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(54) UTHTUBUTOPBI COMT
(57) Pedepar:

Hacrosiee nzo0OpeTeHre OTHOCUTCS K HOBBIM
coemuHenusiM popmyiel (I) u ux papmaneBTUIECKH
MpUEMJIEMBIM  COJISIM,  KOTOpbIe  00JIalafoT
cBOUCTBaMU uWHTHOUTOpa (epmeHTa Katexoj-O-
Metuntpanchepassl (COMT). CoeauHeHUS] MOTYT
MIPUMEHSITRCS IS JieueHus: Oone3nu [lapkuHcoHa,
KOTHUTHBHOTO HapyImIeHUusT |

CUMIITOMOB, PE3UCTEHTHOMU

JIETIPECCHH,
JIBUTATEJILHBIX

Crp.: 1

JIETIPECCHUH, KOTHUTUBHOTO HAPYILIEHNS], HACTPOCHUS
W HEraTMBHBIX CUMITOMOB In30¢peHud. B
coequaennu hopmyisl (I)
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O R |

reR! MpeACTaBIIsIeT COOOM BOAOPOI, METHI, Br,

Fumu Cl; R? IIPEICTABIISIET COOOM BOOPO I, HUSLIMM
ankun, Br, I, Csg-uuxmnoankun, C(O)O-HMU3LIMI
ankwi, C(O)NH-HM3IMI ajkui, 3aMelLleHHBINA
raimoreHoM, C(O)(MopdoNMH), UIN TIPEICTABISACT

coboit 3 4-puruapoHadTancH-2-Ua, BO3MOXKHO
3aMeIIeHHBIN HUBIIHM AJIKUIIOM, 1,2,3,4-
TeTparugponadranen-2-uim, 2,3-

quruapoOeHzodypaH-6-un, 1-MeTuin-2,3-Iuruapo-
1H-unmonun-5-ui, 1-MeTUJIMHIOIUH-5-1JI,
Terparuaponupan-4-ui, 3,6-quruapo-2H-nupan-4-
un, 2-uzonponui-1,2,3-TeTparuapou30XUHOINH-S-
un, 2,3-muruapoaumMetii| 1,4] mmokcuH-6-1I1, 0eH30-
[1,3]-arokcomn-5-un, 1,2,3,4-TeTparuaponu30XUHOIUH-
7-111, BO3MOKHO 3aMEILICHHBIM HU3IIMM aJIKUIOM,
[UKJIOTEKCEHUIT, MOP(POTIMHUIL, 4-METHIITUTICPA3UHUIL,
HadTaneH-1-un, HadTaNEeH-2-UIT, WK MIPEICTABISAET
coboit (CHR),-beHM1, BOBMOKHO 3aMEIIEHHBIA OT

OJHOIO [0 IISITH 3aMecTUTenei R4, rae R*
npenacrasisier cobolt F, Cl, CN, CH,-CN, Husmmi

QJIKWI, TUAPOKCHU, HU3LIMH AaJKWJ, 3aMEIICHHBINA

TUAPOKCH, HU3IMEA  ankokcH, (CHy)p »-HuzIIMi
ankokcu, S-musmmid  anxui, (CHy)jo-S-Husmmi
ankuit, -CHy) 1 2-S(O),-Husiimi ankuit, -S(O)o-HU3 i
ankuil,  -S(O))-AU-HU3LIMH ~ aJKWIAMHHO,  -S
(O),-nunepuavHuI, HU3MIMA AJIKWJI, 3aMEIIECHHBIA

rajoreHoM, -N=N-(eHus1, AU-HU3IMN AJTKUIIaMUHO,
(CHp){ p-mu-nmsiuuit  ankuinamubo,  (CHjy)p-NH-

Husmmi ankuia, NHC(O)-HM31MM ajakuil, HU3IIWN
aJKOKcH, 3aMenieHHbIi ragorenom, CH(CH3)C(O)

O-amsummit - ankui, O-denwnt, O-Oensun, deHu,
Bo3MoOXHO 3amenieHHbll CF3, SF5, 6ensun, C(O)-

a3 ankui, C(O)-denmr, C(O)-mopdomumi, C

(O)-4-meTunnunepasvHu, C(0)-mu-
OKCOTHOMOP(DOIUHMU, C(O)-nunepuauHu,
BO3MOHO 3aMeIleHHbIN F, C(O)-NH-

(CHy),-mopdommann, C(0O)-NR-(CH,),-NR,, C(O)-
CH,-O-(CH,),-4-

mMetumunepasuani, CH,-O-(CHy),-nu-ankunaMuHo,

N-Iu-HU3INN aJIKWJI,

(56) (mpomoikeHue):

CH,-0O-(CH»),-tuppOoIuIuHII, CH,-O-

(CHy),-mopdomunaun, CH,-O-(CH,),-unepuauau,
BO3MOXHO  3aMEIICHHBIA HU3IIUM  AJIKUIIOM,

3aMEUICHHBIM TalOT€HOM WM HU3LIMM AJIKUIIOM,
(CHy)3 4-TMppOTIMIVHHIL, (CH,), 3-mu-Hu3immi

anmkuinamuHo, Mopdomuamuin, CHjp-mopdomunm,
CH,-niumniepa3uH, 3aMEIICHHBIM HU3IINM AJIKUIIOM,
-S(0),-niMnepasuH, 3aMEIICHHBIM HU3IIAM aJIKUIOM,
CH,-0-C(O)-nuniepasvH, 3aMEIICHHBI HU3LIUM
ankuaoM, mapasonun uin (CHy) | o-HU3IIMI aTKOKCH;

R npencrasisieT co60i1 BOTOPO/T, HU3IINI ATTKWI WA
THUIPOKCHIT; n TIpeAcTaBisieT coboii 0, 1, 2 wiu 3; umu

R? npejacrasisier cobout C(O)-(peHunn, BO3MOKHO
3aMEIIEHHBIN HU3IIUM aJTKUIIOM; UJTH TIPEICTABIISIET
cob6oit -O-¢peHnT, BO3MOXKHO 3aMeIleHHBIN F; nn
npeacrasisier coboit CH=CH-denmi, Bo3MOXHO
3aMeIeHHBINA HU3IINM aJTKUIIOM; UITH MTPECTABISIET

cobort C=C-dpenun; wmm R2 Mpe/iCTaBIsieT coboi
reTepoapull, BBIOPAHHBIN U3 TPYIIIBI, COCTOSIIIEH 13
MMpa3oIuia, THA30JIMIIA, MUPUIUHUIIA,
MUPUMUIMHUIIA, WMMIA30JIMIIa, HW30KCa30JIuIIa,
M30THA30JIMIa, THO(eHuna, 1-Tha-3,4-aua3onuia,
nMuaasol1,2-almupuauHuna, WHIa30JI1IIA,
XUHOJIMHWJIA WM W30XWHOJWHHWIIA, U YKa3aHHBIC

TPpyInbl  BO3MOXHO 3aMEIICHBI RS, rmue R’
MPE/ICTABIISIET CO0OI TajoreH, HU3IIMN  AaJIKWI,
HUBIIMKA aJIKOKCH, HU3IIWU aJIKWJI, 3aMEILCHHBIN
rajoreHoM, HU3IIMHA  aJIKOKCHM, 3aMelIeHHBIN
rajgoreHoM, ruapokcu, (CHy) »-HU3IMA aIKOKCH,

CH,-u-Husmmi AJIIKWJIAaMMHO, IU-HUA3IINAN

AIIKUIAMUHO, MOPQOIMHUIL, MUTIePA3UHUIT,
muppomuauH-1-w1, C(O)-munepumuami, C(O)-4-
METHJITUTICPA3HHIIT, (DeHUIT, BO3MOKHO 3aMEIIICHHBIN
rajoreHoMm, mmpuaunui, S(O),N(CHj),, C(0)O-
Hu3mmi  ankuia, NHC(O)-HM3IMK — ajakuia, WM
npencrasisiet coboit C(O)-rerepoapuit, BHIOPaAHHBIN
13 MIUPUAMHKIA U THO(EHUIIA, T/Ie FeTepOoapUIIbHbIC
CPYIIIBI BO3MOKHO 3aMEIEHbl HU3IIMM aJIKWIIOM, N

npeacTasisietT coooin 0, 1, 2 wmm 3; R3 MPE/ICTABIISIET
cobott Bomopon, metui, Br, F, Cl, CF3, HuTpo, amuHo,
mano, NHC(O)-denut, uiu npeacrasiseT codoit 1-
MeTwui-1,2,3,6-TeTparuipOnupUIMHNIL, WA
MIPEACTABIISICT COOOH THMPUIWHHWI, BO3MOXHO
3aMEIIEHHBI METHIIOM WM MOP(OIMHUIOM, WA
IIPeICTaBIsACT COOOM (PEHMIT, BOZMOKHO 3aMEIIICHHBIN
metuiioM, SO,CHj, CF3, CN, F umu C(O)N(au-

HU3IIMN alkui). 3 H. 1 13 3.11. ¢-J181, 2 TAOI., 256 11p.

(abstract), Retrieved from STN, AN 142:197901 (RN 135106-43-34

5,8-dihydroxy-6-methyl(3H)-Quinazolinone).
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(54) COMT INHIBITORS

(57) Abstract:
FIELD: pharmacology. OH
SUBSTANCE: invention relates to new compounds
of the formula (I) and their pharmaceutically acceptable I//
salts which have the properties of a catechol-O-
methyltransferase (COMT) inhibitor. In the compound R
of the formula (I) 3

where R! is hydrogen, methyl, Br, F or CI; R? is

Crp.: 3
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hydrogen, lower alkyl, Br, I, C;_gcycloalkyl, C(O)O-
lower alkyl, C(O)NH-lower alkyl substituted by
halogen, C(O)(morpholine) or is 3,4-dihydronaphthalen-
2-yl optionally substituted by lower alkyl, 1,2,3.4-
tetrahydronaphthalen-2-yl, 2,3-dihydrobenzofuran-6-
l, 1-methyl-2,3-dihydro-1H-indolin-5-yl, 1-
methylindolin-5-yl, tetrahydropyran-4-yl, 3,6-dihydro-
2H-pyran-4-yl, 2-isopropyl-1,2,3-tetrahydroisoquinolin-
5-yl, 2,3-dihydro- dimethyl[1,4]dioxin-6-yl, benzo[1,3]
-dioxol-5-yl, 1,2,3,4-tetrahydroisoquinolin-7-yl
optionally substituted by lower alkyl, cyclohexenyl,
morpholinyl, 4-methylpiperazinyl, naphthalen-1-yl,
naphtalen-2-yl, or represents (CHR),-phenyl optionally
substituted by one to five substituents R4, where R* is
E Cl, CN, CH,-CN, lower alkyl, hydroxy, lower alkyl,
substituted hydroxy, lower alkoxy, (CH;);,-lower
alkoxy, S-lower alkyl, (CHj);,-S-lower alkyl,
-CHy){ »-S (O),-lower alkyl, -S(O),-lower alkyl, -S
(O),-di-lower alkylamino, -S(O),-piperidinyl, lower

alkyl substituted by halogen, -N=N-phenyl, di-lower
alkylamino, (CH,); »-di-lower alkylamino, (CH,),-NH-

lower alkyl, NHC(O)-lower alkyl, lower alkoxy
substituted by halogen, CH(CH3) C(O)O-lower alkyl,

O-phenyl, O-benzyl, phenyl, optionally substituted CF3,
SFs, benzyl, C(O)-lower alkyl, C(O)-phenyl, C(O)-
morpholinyl, C(O)-4-methylpiperazinyl, C(O)-di-
oxothiomorpholinyl, C(O)-piperidinyl, optionally
substituted by F, C(O)-NH-(CH,),-morpholinyl, C(O)
-NR-(CH;),-NR,, C(O)-N-di-lower alkyl, CH,-O-
(CHj),-4-methylpiperazinyl, CH,-0-(CH,),-di-
CH,-0O-(CHy),-pyrrolidinyl, CH,-O-
CH,-0-(CH,),-piperidinyl
optionally substituted by lower alkyl substituted by
halogen or lower alkyl, (CHjy)3 4-pyrrolidinyl,
(CHy), 3-di-lower

alkylamino,

(CHj),-morpholinyl,

alkylamino, morpholinyl,

Crp.: 4

CH,-morpholinyl, CH,-piperazine substituted by lower
alkyl, -S(O),-piperazine substituted by lower alkyl,
CH,-O-C(O)-piperazine substituted by lower alkyl,
pyrazolyl or (CHj)jp-lower alkoxy; R is hydrogen,

lower alkyl or hydroxyl; nis 0, 1, 2, or 3; or RZis CO)
-phenyl optionally substituted by lower alkyl; or is -O-
phenyl optionally substituted by F; or is CH=CH-phenyl
optionally substituted by lower alkyl; or is C=C-phenyl;

orR%isa heteroaryl selected from the group consisting
of pyrazolyl, thiazolyl, pyridinyl, pyrimidinyl,
imidazolyl, isoxazolyl, isothiazolyl, thiophenyl, 1-thia-
3,4-diazolyl, imidazo[1,2-a]pyridinyl, indazolyl,
quinolinyl or isoquinolinyl, and the said groups are

optionally substituted by R’, where R7 is halogen, lower
alkyl, lower alkoxy, lower alkyl substituted by halogen,
lower alkoxy substituted by halogen, hydroxy,
(CHj)j »-lower alkoxy, CH,-di-lower alkylamino, di-

lower alkylamino, morpholinyl, piperazinyl, pyrrolidin-
1-yl, C(O)-piperidinyl, C(O)-4-methylpiperazinyl,
phenyl optionally substituted by halogen, pyridinyl, S
(O),N(CHj3),, C(O)O-lower alkyl, NHC(O)-lower alkyl,
or is C(O)-heteroaryl selected from pyridinyl and
thiophenyl, where heteroaryl groups are optionally

substituted by lower alkyl, n is 0, 1, 2 or 3; R is
hydrogen, methyl, Br, F, Cl, CF3, nitro, amino, cyano,
NHC(O)-phenyl, or is 1-methyl-1,2,3,6-
tetrahydropyridinyl, or is pyridinyl optionally
substituted by methyl or morpholinyl, or is phenyl
optionally substituted by methyl , SO,CH3, CF3, CN,
F or C(O)N (di-lower alkyl).

EFFECT: compounds can be used to treat
Parkinson's disease, depression, cognitive impairment
and motor symptoms, resistant depression, cognitive
impairment, mood and negative symptoms of

schizophrenia.
16 cl, 2 tbl, 256 ex
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Hacrosiee nzo0peTeHrue OTHOCUTCS K COSAMHEHUSIM (POPMYIIbI
OH
N R

r/
HN 2
O R |
rue
R! MpeACTaBIIsIeT coOol Bogopoa, metui, Br, F umu Cl;

R2 MpeACTaBIIsieT coOOM BO10OPO/1, HU3IIMHI ainku, Br, [, Cs_g-timkiioankui, C(O)O-Hu3mui

ankui1, C(O)NH-HM31M aTku, 3aMellieHHbIN ratoreHoM, C(O)(MopdhoIMH) WK ITPEICTaBISAET
cobor

3,4-nuruapo-HadranaeH-2-1ui1, BO3MOXXHO 3aMEIICHHbIA HU3IIUM aJIKUIOM

1,2,3,4-trerparuapo-HadraaeH-2-uul,

2,3-murunpo-oen3odypan-6-u,

1-metun-2,3-guruapo- 1 H-ungonun-5-um,

1-MeTWJI UHIOJI UH-5-U11,

TeTparuapo-nupaH-4-u,

3,6-nuruapo-2H-nupan-4-ui,

2-nzonponui-1,2,3-TeTparuApo-u30XUHOINH-5-11,

2,3-muruapo-aumetu| 1,4 1MokcuH-6-u,

0en3o-[1,3]-1MoKcon-5-ui

1,2,3,4-TeTparugpo-u30XuHOJIMH-7-UJ1, BO3SMOXHO 3aMEIICHHBIA HU3IIUM

AJIKUJIOM,

HUKJIOTC€KCEHMII,

TUOMOPDOIMHMII, 4-METHUII-ITUIICPA3UHUII,

HadTanen- 1-ui, HadTaIeH-2-11,

wim nipeactaisieT co0o(CHR),-beHn1, BO3MOKHO 3aMEeIIEHHBIN OT OJTHOTO J0 MSTH

3aMECTUTENICH R4,

rae

R* npeactasisieT coooti F, Cl, CN, CH,-CN, HU3IIMI alIKWI, TUIPOKCH, HUBIIUN aIKWUII,
3aMEIEHHBIA THAPOKCHU, HU3IIUNA AJIKOKCH, (CH2)1’2—HI/I3LHI/II7I AJIKOKCH, S-HU3IINHN aJIKWI,
(CHy){ 2-S-nustumit ankui, -CHp) 1 o-S(O),-Husimi ainkuit, -S(O),-Hu31mmi aakui, -S(0),-1u-

HUBIIMNA aJIKUIIAMUHO,
-S(O),-unepuarHNI, HU3IINIA aJTKWI, 3aMEIICHHBIN TalIoTeHOM, -N=-(heHWI, TU-HU3IINMA

ankunamMuto, (CHy) »-nu-Husimi ankunamuno, (CHy),-NH-nusimmii ankut, NHC(O)-Husmmi
AJIKWI, HU3LIUHI aIKOKCH, 3aMelieHHbIH raiorenoM, CH(CH3)C(O)O-nu3mii ankui, O-
bennn, O-6en3u, Gperns, Bo3moxHo 3amenieHHbi CF3, SFs, 6ens3un, CO)-HU3MINI alKul,

CO)-dpenn, C(O)-mopdomnuit, C(O)-4-metnin-rmunepa3utuit, C(O)-1u-0Kco-THOMOPHOTMHUI,
C(O)-nunepuauHui1, Bo3mMoxHo 3amernieHHslit F, CO)-NH-(CH»),-mopdonunun, C(O)-NR-

(CH»),-NR», C(O)-N-mu-nuzmuit ankui, CH,-0O-(CH»,),-4-metun-nunepazunui, CH,-O-
(CH»),-muankunamuno, CH,-O-(CH,),-muppomuaunui, CH,-O-(CH,),-mopdomunmn, CH,-O-
(CHy),-nMrepuAvHII, BO3MOKHO 3aMEIIEHHBIN HU3IINM aJTKUIOM, 3aMEIIeHHBIM FaJIOTeHOM

Crp.: 5
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WM Hu3muM ankuinom, (CHy)s 4-tupposuaunui, (CHj), 3-AK-HU3IIAA aJTKUIAMKHO,
Mopdommnui, CH,-mopdommnun, CH,-nurnepasuH, 3aMeIeHHbIN HU3IIUM aJIKUIIOM, -S
(O),-nunepasuH, 3aMeleHHbIN HU31uM ankuioMm, CH,-O-C(O)-nunepas3uH, 3aMelIeHHbIH

HU3IIKUM aJIKWJIOM, UPA30JIUIT UITH
(CHy) | »-HM3LINI aTTKOKCH;

R npencrasisieT coO0 BOIOPO, HU3LIUHN KW UM TUIPOKCUTT;
n npeacrapisier codor 0, 1, 2 unu 3;

win R? MpEeACTaBIISIET COOOM

C(O)-thenunst, BO3MOKHO 3aMEIIIEHHBIN HU3IIUM aJTKUIIOM;

WM TIpEACTaBIISIET coOot -O-(heHunn, BO3MOKHO 3aMelieHHbIN F;

uiu npeactasisieT cooort CH=CH-deHus, BO3MOXKXHO 3aMeIIeHHbIN HU3IIUM aJIKUIIOM;
i nipeactaisieT codort C=C-denu;

wi R? MpeACTaBIISIET COOOM

co0oli rerepoapuil, BBIOpaHHBIN U3 IPYIIIBL, COCTOSILEH U3 MUPA30JIMiIa, TUA30JINIIA,
MUPUAMHWIA, TUPUMUAAMHUIA, UMUIA30JIMIa, U30KCA30JIUIIa, U30THA30MIMIa, THOhEeHW A, 1-
THa-3,4-aua3onuna, MUaa3o|[ 1,2-a]JnupuaMHuina, UHAA30IMIa, XMHOJIMHUIIA WITH

W30XUHOJIMHUIIA, U YKa3aHHBIE TPYIIITBI BO3MOYHO 3aMEIICHBI R’ ,
rmae

R5 MPEJICTABIISIET COOOM TajIOreH, HU3IIMK aJIKUJI, HU3IINUN aJIKOKCH, HU3IIWN aJIKuI,
3aMEIIEHHBIN TaJIOT€HOM, HU3IIUI aJIKOKCH, 3aMELIEHHBIN TaJIOT€HOM, TUIPOKCH,
(CHy); »-nuzimii ankokcd, CHy-Au-HU3MINIA aJTKUIIAMUHO, IM-HU3LIMHA aJIKUIIaMUHO,

MOP(OIMHUII, TUTTEPAZUHII, TUPPOIUIUH- 1 -1, C(O)-rurepuauHuI,
C(O)-4-meTunn-nunepa3uHu, GeHUI, BO3MOXKHO 3aMeIIEHHbIN TaJJOTeHOM, MUPUIMHUT, S
(0);,N(CH3),, C(O)O-am3mmit ankui, NHC(O)-HU3IMIMN anKui, Wiy npeacrasiset codou C

(O)-reTepoapuit, BBIOpaHHBIN U3 IMPUAMHUIA U THO(DEHMITA, T/Ie TeTePOaPUITbHBIC TPYIIIIBI
BO3MOJKHO 3aMeNleHbl HU3IINM aJIKUIOM,
n npeacrapiser codoi 0, 1, 2 uu 3;

R> MpeAcTaBIsieT codom Bogopoa, metul, Br, F, Cl, CF3, nurpo, amuno, nuano, NHC(O)-

(dbeHu1, UK peIcTaBisieT coool 1-metu-1,2,3,6-TeTparuiponupUIMHUAI, WA TPEICTABIISIET
COOO MUPHUIAUHUI,, BO3MOKHO 3aMEIIEHHBIN METUIIOM WITH MOP(MOIMHMIL, UJIU TIPEJCTABIISICT
cobott eHnT, BO3MOKHO 3amenieHHbId MmetuinoM, SO,CH3, CF5, CN, F umu C(O)N-au-Hu3mmit

aJIKHIT,

IIPU YCIIOBUH, YTO R'uR? OJTHOBPEMEHHO HE SIBIISIFOTCA XJIOPOM U Rl, R?u R? e spnsores
OJHOBPEMEHHO BOJIOPOJIOM,

U Ux papMaleBTUUECKU TPUEMIIEMBIM COJISIM.

AHanoruunble coeuHeHus Obu onucansl B WO 2007/147217, KOTOpbIe IPUMEHSIIOTCS
JUTS JIEYEHUS TJIMOMHBIX OITyXOJIEW TOJIOBHOI'O MO3ra.

WO 2004/031161 1 WO 2007/118276 packpsiBatoT 8-ruapokcu-4(3H)-XuHa30IMHOHBI 1151
JIEYEHUS HEBPOJOTUYECKUX COCTOSIHUM, HarTpuMep 0ojie3Hu Ajblreiimepa u 00Je3HU
[TapkuHCOHA M 1715 JIeYeHUsI BO3PACTHOM MaKyIsipHOM AucTpoduu. KoHkpeTHbIe coeTMHEHUS
HACTOSIIETO U300PETEHUS HE PACKPBIBAIOTCS.

Coenunenus popmyisl [ 06magaroT HeHHBIMU (hapMaKOIOTMUECKUMU CBOVCTBaMU. B
YACTHOCTH, 3TU COSIMHEHUSI MHTUOUPYIOT hepMeHT KaTexoi-O-metunrpancdepasy (COMT),
MarHHIi-3aBUCUMBIN (PepMEHT, KOTOPBIN KaTaJUu3UpyeT IMePEHOC METHIILHOM TPYIIIIHI S-
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aJICHO3UJIMETUOHMHA Ha KaTEXOJIOBBIN CyOCTpaT, B pe3yIbTaTe 4ero 00pa3yrTcs
COOTBETCTBYIOIIME METUIIOBBIC 3dupHI. [Togxoasimmu cyOocTpaTaMu, KOTOPbIE MOTYT OBITh
O-metunupoBaHHbI ¢ momolbio COMT u koTOphIe, TAKUM 00pPa30M, MOTYT ObITh
JIEAKTUBUPOBAHBI ABJISIFOTCS, HAIIPUMED, IKCTPaAaHENPOHAIbHbIE KATEXOJIAMUHBI M 9K30M€HHO-
BBE/ICHHbBIC TePANIEeBTUUYECKH aKTUBHBIE BEIIECTBA, UMEIOIINE CTPYKTYPY KaTeXHHa.

Coenunenust opmMyiis [ BbIle, COOTBETCTBEHHO, MOTYT OBITh UCIIOJIb30BAHBI IS
NMPO(PUITAKTUKH UITH KOHTPOJIS OOJIE3HEMH, /1T KOTOPBIX JIeaKTUBAIHS SKCTPaHEHPOHAITBHBIX
kaTexoslaMuHOB nocpesicTBoM COMT sBrisieTcst CyliecTBEHHOM, HApUMep, 17151 TPOPUITaAKTUKU
WK KOHTPOJIS Aenpeccuil. B aToM cimyuyae coenuuenust GopMyis [ BbIIIIE MOTYT OBITH
UCIOJIb30BAHbBI B KAUECTBE MHAUBUIYAJIbHBIX COEIMHEHUIM WIIK B KOMOUHALIMU C APYTUMU
TEepAINeBTUYECKM AKTUBHBIMU BEIIECTBAMU, KOTOPBIE OJIArONMPUSITHO BIUSIIOT HA TEUCHUE
601e3uu. Coenuuenust popMyJabl I MOTYT, OJTHAKO, TAK)Ke OBITH UCIIOJIb30BAHBI B KAUECTBE
CO-TIpENapaToB ¢ APYTUMU TEPANEBTUUECKU AKTUBHBIMU BelecTBaMu. Kpome Toro,
coemuuenus popmyasl I sBisitores nuaruonropamu COMT, y KOTOPBIX OTCYTCTBYET
MOTEHIMATbHASA TOKCUYHOCTD, CBA3aHHASI C HAITPOKATEXUH-COJEPKAIIMMU COETMHEHUSIMU
(K.S. Smith, PL. Smith, T.N. Heady, J.M. Trugman, W.D. Harman, T.L. Macdonald, Chem.
Res. Toxicol. 2003, 16, 123-128; M. d'Ischia, C. Costantini, Bioorganic & Medicinal Chemistry
1995, 3, 923-927).

Coenuuenus hpopmyinsl [ TaKKe MOTYT IPUMEHSATHCS JIJISI KOHTPOJISE O0JIE3HE! C
TE€paNeBTUUECKH AKTHUBHBIMU BEILIECTBAMU, KOTOPBIE UMEIOT CTPYKTYPY KaTexosoB. B kauecTse
puMepa MOKHO ITpUBeCTH JiedueHue 6ose3nu [TapkuHcoHa U MapKUHCOHMU3MA C TOMOUIBIO
L-nomna, TepaneBTUYECKU AKTUBHOT'O BELIECTBA, UMEIOIIIETO CTPYKTYPY NMUpOoKaTexuHa. B
TAaKUX CITydasix COeTUHEHUS (DOPMYITBI | MOTYT TPUMEHSATHCS B BUJIe COBMECTHOTO Ipernapara
WJIM B BUJIe KOMOMHUPOBAHHBIX MIPENapaToB.

HexoTopsie JOKYMEHTHI OMUCHIBAIOT TEKYIIME 3HAHUS OTHOCUTEILHO HHTMOUPOBAHUS
COMT, nanpumep - B 00J1aCTH AETPECCUU

Fava, M., J.E Rosenbaum, A.R. Kolsky, J.E. Alpert, A.A. Nierenberg, M. Spillmann, C.
Moore, P. Renshaw, T. Bottiglieri, G. Moroz, and G. Magni. Open study of the catechol-O-
methyltransferase inhibitor tolcapone in major depressive disorder. J Clin Psychopharmacol 1999,
19, 329.

- B o0JyracTv mu3o(ppeHnu:

D.R. Weinberger, M.F. Egan, A. Bertolino, J.H. Callicott, V.S. Mattay, B.K. Lipska, K.F.
Berman, T.E. Goldberg, Prefrontal neurons and the genetics of schizophrenia, Biol. Psychiatry
2001, 50, 825;

M.FE. Egan, T.E. Goldberg, B.S. Kolachana, J.H. Callicott, C.M. Mazzanti, R.E. Straub, D.
Goldman, D.R. Weinberger, Effect of COMT Val 108/158 Met genotype on frontal lobe function
and risk for schizophrenia, Proc. Natl. Acad. Sci. USA 2001, 98, 6917;

P, Bitsios, P. Roussos, Tolcapone, COMT polymorphisms and pharmacogenomic treatment
of schizophrenia, Pharmacogenomics 2011, 12, 559.

- B obnactu 6one3nu [lapkuHcona

JBa nuruouropa COMT BbIBeIeHBI HA PHIHOK JIJIs YIIYUIIIEHUS TePAIUU C TTOMOIIBIO
neBomnonasl, TacMap/ToskarnoHs,

M.C. Kurth, C.H. Adler, M. St. Hilaire, C. Singer, C. Waters, P LeWitt, D.A. Chernik, E.E.
Dorflinger, K. Yoo, Tolcapone improves motor function and reduces levodopa requirement in
patients with Parkinson's disease experiencing motor fluctuations: A multicenter, double-blind,
randomized, placebo-controlled trial, Neurology, 1997, 48, 81;

O. Gershanik, M. Emre, G. Bernhard, D. Sauer, Efficacy and safety of levodopa with entacapone
in Parkinson's disease patients suboptimally controlled with levodopa alone, in daily clinical
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practice: an international, multicentre, open-label study, Progress in Neuro-Psychopharmacology
& Biological Psychiatry, 2003, 27, 963;

M. Gasparini, E. Fabrizio, V. Bonifati, G. Meco, Cognitive improvement during Tolcapone
treatment in Parkinson's disease, J. Neural. Transm. 1997, 104, 887.

- B 00J1aCTH yJIyUIlIeHHUsI KOTHUTUBHOM JAeSTeTbHOCTH

H.M. Lachman, D.F Papolos, T. Saito, Y.M. Yu, C.L. Szumlanski, R.M. Weinshilboum,
Human catechol-O-methyltransferase pharmacogenetics: description of a functional polymorphism
and its potential application to neuropsychiatric disorders, Pharmacogenetics 1996, 6, 243;

A.K. Malhotra, L.J. Kestler, C. Mazzanti, J.A. Bates, T. Goldberg, D. Goldman, A functional
polymorphism in the COMT gene and performance on a test of prefrontal cognition, Am. J.
Psychiatry 2002, 159, 652;

J. Savitz, M. Solms, R. Ramesar, The molecular genetics of cognition: dopamine, COMT and
BDNE, Genes, Brain and Behavior 2006, 5, 311.

Nurndutopet COMT TOJKAINIOH M 3HTAKATIOH KIIMHUYECKH OJ100PEHBI /17151 JIeUeHUs O0JIe3HU
ITapkuncona (bIT) c kmaccuueckotii L-Jlona 3amectutenbHOM Tepanueit. OHU epudepudecKku
UHTUOUPYIOT O-METUIMPOBAHUE U JeaKTUBaLMIO BBeneHHOM L-Jlona. Tonkamnon umeer
OTHOIIIEHHE CoJIepKaHus B Mo3re/muiazme ~ 0,01 v 6bLT UCTIONH30BaH B KAYECTBE COSAMHEHUSI-
UHCTPYMEHTA JIJIs1 UCCIIeI0BaHUsT OCHOBHBIX 3(ppekToB MHrnorposanuss COMT B KIIMHUYECKUX
UCIIBITAHUSX U B 9KCIIEPUMEHTAX HA KUBOTHBIX. BBIJIO IMOKAa3aHO, YTO TOJIKATIOH UMEET
AKTUBHOCTb AHTUJICIIPECCAHTA HA MOJENMN AHTE€JOHNHU Y KPBIC U B OTKPBITOM KIIMHUYECKOM
UCHBITAaHUM Y 2] MalMEeHTOB C OOJIBIIMM AEPECCUBHBIM paccTpoiicTBoM (MDD), KOTOpBIX
Jeunsy B TeueHue 8 Heaenb 1o 400 Mr 1Ba pa3za B CyTKHU. XOTS 3TO OKAa3bIBAET, UYTO
unrubupoBanrne COMT moxeT ObITh 3 hHEeKTUBHBIM 15 JieueHUs: MDD, He mpoBOAMIIOCH
J1a1e00-KOHTPOJIMPYEMbBIX UCCIIEAOBAHUI C TOJIKATIOHOM IO COOOpaKeHUsIM 0€30ITaCHOCTH
B OTHOIIIEHUY TOKCUYHOCTH MeueHU. HTepeCcHO OTMETHUTh, UTO B UCCIIEIOBAHUU O€30MTACHOCTU
C TOJIKAnoHOM Yy nanueHToB ¢ BII, HaOmr0aa10Ch CHIKEHUE, XOTS U HE 3HAYMTEIBHOE, B
4acTOTe JICTIPECCHI 0 CpaBHEHMIO ¢ I1ane6o. Psa HeMoTtopHbix cumntomoB rpu BIT, Takux
KaK JENpPeccusi, B HACTOSIIEE BPeMs MPU3HAIOTCS KIMHUYECKH BAXKHBIMU U JICUEHUE 3TUX
CUMIITOMOB OYJIET 3HAYUTENIBHO YIYUYIIUTh KA4eCTBO KU3HU MalueHToB. [1oka He 6b110 HU
oxHoro uccinenoBanus ¢ uHrHOUTOoOpamu COMT mpu BII ¢ ucnonab3oBaHreM MHIEKCA
JIETIPECCUU B KA4eCTBE eIMHUIBI M3MepeHust. ledumt nodhaMuHeprudeckoi nepeaaui MOKeT
UrpaThb poiib B AenpeccuBHoM coctossHud MDD u BI1. KpoMme Toro, cHukeHue HacTpoeHust
Y HETATUBHBIX CHMIITOMOB, KOTOPBIE SIBIISIOTCS YACThIO CUMIITOMATHKU MTU30(PPEHUN MOKET
OBITh CBSI3aHO C TUIIOGYHKIMEN B TPpe(hpOHTAIIBHON KOpEe FOJIOBHOT'O MO3ra. IHrubupoBaHue
COMT B MO3re CeNeKTUBHO YBEJIMUMBAET KOHIEHTPANHUIO Jo(haMUHA B CHHAIICAX B
npepoHTATBHOM KOPE TOJIOBHOT'O MO3Ta U3-3a OUY€Hb HU3KOM IKCITPECCHUH BHICOKO-ah(OUHHBIX
MEPEHOCUYUKOB T0(haMUHA B 3TOM 00JIACTH, KOTOPbIE B TPOTUBHOM CIIy4ae KOHTPOJIUPYIOT
ypoBHU nodamuna. [Toaromy uarnobuposanne COMT 10KHO YBETUIUTH
To(haMUHEPIUUECKYI0 HEHPOTPAHCMUCCHUIO B MMPe(PPOHTAIIBHOM KOPE TOJIOBHOT'O MO3Ta, He
BJIMSISI HA HOPMAJIBHYIO (MJTM YBEIMYEHHYI0) AaKTUBHOCTD A0()aMHHa B IPYTHX 00JIACTSIX MO3Tra.
Kpome Toro, COTM B rojioBHOM MO3T€ SBJISIETCS] YHUKAJIbHOM MUIIIEHBIO JIJ151 JICUEHUS
PacCTPOVCTB, CBA3AHHBIX ¢ AUCPYHKIMEN TpedpOHTATBHOM KOPBI, TAKUX KAK KOTHUTUBHbBIE
HapyIeHus mpy 6oj1e38M [lapkrHCOHA, KOTHUTUBHBIC HAPYIICHHUS, CBSI3aHHBIE C 30D peHMEN,
nedunuT BHUMaHus ¢ runepaktuBHOCThIO (CABI), moOHO-BUCOYHAS IeMEHIMs,
UMITYJIbCUBHOCTD. [TOCKOJIbKY KaK TOJIKAIIOH, TAK M SHTAKAIOH 00JIa1al0T CBOUMHU
Or'PaHUYEHUSIMH, CBSI3AHHBIMU C (PaPMaKOKHUHETUKOM, 3((heKTUBHOCTHIO, O€30MACHOCTHIO,
CYIIECTBYET MOTPEOHOCTH B HOBBIX UHrMOUTOopax COMT c ymyuiieHreM 3Tux napameTpos.

Llenbio HacTosiiero nzooperenus sapisiercss UHrHoOuposanue COMT B rojioBHOM MO3re

Crp.: 8



10

5

20

25

30

35

40

45

RU 2642779 C2

C LIEJIBIO JICUECHUSI:

(1). bonesnu I[lapkuHcoHa: nenpeccuy, KOTHUTUBHBIX HAPYIICHUN U IBUTATEIIbHBIX
CUMIITOMOB;

(2). YcroituuBotii k neyenuro aernpeccun (TRD);

(3). KOorHUTUBHBIX HApYIIEHUH, HACTPOEHUSI U HETATUBHBIX CUMIITOMOB IIM30(PEHUHU.

HetictBytomue neHTpadibHo COMT UHTUOUTOPHI SIBISIOTCS TIEPBBIMU B KJIaCCe.
Nurubuposanne COMT sBnsieTcst 6€30MacHbIM, TOCKOJIbKY HE 0OHAPYKUIIOCH
MOJITBEPKIECHNI CBI3aHHOW C MUIIEHBbIO TOKCUYHOCTH MPU LIMPOKOM UCIIOJIb30BAHUU
TOJIKAIIOHA M HTAKAIIOHA.

Takum 00pa3zoM, 00bEKTOM HACTOSIIIETO U300PETEHHUS SABISIACh UACHTUPUKALUS
COEIMHEHMI, KoTopbIe siBIIstoTCs MHrnoutTopamu COMT. Bpito ycTaHOBIIEHO, UTO COSTUHEHUS
dbopMmybl | IBIAIOTCS AKTUBHBIMU B TAHHOM 00JIACTH U OHU MOTYT, TAKUM 00pa3oM,
MIPUMEHSATBCA U151 JIeueHus: 0one3uu [lapkuHcoHa, 1enpeccun, KOTHUTUBHOTO HAPYIIEHUS U
JIBUTATEIIBbHBIX CHMIITOMOB, PE3UCTEHTHOM JIENTPECCUU, KOTHUTHBHOTO HAPYLIEHMSI, HACTPOEHUS
Y HETAaTUBHBIX CUMIITOMOB IIM30()pEeHUN.

Hacrosimee n3o6pereHne OTHOCUTCS K KOHKPETHBIM HOBBIM COSAMHEHUSIM (hOpPMYJIHI 1,
croco6aM ux MOJIYYEHUs, & TAK)KE K TPUMEHEHHIO COeAMHEHUI GopMYyJIbl | 17151 JIeueHus uiu
MpopUIAKTUKY HapYIIEHUH, CBI3aHHBIX ¢ 60J1e3HbI0 [lapkuHCcOoHa, nenpeccueil, KOTHUTUBHBIM
HAPYILIEHUEM U JIBUTATEIbHBIMUA CUMIITOMAMU, PE3UCTEHTHOM JIeIPeECCUer, KOTHUTUBHBIM
HapylIeHUEeM, HACTPOSHUEM U HETATUBHBIMU CUMITTOMAaMU IIM30(PEHUH, U K
(hapManeBTUYECKUM KOMITO3HUIHUSIM, COACPKAIIUM HOBBIE COeTUHEHUS (hOPMYJTHI 1.

Crenyrouue onpezaesieH1s 00X TEPMUHOB, UCIIOIb3YEMbIX B HACTOSIIIIEM U300 PETEHUU
IIPUMEHSIOTCS] HE3ABUCUMO OT TOT'O, UCITOJIb3YIOTCS JI YKA3aAHHBIE TEPMUHBI CAMOCTOSATEIIBHO
WIK B KOMOWHALIUMU.

Kax 31ech ucnonb3yercs, TepMUH "HU3IINN aJIKKMI" 0003HaYaeT HACHIIEHHYIO, T.€.
amQaTUIECKYIO YIIEBOIOPOAHYIO TPYIITY, BKITIOYAIOIIYIO JIMHEMHYIO WITH Pa3BETBIICHHYIO
VIJIEPOJHYIO HENMOUKY U3 1-4 atoMa yriepoja. [Ipumepamu "ankuma" iBISIOTCS METHIT, 3THI,
H-IIPOTIWJI, ¥ U30TIPOIIUJL.

TepmuH "ankokcn" obo3Hauaet rpymiy -O-R', rie R' npeacrasisieT co60i HU3IIMIM alTKWII,
KaK OIPEJIEIICHO BBIIIIE.

TepMmuH "HU3IIKN aJIKWIT, 3aMEIIEHHBIN TajJoreHoM" 0003HaYaeT HU3LIYIO AIKUIIbHYIO
CpyINIly, KaK OMPEAEIIEHO BBILIE, [JIe IO MEHBIIEH MEPE OJIMH ATOM BOJIOPO/1a 3aMEHEH Ha
atoM rasioreHa. IIpeanoururensHon rpynnoi sBisiercs CFs.

TepMuUH "HU3LIMIA AJIKOKCH, 3aAMEIICHHBINM raJoreHoM" 0003HavYaeT HU3LIYIO ATKOKCH
IPYIILY, KAK ONPEIEIIEHO BBILIE, I1¢ IO MEHBLIEH Mepe OAMH aTOM BOJOPO/a 3aMEHEH Ha
atoM rasioreHa. IlpeanoururensHon rpynnoin ssisiercss OCFs.

TepMuH "tMKI0aTKUIT" 0003HAYAET HUKIIMYECKYIO ATKUIIBHYIO T'PYIIITY, COJIepKaIyo 3-6
KOJIBLIEBBIX aTOMa YIJIepo/ia.

Tepmun "ranoren” obo3Havyaer Xjaop, OpoM, GTop WM HOSI.

Tepmun "dapmaneBTUUECKH TTpreMiIeMast CoJb" WK "papMaleBTHUECKH ITpUeMiIeMast
KHUCIIOTHO-a/I/IMTUBHAS COJIb" BKJIIOUAET COJIM C HEOPTaHUYECKUMU U OPTraHUYECKUMHU
KUCITOTaMU, TAKUMHM KaK COJISTHAsI KUCITOTA, a30THASI KUCIIOTA, CepHasi KUCioTa, ¢hochopHast
KHUCIIOTa, IMMOHHAS KUCII0Ta, MypaBbUHAsI KUCIIOTA, (yMapoBasi KUCIOTA, MAJIEUHOBAS
KHUCIIOTa, YKCyCHas KUCIIOTA, SIHTapHAsl KUCIIOTA, BUHHAS KUCIIOTA, METAaHCYIb(OHOBAS
KHCJIOTa, M-TOJIYO0JICYIh(OHOBAS KUCTIOTA U T.II.

O1HMM BOIUTOIIEHUEM HACTOSIIEr0 U300 PETEHUS SIBISIOTCS coeTMHEHUsT GopMyIbl I, T1ie

R'uR? MPEACTABIISIIOT COOOM BOJIOPO U R? npencrasisier coooit (CHR),-perns, BO3MOXHO
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3aMELIECHHBINA OT OJTHOTO JI0 MSITU 3AMECTUTENIEN R4, i nipeactaisieT codoit C(O)-dpenur,
BO3MOXHO 3aMEIIIEHHBIN HU3IIUM aJIKWIIOM, UK TIpeACcTaBiseT coboi-O-heHus1, BO3MOXKHO
3amereHHbIN F, uinu npencrapisieT coboit CH=CH-deHuns, BO3MOXKHO 3aMeIeHHbIN HUZIITMM
aJIKWIIOM, WK TipeAcTaBiisieT coooit C=C-heHuns, HarpuMep CIIeAYIOIINe COSTMHEHUS
6-0eH3uI-8-TuapokcuxuHa3oauH-4(3H)-ox
6-(2-pTopOen3un)-8-ruapokcuxrnazonui-4(3H)-on
8-ruIpoKcu-6-(3-MeTunoeH3u)xuHa30auH-4(3H)-oH
8-TuAPOKCH-6-(2-MeTOKCHMOeH3WT ) XxuHa30IuH-4(3H)-0oH
8-ruapokcu-6-(3-meTokcubeH3un)xuHa3oauH-4(3H)-on
8-ruapokcu-6-penerunxunazonud-4(3H)-on
(E)-8-runpoxcu-6-ctupuinxunazonut-4(3H)-on
(E)-8-runpoxcu-6-(4-metunctupui)xuHa3zosimH-4(3H)-on
8-ruapoKcu-6-u300yTHIIXMHA30IMH-4(3H)-0H
8-THIPOKCH-6-((heHmTITHHII ) XuHa30IMH-4(3H)-0H
8-ruapoKkcu-6-(3-u3onponokcudenun)xunazonui-4(3H)-on
8-THIPOKCH-6-(2-MeTOKCH-5-(TprudTopMeTH)peHm)xuna3oauH-4(3H)-on
4-x10p-3-(8-ruAPOKCU-4-0KCO-3,4- TUTUIPOXUHABOJIMH-6-UT)OEH30HUT PUTT
8-ruapoxcu-6-(3,4,5-rpucdropdenmn)xunazomn-4(3H)-on
(E)-6-(5-(mumeTrnaMuno)-2-(chenunauaseHun)heHun)-8-ruapokcuxutazoiui-4(3H)-on
8-TunpoKcu-6-(4-metuin-4'-(TpudropmeTis) oudeHu-2-min)xunazonun-4(3H)-on
8-ruapoxcu-6-(2,3,4-rpudrop-hennn)-3H-xuHa3onmmH-4-0H
(par.) Metuit 2-(2-(8-ruapoKCcH-4-0KCo-3,4- TUTMIPOXUHAZOIMH-6-1IT) O eHUIT-4-11)
MPOIAaHOAT
8-runpokcu-6-(rnepdropdenmn)xunazonua-4(3H)-on
6-(5-TpeT-0yTun-2-metokcudeHun)-8-runpoxcuxunazonui-4(3H)-on
8-ruApPOKCU-6-(2-MeTOKCHU-5-MeTuIheHuT)xuHa3oauH-4(3H)-on
6-(2,5-nuxnopdenun)-8-ruapokcuxunazoiui-4(3H)-on
8-THIpoKCcH-6-(3-(MopdommHOMeTHIT)(heHnT)xuHa30MH-4(3H)-0H
6-(2-x510p-5-MeTaHcynbhoHUI-PpeHnT)-8-ruapokcu-3 H-xunazonua-4-ox
8-ruaApOKCU-6-(TUIPOKCU(P-TOJIMIT)METUIT)XUHA30JIMH-4(3H)-0H
8-rupokcu-6-(4-metundbenzounn)xuHa3oauH-4(3H)-on
8-ruapokcu-6-(ruapokcu(peramn)meTrn)xuHa3oauH-4(3H)-on
6-0eH3oui-8-ruapokcu-3H-xuHa3onuu-4-oH
8-ruapokcu-6-(3-(MeTokcume T )perunn)xuHa3oauH-4(3H)-on
6-(2-6en3undenunn)-8-ruapokcuxuHa3onna-4(3H)-ox
6-(2-6en3oundenun)-8-ruapokcuxunazoiui-4(3H)-on
6-(4-nearadropcynbhanundenn)-8-ruapoxkcuxuna3onnd-4(3H)-on
N-(2-(AMM30mpONUIIAMUHO )3THIT )-4-(8-TUIPOKCU-4-0KCO-3,4- IUTUAPOXUHA3OJIUH-6-1IT)-N-
U330 PpOIMI-3-(MeTOKCUMeTHIT)OeH3amuy 2,2,2-TpudTopanerat
8-THIPOKCH-6-(4-((4-H0AOTIPOTTUIIIIUIICPA3HH- | -UJT)METHIT)-2-(METOKCUMETHIT ) (DEHMIT )
xuHa301uH-4(3H)-oH TeTpakuc(2,2,2-TpudTopanerar)
4-(8-ruapoKcu-4-0Kco-3,4- IMruIpOXUHAZ0JIUH-6-1IT)-3-(METOKCUMETIIT ) OeH3MIT 4-
Hopomponuinumnepasut- 1-kapookcunara ouc(2,2,2-Tpudropanerar)
8-TuIpOoKCH-6-[3-(4-MeTui-riunepasus- 1 -cynbhonunn)-dhennn]-3H!-xuHa301uH-4-0H;
6-(2-anerundennn)-8-ruapokcuxruna3onui-4(3H)-on
8-ruapoKCcH-6-(2-(2-ruapoKcunpomnat-2-ui)denuna)xuiazonud-4(3H)-on
8-ruapoxcu-6-(2-(metuncynbdanunmetui-penun)-3H-xuna3omn-4-ox 2,2,2-
TpudTOopanerat

Crp.: 10



10

5

20

25

30

35

40

45

RU 2642779 C2

8-ruapoKCcH-6-(2-(MeTHIICy Ib(oHMIMETHI ) heHrT)xuHa30mH-4(3H)-oH 2,2,2-
TpudTOopaneTaTt
8-ruAPOKCU-6-(2-(2-(MeTUIICYTL(DOHWT)ITUIT ) (beHuT ) xuHa30auH-4(3H)-oH 2,2,2-
TpudTOpanerat
8-ruapokcu-6-(2-((2-(1-(2,2,2-TpudTOPITUIT) TUIE PUINH-4-UIT)ITOKCH ) METHIT ) (hEHMT)
xuHazoimH-4(3H)-oH 2,2,2-TpudTtopanerat
8-TrapokcH-6-(2-((2-(4-(2,2,2-Tprud TOPITUI ) TUTIEPA3HH- | -UIT)3TOKCH)METHIT ) PEHUIT)
xuHa301uH-4(3H)-oH 2,2,2-TpudTopanerat
6-(4-propdennn)-8-rugpoxcuxunazonud-4(3H)-on
6-(4-pTop-2-metundenun)-8-ruapokcuxruaazonnd-4(3H)-on
8-runpokcu-6-ennnxunazonui-4(3H)-on
8-THIpOoKCH-6-(4-Tapokcudenwt)xuaa3oauH-4(3H)-on
8-rugipokcu-6-p-ronaunxuHazonuH-4(3H)-ox
6-(4-xmopdennn)-8-ruapoxrcuxrunazonui-4(3H)-on
6-(2-xmopdenun)-8-ruapokcuxutazoivi-4(3H)-on
6-(2,4-mudTopdennn)-8-ruapokcuxunazonut-4(3H)-on
8-rupoKcH-6-(4-meTokcu-henun)-3H-xuHa30muH-4-0H
8-ruIpoKCcH-6-(4-mmpazon- 1-ui-pernn)-3H-xuHa30auH-4-0H
8-ruapoxcu-6-(4-mopdonun-4-un-denwnn)-3H-xuna3zonmu-4-oH
8-ruapoKcu-6-(2-TpudTopmeToKcu-henun)-3H-xunazonun-4-oxn
8-runpokcu-6-(3-mopdonunodennn)xuazonmna-4(3H)-ox
6-(4-mumeTunamMuHo-GeHun)-8-rugpokcu-3H-xuna3onun-4-oxn
6-(3-mumetunamMmuHo-henun)-8-ruapokcu-3H-xuna3onma-4-oxn
6-(3-xs1op-denun)-8-ruapoxcu-3H-xuHa301uH-4-0H
6-(2-((TMMeTUITAMMHO )METHT ) PeHUNI )-8-TUIpOKCUXHA30IMH-4(3H)-0H
8-TrpokcH-6-(3-(MeTriicynbhonun)pernn)xuna3zonnd-4(3H)-on
6-(2-bTop-4-(MeTuncynbhonui)derun)-8-ruapokcuxunazoiui-4(3H)-on
N-(2-(8-runpoxcu-4-okco-3,4-IUruApOXuHA30IUH-6-1JT)(hEHUIT)alle TAMMU/T
8-ruapokcu-6-(2-metTokcudenun)xunazonun-4(3H)-on
4-(8-ruapoKCU-4-0KCO-3,4- TUTHIPOXUHAZOIMH-6-1IT)-N-(2-MOppOTMHOITHIT) OeH3aMU/T
N-(2-(1uMeTHUIaMUHO )3TU )-4-(8-TUPOKCH-4-0KCO-3,4- TUTUIPOXUHABOIUH-6-1T) OeH3aMu ]
8-ruapokcu-6-(3-(MopdoaruH-4-kapooHu)heHun)xunazonud-4(3H)-on
6-(4-propdenokcn)-8-runpokcuxrunazonut-4(3H)-on
8-ruapoKcH-6-[3-(4-mMeTriI-nunepasut- 1 -kapoonun)-pernn|-3H-xunazonuu-4-o1

6-[3-(1,1-auokco-1 k6—TH0M0p¢)0nHH—4—Kap60HHJ1)—(1)eHI/m]—8—r1/mp01<cn—3H—XHHa30nHH—4—
OH
8-TUAPOKCH-6-[2-(4-MeTHIT-TMIIepa3uH- 1 -kapOonun)-permn|-3H-xuna3onuH-4-oH

6-[2-(1,1-muokco-1 X6—TH0Mop(bonI/IH—4—Kap60HI/m)—(beHI/m]-8—er[pOKCI/I—3H—XHHa3onHH—4—
OH
6-[3-(4,4-mudrop-rurepuanH- 1 -kapOoHUIT)-peHmI]-8-TuapokcH-3H-xnHa30mmH-4-0H
6-[4-(4,4-mudTop-munepuauH- 1 -kapoouun)-pernn]-8-rugpokcu-3H-xunazonna-4-ox
2-(8-rugpoKcHu-4-0Kco-3,4-IUTUIPOXUHABZOJIUH-6-UIT)OEH3OHUT PUTT
2-(2-(8-ruapoKcHu-4-0Kco-3,4- IMTUAPOXUHAZOIUH-6-UJT)(DeHUIT )alle TOHUT PUIT
6-(2-(mumeTunaMuHo)eHunn)-8-ruaporcuxuna3onui-4(3H)-on
8-ruIpoKcu-6-o-TonunxuHazonuH-4(3H)-on
6-(2-3TOoKCU-4-pTopdhenun)-8-ruapokcuxunazonut-4(3H)-on
8-THIpOoKCH-6-(2-(MeTricyTboHmI ) hernn)xuHa3o0auH-4(3H)-on
6-(5-bTop-2-Metundenun)-8-ruapokcuxruiazonnd-4(3H)-on
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6-(6udeHumn-2-un)-8-rugporcuxuna3onui-4(3H)-ox
6-(4-x10p-2-3TOKCUDeHNN)-8-TUapoKcuxuHa30uH-4(3H)-oH
6-(2-3tundennn)-8-ruapokcuxunazoiui-4(3H)-on
6-(2-((mum3oTmponuIaMuHo )MeTr ) pernn )-8-ruapokcuxunaszoimi-4(3H)-on
8-ruapokcu-6-(2-(Merokcume T )permn)xuHazonuH-4(3H)-on
8-runpokcu-6-(2-(Tpudropmern)pernn)xunazonud-4(3H)-on
8-ruapokcH-6-(2-henokcudenn)xunazonuH-4(3H)-on
8-ruapokcu-6-(2-(MeTunTho)permn)xunazonua-4(3H)-on
8-ruapoxcu-6-(2-mopdonunopernn)xunazonud-4(3H)-on
6-(2-3Tokcudennn)-8-ruapokcuxunazoui-4(3H)-on
2-(8-ruapoKCcH-4-0KC0-3,4- TMTUAPOXUHAZOIUH-6-1IT)-N,N- TMH30IIPONTUIOCH3a MM /T
6-(2-(6en3unokcu)denun)-8-ruapokcuxunazoivi-4(3H)-on
6-(2-0yTokcudenun)-8-ruapokcuxuna3oiui-4(3H)-on
6-(3-muMeTUIaMUHOMETHIT-(heHNN )-8-TuapoKcu-3H-xnuna3onmn-4-oH
8-TUIPOKCU-6-[2-METOKCUMETHII-4-(4-MeTUI-TIUTIepa3uH- 1 -kapOoonum)-penunn]-3H-
XWHA30JIMH-4-0H
8-ruapoKcu-6-(2-(2-(MeTusIaMUHO )3T )(beHus ) xuHa3oauH-4(3H)-on
8-TUIPOKCH-6-[2-METOKCUMETHII-5-(4-MeTUI-TTUTIepa3uH- 1 -kapOoonui)-penunn]-3H-
XWHA30JIUH-4-0H;
6-(2-(2-(mMMeTUIaMUHO )3THIT)PeHUN)-8-TuIpoKcuxuHa30auH-4(3H)-oH
8-TUIPOKCH-6-[2-METOKCUMETHII-3-(4-MeTHIT-TIUTIepa3uH- 1 -kapOooHwm)-penu|-3H-
XWUHA30JIMH-4-0H
8-TUIPOKCH-6-[2-(2-MOPhOTUH-4-UT-3TOKCUMETHI )-(heHun | -3H-xuna3omuH-4-0H
8-TuIpOKCH-6-[2-(2-MOpdOIUH-4-UT-3TOKCUMETHN)-(beHnn]-3H-xnuHa301mH-4-0H;
8-ruapoKcH-6-(2-((2-(muppoauauH- 1 -un)3Tokcu)MeTvin ) perunn) xuHa30auH-4(3H)-ox
8-TuApOKCH-6-[2-(2-tuppoauanH- 1 -un-aTokcume T )-perni] -3 H-xunazonuH-4-oH;
8-ruapokcu-6-(2-((2-(4-MeTunnunepasuH- 1 -uim)3Tokcu)Me T ) peHu ) xuHa30auH-4(3H)-
OH
6-(2-((2-(TMMETUIIAMUHO )3TOKCU)METUIT ) (heHU)-8-ruapokcuxunazoi-4(3H)-on
8-ruapoKcH-6-(2-(3-(muppoimauH- 1 -un)npormi)dhennn)xuHa3oauH-4(3H)-ox
6-(2-(3-(mumeTrTaMuHO )IIporiit)heHnn )-8-rugpokcuxuna3onuH-4(3H)-ox
6-(3-(2-(muMeTUIaMUHO )3THIT ) PeHUN)-8-TuIpoKcuxuHa30auH-4(3H)-oH
8-TIpOKCH-6-(2-(4-(ruppoauauH- 1 -un)oyTun)pennn)xunazonua-4(3H)-ox
8-ruapokcu-6-(2-(mponuicyabonui)bennna)xuiazonnd-4(3H)-on
2-(8-ruapoxcu-4-0kco-3,4-TUruIpo-XxuHa30JuH-6-1i)-N,N- TuMe THIT-0eH30ICY Th(hOHAMMU/T
8-ruapoKcH-6-[2-(unepuanH- 1 -cynbhonun)-pennn|-3H-XxuHa30I1MH-4-0H WK
8-ruapoKch-6-(2-((2-(1-MeTUIIIUIe PUIUH-4-UJT)3TOKCH )MeTH ) peHun ) xuHa3omuH-4(3H)-
OH.
OHUM JTOTIOJTHUTETLHBIM BOTUIOIIEHUEM HACTOSIIETO U300 PETEHMS SIBIISTFOTCS COSIMHEHUS

dbopmymnsr I, roe R? MpeJICTaBIISIET COOOi
BOJIOPO/, HU3IIMH ajkul, Br, [, Cs_g-uxoankui, C(O)O-uusimii ankui, C(O)NH-Hu3mmii

aJIKWJI, 3aMEIIEHHBIN TaJIOTeHOM, 3,4-TUTuapo-Ha(TaIeH-2-1iT, BO3MOKHO 3aMEIIeHHBIN
HU3IIUM alIKuioMm, 1,2,3,4-terparunpo-HadraneH-2-ui, 2,3-quruapo-oen3odypan-6-um, 1-
MeTuI-2,3-quruapo- 1 H-unnonun-5-um, 1-MeTUIMHA0IUH-S5-1UJ1, TETparuapo-nupan-4-u, 3,6-
nuruapo-2H-nupan-4-umi, 2-uzonponui-1,2,3-TeTparuapo-u3oXuHoiIuH-5-ui, 2,3-AUrujapo-
numMetui| 1,4] anokcuH-6-ui, 6en30-[1,3]-nuokcon-5-un unu 1,2,3,4-teTparugpo-u30XuHOJIMH-
7-Uj1, BO3MOKHO 3aMeIeHHBIM HU3IITUM aJIKUIIOM, IIMKIIOTeKCEHUI, MOP(MOIUHMIT, 4-METHII-
MUnepasuHu, HadTaneH- 1-ui1 uiam HadTaaeH-2-ui,
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Hapumep, CICAYIOIIME COCTUHEHUS
5-0pomo-8-ruapokcuxmunazonun-4(3H)-on

METHIT 8-TUJIPOKCHU-4-0KCO-3,4-TUTUAPOXUHAZ0IMH-6-KapOOoKCcUIaT
8-ruapoxcu-6-(MopdonuH-4-kapoonun)xuHazonmH-4(3H)-on
8-ruapokcu-4-okco-N-(2,2,3,3,3-nenradroprnponuni)-3,4-IMrUIPOXUHAZOIUH-6-

KapOOKcCaMu/I

8-ruapoxcu-4-okco-N-(2,2,2-tpudropatuin)-3,4-TMruapoXuHa30JIMH-6-KapOOKcaMu I
3TUJ 8-TUAPOKCHU-4-0KCO-3,4-IUTUIPOXHUHAZOIMH-6-KapOOKCHIaT
6-(3,4-nuruapo-nadraneH-2-un)-8-ruapokcu-3 H-xuHa3oauH-4-0H

(pan.) 8-ruapoxcu-6-(1,2,3,4-teTparuaponadraneH-2-wi)xuHazonua-4(3H)-on
6-3TUI-8-ruapokcuxmuHa3zomu-4(3H)-ona 2,2,2-rpudtopanerat
8-ruapokcu-6-n3onponuixuHazoiui-4(3H)-on
8-ruapOKCcH-6-u300yTHIIXHHA30MH-4(3H)-0H
6-IUKJIOTIEHTUII-8-TUIPOKCUXUHA30JIMH-4(3H)-0H
6-(5,8-numeTni-3,4-quruapo-HadranaeH-2-ui)-8-ruapokcu-3 H-xuHa30auH-4-0H
6-(2,3-nuruapooen3odypan-6-un)-8-ruapokcuxunazouH-4(3H)-on
8-ruipokcu-6-(1-MeTUIMHI0IUH-5-1n)XuHa30auH-4(3H)-on
6-0poMo-8-TuapOoKCcH-5-(TprudTopMeTH)XuHa30auH-4(3H)-on
8-ruapokcH-S-(TpudTopmeruin)xuHa3zonnd-4(3H)-ox
6-0poMO-8-TUAPOKCH-5-HUTPO-3H-Xx1uHa3011MH-4-0H
8-runpokcu-6-(Terparuapo-2H-mmpan-4-unm)xunazonuu-4(3H)-ox 2,2,2-TpudTopanerat
6-(3,6-qurunpo-2H-nupan-4-un)-8-ruapoxkcuxunazonut-4(3H)-on
6-0pOMO-8-TUAPOKCU-5-(2-MEeTUIIITUPUIMH-4-1T)XuHa301uH-4(3H)-oH
8-runapokcu-6-(2-n3onponui-1,2,3,4-reTparuIpon30XUHOINH-5-m1)xuHa3oamH-4(3H)-on

2,2,2-TpudTopanerat

6-0pomo-5-xstop-8-runpokcuxuHazonui-4(3H)-on
7-pTop-5-(4-propdenwnn)-8-ruapoxkcuxunazonud-4(3H)-on
6-0pomo-8-ruapokcuxunazoni-4(3H)-on
6-0poMo-8-TuaApPOKCH-7-MeTUIIXHHA30IMH-4(3H)-0H
8-rugpokcu-6-iton-3H-xruHa3oMH-4-0H
6-x10p-8-TuApOKCcUxuHa30uMH-4(3H)-0oH
8-rugpokcu-5-metuiixuuazoaui-4(3H)-on
5-xnop-8-ruapokcuxuHazonuH-4(3H)-on
5-(4-propdennn)-8-ruagpokcuxmunazonun-4(3H)-on
8-runpokcu-6-(HadraneH-2-un)xunazonuH-4(3H)-on
8-TapoKcH-6-(HadTaeH- 1 -um)xunazonuH-4(3H)-on
8-rugpoxcu-6-(1,2,3,4-reTparuapou30XuHOIMH-7-ui1)xuHa3o1uH-4(3H)-on
8-TupokcH-6-(3-(MopdoauH-4-kapoonm)dennn)xuHa3omnH-4(3H)-ox
6-(2,3-nuruapooen3o[b][1,4]auokcuH-6-11)-8-TuapokcuxuHa3oauH-4(3H)-oH
6-(6en3o[d][1,3]auokcon-5-u)-8-rugpokcuxunazoiui-4(3H)-on
6-IMKJIOT€KCEHUIT-8-TUIPOKCUXUHA30JIMH-4(3H)-0oH
8-runpokcu-6-mopdomuoxuHazonui-4(3H)-on
8-runpokcu-6-(4-meTri-nunepasul- 1 -un)-3H-xuHazonne-4-ox
6-0pomo-5-pTop-8-ruapokcuxunazonun-4(3H)-on
5-¢Top-8-runpoxcuxunazonri-4(3H)-on
6-0pomo-7-pTop-5-(4-prop-henun)-8-ruaporcu-3H-xuHA30IMH-4-0H WU
6-0poMo-7-x510p-8-ruipokcuxuHa3oud-4(3H)-oH.

O1THUM JTOTIOJTHUTETLHBIM BOTUIOIIEHUEM HACTOSIIETO U300 PETEHMS SIBJISIFOTCS COSIMHEHUS
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dbopmyisl I, e R'uR? MIPEACTABIISIIOT COOOM BOJIOPOJ 1 R’ IIpeACTaBIISIET COOOM reTepOoapuIl,
BBIOPAHHBIN U3 TPYIITIBI, COCTOSILEH U3 TMPa30JIvia, TUA30JIMIa, TUPUIMHWIIA, TUPUMUIUHIIIA,
MMU1a30JI1J1a, U30KCA30JIMIIa, M30TUA30/IMIIa, THOo(eHua, 1-Tha-3,4-1ua3oiuia, UMUIa30
[1,2-a]mupuauHuia, UHAA30JIMIa, XMHOJIMHWIA WM U30XUHOJIMHWIIA, U YKA3aHHBIE TPYIIIIbI

BO3MOYKHO 3aMEIIEHbI R’ , W mpeacTasiseT codoit C(O)-reTepoapuil, BRIOpAHHBIN U3
MMMPUIVHATIA U THOPEHUITA, TIe TeTepOapUIbHBIC TPYINITHI BO3MOKHO 3aMeIeHbI HU3IITUM
AJIKWJIOM, HAIIPUMEP CIIEAYIOIIUE COCAUHEHUS

8-ruapokcu-6-(1-(2-metokcnatiin)- 1 H-upazon-5-um)xunazonun-4(3H)-on

8-ruIpOKCU-6-(4-(METOKCUMETWIT)-2-METUIITUA30JI-5-UiT)XuHa30IMH-4(3H)-0oH

8-rugpokcu-6-(1-(2-metoxcuatui)- 1 H-nmupazon-4-un)xunazonun-4(3H)-on

6-(6-(IMMETUITAMUHO ) TUPUIUH-3-1T)-8-TUAPOKCUXUHA30MH-4(3H)-0H

8-ruApOoKCcH-6-(6-MOPHOTMHOTTUPUANH-2-1T)XuHa30MH-4(3H)-oH

8-ruapoKCch-6-(6-(MUpPpOMAUH- | -UT)TUpUINH-2-1un)XxuHa30JmH-4(3H)-oH

8-ruIpoKCcU-6-(5-MeTUIITUA30JI-2-1T ) XMHA30JMH-4(3H)-0oH

8-ruapoxcu-6-(1-meruin-1 H-umunason-2-win)xunazonus-4(3H)-on

8-rUAPOKCU-6-HUKOTUHOUIXUHA30IMH-4(3H)-0H

8-rugpoxcu-6-(1-metmin-1 H-ummunazon-4-un)xunazonus-4(3H)-on

8-THIpOKCH-6-(5-MeTuI-3-peHnmn3okca3on-4-uin)xuHa3onnud-4(3H)-ox

4-(8-ruapoKcu-4-okco-3,4-muruipoxuHa3onud-6-un)-N,N-numetnin- 1 H-umuagazon-1-
cyiabhoOHAMU]T

6-(3,5-IuMeTUIIM30KCca30J1-4-ui)-8-ruipoKcuxnuHa3onH-4(3H)-on

8-rugpoxcu-6-(1-metuin-1 H-ummunazon-5-un)xunazonuH-4(3H)-on

3T 2-(8-TUAPOKCU-4-0KCO-3,4- TUTUAPOXUHAZOIUH-6-UIT)-4-MeThI- | H-umuaazon-5-
KapOoKcuiaTa

METHJI 5-(8-TUIPOKCH-4-0KCO-3,4-TUTMIPOXUHAZOJIMH-6-1IT)-4-MEeTUITHOEH-2-KapOOKCHIAT

8-ruapokcu-6-(1-metmin-3-(rpudropmetn)- 1 H-nmupazon-4-un)xunazonun-4(3H)-on

8-ruapoxcu-6-(5-metui-1,3,4-tuaauazoit-2-ui)xuHa3oianH-4(3H)-on

Metun 2-(8-TuapoKCcH-4-0KCO-3,4-TUTUAPOXUHAZO0IUH-6-UT) TUA30J1-4-KapOOKCHIIaTa

8-rupoKcu-6-(2-MeTuIITUa30J1-4-uin)xuHa3oauH-4(3H)-on

8-rugpokcu-6-(umuaasol 1,2-alnupuann-3-wi)xuna3onua-4(3H)-on

6-(1,2-gumetuin- 1 H-umuaaszon-5-un)-8-runpokcuxunazoni-4(3H)-on

MeTUII 4-(8-ruapoKcu-4-0Kco-3,4-TMruipoOXuHa30IuH-6-m1)- 1 -metwit- 1 H-nupaszon-3-
KapOoKcuiaTa

8-TUIPOKCH-6-(5-(UpUauH-2-1in) THoheH-2-1i1)xuHa301uH-4(3H)-on

8-ruapoKcu-6-(Tuaszos-S5-mi)xunazonua-4(3H)-on

8-ruipokcu-6-(Tuaszo-4-umi)xuHazoiauH-4(3H)-on

8-rupokcu-6-(n30Tna3oin-4-mi)xuHazonuH-4(3H)-on

8-ruIpOKCU-6-U30HUKOTUHOWIXUHA30IMH-4(3H)-0H

8-ruapoxcu-6-(5-metuntruoden-2-kapodouun)xunazonud-4(3H)-on

6-(1,5-numetuin-3-(tpudropmetuin)- 1 H-nmupazon-4-un)-8-rugpoxcuxunazonui-4(3H)-ox

8-rugpoxcu-6-(1-metun-1H-unnazon-5-un)xunazonuu-4(3H)-ox

8-THIPOKCH-6-(3-MeTHIT-5-(TTUTIe puIiH- 1 -kapOoHMI) THO(GeH-2-11)xuHa30MuH-4(3H)-oH

8-TUAPOKCH-6-[ 3-MeTHIT-5-(4-MeTUIT-TIuIepa3uH- 1 -kapOoHu)-TuodeH-2-ui|-3 H-xunazomun-
4-0H

N-(5-(8-runpoxcu-4-okco-3,4- TUruIpOXUHAZOJIUH-6-1UIT)-6-(METOKCUMETUIT ) TUPUTAH-2-11)
MUBaJIaMU/T

8-ruAPOKCU-6-(2-(METOKCUMETHIT ) TUPUIUH-3-UjT1)XuHa30IMH-4(3H)-0oH 0uc(2,2,2-
TpudTOpanerar)
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8-ruIpoKCcU-6-(2-MeTUIIIMPUIUH-4-11)XUHA30JIMH-4(3H)-oH
8-TuaApOKCHU-6-(2-MeTUIITITMPUIUH-3-11)XUHA30JIMH-4(3H)-0oH
6-(6-0poMo-TTUpUANH-3-1IT)-8-rTuaApokcu-3 H-xunazonua-4-ox
6-(2,5-numetmn-2H-nmpaszon-3-un)-8-ruapokcu-3 H-xuHa30uH-4-0H
6-[1-(4-pTop-penun)- 1 H-nupazon-4-unl-8-ruapokcu-3H-xuHa301uH-4-0H
8-TUIPOKCH-6-(MTUPUMMIUH-5-U1)XxuHa30IuH-4(3H)-oH 2,2,2-TpudTopanerar
8-ruapoxcH-6-(2-metui-5-rpudropmetii-2H-mpazon-3-un)-3H-xuna3onmnn-4-oH
6-(2-((TMMeTUITAMMHO )METHT ) PeHUI )-8-TUIpoKCcuXrHa30IMH-4(3H)-0oH
8-ruapoxcu-6-(1-merwin-1 H-unnazon-4-uim)xunazonus-4(3H)-on
6-(2,4-TMMETOKCUTTUPUMUIUH-5-UIT)-8-TUIPOKCUXUHA30JIMH-4(3H)-0H
8-TUIPOKCU-6-(2-METOKCUTTUPUIUH-3-WT)XUHA30IMH-4(3H)-0H
8-ruapOKCU-6-(6-MEeTOKCUTTUPUINH-3-11)XUHA30JMH-4(3H)-0oH
8-ruapoKcu-6-(4-meTruTuodeH-3-un)xunazonud-4(3H)-on
6-(2,5-mumetrntuoden-3-mn)-8-runporcuxuna3onni-4(3H)-on
8-ruIpoKcu-6-(6-MeTUIIIMPUIUH-3-11)XUHA30JUH-4(3H)-0oH
8-ruaApOKCU-6-(XMHOIUH-8-UT)XxuHA30MH-4(3H)-0oH
8-ruIpOKCU-6-(M30XUHOIUH-4-UiT)XxMHA30IMH-4(3H)-0oH
6-(2,4-TUMETUITHA30I-5-11)-8-TuApOoKCUXruHa301uH-4(3H)-oH
8-rugpoxcu-6-(1-metwi-1H-nupaszon-4-win)xunazonuu-4(3H)-on
8-TUaAPOKCU-6-(2-TUAPOKCUTTUPUANH-3-UJT)XMHa30JIMH-4(3H)-0oH
8-ruapoxcu-6-(1-metwi-1H-nupaszon-5-win)xunazonuua-4(3H)-on
8-ruApoKCcU-6-(6-MopOoIMHOTTUPUANH-3-1T)XxuHa30uH-4(3H)-oH
6-(6-(IMMETUITAMUHO ) TUPUANH-2-U1)-8-TUAPOKCUXUHA30IMH-4(3H)-0H
8-rupoKcu-6-(6-(rurepas3ut- 1 -wn)nupuauH-3-ui)xuHazonuH-4(3H)-on
8-rugipokcu-6-(2-(rurepas3ut- 1 -uin)nupuauH-4-uin)xuHazonuH-4(3H)-ox
6-(1,4-qumetmi- 1 H-umuaaszon-2-un)-8-runpokcuxuna3oyimi-4(3H)-on
6-(2,6-IUMEeTUII-TTMPUIMH-3-1)-8-TuaApoKcu-3H-XnHa301MH-4-0H
8-TuIpoKCcH-6-(4-MeTu-2-pernnTua3on-5-uin)xuna3onud-4(3H)-on
8-ruapokcu-6-(5-meti- 1-penun- 1 H-nupazon-4-un)xunazonud-4(3H)-on
8-rugpoxcu-6-(3-metui- 1 H-nupaszon-4-uin)xunazonua-4(3H)-on
6-(1,5-qumetmi- 1 H-nmupa3zon-4-un)-8-ruapokcruxunazonut-4(3H)-on
8-ruapoKcH-6-(2-(2,2,2-TpupTOPITOKCH) U PUAUH-3-1n)xuHa3ouH-4(3H)-on
8-rupoKcu-6-(3-MeTHIINUpPUIUH-4-11)XUuHa30MH-4(3H)-0H wimn
8-ruapoxcu-6-(1-meTui-3-(4-metunnuiiepasute- 1 -kapoonun)- 1 H-nupazo:1-5-uim)XuHa30J1uH-

35 4(3H)-on.

40

45

OI[HI/IM JOITOJIHUTCIIbHBIM BOIIJIOIICHUEM HACTOAIICT O I/I306pCT€HI/I$I ABJIAIOTCA COCAUMHCHUA

dbopmynsr I, roe R! npeacTaBisieT cooou metui, Br, F unu Cl, Hanmpumep ciemyromye
COCAUHEHUS

5,7-mubpom-6-(4-bropdennn)-8-ruapokcuxunazoiui-4(3H)-on
5,7-murop-8-runpoxcu-6-hennnxunazonna-4(3H)-on
7-6pomo-6-(4-pTopdenn)-8-ruapokcu-S-p-ronunxuHazoiui-4(3H)-on
6-0pomo-8-ruapoKcU-7-MmeTuixuHazoud-4(3H)-ox
7-brop-6-(4-bropdenun)-8-ruagpokcuxunazoui-4(3H)-on
7-x110p-6-(4-bropdennn)-8-ruapokcuxunazonvt-4(3H)-oH or
6-0pomo-7-xJ10p-8-TUipoKcuxruHa30uH-4(3H)-oH.

OHUM 10TIOJTHUTETbHBIM BOIUTOIIEHUEM HACTOSIIET O U300 PETEHUS SIBIISIFOTCS] COSIMHEHUST

dbopmynsr I, roe R? MpeJICTaBIIsIeET COOOi
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metul, Br, F, Cl, CF3, autpo, amuno, unano, NHC(O)-denun, unu npeacrasisieT co6oit 1-

MeTuiI-1,2,3,6-TeTparuAponMpuIMHUIL, UK IPEACTABIISET COOON MUPUIMHUII, BO3MOYXKHO
3aMEMIEHHBIN METUIOM WM MOPGOIMHUAIIOM, WK TIPEJCTABIISIET OO0 (heHMIT, BOZMOXKHO
3aMeneHHbIH MeTuiioM, SO,CHj3, CF3, CN, F unu C(O)N-Au-HU3IMUN aKuil, HalpuMep

CJIeIyIOILIUE COSAUHECHMS;
5-0pomo-8-ruapokcuxunazoivi-4(3H)-on
5,7-nubpom-6-(4-bropdennn)-8-ruapokcuxunazoiui-4(3H)-on
5,7-mudTop-8-runpoxcu-6-pennnxunazonut-4(3H)-on
6-0pomo-8-ruapokcu-5-(Tpudropmetin)xunazoiua-4(3H)-on
8-ruapokcu-S-(tpudropmeTin)xunazonua-4(3H)-on
6-(4-propdennn)-8-ruapoxcu-S-(rpudropmernin)xunazonmmt-4(3H)-on
6-0poMO-8-TuAPOKCHU-5-HUTPO-3H-XxuHa301MH-4-0H
6-(4-bropdenni)-8-rugpokcu-S-penunxunazonud-4(3H)-on
6-(4-dTopdennn)-8-ruapokcu-S-p-ronuiixuHazoiua-4(3H)-on
7-6pomo-6-(4-pTopdenn)-8-ruapokcu-S-p-romunxuHazoiua-4(3H)-on
6-(4-propdenun)-8-ruapokcu-5-(3-(Metuncyabdonrwn)dpennn)xuaazommH-4(3H)-ox
6-(4-bropdennn)-8-ruapokcu-5-(3-(tpudropmeTn)pennn)xunazonun-4(3H)-on
6-(4-propdennn)-8-ruapokrcu-4-okco-3,4-TUruIpOXUHAZOIMH-5-KapOOHUT YT
N,N-auatuin-4-(6-(4-propdenun)-8-ruapokcu-4-okco-3,4- TMruAPOXUHAZOINH-S-1T)

OeH3aMULI
6-(4-propdennn)-8-ruapokcu-5-(rmupuanH-4-un)xuHa3onuH-4(3H)-ox
6-(4-bropdennn)-8-rugpokcu-5-(4-(Metuncynbdonun)penun)xunazonun-4(3H)-on
6-(4-propdennn)-8-ruapoxcu-5-(2-MeTUINMPUANH-4-1)xuHa301uH-4(3H)-oH
6-(4-bropdennn)-8-ruapokcu-5-(2-mopdoruHOTUpUANH-4-11)xuHa3ouH-4(3H)-on
6-(4-propdennn)-8-ruaporcu-5-(1-metui-1,2,3,6-TeTparuaponupuanH-4-11) XUHA30JIUH-

4(3H)-on
4-[6-(4-pTop-henu)-8-ruIpoKCcu-4-0Kco-3,4- TUTUAPO-XMHA30IUH-5-1T|-OCH30HUT PUIT
5-xmop-6-(4-propdennn)-8-ruapoxcuxunazonuu-4(3H)-on
5,6-6uc(4-propdenwnn)-8-ruagpoxkcuxrunazonnd-4(3H)-on
6-0poMO-8-ruaAPOKCU-5-(2-MeTUITUPUANH-4-1T)XxuHa30uH-4(3H)-on
6-0pomo-5-xnop-8-ruapokcuxuHazonu-4(3H)-on
5-X110Pp-8-TUAPOKCU-6-(2-(MeTUIICY Th(hOHUIMETH ) peHuT ) XxuHa3ouH-4(3H)-on
5-xmmop-8-runpoxcu-6-(2-((2-(1-(2,2,2-TpudTopITUIT ) IUITE PUANH-4-1T) S TOKCH )METHI ) (DeHIIT)

xuHa30auH-4(3H)-oH 2,2,2-TpudTopanerat
5-6pomMo-6-(4-bropdennn)-8-rugpokcuxunazonmi-4(3H)-on
7-pTop-5,6-6uc(4-propdenun)-8-ruapoxcuxunazonui-4(3H)-on
7-brop-5-(4-bropdenun)-8-runpokcuxunazomu-4(3H)-on
8-ruapoKCcH-S-MeTWIXMHAa30MH-4(3H)-0oH
5-xnop-8-ruapokcuxuHazonuH-4(3H)-on
5-(4-propdennn)-8-ruapoxcuxunazonud-4(3H)-on
5-bTop-6-(4-bropdennn)-8-runpokcuxunazonun-4(3H)-on
6-6poMo-5-¢pTop-8-ruapokrcuxunazonuH-4(3H)-on
5-¢prop-8-ruapokcuxunazonui-4(3H)-on
5-¢pTop-8-ruapoKcu-6-(2-Me TUITIMpUIUH-3-1T)XuHa30JMH-4(3H)-0H
6-6poMo-7-pTop-5-(4-prop-dhennn)-8-ruapokrcu-3H-xuHa30IMH-4-0H
6-(4-bTop-henun)-8-Tuapokcu-5-uuTpo-3H-xuHa3onmH-4-0H
5-aMuHO0-6-(4-bropdenun)-8-runpoxkcuxunazonun-4(3H)-on
N-(6-(4-bTopdenun)-8-TuapoKcu-4-0kco-3,4-TUruAPOXUHA30IMH-5-1T)OeH3aMUT UITU
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5-X110P-8-TUAPOKCU-6-(2-TUuaApOKCUMeTHI-heHn)-3 H-xuna3onma-4-oH.

[Tomyuenue coenuuenuit popmyibl I Mo HacTOSIIEMY U300PETECHUIO MOYKET IPOBOAUTHCS
MOCIIeI0OBATEIbHBIM UM KOHBEPTeHTHBIM CUHTEe30M. CHUHTE3bI COeMHEHHH 10 U300 PETEHNIO
MOKa3aHbl HA IPUBEJICHHBIX HUKE cxeMax 1-39. HaBbiku, HEOOX0oAUMBbIE 1J1s1 TPOBEICHUS
peaxKuuii U OUYUCTKHU MOJTYyUYEHHBIX MPOJTYKTOB, U3BECTHBI CTIENMAIUCTAM B IAHHOM 00J1acTH.
3aMECTUTEIIN U MHEKCBI, UCTIOJIb3YEMBIE B CIIEIYIOIIEM OIMMCAHUM METOAUK, UMEIOT 3HAUCHMS,
YKa3aHHbIE 3/IECh PaHEE, €CIIM HE YKA3aHO UHOTO.

Bonee xonkpeTHO, coeuHeHus1 (hopMyIibl [ MOTYT OBITH MOTYUYEHBI CITOCOOAMH,
MIPUBEACHHBIMU HUXKE, CIIOCOOAMU, MPUBEACHHBIMU B ITPUMEPAX, UM AHAJIOTUUHBIMU
criocobamu. [Mogxoasiiue ycioBus peakiyu Ayl OTAEIbHBIX CTaAUM peaKIuy U3BECTHBI
CIENUAJIMCTY B TaHHOM obnactu. [TocrnenoBaTenbHOCTD peakiyii He OTPAHUIUBAETCS TOM,
KOTOpas u300pakeHa Ha cXxeMax, OJTHAKO, B 3aBUCUMOCTH OT UCXOJIHBIX MAaTEPUAJIOB U UX
PEaKIMOHHOM CITOCOOHOCTH, TTOCIEA0BATEIHOCTD CTAAUIM PeaKIMKM MOTYT OBITh CBOOOIHO
u3MeHeHbl. Micxo/1HbIe BENIECTBA SIBIISIIOTCS TMOO KOMMEPUECKHU TOCTYITHBIMU, JIMOO MOTYT
OBITh MOJIyYEHBI CITOCOOAMM, aHAJIOTUYHBIMM CITOCOOaM, MPUBEACHHBIM HUXE, CITOCOOaMH,
OIMCAHHBIMU B CChUJIKAX, TPUBE/ICHHBIX B OMMCAHWUU WIIK B TPUMEPAX, WK CIIOCOOAMU,
M3BECTHBIMH B JIJAHHOM 00JIACTH TEXHUKH.

Cxema 1
-~
— o o~ OH
5 BEr. N
dopmamu, N 3
HO B —~ [ g — [ Br
HN HN
1
e 2 -1

O

lanoreanpoBanHbIe coeMHEHUS (HOPMYIIBI -1 MOTYT OBITH OIYYEHBI B COOTBETCTBUN
co Cxemotii 1: ITogxopsiiiie 3aMeeHHY 10 3-MeTOKCU-2-aMUHOOEH30MHY IO KUCITOTY | [MKIIU3YIOT
¢ hopMaMHIIOM ¢ 00pa30BaHUEM METOKCUXUHO3AIMHOHA (DOPMYJIBI 2. 3aTeM METOKCH TPYTIITY
OTUIEIUISIIOT C TOMOUIBIO TpexopomucToro 6opa, HBr uiam gpyroro noaxoAsiero peareHta
¢ oO6pa3oBaHUEM T'UAPOKCUXUHA3OJIMHOHA popmyibl 1-1. ['Mapokcu rpymnmna Takxe MOXeT
OBIThH 3aIMIIIEHA C TOMOIIBIO IPYTOM 3aIIUTHOM IPYIIIBI BMECTO METUIIOBOTO 3upa.
Cxema 2

OH OH OH
HN Br, H,N dopmamug 14,”
—_— - L
HO
HO = HN Br
0 3 0 4 o -2

ATOM rajoreHa MOXeT ObITh BBEJIEH TTOCPEACTBOM TAJIOTEHUPOBAHUS, TAKOTO KaK
00paboTKa MPOU3BOTHOTO OEH30MHOM KMCIIOTHI 3 OPOMOM U 3aTeM IIUKJIM30BAH MTOCPEICTBOM
00paboTku hopMaMUIOM Kak rmoka3zaHo Ha CxeMme 2 juist cuHTe3a opomuma I-2.

Cxema 3

o~ o o~ . OH
— e -
HO HO | HN : s !
0 5 0 6 O 7 0 I-

[TpouzBoHOE OEH30MHOM KUCIOTHI 5 MOXKET OBITH MPEBPAILEHO B HOAU 6 TTOCPEICTBOM
00pabOTKY MOAXOASIIMM HOIUpPYIoUM areHToM, TakuM Kak ICL ITpomexxyTouHoe

3

Crp.: 17
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coeauHeHne 6 MOXKET OBITh IMKIM30BAHO ITOCPEACTBOM 00pabOTKH GopMaMUIOM 110 3hupa
7, KOTOPBI MOXKET OBITH IMOJIBEPTHYT ACMTPOTEKIIMH C TTOTYIEHUEM HOI-THIPOKCUXMHA3ZO0JIMHOH
I-3. (Cxema 3)

Cxema 4
o~ OH
Ph-R'1 N Bbrs wnu HBr I//N
rad
HN
Pd karanusaTo katanusatop ~ HN Ph-R* Ph-R*
OCHOBaHMe N o) 4
10 8 9

lanmorennpoBaHHbIE METOKCUXUHA30JIMHOHBI, TAKUE KaK OpOMU 8 MOTYT
B3aMMO/IEHCTBOBATh C OOPOHOBBIMU KMCIIOTAMU U 3(UPAMU B MPUCYTCTBUM IMOIXOSIIETO
MaJIJTaIMEBOTO KaTallu3aTOpa U OCHOBAHUS C TIOJTy4YeHHueM OuapuiioB ¢popmyiisl 9. (Cxema 4)
3aTeM METOKCH T'PYIINY OTHICIUISIOT C MOMOIIBIO TpexOpomucToro 6opa, HBr unu apyroro
/5 MOJIXOJSIIETO peareHTa ¢ 00pa3oBaHUEM THIPOKCUXUHA30JIMHOHA opMmyitbl [-4. ['uapokcu
rpyIIa TakKe MOXKET ObITh 3allUIIEHA C TOMOUIBIO APYTOM 3AIUTHON TPYIIILI BMECTO
METUIIOBOTO 3dupa.

Cxema 5
(I)H
20
1. R%ph" B 0OH
CH
1. Br, Pd karanwaaTop N E
H,N F 2 Lbopmaumn 2N OcHOBaHWE ~

" HN 4

N 2. BBr, PR
O -5

ATOM TajoreHa MOXeT ObITh BBEJICH ITOCPEICTBOM T'aJIOTCHUPOBAHUS, TAKOTO KaK
00paboTka 3-MeTOKCU-2-aMUHOOEH30MHOM KUCIIOThI 10 6poMoM, Kak nmokazaHo Ha Cxeme
S, 1Sl CMHTE3a OpOM-METOKCUXUHA30JIMHOHA 11. BpoM-MeTokcuxruHa30IMHOH 11 3aTem
30 MOXeT OBITh KOHBEPTUPOBAH B OUapHITbl PopMyIsI I-5.
Cxema 6

bt R

o~ o ® OH
N 1) / Pd kaTanusarop N
35 |// - | O R
HN HN
o 2 oL
0 g o

R mpencrapisieT coOor BOIOPOI MM HUBIIUM aTKWII,
Kaxk nokazano Ha Cxeme 6, 3TOT CI10CO0 TAKKe MOXKET OBITh UCIIOJIb30BAH JIJI5 TOJTYYEHHUS
aJikeHoOB (hopmyJibl 1-6.

I-6

40

Cxema 7
CIJH
o~ 1. BBr, O,Boc HO'B“Ph-R4 OH
45 r/N 2. Boc,O, 0CHOBaHWe |//N _ N
o Br e Br Pd katanuzatop/ AN Ph-R*
O O CCHOBaHWe/Boaa C -4

8 12
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OnHO anbTepHATUBHON 3AIIMTHOM TPYIIION SBIISIETCS TPeT-OyTHIIoKcukapOooHui (boc),
KOTOPBI MOXKET OBITh BBEICH ITOCIIE OTIIETICHUS] METOKCH T'PYITIThI METOKCMXWHA30JIMHOHA
8 mocpencTBoM 00pabOTKU IU-TpeT-0yTuiaukapoboHatom (Boc anrunpum) Boc,O B

MIPUCYTCTBUU MOJXOISIIIIET0 OCHOBAHUS C MOJYUYEHHUEM ITPOMEKYTOUHOT O COeIMHEHUs 12.
Bpomup 12 MmoxeT ObITh 3aTeM TipeBpalieH B oOuapuiibl popmyis [-4. (Cxema 7)
Cxema 8

o)
1 BBr3 R OH
¢ 0 ! Ho B phR! OH

>HJ\ (/N Pd-kaT /ocHos. N

ORI O\H/OVN N _HN(
4
o o 2. aMMOHuU# PER

13 0

-4

Hpyroii aJ'II)TepHaTI/IBHOI/I 3alIUTHOM TPYIIION SIBIIIeTCS MUBajIont okcumeTuir (POM),
KOTOPBIN MOKET OBITh BBEICH MOCIIE OTIIETUICHUSI METOKCHU TPYIITIBI OT COSTMHEHUS 8 B
MTPUCYTCTBUH ITOIXOASIIETO OCHOBAHMS C MoJTydeHreM Opomua 13. bpomu 13 MmokeT OBITH
3aTeM MpeBpallleH MOCPEACTBOM 00pabOTKH OOPOHOBBIMU KUCIIOTAMH B IMPUCYTCTBUU
MOAXOASIIETO MAaUIaIMEBOTO KATAIM3aTOPA U OCHOBAHMS, C ITOCIIEAYIOMIEH TeMPOTEKIMEH
B ITOJIXOsIIIeH cpefie, TAaKOM Kak 00padboTka aMMOHKMeM 10 ouapuinoB popmyisl [-4. (Cxema

8)
Cxema 9
OH
.B
HO
VSEM
OH 0 / Pd-kaTanusaTop
r/N NaH / SEMCI - N 16
HN Br N
SEM Br
] 14 o 15

1)H,/ Pd

2) CF,COCH

17

BpoM-ruapokcuxuHa30MMHOHBI POPMYJIIBI 14 MOTYT OBITh 3alUIIIEHBI B KAUECTBE OUC-
SEM a3¢upoB (SEM = TpUMETHICHITAIITOKCUMETHT) GOPMYIBI 15 mocpencTBoM 00paboTKu
SEM-CI B npUcyTCTBUM MOAXOISIIETO OCHOBAHUS, TAKOT'O KaK TUAPUJ] HATPHUSI, KAK TOKa3aHO
Ha Cxeme 9. [IpoMexyTOuHOE COETMHEHHE 15 MOXKET OBITh 3aT€M IIPEBPALIEHO B AJIKEHBI
dbopmynbl 17 mocpeacTBoM 00paboTKH OOPOHOBOM KUCIOTOM (OpMYIIbl 16 B MPUCYTCTBUM
MOJIXOISIIIIET0 MaJJIaIMEBOr0 KaTanu3aTopa. AJKeHbl GOpMyJIbl 17 MOTYT OBITH
BOCCTAHOBJICHBI 10 AJIKAHOB C TOMOIIIHIO BOAOPO/IA B MPUCYTCTBUU MAJUIAANS U ACTIPOTEKIUN
B KHCJIO Cpejie, TAKOM Kak 00paboTKa TPUPTOPYKCYCHOM KUCIIOTOM C MOTyUYeHUEM COeTMHEHUMN
dbopmymel [-7. (Cxema 9)

Cxema 10

Crp.: 19
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o SEM  BusSn. ~
o / Pd-karanunsatop
N 19

r/ H, / Pd/iC
sem ™M Br SEM’ g
(@) 18
_SEM
H o OH
" N
N CF,COOH f
SEM” T HN
0 o X

21

Bbpomun 18 MmoxeT ObITh 0OpaboTaH cTaHHAHOM 19 B IPUCYTCTBUU MOIXOSIIETO
MaJyIaAMEBOTO KaTaJIU3aToOpa C MOJIyYEHHUEM ITPOMEKYTOUHOTO coenruHeHus 20.
I'unporenuzanys B IpyucyTCTBUY NMAJUIAAUS U OKUCIICHUE TTOIXOASIIMM OKHUCIUTETbHBIM
areHToM, TakuM Kak DDQ, 1atoT mpoMeKyTOUYHOE COeAUHEHHE 22, KOTOPOE MOXKET ObITh
MOJIBEPTHYTO ACMPOTEKIMU 10 THApOKcuxuHa3zoiuHoHa I-8. (Cxema 10)

Cxema 11

HO
B—Ph-R?, OCHOBaHWe

HO
wnu

RO,
B—Ph-R*,0CHOBaHMe
RO

Wi
_SEM Bu,Sn—Ph-R* o °EM OH
N CF,COOH - N

- N 4 HN

Ph-R*
SEM Br Pd-kaTanuaaTop o (]

o 24 -4
23

Bpomun 23 MoxeT 61T 00paboTaH OOPOHOBBIMHU KMCIIOTAMU UITM OOPOHOBBIMU A(pUPAMHU
B IMPUCYTCTBUM MMOJIXOSIIETO MAJUIAUEBOTO KaTaIu3aTopa U OCHOBAHUS, OOBIYHO B
npucyTcTBuM BoJibl, (CBsi3piBaHre Cy3yKH), UIM COSAMHEHHI OPraHWYECKOrO 0JIOBA B
MIPUCYTCTBUM MOJIXOSIIIETO MaJIaIMeBOro KaTaauzaTopa (cBsi3piBaHue CTUIIIA) U TOIBEPTHY T
JIETIPOTEKIIMY C MMOJIydyeHueM coeauHenui [-4 kak nokazano Ha Cxeme 11.

Cxema 12

0] O
O’SEM j: B-B, / ocroB./Pd-kaTan. O’SENI
N S 25 N

. -N -
seM™ Br SEM B°
o) 0 0
23 26
OH
1) Bril~ Ph-R* / ocHOB./Pd-KaTan. N
”
" HN
2) CF,COOH Ph-R*

Crp.: 20
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Bpomu 23 MokeT OBITh MpeBpallieH B 3(pUpbl OOPOHOBOI KUCIOTHI (POPMYITBI 26
ITOCPEACTBOM 00pabOTKH COSTMHEHUEM 25 B TIPUCYTCTBUM TTOAXOISAIIETO OCHOBAHUS U
nataaueBoro katamzatopa (Cxema 12). [TpoMexxyTouHoe coeauHeHre 26 MOTYT OBITh
00paboTaHbl apUIHOIUIAMH UITK OPOMUIAMH B IIPUCYTCTBUU MOIXOASIIETO OCHOBAHUS U
MaJJIaIMEBOT0 KAaTaIM3aTOPa C MOJyYEHUEM TTOCie IEeNPOTEKIMU OuapuiioB popmyisl 1-4.

Cxema 13

c:‘,SEM 0 O,SEM
N Br-,
r/
SEM'N Bl’0 27 OH SEM’
o] 0 - "
26 Pd-catalyst

3

RN

R'u R" npeacrasisito cOOON HUBLIUM aJIKKUII.

BopoHoBbIit a3¢up 26 MOKET OBITh KOHBEPTUPOBAH C OPOMUIOM 27 B MPUCYTCTBUU
MOJXOISIIEro najiaaMeBoro kataimmzaropa (CesassiBanue Cy3yku) no ouapuina 28. Coupt
28 MOKeT ObITh AKTUBUPOBAH MOAXOISIIUM PEAreHTOM, TAKUM KaK METUICYIb(MOHUIXIOPUT
Y 34T€M 3aMeIleH MOCPEICTBOM TOOABIEHUSI aMUHOB (hopMyIIbl 30 ¢ TOITyYeHHUEM
MMPOMEXKYTOUYHBIX coeuHeHuM hopMyitel 31. [enpoTtekips gaetT amuHbl hopmysasl [-9. (Cxema

13)
Cxema 14
|
.SEM
o S .5
_N Br
N( 32
SEM’ B0
8] O » 33
26 Pd-kaTanwsaTtop

mCPBA

1-10

BoponoBsIii 3¢up 26 MOKET OBITH KOHBEPTUPOBAH C OpPOMUIOM 32 B MPUCYTCTBUU
MOAXOASAIIEro NauiaaueBoro katanuzatopa (CesspiBanue Cy3yku) B 6uapui 33. Tuoagup
33 MOXeET ObITh OKHUCIIEH C ITOMOILBIO MOIXOIAIIETO OKUCIUTEIBHOTO areHTa, TAKOT'0 KaK
mCPBA, ¢ noinyyeHueM NpoMexXyTOYHOro coeiuHenus 34. Jlenporekuus Jaet cyabpoH

Crp.: 21
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dbopmynsr I-10. (Cxema 14)
Cxema 15

1 OCHOBaHWe

B
N 0C

lcpeact

RU 2642779 C2

@) - 38
a7
JSEM

0
~ Iig_o

o 40
Pd-kaTanusarop,
OCHOBaHWe

2. HCOOH

CH,0,
NaBH(OAc),

39

Crupt 35 MokeT OBITh IIpeBpatieH B 3¢up 37 MOCcpeaCTBOM 00padOTKHU ITOAXOASIINM
OCHOBaHMEM U OpoMuaoM 36. AMuH 38 MOXKET OBITH IMOTYUYeH U3 37 C TOMOIIBIO IEMPOTEKIMH

IHOAXOOAIIUM PCAr€HTOM, TAKHUM KaK COJIsSIHass KUCJII0Ta NI TpI/IQ)TOpyKCYCHaH KHUCJIOTaA.

OO0paboTka amuHa 38 popMabIETHIOM U TTOIXOISIIUM BOCCTAHABIMBAIOIINM areHTOM,
TakuM kak NaBH(OAc)3, naeT aMuH 39, KOTOPbIN MOXKET ObITh KOHBEPTUPOBAH ITOCPEACTBOM

00paboTKU 6OPOHOBBIM 3(hHUpoM 40 B IPUCYTCTBUU TTOIXO/ISIIETO MMAJIIATUEBOTO
KaTanu3atopa U ocHoBaHuUs (cBs3biBaHue Cy3yKH), C MOCTEAYIONIEN AePOTEKIMEH C

nosiydyeHueMm amuHa I-11. (Cxema 15)
Cxema 16

c},SEM

1) NBS

SEM

4

41

2) CF,COOH

I-12

Buapunsl popmMyiiel 41 MOTYT OBITH OPOMUPOBAHBI TOCPEICTBOM 0OPAOOTKH MOIXOISIIUM
rajJoTeHUPYIOIIMM areHTOM, TakuM Kak NBS, 1 oABepruyThCs AEMPOTEKIUH C ITOJTyYEHUEM
coenuHenuit popmyisl I-12. (Cxema 16)

Cxema 17

G = L. - e cur

-SEM

QH
B
R* " "OH
- -
Pd-katan.
OCHOBaHWE

45 N

SEM'N

0

Crp.: 22
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Bpomuz 2 MmoxkeT ObITh XJIOPUPOBAH C TTOMOIIBIO MOAXOASIIETO XJIOPUPYIOIIETO areHTa,
Takoro kak NCS, ¢ nojrydeHHeM MPOMEKYTOUYHOT'O COEAUHEHUS 42, KOTOPOE MOXKET OBbITh
MOJIBEPTHYTO ACTPOTEKIMU 1 3aTeM 3alluileHo oopaboTkoii ¢ momortbio SEM-CI B
MIPUCYTCTBUU MTOJXOISIIET0 OCHOBAHUS C ITOJyYEHUEM ITPOMEKYTOUHOI'O COEIMHEHUS 44.

5 OO0pabotka coenuueHus 44 60pOHOBOM KUCIOTON POPMYIIbI 45 B MPUCYTCTBUM NAJLIAUEBOTO
KaTalm3aTopa 1 noaxoasiiero ocHoBanus (CasspiBanue Cy3ykH) 1aeT Ouapuiibl opMyJIbl
46, KOTOpBIE TTOCIE JEMPOTEKIUH 1atoT ouapuisl popmyisl I-13. (Cxema 17)

Cxema 18
O,SEM
. N CIZH/OR4 { Pd-karanuaatop
r/ 1 47 _
! HN
SEM Br  2)CF,COCH
a

15

I-14
Bpomuz 15 MoxeT ObITh 00paboTaH OpraHONMHKOBBIMU peareHTaMu (popmyiibl 47 B
MIPUCYTCTBUHM ITOIXOISIIEr0 MaJljIaIueBOro KaTaau3aTopa (cBs3piBanue Heruim) u
MTOJIBEPTHYTHCS JEMPOTEKIUM C TIOTyUYeHUEM CoeqMHeHMI (hopMyIts [-14, kak moka3aHO Ha
Cxeme 18.
Cxema 19

_SEM

o A@—ma N* Br / Pd-katanmaatop OH

l.l. - r -

N 1 "

MY L e . PR
- = |

SEM ‘rl)\/\ﬁr 2) CF COOH o

25 0 15

5

20

=15
R npezncrasisier co00i BOAOPO WIIM HU3LLUHA aTKHUIL.
Bpomup 15 MmoxeT ObITh 00paboTaH ankeHamMu POpMYITbI 48 B TPUCY TCTBUM ITOIXOISIIETO
3 TaIaIMeBOro KaTtajau3aTopa (CBsI3bIBAHME X€Ka) U MOJABEPIHYTHCS ACTIPOTEKLUH C
MOJTy4eHUeM ankeHoB ¢opmydsl [-15 kak mokazano Ha Cxeme 19.

Cxema 20
o SEM =
N 1) fCuCN/ Pd-karan.
35 @ 49 .
.N
SEM Br  2)CF,COOH
0

15

I-16

Bpomup 15 Moxet ObITh 00paboTaH aTkuHAMU (GOPMYITBI 49 B TPUCYTCTBUH IMTOIXOSIIIETO
naJijIaueBoro Kkataausaropa (cBsa3piBaHue COHOTAIIMPHI) U TOJBEPIHYThCS AENPOTEKLUU
C MOJTyuyeHreM aJIKMHOB (popmyitsl I-16, kak mokazano Ha Cxeme 20.

40

Cxema 21
H .SEM
O,SEM N 0 OH
45 [ j N CF,COOH N
7 0 i — . L
_ = - HN
-N Pd-katanmsatop, StM N/\ o N/\
SEM Br P
o OCHOBaHMe O 50 K/O HCOOH 0 k/o

15 -17

Crp.: 23
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Bpomun 15 MmoxeT ObITh 0OpaboTaH aMuHaAMU (HaripuMep, MOP(OIIMHOM) B IIPUCYTCTBUH
TTOXO/ISIIIETO IMAJIJIaIMeBOT0 KaTan3aTopa M OCHOBaHMs (CBsi3bIBaHME byxBanb1a-XapTBura)
Y TTOJIBEPTHYTHCS JCTPOTEKIMH C TOJTydeHueM aMMHOB (popmyitbl I-17, kak moka3aHo Ha
Cxewme 21.

5 Cxema 22
o” OH
r/N 1} HNO, /H,S0, (’N
HN HN
Br  2) BBr, Br
10 0 O NO

2

2
I-18

MeTOKCUXMHA30IMHOH 2 MOXET ObITh HUTPUPOBAH IOCPEACTBOM JOOABIIEHUS! a30THOM
KHUCIIOTBI B IIPUCYTCTBUU CEPHON KUCIIOTHI WX C TIOMOIIBIO APYTUX ITOAXOIAIIMNX
HUTPUPYIOUIUX ar€HTOB. 3aT€M METOKCHU I'PYIIITY OTIIEIIISIOT C TOMOILBIO TPEXOPOMUCTOTO

15 60pa, HBr unu APYyroro nmoaxogdimero pearcura ¢ O6p&30BaHI/IeM TUAPOKCUXWHA30JIMHOHA
I-18.

Cxewma 23
1. (?H
2 R-Ph">0H 52
P Pd-katanuaaTtop,
8] OCHOBaHWE OH
r/N 2. BBr, r/N
HN
HN Br Ph-R*
0 NO, 0 No, =19
25 51
SEM-CI,
l base QH
R.Ph" P on 52 o~ o~
-~
0 .
30 " Pd-katanusarop, r,N H,. Ni r/ N
# OCHOBAMUE N —_— N
N SEM’ Ph-R’ SEM’ Ph-R®
SEM Br 0 NO, - O NH,
O NO, 53 55
OH
35 i N BzCt, i G
] f/ OCHOBaHWe (/
— = HN PhR! —— = HN -
O NH, O HN__O
I-20 hig I-21
Ph
40 Hutpoapui 51 MmoxeT ObITh IpeBpallleH B TUIPOKCUXUHA30IMHOH I-19 mocpeacTBom

00paboTKU apUIOOPOHOBBIMU KUCITIOTaAMHU (POPMYJIBI 52 B IPUCYTCTBUU TTOIXOISIIETO
MaJTaIMeBOTO KaTanu3aTopa U OCHOBaHUs (CBs3biBaHUe Cy3yKH) ¢ TTOCIIETYIOIIEH
nernpoTteknueit (Cxema 23). O6paboTtka coenuuenus 51 SEM-CI v moaxoasiiiiuM OCHOBaHUEM
JIaeT MPOMEKYTOUYHOE COEAUHEHHE 53, KOTOPOE MOXKET OBITh NPEBPAILEHO B OUAPUIIBI

45 (opMmyIel 54 mocpeacTBOM 0OpabOTKH AapUIOOPOHOBBIMU KUCIOTaMHU (hOPMYJIIBI 52 B
MIPUCYTCTBUH MTOAXO/ISIIETO MAJJIaIMeBOTO KaTaln3aTopa U OCHOBaHUs (CBsi3bIBaHUE Cy3yKH).
I'maporenusnpoBaHue B MPUCYTCTBUM MOAXOISAIIETO KaTaau3aTopa, TAKOro KaK HUKEITh
Penest, naet mpoMexxyTOUHBIE COEAMHEHUST POPMYJIBI 55, KOTOPBIE MOTYT OBITh TOABEPTHY THI

Crp.: 24
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JIETIPOTEKIMH C TTOJTyYeHHeM aHUIIMHOB (popMmyitsl I-20. AHumMHBI hopmyiibl [-20 MOTYT OBIThH
00paboTaHbI XJIOPAHTHIPUAAMU, TAKUMHU KaK OCH30MIXJIOPHU/T B TPUCY TCTBHH MTOIXOISIIIETO
OCHOBaHMS C MmoyryuyeHueM amuaa opmyisr [-21.

Cxema 24
OH OH OH
N CO/ROH / Pd-katan. N HNR'R" / Me,Al N
- CONRR
i Br HN COOR HN
O B
g O 123

R nipeacraBisieT coOOM HU3IINT aTKUIL.

Ddupst popmyitbl [-22 MOTYT OBITH ITOJTYYEHBI ITOCPEACTBOM 00pabOTKH OPOMHUIOB
dbopmyibl I-1 MOHOOKCHIIOM yTJIepO/ia B MPUCYTCTBUM IMOIXOASIIETO MaJIaUeBOTO
KaTanu3atopa u cripra. DGupsl popmyitel [-22 3aTeM MOTYT OBITh KOHBEPTUPOBAHBI B
aMubl popmyitbl [-23 mocpencTBoM 06pabOTKU MOAXOI[IIMMYA AMUHAMU B TPUCYTCTBUM
noaxoAsiien KUcioTel JIbtouca, Takoi kak TpumeTuianoMunnii. (Cxema 24)

Cxema 25

CIDH
- .B
H,N 1 F H o~ R O { Pd-katan./ocHoBaHue H
2 1) PivCl N F 58 Piv”
. P
2) LDA |
56 3 F 57 59

N
1) tBuli  Piv

1) HC(OE),
2) €O, 2) BBr,

60

O0paboTka gudTopuaa 56 MUBaAIOWIXIOPUIOM, C TOCIEAYIOIIMM JIEMPOTOHUPOBAHUEM
MOJIXOAAIIUM CUJIbHBIM OCHOBAaHUEM, TaKUM Kak LDA, v iolMpOBaHUE 1A€T TPOMEXYTOUHOE
coemuHenue 57. O6paboTka coeuHeHus 57 HeHMTOOPOHOBOM KUCTIOTOM B MIPUCYTCTBUM
MaJJ1aIMeBOT O KaTajau3aTopa U OCHOBaHUs gaeT ouapui 59. KapOonoBast kucioTa 60 MOXKeT
OBITh MOJTyUY€HA U3 COETMHEHUS 59 MOCPEICTBOM JIETPOTOHUPOBAHUS CUITbLHBIM OCHOBAHUEM,
TakuM Kak t-BuLi, ¢ mocnenyroriet 00padoTkoi nuokcuaoM yriaepoaa. Kapbonosas kuciora
60 MoKeT ObITh ITpeBpallieHa B amug 61 mocpecTBOM aKTUBUPOBAHUS IMOAXOISIIIIMM
peareHToM, TakuM kak CDI, ¢ mocienyroieit 06padboTkoit aMMoHUeM. [ MAPOKCUXHUHA30IMHOH
I-24 moxeT ObITh TOTy4YeH U3 61 nmocpeacTsoM mukau3auuu ¢ nomoinbo HC(OEt)3, ¢

rnocneayolen aenporexiueit. (Cxema 25)
Cxema 26

40

45

Crp.: 25
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-
? 0
H,N NBS H,N 1} CuCN 4 H,N
Br 2) Br,/AcOH N
CF,

CF,

63

OH

1) HC(OEL),

_—— I/
2) BBr, HN Br

Q CF, 1-25

BzaumoseiicTBre MpOU3BOAHOTO AHWIMHA 62 C MOAXOASIIMM OPOMUPYIOLIUM areHTOM,
TakuM kak NBS, gaet mpomMexxyTouyHoe coequHEHUE 63, KOTOPOE MOXKET ObITh MPEBPAIIEHO
B HUTPUII 64 TTOoCcpeICTBOM 00pabOTKU IIMAHUIOM ME/IU C IMOCEAYIOIUM OpOMUPOBAHUEM.
Hurtpun 64 Moxet ObITh ruipon30BaH 10 amuaa 65. LHukmszanus ¢ HC(OEt); ¢ nocnenyroren

JIETIPOTEKIMEN TaeT TUAPOKCUXMHA30JIMHOH [-25. (Cxema 26)

Cxema 27
P
o~ | o) | o
H,N ,ElMdJ -aueTanb /Nv ~N N CuCN NN
| —_— —_——
= B
' 67 NC 68
cF, 62 CF4 CF,
OH
H,N 1) HC(OEY), r/N
HN
2) BBr,
CF O CF,

370
[TpousBoaHOE aHMIMHA 62 MOKET OBITH MMPEBPAIIEHO TTOCpeCTBOM 00padoTku M D-
aleTaiab B MPOMEKYTOYHOE COEAMHEHUE 66, KOTOPOE MOXKET ObITH OPOMUPOBAHO MOAXOASIIUM
peareHTOM, TakuM kKak NBS, 1o 6pomuaa 67. O6paboTka coeqrHeHust 67 [MaHUIOM MU
JlaeT HUTPUJI 68, KOTOPBIN MOXKET OBITh IMMOJIBEPTHYT ACTPOTEKIMU ITOCPEACTBOM JOOABIICHUS
aAMMOHHUS K coeiuHeHHIo 69. Hutpun 69 MoxeT ObITh ruiponmn3oBaH A0 amuaa 70. Lukimmzanus
¢ HC(OEt); ¢ nocnenyroien AeNpoOTeKUMEN 1aeT THIPOKCUXUHA30IMHOH [-26. (Cxema 27)

Cxema 28

Crp.: 26
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OH
o~ s Ho B i
? R'/ Pd-katan./ocHosaHue
r,N NaH / SEMCI r/N 52 -
—_— -
HN ;
Br SEM ™ Br
o 2 0 71 on
.B
HO \©_R5, Pd-katan.
1) 74/OCHOBaHYe
2) BBr,

Bpomun 2 MoxeT ObITH 3aluileH mocpeactBoM oopadotku SEM-CI u moaxoasimm
OCHOBaHHEM C TTOJIyUYEHUEM ITPOMEKYTOUHOTO coenuuenus 71. O6paboTka 60pOHOBBEIMU
KUCTTOTaMU (GOpMYJIbl 52 B TPUCYTCTBUM MOAXOAIIETO NaJIaJMeBOr0 KaTalu3aTopa U
ocHoBaHwus (cBsi3biBaHue Cy3ykn) qaeT uapuisl popmyiisl 72. BpomrpoBaHue B IPUCYTCTBUN
coJtelt cepebpa maeT OpoMuabl PopMyITsl 73, KOTOPBIE MOTYT OBITH 00pabOTaHBI OOPOHOBBIMU

25

30

35

40

45

KHMCIIOTAMH B IIPUCYTCTBUHU MTAJUIAAUEBOTO KATAIIU3ATOPA U IMOAXOAALIETO0 OCHOBAHUSA, C
MOCIIEAYIOIEH JETTPOTEKIHMEl C MOTyYeHHEM THIAPOKCUXUHA30JIMHOHOB hopmydsl [-27 u I-

28. (Cxema 28)
Cxema 29

75
Bpomunsr popmMyel 75 MOTYT OBITE MPEBPAIEHBI B TUAPOKCUXUHAZOJIUHOHBI (hOPMYJIbI
1-29 mocpencTBoM 00pabOTKH MUAHUIOM MEIU B IIPUCYTCTBHHU IIPOJIMHA, C ITOCIIEIYIOIICH
nenpoteknuyeit. (Cxema 29)
Cxema 30

1) CuCN,

NPoWH

2) BBr,

Crp.: 27

1-29



10

5

20

25

30

35

40

45

@”o%:@

RU 2642779 C2

f
ICH, CHacOOH_ o/<>\fo
NH, o\@

76 77
I
LIOH cbopmamu'q 1) Medll or NaH
o 2) t-Buli
MeOH (0]
NH, OH N NH 3) o)
Ph
78 v/<H 80
O Ph
HO.__Ph Ox P
BBr
MnO. 3 C
0O — = o O —™ HOo
O/\ 0 N NH o S
Ny -NH % -
82
81

VoaupoBaHue MpOM3BOIHOTO AHUINHA 76 TIOAXOASIINM peareHToM, TakuM Kak ICl, maet
MIPOMEXKYTOUHOE coeMHEeHue 77. Dhup 77 MOKET OBITh THIPOIIM30BAH /10 KAPOOHOBOIA
KMCIIOTBI 78 ¥ 3aT€M LMKIIM30BaH 10 79. [{enpOoTOHMPOBAHUE, C ITOCIEAYIOMINUM HOI-TUTUEBBIM
00OMeHOM M 00paboTKa anpaeruaoM ¢popmyibl 80 gaet criupThl hopmyitsl 81. Okucienue 81
MOAXOASIIMM OKUCIIUTETbHBIM ar€HTOM, TAKUM KaK TMOKCU MapraHia, C MOCIeayomen
JerpoTeknyeit 1aet keToHbl popmyisl I-30. (Cxema 30)

Cxema 31

Crp.: 28
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H o” -
= _'| o
F‘dvua'ranuaa‘rnp Ph-R" = T

86 0 PR’ By
Br, | EtOH MNaOH
H,0,
o’ T
H vl o’
M o
ﬂ:Sr | - HN HN
HO HO
0 o & Ph-R’ ¥
0 g O pnRrY
G
a8
dopMamKig ‘
1
H o~
|4Ju ,N aar, ,;,N~
- Hh.
i Pn-R* Ph-R" PnR
o cl 0 n-R®

O PhR"
31

R5 MIPEACTABISAET COOOM HUBIINKI aTKWIT, SO,-HUBIINM AJTKWIT, HU3IIWHI aJIKWT, 3aMEIEHHBIH
rajoreHoM, CN, F unn C(O)N(HU3IIUN aTTKUIT),.

BpomupoBanue nmpousBoaHOTO M3aTuHA 83 maeT 6pomua 84. O6paboTka GOPOHOBBIMU
KUCTTOTaMu (OPMYJIIBI 85 B IPUCYTCTBUM NAJIJIAIMEBOTO KaTAIU3aTOPA U TTOIXOISIIETO
ocHoBaHus (Cs3biBanue Cy3yku) 1aet ouapuibl GpopMyibl 86 u 87. OKUCIIEHHE TTOIXOISIIMM
OKHCJIUTEIIbHBIM areHTOM, TAKUM KaK TIEPOKCU BOAOPO/IA, 1aeT KapOOHOBBIE KUCIOTHI 89
1 88, KOTOpPBIE MOTYT OBITH IIMKIM30BAHbI C TOMOIIBIO (hOpMaMUIa M 3aTEM TTOABEPTHYTHCS
JIETPOTEKLMHU OO0 TUAPOKCUXUHA30IMHOHOB [-31 u [-32. (Cxema 31)

Cxema 32
,BH
Pd-karanuaarop CH.COOH
3
NaOH
H 02 H,N 1.popmamng f}N
HN
2. BBr, !
O  ph- R O PhR 1-33

96

Bpomubt 92 MoryT 66T TpeBpallieHbl B Ouapuitbl Gopmysisl 94 mocpeacTBOM 00paboTKu
OOPOHOBBIMM KHCITOTAMHU (POPMYIIBI 93 B IPUCYTCTBHUHU NAJIJIAIMEBOTO KaTaIM3aTopa U

Crp.: 29
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ocHoBaHus (cBsi3biBaHue Cy3yku). bpomupoBanue, HapuMmep, HocpeacTBOM 00paboTKU

OpPOMOM B TPUPTOPYKCYCHOM KUCTIOTE, 1aeT OpoMusl hopmyIast 95. OKUCIEHUE TOAXOISIIM

OKHUCIIUTEJIbHBIM ar€HTOM, TAKUM KaK MEPOKCU BOJOPOAA, 1aeT KAPOOHOBBIE KUCIOTHI

bopmyIbl 96, KOTOPBIE MOTYT OBITH UKIM30BAHBI TOCPEACTBOM 00pabOTKU (OpPMaAMUIOM
5 W NOJABEPTHYTHCS IEMPOTEKIUH 10 TUAPOKCUXUHAZOIMHOHOB (popmyibl [-33. (Cxema 32)

Cxema 33
-~ -~
cl. OH w 9 o~
H,N F c—>— O N F H . g”
Cl CH 3.0
0 . j/ H,S0, O R OH 100
N/ —_—— —— -
|
Br o7 HO-NH,  OH Br o8 o Br - Pd-kaTanusaTop
-~
O
A ¢
15
o NaOH H,N 1) NBS f’N F
o R 202 2) hopmamug HN Br
101 o] R3 103
20 OH
|
2/B'-
R 104 (" BBrS /
———- HN HN
Pd-kaTanuaarop
105 1-34

25
AHWIIMHOBOE MPOU3BOAHOE 97 MOKET OBITh MPEBPAIIEHO B U3ATUH 98 OCPEICTBOM

00paboTKH 2,2,2-TpUXjI0-3TaH-1,1-a11M0I0M U TUAPOKCUIIAMHHOM, C TIOCIICAYIOIIEH MKIM3aIei
B KOHLEHTPUPOBAHHOM cepHOM KucinoTe. BpoMua 99 MmoxeTr ObITh NpeBpalleH B OMapuiibl
dhopmynel 101 mocpeacTBOM 00pabOTKH OOPOHOBBIMM KHcTOoTamMu hopmyiibl 100 B
MPUCYTCTBUM NAJIJIAIMEBOTO KATAIM3aTOpa U OCHOBaHuU4 (cBsizbiBaHue Cy3ykn). OKUcIeHne
MOJXOISIIIIUM OKUCIIUTENIbHBIM ar€HTOM, TAKUM KaK MEPOKCU]T BOJOPOAA, TaeT KapOOHOBbBIE
KUCIOTHI (hopmyiibl 102. BpomupoBaHue MOAXOISAIIMM peareHToM, TakuM kak NBS, ¢
MOCIIEAYIOIIEH UKIIU3aNyel ¢ popMamMuIoM AaeT XMHA30IUHOHBI (hopmyitel 103. Bpomun
103 MOXeT OBITh APUIIMPOBAH 0 coeAuHEHUM hopmybl 105 mocpeacTBoM 0opadboTKH
OOPOHOBBIMU KHCTOTaMU (popMyitbl 104 B TPUCYTCTBUM NAJUTAAUEBOTO KaTaIM3aTOpa U
ocHoBaHUs (cBsi3bIBaHMEe Cy3ykn). JlenmpoTeKkiust 1aeT ruApOKCUXUHAZOIMHOHBI (DOPMYJIBI
I-34. (Cxema 33)

30

35

Cxema 34
-~ ; | ;aOH, H,0, OH
H . hopMaMKE,

% N 3. BBr, (/N

O rr—

HN
o ¢ O C |as
83

45 HpOI/ISBOI[HOC A3aTUHA 83 MOXKET OBITH OKUCIIEHO MMOoAXO AWM PCArCHTOM, TAKUM KaK

MEPOKCHU]T BOJOPO/IA, IMKIM30BAHO C (HOPMAMHIOM U 3aTEM MOJIBEPryTO ACTIPOTEKLUUH C
MOJIy4YE€HUEM TUIpOKCUXUHa30MHOHa [-35. (Cxema 34)
Cxema 35
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o SEM o-SEM
OH
r/ HIRR HCOOH r
-N o) 107 =
OH " ocHosanve R
106 108 Ru'

1-36

[TpousBoanble KapOOHOBOM KUCIOTHI (hOpMYJIbI 106 MOTYT OBIThH CBSI3aHBI C AMUHAMU
dbopmynbl 107 B IpUCYTCTBUM MOIXOSIIETO CBS3BIBAIOIIETO peareHTa, Takoro kak HATU
Y TIOJXOISIIEr0 OCHOBAHMS C IMOJTydyeHrueM aMuaoB popmynsl 108. Amuasl popmynsr 108
MOTYT MOABEPTHYTHCS ICMTPOTEKIMH 10 THIAPOKCUXUHA30IMHOHOB (hopmyisl [-36. (Cxema

35)
Cxema 36
-~
' L ¢ HCOOH L N §
O,N 2. Br, H,N r,“ BBr, “
T = e S =
HN
= N7 Et " 7 i
NTfp 108 F 400 0O F 110 O F
IDH MEM-CI,
1. HCOOH 1. 4 _B. OCHOBaHue
OH S OH ReFh Of MEM
N N Pd-kaTanuaatop, o
- 7 ocHoBaHue 52 _N
—-———
HN HN Ph-R* r
0 E = 2. CF,COCH MEM’N Br
1-37 o F 39 O F P

Hurtpoapusn 108 MoxeT ObITh BOCCTAHOBJIEH MOIXOISIIIIMM BOCCTAHABIMBAIOIIMM areHTOM,
TaKUM KaK BOJIOPO/I, B IPUCYTCTBUM MAJIJIAIUS ¥ 3aTEM OPOMUPOBAH C ITOJIyYeHUEM OpoMuIa
109. bpomua 109 MoOkeT ObITh UMKIM30BAH C TOMOIIBIO MYPABbUHOM KUCIIOTHI U 3aTEM
MOJIBEPTHYT JIEMPOTEKIUH C MOJIyYEHUEM TUIPOKCcUXUHa30aMHoHa [-38. bpomua 109 moxet
OBITh IMKJIM30BAH C IOMOIIIbIO MYPAaBbUHOMN KUCIOTHI U 3aTEM MTOABEPTHYT JEMPOTEKIUH C
MoJTydeHueM ruapokcruxuHazoimHona I-37. O6pabotka MEM-CI v TOX0ASIIIIMM OCHOBAHUEM
JaeT mpoMexyTouHnoe coeaunenue 111. buapunst popmynbl 1-39 MOTYT OBITH OJTyYEHBI U3
coenuHenus 111 nmocpeacTBoM 00pabOTKU OOPOHOBBIMU KUCIOTAaMU (hOPMYIIBI 52 B
IIPUCYTCTBUM ITOAXOIALIETO MTaJUIaIUEBOTO KATAIM3aTOPA U OCHOBAHMUS, C IIOCIIEAYIOLIEH
nernpotekuueit. (Cxema 36)

Cxema 37
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R'u R" npencraBisitoT cOOOM HUBIIMHI ATKUIL.

Crptsl popmyibl 112 MOryT ObITH TpEBpallieHbl B OpoMubl hopMyiibl 113 mocpeacrsom
00paboTku TeTpadbpoMuIOM yTiiepoa B mpucyTcTBuM Tpudenundochuna. bpomumasr 113
MOTYT OBITH IIPEBPAIIEHBI B aMUHBI (popmyitsl 114 mocpeacTBoM 00pabOTKH aMUHAMU
dbopmyast HNR'R" B mpucyTCTBUM MOXOSILIEI0 OCHOBAaHUA. JlenpoTeKuus 1aet
THIPOKCUXHUHA30IMHOHBI popmyitbl [-40. (Cxema 35)

Cxema 38

1. Br,
H.N F 2 cpnpmaum,.q

[-40

OH
1. Fl_q
R'Ph"""OH &2 =
Pd-katanwaarop, N F
\’/\@: OCHOBaHWe r* =
© HN = 4
2.BBr, | PR
116 o I-41

Kap6onosas kucnora 115 MoxkeT ObITh OpOMHPOBAHA U 3ATEM LIMKJIM30BAHA C TOMOIIBIO
dhopmamuaa ¢ noiayuenreMm 6pomuaa 116. buapuiasl hopmyiibl I-41 MOTYT OBITE TTOJTYYSHBI
u3 116 mocpeactBom 00pabOTKH OOPOHOBBIMHU KUCITIOTAMH (DOPMYJIIBI 52 B IPUCYTCTBUU
MOAXOASIIET0 NauIaIueBOro KaTaiuu3aTopa U ocHoBaHUs (cBsizbiBaHUE Cy3yKH), €

IMOCTIEAYIOLIEN TETTPOTEKIUEH.
Cxema 39

1. NaOH, HﬂD
2.Br,

118 =

1. CDI
2. EHMDHHH
3. HC(OEt),
4. BBr,
EI)H
[’4 M Cl
HM
Br

o

OH
1. hopmammng r{’.,N %O
e |
QH HM - 4
. _B. 52 Ph-R
Pd-karanuaaTop,
OCHOBaHWe
3. BBr,
|-42

HpOI/I?;BOI[HOC n3zatuHa 117 MOXET OBITh OKUCIICHO IIoAXOAIIIHUM OKHCIINTCIIbHBIM aI'CHTOM,
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TaKUM KaK IIEPOKCU BOAOPO/Ia, U 3aTeM OPOMUPOBAHO 10 KapOOHOBOM KUCIOTHI 118.
Lukmu3anys ¢ moMoniso GopMaMuIa U B3aUMOIEHCTBUE ¢ OOPOHOBBIMH KUCIIOTAMU B
MPUCYTCTBUM MOAXO/ISIIEr0 MAJUIaIMeBOTO KaTalln3aTopa U OCHOBaHUs (cBsizbiBaHue Cy3yKu),
C TIOCITeAYOIIIeH AeTpoTeKIuel gaeT ouapuisl popmyisl [-43. O6paboTka KUcioTsr 118 ¢
nomoIipio CDI, ¢ mocneayommM aMMOHUEM, [IUKTU3AIUS U ISTTPOTEKIUS 1al0T
TUAPOKCUXKMHA30IMHOH [-42. (Cxema 39)

Boienenue v ourcTKa CoeIMHEeHUN

Breienenve v 0UMCTKA COSAMHEHMI U IIPOMEXKYTOUYHBIX COSTMHEHUH, OTTUCAHHBIX 3/1ECh,
MOJKET OBITh OCYIIIECTBIIEHA, €CJTU HEOOXO0IUMO, C TOMOIIBIO JIIOOBIM MOAXOSIINM CIIOCOOOM
pas3aeneHus Wik OYUCTKH, TAKUX KaK, HAIpuUMep, GUIIbTpaLyu, SKCTPAKIMU, KPUCTAIUIM3ALUH,
KOJIOHOYHOM XpoMaTorpaduu, TOHKOCTOHHON XpoMaTorpaduu, XxpoMaTorpadus B TOJICTOM
cioe, IpenapaTUBHAS KUIKOCTHASI XpoMaTorpadusi HU3KOTO UIN BBICOKOTO JaBIICHUS WK
KOMOMHAIMK 3TUX cltoco60B. KOHKpETHBIE MILTIOCTPAIMU TOAXOASIIMX METOAUK pa3aesIeHus
Y BBIJICJIEHUS MOTYT OBITh JAHBI CO CCBUIKOM Ha CITOCOOBI M TPUMEPDI, U3JI0KEHHBIE HUXKE.
TeMm He MeHee, Apyrue 9KBUBAJICHTHBIE POLEAYPHI Pa3/AeNICHUs] W BbIJIEICHUSI, KOHEYHO,
TaK>Ke MOTYT OBITh MCITOJIb30BAaHBI. PalieMuyeckue cMecu XUpaabHbBIX COSTUMHEHUIM (POPMYJITBI
I MoryT OBITH pa3/esieHbl ¢ UCTIOIb30BaHUeM xupaibHol BOXKX.

Conu coenunenuit popmyisl |

Coenunenus popmyiasl [ IBIISIFOTCS OCHOBHBIMH U MOTYT OBITh IIPEBPAIIICHBI B
COOTBETCTBYIOIIME KUCITOTHO-aITMTUBHBIE COJU. [IpeBpallieHue oCyIecTBISIIOT MyTeM
00pabOTKM O MEHBIIIEH MEPE CTEXMOMETPUUECKUM KOJIMYECTBOM COOTBETCTBYIOIIEH KUCTIOTHI,
TAKOM KaK COJITHAas KUCIIOTa, OpOMUCTOBOAOPOAHAS KUCIIOTA, CEpHAs KUCIOTA, a30THAS
KHCII0Ta, hocopHast KUCIOTA U T.I1., U OPTAHUIECKON KMCIIOTBI, TAKOM KaK YKCYCHAsI KUCITOTA,
MPOTIMOHOBAS KUCIOTA, TJIMKOJIEBasl KUCIOTa, MUPOBUHOTpAHAS KUCIIOTA, IIIaBeeBast
KHUCJIOTA, 10JI0YHASI KUCIIOTA, MAaJIOHOBAS KUCIIOTA, THTapHAas KUCIIOTa, MaJIeMHOBAs KUCIIOTA,
dbymapoBasi KUCITOTa, BAHHAS KUCIIOTA, IMMOHHASI KUCITOTa, OEH30MHAS KUCIIOTa, KOpUYHAS
KHUCIIOTa, MUHJIAJIbHAS KUCJIOTA, METAHCYJIL(OHOBASI KUCIIOTA, 3TAHCYJIb(POHOBAS KUCIIOTA,
MI-TOJIYOJICYJIb(POHOBAS KMCIOTA, CATTUIMIOBAst KUCI0Ta U T.11.. Kak mpasuiio, cBoOo1HOe
OCHOBAHME PACTBOPSIOT B MUHEPTHOM OPTaHUYECKOM PACTBOPUTENIE, TAKOM KaK TUITUIIOBBIN
3¢up, ITUIALETAT, XJTOPOPOPM, 3TAHOJI UIM METAHOJ M T.II., U TOOABJISIOT KMCIIOTY B
aHAJIOTUYHOM pactBoputesie. Temnepatypy noaaepxuBarot B mpeaenax ot 0°C mo 50°C.
[ToyyeHHast cosib BbIMAJAET B OCAJIOK CAMOIIPOU3BOJIBHO WUJIM MOKET OBITh BbIJIEJICHA U3
pacTBopa ¢ MTOMOIILIO MEHEE MOISIPHOTO PACTBOPUTEIISL.

KucnoTHo-aaiuTUBHBIE COJIM OCHOBHBIX COEAMHEHHUH (popMyIibl I MOTYT OBITH TpEeBpAICHbI
B COOTBETCTBYIOIIHE CBOOOIHBIE OCHOBAHUSI 0OPaOOTKOM MO MEHbIIIEH Mepe
CTEXMOMETPUUECKUM KBUBAJICHTOM ITOIXO/ISIIEr0 OCHOBAHMUSI, TAKOTO KaK TMIPOKCHUT HATPUS
WJIM KaJusl, KapOoHAT Kaymsl, OMKapOOHAT HATpus, aMMUaK, U T.1.

Coenunenus hopmyitbl | v ux (hapManeBTUIECKH MPUEMIIEMbIE A ITTUTUBHBIE COITM O0IaTat0T
HEHHBIMU (PAPMaKOJIOTUYECKMMU CBOMCTBAMU. B yacTHOCTH, ObLII0 OOHAPYKEHO, YTO
COEJIMHEHUSI HACTOSIIETO N300peTeHUst 00J1a1al0T AKTUBHOCTHIO B KAYECTBE UHTUOUTOPOB
COMT.

CoenvHeHus: ObUIH UCCIIEOBAHBI B COOTBETCTBUM C TECTOM, ITPUBEACHHBIM J1ajiee

®nyopecuenTHbilt aHau3 COMT (ony6iaukoBanHbil B WO 2012/013614)

[TpunuMn ananuza

dayopecueHTHbIN aHau3 A1t uaeHTudukanu tHruoutopoB COMT ocHOBaH Ha TOM
daxTe, 4TO CYyOCTpAT, KOTOPBIN MPEACTABISET COOOM 4-HUTPOKATEXOJI, MEUEHBIMH
dbayopecueHTHBIM KpacurteneM Alexa Fluor 488, mogsepraercs crienuuyecKum
BHYTPUMOJIEKYJISIPHOMY B3aUMOJICHCTBUIO, TPUBOISIIEMY K YMEHBIIICHUIO (DITyOpeCleHIIMN
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Alexa Fluor 488. 9T0 BHyTPUMMOJIEKYJISIPHOE B3aMMO/JICHCTBUE HAPYILIAETCS, B Cllydyae
METWJIMPOBaHUS 4-HUTpoKaTexoia. TakuM 00pa3zoM, METUIIMPOBAHUE 4-HUTpOKaTexo-Alexa
Fluor 488 cyocTpaTta mocpenctBom COMT uepes nmepeHOC METUIIBHOM TPYIIIHI S-
aJIeHO3UJIMeTHUOHMHA (SAM) Ha cyOCTpaT MPUBOIUT K YBEJIMUEHUIO MHTEHCUBHOCTH
dbayopecueHIuu. ITO yBeaudeHue QryopeceHIud MOXKeT ObITh U3BMEPEHO KMHETUYECKHU.
PaccunTtbiBaeTCst HAKJIOH KUHETUKH JIMHEMHOTO Jana3zoHa. CoeMHEeHUe-UHTMOUTOP CHXKAET
HAKJIOH.

MaTtepuanbl

ITnanmersr: 384-1yHOYHBIE MUKPOTUTPOBAJIbHBIE ITTAHIIETHI, Corning YepHbBIE C INIOCKUM
MPO3PAYHbIM THOM, HECBSI3BIBAIOIIASI TOBEPXHOCTH, NOJUCTUPOII (ref. 3655)

PeareHTs! u cTOKOBBIE pacTBOPHI Oydepa:

CroxkoBble pacTBopbl Oydepa: 0.1 M docdathsiit Oydep pH 7.6 (Na,HPO4 Fluka 71644,

NaH,PO,4 Merck 6346.0500), xpanenue npu 4°C
580 MM MgCl, (Merck 1.0833.0250), xpanenue npu KT
IM CaCl, xpanenue nipu 4°C

65 MM DTT (Sigma D-0632), xpanenue nipu -20°C

PexoMmOun. COMT uenoBeka: mpenapathl oT Daniel Schlatter 46 MKM, aJIMKBOTBI, XpaHEHHE
nipu -80°C

4-HurtpoxkaTtexoi-Alexa488: moayueHHBIN caMocTosiTeNbHO, 1.3 MM B JIMCO, xpaHeHue
nipu KT (B TemHOTE)

S-Anenoun-metuonun: 10 MM B H,O (Sigma-Aldrich A2804),

xpaHeHnue npu -20°C

Crioco0 ompeeneHus

Pearents! u 6ydepHbIe pacTBOPHIL:
Bydep miis ananuza (KOHEY. KOHIL.):
40 MM Docdatusiit Oydep pH 7.6
2.88 MM MgCl,

0.9 MM DTT
0.25 MM CaCl,

PasBenenus coenunenuii: pazseaeHusi B 100% AMCO (Sigma 41640), 6.25% koHeuHas
koHueHTpanus JIMCO B ananuze

Pexom6un. COMT uenoBeka: 80 HM B Oydepe mis ananuza, 25 HM koHeuHast
KOHILEeHTpauus B aHanu3e 4-Hurpokarexomn-Alexa488 / SAM:

320 HM 4-Htupoxkatexoi-Alexa488 u 800 HM SAM B Oydepe a1 aHamM3a

200 HM KOHEYHas KOHUEHTpaUus B aHAJIU3€ 4-HUTpoKaTexoii-Alexa488

500 HM KoHeuHas KOHLUEHTpauus B aHaimmsze SAM

Cnoco6

10 MK yCOMT (Multidrop)
2 MKJI Coemunenvie (100% AMCO) (Biomek FX)
1 MuH cMmemyBaHue Ha mmelikepe (Variomag Teleshake 1500 06/

MWH)
20 MKJT SAM / 4-autpoxatexoi-Alexa488 Cmecs (Multidrop)
5 MuH cMmenBaHKe Ha 1elikepe (Variomag Teleshake 1500 06/

MWH)
CUUTBHIBAHUE KMHETHUYECKOE cUMThIBaHMe (Kaxaple 60 c, 180 pas,

cuntsiBanue npu KT)

(B030. 475(40) uM, 11oT71. 535(45) HM; UHTEHCUBHOCTD 7.5%; BbIACpKKa 1¢C)
Curnan [oed/MUH] = HAKJIOH OT JIMHEWHOTO JIMana3oHa KUHETUKU
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HTS crioco6

PearenTs! u OydepHbIe pacTBOPHI:
Bydep ni1s ananuza (KOHEUHas KOHIL.):
40 MM docdatusrit Oydep pH 7.6

2.88 MM MgCl,

0.9 MM DTT
0.25 MM CaCl,

PasBenenus coenuuenuii: pazseaeHusi B 100% AMCO (Sigma 41640), 6.25% koHeuHas
koHueHTpanus JIMCO B ananuze

Pexom6. COMT uenoBeka: 75 HM B Oydepe 11 aHanuza, 25 HM koHedHast KOHIIEHTpaI|s
B aHanm3e 4-HuTpokaTexon-Alexa488 / SAM:

430 HM 4-nutpoxatexoin-Alexa488 u 1070 HM SAM B Oydepe 11 aHamM3a

200 HM KoHe4YHasi KOHIIEHTpAaLMs B aHAIU3€e 4-HUTpoKaTexo-Alexa488

500 HM koHeuHas KOHLUEHTpauus B aHaimmsze SAM

Cnoco6
10 MK 9COMT
6 MKII Coen. (U3 IpeABapUTEIbHO Pa3BEJEHHOrO IUIAHIIETa
¢ coeiMHeHUsIMU B BoJie ¢ 31% JAMCO)
1 nepemMelMBaHue BcrpsxuanueM (Variomag Teleshake 1500

MUH
00/MuH)
14 Mxn cMech SAM / 4-Hutpokatexoii-Alexa488
1 nepeMelBanue BerpsixusanueM (Variomag Teleshake 1500

MUH
00/MuH)
¢ IoceyoIuM nepeMernBanueM Ha Biomek FX 10 pas,
18 MK
15 mun WHKYOHpoBaHue #1 ITpU KOMHATHOU TeMITepaType
CUMTHIBAHHE cTapToBas TOUKA Ha MAHIIETe :: CBETOBOW puiep

(B030. 475(40) M, niori. 535(45) HM; UHTEHCUBHOCTH 7.5%; BbIIEpKKa 1 C)

40 MuH UHKYOUpOBaHuUE #2 MPU KOMHATHOW TeMIlepaType
CUUTBIBAHHE KOHEYHas TOYKa Ha IUTAHLIETE :: CBETOBOW PUIIED

(B030. 475(40) M, nior. 535(45) HM; UHTEHCUBHOCTH 7.5%; BblIEepKKa 1 C)
Curnain [oed/muH] = (oed(koHEeUHAsT TOUKA - oed
(crapToBas TOUYKa)) / BpeMsi_MHKYOUpOBaHUs_#2

35

40

45
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Tabnuua 1
CnUcok NPUMEPOB U AaHHLIX |Csy (MKM) NS HOBLIX coeAnHEHWUN
NMpumep [Cso Mpumep ICso Mpumep ICs
1 0.50 87 0.23 173 0.05
2 0.03 88 0.12 174 0.07
3 4.21 89 0.02 175 0.02
B 0.17 90 0.02 176 0.02
5 0.66 91 0.10 177 0.04
6 0.02 92 0.06 178 0.01
7 § 0.01 93 0.16 179 0.09
8 0.10 94 0.09 180 0.27
9 1.33 95 0.97 181 0.02
10 1.09 96 0.03 182 0.03
1 1.25 97 0.01 183 0.07
12 1.47 98 0.04 184 0.02
13 1.00 99 0.10 185 0.02
14 490 100 0.05 186 0.03
15 1.20 101 0.01 187 0.71
16 0.56 102 0.001 188 1.27
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17 1.10 103 0.01 189 0.84
18 0.90 104 0.01 190 1.29
19 0.08 105 0.07 191 0.03
20 0.09 106 0.02 192 0.02
21 0.10 107 0.02 193 1.28
22 0.20 108 0.08 194 0.73
23 0.01 109 0.02 195 0.01
24 0.01 110 0.02 196 0.12
25 0.02 111 0.02 197 2.53
26 0.19 112 0.17 198 0.01
27 0.04 113 3.60 199 0.02
28 0.04 114 0.04 200 0.01
29 2.80 118 0.05 201 0.02
30 1.40 116 0.18 202 0.02
31 0.02 117 0.04 203 0.01
32 2.00 118 0.01 204 0.02
33 0.02 119 0.61 205 0.17
34 0.17 120 0.09 206 0.03
35 1.30 121 0.03 207 0.02
36 0.08 122 0.01 208 0.0
37 0.03 123 0.01 209 0.37
38 0.03 124 0.2 210 0.03
39 0.02 125 0.02 211 0.07
40 0.01 126 0.14 212 0.87
41 0.16 127 0.02 213 0.03
42 1.03 128 0.02 214 0.64
43 0.04 129 0.03 215 0.07
44 0.11 130 0.03 216 0.04
45 0.03 131 0.04 217 0.05
46 0.01 132 0.02 218 1.40
47 0.06 133 0.02 219 0.02
48 0.05 134 0.01 220 0.02
49 0.02 135 0.01 221 0.03
50 0.01 136 3.21 222 0.06
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51 0.26 137 0.06 223 0.02
52 0.01 138 0.02 224 0.22
53 0.02 139 0.29 225 0.06
54 0.06 140 5.04 226 1.03
55 0.01 141 0.01 227 0.05
56 0.01 142 0.01 228 0.05
57 0.01 143 0.81 229 0.054
58 0.01 144 0.05 230 0.02
59 0.04 145 0.07 23 0.01
60 0.02 146 0.02 232 0.31
61 0.13 147 0.02 233 1.17
62 0.01 148 0.01 234 0.98
63 0.04 149 0.01 235 0.03
64 0.01 150 0.00 236 0.02
65 4.83 151 0.16 237 0.02
66 0.10 162 0.07 238 0.03
67 7.45 153 0.19 239 0.05
68 0.06 154 0.02 240 0.03
69 1.04 155 1.38 241 0.03
70 0.02 156 0.01 242 0.22
71 0.02 157 0.02 243 0.13
72 0.03 158 0.03 244 0.15
73 0.04 159 0.55 245 0.73
74 0.25 160 0.08 246 1.58
75 0.51 161 0.05 247 0.05
76 4.60 162 0.03 248 0.10
T 0.05 163 0.04 249 3.23
78 0.32 164 0.02 250 1.14
79 0.15 165 0.03 251 0.74
80 0.09 166 0.06 252 0.03
81 0.01 167 0.26 253 0.10
82 0.04 168 0.03 254 1.40
83 0.06 169 0.04 255 0.12
84 0.1 170 0.02 256 0.036
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85 0.17 171 0.08

86 0.03 172 0.02

Coenunenus hopmysl [ 1 papmaneBTUIECKH TPUEMIIEMBIE COJIM COSAMHEHUM (HOPMYITBI
I MOTYT OBITH UCTIOJIB30BAHBI B KAUECTBE JIEKAPCTBEHHBIX CPEICTB, HAIIpUMep B (hopme
bapmaneBTHUeCcKUX mpenapaToB. DapmManeBTHUECKHE ITpenapaThl MOTYT BBOJIUTHCS
NepopasibHO, HATIPUMED, B PopMe TaOJIETOK, MOKPHITHIX 000JI0YKOM TabJIETOK, Apaxke,
TBEP/IbIX U MATKUX )KEJIATUHOBBIX KaICyJl, pACTBOPOB, 3MYJIbCUI WK cycnieH3ur. OaHaKo,
BBEJICHUE TAKKE MOKET ObITh 3((HEKTUBHBIM PEKTAIIBHO, HATTPUMED, B (hOPME CYIIIIO3UTOPUEB,
MapeHTepaIbHO, HAIPUMEp, B GOpMe pacTBOPOB ISl MHBEKLMIA.

Coemunenus hopmyisl [ MOTYT OBITH ITepepaboTaHbI BMECTE C (papMaIieBTUUECKH
WHEPTHBIMHU, HEOPraHUUYECKUMHU WJIM OPTaHUYECKUMU HOCUTENSIMU 7151 IPOU3BOACTBA
(dapManeBTHYECKUX MpenapaToB. JIakTo3a, KyKypy3HbII KpaxMaJl Wik UX TPOU3BOIHbIE,
TaJIbK, CTEAPUHOBBIE KUCIIOTHI UJIK UX COJIM U AaHAJIOTUYHBIE COEIMHEHUS MOTYT OBITh
UCTIOJIb30BAHbI, HAIIPUMED, B KAUE€CTBE HOCUTEIIEH /ISl TAOJIETOK, MOKPBITHIX 000I0UKOI
Ta0JIETOK, Apaxke U TBEP/IbIX )KEJTATUHOBBIX KaricyJsl. [loaxoasmmmmu HoCUTEIIMHU 11 MSTKUX
YKEJTATUHOBBIX KAIICyJI SIBJISIIOTCS, HAIIPUMED, PACTUTEIIbHBIE MacCIia, BOCKA, KUPBI,
MOJIyTBEPABIE U )KUIAKHE MTOJIUOJIBI M AHAJIOTUYHBIE BEllleCTBa. B 3aBUCUMOCTH OT MPUPOBI
AKTUBHOTO BEIIIECTBA, OJTHAKO, OOBIYHO HE TPEOYIOTCS KaKKUe-JIMOO HOCUTEIIU B CIIy4ae MATKUX
YKEJIATUHOBBIX Karcyil. I 1oaxoasmmmMm HOCUTENSIMU [T TIPOU3BOCTBA PACTBOPOB U CUPOIIOB
ABJISIOTCS, HAIIPUMED, BOAA, ITOJIMOJIBI, TJIMUEPUH, PACTUTEIIBHOE MACIIO U AHAJIOTUYHbIE
BewecTBa. [loaxoasmyMy HOCUTENISIMU 1S CYTIIIO3UTOPUEB SIBIISIOTCS, HAIIPUMED,
HATypaJIbHbIE UJIM TUAPOTCHU3UPOBAHHBIE Macia, BOCKA, JKUPBI, Oy TBEPbIE WU KUIKHUE
TIOJIUOJIBI M AHAJIOTUYHBIE BELIECTBA.

dapmaleBTUYECKUE ITpenapaTsl, KpOME TOrO, MOTYT COAEPKATb KOHCEPBAHTHI,
PACTBOPUTENU, CTAOUIIM3ATOPBI, YBIAKHSIONIUE AT€HTbhI, IMYJIbIaTOPBI, OJICTACTUTENH,
KPacHUTEIH, apOMaTU3aTOPBI, COJIU IJI1 U3MEHEHHSI OCMOTUYECKOTO 1aBJIeHuUs, Oydepsl,
MACKUPYIOIIUE ar€HThI WM AaHTUOKCHIAHTHI. TaKkke OHM MOTYT COAECPKATh TEPANIEBTUUECKU
LICHHBIE BELIECTBA.

JlexapcTBEHHBIE CPENICTBA, COACpIKAIIHE COeTMHEHNUsT (hOPMYITHI | un ux hapMareBTUIeCKH
MpUEMIIEMbIE COJIU U TePATIeBTUUECKU MHEPTHBIE HOCUTEIHU SBJISIFOTCS 00BEKTOM HACTOSIIIETO
U300pETEeHNUs, TAKKE KAK U CIIOCOOBI ISl MX MOJIYYEHUs], KOTOPbIE BKIIIOYAIOT IPUBEACHHE
oHOTO UK OoJiee coeauHeHuit popmyisl [ u/umm ux GpapManeBTUUECKU MTPUEMIIEMBIX
KHUCITOTHO-a/IMTUBHBIX COJIeH U, B ClTydae HeOOXOMMOCTH, OJJHOT'O WJIH O0JIee TeparieBTUUECKH
IIEHHOT'O BEIIIECTBA B TAJICHOBY JICKAPCTBEHHYIO (JOPMY BMECTE C OJTHUM UM OoJtee
TE€PAINEBTUUECKA UHEPTHBIM HOCUTEJIEM.

Hawubonee npeanodtuTeIbHBIMU MOKA3aHUSMHU B COOTBETCTBUY C HACTOSIIIIMM U300 PETEHUEM
SBJISIIOTCS T€, KOTOPbIE BKIIIOUAIOT 3200JI€BAHUS LIECHTPAIbHOWM HEPBHOM CUCTEMBI, HAIIPUMED
JIeYeHUe WIKM TPOPUIIAKTUKA IEITPECCHH, TICMX03a, 00s1e3Hu [lapkuHCOHa, TPEBOKHOCTHU U
nedunyura BHUMaHus U runepaktTuBHoctd (CIBI).

J1o3upoBKa MOXKET BapbUPOBATHCS B IIMPOKUX Mpeieiax U, KOHEUHO, JOJDKHA OYIeT
MOJ0UPATHCS B 3aBUCUMOCTH OT UHAMBUAYAJIbHBIX TPEOOBAHUI B Ka)KJIOM KOHKPETHOM
ciaydae. B ciydyae nepopaibHOTO BBEIEHUS TO3UPOBKA JJIs1 B3POCIIBIX MOKET UBMEHSTHCS B
npenenax ot npubmausutensHo 0,01 mr 1o mpudausurenbHo 1000 Mr coeauHeHust GOPMYIIbI
I B 1eHb UM COOTBETCTBYIOLIETO KOJIMYECTBA €ro (papManeBTUUECKU MTPUEMIIEMOI COIH.
JIHeBHasi 103a MOKET BBOJIUTHCS B BUJIE OJJMHOUYHOM J103bl, JINOO B BUIE HECKOIBKUX IPUEMOB
Y, B100OABOK, BEpXHUI MIPEIETI MOXKET MPEBBIIATHCS, KOT/Aa 3TO HEOOXOAUMO.
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TabneTtkw (BRnaxHas rpaHynauus)

Homep UHrpeamext MmriTabnertka
5 25 100 500

1. CoeguHeHwe dopmMynsl | 5 25 100
2. BeseogHas naktosa DTG 125 105 30
3 Sta-Rx 1500 6 6 &
4, MukpokpucTannudJeckas
yennwnosa 30 30 30
5. Creapar marHua 1 1 1

Becero 167 167 167

ITpouenypa usrotToBieHus

1. CMemaTh UHTPEIUEHTHI 1, 2, 3 U 4 U TpaHyIMPOBATH C OUMILIEHHON BOAOM.

2. Beicymuth rpanyiisl npu 50°C.

3. IIponycTuTh rpaHysbl 4epes MOAXOASIIEe Pa3MOJIBHOE YyCTPONUCTBO.

4. 100aBUTh UHTPEAUEHT 5 U NEPEMENIMBATH B TEUEHHUE 3 MUHYT; CIIPECCOBATH HA
ITOJXOISIIEM IIpecce.

Kancyna
Homep UHrpeaneHT Mmr/kancyna
5 25 100 500

1. CoeguHerne cdopmynoi | 5 25 100 500
2. BoagHaa nakroaa 159 123 148 -
3. KyKypy3HBIA Kpaxman 25 35 40 70
4, Tanek 10 15 10 25
5. Creapar marHuns 1 2 2 5

Becero 200 200 300 600

[Tpouenypa u3roToBieHust

1. CMemaTh MHTPEIUEHTHI 1, 2 U 3 B MOAXOSIIIEM MUKCepe B TeueHue 30 MUHYT.
2. Ho0aBUTh UHIPENUEHTHI 4 U 5 U CMELIMBATH B TEUEHHUE 3 MUHYT.

3. 3aMOJIHUTD B MOJAXOASIINE KAIICYJIb.

Crp.: 40
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ITpumep 1

5-6pomo-8-ruapokcuxuHazoanH-4(3H)-on

a) 5-0pomo-8-MetokcuxuHazouH-4(3H)-on

CycrieH3uio 2-aMUHO-6-0poMO-3-MeTOKCHOEeH30MHOM KUCTOThI (PeructpanuoHHbIil Ne
CAS 67303-48-4) (5.0 T, 20.3 mMoI1b) B hopmamuze (20 mur) iepemernuBaiiy mpu 150°C B
teyeHue 16 yacos. [Tocne oxmaxaenus 10 90°C qobaBuy Boay (100 MIT) U TEMHO-KOPUYHEBBIN
MPELUIUTAT OTHUIHTPOBAIIN, TPUTYPUPOBAIIU C MeTaHOJIOM (20 MJT) M BBICYIIMIIK. COeIMHEHUE,
YKa3aHHOE B 3ar0JIOBKE, BBIJAEIUIN B BUAE KOPUUHEBOTO ocajika (3.6 r, 60%).

MS: m/e=254.9/252.9 [M-H]".

b) 5-6pomMo-8-runpoxcuxruHazonuH-4(3H)-on

Cycrnensuro 5-6pomo-8-metokcuxuaa3oiauH-4(3H)-ona (85 mr, 0.33 MMOIIb) U
Tpexopomuctoro 6opa (1.67 mi1 1 M pactBopa B 1uxjiopmeTane, 1.67 MMOJIb) epeMelBaIn
IIpY KOMHATHOMN TeMIlepaType B TeueHHe 22 4acoB. 3aTeM PEaKIMOHHYIO CMECh OXJIaIUIIU B
BaHHE CO JibJIoM U 100aBwi MeTaHo (1 mut). [Tocne aBanopanuu Bcex 1€TyUrMX KOMIIOHEHTOB

Crp.: 64
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OCTaTOK TPUTYPUPOBAJIM C BOAOM. AHATMTUUYECKUI 00pa3el COeTMHEHMS, YKa3aHHOTO B
3aroJIOBKE, MOJIYYWIN ¢ TOMOIIbIo TpenapatuBHoi BOYKX: Gemini Axia 5 u C18A 110A
100X30 mMm. I'paguent (0.1% mypaBbuHas kuciioTa B Boae) / metanos = 10/90 no 40/60.
CoenuHeHnue, yka3aHHOE B 3ar0JIOBKe, MOJIy4wid B Buae 6eroro ocagka (0.01 r, 12%). MS:

m/e=240.8 [M-H]

ITpumep 2

MeTtun 8-ruapokcu-4-okco-3,4-TUruipoXuHa30JIMH-6-KapOOKCHIaT

a) 6-6pomMo-8-meTokcu-3H-xunazonua-4-oH

Cycrnensuro ruipodbpomMuia 2-aMMHO-5-0pOMO-3-METOKCUOEH30MHOM KUCIIOTBI
(Peructpanuonnsiit Ne CAS 864293-44-7) (85.5 r, 261 mMmoib) B popmamue (300 mir)
nepemernmBaiy rpu 150°C B Teuenue 12 yacos. [1ocre oxitaxaeHus 10 KOMHATHOM
TeMIrepaTypbl 100aBUIM BoaY (1 J1) ¥ MPeuUnuTaT OTGUIBTPOBAIIU, TPUTYPUPOBAJIU C BOAON
u Beicyimi. CoeuHeHUe, yKa3aHHOE B 3aTr0JIOBKE BBIJEIIUIIN B BUE CEPO-0€I10T0 ocaaKa
(59.4 1, 89%).

MS: m/e=255.0 /257.0 [M+H]".

b) 6-6pomMo-8-runpokcu-3H-xuHa301uH-4-0H

PactBop 6-6pomo-8-meTokcu-3H-xunazomun-4-ona (45 r, 176 MMOJTb) B CMECH BOJHOM
OpPOMUCTOBOIOPOIHOMN KUCTOTHI (135 mi1 48% pacTtBopa), OpOMUCTOBOAOPOIHON KUCIOTHI
B yKcycHOM Kkucnote (190 mit 32% pactBopa) U yKCyCHOM KUCIOTHI (190 MiT) niepemerivBaiu
nipu 130°C B TeueHue 4 nHer. PeakMOHHOM CMecH 1aJId JOCTUTHYTh KOMHATHOM TeMITEpaTypbl
u oTguiabTpoBaiu. [[penunuTaT TIaTeIbHO BBICYIIWIIM U COSTMHEHUE, YKA3aHHOE B 3aI0JIOBKE,

BBIJIENIWIIM B BUJIe cepo-0enoro ocaaka (39.3 r, 93%). MS: m/e=238.9 / 240.9 [M-H]".

¢) Metun 8-ruaipokcu-4-0kco-3,4-TuruIpoXuHa30JIMH-6-KapOOKCHIaT

ABTOKJIaB, coaepKaIuii cMech 6-6pomo-8-ruapokcu-3H-xunazonuna-4-ona (0.50 r, 2.1
MMOIJTb), ouc(mudenundocdrno)depponeH-mamraauin(Il)auxnopuaa TMXIIOpMETaHOBBIN
komiuiekc (75 mr, 0.092 mmoIib), TpusTiiiamuH (317 mr, 3.1 MMoJib), MeTaHoJI (50 MIT) U
stunanetat (50 M) 3a0THUIM MOHOOKCUAOM yriiepoaa (70 6ap) u nHarpesainu go 110°C B
TeueHue 18 yacoB. PeakimoHHOM cMeCH J1ajiu JOCTUTHYTh KOMHATHOM TEMIIEPATYPhI U
oTdunbTpoBaiy. [Tpequnurat BHICYIITUIA U COSIMHEHNE, YKa3aHHOE B 3aTrOJIOBKE, BBIJIEITUITN

B BuJie Oenoro ocaaka (0.29 r, 63%). MS: m/e=219.0 [M-H]".

ITpumep 3

8-ruapokcu-6-(MopdoarH-4-kapooHu)xuHazonud-4(3H)-ox

K pactBopy mopdomnuna (95 mr, 1.1 mmoss) B quokcane (10 mit) 0.8 M1 2M pactBopa
TPUMETUIATIIOMUHMS B ToJyolie (1.6 MM) no6aBuiu no kamisiM. Iloce nepemeniuBanus npu
KOMHATHOM TEMIIEpATypEe B T€UCHUE 45 MUHYT METUJI 8-TUIPOKCU-4-0KCO-3,4-
JUTHIPOXUHA30JIMH-6-KapOokcuat (60 mr, 0.27 MMOJIb) 1OOABUIIM M TTOJTYYMBLIYIOCSI CMECh
nepemeruBaiy npu 90°C B Teuenue 16 yacos. [Tpy koMHAaTHOM TemmiepaType 100aBUIH
JIMXJIOPMETAH U HACBIILIEHHBIN BOJHBINA PACTBOP CUTHETOBOW COJIU JOOABWIIY U ITEpEMEILIMBAHUE
npoaonkuiy B TeueHue 30 MuHyT. Opranudeckyio ¢aszy aacopOUpoBaiv Ha CUIIMKArele v
MOJIBEPIJIM XpoMaTorpaduu (CumMkaresb, IMxjopmeTan/meranon = 97:3 go 92:8). [Tocne
TPUTYPUPOBAHUS C TUM30TPOIMIIOBBIM 3(PUPOM COCTMHEHHUE, YKA3aHHOE B 3ar0JIOBKE,

BBIJICIIMIIM B BHJIE Oertoro ocanka. (0.02 r, 21%). MS: m/e=276.1 [M+H]".

ITpumep 4

8-ruapokcu-4-okco-N-(2,2,3,3,3-nenradroprnponun)-3,4-IMrUIpOXUHAZOIUH-6-
KapOoKcaMuI

ITo anamoruu ¢ mpumepom 3, 2,2,3,3,3-neHtadgToprporaH-1-aMuH (BMecTo MopdomHa)
B3aUMOJICUCTBOBAJI C TPUMETHUIIATIOMUHUEM U METUIT 8-TUIPOKCU-4-0KCO-3,4-

Crp.: 65
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JIMTUAPOXMHA30IMH-6-KapookcuimaToM. [locae 06paboTKu coeTMHEHHE, YKa3aHHOE B

3aroJIOBKe, BBIJIEIMIN B BUjie Oenoro ocaaka (0.02 T, 20%). MS: m/e=336.0 [M-H] .
ITpumep 5
8-ruapoxcu-4-okco-N-(2,2,2-tpudropatun)-3,4- TMruapOXMHA30IMH-6-KapOOKcCaMu I
ITo anamoruu ¢ mpumepom 3, 2,2,2-TpudTop3TaHAMHUH (BMECTO MOPGOJIMHA)
B3aMMOJENUCTBOBAJI C TPUMETWIATIOMUHUEM U METUIT 8-TUAPOKCHU-4-0KCO-3,4-
JIMTUAPOXUHA30IMH-6-kapbokcumaToM. [Tociae 06padboTku coeTMHEHUE, YKa3aHHOE B

3aroJIOBKe, BRIJACIUIM B BUAe Oenoro ocaaka (2.1 mr, 2%). MS: m/e=285.9 [M-H]".

ITpumep 6

OTUI 8-TUAPOKCHU-4-0KCO-3,4- TUTHAPOXUHA30JIMH-0-KapOOKCHIIaTa

ITo ananoruu ¢ npumepoM 2¢, cMechb 6-0pomo-8-ruapokcu-3H-xuHa3onuH-4-oHa, 6uc
(mudpenundochuno)depponer-naaaaui(ll) guxmopua IMXIOPMETAHOBOTO KOMILIEKCa,
TPUITWIIAMHUHA, 3TWIAleTaTa, 3TaHOIa (BMECTO METaHOJIa) B3aUMO/IEHCTBOBAIA C
MoOHOOKcHIoM yriepoaa. [Tociae o6paboTku coeHeHre, yKa3aHHOE B 3aT0JIOBKE, BBIACIIUIN

B BUjie cepo-0emnoro ocanka (63%). MS: m/e=232.9 [M-HJ.

[Tpumep 7

6-(3,4-nuruapo-"adraneH-2-un)-8-ruapokcu-3 H-xuna3onuH-4-oH

a) 6-0poMO-8-(2-TpUMETUIICUITAaHUI-3TOKCUMETOKCH)-3-(2-TPUMETUIICUITAHUIT-OTOKCUMETHIT )
-3H-xuHa301uH-4-0H

[Tpu oxnaxaeHuu Ha jeAsiHoM O0aHe, ruapua HaTpus (415 mr 60% nucnepcuu B
MUHEpaJibHOM Maciie, 10.4 MMoJIb) T00aBWIM MaJICHbKUMHU MTOPLMSIMU B pacTBOp 6-6pomo-
8-ruapoxcu-3H-xunazonuH-4-ona (mpumep 2b, 1.0 1, 4.2 MMoib) B aumetundopmamuze (15
Mmi1). Uepes 10 MUHYT 2-(TPUMETHUIICUIIUIT)3TOKCuMeTuxstopua (1.7 r, 10.4 MMoIib) 1oOaBUIN
no karisiM. Cmech nepemeruBaiu npu 80°C B teuenue 30 munyT. [Tocne aBanopauuu
PACTBOPUTEIIS OCTATOK pa3aewim (3Thianerat/Boaa). OpraHndueckyro a3y BBICYIITUIINA
(Na,SO,), CKOHIIEHTPUPOBAJIU U TTOABEPTIIM XpoMaTOrpaduu (CUIIMKArellb, FeNTaH/3TUIaleTaT

= 100:00 g0 85:15) ¢ nmojiydyeHUEM COeTMHEHMSI, YKa3aHHOTO B 3ar'0JIOBKE, B BUJIe O€J10r0

ocanka (2.08 T, 47%). MS: m/e=503.1 /501.2 [M+H]".

b) 6-(3,4-AuruaponadraneH-2-ui)-8-((2-(TpUMETUIICHUIIUIT)3TOKCH ) METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METUI ) XUHA30JIMH-4(3H)-0H

CMmech 6-6poMo-8-(2-TPUMETHUIICUIIAHUI-ITOKCUMETOKCH )-3-(2-TPUMETUIICUIIaHUIT-
stokcumeTnn)-3H-xunazomn-4-ona (0.46 t, 0.92 mmous), ouc(audenundochuno)pepporeH-
nayutaaui(I)muxnopuaa (0.10 T, 0.14 MMons), 3,4-murunpoHadraiieH-2-uI100pOHOBOM KMCIIOTHI
(Peructpanyonnsiii Ne CAS 864293-44-7) (0.21 r, 1.2 mMonb) u kapboHnaTta kamus (0.26 1,
1.84 mmoip) B qumeTriipopmamue (20 mir) u Bose (1 mur) nepemermmBaiy npu 100°C B
teueHue 90 MunyT. [Tocie puabTpanuu Bee JeTyure KOMIIOHEHTHI 3BallOPUPOBAJIM M OCTATOK
PACTBOPHWIIM B TUXJIOPMETAHE, aICOPOMPOBAII HA CUITMKATEJIE U TTOJIBEPTJIM XpoMaTorpaduu
(cunmukarens, rernrad/atuinagerat = 100:00 1o 70:30) ¢ mosyyeHUEM COEIMHEHHUS, YKA3aHHOTO

B 3ar0JIOBKE, B BUJIE CBETIIO-KenToro Macia (0.40 T, 79%). MS: m/e=551.4 [M+H]".

¢) 6-(3,4-murunpo-Hadranen-2-uin)-8-ruapokcu-3H-xunazonun-4-oxn

TpudTopyKkcycHyI0 KUCIOTY (3 MIT) OOaBUIU B pacTBOp 6-(3,4-muruaponadraieH-2-1i)
-8-((2-(TpUMETHIICUIIWIT)3TOKCH )METOKCH)-3-((2-(TpUMETHUIICUIINIT)ITOKCH ) METUIT) XMHA30JIMH-
4(3H)-ona (0.13 1, 0.24 mMonb) B quxiopmetane (10 mit). Yepes 3 yaca mpu KOMHATHOH
TEMIIEPATYPE BCE JIETyUUE KOMITIOHEHTHI 3BAIIOPUPOBAJIM U OCTATOK PACTBOPHUIIM B METAHOJIE
(10 mu1) M mepeMerMBaly B TeueHue 1 yaca. IBarmopalysi pacCTBOPUTEIS 1ajia Maciio, KOTOPOe
TPUTYPUPOBAIIH C 3(PUPOM C TIOTyYCHUEM COEMHEHUSI, YKa3aHHOT'O B 3aT'0JIOBKE, B BUJIE
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6enoro ocaaka (0.04 r, 42%). MS: m/e=288.8 [M-H]".

ITpumep 8

(pan.) 8-ruapokcu-6-(1,2,3,4-teTparuaponadraneH-2-uin)xuHazonua-4(3H)-on

a) (pam.) 6-(1,2,3,4-TerparugponadraieH-2-ui)-8-((2-(TPUMETHIICHUIINIT)ITOKCH)METOKCH)
-3-((2-(TpUMETUIICUIIAIT)3TOKCH )METHIT ) XMHa30JIMH-4(3H)-oH

K pactBopy 6-(3,4-murunaponadraneH-2-ui)-8-((2-(TPUMETUIICUIIAI ) 3ITOKCH ) METOKCH )-3-(
(2-(TpUMETUIICUITUIT)3TOKCH )METHI ) XxuHa30JMH-4(3H)-ona (mpumep 7b) (0.22 1, 0.44 MMOJIb)
B atmianerate (10 M) modapumum mamnaauit Ha yrite (0.05 r 10% aucnepcun). Cmech
TepeMeIIMBalIi TP KOMHATHOM TeMIlepaType B aTMocdepe BOIO0po/ia B TeueHUe 16 4acoB.
ITocne ¢punpTparyu 1 yaaneHus: BcexX JIETYYUX KOMIIOHEHTOB OCTAaTOK aJICOPOMPOBAIM Ha
CUJTUKATeJIe U TMOJIBEPIJIM XpoMaTorpaduu (CUIMKaremnb, rentad/atuiamnerat = 100:0 go 70:
30) ¢ moJiydyeHUEM COeIMHEHUS, YKa3aHHOTO B 3ar0JI0BKe, B BUjIe OeciBeTHOTo Macia (0.10

r, 45%. MS: m/e=553.5 [M+H]".

b) (pau.) 8-ruapoxcu-6-(1,2,3,4-rerparuaponadranen-2-wi)xuHa3oiaua-4(3H)-on

ITo ananoruu ¢ mpumepom 7¢, (pai.) 6-(1,2,3,4-terparugpoHadraneH-2-ui)-8-((2-
(TPUMETHIICUIINI)3TOKCU)METOKCH )-3-((2-(TpUMETHIICHUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)
-0H (BMecTo 6-(3,4-nquruapo-HadraieH-2-un)-8-ruapokcu-3H-xuHa3o0amuH-4-0H)
B3aMMOJIEHCTBOBAI C TpUPTOPYKCYCHOM KMcIoTom. [Tocie 00paboTku coenMHeHre, yKa3aHHOe
B 3aroJIOBKE, BBIJCIIUIIM B BUJIE CEpO-0eIoro ocaaka (45%).

MS: m/e=293.0 [M+H]".

[Tpumep 9

6-0eH3u-8-runpokcuxuHazoiui-4(3H)-on

CMmech 6-6poMo-8-(2-TPUMETHUIICUIIAHUTI-ITOKCUMETOKCH )-3-(2-TpUMETUIICUIIaHUIT-
sTokcumeTun)-3 H-xunazonuu-4-oxa (mpumep 7a) (0.25 r, 0.5 Mmmos), ouc(TpudennndochuH)
nautaaui(Il)auxnopuaa (0.018 1, 0.025 Mmoins) u Opomuaa oensunuuuaka (1.1 mi1 0.5 M
pactBopa B TT'®) u TI'® (1 mi) nepemeruBaiu npu S0°C B teuenue 30 MuHyT. Cmech
SKCTPATUPOBAJIM ITWIALETATOM U HACHIILIEHHBIM PACTBOPOM OMKapOOHATa HATPUS.
Opranuueckuti ciiovi Beicymiu (Nap,SOy), ancopOupoBaIv Ha CUIIMKATesie U MOIBEPrin

xpoMaTorpaduu (cumukaresib, rentan/atuinanerat = 100:00 go 75:25) ¢ nojgydeHueM
3amuiieHHoro SEM coeMHeHus1, yKa3aHHOTO B 3ar0JIOBKE, B BUe Macia. T pudTopyKCyCcHYIO
KHUCITTIOTY (2 MJT) 10OaBUIIM U CMECHh MIEPEMEILIMBAIIM B TeueHue 2 yacoB. [1ocie sBanopauuu
BCEX JIETYYMX KOMIIOHEHTOB MACISHUCTBIA OCTATOK TPUTYPUPOBAJIA STUIALETATOM C
MOJIy4YEHUEM COEIMHEHUSI, YKa3aHHOTO B 3ar0JI0OBKE, B BUJIe cepo-0enoro ocaaka (0.02 r,

18%). MS: m/e=253.3 [M+H]".

ITpumep 10

6-3TUI-8-ruapokcuxuHazomui-4(3H)-on 2,2,2-tpudtopanerat

CMech 6-6poMo-8-(2-TpUMETHUIICUIIAHUII-ITOKCUMETOKCH )-3-(2-TPUMETUIICUITAHWUII-
aTokcuMeTun)-3H-xunazonun-4-ona (mpumep 7a) (0.1 r, 0.2 Mmosb), ouc(audenundochuno)
dheppouen-namtaauin(Il) muxnopuaa (0.007 r, 0.01 mmomp) u auatuinuaka (0.15 Mt 1.5M
pactBopa B Tosryose) u TT'@ (1 M) nepeMeniMBaiy Npyu KOMHATHON TEMIIEPATYPE B TEUEHUE
4 yacoB. CMech 3KCTparupoBaJId STWIANETATOM U HACBIIIIEHHBIM pacTBOpOM OukapOoHaTa
HaTpusi. OpraHnndeckuii cjioit BeIcymmii (Na,SQy), aicopOMpoBaiv Ha CUIIMKArese u

MO/IBEPTIIM XpoMaTorpadun (CUIMKaresb, rentan/stunanerat = 100:00 mo 75:25) ¢ moryueHuem
3amuiieHHoro SEM coeMHeH s, yKa3aHHOIO B 3ar0JIOBKE, B BUEe Macia. TpudTopykcycHyo
kucioTy (1 mit) 1o6aBUIM U cMech NepeMellInBajIu B TeueHue 2 yacoB. [locie sBanopauuu
BCEX JIETYUMX KOMIIOHEHTOB MACIISIHUCTBIA OCTATOK TPUTYPUPOBAJIU ITUIIALETATOM C
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MOJIyYECHUEM COSIMHEHUS, YKa3aHHOTO B 3ar'0JIOBKE, B BHJIEe cepo-Oemoro ocaaka (0.01 T,

33%). MS: m/e=191.1 [M+H]".

ITpumep 11

6-(2-dTopOen3un)-8-ruipokcuxruHa3onuH-4(3H)-ox

ITo ananoruu ¢ mpumepoM 9, 6-6poMo-8-(2-TpPUMETHUIICUTIAHUI-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa30/1mH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAJI C
ouc(tpudenundochun)namiaguin(Il) auxaopunom u OpoMuaom 2-hTopOeH3UIIUHKA (BMECTO
Opomuaa 6en3umuHka). ITocne o6paboTku 3ammimerHoe SEM coeuHeHre, yKa3aHHOE B
3aroJIoBKe, 00padboTau TpUPTOPYKCYCHON KUCTIOTOM C TTOJTyY€HUEM COSTMHEHUS, yKa3aHHOTO

B 3arOJIOBKE, B BUe Oeoro ocanka (52%). MS: m/e=271.3[M+H]".

ITpumep 12

8-ruapokcu-6-(3-meTrir 6en3uin)xuHazonnH-4(3H)-on

ITo ananoruu ¢ mpumepoM 9, 6-6poMo-8-(2-TpUMETUIICUITAHUIT-ITOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMeTWI)-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3aUMOIeNCTBOBAI C
ouc(tpudenundochun)namagui(Il)auxI0puaoM 1 3-MeTUITIOSH3WIIMHKA OPOMUIOM (BMECTO
O6pomuaa 6eH3unuuHka). [locne o6paboTku 3amuieHHoe SEM coeluHeHue, yKa3aHHOE B
3aroyIoBKe, 00padoTaau TpUPTOPYKCYCHOM KUCIOTOM C ITOJTyUYeHHUEM COSTMHEHUS, YKa3aHHOT'O

B 3aTOJIOBKE, B BHE Oerroro ocanka (59%). MS: m/e=267.1 [M+H]".

ITpumep 13

8-runpokcu-6-n3onponuwixuHazoini-4(3H)-on

ITo ananoruu ¢ mpumepoM 9, 6-6poMo-8-(2-TpPUMETHUIICUITAHUT-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa30/1mMH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAJI C
ouc(rpudenundochun)namiaaui(Il) AMXT0PUIOM U TUU3OTPOITUIIIMHKOM (BMECTO OpoMHIa
oen3umuHKka). [Tocne o6paboTku 3ammimenHoe SEM coeauHeHre, yKa3aHHOE B 3ar0JIOBKE,
o0paboTamu TpUPTOPYKCYCHOM KUCITOTOM C TTOJIyUYEHUEM COCTUHEHUS, YKAa3aHHOTO B

3aTOJIOBKe, B BUE Oernoro ocanka (25%). MS: m/e=205.1 [M+H]".

[Tpumep 14

8-ruIpPOKCH-6-(2-MeTOKCHMOeH3UT ) XuHa30IuH-4(3H)-0oH

ITo ananoruu ¢ mpumepoM 9, 6-6poMo-8-(2-TPUMETUIICUITAHUIT-ITOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMeTWI)-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3auMOIeNCTBOBAI C
ouc(tpudenundochun)namiagui(ll)auxI0puaom u 2-MeTOKCUOSH3WIIIMHKA XJTOPUIOM
(BMecTo 6pomuaa 6ensuinurHka). [Tocine o6paboTku 3amuenHoe SEM coenuHenue,
yKa3aHHOE B 3aTr0JIOBKE, 00paboTain MypaBbUHON KUCTOTOM (90%) U TiepeMeInBaIu mpu
90°C B Teuenue 2 yacos. [1ocie 3Banopanyu Beex JIeTy4uX KOMIOHEHTOB U TPUTYPUPOBAHUS
STUJIALETATOM COEAUHEHHE, YKa3aHHOE B 3aT0JIOBKE, ITOJIYUUIIU B BUJIE Oestoro ocanka (67%).

MS: m/e=283.1 [M+H]".

ITpumep 15

8-TunpokcH-6-(3-meTokcrbensun)xunazomH-4(3H)-on

ITo ananmoruu ¢ mpumepoM 9, 6-6pomMo-8-(2-TpUMETUIICHITAHUIT-3TOKCUMETOKCH )-3-(2-
TPUMETUIICUIIAHUII-3TOKCUMETUI )-3 H-XrHAa301MH-4-0H (TTpuMep 7a) B3aUMOJIEUCTBOBAJI C
ouc(tpudenundochun)namiagui(ll)mmxIopuaom u 3-MeTOKCMOSH3WIIIMHKA XJTOPUIOM
(BMecTo 6pomua 6ensuinnrHka). [Tociae o6paboTku 3amuiieHHoe SEM coenuHeHue,
yKa3aHHOE B 3ar0JIOBKe, 00paboTanu MypaBbrHOM KuciioTol (90%) v nepeMenivBaiiy npu
90°C B Teuenue 2 yacos. [1ocie aBanopanyu Beex JIeTyYuX KOMIIOHEHTOB U TPUTYPUPOBAHUS
ITUIANETATOM COEIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, IMOJIYYUIIU B BUIE OEIIOTO OCaJIKa.
AHanmuThueckuit oopaser CoeMHEHHUS, YKa3aHHOTO B 3ar0JIOBKE, MOJIYYUIIU C TIOMOIIIBIO
npenapatuBHoit B2XKX: Gemini Axia 5 @ C18A 110A 100X30 mm. I'paguent (0.1%
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MypaBbUHas KUcioTa B Bojie) / Meranoi = 10/90 no 40/60. CoenvHeHue, yKka3aHHOE B

3aroJIoBKe, MOJIYYWIIM B BUE cepo-0eoro ocaaka (6%). MS: m/e=283.1 [M+H]™.

ITpumep 16

8-ruapoxcu-6-peHeruxuHazonmuH-4(3H)-oxn

ITo ananoruu ¢ mpumepoM 9, 6-6poMo-8-(2-TpPUMETHUIICUTIAHUI-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa30/1mH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAJI C
ouc(tpudenundochun)namiaaui(ll)guxiopuaom u peHeTUIMHKA OPOMUAOM (BMECTO
Opomuaa 6en3umuHka). ITocne o6paboTku 3ammimerHoe SEM coeuHeHre, yKa3aHHOE B
3aroJIoBKe, 00paboTau TpUTOPYKCYCHOM KUCIIOTOM C ITOJTyYEeHUEM COCMHEHUS, YKa3aHHOTO
B 3ar0JIOBKE, B BUJIe O€JI0TO Oca/ika. AHAJIUTUUECKUN 0Opasel COeIMHEHUS], YKa3aHHOTO B
3aroJIOBKE, MOJIYYWIM ¢ TOMOIIIbIo TpenapatuBHON BOXKX: Gemini Axia 5 u C18A 110A
100X30 mm. I'paguent (0.1% mypaBbuHasi kuciorta B Bojie) / metanosa = 10/90 go 40/60.
CoenvHeHue, yKa3aHHOE B 3aT0JIOBKE, TTOJIYYHIIA B BUJIE cepo-0enoro ocajnka (38%). MS: m/

e=267.1 [M+H]".

ITpumep 17

8-ruaApoKCcU-6-u300yTHIIXHHA30IMH-4(3H)-0H

ITo ananoruu ¢ npumepoM 9, 6-6pomMo-8-(2-TpUMETHUIICUTIAHUT-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa30/1mMH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAI C
ouc(rpudenundochun)namaaui(ll) IuxmopuaoM U U300y TUIIIMHKA OPOMUIIOM (BMECTO
opomuaa 6eH3unuHKa). [Tocne o6padoTku 3amuiieHHoe SEM coenmHeHue, yka3zaHHOE B
3aroJioBKe, 00paboTaIu TpU(TOPYKCYCHON KUCIOTOM C MOTyYEHUEM COSIMHEHUS], YKa3aHHOTO
B 3ar0JIOBKE, B BUJIe O€JIOTO Ocaka. AHAIUTUUECKUN 0Opasel COeIMHEHUS], YKa3aHHOTO B
3aroJIOBKE, MOJIYYWIM ¢ TOMOIIIbIo TpenapatuBHON BOYKX: Gemini Axia 5 uw C18A 110A
100X30 mm. I'paguent (0.1% mypaBbuHast kucioTta B Boje) / Metanos = 10/90 go 40/60.
CoenuHeHue, yKa3aHHOE B 3aT0JIOBKE, TTOJIYYHIIA B BUJIE cepo-0enoro ocanka (58%). MS: m/

e=219.2 [M+H]".

ITpumep 18

6-LlukionenTui-8-rugpokcuxmuazoini-4(3H)-on

CMech 6-0poMo-8-(2-TpUMETHUIICUIIAHUII-ITOKCUMETOKCH )-3-(2-TPUMETUIICUITAHWUII-
sTokcuMeTwui)-3H-xuna3onun-4-ona (mpumep 7a) (0.2 r, 0.4 MMOJIB), OUC(TPU-TPET-
oytuindochun)mamiaaus (0) (0.01 r, 0.02 MMOJTb) U HUKIIOTICHTUIIMHKA Opomuaa (2.4 M1 MII
0.5 M pactBopa B TT'®) u TT'® (1 M) nepemenimBany Npyu KOMHATHOW TEMIIEPATYPE B
TeueHue 3 yacoB. CMech IKCTParupoBaJIM 3TUIIAIIETATOM M HACBHIIIIEHHBIM PACTBOPOM
OukapOonata HaTpus. Opranuueckuii ciovi Beicymwin (Na,SOy), aacopbupoBaiu Ha

CUJTMKATeJIe ¥ MTOABEPTIIN XpoMaTorpadun (cummkareip, rentan/atunanerat = 100:00 o 65:
35) ¢ nosyuenuem 3auuiieHHoro SEM coequHeHMs1, yKa3aHHOT'O B 3ar0JIOBKE, B BUJIE Macja
(0.04 1, 20%), koTopoe pacTBopuiH B xstopodopme (1 mur). TpudropykcychHyro kucnory (1
MJT) JOOABUIIM U CMECh MEPEMEIIMBAIIM B TEUEHHUE 2 4YACOB MTPU KOMHATHOM TeMIepaType.
ITocne sBanopanuy Bcex JIeTy4YnX KOMITIOHEHTOB MACIISTHUCTbINA OCTATOK OUYMCTHUIIM C TOMOIIBIO
npenapatuBHoit BOYKX: Gemini Axia 5 uw C18A 110A 100X30 mm. I'paguent (0.1%
MypaBbHHas KUCI0Ta B Boje) / MetaHol = 10/90 no 40/60. CoequHeHue, yKka3aHHOE B

3aroJIoBKe, MOJIYYWIU B BUE cepo-0enoro ocaaka (58%) MS: m/e=231.2 [M+H]*.

ITpumep 19

6-(5,8-mumetnn-3,4-quruapo-HadraneH-2-un)-8-ruapokcu-3 H-xuna3zonuH-4-oH

CMmech 6-6poMo-8-(2-TpUMETHUIICUIIAHUIT-ITOKCUMETOKCH )-3-(2-TPUMETUIICUITAHUIT-
srokcumeTuin)-3H-xunazonun-4-ona (npumep 7a) (0.2 r, 0.4 MMOJIBb), TETPAKUC
(tpudenmndochun)mamtaams(0) (0.046 r, 0.04 Mmob), 5,8-auMeTHi-3,4-quruapoHad TaieH-
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2-unbopoHoBoit KUCIoThI (Peructpanmonnsiit Ne CAS 521917-65-7) (0.12 r, 0.6 MMOJIb),
ToJiyosa (5 mur) u 1 M1 2M BOJHOTO pacTBOopa kapboHaTa Kaius nepeMenivbaiiu mpu 90°C
B TeueHue 4 yacoB. CMeCh IKCTPArupoBalid ITUIIALETATOM U HACBIIIEHHBIM PACTBOPOM
OukapOoHata HaTpus. Opranuueckuii ciov Beicymwin (Na,SOy), aacopbupoBaiu Ha

CUJTMKATeJIe ¥ TOABEPTIIN XpoMaTorpadun (cumkareip, rentan/atunanerat = 100:00 mo 75:
25) ¢ mostyueHueMm 3auuiieHHoro SEM coequHeHus1, yKa3aHHOTO B 3ar0JIOBKE, B BUJIE Macjia
(0.19 1, 83%), KOTOpOE PAaCTBOPHIIM B AuxjiopmeTaHe (5 Mi1). TpudTOPYKCYCHYIO KUCTOTY (2
MJT) JOOABUIIM U CMECh MEPEMEIIMBAIIM B TEUEHUE 2 YACOB MIPU KOMHATHOM TeMIepaType.
ITocne sBanopanuuy Bcex JIeTy4YnX KOMITOHEHTOB MACIISTHUCTbINA OCTATOK OUYMCTHUIIM C TOMOIIBIO
npenapatuBHoit BOYKX: Gemini Axia 5 uw C18A 110A 100X30 mm. I'paguent (0.1%
MypaBbHHas KUca0Ta B Boje) / MetaHol = 10/90 no 40/60. CoeauHeHue, yka3aHHOE B

3aroJIoBKe, MOJIYYWIU B BUAE cepo-0enoro ocaaka (9%). MS: m/e=317.1 [M-H]J'.

[Tpumep 20

(E)-8-ruppoxcu-6-crupuinxunazonun-4(3H)-on

CMmech 6-6poMo-8-(2-TpUMETHUIICUIIAHUT-ITOKCUMETOKCH )-3-(2-TPUMETUIICUITAHUIT-
sTokcuMeTni)-3H-xunazonuH-4-ona (mpumep 7a) (0.1 1, 0.2 MMoJib), Ouc(Tpudennndochun)
natagui(Il)auxmopuaa (0.007 r, 0.01 mmods), ctupena (0.031 r, 0.3 mMoutb),
terpadytriammMmonus 6pomunaa (0.032 r, 0.1 mmorb), kapoonarta kamus (0.055 r, 0.4 MMoJIb)
u mumetuiadopmamuaa (1 min) nepemernmBamu npu 140°C B Teuenue 2 yacoB. CMech
9KCTPArMpPOBAJIM ITUIIALIETATOM U COJIEBBIM pacTBOpoM. OpraHudecKuii CIIOM BBICYIIUIN
(Na,SOy), ancopbupoBalii Ha CUITMKATesIe U TOABEPTIIM XpoMaTorpadun (CUIIMKArelb, renTaH/

srunanerat = 100:00 1o 65:35) ¢ mosrydeHreM 3aiuiineHHoro SEM coenMHeHusi, yKa3aHHOTO
B 3aTr'0JIOBKE, B BH/IE cBeT10-kenToro macia (0.03 r, 29%), KoTopoe pacTBOPHITH B XJ10podopme
(5 mm). TpudtopykcycHyro KUcIOTY (1 MIT) JOOABUIM U CMECh TMIEPEMEITMBAIIM B TeUeHHUE 16
4acoB Py KOMHATHOM TeMnepatype. [locie spanopanmn Bcex JIETyYUX KOMIIOHEHTOB

COEJIMHEHUE, YKA3aHHOE B 3aI0JIOBKE, MTOJIYUUJIM B BUjIe skenToro ocaaka (0.007 r, 46%). MS:

m/e=265.1 [M+H]".

ITpumep 21

(E)-8-runpokcu-6-(4-metunctupui)xuHa3zonuH-4(3H)-on

ITo ananoruu ¢ mpumepom 20, 6-0pomo-8-(2-TpUMETHIICUITAHUI-3TOKCUMETOKCH )-3-(2-
TPUMETUICUIIAaHUIT-3TOKCUMe T )-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3auMOIeHCTBOBAI C
ovc(Tpudennndochun)namtaaui(Il)MxI0puaOoM, CTUPEHOM, TETPAOY TUITAMMOHUS OPOMUIOM,
KapOoHaTOM Kajus U qumeTuindopmamuaom. CMech niepemermbaiiu npu 140°C B TeueHue
30 MMHYT B MUKPOBOJIHOBOM II€YM, IIOCJIE€ IKCTPATUPOBAHUS ITUIALETATOM U COJIEBBIM
pacTBOpOM opraHuyeckuit ciod Beicymmiin (Na,SOy), aicopOMpoBaiv HA CUIIMKATETIE U

MOJIBEPIIM XpoMaTorpaduu (cunvkaresib, rentan/atunanetat = 100:00 10 65:35) ¢ moryueHuem
3amuIneHHoro SEM coerHeHtsl, yKa3aHHOIO B 3ar0JIOBKE, B BUJIE CBETJIO-XKEITOTO Macia
(0.05 1, 46%), xoTOpOE pacTBOpriH B Xxstopodopme (2 min). TpudropykcycHyro kucioty (0.5
MJ1) 100aBUJIM U CMECH MEPEMEITMBAIIA B T€YEHHUE 2 YaCOB MPU KOMHATHOM TEMIIEpaType.
ITocrne sBanopanyy Beex JETyUYMX KOMIIOHEHTOB MACISIHUCTBIA OCTATOK, TPUTYPUPOBAIIH
STUJIALETATOM C TIOJIYYEHUEM COEAVHEHMSI, YKa3aHHOT'O B 3ar0JIOBKE, B BUJIE CEPO-0eJIoro
ocagxka (0.009 r, 43%).

MS: m/e=279.1 [M+H]".

[Tpumep 22

8-ruIpoKCcU-6-u300yTHIIXHHA30IMH-4(3H)-0H

ITo ananoruu ¢ npumepoM 9, 6-6poMo-8-(2-TpUMETHUIICUTIAHUIT-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa301mmH-4-0H (mpuMep 7a) B3aUMOJIEHCTBOBAII C
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ouc(tpudenmnndochun)nammiaagui(Il)uxaopuaomM u 3-heHUITITPONUIIMHKA OpOMUIOM (BMECTO
opomua 6enswinuHka). [Tocne o6padoTku 3amminenHoe SEM coemHeHre, yKa3aHHOE B
3arojI0BKe 00paboTau TpUpTOPYKCYCHOM KMCIIOTOM C TTOJTyYeHUEM COSMHEHUSI, YKA3aHHOTO

B 3ar0JIOBKeE, B BHE 6estoro ocaaka. MS: m/e=281.1 [M+H]™.

ITpumep 23

8-runpokcu-6-(henmmTuanI)xuHa3onH-4(3H)-ox

CMmech 6-6poMo-8-(2-TPUMETHUIICUIIAHUT-ITOKCUMETOKCH )-3-(2-TPUMETUIICUITAHUIT-
sTokcuMeTni)-3H-xuna3oauH-4-ona (mpumep 7a) (0.2 T, 0.4 MMoJb), Ouc(TpudenmnndochuH)
nataaui(Il) muxnopuaa (0.028 r, 0.04 mmous), aTuHMIO6eH301a (0.049 1, 0.5 MMoOJIB), Hoauaa
meau (I1) (0.004 1, 0.02 mmoub), TpusTuiaamMuna (0.4 r, 4 mmosb) u TT'® (5 M) nepemeniuBaiv
nipu 70°C B Teuenue 16 yacoB. CMech 3KCTpArupoBajv STUIALETATOM U COJIEBBIM PACTBOPOM.
Opranuueckuii ciiovt Beicymimiu (Nap,SOy), ancopOrupoBaiv Ha CUIIMKAresie U Mo IBeprin

xpoMaTorpaduu (cumukareib, rentan/atuinanerat = 100:00 go 80:20) ¢ nosyyeHueM
3aruiieHHoro SEM coemHeHus1, yKka3aHHOTO B 3aT0JIOBKE, B BUIE cepo-6eoro ocanka (0.2
T, 96%), KOTOPbIN PACTBOPUIIM B AuxsopmeTane (5 mi). TpudropykcycHyro kucioTy (1 mu)
JI00aBUIIM U CMECh TIEPEMEIIIMBAIIA B Te€UeHUE 16 4acoB rpu KoMHaTHOM TeMrepatype. [1ocne
9BAMOPALUH BCEX JIETYYMX KOMIIOHEHTOB U TPUTYPUPOBAHUS C TUU30TIPOITUIIOBBIM 3(DHUpOM,
COEIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, ITOJIYYMIIM B BUAE CBETIIO-KOPUUYHEBOTO ocaka (0.03

r, 34%). MS: m/e=263.0 [M+H]".

[Tpumep 24

8-runpokcu-6-(3-u3onponokcudenmn)xunazommH-4(3H)-on

ITo ananmoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETHUIICUTIAHUIT-3TOKCUMETOKCH)-3-(2-
TPUMETUIICUIIAHUIT-3TOKCUMe T )-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3auMOIeHCTBOBAI C
onc(midennnpochuHo)hepponeH-namia () mxmopuaom, 3-u30IpornoKCUpeHUIOOPOHOBON
KHUCIIOTOM (BMeCTO 3,4-auruapoHadraieH-2-uI100poOHOBOM KUCIIOTHI), 2.5 3KBUBAJICHTAMH
2M BOAHOTO pacTBOpa KapOOHATa KaJIMs M TIMOKCAHOM (BMecTO auMeTuiipopmamuaa). Cmech
nepemernBaiy rpu 110°C B teuenue 16 yacoB. I1ocne peakiuu 3KCTpaKIuy U
XxpomaTtorpaduieckoil OuMcTKH 3amuiienHoe SEM coerHeHne, yKa3aHHOE B 3ar0JIOBKE,
BBIJIEJIWJIM B BUJIE CBETIIO-)KeITOro Macia (82%). I1o ananoruu ¢ mpumepom 7¢, 00padboTka
TpUDTOPYKCYCHOM KUCIIOTOM U 3BAMOPAIUY BCEX JIETYUYMX KOMIIOHEHTOB J1aJI0 COEAUHEHMUE,
YKa3aHHOE B 3ar0JIOBKE, KOTOPOE OUYMCTHUIIM C MOMOIIIbIO npernapatuBHoi BOYKX: Gemini
Axia 5 u C18A 110A 100X30 mm. I'paguent (0.1% mypaBbUHas KUCIIOTA B BOJIE) / METAHOJI
= 10/90 no 40/60. CoeauHeHue, yka3aHHOE B 3ar0JIOBKE, IMOJIYYUIIM B BUJIE OEJIOTO OcaKa

(3%). MS: m/e=295.0 [M-H]J".

ITpumep 25

6-(2,3-Auruapobenzodypan-6-uin)-8-ruapokcuxunazoivi-4(3H)-on

ITo anamoruu ¢ mpumepoM 7b/c, 6-0pomMo-8-(2-TpUMETHUIICUIIAHUI-3TOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-XxrHa30/1MH-4-0H (mpuMep 7a) B3aUMOIEUCTBOBAI C
terpakuc(Tpudenundochun)namiaauem(0) (BMecto ouc(audenundochuro)bpepporeH-
nayutaui(Il) muxmopuna), 2,3-muruapooeH3odypaH-6-u100pOHOBON KUCTOTOM (BMeCTO 3,4-
TUrupoHadTaieH-2-u1d0pOHOBOM KUCIOTHI), KAPOOHATOM KaJiusl U TMOKCAHOM (BMECTO
TuMeTUIhopMaMuia). IKCTparupoBaHUe U XpoMaTorpaduieckast OUMCTKa ATy 3alUIIEHHOE
SEM coenvHeHue, yKa3aHHOE B 3aT0JIOBKE, B BUJIE CBETJIO-)KeITOro ocaaka (84%). Ilocne
B3auMoercTBUs ¢ 90% MypaBbUHOM KUCIIOTOM B TeueHue 2 yacoB npu 90°C, sBanopauuu
BCEX JIETYUHMX KOMIIOHEHTOB U TPUTYPUPOBAHUS ITUIIALETATOM COEAUHEHHUE, YKA3aHHOE B
3aroJIoBKe, IMOJIYYHIIM B BUE cepo-0eoro ocaaka (62%). MS: m/e=279.1 [M-HJ".
ITpumep 26
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8-TUAPOKCH-6-(2-MeTOKCH-5-(TprudTopmMeTH)pernn)xunazonua-4(3H)-on

ITo ananoruu ¢ mpumepom 7b/c, 6-0pomo-8-(2-TpUMETUIICUTIAHUIT-3TOKCUMETOKCH)-3-(2-
TPUMETWICWIAaHWI-3TOKCUMeETWI)-3 H-XxruHa301mH-4-0H (mpuMep 7a) B3aMMOIeHCTBOBAI C
ouc(mudennndochuno)beppoueH-namuaaui(ll) mmxmopunom, 2-MeTOKCU-5-(TpUPTOPMETHIT)
(beHnnbopoHOBOM KUCIOTOM (BMECTO 3,4-mUuruapoHadTaneH-2-u100pOHOBON KUCIIOTHI),
BOJIHBIM 2M pacTBOpoM KapOoHATa KaJIUS U IMOKCAHOM. DKCTPAarupoBaHue U
XxpomaTtorpaduueckast OUMCTKa Jaju 3amuineHHoe SEM coevHeHre, yka3aHHOE B 3aTOJIOBKE,
B BUJIE CBETJIO-3KENTOTO ocaaka (57%). [1ocne B3aumoaencTBusi C TpUPTOPYKCYCHOM KUCTIOTON
B xstopodopme B TeueHue 2 yacoB mpu 90°C, 3Baropanyu BCex JICTYIMX KOMIIOHEHTOB U
TPUTYPUPOBAHUS ITUIALETATOM COECMHEHNE, YKA3aHHOE B 3aT0JIOBKE, IIOJIyUUJIU B BUJIE

6ernoro ocanxa (10%). MS: m/e=337.2 [M+H]".

[Tpumep 27

4-x10p-3-(8-ruAPOKCH-4-0KCO-3,4- TUT P OXUHAZOINH-6-UJT) OCH30HUT PUIT

ITo ananmoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETUIICUTIAHUI-3TOKCUMETOKCH)-3-(2-
TPUMETUICUIIAHUIT-3TOKCUMe T )-3 H-Xx1uHa30/1mH-4-0H (mpuMep 7a) B3auMOIeHCTBOBAII C
ouc(mupenmndochuno)deppouen-namtaaui(ll)auxmopumsom, 2-X10p-5-
1MaHoheHUIOOPOHOBOM KUCITOTOM (BMecTO 3,4-auruapoHadraieH-2-ui1d0poHOBOM KUCIOTHI),
BOAHBIM 2M pacTBOpPOM KapOOHATa Kajausl U TMOKCAHOM. DKCTPAarupOBAHUE U
xpoMaTorpaduueckast OUUCTKa Jayu 3aimieHHoe SEM coenMHenue, yka3aHHOE B 3aTOJIOBKE,
B BUJIE CBETJIO-KEIITOTO ocaaka (46%). ITocie B3auMo1eiCTBUS ¢ TPUPTOPYKCYCHOM KMCIIOTOM
B xstopodopme B TeueHue 4 gyacos rmpu 90°C, 3Baropanyu Bcex JISTYIMX KOMIIOHEHTOB,
COBMECTHOM 3BaIllOpauyy ¢ METAHOJIOM U TPUTYPUPOBAHUS ITUIALETATOM COEIMHEHHUE,
YKa3aHHOE B 3ar0JIOBKE, ITOJIYYWIA B BUJIE CBETJIO-KOPUYHEBOTO ocanka (49%).

MS: m/e=298.3 [M+H]".

ITpumep 28

8-runapokcu-6-(3,4,5-tpudropdenunn)xunazonun-4(3H)-on

a) 6-(4,4,5,5-rerpametuii-1,3,2-nuokcadboponan-2-ui)-8-((2-(TpUMETUICUIINIT)3ITOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)ITOKCH )METHI ) XMHA30JIMH-4(3H)-0oH

CMech 6-0poMo-8-(2-TpUMETHUIICUIIAHUII-ITOKCUMETOKCH)-3-(2-TPUMETUIICUITAHUII-
sTokcuMeTu)-3H-xunazonuu-4-ona (mpumep 7a) (3.0 r, 6 MMOJIb), OUC(MUHAKOIATO)AMOOPOHA
(3.8 1, 15 mMonp), ouc(mudenundochuno)dpepponeH-namtaaui(Il)auxmopun
nuxiaopmeranoBoro komiuiekca (0.49 r, 0.6 mmouib) u anerara kaius (2.94 r, 30 MmoJIb) B
nrokcane (500 m) nepemermBanu mpu 100°C B Teuenue 5 yacos. [locie aBanopanyu Beex
JIETYYMX KOMIIOHEHTOB OCTATOK aICOPOMPOBAIIA HA CUITMKATEJIE U TTOABEPTIIN XpoMaTorpahuu
(cwimmkarens, rentad/atunanerat = 100:00 o 50:50) ¥ TpUTYPUPOBAIIM C TEITAHOM C
MOJIyYEHUEM COCIMHEHMUSI, YKa3aHHOTO B 3ar0JI0BKe, B BUE Oeoro ocaaka (2.8 r, 84%). MS:

m/e=549.3 [M+H]".

b) 6-(3,4,5-TpudTopdenun)-8-((2-(TPUMETHUIICHUITAI ) 3TOKCH)METOKCH)-3-((2-(TPUMETUIICHUIIHIT)
3TOKCU)METUIT)XUHa30IuH-4(3H)-0H

PactBop 6-(4,4,5,5-terpameTuii-1,3,2-nuokcadopoiad-2-ui)-8-((2-(TPUMETHIICUITAIT )3 TOKCH)
METOKCH)-3-((2-(TpUMETHUIICHUIIAIT)ITOKCU )METHI ) xMHA30JIMH-4(3H)-oHa (0.3 1, 0.55 MMoI1b)
u 1,2,3-tpudrop-5-tiogdenzona (0.18 r, 0.71 mMonb) B Auokcane (5 mir) oOpaboTanu 6uc
(mupenunndochuno)beppoueH-namnaaui(Il)mxaopuaom (0.04 r, 0.055 mmoins). Boausrii 2M
pacTtBop KapOonaTta kajus (0.5 mi1) 100aBUIM U PEaKIIMOHHYIO CMECh MEePEMEIIUBAIIU ITPU
100°C B Teuenue 16 yaco. [Tocie peakium 3KCTparupoBaHus (3TUIALETaT/BoAA),
opranuyeckyto a3y Beicynmim (Na,SOy4), aicopOMpoBaliv Ha CUIIMKATEJIE U TTOABEPIIIH

xpomaTtorpaduu (cumkarennb, rentan/stunanerat = 90:10 1o 50:50) u TputypupoBam ¢
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FeKCAaHOM C MOJIyYeHHEM COCIMHEHMS, YKa3aHHOT'O B 3ar0JIOBKE, B BUe Oeoro ocaaka (0.06

r, 20%). MS: m/e=553.3 [M+H]".

¢) 8-ruapoxcu-6-(3,4,5-tpudropdennn)xunazonus-4(3H)-on

PactBop 6-(3,4,5-tpudTopdennn)-8-((2-(TpUMETHUIICUITUIT)3TOKCH)METOKCH)-3-((2-
(TPUMETHIICHITIIT)3TOKCH )MeTHIT ) XxuHa30/MH-4(3H)-oHa (0.06 T, 0.1 MMOJIB) ¥ TPU(DTOPYKCYCHOMN
kucinoTsl (0.4 mur) B xamopodopme (1 Mir) mepeMenmBaiyi pyu KOMHATHOM TeMIepaType B
TeueHue 3 4acoB. DBarnopanus BcexX JIETyUuX KOMIIOHEHTOB, COBMECTHAS dBAMOPaIUs C
METAHOJIOM M TPUTYPHUPOBAHHUE STUIIALETATOM J1AJI0 COEMHEHNE, YKA3aHHOE B 3aIrOJIOBKE, B

BHJIe cepo-Oemoro ocasaka (0.022 1, 69%). MS: m/e=290.9 [M-H]".

[Tpumep 29

(E)-6-(5-(mumeTunamMuuo)-2-(pernnauazenn)heHun)-8-ruapokcuxutHa3onri-4(3H)-ox

ITo anamoruu ¢ mpumepoM 7b, 6-0pomo-8-(2-TpUMETUIICUIIAHUI-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xrHa301mH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAII C
ouc(mudenundochuno)deppouen-namiaaui(Il)auxaopuaom, S-(TMMETUIIAMUHO)-2-
(bermrnmazennn)heHUIIOOPOHOBOI KUCIIOTOM (BMECTO 3,4-UruapoHadraneH-2-uidopoHOBOi
KHUCIIOTBI), BOOAHBIM 2M pacTBOpOM KapOOHaTa Kajus U TMOKCAHOM. DKCTparupoBaHUE U
XpoMaTorpaduieckasi OUMCTKa Jayu 3ammineHHoe SEM coenrHeHue, yka3aHHOE B 3aTOJIOBKE,
B BHJIE CBETJI0-)KeaTOro ocaaka (7%). Ilocie B3aumMoaencTBUs ¢ TpU(OTOPYKCYCHOM KUCITOTOM
B XJIopo(popme B TeueHue 2 4acOB IMPU KOMHATHOM TeMIlepaType, BCE JIETyUne KOMIIOHEHThI
sBarnopupoBaiu. CoBMeCTHas 3Baopanusi ¢ METAaHOJIOM U TPUTYPUPOBAHUE ITUITIALIETATOM
JIaJId COEAUHEHKME, YKA3aHHOE B 3ar0JIOBKE, B BUE YEPHOTO ocaaka (24%). MS: m/e=384.0

[M-HJ".

[Tpumep 30

8-TunpoKcu-6-(4-metuin-4'-(TpudropmeTii) oudeHu-2-min)xunazonun-4(3H)-on

ITo ananoruu ¢ mpumepom 28b/c, 6-(4,4,5,5-teTpamerui-1,3,2-quokcadoposian-2-ui)-8-(
(2-(TPUMETUIICUIINII)3TOKCHU)METOKCH )-3-((2-(TPUMETUIICUIINIT)ITOKCH )METHIT) XUHA30JIMH-4
(3H)-oH (mpumep 28a), 2-6pomo-4-metui-4'(TpudropmeTin)oudenun (Bmecto 1,2,3-tpudrop-
5-riogoben3oia), ouc(audenundochuno)depponen-namiaaui(Il)guxaopun B 1uokcane (5
MJT) B3aUMOJIENCTBOBAJI C BOAHBIM 2M pactBopoM KapooHaTa kayus (0.5 MJT) U peaKIMOHHYIO
cMmech nepemerBaiu npu 100°C B Teuenue 3 nuew. [locne peakuuu sKCTpaKkIyy U
XpoMaTorpaduyecKkoil OUuCTKH 3ammiieHHoe SEM coemMHeHUe, yKa3aHHOE B 3aT0JIOBKE,
MOJIYYWITU B BUIE JKenToro Macia (35%). Bzaumoneictsre ¢ TpuTOPYKCYCHOM KUCIOTOM,
3BANOpalys U SKCTPATUPOBAHUE (ITUIIALETAT/BOIA) 1AJIM COEIMHEHHUE, YKA3aHHOE B 3ar0JIOBKE,

B BUJIE CepO-0eI0ro KpucTaimyeckoro ocaaka (28%). MS: m/e=395.0 [M-H]

ITpumep 31

8-ruapoxcu-6-(2,3,4-rpucdrop-bennn)-3H-xuna3onmH-4-oH

ITo ananmoruu ¢ mpumepom 28b/c, 6-(4,4,5,5-teTpametu-1,3,2-muokcadopoiian-2-ui)-8-(
(2-(TPUMETUIICUIINIT)3TOKCH )METOKCH )-3-((2-(TPUMETUIICUIINIT)3TOKCH )METHJT) XUHA30JIMH-4
(3H)-oH (mpumep 28a), 1,2,3-tpudTop-4-tiomodeH3o: (BMecto 1,2,3-tpudTop-5-to100eH301a),
ouc(audenundochuno)depponen-namiaaui(I)auxaTopua B IMOKCaHEe B3aUMOICHCTBOBA C
BOAHBIM 2M pacTBOpoM KapOoHaTa Kanus. [locnie peakuyu s3KkCTpakiuuu u
xpomaTtorpaduieckoi ouucTkH 3auminenHoe SEM coerHeHne, yka3aHHOE B 3ar0JI0BKE,
MOJIYYUITU B BUJIE skenToro Macia (13%). BzaumoneiictBue ¢ TpudTOPYKCYCHOM KUCIOTOM,
aBaIopalys U TPUTYPUPOBAHHUE AU COCTMHEHME, YKa3aHHOE B 3aT0JIOBKE, B BUJIE CEPOTO

ocajgka (12%). MS: m/e=290.8 [M-H]
[Tpumep 32
(pan.) Metun 2-(2-(8-ruapokcu-4-okco-3,4- TUruApOXuHA30IMH-6-11) OMeHMI-4-1IT)

Crp.: 73



10

5

20

25

30

35

40

45

RU 2642779 C2

MpoIaHoaT
ITo ananoruu c mpumepom 28b/c, 6-(4,4,5,5-teTpameruii-1,3,2-auokcadoposian-2-um)-8-(
(2-(TPUMETUIICUIINIT)3TOKCHU)METOKCH )-3-((2-(TPUMETUIICUIINIT)ITOKCH )METHIT) XUHA30JIMH-4
(3H)-oH (mpumep 28a), (pai.) metui 2-(2-iiogodbudenun-4yl)ymponanoat (Bmecto 1,2,3-
TpudTOp-5-tiogodenszona), ouc(mudenundochuno)dpeppoueH-namnaaui(ll)uxmnopua B
JIMOKCaHE B3aUMO/IEUCTBOBAJI ¢ BOAHBIM 2M kapOoHaToM kaiusl. [loce peakiyuy skcTpakiuu
U XpoMaTorpaduueckoi 0UMCTKY 3ammmineHHoe SEM coenrHeHune, yka3zaHHOE B 3aT0JIOBKE,
TOJIYYHIIM B BUJIE JKEJITOTO Macia (26%). BzaumonaeicTeue ¢ TpUGTOPYKCYCHOM KUCITOTOM,
3BaNoOpanus U TPUTYPUPOBAHUE 1AM COCIMHEHUE, YKA3aHHOE B 3aT0JIOBKE, B BUJIE CBETJIO-

KOPMYHEBOTO ocaka (68%). MS: m/e=401.1 [M+H]*

ITpumep 33

8-runpokcu-6-(repdropdenmn)xunazonu-4(3H)-on

ITo ananoruu ¢ npumepom 28b/c, 6-(4,4,5,5-teTpameTuii-1,3,2-1uokcadopoiaaH-2-mi)-8-(
(2-(TpUMETHUIICUITUAIT)3TOKCH )METOKCH)-3-((2-(TPUMETUIICUITAIT)3TOKCH )METUIT) XMHA30JIMH-4
(3H)-on (mpumep 28a), 1,2,3,4,5-neatadtop-6-itomoden3on (Bmecto 1,2,3-Tpudrop-5-
nonoben3ona), ouc(mudenundochuno)pepponen-namiaui(Il)auxmopua B TMOKCaHe
B3aMMO/IEHCTBOBAI ¢ BOJIHBIM 2M kapOoHaToM kainus. [Toce peakuuu sKCTpaKkuy 1
XxpomaTtorpaduieckoil OuucTKH 3ammiieHHoe SEM coerHeHne, yKa3aHHOE B 3aTr0JIOBKE,
MOJIYYMIIM B BUJIE XKeNITOro Macina (25%). BzanmonenctBue ¢ TpuTOPYKCYCHOM KUCIOTOM,
3Banopanus ¢ nocneayouei npenapatuHon BOXKX ouncTkoi nanu coequHeHue, yKka3zaHHOe

B 3aroJjIoBKe, B BHjie Oemoro ocaaka (38%). MS: m/e=327.0 [M-H]

[Tpumep 34

5,7-AnbpoM-6-(4-dpropdernn)-8-ruapokcuxurazomu-4(3H)-on

a) 6-(4-propdenni)-8-((2-(TPUMETHUICUIIUIT)ITOKCH)METOKCH)-3-((2-(TpUMETUIICHUIIUIT)
3TOKCU)METUIT)XUHa30uH-4(3H)-0H

ITo anamoruu ¢ mpumepoM 7b, 6-0pomo-8-(2-TpUMETHIICUIIAHUI-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-Xx1Ha30/1MH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAII C
ouc(mudenmndochuno)depponen-mamraauin(Il) mmxmopuaom, 4-hropheHUTIOOPOHOBOMN
KHUCIIOTOM (BMeCTO 3,4-auruapoHadraieH-2-uI100pOHOBOM KUCIIOTHI), 2.5 SKBUBAJICHTAMU
2M BomHOTO pacTBOpa KapOOHATa KaJIUs M JMOKCAHOM (BMecTO auMeTrihopmamuaa). Cmech
nepemerBaiy rpu 110°C B Teuenue 16 yacoB. IToce peakiuu 3KCTpaKIuy U
XpoMmaTorpapuyeckoil OUNCTKHU COSIMHEHNE, YKa3aHHOE B 3aTr0JIOBKE, BBIJICIIUIIA B BUJIE

CBETJIO-XKENTOTo ocanka (41%). MS: m/e=517.3 [M+H]*

b) 5,7-Anbpom-6-(4-bropderu)-8-ruapokcu-3-((2-(TpUMETUIICUITAI ) 3TOKCH )METHIT )
xuHa3zomH-4(3H)-on

PactBop 6-(4-pTopdenn)-8-((2-(TPUMETHIICHIIAI )3 TOKCH)METOKCH )-3-((2-(TPUMETHUIICHIIHIT)
aTokcu)MeTui1)xuHa3zomH-4(3H)-ona (0.36 , 0.7 MM0OJIb) B atieToHUTpUIIE (2 MT) 06padoTau
N-6pomcyknuaumuiom (0.30 T, 1.7 Mmoins). CMmech niepeMelBajIi Ipyu KOMHATHOM
TeMIepaType B TeueHue 4 nHei. PeakiimonHyo cMech acopOoupoBajy Ha CUIIMKareyie u
MOJIBEPIJIM XpoMaTorpaduu (cumkareib, nuxjiopmeran/meranon = 100:0 go 90:10).
CoenuHeHue, yKa3aHHOE B 3aT0JIOBKE, BBIJCIIUIIN B BUe cepo-0eoro ocaaka (0.26 T, 69%).

MS: m/e=545.0 [M+H]*

c) 5,7- Aubpom-6-(4-DdTopdenun)-8-ruapokcuxuHazonut-4(3H)-on

K pactBopy 35,7-mubpom-6-(4-propdenn)-8-ruapokcu-3-((2-(TpUMETUIICUITNIT)ITOKCH)
Metuin)xuHa30auH-4(3H)-ona (0.17 1, 0.31 MMOJIb) B TUXI0pMeTaHe (5 MiT) J0OaBUIN
TpUDTOPYKCYCHYIO KUCTOTY (2 Mi1). CMECh IIepeMeIMBaIM IPpU KOMHATHOM TeMIiepaType B
teyeHue 16 yacos. [Tocre aBanopanuu Bcex JETYYMX KOMITIOHEHTOB OCTATOK COBMECTHO
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9BAMOPUPOBAIIH C TONTyoJIoM. [lepekpucTaumsanus U3 MeTaHoJIa ajia COeMHEHUE, YKa3aHHOe
B 3aT0JIOBKE, B BUJIE CBETIIO-KOPUUYHEBOT'O OCAJIKA.

MS: m/e=412.8 [M-H]

ITpumep 35

6-(5-TpeT-0yTui-2-MeTokcudeHm)-8-ruapokcuxuaazonni-4(3H)-on

ITo ananoruu ¢ npumepoM 7b/c, 6-0pomo-8-(2-TpUMETHUIICUIIAHUIT-ITOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-xruHa301mH-4-0H (mpuMep 7a) B3auMOIeNCTBOBAI C
ouc(mudennndochuno)depponen-namiaaui(ll)guxmopuaom, S-TpeT-0yTHIT-2-
METOKCU(PEHUITIOOPOHOBOM KUCIOTOM (BMeCTO 3,4-muruaponadraieH-2-u100poOHOBOMA
KUCIIOTHI), BOMHBIM 2M pacTBOpoM KapOoHATa KaJIUs U AMOKCAHOM. DKCTparupoBaHue U
XpoMaTorpadudecKast OUMCTKa Jaym 3armieHHoe SEM coemrHeHne, yka3aHHOE B 3aTOJTIOBKE,
B BuJie Oenort nieHsl (68%). [1ocie B3auMoiedcTBUS ¢ TPUPTOPALETATOM BCE JIETyUHe
KOMIIOHEHTHI 3BanopupoBaiu. CoBMeCTHas 3BaNOpanys ¢ METAHOJIOM U TPUTYPUPOBAHUE
3TUJIALIETATOM JaJld COeIMHEHUE, YKa3aHHOE B 3ar0JI0BKe, B BUJIe O6ertoro ocanka (40%). MS:

m/e=325.0 [M+H]".

ITpumep 36

8-TuAPOKCH-6-(2-MeTOKCH-5-MeTuIdheHuT ) xuHa3oauH-4(3H)-ox

ITo ananoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETUIICUTIAHUI-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMeTWI)-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3auMOIeHCTBOBAI C
ouc(mudenundocduno)peppouer-nmamutaauii(I) auxmopuaom, 2-MeTOKCH-5-
MeTUI(heHUTIOOPOHOBOM KUCITOTOM (BMecTO 3,4-auruapoHadraieH-2-uibdopoHOBON KUCIOTHI),
BOJIHBIM 2M pacTBOpoM KapOoHATA KaJIUS U IMOKCAHOM. DKCTpAarupoBaHue U
XpoMaTorpadudecKas OUuCTKa Jaym 3ammieHHoe SEM coeHeHne, yka3aHHOE B 3aTOJIOBKE,
B BHUjie OeCIBETHOT'O BSI3KOro Macia (64%). Ilocne B3aumoielicTBUS ¢ TPUPTOPYKCYCHOM
KHUCJIOTOM BCE JIETy4re KOMIIOHEHTHI 3BaropupoBajii. CoBMecTHas 3Baropalus ¢ METAaHOJIOM
Y TPUTYPUPOBAHUE STUIIALIETATOM JIAJIM COEAMHEHHE, YKa3aHHOE B 3aTr0JIOBKE, B BUE 6€710ro

ocazka (70%). MS: m/e=283.0 [M+H]".

ITpumep 37

6-(2,5-nmuxnopdenun)-8-ruapokcuxuHazomi-4(3H)-ox

ITo ananmoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETHUIICUTIAHUIT-3TOKCUMETOKCH)-3-(2-
TPUMETUICUIIAHUIT-3TOKCUMeTHIT)-3 H-XxruHa30/1mH-4-0H (mpuMep 7a) B3aMMOIeHCTBOBAI C
ouc(mudenundochuno)depponen-mamraguin(Il) mmxmopumom, 2,5-1uxa10pheHUIT00pOHOBOM
KHUCTIOTOM (BMecTO 3,4-nuruapoHadraieH-2-undopoHOBOM KMUCIOTHI), BOJAHBIM 2M pacTBOpOM
kapOOHaTa KaJlus U TMOKCAHOM. DKCTparMpoBaHUE U XpoMaTorpadudeckasi OuucTKa Jaju
3ammieHHoe SEM coequHeHue, yKa3aHHOE B 3arOJIOBKE, B BUE CBETIIO-XKEITOrO BSI3KOTO
Macia (56%). [Tocne B3aumoieiicTBuS C TpUGTOPYKCYCHOM KUCIIOTOM BCE JIETYUHE KOMITOHEHTHI
sBarnopupoBai. CoBMecTHas 3Banopauusi ¢ METaHOJIOM U TPUTYPUPOBAHUE C METAHOJIOM
JlaJIyi COeIMHEHHME, YKa3aHHOE B 3ar0JIOBKE, B BUJIE ceporo ocajqika (74%). MS: m/e=304.9 [M-
HT.

ITpumep 38

5,7-macrop-8-runpoxcu-6-ennnxunazonna-4(3H)-on

a) N-(3,5-nudTop-2-MeToKcu(peHWT) TUBATTaMU/T

3,5-mudTop-2-meTokcranwimH (5.0 T, 31 mmous) pactBopuu B TT'®D (50 mut) u nobaBum
TpudTWIaMuH (3.5 1, 35 MMoJTh). CMech OXJIaAWIA B BaHHE CO JIBJOM U MUBATIOWIXJIOPUL (4.2
r, 35 MMoJIb) 06aBuIM 10 KarwisiM. Yepes 1 yac nepemermmBanus ripu 0°C, Temriepatype
namu noctrdb 20°C 1 mepemMenmnrBaHe Mpoa0KIIIY B TeueHue 16 yacos. [Tocne punbTparmm
opraHuyeckyto a3y ajacopOupoBajv Ha CUIIMKArelie U MOoIBepriiu XpoMaTorpaduu
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(cunukarenp, rernrtad/stunagerat = 100:00 1o 80:20) ¢ mosyyeHUEM COEIMHEHUS, YKA3aHHOTO

B 3aT0JIOBKE, B BUE OECUBETHOM XUIKOCTH (7.2 T, 95%). MS: m/e=244.2 [M+H]".

b) N-(3,5-nudrop-4-iioa-2-MeTokcrudeHUIT ) TUBaTaMUL]

PactBop N-(3,5-mudtop-2-merokcudenun)nuBaaamuaa (0.70 r, 2.9 mmons) B TT'D (30
MJT) oxJaauiu 1o < -75°C. JIutuit quuzonponunamMu (5.6 M 2M pacTBopa B IUKIIOTeKcaHe/
atunben3ose / rerparuapodypane, 11.2 MMoJIb) 10O6aBUIU O KATUISIM, TIOIEPKUBAS
teMriepatypy < -70°C. Uepes 2 yaca gob6asunu iox (1.1 r, 4.3 MMOJIb) U TepeMeNIMBaAHKE
npoaosnkuiu mpu 0°C B TeueHue 2 yacoB. CMech CKOHLIEHTPUPOBAIH, Pa3Ae/IUIY (3TUIaneTaT/
BOJIa) U OPraHUYECKYIo a3y aacopOMpoBalid Ha CHUIIMKAree U IMOIBEPTIId XpoMaTorpaduu
(cunukarenp, rernrtad/stunagerat = 100:00 1o 85:25) ¢ mosyyeHUEM COEIMHEHUS], YKA3aHHOTO

B 3ar0JIOBKE, B BUJIE CBETJIO-KenToro ocaaka (0.83 r, 78%). MS: m/e=368.0 [M-H] .

¢) N-(2,6-mudTop-3-MeTOKCHOM(pEHUIT-4-WIT) TUBATIAMU/T

Cwmech N-(3,5-mudrop-4-iton-2-merokcudenun)nuBatamuaa (0.8 T, 2.2 MMoJIb), Ouc
(mudpenundochuno)dpepponen-namiaaui(Il)mmxmopuna (0.53 r, 0.65 MMoIib), PeHUTOOPOHOBOM
kucnoThl (0.34 1, 2.8 MMOJTb) M KapOoHaTa Kayms (5 M1 2M BOJHOTO pacTBOpa) B IMOKCAHE
nepemerBaiu mpu 90°C B Teuenue 90 munyT. [1ocne punbTpanmu Bee 1eTyure KOMITOHEHThI
9BANIOPUPOBAIIA U OCTATOK pasenwim (3Tuianetat/Boaa). Opranuyeckyio dazy
a7ICOPOMPOBAIIM Ha CUITMKATEJIe U TIOJIBEPTIIN XpoMaToTr paduu (CUITMKAreiIhb, TeNTaH/3THITaleTaT
= 100:00 1o 85:15) ¢ mojiyuyeHUeM COeTMHEHMSI, YKa3aHHOTO B 3aT'0JIOBKE, B BUJIE O€JI10T0

ocaaka (0.45 r, 65%). MS: m/e=318.0 [M-H]".

d) 2,6-mudpTop-5-MeTOKCH-4-TTuBataMu100MpeHnI-3-KapOOHOBasI KUCIOTa

PactBop N-(2,6-mudrop-3-merokcubudennn-4-un)nuanamuaa (0.44 r, 1.4 MMmoIip) B
JTMATUII0BOM 3pupe (25 mut) oxaauiu 1o < -75°C. Tper-Oytumutuii (2.2 mi 1.6 M pactBopa
B remnrase, 3.5 MMOJIb) 100aBUIJIM 11O KAIUISIM U PEAKIIMOHHYIO CMECh TIEPEMENIUBAIIN ITPU <
-75°C B Teuenue 1 yaca. [JlobaBuinu cyxoit jien (5 r) u remnepartype gaiu goctuab 20°C. TToce
peaKIyy 3KCTparupoBaHus (AMITUIIOBBIN 3¢up / Boaa) BoaHyto (asy goBenu 10 pH<7 u
paznenuiu (3TwiianeTat/Boaa). OpraHuuecKkuii cioi Beicy iy HaJl Nay SOy v 9BanioprupoBaIv

C MOJIyYEeHUEM COEIMHEHHUS, YKa3aHHOTO B 3ar0JIOBKe, B BUe O6enoro ocaaka (0.30 r, 60%).

MS: m/e=362.1 [M-H]J.

e) 2,6-mudTop-5-MeToKCU-4-ntMBaiaMu0oupeHnI-3-kapooKcaMuzg
2,6-mudTop-5-MeTokcu-4-nuBanaMuaoouderun-3-kapoonosyto kucioty (0.30 r, 0.83
MMOJIb) PacTBOPUIIM B tumeTuihopmamue (15 mir), modaBunu kapdouuauumuaazodn (0.20

r, 1.2 MMOJIb) M peakMOHHYIO cMech nepeMernBaliy npu 60°C B Teuenue 2 yacos. [1ocne
oxmaxaeHus 10 0°C nodaBuiv BoaHbIi ammonuii (10 Myt 25% pactBopa). TemmniepaTtype naau
noctruyb 20°C U nnepeMelmBaHue Mpo0JDKUIN B TeueHue 16 uacoB. Bee neTyune KOMIOHEHTHI
3BAIllOPUPOBAIIM, OCTATOK PACTBOPUIIM B 3TWIALETATE U MTOCIEA0BATENBbHO TpoMbLUIH 10%
BOJTHOM TMMOHHOM K1CI0TOM M 10% BOAHBIM pacTBOpPOM OMKapOOHATA HATPUS.
Opranuueckyto (asy aacopOupoBaliv Ha CUIIMKArese U MOABEPIJIM XpoMaTtorpaduu
(cunukaresb, quxyiaopMmeTan/meranol = 99:1 no 98:2). CoenrMHeHue, yka3aHHOE B 3aI0JIOBKE,

BBIJICJIMIIM B BUjIe Oenoro ocaaka (0.25 r, 84%). MS: m/e=361.2 [M-H]".

f) 5,7-mudrop-8-MeTokcu-6-pernnxunazonuu-4(3H)-on

K cycnensuu 2,6-qudrop-5-meTokcu-4-nmuBanaMuaooudenunt-3-kapookcamuaa (0.067 r,
0.19 mMob) B TpUaTOKCUMETaHe (1 MiT) J0O6aBUITK M-TOJY0JICYIb(OHOBYIO KucioTy (0.0018
r, 0.0092 mMmoib) u cMech nepemernBaiu pu 180°C B Teuenue 3 yacos. [Tocie aBanopanuu
BCEX JIETYUYUX KOMIIOHEHTOB OCTATOK aJICOPOMPOBAIIA HA CUIIUKATrese U TOABEPIIIU
xpomaTorpaduu (CUIMKareib, AuxjJopMeTan/mMerano = 99:1 1o 98:2). CoenyiHeHue, ykazaHHOE
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B 3aroJIOBKe, BeIAEIUIM B Buae Oermoro ocaaka (0.007 r, 13%). MS: m/e=286.8 [M-H].

g) 5,7-mudTop-8-runpoxcu-6-benunxunazonu-4(3H)-on

Cwmech 5,7-mudTop-8-meTokcu-6-pennnxuna3onui-4(3H)-ona (0.031 r, 0.11 MMoIIb),
nuxjiopMerana (5 mi) u Tpexopomuctoro 6opa (0.32 mi1 1 M pacTtBopa B IUXJIOPMETAHE)
TepeMeIMBalIy MIpu KOMHATHON TeMIlepaType B TeueHue 6 yacoB. ITocre aBamopanum Bcex
JIETYYUX KOMIIOHEHTOB OCTaTOK, TPUTYPUPOBAJIU IMOCIEAOBATEIBLHO C HACBIIIIEHHBIM BOJAHBIM
pacTBopoM OrMkapOoHAaTa HATPUSI, BOJON M 3TUIAIETATOM C IMOJIyUYE€HHUEM COSMHEHNS,

yKa3aHHOT'O B 3aroJjioBKe, B Buje Oenoro ocaaka (0.014 r, 48%). MS: m/e=272.9 [M-HJ.

ITpumep 39

8-runpokcu-6-(3-(MmopdoruHomeTwn)pennn)xunazonua-4(3H)-ou 1:1 comnb ¢
TpudTOpaneTaToM

6-0poMO-8-(2-TPUMETUIICHITAHUI-3TOKCUMETOKCH)-3-(2-TpUME THIICUIIaHUIT-3TOKCUMETHIT )
-3H-xunazonuH-4-0H (pumep 7a) (0.50 T, 1 MMOJIb) B3aUMOIEUCTBOBAJ C OUC
(mudenundochuno)depponen-namiaui(Il)auxmopua AMXI0pMETaHOBBIM KoMITIekcoM (0.25
r, 0.3 MMoIB), 4-(3-(4,4,5,5-TeTpametuii-1,3,2-quokcadboporaH-2-uin)oeH3un)MopdouHa
ruapoxyopuaom (0.44 r, 1.3 MMoItb), KapOoHATOM Kasus (5 M1 2M BOJHOTO pacTBopa) U
nrokcanoM (30 mu). Uepes 2 yaca nipu 90°C Bce eTyurie KOMIIOHEHThI 3BAllOPUPOBAIH.
DKCcTparupoBaHue (AITHIALNETAT/BOJA) U CyIIKa opraHndeckoii ¢assl (Na,SOy)

COIMPOBOXKIAIACH IBAMOPALMEN BCEX JIETYUUX KOMIOHEHTOB. OYUCTKA C TOMOIIIBIO
xpoMaTtorpaduu (cumukaresb, guxiiopmeran/mMeranol = 100:0 1o 96:4) nana cBobogHOE
OCHOBaHME 3alMIIEHHOT0 SEM cOeIMHEHUs, YKa3aHHOTO B 3ar0JIOBKE, KOTOPOE BbLICIIWIIN
B BUJIE CBETJIO-KOpUuHeBOTO Macia (0.57 1, 95%). DTOT NPOYKT PACTBOPUIIU B TUXTIOPMETAHE
(10 mu1), moGaBUIIU TPUPTOPYKCYCHYIO KUCIOTY (3 MIT) M pEaKIIMOHHYIO CMECh IIEpEeMEITUBAIIN
IpY KOMHATHOW TemIiepatype B TeueHue 3 yacos. [locie sBanmopanuu Bcex JIETyUux
KOMITOHEHTOB OCTAaTOK 3BAllOPUPOBATIM COBMECTHO C METAHOJIOM. MacCIISITHUCTBIN OCTATOK,
TPUTYPHUPOBAIIH C TUM3OIPOITUIOBBIM 3(DUPOM C TIOTYYCHUEM COSAMHEHUS, YKa3aHHOTO B

3aroyioBke, B Buje Oemoro ocaaka (0.19 r, 44%). MS: m/e=336.0 [M-H] .

ITpumep 40

8-rupoKcu-6-(1-MeTuIMHA0IMH-5-11)xuHa30MH-4(3H)-oH 1:1 conb ¢ TpudTOpaneraToMm

ITo ananoruu ¢ mpumepom 39, 6-6pomo-8-(2-TpUMETUIICUITAHUIT-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-XxrHa30/1MH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAI C
ouc(audenunndocduno)depponeH-naiaaui(Il) IMxI0pua AMXIOPMETAHOBBIM KOMILIEKCOM,
1-mMeTun-5-(4,4,5,5-Terpametui-1,3,2anokcadopoiat-2-uin)MHa0IMHOM (BMecTo 4-(3-(4,4,5,5-
TeTpaMeTui-1,3,2-1mokcadoponaH-2-ui1)0eH3uT)MOophoIMHA TUAPOXIIOPUIA), PACTBOPOM
kapOoHaTa kanus u quokcanoM (30 mi). [Tocne xpomatorpaduyeckoit OUMCTKY CBOOOTHOE
OCHOBAaHHE 3a1IMIIeHHOTO0 SEM coelMHeHUs, YKa3aHHOT'O B 3ar0JI0BKE, BbLIEIIUIHU (77%),
KOTOPOE B3aMMOJICUCTBOBAJIO C TpUPTOPYKCYycHOM KucaoToi. [Tocae aBanopanuu u
TPUTYPUPOBAHUS COCTMHEHUE, YKA3aHHOE B 3arOJIOBKE, BBIJICJIWIIM B BUJIE JKEJITOIO OCATKa

(34%). MS: m/e=294.0 [M+H]".

[Tpumep 41

6-0poMo-8-ruapoKcH-S-(TpudTopmeTrin)xuHazoiun-4(3H)-on

a) 2-0poMo-6-MeTOKCH-3-TpUPTOPMETUI-(PeHUTAMUH

2-MeToKCcU-5-(TpudTopmeTrin)anuiuH (5.0 T, 26 MMOJIb) PACTBOPUIIU B TETPAXJIOPMETAHE
(100 mJ1) ¥ OXJIAUITH B BAHHE C COTBIO/ITbIOM. N-OpoMcyKiHUMHU/ (5.1 T, 29 MMOJTb) 10OaBUITH
MaJIBIMH TOPUMSIMHU, TTOIEpKUBast Temnepatypy < -10°C. Uepes 1 yac Temrepatype Aaiu
noctuub 0°C 1 peakUMOHHYIO CMECh IIEpeMeIIMBaiIM B TeueHue 1 yaca. J[jis mpoxoxaeHus
peakuu 1o6aBuu oucynbduT HaTpus (10% BOAHOTO pacTBOpaA) U ATHIIANETAT U
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IepeMeIMBaHue MPOJOJKUIN B TeueHre 30 MuHyT. OpraHuyeckyro a3y aacopOupoBaim
Ha CHJIMKATeJIe U TOIBEPIJIM XpoMaTorpaduu (cummkarenp, rentan/atunanerat = 100:00 mo
88:12) ¢ moJiyueHUEM COEIMHEHUS, YKA3AHHOTO B 3ar0JIOBKE, KOTOPOE BBIJAEIUIIA B BUMIE

kpacHoro Macna (5.7 r, 73%). MS: m/e=269/271 [M]".

b) 2-aMHUHO-3-METOKCH-6-(TPUPTOPMETUIT)OEH3OHUTPUTT

Cwmech 2-6pomo-6-meTokcu-3-TpudropmeTii-peHunamuna (4.7 r, 17 MMoIb, IMAaHUA
meu (1) (2.3 u, 26 MMoJib) U auMmeTuiipopmamua (15 mir) nepemeruBaiu mpu 120°C B TeueHre
16 yacos. I1ocne 3Banopanyu Bcex JIeTyYUX KOMIIOHEHTOB OCTaTOK 3KCTparupoBaliv
HACBIIIICHHBIM BOAHBIM PACTBOPOM XJIOPUIa AMMOHHUS U 3THIaneTaToM. OpraHndecKyro a3y
aJIcOpOUPOBAITA HA CUITMKATENIe U ITOIBEPIJIM XpoMaTorpaduu (CUITMKareib, TelTal/3TuianeTaT
=100:00 mo 70:30) ¢ moJIy4eHHEM COEAUHEHMS, YKA3aHHOTO B 3ar0JIOBKE, B BUJIE CBETJIO-

KopuuHeBOoro ocajaka (3.8 r, 54%). MS: m/e=215.1 [M-H]J".

¢) 2-aMHUHO-5-0pOMO-3-MeTOKCHU-6-(TPUPTOPMETHIT)OEH30HUT PUIT

2-aMUHO-3-MeTOKCH-6-(TpudTopMeTHT)0eH30HUTPUI (2.0 T, 9.3 MMOJIb) PAaCTBOPUIIU B
ykcycHoi kucioTe (50 mi) u gobasuiii 6pom (1.6 T, 10 MMoJb). PeaknmoHHyto cMech
repeMenMBaIv B TeueHue 16 yacoB rpu KomHaTHOM TeMmnepatype. [locie spanopanuu Bcex
JIETy4YHMX KOMIIOHEHTOB OCTATOK Pa3esIiiM (3TWIANeTaT/BO/Ia) U OPTaHUYECKYIO a3y
abcopOMpoBaM Ha cUiIMKarese. Xpomatorpadudeckasi OuucTKa (CUIMKarelb, TenTan/
stunanetat = 100:00 mo 70:30) mama coenqMHEHUE, YyKa3aHHOE B 3ar0JIOBKE, B BUIE O€I0ro

ocanka (1.0, 37%). MS: m/e=294.9/292.7 [M-H]J .

d) 2-aMHUHO-5-6pOMO-3-METOKCH-6-(TpUPTOPMETHIT)OCH3AMU/T

PactBop 2-amMuH0-5-6pomMo-3-MeToKcH-6-(TpudTopmerun)oerzonutpuia (0.2 r, 0.68
MMOJIb) B KOHIIEHTPUPOBAHHOM cepHoit kuciaote (1.5 mi) nepemeruBaiu mpy 80°C B TeueHUe
4 yacoB, 3aTeM IMPU KOMHATHOM TemIiepatype B TeueHue 16 yacos. [Tocie nobasieHus apaa,
nobaBuiiu bukapboHat HaTpusi 1o pH>7. DkcTparupoBanue (3TUIaeTaT/BOJA) C
nocieayromel xpomatorpaduei (cummkareib, muxiaopmeran/mMeranon = 100:0 1o 97:3) nano
COEMHEHUE, YKA3aHHOE B 3ar0JIOBKE, KOTOPOE BBIACIWIN B Buje Oesoro ocaaka (0.15 T,

73%). MS: m/e=310.9/312.8 [M-H]".

e) 6-0pomo-8-meTokcu-5-(tpudropmerrin)xunazommH-4(3H)-on

CwMech 2-aMUHO-5-0poMo-3-MeTOKCH-6-(TpudTopmeTrin)oenzamuaa (1.0 T, 3.2 MMoIIb),
YKCYCHOM KHUCITOTHI (3 Mil) U TpudToKkcuMeTaHa (30 mut) nepemernrBaiy ripu 80°C B TeueHUe
150 munyt. Temnepatypy nosenu 1o 120°C u nepeMeniuBaHue MpoJ0KUIIM B TeUeHHe 4
yacoB. CMecu 1ajii JOCTUTHYTh KOMHATHOM TEMIIEPATYPhI U TPEUUITUTAT OTOUIBTPOBAIIU U
BBICYILIMJIM C IOJIyYEHHUEM COEIMHEHUS], YKa3aHHOTO B 3ar0JIOBKE, B BUjIe Oenoro ocaaka (0.95

T, 92%). MS: m/e=322.8/320.8 [M-H].

f) 6-6pomo-8-ruapokcu-5-(rpudropmernin)xurazonmuH-4(3H)-on

Cycrnensuro 6-0poMo-8-MeTokcu-5-(TpudropMeruin)xuda3onuH-4(3H)-ona (0.050 1, 0.16
MMOJIb) B JUXJIOpMETaHE (5 MJI) OXJIaJIWJIM B BAHHE CO JIJOM U 100aBWIN TpUOpOMU 6opa
(0.3 M1 1 M pactBopa B nuxsiopMmerane, 0.3 mMmoiis). Yepes 90 munyT nmpu 0°C peakiuoHHON
CMECH J1aJIi TOCTUTHYTh KOMHATHOM TEMIIEpATYPhI U MEPEMENIUBAIIN B TeUeHUE 16 4acos.
Bce neTyure KOMIIOHEHTHI IBAITOPUPOBAIIM U OCTATOK TPUTYPUPOBAIIU C HACHIIIIEHHBIM
BOJIHBIM pacTBOpOM OukapOoHaTa HaTpus. [Ipemunurat oTpuabTpoBaiy, MPpOMBUIM BOIOM
Y BBICYIIIWIN C MTOJIYyYEHUEM COEIMHEHUS, YKA3aHHOTO B 3aT0JIOBKE, B BUJIE CBETIIO-KEIITOTO

ocajika (0.0060 r, 13%). MS: m/e=308.8/306.7 [M-H]".
ITpumep 42
8-ruapokcu-S-(tpudropmetin)xunazonui-4(3H)-on
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a) N'-(2-meToxcu-5-(Tpudropmernin)ernin)-N,N-qumeTHiIhopMUMUIaMU

Cwmech 2-meTokcu-5-(Tpudropmernin)anununa (1.91 r, 10 Mmoirs) B
nuMetuiipopMmamuaumeTuianetaie (3.6 T, 30 MMOJIb) HArpeBaIu Ha O0aHe, COXpaHssI
temriepatypy npu 130°C. Beiaenusuiemycs MeTaHOIy Aajiu Ucnaputbes. Yepes 4 yaca Bce
JIETy4re KOMIIOHEHTHI 9BAIIOPHUPOBAIIA M OCTATOK aJICOPOMPOBATIM HA CUITUKATEIIe U TTIOABEPIIIN
xpoMaTorpaduu (cuaukareiab, guxiopmeran/mMeranol = 100:0 mo 95:5). Coeaunenue,
YKa3aHHOE B 3ar0JIOBKE, BBIJICJIWIN B BUAE KOpUuHEeBOro macia (1.7 r, 69%). MS: m/e=247.1

[M+H]*.

b) (E)-N'-(2-6pomo-6-meTokcu-3-(TprudTopmeTin)perni)-N,N-qume TiiIhpopMuMuIaMug
PactBop (E)-N'-(2-meTokcu-5-(TpudTopmeTn)pernn)-N,N-aumeTriipopMuMuiaMuia
(13.7 1, 56 MMoOJB) B X710podopme (200 MIT) OXJTaTUIHA B BAHHE CO JIBIOM U N-OpOMCYKIMHUMULT

n00aBUIIH TI0 TTOPLKSM, ToAaepxkuBas Temrepatypy < 10°C. Uepes 2 yaca peaKMOHHOM
CMECH J1aJIU JOCTUTHYTh KOMHATHOM TEMIIEPATYPHI U MEPEMELINBAIIM B T€UCHUE 16 4acoB.
[TpermummiTat OTGUIBTPOBAIH 1 TTOABEPIIIN XpoMaTOorpaduu (CHITMKaresb, TeTaH/3THIalneTaT
= 100:00 g0 30:70) ¢ moJIy4YeHUEM COSTMHEHMSI, YKa3aHHOTO B 3ar'0JIOBKE, B BHJIE O€JI0I0

ocazka (6.3 1, 35%). MS: m/e=324 [M]".

¢) (E)-N'-(2-nuano-6-metokcu-3-(Tpudropmerrn)pernt)-N,N-aumMeTuado pMUMUIaMU

Cwmech (E)-N'-(2-6pomMo-6-MeTokcH-3-(TpudTopmerni)perut)-N,N-
numetuiipopmumuaamuaa (1.6 r, 5 mmons), imanuaa meam (I) (0.67 r, 7.5 MMoJb) U
mumetuihopmamuzaa (2 min) nepemermmBany npu 120°C B Teuenue 12 yacos. [Tocie
pazbanenus numetundopmamuaom (20 mir) cMech oThUIbTpoBaIu. OpraHudeckyio dasy
3BAIIOPUPOBAIIM U MACTSIHUCTBIA OCTATOK PA3ACIWIN (3TWIALETAT / HACBIIEHHbBIM BOTHBIN
pacTBOp XJopuaa aMMoHUs). OpraHudeckyro ¢asy agcopOMpoBali Ha CUIIMKATese U
MIOJIBEPIIM XpoMaTorpaduu (CUIMKaress, renran/atunanetat = 100:00 1o 0:100). CoenvHenue,
yKa3aHHOE B 3ar0JIOBKE, BBIACIWIN B Bue 0enoro ocaaka (0.95 r, 70%). MS: m/e=272.1 [M+
H]".

d) (E)-2-((muMeTuIaMuHO )METUIICHAMUHO )-3-METOKCU-6-(TPUPTOPMETHIT)OCH3aMMU/T

ITo ananmoruu ¢ mpumepom 41d, (E)-N'-(2-umano-6-metokcu-3-(TpudTopmMeTiit)eHu)-
N,N-numeTtundopmumugamMus (BMECTO 2-aMUHO-5-0pOMO-3-METOKCU-6- (TpUTOpMETHII)
OEH30HUTPUJIA) B3AUMO/JIEHCTBOBAJI C KOHII. cepHOM KuciaoToi. [Tociae peakiuu sKCTpakiuu
U XpoMaTorpapuuecKoi OYUCTKU COeIMHEHHE, YKa3aHHOE B 3aT'0JIOBKE, BBIJICIIUIIM B BUE

6emoro ocanka (41%). MS: m/e=290.0 [M+H]".

e) 8-MeTokcu-5-(TpudropMernin)xuHa3oauH-4(3H)-on

PactBop (E)-2-((mMMeTHIIaMHHO )METUIIEHAMUHO )-3-METOKCH-6-(TprUTOpMETHIT) OeH3aMUITA
(0.029 1, 0.10 MMoJIB), TpeT-OyTanosTa kanus (0.017 r, 0.15 MMoIib) B TpeT-OyTaHoJIe
nepememnBaiy npu 90°C B teuenue 1 yaca. @uiibTpanusi, IPOMBIBKA BOJIOW U CYILIKA JaJIU
COoeIMHEHHE, YKa3aHHOE B 3arojioBKe, B Bue O6emoro ocaaka (0.016 , 66%). MS: m/e=242.9

[M-HJ".

f) 8-runpoxcu-5-(Tpudropmerun)xuHazonuH-4(3H)-ox

[To ananoruu ¢ npumepom 41f, 8-meTokcH-5-(TpudTropmeTii)xuHazoauH-4(3H)-oH (BMecTo
6-6poMo-8-MeTOKCH-5-(TpudTopMeTHi)xuHa30uH-4(3H)-0H) B3auMoieiicTBOBaI ¢
TpUOpOMHUIOM OOpa. DBanopalus U TPUTYPUPOBAHHUE C BOJIHBIM PAaCTBOPOM OMKapOoOHaTa
HATpUs 1AM COEIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJIE Oentoro ocaaka (51%). MS: m/e=

228.9 [M-H]J.
ITpumep 43
6-(4-bropdennn)-8-ruapokcu-S-(TpudropmeTtin)xunazoiui-4(3H)-on
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a) 6-(4-propdenun)-8-meTokcu-5-(TpudTopmeTria)xuHazomH-4(3H)-on

Cwmech 6-0pomo-8-MeTokcu-5-(Tpudropmerni)xuHazommH-4(3H)-ona (mpumep 41e) ((0.15
T, 0.46 MMOIIB), Ouc(mudenundochuro)pepponen-namiaaui(Il)auxI0pua IMXI0pPMETaHOBOT'O
komruiekca (0.11 r, 0.14 mmornb), 4-propdernnooponoBoit kuciots (0.085 T, 0.60 MMOITh)
¥ BOJIHOTO KapOoHaTa kajus (3 mi1 2M pactBopa) B quMmeTriidopmamue (15 mo)
nepeMernmBaiu rpu 90°C B Teuenue 90 munyT. [locie peakuyu 3kCTparupoBaHus (3TUIALETAT
/ HaChIIIEHHBII BOIHBIN pacTBOp OMkapOoHaTa HaTpusl). OpraHudecKkyro ¢as3y aacopOupoBau
Ha CUJIMKaresie U moABeprii XxpomaTorpaduu (Cuamkareib, iuxjaopMmeTan/meranoi = 100:0
10 95:5). CoenuHeHue, yKa3aHHOE B 3ar0JIOBKE, BBIACIWIU B Buje Oenoro ocaaka (0.09 r,

57%). MS: m/e=247.1 [M+H]".

b) 6-(4-propdennn)-8-rugpoxcu-S-(Tpudropmermin)xunazommn-4(3H)-on

ITo ananoruu ¢c mpumepom 41f, 6-(4-bropdennn)-8-MeToKkcH-5-(TpruTOPMETHIT ) XMHA30JIMH-
4(3H)-on (BMecTO 6-0poMO-8-MeTOKCH-5-(TpudTOoOpMeTHI)XUHA30IMH-4(3H)-0Ha)
B3aMMO/IEHCTBOBAI C TPEXOPOMUCTHIM OOpOM. DBanopanus U TPUTYPUPOBAHUE C BOJTHBIM
pacTBopoM OukapOOHaTa HATPUSI 1AM COSIMHEHUE, YKa3aHHOE B 3aTr0JIOBKE, B BUJIE CBETIIO-

¢duoneroBoro ocanaka (30%). MS: m/e=323.0 [M-H]".

[Tpumep 44

6-0pomo-8-ruaApoKcHu-5-HUTPO-3H-XxuHa30mMH-4-0H

a) 6-6poMo-8-MeTOKCH-5- HUTpOXuHa30IuH-4(3H)-0oH

A3zoTHy10 Kucioty (10 M 65% pacTBopa) OXJIaIWIM B BAHHE CO JIJOM M J00ABUIIM KOHII.
cepHyIo KUCIIOTY (10 MIT) Tpy CKOPOCTH, TTOI/IepKUBatolieit rTemmnepatypy < 10°C. 6-6pomo-
8-meTokcu-3H-xuHazomuH-4-0H (mpumMep 2a) 100aBUIIM MAJIBIMU TTOPIMSIMU, TTOIIEPKUBAST
temriepatypy < 10°C. Cmech nepemeliMBaii B BAHHE CO JIbJIOM B TeueHue | yaca, Jaau
JnocturuyTh 20°C u Bauiu B e (50 r). @unbTpaiusi, IpOMbIBKA BOJION U CyIIKa J1ajIv
COEJIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJIE ceporo ocaaka (3.4 r, 97%). MS: m/e=300.0/

298.1 [M-HJ.

b) 6-6poMo-8-rusipokcu-5-uuTpo-3H-xunazonun-4-ox

ITo ananoruu ¢ mpumepowm 41f, 6-6pomo-8-meTokcu-S-HuTpoxuHazonrH-4(3H)-oH (BMecTo
6-6poMo-8-MeToKCcH-5-(TpudTopmeTi)xuHa3o0auH-4(3H)-oHa) B3anmoericTBOBA C
TpeXOpOMUCTBIM OOpOM. DBaIOpaLUsI U TPUTYPUPOBAHHUE C BOJHBIM PACTBOPOM OMKapboHaTa
HATpUs JAJI0 COCIMHEHUE, YKA3aHHOE B 3aT0JIOBKE, B BUJIE ceporo ocajsika (43%). MS: m/e=

285.7/283.8 [M-H]'.

ITpumep 45

8-rugpokcu-6-(1-(2-metokcuatiin)- 1 H-nupazon-5-um)xunazonun-4(3H)-on

a) 5-nono-1-(2-Metokcu-3trn)- 1 H-nupaszon

1-(2-meroxkcnatun)- 1 H-mupaszon (Perucrpaumonnsiiit Ne CAS 304693-68-3) (1.5 1, 12 MMoOIIB)
pactBopwn B TT'® (30 Mi1) 1 0XJ1aIWJIM B BAHHOM C CyXHM JibJloM/aneToHoM. [ToanepxkuBast
temmnepatypy < -70°C H-OytusmauTuii (11 mir 1.6M pacTBopa B TeKcaHe) 100aBUIIU 11O KATISM.
Yepes 1 yac godbasunu o (4.5 r, 18 mmorb). Temneparype nanu goctuus 20°C u
MepeMeIMBaHue MPOJOJIKUIN B TeueHHe 2 yacoB. PeakiiMoHHYI0 cMech aJicopOMpoBajy Ha
CHJTUKATeJIe U TMOIBEPIJIM XpoMaTorpaduu (CUIMKaremns, rentad/atuinanerat = 100:00 xo O:
100). CoenuHeHue, yKa3aHHOE B 3aT'0JIOBKE, BBIJIEIIWIIM B BUjIe *keiaToro ocaaka (0.35 r, 6%).
MS: m/e=253.1 [M+H]".

b) 8-ruapoxcu-6-(1-(2-meTokcuatui)- 1 H-nmupazon-5-un)xunazonud-4(3H)-on

ITo ananoruu c npumepom 28b/c, 6-(4,4,5,5-terpamerui-1,3,2-quokcadoposian-2-um)-8-(
(2-(TPUMETUIICUIINIT)ITOKCHU)METOKCH )-3-((2-(TPUMETUIICUIINIT)ITOKCH )METHIT) XUHA30JIMH-4
(3H)-on (mpumep 28a), 5-rioa-1-(2-metokcu-3trn)-1 H-mupazon (BMecto 1,2,3-tpudrop-5-
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nopo06eH3o0:a), ouc(audenundochuno)depponen-nmamiaaui(Il)auxaopua B TMOKCaHe
B3aMMOJIEMCTBOBAJ C BOAHBIM 2M pacTBOopoM KapOoHaTa kanusi. [Toce peakuyy sKCTpakuyu
U XpoMaTorpaduueckoi 0YMCTKH 3amuineHHoe SEM coelMHeHue, yKa3aHHOE B 3aT0JIOBKE,
TTOJTYYMJIN B BUJIE CBETIIO-KOPUUHEBOTO Macia (27%). BzaumoieicTBre ¢ TpUPTOPYKCYCHOM
KHMCIIOTOM, 3Bariopanys U 3KCTparupoBaHUe (3TUIALETAT/BOAA) C MOCIIEAYIOIIEH
npenapatuBHoi BOYKX mamm coequHeHune, yka3aHHOE B 3ar0JIOBKE, B BUE cepo-0e10ro

ocagka (22%). MS: m/e=285.3 [M-H]

[Tpumep 46

8-ruApOKCU-6-(4-(METOKCUMETWI)-2-METUIITUA30JI-5-WIT)XUHA30JIMH-4(3H)-0H

a) 5-o10-4-MeTOKCUMETMII-2-METUJI-TUA30JT

Cycnensuio 4-(MeTokcuMeTun)-2-metuintuazonia (Peructpaumonnsiii Ne CAS 478031-96-
8) (0.33 1, 2.3 MmMouIB), cynbdaTa cepedpa (0.43 1, 1.4 Mmoins) u tioaa (0.59 r, 2.3 MMoOITb) B
MeTaHoJie (10 Mir) mepemenMBaiv Ipyu KOMHATHOM TemIiiepatype B TeueHue 16 yacos. [1ocre
GUIBTpanuKM opraHudeckyro (asy aacopOMpoBalivd Ha CUIIMKATrese U TOABEPIIIH
xpomaTtorpaduu (cunmukarensb, rentan/stunanerat = 100:00 go 70:30). Coeaunenue, ykazaHHOE

B 3aroJIOBKE, BRIJICIIMIIM B BUE Oentoro ocaaka (0.16 r, 26%). MS: m/e=237.9 [M-OCH3]+.

b) 8-ruapokcu-6-(4-(METOKCUMETWIT)-2-METUIITUA30JI-5-UT)XuHa30uH-4(3H)-0oH

ITo ananoruu ¢ mpumepom 28b/c, 6-(4,4,5,5-TerpameTusi-1,3,2-nuokcadoponan-2-ui)-8-(
(2-(TpUMETHUIICHUITAIT)3ITOKCH )METOKCH)-3-((2-(TPUMETWIICUITAIT)3TOKCH ) METHIT) XMHA30JIMH-4
(3H)-oH (mpumep 28a), 5-1101-4-METOKCUMETHII-2-METHI-THA30.1 (BMecTo 1,2,3-TpudTop-5-
nonoben3ona), ouc(mudenundochuno)pepponen-namiaaui(Il)auxmopua B IMOKCaHe
B3aMMO/IEMCTBOBAJ C BOAHBIM 2M pacTBopoM kapboHata kainus. [Tocie peakuyu sKkCTpakiyuu
U XpoMaTorpaduueckoi 0YUCTKH 3amumineHHoe SEM coenvHeHune, yka3zaHHOE B 3aT0JIOBKE,
TTOJTYYHJIM B BUJIE CBETIIO-KOPUUHEBOTO Macia (35%). BzaumoieiicTBre ¢ TPUPTOPYKCYCHOM
KUCIIOTOM, 3BAariopanys, COBMECTHAS 3BANOpaLUs C METAHOJIOM U TPUTYPUPOBAHHUE C
3TUJIALETATOM JIAJIU COEIMHEHUE, YKA3AHHOE B 3ar0JIOBKE, B BUJIEC CBETIIO-KOPUUYHEBOI'O OCAIKA

(88%). MS: m/e=302.1 [M-H]

ITpumep 47

8-rugpokcu-6-(1-(2-metToxcuatuin)- 1 H-nupazon-4-un)xunazonun-4(3H)-on

a) 4-iono-1-(2-merokcnstun)-1 H-mmpason

Cycnensuro 1-(2-metokcuatun)- 1 H-mupazona (Peructpaunonssiit Ne CAS 304693-68-3)
(2.4 1, 19 Mmmoun), cynbaTa cepedpa (3.6 T, 11 Mmmob) v Hioaa (4.4 T, 19 MMoIIb) B METaHOJIE
(30 MuT) IEpeMeIMBaIM P KOMHATHOM TeMIepaType B TeueHue 4 yacoB. [loce punbpTpanmm
opranudeckyio (asy spamopupoBaiu. CoeMHeHNe, yKa3aHHOE B 3aT'0JIOBKE, BBIJICIUIIN B
BUJIE KeNTOro ocanaka (6.5 r, 136%) v ucroib30BaIM Ha CIEAYIOIIel craaguu 0e3

JIOTIOTHUTEILHOM OYuCTKH. MS: m/e=253.0 [M+H]".

b) 8-runpoxcu-6-(1-(2-merokcustui)- 1 H-nmupazon-4-un)xunazosmu-4(3H)-on

ITo ananmoruu ¢ mpumepom 28b/c, 6-(4,4,5,5-teTpametui-1,3,2-mmokcadopoiian-2-ui)-8-(
(2-(TPUMETUIICUIINIT)3TOKCHU )METOKCH )-3-((2-(TPUMETUIICUIINIT)3ITOKCH )METHJT) XUHA30JIMH-4
(3H)-oH (mpumep 28a), 4-iioa-1-(2-meTokcuatuin)- 1 H-mupaszon (Bmecto 1,2,3-tpudrop-5-
nogo6eH3o0:a), ouc(audenundochuno)depponen-nmamiaaui(Il)auxaopua B TMOKCaHe
B3aMMO/ICICTBOBAJI C BOAHBIM 2M pacTBopoM KapOoHaTta kaus. [Tocre peakuym sKkCTpakiumm
U XpoMmaTorpaduyeckol OUUCTKH 3amuiieHHoe SEM coenrMHeHue, yKka3aHHOE B 3aT0JIOBKE,
MOJIYYUITU B BUJIE CBETJIO-KOpUYHEBOTO Macia (42%). Bzaumopeiictue ¢ TpuTOPyKCYCHOIA
KHUCJIOTOM, 3Baniopanusi, TPUTYpUPOBAHKUE CHAYAJIA C METAHOJIOM U 3aTEM 3THJIALETATOM Aajia
COCJIMHEHUE, YKA3aHHOE B 3aTOJIOBKE, B BUJIE CBETJIO-CEpOro ocaaka (88%).
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MS: m/e=285.0 [M-H]

ITpumep 48

6-(2-x510p-5-MeTaHcyIbhoHMIT-(PpeHnT)-8-ruapokcu-3 H-xunazonua-4-ox

ITo ananoruu ¢ mpumepom 28b/c, 6-(4,4,5,5-teTpamerui-1,3,2-auokcadoposian-2-um)-8-(
(2-(TPUMETUIICUIINIT)3TOKCHU)METOKCH )-3-((2-(TPUMETUIICUIINIT)ITOKCH )METHIT) XUHA30JIMH-4
(3H)-on (mpumep 28a), 1-xm0p-2-Hioa-4-(MeTuicynbhoHu)oen3on (BMecto 1,2,3-tpudrop-
5-riomo06en30:), ouc(audenundochuno)deppoueH-nautaaui(Il)auxmopua B AMOKCaHE
B3aMMOJIEHCTBOBAJI C BOAHBIM 2M pacTBopoM KapboHaTa kaiust. [Tocie peakipy SKCTpakiyu
U XpoMaTorpaduueckoi 0UrCTKH 3ammuineHHoe SEM coenHeHune, yka3zaHHOE B 3aT0JIOBKE,
MOJIYYHIIM B BUE CBETJI0-KeNITOro Macina (44%). BzaumopeictBue ¢ TpuTOPYKCYCHOM
KHUCJIOTOM, 3BAIIOpalys, TPUTYPUPOBAHUE C METAHOJIOM U 3aTEM OYMCTKA C TOMOIIBIO
npenapatuBHoit B2XKX nana coequHeHnue, ykasaHHOE B 3ar0JIOBKE, B BUJIE O€JIOTO OcajiKa

(88%). MS: m/e=349.1 [M-H]

[Tpumep 49

6-(4-propdenun)-8-ruapokcu-5-henmnxunazonnd-4(3H)-on

a) 6-0pomo-8-MeToKCU-3-((2-(TPUMETUIICUIIUIT)ITOKCHU)METUIT ) XuHa30uH-4(3H)-oH

K cycnensum of 6-6pomo-8-meTokcu-3H-xunazonun-4-ona (10 r, 39 MmoIib) B
mumeTtundopmamue (150 mur) modaBuiu 3a 5 mopiwii Tuapua HaTpus (2.6 T 55% aucriepcun
B MUHEpaJIbHOM Macie, 59 MMoiib). Cmech nepemeruBaiu rpu 60°C B Teuenue 90 MUHYT.
ITpu oxnaxnenuu Ha negsiHon 6ane SEM-xmnopun (7.2 1, 43.1 MMoOIIb) 10OABWIM IO KATUISIM.
Yepes 1 yac remnepatype ganu goctuub 20°C U nmepeMerimBaHue mpoaoIKUIM B TEUCHHUE 3
JHel. Bee teTyune KOMIIOHEHTHI 3BAIIOPUPOBAIIM M OCTATOK PA3IEIWIIM (3TUIIALETAT / COTIEBOM
pactBop). Opranudeckuii cioi Beicymnian (NaySOy4), CKOHUEHTPUPOBAJIM U ITOIBEPIIIU

xpomaTtorpaduu (cuimkarennb, rentan/stunanerat = 100:0 1o 0:100) u TpuTypupoBam ¢
FEeKCaHOM C IMOJIyYeHUEM COEeIMHEHHsI, YKa3aHHOTO B 3aroJIOBKe, B BUe Oeoro ocaaka (7.2

r, 48%). MS: m/e=385.0/387.0 [M+H]".

b) 6-(4-bTopdenn)-8-meTokcu-3-((2-(TPUMETHUICHIIMIT)ITOKCH )METHI ) XMHa30IMH-4(3H)-
OH

CwMmechb 6-6poMo-8-MeTOKCH-3-((2-(TpUMETHIICUITNI)ITOKCH)MeTHIT) xMHa30uH-4(3H)-ona
(3.0 1, 7.8 Mmmoub), Ouc(nudenundochuno)dpeppoueH-namianui(ll)uxmopun
JTUXJIOpMeTaHOBOTO KoMmIniekca (1.9 r, 2.3 MMoItb), 4-hTopheHmTOOpOHOBOM KUCITOTHI (1.4
r, 10 MMoJIb) 1 kKapOoHaTa kanus (8 M 2M BoIHOTO pacTBOpa) B AMokcaHe (80 mir)
nepemernuBaiu pu 90°C B Teyenue 3 gacos. [locre punbTpanum Bee neTyqre KOMIOHEHTBI
3BAIIOPUPOBAJIM U OCTATOK pas3eianiM (3TuianeTat/Boaa). OpraHudeckyio a3y BBICYIININ
(NaySOy,), amcopOupoBaiv Ha CUIIMKATEIIE U MTOABEPIIIM XpOMAaTOT pauu (CUITMKATEeb, TeTITaH/

stwitageTat = 100:00 go 10:90) ¢ monydyeHueEM COEIMHEHUS, YKA3aHHOTO B 3aT0JIOBKE, B BUJIE

cepo-6emoro ocajaka (2.9 1, 94%). MS: m/e=401.2 [M+H]".

¢) 5-6pomo-6-(4-bropdenn)-8-meTokcu-3-((2-(TPUMETHIICUITUIT)3TOKCH ) METHIT ) XUHA30JTNH-
4(3H)-oH

PactBop 6-(4-bropdenu)-8-meTokcu-3-((2-(TpUMETHUIICUITUIT)3TOKCH )METUIT ) XUHA3OJTUH-
4(3H)-oHa (2.6 T, 6.4 MMOJIb) B yKCyCHOM KuciioTe (30 MJT) OXJIaAWIIA HA BOJISTHOM OaHe mpu
koMHaTHOU Temnepatype. bpom (1.2 r, 7.7 MMoOJIb) 7OOABUIIK O KATUISIM C MOCIIEAYIOIIUM
nobasieHueM cyibdara cepedpa (1.2 T, 3.9 MMoib). CMech iepeMenmMBaIi Mpyu KOMHATHOM
Temrnepatype B TeueHue 16 yacoB. Tomyoun (100 M) no6aBuiu u mocie GuIbTpalyu Bce
JIETy4Yle KOMIIOHEHTHI 3BanopyupoBalid. OCTaTOUHbIE JETYyYMe KOMIIOHEHTHI YAAJIUIIU
COBMECTHOW 3Baropaiueii ¢ ToayosioM. [locne agcopOuuu Ha cUiiMKaresie CoeIMHeHUE
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OYMCTUJIM TIOCPEACTBOM XpoMmaTorpaduu (cumkarens, renran/stuinanerat = 100:00 go 0:
100) ¢ mosty4eHUEM COEIMHEHUS], YKA3aHHOTO B 3arOJIOBKE, B BUJE CBETIIO-KOPUUYHEBOM ITEHBI

(1.4 1, 45%). MS: m/e=479.0/481.0 [M+H]".

d) 6-(4-propdenun)-8-ruapokcu-5-pennnxunazonna-4(3H)-ox

ITo ananmoruu ¢ mpumepom 50a/b, 5-6pomo-6-(4-bTopdennn)-8-meTokcu-3-((2-
(TPUMETHIICUIINI)ITOKCU)METH ) XUHA30JIMH-4(3H)-0H (Tpumep 49¢) B3auMo1eicTBOBA C
ouc(nudenundocduno)deppoueH-nanaaui(Il)AMxI0pua AMXIOPMETAHOBBIM KOMILIIEKCOM,
(heHnII60POHOBOM KUCIOTON (BMECTO M-TOJMIOOPOHOBOM KUCIIOTHI) U KAPOOHATOM KaJus
(2M BogHOTO pacTBOpa) B IMoKcaHe. [Tocie peakiym u xpoMaTorpa@uuecKko OUMCTKH
(Metun 1 SEM) Ouc-3aIlUINIEHHOE COSMHEHUE, YKa3aHHOE B 3ar0JIOBKE, BBIJICIIUIIN B BUJIC
CBETJI0-KenToro Macina (92%). I[locnenyromniee B3auMoIEHCTBUE C TPEXOPOMUCTBHIM OOPOM €
MOCITIETYIONIeH peakiueit U M OUMCTKOM NpenapatuBHoi BOKX nano coemuHenue, ykasaHHOE

B 3ar0JIOBKE, B BUJIE CBETIIO-3eJIEHOT0 ocaaka (66%). MS: m/e=333.0 [M+H]*.

ITpumep 50/51

6-(4-propdernn)-8-ruapokcu-5-p-Tomuixuna3omH-4(3H)-ox u 7-6pomMo-6-(4-propdennn)
-8-runpokcu-S-p-romnxuHa3onuH-4(3H)-on

a) 6-(4-propdennin)-8-MeTOKCU-5-p-TOIUI-3-(2-TPUMETUIICUIIAHUI-3TOKCUMe T )-3H-
XMHA30JIMH-4-0H U 7-0poMo-6-(4-pTopdeHnn)-8-ruapokcu-5-p-TonunxuHa3onna-4(3H)-ox

Cwmech 5-6pomMo-6-(4-propdheru)-8-MmeToKCH-3-((2-(TPUMETHIICUITUIT)3TOKCH)METHIT)
xuHa30mMH-4(3H)-ona (0.20 T, 0.42 Mmmoutb)) (mpumep 49¢), ouc(mupenundochuno)pepponeH-
najutagui(ID)auxmopun auxnopmeranosoro komiuiekca (0.10 r, 0.13 mmods), 11-
ToJMI00poHOBOM KUCIOTHI (0.074 1, 0.54 MMOJIb) ¥ KapOoHaTa Kajus (2 Mi1 2M BOJHOTO
pactBopa) B tuokcane (10 mur) nepemenvBaiu mpu 90°C B Teuenue 1 yaca. ITocne punpTpamym
BCE JIETy4YM€ KOMITOHEHTHI 3BAIIOPUPOBAIIM U OCTATOK Pa3AC/IMIIM (3TUIIALETAT / COJIEBOM
pactBop). Opranuueckyro da3y agcopoOMpoBaIId Ha CUITUKATEJIE ¥ ITOIBEPTIIA XpOMaTOTpaduu
(cunukarenb, rentad/atunanerat = 100:00 10 25:75) ¢ moay4eHUEM COEIMHEHUS], YKAa3aHHOTO

B 3ar0JIOBKE, B BUJE CBETIIO-KOpuuHeBOro macia (0.18 r, 87%). MS: m/e=491.4 [M+H]*.

b) 6-(4-dTopdenun)-8-ruipoKrcu-5-p-Toaunxunazonud-4(3H)-ox u 7-6pomo-6-(4-
dbropdennn)-8-ruapokcu-5-p-rommnxunazonu-4(3H)-on

K pactBopy 6-(4-pTopdhennn)-8-MeTOKCH-5-P-TOMHI-3-(2-TPUMETHIICHIIaHAIT-3TOKCUMETHIT)
-3H-xuna3zomuH-4-oHa (0.18 1, 0.36 MMoJb) B auxiopMmeTtane (10 M) modaBuiu
TpexOpoMucThIit 60p (2 M1 2M pacTBopa B auxiiopmerane). CMech nepeMeluBaiu mpu
KOMHAaTHOM TeMnepaTtype B TeueHue 1 uaca. [Tocie sBanopanyu Bcex JIETYyYMX KOMIIOHEHTOB
OCTaTOK OYMCTHUIIU C TOMOIIBIO pernapaTtuBHOi BOYKX: Gemini Axia 5 u C18A 110A 100X30
MmM. ['paguent (0.1% mypaBbuHas kuciaoTta B Boje) / metanoi = 10/90 no 40/60. 6-(4-
dbropdeHun)-8-TuapoKcu-S-p-ToIuiaxuHa30auH-4(3H)-oH monyuniau B Buae O€I0ro ocaaka

(0.022 1, 18%). MS: m/e=347.1 [M+H]".
JIOTOTHUTENBHO, 7-0poMo-6-(4-hTopdennn)-8-rugpokcu-S5-p-TonunxuHa3onuH-4(3H)-on

BBIZIEIIMIIM B BUjie Oenmoro ocanka (0.037 r, 24%). MS: m/e=422.9/424.9 [M-H]".

[Tpumep 52

6-(4-propdenun)-8-ruapokcu-5-(3-(Metuicyabdonrwn)dpennn)xurazomH-4(3H)-ox

ITo anamoruu ¢ mpumepoM 50a/b, 5-6pomo-6-(4-bTopdennn)-8-meTokcu-3-((2-
(TPUMETHIICUIINI)3TOKCH)METHI ) XUHA30JIMH-4(3H)-0H (ipumep 49¢) B3auMOIeCTBOBA C
ouc(nudenundochuno)depponeH-naaaui(Il) AMXI0pua AMXIOPMETAHOBBIM KOMILIIEKCOM,
3-(meTuicybGoHUIT)(PEeHUTTOOPOHOBOM KUCIIOTOM (BMECTO M-TOTMIIOOPOHOBOM KUCIIOTHI) U
kapOoHaToM Kajus (2M BoaHbIN pacTBOp) B AMokcaHe. [locne peakuuu u
xpoMaTorpaduyeckoil ouncTku (MeTri 1 SEM) Ouc-3aImIneHHOe COeIMHEeHNE, YKa3aHHOEe
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B 3aI'0JIOBKE, BBIJICJIUIIM B BUJIE CBETJIO-)KeJITOTo Macia (82%). I1ocneayroliiee B3aumMoieiCTBYE
C TPEXOPOMHUCTHIM OOPOM C TTOCTEAYIONIEN peakien U TPUTYPUPOBAHUE C HACHIIIIEHHBIM
BOJIHBIM PACTBOPOM OMKapOOHATa HATPHS 1aJI0 COSIMHEHHE, YKa3aHHOE B 3ar0JIOBKE, B BUIE

Oerroro ocanka (47%). MS: m/e=409.2 [M-H]".

ITpumep 53

6-(4-propdennn)-8-rugpoxcu-5-(3-(tpudropmerin)pernn)xunazoanud-4(3H)-on

ITo ananmoruu ¢ mpumepom 50a/b, 5-6pomo-6-(4-bropdenun)-8-meTokcu-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XxUHA30JIMH-4(3H)-oH (mpumep 49¢) B3auMoieiicTBOBAJI C
ouc(mupennndocduno)depponen-namuiaaui(1)mxTopun IMXI0pMEeTAHOBBIM KOMIUIEKCOM,
3-(TpudTopMeTHin)(heHUIIOOPOHOBOM KUCIOTOM (BMECTO I-TOJMIOOPOHOBOM KUCIIOTHI) U
kapOoHaTOM Kajus (2M BoAHBIN pacTBOp) B iMokcaHe. [locne peakuuu u
xpoMaTorpaduyeckoit ounucTku (MeTri 1 SEM) Ouc-3aluileHHOe COeIMHEHNE, YKa3aHHOe
B 3ar'0JIOBKE, BBIJIEJIMIIM B BUJIE CBETJIO-KENITOTO Macia (84%). I1ocienyroliee B3auMOIEHCTBHE
C TPeXOPOMHUCTHIM OOPOM C TTOCTIEAYIOIIEH peakier 1 OUUCTKOM MpenapaTtuBHoi BOYKX
JIaJIO COeIMHEHNE, YKa3aHHOE B 3ar0JIOBKE, B BUIE cepo-0eoro ocanka (39%). MS: m/e=401.3

[M+H]™.

[Tpumep 54

6-(4-propdennn)-8-ruapoxrcu-4-okco-3,4- TMruIPOXUHAZOIUH-5-KapOOHUT pUIT

a) 6-(4-propdenn)-8-mMeTokcu-4-okco-3-((2-(TPUMETUIICHUITUIT)ITOKCH ) METH )-3,4-
JIUTUAPOXUHA30IMH-S5-KapOOHUTPUIT

Cwmech 5-6pomMo-6-(4-propdenu)-8-MmeToKcH-3-((2-(TpUMETUIICUITNI)3TOKCH)METHIT)
xuHazonuH-4(3H)-ona (mpumep 49¢) (0.2 r, 0.42 mmoib), L-niponuna (0.048 r, 0.42 MMOJIB)
v mmanuaa meau (I) B iumernndopmamue (1 min) B3aumoeiictBoBana npu 120°C B TeueHHe
6 yacoB, iepeMelrMBaHue 3ateM npoaosnkum mpu 100°C B Teuenue 16 yacos. IToce
3BANOpPALMH BCEX JIETYUNX KOMIIOHEHTOB OCTATOK PA3JICIIWIN (3TWIIALECTAT/BOAA).
Opranuueckyto (azy Boicymmim (Na,SOy), ancopOMpoBaIv Ha CUIIMKAresie U MOoIBeprin

xpoMaTorpaduu (cumukareib, rentan/atuinanerat = 100:00 go 0:100) ¢ moayyeHuemM
COEJIMHEHUsI, YKa3aHHOTO B 3arojioBKe, B Bue 0eioro ocaaka (0.11 T, 61%). MS: m/e=484.3

[M+CH;COO]".

b) 6-(4-dTopdenun)-8-rupoKcu-4-0Kkco-3,4-TUruIPOXUHAZ0IMH-5-KapOOHUTPHUIT

6-(4-bropdennin)-8-MeToKcHu-4-0Kco-3-((2-(TPUMETUIICHITMIT)3TOKCH ) METH )-3,4-
JUTUIPOXUHA30JIUH-S5-KapOoHUuTpu (0.10 r, 0.23 MMOJIb) pACTBOPHWIIM B IUXJIOpMETaHe (5
MJT) 1 Tpubpomu 6opa (2 M 1 M pacTBopa B AuxjIopMeTaHe) Jo00aBUIU Mo KaruisaM. Yepes
16 yacoB nepeMeMBaHUs TPU KOMHATHON TEMIIEPATYPE BCE JIETYUHE KOMITOHEHTBI
9BANOPUPOBAIIA U OCTATOK TPUTYPUPOBAJIU C HACBIIIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHaTa
HaTpus. Ounctka npenapatuBHoi BOXKX: Gemini Axia 5 u C18A 110A 100X30 mwm. I'paauent
(0.1% mypaBbuHas kucinota B Boae) / Meranon = 10/90 no 40/60 nana coenMHeHue, yKa3aHHOE

B 3aroJIOBKE, B BUJIE cepo-0esioro ocaaka (8%). MS: m/e=282.3 [M+H]".

ITpumep 55

N,N-1ua1tui-4-(6-(4-propderun)-8-ruapokcu-4-okco-3,4- TMruAPOXUHAZOTIMH-5-1T)
OeH3aMuI

ITo ananmoruu ¢ mpumepoM 50a/b, 5-6pomo-6-(4-bTopdennn)-8-meTokcu-3-((2-
(TPUMETHIICUIINIT)3TOKCU)METHIT ) XUHA30JIMH-4(3H)-0H (mpumep 49¢) B3auMOIeCTBOBA C
ouc(nudenundochuno)beppoueH-nasaaui(Il)AMXI0pua AMXIOPMETAHOBBIM KOMILIIEKCOM,
4-(muaTrnKapOamMons)peHnI60pOHOBOM KUCIOTOM (BMECTO M-TOJIUIOOPOHOBOM KUCIOTHI)
¥ KapOooHaTtoM Kanwms (2M BOJHOTO pacTBopa) B auokcane. [locie peaknyu u
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xpoMaTorpaduyeckoit ouncTku (MeTria 1 SEM) Ouc-3aImIleHHOe COeIMHEeHNE, YKa3aHHOEe
B 3aroJIOBKE, BBIJIETIUIIM B BUJIE cepo-0ertoro ocaaka (62%). Ilocnenyroiee B3auMOACHCTBUE
C TPEXOPOMHUCTBIM GOPOM C MOCIIEAYIONIEH peakuel U TPUTYPUPOBAHUE C HACHIIIIEHHBIM
BOJIHBIM PACTBOPOM OMKapOOHAT HATPHUS AAJI0 COSAMHEHUE, YKa3aHHOE B 3aT'0JIOBKE, B BUJIC

CBETII0-(hHUOIETOBOrO ocaaka (65%). MS: m/e=432.3 [M+H]".

ITpumep 56

6-(4-pTopdennn)-8-ruapokcu-S-(MupuanH-4-uin)xunazonnd-4(3H)-on

ITo anamoruu ¢ mpumepoM 50a/b, 5-6pomo-6-(4-pTopdernn)-8-meTokcu-3-((2-
(TPUMETHIICUIINIT)3TOKCU)METHIT ) XUHA30JIMH-4(3H)-0H (mpumep 49¢) B3auMOIeCTBOBA C
ouc(mudenundochuno)depponen-namiaauin( M) mmxnopua IMXJIOpMEeTaHOBBIM KOMILJIEKCOM,
MUPUTUH-4-UTI00POHOBOM KUCIOTOM (BMECTO M-TOTMIOOPOHOBOM KUCIIOTHI) U KApOOHATOM
kamus (2M BoaHOTO pacTBopa) B MokcaHe. [Tocre peakiyu u XxpoMaTorpahuyeckoi OUMCTKH
(metun u SEM) Ouc-3allIMIIIEHHOE COEIMHEHNE, YKa3aHHOE B 3aT0JIOBKE, BBIACIWINA B BUIE
CBETJIO-KOpUYHEBOT0 Macia (72%). ITocneayroriee B3auMo1eiCTBUE C TPeXOPOMUCTBHIM OOpOM
COIMMPOBOXKAIOCH MOCIEAYIONIEH peaKuel U TPUTYPUPOBAHUEM C HACBIIIIEHHBIM BOHBIM
pactBopoM OnkapOoHaTa HaTpus. OuncTtka npenmapatuBHONM BOXKX: Gemini Axia 5 u C18A
110A 100X30 mm. I'paauent (0.1% mypaBbuHast kucinota B Bojae) / Metanoa = 10/90 no 40/
60 nana CoOeIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUAE CBETJIO-KOPUUYHEBOTO OcaiKa (8%).

MS: m/e=334.3 [M+H]".

ITpumep 57

6-(4-bropdennn)-8-ruapokcu-5-(4-(Mmetuncynbdonun)penun)xunazonun-4(3H)-on

ITo anamoruu ¢ mpumepoM 50a/b, 5-6pomo-6-(4-propdernn)-8-meTokcu-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0H (mpumep 49¢) B3auMOIeCTBOBA C
ouc(audenundocduno)depponeH-naiaaui(Il) AMXI0pua AMXIOPMETAHOBBIM KOMILIEKCOM,
4-(meTuncynbhoHUT)eHUIOOPOHOBOM KUCIOTOMN (BMECTO IT-TOJTUIOOPOHOBOM KUCIOTHI) U
kapOoHaToM Kaius (2M BomHOTO pacTBOpa) B tMokcaHe. [Tocie peakuuu u
xpoMaTorpaduueckor ouucTku (MeTui1 1 SEM) Ouc-3auineHHoe CoeIMHeHE, YKa3aHHOe
B 3aI'0JIOBKE, BBIJICIIMIIN B BUJIE CBETIIO-XeaToro Macia (57%). [Tocnemyroree B3auMoIeHCTBHE
C TPeXOPOMHUCTBIM OOPOM COMPOBOKIATIOCH MMOCIICAYIOIIEH PeaKIUel U TPUTYPUPOBAHUEM
C HACBIIIICHHBIM BOAHBIM pacTBOpoM OukapOoHaTa HaTpus. CoeTMHEeHNE, YKa3aHHOE B

3aToJIOBKe, TTOJYYHIN B BUJE cepo-0enoro ocaaka (65%). MS: m/e=411.1 [M+H]".

ITpumep 58

6-(4-bTopdennn)-8-rugpoKcu-5-(2-MeTUIIIU PUANH-4-1T)XuHa30uH-4(3H)-0H

ITo anamoruu ¢ mpumepom 50a/b, 5-6pomo-6-(4-propdennn)-8-meTokrcu-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0oH (mpumep 49¢) B3auMoieiicTBOBA C
ouc(mudennndochuno)beppoueH-naaui( 1) AMxIopus AMXI0pPMETAHOBBIM KOMILIIEKCOM,
2-MeTUINUPUINH-4-UITIOOPOHOBOM KUCIOTOM (BMECTO IM-TOJMIOOPOHOBOW KUCIOTHI) U
kapboHaToM Kamus (2M BOJHOTO pacTBOpa) B IMokcaHe. IToce peakuuu u
xpoMaTorpaduueckort ouucTku (MeTui 1 SEM) Ouc-3amuieHHoe coeMHeHNe, YKa3aHHOe
B 3aIr0JIOBKE, BBIJIEIIWIIA B BUJIE CBETJIO-KEITOro Macia (75%). [locneayroree B3auMoaeHCTBUE
C TPeXOPOMHUCTHIM OOPOM COMPOBOKIAIOCH MOCTEAYIOLIEH peaKuer U TPUTYPUPOBAHUEM
C HACBHIIIIEHHBIM BOJIHBIM pacTBOpoM OukapboHaTa HaTpusi. CoelMHEeHHE, YKa3aHHOE B

3aroJIOBKe, MOJYUUIIN B BUIe cepo-0eroro ocaaka (70%). MS: m/e=346.0 [M-H] .
[Tpumep 59
6-(4-bropdenni)-8-ruapokcu-5-(2-mopdommHOTUpUANH-4-1n)xuHa30uH-4(3H)-on
ITo anamoruu ¢ mpumepoM 50a/b, 5-6pomo-6-(4-propdennn)-8-meTorcu-3-((2-

(TPUMETHIICUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0oH (mpumep 49¢) B3auMoieiicTBOBAJ C
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ouc(mudennndocduno)depponeH-naiaaui(Il) MxI0pua AMXI0PMETAHOBBIM KOMILIEKCOM,
2-MOPOIMHOTTUPUIUH-4-UITOOPOHOBOIM KUCTIOTOM (BMECTO IMT-TOTMIOOPOHOBOM KUCIIOTHI) U
kapOoHaToM Kajus (2M BogHOTO pacTBopa) B nMokcaHe. [locie peakuyu u
xpoMaTorpaduueckort ouucTku (MeTui1 1 SEM) Ouc-3amuineHHoe CoeTMHeHE, YKa3aHHOe
B 3ar0JIOBKE, BBIJICJIWIN B BUJIE *KeaToro Macia (71%). [Tocnenytoiiee B3aUMOJIEHCTBUE C
TPEXOPOMUCTBHIM GOPOM COMTPOBOKAATIOCH MOCIIEAYIONIEH peaKure U TPUTYPUPOBAHUEM C
HACBIIIIEHHBIM BOJHBIM pacTBOpOM OukapOoHaTa HaTpusi. CoelMHEHUE, YKa3aHHOE B

3aroJjIOBKE, MOJIYYUJIU B BUAE CBETIIO-3€JIEHOTO ocanka (47%). MS: m/e=419.0 [M+H]".

ITpumep 60

6-(6-(IMMETUIIAMUHO ) TUPUIUH-3-1)-8-TuaApoKkcuxuHa3zoiauH-4(3H)-oH 1:1 conb ¢
TpudTOpaneTaToM

ITo ananmoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETHIICUTIAHUI-3TOKCUMETOKCH)-3-(2-
TPUMETWICUIIAHUII-3TOKCUMETUI )-3 H-XrHa301MH-4-0H (TpuMep 7a) B3aUMOJIEUCTBOBAJI C
ouc(mupenmndochuno)deppoueH-nmamtaauin(ll)mxmopunom, 2-TMMETHIAMUHOTIUPUINH-5-
unooponoBoii kucimoTol (Peructpanmonnsiii Ne CAS 579525-46-5) (BmecTo 3,4-
TUruapoHadTaneH-2-uI00pPOHOBOM KUCIOTHI), 2.5 9KBUBaIEHTaMU 2M BOHOTO pacTBOpa
KapOoHaTa KaJiis U TIMOKCAaHOM (BMecTo aumeTuigopmamuia). CMech mepeMenMBaiy npu
90°C B teuenue 2 yacos. [locie peakiyy SKCTpAKIUK U XPOMATOTPpAPHUUECKON OUUCTKU
3auuiieHHoe SEM coerHeHMe, yKa3aHHOE B 3ar0JI0BKE, BBIIEIIWIIA B BUJIE CEPO-0EIIoro
ocaaka (81%). I1o ananmoruu ¢ mpumepom 7¢, 00padboTka TpUPTOPYKCYCHOM KUCITIOTOM U
3BaNoOpanys BCEX JIETyUNX KOMIIOHEHTOB JAJI COCIMHEHUE, YKA3aHHOE B 3aT0JIOBKE, KOTOPOE
OYMCTWJIM IOBTOPHBIM TPUTYPUPOBAHUEM C 3THiIaleTaTOM. COeIMHEHUE, YKA3aHHOE B

3aroJIoBKe, MOJIYYWIH B BUE O6ernoro ocaaka (65%). MS: m/e=283.1 [M+H]*.

ITpumep 61

6-(4-propdennn)-8-ruapoxcu-5-(1-metuin-1,2,3,6-TeTparuaponupuIuH-4-1uin) XMHA30JIUH-
4(3H)-oH

ITo ananoruu ¢ mpumepom 50a/b, 5-6pomo-6-(4-propdennn)-8-meToxrcu-3-((2-
(TPUMETHIICUIINI)3TOKCU)METH ) XUHA30JIMH-4(3H)-0oH (mpumep 49¢) B3auMoieicTBOBA C
ouc(audenundocduno)depponeH-naiaaui(Il) IMxI0pua AMXI0PMETAHOBBIM KOMILIEKCOM,
1-metun-4-(4,4,5,5-trerpametuii-1,3,2-nuokcadboponan-2-uin)-1,2,3,6-TeTparuAponupuIMHOM
(BMeCTO M-TONMMIOOPOHOBOM KUCIIOTHI) U KapOOoHATOM Kajus (2M BOAHBIN pacTBOp) B
muokcane. [Tocne peakuun 1 xpoMatorpaduueckoit ouucTku (MeTuit 1 SEM) Ouc-3anuineHHoe
COEIMHEHHUE, YKA3aHHOE B 3ar0JIOBKE, BBIJIEIWIM B BUe OecuBeTHOro Macia (95%).
[Tocnenyroriee B3aUMOACHCTBHE C TPEXOPOMUCTBIM OOPOM COMPOBOKAATOCH MOCIEAYIOIIEH
peaxuueit U TPUTYPUPOBAHUEM C HACBHIIIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHATa HATPUS.
CoenuHeHue, yKa3aHHOE B 3ar0JIOBKE, ITOJIYYUIIM B BUJIE cepo-0ermoro ocaaka (17%). MS: m/

e=352.1 [M+H]".

[Tpumep 62

8-ruapoxcH-6-(6-MopdorTMHOTMPUANH-2-1T)XxuHA30MH-4(3H)-0H

ITo anamoruu ¢ mpumepoM 7b/c, 6-0pomMo-8-(2-TpUMETHUIICUTIAHUI-3TOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI)-3 H-Xx1uHa30/1mH-4-0H (mpuMep 7a) B3aUMOIEHCTBOBAJI C
ouc(mudenundochuno)depponeH-mamraauin(Il) auxnopuaom, 6-MopHOITMHOTTMPUINH-2-
unooponoBoit kucimoTol (Peructpanmonnsiii Ne CAS 1310385-04-6) (BmecTo 3,4-
TuruapoHadTaneH-2-uI00pPOHOBOM KUCIOTHI), 2.5 9KBUBaIEHTaMU 2M BOHOTO pacTBOpa
KapOoHaTa KaJiis U IMOKCAaHOM (BMecTo aumeTuigopmamuia). CMech mepeMelmBaiy npu
90°C B teuenue 2 yacos. [locre peakiyu SKCTPAKIUK U XPOMATOTPAPUUECKON OUUCTKU
3amuiieHHoe SEM coerHeHMe, yKa3aHHOE B 3ar0JI0BKE, BBIIETIWIIA B BUJIE CEPO-0EII0oro
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ocajzika (45%). Ilo anamoruu ¢ mpuMepoM 7¢, o0padoTka TpUuPTOPYKCYCHOM KMCITOTOM,
3BAnopanus BCeX JETYYUX KOMIIOHEHTOB, COBMECTHAS 3BANOPALUS C METAHOJIOM U
TPUTYPUPOBAHUE C HACBIIIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHAaTa HATPUS 1T COSTMHEHHE,
YKa3aHHOE B 3ar0JIOBKE, KOTOPOE OUUCTUIIM IOBTOPHBIM TPUTYPUPOBAHUEM ITUIIALETATOM.
CoenuHeHue, yKa3aHHOE B 3ar0JIOBKE, MOJIYUUIIU B BUJIE cepo-0eoro ocanka (73%). MS: m/

e=325.1 [M+H]".

ITpumep 63

8-ruapoKcu-6-(6-(MUPpOIUIMH- | -Uun)IupuAnH-2-wi1)xuHa3oauH-4(3H)-on

ITo ananoruu ¢ mpumepoM 7b/c, 6-0pomo-8-(2-TpUMETUIICUTIAHUI-3TOKCUMETOKCH)-3-(2-
TPUMETWICWIIAaHWI-3TOKCUMeTWI)-3 H-XxruHa301mH-4-0H (mpuMep 7a) B3auMOIeHCTBOBAI C
ouc(mudenundocduno)deppouen-namiaauii(Il)auxaopuaom, 6-(TUPPOTUAUH- 1 - TUPUIVH-
2-6oponHoBoii kucinoTol (Peructpammonnsiit Ne CAS 1310404-18-2) (Bmecto 3,4-
TUTUIPpOHA(PTATIEH-2-UII00POHOBOM KUCTIOTHI), 2.5 3KBUBaJieHTaMu 2M BOJHOTO pacTBOpa
KapOoHaTa KaJMs U TMOKCAaHOM (BMecTo quMmeTuindopmamuaa). CMech mepeMeliuBaim npu
90°C B Teuenue 2 yacos. [locie peakiyu S3KCTpAKIUU U XpOMATOrpapUUECKOi OUYUCTKU
3auuiieHHoe SEM coeqHeHNe, yKa3aHHOE B 3ar0JI0BKE, BBIIETIWIIA B BUJIE OECLIBETHOTO
Macna (7%). Ilo anamoruu ¢ mpumepoM 7¢, o6padoTka TpUuPTOPYyKCYCHOM KMCIIOTOM,
3Banopanus BCeX JETYYMX KOMIIOHEHTOB, COBMECTHAS 3BAIIOPALUS C METAHOJIOM U
TPUTYPUPOBAHUE C HACBIIIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHAaTa HATPUS 1ATTM COSTMHEHHE,
YKa3aHHOE B 3ar0JIOBKE, KOTOPOE OUUCTUIIA ITIOCPEACTBOM TPUTYPUPOBAHUS C ITUIIALETATOM.
CoenuHeHue, yKa3aHHOE B 3ar0JIOBKE, MOJIYYWIIU B BUJIE cepo-0emoro ocanka (59%). MS: m/

e=309.1 [M+H]".

[Tpumep 64

4-[6-(4-pTop-henun)-8-ruIpoKcu-4-oKkco-3,4- TUruaAPO-XMHA30IUH-5-1T|-OeH30HUT PUIT

ITo ananoruu ¢ mpumepom 50a/b, 5-6pomo-6-(4-propdennn)-8-meTokrcu-3-((2-
(TPUMETHIICUIINIT)ITOKCU)METHI ) XxUHA30JIMH-4(3H)-0oH (mpumep 49¢) B3auMoieiicTBOBaJ C
ouc(mudenundochuno)dpepponen-namnanuii( ) mmxmopua TMX1I0pMeTaHOBBIM KOMITIIEKCOM,
4-mmaHo(eHUITI00POHOBOM KMCITOTOM (BMECTO IT-TOJITMIOOPOHOBOM KUCIOTHI) MU KApOOHATOM
kanus (2M BoaHBIN pacTBOP) B AMokcaHe. [Tocie peaknyu 1 xpoMaTorpaduueckoi OYUCTKH
(metun u SEM) O6uc-3allIMIIIEHHOE COEeIMHEHUE, YKa3aHHOE B 3aT0JIOBKE, BBIJACIWIA B BUJIC
CBETJI0-KenToro Macia (69%). I[locnenyroree B3auMo1eUCTBUE C TPEXOPOMUCTBIM OOpOM
COIIPOBOKAAIOCH OCIIEAYIOIIEH peaKLuel U TPUTYpPUpPOBaHUEM C aTUIaneTaToM. CoeIMHEHME,
yKa3aHHOE B 3ar'0JIOBKE, MTOJIYYWIIU B BUE cepo-0eoro ocaaka (13%). MS: m/e=356.1 [M-
HJ.
ITpumep 65

8-ruapOKCU-6-(TUAPOKCU(P-TOIMUI)METHIT ) XMHA30IMH-4(3H)-0H

a) bensun 2-amMuHo-3-(0eH3UIOKCH)-5-110100eH30aT

bensun 2-amuno-3-(06eH3unokcn)oen3oart (15.0 r, 45.0 Mmmoib, CAS 103929-64-2) u anerat
HaTpus (11.2 1, 135 MMoITh) OOBETUHUIIH C YKCYCHOM KMCTTOTOM (270 MiT) B aTMOcdepe aproHa
Py KOMHATHOM TeMIiepaType ¢ MoJIydeHUeM OeclBETHOM cycrieH3uu. MejieHHO JoOaBUiIv
xjiopucTsiil ox (14.6 r, 90.0 MMOJIB) ITpU KOMHATHOM TeMIlepatype. PeakumonHyto cmech
MepeMeIInBalid B TeUeHHUE 4 4acoB MPU KOMHATHON TeMIlepaType. IKCTparupoBaHue
STUIIALETATOM/BOOM U MPOMBIBKA HACBIIIIEHHBIM BOJHBIM PACTBOPOM THOCYJIb(haTa HATPUS
u xpomaTtorpadus (cummkaresnp, rentan/atunanerat = 90:10 mo 80:20) mamu coenuHeHMe,
yKa3aHHOE B 3ar0JIOBKe, B Buje OecliBeTHOTo ocaaka (9.2 r, 45%). IH-NMR (CDCl3): 5.04 (s,

2H), 5.31 (s, 2H), 6.1 (br s, 2H), 7.125 (d, J=3Hz, 1H), 7.35-7.45 (m, 10H), 7.835 (d, J=3Hz,
1H).
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b) 2-aMuHO-3-(0€H3UIOKCH)-5-110/100eH30MHas KUCII0Ta

bensun 2-amuno-3-(0eH3unokcn)-5-ogooen3oat (9.2 r, 20.0 MM0OIb) OOBEIUHHUIIN C
MeTaHoJIoM (195 MIT) ¢ ToJTydeHreM OecliBETHOTO pacTBopa. PeakimoHHy10 cMech pa30aBuiIn
Bojot (0.5 M) ¥ m06aBUIIM MOHOTHIPAT TUAPOKcHaa TuTus (2.14 r, 50.1 MMoIB).
Peakumonnyto cmech Harpenu 10 90°C u nepemenmmBaiy B TeueHue 20 yacoB. Peakunonnyto
CMECh CKOHLEHTPUPOBAJIM U HelTpaanzoBaiu rpu 10°C ¢ moMoImipio 1H COIsTHONM KUCTOTBI
u 0ydepa pH7 u ordunbrpoBami. OCTaTOK pacCTBOPHIIM B ITUIIAIICTATE, BBICYIIIMIINA HA/T
CyNb(haTOM HATPUS U PACTBOPHUTEIb BBITIAPHIIU C TTOJYYCHUEM COECIMHEHMS], YKa3aHHOTO B

3arojIoBKe, B Buae Oeroro ocaaka (7.02 r, 95%). MS: m/e=370.0 [M+H]*.
¢) 8-(bensunoxcn)-6-ogoxunazonud-4(3H)-on
2-aMHHO-3-(0eH3UIIOKCH)-5-11010eH301HYI0 KucioTy (7.00 r, 19.0 MMOIb) OOBETUHUIIH C
dhopmamuaom (250 Mi1) ¢ moTydeHreM OeCiBETHOTO pacTBopa. PeakiimoHHY0 CMeCh Harpeiau
1o 155°C u nepemenuBaiy B TeueHue 5 yacoB. CMech oxnaauiu g0 20°C.
[TpempmuTrpoBaHHbBIE KPUCTAIUTHI OT(OUITHTPOBAIIM U IPOMBLITH 3TUIAIIETATOM, 3aTEM TeIITAHOM
Y BBICYIIWIIU C TIOJIyYEHUEM COE/IMHEHMS], YKa3aHHOT'O B 3ar0JIOBKE, B BUJIE CBETJIO-

KopuuHeBOTO ocaaka (6.0 r, 84%). MS: m/e=379.2 [M+H]".

d) 8-(beH3unokcu)-6-(ruapokcu(p-Toauin)MeTria)xuHa3zoud-4(3H)-on

K pactBopy 8-(0eH3unokcn)-6-itogoxunazonni-4(3H)-ona (0.10 t, 0.26 Mmorib) u N',N',N',N'-
terpameTiITHUIeHIMaMuHa (0.03 T, 0.26 MMoJib) B TeTparuapodypane (30 M) 1o6aBUIH
nipu -78°C metwimuui (1.6M B TT'®, 0.17 mu1, 0.26 MMOJIB) U Yepe3 5 MUHYT TPET-OY TUILTUTUIA
(1.6M B rekcane, 0.33 mi, 0.53 mmonb). Uepes 1 yac 4-metunbensanpaerun (0.03 T, 0.26
MMOJIb) TO0OaBUJIY U TTIepEeMEIIMBaHUE ITPOIOJIKUIIM ITIOKA CMECh HEe HAarpeaach 40 KOMHATHOR
TEMITepaTypbl. DIKCTPArupOBAHUE ITUIALETATOM U XpoMaTorpadus (CUIMKAresb,
JUXJiopMeTan/MeTaHos = 99:1 1o 95:5) manu coenuHeHUe, yKa3aHHOE B 3aT0JIOBKE, B BUJIE

6ecusetrHoro macia (0.01 , 10%). MS: m/e=373.1 [M+H]".

e) 8-ruaIpoKCU-6-(TUAPOKCU(P-TOIUIT)METHI)XUHA30JIUH-4(3H)-0H

K pactBopy 8-(6eH3unokcn)-6-(rugpoxcu(p-roamn)metwn)xuHazonua-4(3H)-ona (0.01 r,
0.03 mMonp) B nuxiiopmeTane (1.0 M) mobaBuim TpexopomMucThiii 6op (1M B fuxiiopMeTaHe,
0.13 mu, 0.13 mmoab). [lepemerinBanye mpy KOMHATHOR TEMIIEPATYPE B TEUECHUE HOYM,
3KCTPArMpOBaHUE ITUIIALIETATOM U XpoMaTorpadust (CUIMKArellb, TUXJIOpPMeTaH/METaHOI =
98:2 to 90:10) many coequHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUAE Bs3koro Macia (0.007 T,

97%). MS: m/e=283.3 [M+H]".

[Tpumep 66

8-ruapokcu-6-(4-metrindbenzoun)xuHa3oauH-4(3H)-on

a) 8-(ben3unokcn)-6-(4-metnnoen3ounn)xuHazoand-4(3H)-on

8-(bensunokcn)-6-(rugpoxcu(p-ronmin)metw ) xuHa3oiauH-4(3H)-on (0.07 1, 0.19 mMoJIB)
u quokeua Mapranua (0.40 r, 4.63 MMoJIb) B quxsiopMeTane (50 MiT) nepeMenuBaiv Ipy
KOMHATHOH TeMIlepaType B TeueHrue Houu. DunbTpaiys u xpoMatorpadus (Cuaukareib,
JIMXJIOpMETaH/MeTaHoJ = 95:5) naju CoeIMHeHUEe, YKa3aHHOE B 3ar0JIOBKE, B BUJIE O€JI0ro

ocazka (0.02 T, 23%). MS: m/e=371.1 [M+H]".

b) 8-runpoxcu-6-(4-meTusidoen3ous)xunazonnd-4(3H)-on

K pactBopy 8-(6eH3unokcu)-6-(4-metunnden3onn)xunazonud-4(3H)-ona (0.02 r, 0.04
MMOIJIb) B JuxjopMeTrane (2.0 mir) 1o06aBUiM pacTBOp Tpexopomuctoro dopa (1 M B
nuxiopmerane, 0.22 mi, 0.22 Mmmosb). CMmech niepeMelBajiy Ipyu KOMHATHOM TeMrepaType
B TEUEHUE HOUU. DKCTPArupOBAHHUE ITUIIAIETATOM U XpoMaTorpadusi (CUIUKareb,
JIUXJIOpMETAH/METaHoJ = 95:5) najo coeIMHEHNE, YKA3aHHOE B 3ar0JIOBKE, B BUE CBETJIO-
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)enroro ocagka (0.004 r, 36%). MS: m/e=278.8 [M-H]".

ITpumep 67

8-ruapokcu-6-(ruapokcu(permm)metrn)xuHa3oauH-4(3H)-on

a) 8-(bensunokcn)-6-(ruapoxcu(pernn)metrn)xuaazomH-4(3H)-on

K pactBopy 8-(6eH3unokcu)-6-iiogqoxunazonui-4(3H)-ona (0.50 r, 1.32 MmMoJIb) B
terparunapodypane (75 mir) nodbasunu ruapun Hatpus (0.11 1, 2.64 mmous) u N',N',N',N'-
terpameTwiidTUiIeHauaMuH (0.15 r, 0.20 mi, 1.32 mMoub). [Tocne nepeMemmBanus B TEYEHHE
30 MUHYT cMech oxyaauiau 10 -78°C u qobaBuau TpeT-oOyTmiumThii (1.6 M B rekcane, 1.65
MJ1, 2.64 Mmoib). Uepes 1 yac nobasunu 6en3anbaerun (0.70 T, 0.67 mit, 6.61 MMOJIb) U CMeCH
JlaJId HarpeThes 10 KOMHATHON TeMIlepaTypbl. IKCTparupoBaHUE 3TUIIALETATOM U
xpoMaTorpadus (CUIUKareib, nuxiaopmeran/meranon = 100:0 mo 95:5) nanu coenuHeHue,

yKa3aHHOE B 3ar0JIOBKe, B BUje Oemoro ocaaka (0.22 r, 46%). MS: m/e=359.1 [M+H]".

b) 8-ruapoxcu-6-(ruapokcu(perun)MeTrn)xuHa3omnH-4(3H)-ox

K pactBopy 8-(6eH3unokcn)-6-(ruapoxcu(henun)merun)xunazonud-4(3H)-ona (0.05 r,
0.14 mmoup) B MeTaHoJe (50 mi1) mobaBuiu nayutaauii Ha yrie (10%, 0.015 mr, 0.014 MMoJTh).
CMech TUIPOTCHU3UPOBAIIH B TEUEHUE HOUH, OT(UIHBTPOBAIN U OUUCTUIIN ITOCPEACTBOM
xpoMaTorpaduu (CUIMKareib, 3TUIALETAT) C IMOJIYYEHUEM COSAMHEHUS, YKa3aHHOTO B

3aroJIOBKE, B BUJIE CBETIO-kenToro ocaaka (0.02 r, 35%). MS: m/e=266.9 [M-H]J .

ITpumep 68

6-0eH3oui-8-ruapokcu-3H-xuHa3onun-4-oH

a) 6-0en30omiI-8-(0eH3mIokcen)xuHazoauH-4(3H)-oun

K pactBopy 8-(6en3unokcn)-6-(runpoxcu(pennn)merun)xunazoinus-4(3H)-ona (0.17 r,
0.47 mmob) B nuxsiopMmerane (123 mi1) go6asunu quokeua mapranua (1.03 r, 11.9 Mmmons).
CMech IepeMenMBaIv B TCUCHHE HOUM ITPH KOMHATHOM TeMIiepaType, OTOUIbTPOBaIN U
OYMCTHIIM TIOCPEICTBOM XpoMaTorpaduu (CUIrKaresb, quxiopmeran/meranon = 100:0 go
95:5) ¢ mojy4eHUeM COeIMHEHMS, YKa3aHHOTO B 3aT'0JI0OBKe, B BUjIe Oeoro ocaaka (0.13 r,

78%). MS: m/e=357.1 [M+H]".

b) 6-6en3oun-8-ruapokcu-3H-xunazonua-4-ox

K pactBopy 6-0en30u1-8-(6eH3unokcu)xunazonnd-4(3H)-ona (0.05 r, 0.13 Mmob) B
nuxjiopMmeTrane (5.75 mit) 1o0aBui TpexOpoMuCThIi 60p (1M B quxiaopmeTtane, 0.65 mi, 0.65
MMOJIb) U CMECh IIEPEMEIIMBAJIM TPU KOMHATHOM TeMIIEpaType B TEUEHUE HOUM.
DKCTparupoBaHUe STUIIANETATOM U XpoMaTorpadus (CUIMKareib, IMXJIOpPMETaH/METaHOJI
=95:5) nanu coeIMHEeHKe, YKa3aHHOE B 3arojIoBKe, B Bue Oermoro ocaaka (0.02 1, 52%). MS:

m/e=267.0 [M+H]".

[Tpumep 69

8-runpokcH-6-(Terparuapo-2H-nmupan-4-un)xunazonud-4(3H)-ox 2,2,2-TpudTopanerat

a) 6-(3,6-nuruapo-2H-nupan-4-ui)-8-((2-(TPUMETUIICUIIMIT)3TOKCH )METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METUI ) XUHA30JIMH-4(3H)-0H

6-0pomo-8-((2-(TPUMETHUIICUIIUIT)ITOKCH)METOKCH)-3-((2-(TPUMETUIICUIIUIT)3TOKCH )METHIT)
xuHazommH-4(3H)-oH (mpumep 7a, 0.45 r, 0.90 MmmoI1b), TeTpakuc(TpudeHnIhochUH)maa i
(0.05 1, 0.05 mmouB) U 2,6-1U-TpeT-0yTHIT-4-MeTuheHo (0.02 r, 0.09 MMOITh) OO BETUHUITU
c ToiyosoM (17.9 mut) ¢ mosmyueHueM xkenToro pactsopa. Tpudyrun (3,6-auruapo-2H-nupan-
4-um)ctanHad (0.37 r, 0.99 MMoOJIb) 7OOABUIIN U PEAKIIMOHHYIO CMECh KUIIITUIIA C OOPaTHBIM
XOJIOJIMIIBHUKOM B TeueHue 2 yacoB. Terpakuc(tpudenundochun)namtaauii (0.11 r, 0.09
MMOIJTb) 100aBUJIN U PEaKIIMOHHYIO CMECH KUITSITUIIM C OOPATHBIM XOJIOIUJIBHUKOM B TEUCHHE
3 yacoB, 3aTeM OXJIAIWJIN 10 KOMHATHOM TeMIiepaTypbl. JloOaBUM BOIHBIN pacTBOP GhTopUIa
Kamus (20%, 5 Mi1) U CMECh TIEpEMEIIIMBAJIA B T€UeHHE | yaca mpyu KOMHATHOM TeMIlepaTrype.
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DKCTparupoBaHKe ITUIALETATOM U XpoMaTorpadust (CUTMKarelb, 3TUaaneTat / rentat = 20:
80 mo 70:30) nanu coeNMHEHKE, YKAa3aHHOE B 3aT0JIOBKE, B BUE CBETJIO-KeITOro ocajka (0.30

T, 66%). MS: m/e=505.2 [M+H]".

b) 6-(Terparuapo-2H-nupan-4-ui)-8-((2-(TpUMETWICUIIAIT)3TOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHN)-2,3-muruipoxuHa3ond-4(1 H)-on

6-(3,6-qurunpo-2H-nupan-4-un)-8-((2-(TpUMETUIICUIINIT ) 3ITOKCH)METOKCH )-3-((2-
(TPUMETUIICUIIUIT)ITOKCH )MeTUIT)XuHa30uH-4(3H)-oH (0.06 T, 0.12 MMOJIb) OOBETUHUIIU
stunaneTaTom (5 Min) v naaaauem Ha yrie (10%, 6.0 mr). PeakiimoHHYIO cMeCh
TUIPOTEHU3UPOBAIIU B TeueHHe 15 yacoB nipu 25°C. PeakimoHHy0 cMeCh OTGUIBTPOBAIH U
pacCTBOPUTEND BBIITAPUIIU C MIOJTYYEHUEM COEMHEHHUS, YKA3aHHOTO B 3ar0JIOBKE, B BUIE

oecuserHoro macia (0.061 r, 99%). MS: m/e=507.3 [M-H]J".

¢) 6-(terparuapo-2H-nupan-4-ui)-8-((2-(TpUMETUIICUIIUIT)3TOKCU )METOKCH)-3-((2-
(TPUMETHIICUIINI)3TOKCU)METU ) XUHA30JIMH-4(3H)-0H

6-(terparuapo-2H-nupan-4-ui)-8-((2-(TpUMETUIICUIINIT)3TOKCH ) METOKCH)-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHN)-2,3-muruipoxuHa3oyimi-4(1H)-oun (0.06 r, 0.11 MmoIb) u
4,5-nuxyop-3,6-nuokcouukiiorekca- 1,4-aguen-1,2-mukapoonutpui (0.04 r, 0.16 MMOJIb)
O00BEIMHUIIN C 3TUJIANIETATOM (2 MII) € TIOJIyYeHUEM KOPUIHEBOTO pacTBopa. PeakimoHHy10
CMech MepeMeIBaIv B TeueHue 4 yacos npu 25°C. HeouuilieHHOE BEIIECTBO OUUCTUIIN
MOCPEICTBOM XpoMaTorpaduu (CUIMKaresb, aTuianerat / rentad = 50:50), ¢ MoIy4eHUEM
COEMHEHUS, YKA3aHHOTO B 3arojioBKe, B Buje OecuseTHoro macia (0.04 r, 99%). MS: m/e=

507.4 [M+H]".

d) 8-runpokcu-6-(rerparuapo-2H-nmupan-4-un)xunazonud-4(3H)-on 2,2,2-rpudropaunerat

6-(terparuapo-2H-nupan-4-ui)-8-((2-(TPUMETUICUIINIT)3TOKCH )METOKCH)-3-((2-
(TpUMETHIICUIINI)ITOKCU)MeTHI ) XxuHa30JMH-4(3H)-oH (0.04 1, 0.07 MMOJIb) OOBEAUHUIIN
JuxjopMeTaHoM (1 MiT) ¢ moirydeHreM OeclBETHOTO pacTBopa. TprudTOPYyKCYCHYIO KUCIOTY
(1.00 M) mo6aBuIM U cMech TtepeMerBaiy pu 25°C B Teyenue 16 yacoB. Heountennyzo
PEAKIMOHHYIO CMECh CKOHUEHTPUPOBAJIM MOJ BAKYYMOM U OCTATOK, TPUTYPUPOBAIIH C
JIUATUIIOBBIM 3UPOM (2 MIT) U OTPUIHTPOBAIIM C MOJIyYEHUEM COEMHEHUSI, YKa3aHHOTO B

3aroJIoBKe, B BUJI€ cBeTI0-ceporo ocanaka (0.02 r, 75%). MS: m/e=245.0 [M-H]".

[Tpumep 70

6-(3,6-nurunpo-2H-nupan-4-un)-8-ruapokcruxunazonut-4(3H)-on

B 3akpsITolt cTrekiistHHOM podupke 6-(3,6-muruapo-2H-nmupan-4-mm)-8-((2-(TpUMe TUIICHUITIIT)
3TOKCU)METOKCH)-3-((2-(TPUMETUIICUIIUIT)ITOKCH )MeTUIT) xuHa3ouH-4(3H)-oH (mpumep 69a,
0.03 , 0.05 MMOJIB), MypaBbUHYIO KUCIOTY (2.44 T, 2.00 M1, 53.0 MMosb) 1 Boay (0.20 T, 11.1
MMOJIb) OOBEIUHUIIM C MTOJTyYeHUEM KenToro pactBopa. Cmeck Harpenu 10 90°C u
TIepeMeIINBAIIN B Te€UCHHE 2 4acoB. PeaKIMoHHYI0 cMeCh OT(PUITBTPOBAJIN U CKOHIIEHTPUPOBAITU
o1 BakyymoM. Tojyon 1o6aBWIM U TPOBENM TUCTULIALMIO TPU pa3a C MOIydeHUeM
COEIMHEHUS, YKa3aHHOTO B 3arojioBKe, B Buae Oemoro ocaaka (0.01 r, 81%). MS: m/e=245.1

[M+H]™.

[MTpumep 71

8-TuapoKcH-6-(3-(MeTokcuMeTr ) pernT)xuHa3o0auH-4(3H)-ox

a) 6-(3-(MetokcumeT)heHnn)-8-((2-(TpUMETHUIICUIINI)3TOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINIT)ITOKCU)METH ) XUHA30JIMH-4(3H)-0H

CMmech 6-6poMo-8-(2-TPUMETHUIICUITAHUT-ITOKCUMETOKCH )-3-(2-TPUMETUIICUIIaHUIT-
stokcumeTnn)-3H-xunazomn-4-ona (0.10 T, 0.20 Mmous), ouc(audenundochuno)pepporeH-
nayutaui(Il) muxmopuaa (0.02 T, 0.03 MMoITh), 3-(METOKCUMETHIT)(hEeHUITOOPOHOBOM KMUCITOTHI
(0.04 1, 0.26 mmonp) 1 kapbonata kanus (0.06 r, 0.4 MMOJIb) B TuMeTHII(OpMaMue (5 MiT)
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u Bojie (0.5 mun) nepememmBaiu rpu 100°C B TeueHue 4 4acoB. DKCTparupoBaHUe
ITUIIALIETATOM M XpoMaTorpadust (CUMKarenb, stuianeTtat / rentan = 20:80 1o 50:50) namm
COEJIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETJIO-)keNIToro ocaaka (0.06 r, 58%). MS: m/

e=543.5 [M+H]".
b) 8-ruapoxcu-6-(3-(MmeTokcumeTr1)heHna)xuHazonui-4(3H)-on
6-(3-(MeTokcumeTwi)heHn)-8-((2-(TPUMETUIICUITUIT)3TOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINI)ITOKCU)METH ) XUHA30MH-4(3H)-0H (0.14 1, 0.25 MMOJIb) B MypaBbUHOM
kuciote (9 mi) u Boje (1 mu) nepemernuBaiu rpu 100°C B Teyenue 2 yacoB. JleTyuue
KOMITOHEHTBI UCMTAPUITU AUCTUILIsIIMEN. Toryosn qo6aBuiiv v mpoBeIu AUCTUILISLMIO JIBa pa3a
C IMOJIYYEHUEM COCIMHEHUS, YKA3aHHOT'O B 3aT0JIOBKE, B BUJIE CBETJIO-KOPUYHEBOI'O OCAIKa

(0.07 1, 92%). MS: m/e=283.1 [M+H]".

[Tpumep 72

8-ruapOKCH-6-(5-MEeTUIITUA30JI-2-WT)XMHA30JMH-4(3H)-0H

a) 6-(5-Metuitnazo-2-ui)-8-((2-(TpUMETHUIICUIINIT)ITOKCH )METOKCH )-3-((2-(TpUMETHUIICUITAIT )
3TOKCHU)METUIT)XUHa30uH-4(3H)-0H

6-0pomo-8-((2-(TPUMETHUIICUIIAIT)ITOKCH)METOKCH)-3-((2-(TPUMETUIICUIIUIT)ITOKCH )METHT)
xuHa301uH-4(3H)-oH (0.10 1, 0.20 MMoub), TeTpakuc(Tpudennndocun)mamiaaui (0.01 r,
0.01 mMoI1B) ¥ 2,6-mU-TpeT-0yTHiI-4-MeTridenro (0.004 mr, 0.02 MMOIIb) OOBETUHUIIH C
TOJIyoJoM (2.4 mi). 5-MeTuI-2-(Tpudytuiicranaui)Tiazof (0.08 r, 0.20 MMoIb) 100aBUIU U
PEAKIMOHHYIO CMECh KMITSITUIIM C OOPATHBIM XOJIOJUIBHUKOM B TeUeHHE 2 4acoB. TeTpakuc
(tpudennndochun)namiaauii (0.02 r, 0.02 MMOJIb) 10OABUIN U PEAKIIMOHHYIO CMECh KUTISITUITU
C 00paTHBIM XOJOIUILHUKOM B T€UCHHUE 24 4aCOB U 3aTEM MEPEMEIIUBAIIM ITPH KOMHATHOM
TEMIIEpaType B TEUEHUE BHIXOIHBIX. BoHbINM pacTBOp pTopuaa kamus (20%, 10 mur) godaBum
Y CMeCh MiepeMeNIMBajIu B TeueHue 30 MUHYT IPU KOMHATHOM TeMIlepaType. IKCTparupoBaHue
STUIIALETATOM M XpoMaTorpadus (CUIMKarenb, stuianetat / rentan = 20:80 m1o 50:50) namm
COoeMHEHHE, YKa3aHHOE B 3arojioBke, B Bue O6emoro ocaaka (0.03 1, 24%). MS: m/e=520.3

[M+H]".
b) 8-ruapokcu-6-(5-MeTuiITUa30J1-2-ui)xuHa3oauH-4(3H)-on
6-(5-Metuntrazon-2-ui)-8-((2-(TPUMETUIICUIINIT ) 3STOKCU )METOKCH ) - 3-((2-( TPUMETUIICHUIIWIL)
stokcu)MeTrn)xuHazonuH-4(3H)-on (0.03 1, 0.05 MMoib) B MypaBeuHOM kuciiote (11.1 1, 9.22
mi1, 240 mmoib) U Bojie (1.0 mur) nepemernBaiy B teuenue 1.5 yacos npu 90°C. Jletyuune
KOMITOHEHTHI YAAJIMIN C MTOMOIIBIO JUCTUILISIUA. MeTaHoI 10OaBUIM U TIPOBEIU
JUCTUJUISLMIO C TIOJYYEHUEM COCIMHEHMSI, YKa3aHHOT'O B 3ar0JIOBKE, B BUJIE OEIOTO ocaaka

(0.01 1, 88%). MS: m/e=260.0 [M+H]".

ITpumep 73

8-ruapoxcu-6-(1-merwin-1 H-umunason-2-win)xunazonus-4(3H)-on

a) 6-(1-metun-1H-umuaazon-2-umn)-8-(2-TpuMeTUICUIAHWI-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI )-3 H-Xx1uHa30/1MH-4-0H

6-0pomo-8-((2-(TPUMETHUIICUIIUIT)ITOKCH)METOKCH)-3-((2-(TPUMETUIICUIIUIT)ITOKCH )METHIT)
xuHa301uH-4(3H)-oH (1.50 1, 2.99 MMouns), TeTpakuc(Tpudenundochun)namiaaui (0.35 r,
0.30 mmoI1B) M 2,6-m1-TpeT-0y TriT-4-metuidenod (0.07 T, 0.30 MMoJITb) 0OBEMHUIN C TOITYOJIOM
(35 mu1) ¢ MOJTyYyeHHEM OpaHXKeBOM CyCIIeH3uu. 1-MeTuI-2-(TpubyTunctanuun)-1 H-umumazon
(1.111,2.99 MMOJIB) 7OOABUIIN M PEAKLIMOHHYIO CMECh KUIISITUIIU C 0O PATHBIM XOJIOIMIBHUKOM
B Teuenue 20 yacoB. Boausit pactBop ¢propuna kamus (20%, 150 M) 1obaBuim 1 CMeCh
repeMennBaiy B TeueHre 30 MUHYT IpU KOMHATHOM TeEMIIepaType. DKCTPATUPOBAHUE
ITWIIALETATOM M XpoMaTorpadus (CUIMKaremns, stuianerat / Metanoi = 100:0 1o 90:10 u
quxsiopmeran/mMeranos = 100:0 go 80:20) nanu coeqMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUIE
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6enoro ocanka (0.16 T, 10%). MS: m/e=503.2 [M+H]".
b) 8-rugpoxcu-6-(1-metnii-1 H-umunazon-2-un)xunazonud-4(3H)-on
6-(1-metun-1H-umunazom1-2-ui)-8-((2-(TpUMETUIICUITAIT)3TOKCH )METOKCH)-3-((2-
(TpUMeETHIICUINA)3TOKCH)METH ) XUHA30MH-4(3H)-0H (0.03 1, 0.05 MMOJIb) B MypaBbUHOM
kuciore (12.4 1, 10.3 mu1, 269 mmodib) 1 Boje (1.1 MiT) mepemenivBaiyu B TeueHue 1.5 yacon
ripu 90°C. JleTyure KOMIIOHEHTBI yIAJIUIIM C IOMOILbIO AUCTUILISAUMUA. MeTaHo 100aBuiIn
Y TIPOBEJIU JUCTUILISILUIO C IMTOJTyYeHUEM COSIMHEHUS], YKa3aHHOTO B 3ar0JIOBKE, B BUJIE O€710r0

ocazka (0.01 T, 92%). MS: m/e=243.2 [M+H]".

[Tpumep 74

8-ruIpOKCU-6-HUKOTUHOUIXMHA30IMH-4(3H)-0oH

a) 8-(beH3uI10KCH)-6-(TUIPOKCU(TTMPUINUH-3-WT)METWIT)XuHA30IuH-4(3H)-0oH

K 8-(6en3unokcn)-6-iogoxunazomn-4(3H)-ony (0.10 r, 0.26 MMoIth) B TeTparuapodypane
(20 mut) mo6aBunu N',N',N',N'-rerpamerunatiwiienuamut (0.03 r, 0.04 m1, 0.26 MMOJIB) U
ruapua Hatpus (0.02 1, 0.53 MMOJIb) ¢ TTOJTy4eHHEeM OexxeBol cycrien3uu. [1ocre
MepeMEeIINBAHUS B T€UEHUE 45 MUHYT pEaKMOHHYI0 cMech oxyaauiv go 0°C u no0aBuiu
KOMITJIEKC U3OMPOTMIIMATHUS XJTOPUA-TUTHI Xitopun (14% B terparunpodypasne, 0.44 m,
0.53 MMoOJIB) € TOJTyYeHHEM OexkeBoii cycrieH3uu. [Tocre nmepemermmBanus B TeueHre 30 MUHYT
ripu 0°C 1o6aBUIIM CBEXKEAUCTUUIMPOBAHHBIN HUKOTUHAIBAETU (0.14 T, 0.12 M1, 1.32 MMOJTB)
Y peaKIMOHHOM cMecH najiv Harpethes 10 KT B TeueHue HOUM € TTOJTyUYE€HHUEM KEITOU
cycnen3un. Jlobasnenne meranomna (0.5 mi) u xpomartorpadus (C18 obpatHo-azoBas
B2XKX, metanon / Boga (0.1% mypaBbuHas kuciaoTa) = 20:80 10 98:2) naiau coeaMHeHMe,

yKa3aHHOE B 3arojioBKe, B Buje 0enoro ocaaka (0.07 r, 76%). MS: m/e=358.0 [M-H]".

b) 8-(beH3uiIokcH)-6-HUKOTUHOMIXNHA30JIMH-4(3H)-0H

K 8-(6en3unokch)-6-(ruapoKCH(IMUPUInH-3-u1)MeTriI)xuHazomua-4(3H)-ony (0.07 1, 0.20
MMOIJIb), CYCIIEHAUPOBAHHOMY B nuxjiopmerane (100 mur) nodaBunum okeua maprasdua (IV)
(0.441,5.01 MMOJIB) C MOJTyYEHHUEM YEPHOM cycrieH3uu. CMech MepeMeMBaIv Ipyu KOMHATHOMN
TEMITepaType B TEUYCHUE HOYH, OTPUIBTPOBAIIA U PACTBOPUTEIH BBIITAPHUIIU C ITOJTyICHUEM
COEMHEHUS, YKa3aHHOTO B 3ar0jIOBKe, B BUje Oenoro ocajaka (0.04 r, 57%). MS: m/e=358.1

[M+H]".

¢) 8-rUIpOKCU-6-HUKOTUHOWIIXHMHA30IMH-4(3H)-0oH

K 8-(6en3unokcn)-6-uukotuHomxuHa3onud-4(3H)-ony (0.04 r, 0.11 MmoI1b) B
nuxyopmerane (50 mur) mo6aBuiu TpexopoMucTsiit 0op (1M B nuxmnopmerane, 0.53 mi, 0.53
MMOJIb) IPY KOMHATHOM TEMIIEpaType C MOJIydYeHUEM KenTou cycnen3ud. CMech
nepeMelnBaly B TeueHue Houu. TpexOpomuctsiii 60p (1M B quximopmerane, 0.53 mi, 0.53
MMOJIb) JOOABUJIM CHOBA M MepEeMEIIMBaHUE MPOAOIKWIN. DUITbTpanus Jana CoOeqUHEHUE,
YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETII0-KOpUUHEBOTO ocalka (0.04 r, quant.). MS: m/e=265.7

[M-HJ.

ITpumep 75

8-rugpoxcu-6-(1-metwin- 1 H-umunazon-4-uin)xunazonud-4(3H)-on

a) 6-(1-metui- 1 H-umunazon-4-un)-8-((2-(TpUMETUIICUIINIT)3TOKCH )METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METH ) XUHA30JIMH-4(3H)-0H

Cycrniensuto 4-6pomo-1-metun-1H-ummaazona (0.02 r, 0.1 Mmons), (6-(4,4,5,5-TeTpaMeTuII-
1,3,2-nnokcaboposan-2-umn)-8-((2-(TpUMEeTUIICUIIAI ) 3TOKCU ) METOKCH )-3-((2-(TPUMETUIICUITIA )
aToKcu)MeTh)xuHa3omH-4(3H)-ona (0.05 r, 0.08 mmos, [Tpumep 28), buc(mudenundocduno)
depponen-namtaaui(Il)auxmopuaa (0.01 r, 0.01 mmonb), kapbonarta xkamwms (0.03 T, 0.25
MMOJTb) 1 BOJIbI (0.2 MiT) B iuMeTriopmamue (1 MiT) mepeMeImBaIi B 3aKphITON TPOOUpPKE
nipu 100°C B Teuenue 2 yacoB v 3aTteM npu 80°C B TeueHrne Houu. PuiabTpauus u
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xpomaTtorpadus (C18 o6paTHo-dazoBass BOXKX, meranosn/Boaa (0.1% mMypaBbUHAS KUCIIOTA)
=40:60 no 100:0) nana coeaMHeHue, yKa3aHHOE B 3arojIoBKe, B BUjie 6enoro ocajaka (0.01 r,

20%). MS: m/e=503.7 [M+H]".

b) 8-rugpoxcu-6-(1-metni-1 H-umunazon-4-uwin)xunazonus-4(3H)-on

6-(1-metui- 1 H-umuaazomn-4-ui)-8-((2-(TpUMETUIICUITAIT )3 TOKCH )METOKCH ) -3-((2-
(TpuMeTHIICUINN)3TOKCH)MeTHI ) XxuHa30JMH-4(3H)-0H (0.01 1, 0.02 MmMmonb) B Boze (0.2 mur)
U MypaBbuHOM KucaoTe (1.8 M) nepemenvBaiu B TeueHue 2 yacos npu 100°C u 3aTeM B
teueHue Houu pu 80°C. VY nanmenue pacrBopuresis u xpomatorpadus (C18 oopaTHo-ha3zoBas
B2XKX, metanoin / Boga (0.1% mypaBbuHas kuciota) = 10:90 o 98:2) nanu coeauHeHue,

yKa3aHHOE B 3aT0JIOBKE, B BUjie 6eroro ocaaka. MS: m/e=243.7 [M+H]".

ITpumep 76

8-TUAPOKCH-6-(5-MeTHII-3-(eHUITU30KCca30I1-4-ui)xuHa3onuH-4(3H)-ox

a) 6-(5-meTtun-3-pernmu3zokca3on-4-uin)-8-((2-(TPUMETUIICHITAI ) 3TOKCH )METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0oH

Cycnensuro 4-6pomo-5-meTtui-3-pennnuzokcaszoina (0.02 r, 0.1 mmoins), (6-(4,4,5,5-
TeTpaMeTui-1,3,2-muokcadoponan-2-ui)-8-((2-(TPUMETHUIICUIIAIT ) 3TOKCH )METOKCH)-3-((2-
(TpUMETHIICUITMIT)ITOKCH)MeTHI ) XMHa30auH-4(3H)-oHa (0.05 r, 0.08 mmorb, [Tpumep 28), 6uc
(mudenundochuno)pepponeH-namiaaui(Il)muxmopuaa (0.01 r, 0.01 mmons), kapOoHaTa
kanus (0.03 r, 0.25 Mmoib) ¥ Boas! (0.2 MiT) B tuMeTuiipopmamusie (1 Mi1) mepemMeniuBaim B
3akpbIToi mpodupke npu 100°C B TeueHue 2 yacoB U 3ateM npu 80°C B TeUEeHUE HOUMU.
®unpTpanus u xpomatorpadus (C18 oopatHo-hazoBas BIXKX, metanon/ Boaa (0.1%
MmypaBbuHas kucinora) = 40:60 no 100:0) nanu coenMHeHUe, yKa3aHHOE B 3arOJIOBKE, B BUJIE

6emoro ocanka (0.01 T, 22%). MS: m/e=580.7 [M+H]".
b) 8-ruapoxcu-6-(5-mMetui-3-peHnnm3okca3on-4-uin)xuHazoma-4(3H)-ou
6-(5-Metuii-3-peHnnmn3okca3ofn-4-mn)-8-((2-(TpUMe TUIICUITAI)ITOKCU )METOKCH)-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUuHa30JuH-4(3H)-oH (0.01 1, 0.02 MMob) B Boje (0.2 Min)
u MypaBbUHOM kucaoTe (1.8 M) nepememmBaiy B TeueHue 2 yacos nipu 100°C u 3atem B
teueHue HouM nipu 80°C. VY nanenue pactBopuress u xpomatorpadus (C18 odpaTHo-hazoBas
B2XKX, metanoin / Boga (0.1% mypaBbunas kucinota) = 10:90 no 98:2) nanu coenuHenue,

yKa3aHHOE B 3ar'0JIOBKE, B BUjIe Oejoro ocajaka. MS: m/e=320.5 [M+H]".

ITpumep 77

4-(8-ruapoKcu-4-okco-3,4-muruipoxnuHa3onH-6-un)-N,N-mumetnn- 1 H-umuaazon-1-
cylb(hOHAMMT

a) N,N-mumeTtnn-4-(4-okco-8-((2-(TpUMETHIICUINIT)3TOKCH )METOKCH )-3-((2-(TPUMETHIICHUITNIL )
3TOKCH)METHN)-3,4-AUTUIPOXHUHAZ0IMH-6-11T)- 1 H-uMunazorn-1-cynbshoHamua

Cycniensuro 4-6pomMo-uMu1a3oi-1-cyiabdoroBoit kucinoTel numetuinamuaa (0.025 r, 0.1
MMOJIb), (6-(4,4,5,5-TeTpameTuii-1,3,2-nuokcadoponan-2-ui)-8-((2-(TpUMETHUIICUIIUI ) ITOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINI)3TOKCHU )MEeTUIT) XxMHa30JIMH-4(3H)-ona (0.05 r, 0.08 MMoOJIBb,
[Tpumep 28), ouc(mudennndochuno)peppoueH-nmamiaaui(Il)mxaopuaa (0.01 1, 0.01 Mmmoms),
kapoonata kamus (0.03 r, 0.25 mmob) u Boabl (0.2 mur) B tuMmetriidpopmamue (1 mir)
NepeMenBalM B 3aKkpbIToil mpodupke npu 100°C B Teuenue 2 yacoB u 3ateM nipu 80°C B
TeueHue Houu. DunbTpanus u xpomatorpadus (C18 obparHo-pazoas BOKX, meranon /
Bosa = 40:60 no 100:0) manu coeMHEeHUE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE OEIIOTr0 ocajaka
(0.015 1, 24%). MS: m/e=595.8 [M+H]".

b) 4-(8-rugpokcu-4-okco-3,4-IMruApoxXuHa30auH-6-m1)-N,N-numerwi- 1 H-umnnazon-1-
CyJIb(pOoHAMMUT

N,N-aumeTnir-4-(4-oxkco-8-((2-(TpUMETUIICUIINIT)3ITOKCU )METOKCH )-3-((2-(TPUMETUIICUITUI)
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3TOKCH)METHN)-3,4- AUTMIPOXHUHAZ0IMH-6-11T)- 1 H-umunazon-1-cynsdonamua (0.01 r, 0.02
MMOJ1b) B BoAg (0.2 Mi1) U MmypaBbuHOM KKciaoTe (1.8 MiT) mepeMenBaim B TEUEHUE 2 YACOB
nipu 100°C u 3aTeM B TeueHre Houu rpu 80°C. Y naneHue pacTBOpUTEIsS U XpomaTorpadus
(C18 o6patHo-dazosas BOXKX, meranoin / Boaa (0.1% mypaBbunas kuciaota) = 10:90 1o 98:
2) najo coeuHEHre, YKa3aHHOE B 3aroJIOBKE, B BUE Oenoro ocaaka. MS: m/e=336.6 [M+
HI*.
ITpumep 78

6-(3,5-AumeTunuzokcazonn-4-un)-8-rugpokcuxunazonuH-4(3H)-ox

a) 6-(3,5-AumeTnnmzokca3oi-4-ui)-8-((2-(TpUMETHUIICUIINIT)3TOKCHU )METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XUHa30JIMH-4(3H)-0oH

Cycniensuro 4-6pomo-3,5-qumetuii-uzokcazofa (0.02 r, 0.1 Mmmoins), (6-(4,4,5,5-TeTpamMeTuI-
1,3,2-nrokcaboposian-2-ui)-8-((2-(TpUMeTUIICUITAI ) 3TOKCH )METOKCH )-3-((2-(TPUME TUIICHITIIT )
sToKcu)MeTH)xuHa30mH-4(3H)-ona (0.05 r, 0.08 mmons, ITpumep 28), ouc(mudenundocduno)
dbeppouen-nautaaui(Il) muxnopuaa (0.01 r, 0.01 mmons), kapdonata kamus (0.03 T, 0.25
MMOJIb) ¥ BoJIbI (0.2 MiT) B iuMeTriipopmamuie (1 MiT) mepeMeImBaiy B 3aKPpbITOM MPOOUpPKeE
nipu 100°C B TeueHue 2 yacoB u 3aTeM Ipu 80°C B TeueHrue Houu. PunbTpauus u
xpoMmatorpadus (C18 odpaTHo-pazoBas BOXKX, meranon / Boga = 40:60 go 100:0) naau
COEMHEHUE, YKA3aHHOE B 3arojioBke, B Bue Oenoro ocaaka (0.01 r, 28%). MS: m/e=518.7

[M+H]".
b) 6-(3,5-AumeTnnn3zokcas3oi-4-ui)-8-ruipoKcuxnuHa3zomi-4(3H)-ox
6-(3,5-AnmeTunnuzokcazon-4-umn)-8-((2-(TpUMETHUIICUINI)ITOKCU)METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)MeTHI)XxuHa30/MH-4(3H)-oH (0.01 1, 0.02 MMoub) B Bojie (0.2 MiT)
u MypaBbuHOM kucioTe (1.8 M) nepemenvBaiu B TeueHue 2 yacos ripu 100°C u 3aTeM B
teueHnue Houu ipu 80°C. Y nanenue pactBopuress u xpomatorpadus (C18 oopaTHo-hazoBas
B2XKX, metanoin / Boga (0.1% mypaBbunas kucinota) = 10:90 no 98:2) nanu coeauHenue,

yKa3aHHOE B 3arojioBKe, B Bujae Oemoro ocaaka (0.004 r, 17%). MS: m/e=258.6 [M+H]*.

ITpumep 79

8-rugpoxcu-6-(1-metwii-1 H-umunasosn-5-uin)xunazonuH-4(3H)-ou

a) 6-(1-meTun-1H-nmunazoi-5-un)-8-((2-(TpUME THIICUIINIT)3TOKCHU)METOKCH )-3-((2-
(TPUMETHIICUIINIT)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0H

Cycrniensuto 5-6pomo-1-metun-1H-ummaazona (0.02 r, 0.1 Mmmois), (6-(4,4,5,5-TeTpaMeTuII-
1,3,2-nuokcaboposian-2-umn)-8-((2-(TpUMEeTUIICUIIAIT ) 3TOKCH )METOKCH )-3-((2-(TPUMETUIICUITI )
aToKcH)MeTh)xuHa3oMH-4(3H)-ona (0.05 r, 0.08 mmois, [Tpumep 28), ouc(mudenundocduno)
depponen-namtaaui(Il)auxmopuaa (0.01 r, 0.01 mmob), kapbonarta xkamwms (0.03 T, 0.25
MMOJIb) ¥ BoJibI (0.2 MiT) B iuMeTriihopmamuie (1 MiT) mepeMermBaiy B 3aKpbITOM MPOOUpPKeE
nipu 100°C B Teuenue 2 yacoB v 3aTeM npu 80°C B TeueHrue Houu. PuiabTpanus u
xpomatorpadus (C18 obpatHo-pazoBas BOXKX, meranoin / Boga = 40:60 o 100:0) namu
COoeMHEHHE, YKa3aHHOE B 3arojioBke, B Buae Oemoro ocaaka (0.005 r, 12%). MS: m/e=503.7

[M+H]".

b) 8-ruapoxcu-6-(1-metun-1H-umunazon-5-un)xunazonud-4(3H)-on

6-(1-metwit- 1 H-umnazomn-5-ui)-8-((2-(TpUMETUIICUITAIT) 3TOKCH )METOKCH ) -3-((2-
(TpUMETHIICUIINI)3TOKCU)MeTHI ) XUuHa30JMH-4(3H)-oH (0.005 1, 0.01 MmoJib) B Boae (0.2 mi)
U MypaBbUHOM kucaoTe (1.8 M) nepemenBaiy B TeueHue 2 yacos npu 100°C u 3atem B
teyerne HouM ipu 80°C. Y panenue pactBopuresis u xpomatorpadus (C18 oopaTHO-ha3oBas
B2XXX, metanon / Boga (0.1% mypaBbuHas kuciaorta) = 10:90 go 98:2) nanu coeMHeHUeE,

yKa3aHHOE B 3ar0JIOBKE, B BUjIe Oejioro ocajaka. MS: m/e=243.5 [M+H]".
ITpumep 80

Crp.: 94



10

5

20

25

30

35

40

45

RU 2642779 C2

O1ui 2-(8-ruApoKcu-4-okco-3,4-TMruIpoOXMHA30JIMH-6-11)-4-MeTuI- 1 H-umunazon-5-
KapOokcuiaTa

a) 4-mMeTuI1-2-(4-0kCco-8-((2-(TpPUMETUIICUIIUIT)3ITOKCU ) METOKCH ) - 3-((2-(TPUMETHUIICHITIAIL )
3TOKCH)METHN)-3,4- AUTUIPOXHUHAZ0JIMH-6-1IT)- | H-uMuazon-5-kapookcuiar

Cycnensuro 4-0poMo-2-MeTUJI-IIMKJIONeHTa- 1,3-TMeHKapOOHOBOM KUCIIOTHI 3TUIIOBOTO
acupa (0.02 1, 0.1 Mmmoun), (6-(4,4,5,5-terpameTun-1,3,2-nuokcadopoiaan-2-ui)-8-((2-
(TPUMETHIICUIINIT)ITOKCU)METOKCH)-3-((2-(TpUMETHIICHUIINI)ITOKCU)METHI ) XUHA30JIMH-4(3H)
-oHa (0.05 r, 0.08 mmouns, [Tpumep 28), ouc(audenundochuno)dpeppoueH-namtaaui(Il)
nuxyopuaa (0.01 r, 0.01 mmors), kapoonata kanus (0.03 r, 0.25 mmosb) u Bojbl (0.2 Mit) B
numMetuiipopmamuie (1 Mi1) mepeMelmBaiu B 3akpbiToit mpooupke mpu 100°C B TeueHue 2
yacoB u 3aTeM I1pu 80°C B TeueHue Houn. DunmbTparms u xpomatorpadus (C18 odbpaTHO-
dazosas BOXKX, metanoin / Boga (0.1% mypaBbunas kuciota) = 40:60 1o 100:0) ganu
CoeMHEHHE, YKa3aHHOE B 3arojioBke, B Buae 6emoro ocaaka (0.01 r, 21%). MS: m/e=575.7

[M+H]".

b) DTun 2-(8-ruipoKcu-4-0Kco-3,4-IMruApOXUHA30IMH-6-1T)-4-MeTul1- 1 H-umugazon-5-
KapOOKcHIIaT

4-meTrn-2-(4-0Kco-8-((2-(TPUMETHUIICUIINIT)3TOKCU )METOKCH )-3-((2-(TPUMETUIICUITAIT)ITOKCH)
MeTW)-3,4-TUruApoxXuHa30auH-6-un)- 1 H-umuaazon-5-kapookcunat (0.01 r, 0.02 mmorb) B
Bojie (0.2 Mi1) U MypaBbUHOM KHcoTe (1.8 M) mepemerrBaiy B TedeHue 2 yacos mpu 100°C
v 3aTeM B TeueHre HouM mpu 80°C. Y nanenue pactBopuress u xpomatorpadus (C18 obpaTHo-
dazoBas BOXKX, meranoi / Boaa (0.1% mypasbuHas kuciaota) = 10:90 mo 98:2) manu
COoeMHEHHE, YKa3aHHOE B 3arojioBKke, B Bue Oemoro ocaaka (0.002 1, 35%). MS: m/e=315.6

[M+H]".

ITpumep 81

Metun 5-(8-TUIpOKCH-4-0KCO-3,4-TUTHIPOXUHAZ0IMH-6-1T)-4-Me TUITHO (D EH-2-
KapOoKcuIaT

a) Metun 4-metui-5-(4-0kco-8-((2-(TpUMETUIICHUITAIT)ITOKCH )METOKCH)-3-((2-
(TPUMETHIICHITMIT)3TOKCH ) METHIT)-3,4- TMTUAPOXUHA3OJIMH-6-UIT) THO(EeH-2-KapOOKCHITIAT

CycnieH3uro 5-0poMo-4-MeTUI-TuoeH-2-KapOOHOBOM KUCITIOTHI METHIIOBOTO 3dupa (0.02
r, 0.1 MmmoIB), (6-(4,4,5,5-TeTpamerui-1,3,2-nuokcadoposian-2-um)-8-((2-(TpUMETUIICHUIIUIT)
3TOKCU)METOKCH)-3-((2-(TpPUMETUIICUIIUIT)3TOKCH )MeTUIT) xuHa3oauH-4(3H)-ona (0.05 r, 0.08
MMoJTb, [Tpumep 28), ouc(mudennndochuno)peppoueH-namraauii(Il)auxmopuma (0.01 r, 0.01
MMOJIb), KapOonaTa kajus (0.03 r, 0.25 Mmmous) 1 Boas! (0.2 mi1) B tumetuiipopmamue (1
MJT) IepeMEeIMBAIIN B 3aKpbITOMN mpobdupke mpu 100°C B TeueHue 2 yacoB u 3ateM mmpu 80°C
B TeueHre Houu. PunbTpaius u xpomatorpadus (C18 odbpatHo-azoBas BIIKX, meranon
/ Bona (0.1% mypasbuHas kuciota) = 40:60 1o 100:0) ganu coeMHEHNWE, YKA3aHHOE B

3aroJioBKe, B BUze 6enoro ocanka (0.01 T, 23%). MS: m/e=577.7 [M+H]".

b) Metun 5-(8-ruapoKcu-4-oKco-3,4-TMruApOXUHA30JIMH-6-111)-4-MeTUITHOPeH-2-
KapOOKcHIIaT

MeTtun 4-meTrin-5-(4-okco-8-((2-(TpUMETUIICHUITUIT)3TOKCH )METOKCH )-3-((2-(TPUMETHIICHUIIWIT)
3TOKCH)METHI)-3,4-TUTUIPOXUHA30JIUH-6-1T) TUO(heH-2-kapookcunat (0.01 r, 0.02 MMoJIb) B
Bojie (0.2 Mi1) U MypaBbUHOM KHcoTe (1.8 MiT) mepemeniuBaiu B TeueHue 2 yacoB npu 100°C,
u 3ateM B TeueHue HouM rpu 80°C. Y nasneHue pactBopuTess u xpomarorpadus (C18 odOpatHo-
dazoBas BOXKX, meranoin / Boaa (0.1% mypasbuHas kuciaota) = 10:90 mo 98:2) manu
COoeMHEHHE, YKa3aHHOE B 3arojioBKe, B Buae 6emoro ocaaka (0.003 r, 57%). MS: m/e=317.5

[M+H]".
[Tpumep 82
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8-ruapokcu-6-(1-metrin-3-(rpudropmern)- 1 H-mupazon-4-un)xunazonun-4(3H)-on

a) 6-(1-meTun-3-(tpudropmernn)- 1 H-mupazoin-4-mm)-8-((2-(TpUMETHUIICUITUIT)3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)ITOKCU )METHI ) XMHA30JIMH-4(3H)-0oH

Cycniensuro 4-6pomo-1-metuin-3-rpudropmermi-1H-mupaszona (0.02 r, 0.10 mmorb), (6-
(4,4,5,5-Terpametuii-1,3,2-quokcadopoiian-2-mi)-8-((2-(TpUMETUIICUITNIT )3 TOKCH )METOKCH ) -
3-((2-(TpUMeTUIICUIIUIT)3TOKCH )MeTuIT) xuHa3ouH-4(3H)-ona (0.05 r, 0.08 Mmmo:b, [1pumep
28), ouc(mudenundochuno)depponen-nmamraauin(Il)auxmnopuaa (0.01 , 0.01 MMmoITb),
kapoonata kamus (0.03 r, 0.25 mmob) u Boabl (0.2 mur) B iumetriidpopmamue (1 M)
NepeMenBalu B 3aKkpbIToii mpodupke npu 100°C B Teuenue 2 yacoB u 3ateM nipu 80°C B
TeueHue Houu. DunbTpanus u xpomatorpadus (C18 obparHo-pazoas BOXKX, meranon /
Bosa = 40:60 no 100:0) manu coenMHEeHUE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE OEIIOr0 ocajaka

(0.005 T, 11%). MS: m/e=571.6 [M+H]".
b) 8-ruapoxcu-6-(1-metun-3-(rpudropmernn)- 1 H-nmupazon-4-un)xunazonua-4(3H)-on
6-(1-metuin-3-(Tpudropmerin)- 1 H-mupazon-4-ui)-8-((2-(TpUMETUIICUITAI ) 3TOKCH )METOKCH)
-3-((2-(TpUMETUIICUIINIT)ITOKCH)METHIT ) XxMHa30JIMH-4(3H)-0oH B Boje (0.2 MiT) U MypaBbUHOM
kuciorte (1.8 mir) nepemerinBany B TeueHue 2 yacoB npu 100°C 1 3aTeM B T€UEHUE HOUYM NTPU
80°C. Y nanenue pactBoputeisa u xpomatorpadus (C18 o6patHo-DazoBas BOKX, Mmeranon
/ Boga (0.1% mypasbunas kucinota) = 10:90 no 98:2) nanmm coeqmHeHue, yKa3aHHOE B 3ar0JIOBKE,

B BHjIE Oetoro ocaaka. MS: m/e=311.5 [M+H]™.

ITpumep 83

8-rugpoxcu-6-(5-metui-1,3,4-tuaauazont-2-un)xuna3oiana-4(3H)-on

a) 6-(5-metuin-1,3,4-tuaaruazo-2-un)-8-((2-(TpUMETUIICUIINIT)3TOKCH)METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XUHA30JIMH-4(3H)-0H

Cycniensuro 2-6pomo-5-metui-[1,3,4]tmaauaszona (0.02 r, 0.1 mmodsb), (6-(4,4,5,5-
TeTpaMeTui-1,3,2-muokcadopoan-2-ui)-8-((2-(TPUMETUIICUIIAIT)ITOKCH )METOKCH)-3-((2-
(TpUMETHIICUIII)3TOKCH)MeTUIT ) XxuHa3omH-4(3H)-ona (0.05 r, 0.08 mmoss, [Tpumep 28), 6uc
(mudenundochuno)dpeppoueH-namaaui(ll)muxmopuaa (0.01 r, 0.01 mmons), kapOboHaTa
kasus (0.03 r, 0.25 mmous) 1 Boab! (0.2 M) B mumeTundopmamuse (1 M) mepeMeImBaig B
3akpeITOl mpodbupke pu 100°C B Teuenue 2 yacos u 3aTeM npu 80°C B TeueHUE HOUH.
OunbTpanus u xpomatorpadus (C18 oopaTHo-dpazoBas BOIKX, meranon / Boga = 40:60 mo
100:0) namu coenMHEHHWE, YKa3aHHOE B 3ar0JI0BKe, B BUjIe Oemoro ocaaka (0.02 r, 44%). MS:

m/e=521.7 [M+H]".
b) 8-ruapoxcu-6-(5-metui-1,3,4-tuaauason-2-ui)xuHazonuH-4(3H)-on
6-(5-metwi-1,3,4-tuagnas3on-2-ui)-8-((2-(TpUMETUICWIIAII ) 3TOKCU ) METOKCH)-3-((2-
(TpUMETHIICHUINI)3TOKCU)METHI ) XxuHa30/uH-4(3H)-oH (0.02 1, 0.03 MmMob) B Boje (0.2 Min)
¥ MypaBbuHOM kucinoTe (1.8 mi1) mepeMenivBaiy B TeueHue 2 yacoB nipu 100°C u 3aTeM B
tederne HouM ipu 80°C. Y nanenue pactBopuresis u xpomatorpadus (C18 oopaTHO-pa3oBas
B2XX, metanon / Boga (0.1% mypaBbuHas kuciaorta) = 10:90 go 98:2) nanu coeqvHeHueE,

yKa3aHHOE B 3arojioBKe, B Buje Oenoro ocaaka (0.003 r, 33%). MS: m/e=261.4 [M+H]*.

[Tpumep 84

Metun 2-(8-runpokcu-4-okco-3,4- TUruApOXuHA30JIMH-6-11) TUa30J1-4-KapOOKCUIIaT

a) Metui 2-(4-0kco-8-((2-(TpUMETHIICUIINIT)3TOKCH )METOKCH )-3-((2-(TPUMETHUIICHUIINI)
3TOKCH)METHN)-3,4-TUTUIPOXUHAZ0JIMH-6-WT) TUA30J1-4-KapOOKCUIAT

Cycrnensuro 2-6poMo-THa301-4-kapOOHOBOM KUCIOTH MeTUIoBOr0 3dupa (0.02 r, 0.1
MMOJIb), (6-(4,4,5,5-Terpametnii-1,3,2-nuokcadoponan-2-mi)-8-((2-(TpUMETHUIICHIIUI ) ITOKCH)
METOKCH)-3-((2-(TpUMETHUIICUIINIT)ITOKCH )MeTH ) xrHa30JMH-4(3H)-ona (0.05 r, 0.08 MMoOJIB,
[Tpumep 28), ouc(audenundochuno)dbepponen-nmamtaaui(Il)auxnopuna (0.01 r, 0.01 Mmmob),
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kapoonata kamums (0.03 r, 0.25 mmob) u Boabl (0.2 mur) B tuMmetriipopmamue (1 mir)
NepeMennBaly B 3aKkpbIToil mpodupke npu 100°C B Teuenue 2 yacoB u 3ateM npu 80°C B
TeueHue Houu. DunbTpaius u xpomatorpadus (C18 obpatHo-pazoas BOXKX, meranon /
Bojaa = 40:60 no 100:0) nanu coenrHeHUe, yKa3aHHOE B 3ar0JI0BKE, B BUJIe O€JI0ro ocajika

(0.015 1, 32%). MS: m/e=563.9 [M+H]".
b) MeTui 2-(8-TupoKcu-4-0Kco-3,4- IMTUAPOXUHA30IUH-6-1JT) THA30J1-4-KapOOKCHITAT
MeTtun 2-(4-0kco-8-((2-(TpUMETUIICUITNI)3TOKCH )METOKCH )-3-((2-(TPUMETUIICUITUI ) ITOKCH )
MeTHI)-3,4- IMTUAPOXUHA30IMH-6-1IT) Tha3071-4-kapookcunart (0.01 r, 0.02 mMoiip) B Boje (0.2
MJ1) U MypaBbUHOM Kuciiore (1.8 Mi1) nepemerimBaiy B TeueHue 2 yacos npu 100°C u 3aTem
B TeueHue Houu ripu 80°C. Y nanenue pactBoputens U xpomatorpadus (C18 oopaTHo-dpazoBas
B2XKX, metanoin / Boga (0.1% mypasbunas kucinota) = 10:90 no 98:2) nanu coenuHenue,

yKa3aHHOE B 3arojIoBKe, B Buje Oemoro ocaaka (0.002 r, 24%). MS: m/e=303.5 [M+H]*.

ITpumep 85

8-ruIpoKCcu-6-(2-MeTuIITUA30J1-4-1i1)XMHa30JuH-4(3H)-on

a) 6-(2-Metwrtnazomn-4-ui)-8-((2-(TPUMETUIICUINIT)3ITOKCH )METOKCH )-3-((2-(TPUMETHUIICUITAI )
3TOKCU)METUIT)XUHa301uH-4(3H)-0oH

Cycnensuro 4-6pomo-2-metuin-tuasona (0.02 r, 0.1 mmos), (6-(4,4,5,5-terpametui-1,3,2-
JTIMOKCca00opoaH-2-1i)-8-((2-(TpUMETHUIICHUIIAI ) 3TOKCH )METOKCH )-3-((2-(TPUMETUIICUITUIT)3TOKCH)
Metuin)xuHa30auH-4(3H)-ona (0.05 r, 0.08 mMonb, [Tpumep 28), ouc(mudenundochuno)
depponen-namtaaui(Il)auxmopuaa (0.01 r, 0.01 mmob), kapbonarta kamwms (0.03 T, 0.25
MMOJIb) ¥ Bo1bI (0.2 MiT) B iuMeTriihopmamuie (1 MiT) mepeMermBaiy B 3aKpbITOM MPOOUpPKe
npu 100°C B Teuenue 2 yacoB v 3aTeM npu 80°C B TeueHrue Houu. PuiabTpanus u
xpomatorpadus (C18 obpatHo-pazoBas BOXKX, meranoin / Boga = 40:60 o 100:0) namu
CoeMHEHHE, YKa3aHHOE B 3arojioBke, B Buae O6emoro ocaaka (0.006 r, 14%). MS: m/e=520.7

[M+H]".
b) 8-ruapokcu-6-(2-meTunTuaszo-4-u)xuHazonuH-4(3H)-ox
6-(2-Metuntrazon-4-ui)-8-((2-(TPUMETUIICUIINIT ) 3TOKCH )METOKCH ) - 3-((2-( TPUMETHUIICUITWIL)
aTokcu)MeTu)xuHa30MH-4(3H)-on (0.01 1, 0.02 Mmoib) B Boje (0.2 Mi1) U MypaBbUHOM
kucaore (1.8 mur) nepemerninBany B TeueHue 2 yacoB npu 100°C 1 3aTeM B T€UEHUE HOUYM IIPU
80°C. Y nanenue pactBoputess u xpomatorpadus (C18 oopatHo-dazoBas BOXKX, Mmeranon
/Boaa (0.1% mypasbuHas kucinota) = 10:90 no 98:2) nanu coeIMHEHUE, YKa3aHHOE B 3ar0JIOBKE,

B BHIE Oesoro ocaaka. MS: m/e=260.6 [M+H]*.

ITpumep 86

8-rugpokcu-6-(umuaasol 1,2-alnupuann-3-wi)xuna3onua-4(3H)-on

a) 6-(Mmunazo[1,2-alnupuauH-3-ui)-8-((2-(TpUMETUICUIIMIT)3TOKCH )METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCH)METU ) XUHA30JIMH-4(3H)-0H

Cycniensuto 3-6pomo-umuaasol 1,2-aJmupuauna (0.02 r, 0.1 Mmonsb), (6-(4,4,5,5-TeTpaMeTUI-
1,3,2-mrokcaboposaan-2-ui)-8-((2-(TpUMe TUIICHIINAI ) 3TOKCH )METOKCH )-3-((2-(TPUME THIICHITII )
aTokcr)MeTHI)xuHa3oimH-4(3H)-ona (0.05 1, 0.08 mmois, [Tpumep 28), ounc(mudennndochuro)
dheppouen-namtaaui(Il)muxnopuaa (0.01 r, 0.01 mmons), kapoonata kamus (0.03 1, 0.25
MMOJTb) ¥ BOJIbI (0.2 MiT) B tumMeTuinopmamue (1 MiT) mepeMenmBaIy B 3aKpbITON TPOOUpPKE
ripu 100°C B Teuenue 2 yacoB v 3aTeM npu 80°C B TeueHrue HOur. OUabTpanus u
xpomatorpadus (C18 obpatHo-pazoBas BOXKX, meranosn / Boga = 40:60 1o 100:0) namu
COoeIMHEHHE, YKa3aHHOE B 3arojioBke, B Bue 6emoro ocaaka (0.008 r, 18%). MS: m/e=539.8

[M+H]".
b) 8-rugpoxcu-6-(umuaaszol 1,2-ajnupuann-3-win)xunazonua-4(3H)-on
6-(Mmupaszo[1,2-a]nupuann-3-um)-8-((2-(TpUMETHIICUIINIT)3TOKCH )METOKCH )-3-((2-
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(TPUMETUMIICUITAIT)3TOKCH )MeTUIT)XxuHa301uH-4(3H)-oH B Boie (0.2 MiT) U MypaBbUHOM KUCIIOTE
(1.8 M) mepememmBaiy B TeueHue 2 yacos npu 100°C u 3atem B TeueHune Houu ripu 80°C.

Vnanenue pactBoputens U xpomatorpadus (C18 odpatHo-pazoBas B2XKX, meranosn/Boaa
(0.1% mypaBbuHas kucinota) = 10:90 o 98:2) nanu coequHeHne, yKa3aHHOE B 3arOJIOBKE, B

BHzE Oertoro ocaaka. MS: m/e=279.6 [M+H]™.

ITpumep 87

6-(1,2-gumetuin- 1 H-umuaaszon-5-un)-8-runpokcuxunazoimi-4(3H)-on

a) 6-(1,2-numetui- 1 H-umuaazon-5-um)-8-((2-(TpUMETUIICHUIINI)3TOKCU)METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XUHA30JIMH-4(3H)-0H

Cycnensuro 5-6pomo-1,2-mumerui-1H-ummuaazomna (0.02 r, 0.1 mmons), (6-(4,4,5,5-
TeTpaMeTui-1,3,2-muokcadopoan-2-ui)-8-((2-(TPUMETUIICUIIUIT)ITOKCH )METOKCH)-3-((2-
(TpUMETHIICUITAI)3TOKCH)Me T )xuHa3omH-4(3H)-ona (0.05 r, 0.08 mmous, [Tpumep 28), 6uc
(mupenmndochuno)depponer-namiaaui(ll)uxmopuaa (0.01 r, 0.01 Mmmomb), kapboHaTta
kasus (0.03 r, 0.25 mmous) u Boab! (0.2 M) B tumeTrindopmamuse (1 M) mepeMeImBaig B
3akpeITOl mpodbupke mpu 100°C B Teuenue 2 yacoB u 3aTeM npu 80°C B TeueHUE HOUH.
OunbTpanus u xpomatorpadus (C18 oopatHo-dpazoas BOIKX, meranon / Boga = 40:60 mo
100:0) manu coenMHEHUE, YKa3aHHOE B 3ar0JI0BKe, B BUjIe Oenoro ocaaka (0.006 r, 14%). MS:

m/e=517.8 [M+H]".
b) 6-(1,2-mumetuii- 1 H-umugazon-5-umn)-8-rugpokcuxuna3onni-4(3H)-on
6-(1,2-pumetmin- 1 H-umuaa3zoi-5-u)-8-((2-(TpUME TUIICUIIWIT ) 3TOKCU )METOKCH )-3-((2-
(TPUMETUIICUITUIT)3TOKCH )METUIT)XUHA30IMH-4(3H)-0oH B Boie (0.2 Mi1) U MypaBbUHOM KUCIIOTE
(1.8 M) nmepemenuBaiu B TeueHue 2 yacoB mpu 100°C u 3aTem B TeueHue Houu rmpu 80°C.
VY nanenue pactBoputens u xpomatorpadus (C18 oopatHo-hazoBas BOXKX, meranon/Boaa
(0.1% mypaBbuHag kucinora) = 10:90 go 98:2) nanu coequHEHUE, YKa3aHHOE B 3ar0JIOBKE, B

BHe 6eoro ocanka. MS: m/e=257.6 [M+H]*.

ITpumep 88

Metun 4-(8-runpoxcu-4-okco-3,4- TMruApOXUHA30IMH-6-11)- 1 -meTnn- 1 H-iupazon-3-
KapOoKcuIaT

a) Metun 1-metun-4-(4-okco-8-((2-(TpUMETHUIICUIINIIT)3TOKCU)METOKCH)-3-((2-
(TPUMETHIICUITUIT)3TOKCH )METHI)-3,4- TUTUIPOXUHA30IUH-6-11)- | H-rtupazon-3-kapbokcunat

Cycniensuio 4-6pomo-1-metmii-1H-nmupa3zo-3-kapOoHOBOM KUCITIOTHI METUIIOBOTO 3¢upa
(0.02 1, 0.1 MmmoIB), (6-(4,4,5,5-TeTpameTui-1,3,2-quoxcabopotaH-2-mi)-8-((2-(TpUMETUIICHUITIIT)
3TOKCH)METOKCH)-3-((2-(TPUMETUIICUIIWIT)3TOKCH )MeTUIT) xuHa3oauH-4(3H)-ona (0.05 r, 0.08
MMoJTb, [Tpumep 28), ouc(mudennndochuno)peppoueH-nmamraauii(Il)uxmopuma (0.01 r, 0.01
MMOJIb), KapOoHaTa kajus (0.03 r, 0.25 mmois) 1 Boas! (0.2 mi1) B tumetuiipopmamue (1
MJT) IepeMEeITMBAIIN B 3aKpbITOM mpodupke mpu 100°C B TeueHue 2 yacoB u 3ateM mmpu 80°C
B TeueHre Houu. PunbTpaius u xpomatorpadus (C18 odbpatHo-azoBas BIIKX, meranon
/ Boaa = 40:60 no 100:0) namu coeMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUE OeI0oro ocaaka

(0.01 1, 29%). MS: m/e=561.5 [M+H]".

b) Metun 4-(8-ruipoKcu-4-0Kkco-3,4-IMruApOXUHA30IMH-6-11T)- 1 -MmeTuii- 1 H-upazo-3-
KapOOKcHIIaT

Metun 1-meTrn-4-(4-oxco-8-((2-(TpUMETUIICHUIIUIT)3TOKCH )METOKCH )-3-((2-(TPUMETHIICHUIIWIT)
3TOKCH)METHN)-3,4-TUTUIPOXUHA30JIMH-6-11)- | H-tupazon-3-kapookcunar (0.01 r, 0.02
MMOJIb) B Bozie (0.2 mi1) 1 MypaBbUMHOM KucaoTe (1.8 Mi1) mepemMelimBajiv B TEUEHHUE 2 YaCOB
nipu 100°C u 3atem B Teuenue Houu 1ipu 80°C. Y aneHue pacTBOpUTENIS U XpoMaTorpadust
(C18 o6patHo-dazosas BOXKX, meranoin / Boaa (0.1% mypaBbunas kuciaota) = 10:90 1o 98:
2) nany coeIMHEeHUe, YKa3aHHOE B 3arojIoBKe, B BUIe Oeoro ocanaka (0.003 1, 52%). MS: m/
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e=301.1 [M+H]".

ITpumep 89

8-ruAPOKCH-6-(5-(TupuauH-2-11) THoheH-2-un)xuHa3onuH-4(3H)-ox

a) 6-(5-(ITupuaua-2-u1) THodGeH-2-1)-8-((2-(TPUMETHIICHITAI ) 3ITOKCH ) METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XUHA30JIMH-4(3H)-oH

Cycniensuro 2-(5-6pomo-troden-2-un)-mupuanna (0.02 r, 0.1 mmors), (6-(4,4,5,5-
TeTpaMeTui-1,3,2-muokcadoponan-2-ui)-8-((2-(TPUMETHUIICUIIUIT ) ITOKCH ) METOKCH)-3-((2-
(TPUMETHIICHITI)3TOKCH)MeTUI ) XxuHa3omH-4(3H)-ona (0.05 r, 0.08 Mmouns, [Tpumep 28), 6uc
(mudenundochuno)peppoueH-namiaaui(Il)muxmopuaa (0.01 r, 0.01 mmons), kapOoHaTa
kanus (0.03 r, 0.25 Mmoiab) ¥ Bos! (0.2 Mi1) B tuMeTuiipopmamusie (1 Mi1) mepemMeIiuBaii B
3akpeIToi mpodupke npu 100°C B TeueHue 2 yacoB U 3ateM npu 80°C B TeUeHUE HOUH.
dunbTpanus u xpomatorpadus (C18 obpatHo-dazoas BOXKX, metanon / Boaa = 40:60 1o
100:0) namu coeuHeHUe, yKa3aHHOE B 3aTr0JIOBKe, B Bue Oeoro ocaaka (0.01 r, 25%). MS:

m/e=582.6 [M+H]".

b) 8-ruapoxcu-6-(5-(mupuaun-2-un)tuoden-2-un)xuHazonmnn-4(3H)-on

Metun 1-metrn-4-(4-okco-8-((2-(TpUMETUIICUIIAIT)3TOKCH )METOKCH )-3-((2-(TPUMETHUIICHIINIT )
3TOKCH)METHN)-3,4- AMTMIPOXHUHA30IMH-6-11T)- 1 H-mupazon-3-kapookcunar (0.01 r, 0.02
MMOJIb) B BoAg (0.2 mu1) U MmypaBbuHOM KKciaoTe (1.8 MiT) mepeMelMBaiv B TEUEHUE 2 YACOB
nipu 100°C u 3aTeM B TeueHre Houu rpu 80°C. Y naneHue pacTBOpuTeIsa U XpomaTorpadus
(C18 obpatHo-dazosas BOXKX, meranoin / Boaa (0.1% mypaBbunas kuciaota) = 10:90 1o 98:
2) nanv coeIMHEHUEe, YKa3aHHOE B 3arojIoBKe, B BUIe 0eoro ocanaka (0.003 r, 54%). MS: m/

e=322.6 [M+H]".

[Tpumep 90

8-rTUIPOKCU-6-(THA30JI1-5-ui1)xuHa30mH-4(3H)-oH

a) 6-(Tuazos-5-m)-8-((2-(TpPUMETHUIICUITI ) 3TOKCH ) METOKCH )-3-((2-(TPUMETHIICHUIIWIT)3TOKCH)
MeTuin)xuHazoauH-4(3H)-on

Cycnensuro 5-6pomo-tuazona (0.02 r, 0.1 mmorns), (6-(4,4,5,5-terpameru-1,3,2-
JTIMOKCca0opoaH-2-1i)-8-((2-(TPUMETHUIICHITAI ) 3TOKCH )METOKCH )-3-((2-(TPUMETUIICUITUIT)ITOKCH)
Metuin)xuHazonuH-4(3H)-ona (0.05 T, 0.08 Mmorb, [Tpumep 28), ouc(mudennndochuno)
dbeppouen-nautaguii()uxnopuna (0.01 r, 0.01 mmonb), kapbonata kanus (0.03 r, 0.25
MMOJIb) ¥ BoJIbI (0.2 MiT) B iuMeTriipopmamuie (1 MiT) mepeMeImBaiy B 3aKpbITOM MPOOUpPKE
nipu 100°C B Teuenue 2 yacoB u 3aTeM Ipu 80°C B TeueHue Houu. PuabTpauus u
xpoMmatorpadus (C18 odpaTHo-pazoBas BOXKX, meranon / Boga = 40:60 go 100:0) naau
COEMHEHUE, YKA3aHHOE B 3arojioBke, B Bue Oeroro ocaaka (0.01 r, 26%). MS: m/e=506.7

[M+H]".
b) 8-rugpoxcu-6-(Tuazosn-S-uwin)xuna3onuH-4(3H)-on
6-(Tuazomn-5-umn)-8-((2-(TpPUMETUIICHUIINI)ITOKCH )METOKCH)-3-((2-(TpUMETHUIICHUIIUIT)3TOKCH )
MeTun)xuHa30uH-4(3H)-oH (0.01 1, 0.02 MmMoJib) B Boze (0.2 MIT) U MypaBbUHOW KUCIIOTE
(1.8 M) mepemermmBaiy B TeueHue 2 yacos npu 100°C u 3atem B TeueHue Houu ripu 80°C.
Vnanenue pactBoputens u xpomatorpadus (C18 odpatHo-pazoBas B2XKX, meranosn/Boaa
(0.1% mypaBbunas kucinota) = 10:90 o 98:2) nanu coequHEeHne, yKa3aHHOE B 3arOJIOBKE, B

Buje 6emoro ocanka (0.002 1, 31%). MS: m/e=246.6 [M+H]*.

ITpumep 91

8-rugipokcu-6-(Tuaszon-4-un)xunazonuH-4(3H)-ox

a) 6-(Tuazomn-4-m)-8-((2-(TPUMETUIICUITAIT ) 3TOKCH ) METOKCH )-3-((2-(TPUMETHUIICHUIINIT) 3TOKCH)
MeTuI)XuHa3o0auH-4(3H)-on

Cycnensuro 4-6pomo-tuasona (0.02 r, 0.1 mmods), (6-(4,4,5,5-terpamerui-1,3,2-
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JIMOKCca0opoaH-2-1)-8-((2-(TPUMETHUIICHITAI ) 3TOKCH )METOKCH )-3-((2-(TpUMETHIICHITUIT)3TOKCH)
MeTtuin)xuHa3onuH-4(3H)-ona (0.05 T, 0.08 MMoib, [Tpumep 28), ouc(mudennndochuno)
dheppouen-namtaaui(Il)muxnopuaa (0.01 r, 0.01 mmons), kapoonata kamus (0.03 T, 0.25
MMOJTb) 1 BoJ1bI (0.2 MiT) B iumeTunopmamue (1 MiT) mepeMeInmBaIy B 3aKpbITON TPOOUpPKE
nipu 100°C B Teuenue 2 yacoB u 3aTeM 1pu 80°C B TeueHue Houu. PuabTpauus u
xpomaTtorpadus (C18 o6paTHo-dazoBass BOXKX, meranosn/Boaa (0.1% MypaBbUHAS KACIIOTA)
=40:60 no 100:0) naau coenUHEHUE, yKa3aHHOE B 3ar0ojI0OBKe, B BUjie Oenoro ocanka (0.01 r,

18%). MS: m/e=506.7 [M+H]".
b) 8-rugpoxcu-6-(tuazosn-4-min)xunazonua-4(3H)-on
6-(Tuazomn-4-umn)-8-((2-(TpPUMETUIICHUIINI)ITOKCH )METOKCH)-3-((2-(TpUMETHUIICUIIUIT)3TOKCH)
meTun)xuHa3omH-4(3H)-on (0.01 r, 0.02 mMmoub) B Boze (0.2 MIT) U MypaBbUHOM KUCIIOTE
(1.8 mu1) mepemernuBaiy B TeueHue 2 yacoB rpu 100°C u 3aTeM B Teuenure Houu ripu 80°C.
Vnanenue pactBoputens u xpomaTtorpadus (C18 oopaTHo-pazoBas BOXKX, meranosn/Boaa
=10:90 mo 98:2) nanu coeAMHEHHUE, YKa3aHHOE B 3arojIoBKe, B Buje Oemoro ocaaka (0.003 r,

57%). MS: m/e=246.6 [M+H]".

ITpumep 92

8-rugpokcu-6-(u30tTua3zof-4-ui)xuHazonuH-4(3H)-ox

a) 6-(M3otnazomn-4-umn)-8-((2-(TpUMETUIICUITAIT)ITOKCH )METOKCH)-3-((2-(TpUMETUIICUITAIT)
3TOKCH)MeTun)xuHa3oiana-4(3H)-on

Cycnensuo 4-6pomo-uzotuazoia (0.02 r, 0.1 mmoins), (6-(4,4,5,5-rerpametui-1,3,2-
JTIMOKca0opoaH-2-1i)-8-((2-(TPUMETHUIICHIIAI ) 3TOKCH )METOKCH )-3-((2-(TPUMETUIICUITUIT)ITOKCH)
Metui)xuHa30auH-4(3H)-ona (0.05 1, 0.08 mMob, [Tpumep 28), ouc(mudenundochuno)
dbepponen-namtaaui(Il)auxmopuaa (0.01 r, 0.01 mmos), kapbonarta xkamwms (0.03 T, 0.25
MMOJIb) ¥ BoibI (0.2 MiT) B iuMeTriipopmamuie (1 MiT) mepeMeImBaiy B 3aKPpbITOM MPOOUpPKeE
nipu 100°C B Teuenue 2 yacoB u 3aTeM Ipu 80°C B TeueHrne Houu. PunbTpauus u
xpomatorpadus (C18 oopatHo-hazoBas BOXKX, meranosn/Boja (0.1% mypaBbUHAS KUCIIOTA)
=40:60 no 100:0) nanu coenuHEeHUe, yKa3aHHOE B 3ar0JI0BKe, B BUjie 6enoro ocaaka (0.01 r,

16%). MS: m/e=506.7 [M+H]".
b) 8-runpoxcu-6-(u30Tua3zon-4-mi)xuHazonuH-4(3H)-on
6-(M30Tna3051-4-m)-8-((2-(TpUMETUIICUIINIT ) 3TOKCH )METOKCH )-3-((2-(TPUME THUIICHITUII )
aTokcu)MeTu)xuHa3zoMH-4(3H)-on (0.01 1, 0.02 Mmob) B Boje (0.2 Mi1) U MypaBbUHOM
kuciore (1.8 mir) nepemeninBany B Teuenue 2 yacoB npu 100°C 1 3aTeM B T€UEHUE HOYM ITPU
80°C. Y nanenue pactBoputeis u xpomatorpadus (C18 oopatHo-hazoBas BOKX, Meranon
/ Boga (0.1% mypasbunas kucinota) = 10:90 no 98:2) nanmm coeqmHeHre, yKa3aHHOE B 3ar0JIOBKE,

B Bujie Geroro ocaaka (0.002 r, 14%). MS: m/e=246.6 [M+H]".

ITpumep 93

8-TUPOKCU-6-U30HUKOTUHOWIXUHA30IMH-4(3H)-0H

a) 8-(beH3unokcn)-6-(ruapoKCu(MMpUANH-4-U1)METUIT) XuHa30JIMH-4(3H)-0oH

K 8-(6en3unokcn)-6-iiomoxunazonu-4(3H)-ony (0.10 T, 0.26 MMOJTB) B TeTparuapodypaHe
(20.0 M) mo6aumm N',N',N',N'-rerpamerundtuneaamamu (0.03 r, 0.04 mi1, 0.26 MMOJIb) U
ruapun Hatpus (0.02 1, 0.53 MMOJIB) ¢ mostyueHneM OexeBoi cycnien3uu. [locie
NepeMENIMBAHUS B TEUEHUE 45 MUHYT PeaKUMOHHYIO cMech oxiaamiu 10 0°C u n1o0aBuim
KOMILJIEKC U3OMPOTMIIMATHUS XJTOPUA-TUuTHs Xaopua (14% B Terparuapodypane, 0.44 mir,
0.53 MMoOIIB) € TTOTyueHHeEM OexeBoit cycrien3uu. [1oce nepemeninBanus B reueHue 30 MUHYT
npu 0°C 1o0aBUIM CBEXKEIMCTUINIMPOBAHHBIN M30HMKOTHHANBAETU I (0.14 1, 0.12 mu1, 1.32
MMOJIb) U PEAKIIMOHHOM CMECHU JAJIM HATPETHCS 10 KOMHATHOM TEMIIEPATYPBI B TCUEHUE HOUU
C TIOJIy4YeHMEM JkelToi cycnieH3uu. Jlobasnenue metanona (0.5 mur) u xpomatorpadus (C18
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o6patHo-(azoBas BOXX, meranon / Boaa (0.1% mypaBbsuHas kuciorta) = 20:80 10 98:2)
JlaJIM COEIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJe Oenoro ocajka (0.06 r, 67%). MS: m/e=

358.0 [M+H]".

b) 8-(beH3uI0KCH)-6-U30HUKOTUHOWIXMHA30/IMH-4(3H)-0H

K 8-(6en3unokcu)-6-(ruapoKcu(MmupuanH-4-un)Metun)xunazonud-4(3H)-ony (0.06 , 0.18
MMOIJTb), CyCIIEHAUPOBaHHOMY B nuxiiopmerane (100 mur) nobaBuiu okcua mapranna (IV)
(0.391,5.01 MMOJTB) € TOJTyYeHHEM YepHOM cycrieH3ud. CMech NepeMeNIMBaIi Ipyu KOMHATHON
TeMIIepaType B TCUCHHE HOUU, OT(PUIHTPOBAIIA U PACTBOPUTEIIH BBITIAPUIIH C TTOJTyYCHUEM
COEMHEHUS, YKA3aHHOTO B 3arojIoBKe, B BUje Oenoro ocajaka (0.04 r, 58%). MS: m/e=358.1

[M+H]*.

¢) 8-TUIPOKCU-6-U30HUKOTUHOMIXUHA30JIMH-4(3H)-0H

K 8-(6en3unokcu)-6-u3oHuKoTHHOMIXMHA30IMH-4(3H)-0ny (0.04 T, 0.10 MMOJIB) B
nuxiaopMertane (70 M) mobaBuim TpexOpomucThiii 60p (1M B muximopmerane, 0.52 mi, 0.52
MMOJIb) TIpY KOMHATHOM TeMIIepaType C MOJIydeHUEM KenTok cycrien3uu. CMmech
MepeMelIBalIi B TedeHne Houu. TpexOpomuctsiii 60p (1M B quxinopmerane, 0.52 mi, 0.52
MMOJIb) JOOABUIIM CHOBA U MEepeMeIIMBaHUe MTPOAOIKWIN. DUITbTpanus fana CoeJUHEHUE,
YKa3aHHOE B 3ar0JIOBKE, B BUJE CBETIIO-KOpUuHEBOToO ocaaka (0.01 r, 29%.). MS: m/e=268.3

[M+H]".

[Tpumep 94

8-TUIPOKCH-6-(5-MeTunTHOGEeH-2-KapOooHMT)xnHa30MH-4(3H)-0H

a) 8-(beH3uaokcH)-6-(ruApoKCcH(S5-MeTUNTHODEH-2-UT)MeTUIT)XMHA30IMH-4(3H)-0H

K 8-(6en3unokcn)-6-iionoxunazonun-4(3H)-ony (0.10 T, 0.26 MMoOJIb) B TeTparuapodypane
(20.0 M) mo6aumu N',N',N',N'-rerpametunytunenamamu (0.03 r, 0.04 mi1, 0.26 MMOJIb) U
ruapua Hatpus (0.02 1, 0.53 MMoOJIb) ¢ TOJTy4eHUeM OexeBor cycrien3uu. [locre
repeMelMBaHus B TeueHue 1.5 4acoB peakiuMoHHYI0 cMech oxyiaauiu 10 0°C u nobaBuim
KOMIUIEKC U30TPONUIMATHUS XIOPUA-TUTHS XJopul (14% B Terparuapodypane, 0.44 mi,
0.53 MMoOJIB) € ITOJTyUeHHEM OexeBoil cycrien3uu. [1ocie nepeMeninBaHus B TeueHUe 45 MUHYT
nipu 0°C gobasuim 5-metuntuoden-2-kapodanpaerus (0.17 r, 0.14 mi, 1.32 MMOJIb) U
pEaKUMOHHOM CMECHU JAJIM HATPETHCS 10 KOMHATHON TEMIIEPATYPHI C IOy YEHUEM JKEIITON
cycnen3un. Jlobasnenne metanona (0.5 mit) u xpomarorpadus (CUIMKaresb, JMXJIOpMeTaH/
MeTaHoJI = 98:2 10 90:10) nanu coequHeHKe, YKa3aHHOE B 3aT'0JIOBKE, B BUE O€JIoro ocajaka

(0.05 T, 54%). MS: m/e=379.2 [M+H]".

b) 8-(ben3unokcu)-6-(5-meTunTuodeH-2-kapooHui)xunazonud-4(3H)-ox

K 8-(6en3unokcn)-6-(ruapokcu(S-MmeTuntuodeH-2-un)MeTun ) xuaa3oimH-4(3H)-ony (0.05
r, 0.14 MMOITB), CycieHAUPOBAaHHOMY B auxjaopMetane (100 Mir) 7oOaBUIM OKCUT MapraHia
(IV) (0.31 1, 3.57 MMOJIb) C IOJIyYEHUEM YEPHOM cycrieH3un. CMech epeMelMBaIN Py
KOMHATHOM TeMIlepaType B TeueHrue Houu. OunbTpaiys u xpoMatorpadus (Cuiamkaresb,
quxsiopmeran/meranos 100:0 go 95:5 nanu coeMHEHNE, YKa3aHHOE B 3ar0JIOBKE, B BUJIE

6emoro ocanka (0.05 T, 93%). MS: m/e=374.9 [M+H]".

¢) 8-TuapoKcu-6-(5-MeTunTHoheH-2-kapooHuI)xuHa30mH-4(3H)-on

K 8-(6en3uitokcn)-6-(5-metuntruoden-2-kapoonun)xunazoimi-4(3H)-ony (0.05 1, 0.13
MMOJIb) B quxjiopmeTane (70 Mi1) 100aBUIM TpeXOpoMUCThIi 60p (1M B tuxiopmerane, 0.66
MJ1, 0.66 MMOJIB) IPU KOMHATHOMN TEMIIEPATYPE C MOJIYUYEHUEM KEITOM cycrieH3nu. CMech
TepeMelMBald B TeUeHUEe 3 4acoB U 3aTeM IMOTacuIM MeTaHooM. XpomaTorpadus (C18
oopatHo-(azoBas BOXX, meranon / Boga (0.1% mypasbsunas kuciota) = 20:80 g0 66:40)
Jlajia COEIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJIE CBETJIO-KOpHUUYHEBOTO ocaaka (0.01 r, 39%.).
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MS: m/e=287.0 [M+H]".

ITpumep 95

6-(1,5-mumetnin-3-(tpudropmetin)- 1 H-mupazon-4-um)-8-ruapoxkcuxunazonud-4(3H)-on

a) 6-(1,5-mumeTnn-3-(tpudropmerrin)- | H-mupazon-4-mm)-8-((2-(TpUMETHUIICUIINIT)3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)ITOKCU )METHIT ) XMHA30JIMH-4(3H)-0oH

PactBop 6-(4,4,5,5-terpameTusi-1,3,2-nuokcadoposiad-2-ui)-8-((2-(TpUMETUIICUITAIT ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCU )METHIT ) XxMHA30JMH-4(3H)-oHa (0.15 1, 0.27 MMoOJIB)
u 4-0pomo-1,5-numernit-3-(tpudropmern)- 1 H-mupazomna (0.07 r, 0.27 MMoOJIb) M KapOOHaTa
kasus (0.11 1, 0.82 mmouns) B tuMetuiihopmamuze (6 mi) u Boje (0.6 mir) oopadoTaiu ouc
(mudenundochuno)peppouen-namiaaui(Il)auxmopumom (0.02 r, 0.03 Mmoits). PeakimoHHy0
cMmech nepememBaiu npu 100°C B TeueHue 2 4acoB. DKCTPArMpOBAHUE ITUIALETATOM U
xpoMaTorpadus (CHIMKareib, aTuianerat / rernrtal = 40:60 1o 60:40) ganv coeIMHEHUE,

yKa3aHHOE B 3arojIoBKe, B Buje OecuseTHoro macia (0.05 r, 31%). MS: m/e=585.3 [M+H]*.
b) 6-(1,5-mumeTtnin-3-(Tpudropmerun)- 1 H-nupazon-4-umn)-8-runpokcuxunazonnt-4(3H)-
OH
K 6-(1,5-mumeTuin-3-(rpudropmetun)- 1 H-nmupa3zomn-4-um)-8-((2-(TpUMETUIICUIINIT )3 TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)ITOKCH )MeTHIT)XxMHa30JIMH-4(3H)-ony (0.05 1, 0.09 MMoOJIB)
J00aBUIIM BOJIY U MypPaBbUHYIO KUCIOTY. PeakimonHyto cMech nepemenuBaiu npu 100°C B
TeueHue 2 4acoB. PacTBopuUTEIb BhINIAPUIIN C TOJYYEHUEM COEAUHEHUS], YKa3aHHOTO B

3aroJjioBKe, B Buje cepo-oenoro ocaaka (0.03 r, 90%). MS: m/e=325.2 [M+H]*.

[Tpumep 96

8-ruapoxcu-6-(1-metwin-1 H-unna3zomn-5-unm)xunazonun-4(3H)-on

a) 6-(1-meTun-1H-nnaa3051-5-mt)-8-((2-(TPUMETHUIICUIIWIT)3TOKCH )METOKCH )-3-((2-
(TPUMETHIICHUITAIT)3TOKCH)METUIT ) XUHA30IMH-4(3H)-0H

Cwmecs 6-(4,4,5,5-TeTpameTui-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI)3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH)METHIT ) XxMHa30IMH-4(3H)-ona (0.15 1, 0.27 MMoOJIb)
u 5-6pomo-1-metun-1H-unnazomna (0.06 r, 0.27 mmornb) 1 kapbonata kanus (0.04 r, 0.03
MMOJIb) B quMeTuiipopmamuze (6 mi) u Boje (0.6 mir) obpabdotanu ouc(mudenundochuno)
depponen-narmiaaui(Il)muxmopunom (0.02 T, 0.03 MMoIb). PeakimoHHy0 cMeCh IepeMeImBaii
nipu 100°C B Teuenue 2 yacoB. @unbTpanus u xpomatorpadus (C18 odpatHo-hazoBas
B2XXX, metanon / Boga (0.1% mypaBbuHas kuciaorta) = 20:80 1o 80:20) naau coeguHeHue,
YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETI0-KOpUuHEBOTO ocaaka (0.04 r, 27%). MS: m/e=553.5

[M+H]".

b) 8-runpoxcu-6-(1-metui-1 H-unna3omn-5-um)xunazonun-4(3H)-on

K 6-(1-metun-1H-unna301-5-ui)-8-((2-(TpUMETUIICUIIUIT)3TOKCH )METOKCH)-3-((2-
(TpUMETUIICUIIWIT)3TOKCHU)MeTUIT)xuHa30auH-4(3H)-ony (0.04 r, 0.07 MMoJb) 100aBUIA BOY
(0.3 Mu1) ¥ MypaBbUHYIO KUCIOTY (3.0 Mi1). PeakimonHyro cMmech nepemMervBaiiy npu 90°C B
TedyeHue 2 4. PacTBopuTesib BhINIAPUIIA C TTOJIYyYEHHUEM COCIMHEHUS, YKa3aHHOT'O B 3aTOJIOBKE,

B BHje Oesoro ocaaka (0.02 T, 99%). MS: m/e=290.9 [M-H]".

[Tpumep 97

8-THIPOKCH-6-(3-MeTHIT-5-(TTUTIe puIMH- | -kapOoHMI) THO(GeH-2-11)xuHa30muH-4(3H)-oH

a) 4-MeTUII-5-(4-0KCOo-8-((2-(TPUMETHUIICUIIUIT)3ITOKCU ) METOKCH ) -3-((2-(TPUMETHUIICHIIIIL )
9TOKCH)METHWI)-3,4- TUTUIPOXUHAZ0JIMH-6-1T) THO(EeH-2-KapOOHOBAs KUCIOTA

K metun 4-metuin-5-(4-okco-8-((2-(TpUMETHUIICUIIUIT)ITOKCH )METOKCH ) -3-((2-(TPUMETUIICUITIT )
3TOKCH)METHN)-3,4-TUTUIPOXUHA30JIUH-6-1T) TUO(PeH-2-kapOokcunaty (0.50 T, 0.87 MMOJIb)
no6aBu Metanod (1.0 i), Boay (3.0 mun), Terparuapodypas (3.0 Mi1) ¥ TUIPOKCH/ TUTHSI
(0.04 1, 1.73 mMmodb). Peakuronnyto cMech nepeMemBalii B TeueHue 2 yacos npu 60°C u
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IKCTpArupoBalid dTUIIANEeTaToOM / BOTHBIM Oydepom (pH 7) ¢ mosryyeHreM coeTMHEHUs,

yKa3aHHOTO B 3aroJjioBke, B Bue 6emoro ocaaka (0.22 r, 45%). MS: m/e=563.2 [M+H]".

b) 6-(3-meTuI-5-(munepuaus- 1-kapOoHmT) THOGEH-2-11)-8-((2-(TPUMETHIICHUIINIT ) 3TOKCH)
METOKCH)-3-((2-(TpUMETHUIICUIINIT)ITOKCH )METHI ) XMHA30JIMH-4(3H)-0H

Cwmech 4-MeTu-5-(4-0kco-8-((2-(TpUMETUIICHITAI ) 3ITOKCH )METOKCH ) -3-((2-(TPUME TUIICHITII )
3TOKCH)METHN)-3,4-TUTUIPOXUHA30JIMH-6-1T) THO(PeH-2-kapOoHoBol kucioTel (0.10 T, 0.18
MMOJIb), munepuauna (0.02 r, 0.02 mi, 0.21 Mmob), N,N-guuzonponuinstiwiamuia (0.05 T,
0.06 mi1, 0.04 mmoiib), u O-(7-a3aben3oTpuazoit-1-uin)-N,N,N',N'-TeTpaMe TUITYy pOHHS
rexcadropdocpara (HATU, 0.07 1, 0.18 mmoip) B numetmiipopmamuze (5.0 min)
MepeMelMBaIM IPpY KOMHATHOM TeMIEpaType B TEUEHUE HOUU. DKCTparupoBaHue
STUIIALETATOM M XpoMaTorpadus (CUIMKarenb, stuianetat / rentan = 20:80 1o 50:50) ganu
COoeIMHEHHE, YKa3aHHOE B 3arojioBke, B Buje OecueTHoro Macna (0.11 r, 97%). MS: m/e=

630.5 [M+H]".

¢) 8-TuIPOKCU-6-(3-MeTHIT-5-(TTUTIepuauH- 1 -kapOoHUI ) THOheH-2-1n)xuHa30auH-4(3H)-on

K 6-(3-meTuin-5-(munepuaus- 1 -kapOooHut) TnopeH-2-mi)-8-((2-(TpUMe TUIICHITUI ) 3ITOKCH )
METOKCH)-3-((2-(TpUMETUIICUITNIT)3TOKCH )MEeTHI ) xMHAa30JMH-4(3H)-ony (0.11 1, 0.17 MMOJIB)
no06aBuiM Boty (1.0 Mi1) 1 MypaBbUHYIO KMCTOTY (9.0 Mut). PeakioHHY10 CMeCh IepeMelMBaIu
nipu 100°C B Teuenue 1.5 yacoB. PacTBoOpuUTENh BBIIAPUIIU C TTOJTYUYEHUEM COECIUHEHUS,
YKa3aHHOTO B 3ar0JIOBKE, B BUJIe CBETJIO-ceporo ocaaka (0.05 r, 90%). MS: m/e=370.0 [M+
HI*.

[Tpumep 98

6-(2-benzundenwnn)-8-ruapoxkcuxuHa3onni-4(3H)-ox

a) 6-(2-benzundenu)-8-((2-(TPUMETUIICUIIUIT)ITOKCH)METOKCH )-3-((2-(TPUMETHUIICUITII )
3TOKCH)MeTH)xuHa3o0iauH-4(3H)-on

Cwmecs 6-(4,4,5,5-TeTpameTui-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI)3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH)MEeTHIT ) xMHa30IMH-4(3H)-ona (0.17 r, 0.30 MMoOJIB)
u 1-6en3mi-2-6pomben3orna (0.05 r, 0.20 mmonb) u kapoonata kanus (0.06 r, 0.04 MMoJIb) B
nrokcane (6 mur) ¥ Bojie (0.3 mur) o6pabortanu ouc(nudennndocduno)depporeH-mnamiaaui
(ID)muxnopungom (0.02 r, 0.03 Mmoib). Peakumonnyto cmech nepemervpaiu npu 90°C B
TeueHHe 6 4acoB. DKCTparupoBaHUe dTUIALETATOM U XpoMaTorpadust (CUIMKATeNb,
srunanerar/rentad = 1:3 1o 1:21 nanu coequHeHre, yKa3aHHOE B 3ar0JIOBKE, B BUJE CBETJIO-

xentoro macia (0.08 T, 68%). MS: m/e=589.3 [M+H]".

b) 6-(2-bensundenwnn)-8-ruagpokcuxrunazomma-4(3H)-on

K 6-(2-benszundenu)-8-((2-(TpUMETHIICUINIT)3TOKCH)METOKCH)-3-((2-(TPUMETHUIICHUITIIT)
3TOKCH)MeTHI)XuHa30MH-4(3H)-ony (0.08 1, 0.14 MMoab) fo6aBuau Boay (1.0 M) u
MypaBbUHYIO KUCIOTY (9.0 Mi1). PeakumonHnyto cmech nepemerirBaiu rpu 100°C B TeueHue
2 yacoB. PacTBopUTEb BBITAPUIIU C TTIOJIYYEHUEM COEIMHEHUS, YKA3aHHOTO B 3ar0JIOBKE, B

Buze oemmoro ocagka (0.04 r, 95%). MS: m/e=327.1 [M-H]".

[Tpumep 99

6-(2-benzoundenun)-8-ruapokcuxunazoiui-4(3H)-on

a) 6-(2-benzoundenun)-8-((2-(TPUMETUIICUIIUIT)ITOKCU)METOKCH )-3-((2-(TPUMETHUIICUITAI)
3TOKCcH)MeTHn)xuHa3onuH-4(3H)-on

Cwmecs 6-(4,4,5,5-TeTpametui-1,3,2-auokcadoposan-2-ui)-8-((2-(TpUMETUIICUITAIT ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)ITOKCH )METHIT ) XxMHa30JIMH-4(3H)-oHa (0.16 1, 0.29 MmMoOJIB)
u (2-6pomdpennn)(pernn)meranona (0.05 r, 0.19 mmons) u kapoonata kanus (0.05 r, 0.04
MMOJIb) B 1uokcane (5 mut) u Bojie (0.3 mur) oOpaboTtanu ouc(nudbenundocduno)deppoieH-
nanagui(Il)auxmnopuaom (0.02 r, 0.03 MMoJIb). PeakiiMOHHYIO CMECh TIepeMENIMBAJIUA ITPU
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100°C B TeueHue 2 4aCOB. DKCTparupoBaHUE ITUIALETATOM M XpoMaTorpadus (CUIMKATreNb,
stwianeTat / rentad = 1:3 go 1:1) manum coeIMHEHrE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE CBETJIO-

xenroro mMacia (0.11 T, 99%). MS: m/e=603.2 [M+H]".

b) 6-(2-benzoundennn)-8-ruaporcuxunazonui-4(3H)-on

K 6-(2-6en3oundennn)-8-((2-(TpUMETHUIICUIIAI)3TOKCH )METOKCH )-3-((2-(TPUMETUIICHUIIUIT)
3ToKcu)MeTrn)xuHa30MH-4(3H)-ony (0.07 r, 0.11 Mmonb) gobasuinu Boay (0.5 M) u
MYypaBbUHYIO KUCTOTY (4.5 Mi1). Peakunonnyto cmech nepemermBaiu rnpu 100°C B TeueHue
0.5 yacoB. PacTBopuTeb BhINIAPUIIM C TOJYYEHUEM COSAMHEHUS], YKa3aHHOTO B 3ar0JIOBKE,

B BHje Oeoro ocaaka (0.02 T, 45%). MS: m/e=341.1 [M-H]'.

[Tpumep 100

6-(4-Tlenradropcynbdanmndennn)-8-runpoxcuxnnazonri-4(3H)-on

a) 6-(4-IleatadTopcynbhannndern)-8-((2-(TPUMETUIICUINIT)ITOKCU)METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METU ) XUHA30JIMH-4(3H)-0H

Cwmecs 6-(4,4,5,5-TeTpameTu-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETHUIICHUIIAIT)ITOKCH )METHI ) XxMHA30JIMH-4(3H)-0oHa (0.15 1, 0.27 MmMoIIB)
u 1-6pomo-4-(nenradropcynbdpannn)oenzona (0.05 r, 0.18 mmoins) u kapooHaTa kamms (0.06
r, 0.04 Mmouth) B quokcane (5 mit) u Boze (0.5 mi1) oo6padoTanmu ouc(audenunhochuro)
depponen-nammiaaui(Il)muxmopumom (0.02 T, 0.03 MMoIb). PeakimoHHy 0 cMeCh ITepeMeIBai
npu 100°C B TeueHue 8.5 4acoB. IKCTparupoOBaHUE ITUIIALIETATOM U XpoMaTorpadus
(cwmMkarenb, IMXjaopMmeTan/meranot = 99:1 no 98:2) nanv coelMHEHUE, YKa3aHHOE B

3aroJioBKe, B BUje OecreTHOoro Macia (0.10 T, 88%). MS: m/e=625.4 [M+H]*.

b) 6-(4-Tlentadropcynbdanmndennn)-8-ruapoxcuxunazonri-4(3H)-on

K 6-(4-nentadropcynbdanunderu)-8-((2-(TpUMETUIICUIIUIT)ITOKCU)METOKCH )-3-((2-
(TPUMETUIICUIINIT)ITOKCH)Me T ) XxuHa30auH-4(3H)-ony (0.10 T, 0.16 MMob) 106aBUIIU BOIY
(1.0 M) 1 MypaBbHHYIO KUCITOTY (9.0 Mu1). Peakumonnyto cmech nepeMermBaiy npu 100°C
B TeueHue 1.5 yacoB. PacTBopuTeNb BhINIAPUIIM C TOJYYEHUEM COSAMHEHUS], YKa3aHHOTO B

3arojioBke, B Buae 0esroro ocanaka (0.04 r, 62%). MS: m/e=362.8 [M-H]".

ITpumep 101

5-x1op-6-(4-propdennn)-8-rugpoxcuxunazonu-4(3H)-on

a) 5-6poMo-4-xX710p-7-MEeTOKCUMH/IOJIUH-2,3-TMOH

K pactBopy 4-x50p-7-MeToKcuMHI0auH-2,3-11uoHa (CAS60706-07-2, 0.43 r, 2.01 MMOIb)
B ataHoJie (4.0 mur) ipu 80°C nodaBuiu pactBop 0poma (0.64 1, 4.02 mMoIib) B aTanose (4.0
MJ1) B TeueHue 45 MuHyT. Peakunonnyto cmech nepemernBaiiy rpu 70°C B TeueHue 18 u.
VY aneHve pacTBOPUTEIS TTOCPEACTBOM JUCTWLISAIMN U XpoMaToTrpaduu (CHITMKAreb,
stunanetat / rentad = 10:90 no 60:40) nanu coeMHEHUE, yKa3aHHOE B 3ar0JIOBKE, B BUIE
TeMHO-KpacHoro ocaka (0.3 r, 48%). MS: m/e=308.9, 310.9 [M+NH,]".

b) 4-x710p-5-(4-PpTOpdeHN)-7-METOKCUNHTOTNH-2,3-TMOH

B 20 M1 mpobupke 5-6pomMo-4-x10p-7-MeTOKCUMHI0MH-2,3-11oH (0.17 1, 0.50 MMOJIB),
4-propdenmnboponosyio kuciory (0.11 r, 0.75 Mmons) u kapbonat xkamus (0.07 r, 0.50
MMOJTb) OOBETMHUIIM B aTMOC(EPE aproHa ¢ TMoKcaHoM (8 mut) U Boj1ot (0.8 MIT) ¢ ToTyueHueM
KOpHUUHEeBOi1 cycrien3un. buc(mudenundocduno)depponen-mamraauin(Il)auxmopuna (0.04 r,
0.05 MMoJ1b) 7OOABUITM, OTKAYAJIM U TPOAYJIM MOBTOPHO APTOHOM M CMECh HArpeBaju J10
100°C B Teuenue 18 yacoB. HeouurtieHHOE BEIIECTBO OUMCTUIIU ITIOCPEICTBOM XpoMaTorpaduu
(C18 obpatHo-dazosas BOXKX, meranon / Boaa (0.1% mypaBbunas kuciaota) = 20:80 10 95:
5) ¢ OJIy4YEeHUEM COEIMHEHHUS, YKa3aHHOI'O B 3ar0JIOBKE, B BUAE KpacHoro ocaaka (0.06 r,

38%). MS: m/e=303.8 [M-H]
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¢) 4-aMHHO-2-XJT0p-4'-PpTOop-5-MeTOKCuOMbeHnI-3-kKapOOoHOBasI KUCIOTA

4-x10p-5-(4-hTopdhenn)-7-MeTokcMUHA0IUH-2,3-11oH (0.03 T, 0.1 MMOJTB) CyCIIEHTUPOBAIIH
B 1H BogHOM ruapokcuae HaTpus (0.97 mu, 0.97 mmoins). PactBop niepokcuia Bogopoaa (0.04
MJ1, 0.04 MMOJIB) 10OABWIIM M PEAKLIMOHHYIO CMECH MIEPEMEILLIMBAIIM B TeueHue 20 MUHYT IPU
KOMHATHOM TemIiepaTtype. 3ateM ee oxjaauiu g0 0°C u qob6aBuiu ykcycHyro kuciaoty (0.06
r, 0.06 M1, 0.97 MMOITB) ¥ 3H coIsIHYIO KUCITOTY (0.32 M1, 0.97 Mmoib). [IpenunuraT codpaau
Y BBICYIIWIIU C TIOJTyUYEHUEM COEIMHEHMUSI, YKa3aHHOI'O B 3ar0JIOBKE, B BUIE OEJIOTO ocaaka

(0.02 1, 65%). MS: m/e=293.8 [M-H]".
d) 5-ximop-6-(4-dpropdennn)-8-merokcuxrunazonuH-4(3H)-ox
4-amMuHO-2-X710p-4"-(pTOP-5-MeTOKCHONPpeHUIT-3-KypOOoHOBYI0 KUciIoTy (0.02 T, 0.06 MMOJIB)
00 BeMHUITN ¢ popmamuioM (2.6 T, 2.3 MJ1, 58 MMOJTB) C TOJTyYeHHEM OECIIBETHOT'O PacTBOPA.
Cwmech HarpeBasm ripy 155°C B TeueHue 5 yacoB. Y ajieHue popMaMmuia ¢ NOMOIIbIO
mucTuIIsun U xpomatorpadust (C18 obpatHo-dazoBast BIXKX, meranon / Boxa (0.1%
MypaBbuHas kuciaorta) = 20:80 1o 95:5) nanu coenMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJIE

oemoro ocaaka (0.002 r, 10%). MS: m/e=303.0 [M-H]'.

e) 5-xop-6-(4-bropdenun)-8-ruapokcuxuHazonni-4(3H)-ox

B 10 Mt kpyrinogoHHoOM KoJ10e, 5-x10p-6-(4-hTopdenun)-8-meTokcuxuHa3onuH-4(3H)-ox
(0.07 1, 0.23 mMmoJb) ¥ TpUOpomua 6opa (1 M B quxiiopmerane, 1.61 mi, 1.61 MMoIib) B
JuxjiopMeTrane (2.0 MiT) epeMenBaIv B TeUeHUE 18 4acoB py¥ KOMHATHOM TEMIIEPATYPE.
JlobaBieHre MeTaHoJIa, YAAIEHUE PACTBOPUTEIIEH C TOMOIIIBIO AUCTUUISIAN U XpoMaTorpadust
(C18 obpatHo-pazoBass B2XKX, meranon / Boaa (0.1% mypaBbsuHas kuciaoTta) = 20:80 mo 95:
5) nanu coeqMHEHKe, yKa3aHHOE B 3arojioBke, B Buje Oemoro ocajaka (0.03 r, 49%). MS: m/

e=288.5 [M-HJ".

[Tpumep 102

5,6-6uc(4-propdennn)-8-ruapoxrcuxunazonui-4(3H)-ox

a) 4,5-6uc(4-bropdeHunn)-7-MeTOKCUMHI0INH-2,3-TUOH

B 20 mu npobupke, 5-0pomo-4-x510p-7-MeTOKCUMHI0JMH-2,3-110H (0.17 T, 0.50 MMOIIB),
4-propdenundoponoByto kuciaoTy (0.11 r, 0.75 Mmoab) u kapOoHat kaymums (69.1 mr, 0.50
MMOIJIb) OOBEAUHWIN C TUOKCaHOM (8 MiT) U Bogoit (0.8 MIT) C IMoJTydeHreM KOPUUHEBOM
cycrniensud. buc(audenmnndochuno)deppouen-nammaauin(Il)auxmnopuna (0.04 r, 0.05 MmMoIb)
no6aBuiH, ¥ cMech HarpeBaiii ipu 100°C B Teuenue 18 yacos. Xpomartorpadus (C18 oopaTHo-
dazoBas BOXKX, meranoin / Boaa (0.1% mypabuHas kuciaota) = 20:80 1o 95:5) mama
COEJIMHEHUE, YKAa3aHHOE B 3ar'0JIOBKE, B BUE KpacHoro ocajaka (0.05 r, 28%), MS: m/e=364.1

[M-H]", u ¢ppaxuuro 4-x10p-5-(4-bpropdenun)-7-MmeTokcunHaoaut-2,3-auona (0.06 r, 38%),

MS: m/e=303.8 [M-H]J".

b) 4'-amuH0-4,4"-mudTop-5'-MeTokcu-[1,1';2', 1" reppernn-3'-kapOoHOBaS KACIOTA

4,5-6uc(4-propdeHun)-7-MeTOKCUUHI0IMH-2,3-11oH (0.20 T, 0.55 MMOJIB) CyCIICHAUPOBATIH
B 1H BogHOM ruapokcuae Hatpus (5.47 mit, 5.47 mmoons). PactBop nepokcuna Bogopoaa (0.23
MJ1, 2.19 MMOJIb) JOOABUIIM U PEAKIIMOHHYIO CMECh TlepeMellIMBajIi B TeueHrue 20 MUHYT TPy
KOMHATHOM TemIrepaTtype. 3aTeM ee oxaaauau 1o 0°C u qo6aBuiIn YKCycHYI0 Kucaoty (0.33
r, 0.32 M1, 5.47 MMOJIb) U 3 H COJIIHYIO KUCTOTY (1.82 Mi1, 5.5 MMouts). [Ipenunurat codpanu
Y OUMCTUIIM TocpeicTBOM XpoMaTorpaduu (C18 oopatHo-hazoBas BOIKX, metanon / Boga
(0.1% mypaBpuHas kucinota) = 20:80 10 95:5) ¢ MOJIy4eHHEM COEAUHEHUS, YKA3aHHOTO B

3aroyioBke, B Buje Oemoro ocaaka (0.08 r, 39%). MS: m/e=354.0 [M-H]".
¢) 5,6-6uc(4-dpropdennn)-8-metrokcuxunazonuH-4(3H)-on
4'-amuHo-4,4"-nudtop-5'-metokcu-[1,1';2',1"|tepdennn-3'-kapooHoByto kucnoty (0.07 T,
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0.20 mMoJb) 00BbeauHUIM ¢ popMamuaoM (1.83 r, 1.61 mi1, 40.5 MMOJIB) C TOJTyUYECHUEM
OecuBeTHOTrO pactBopa. Peakinonnyto cMech HarpeBasu npu 155°C B TeueHue 5 4acos.
Vnanenue opmamMuaa ¢ TOMOIIBIO AUCTUIIISIUY U XpoMaTorpadus (CUIMKareiib, MeTaHOJ1/
nuxyiopmerad = 0:100 go 5:95) nanu coeguHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUAE OEJIOTO

ocagxka (0.03 1, 45%). MS: m/e=362.9 [M-H].
d) 5,6-6uc(4-propdennn)-8-runpoxcuxunazonut-4(3H)-on
5,6-6uc(4-bropdenun)-8-merokcuxrunazoimi-4(3H)-ox (0.05 r, 0.12 MMOJIb) ¥ TPUOpOMUT
6opa (1 M B quximopmeTtane, 0.87 mi1, 0.87 MMouth) B tuxiopMerane (5.0 MiT) mepeMenmBaIn
B TeUeHUE 3 4 MpU KOMHATHOM TemnepaType. JlobaBiieHre MeTaHo 14, yIalieHue pacTBOpUTEeH
C TIOMOIIIBIO TUCTUWILISIMU U XpoMaTorpadus (C18 odpatHo-dazosas BOKX, meranoi /
Boza (0.1% mypasbuHas kucinota) = 20:80 10 95:5) manu coeqMHEHNe, yKa3aHHOE B 3arOJIOBKE,

B Buje Oemoro ocanka (0.03 r, 63%). MS: m/e=349.1 [M-H]J".

ITpumep 103

8-TUAPOKCH-6-[3-MeTHIT-5-(4-MeTHIT-TIunepa3uH- 1 -kapooHu)-tuodeH-2-ui|-3 H-xuHazomuH-
4-0H

a) 6-(3-MeTum-5-(4-MeTuianurepasun- 1 -kapOoHuT) THoGeH-2-1T)-8-((2-(TPUMETUIICHUITUIT)
3TOKCU)METOKCH)-3-((2-(TPUMETUIICUIIUIT)ITOKCH )METUIT) XuHa30IuH-4(3H)-oH

Cwmech 4-MeTui-5-(4-0kco-8-((2-(TpUMETUIICUITUIT ) 3TOKCH )METOKCH ) - 3-((2-(TPUMETUIICUITIAI )
3TOKCH)METHN)-3,4- IUTUIPOXHUHAZOJIMH-6-UT) THOPeH-2-kKapOoHoBOM KKciaoThI (0.08 T, 0.14
MMOIJIb), 1-MeTrinunepasuna (0.02 r, 0.02 mu, 0.17 mmouts), N,N-1uu30nponmisTUIaMrUHa
(0.04 1, 0.05 M1, 0.03 MMoIIB), U O-(7-a3aben30Tpuazoli-1-um)-N,N,N',N'-TeTpaMe TUITy pOHUS
rekcadropdochara (HATU, 0.05 r, 0.14 mmonb) B aumeTriipopmamue (5.5 mir)
repeMelInBalIy Mpu KOMHATHON TeMIIEpaType B T€YEHUE HOUU. DKCTPATUPOBAHUE
STUIALETATOM U XpoMaTorpadus (CUIIMKaresib, AMXJI0pMeTan/MeTaHol = 98:2 10 95:5) nanu
COEMHEHHUE, YKA3aHHOE B 3arojioBKke, B Bue OecueTHOro Macna (0.06 r, 63%). MS: m/e=

645.2 [M+H]".

b) 8-ruapoxcu-6-[3-metni-5-(4-meTui-runepasus- 1 -kapoouu)-TuodeH-2-uil-3H-
XUHA30JIMH-4-0H

K 6-(3-meTuin-5-(4-metunmnunepasut- 1 -kapOoHu) ThopeH-2-1i)-8-((2-(TpUME TUIICHUITIAT )
3TOKCH)METOKCH)-3-((2-(TPUMETUIICWIIMIT)3TOKCH ) METWIT)XxuHa30auH-4(3H)-ony (0.06 r, 0.09
MMOJIb) 100aBUIM BOY (3.0 MJ1) M MypaBbUHYIO KUCIIOTY (27 MJ1). PeakiimoHHYyI0 cCMeCh
nepemernBaiy rmpu 90°C B TeyeHue 2 4aCOB U 3aTeM 100ABUIIM HACBHIIIIEHHbBINM BOTHBIN
TUIPOKApPOOHAT HATPUS. DKCTPArMPOBAHUE ITUIALETATOM JIaJI0 COETMHEHUE, YKa3aHHOE B

3arojioBKe, B BUze 6enoro ocanka (0.01 T, 20%). MS: m/e=385.2 [M+H]".

[Tpumep 104

N-(5-(8-runpokcu-4-okco-3,4- TMruIpOXUHAZOJIUH-6-UIT)-6-(METOKCUMETIT ) TUPUIMH-2-11)
MUBAJIAMU]]

a) N-(6-(MeTokcumeTu)-5-(4-0kco-8-((2-(TPUMETUIICUIIUIT)3TOKCH)METOKCH )-3-((2-
(TPUMETHUIICUIINIT)3TOKCU)METHN)-3,4-TUTUIPOXUHAZOJIMH-6-UJT) TUPUIUH-2- W) TUBAJIAMMU /T

Cwmecs 6-(4,4,5,5-TeTpameTuin-1,3,2-auokcadoposan-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETHUIICUIIAIT)ITOKCH )MeTHI ) xMHA30JIMH-4(3H)-oHa (0.18 1, 0.33 MMoOJIB)
1 N-(5-6pomo-6-(MeTokcumeTHIT) upuauH-2-uin)uBaiamuaa (0.10 T, 0.33 Mmornib) U kapboHaTa
kamus (0.14 1, 0.10 mmouns) B nuMmetuiidopmamuze (4 mi) u Boje (0.4 mir) oopadboTaiu 6uc
(mupenmnndochuno)pepponen-namiaaui(Il) muxmopumom (0.02 T, 0.03 MMOIIB). PeaknmoHHyO
cMech nepemermmBaiu rpu 100°C B TeueHre HOUU. DKCTPAarupoOBaHUE ITUIALETATOM U
xpoMaTorpadus (CHIUKareis, atunanerart / rentad = 50:50 1o 100:0) mamm coenvHeHwe,

yKa3aHHOE B 3aroJIoBKe, B BUue kopuuHeBoro macna (0.11 r, 50%). MS: m/e=643.3 [M+H]".
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b) N-(5-(8-runpokcu-4-okco-3,4- IMru ApOXUHA30JIMH-6-1I1)-6-(METOKCUMETUIT ) [T PUIAH-2 -
WJI)IIMBAJIaMU[

N-(6-(MetokcumeTnin)-5-(4-okco-8-((2-(TpUMETUIICUITAIT)3TOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINIT)ITOKCA)METHN)-3,4-TUTUIPOXUHAZOJIMH-6-UIT) TMPUIUH-2 - W) TUBAJIAMMU/T
(0.11 1, 0.16 MMOJTB) OOBEAVMHUIIA C MYPABBUHOM KUCTOTOM (9 MIT) M BOJ10M (1 MJT) M HAarpeBaju
rpu 100°C B TeueHue 2 yacoB. JloOaBieHre MeTaHoOJIa, YAaJIeHUE pACTBOPUTEIICH C IIOMOIIIBIO
JUCTWUISIMY U TPUTYPUPOBAHUE C IUITUIIOBBIM 3GupoM (1 M) 1aJId COeIMHEHUE, YKa3aHHOE

B 3aroJIoBKe, B Buje ceporo ocazaka (0.05 T, 72%). MS: m/e=383.0 [M+H]".

ITpumep 105

6-0poMO-8-THAPOKCH-5-(2-MeTUIITU pUANH-4-1T)XxuHa30auH-4(3H)-oH

a) 7-MeTOKCU-4-(2-MEeTUITUPUINH-4- WU )UHIOJINH-2,3-TMOH

4-6poMo-7-MeTOKCUMHT0JTUH-2,3-11uoH (CAS67303-38-2, 1.28 1, 5.00 MMoIB), 2-
METUIITUPUINH-4-UI00pOHOBYIO KMCIOTY (0.69 1, 5.00 MMoOITB) M KapOoHaT kanus (0.69 r,
5.00 MMoOJTIb) 00BEIMHUIIHU ¢ TUOKCcaHOM (70 MJT) U BooM (7.0 MIT) C TOJTy4YeHUEM KOPUUHEBOMN
cycnensuu. buc(mudennndochuno)depponen-mamiaaui(Il)auxaopun (0.37 r, 0.50 MMOJIB)
J00aBUIIM U PEAKIMOHHYIO cMech nepemeruBaiu nmpu 95°C B TeueHue 18 yacos.
XpomaTorpadus (cunmkarennb, Mmetanoj/quxiopmetas = 0:100 1o 10:90) nana coeauHeHue,

YKa3aHHOE B 3aroJIOBKE, B BUJI€ KpacHOTo ocaaka (0.95 r, 71%). MS: m/e=266.8 [M-H] .

b) 5-6poMo-7-MeTOKCHU-4-(2-MEeTUIIITU PUANH-4-UIT)UHIOJIMH-2,3- TMOH

K pactBopy 7-meToKCcu-4-(2-MeTUIITMPUIMH-4-UT)UHA0IMH-2,3-11oHa (0.81 1, 3.02 MMOJIb)
B yKCycHOM KucioTe (16 mir) meaieHHo fo6asuinu 0pom (0.97 r, 6.04 mmosb). PeakiumoHHyo
cMech nepemermmBaiy rpu 25°C B TeueHue 3 yacoB U 3ateM HarpeBaym 10 80°C 20 yacos.
@OUIbTpaNys U TPUTYPUPOBAHUE C AUITUIIOBBIM 3(DUPOM J1alli COeTMHEHHUE, YKa3aHHOE B

3arojIoOBKe, B BUAE KOpUUHEeBOTO ocanka (1.0 r, 96%). MS: m/e=348.9, 346.9 [M+H]".

¢) 2-aMUHO-5-0pOMO-3-METOKCHU-6-(2-MeTUIIITUPUIMH-4-UJT)OEH30MHAST KUCTIOTa

5-0pomo-7-MeTOKCU-4-(2-MEe TUIIUPUINH-4-UIT)UHI0MH-2,3-11oH (0.15 1, 0.43 MMOJIB)
CYCIIEHAUPOBAJIM B | H BOOHOM ruapokcuae Hatpus (4.32 mit, 4.32 mmoons). PactBop nepokcuna
Bojiopoaa (0.18 mit, 1.73 Mmoub) no6asunu npu 0°C 1 peakKMOHHYIO CMECh 3aTeM
nepeMeruBaiiy B Teuenue 20 MUHYT TTpyu KOMHaTHOM TeMiiepatype. [1pu 0°C nob6asunm
yKCycHYI0 Kuciorty (0.26 r, 0.25 mit, 4.32 MMoOIb) U 3 H COJIAHYIO KUcaoTy (1.44 mit, 4.32
MMoJIb). [Tpenumurat oThUIBTPOBAIIH C MOJTYyUYEHUEM COSIMHEHUS, YKa3aHHOT'O B 3aT'0JIOBKE,

B BUZe KopuuHeBoro ocaaka (0.10 r, 69%). MS: m/e=337.0, 339.0 [M+H]™.

d) 6-6poMo-8-ruapoKCH-5-(2-MeTUITIUPUIUH-4-11)XuHa30MH-4(3H)-0oH

2-aMHMHO-5-0pOMO-3-MeTOKCU-6-(2-MeTUIIIMPUIUH-4-1T)0eH30 Y10 kKucnoTy (0.32 1, 0.95
MMOJIb) U popmamun (1.71 1, 1.51 mu1, 38.0 MMOITB) HarpeBajyd B MUKPOBOJIHOBOM TIEYH MTPH
160°C B TeueHue 45 MUHYT. CMeCh CKOHLEHTPUPOBAJIM I10]I BAKYYMOM U OUUCTUIIN
MOCPEICTBOM XpoMaTorpaduu (cuiiMkaresb, MeTaHoy/auxiaopmeran = 0:100 go 20:80 u
cunMkarens, MetanoJ/atunanerat = 0:100 mo 100:0 u B9XKX, C18 o6paTHas dasa, metaHon/
Bozaa (0.1% Tpustuminamun) = 20:80 10 95:5) ¢ mOIy4eHUEM COEIMHEHUS, YKA3aHHOTO B

3arojioBke, B Buae kopuuHeBoro macia (0.01 r, 4%). MS: m/e=332.0, 334.1 [M+H]™".

[Tpumep 106

N-(2-(duuzonponuiaMuHO)3TUIT)-4-(8-TUAPOKCU-4-0KCO-3,4- TUTUIPOXUHABZOJIMH-6-1J1)-
N-m3ompomui-3-(MeTokcumeTnia)oenzamus 2,2,2-TpudTopanerat

a) 3-(MetokcumeTun)-4-(4-o0kco-8-((2-(TpUMETHIICUIINIT )3 TOKCH )METOKCH )-3-((2-
(TPUMETUIICUIIWIT)3TOKCHU)METUN )-3,4- TUTUAPOXUHAZ0IUH-6-1T1)OeH30MHAs KUCTIOTa

Metun 3-(MeTOKCUMETUIT)-4-(4-0KCO-8-((2-(TpUMETUIICUITAIT)3TOKCH )METOKCH)-3-((2-
(TPUMETUIICUIIUIT)ITOKCH)METH )-3,4- TUrMAPOXUHA30IMH-6-1T)0en30aT (0.80 1, 1.33 MMOITB)
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v 1 H BogubId rugpokcua uths (50.0 mut, 50.0 Mmoiib) B TeTparuapodypane (40 mia) u MeOH
(2.5 mu1) nepeMerivBaiu B TeueHue 2 yacoB. [1oakucieHre HachleHHBIM BOTHBIM PACTBOPOM
XJopu1a aMMOHMS / BOJIbI = 1:3 (450 MIT) M 3KCTparupOBaHUE ITUIALIETATOM JAJIU COEJUHEHUE,

yKa3aHHOE B 3ar0JIOBKE, B Buje OeciBeTHOTO ocaaka (0.65 r, 83%). MS: m/e=587.1 [M+H]*.

b) N-(2-{unzonponuaaMuHo ))3Tri)-N-u30nponui-3-(MeTOKCUMe T )-4-(4-0kco-8-((2-
(TPUMETHUIICUIINI)ITOKCU)METOKCH )-3-((2-(TpUMETHUIICHUIIAIT)ITOKCH )METHN )-3,4-
JIMTUAPOXUHA30IMH-6-1T)0eH3aMU]T

CMmech 3-(MeToKCUMETHN )-4-(4-0KCO-8-((2-(TPUMETHIICHIINIT)3TOKCH )METOKCH )-3-((2-
(TPUMETUIICUIIWIT)ITOKCU)METU )-3,4- TUTUAPOXUHAZOIUH-6-1T)0eH30tHOM KucioThl (0.15 T,
0.26 mMmonb), N1,N1,N2-tpunzonponuiitas-1,2-quamuna (0.05 r, 0.26 mmob), N,N-
nuuzonporuwmaTuiamuba (0.17 r, 0.22 mu, 1.28 mmorsb), u O-(7-a3abeH30Tpuasoii-1-ui)-
N,N,N',N'-terpametuinyponus rekcapropdocdara (HATU, 0.19 r, 0.51 MmmoOJIb) B
nuMmeTuipopmamue (6 M) mepeMenIMBaid Ipu KOMHATHOM TeMIiepaTtype B TeueHue 20
4acoB. DKCTpArupoBaHUe ITUIALETATOM U XpoMaTorpadus (CUIMKATellb, TUXJIopMeTaH/
MeTaHOJI = 95:5) maju coeAMHEHUE, YKa3aHHOE B 3arojIoBKe, B BUe OecuBeTHOro Macia (0.08

r, 41%). MS: m/e=755.5 [M+H]".

¢) N-(2-Aur30onpornuiaMMHO )3TUI1)-4-(8-TUIPOKCU-4-0KCO-3,4-TUTUAPOXUHA3OJIMH-6-1IT)
-N-uzonponui-3-(MeTokcuMeTrin)oen3amus 2,2,2-rpudropanerat

K N-(2-(muuzonponuaaMuHo )3Tui)-N-u30nponui-3-(MeToKCUuMe T )-4-(4-0Kkco-8-((2-
(TPUMETHUIICUIINI)ITOKCA)METOKCH )-3-((2-(TpUMETHUIICHUIIAIT)ITOKCH )METHN )-3,4-
JTUTUAPOXUHA30IMH-6-11)0eH3amuay (0.08 T, 0.10 MMOJIb) B quXJIopMeTaHe (2 MIT) MEIJIEHHO
n00aBUIIM TPUPTOPYKCYCHYIO KUCITOTY (2.96 T, 2 Mi1, 26.0 MMOJIb) M CMECh TIepeMEITMBaIN
IIPU KOMHATHOW TemIiepaTtype B TeueHue 1 yaca. PactBopurenu ynaaviav QUCTAIISILIAEH U
ocTaTok 00paboTanmu MeTaHoioM (3x 5 mu). TpuTypupoBaHue ¢ TUITUIOBBIM 3hUpoM (1
MJI) JAJIO COCIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJIE CBETIIO-KOpUUYHEBOTro ocaaka (0.05 r,

76%). MS: m/e=495.1 [M+H]".

ITpumep 107

8-ruIpoKCcH-6-(4-((4-HoaoNIPONMIIITUIIEPA3HH- | -UT)METHIT)-2-(METOKCUMETHI ) (hEeHMIT)
xuHa30mH-4(3H)-on Terpakuc(2,2,2-tpudTopanerar)

a) 6-(4-(TuIPOKCUMETUI)-2-(MEeTOKCUMETHIT)(heHUIT)-8-((2-(TPUMETHIICUITHIT )3 TOKCH )METOKCH)
-3-((2-(TpUMETUIICUIIAIT)ITOKCH)METHIT ) XMHa30JIMH-4(3H)-oH

Cwmecs 6-(4,4,5,5-TeTpametu-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH)METHIT ) xMHa30IMH-4(3H)-ona (1.80 r, 3.29 MmMo1b)
u (4-6pomo-3-(meTokcumetuin)permn)meranona (0.76 r, 3.29 Mmmoub) U KapOoHaTa Kaus
(1.36 T, 9.87 MMOIb) B AIMOKcaHe (25 mit) 1 BoAe (0.2 mur) o6pabdoTanu duc(audenundochuHo)
dheppouen-mamiaaui(Il)auxaopumom (0.24 r, 0.33 MMmoIib). PeaknimoHHyI0 cMech IiepeMeluBaIn
ripu 100°C B Tedyenue 15 gacoB. DKCTparupoBaHUE ITUIIANIETATOM U XpoMaTorpadus
(cunmukarens, atwianerat / renral = 50:50 go 100:0) manu coequHeHne, yKa3aHHOE B 3ar0JI0OBKE,

B BUJIe KopruHeBoro Macna (1.18 r, 63%). MS: m/e=573.3 [M+H]".

b) 3-(MeTokcumeTun)-4-(4-0kco-8-((2-(TPUMETHUIICUIINI)ITOKCH)METOKCH )-3-((2-
(TPUMETHIICHITAIT)3TOKCH ) METHIT)-3,4- IMTUAPOXUHABOJIUH-6-1IT) OCH3UIIMETAHCYTh(DOHAT

K 6-(4-(rugpoxcumeTiin)-2-(MeTOKCUMETHIT)(heHUIT )-8-((2-(TPUMETHIICHITHIT )3 TOKCH )METOKCH)
-3-((2-(TpUMETUIICHUIIAIT)ITOKCH )MeTH ) xHAa30JIMH-4(3H)-ony (0.33 1, 0.52 MoJ1b) U
tpuaTWiamMuny (0.11 1, 0.15 mu1, 0.68 MmMoJb) MesieHHO nodauu mpu 0°C
MeTtaHcyabporutxopun (0.08 r, 0.05 mi, 0.68 mmonb). Cmech nepemernuBanuy pu 0°C B
TeUeHHE 3 YaCOB M 3aTEM BIIUJIM B HACBIIIICHHBIN BOIHBIN OukapOoHaT HaTpus (10 mi).
DKCTparupoBaHUe IUXJIOPMETAHOM J1aJI0 COSAMHEHHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJIC

Crp.: 108



10

5

20

25

30

35

40

45

RU 2642779 C2

kopuuHeBoro macna (0.35 r, 93%). MS: m/e=651.3 [M+H]*.

c) 6-(4-((4-I;IOJIOHpOHI/IJ'IHI/IHepa3I/IH- 1-um)meTnin)-2-(MeTOKCUMETHIT ) (heHu )-8-((2-
(TPUMETHIICUITAIT)3TOKCU)METOKCH )-3-((2-(TpUMETHIICUITAIT)3TOKCU )METUIT ) XMHA30IMH-4(3H)
-OH

l—ﬁononpoananepaMH (0.07 1, 0.54 mmob), KapOoHnat 1e3us (0.53 r, 1.61 MmMoJb), 3-
(MeTokcuMeTr )-4-(4-0KCO-8-((2-(TPUMETHUIICHUIINIT ) ITOKCHU)METOKCH)-3-((2-(TpUMETHUIICHIINN)
3TOKCH)METHN)-3,4-IUTUIPOXHUHAZ0JIMH-6-1T)0eH3unmeTancyiabdonHat (0.35 r, 0.54 MMmoIIb)
B numeTriipopmamuze (10 Mir) mepeMennBaiy pyu KOMHATHON TeMIIEpaType B TEUEHUE HOYH.
DKCTparupoBaHKUe ITUIIANIETATOM U XpoMaTorpadust (CHITMKarelb, TMXJIOpMeTaH/MeTaHOJI
=100:0 mo 70:30) many coeaMHEHUE, YKA3aHHOE B 3aTOJIOBKE, B BUJIE CBETJIO-KEITOrO Macia

(0.12 1, 32%), MS: m/e=682.3 [M-H] . Bropyto ¢ppakuuio BeIIAETHIN U UACHTADUIAPOBAIH
Kak 3-(METOKCUMETWII)-4-(4-0KCO-8-((2-(TpUMETHUIICUIIAIT)3TOKCU)METOKCH )-3-((2-
(TPUMETUIICUIIWIT)ITOKCU)METU )-3,4- TUTUAPOXUHAZOIUH-6-1T)OeH3UT 4-
Hogonpormuiuiepasut-1-kapookcumnat (0.06 r, 14%, cBeTno-xeaToe Macio), MS: m/e=726.3

[M-HT.

d) 8-ruapoxcu-6-(4-((4-ioompONUITIUIIePA3HH- | -UIT)METHIT)-2-(METOKCUMETHIT ) (DEHMIT)
xuHa30mH-4(3H)-oH Terpakuc(2,2,2-tpudTopanerar)

6-(4-((4-ﬁononponnnnmnepamm- 1-um)meTrn)-2-(MeTokcuMe T ) peHu)-8-((2-
(TPUMETHIICHUIINI)ITOKCU)METOKCH )-3-((2-(TpUMETHUIICHUIINII)ITOKCU)METHI ) XMHa30JIMH-4(3H)
-oH (0.11 1, 0.16 MMOJITB) ¥ TPUPTOPYKCYCHYIO KUCTOTY (2.22 T, 1.5 M1, 19.5 MMoOJTB) B
JUXJIOPMETaHE (3 MJI) IIEpeMEIIMBAJIM TPYU KOMHATHOM TEMIIEPATYpE B TeueHue 1 yaca.
PactBopurenu yianuim ¢ TOMOUIBIO TUCTUILISILIMU U OCTATOK 00paboTaiu MeTaHoIoM (3x
5 mu1). TputypupoBaHue ¢ AMITUIOBBIM 3(pUpoM/TIEHTaHOM (2 MJT) JaJI0 COeMHEHHE,

yKa3aHHOE B 3ar0JIOBKE, B BUE cepo-0eroro ocanka (0.09 r, 61%). MS: m/e=423.3 [M+H]*.

ITpumep 108

8-rupokcu-6-(2-uzonponui-1,2,3,4-reTparuApoOn30XUHOIMH-5-WI)XMHA301MH-4(3H)-0H
2,2,2-TpudTopanerat

a) 6-(2-3onponuin-1,2,3,4-TeTparupo-u30XuHOJINH-5-11)-8-(2-TpUMETUIICUITAHUII-
3TOKCUMETOKCH)-3-(2-TpUMETUIICUIIAHUIT-3TOKCUMETII)-3#H | -XxuHa30/1MH-4-0H

Cwmecs 6-(4,4,5,5-TeTpameTui-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETHUIICUIIAIT)ITOKCH )METHI ) XxMHA30JIMH-4(3H)-0oHa (0.39 1, 0.71 MmMoIIB)
u 5-6pomo-2-uzonponui-1,2,3,4-terparuaponzoxutonusa (0.18 r, 0.71 MMoJb) U kapOoHaTa
kanus (0.29 r, 2.12 Mmoib) B quokcane (20 M) v Bofe (2 mir) obpaboTtaiu Ouc
(mudpennndochuno)pepponen-namiaaui(Il) muxmopumom (0.05 T, 0.07 MMoIb). PeaknmoHHy0
cMech nepemerimBau mpu 100°C B Teuenue 10 yacoB. DKCTparupoBaHKUe ITUIALETATOM U
xpomaTorpadus (cumukareis, stunanerart / rentad = 0:100 go 30:70, ¢ mocneayomum
METAHOJIOM) JaJIi COEAMHEHUE, YKA3aHHOE B 3arOJIOBKE, B BUJIe KOpuuHeBoro macina (0.27 r,

63%). MS: m/e=596.5 [M+H]".

b) 8-ruapoxcu-6-(2-uzonponui-1,2,3,4-TeTparuipoOn30XUHOIUH-5-UT)XUHa301uH-4(3H)-
oH 2,2,2-Tpudropanerat

B 10 M1 xpyriiogoHHoi koJibe, 6-(2-uzonpornui-1,2,3,4-TeTparuipon30XuHOIMH-5-11)-8-
((2-(TPUMETHIICUIINIT)3TOKCU )METOKCH)-3-((2-(TPUMETHUIICUIIMIT ) ITOKCH )METHIT ) XMHA30JIMH-4
(3H)-o# (0.26 T, 0.44 MMOIB) U TPUPTOPYKCYCHYIO KUCITOTY (2.98 T, 2.02 M1, 26.2 MMOJIB) B
JUXJI0pMeTaHe (5 Mi1) mepeMelIMBaIv IpU KOMHATHON TeMIlepaType B TeueHue 1 vaca.
PactBopuTens yaannim ¢ HIOMOIIBIO TUCTULISILIMY U OCTATOK, TPUTYPUPOBAIIU C IUITUIIOBBIM
acdupom (2 MIT) C MOJTyUYeHUEM COEAUHEHHSI, YKa3aHHOTO B 3aT0JIOBKE, B BUIE CEPOTO OCaJIKA
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(0.20 T, 99%). MS: m/e=336.2 [M+H]".

ITpumep 109

4-(8-ruapoKCU-4-0KCO-3,4- TUTMIPOXUHAZOIMH-6-1IT)-3-(METOKCUMETHIT) OeH3MIT 4-
HoIonponuImuIiepa3uH- 1 -kapooxcunara 6uc(2,2,2-rpudropanerar)

3-(MetokcumeTuin)-4-(4-0kco-8-((2-(TpUMETUIICUIIUIT)3TOKCH ) METOKCH)-3-((2-
(TPUMETUIICUIIWIT)ITOKCU)METU )-3,4- TUTUAPOXUHAZOIUH-6-1T)OeH3UT 4-
nomgonponutnunepasut-1-kapookcunat (0.06 T, 0.08 MMOJIb) U TPUPTOPYKCYCHYIO KUCTOTY
(1.48 1, 1 mu, 13.0 MMOJIB) B quXxjIopMeTaHe (3 MJT) EpEMENIMBAIIN IIPU KOMHATHOMU
Temriepatype B TeueHue 1 yaca. PactBopuress yaaIiiv C TOMOIIBIO AUCTUIUISLMY U OCTATOK
TPUTYPUPOBAIIU C AUITUIIOBBIM 3(prpoM (1 MJT) C MOTyUyeHUEM COSAUHEHHS, YKa3aHHOTO B

3aroJjioBKe, B Buje cepo-oenoro ocanaka (0.05 r, 97%). MS: m/e=467.1 [M+H]*.

ITpumep 110

8-ruAPOKCU-6-(2-(METOKCUMETHIT ) TUPUIUH-3-UjT1)XxuHa301uH-4(3H)-0oH 0uc(2,2,2-
TpudTOpanerar)

a) 6-(2-(MeTokcuMeTHU) TUPUIUH-3-11)-8-((2-(TPUMETHUIICHUIINI)ITOKCU)METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METH ) XUHA30JIMH-4(3H)-0H

Cwmecs 6-(4,4,5,5-TeTpameTuin-1,3,2-auokcadopoaan-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIIAIT)3TOKCH )MeTHI) xMHAa30JIMH-4(3H)-oHa (0.90 r, 1.64 MmMoOJIB)
1 3-0pomo-2-(MeTokcuMmeTun)upuauHa (0.33 r, 1.64 Mmois) u kapboHata nesus (0.54 T, 1.64
MMOIJTb) B muokcaHe (30 M) u Boze (3 mir) oopadoTtanu ouc(mudpenundochuno)peppoieH-
namagui(Il)guxmopuaom (0.27 r, 0.33 MMoJIb). PeakiMOHHYI0 CMECh ITepEMENTMBAIIU ITPU
130°C B Teuenue 1.5 yacoB. XpomaTtorpadus (CHIMKareiab, MeTano/muxiaopmeras = 0:100
110 5:95 ¢ mocneayomuM CUIMKareiaeM, stwianerat / rentad = 15:85 go 100:0) nanm
COoeMHEHHE, YKa3aHHOE B 3aroJIOBKe, B BUE cepo-0emoro ocaaka (0.65 r, 73%). MS: m/e=

602.4 [M+Ac].

b) 8-ruapokcu-6-(2-(MEeTOKCUMETHUI)TUPUANH-3-1T)xuHa30auH-4(3H)-on 6mc(2,2,2-
TpudTOpaneTar)

6-(2-(MeTOKCUMETHIT ) TUPUIMH-3-1T)-8-((2-(TPUMETHUIICUIIWIT)3TOKCHU )METOKCH )-3-((2-
(TPUMETHIICUIINIT)ITOKCU)METH ) XUHA30JIMH-4(3H)-0H (0.64 1, 1.18 MMOJIB) M
TpUPTOPYKCYyCHYIO Kucioty (4.03 T, 2.72 mi, 35.3 mmons) B quximopmerane (10 M)
repeMelIBaiv Mpyd KOMHAaTHOM TeMriepaType B TeueHue 1 yaca. PacTBopuTens yaaauiau ¢
MTOMOIIBIO JUCTUUISAIMN U OCTATOK, TPUTYPUPOBAIIU C TUITHIIOBBIM 3prpom (1 MiT) ¢
MOJIyYeHUEM COEIMHEHUSI, YKA3aHHOTO B 3aI'0JIOBKE, B BUJIE CBETJIO-KOPUUHEBOI'O OCaJIKa

(0.49 1, 81%). MS: m/e=284.1 [M+H]".

ITpumep 111

8-ruapoxcu-6-[3-(4-meTun-nunepasus- 1 -cyabdonnn)-pernn]-3#H | -xuna3onmH-4-oH;
COEIMHEHHUE C TPU(PTOPYKCYCHOM KUCIIOTOM

a) 6-(3-(4-Metunnunepas3uH- 1 -uincyabhoHui)heHu)-8-((2-(TPUMETUIICHIIUIT ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIIIT)ITOKCH )METHI ) XMHA30JIMH-4(2H)-0H

Cwmecs 6-(4,4,5,5-TeTpameTuin-1,3,2-auokcadoposan-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIIAIT)3TOKCH )MeTHIT ) xMHA30JIMH-4(3H)-oHa (0.10 1, 0.18 MmMou1B)
u 1-(3-0pombenuncynbhonmn)-4-metunnunepasuta (0.06 T, 0.18 MMoJIb) M kKapOoHaTa LE3Us
(0.08 r, 0.05 mmoutb) B tuokcane (8 mur) u Boze (0.8 mir) o6padoTanu ouc(nupenundochuno)
deppouen-namaaui(Il)auxaopumom (0.01 r, 0.02 MMmoJib). PeakimoHHyt0 cMech IiepeMelmBaImn
ripu 90°C B TeueHue 3 4acoB. IKCTpArupoOBaHUEe ITUIALETATOM U XpoMaTorpadust (CUJIMKArelb,
MeTtaHoJ/ muxiaopmeran = 0:100 mo 10:90) nanu coeauHeHne, yKa3aHHOE B 3aT0JIOBKE, B BUJIE

kopuuHeBoro ocaaka (0.07 r, 55%). MS: m/e=661.3 [M+H]".
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b) 8-ruapoxcu-6-[3-(4-MeTui-nurepasus- 1-cyiabdonun)-pennn]-3#H ! -xunazonmna-4-oH;
COETMHEHUE C TPUPTOPYKCYCHON KUCITOTON

6-(3-(4-MetunnunepasuH- 1 -uicyabhoHu)peHn)-8-((2-(TpPUMETHUIICHITIIT ) 3TOKCH )METOKCH)
-3-((2-(TpUMETHUIICUITAIT)3TOKCH )METHIT ) XMHA30JIMH-4(3H)-0H (0.06 T, 0.09 MMOIIB) 1
TpudTOopyKCcycHyto KucioTy (1.48 r, 1.0 mi, 0.01 mmoip) B nuxiiopmerane (1.6 M)
NepeMeIInBaJId P KOMHATHOM TeMmIiepaType B TeueHue 1 yaca. PactBopurens yaaiuiuy ¢
ITOMOIIBIO AUCTUUISAIMNA U OCTATOK, TPUTYPUPOBAIIU C TUITHUIIOBBIM 3pupom/mieHTaHoM (1
MJI) C TTOJTyYEHUEM COEUHEHUSI, YKA3aHHOTO B 3aT0JIOBKE, B BUJI€ CBETJIO-KOPUUHEBOTI'O OCa KA

(0.02 1, 49%). MS: m/e=398.9 [M-H]J .

ITpumep 112

6-(2-Anerundennn)-8-ruaporcuxunazoinuH-4(3H)-on

a) 6-(2-Aunetundennn)-8-((2-(TpUMETUIICHUIIUIT)ITOKCH ) METOKCH )-3-((2-(TpUMETHUIICUITHI )
3TOKCHU)METUIT)XMHa30uH-4(3H)-0H

Cmech 6-6poMo-8-((2-(TpUMETHIICUITAI)ITOKCH)METOKCH)-3-((2-(TPUMETUIICUITUIT)3TOKCH)
MetuiT)xuHa30auH-4(3H)-ona (0.60 1, 1.20 MMOJIb) 1 2-aneTuaGeHnIO0POHOBON KUCTOTHI
(0.29 1, 1.79 mMmonb) 1 kapboHaTta kamus (0.17 r, 1.2 mMorib) B iuokcane (60 mut) u Bojie (6
MJ1) obpaboTanmu ouc(audenundocduno)peppouen-namtaauin(Il)auxmopuaom (0.09 r, 0.12
MMOJIb). Peakipionnyio cmech nepemermBaiy npu 95°C B reuenue 3 yacoB. Xpomatorpadus
(cumukarens, stunanerat / rental = 0:100 o 60:40) nana coeqMHEeHHUE, yKa3aHHOE B 3aT0JIOBKE,

B Buje xearoro Macia (0.51 r, 79%). MS: m/e=599.5 [M+Ac].
b) 6-(2-Aunetundenun)-8-ruaporcuxuta3onut-4(3H)-ox
6-(2-Anetundenn)-8-((2-(TPUMETUIICHIIMIT)ITOKCH ) METOKCH )-3-((2-(TpUME THUIICUITII )
aTokcu)MeTHIT)XuHa30uH-4(3H)-0oH (0.50 T, 0.92 MMOJIB) ¥ TPUPTOPYKCYCHYIO KUCTOTY (3.15
T, 2.13 Mi1, 27.6 MMOJIb) B iMxsiopMeTane (10 Mir) nepeMermBaiv Ipyu KOMHATHOW TEMIIEPATYPe
B TeueHue 1 yaca. PacTBOpUTEND yAAIWIM C MOMOIIBIO JUCTUUISILIMKA U OCTATOK,
TPUTYPUPOBAIIU C TUITUIIOBBIM 3(DUPOM C MMOJTyUEHUEM COEIMHEHUS], YKA3aHHOTO B 3aTrOJIOBKE,

B Bujie cepo-0ernoro ocanaka (0.18 r, 68%). MS: m/e=281.0 [M+H]™ .

ITpumep 113

8-ruapoKcH-6-(2-(2-rugpokcunponan-2-ui)pennn)xuna3zonni-4(3H)-oun

K 6-(2-anerundennn)-8-runporcuxunazonnd-4(3H)-ony (0.11 r, 0.39 Mmoitb) B
terparunapodypane (10 mi) ipu -74°C 1oO6aBUIIM METUIIMATHUS XJIOpU (PAcTBOP B
terparuapodypane, 0.19 mi, 0.47 MMOJIB) U CMECH JIaJTM HATPETHCS JJO KOMHATHOM
teMmneparypsl. JlonomHuTenbHOe KonruecTBo MeTunMarnus xaopuaa (0.19 mo, 0.47 Mmoib)
JTO0ABUIIM U CMECh KUIISITUJIM C OOPATHBIM XOJIOAWJIBHUKOM B TeueHue 20 yacoB. [Tocre
TallleHUs C MTOMOIIBIO METAHOJIA CMECh JOOABUIIM K HACBIIIEHHOMY BOJHOMY PacTBOPY
xstopuaa aMmmMoHus (10 MIT) M SKCTparupoBaiy 3tunareraToM. Xpomartorpadus (C18 odpaTHo-
dazoBas BOXKX, meranoin / Boaa (0.1% mypasbuHas kuciota) = 20:80 10 95:5) mama
COoeMHEHHE, YKa3aHHOE B 3arojioBke, B Buae O6emoro ocaaka (0.02 r, 17%). MS: m/e=297.2

[M+H]".

ITpumep 114

8-ruapoxcu-6-(2-(metuncynbdanunmetui-penun)-3H-xunazonmun-4-ox 2,2,2-
TpudTOopanerat

a) 6-(2-MertuncynbpaHuiMeTui-peHnn)-8-(2-TpuMe TUIICUIAHUI-3TOKCUMETOKCH )-3-(2-
TPUMETWICWIAHWI-3TOKCUMETWI )-3 H-XxuHa301mH-4-0H

Cwmecs 6-(4,4,5,5-TeTpameTuin-1,3,2-auokcadopoaan-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIIAIT)3TOKCH )MeTHI ) xuHAa30JMH-4(3H)-oHa (1.00 r, 1.82 mMoI1b)
u 2-0pombOen3un)(Metun)cyiabdana (0.39 r, 1.82 mmois) u kapbonata kamus (0.76 r, 5.47
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MMOJIb) B 1uokcane (20 M) v Bofe (2 mir) obpabdoTtanu ouc(mudenmndpochuno)depporeH-
namaguin(Il)auxmopuaom (0.13 1, 0.18 MMoub). PeakMoHHYI0 CMECh TTepEeMENIMBAIIN ITPU
90°C B TeyeHue 15 yacoB. DKCTparupoBaHUE ITUIALECTATOM U XpoMaTorpadust (CUIMKATeNb,
srwianerat / renrad = 0:100 mo 100:0) nanu coenMHeHre, yKa3aHHOE B 3arOJIOBKE, B BUIE

xenToro Macia (0.55 T, 54%). MS: m/e=559.2 [M+H]".

b) 8-ruapoxcu-6-(2-(metuicynbdanunmerui-pennn)-3H-xunazonnna-4-ou 2,2,2-
TpudTopanerat

6-(2-MetuncynbhanunmeTuii-heHun)-8-(2-TpuMeTUICUTIAHUIT-3TOKCUMETOKCH)-3-(2-
TPUMETWICWIAHWI-3TOKCuMeTH )-3 H-xunazonuu-4-ox (0.04 r, 0.06 MMoJIb) 1
TpudTOpyKCycHYyI0 KUciaoTy (1.48 r, 1.0 mi1, 13.0 MMOJTB) B AMXJIOpMeTaHe (3 MIT)
MEePEMENINBAIIM TPY KOMHATHOM TEMIIEPATYPE B TEUEHUE 2 4ACOB. PacTBOpUTENL yAAIIUIIN C
MOMOIIBIO AUCTUIUISLMY U TOOABWIM METaHOJI. Y JajieHue pacTBOPHUTEINS C ITOMOIIIBIO
JUCTWUTALMU JAJI0 COEIMHEHUE, YKA3aHHOE B 3aT0JIOBKE, B BUJIE CBETIIO-KOPUYHEBOI'O OCAAKA

(0.03 1, 97%). MS: m/e=299.4 [M+H]".

ITpumep 115

8-THIPOKCH-6-(2-(MeTHITICYTb(OHUIMETHIT ) (heHrT ) xuHa30mH-4(3H)-oH 2,2,2-
TpudTOpanerat

a) 6-(2-(MetuncynbdorrTIME T ) PEHWUIT)-8-((2-(TPUMETHUIICHIIHIT)3TOKCU)METOKCH)-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)-0oH

K 6-(2-meTuncynbhanunmeui-heHun)-8-(2-TpUMe TUICUIaHUIT-9TOKCUMETOKCH) - 3-(2-
TPUMETUIICUIIAaHUI-3TOKCUMETHN )-3H-xunazomuH-4-ony (0.13 r, 0.23 MMOJIb) B TUXJIOPMETAHE
(10 M) mo6aBuu nipu 0°C M-xmoprnepoeH3oiHyo kucioTy (0.09 r, 0.51 mmons). Uepes 30
MUHYT cMeCh HarpeBajiv 10 25°C u nepeMeniMBaim B TedeHue 1 4. IKCTparupoBaHUE C
HACBIIIICHHBIM BOAHBIM PaCTBOPOM OMKapOOHATa M 3TUIIaNeTaTa U XpoMaTorpadus
(cuimukarenp, stwiianerat/rentad = 50:50 no 100:0) gany coeauHeHre, yKa3aHHOE B 3arOJIOBKE,

B BUzie xenToro Macia (0.04 T, 29%). MS: m/e=591.2 [M+H]".

b) 8-ruapoxcu-6-(2-(metuncynbhoruameTrn)permn)xuna3onui-4(3H)-ox 2,2,2-
TpudTOpanerat

6-(2-(MeTuncynbhonunmeTun)pernn)-8-((2-(TpUME THIICHUIIUIT ) 3ITOKCH ) METOKCH )-3-((2-
(TpUMETHIICUINI)3TOKCU)METH ) XxuHA30JMH-4(3H)-oH (0.04 mr, 0.06 MMOJIb) U
TpudTOopyKcycHyo Kucioty (0.74 r, 0.5 mi1, 6.49 MMOJIB) B TUXJIOpMETaHe (2 MIT)
repeMelIMBalIy Mpyu KOMHATHOM TeMIlepaType B TeUeHue 2 yacoB. PacTBopuTtens yaaiuim ¢
TTOMOIIBIO AUCTUIUISAIMN U TOOABUIIM METAHOII. Y IaJIeHUEe PACTBOPUTES C TTOMOIIIBIO
JMCTWLISILIMK AAJ10 COEIMHEHUE, YKa3aHHOE B 3aT'0JIOBKE, B BUJIE CBETIIO-KOPUUHEBOTO OCAIKa

(0.3 1, 94%). MS: m/e=331.3 [M+H]".

ITpumep 116

8-ruaApOoKCcU-6-(2-(2-(MeTUICyIb(OHWT)ITUIT ) heHuT ) xuHa30auH-4(3H)-oH 2,2,2-
TpudTopanerat

a) 6-(2-(2-(Metuntno)3Trin)peHun)-8-((2-(TpUMETUIICUIIUIT)3TOKCU)METOKCH )-3-((2-
(TPUMETHIICUIINI)ITOKCU)METHI ) XUHa30JIMH-4(3H)-oH

Cwmecs 6-(4,4,5,5-TeTpametu-1,3,2-auokcadoposan-2-ui)-8-((2-(TpUMETUIICUITAIT )3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH )METHIT)xMHa30JIMH-4(3H)-oHa (0.50 r, 0.91 mMo1B)
u 2-0pompenerun)(metmn)cyiabpana (0.21 r, 0.91 mmonp) u kapobonata kanus (0.38 r, 2.73
MMOIJTb) B muokcaHe (10 M) 1 Boje (1 mir) oopadoTtanm ouc(mudpenundochuHo)pepporeH-
naanagui(Il)guxnopuaom (0.07 r, 0.09 MMoIIb). PeakiiMOHHYI0 CMECh TIepeMENIMBaJIU ITPH
90°C B TeueHue 15 yacoB. DKCTpArupoOBaHUE ITUIIANIETATOM U XpoMaTorpadus (CUIIMKAreb,
srunanerat / rentaH = 20:80 mo 100:0) nanu coeIMHEHNE, YKA3aHHOE B 3ar0JIOBKE, B BUJIC
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xenroro mMacia (0.45 T, 86%). MS: m/e=573.3 [M+H]".

b) 6-(2-(2-(MetumncynbhoHUT)TUI)heHu )-8-((2-(TPUMETUIICUITAI)ITOKCH)METOKCH)-3-(
(2-(TPUMETUIICUIINIT)3TOKCH)METHIT) XMHA30JIMH-4(3H)-0H

K 6-(2-(2-(MeTunTro)3tuin)peHu)-8-((2-(TPUME TUIICHITHIT ) I TOKCH ) METOKCH)-3-((2-
(TPUMETHIICUITMIT)3TOKCH)METH ) XMHa30IuH-4(3H)-ony (0.44 1, 0.77 MMOJIb) B IUXJIOPMETAHE
(10 M) mob6asuim ipu 0°C M-xoprepOeH3orHyo kucinoTy (0.29 r, 1.69 mmoins). Yepes 30
MHUHYT CMeCh HarpeBasi 10 25°C v nepeMenBaiiu B TeueHue 1 yaca. Y aneHue pacTBOpUTENS
MOCPEACTBOM IUCTUILISIIIMKU U XpoMaTorpaduu (CUIIMKaresb, stuianerat / rentan = 10:90 no
100:0) manu coeMHEHKE, YKa3aHHOE B 3ar0JIOBKe, B BUE xenToro macia (0.39 r, 84%). MS:

m/e=606.2 [M+H]".

¢) 8-ruapokcu-6-(2-(2-(MeTuncynbhoHuI )3T ) heHnn) xuHa3omH-4(3H)-oH 2,2,2-
TpudTOpanerat

6-(2-(2-(MeTucynbhOoHUIT)ITUIT ) PeHUIT)-8-((2-(TPUMETHUIICHUITHIT)ITOKCH)METOKCH)-3-((2-
(TpUMETHIICUIINI)ITOKCU)METH ) XUHA30JMH-4(3H)-oH (0.04 1, 0.06 MMOIIB) U
TPUPTOPYKCYCHYIO KUCIOTY (2.96 T, 2.0 M1, 26 MMOIIb) B AuxsiopMeTane (10 mur)
MepeMENINBAIIM TPU KOMHATHOM TeMIiepaType B TeueHue 1 yaca. PactBopurens yaanuinu ¢
IMOMOIIBIO JUCTULISIIMMA U JOOABUIIM METAHOJI. Y JaJICHUE PACTBOPUTENISI C TOMOIIBIO
JMCTUJUISIUU J1AJI0 CO€IMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUJIe cepo-0enoro ocaaka (0.22

T, 74%). MS: m/e=345.0 [M+H]".

ITpumep 117

6-0pomo-5-xnop-8-ruapokcuxuHa3oauH-4(3H)-on

a) 6-0pomo-5-xi10p-8-MeTokcuxruHa3onuH-4(3H)-on

6-0pomo-8-MeTokcuxuHazoauH-4(3H)-oH (1.50 r, 5.88 MMOJIb) OOBEIMHUIIN C CEPHOM
KUCIOTOM (66.2 T, 36 Mi1, 675 MMOJIB) C ITOJIyYEHUEM KOPUUHEBOM CycrieH3UU. [ Ipy KOMHaTHOM
TeMIlepaType J00aBUiIU 1-XJI0pIUPPOIUInH-2,5-11oH (1.18 1, 8.82 MMOJIb) 11O MOPUUSIM B
teueHe nepuoaa 10 munyt. [Tocne nepeMeniiBanust B Te4€HUE 15 MUHYT /1BA MOJYYEHHbBIX
BEILECTBA MOJIHOCTBIO PACTBOPUWINCH. CMECh EPEMEILIMBAIIM ITPY KOMHATHOM TEMIIEpaType
B TeuyeHue 23 yacoB. Hact pactBopa (12 mMi1) yaaauim 11t KOHTPOJIS PEAKIIUH.
JIOTIOJTHUTETbHOE KOJIMYECTBO 1-xitoprmmppoiuann-2,5-1uoH (0.79 r, 5.88 MM0oIIb) 106aBUIU
u cMmech HarpeBali Ipu 50°C B Teuenue 80 yacoB u 3atem npu 60°C B TeueHue 1.5 yacos.
[Tocrne oxmaxaeHust 10 KOMHATHOM TEMIIEPATYpPbl CMMeCh 100aBUJIH B JIEZ/BOTY U 10OABUITU
BOJHBIN TUPOKCUI aMMOHuUs (25%, 100 mun), moanepsxkuBas Temrepatypy Huwke 10°C.
[Tpeuunurat OTGUIBTPOBAIU U BBICYIIWIHU C MOJIYYEHUEM COEIMHEHUSI, YKA3aHHOTO B

3aroJjioBKe, B Buje cepo-0enoro ocanaka (1.14 r, 67%). MS: m/e=288.6 [M-H]".

b) 6-6pomo-5-x0p-8-ruapokcuxuHazoiui-4(3H)-on
6-0pomo-5-xitop-8-meTokcuxunazonuH-4(3H)-ou (0.07 r, 0.22 MMOJIb) OOBEAUHWIIU C
BOJHON OPOMUCTOBOIOPOIHOM KHciaoTow (10.4 T, 7 mi1, 79.9 mMmorb) U HarpeBanu g0 140°C
C IMOJIy4Y€HMEM OpaHKeBOro pactBopa. Cmech nepeMemmBaiu B TeueHue 23 yacoB rpu 140°C.
[Tpeuunurat ob6pazoBajics Mocie OXJIAXKAECHUS 10 KOMHATHOM TemiiepaTypbl. DunbTpanus
Y CYIIIKA (JIECUKATOP) JAJIM COCIMHEHUE, YKAa3aHHOE B 3ar0JIOBKE, B BUJIE ceporo ocajka (0.04

r, 57%). MS: m/e=274.7 [M-H]".
ITpumep 118
8-rupokcH-6-(2-((2-(1-(2,2,2-Tpru TOPITUI ) TUTIC PUTAH-4-UIT)ITOKCH )METHIT ) DS HIIT )
xuHa301uH-4(3H)-oH 2,2,2-TpudTopanerat
a) 2,2,2-tpudTop-1-(4-(2-ruapOKCUITII ) TUIIEPUINUH- | -UIT)3TAHOH
2-(munepuauH-4-uin)stanon (2.00 r, 15.5 mmons) u Et3N (2.35 1, 3.24 M1, 23.2 MMOJIb)
00BEIMHUIIN C auXJIopMeTaHoM (50 MJT) ¢ moTyuyeHueM OecIBETHOTO pacTBopa. 2,2,2-

Crp.: 113



10

5

20

25

30

35

40

45

RU 2642779 C2

TpudTOpYKCYCHYBIN aHruaApua (3.25 r, 2.15 mu, 15.5 mMonb) nobaBuinu meaienHo mipu 0°C.
Peakumonnyto cmech nepemeninBanu B reuenue 15 4 npu 25°C u npombun 1 M BogHOM
COJISTHOM KUCJIOTOM, HACBIILIEHHBIM BOJIHBIM OUKApOOHATOM U COJIEBBIM PACTBOPOM.
Xpomartorpadus (CUIuKareib, stwianerat / rentad = 20:80 no 50:50) nana coequHeHue,
YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETJI0-KeaToro Macia (1.55 r, 55%). MS: m/e=226.1 [M+
H]".

b) 2-(1-(2,2,2-TpudTopaTUII)MUITEPUIUH-4-UJT)ITAHOT

K 6opan-TerparuapodypanoBomy Komiiekcy (1.6 mir, 1.6 MMOJIb) MEIJICHHO JOOAaBUIN
ipu 0°C 2,2.2-tpudrop-1-(4-(2-rugpoxcuaTuin)nunepuant- 1 -uim)arano (0.20 T, 0.89 MMoIIb)
B TeTparuapodypasne (3 mi). PeakiimonHyro cMech 3aTeM nepemertiuBain mpu 80°C B TeueHue
3 4acoB, OXJIAJWIM 1O KOMHATHOM TEMITEpATYPbl U TOTACUIU 6 H BOJTHOM COJISTHOW KUCITOTOM.
PactBopuTenb yanuim ¢ moMonbo AUCTWUISLMK U 100aBuiM Boy (10 Mut). DkcTparupoBaHue
STUIIALETATOM U XpoMaTorpadus Jajau COeAUHEHUE, YKa3aHHOE B 3aTOJIOBKE, B BUJIE CBETJIIO-

xenToro mMacia (0.17 T, 92%). MS: m/e=212.2 [M+H]".

c) 4-(2-(2-6pomMOeH3UITIOKCH)ITH)-1-(2,2,2-TpU TOPITUIT) TUIIEPUTUH

K 2-(1-(2,2,2-Tpudropatun)nunepuann-4-un)sranony (0.14 r, 0.64 MMoib) B
terparuapodypane (10 mur) rodaBunu ruapua HaTpus (0.04 r, 0.83 MKMOJIB) ¥ CMECh
nepemernuBaiy rpu 50°C B Teuenue 30 MuHyT. 3aTeM 100aBUIU 1-0pomMo-2-(6pOMMETHIT)
6en3oi (0.18 r, 0.70 Mmmob) B TeTparuapodypane (2 mi1) nobaBuiu. PeakimoHHy10 cMech
nepememmBaiy npu 80°C B Teuenue 15 yacoB. PeakronHyro cMech BiviM B Boay (10 M) u
3KCTparupoBalid 3TUIaNeTaTOM. XpomMaTorpadus (cuaukareib, sTuianerat / rerntad = 0:100
110 100:0) majma coeMHEHME, YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETJI0-)kenToro Macia (0.15 r,

63%). MS: m/e = 380.2, 382.1 [M+H]".

d) 6-(2-((2-(1-(2,2,2-TpudTopaTHI) TUTIEPUAUH-4-HIT)3TOKCH )METHIT ) (DeHMIT )-8-((2-
(TPUMETHUIICUIINIT)ITOKCU)METOKCH)-3-((2-(TpUMETHIICHUIINI)ITOKCH )METHI ) XUHA30JIMH-4(3H)
-OH

Cwmecs 6-(4,4,5,5-TeTpametu-1,3,2-auokcadoposan-2-ui)-8-((2-(TpUMETUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH )METHIT)XxMHa30JMH-4(3H)-ona (0.07 r, 0.13 MmMoI1b)
U 4-(2-(2-6poMOeH3MITOKCH)3TUN)- 1-(2,2,2-TpudTropatun)nunepuanna (0.05 r, 0.13 MMoiIb) 1
kapoonarta xamus (0.05 r, 0.39 MmmoJb) B trokcane (5 mut) 1 Bojie (0.5 mur) obpaboTtanu 6uc
(mudenundochuno)peppouen-namiaaui(Il)auxmopumom (0.01 r, 0.01 Mmois). PeakimonHyro
cmech nepemenuBaiy mpu 100°C B TeueHue 15 yacoB. XpomaTtorpadus (CUIMKaresb,
srunanerat / rental = 20:80 xo 50:50) majia coeqMHEHUE, YKA3aHHOE B 3aT0JIOBKE, B BUJIE

cBeTi0-)entoro Macia (0.04 r, 43%). MS: m/e=722.9 [M+H]".

e) 8-Tuapokcu-6-(2-((2-(1-(2,2,2-Tpud TOPITUIT ) TUTIE PUIMH-4-UIT)3TOKCH )METHIT ) (DEHIT )
xuHa3ommH-4(3H)-oH 2,2,2-TpudTopauerart

6-(2-((2-(1-(2,2,2-TpudTopaTHIT) MU PUIUH-4-UIT)3TOKCH )METHT ) (heHrT )-8-((2-
(TPUMETHIICHUITAIT)3TOKCU)METOKCH )-3-((2-(TPUMETUIICUIIAIT)3TOKCH )METUIT ) XUHA30IMH-4(3H)
-oH (0.04 1, 0.06 MMoI1B) M TpHdTOPYKCYCcHYIO KKcaoTy (0.74 T, 0.5 mut, 0.01 MMOJTB) B
JUXjaopMmeTane (3 M) nepeMelIMBaiy IIpyu KOMHATHOM TeMIlepaType B TeueHue 1 yaca.
PactBoputenb yaaiuay ¢ TOMOIIBIO JUCTUUISUUUA U JOOABUIM METAHO. Y 1ajIeHUE
PacCTBOPUTEIIS C TOMOILBIO TUCTUILISIUM 14710 COeIMHEHUE, YKa3aHHOE B 3ar0JIOBKE, B BUIE

cBeTio-ceporo ocanaka (0.03 r, 91%). MS: m/e=462.1 [M+H]".
ITpumep 119
5-xJ10p-8-TUIpOKCH-6-(2-(MeTrIICyIbhoHUIMeTHIT ) (hernin ) xuHa3onuH-4(3H)-ox
a) 6-0pomo-5-x710P-8-((2-METOKCUITOKCH)METOKCH)-3-((2-METOKCHUITOKCH )METHI)
xuHa3zomH-4(3H)-oH
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K 6-6pomo-5-x10p-8-ruapokcuxunazoinui-4(3H)-ona rugpoopomuy (1.80 1, 5.05 MMoIIh)
B IMxsiopMeTane (54 mur) 1o0O6aBUIIM TpU KOMHATHOH TeMiiepaType N,N-AMu30IponuIsTUIIAMUAH
(4.57 1, 6.05 M1, 35.4 mMoIib). CMech epeMeNIMBaIM B TeUeHUe 15 MUHYT U JOOaBUIH 1-
XJIOPMETOKCHU-2-MeTOKCHU-3TaH (1.89 1, 1.72 mu1, 15.2 mmosis). I1ocne nepemermmBaHus B
TEeUeHHEe HOYHW ITPY KOMHATHOM TemIiepaType cHoBa 1006aBuiv N,N-TUU30TTPONUII3TUIIAMUH
(1.31 1, 1.73 M, 10.0 MMmoJIB) M 1-XITOpMETOKCHU-2-MeTOKCU-3TaH (0.63 1, 0.57 mi1, 5.10 MMOJIB)
Y IIepEeMEILIMBAHUE MPOIOKWIN B TedeHue 3 yacoB. CMech J00aBUIM K Boe (75 min).
DKCTparupoBaHUe TUXJIOPMETAHOM M TPUTYPUPOBAHUE C TUITUIOBBIM 3(UPOM JTaIU
COEMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUAE cepo-0enmoro ocaaka (0.98 r, 43%). MS: m/e=

452.1,453.0 [M+H]".

b) 5-x510p-8-((2-METOKCUITOKCU)METOKCH)-3-((2-METOKCUITOKCH)METUII )-6-(2-
(MeTunTHoMeTHIT)(peHu)xuHa30auH-4(3H)-oH

K 6-6poMo-5-x710p-8-((2-METOKCUITOKCH)METOKCH )-3-((2-METOKCUITOKCU )METHIT)XMUHA3OJIUH-
4(3H)-ony (0.30 , 0.66 MMmoIIB) U 4,4,5,5-TeTpamMeTui-2-(2-(MeTUuITUOMETHIT ) peHm)-1,3,2-
nuokcaboponany (0.18 , 0.66 MMorib) U kapboHaty kKaums (0.28 T, 1.99 MMOJIb) B AMOKCaHE
(10 mi1) u Bogzte (1 mur) moGaBuimu ouc(mudenmndochuno)depponen-mamraaui(Il)auxmopu
(0.05 1, 0.07 MMOJTB) U peakMOHHYI0 cMech HarpeBanu rpu 100°C B Teuenue 15 yacos.
Xpomatorpadus (cummkarenb, MetanoJ/muxiopmerat = 0:100 mo 20:100) qana coequHeHHUE,

YKa3aHHOE B 3ar0JIOBKE, B BUJe KopuuHeBOro macna (0.33 r, 98%). MS: m/e=509.2 [M+H]".

¢) 5-x10p-8-((2-METOKCUITOKCHU)METOKCH)-3-((2-METOKCUITOKCU)METHN )-6-(2-
(meTuncyabhonunmeTnn)pernn)xua3onuH-4(3H)-ox

K 5-x710p-8-((2-ME€TOKCUAITOKCH)METOKCH)-3-((2-METOKCUITOKCH ) METUIT)-6-(2-
(MeTunTOMe T ) peHnT)xuHa3omH-4(3H)-ony (0.20 1, 0.39 MMoIb) B tuxiiopmerane (15
Mmi1) no6asuiu mpu 0°C M-xitoprepoen3oiinyro kuciaoty (0.15 r, 0.86 Mmmois). Yepes 30 MUHYT
cMech HarpeBasM 10 25°C v nepeMelMBaiy B TeUeHre 1 yaca. DKCTparupoBaHUE HACBIIICHHBIM
BOJIHBIM pacCTBOPOM OMKapOOHATa M ATHIIAlleTaTa U XpoMaTorpadus (CUIMKareib, METaHOJT/
nuxnopmeraH = 0:100 no 20:80) nanu coeIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJE

kopuuHeBoro ocaaka (0.11 r, 53%). MS: m/e=541.3 [M+H]".
d) 5-x10p-8-ruapoKCcu-6-(2-(MeTUICYIb(OHUIMETHIT)(heHIT)XuHa30IuH-4(3H)-0oH
5-x10p-8-((2-METOKCUITOKCH)METOKCH )-3-((2-METOKCUITOKCU)METHN )-6-(2-
(meTuncyabponunmeTrn)pernn)xuna3zonu-4(3H)-on (0.11 r, 0.21 MMoIb) 1
TpudTOpyKCycHYIO Kucioty (5.0 M) u Boay (2 mur) nepemerimBanu ipu 100°C B Teuenue 15
yacoB. PacTBopuTens y1anmiam ¢ NOMOIIBIO JUCTULISALMU. TpUTYpUPOBaHUE C TUITUIIOBBIM
3hUPOM JaJI0 COeAMHEHHUE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE KOpruuHeBOro ocaska (0.06 T,

84%). MS: m/e=262.9 [M-H]J .

ITpumep 120

5-x10p-8-ruapokcu-6-(2-((2-(1-(2,2,2-TpuTOPITUI ) TUTTE PUIUH-4-UJT)3TOKCH )METHIT ) (DEHIT )
xuHazoimH-4(3H)-oH 2,2,2-TpudTopanerat

a) 4-(2-(2-(4,4,5,5-trerpametui-1,3,2-nuokcadboposiaH-2-ui)0eH3UIT0KCH )T )-1-(2,2,2-
TPUPTOPITUIT)TUTICPUTUH

K 4-(2-(2-6pombGen3unokcn)atun)- 1-(2,2,2-rpudropatin)unepuauny (0.10 T, 0.26 MMOJTb)
n4,44'4'5,5,5,5-okrametni-2,2'-61(1,3,2-muokcadbopomnany) (0.17 r, 0.66 MMoIib) U KapOOHATY
kamus (0.13 1, 1.31 Mmoutb) B tuokcane (10 mur) mob6asunu ouc(mudenundochuno)pepporneH-
nautaaui(I) auxaopun (0.02 r, 0.03 MMOJIb) U peakIMOHHYIO cMech HarpeBasu nipu 80°C B
teyeHue 15 yacoB. Xpomartorpadus (cunukarens, atunanetat / rentad = 10:90 go 100:0)
Jlaja COEIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJIE CBeTJI0-kenToro Macia (0.11 r, 98%). MS:

m/e=428.1 [M+H]".
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b) 5-x710P-8-((2-METOKCUITOKCU)METOKCH )-3-((2-METOKCUITOKCU)METHN )-6-(2-((2-(1-(2,2,2-
TpUDTOPITUIT ) TUTIEPUIUH-4-UIT)ITOKCH)MeTHIT ) permnT)xuHa30auH-4(3H)-ox

K 6-6pomo-5-x110p-8-((2-METOKCUITOKCH )METOKCH)-3-((2-METOKCUITOKCH ) METUIT ) XMHA30JTUH-
4(3H)-ony (0.25 r, 0.55 Mmoib) u 4-(2-(2-(4,4,5,5-TeTpameTni-1,3,2-nuokcadboposaH-2-ui)
OeH3UI0KCH)3THI)-1-(2,2,2-TpudTopatun)nunepuauny (0.24 r, 0.55 MMob) U KapOOHATY
kamus (0.23 1, 1.66 Mmorib) B iuokcane (10 mir) u Boze (1 mun) mobaumu ouc(mudenundochuno)
depponen-namtaaui(Il)auxmopus (0.04 T, 0.06 MMOJITb) U PEaKIIMOHHYIO CMECh HAIPEBAIIU
nipu 100°C B Teuenue 15 yacoB. Xpomartorpadus (cuaukareiab, MeTaHOJ/ muxiopMeTaH = (:
100 mo 20:100) mana coeIMHEHUE, YKA3aHHOE B 3ar0JIOBKE, B BUJIe KopuuHeBoro macna (0.04

r, 11%). MS: m/e=672.2 [M+H]".

¢) 5-xyop-8-ruapokcu-6-(2-((2-(1-(2,2,2-TpudTOPITUI ) TUTTCPUANH-4-HIT)3TOKCH )METHIT )
dbenun)xunazonuH-4(3H)-ou 2,2,2-tpudropanerar

5-xJ10P-8-((2-METOKCUITOKCH)METOKCH)-3-((2-METOKCUITOKCU )METHIT)-6-(2-((2-(1-(2,2,2-
TPUPTOPITUI)TUITEPUIUH-4-1T)3TOKCH)MeT ) pennn)xunazonnH-4(3H)-on (0.04 1, 0.06
MMOIJIb) B TpU(PTOPYKCYCHOM KUcIoTe (5 Mi1) 1 Bojie (2 mut) niepemeriuBaiiuy npu 100°C B
TeueHue 15 yacoB. PacTBopuTesb yAaIUIM C TOMOIIBIO AUCTUWIISILIMK U TOOABUIIM METAHOJ.
YV naneHue pacTBOPUTEIS C TIOMOIIBIO TUCTUUISILAY 1AJI0 COSAUHEHNE, YKa3aHHOE B 3arOJIOBKE,

B BUJIe KopruuHeBoTo ocaaka (0.02 r, 58%). MS: m/e=496.0 [M+H]™ .

ITpumep 121

8-runpokcu-6-(2-((2-(4-(2,2,2-Tpud TOPITUI ) TUTIEPA3UH- | -UIT)3TOKCH )METUIT ) PEHUIT)
xuHa301uH-4(3H)-oH 2,2,2-TpudTopanerat

a) 1 -(2-(2-bpomOeH3UITOKCH)3THIT)-4-(2,2,2-TpUPTOPITUI ) TUTIEPAZUH

Cwmechb 1-6pomMo-2-((2-6pomaTokcu)meTrin)oensona (CAS 18800-28-7,0.20 T, 0.68 MMOJIB),
1-(2,2,2-TpucdTopatun)nunepaszuna auruapoxiaopuaa (0.16 r, 0.68 MMmob) M KapOoHaTa
Hatpus (0.36 T, 3.4 MMoITb) B TeTparuapodypane (5 mi) HarpeBaiau rpu 85°C B Teuenue 15
4acoB. DKCTparupoBaHKe ITUIALIETATOM U XpoMmaTorpadus (CUTMKarelb, 3TUIalneTaT / rentaH
=10:90 o 100:0) namy coequHeHUE, yKa3aHHOE B 3ar0JIOBKE, B BUIE kKenToro macia (0.12 r,

45%). MS: m/e=383.0, 381.2 [M+H]".

b) 6-(2-((2-(4-(2,2,2-Tpudropatuin)nmunepasus- 1 -uia)3ToOKCH )MeTHIT ) heHn)-8-((2-
(TPUMETHIICUIINI)3TOKCU)METOKCH )-3-((2-(TpUMETHIICHUIINI)3TOKCU)METHI ) XUHA30JIMH-4(3H)
-OH

Cwmecs 6-(4,4,5,5-TeTpametu-1,3,2-auokcadoposiad-2-ui)-8-((2-(TpUMETHUIICUITAI ) 3TOKCH)
METOKCH)-3-((2-(TpUMETUIICUIINIT)3TOKCH)METHIT ) XxMHa30IMH-4(3H)-ona (0.16 1, 0.29 MmMoIIB)
u 1-(2-(2-6pomMOeH3mIToKcH)aTr)-4-(2,2,2-rpudropatiim)nunepasuna (0.11 r, 0.29 mmos) u
kapoonarta kanus (0.12 r, 0.87 mmorib) B nuokcane (11 mun) u Boje (0.5 mi1) o6paboTanu 6uc
(mudenundochuno)peppouen-namiaaui(Il)auxmopumom (0.02 r, 0.03 Mmoits). PeakimoHHy0
cmech nepemenuBaiy mpu 100°C B TeueHue 15 yacoB. XpomaTtorpadus (CHIMKareib,
srunanerat / rental = 20:80 xo 100:0) maja coequHEHUE, YKA3aHHOE B 3aT0JIOBKE, B BUJIE

kopuuHeBoro Macia (0.04 r, 43%). MS: m/e=723.4 [M+H]".

¢) 8-TuapoKcu-6-(2-((2-(4-(2,2,2-TpuTOPITUIT)TUIIEPA3UH- | -UIT)3TOKCH)METHIT ) (DEHMIT)
xuHa3ommH-4(3H)-on 2,2,2-TpudTopanerart

6-(2-((2-(4-(2,2,2-TpudTopaTun)nunepasuH- 1 -uia)3ToKCH)MeTHIT ) peHIT)-8-((2-
(TPUMETHUIICUIINIT)ITOKCU)METOKCH)-3-((2-(TpUMETHIICHUIINI)ITOKCH)METHI ) XUHA30JIMH-4(3H)
-oH (0.06 1, 0.09 MmMoOJIB) U TpUDTOPYKCYyCHYIO KucioTy (1.01 r, 0.7 mut, 0.01 MMOJIB) B
JUXJIOPMETaHE (5 MJI) IIepeMeIMBaJIM TP KOMHATHOM TEMIIEpAType B TeueHue 1 yaca.
PactBoputenb yaanuiay ¢ MOMOIIBIO JUCTUUISUUUA U JOOABUIIM METAHO. Y 1ajieHUE
PacCTBOPUTEIIS C TOMOIIBIO TUCTUILISILIMM 1aJ1I0 COEIMHEHUE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE
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cBeTiIo-KopuyHeBoro ocajska (0.03 r, 63%). MS: m/e=461.3 [M-H].

[Tpumep 122

5-6pomo-6-(4-bropdenun)-8-ruapokcuxuHazonni-4(3H)-on

K 5-6pomo-6-(4-dropdennn)-8-meToKcH-3-((2-(TpUMETUIICUIIAI ) 3TOKCH )METHIT) XUHA3O0JTUH-
4(3H)-ony (0.15 1, 0.3 MmMob) B tuxsiopMeTane (10 M) mo6aBuIM TpeXOpOMUCTHIN 6op (1
M B muxsiopmerane, 1.5 mui, 15.9 MMOJIB) M CMECH ITEpEMEIINBAIIA B TEUEHUE HOUYH IIpU
KOMHATHOM TeMIlepaType. Y 1ajJeHue paCTBOPUTENISI TOCPEICTBOM JTUCTUILISILIUU U
xpomatorpaduu (C18 obpaTtHas da3za, meranon/Bojaa (0.1% mypabuHas kucioTa) = 20:80
110 95:5) nanu coeMHEeHue, YKa3aHHOE B 3ar0JIOBKE, B BUJIE CBETIIO-KOPUYHEBOT'O OCaIKa

(0.01 1, 12%). MS: m/e = 332.8, 335.0 [M-H]J".

[Tpumep 123

7-pTop-5,6-6uc(4-propdenun)-8-ruapokcuxunazonui-4(3H)-on

a) N-(5-6pomo-3-prop-2-metokcu-hernn)-2-[(E)-ruapokcuumMuHo | -aneramus

B 500 mi TpexropiioBotii koibe, 2,2,2-TpuxiaopaTas-1,1-auon (8.68 r, 52.5 MMOJIb) U cylibdaT
HaTpus (47.4 T, 334 MMOIb) OOBETUHUIIM C BOAOM (122 MJT) ¢ TTOJTyueHHUEM OECIIBETHOTO
pactBopa. Peakuuonnyro cmech Harpenu 10 50°C u 1o6aBuiid cmech 5-0pomo-3-pTop-2-
metokcuanunuHa (CAS 239122-51-1, 10.50 r, 47.7 mmounb) B Boje (60 M), nuokcaHna (60 M)
Y BOJIHOM COJISTHOM KUCTTOTHI (7.84 M1, 95.4 MMOJIb). 3aTeM 100ABUIIM THAPOKCUIAMUHA
ruapoxiopun (9.95 r, 143 mmorsb) B Bojie (60 mir). Peakunonnyto cmech Harpenu 10 70°C u
MEePEMENIMBAIIM B TCUCHHUE 15 4acOB M 3aT€M OXJIAJIWIIA IO KOMHATHON TEMIIEPATYPBIL.
[Tpeuunurat OTGUIBTPOBAIM U TPOMBUIH BOIOM (50 MJT) U BBICYIIUJIM I1O/1 BAKYYMOM C
MMOJIYYEHUEM COEIUHEHHSI, YKa3aHHOTO B 3ar0JIOBKE, B BUIE KOPUUHEBOTO ocajika (13.4 1,

96%). MS: m/e=289.1, 291.3 [M-H]J".

b) 4-6pomo-6-pTop-7-meTokcu- 1 H-unmon-2,3-muon

N-(5-6pomo-3-dpTop-2-MeTokcudernn)-2-(ruapokcunmuno )aneramu (10.1 T, 34.7 MMoITh)
U CepHYIO KUCITOTY (15 M1, 281 MMOJIb) OOBEAUHUIIM MTPH OXJIAXKICHUH B BAaHHE CO JIBJOM.
Peaknuonnyto cMech nepemernuBaiu npu 50°C B TeueHUe 3 4aCOB U 3aTEM B TEUCHUE
BBIXOJHBIX. CMech 100aBuiM K Bojie (200 Mut) U mepeMelMBajiu B TedeHue 30 MUHYT.
[Tpeuunurat OTGUIBTPOBAIM U BBICYIIWIN MO BAKYYMOM C TTOJIyYE€HUEM COCIUHECHMS,
YKa3aHHOTO B 3ar0JIOBKE, B BUJIE TEMHO-KpPAacHOTro ocanka (9.41 r, 99%). MS: m/e=274.3,

276.2 [M+H]".

¢) 6-pTop-4-(4-pTopdenunn)-7-MeTOKCUUHIOIUH-2,3-TUOH

K 4-6pomo-6-pTop-7-MeToKCHUH10JIMH-2,3-11oHy (10.2 1, 37.1 MMOIIB), 4-
dbropdennndoponosoit kuciaote (5.71 r, 40.8 MMoJTb) U kKapOoHaty 1ie3us (12.1 r, 37.1 MMOJIB)
B quokcane (110 mur) u Boje (11 mur) mobasuiau 6uc(audenundochuno)bepponeH-namniaui
(ID)auxnopun (1.36 r, 1.86 mmob). Cmech Harpenu 10 80°C u nepeMeiMBaid B TeueHue 15
4JacoB. YIaJIeHUE PACTBOPUTEIIS TOCPEACTBOM JUCTHUISIMY U XpOMaTorpaduu (CUITMKareb,
srunanerat / rentaH = 20:80 1o 100:0) nanu coeIMHEHNE, YKAa3aHHOE B 3ar0JIOBKE, B BUJIC

TEMHO-KOpMUHEBOTo ocajka (5.75 1, 54%). MS: m/e=290.3 [M+H]".

d) 3-amunO0-5,4'- U Top-4-MeTOKCU-OUPEeHUT-2-KapOOHOBAST KUCTTOTA

6-¢prop-4-(4-propdeHnn)-7-MeTOKCUMHIOIMH-2,3-110H (2.63 T, 9.09 MMOITb) 0O b TUHUITU
C BOJIHBIM 2 H TUAPOKCUAOM HaTpus (96.0 M1, 192 MMOJIB) C IOJTyY4EHUEM TEMHO-KOPUYHEBOM
cycnensuu. [Tpu -10°C megynenHo qodasuinu nepokcua Bogoposaa (5.25 mi, 60.0 MMoJib) U
CMECh NepeMeIIMBaJIM ITPY KOMHATHOM TeMiiepaTtype B TeueHue 30 munyT. CHOBa J06aBUIIU
nepoxcup Bojgopoaa (5.25 mi, 60.0 Mmoib) u cMech nepemeruBaiu npu S0°C B Teuenue 15
yacoB. CMech OXJIaUIIM 10 KOMHATHOM TeMIIepaTyphbl U MOAKUCIIUIN C ITOMOIIBIO BOTHOM
coJIsIHOM KUCHOThI (pH=1). DKCcTparupoBaHue ITUIALETATOM U yIAJIEHUE PACTBOPUTENS C
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MMOMOIIBIO JUCTUJIISIIIUM JIaJIM COEAMHEHME, YKAa3aHHOE B 3ar0JIOBKE, B BUJIe KOPUUHEBOT'O

ocajgka (2.51 1, 99%). MS: m/e=278.5 [M-H].

e) 6-6pomo-7-prop-5-(4-propdenun)-8-meTokcuxruuazonma-4(3H)-on

3-amuHO0-4',5-mudTOop-4-MeTOKCUONpEeHUT-2-KapOoHOBYI0 Kucioty (10.1 r, 3.63 MMOIIB)
B MeTaHoJIe (50 MJT) XpaHWJIM IpHU TemiiepaType mexay -10 1o -15°C mpu 3ToM 100aBuB N-
opomcykimHuMUL (0.68 1, 3.81 Mmoub). CMech epeMeInBaii B TEUEHUE 25 MUHYT IIPU
-15°C. PacTBopuTENb BRIMAPUIIM U K HEOUUILIEHHOMY MaTepuany (3-aMuHO-6-6poMo-4',5-
U Top-4-MeToKCuOUpEeHU-2-KapOOHOBOM KUCITOTHI) 1o6aBuiu popmamus (11.3 r, 10 mi,
251 mmoib). OpaHkeBbIil pacTBOp nepeMeirBaiy py 150°C B TeueHHe HOYH U 3aTEM
dhopmamu BeITapuiIk. XpoMaTorpadus (CUIMKarenb, aTunanetat / rentan = 40:60 mo 100:
0) mana coeqMHEHKE, YKa3aHHOE B 3ar0JIOBKE, B BUJIe KOpuuHeBOTO ocanka (0.36 r, 27%,
coaepxariero okoiao 10% mobounoro npoaykra 7-prop-5-(4-prop-bennn)-8-metokcu-3H-

XMHA30JMH-4-0Ha), MS: m/e=367, 369.2 [M+H]".

f) 7-pTop-5,6-6uc(4-dpropdenun)-8-meTokcuxrunazonnd-4(3H)-on

K 6-6pomo-7-prop-5-(4-bropdernn)-8-merokcuxunazommi-4(3H)-ony (0.36 T, 0.97 MMOIIh),
4-propdenundoponoroii kucrnore (0.14 1, 0.97 mmonp) u kapooHaty neswus (0.32 r, 0.97
MMOJIb) B 1uokcane (30 mi1) u Boze (3 mun) mobaBuiu ouc(mudenundochuno)depporeH-
namagui(1l)auxmopun (0.04 r, 0.05 mmosis). PeakumonHnyro cMech nepemerumBaiy npu 80°C
B TeueHue 20 yacoB. CHoBa mobaBunm ouc(audenundochuno)deppoueH-namtaaui(Il)
nuxsiopun (0.04 r, 0.05 mmouns). I1ocie nepeMemMBaHus B TEUEHUE JOITOJHUTENIBHBIX 7.5
yacoB q00aBuiu 4-propheHundoopoHoByro kuciaoty (0.14 r, 0.97 MmMoJib) U GUc
(mudpennndochuno)depponeH-nmamtaaui(ll)mmxmopun (0.04 r, 0.05 MMOITB) U TIEpeMeTUBAHUE
MPOAOJKUIM B TedeHue Hou ipu 80°C. XpomaTorpadusi (CUIIMKareib, METaHOJ/ IMXJIOPMETaH
= 2:98 10 5:95) nanga cMech MCXOAHOTO BEIIECTBA, MPOAYKTA M UICXOJHOIO BelllecTBa 0e3
opoma (200 mr). K atoit cmecu nobaBuiu 4-propdennndopononytro kuciory (0.07 r, 0.53
MMOJIb) ¥ KapOoHaT ne3us (0.52 r, 1.59 mMons) B auokcane (16.5 mi) v Boae (1.65 mi1) u 6uc
(muenundochuno)dpepponen-namiaaui(Il)muxmopus (0.02 t, 0.03 Mmorb). PeakiponHyo
cMech nepemeruBaiu mpu 80°C B TeueHue 6 yacoB. XpomaTtorpadus (CuiMkaresib, METaHO1/
nuxsiopmertaH = 0:100 1o 5:95) nana coenMHeHKe, yKa3aHHOE B 3ar0JIOBKE, B BUJIE CEPO-0e10ro
ocazaka (0.10 r, 38%, conepxkartero okoio 10% 7-¢prop-5-(4-prop-dennn)-8-meroxcu-3H-

XMHA307MH-4-0Ha). MS: m/e=383.3 [M+H]™.

g) 7-drop-5,6-6uc(4-propdennn)-8-ruaporcuxunazonuH-4(3H)-on

K (7-dbtop-5,6-6uc(4-dbropdennn)-8-merokcuxunazoauH-4(3H)-ony (0.10 r, 0.25 MMOIIB)
B nuxyiopMerane (12 mun) nodaBuiu TpexopoMuctsiil 6op (1 M B nuxinopmerane, 0.76 mi,
0.76 mmodb). [Tocre nmepemeliiBaHus B TeUeHUE 1 yaca mpy KOMHATHOM TeMIlepaType
TpexOpoMucThIii 60p (1 M B muxnopmerane, 0.76 M1, 0.76 MMOJIb) JOOABUIM CHOBA M
repeMelIMBaHue MPOIOJIKUIM B TeUeHUEe HOUU. MeTaHoJ1 100aBUIU U PACTBOPUTENTH Y IAJTUITH
C TOMOIIBIO TUCTUILISIIMU. XpomaTtorpadus (C18 obpatHas ¢asza, metanon/Boaa (0.1%
MypaBbuHas kuciaorta) = 20:80 1o 95:5) nana coeaMHEHNE, YKa3aHHOE B 3aT0JIOBKE, B BUJIE

ceporo ocanaka (0.05 r, 56%), MS: m/e=369.4 [M+H]+, U BTOPOU MPOJYKT.

[Tpumep 124

7-pTop-5-(4-propdenwnn)-8-ruapoxkcuxunazonnd-4(3H)-on

Bropoii npoaykT B mpumMepe 123 66T uAEHTU(GULMPOBAH KaK COeTMHEHHE, YKa3aHHOE B
3aroJjIOBKe, B BUE ceporo ocajnka (21 mr). MS: m/e=275.2 [M+H]".

ITpumep 125

6-(4-propdenun)-8-ruapoxcruxunazonvi-4(3H)-on

a) 6-(4-propdenun)-8-merTokcuxunazonud-4(3H)-on
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Huxnop-1,1'-6uc(mudenundochuno)pepponen namtaaui(Il) (144 mr, 0.176 MMoIIb)
no0aBUd K cMecu 6-0pomo-8-meTokcuxunazomun-4(3H)-ona (nmpumep 2a, 700 mr, 2.74
MMOIJ1b), 4-PTOpPEeHUITOOPOHOBOM KUCITOTHI (576 MT, 4.12 MMOJIb) U KapOoHaTa 1e3us (1.79
r, 5.49 Mmmoutb) B auokcane (6 mi)/Boae (0.3 mun). CMech HarpeBasid B 3aKPpbITOM MPOOUpPKE
MpY BO3/IEUCTBUM MUKPOBOIHOBOTrO u3nyudenus rpu 120°C B reuenue 30 munyt. Jlo0aBunu
Boay (100 miT). DKCTparupoBaHue JUXJIOpMeTaHOM/MeTaHOI0M (9:1) 1 XpoMaTorpadust
(cuimmkarenb, metanoJi/quxiiopmerad = 0:100 go 10:90) nanu coenrHeHre, yKa3aHHOE B

saronoske (0.31 1). MS: m/e=271.1 [M+H]".

b) 6-(4-bropdennn)-8-ruapokcuxunazomi-4(3H)-on

IM TpexOpomuctslit 60p B nuxsiopmerane (3.9 mi, 3.9 MMOJIb) MEIJIEHHO J0OABUIIU K 6-
(4-propdennn)-8-meroxcuxunazonua-4(3H)-ony (130 mr, 0.481 MMOITh) B TUXJTOpMETAHE
(15 mun), moIepKMBasl peakMOHHY0 TeMnepaTypy Huwke -20°C. CMecu gajid HarpeThes 10
KOMHATHOU TeMIIEpaTyphl U TIepeMeIMBajIu B TeueHue 18 u. Meranoun (7 mi1) 1o6aBUiIu U
CMecCh MepeMeInuBav B TeueHue 2 4. CMech CKOHLEHTPUPOBAIU. XpoMaTorpadust
(cunukarens, Metanos/muxiiopmerad = 0:100 1o 50:50) ¢ mocneaytromett C18 obpaTHO-ha3oBoi
B2XKX (metanoin / Boga (0.1% mypaBbunas kucinota) = 40:60 no 100:0) gana coenuHeHue,

yKa3aHHOE B 3aroJjioBke, B Bujie ceporo ocajika (0.04 r). MS: m/e=254.9 [M-H]'.

[Tpumep 126

6-0pomo-8-ruapokcuxruHazonun-4(3H)-on

CoenvHeHue, ykazaHHoe B 3aroyioBke (10 Mr), HOJIyYWIM B BUJE CBETIIO-KOPUUYHEBOTO
ocajiKka o aHaJIOTuM ¢ mpuMepoM 125b u3 6-6pomo-8-meTokcuxunazonvH-4(3H)-ona (mpumep

2a, 0.05 1). MS: m/e=241.1/243.1 [M+H]".
[Tpumep 127
6-(4-bTop-2-Metundenun)-8-ruapokcuxunazora-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.01 1), moyynsiv aHaIoru4Ho npumepy 125,

UCTIOJB3Ys 4-pTOp-2-MeTHIIPEHUITOOPOHOBYIO KUCIOTY. MS: m/e=269.4 [M-H] .
ITpumep 128
8-ruapokcu-6-penunxunazonud-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.02 1), HOIy4usiv aHAJIOTUYHO ITpuMepy 125,
UCIIOJIb3Ys (heHUIIOOPOHOBYIO KHCTIOTY. MS: m/e=237.1 [M-H]".
ITpumep 129
8-ruapoKcu-6-(4-rugpoxcudenun)xuiazonnd-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.001 r), moayyuim aHaJoru4yHo npumepy 125,

UCTIOJIb3Y$ 4-MEeTOKCU(PEHUITOOPOHOBYIO KUCIOTY. MS: m/e=253.1 [M-H]J".
ITpumep 130
8-ruapoKcu-6-p-TomunxuHazonuH-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.005 r), nosyywiv aHaJIoTU4HO npumepy 125,

UCITOJIb3YSl MI-TOJMI00POHOBYIO KUCTOTY. MS: m/e=251.4 [M-H]".

ITpumep 131

6-(4-xmopdennn)-8-ruapoxrcuxrunazonuH-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.008 1), Moay4uv aHaJIOTUUHO mpuMepy 125,
UCTIONB3YSA 4-XTOPHEHUITIOOPOHOBYIO KUCITOTY. MS: m/e=271.3 [M-H]".

ITpumep 132

6-(2-xmopdennn)-8-ruapoxrcuxunazonui-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.008 1), moay4uv aHaJIOTUYHO mpumepy 125,

Crp.: 119



10

5

20

25

30

35

40

45

RU 2642779 C2

UCTIONTB3YS 2-XJT0p(PeHUTTIO0pOHOBYIO KUCITOTY. MS: m/e=271.3 [M-H]".
ITpumep 133
6-(2,4-mudpropdennn)-8-rugpokcuxrunazonnd-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.008 r), moayduiIv aHaJorM4Ho npumepy 125,

ucnoib3ys 2,4-mubToppeHnI00poHoOBYIO KUCIOTY. MS: m/e=273.2 [M-H]".

[Tpumep 134

8-ruapoKCU-6-(2-MeTUIIIMPUIUH-4-11)XUHA30JIUuH-4(3H)-oH

a) 6-6poMo-4-0kco-3,4-TUrUIPOXUHA3OJIUH-8-UJT TPET-OyTUIKapOOHAT

IM TpexOpomucTtseiit 60p B nuxiopMetane (27.4 mi, 27.4 MMOJIb) 1OOABUIIM K CYCIIEH3UHU
6-0poMo-8-MeTokcuxunazomH-4(3H)-ona (1.0 T, 3.9 Mmmos) B auxitopmetane (30 mi). CMmech
HarpeBajy MpU KUIIEHUU C OOPATHBIM XOJIOJMIBHUKOM B TeueHue S 4. Metanou (10 mur)
J00aBWIIM U CMECh CKOHIIEHTPUPOBAJIU J10 OCaJKa, 100aBJIEHUE METAHOJIA U IBATIOPALMIO
noBTopwuiy 2 pasa. uxnopmeran (100 M) 1ob6aBuIH, ¢ TOCTIEAYIOIIUM OCHOBAHUEM XYHUTA
(3.551,4.79 mn, 27.4 mmonb). Au-Tper-OyTunaukapoonar (1.28 r, 1.37 mi, 5.88 MM0OJIb)
JI00AaBUIIM U CMECh TTepeMENINBaJIM B TeUeHue |1 4 mpu KoMHaTHOM Temmepatype. CMech
MMPOMBUIM HACBIIIIEHHBIM BOAHBIM PACTBOPOM XJIOPUAA AMMOHUS U OUHUCTUIIA TOCPEICTBOM
xpomaTtorpaduu (cumkarenb, atuianerat/rentad = 0:100 1o 100:0) ¢ moryyeHreM
COeMHEHUS, yKa3aHHOTO B 3arojioBke (0.45 r) B Buae 6emnoro ocagaka. MS: m/e=340.9/343.1

[M+H]".

b) 8-ruapoxcu-6-(2-MeTUIInUpUaIMH-4-1i)xuHa30auH-4(3H)-on

ITpoBenenue peakuyu Mo aHAJOTHU ¢ MpUMepoM 125a, UCoab3ys 6-0pomMo-4-0Kco-3,4-
JIUTUIPOXUHA30IUH-8-UJT TPET-0yTUIIKapOOHAT U 2-METWINUPUIUH-4-UTOOPOHOBYIO KUCIIOTY
Jlajio coeMHeHue, ykazanHoe B 3arojoske (0.002 r) B Buje cepo-0es10ti CMOJIBI ¢ yIaJIeHUEM

TpeT-6yTUIOKCUKAPOOHUIBHOM rpynnbl. MS: m/e=254.1 [M+H]".

ITpumep 135

8-runpokcu-6-(4-metokcu-hennn)-3H-xuHa3omuH-4-0H

[TpoBeneHune peakyy Mo aHAJIOTKU € ITpuMepoM 1252, ucnonb3ys 6-0pomo-4-okco-3,4-
JUTUIPOXUHA3Z0JIMH-8-UJI TPET-OYTUIIKapOOHAT U 4-METOKCU(PEHUITIOOPOHOBYIO KUCIOTY 1]
coeauHeHue, ykasaHHoe B 3arosioBke (0.013 1) B BU1e TEMHO-KPACHOT'O OCAIKa C YIAJIEHUEM

TpeT-6y THIIOKCUKAPOOHUIBHOM rpynmnel. MS: m/e=269.2 [M+H]".

ITpumep 136

6-0poMO-8-TuAPOKCH-7-MeTUIIXHHA30IMH-4(3H)-0H

a) 2-aMUHO-5-0pOMO-3-TUAPOKCU-4-METUI0EH30MHAST KUCIIOTA

Bbpowm (0.32 1, 103 mxJ1, 2.00 MMOJTB) T0OABUIIH K 2-aMUHO-3-TUAPOKCU-4-METUITOEH30MHOM
kuciore (0.17 r, 1 Mmoib) B ykcycHoM kucinote (10 mir). Cmech nepemMermBaiu B TeueHue 30
MUH U 3aT€M CKOHLEHTPUPOBAJIM 10 KOPUUHEBOTO ocajika. OCTaTOK paCTBOPUIIU B 5 MII
MeTaHOJIa U MPEeHUImUTUpoBa Bogok (50 mir). OcTaToK MPOMBLIH BooM (2%20 MIT) ©
IIOJIyYEHUEM COEIMHEHMS, YKa3aHHOTO B 3aronoBke (0.20 r) B BUAE KOPUUYHEBOI'O OCAIKA.

MS: m/e=244.0/246.0 [M-H]".

b) 6-6poMo-8-rusipokcu-7-mMetuixuHazonuu-4(3H)-on

CwMech 2-aMUHO-5-0poMO-3-TUIPpOKCU-4-MeTUII0eH30HOM KUCIoThI (0.02 T, 81 MKMOJIB)
B (popmamune (2 mir) nepemenuBaiiu B TeueHue 48 4 mpu 120°C. HeouutieHHOE BEIIECTBO
OYUCTHIIM TIocpeicTBOM xpomaTtorpaduu (C18 oopaTHo-dazoBas BOXKX, aneronurpun /
BoJa (0.1% mypaBbuHas kuciiota) = 20:90 10 98:2) ¢ MoJaTy4YeHUEM COCIMHEHUS, YKA3aHHOTO

B 3arojioBke (0.026 r) B BUAE KOpUUHEBOTro ocajaka. MS: m/e=253.1/245.1 [M-H]".
ITpumep 137
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8-rugpoxcu-6-iton-3H-xuHazoauH-4-ox

a) 2-aMUHO-5-1M0-3-MeTOKCUOEH30MHAS KUCIIOTa

2-aMUHO-3-MeTOKCHMOeH30MHY0 KucioTy (0.33 1, 2 MMOITh) U MOHOXJTOpH I Hoja (0.65 1,
200 MxJ1, 4.00 MMOJIb) OOBEAMHWIIN C YKCYCHOM KucoToM (10 MIT) € ITOJTy4eHHUEM KPaCHOTO
pacTtBopa. DTO pacTBOP MEepEMENIUBAIIM B TeUeHHE HOUU. OpraHuuecKuii paCTBOPUTENb
sBanopupoBai. BoaHbIl pacTBop ruapokcuaa HaTpus (1 H) mo0aBuIM K ocTaTKy. BomHbIi
CJIOM MPOMBUIN 3TUIIALETATOM, MOJAKUCIIUIIM OCPEICTBOM 100ABIEHUS] BOJHOMN COJISTHOM
KUCIIOTHI (1 H) 1 3aTeM 3KCTparvupoBalid 3TuiIaueTaToM. OpraHMuecKue CJIOU BbICYIIWIN U
CKOHLIEHTPUPOBAJIM C MTOJIYYEHUEM COEMHEHHUS], YKa3aHHOTO B 3aroyioBke (0.43 1), B BUIE

TEMHO-KPACHOT0 ocaaka. MS: m/e=294.0 [M+H]".

b) 6-tiogo-8-meTokcuxuHazonud-4(3H)-on

2-aMUHO-5-10/1-3-MeTOKCUOEeH30MHYI0 KUCTOTY (0.43 T, 1.47 MMOJIb) OOBEIUHUIIN C
dhopmamugom (3.9 MiT) ¢ moTydeHHUeM TeMHO-KPAacHOTO pacTBopa. PacTBop nepemernmsanu
B TeueHue 4 4. Boay 1o6aBuim u skcTparupoBaiu atuiamneratoM. O0beIMHEeHHBIE CTTIOU
BBICYIIIUIIM U CKOHIICHTPUPOBAJIU C ToIydyeHreM Tpedyemoro npoaykra (0.30 T) B Buae

KpacHoro ocajaka. MS: m/e=303.0 [M+H]".

¢) 8-ruapokcu-6-ioa-3H-xuHa301MH-4-0H

PactBop TpexOpomuctoro 6opa B auxjaopmetane (1M, 7 mi, 7 MMOJIb) 100aBUIIU MTPU
-78°C k cycneH3uM 6-ioa-8-meTokcuxunazonud-4(3H)-ona (0.30 r, 993 MKkMOJIb) B
nuxjopMerase (15 mur). CMecH 1alid HarpeThest 10 KOMHATHOM TEMIIEPATYPBI U IIEpeMelTnBaIIv
B TE€UECHUE HOUH. PeakIMOHHYI0 CMeCh CKOHIIEHTPUPOBAIU. MeTaHOJ1 100aBUJIU U 3aTEM CMECh
CKOHIICHTpUpPOBaJIM CHOBA. J0OaBUIM HACHIIIIEHHBIN BOIHBIN paCTBOP OMKapOOHATa HATPUS
Y KCTparupoBaly sTuianeraToM. HeouunieHHbINM MPOayKT OYMCTHIM TpenapaTtuBHoi C18
obpatHo-(pazoBoit BOXX (metanon / Boaa (0.1% mypaBbeuHas kuciora) = 40:60 o 100:0)
C IOJIyUYE€HUEM COeJIMHEeHMUs], yka3aHHOro B 3aroiioBke (0.01 r) B Buzae Oenoro ocaaka. 1H-
NMR (DMSO-d6): 5.4 (brs, 1H), 10.2 (brs, 1H), 8.02 (d, J=3.6 Hz, 1H), 7.80 (d, J=1.8 Hz, 1H),
7.47 (d, J=1.8).

ITpumep 138

8-ruIpoKCcU-6-(2-MeTUIIIIMPUIUH-3-11)XUHA30JuH-4(3H)-oH

a) 8-METOKCHU-6-(2-MeTUIMUPUANH-3-WT)XuHa30IuH-4(3H)-0H

Cwmecs 6-0pomo-8-metokcruxunazoimH-4(3H)-ona (0.15 , 0.588 MMOIIB), 2-METHUIIIIMPUTUH-
3-unboponoBoii kucioThl (0.12 1, 0.882 Mmorb), muxiop-1,1'-ouc(mupennndocduno)pepponeH
namtaausa(ll) (0.01 r, 0.12 mMonb) u kapbonata nesus (0.38 r, 1.18 MMoub) B AMOoKcaHe (2
mit) / Bojie (0.2 MJ1) HarpeBajii B MUKPOBOJIHOBOM Tteud B TeueHue 30 muH mipu 130°C.
PeakuMOHHYI0 CMECH BJIMJIM B BOJY U 3KCTPATUPOBAIIA IUXJI0pMeTaHOM. HeounieHHbIi
MPOYKT OUMCTUIIM ITIOCPEICTBOM XpoMaTorpaduu (CUIMKareb, aTuiaanerat/meranon = 100:0
110 70:30) ¢ mosry4yeHrueM COeIMHEHUs], YKa3aHHOT O B 3arojioBke (0.10 r), B Buae cBetIio-

KOPMYHEBOTO ocaaka. MS: m/e=268.2 [M+H]".

b) 8-ruapoxcu-6-(2-MeTUIIUpPUInMH-3-11)XuHa30auH-4(3H)-oH

Coenunenue, ykazaHHoe B 3arojioBke (0.02 r), MoIyduiIu B BUJIE CEPOTo ocajika u3 6-
O6pomo-8-meTokcuxuHazommH-4(3H)-oHa mo aHamoruu ¢ mpumepom 137 c. MS: m/e=254.09
[M+H]".

ITpumep 139

6-x10p-8-TuapoKcuxuHa3ouH-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.007 1), moay4yusiv B BUJIE CEpOTO OCaaKa I1o
aHaJI0TUU ¢ mpuMepoM 137b,c U3 2-aMUHO-5-X10P-3-METOKCUOEH30MHOM KUCIOTHL. MS: m/e=

197.5 [M+H]".
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ITpumep 140

8-ruapoKCcH-S-MeTWIXMHa30aMH-4(3H)-0oH

Coenunenue, ykazanHoe B 3arojioBke (0.007 1), mojay4yuiu B Buae O6eoro ocajaka Imo
aHaoruu ¢ npuMmepom 137b,c U3 2-aMUHO-3-METOKCH-6-METUIIOEH30MHON KUCIOTHI. MS: m/

e=177.5 [M+H]".

ITpumep 141

8-ruapoKcu-6-(4-nmupazon- 1-un-pennn)-3H-xuHa301MH-4-0H

PacrBop kap6onata ne3us (0.10 r, 0.3 mMoib) B Bojie (0.25 Mi1) 10O0aBUIIM B CMECh OUC
(mupenundochuno)dpeppouen namiaaus(Il) (0.012 r, 15 MkmoItb), 6-6poMo-8-
MeTokcuxuHazommH-4(3H)-ona (0.04 1, 0.15 Mmoins), u 4-(1H-timpazos-1-um)dpennndopoHoBoi
kucnoThl (0.04 1, 0.23 MMOJIB) B TMOKcaHe (2.5 mit). CMech BCTPSXUBAJIU B 3aKPbITOM MPOOUPKE
B TeueHue 72 4 mpu 100°C u 3aTeM cKOHIEeHTpupoBaiu. K octaTky 700aBUIM YKCYCHYIO
kucioty (0.4 Mir), BOTHYIO OPOMUCTOBOIOPOIHYIO KUCTOTY (48%, 0.24 MIT) U pacTBOp
OPOMMCTOBOIOPOAHOMN KUCIIOTHI B YKCYCHOM KUCI0Te (33%, 0.35 Mi1). CMech BCTpSIXUBAIU
B 3aKkpbITol podupke nipu 150°C B TeueHue 48 4. CMech CKOHIEHTPUPOBAIIA U OUUCTUIIN
nocpenctBoM xpomatorpaduu (C18 odparno-hazosas BIXKX, aneronurpun / Bona (0.1%
MypaBbrHas kuciiota) = 10:90 no 98:2), moyuuB coeIMHEHKE, YKa3aHHOE B 3aroj1oBke (0.003

r). MS: m/e=305.1 [M+H]".
[Tpumep 142
8-ruapoxcu-6-(4-mopdonun-4-un-pennn)-3H-xunazonnn-4-oxn
Coenunenue, ykazanHoe B 3arojoke (0.002 r), moay4usv Mo aHaJOTuu ¢ ipuMepoM 141

13 4-MophonHOGEHUI60POHOBOM KUCTOTEL. MS: m/e=324.2 [M+H]".

[Tpumep 143

5- xyop-8-ruapokcuxuHa3zonri-4(3H)-on

ITepokcun Bogoposaa B Boje (35%, 175 mxii, 2.00 MMOJIb) 100aBUIIU K CYCIIEH3UU 4-XJI0D-
7-MEeTOKCUMHI0JIMH-2,3-11MoHa (0.22 1, 1 MMOJIb) B 1 H BOZHOM T'MIPOKCUJIC HATPUSA (3 MIT).
Hab6mronanock cuiibHOE BCIEHUBAHUE U BhIJIeNIeHHe raza. CMech epeMEIInBaIi B TEUEHUE
1 4, 3aTeM 10OABUIIM YKCYCHYIO KUCIIOTY (229 MKJ1, 4.00 MMOJIb) M CMECh IKCTparupoBaliu
stunaneraToM. O0beIMHEHHbIE OPTaHUYECKUE CIIOW BBICYIIMIM HAJl CYJIb(hAaTOM HATPUS U
CKOHIEHTpUpoBau 10 Macia. @opmamuz (10 M) 100aBUIK K OCTATKY U CMECh HAT'PENIH 0
150°C B Teuenue Houu. CMeCh CKOHIEHTPUPOBAJIK 10 Macia. TpexOpoMuUcThIil 60p B
nuxyiopmerane (1M, 10 mi1, 10 MMOJTh) 7OOABUIIH, C TOCIEAYIOMIMM quxjiopmeTaHoM (10 mu).
Cwmech HarpeBaJId MpHY KUTMIEHUU ¢ OOPATHBIM XOJIOAWIBHUKOM B TeueHue 5 4. Merano: (10
MJT) T00aBUIIM 1 IBATIOPUPOBAIIH, 3Ty TIPOILEAYPY MOBTOPUIIN TpH pa3a. HeounimeHnHnoe
BEIIIECTBO OYUCTHUIIM C TTOMOIIbIo IipenapatuBHoil BOYXKX (o6patHas daza C18, 20 1o 98%
aueronutpuit / Boaa (0.1% mMypaBbUHas KUCIOTA)) C MOJIYyUYEHUEM TPEOYEeMOT O MPOAYKTa

(0.07 r) B BUAE KOpUUHEBOTrO ocajika. MS: m/e=197.1 [M+H]".

[Tpumep 144

6-(6-0pomo-ttupuaAnH-3-1)-8-ruapokcu-3H-xunazonun-4-ox

Coenunenue, yka3zaHHoe B 3arojioBke (0.008 r), moay4duIu 1o aHaJa0ruu ¢ mpumepom 141,
U3 6-XJIOPIUPUIUH-3-UTIOOPOHOBOM KUCIOTHI (HA CTaUM IEIPOTEKIMU C moMolbio HBr

Ha6Io1a51cs 0OMeH XIop-6pom). MS: m/e=320.1/322.1 [M+H]™.
ITpumep 145
8-ruapoKcu-6-(2-TpudTopmeTokcu-penun)-3H-xunazonun-4-oxn
CoenuHenue, ykazaHHoe B 3aroyioBke (0.03 r), NoJIy4uiiv o aHaJIOTuu ¢ puMepoM 141

13 2-(TpudTopMeTokcH)heHrI60poHoBoI KucaoToi. MS: m/e=323.1 [M+H]™.
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ITpumep 146

8-runpokcu-6-(3-mopdomuuodennn)xuHazonna-4(3H)-ox

a) (6-0pom0o-4-0Kco-3-(TTMBATOUTIOKCUMETHN)-3,4- IUTUIPOXHUHAZOJIUH-8-UITOKCH)
METUIIMBAIAT

Tpex6pomuctsliit 60p B auxsopmetane (1M, 10.0 mi, 10.0 Mmoitb) 1o6aBuiu K 6-0pomo-
8-meTokcuxuHazonuH-4(3H)-ony (0.26 r, 1.00 Mmob) B auxiiopMerane (10 mia). Cmech
MepeMeIInBaJId IPU KUTIEHUH ¢ 0OPAaTHBIM XOJIOIUJIBHUKOM B TeueHue 4 u. Metanou (10 M)
J00aBUIIM U CMECh CKOHIIEHTpUpPOBaJu Aocyxa. JlobaBiieHre MeTaHOIA U BATIOPALIO
TTOBTOPUJIM TPH pa3a, U OCTATOK 3aTEM BBICYIIIMIIM B TITyOOKOM Bakyyme. Jlo6aBuiu kapOooHaT
kanus (0.69 r, 5.00 MmoJIb) ¢ mocnenyommm aumetundopmamuaom (10.0 M) u
xnopmetuianuBanatoM (0.45 r, 435 mki, 3.00 mmons). Cmech nepeMermBaiy mpu 100°C B
TeueHue 1 4, u 3aTeM OTOUIBTPOBAIIM, U CKOHIEHTPUPOBAIH 10 Macia. HeountenHoe
BEILIECTBO OUMCTHUIIM C ITOMOIIIBIO hienI-xpomaTorpaduu (cunukareib, 0 1o 100% stumanerat/
renTaH) ¢ nojiyueHueM Tpedyemoro npoaykra (0.32 r) B Buae 6enoro ocajaka. MS: m/e=496.2

[M+H]".

b) 8-ruapoxcu-6-(3-mopdonrHoheHmT)xnHa30auH-4(3H)-0H

Cwmech (6-0pom0o-4-0Kc0o-3-(TTMBATTOMITOKCUMETHI)-3,4- TUTUIPOXUHA3OJIMH-8-UTTOKCH)
MetwinuBaiata (0.05 r, 0.1 mmoub), kapoonata kanus (0.03 r, 200 MKMOJIb), 3-
MopdonmuHoheHn100poHoBok KUCIOTHI (0.03 T, 0.15 MMoITh) 1 3-MOPhOIMHOPEHUTIOOPOHOBOMN
kucioThl (0.03 1, 0.15 mmous) B numetudopmamuze (1 mi) Harpemu go 100°C B Teuenue 3
4. CMmecH 1aJii OCTBITh U 100aBWIM aMMOHUN B MeTaHoJie (7M, 2 M1, 14 mmouts). PactBop
MepeMEIINBAJIA IIPU KOMHATHOM TEMIIEpATYPE B Te€UEHUE HOUM. HeouunllleHHOe BEIECTBO
OTGUIBTPOBAJIM U 3aTEM OYMCTUIIM C TTOMOIIbI0 MTpenapatuBHoit BOYXKX (20 no 98%
aneToHuTpuit / Boaa (0.1% MypaBbUHAS KUCIIOTA)) C OJIyUYeHUEeM TpeOyeMoro npoaykra (28

MT') B BUJIE CBETJIO-KOPUYHEBOTO Ocaaka. MS: m/e=324.2 [M+H]*.
ITpumep 147
6-(4-muMeTuIaMuHO-(peHu)-8-ruapokcu-3H-xuna3onuu-4-oxn
CoenuHenue, ykazaHHoe B 3arojioBke (0.001 1), HoIy4uiv o aHAJIOTUU ¢ TpuMepoM 141

13 4-(IUMeTUIaMUHO ) (peHMITO0POHOBOM KUCIOTEL. MS: m/e=282.2 [M+H]".
[Tpumep 148
6-(3-mumMeTunamMuHoO-heHu)-8-ruapokcu-3H-XxuHa3ommnH-4-o1
CoenuHenue, ykazanHoe B 3aroyioBke (0.06 r), MOJIyYuiM IO aHAJIOTKH € IipuMepoM 141

13 3-(AMMeTHIaMUHO)QEeHUIOOPOHOBOM KUCIOTH. MS: m/e=282.2 [M+H]".
ITpumep 149
6-(3-xmmop-¢enun)-8-ruapoxkcu-3H-xuHa301uH-4-0H
CoenuHenue, ykazaHHoe B 3arojioBke (0.005 1), HOJIy4uiiv o aHaJIOTUM ¢ ipumepom 141

13 3-XJ10pheHnI60pOHOBOI KUCIOTHL. MS: m/e=273.2 [M+H]™.

ITpumep 150

6-(2,5-mumetnn-2H-nupa3oi1-3-u)-8-ruapokcu-3H-xuHa3onuH-4-0oH

Coenunenue, ykazanHoe B 3arojoBke (0.002 r), moay4uiiv o aHaJoruu ¢ mpuMepoM 141
u3 1,3-qumetnn-5-(4,4,5,5-rerpametuii-1,3,2-auokcadoposan-2-ui)- 1 H-nupazona. MS: m/e=
257.4 [M+H]".

ITpumep 151

5-(4-bropdennn)-8-rugpokcuxmunazonmun-4(3H)-oun

Coenunenue, ykazantoe B 3arojioBke (0.02 r), mojiydusiv B BUJie KOPUUHEBOTO OCAJIKA 10
aHaJIOTWH ¢ mpuMepoM 125 u3 5-6pomo-8-mMetokcuxunazonui-4(3H)-ona (mpumep 1a). MS:
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m/e=255.2 [M-H]".

[Tpumep 152

6-[1-(4-bTop-benun)-1H-mupaszon-4-ui]-8-ruapoxcu-3H-xuHA30IMH-4-0H

Coenunenue, ykazanHoe B 3arojioBke (0.03 r), moIy4usIiv B BUJI€ CBETIO-KOPUUHEBOTO
ocaJiKa 1Mo aHaJoTruu ¢ mpuMmepoM 146b u3 1-(4-bropdennn)- 1 H-mupazomn-4-uabopoHoBoi

KUCIOTBL. MS: m/e=323.2 [M+H]".
ITpumep 153
8-TUIPOKCH-6-(TTMPUMUINH-5-1T)xuHa30JuH-4(3H)-0H 2,2,2-TpudTopanerat
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moaydusv B BUIe 0e10ro ocajaka mo
AHAJIOTUH C MPUMEPOM 7b/C U3 TUPUMUIMH-5-UITIOOPOHOBOM KUCITOTHI. MS: m/e=241.0[M+
HI".
[Tpumep 154
8-ruapoxcu-6-(2-metui-5-rpudropmeti-2H-mupazon-3-um)-3H-xuna3onun-4-oH
Coenunenue, ykazanHoe B 3arojioBke (0.11 r), moayuusu B BUae 0eI0ro ocajka mo
AHAJIOTHH C puMepoM 75 u3 1-metun-3-(Tpudropmernn)- 1 H-mupazon-S-unboponoBotii

KucioTel. MS: m/e=308.9 [M-H]J.
ITpumep 155
6-(2-((mMMeTUIIaMUHO )METHIT ) peHU)-8-TUIpoKcuXxuHa30IuH-4(3H)-0oH
CoenuHenue, ykazanHoe B 3aroyioBke (0.002 r), Moayydmim 1o aHaJoruu ¢ IpuMepom 75

U3 2-((IMMeTUIaMUHO )METUIT)(heHUTTIOOPOHOBOM KUCIOTHL. MS: m/e=296.0 [M+H]".
ITpumep 156
8-rugpoxcu-6-(1-metwi- 1 H-unnazon-4-um)xunazonus-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.004 r), MoJiyduv 1o aHaJIOTuU C IpUMepoMm 75

u3 1-metui-1H-unna3omn-4-ua6opoHoBoi KUcioTel. MS: m/e=291.4 [M-H]".
[Tpumep 157
8-TrIpoKcH-6-(3-(MeTriicynbhonun)pernn)xuna3onud-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.005 r), MOJIy4YHIIM 11O aHAJIOTHH C TIpPUMEPOM 75

u3 3-(MeTuiICyIbhoHIT)HEHUI60POHOBOIM KUuCIoTOM. MS: m/e=316.9 [M+H]".
ITpumep 158
6-(2-prop-4-(meTuncynbhoHu)peHnn)-8-ruapokcuxuHazoni-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.005 1), MOJIy4WIM IO aHAJIOTHH C TIPUMEPOM 75

13 2-prop-4-(MeTrincyabhoHNT)(eHMITO0POHOBOI KUCTOTEL. MS: m/e=334.9 [M+H]".
ITpumep 159
N-(2-(8-Tuapoxcu-4-okco-3,4-TUruApOXMHA30IUH-6-11)(PEeHUIT )alle TAMU/T
Coenunenue, ykazanHoe B 3arojioBke (0.003 1), MOJIy4uv 1Mo aHAJIOTUU C IPUMEPOM 75

U3 2-aneTaMuI0(heHUI00pOHOBOM KUCIOTEL. MS: m/e=295.6 [M+H]™ .

[Tpumep 160

6-(2,4- IuMeTOKCUITMPUMMINH-5-11)-8-ruApoKkcuxruHa3oauH-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.004 1), MOJIy4uv 1o aHaJIOTUU C IPUMEpPOM 75
U3 2,4-IMMETOKCUTTMPUMUIMH-5-UI00pOHOBOM KUCTOTHL. MS: m/e=300.8 [M+H]+.

ITpumep 161

8-rua pokcu-6-(2-metokcudenun)xunazonua-4(3H)-on

CoenuHenue, ykazanHoe B 3aroyioBke (0.005 r), MOJy4rim 1o aHaJoruM ¢ IpuMepom 75

13 2-MeTOKCU(PEeHUI60POHOBOM KUCIOTHL. MS: m/e=269.1 [M+H]™.
ITpumep 162
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8-ruIpoKCcU-6-(2-MeTOKCUTTUPUIUH-3-11)XuHa30JMH-4(3H)-oH
CoenuHenue, ykazanHoe B 3aroyioBke (0.007 r), MOTy4riIM 1O aHAJIOTUM ¢ TPUMEPOM 75

13 2-MEeTOKCUITMPUIUH-3-UI60POHOBOM KMCIOTEL. MS: m/e=270.1 [M+H]™.
ITpumep 163
8-ruapoKCcu-6-(6-MeTOKCUNTUPUINH-3-1i1)XuHa30uH-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.006 r), MOJy4riM 1o aHaJIOruK ¢ IpUMEPOM 75

13 6-MeTOKCUITUPUINH-3-UI60POHOBOM KUCIOTHL. MS: m/e=270.0 [M+H]™.
ITpumep 164
8-rupokcu-6-(4-metuntTuodeH-3-un)xunazonud-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.005 r), MoJly4uiy 1o aHaJIOTuM ¢ IpUMepoMm 75

13 4-MeTunTuoeH-3-uI160pOHOBOM KUCIOTEL. MS: m/e=259.0 [M+H]*.
[Tpumep 165
6-(2,5-Aumetnntroden-3-un)-8-ruapokcuxunazoinuH-4(3H)-on
Coenunenue, ykazanHoe B 3arojoBke (0.005 1), moay4yuiiv o aHaJIOTHUM C TPUMEPOM 75

U3 2,5-TuMeTUNTHOGEH-3-UIT00POHOBOM KUCITOTHL. MS: m/e=273.1 [M+H]*.
ITpumep 166
8-ruApOKCU-6-(6-MEeTUIIITMPUIUH-3-11)XUHA30JIMH-4(3H)-0H
Coenunenue, ykazanHoe B 3arojioBke (0.006 1), MOJIyYHIIH 110 aHAJTIOTHH C TIPUMEPOM 75

U3 6-MeTUIMPUAMH-3-UI160pOHOBOM KUCIOTEL. MS: m/e=254.1 [M+H]".
ITpumep 167
8-ruApOKCU-6-(XMHOIUH-8-UT)XuHA30uH-4(3H)-0oH
CoenuHenue, ykazanHoe B 3aroyioBke (0.001 r), MOJy4riIM Mo aHAJIOTHUK ¢ TPUMEPOM 75

U3 XUHOJIMH-8-UIO0POHOBOM KUCTOTHI. MS: m/e=289.8 [M+H]*.
[Tpumep 168
8-ruIpOoKCU-6-(M30XHUHOIMH-4-UiT)xuHa30MH-4(3H)-0oH
CoenuHenue, ykazanHoe B 3aroyioBke (0.002 r), MOJy4riIM o aHAJIOTUH ¢ TPUMEPOM 75

13 U30XUHOIMH-4-MI60POHOBOM KUCIOTHL. MS: m/e=290.2 [M+H]*.
ITpumep 169
8-ruapokcu-6-(HadrageH-2-un)xuHazonun-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.005 r), MOJy4riM o aHaJIOTuM ¢ IpUMEPOM 75

U3 HadTaneH-2-u160pPOHOBON KMCIOTEL. MS: m/e=289.0 [M+H]™.
ITpumep 170
8-ruapokcu-6-(HadranaeH-1-un)xunazonun-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.006 1), MOJIy4uIu 1o aHAJIOTUH C IPUMEPOM 75

13 HadTaIeH- 1-un6opoHOBOM KUCIOTH. MS: m/e=289.0 [M+H]".

IMTpumep 171

8-ruapoxcu-6-(1,2,3,4-teTparugApon30XuHOINH-6-11)xuHa30MH-4(3H)-oH

Coenunenue, ykazanHoe B 3arojioBke (0.004 1), Moay4yusiv o aHAJIOTUM C TPUMEPOM 75
u3 2-(TpeT-0yTOKCUKapOoHMi)-1,2,3,4-TeTparuipou30XuHOINH-6-UTI00POHOBOMN KUCIIOTBHI.
MS: m/e=294.2 [M+H]".

ITpumep 172

4-(8-ruapOKCU-4-0KCO-3,4-TUTMIPOXUHAZOIMH-6-UIT)-N-(2-MOpPOoTMHOITHIT) OeH3aMU/T

Coenunenue, ykazanHoe B 3arojioBke (0.01 r), mojgy4usiv o aHaJI0Tuu ¢ TpUMepoM 75 u3
2-(TpeT-0yTOKCUKapOOHUN)-1,2,3,4-TeTparuipou30XuHOIUH-6-UI00POHOBOM KUCIIOTHI. MS:

m/e=395.5 [M+H]".
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ITpumep 173

N-(2-(nuMeTHUIaMUHO )3TU )-4-(8-TUPOKCU-4-0KCO-3,4-TUTUIPOXUHABOIUH-6-1T) OeH3aMu ]

Coenunenue, ykazanHoe B 3arojioBke (0.005 1), MOJy4YMIIM 11O aHAJIOTHH C TIpPUMEPOM 75
u3 4-(2-(IMMeTUIIAMHUHO )3 TUITKapOaMouiT)(heHUIIOOPOHOBOM KUCIOTHI TUIPOXJIopUaa. MS:

m/e=395.3 [M+H+auerouutpun]”.

ITpumep 174

8-ruapoxcu-6-(1,2,3,4-TeTparugpou30XuHOJINH-7-u1)xuHa301uH-4(3H)-on

CoenuHenue, yKka3aHHOE B 3ar0J10BKe (3.6 MT), TOJTYYWIU IO AHAJIOTUU C IPUMEPOM 75 U3
2-(TpeT-OyTOKCUKapOOHUN)-1,2,3,4-TeTparuipOU30XMHOINH-7-UI00POHOBOM KUCIIOTHI. MS:

m/e=294.1 [M+H]".
ITpumep 175
8-ruapokcu-6-(3-(MopdoauH-4-kapooHu)hennn)xuHazoani-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moay4usiv o aHaJI0Tuu ¢ TpUuMepoMm 75 u3

3-(MopdomuH-4-kap6oHT)PeHNI60pOHOBOM KUCIOTEL. MS: m/e=352.0 [M+H]*.
ITpumep 176
6-(2,3-Auruapobenzo[b][1,4]amokcuH-6-1i)-8-ruapokcuxunazoiui-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.007 r), MOJy4riIM IO aHAJIOTUU ¢ TPUMEPOM 75

u3 2,3-aquruapooen3olb][1,4]aMoKkcHH-6-M160POHOBOM KUCTOTHL. MS: m/e=296.9 [M+H]*.
ITpumep 177
6-(6en3o[d][1,3]auokcon-5-un)-8-rugpokcuxmHazonun-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.004 r), MoJiyquv 1o aHaJIOTUU C IpUMEpPoM 75

u3 6enso[d][1,3]aMOKCOI-5-UI00POHOBOM KUCIOTHI. MS: m/e=282.9 [M+H]".

ITpumep 178

6-(2,4- InmeTuntuas3oin-5-wi)-8-ruipoKcuxnuHa3oimi-4(3H)-ox

Coenunenue, ykazanHoe B 3arojioBke (0.002 1), MOJIyYHIIH 11O aHAJTIOTHH C TIPUMEPOM 75
u3 2,4-qumeTtuin-5-(4,4,5,5-rerpametusi- 1,3,2-auokcabopoiian-2-uin)tuazoia. MS: m/e=274.1

[M+H]".

ITpumep 179

8-rugpoxcu-6-(1-metui-1H-nmupaszon-4-uin)xunazonua-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.008 r), Mojiyquv 1o aHaJIOTuM ¢ TPUMEpPOM 75
u3-mMeTwi-4-(4,4,5,5-rerpametui-1,3,2-nuokcadboposan-2-wn)- 1 H-nupazona. MS: m/e=243.1

[M+H]".

[Tpumep 180

8-rUaApOKCU-6-(2-TUAPOKCUTTUPUANH-3-UiT)xuHa30uH-4(3H)-0oH

Coenunenue, ykazanHoe B 3arojioBke (0.006 1), MOJIy4WIu 1o aHAJIOTUU C TIPUMEPOM 75
13 2-(IIMKJIOMPONUIMETOKCH)-3-(4,4,5,5-TeTpameTu-1,3,2-nuokcaboposaH-2-uil) IMPUIMHA.

MS: m/e=256.0 [M+H]".

ITpumep 181

8-runpokcu-6-(1-metmin- 1 H-nmupaszon-5-un)xunaszommn-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.004 1), MOJIy4WIM 1O aHAJIOTUH C TTIPUMEPOM 75
u3 1-metuin-5-(4,4,5,5-rerpametui-1,3,2-quokcadopoian-2-un)- 1 H-nmupazona. MS: m/e=243.1
[M+H]".

[Tpumep 182

8-ruapoxcH-6-(6-mopdormHOTMPUANH-3-1T)XxuHa30MH-4(3H)-0H

Coenunenue, ykazanHoe B 3arojioBke (0.006 T), MOJIyYHIIH 11O aHATIOTHH C TIPUMEPOM 75
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u3 4-(5-(4,4,5,5-rerpametun-1,3,2-nuokcaboposiaH-2-uin)mupuanH-2-uin)mMopdoiaruda. MS: m/

e=325.2 [M+H]".

ITpumep 183

6-(6-(IMMETUIIAMUHO ) TUPUIUH-2-1)-8-TUAPOKCUXUHA30IMH-4(3H)-0H

Coenunenue, ykazanHoe B 3arojioBke (0.003 1), MOJIyYHIIH 11O aHAJIOTHH C TIPUMEPOM 75
u3 N,N-nmumeTtunn-6-(4,4,5,5-terpamernii-1,3,2-muokcadopoaH-2-ui)MMpuanH-2-aMmuHa. MS:

m/e=283.0 [M+H]".

ITpumep 184

8-ruipoKcu-6-(6-(rurepas3uH- 1 -wn)nupuauH-3-ui)xuHazonuH-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.002 r), MOJIy4WIu 10 aHAJIOTUU C IPUMEPOM 75
u3 N,N-numerus-6-(4,4,5,5-terpametui-1,3,2-quokcabopoiaH-2-ul)upuauH-2-aMmuHa. MS:

m/e=324.3 [M+H]".

ITpumep 185

8-ruipoKcu-6-(2-(rurepas3uH- 1 -uin)nupuauH-4-uin)xuHazonuH-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.004 1), MoJyduu 1o aHaJIOTUU C TIPUMepoMm 75
u3 1-(4-(4,4,5,5-terpameTui-1,3,2-nuokcaboponaH-2-ui) M pyuauH-2-U)urepazuda. MS: m/

e=324.3 [M+H]".
ITpumep 186
6-L{ukiiorekceHun-8-ruipokcuxmua3oivi-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.004 1), MOJIy4WIH IO aHAJIOTUU C TIPUMEPOM 75

U3 2-uMKinorekcenui-4,4,5,5-rerpametui-1,3,2-nuokcaboponana. MS: m/e=243.1 [M+H]*.

[Tpumep 187

8-ruapokcu-6-MmopdomHoxuHazonuH-4(3H)-on

a) 6-MopdoMHO-8-((2-(TPUMETUIICHITUIT)3TOKCH)METOKCH )-3-((2-(TPUMETHIICHITHI ) 3TOKCH)
MeTuin)xuHa3zoauH-4(3H)-on

Cwmecb Mopdommaa (0.02 1, 230 MKMOJTB), 6-0poMO-8-((2-(TPUMETHIICHITUIT)3TOKCH )METOKCH)
-3-((2-(TpuMeTHIICHUIINIT)3TOKCH )MeTUIT) xuHa30JIMH-4(3H)-ona (0.03 r, 49.8 MxMoOJIb), aneraTa
nawtaaus (I1) (0.001 r, 4.98 Mxmoutb), TpeT-0yTokcuaa Hatpus (0.01 r, 99.7 MkMoOIb) U 2-
munukiorekcuiochpuno-2',4',6'-rpunzonponunoudenna (x-phos) (0.002 r, 4.98 MkMoI1b) B
M-KcuiieHe (2 M) HarpeBaiu 10 140°C B TeyeHue 2 9 B 3aKpbITOM ITpobupke. CMmech
oThubTpoBaan. HeouunieHHoOe BeIeCTBO OUMCTUIIN C TIOMOIIBIO IpernapaTtuBHoi BOXKX
(20 1o 98% aneronutpui / Boaa (0.1% MypaBbuHAas KUCIIOTA)) C IIOJIYYEHUEM COEAUHEHMUH,

ykazaHHoro B 3arojioBke (0.01 r) B Buze 6enoro ocaaka. MS: m/e=508.4 [M+H]™ .

b) 8-ruapoxcu-6-mopdoanHoxuHazonun-4(3H)-on

Coenunenue, ykazanHoe B 3aroyioBke (0.007 T), TOJTy4niIv B BUIe OEIOTO OcajiKa o
AQHAJIOTHH C TPUMEPOM 75b u3 6-MophoIMHO-8-((2-TPUMETHUIICUIIAIT)ITOKCH)METOKCH)-3-((2-

(TPUMETHIICUIINI)ITOKCU)METHI ) XUHA30JIMH-4(3H)-0oHa. MS: m/e=248.2 [M+H]".

ITpumep 188

6-(1,4-mumetun-1 H-umuaaszon-2-un)-8-ruapokcuxunazoivd-4(3H)-on

Coenunenue, ykazanHoe B 3aroioBke (0.005 1), MOJIy4uiu o aHaJIoT1uu ¢ TpuMepom 28b/c
u3 2-6pomo-1,4-mumetnii- 1 H-umugasona B Bujie CBETIO-KOPUUIHEBOTO ocajka. MS: m/e=257.1

[M+H]".

ITpumep 189

6-(4-Dropdenokcn)-8-ruapokrcuxunazonui-4(3H)-on

Cmech 6-6poMo-8-((2-(TpUMETHIICUITAI)ITOKCH)METOKCH)-3-((2-(TPUMETUIICUITUIT)ITOKCH)
Metui)xuHa30auH-4(3H)-ona (0.03 1, 49.8 MmxMmoib), 4-propdenona (0.02 T, 150 MKMOIIB),
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kapoonara nesus (0.07 r, 199 mxmoisb), 2,2,6,6-TeTpaMmeruirentan-3,5-quona (0.002 r, 9.97
MKMOJIb), ¥ xjopuaa Meau (1) (0.01 r, 49.8 mxmoib) B N-MeTunnmpposaraone (1 Mir) Harpenu
1o 150°C B Teuenue 3 4. Jlo6aBuiam MmypaBbuHyto KUcIoTy (1.00 mur) u Boay (0.2 M) mobaBuiu
u cMech Harpesaiu A0 120°C B 3akpbITol mpoOupke B TeueHue 2 4. JloGasunu
KOHLIEHTPUPOBAHHYIO BOIHYIO COJISIHYIO KUCIIOTY (0.1 Mi1) U cMech HarpeBasiv B TeueHue 30
MUHYT. HeouuilieHHOe BEIEeCTBO OUMCTUIIM € IToMoIIIbio IpenapatuBHoi B2XXX (C18, 20
110 98% aueronutpui / Boaa (0.1% mypaBbUHASI KUCIIOTA)) C MOJIYYEHUEM COCIMHEHUS,
yka3aHHoro B 3arojioBke (0.003 r), B BUe CBETJIO-KOPUYHEBOro Macia. MS: m/e=273.2 [M+
HJ*.

[Tpumep 190

8-ruapoKcu-6-(4-meTrir-nunepasut- 1 -un)-3H-xuna3omme-4-oH

Coenunenue, ykazanHoe B 3arojioBke (0.01 ), MOTy4uIIv B BUJIe CBETJIO-KOPUUHEBOM ITEHBI

110 aHAJIOTUH ¢ TpuMepoM 187 u3 1-Metunmunepasuna. MS: m/e=261.1 [M+H]".

ITpumep 191

8-ruapoKcH-6-[3-(4-meTun-nunepasus- 1-kapoonun)-pennn]-3H-xunazonun-4-oxn

a) 3-[4-0KCO-8-(2-TPUMETWIICUIIAHUI-3TOKCUMETOKCH )-3-(2-TPUMETUIICUIIAHUT-3TOKCUMETHI )
-3,4-TUTrUAPO-XUHA30JIMH-6-WIT|-OeH30iMHAs KUCTIOTa

CoenuHenue, ykazanHoe B 3aroyioBke (0.10 T), HOIy4YWsid B BUJE CBETIIO-KOPUUHEBOTO
ocaJiKa 1o aHaJOTuM ¢ mpuMepoM 7b u3 3-(4,4,5,5-tetpameTui-1,3,2-nuokcadbopoiaH-2-1i)
OEH30MHOM KUCIIOTHI C UCTIOJIb30BaHUEM JUOKCaHA BMeCTO quMmeTriigopmamuaa. MS: m/e=

541.21 [M-HJ.

b) 8-ruapoxcu-6-[3-(4-mMeTun-nunepasut- 1 -kapoonun)-pennn 1 -3H-xuna3o0nmH-4-0H
Coenunenue, ykazaHHoe B 3arojioBke (0.02 r), moIy4usIv B BUJI€ CBETJIO-KOPUUHEBOTO
0CaJKa Mo aHAJIOTUU ¢ MpuMepoM 97b/c U3 3-[4-0kCco-8-(2-TPUMETHUIICUIIAHUI-3TOKCUMETOKCH)
-3-(2-TpUMETUIICUIAHUIT-3TOKCUMETUI)-3,4-TUTUAPO-XUHAZ0JIUH-6-UJT|-O€H30MHON KUCITOTHI

1 1-MeTunmunepasusa. MS: m/e=365.16 [M+H]™.
[Tpumep 192

6-[3-(1,1-dunoxco-1 k6—TH0Mop(bonHH—4—1<ap60H1/m)—(beH1/m]—8—rHJ:[p0KCH—3H—XI/IHa30JmH—
4-oH

Coenunenue, ykazanHoe B 3arojoBke (0.01 r), mojay4uiu B BUAE CBETIIO-KOPUUYHEBOT'O
OCaJIKa Mo aHaJIOTHH ¢ mpuMepoM 191b, ucnonb3ys Tuomopdonus 1,1-auoxcus BMecTo 1-

MeTuImunepasuHa. MS: m/e=400.10 [M+H]™.

ITpumep 193

8-ruApOKCU-6-[2-(4-MeTHIT-Unepa3uH- 1 -kapoonun)-pernn|-3H-xuna3zonuu-4-oH

a) 2-[4-0KCO-8-(2-TPUMETWICUIIAHUII-3TOKCUMETOKCH)-3-(2-TPUMETUIICUIIAHUIT-3TOKCUMETHI )
-3,4-TUTUAPO-XUHAZOJIUH-6-UJT|-O€H30MHON KUCTIOTHI ATUITOBBIN 3pUp

Coenunenue, ykazanHoe B 3arojioBke (0.51 r), moay4usv B BUJI€ CBETIIO-KOPUUHEBOTO
Macra o aHaJoruu ¢ IpuMepoMm 7b u3 atun 2-(4,4,5,5-tetpametuii-1,3,2-5 quokcabopoiiaH-
2-un)beH3o0aTa C UCIIOJIb30BaHUEM JUOKCAHA BMECTO quMeTHiIdhopMamuaa. MS: m/e=571.3

[M+H]".

b) 2-[4-0KCO-8-(2-TpUMETUIICUITIAHWIT-3TOKCUMETOKCH )-3-(2-TPUMETHUIICUIIAHUIT-9TOKCUMETHI )
-3,4-MUruAPO-XMHA30JIUH-6-UIT|-OeH30MHAsT KUCIOTa

2M Boansriii runpoxcu iutus (1.75 mit, 3.5 MMoJTh) 100aBUIIK B pacTBOP 2-[4-0kco-8-(2-
TPUMETUIICUIIAHUIT-3TOKCUMETOKCH )-3-(2-TPUMETUIICUIIAHUII-3TOKCUMETHUIT) -3 ,4-TUTU AP O-
XMHA30JIMH-06-UIT|-0eH30MHOM KUCITOTHI 3TUI0BOTO 3dupa (0.20 r) B aTanose (10 mi). Cmech
MepeMeIMBalIy B TeUeHUE 72 4 ¥ 3aTeM CKOHIEHTPUPOBAIIH 10 Macia. JloOaBuIu dTUIaleTaT
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(20 mu1) ¥ TpoMBbLIM BOAON. OpraHu4ecKri CJIOM BBICYLIMIM U CKOHUEHTPUPOBAIIU C
MOJIyYEHUEM COEJIMHEHUS, YKa3aHHOTO B 3aroioBke (0.10 r), B BUIe CBETIIO-KOPUYHEBOTO

ocaaka. MS: m/e=541.3 [M-H]".
¢) 8-TUIPOKCHU-6-[2-(4-MeTHn-TiuniepasuH- 1 -kapOonun)-hernn]-3H-xuna3onmmH-4-oH
Coenunenue, ykazanHoe B 3arojioBke (0.005 1), MOJy4YUIM B BUAE CBETI0-KOPUIHEBOTO
0Ca/JIKa IT0 AHAJIOTUH C TpUMepoM 97b/c u3 2-[4-0Kkco-8-(2-TpUMETUIICUIIAHUAII-3TOKCUMETOKCH)
-3-(2-TpUMETUIICUIAHUIT-3TOKCUMETUI)-3,4-TUTUAPO-XUHAZ0JIMH-6-UIT|-O€H30MHON KUCITOTHI

3TUN0BOro 3bupa U 1-meTunnunepasuna. MS: m/e=365.2 [M+H]".
ITpumep 194

6-[2-(1,1-dnoxco-1 7\.6—TI/IOMOp(l)OJII/IH—4—Kap6OHI/IJI)—(1)eHI/IJI]—8—FI/II[pOKCI/I—3H—XI/IHa3OJII/IH—
4-oH

Coenunenue, ykazanHoe B 3arojioBke (0.004 1), MoIy4usiv B BUJI€ CBETI0-KOPUUHEBOT'O
0Ca/JIKa IT0 AHAJIOTUH C TpUMepPOoM 97b/c u3 2-[4-0Kkco-8-(2-TpUMETUIICUIIAHUTI-3TOKCUMETOKCH)
-3-(2-TpUMETUIICUIAHUIT-3TOKCUMETHI)-3,4- TUTUAPO-XUHAZOJIMH-6-WIT|-O€H30MHOM KUCITOTHI

3THII0BOTO 3upa 1 THOMopdonuH-1,1-mokenna. MS: m/e=400.1 [M+H]*.

[Tpumep 195

5-¢prop-6-(4-propdennn)-8-ruapokcuxrrazomt-4(3H)-on

a) 6-0pomMo-5-pTop-8-((2-METOKCUITOKCH)METOKCH)-3-((2-METOKCUITOKCH)METHUIT)
xuHa30JIMH-4(3H)-oH

1-(XmopmeTokcu)-2-meTokcuaTaH (0.17 r, 155 mxJ1, 1.23 MMoJIb) 7O0OaBUIIM B pacTBOP 6-
6pomMo-5-prop-8-runpoxcuxrunazonui-4(3H)-ona (mpumep 196, 0.11 r, 409 MKMOJIB) U
stunauusonponuiamuna (0.37 r, 500 Mk, 2.86 Mmo:b) B quxiiopmerane (10 mur). Cmech
repeMenMBaiv B TeueHre 30 MUH P KOMHATHOM TemIiiepatype. HachlleHHbIN BOTHBIN
pacTBOp XJopuaa aMMOHUs 100aBUiM (20 M) M SKCTPATUPOBAJIU IUXJIOPMETAHOM.
OO6beTMHEHHBIE OPTraHUYECKHUE CJTIOU BBICYIIWIIM HAJl CYJIb(aTOM HATPUS U 3aTEM
CKOHIICHTPUPOBAJIU A0 Macia. IIpoayKT KpUCTaNIU30BaIU C TUITUIOBBIM 3GUPOM (3 MIT) U
MIPOMBIIN TUITUIIOBBIM 3¢UpoM. HeounIieHHOE BEIeCTBO OUNCTHIIA TTOCPEICTBOM
xpomaTorpaduu (cuaukarensb, 0 10 10% MeTaHOI/IUXIIOpMETaH) C IMOJIYYEHUEM COeIUHEHUS,

ykazaHHoro B 3arojioBke (0.08 r) B Buse 6eoro nopoika. MS: m/e=437.0/439.0 [M+H]™ .
b) 5-pTop-6-(4-pTopdenun)-8-ruapokcuxunazonud-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moayuusu B BUsIe 0e10ro ocajaka us 4-
dbTopheHUTI00pPOHOBOM KUCTOTHI U 6-0poMO-5-hTOop-8-((2-METOKCUITOKCH)METOKCH)-3-((2-
METOKCUITOKCH)METUIT)XUHA30JIMH-4(3H)-0Ha 1o anamoruu ¢ mpumepom 7b/c. MS: m/e=275.1

[M+H]"

ITpumep 196

6-6poMo-5-¢pTop-8-ruapokcuxunazonuH-4(3H)-on

a) 2-aMUHO-5-6poM0-6-DTOP-3-MEeTOKCUOEH30HUTPUIT

PactBop 6-prop-3-merokcu-2-aurpodenzonutpuia (0.17 r, 872 mxmoins) ¢ Pd/C 10% (0.04
) B aTUjIaLeTate (5 M) mepeMeniMBaiyd B Te4eHre HouM B aTMoc(epe Boopoaa. Cmech
OT(hUIBTPOBAIIM Yepe3 HEJIUT U CKOHIIEHTPUPOBaJK 10 Maciia. OCTaTOK pacTBOPUIIU B
yKCycHOM kucioTte (5 mut) u fo6asuiau 6pom (0.14 1, 44.9 mki1, 872 MkMob). Uepes 15 muH
CMeCh CKOHLEHTPUPOBAIIM 10 KOPUUHEBOTO ocajka. HeouunnieHHoe BelecTBO OUUCTUIIN
MoCpeCTBOM XpomaTtorpaduu (cunmmkarensb, 0 10 100% sTunaneTat/rentaH) ¢ MOJIydYeHUeM
COEIMHEHMS, YKa3aHHOTO B 3arojioBke (0.16 r) B BUJIE CBETI0-KOPUYHEBOI'O OCaIKa, m/e=

243.9/245.9 [M]".
b) 6-6pomo-5-pTop-8-MeTokcuxuHazonuH-4(3H)-on
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PactBop 2-amMuHo-5-6poMo-6-pTop-3-meTokcudbenzonuTpuia (0.13 r, 543 MKkMoIIb) B
MypaBbuHOM KHcoTe (10 MIT) HarpeBasIM IMPU KUIIEHUH C 0OPAaTHBIM XOJIOTUITBHUKOM B
TedeHue 4 4. CMech CKOHICHTPUPOBAJIH C ITOTYYCHUEM COSIMHEHMSI, YKa3aHHOTO B 3aTOJIOBKE

(0.15 1) B Buze Getoro ocanka. MS: m/e=273.1/275.1 [M+H]™.

¢) 6-6pomMo-5-pTop-8-ruapokcuxuHa3onuH-4(3H)-ox

IM TpexOpomuctsiii 60p B AuxsopmeTane (5 mi, 5.00 MMoJIb) 10OaBUIIM B pacTBOp 6-
O6pomo-5-prop-8-meTokcuxunazonuH-4(3H)-ona (0.15 r, 538 MkMOJIb) B TUXjI0pMeTaHe (5
mi1). Cmeck Harpemu 10 50°C B TeueHue HOUM. MeTaHo (5 Mi1) 100aBUIM U CMECh
CKOHUeHTpUpoBau. JloOaBieHre MeTaHOJIa U KOHLEHTPUPOBAHKE TTOBTOPUJIM JIBA pa3a.
Jo6GaBuiIM qUATUIIOBBIH 3¢up (5 MIT), OCTATOK OT(HUIBTPOBATIU U TPOMBLIU TUITUIOBBIM
3(HUPOM C IOTyIEHHEM COETMHEHMS, yKa3aHHOTO B 3arosoBke (0.11 r) B BUe ceporo mopoika.

MS: m/e=258.9/260.9 [M+H]".
ITpumep 197
5-pTop-8-ruapokcuxunazonun-4(3H)-on
Coenunenue, ykazanHoe B 3aroyioBke (0.02 r), moryuusid B Bue 06e10ro ocaaKa 1mo

AHAJIOTUU ¢ IpUMepoM 196, McKiTIouast GpOMUPOBAHME HA cTauu a. MS: m/e=181.0 [M+H]™.

ITpumep 198

5-¢pTop-8-runapoxcu-6-(2-MeTHIIIUPUIUH-3-1i)xuHa30JuH-4(3H)-oH

Coenunenue, ykazaHHoe B 3arojioBke (0.004 1), oJIyursiv B BUJI€ CBETJI0-XKEJITOT0 Macia
U3 2-METWITTUPUINH-3-UIOOPOHOBOM KUCIOTHI ¥ 6-0poM0o-5-PpTop-8-((2-METOKCUITOKCH)
METOKCH)-3-((2-METOKCUITOKCH)METUIT)XMHa30JIMH-4(3H)-0oHa mo aHanoruu ¢ npumepom 7b/

c. MS: m/e=272.1 [M+H]*
[Tpumep 199
6-[3-(4,4-mudrop-murepuaus- 1 -kapooHmIT)-peHm]-8-runpokcu-3H-xunazonuu-4-ox
Coenunenue, ykazaHHoe B 3arojioBke (0.02 r), moyduiu B BUJIEe CBETIIO-CEPOro OCaJIKa
10 aHAJIOTHHU ¢ mpuMepoM 191b, ucnonb3ys 4,4-AUPpTOPIUTIEPUIUH BMECTO 1-

MeTuianunepasuna. MS: m/e=386.13 [M+H]".

[Tpumep 200

6-[4-(4,4-murop-nunepuanH- 1 -kapoouun)-penmn]-8-runpokcu-3 H-xunazomma-4-ox1

a) 4-[4-0kco-8-(2-TpUMETUIICUIIAHUAII-3TOKCUMETOKCH )-3-(2-TPUMETUIICUIIAHUII-3TOKCUMETHI )
-3,4-TUruAPO-XUHA30JIUH-6-UIT|-OeH30HAST KUCTIOTa

Coenunenue, ykazaHHoe B 3arojoBke (0.10 r), mOIy4usIv B BUJE CBETI0-KEITOr0 ocaKa
10 AHAJIOTHHU C PUMEPOoM 7b u3 4-kapOOKCUPEeHUITIOOPOHOBOM KUCIOTHI C UCTIOJIH30BAHUEM

JIMOKCcaHa BMecTO aumeTuiadopmamuaa. MS: m/e=543.5 [M+H]".

b) 6-[4-(4,4-mudprop-nunepuanH- 1-kapoouun)-penun]-8-runpoxcu-3 H-xunazonua-4-oxn

Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moIyuuiIu B BUJIe CBETIIO-CEPOro OCaIKa
110 AaHAJIOTHUU C TpUMepoM 97b/c u3 4-[4-0KCo-8-(2-TpUMETHUIICUITAHUII-3TOKCUMETOKCH )-3-(2-
TPUMETUIICUIIAHUI-3TOKCUMETU )-3,4- IUTUIPO-XMHA30IUH-6-UI1|-O€H30MHON KUCITOTHI U 4,4~
nudToprunepuarHa. MS: m/e=386.12 [M+H]+.

ITpumep 201

7-pTop-6-(4-pTopdenunn)-8-ruapokcuxunazonnd-4(3H)-ox

a) 6-6pomMo-7-pTop-8-MeTokcuxruHazomH-4(3H)-on

Bbpowm (1.18 1, 380 mki1, 7.37 MMOJIB) 10OaBUIIU B pacTBOP 2-aMUHO-4-hTOp-3-
MeTOKCUOEH30MHOM KUCTOTHI (0.46 T, 2.46 MMOJIB) B YKCycHOM KucioTe (10 mir). CMech
MepeEMENINBAIIA B Te€UeHHUE 200 MUH TP KOMHATHOW TEMIIEpPAType, CKOHIEHTPUPOBAJIH,
rnepepacTBOpuiIM B MeTaHoJie (10 Mi1) U CKOHLIEGHTPUPOBAJIM CHOBA C MOJyYEHUEM
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MIPOMEKYTOYHOTO OpoMHIa B BUIE KOPUUHEBOTO ocaaka. OCTaTOK CyCIEHAUPOBAIIU B

dbopmamuze (20.0 M) u HarpeBau 10 150°C B Teuenue Hour. CMeCh CKOHIIGHTPUPOBAJTH JI0
KOPUYHEBOI'0 OCaIKa, CyCIIEHIMPOBAJIM B METAHOJIE (2 MJI) U MPEUUMITUTUPOBAIIU ITOCPEACTBOM
JI0OaBIIEHUSI TUATHIIOBOTO 3rpa (80 MIT) C MOJTydeHUEM COSTMHEHMUSI, YKa3aHHOTO B 3aTOJIOBKE

(0.67 ), B BUE CBETJIO-KOPUUHEBOT O ocajika. MS: m/e=273.0/274.9 [M+H]™.

b) 7-bTop-6-(4-bropdenun)-§-runpoxkcuxunazonni-4(3H)-on

Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moayuusy B BUIe 0eI0ro ocajka mo
aHaJIOTHH ¢ IpuMepoM 125 u3 6-6pomo-7-prop-8-meTokcuxunazonud-4(3H)-ona. MS: m/e=

275.9 [M+H]".

[Tpumep 202

6-(2,6-IuMeTUII-TMPUIMH-3-1)-8-TuApOKCcU-3 H-XnHAa30IMH-4-0H

Coenunenue, ykazanHoe B 3arojoBke (0.10 r), mojay4uiau B BUAE TEMHO-KOPUUHEBOTO
0ocajka Mo aHaJIOTUM ¢ mpuMepoM 75 u3 2,6-numetwii-3-(4,4,5,5-rerpametmin-1,3,2-

AMOKcaboponaH-2-un)nupuanHa. MS: m/e=268.2 [M+H]*.

ITpumep 203

8-ruAPOKCU-6-(4-MeTHIT-2-(eHUITHA30J1-5-11)XMHa30MH-4(3H)-oH

CoenuHenue, ykazanHoe B 3aroyioBke (0.008 r), MOJy4rim 1o aHaJoruu ¢ IpuMepom 75
u3 4-metun-2-penunn-5-(4,4,5,5-rerpametnii- 1,3,2-quokcadbopoiran-2-mi)tuazona. MS: m/e=

336.1 [M+H]".

[Tpumep 204

8-ruapoKkcu-6-(5-meTi- 1-penun- 1 H-nmupa3zon-4-un)xunazonud-4(3H)-on

Coenunenue, ykazantoe B 3arojioBke (0.01 r), Mojiyquiv 1o aHaJOTHH ¢ IpUMepoMm 75 U3
5-metui-1-pennn-4-(4,4,5,5-rerpameru-1,3,2-nuokcadboposnan-2-un)-1 H-nmupazona. MS: m/

e=319.1 [M+H]".

ITpumep 205

8-ruapoxcu-6-(3-metwi- 1 H-nupaszon-4-win)xunazonuua-4(3H)-on

Coenunenue, ykazaHHoe B 3arojioBke (0.008 mr), MoIy4uIv 1o aHAJIOTHHU ¢ TPUMEpPOM 75
u3 3-metuin-4-(4,4,5,5-rerpameti-1,3,2-quokcabopoian-2-un)- 1 H-nmupazomna. MS: m/e=242.8

[M+H]".

[Tpumep 206

6-(1,5-qumetnn- 1 H-nmupa3zon-4-un)-8-ruapokcruxunazonut-4(3H)-ou

Coenunenue, ykazanHoe B 3arojioBke (0.01 1), Mogy4usiv 1o aHajaoruu ¢ mpuMepom 75 u3
1,5-numetnin-4-(4,4,5,5-rerpametui-1,3,2-nuokcadboposnan-2-un)- | H-nupazona. MS: m/e=

257.1 [M+H]".
ITpumep 207
2-(8-ruaApoKCcH-4-0KCO-3,4-TUTUPOXUHABZOIUH-6-UJT)OEH30HUTPUTT
CoenuHenue, ykazanHoe B 3arooBke (0.01 r), moay4duim 1o aHaJIOTUM ¢ IPUMEPOM 75 U3

2-(4,4,5,5-Trerpametuii-1,3,2-quokcadboposiaH-2-uin)oeH30HuTpuia. MS: m/e=264.1 [M+H]*.
ITpumep 208
2-(2-(8-ruapokcu-4-0kco-3,4-TUTHapOXHUHA30JIMH-6-1IT) (DeHUIT )alle TOHU T PHIT
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moay4usiv o aHaJIO0Tuu ¢ TPUMEpPOM 75 u3

2-(2-(4,4,5,5-TerpameTnit-1,3,2-muokcaboponan-2-un)pernn)aneroaurpuia. MS: m/e=278.1

[M+H]*.
ITpumep 209
6-(2-(mumeTunaMuHO))deHun)-8-ruapokcuxuHazonui-4(3H)-on
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Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moay4usiv o aHaJIO0TUu C TPUMEpPOM 75 u3
N,N-numetus-2-(4,4,5,5-rerpametui-1,3,2-nuokcaboponan-2-uin)anwinia. MS: m/e=282.1

[M+H]".
ITpumep 210
8-ruaipoKcu-6-o-ToaunxuHazonuH-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.01 r), mojgy4usiv o aHaJoruu ¢ IpuMepoMm 75 u3

0-TOJUIOOPOHOBOM KUCITIOTHI. MS: m/e=253.0 [M+H]".
ITpumep 211
6-(2-3ToKCcu-4-hTopdhenun)-8-ruapokcuxutnazoiui-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moJy4uiv o aHaJIOTUU C TPUMEpPOM 75 u3

2-3ToKCcH-4-pTopdeHnn60poHoBoI KucioTsl. MS: m/e=301.1 [M+H]".
[Tpumep 212
8-THIPOKCH-6-(2-(MeTrIcyTboHMI ) hern)xuHa3o0auH-4(3H)-on
CoenuHenue, ykazaHHoe B 3arojioBke (0.02 r), MoJy4usiv 1o aHajo0ruu ¢ MpuMepoM 75 u3

2-(MeTuICyTb(GOHNT)PeHUTOOPOHOBOI KUCTOTHL. MS: m/e=317.0 [M+H] .
ITpumep 213
6-(5-prop-2-meTundeHun)-8-ruapokcuxuHa3onni-4(3H)-ox
Coenunenue, ykazanHoe B 3arojioBke (0.02 1), oJy4Yuiv 10 aHAJIOTUU ¢ TPUMEpoM 75 u3

5-grop-2-MeTHIheHnI60pOHOBOI KUCIOTH. MS: m/e=271.1 [M+H]".
ITpumep 214
6-(budennn-2-un)-8-ruagpokcuxunazonut-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.02 1), moJy4Yusiv 1o aHAJIOTUU ¢ TPUMEpoM 75 u3

Ou(eHUN-2-UI60POHOBOM KUCIOTHL. MS: m/e=315.1 [M+H]".
ITpumep 215
6-(4-x510p-2-3TOKCUeHNN )-8-THAPOKCUXMHA30IuH-4(3H)-0H
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), mojiyquiv 1o aHaJIOTHUH ¢ IpUMepoMm 75 U3

4-X710p-2-3TOKCU(PEHUITOOPOHOBOM KUCIOTEL. MS: m/e=317.1 [M+H]".
ITpumep 216
8-TuApOKCcU-6-(2-(2,2,2-TpuPpTOPITOKCH)TUPUANH-3-1T)xuHa30uH-4(3H)-on
CoenuHenue, ykazanHoe B 3arosoBke (0.02 r), Moay4drim 1o aHAJIOTUM C TPUMEPOM 75 U3

2-(2,2,2-TpudTOPITOKCH)TUPUINH-3-UITG0POHOBOM KUCIOTH. MS: m/e=338.1 [M+H]".
ITpumep 217
6-(2-3tundennn)-8-ruapokcuxunazoiui-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), mogy4uiv o aHaJIOTUU C TPUMEpPOM 75 u3

2-3THIEHUITO0POHOBOM KUCIOTH. MS: m/e=267.1 [M+H]".
ITpumep 218
6-(2-((AuuzonponunaMuHo )MeTHI)heHnn)-8-Tuapokcuxuta3onuH-4(3H)-ox
Coenunenue, ykazaHHoe B 3arojioBke (0.02 r), MoJy4usiv 1o aHaJI0T1u ¢ IpuMepoM 75 u3

2-((TMM30TIPONMIAMUHO))METUIT)(PEHUITIOOPOHOBOM KMCIOTHL. MS: m/e=352.2 [M+H]".
[Tpumep 219
8-ruApoKch-6-(3-MeTUIIMpUIUH-4-1in)XuHa30uH-4(3H)-on
Coenunenue, ykazaHHoe B 3arojioBke (0.02 1), MoJy4YuIv 1o aHAJIOTHUU ¢ TPUMEpOoM 75 u3

3-MeTWIMPUINH-4-UI60pOHOBOI KUCIOTH. MS: m/e=254.0 [M+H]".
[Tpumep 220
8-Tunpokcu-6-(2-(MmeTokcumeTri)pern)xuna3oauH-4(3H)-on
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Coenunenue, ykazaHHoe B 3arojioBke (0.02 r), MoJy4usiv 1o aHaJo0ruu ¢ puMepoM 75 u3

2-(MeTOKCMMETU ) (PeHUIO0POHOBOM KUCIOTEL. MS: m/e=283.0 [M+H]".
ITpumep 221
8-ruapokcH-6-(2-(TpudTopmern)pernn)xunazonuH-4(3H)-on
Coenunenue, ykazaHHoe B 3arojioBke (0.004 1), MOJyYHIIH 110 aHAJIOTHH C TIPUMEPOM 75

u3 2-(TpudTopMeTU)PeHUI60POHOBON KUCIOTHL. MS: m/e=307.2 [M+H]".
[Tpumep 222
8-ruapoxcu-6-(2-penoxcudenunn)xunazonut-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.014 1), MOJIy4uIM 1o aHAJIOTHH C TIPUMEPOM 75

u3 2-(eHokcudeHnI60poHOBOM KUCIOThL. MS: m/e=330.8 [M+H]".
[Tpumep 223
8-ruapoKkcH-6-(2-(MeTriTHO )permn)xunazonun-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.003 1), MoJIyduv 1o aHaJIOTUU C IPUMepoMm 75

13 2-(MeTUTHO)eHNIO60POHOBOM KUCIOTEL. MS: m/e=284.9 [M+H]*.
[Tpumep 224
8-ruapokcu-6-(2-mopdomnodenun)xunazonud-4(3H)-ox
Coenunenue, ykazanHoe B 3arojioBke (0.006 1), MOJIy4uv 1o aHAJIOTUU C TIPUMEPOM 75

13 2-MophoaMHOPEeHNTO0POHOBOM KUCIOTEL. MS: m/e=324.3 [M+H]".
ITpumep 225
6-(2-3Tokcudennn)-8-ruapokcuxunazoui-4(3H)-on
CoenuHenue, ykazanHoe B 3aroyioBke (0.005 r), Moay4mim o aHajJoruu ¢ IpumMepom 75

13 2-3TOKCU(EHNTOOPOHOBOI KMCTOTHL. MS: m/e=283.0 [M+H]™.
ITpumep 226
2-(8-ruapoKcHu-4-0KCo-3,4- IMTUIPOXUHAZOIUH-6-UIT)-N,N- IMM30MTPOTTUIOEH3aMU/T
Coenunenue, ykazanHoe B 3arojioBke (0.014 r), mojiy4uiu 1o aHaJIoTuM ¢ IpUuMepom 75

13 2-(IMM30ITPONIKAapOaMOUIT ) (peHUII60POHOBOM KUCIOTHL. MS: m/e=366.1 [M+H]".
ITpumep 227
6-(2-(bensunokcu)pernn)-8-rugpokcuxunazonui-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.003 1), MOJIy4YHIIM 11O aHAIOTHH C TIPUMEPOM 75

13 2-(6eH3unoKkcH)heHNI60pOHOBOI KUCIOTH. MS: m/e=344.9 [M+H]*.
[Tpumep 228
6-(2-bytokcudenun)-8-ruapokcuxuna3onmmi-4(3H)-ox
Coenunenue, ykazaHHoe B 3arojioBke (0.004 1), MOJIy4YWIIM 11O aHATIOTHH C TIPUMEPOM 75

13 2-6yToKch(peHnI60pOHOBOI KucioTsl. MS: m/e=311.3 [M+H]".

[Tpumep 229

6-(3-AumetunamunomeTui-pernn)-8-ruapokcu-3 H-xuna3onuH-4-oH

Coenunenue, ykazanHoe B 3arojioBke (0.025 1), nmojsyuusiu B Buae PUOIETOBOTO OcaaKa
110 aHajIoruu ¢ mpumepom 75 uz N,N-mumetui-1-(3-(4,4,5,5-terpameTtui-1,3,2-amokcadboposiaH-

2-un)deHrn)MeTaHaMUHA TUApoxIopuaa. MS: m/e=296.7 [M+H]".

ITpumep 230

8-runpokcu-6-(1-metui-3-(4-metunnumepasus- 1 -kapoonun)- 1 H-nupazomn-5-uim) XMHa301mMH-
4(3H)-ona gpopmuart

a) Metun 1-metui-5-(4-okco-8-((2-(TpUMETUIICUIINIIT)3TOKCU)METOKCH )-3-((2-
(TPUMETHIICUITUIT)3TOKCH )METHIT)-3,4-TUTUIPOXUHA30IMH-6-11)- | H-rtupazon-3-kapbokcunat

Coenunenue, ykazanHoe B 3arojioBke (0.08 r), moIy4nsv B BUJI€ CBETIIO-KOPUUHEBOTO
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ocaJiKa 1o aHaJoruM ¢ mpuMepoM 80a u3 MeTui S-0pomo-1-metuit- 1 H-mupazon-3-

kapbokcuiata. MS: m/e=561.2 [M+H]".

b) 8-ruapoxcu-6-(1-mMetni-3-(4-meTuimunepasu- 1-kapoonun)- 1 H-nupa3zon-5-um)
xuHa3omH-4(3H)-ona ¢popmuar

Coenunenue, ykazaHHoe B 3arojioBke (0.045 1), MOJy4YUIM B BUAE CBETI0-KOPUIHEBOTO
0CaJIKa o aHajoruu ¢ npumepom 193b/c u3z metut 1-metui-5-(4-okco-8-((2-(TpUMETUIICHUIINN)
3TOKCH)METOKCH)-3-((2-(TPUMETUIICUIIIIT)3TOKCH ) METUIT)-3,4- IUTUAPOXUHAZ0IUH-6-11)- 1 H-

nmpason-3-kapbokcunaTa. MS: m/e=396.2 [M+H]™".

ITpumep 231

8-TUIPOKCH-6-[2-METOKCUMETHUII-4-(4-MeTUI-TIUTIepa3uH- 1 -kapOoonui)-penunn]-3H-
XUHA30JIMH-4-0H; COEIMHEHUE C MyPABbUHOW KUCIIOTOMN

CoenuHenue, ykazanHoe B 3arojoBke (0.02 r), moJy4uiu B BUAE CBETIIO-KOPUUHEBOT'O
MOPOLIKA 10 aHAJIOTHU ¢ TpuMepoM 230 u3 MeTui1 4-0poMo-3-(METOKCUMETHIT)OeH30aTa.

MS: m/e=409.4 [M+H]".

[Tpumep 232

8-ruapoKcu-6-(2-(2-(MeTuiIaMuHO )3T )(heHni ) xuHa3oauH-4(3H)-on

Coenunenue, ykazanHoe B 3arojoske (0.008 1), moayuusiv B BU1€ OECIIBETHOTO Macja Io
aHanoruu ¢ mpumepoM 80 u3 2-(2-6pomdpennn)-N-MeTUIIdTAHAMHHA C UCTTOTb30BaHUEM

JMOKCaHa BMECTO JUMeTHI(GOopMaMuU/Ia Ha TiepBoii craaud. MS: m/e=296.1 [M+H]™.
[Tpumep 233
8-TUIPOKCH-6-[2-METOKCUMETHUII-5-(4-MeTUI-TIUTIepa3uH- 1 -kapOoonui)-penunn]-3H-

XWHA30JIMH-4-0H; COEIMHEHNE C MyPaBbUHOW KUCIIOTOMN
Coenunenue, ykazanHoe B 3arojioBke (0.03 r), MOIy4niIv B BUJIe KOPUIHEBOTO MOPOIIIKA

o aHaJIoruu ¢ npumepom 230 u3 meTun 3-ioa-4-(MmeTokcumeTuin)oenzoata. MS: m/e=409.0

[M+H]".

ITpumep 234

6-(2-(2-(muMeTUIaMUHO )3THIT)PeHU)-8-TuIpoKkcuxuHa30auH-4(3H)-oH

Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moay4usv B BUJI€ CBETIIO-KOPUUHEBOTO
Macja 1o aHajoruu ¢ npumepom 80 u3 2-(2-6pomdennin)-N,N-mumeTHIdTAHAMUHA C
MCIIOJIb30BaHUEM JUOKCaHa BMECTO AuMeTuIdopMamMuaa Ha repBoit craguu. MS: m/e=310.1

[M+H]".

ITpumep 235

8-TUAPOKCH-6-[2-MeTOKCUMETHII-3-(4-MeTUII-TTMTIepa3uH- 1 -kapOonui)-penun]-3H-
XUHA30JIMH-4-0H

CoenuHenue, ykazanHoe B 3aroyioBke (0.09 r), noryuusiv B BUAE KOPUYHEBOIO OPOLIKA
10 aHajaoruu ¢ mpuMepoMm 230 u3 meTui 3-Hoa-2-(MeToKkcuMeTH1)6eH3oaTta. MS: m/e=409.2

[M+H]".
[Tpumep 236
8-ruApOoKCcH-6-[2-(2-MophOUH-4-UT-3TOKCUMEeTUN )-peHunn |-3H-xuna3ommH-4-oH
Coenunenue, ykazanHoe B 3arojioBke (0.004 T), moay4usid B BUJIe OECIIBETHOTO Macja Io
a”ajoruu ¢ mpumepoM 80 u3 4-(2-(2-6poMdpeHoKCcH)ITUIT)MOPGOTIUHA C UCITOJIB30BAHUEM

JMOKCAaHa BMECTO AuMeTuadgopMaMuia Ha TIepBoit craauu. MS: m/e=382.2 [M+H]".
ITpumep 237
8-ruapoKcH-6-[2-(2-MophoMMH-4-UT-3TOKCUMETH)-heHn |-3H-XxuHa301mMH-4-0H;
COEJIMHEHUE C TPUPTOPYKCYCHON KUCIIOTON
Coenunenue, ykazanHoe B 3arojioBke (0.10 r), moay4usu B BUZI€ CEPOro MOPOIIKA MO
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AHAJIOTUHU C TpUMepoM 236, Ho ucnonbidyst TOY/nuxiiopmeTaH BMECTO MypPaBbUHOM KUCIIOThI/
BOJIBI HA CTAJIUH JICTIPOTEKIMHU. [IpOTyKT OUNCTHIIN TTPENUTTUTALUEH JUITUIIOBBIM 3(PUPOM.

MS: m/e=382.2 [M+H]".
ITpumep 238
8-ruapoKCcH-6-(2-((2-(MuppoauauH- 1 -um)3Tokcu)MeTi ) perun)xuHa3oauH-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.009 r), nojsyunsiu B Buge O€CBETHOT'O BSI3KOTO
Macja 1o aHajoruu ¢ mpumepom 80 u3 1-(2-(2-0pombeHOKCH)ITHUIT)TUPPOTIUIUHA C
WCIIOJIb30BaHMEM JUOKCAaHA BMECTO AUMeTHI(hopMaMuaa Ha IiepBoii ctaauu. MS: m/e=366.0

[M+H]".

[Tpumep 239

8-TuAPOKCH-6-[2-(2-tuppouanH- 1 -un-3Tokcume T )-perni] -3 H-xuna3ommH-4-0H;
COEJIMHEHUE C TPUPTOPYKCYCHON KUCITIOTON

CoenuHenue, ykazanHoe B 3aroyioBke (0.11 1), Hoy4uiiv B BUJE CBETIIO-KOPUUYHEBOTO
MOPOIIIKA 10 AHAJIOTUU C IPUMEPOM 238, HO UCIIOJIb3YsI TPUPTOPYKCYCHYIO KUCTIOTY /
JUXJIOPMETAH BMECTO MYyPaBBbUHOM KUCIOTHI/BOABI HA CTAAUU JeNIpOoTeKUMu. IIpoaykT

OYMCTHWIIM MTPEeUUITMTaler IMITUIIOBBIM 3pupom. MS: m/e=367.3 [M+H]".

ITpumep 240

8-ruapoKcu-6-(2-((2-(4-MetunnunepasuH- 1 -uin)3Tokcu)MeTui1)perunn) xuHa30auH-4(3H)-
OH

Coenunenue, ykazanHoe B 3arojioBke (0.004 r), moy4usiv B BUI€ OECIIBETHOTO Macja o
a”ajoruu ¢ mpumepoM 80 u3 1-(2-(2-6poMOEH3UTOKCH )ITUIT)-4-METUITTIIUIIEpa31Ha C
UCTIOJTb30BaHUEM IMOKCAHA BMECTO AUMeTWI(hopMaMua Ha iepBol ctaauu. MS: m/e=395.1

[M+H]".
ITpumep 241
6-(2-((2-(TMMETUIIAMUHO )3TOKCU)METUIT ) (heHU)-8-ruapokcuxuHazoiui-4(3H)-on
Coenunenue, ykazanHoe B 3aroioBke (0.015 r), moiyuuiy B Buae OeCiBETHOrO Macia 1o
a”ajoruu ¢ nmpumepoM 80 u3 2-(2-6poMbeH3uIokcH)-N,N-TMMeTUIIdTAaHAMUHA C
MCIIOJIb30BaHUEM JUOKCaHa BMECTO AuMeTuIdopMamMuaa Ha repBoi craguu. MS: m/e=340.1

[M+H]*.

[Tpumep 242

8-TunpokcH-6-(2-(3-(muppoaumauH- 1 -um)mponwi)bennt)xunazonmuH-4(3H)-on

a) 6-(2-(3-I'mapoxcunpornui)dpeHun )-8-((2-(TPUMETHUIICUIIUIT)ITOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINI)ITOKCU)METU ) XUHA30JIMH-4(3H)-0H

CoenuHenue, ykazanHoe B 3aroyioBke (0.17 T), HOJIyYWIId B BUJIE CBETJIO-KOPUUHEBOTO
Maciia o aHayioruu ¢ mpumepom 80a u3 3-(2-6pombenun)nponan-1-omga. MS: m/e=557.5 [M+
HJ".

b) 6-(2-(3-bpomMmponun)penun)-8-((2-(TpUMETHUIICUINI)3TOKCH )METOKCH)-3-((2-
(TPUMETHIICUIINI)3TOKCU)METH ) XUHA30JIMH-4(3H)-0H

6-(2-(3-I'mapoxcunpornui)heHun)-8-((2-(TPUMETUIICUITAI )3 TOKCH )METOKCH)-3-((2-
(TpUMETHIICHUITUIT)3TOKCH )MeTHIT ) xrHa30JMH-4(3H)-oH (0.17 T, 296 MKMOITB) U TpUdeHnnpochuH
(0.16 T, 622 MKMOJIb) OOBETUHUIIA JUXIIOPMETAHOM (2 MJT) U TOOABUIIM PACTBOP
nepopommertana (0.21 r) B 2 mit quxiiopmetana mnpu 0°C. Cmecu naiam HarpetTbes 10
KOMHATHOM TEMIIepATyphl U MepeMEIMBAIU B TeueHue 2 4. CMeCh CKOHLEHTPUPOBAIIU.
[TpoaykT ourcTHIIM TTOCPECTBOM XpoMaTorpaduu (cunukaresb, 0 1o 20% 3tunanerar B
JIUXJIOPMETAHE) C MTOJIyYEHUEM COEMHEHUS, yKa3aHHOTO B 3arojoBke (0.10 r), B BUze CBETIIO-

KEIITOTO BSI3KOro Macia. MS: m/e=619.5/621.5 [M+H]*.
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¢) 8-ruapoxcu-6-(2-(3-(muppoauauH- 1 -un)mponui)hennna)xuaazomi-4(3H)-ox

6-(2-(3-bpommpornun)pern)-8-((2-(TPUME THIICHUITAI ) 3ITOKCH ) METOKCH )-3-((2-
(TPUMETHIICUIINI)3TOKCU)METHI ) XUuHA30JIMH-4(3H)-0H (0.02 1, 32.3 MKMOJIb) U IUPPOTUANH
(0.46 1, 6.45 MmMoIB) OOBEIMHWIM U IepeMerinBaiy Ipy 50°C B TeueHue 20 MUHYT.
PeakuyonHy10 cMech CKOHIEHTpUPOBAIU. TpudTopyKcycHYI0 KUCIOTY (1 MIT) U AMXJTIOpMETaH
(1 M) moGaBuu k octatky. CMech repeMelmBaiy B Te4eHue 2 4 TpU KOMHATHOM
TeMIIepaType U 3aTEM CKOHLIEHTPUPOBAJIM A0 Maca.

[TpoaykT ourictriu ¢ moMotibto npenapatuBHoi B2)XKX (Gemini Axia 5 MKkM oOpaTHas
daza C18, 20 1o 98% aueronutpui / Boaa (0.1% MypaBbUHASI KUCTIOTA) C TOJYYCHUEM
CO€IMHEHMS, YKa3aHHOTO B 3arojoBke (0.014 r), B BUZe CBETIIO-KEITOro Macia. MS: m/e=

350.3 [M+H]".

[Tpumep 243

6-(2-(3-(muMeTUIaMUHO )ITPOITHI ) (heHMIT)-8-TUApOKCcHXuHa30MH-4(3H)-oH

Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moayuusu B BUe OECIBETHOTO Macja 1o
AHAJIOTUM C IPUMEPOM 242C, UCTIONB3YS AUMETUIIAMUH BMECTO IIUPPOoIMaAMHa. MS: m/e=324.3

[M+H]*.

ITpumep 244

6- 6pomo-7-hTop-5-(4-dTop-hennn)-8-runporcu-3H-xuHA30IMH-4-0H

Coenunenue, ykazaHHoe B 3arojioBke (0.007 r), MOJyYUIIU B BUAE CBETI0-KOPUIHEBOTO
MOPOIIIKa TT0 aHAJIOTHHU C puMepoM 137 ¢ u3 6-6pomo-7-prop-5-(4-bropdenrun)-8-

MeTokcuxuHazonuH-4(3H)-oHa (mpumep 123e). MS: m/e=351.1/353.1 [M+H]™.

ITpumep 245

7-x10p-6-(4-bropdenun)-8-runpokcuxuHazonni-4(3H)-on

a) 2-aMUHO-5-0pOoMO-4-X10p-3-METOKCUOEH30MHOM KUCITOTHI

ITepokcun Bogopona B Boze (1.01 r, 1.01 mi, 10.4 MMoup) B 1 H BOZHOM THIPOKCUAE
HaTpus (14.7 mi, 14.7 MMOJIb) 100aBUIIK K 6-XJIOP-7-METOKCUMHIOIMH-2,3-11uoHy (1.00 1,
4.73 mmouts) ipu 0°C. CMmecu gaiau HarpeThesi 10 KOMHATHOM TeMIepaTypbl U IEPEMEIIUBAIIH
B TeueHue 1.5 4. Cmech NOAKUCTUIIM | H BOJHOM COJISTHOM KUCIIOTOM U 3aTEM 3KCTPArupoBajn
stunaneraToM. OpraHuyecKuii CIION BBICYIIWIN HaJ CYJIb(AaTOM HATPUSI U 3aTEM
CKOHIEHTpUpoBau 10 Macia. bpom (0.76 r, 243 MxJ1, 4.73 MMOJIb) JOOABUIIM K OCTaTKY B
ykcycHou kuciote (20 mir). CMmech niepeMelivMBaiiy B TeueHre 15 MUH Ipu KOMHATHOMR
TEMIIEPATYPE U 3aTEM CKOHLIEHTPUPOBAJIY C TTOJTyUYEHHUEM COEMHEHMS], YKA3aHHOTO B 3arOJIOBKE
(1.5 r) B BUIe KOPUYHEBOT'O OCAJIKA, KOTOPBIN UCTIOJIH30BaAJIU O€3 TOMOTHUTETLHON OUYUCTKU.

MS: m/e=282.1/284.1 [M+H]".

b) 7-x10p-6-(4-bTopdhenun)-8-ruapokcuxunazoivi-4(3H)-on

PactBop 2-amun0-5-6pomo-4-x1op-3-merokcuden3oiHoi kuciaoTs (0.20 1) B popmamuie
(1 M) mepemerMBaiu B TedeHue Houu mpu 150°C U 3aTeM CKOHLEHTPUPOBAJIM 10 Macia.

4-propdenuniooponoByro kucioty (0.15 r, 1.04 mmons), buc(mupenundochuno)depporeH-
nayutaaui(N) nuxnopun quxinopmeraHoBbii komruieke (0.03 T, 51.8 MkMoOIIb), KapOOHAT Kajust
(0.22 1, 1.55 mMmob), auokcaH (10 M) u Boay (1 mit) mobaBuiau K octaTky. CMech Harpeu
1o 100°C B TeueHue 2 4 ¥ 3aT€M CKOHUEHTPUPOBAIU IO MACa.

OcraTtok cycnieHAupoBaiIu B auxjaopmeTane (10 mi), u 1o0aBuin 1M TpexOpOMUCTHIM
60p B quxsiopmeTtane (3.63 mut, 3.63 Mmmoitb). CMech iepeMenMBaiy B TedeHue Houu. J{lo0aBumu
MeTaHOJI (5 MJT), CMeCh CKOHLIEHTpUpoBaiu. Jlo0aBieHre MeTaHoIa U KOHUEHTPUPOBAHKE
MOBTOPWIK TpHU pa3a. HeouunilieHHOE BEMIECTBO OUMCTUIINA C TIOMOIIBIO TPENAapaTUBHOM
B2KXX (Gemini Axia 5 Mkm obpatHas ¢aza C18, 20 1o 98% aneronutpui / Boaa (0.1%
MypaBbHHAs KUCJIOTA) C [IOJIYYEHUEM COCIMHEHU S, yKa3aHHOTO B 3aroyioBke (0.005 r) B BUe
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GecuBeTHOrO ocanka. MS: m/e=291.2 [M+H]™.

[Tpumep 246

6-0pomo-7-xmop-8-ruapokcuxuHa3oauH-4(3H)-on

1,1'-Kapoonunmuumuaazon (0.04 r, 0.235 MMoJIb) JOOABWIIM B pACTBOP 2-aMUHO-5-0poMO-
4-x10p-3-MeToKcHbeH30MHOM KUCIOTHI (0.04 1, 157 MKkMOIIB) B anieToHUTpUIIE (5 MiT). CMech
repeMelInBalid B TeueHue | 4 npu KoMHATHOM Temiiepatype. JlobaBuim aMMoHuUI B BOJIE
(25%, 10 mut). CMech nepeMeIMBaIv B TeUeHUE 15 MUH U 3aTeM pa3aeIuId MKy
HACBIIIICHHBIM BOIHBIM OMKapOoHaTOM HaTpus (50 M) 1 aTUIaneTaToM (50 MiI).
OOBeMHEHHBIE OPTaHUYECKHUE CIIOU BBICYIITUITN HAJT CYIb()aTOM HATPHUS U CKOHIIEHTPUPOBAITU
1o Macna. OcTaToK CyCIeHIUpOBaIM B TpuaTHiIopToopmuate (1.78 r, 2 M, 12.0 MMOITb) U
HarpeBaiu npu 100°C B TedueHue 4 4. CMech CKOHUEHTPUPOBAIM A0 Macia. |M
TpexOpomucTseiit 60p B quxiaopmeTane (2.65 r, 1 mi, 1.00 MM0OJIb) 7OOABUIIM K OCTATKY B
nuxyiopmerane (5 mi). CMech nepeMeliMBaiy B TeUEHUE 2 4 TPU KOMHATHOM TeMIepaType.
Jlo6aBuu MeTaHoJ (15 MJT) M CMeCh CKOHIIEHTPUPOBAJIM 10 Macia. JJobaBieHue MmeTaHoa
Y KOHIEHTPUPOBAHKUE TOBTOPWIIM /1B pa3a. [IpoyKT ouMcTUIIM ¢ TOMOIIBIO ITPENapaTUBHOMN
B2XKXX (Gemini Axia 5 Mkm obpatHas daza C18, 20 1o 98% aneronutpui / Boaa (0.1%
MypaBbUHAs KUCIIOTA)) C ITOJIYyYEHUEM COEIMHEHUS, YKa3aHHOT O B 3aroyioBke (0.006 ) B BUe

Oenoro ocajgka. MS: m/e=272.8/276.6 [M-H]J .
ITpumep 247
6-(3-(2-(mumeTrITaMuHO )3THIT ) (heHWIT)-8-TUIpOoKcuxuHa30MH-4(3H)-0H
Coenunenue, ykazanHoe B 3arojioBke (0.01 1), oJy4Yusiv B BUJIE CBETI0-KEJITOMN MEHBI 11O

aHaIoruy ¢ npuMepoM 242 u3 2-(3-6pomdennn)stanona. MS: m/e=310.2 [M+H]".
[Tpumep 248
8-TuIpOKCH-6-(2-(4-(muppoauauH- 1 -un)oyTun)hennn)xunazonud-4(3H)-on
CoenuHenue, ykazaHHoe B 3aroyioBke (0.01 r), moyryuusiv B BUAE CBETIIO-KEJITOr0 Macia

I10 aHAJIOTHH C TpUMepoM 242 u3 4-(2-6pomdenmn)oyTan-1-oma. MS: m/e=364.3 [M+H]".
ITpumep 249
8-ruapoKcu-6-(2-(mponuicyiabdonui)bennna)xuiazonnd-4(3H)-on
Coenunenue, ykazanHoe B 3arojioBke (0.02 r), moayuusv B BUIe 0e10ro ocajika mno
a”ajoruu ¢ mpumepoM 80 u3 1-6pomMo-2-(mponuiICcyabGOHUT)OEH30Ia C UCTIOTE30BAaHUEM

JMOKCAaHa BMECTO AuMeTuI(gopMaMuia Ha TIepBoi craauu. MS: m/e=345.2 [M+H]".
ITpumep 250
2-(8-ruApOKCU-4-0KCO-3,4-TUTUIPO-XUHA30JIUH-6-1JT)-N,N- TUMEeTHIT-0eH30JICY Th(hOHAMMU/T
Coenunenue, ykazanHoe B 3arojoBke (0.03 1), moy4usii B BUJI€ CBETIIO-CEPOTro MOPOIIIKa

10 aHAJIOTHHU ¢ TIpuMepoM 75 u3 2-(N,N-aumeTuicyibhamMons)heHuI00pOHOBOM KUCIOTHI.

MS: m/e=346.3 [M+H]".

[Tpumep 251

8-ruapoKcH-6-[2-(munepuanH- 1 -cynbhonun)-pennn]-3 H-xunazonuH-4-oxH

Coenunenue, ykazaHHoe B 3aroioBke (0.04 1), Toay4uiivd B BUJIE CBETIIO-CEPOTro MOPOIIIKa
10 AHAJIOTUH C IPUMEPOM 75 U3 2-(TUrepuanH- 1 -uincynbGoHI)eHUIO00POHOBOM KUCITIOTHI.
MS: m/e=384.3 [M+H]".

ITpumep 252

6-(4-prop-henun)-8-ruapokcu-5-uutpo-3H-xunazonua-4-ox

Coenunenue, ykazanHoe B 3arojoBke (0.006 r), oJryuusiv B BUAE CBETIO-KEITOTO OcaaKa
10 AHAJIOTUH € TpUMEPOM 125 u3 6-6pomMo-8-MeTOKCH-5-HUTpoXUHA30IMH-4(3H)-0Ha (mprumMep

442). MS: m/e=302.0 [M+H]".
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ITpumep 253

5-amMuHO0-6-(4-bropdenmn)-8-runpoxkcuxunazonnn-4(3H)-ona runpobpomun

a) 6-0poMO-8-MeTOKCU-5-HUTPO-3-((2-(TPUMETHUIICUIIUIT)ITOKCH )METHI ) XMHa30IMH-4(3H)
-OH

Cycrnensuro 6-6poMo-8-MeTOKCH-5-HUTpoxruHa3ouH-4(3H)-ona (1.42 r, 4.73 MMoJIb) B
numeTtuinpopmamue (10 mir) oopadoranu ruapuaom Hatpus (0.28 r, 7.1 MMOJIb) U
nepemeruBaiy npu 60°C B TeueHue 15 MUHYT. 'OMOreHHbIN pacTBOP OXJIAJAWIIM B BAaHHE CO
JIBIOM M 10OaBUIIH 2-(TPUMETHIICUIIAI)3TOKCuMeTHiIxitopu (1.18 T, 1.26 mi, 7.1 MMOJIb).
ITepemernmBanue npogoxuiy B Tedyenue 1 4 npu 0°C, 3atem 1 4 npu KOMHAaTHOMN
Temiiepatype. PacTBopurelib 3BallOpUpoOBaIM U OCTATOK pa3AeIUIM MEXy BOJIOH U
stunaneratoM. Opranuueckyro (asy agcopoupoBanu Ha cumkarese. [IpoaykT ounctumm
MOCPEICTBOM KOJIOHOYHOM XpoMaTorpaduu (cuimkaresib, 0 10 98% MeTaHoJ1 B TUXJIOPMETaHe)
C TIOJIyYEeHHMEM COEIMHEHMSI, YKa3aHHOT O B 3aroyioBke (1.45 1), B Buje 0eaoro ocaaka. MS:

m/e=430.1 [M+H]".

b) 6-(4-dpropdhenun)-8-MeTOKCH-5-HUTPO-3-((2-(TPUMETHUIICHIIMIT)ITOKCH ) METHUIT ) XUHA3OJIMH-
4(3H)-on

CoenuHenue, ykazaHHoe B 3aro1oBke (1.09 1), MOy4YuiIM B BUJIE€ CBETIO-KOPUIHEBOM ITEHBI
110 aHAJIOTUU € TTpUuMepoM 125a u3 6-0pomMo-8-MeTOKCU-S5-HUTPO-3-((2-(TPUMETHUIICUITIIT)

sTOKCH)MeTH)xuHa3omH-4(3H)-oHa. MS: m/e=446.1 [M+H]".

¢) 5-aMuHO-6-(4-pTOop-heHnT)-8-MeTOKCH-3-(2-TPUMETUIICUITIAHUI-3TOKCUMETHIT)-3H-
XWUHA30JIMH-4-0H

Cycniensuro 6-(4-propdeHu)-8-MeTOKCH-5-HUTPO-3-((2-(TPUMETHIICHUITIIT)ITOKCHU ) METHIT)
xuHa30JimH-4(3H)-oHa (0.30 r, 673 mxMoub) u HUKeIs Panes (50% B Boge, 0.2 mui)
repeMeNIBaly Ipyu KOMHATHOM Temiiepatype B Teuenue 3 4. [Tocie punbrparuu octaTox
ajicopbupoBanu Ha cuimkarene. [IpoaykT ouncTuiiv nocpeicTBOM KOJIOHOUHOMN
xpoMmatorpaduu (cunukaresb, 0 1o 100% sTunaneTat / TenTaH) ¢ MOJyYeHUEM COSTMHEHMS,

yka3aHHOTO B 3arojoBke (0.05 r) B Buzae xxenroro macia. MS: m/e=416.1 [M+H]".
d) 5-amuHo0-6-(4-propdenun)-8-ruaporcuxruta3onut-4(3H)-ona runpodpomua
5-amuHO-6-(4-hropdennn)-8-MmeTokcu-3-((2-(TPUMETUIICUITAIT ) 3TOKCH )METHI ) XMHA30JIUH-
4(3H)-oHn (0.03 T, 67.4 MKMOJIb) B OpOMUCTOBOAOPOIHOM KHcioTe 48% B Bozae (10 mir)
HarpeBaJIv MIPU KUIIEHUHU C OOPAaTHBIM XOJIOIMIBHUKOM B TeueHre Houu. CMech
CKOHIIEHTPUPOBAJIH, TIPEHUITATAT TPOMBUTH AUITUIIOBBIM 3(DPUPOM U BBICYIITHIIA B TIIyOOKOM
BaKyyMe C ITOJIyYe€HHUEM COSTMHEeHUS], yKa3aHHOTO B 3arojoBke (0.02 1), B BUje Oe1oro ocaaka.

MS: m/e=270.3 [M+H]".

[Tpumep 254

N-(6-(4-bropdenun)-8-ruapokcu-4-0Kkco-3,4-TMruIPOXUHA30JIMH-5-1T)OeH3aMU/T

5-amuHO0-6-(4-pTopdenun)-8-ruapokcuxrunazonni-4(3H)-ona runpoopomus (0.03 1, 85.2
MKMOIJTb) O0BETUHUIIU C IMMETHII(POPMAMUIOM (4 MIT) C ITOJTyUIeHUEM KOPUIHEBOTO PacTBOPA.
Job6asunmu ocHoBanue XyHura (0.11 r, 149 mki1, 852 MKMOJIb) C TOJTy4Y€HUEM TEMHO-3EJIEHOTO
pactBopa. benzounxmopun (0.02 r, 153 MKMOJIIB) 100aBUIIM U PEAKIIMOHHYIO CMECh
MEPEMEIMBAIIN ITPU KOMHATHOM TEMITEPATYPE B T€UEeHUE HOUM. [ IpOTyKT OUHMCTHIIM C TOMOIIBIO
npenapatuBHoit B22KX (Gemini Axia 5 MxM oOpaTHas ¢aza C18, 20 10 98% aueToHUTpUI
/ Boma (0.1% MypaBbHHAsI KUCIIOTA)) C ITOJIYYEHUEM COEIMHEHUS, YKA3aHHOTO B 3aTOJIOBKE

(0.009 1) B BHzE XeaToro ocaaka. MS: m/e=376.1 [M+H]".
ITpumep 255
5-xJ10P-8-TUIPOKCU-6-(2-ruapokcumMeTrI-hennn)-3H-xunazonun-4-ox
Coenunenue, ykazanHoe B 3arojioBke (0.03 r), moayuusv B BUIe 0€I0ro ocajka 1mo
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AHAJIOTHH C IPUMEPOM 75 U3 2-(TUAPOKCUMETHIT)(heHUTIOOPOHOBOM KUCIOTOM U 6-OpoMo-5-
XJ10P-8-((2-METOKCUITOKCU)METOKCH )-3-((2-METOKCUITOKCU)METHIT ) XUHA30JIMH-4(3H)-0oHa

(mpumep 119a). MS: m/e=303.1 [M+H]".

[Tpumep 256

8-ruapoKch-6-(2-((2-(1-MeTUIIUIIEPUIUH-4-UJT)3TOKCH )MeTH ) heHnT ) xuHa3omuH-4(3H)-
OH

a) TpeT-byTui 4-(2-(2-6poMOEH3UITOKCH ) ITHIT ) TUTIEPUIUH- | -KapOOKCUIaT

IM Hartpust Guc(TpuMeTHICHIUI)aMu B TeTparuapodypane (7.85 mi, 7.85 Mmob) u 1-
6pomo-2-(6pommeTin)oen30i (1.42 1, 5.67 MMoIib) 1006aBUIIU K TEPT-OyTHIT 4-(2-
TUAPOKCUAITHIT)IUIIEpUIUH- 1 -KapOokcunaty (1.0 r, 4.36 Mmoib) B TeTparuapodypane (15
MJ1), IOJAEPKUBas TeMnepatypy peakuuu Huxe 15°C. Cmech nepemermBainu npu 5S0°C B
teueHue 2 4. Jlo6aBuiau Boay (50 MIT) M CMECh IKCTPArupoBaid JUXJIOPMETAHOM.
Opranuueckuii cjiov BbICYIIWIN U CKOHLIEHTPUPOBAJIU C TOTYYEHUEM COEAUHEHUS, YKa3aHHOTO

B 3arosioBKe (1.8 T) B BUJIE CBETIIO-KeNTOro Macia. MS: m/e=398.4 [M+H]".

b) 4-(2-(2-BpoMOEH3UTOKCH )3 TUIT ) TUTICPUIVH

OH COJISIHYIO KMCIIOTY B 3TaHoJ€e (40 MiT) 100aBUiIM K TpeT-0yTuit 4-(2-(2-6poMOEH3UIIOKCH)
STUI)UIepuanH-1-kapboxcunarty (1.8 r, 4.52 mmoins). [Tocne Toro, kak Beiaenenue CO,

OCTaHOBWJIOCH, CMECh IIEpEMEIIMBAIM B TeueHUE 30 MUH ITPY KOMHATHOM TeMIIepaType.
J{o0aBuiIM BoLy M CMECh OAIIENIAYUIIN 100ABIEHUEM HACBIIIIEHHOTO BOJHOTO KapOoHaTa
HaTpusi. CMeCh 3KCTPArupoBAIA AUXITOPMETAHOM, OPTaHUYECKHUIA CIION BBICYIIWIIU U
CKOHLIEHTPUPOBAJIM C MIOJIyYEHUEM COEAUHEHHUS], YKA3aHHOT'O B 3arojioBke (1.8 1) B BUze
CBETJIO-KEITOT 0 Macja, KOTOPOE UCTIOJIb30BAJIM O€3 JOMOJIHUTENTbHONM OUMCTKH Ha CIIEAYIOLIEH

craguu. MS: m/e=300.1 [M+H]".

¢) 4-(2-(2-bpoMOEH3UTOKCH )ITHIT)- | -METUITITUIIE PUAVH

dopmanpaerua (2.2 T, 2.02 mit, 27.2 MMOJIb) 100aBUIIU K 4-(2-(2-0poMOESH3UIOKCH )ITHIT)
nunepunny (1.8 r, 6.04 mmosib) B MeTanoie (20 mu). Cmech nepeMenmBaivi Ipyu KOMHATHON
TemrnepaTtype B TeueHue 1 4. Jlo6aBuiau HaTpus TpuaneTokcuoboporuapua (3.3 1, 15.1 Mmoib)
nipu 0°C. Cmech nepeMenMBaIy B TeUeHUe 1 4 Ipu KOMHATHOM TeMiiepatype. Meranon
YAaCTUYHO 3BANIOPUPOBAIIU, 700aBUIM BOY (30 MJT) M paCTBOP IO/IIIEIAUUIN TTOCPEACTBOM
J00aBJICHUS HACBHIIIIEHHOTO BOJAHOTO KapOoHaTa HaTpust. CMECh IKCTparupoBaju
nuxjopmeTaHoM. OO0beAMHEHHBIE OPTaHUYECKHE CIIOU BBICYIIUIN U CKOHLIEHTPUPOBAIIH J10
Macna. [TpoaykT ourcTHIM ITOCPEICTBOM KOJTOHOUYHOM XpoMaTorpaduu (CUIMKares, 0 10
30% MeTaHOJI/3TUTANIETAT) C MOJIYYCHUEM COCIMHEHMS, YKA3aHHOTO B 3arojioBke (1.3 1), B

BHJE CBETIIO-KeITOro Macia. MS: m/e=312.1 [M+H]™.

d) 8-runpoxcu-6-(2-((2-(1-MeTumuIre puMH-4-11)3TOKCH )MeTvI ) peHnn ) xuHa30uH-4(3H)
-OH

Coenunenue, ykazanHoe B 3arojioBke (0.01 r), moiayuuiau B BUjie OECIBETHOTO Macja 1o
a”ajoruu ¢ mpumepoM 80 u3 4-(2-(2-6poMOEH3UITOKCH )ITUI)- | -METUIITUIIEPUIUHA C
UCIOJIb30BAHUEM IMOKCAHA BMECTO AUMeTHI(popMaMuia Ha TiepBoi ctaaud. MS: m/e=394.3

[M+H]".

(57) ®opmyna uzoopeTeHus
1. Coegunenue hopMyIibt
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rie R! MpecTaBIsieT codol Bogopoa, metui, Br, F unu CI;
R2 MpeAcTaBIsieT coOoi BO10po/1, HU3MMi ainku, Br, [, Cs_g-umkinoankui, C(O)O-Hu3mui

ankui, C(O)NH-Hu3mmMM ankui, 3amMenieHHbii rajorenom, C(O)(Mmopdonun), uiu
MPEeJICTABIISIET COOOM

3,4-nuruapoHadTaeH-2-1uji1, BO3MOXXHO 3aMEIIEHHBIN HUZIIUM aJIKUIIOM,

1,2,3,4-trerparugponadraiieH-2-ui,

2,3-muruapooeH3odypaH-6-uil,

1-metun-2,3-guruapo- 1 H-unnonun-5-um,

1-MeTUIIMHIOJINH-5-111,

TeTparuaponupan-4-u,

3,6-quruapo-2H-nupan-4-u,

2-uzonponui-1,2,3-TeTparuApOu30XUHOJIUH-5-UIT,

2,3-muruapoauMeTui| 1,4 | TMOKCUH-6-1IT,

0en3o-[1,3]-a1MoKkcon-5-ui,

1,2,3,4-TeTparuApOM30XUHOJIMH-7-1UJ1, BO3MOYXXHO 3aMEIIICHHbIA HU3IIUM AJIKUIIOM,

HUKJIOT€KCEHMII,

MO PG OJIMHUI, 4-METUJITTUIIEPA3UHUT,

HadTaneH- 1-wi, HadTaneH-2-u,

v nipeactasisieT cooor (CHR),-pennst, BO3MOKHO 3aMEIIEHHBIH OT OAHOTO J10 MATH

3aMeCcTUTeJIeN R4,

rie R? npeacrasisier coboii F, Cl, CN, CH,-CN, HU31IMI aJIKWIT, TUAPOKCH, HU3IIUHN aJTKWII,
3aMEIICHHBIA THIPOKCH, HU3IINI alTIKOKCH, (CHy)| o-HU3IINIA aJTKOKCH, S-HU3IIMHA aJIKKIT,
(CHy){ 2-S-HM3IIMIA aJIKMIL,

-(CHy)1 2-S(O),-Husmmii ankuit, -S(O),-Hu3mi ankui, -S(O),-Au-HU3IIHA aJTKUIIAMUHO,

-S(O),-nMnepuaMHIIT, HU3IIWHN aJTKWT, 3aMEIIeHHBIN raioreHoM, -N=N-(heHu1, TU-HU3IIHI
ankuiamMuo, (CHy) »-u-ausimi ankuinaMuno, (CHy)o-NH-nusimmii ankut, NHC(O)-Husmmi
AJIKWI, HU3LIUI aIKOKcH, 3aMenieHHbI raiorenoM, CH(CH3)C(O)O-au3mmii ankui, O-
benun, O-6enzun, penut, Bo3MoxxHO 3ameiieHHbI CF3, SF5, 6enzun, C(O)-HU3IMN aIKuI,

C(O)-penui, C(O)-mopdomunani, C(O)-4-metunmunepa3uaui, C(O)-au-0KkCOTUHOMOPGOIMHUIT,
C(O)-nunepuauHuil, Bo3moxHo 3amerieHHslit F, C(O)-NH-(CH,),-mopdoaunui, C(O)-NR-

(CH»)»-NR,, C(O)-N-au-uuzimii ankui, CH,-O-(CH»),-4-metunnunepazunui, CH,-O-(CH»),
-nu-ankunamuto, CH,-O-(CH,),-tupponuaunui, CH,-O-(CHj,),-Mopdomunun, CH,-O-
(CHy),-nunepuauHuI, BO3MOKHO 3aMEIIEHHBII HU3IIUM aJIKWIOM, 3aMEIEHHBIM IaJIOTEHOM
win Hu3mM ankuioM, (CHy)z 4-muppomumunni, (CH;), 3-Au-HU3IWA aJKUIAMKUHO,
Mopdomunui, CHy-mopdonunun, CH,-nunepasuH, 3aMellieH bl HU3IIUM alIKWiIoM, -S(0),
-[TUIEePa3HH, 3aMeIeHHbIA HU3IMM antkuiioM, CH,-O-C(O)-nunepasuH, 3aMeleHHbIA HU3LIUM

AJIKHJIOM, ITUPA30JIUIT U
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(CHj) | o-HM3LIN#A aJIKOKCH;

R mpenacraBisieT coO0i BOIOPOI, HU3IIUN aJIKWIT U THIPOKCUTT;
n npeacrasisietr codoti 0, 1, 2 unu 3;

wmm R? MpeJIcCTaBIIsIeT coOoi

C(O)-penmit, BO3MOXKHO 3aMEIICHHBIN HA3IIUM AJIKUIIOM;

WIH TIpeACTaBIIsieT codott -O-peHus1, BO3MOXKHO 3aMeleHHbIH F;

w nipeactaisieT codort CH=CH-denus, BO3M0XHO 3aMEIIeHHBIN HU3IIUM aJIKUIIOM;
i nipeactaisieT codon C=C-denun;

wm R? MPEICTABIISIET COOOI reTepoapuil, BRIOPAHHBIN U3 TPYIIIbI, COCTOSIIEH U3
Upa30JIuiia, THA30JIWIA, TUPUIUHUIIA, MTUPUMUIMHUIIA, UMUIA30J11J1a, U30KCA30JIUIIA,
W30THA30/IMIIA, THO(eHuna, 1-tua-3,4-nua3onuia, uMuaaso| 1,2-a|mupuauHuIa, THAA30/I1IIa,

XUHOJIMHUJIA UJIIW U30XUHOJIMHWIIA, U YKA3aHHBIC I'PYIITIBI BO3MOKHO 3aMCIIICHbI RS,

rue R5 MPEICTABIISIET COOOM rajIOreH, HU3IIMM aJIKWUJI, HU3IINUN aJIKOKCH, HU3IIWN aJIKWI,
3aMEILEHHBIN TaJJON€HOM, HU3IIUHI aJIKOKCH, 3aMEILIEHHBIN IaJI0r€HOM, TUAPOKCH,
(CHj) o-nusumii ankoxkcr, CHy-I1-HU3MIMHA aJIKUIIAMUHO, IU-HU3LINMHA aJIKUIIAMUHO,

MO PG OIMHUI, TUIEPA3UHUI, TUPPOIUAuH-1-11, C(O)-TunepuauHul,
C(0)-4-meTunmmuriepa3uHu, (HeHWs1, BO3MOKHO 3aMEIEHHBIN TaJIOTeHOM, TUPUAVNHMI, S
(O),N(CH3),, C(O)O-nun3mmi ankuir, NHC(O)-HU31MIA aJIKuUII,

uiu npeactapiseT codoit C(O)-rerepoapuii, BRIOpaHHBIN U3 MUPUIMHUAIIA U THODEHUIIA,
[JI€ TETEPOAPUIbHBIE TPYMITBI BO3MOXKHO 3aMEIIEHbI HU3IIUM AJIKUIIOM,
n npeacrapisieT codotri 0, 1, 2 unu 3;

R> MpeAcTaBIsieT codom Bogopon, metul, Br, F, Cl, CF3, Hurpo, amuno, nuano, NHC(O)-

(beHnI, UK MpeACTaBIsIeT co0oit 1-MeTui-1,2,3,6-TeTparuaponupuIuHNAI, WK TPEICTABIISIET
coOO0H NMMPUAMHUIT, BO3MOKHO 3aMEIIEHHBIN METUIIOM WIIM MOP(OJIMHUIIOM, WJTU ITPE/ICTABIISET
cobott (eHnIT, BO3MOKHO 3amelieHHbIN MeTuiioM, SO,CH3, CF3, CN, F unmu C(O)N(au-Hu31mmit

AJIKUI);

IIPY YCIIOBUH, YTO R'uR’ OJTHOBPEMEHHO HE SABJISIFOTCS XJIOPOM U Rl, R>uR’
OJHOBPEMEHHO HE SIBIISIIOTCS BOLOPOAOM,
U ero (papMaleBTUUECKH TPUEMIIEMBIE COJIH.

2. Coenunenue ¢popmynsl I mo m. 1, rae R'uR? MPEJICTABIISIIOT COOOM BOJOPO/I U R?
npeacrasisieT cooor (CHR),-peHust, BO3MOKHO 3aMEIIEHHBIH OT OAHOTO J10 MSTH

3aMeCTUTeIeH R4, viu npeactasiseT codoit C(O)-peHunt, BO3MOXKHO 3aMeIIeHHbIN HU3IIUM
AJIKWJIOM, WJIH TIPEJICTaBIISIET coOoit -O-heHunI1, BO3MOXKHO 3aMellieHHbIN F, uinu mpeacrasiset
co6oit CH=CH-denu, BO3MOKHO 3aMEILIEHHbINM HU3IIUM aJIKWUIIOM, UK TIPEACTaBIISET COOOH
C=C-denun.
3. Coenunenue popmyisl I 1o 1. 1, KOTOpOE MpeACTABIISIET COOOM
6-0eH3u-8-TuapokcuxuHa3oauH-4(3H)-ox
6-(2-propOensun)-8-ruapokcuxunazonut-4(3H)-on
8-ruIpoKcH-6-(3-MeToeH3u)xuHa30auH-4(3H)-oH
8-TUAPOKCH-6-(2-MeTOKCHMOeH3UIT ) XxuHa30IuH-4(3H)-0oH
8-ruapokcu-6-(3-meTokcubeH3u)xuHa3onuH-4(3H)-on
8-ruapokcu-6-penetTunxunazonud-4(3H)-on
(E)-8-runpoxcu-6-ctupunxunazonut-4(3H)-on
(E)-8-runpoxcu-6-(4-metuictupui)xuHa3zoiuH-4(3H)-on
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8-ruapOKCH-6-u300yTHIIXHHA30IMH-4(3H)-0H
8-TuIpoKcH-6-(heHmTHHUI ) XuHa30uH-4(3H)-oH
8-ruapokcu-6-(3-u3onponokcudenun)xunazonui-4(3H)-on
8-ruapoKCcH-6-(2-MeToKCH-5-(Tprud TopMeTi)bernn)xuHazonuH-4(3H)-on
4-x110p-3-(8-ruIpoKCcU-4-0KCco-3,4- TUTUAPOXUHAZ0IUH-6-UT)OEH30HUT YT
8-runpokcu-6-(3,4,5-rpudropdpenun)xunazonut-4(3H)-on
(E)-6-(5-(mumeTunamMuuo)-2-(pernnauazenn)heHun)-8-ruapokcuxuHa3onni-4(3H)-ox
8-ruApPOKCH-6-(4-MeTHIT-4'-(TpudTOopMeTHI) oM eHnI-2-mn)xuHa3oauH-4(3H)-on
8-ruapoxcu-6-(2,3,4-rpucdropdennn)-3H-xunazonnn-4-oxn
(pan.) MeTuit 2-(2-(8-ruapoKCcU-4-0KCo-3,4- TUTMIPOXHUHAZ0JIMH-6-1IT) O eHUIT-4-11)
MPOIAaHOAT
8-ruapoxcu-6-(nepdropdenun)xunazonmut-4(3H)-on
6-(5-Tpet-0yTui-2-mMeTokcudeHn)-8-rugpokcuxruaazoma-4(3H)-on
8-THIIPOKCH-6-(2-MeTOKCH-5-MeTuheHnT)XxuHa3omH-4(3H)-oH
6-(2,5-nuxnopdenun)-8-ruapokcuxunazoiui-4(3H)-on
8-runpokcu-6-(3-(MmopdomuHomeTHT)hennn)xuHa3onnH-4(3H)-ox
6-(2-x510p-5-MeTaHcynbhoHUIpeHnNI)-8-TupoKkcu-3 H-xruHa3o0auH-4-0H
8-ruapOKCU-6-(TUAPOKCU(P-TOIMUI)METHIT ) XMHA30IMH-4(3H)-0oH
8-ruapokcu-6-(4-metrindbeHzonn)xuHa3oauH-4(3H)-on
8-ruapokcu-6-(ruapokcu(peranm)mernn)xuHa3oauH-4(3H)-on
6-0en3oun-8-ruapokcu-3H-xuHazonun-4-oH
8-ruapokcu-6-(3-(Merokcume T )perunn)xuHa3oauH-4(3H)-on
6-(2-0en3undenun)-8-ruapokcuxuHa3onui-4(3H)-on
6-(2-6en3oundenun)-8-ruapokcuxunazoiivi-4(3H)-on
6-(4-ntenradropcynbdanuadennn)-8-ruapokcuxunazoiui-4(3H)-on
N-(2-(AaMn30mpONUIIAMUAHO )3THIT )-4-(8-TUIPOKCU-4-0KCO-3,4- TUTUAPOXUHA3OJIUH-6-1IT)-N-
H30TPOIUII-3-(MeTOKCUMETHIT)OeH3amus 2,2,2-TpudTopanerat
8-TUIPOKCH-6-(4-((4-H0 0TI POTTUITIIUIIEPA3UH- | -UIT)METHIT)-2-(METOKCUMETHIT ) (DEHWIT )
xuHa3o0iMH-4(3H)-oH TeTpakuc(2,2,2-TpudTopauerar)
4-(8-ruapoKCcu-4-0KCo-3,4-TUTMIPOXUHAZOIMH-6-1IT)-3-(METOKCUMETHIT) OCH3MUIT
4-fotonponuIIUIie pa3uH- 1 -kapooxcuara o6uc(2,2,2-rpudropanerar)
8-ruapoKCcH-6-[3-(4-MeTunmunepasut- 1 -cynbhonun)-hennn]-3H-xuHa301uH-4-0H;
COEIMHEHUE C TPUPTOPYKCYCHON KUCITIOTON
6-(2-auetundenun)-8-rugpokcuxmuazonui-4(3H)-on
8-TuIpoKcH-6-(2-(2-rugpokcurponan-2-ui)dennn)xuHa3zonui-4(3H)-on
8-ruapokcu-6-(2-(Metuicynbhanuameruidennn)-3H-xuna3zomuna-4-ox 2,2,2-tpudropanerat
8-ruapoKCcH-6-(2-(MeTHIICy Ib(DoHMIMETHI ) heHrT)XxuHa30MH-4(3H)-oH 2,2,2-
TpudTOopaneTrat
8-ruapoKch-6-(2-(2-(MeTucybGoHMIT)3TUIT ) heHuT) xuHa30a1uH-4(3H)-oH
2,2,2-TpudTopanerat
8-ruapokcu-6-(2-((2-(1-(2,2,2-TpudTOPITUIT ) TUTIE PUANH-4-UIT)ITOKCH )METHT ) (hEeHMT)
xuHazoimH-4(3H)-oH 2,2,2-TpudTtopanerat
8-TrapokcH-6-(2-((2-(4-(2,2,2-Tprud TOPITUI ) TUTIEPA3HUH- | -UIT)3TOKCH)METHIT ) PEHUIT)
xuHa301uH-4(3H)-oH 2,2,2-TpudTopanerat
6-(4-propdennn)-8-rugpoxcuxunazonud-4(3H)-on
6-(4-pTop-2-metundenun)-8-ruapokcuxruaazonnd-4(3H)-on
8-runpokcu-6-pennnxunazonut-4(3H)-on
8-THIpOKCH-6-(4-Trapokcudenwt)xuaa3oauH-4(3H)-ox
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8-ruipokcu-6-p-ronaunxuHazonuH-4(3H)-ox
6-(4-xmopdennn)-8-ruapoxrcuxrunazonui-4(3H)-on
6-(2-xmopdenun)-8-ruapokcuxutazoivi-4(3H)-on
6-(2,4-mudTopdennn)-8-ruapokcuxunazonui-4(3H)-on
8-rupokcu-6-(4-metTokcudennn)-3H-xuHa301MH-4-0H
8-ruapoKCcH-6-(4-mpa3on- 1-uir-pernn)-3H-xuHa30a1uH-4-0H
8-ruapoxcu-6-(4-mopdonun-4-un-denwnn)-3H-xuna3zonmu-4-oH
8-ruapokcu-6-(2-rpudTopmerokcudenun)-3H-xunazonuu-4-ox
8-runpokcu-6-(3-mopdonunodennn)xuazonna-4(3H)-ox
6-(4-mumeTunaMmuHoGpeHu)-8-ruipokcu-3H-xuHa301MH-4-0H
6-(3-mumetTunamMuHoOGeHuI)-8-TuapoKcu-3H-xnHa301MH-4-0H
6-(3-xmopdennn)-8-ruapoxrcu-3H-xuHa3onmH-4-0H
6-(2-((TMMeTUITAMMHO )METHT ) (PeHUNI)-8-TUIpOKCUXHA30IMH-4(3H)-0H
8-TrpokcH-6-(3-(MeTriicynbhonun)pernn)xuna3zonnd-4(3H)-on
6-(2-bTop-4-(MeTuincynbhonu)derun)-8-ruapokcuxunazoiui-4(3H)-on
N-(2-(8-runpoxcu-4-okco-3,4-IMruApOXUHA30IUH-6-1JT)(hEHUIT)alle TAMMU/T
8-ruapokcu-6-(2-metTokcudenun)xunazonun-4(3H)-on
4-(8-ruapoKCU-4-0KCO-3,4- TUTHIPOXUHAZOIMH-6-1IT)-N-(2-MOppoTMHOITHIT) OeH3aMU/T
N-(2-(1uMeTUIaMUHO )3T )-4-(8-TUAPOKCU-4-0KCO-3,4- TUTUIPOXUHABOIUH-6-1T) OeH3aMu ]
8-ruapokcu-6-(3-(MopdoaruH-4-kapooHu)henun)xunazonud-4(3H)-ox
6-(4-propdenokcn)-8-runpokcuxrunazonut-4(3H)-on
8-ruapoKcu-6-[3-(4-meTunnunepasut- 1 -kapoonun)-penun]-3H-xunazonun-4-oxn

6-[3-(1,1-auokco-1 k6—TH0M0p¢)0nHH—4—Kap60HHJ1)—(1)eHI/m]—8—r1/mp01<cn—3H—XHHa30nHH—4—

8-TUIPOKCH-6-[2-(4-MeTuiuIiepa3uH- 1 -kapoonun)-henun|-3H-xuna3omuH-4-0H

6-[2-(1,1-muokco-1 XG—THOMop(bonHH—4—Kap60HI/In)—¢)eHI/m]—8—r1/mp01<01/1—3H—XHHa3onHH—4—

6-[3-(4,4-mudropnunepunut- 1 -kapoonu)-heHnn|-8-ruapokcu-3H-xuHa30MH-4-0H
6-[4-(4,4-mudToprunepuanH- 1-kapOoonum)-penun]-8-ruaporcu-3 H-xuHa301uH-4-0H
2-(8-rugpoKcHu-4-0Kco-3,4-IUTUIPOXUHABZOJIUH-6-UT)OEH3OHUT PUTT
2-(2-(8-ruapoKcHu-4-0Kkco-3,4- IMTUAPOXUHAZOIUH-6-UJT)(DeHUIT )alle TOHUT PUIT
6-(2-(mumeTunaMuHo ) eHunn)-8-ruaporcuxuHa3onui-4(3H)-on
8-ruaipoKcu-6-o-TomunxuHazonuH-4(3H)-on
6-(2-3TOoKCU-4-pTopdhenun)-8-ruapokcuxunazonut-4(3H)-on
8-THIpOoKCH-6-(2-(MeTricyTboHMI ) hern)xuHa3o0auH-4(3H)-on
6-(5-bTop-2-Metundenun)-8-ruapokcuxrunazonnd-4(3H)-on
6-(oudenn-2-un)-8-ruapoxkcuxuHa3onni-4(3H)-ox
6-(4-x510p-2-3TOKCUeHNN)-8-THAPOKCcUXMHA30IuH-4(3H)-0H
6-(2-aTundennn)-8-rugpokcuxunaszonui-4(3H)-on
6-(2-((IMM30MPONMIIAMUHO )METHIT ) PeHUIT )-8-TuIpoKcuxuHa3onuH-4(3H)-ox
8-ruapoKcu-6-(2-(MeTokcume T )permn)xuHa3oauH-4(3H)-on
8-TupokcH-6-(2-(TpudTopmernn)pernn)xunazonuH-4(3H)-on
8-ruapokcu-6-(2-penoxkcudennn)xuaazonnd-4(3H)-on
8-TuapoKcH-6-(2-(MeTriiTHO ) hpeHmn)xuHa3omH-4(3H)-on
8-ruapokcu-6-(2-mopdonunodenun)xunazonud-4(3H)-ox
6-(2-3ToKcuenunn)-8-runpoxcuxunazonui-4(3H)-on

2-(8-rugpoKcu-4-okco-3,4- AMTUIPOXUHAZOIUH-6-UJT)-N,N- IMU30TPOTTUIOEH3aMU/T
6-(2-(6en3unokcu)dhenun)-8-ruapokcuxunazoiui-4(3H)-on
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6-(2-0yTokcudenun)-8-ruapokcuxuHa3oini-4(3H)-on
6-(3-muMmeTunaMuHoMeTHIIheHm)-8-rTuapokcu-3 H-xuna3omuH-4-oxH
8-TUIPOKCU-6-[ 2-METOKCUMETHUII-4-(4-MeTUIITIUIIepa3uH- 1 -kapOonwm)-hennn]-3H-
XWHA30JIUH-4-0H;
8-ruapoKcu-6-(2-(2-(MeTuIIaMUHO )3T )(beHus ) xuHa3oauH-4(3H)-on
8-TUIPOKCH-6-[2-METOKCUMETHII-5-(4-MeTUIIIUIIepa3uH- 1 -kapOorwm)-henni]-3H-
XWHA30JIUH-4-0H;
6-(2-(2-(mMMeTUIaMUHO )3THIT)PeHUNT)-8-TuIpoKcuxuHa30auH-4(3H)-oH
8-TUIPOKCH-6-[2-METOKCUMETHII-3-(4-MeTHITITUIIepa3uH- 1 -kapOoonu)-henunn]-3H-
XWUHA30JIMH-4-0H
8-TuIpOoKCH-6-[2-(2-MopdoauH-4-u-3TokcuMe TN )-hennn|-3H-xuna3onmuu-4-ox
8-TuIpOKCH-6-[2-(2-MOpdOIUH-4-UT-3TOKCUMETHN)-(beHnn]-3H-xnuHa30mH-4-0H;
8-ruapoKcH-6-(2-((2-(muppoauauH- 1 -um)3Tokcu)MeTvin ) perun) xuHa3o0auH-4(3H)-ox
8-TuApPOKCH-6-[2-(2-tuppouanH- 1 -un-3Tokcume T )-perni] -3 H-xunazonuH-4-oH;
8-ruapokcu-6-(2-((2-(4-MeTunnunepasuH- 1 -uim)3Tokcu)Me T ) peHun ) xuHa30auH-4(3H)-
OH
6-(2-((2-(IMMETUIIAMUHO )3TOKCU)METUIT ) (heHU)-8-ruapokcuxunazoiui-4(3H)-on
8-ruapoKcH-6-(2-(3-(muppoimauH- 1 -un)npormi)dhenun)xuHa3oauH-4(3H)-on
6-(2-(3-(mumeTrITaMuHO )ITponiit)heHnn )-8-rugpokcuxuna3zonuH-4(3H)-ox
6-(3-(2-(muMeTUIaMUHO )3THIT ) PeHUNT)-8-TUIpoKcuxuHa30auH-4(3H)-oH
8-TIpOoKCH-6-(2-(4-(ruppoauauH- 1 -un)oyTun)hennn)xunazonua-4(3H)-ox
8-ruapokcu-6-(2-(ponuicyiabdonui)beHnn)xuiazonnd-4(3H)-ox
2-(8-TuIpOKCH-4-0KCO-3,4-TUTUIPOXUHA30IMH-6-1T)-N,N-IMMe TUITO€H30JICY T (hOHAMUT
8-TuapoKCcH-6-[2-(unepuanH- 1 -cynbhonmn)-pennn|-3 H-xuHa30a1MH-4-0H Win
8-ruapoKcH-6-(2-((2-(1-MeTUIIUIIe PUIUH-4-UJT)3TOKCH )MeTH ) peHu ) xuHa3omuH-4(3H)-
OH.

4. Coequnenue popmyinsl I o 1. 1, roe R2 MPeCTaBIISIET COOOM BOIOPO, HUBIIMIA aJIKHUI,
Br, I, C5_g-umkitoankui, C(O)O-nu3mmit ankui, C(O)NH-HU31IMIA allkui, 3aMeleHHbIA

raJIOTeHOM, WM TIPEACTaBIISIET cO00M 3,4-muruapoHadTaieH-2-1uj, BO3MOYKHO 3aMEIIIeHHbBIN
HUBIIUM aJIKuiIoM, 1,2,3,4-terparuaponadranen-2-ui, 2,3-quruapooen3odypan-6-un, 1-
METUI-2,3-muruapo- 1 H-unnonumH-5-ui, 1-MeTWIMHA0IMH-5-WI, TETparuaponupas-4-ui, 3,6-
auruapo-2H-nupan-4-um, 2-uzonponui-1,2,3-TeTparuipou30XUHOIMH-5-U, 2,3-
auruapoaumeTui| 1,4 mnokcun-6-un, 6en3o-[1,3]-auokcon-5-um, 1,2,3,4-
TETPATUAPOU30XUHOJIUH-7-UJ1, BO3MOXHO 3aMEIICHHbBIA HA3IIMM AJIKUIOM, HUKJIOTEKCEHWUT,
MO PG OTUHUI, 4-MeTUIITTUIIEpA3UHIWIT, HadTajeH- 1-u1 uim HadTaaeH-2-1il.

5. Coenunenue popmyisl I 1o 1. 1, KOTOpOE MpeACTABIISIET COOO

5-6pomo-8-ruapokcuxruHazonui-4(3H)-on

METHU 8-TUPOKCU-4-0KCO-3,4- TUTMAPOXUHAZ0IMH-6-KapOOKCHIIAT

8-ruapokcu-6-(MopdoaruH-4-kapooHu)xunazonud-4(3H)-ox

8-ruapokcu-4-okco-N-(2,2,3,3,3-nenradroprponun)-3,4- IMruAPOXUHAZOIUH-6-
KapOoKcaMu/I

8-ruapoKcHu-4-okco-N-(2,2,2-TpudTopITHIT)-3,4- TUTUAPOXUHA3OJIMH-6-KapOOKCAMM/T

3TUJT 8-TUAPOKCU-4-0KCO-3,4- AUTUIPOXHUHABZOJIUH-6-KapOOKCUIAT

6-(3,4-nuruapoHadraneH-2-un)-8-ruipokcu-3H-xuHa301uH-4-0H

(pam.) 8-rugpokcu-6-(1,2,3,4-teTparuaponadraneH-2-un)xuHa3oaua-4(3H)-on

6-3THIT-8-ruapokcuxuHa3oiuH-4(3H)-on 2,2,2-TpudTopanerat

8-rugpoxcu-6-uzonponunxutazonnd-4(3H)-on

8-ruIpoKcH-6-n300yTHIIXMHA30IMH-4(3H)-0H
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6-IMKIJIONIEHTUII-8-TUIPOKCUXUHA30JIMH-4(3H)-oH
6-(5,8-mumetni-3,4-quruaponadraiieH-2-ui)-8-ruapokcu-3H-xuHa30mmH-4-0H
6-(2,3-nuruapooen3odypan-6-un)-8-ruapokcuxruHa3onuH-4(3H)-on
8-ruIpoKcu-6-(1-MeTUIIMHIOIUH-5-1n)xuHa30mH-4(3H)-oH
6-0pomo-8-ruapokcu-5-(TpudTopmeTin)xunazoiui-4(3H)-on
8-runpokcu-S-(Tpudropmerui)xuHazonud-4(3H)-on
6-0pomo-8-ruApoKcHu-5-HUTpo-3H-XxuHa3o0mmMH-4-0H
8-ruapokcu-6-(Terparuapo-2H-mipan-4-un)xunazonud-4(3H)-on 2,2,2-tpudropanerat
6-(3,6-nurunpo-2H-nupan-4-un)-8-ruapokcuxunazonut-4(3H)-on
6-0poMO-8-TUAPOKCH-5-(2-MeTUIITUPUANH-4-1T)XxuHa30uH-4(3H)-oH
8-rupokcu-6-(2-uzonponui-1,2,3,4-treTparuIpon30XUHOIMH-S-WT)XMHA301MH-4(3H)-0H

2,2,2-TpudTopanerat

6-0pomo-5-xitop-8-ruapokcuxuHa3oauH-4(3H)-on
7-¢pTop-5-(4-propdennn)-8-ruapoxcuxunazonna-4(3H)-on
6-0pomo-8-ruapokcuxruHazonui-4(3H)-on
6-0pomo-8-ruapoKcu-7-MmeTuixuHazoni-4(3H)-on
8-rugpokcu-6-oa-3H-xuHa3onuH-4-oH
6-x10p-8-TuapokcuxuHazouH-4(3H)-ox
8-ruapoKcu-S-MeTWIXuHa30auH-4(3H)-on
5-xnop-8-ruapokcuxuHazonuH-4(3H)-on
5-(4-propdennn)-8-ruapoxcuxunazonud-4(3H)-on
8-ruapokcu-6-(HadraaeH-2-un)xuHazonun-4(3H)-on
8-runpokcu-6-(HadrasneH- 1 -un)xunazonuH-4(3H)-on
8-ruapoxcu-6-(1,2,3,4-TeTparuApou30XUHOJINH-7-u1)XxuHa30JMH-4(3H)-oH
8-ruapokcu-6-(3-(MopdoauH-4-kapoonu)hennn)xuaazoma-4(3H)-on
6-(2,3-nuruapo06en3o[b][1,4]nuokcuH-6-1mn)-8-ruiporcruxnuna3onut-4(3H)-ox
6-(6en3o[d][1,3]anokcon-5-un)-8-ruapokcuxunazonun-4(3H)-on
6-UMKJIOTE€KCEHUIT-8-TUIPOKCUXUHA30JIMH-4(3H)-0H
8-rupokcu-6-MmopdonHoxuHazonui-4(3H)-on
8-ruapokcu-6-(4-metwinunepasut- 1 -un)-3H-xunazonun-4-ox
6-6poMo-5-¢prop-8-ruapokcuxunazoinuH-4(3H)-ox
5-pTop-8-ruapokcuxunazonun-4(3H)-on
6-6poMo-7-pTop-5-(4-propdenun)-8-ruapokcu-3H-xuHa30uH-4-0H WK
6-0pomo-7-x110p-8-ThaApoKcuxruHa30uH-4(3H)-0H.

6. Coenunenue popmyiel I o 1. 1, rae R'uR? MPEJICTABIISIIOT COOOM BOJOPOI U R?

MPEICTABIISIET COOOM TeTepoapuil, BRIOPAHHBIN U3 TPYIIIIBI, COCTOSIIEH U3 TTMPA30JInIa,
THUA30JIUIIA, TIMPUJIMHUIIA, TTMPUMUINHAIIA, UMUIA30JIMIIA, U30KCA30JIWIIA, U30TUA30JINUIIA,
trodenuna, 1-tua-3,4-aquazonuia, umuaasol 1,2-a|mupuanHuTa, MHIA30IM1a, XMHOJIMHUIA

WJIM U30XUHOJIMHWIA, U YKA3aHHBIE TPYIIIbI BO3MOXHO 3aMEIICHBI R’ , WK TIPEACTABIISIET

coboii C(O)-rerepoapuit, BRIOpaAHHBIN U3 TMPUIMHIIA U THO(DEHWUITA, T/Ie TeTepOapUITbHBIC

CPYIIIBI BO3MOKHO 3aMEIIEHbl HU3IIUM aJIKUJIOM.
7. Coenmunenue Gopmyisl I 1o 11. 1, KOTOpoe MpeacTaBIIsieT cOOOM
8-rugpoxcu-6-(1-(2-metTokcuatuin)- 1 H-nupazon-5-un)xunazonun-4(3H)-on
8-ruApOKCh-6-(4-(METOKCUMETIII)-2-METUIITUA30JI-S5-WIT) XUHA30JIMH-4(3H)-0H
8-rugpokcu-6-(1-(2-metToxcuatuin)- 1 H-nmupazon-4-un)xunazonun-4(3H)-on
6-(6-(IMMETUIIAMUHO ) TUPUIUH-3-1)-8-TuApOKcuxuHa3oauH-4(3H)-oH
8-ruapoxcH-6-(6-mopdorTuHOTMPUANH-2-1T)XuHA30MH-4(3H)-0H
8-rugpoKcu-6-(6-(MUppOIMANH- 1 -U1)IUPUINH-2 -1 )XuHa30JuH-4(3H)-on
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8-rupoKcu-6-(5-MeTuIITUa30J1-2-1i1)XuHa30uH-4(3H)-on

8-rugpoxcu-6-(1-metwin-1 H-umunason-2-win)xunazonus-4(3H)-on

8-ruApOoKCU-6-HUKOTUHOWIXMHA30IuH-4(3H)-0oH

8-rugpoxcu-6-(1-merwin-1 H-umunaszon-4-win)xunazonus-4(3H)-on

8-TUAPOKCU-6-(5-MeTHIT-3-(heHUTU30KCca30J1-4-Uj1)XxuHa30uH-4(3H)-on

4-(8-ruapOoKCcU-4-0KCO-3,4-TUruApoxuHa3ouH-6-un)-N,N-numetni- 1 H-umuaazon-1-
Cyb(poHAMMU/T

6-(3,5-nuMeTUIM30KCca30J1-4-ui)-8-ruipokcuxuta3zoni-4(3H)-on

8-ruapoxcu-6-(1-metwin-1 H-umunason-5-win)xunazonus-4(3H)-on

3TUI 2-(8-TUAPOKCU-4-0KCO-3,4- TUTMAPOXUHAZOIUH-6-UJT)-4-MeThI- | H-umuaazon-5-
KapOoKcuiaTa

MeTH 5-(8-TUAPOKCU-4-0KCO-3,4-TUTHIPOXUHAZOJIMH-6-1IT)-4-METUITHODEH 2-
KapOoKcuiaTa

8-ruapokcH-6-(1-metun-3-(tpudropmernn)- 1 H-mupazon-4-un)xunazonmun-4(3H)-on

8-rugpoxcu-6-(5-metuin-1,3,4-tuaauazon-2-un)xuna3oiani-4(3H)-on

MeTUI1 2-(8-TUuaPOKCU-4-0KCO-3,4- TUTMIPOXUHAZ0JIMH-6-UT) TUA30J1-4-KapOoKcuiaTa

8-rupoKcu-6-(2-MeTuiITia30J1-4-ui)xuHa3oiauu-4(3H)-on

8-rugpokcu-6-(umuaasol 1,2-ajnupuana-3-win)xuHa3oiauH-4(3H)-on

6-(1,2-gumeti- 1 H-umuaaszon-5-un)-8-runpokcuxuna3oyimi-4(3H)-on

MeTHUI 4-(8-TuIPOKCU-4-0KCO-3,4-TUTUAPOXHUHAZOJIMH-6-1)- 1 -MmeTuii- 1 H-iupazoin-3-
KapOokcuiaTa

8-ruAPOKCU-6-(5-(TUpUIuH-2-1u) THOheH-2-un)xuHa3onuH-4(3H)-ox

8-ruIPOKCU-6-(THa30J1-5-uin)xuHa3o0uH-4(3H)-on

8-ruapokcu-6-(Tnaszon-4-mi)xunazonua-4(3H)-on

8-rugpokcu-6-(u30Tua3zof-4-ui)xuHazonuH-4(3H)-ox

8-TUPOKCU-6-U30HUKOTUHOMIXUHA30IMH-4(3H)-0H

8-ruapOoKCcU-6-(5-MeTHIITHOhEH-2-KapOoHus ) xuHa3onuH-4(3H)-ox

6-(1,5-mumetnn-3-(tpudropmernn)- | H-nmupazon-4-mnn)-8-rugpoxcuxunazonud-4(3H)-on

8-rugpoxcu-6-(1-metun-1H-unnazon-5-un)xunazonun-4(3H)-on

8-TUIPOKCH-6-(3-MeTHIT-5-(TTUTIepuIuH- 1 -kapOoHuT) THO(eH-2-un)xuHa3omuH-4(3H)-ox

8-runpoxcu-6-[3-meTui-5-(4-metunmunepasut- 1 -kapOoHu)-Tuoden-2-uil-3 H-xuna3onvH-
4-oH

N-(5-(8-runpoxcu-4-okco-3,4- TUruIpOXUHAZOIUH-6-UIT)-6-(METOKCUMETHIT ) TUPUIUH-2-11)
MUBAJIAMU]]

8-TUIPOKCH-6-(2-(METOKCUMETHIT) TMPUIUH-3-Ui1)XxuHa30auH-4(3H)-on 6uc(2,2,2-
TpudTOpanerar)

8-ruIpoKCcU-6-(2-MeTUIIIMPUIUH-4-11)XUHA30JMH-4(3H)-oH

8-ruaApOKCU-6-(2-MeTUIITITMPUIUH-3-11)XUHA30JMH-4(3H)-0oH

6-(6-0poMonupuaIUH-3-11)-8-TUApOoKCcU-3H-XxnHa30IMH-4-0H

6-(2,5-numetmin-2H-nupa3oi1-3-mi)-8-ruapokcu-3H-xuna3onumH-4-0H

6-[1-(4-pTopdenun)- 1 H-nmupazon-4-unl-8-ruapokcu-3H-xunazonumu-4-ou

8-TUIPOKCH-6-(MTUPUMMIUH-5-U1)XxuHa30auH-4(3H)-oH 2,2,2-TpudTopanerar

8-ruapoxcu-6-(2-metun-S-rpudropmetii-2H-mupazon-3-um)-3H-xuna3onnu-4-oH

6-(2-((TMMeTUITAMMHO )METHT ) PeHUI)-8-TUIpOoKCcuXrHa30IuH-4(3H)-0oH

8-rugpoxcu-6-(1-metwin-1 H-unnazon-4-uim)xunazonun-4(3H)-on

6-(2,4-TMMETOKCUTTUPUMUIUH-5-UIT)-8-TUIPOKCUXUHA30JIMH-4(3H)-0H

8-TUIPOKCU-6-(2-METOKCUTTUPUIUH-3-WT)XUHA30IMH-4(3H)-0H

8-ruaApOKCU-6-(6-METOKCUTTUPUINH-3-11)XUHA30JMH-4(3H)-0oH
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8-ruapoKcu-6-(4-meTruTuodeH-3-un)xunazonud-4(3H)-on
6-(2,5-mumetrntuoden-3-mn)-8-runporcuxuna3onni-4(3H)-on
8-ruIpoKcu-6-(6-MeTUIIIMPUIUH-3-11)XUHA30JUH-4(3H)-0oH
8-ruaApOKCU-6-(XMHOIUH-8-UT)XxuHA30MH-4(3H)-0oH
8-ruIpOKCU-6-(M30XUHOIUH-4-UiT)XxMHA30IMH-4(3H)-0oH
6-(2,4-TUMETUITUA30I-5-11)-8-TuApOKCUXuHa30MH-4(3H)-0oH
8-ruapoxcu-6-(1-metwi-1H-nupaszon-4-win)xunazonuu-4(3H)-on
8-rUaAPOKCU-6-(2-TUAPOKCUTTUPUANH-3-UT)XMHa30JIMH-4(3H)-0oH
8-rugpoxcu-6-(1-metwi-1H-nupaszo-5-win)xunazonuua-4(3H)-on
8-ruApoKCcU-6-(6-MopOoIMHOTTUPUANH-3-1T)XxuHa30uH-4(3H)-oH
6-(6-(IMMETUITAMUHO ) TUPUANH-2-U1)-8-TUAPOKCUXUHA30IMH-4(3H)-0H
8-rupoKcu-6-(6-(rurepas3ut- 1 -wn)nupuauH-3-ui)xuHazonuH-4(3H)-on
8-rugipokcu-6-(2-(rurepas3uH- 1 -uin)nupuauH-4-uin)xuHazonuH-4(3H)-ox
6-(1,4-qumetmi- 1 H-umuaaszon-2-un)-8-runpokcuxunazoyimi-4(3H)-on
6-(2,6-IMMeTUIIITMPUIUH-3-1)-8-TuApoKcu-3H-XuHa30/1UH-4-0H
8-TuIpoKCcH-6-(4-MeTu-2-pernnTua3on-5-uin)xuna3onud-4(3H)-on
8-ruapokcu-6-(5-meti- 1-penunni- 1 H-nupazon-4-un)xunazonud-4(3H)-on
8-rugpoxcu-6-(3-metui- 1 H-nmupaszon-4-uin)xunazonusa-4(3H)-on
6-(1,5-mumetmi- 1 H-nupa3zon-4-un)-8-ruapokcruxunazonut-4(3H)-on
8-ruapoKcu-6-(2-(2,2,2-TpupTOpITOKCH)TUPUAUH-3 -1 )xuHa3ouH-4(3H)-on
8-rupoKcu-6-(3-MeTHIINUpPUIUH-4-11)XUuHa30MH-4(3H)-0H wimn
8-ruapokcu-6-(1-meTui-3-(4-Metunnuiiepa3us- 1 -kapoonun)- 1 H-m1pa3zo:1-5-um) XxuHa301uH-
4(3H)-oH.

8. Coenunenue popmyssl I o m. 1, rae R! npeacraBiseT coooi metui, Br, F nu CL.
9. Coenunenue Gopmyisl I 1o 1. 1, KOTOpoe MpeacTaBIIsieT coOol
5,7-muopom-6-(4-propdennn)-8-runporcuxunazonnd-4(3H)-ox
5,7-mudTop-8-rugpokcu-6-penunxunazonud-4(3H)-on
7-6pomo-6-(4-hTopdeHnn)-8-TuapoKCcu-S5-p-TomrmixuHa3omH-4(3H)-on
6-0poMO-8-TUAPOKCH-7-MeTUIIXUHA30IMH-4(3H)-0H
7-¢prop-6-(4-propdennn)-8-ruapoxcuxunazonni-4(3H)-on
7-x10p-6-(4-bTopdennn)-8-runpokcuxunazoiui-4(3H)-on
6-0poMo-7-x50p-8-ruipokcuxuHa3zonud-4(3H)-oH.

10. Coenunenue popmyisl I o 1. 1, rae R> npeacTaisieT codori metui, Br, F, Cl, CF3,

HUTPO, aMUHO, IIMaHo, NHC(O)-denun, umu npeacrasiset codoit 1-metuin-1,2,3,6-
TeTParuAPOIUPUIMHII, WIIA IIPEJACTABIISICT COOOM MUPUIMHMII, BO3MOXHO 3aMEIIICHHBII
METHJIOM W MOP(MOIIMHUIIOM, UJTH IIPEICTaBISAET COO00M (DeHUIT, BOBMOYKHO 3aMEIEeHHbBIN
metuiioMm, SO,CH3, CF3, CN, F uiin C(O)N-au-Hu31mmi anKui.

11. Coequnenuie popmyisl [ o 1. 1, KOTOpoe MpeacTaBisieT coook
5-0pomo-8-ruapokcuxrunazoiui-4(3H)-on
5,7-nubpom-6-(4-bropdennn)-8-ruapokcuxunazoiui-4(3H)-on
5,7-mudTop-8-runpoxcu-6-pennnxunazonuu-4(3H)-on
6-0pomo-8-ruapokcu-5-(TpudTopmeTin)xunazoiun-4(3H)-on
8-ruapokcu-S-(tpudropmeTrin)xunazoiun-4(3H)-on
6-(4-propdennn)-8-ruapoxcu-S-(rpudTopmernn)xunazommt-4(3H)-on
6-0poMO-8-TuAPOKCHU-5-HUTPO-3H-Xx1uHa3011MH-4-0H
6-(4-propdennn)-8-rugpoxcu-S-penmnxunazona-4(3H)-on
6-(4-pTopdenun)-8-ruapoxcu-S-p-ronunxuHa3onui-4(3H)-on u 7-6pomo-6-(4-propdenun)
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-8-ruIpoKCcU-5-p-TouixuHazoiauH-4(3H)-on
6-(4-propdenun)-8-ruapokcu-5-(3-(Metuncyabdonrmn)dpennn)xuaazommH-4(3H)-on
6-(4-bropdennn)-8-ruapokcu-5-(3-(tpudTopmetn)pennn)xunazonui-4(3H)-on
6-(4-propdenun)-8-rugpokcu-4-okco-3,4-TUruIpOXUHAZOJIMH-5-KapOOHUT YT
N,N-auatuin-4-(6-(4-propdenu)-8-ruipokcu-4-okco-3,4- TMruAPOXUHAZOINH-S-1T)

OeH3aMuI
6-(4-propdennn)-8-ruapokcu-5-(rmpuanH-4-un)xuHa3onua-4(3H)-ox
6-(4-bropdennn)-8-ruapokcu-5-(4-(Metuncynbdonun)penun)xunazonun-4(3H)-on
6-(4-propdennn)-8-ruapoxcu-5-(2-MeTUINMPUANH-4-11)xuHa301uH-4(3H)-oH
6-(4-bropdenn)-8-ruapokcu-5-(2-mopdonuHoTUpuAMH-4-1n)xuHa3oiuH-4(3H)-on
6-(4-propdennn)-8-ruaporcu-5-(1-metui-1,2,3,6-TeTparuaponupuanH-4-1u1) XUHA30JIUH-

4(3H)-on

4-[6-(4-pTopdennn)-8-ruapoKkcu-4-okco-3,4- IMrUAPOXUHAZOIUH-5-1J1|-OCH30HUT P

5-xmmop-6-(4-propdennn)-8-ruapokcuxunazonmu-4(3H)-on

5,6-6uc(4-propdenun)-8-ruapoxkcuxrunazonnd-4(3H)-on
6-0poMO-8-ruaApPOKCU-5-(2-MeTUIIUPUANH-4-11)xuHa30uH-4(3H)-on
6-0pomo-5-xnop-8-ruapokcuxuHa3onut-4(3H)-on
5-X110P-8-TUAPOKCU-6-(2-(MeTUIICYTh(hOHUIMETH ) peHuI ) XxuHa3ouH-4(3H)-on
5-xmop-8-runpoxcu-6-(2-((2-(1-(2,2,2-TpudTopITUIT ) IUITE PUAMH-4-1IT) S TOKCH )METHI ) (DEHKIT)

xuHa301uH-4(3H)-oH 2,2,2-TpudTopanerat
5-6pomMo-6-(4-bropdennn)-8-rugpokcuxunazonuu-4(3H)-on
7-pTop-5,6-6uc(4-propdenun)-8-ruapoxcuxunazonut-4(3H)-on
7-brop-5-(4-bropdenun)-8-runpokcuxunazomu-4(3H)-on
8-ruapoKCch-S-MeTWIXMHa30uH-4(3H)-on

5-xnop-8-ruapokcuxuHazonuH-4(3H)-on

5-(4-propdennn)-8-rugpoxcuxunazonud-4(3H)-on

5-bTop-6-(4-bropdennn)-8-runpokcuxunazoiui-4(3H)-on
6-6poMo-5-¢prop-8-ruapokcuxunazonuH-4(3H)-on
5-¢prop-8-ruapokcuxunazonui-4(3H)-on
5-¢pTop-8-ruapoKcu-6-(2-MeTUITIMPUIUH-3-1T)XuHa30JIMH-4(3H)-0H
6-6poMo-7-prop-5-(4-propdennn)-8-ruapokcu-3H-xuna3omuH-4-0H
6-(4-bropdenn)-8-rugpokcu-5-HuTpo-3H-XxuHAa30IMH-4-0H
5-aMuHO0-6-(4-bropdenun)-8-runpoxkcuxuna3zonnt-4(3H)-on

N-(6-(4-bTopdenunn)-8-TuapoKcu-4-0kco-3,4-TMru ApOXUHA30IMH-5-1T)OeH3aMUT UITU

5-xJ10p-8-ruIpoKCcH-6-(2-ruapoxrcumetuiderun)-3 H-xuna3onma-4-oH.

12. dapManeBTHUECKAsT KOMITO3ULMS, COAEpKaIasi COeAMHEHHE 10 JItoOoMy u3 ml. 1-11
U (papManeBTUUECKU MTPUEMIIEMBbII HOCUTEb U/UJTU abIOBAHT.

13. ®apmaneBTHUecKas KOMIIO3ULMS O 1. 12 11 TPUMEHEHUS TPU JICUEHUN OO0JIE3HU
[TapkuHCcOHa, AEMPECCUH, KOTHUTUBHOI'O HAPYIIEHUS U IBUTATEIIbHBIX CHMIITOMOB,
PE3UCTEHTHOM JIEMPECCUU, KOTHUTUBHOTO HAPYIIIEHUSI, HACTPOEHUS U HEraTUBHBIX CUMIITOMOB
3o peHun.

14. Coequnenus o a060My U3 M. 1-11 a1t mpUMEeHEeHUsI B Ka4eCTBE TeparieBTUYECKU
AKTUBHBIX BEIIECTB.

15. Coenunenwus 1o ar000My U3 Tl 1-13 171 MpUMeHeHUs B KaUeCTBE TepareBTHYECKU
AKTUBHBIX BEILIECTB 151 ieueHus1 6osie3Hu [lapkuHcoHa, 1erpeccuu, KOTHUTUBHOTO HAPYIIEHUS
Y IBUTATENIbHBIX CHMIITOMOB, PE3UCTEHTHON JEMPECCUU, KOTHUTUBHOTO HAPYIIEHUS,
HAaCTPOCHMS U HETATUBHBIX CUMIITOMOB W30 PEHUH.

16. Ilpumenenue coeAMHEHUS 110 JT000MY U3 M. 1-11 171 nmojydeHus JeKapCTBEHHOTO
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CpelcTBa AJIsl TEPANIEBTUYECKOTO W/UIIU TPOPUIIAKTUYECKOT O JieueHUs 0oie3Hu [TapkuHcoHa,
JIETIPECCUH, KOTHUTUBHOTO HAPYIIIEHHUS M JIBUTATEITbHBIX CUMITTOMOB, PE3UCTECHTHOM JICTTPECCHH,
KOTHUTUBHOT'O HAPYIIEHUSI, HACTPOCHUS U HEraTUBHBIX CUMIITOMOB IIM30(PEHUH.
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