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N300peTeHe OTHOCUTCS K HOBBIM COCIMHEHHSIM

dbopmyisr (I)
R R
A
R3 RS
N R7 (L),
R2
0
O
Rl/

Crp.: 1

rie X o6Gosnauaer C(RSRY), NR!0, O, S; R!
o0o3HauaeT (eHWI, HeoOsS3aTeIIbHO 3aMEelIeHHBIN
oT 1 go 3 3aMecTUTeNsIMM, BBIOPAHHBIMU U3
CPYIIIbI, BKJIIOYAIONIEH TajioreH, TMIPOKCUIPYIILY,
HU3BILIMA aJKWI, TUAPOKCU-HU3IIMK ankuil U CN; R2
0003HaYaeT BOJOPO WIM HU3LIUN ATKUIT,; R3u R*
o6o3navaor Bomopox; RS u R® o6osmauaror
Bomopom; R’ 06Go3HauyaeT OKcCamMazomMN MM
TpUA30JWi, TpU ITOM  OKCAJMA30JIWI WU
Tpua3ou 3amerneHsl R R® u R? o6osnauaror

BOJOPOL; R0 oGosnauaer BOAOPOJ, HHU3LIWHA
AJKWI, HMU3LIMA alKWI-KapOOHWI WIM HU3IIUA

anxnn—cynb(bomm; R“ obo3Hayaer apui Wiu
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reTepoapus, BbIOpaHHbIEe U3 TPYIIIbI, BKIIOYAOLIEH
MUPUIMHUIL, MM PA3UHUIL, MMPUMUMHUTI,
NUPUAUHUII-2-0H, OKCaaua3ojvi, WHaazonwi, 1,3-
JUruapoOeH3UMUAa3071-2-0H, 1,3-IUTrUIAPOUHIO0I-2-
OH, OEeH3TPUA30JIUII, UMUJIA30IUPUAMHUIL,
TPUA3OJITUPUIUHIIL, TETPA3OIMUPUANHWII,
OGeH3MMU1a3071UI1, 2-0Kc0o-2,3-nuruapo-1H-unnon-5-
W, TUPUMHUIUH-4-0H, QypaHWI, THAJUA30JIUII,
MUPA30JIWI, U30KCA30JIWJ, TNHUPUMUAMH-2,4-TUOH,
OeH30KCca3uH-3-0H, 1,4-nuruapoOeH30KCa3uH-2-0H,
WHIIONMWI, THO(EHWI, OKCa30JWI, OSH300KCa3MH-2-
OH, 3,4-IUrMAPOXUHA30JIMH-2-0H, NUPUIAZUHUIL,
XUHOKCAJIMHUJI, 0€H30THA30JIWII,

OCH30TUAIMA30IIII, HA(DTUPHUIUHII, UWHHOJMHII,
1,4-TMruIpOXUHOKCAIMH-2,3-TUOH u 1,2-
JNUTUAPOUH/IA30J1-3-0H, TAe apwil WIM TeTepoapui
HeoOs3aTeJIbHO ~ 3aMeIleHbl  OT 1 mo 3
3aMECTUTEISIMY,  BBIOPDAHHBIMM U3 T[PYIIIHI,
BKJIIOYAIOLIEH HM3LIMKA KW, TUIPOKCUIPYIIILY,
B(OH),, KapOOKCU-HU3IIYI0  AJIKOKCUIPYIILY,
KapOaMOWI-HU3LIYIO AJIKOKCUTPYIIILY,

[UAHOTPYIITY, THUIPOKCH-HU3IIMIA aJKWwi, (rop-
HUBLIMN aJIKWII, HU3IIYIO aJIKOKCUTPYIIIY, ajoreH,
S(0,)R13, C(O)RM, NO,, NRIRI6, dhermn-nusuryro
aIKOKcUrpynmy, [1,3,4Joxcanna3on-2-oH,
OKCAaIua3ojWi,  TPUA30JIWI M W30KCA30JIMI,
MMUAA30/IWI, TUPA30JIAI, TETPA30JWI, MUPPOJIUI,
rJie UMUA30JIWT HeoOS3aTesIbHO 3aMeIleH HU3IINM
AJIKWIIOM, U TJ€ M30KCA30JIMJI 3aMelleH HU3IIUM

ankwiom; R!2 0Go3nauaer BogOpoa WM HM3IIMIA
ankwt; R13 o06o3navaer mmsumit anxwi, NRI7R18
R14

AIKOKCUTPYIIIY,

Wi GTOP-HU3LINIHA 0603HayaeT
NR19R20
AJIKEHWI-OKCUTPYIIITY WIIW HU3LUUN aJIKUIT; RP u R
HE3aBUCHMO APYT OT Apyra 00603HAYaIOT BOJOPOJ,
HU3IIMIA aJKWI, HU3LIMA aIKWI-KapOOHUI, HM3IINN

ankun-SO,, HU3IMMH  AJIKEHWI-OKCUKApOOHWI U
NR 1 SR 16

AJIKWUIT;

HUBLIYIO HUBIINI

Hu3umi  ankui-NH-kapboHun;  wiu

Crp.: 2

0003HAYaeT  TETEPOLMKIWI,  BbIOpaHHBIM U3
CPYIIIBI, BKJIIOYAIOIIIEH MOPGhOTUHI,
tHoMopdonunu, 1,1-aAMoKcOTHOMO P OITMHIIL,
MMIIEPUIMHUII, TUIIEPUIMH-2-0H, IUIIEPAa3UH-2-0H, 8-
oKca-3-a3a-0uuukio[3.2.1]JoKTWII, MUrnepasuHul,
UppOJIMAKUHUIL, 1,1-TMOKCOU30TUA3OIUAUHNIL,
NMPPOJIMINH-2-0H, WMHUIA30JIUANH-2,4-TUOH,
nuruapol1,2,4]tpuazon-3-oH, IMp POIUANH-2,5-
JIMOH, a3€TUJMH-2-OH U 1,3-IuruapoumMuaason-2-oH,
rae  TEeTepOLMKIMI  HeoOs3aTeIbHO  3aMelleH
TUIPOKCH-HU3IIMM AJIKWJIOM WM HU3LIMM AJIKUII-

2,4-

kap6omwiom; R!7 u R'® nesaucumo JIpyr OT Apyra
0003HAYaIOT BOAOPOJ, HU3LIMK AJIKWI, TMAPOKCH-
HU3IIUI aJIKWJL, HU3LIYIO aAJIKOKCUIPYIITY-HU3IINN
amxu; wm NR R 8 0603mauaer moppommmr; R 1

1 R0 mHesaBucuMo JIpyr OT Apyra o003HaydaroT
BOJIOPOJ, HU3LIMK aJKWI, LUUKIOAJIKWI, TMIPOKCHU-
HU3LIMK  aJIKWI, HUBLIYI0 aJIKOKCUIPYITY-HU3LIWI
QJIKUI WIWM UUAHO-HU3IIWKM aJIKWJI; WIU NRI9R20
0003HAYaeT  TETEPOLMKIWI,  BbIOpaHHBIM U3
TPYIIIBI, BKJIFOYAIOLLEH MOPGhOTUHI,
MMPPOJIMIMHUIL, 8-0Kca-3-a3a-0unKiIo[3.2.1]oKTu,
NUIEPUAUHWI,  [HIEPa3UHWI,  [UIEPa3UH-2-0H,
THA30JIMIMHWI, TUoMopdommuwi, 1,3,8-Tpuasa-
crmpol[4,5]nexkaHs-2,4-1MoH u crmpo(1-
(dbraaH)mmne puauH-4-11, rue reTepOLUKIINIT
Heobs13aTeIbHO 3aMelleH TUJIPOKCUTPYIIIOHN,
HU3MM  alKUI-(SO,), HU3MMUM aJIKWUIIOM, HU3LIUM
AJKUJI-KapOOHWIOM WM HU3LIEH aKOKCUIPYIIIOH,

KapOOKCUIIbHOM TPYIIION, KapOaMouIoM,
UaHOT PYIIION u (henmiom; u K HX
(hapManeBTUIECKH TIPUEMJIIEMBIM COJISIM.
H3z006petenue TaKxe OTHOCHUTCS K
(hapManeBTUYECKOW  KOMIO3UIMU. T eXHUYECKUiA
pe3ysabTaT - TOJIyYeHHUE HOBBIX OMOJIOTMUECKU
AKTUBHBIX COEIMHEHWI, KOTOpblE HHIHOUPYIOT
aKTUBHOCTh IIEYEHOYHOU KapHUTHUH

nanbmutonnTpancdepasst 1 (L-CPT1). 2 H. u 33 3.1L.
(-me1, 10 TAOI.
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(57) Abstract:
FIELD: chemistry.
SUBSTANCE: invention relates to novel
compounds of formula @
Rt R5 , where X is
X
R3 R®
N R7
R2
o
o
8]
i (T)

CRB®R?), NR!9, O, S; R! is phenyl which is
substituted with 1-3
group which includes halogen, hydroxy group, lower

substitutes selected from a

alkyl, hydroxy-lower alkyl and CN; R? is hydrogenor

Crp.: 3

lower alkyl; R3 and R# are hydrogen; R and R® are
hydrogen; R’ is oxadiazolyl or triazolyl, where
oxadiazolyl or triazolyl is substituted with R'!; R® and
R? denote hydrogen; R0 denotes hydrogen, lower

alkyl, lower alkyl-carbonyl or lower alkyl-sulfonyl,
R!'! denotes aryl or hetearyl, selected from a group
comprising  pyridinyl,  pyrazinyl,  pyrimidinyl,
pyridinyl-2-one, oxadiazolyl, indazolyl, 1,3-
dihydrobenzimidazol-2-one, 1,3-dihydroindol-2-one,

benzotriazolyl, imidazopyridinyl, triazolepyridinyl,
tetrazolepyridinyl, benzimidazolyl, 2-oxo-2,3-dihydro-
1H-indol-5-yl, pyrimidin-4-one, furanyl,
thiadiazolyl, pyrazolyl, isoxazolyl, pyrimidin-2,4-
one, benzoxazin-3-one, 1,4-dihydrobenzoxazin-2-one,
indolyl, thiophenyl, oxazolyl, benzooxazin-2-one; 3,4-
dihydroquinazolin-2-one, pyridazinyl, quinoxalinyl,
benzothiazolyl, benzothiadiazolyl, naphthyridinyl,
cinnolinyl, 1,4-dihydroquinoxalin-2,3-dione and 1,2-
dihydroindazol-3-one, where the aryl or heteroaryl is
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optionally substituted with 1-3 substitutes selected
from a group which includes lower alkyl, hydroxy
group, B(OH),, carboxy-lower alkoxy group,
carbamoyl-lower alkoxy group, cyano group, hydroxy-
lower alkyl, fluoro-lower alkyl, lower alkoxy group,
halogen, S(0,)R!3, C(O)R!4, NO,, NRISR16, phenyl-
lower alkoxy group, [1,3,4]oxadiazol-2-one,
oxadiazolyl, triazolyl and isoxazolyl, imidazolyl,
pyrazolyl, tetrazolyl, pyrrolyl, where imidazolyl is
optionally substituted with lower alkyl, and where
isoxazolyl is substituted with lower alkyl; R!2 denotes
hydrogen or lower alkyl; R!3 denotes lower alkyl,
NR!7R18 or fluoro-lower alkyl; R4 denotes NR!9
R20, Jower alkoxy group, lower alkenyl-oxy group or
lower alkyl; R'> and R!© independently denote
hydrogen, lower alkyl, lower alkyl-carbonyl, lower
alkyl-SO,, lower alkenyl-oxycarbonyl and lower alkyl-
NH-carbonyl; or NR SR16 heterocyclyl
selected from a group which includes morpholinyl,
thiomorpholinyl, 1,1-dioxothiomorpholiny],

piperidinyl, piperidin-2-one, piperazin-2-one, 8-oxa-
3-aza-bicyclo[3.2.1]Joctyl, piperazinyl, pyrrolidinyl,
1,1-dioxoisothiazolidinyl, pyrrolidin-2-one,
imidazolidine-1,4-dione,2,4-dihydro[1.2.4]triazol-3-
one, pyrrolidine-2,5-dione, azetidin-2-one and 1,3-

denotes

Crp.: 4

dihydroimidazol-2-one, where the heterocycle is

optionally substituted with hydroxy-lower alkyl or
lower alkyl-carbonyl; R17 and R!8 independently
denote hydrogen, lower alkyl, hydroxy-lower alkyl,
lower alkoxy group-lower alkyl; or NR17 R!® denotes
morpholinyl; R and R2° independently denote
hydrogen, lower alkyl, cycloalkyl, hydroxy-lower
alkyl, lower alkoxy group-lower alkyl or cyano-lower
alkyl; or NR' R20 denotes heterocyclyl selected
from a group which morpholinyl,
pyrrolidinyl, 8-oxa-3-aza-bicyclo[3.2.1]octyl,

piperidinyl, piperazinyl, piperazin-2-one,
thiazolidinyl, thiomorpholinyl, 1,3,8-triaza-spiro
[4.5]decane-2,4-dione and spiro(1- phthalan)piperidin-
4-yl, heterocyclyl is  optionally
substituted with a hydroxy group, lower alkyl-(SO,),

includes

where  the

lower alkyl, lower alkyl-carbonyl or lower alkoxy
group, carboxyl group, carbamoyl, cyano group and
phenyl; and to their pharmaceutically acceptable
salts. Invention also pertains to a pharmaceutical

composition.
EFFECT: obtaining novel biologically active
compounds ~ which  inhibit hepatic  carnitine

palmitoyltransferase 1 (L-CPT1).
35cl, 565 ex, 10 tbl
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Texcr onucanus npuBeieH B GaKCUMWIBHOM BUJIE.

H306pCTCHI/Ie OTHOCHTCH K HOBBIM 3aMCIICHHBIM IIPOH3BOJIHBIM IMANIEpHANHA

dbopmynsr (1)
R* R°
N~ R’
R2
O
R 0
",
rae

X oGosnauaet C(R®R%), NR'®, 0, S, S(0), 5(0,);

Crtp.: 5
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1 N
R’ obo3navaer penun, Heobg3aTenpHO 3aMeeHHBIH OT 1 710 3 3aMecTUTENIMH,
BLIOpAHHBIMH M3 IPYNIIBI, BKIIOYAIONICH rajloreH, THAPOKCUIPYIINY, HU3LIMH alKHII,
THAPOKCH-HU3MMH ankui, GTop-HU3MMH ankuI, HU3myoo ankokcurpynny 1 CN;
2 .
R” ofo3Havaet BOAOPON MM HU3MIUN aJIKUII;
3 4 .
R u R He3zaBHCcHMO Apyr oT Apyra 0603HaYaIOT BOAOPO/, Faaored, HU3IU
3 4
AJIKMJI MJTH HU3IIYIO-aIKOKCHrpynny, uiad R™ u R’ BMecte o6o3navaror =0, o6pasys
KapOOHHUIIBHYIO TPYIIILYy BMECTE C aTOMOM YTJepoJia, K KOTOPOMY OHH IIPHCOCHHEHH,

5 6 .
R™ u R" HezaBucHMO Apyr oT Apyra 0603Ha4arOT BOJOPOJ, FAJIOreH, HU3HIUH

5 6
aJKHUJI WJIM HU3IIYIO alKOKcHrpynmy, uwid R™ u R™ BMecte o6o3nauatot =0, o6pa3zys
KapOOHHUIIBHYIO TPYIIILY BMECTE C aTOMOM YTJIEpOJia, K KOTOPOMY OHH IPHCOCAMHEHBI;
7 11
R’ o6o3HavaeT OKCaaMa30IHII HIIM TPHA3OJIMII, KOTOPBIE 3aMenieHbl R~ |

12
HeoOsg3aTenbHO 3aMemieHbl R 7

R® u R’ nesanncumo Apyr ot Apyra 0603Ha4yarOT BOAOPO/, FaJNOTEH,
TUAPOKCUTPYNNY, HU3IMINH aJIKUJl, HU3IYIO aJKOKCUIPYIIILY; HIIH

R® u R’ COCJUHEHBI BMECTE H -R®-R’- 0603nauaeT -(CHj),.7-, 06pasys xons1o
BMECTE C aTOMOM YTJIEPOJIa, K KOTOPOMY OHH NPUCOCIUHCHBHI,;

R'® 0603Hauaer BOJIOPOJI, HH3IINH aJIKKJj, HU3IIKHH ankuia-KkapOOHU UiIH
HU3MUH aJKUI-CyabGOHHUI,

R'! 0603nauaeT apuil WM reTepoapull, BEIOPaHHBIE U3 IPYIIIBI, BKIIOYAKOMEH
DUPUAMHAI, THPA3ZHHHII, THPHMHAMHUI, THPHIAHNI-2-0H, OKCaHa30IuII,
dHaazonui, 1,3-quruapobeHsuMunazon-2-od, 1,3-AUruApouHAONI-2-0H,
OCHITPUAZOIUN, UMUAAZCTUPUAUHUI, TPHAIOINUPUANHKI, TETPAZONUUPHAUHMI,
OeH3uMHUAa30JIHI, 2-0KC0-2,3-nurujipol H-ungon-5-un, nupuMuaus-4-0H, GypaHun,
THAJHA30JIHII, THPA30JIHII, H30KCA30JIU, MHPUMHAIUH-2,4-THOH, OeH300KCca3UH-3-0H,
1,4-nuruapo6eH30kca3uH-2-0H, HHAOIMI, THOGEHUI, 0Kca3onuil, OeH30KCca3UH-2-0H,
3,4-IUruApOXMHA30JIMH-2-0H, MHPHIA3UHHUJI, XHHOKCATHHUII, O€H30THA30IU I,
6eH3zoTHAIMA30IUI, HAQTUPHIAMHU, UHHHONUHUII, 1,4-TUrHAPOXUHOKCANUH-2,3-1HOH
U 1,2-nuruaponnaaso-3-oH, rie apuil UM reTepoapui Heob43aTeAbHO 3aMEIIEHBI OT
1 1o 3 3aMecTUTENSIMHU, BRIOpPAaHHBIMU U3 IPYIIE], BKJIIOYAIOWIEH HU3MIUMK aIKuII,

ruapokcurpyniy, B(OH),, kap6okcu-HH3IIYIO aJIKOKCUTPYHIYy, KapOaMOHI-HH3IIYIO

aJIKOKCUTPYIILY, IHAHOTPYNIY, THAPOKCU-HU3IUNH ankul, GTOP-HU3IIMHE alKHI,

Ctp.: 6
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HU3IIYIO aJIKOKCHTPYINNY, TaJOreH, S(Oz)R”, C(O)RM, NO,, NRlSRm, UMHU1A30THI,

IHPa30IHII, TETPA3OJINI, TUPPOIIHI, PEHHI-HU3IIYIO AJIKOKCHTPYIIIY,

[1,3,4]oxcanuazon-2-0H, OKCaAHA30HMI, TPHA3OIHI H H30KCA30JIHL, [Jl€ HMHAA30J I

HeoOs3aTeNIbHO 3aMCIICH HU3UIUM AJIKHJIOM, U I'Jie (i)eHI/IJ'I-HI/ISIHaSI AJIKOKCHTpynna

Heo0A3aTeNbHO 3aMCIICHAa I‘PI,ZIpOKCI/II‘pyHHOﬁ, raJIoTCHOM, HH3IHUM aJIKHAOM, HU3IIEH

AJIKOKCHIPYNNOH MK (TOP-HU3MIKUM QJIKHIIOM, H [J1e TMPa30Jini Heo6A3aTeIbHO
3aMEIICH HU3IIHM aJIKHJIOM, H I'Ie H30KCa30/THI HE00A3aTENBLHO 3aMENECH HU3IIUM

aJIKHIIOM;
12 .
R’ o603HavaeT BOIOPOA MM HU3IIHIT ATTKKI;

13 ., 17,18 o
R o6o3navaer nusmmit ankuia, NR 'R unu ¢Top-HM3mui ankmr;

14 19,20 .
R’ o6o3navaer OH, NR "R"", HH31IYIO aNKOKCHIPYNNY, HU3IIUH alKEHH-

OKCHUTPYNNY HJIM HU3UINH aJKUJI;

R" u R'® mezapucumo ApPYT 0T Apyra 0603HA4al0T BOJAOPOJ, HUIIIUH aKHII,
HH3IIWH aNKAJ-KapOOHHMII, HU3IIHNA ankun-SO,, HU3MHKHA aNKeHUI-0KCUKapOOHHT,
NHj-xapGonun, muzmuit ankun-NH-kapbonun, (HH3wuii ankun),;N-kap6oHuI win

(GeHnI-HU3IMNi aNKul, rae GeHuI-HU3IMUH alKu HeoOI3aTeIbHO 3aMeleH
THAPOKCHUIPYNNIOH, raJIOTCHOM, HH3IIMM QJIKHJIOM, HU3IIeH alKOKCHIPYITNON WK
GTOP-HH3IMIUM AJIKHIIOM; HIIH

NRR!® 0603mauaer FETEPOLMKJINII, BLIOPAHHBIN U3 IPYNIEI, BKIIOYAIOIIEH
mMopdonunun, THoMopdonuHnI, 1,1-1HOKCOTHOMOPGDONHHII, THIIEPHIHHNII,
NHUIEPHANH-2-0H, NHIIEPa3HH-2-0H, 8-0kca-3-aza-6unukno[3.2.1)okrumn,
IHNIEePasHHUI, THPPOTHANHNU, 1,]1-AHOKCOH30THA3OIHANHNII, MUPPOJIUAHH-2-0H,
UMHUAA30IUANH-2,4-uon, 2,4-quruapofl,2,4}rpraion-3-on, IUPPONKANH-2,5-110H,
a3eTHAHH-2-0H U |,3-AUTHIPOUMHUAA30N-2-0H, I/I¢ FeTEPOLMKIIHNII He0OI3aTEIbHO
3aMCIICH THAPOKCH-HU3IIUM aJKHJIOM WM HU3MIHH ankui-kapOOHUIOM;

R'7 u R'® nesasucumo JApyr OT Apyra 0603Ha4aoT BOAOPOJ, HU3INUH AJIKHII,

I‘I/II[pOKCI/I-HI/I3IIII/I171 aJIKHJI, HU3OIYIO anxoxcnrpynny-Hmmnﬁ aJIK\JI, HJIN

17,18
NR 'R~ o6o3navaer MopdonHu;

19 20 ,
R 1 R™" HezaBucumo apyr oT apyra 0603Ha4al0T BOJOPOI, HA3LIMHA ANKHII,

LOUKJIOAJIKHUJI, THAPOKCH-HU3IIHNN aJIKUJI, HA3UIYIO QTKOKCHTIPYIIYy-HHU3IIHI aJKu,
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(HM3mu# ankmn))N-HU3MIUH aTKUI, THPUIAMHUII-HU3IIMHA adKHI WK IUaHO-HU3HIUH

aJIKHU I, WIH

19,20 o o
NR "R™" obo3HauaeT reTepoOUHKINI, BEIOPAHHBIH U3 IPYIIIbI, BKIIOYAIOIIEH

MOPGONHHUI, THPPOTHAUHUI, 8-0Kca-3-a3a-6u1uki10[3.2.1]OKTHII, MUIIEPH JUHHI,
NUIEepa3sHHUI, [THIepa3HH-2-0H, THA3OIHAUHUI, THOMOpdomuHuI, 1,3,8-Tpuasa-
cnupo(4,5]aexan-2,4-n1uoH U cnupo(l-¢pranan)nunepuaut-4-ui, rae reTePoUKIHI
HEOoOA3aTeIbHO 3aMEeHIeH THAPOKCUTPYNOM, HU3IKH ankui-(SO;), HU3IMIHUM AJIKHIIOM,
HU3ILIHHA aJKHI-KapOOHHIIOM, KapOOKCHIIBHOM I'pyInoii, KapbaMoWIoM, HU3IIAS
aJIKOKCHU-KapOOHHIOM, [{HAHOTPYINOH, GEHUIOM, MUPUIUHUIIOM UM HU3IICH
AJKOKCUTPYIIION;

H UX (apManeBTHUYECKH MPHEMJIEMBIM COJISIM U CIIOXKHBIM 3¢ upaM.

Kpome Toro, nzobpereHue OTHOCUTCS K CIOCOOY MONYy4YE€HHS Ha3BAHHBIX BBILIE
coequHeHUH, hapManeBTHYESCKUM IIperapaTaM, KOTOPbIE COAEPKAT TaKue
COCIMHCHHSA, a TAKXKE K NPHMECHEHHIO TAKUX COCIMHEHHUH I NPOHU3BOACTBA
(dapManeBTHYECKUX MPENaparoB.

Bricokue ypoBHUH cBOGOAHBIX XUPHBIX KHCIOT (FFA) npuBoAsT K yBEJIMUEHHIO
NEYCHOYHOI'O MUTOXOHAPHUAJIBHOTO B—OKI/ICJICHHH, KOTOpO€ UrpaeT o4eHb BaXHYIO
poib B ynpaBiieHHH 3¢ HeKTHBHBIM TNTIOKOHeoreHe3oM. MUTOXOHAPHAIBHOE
okucienue anuHHO-UenHBIX FFA TpeOyeTr BMemarenscTBa AByX MeMOpaHo-
CBSI3aHHBIX KAPHUTHUH-3aBHCUMBIX nmanbmutomwiTpancdepas (CPTs). CPT1, BHemHui
MHUTOXOHAPHANBHBIH MeMOpaHHbIH (EpMEHT, KaTanu3upyeT obpazoBaHue JIHHHO-
HenHbIX anunkapauTuHoB. [levenouynas (L-CPT1) u mpimeunas (M-CPT1) CPT1
U30pOpMBl KOAUPYIOTCS JABYMS pa3jIMYHBIMU F€HAMH U UHTHOUDPYIOTCS MaJIOHKMI-COA.
N-koneunstit fomeH L-CPT1 nposieisier HU3KYIO UyBCTBHTENBHOCTh K MajloHUN CoA.
CPT2, BHYTpeHHUH MHUTOXOHAPHANbHBIH MeMOpaHHBIH QepMeHT, IpeBpauiaeT
JUIMHHO-1IEITHBIE AIlMJIKAPHUTHHEI B JUIMHHO-LIenHbIe anui-CoA cioxHbie 3QUpEL.
Jnunno-uenueie anuin-CoA 3areM NoABEpraloTcs B-oKUcaeHUuo 10 anetuii-CoA,
KOTOPBLIH aKTHBUPYET NypHUBaTKapOOKCHUiIa3y U TNIIOKOHeoreHes. B cooTBeTcTBHH ¢
ONHMCAaHHBIM BbIIIE MEXAaHU3MOM (hapMaLEeBTHUYCCKU aKTUBHBIE CYOCTAHIUH, KOTOPBIC
unrubupyror L-CPT1, yMeHbImAIOT nicYeHOYHOE B-OKUCICHHE, CIEI0BATENHHO
UHTHOMPYIOT IITIOKOHEOT€HE3 H IO3TOMY IMPOTHBOAEHCTBYET I'MIIE PIIHKEMHH,

Hacrosmiee n3o6peTeHHe OTHOCUTCS K HOBBIM COCJAUHCHHUSAM, KOTOpHIE

UHTUOHPYIOT aKTUBHOCTD NEYEHOYHOM KapHUTHH najibMuTOUNTpancdepasnl 1 (L-
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CPT1). Coenunenus mo HacTOAWEMY H306PETEHHIO MOTYT IPHMEHATLCS B KA4eCTBE
apManeBTHYIECKH aKTHBHBIX areHTOB, KOTOPBIE HCIIOJB3YIOTCS npu npodHIaKTHKE
u/unu neveHnn Gonesnei, moaynupyemsrx L-CPT1 HHTHOHTOPAMH, B YaCTHOCTH
Gose3Held, KOTOPbIE OTHOCATCH K THIIEPIIIMKEMAH U/UIH TOJIEPAHTHEIM K TJIIOKO3€
3aboneBannaM. Takue GONE3HH BKIIOYAIOT, HAIIPUMED, AHAGET U CBA3AHHBIE ¢ HUM
MIaTOJIOTHH, NHCY/INHHE3aBUCUMBIH CaxapHbId AuabeT (OTHOCAMMNCS K AuabeTy THHA
II), oxupenue, runepTeH3NI0, CHHAPOM HHCYIMHOBOH PE3HCTEHTHOCTH,
MeTaboINIECKU# CHHAPOM, THIIEPIHITHAEMHIO, THIIEPXOJIECTEPHHEMHIO, KHPOBYIO
AUCTPOHUIO TIEUEHH, aTEPOCKIIEPO3, 3aCTORHYIO CEPACUHYIO HEAOCTATOYHOCTh H
IOYECYHYI0 HEJIOCTATOYHOCTD.

Ecnu ve yxasano wHaue, cieayronue TepMUHE NPeIIaraioTcs s HIUTIOCTpaIui
H OTIPENICNICHHA 3HAYCHUA U 00beMa Pa3IMYHBIX TEPMHHOB, HCIIOJIB3YEMBIX HPH
OIIHCAHUH HACTOSIIETO H300peTeHus.

Hcnons3yeMslii B 9TOH 3asgBKe TepMUH “HHU3HINHA” IoJipasyMeBacT rpynny,
COACPXKAUYIO OT OAHOIO A0 CEMH, NPEANOYTHTENBHO, OT OJHOTO J[0 YETHIPEX, ATOMOB
yrieposa.

Tepmun “ranoren” otHocutest K Gpropy, xnopy, 6poMy u #oxy, IpH ITOM dTop,
XJIOp U OPOM SIBJIAIOTCS HPEANOYTHTEIBHBIMH,

TepMuH “ankun”, onuH, MM B KOMGHHALMHA C APYTHMH IPYIIAMH, OTHOCHTCA K
Pa3BETBJICHHOMY HIIH JINHEHHOMY MOHOBAJIEHTHOMY HACHIIIEHHOMY anudaTHUeCKOMY
YTJIEBOAOPOJHOMY paJiHKaly, COAEpPKaleMy OT OJJHOI'O O ABEHAALATH aTOMOB
yriepoaa, npeAnoYTHTENLHO, OT OJJHOrO 10 IIECTHAALATH aTOMOB yriiepoia, Gonee
IIPEANOYTHTENIEHO, OT OQHOTO 0 JAECATH aTOMOB yriepoaa. Husmmue ankunpHbie
TPYHIBL 110 ONMHCAHUIO HMXKE TAKXKE ABJISIOTCA NPEANOYTHTEIbHBIMH AJKHIbHBIMH
rpyniamH,

Tepmun “HuU3mINK anKUI”, OAHH, HIM B KOMOUHALUHK C APYTHMH rpyniamMH,
OTHOCHMTCH K Pa3BETBICHHOMY HJIH JTMHEHHOMY MOHOBAJICHTHOMY aJKHILHOMY
pajukany, Coaepxamemy OT OJTHOTO JI0 CEMH aTOMOB YIJIepoAa, NPEANOYTHTENBHO, OT
OZTHOI'O 10 YETRIPEX aTOMOB yriepoja. IlpuMepamMu 3TOro TepMuHa, KpoMe TOTo,
MOTYT OBITh TaKHe PajHKaibl, KAK METHII, 9THJI, H-IPOIHII, H3OMPOIIHII, H-GyTHII,
emop-GyTun, mpem-6yTun u nonoGHsie UM, TepMUH "THAPOKCH-HU3MIMH anKuUT"

OTHOCHUTCH K HH3IIEH aJIKMJIBHOM rpylne, KoTopas 3aMenieHa ' APOKCHTPY IO,
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TepMuH “GTOp-HU3MIHHA aNKUT”’ OTHOCHTCS K HH3UIMN aJIKUIBHOM Ipymile,

KOTOpas ABJIAETCA MOHO- HJIM MHOTOKpPAaTHO 3aMmellleHHOH ¢propoM. [lpumepamu

rpynnst ¢hrop-HU3IMKii ankun seastorces, nanpumep, CFH,, CF,H, CF3, CF3CH;,
CF3(CH2)2, (CF3)2CH H CF2H-CF2‘.

TepMmun “ankokcurpynna” otHocurces Kk rpynne R’-O-, rae R’ o6o3navaer
ankui. TepMuH “Hu31uasg alkoKCUrpynmna” oTHOcHTCs K rpynmne R’-O-, rae R’
0003HaYaeT HUIIIHH AJTKHIL.

Tepmun “drop-Hu3mas ankokcurpymnmna” OTHOCHTCH K K rpynie R’’-O-, roe R’
obosHagaeT ¢prop-Hu3mMiA ankua. [IpuMepamMu prop-HU3MAS ATKOKCHTPYIINa
aBnstotcd, Hanpumep, CFH,-0, CF,H-0, CF;-0, CF3CH,-0, CF3(CH3),-0,
(CF3),CH-O u CF,H-CF,-0.

TepMun “ankeHun”, OMH, WJIK B KOMOMHAUH C APYTUMHU FPYHIIaMU, OTHOCHUTCH
K TUHEHHOMY HJIM pa3BETBIEHHOMY YII€BOJOPOAHOMY OCTATKY, COEPXKAIEMY
oneduHOBYIO CBs3b U 0 20, npeAnodTHTENbHO, 10 16 aToMOB yriepona. TepMun
"HU3UIHK aJIKeHU" OTHOCHTCH K NTHHEHHOMY WM pa3BETBICHHOMY YIJI€BOAOPOJHOMY
OCTaTKy, coAepiKalleMy oJIcGHHOBYIO CBA3b H /10 7, MPEANOUYTHTENBHO, 10 4 aTOMOB
yriepoja, TakoMy, Kak, HallpuMep, 2-IpOIEeHUII.

TepMuH “ankuHun”, ONHH, HIU B KOMOMHALIMHK C APYTHMH I'PYIIIaMH, OTHOCUTCSA
K JUHEHHOMY HJIH pa3BETBICHHOMY YIJIEBOJOPOJHOMY OCTaTKy, COAEPKALEMY
TPOMHYIO CBS3b U 10 20, IpeAnoYTHTENLHO, A0 16 atomoB yrinepoaa. TepMun
"HU3IUH aNIKHHUI" OTHOCUTCA K TMHEHHOMY HJIM Pa3BETBICHHOMY YIJIEBOJAOPOIHOMY
OCTaTKy, COJiepXKallleMy TPOHHYIO CBS3b U 10 7, IPEANOUYTUTENbHO, 10 4 aTOMOB
yriepoja, TakoMy, Kak, HalpuMep, 2-IIPOITHHHKII.

TepMuH "ankuyieH" OTHOCUTCS K JHHEHHOM HIIM pa3BETBJICHHON IHBAaJICHTHOM
anudaTuyeckoil yrieBoopoaHOM rpymnmne, coaepxamneii ot 1 g0 20 atoMoB yriepoja,
IPEeAnoYTHTENbHO, OT 1 10 16 aToMOB yriiepona, 6osee npeAnouYTUTENbHO, 10 10
aTOMOB yriiepoja. Husnine ankuieHoBble IPYIIBI MO0 ONUCAHUIO HIXKE TaKKe
ABJIAIOTCH NIPEANOUYTUTE/IbHBIMA AJIKUJICHOBBIMY rpynnaMu. TepMuH "HU3 MUl
alKHJIeH" OTHOCHUTCS K TMHEHHOU WU pa3BETBJICHHON JUBAJICHTHOH anudaTuuecKoi
YrJA€BOJOPOJHOM Ipynme, conepxamei ot 1 1o 7, npeAnodTUTEIbHO, OT 1 10 6 HiIu
oT 3 10 6 aToMOB yriaepoja. JIuHelHHbIe aNKUIEHOBBIE WJIH HU3IIHE alKHICHOBEIE

I'PpYHIIBI ABJIAOTCA NPCANIOYTHTC/IbBHBIMU.

Crtp.: 10



10

15

20

25

30

35

40

45

30

RU 2396269 C2

TepMHH “UHUKIOANKHI” OTHOCHTCH K MOHOBAJICHTHOMY KapOOLHKJIHNIECKOMY
panuxany, conepxaieMy ot 3 10 10 aToMOB yriepoaa, npeJIIoYTHTENBHO, OT 3 10 6
aTOMOB YrJI€po/ia, TAKOMY, KaK IMKJIONPOINIT, IHKJIOOYTHII, IUKIONEHTHI HIIH
LUUKJIOTEKCHII.

Tepmun “apun”, oxuu, uin B KOMOUHALHH, OTHOCHTCS K beHmIbHOM nin
HaTUILHOHN rpymIe, MPeANOYTHTENbHO, GEHNIBHON IPYIIIE, KoTopas HeoOs3aTeIbHO
MoXeT OBITh 3aMemen ol ot 1 4o 5, mpeanodTuTeNnsHO, 0T 1 J10 3, 3aMECTUTEIISIMH,
HE3aBHCHMO BBHIOPAHHBIMH M3 IPYNIBI, BKIIOYAIOIIEH ranorex, TMAPOKCHTPYIIY,
aMUHOTPYNIY, HUTPOIPYINITY, HU3IMINH aJIKHJI, TH/IPOKCH-HH3IIHHA alKH/1, HU3MYIO
JIKOKCUTPYNTY, KAPOOKCHIBHYIO IPyNy, KapGOKCH-HH3MHUH aNKHII, HH3LIYIO
aIKOKCH-KapOOHMII, HU3IIYIO aJIKOKCH-KapOOHUN-HH3IINN alKuI, HH3 MM
aNIKHJIKapOOHHUII, HU3WIHH ANKHII-KapOGOHHUIOKCHTPYIITY, HH3IINK aJIKHII-KapOOHMII-
NH, H;NC(0), (H, au3mnit ankun)NC(O), (hu3muii ankun);NC(O), H,NC(0)-
HU3IWHA ankud, (H, nusmuit ankun)NC(O)-nu3muit ankun, (HH3MmMui ankun),NC(O)-
HU3IIHHA alkui, Gprop-HA3mHH ankui, GTop-HU3myIo ankokcurpynny, HoN-au3muit
anxun, (H, Husmai ankum)N-mnswui ankun, (Hu3mu# ankun))N-Hu3 i ankun,
HU3MuUHA ankuia-SO;, HU3WKMH ankuia-SO,0, uusmuit ankun-SO,-NH, Hu3mui aiku-
SO,-N(uusmmnii anxun), HyNSO,, (H, uusumii ankun)NSO,, (am3mui ankuin);NSO,,
AHOKCO-HH3IINH ankuseH (obpasyomuit, Hanpumep, GeH30AKOKCHIIBHYIO IpynIy),
IHAHOTPYIIY, TETEPOAPHII, HKJIOANKHII, HU3IIASA aNIKOKCH-HHM3IIMH aJKHJI, HU3UIHA
AJIKCHWI, HU3WINH aaKUHUI, QeHUN U heHHIoKCHrpynmy. M3 0TME4EeHHBIX BBIIIE
3aMECTHTEJICH TraJloreH, HU3WHH ankul, QTOp-HU3MINH aNlKuil, HA3IIAsA aJKOKCHIPYIINa
¥ GTOp-HU3IIAA AJKOKCHIPYINA SBISAIOTCS IPEIOYTHTEIbHEIMH. Kpome toro u Gonee
IPEANOYTHTENBHO, apHJIbHAs IPYNIa MOXET OBITh 3aMeEIeHHOH, KaK ONMUCaHO HUXKE.

TepMmun “reTepoapun’ OTHOCHTCS K apOMaTHUYECKOMY OT 5 110 6-4sIeHHOMY
MOHOUHKIHICCKOMY KOJIBIY HIM OT 9 0 10-11eHHOMY OHUMKIHYECKOMY KOJIBILY,
KOTOpPOE MOXKET BKiIO4YatTh 1, 2 uim 3 aroma, BRIOPAHHBIX U3 a30Ta, KUCIOPOAa H/HIIH
Cephl, TAKOMY, KaK (QypHJI, THPUAMHII, THPUJA3HHHIIL, THPUMHANHKI, THPA3HHAUI,
THCHUJI, H30KCA30JIHJI, OKCA30/HJI, OKCAAMa30JIHJI, HMHAa30JI1/1, TUPPOITHIL,
IHPa30JIKJI, TPHA30JINI, TETPA30JIN, THA30NIHI, H30THA30nMII, 1,2,3-THaguasomnun,
GeH3MMUAA30IIMII, HHIIOTHIT, HHAA30/IHII, GEH30H30THA3OMHII, GEH30KCa30HII,

O€H30M30KCa30JIHII, IHPUAHHHII-2-0H, oKcaauasonui, 1,3-nurnapobensumunaszon-2-
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OH, 1,3-1uruaponHa01-2-0H, 6EH3ITPHAZOIHU, UMUA30MUPUIHHHIL,
TPHA30ANUPHARHHIIL H TETPA3ONNMPUAMHHI. J[pyTHMH BO3MOXHBIME T€TEpOapHIaMH
ABAAIOTCS 2-0KC0-2,3-muruapo | H-nuposn-5-un, nupumuun-4-on, dypanun,
THAIHA30JIMII, TIHPa30JIMII, H30KCA30JIMI, THPUMHUANH-2,4-THOH, GEH30KCA3HH-3-0H,
1,4-nurupobeH30Kca3nH-2-0H, HHAOIMII, THOGEHHT, OKCA30JIUII, OeH30KCa3HH-2-0H,
3,4-MUTUIPOXNHA30IHH-2-0H, THPUAA3HHII, XHHOKCAIHHMIL, OGeH30THA30IINI,
beH3oTHanUA30THI1, HAQTHPHAMHUI, HIMHHONKEMI, |,4- IHPHAPOX HHOKCANHH-2,3-THOH
v 1,2-qurugponnnason-3-ou. 'etepoapunsnas rpymnmna Heobs3aTeAbHO MOKET HMETh
3aMCLICHHYIO CTPYKTYPY, KaK OIIMCAHO paHEE B CBA3U € TEPMHHOM “apuin”’. Kpome
TOrO, reTepoapHiIbHas IpyIna NpeaAno4YTHTENIbHO, MOXET OBITh 3aMEIIEHHBIH Kak
OIIMCaHO HHUXE.

Tepmun "reTepouHKInI" OTHOCHTCS K 5- HIIH 6-4ICHHOMY MOHOLMKJIHIECKOMY
Konely Uiy ot 8 no 14, npeanoyrurensHo, oT 8 1o 10-unenHOMY 6H- HIH
TPULHKIIHECKOMY KOJIbIlY, KOTOPOE MOXET BKJII04aTh 1, 2 U 3 aToMa, BRIOpaHHbIE H3
a30Ta, KUCJIOPOJa H/MIIH CEPHL, TAKOMY, Kak MOpGhOTHHUI, THOMOpoauanm, 1,1-
AUOKCOTHOMOPGOTHHNMII, THIEPHIMHIUI, THIICPHIMH-2-0H, NUIIEpa3uH-2-0H, 8-0Kca-3-
azabuuukno[3.2.1JokTil, NHIepasuHUI U NHPPOTHIUHMI. J[pyroi BO3MOXHBIH
TETePOLUKIIMII IIpeAcTaBiseT coOoH 1,1-AMOKCOM30THAZOMUAUHUI, THPPOTUUH-2-0H,
MMHa30M M H-2,4-110H, 2,4-quruapo|1,2,4]Tpuason-3-oH, NUPPONIUAUH-2,5- IHOH,
a3eTHJUH-2-0H, 1,3-qurugpouMuaa3on-2-oH, THa30IuauHMA, 1,3,8-
Tpuasaciupo(4,5]nexan-2,4-quoH u cnupo(l-dpranan)nunepuaun-4-un,.
['ereponuKIuI MOXET HEOOA3aTENBHO UMETh 3aMEILIEHHYIO CTPYKTYPY, KaK OIUCAHO
paHee B CBA3H ¢ TepMHHOM "apun". KpoMe Toro, reTepouKIHILHAS IPYINa MOXKET
OBITH NPENIOYTHTENBHO 3aMEIEHHOMN, KaK OMMCAHO B JAHHOM TEKCTE HIDKE.

Coenunnenus gpopmyns (I), rae npucyTCTBYeT aMHHOIPYIINa MOTYT 06pa30BaTh
(apManeBTHYECKH MPHEMIIEMBIE KHCIOTIO-aJAUTHBHBIE CONH. [IpUMCpaMH Takux
(apMaueBTHIECKH MPHEMIIEMBIX CONEi SBJISIOTCS CONMM coeauHenuii dopmyist (1) ¢
usmotornuecky npHeMIIEMBIMM MHHEPATBHBIMH KHCJIOTAMH TAKHMH, KaK
XJIOPHCTOBOJAOPOAHAS KHCIIOTA, CEPHAs KHCIOTa, CEpHHCTAs KUcioTa uin hopdopHas
KHCJIOTA; HIH C OPTaHMYECKMMH KHCIOTaMH TAKUMH, KaK MeTaHCcynbhoHoBas
KUCIIOTa, N-TOJIyOJICYIb()OHOBAs KHCIIOTA, YKCYCHAd KHUCIIOTA, MOJIOYHAS KHCIIOTa,
TPUPTOPYKCYyCHAs KUCIIOTA, IUMOHHAS KHCIIOTa, PyMapoBas KHCIOTA, MaJeHHOBAs

KuCJI10Ta, BUHHAA KHUCJI0TA, sHTApHAad KHUCJIOTA WIH CAJULNIOBas KUCJIOTA. TepMm{
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"(hapMaLeBTHYECKH NIPHEMJIEMBIM COJH" OTHOCHTCS K TakKUM coJiaM. COeMHEHUS
dopmynsi (I), B KOTOPBIX IPHCYTCTBYET COOH-rpynna, MoryT, Kpome Toro,
00pa30BBIBATH CONM C OCHOBAHUSAMH. [IpuMepaMu TakuxX coleil SBISIOTCS 1ENOYHBIE,
IIEJI0MHO-3¢MEIbHBIE H aMMOHHUHBIE COJIM TaKHeE, KakK, HanpuMep, Na-, K-, Ca- u
TPUMETHIIAMMOHUNHBIE costi. TepMuH "dapMmarieBTHUECKH MpHEMIIEMBIM COMH" TaKXke
OTHOCHTCHA K TaKHUM COJISIM. COJIH, INOJTYYCHHBIC NYTCM NPpUCOCAUHCHNUA KHCJIOTHI,
SIBJISA.TCA NPEANOYTHTEILHBIMH.

Tepmun “dapmaneBTHdecKn npueMaeMble CIIOKHBIE 3GHUpPEI” BKIIOYAET
NPOH3BOJIHBIE COETHHEHUI PpopMyisl (1), B KoTOpPBIX KapGOKCHILHAS IPYHIA MOXKET
OBITH NIpeBpalieHa B CII0XHO-3QHPHYIO rpynmy. CloxHbIe SQHpPHI C Tpynnamu,
BKITIOYAIOIHUMH HU3IIHH aJIKWIT, THAPOKCH-HU3MINHA KU, HU3MIYIO aTKOKCH-HU3 I Ml
QJIKHJI, AMHHO-HH3IIHHA aJIKHWJI, MOHO- HJIH JH-HU3IIHH ajIKHJI-aMHHO-HH3LINH aKHII,
MOP(OIHHO-HHU3WKH aNKHJI, THPPOIHANHO-HU3MMH ATKII, THIEPUAHHO- HU3IH i
QJIKMJI, IMIIEPA3HHO-HHU3IIUHA allKKUJI, HU3IIUH aJKUI-TTHNIEPa3HHO-HU3MIHN aNKHI 1
apajiKuil, ABNAIOTCA IPUMEPAMH COOTBETCTBYIOUMIUX CIIOXKHBIX 3GUPOB. MeTHIIOBHI,
STHJIOBBIH, NPONUIIOBBIN, OYTHUIOBEIH U GEH3HIOBBIH CIOXHBIH a¢up ABAAIOTCA
NPENOUTHTEILHBIMHU CIIOXHBIMHU 3¢ upamu. TepMHE “papmanieBTHYECKH TPHEMIIEMBIE
CIIOXKHBIE 3QUPHI”, KPOME TOrO, BKIIOYaeT coeaunenus popmynsl (1), B KOTOPBIX
THAPOKCHUIPYNNA MPEBPAIEHa B COOTBETCTBYIONIYIO CIOKHO-3(QUPHYIO IOCPEACTBOM
B3aHMOJCHCTBHS C HEOPTAaHHYECKUMH HJIH OPraHHYECKHMMH KHCIOTaMH TaKHMH, KaK
a30THad KHCJIOTA, CepHas KUCIoTa, pocopHas KHCIOTA, TMMOHHAs KHCIIOTA,
MypaBbHHas KHCJIOTA, MAJCHHOBAs KUCJIOTA, YKCYCHAs KHCJIOTA, SHTApHAs KHCJI0Ta,
BHHHAas KHCJIOTA, METAHCYTb(OHOBAS KUCIIOTA, I-TONYOJICYTb()OHOBAS KHCIOTA H HM
nofoOHbIe, KOTOPHIE HE MPOABIISAIOT TOKCHYHOCTD B XHBOM OpraHH3ME.

KonkpeTtHee, HacTosmiee H300peTEHHE OTHOCHTCS K COEHHEHHSIM dopmynet (1)
R* R°
X
R:’——t R®
N~ "R’
R
O
O
R
0

rae
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X o6osnauaer C(R*R”), NR'®, 0, S, S(0), $(0,);

Rl o6o3HavaeT heHun, HeoOsA3aTeNbHO 3aMeIeHHBIN oT 1 70 3 3aMecTHTENAMH,
BbIOpaHHBIMU M3 IPYIIIB], BKIIOYAKONICH raloret, ruJPOKCHTPYIILY, HASIIHHA anKul,
MAPOKCH-HU3IIMH alKuil, QTOP-HU3IIMK aJIKHII, HU3MYIO aikokcurpynny u CN;

2 .
R” o603HauaeT BOJIOpO UK HU3LIME ANk,

3 4 .
R™ 1 R HesaBHCcHMO Apyr oT Apyra 0003HAYAIOT BOAOPOJI, TaloreH, HH3LIHIA

3 4
QJIKHJI HJIM HU3IIYIO anKoKcHrpynmy, und R™ u R BMecte o6o3navator =0, obpa3zys
KapOOHUJIPHYIO I'PYNIy BMECTE C aTOMOM YTJIepo/a, K KOTOpOMY OHH NIPHCOEIUHEHBI;

5 6 o
R™ u R™ HezaBucuMO Apyr oT apyra 0603HA4alOT BOAOPO/, TAIOrEeH, HU3MIHI

5 6
aJIKMJ1 MJIM HU3IIYIO anKoKcurpynmy, uid R™ u R™ BMecTe o603nauaroT =0, 06pazys
KapOOHUJIBHYIO TPYIIIYy BMECTE C aTOMOM YTrJepoaa, K KOTOPOMY OHH IPHCOETHNHEHBI,

R’ 0603Hauaer OKCaIHa30JIUJ UJIH TPHA30JIUJI, IIPH 3TOM OKCAAHA30JIHI UIIH
TPUA30JIHJ 3aMEUICHBI Rll U Heo0A3aTeIbHO 3aMeleHbI Rlz;

R® i R’ Hesapucumo IpyT OT Apyra 0603HaualT BOJAOPO/, rajlorex,
TUJPOKCUTPYIIITY, HU3IINH ajJKU/I, HU3LIYIO alKOKCUTPYIINY; HIIU

R® u R’ COeTHHEHBI BMECTE U -R.R’- 0603nauaer -(CHj3);.7-, o6pa3ys KoJIbIO
BMECTE C aTOMOM YTJIepoJa, K KOTOPOMY OHHU MPHCOEIUHEHBI;

R' 0603nauaer BOJIOPOJI, HU3IIMH aNKHJI, HU3MHUH anKUI-KapOOHHI HIH
HU3IIUH alKUII-CYTb(GOHUIT;

R'! 0603nauaer apHUJl WIH reTepoapuJi, BeIOpaHHbIE U3 I'PYHIB], BKIOYaonleH
NUPUIAHKI, THPA3ZHHUI, THPUMHAKHKI, THPUINHUI-2-0H, OKCAIHA30JIHII,
uHjaazonun, 1,3-nuruapobeH3uMuaa3o-2-oH, 1,3-1uruApouH101-2-0H,
OEH3TPHA30JIUII, HMHAAZONUPUANHIII, TPHAZOIITHPUANHII, TETPA3OIMTHPHIHMHIII,
6eH3UMHAA30IUI, 2-0Kkc0-2,3-nuruapo | H-ungon-5-un, nupuMuauu-4-on, Gpypasun,
THAAMA30JIUI, NUPA3OIHNI, U30KCA30IUII, MHPUMHIUH-2,4-THOH, OEH30KCa3HH-3-0H,
1,4-auruapoben3okca3sut-2-0H, HHAOMI, THOPEHHII, OKCA30/IHI, GEH30KCa3HH-2-0H,
3,4-AUruIpPOXHHA30IUH-2-0H, MHPHIAZHHMII, XHHOKCAJIMHUII, OEH30THA30IHII,
OeH30THaAMA30/11, HAQ THPHANHII, IHHHOMNHM, |,4-IMIHAPOXUHOKCATHH-2,3-]HOH
U 1,2-IUruapouH1a30-3-0H, TJ€ apuil U reTepoapui HeoOs3aTebHO 3aMeIeHbl OT

1 10 3 3aMecTUTENIMH, BBIOPAHHBIMM U3 [PYIINE, BKIIOYAIOMIEH HUZIIUH aJIKHII,

ruapokcurpynny, B(OH),, kapOoKCH-HH3IIYIO aNKOKCUTPYIIY, Kap6aMOoUI-HU3IIYIO
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QJIKOKCHTPYIINY, IHAHOTPYNIY, THAPOKCH-HUIWHHA alKuil, QTOP-HU3IMHN alKuJI,
HU3UIYIO AJIKOKCUTPYINY, TajJoreH, S(Oz)R”, C(O)RM, NO,, NR15R16, UMHUJIA300H,
NHUPa30JIHIL, TETPA30JIN, NHPPOIHII, (PeHHI-HH3IIYIO aJIKOKCUTPYIIY,
[1,3,4]okcannazon-2-0H, OKCa{Hua3oimi, TPHA30IHI H M30KCA30JIMI, TI€ HMHIa30IHII
Heo0sA3aTeNbHO 3aMelleH HU3UIMM aJNKHIIOM, H I/le eHHUI-HU3INas anKOKCHIPYINa
Heo6A3aTeNBHO 3aMEIIeHa TUAPOKCUIPYHIION, TAJIONC¢HOM, HU3IUHMM aJKUJI0OM, HH3LIEH
ATKOKCHTPYNITOH HIH QTOP-HA3IIHM AJKHJIOM, H T/l¢ ITHPA30JIHII HE0OA3aTeIbHO
3aMeIICH HU3IINM aJIKHIIOM, H I'JIe H30KCa30JMJI HeoOA3aTeIRHO 3aMeNeH HU3IIHM
anKkHjioM;
R'? 0603nauaer BOJIOPOJI MUTH HU3UIMHA aJIKUII;

i

3 " 17518 .
R"™ obo3nawaer Hu3mui ankun, NR''R"° win ¢rop-mus3muii ankun;

R' 0603mauaer OH, NR]9R20, HU3IYIO QJJKOKCUTPYNIY, HU3MIHMHA aJKCHHJI-
OKCHTIPYIIYy UJIH HU3MIUH QKU

R'® u R'® nesasucumo JIpYT OT Apyra 0003HA4ar0T BOAOPO/, HU3IIHHA aIKHII,
HU3UINA ankui-kapoboHm, Hu3mui ankun-SO,, HU3MIWH anKeHHJI-OKCHKapOOHH T,
NH;-xkap6ouun, Hu3mui ankun-NH-kap6onun, (Hu3mmuii ankni)y;N-kapOoHUT uin
beHUT-HU3MWUH anKul, IpH 3TOM QeHHI-HU3MIKHA ankui1 HeoO43aTeNbHO 3aMeNIcH
THIPOKCUTPYIIIOH, FaJIOT€HOM, HU3IIHM aJIKHJIOM, HH3IIEH aJIKOKCUTPYNION HJIH
$TOp-HHU3MIUM AJTKHJIOM; HIIH

NR "R 0603nauaer TeTePOLHN KNI, BHIOpaHHBIH U3 IPYNIIbl, BKJIIOYAIOLIEH
Mopdonunui, TuoMopdoauHui, 1,1-THOKCOTHOMOP(OIHHII, THIEPUIHHAI,
NUIECPUHH-2-0H, TUIIEepa3HH-2-0H, 8-0kca-3-a3a-6unukino[3.2.1]oxrui,
NUNEpa3suHUM, TUPPONIUANHMA, 1,1-AMOKCON30THAZOINANHNII, TUPPOJTUAUH-2-0OH,
AMHJA30UAAH-2,4-110H, 2,4-nuruapo[1,2,4]tpua3on-3-0H, NUPPOIHAHH-2,5-1HOH,
a3eTUANH-2-0H U 1,3-IUruApouMua3on-2-0H, r/ic reTEpOLUKINI HeoO43aTeNbHO
3aMelIeH FHAPOKCH-HU3IIUM aJKHJIOM HJIM HU3IMIUHA aTKUiI-KapOOHHIOM;

R'7 u R'® wesanucumo APYT OT Apyra 0003HAYaOT BOXOPO, HUIMHUH ATKHIL,

FHIIpOKCH-HH3HJPIﬁ aJIKHJI, HU3LIad AJIKOKCH-HU3IINH aJIKHII; UK

1 18
NR'"R'® 0603nauaer MopdonnHu;

R19

20 .
1 R™" He3aBHCHMO ApPYr oT Apyra 06003Ha4Yar0T BOJAOPOJ, HU3IIHNH alKuiI,
MUKJIOAJIKUII, THAPOKCH-HU3MIMHA aJIKW1, HU31Ias allKOKCH-HU3IUHT ankun, (HU3wui

anKuI )y N-HH3IIKUHA anKkuia, THPUAUHAI-HU3DIHH JIKUH WIK IUAHO-HU3IINH alKui; Uiy
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NR'"R?® 0603nauaer TeTEePOIMKIIMNI, BBIOpAHHBIA U3 TPYIIIBI, BKIKOYAIONICH
MOpGONHHMII, THPPOTHAMHUI, §-0Kca-3-a3a-6unnkno[3.2.1]oKTuil, THIepuAdHu,
NUIEPA3sHHUJI, NHIICPa3HH-2-0H, THA3OJILANHMII, THOMOopdonunun, 1,3,8-tpuasa-
cnupo[4,5]nekan-2,4-nuon u cnupo(1-dranan)nunepuaun-4-ui, rae reTepoLUKIN
Heo0sA3aTeNbHO 3aMeleH THAPOKCUTPYNNOH, HU3IMHK ankui-S(0;), HU3IHUM aJIKHIIOM,
HU3MIHH aNnKuI-KapOoHUIIOM, KapOOKCHIIbHOM Ipynnoi, kKap6aMousIoM, HU3IICH
AJIKOKCH-KapOOHHIIOM, IUAHOIPYNOH, GeHUTIOM, THPHIUHUIIOM UM HU3IIEH
aNKOKCUTPYIHIIOi;

1 X (papManeBTHUYECKH MPUEMIIEMBIM COJISM H CJIOXHBIM 3 Hpam.

Coenunenus ¢popmynsl (I), a Takke UX PH3HOTOTHUCCKH IPUEMIIEMBIE COMH U UX
dapManeBTHYECKH NPHEMIIEMBIE CIOXKHBIE dGUPHI ABISIOTCS CAMOCTOSTEIHHO
IpEeANOYTHTEIIbHBIMY, IIPH 3TOM coeauHeHus Gopmynsl (I) ocobenno
NPEeANOYTUTETHHEI.

Coenunenus popmyisl (I) MOryT HMeTh OJUH UK OOJiee aTOMOB yriepojaa U
MIO3TOMY MOTYT CYIIECTBOBATh B BHJIE SHAHTHOMEPHOH CMECH, CMECH CTEPEOU3OMEPOB
HJIM ONITHYECKH YHCTHIX COCUHEHHH.

[MpeanouyturensHbIMU coequneHUIMU hopmynsl (I) mo onmucaHuio Bele
ABJISIOTCS COCUHEHUS, T]Ie

X o6osmauaer C(R®R”), NR', 0, S, S(0), S(0,);

R oGo3Havaer peHUN, HEOOA3aTENBHO 3aMeIleHHBIH OT | 10 3 3aMecTUTENIMH,
BBIOpaHHBIMU U3 PYIIBI, BIUIIOYAIONIEH rajored, riJpOKCUTpyNIy, HU3IMIHUH aJIKuJl,
THJIPOKCH-HU3UIMHA ankul, GTop-HU3IIMH ankui, Hu3myo ankokcurpynny 1 CN;

R? 0603na4aeT BOJOPO/ UJIM HUBIIUI aJIKUII,

R3 H R4 HE3aBUCHUMO JAPYT OT Apyra o003Ha4aT BOAOPO/, rajlored, HU31mun
QJIKHJI UJIH HU3IIYIO aJIKOKCUTPYIIILY, HIIH R’ u R Bmecre 0603mauaior =0, obpa3sys
KapOOHUJBHYIO TPYIY BMECTE C aTOMOM YTJIepoa, K KOTOPOMY OHH IIPUCOEIHHEHBI;

R5 H R6 HE3aBUCHMO JIPYT OT Jpyra 0603Ha4aoT BOJIOPO], ralnoreH, HU3MUH
QJIKHMJT MJIH HU3LIYIO alKOKCUTPYIY, WJIH R’ 1 R® BmecTe 0603HaUAIOT =0, obpa3ys
KapOOHHIIBHYIO IPYIIIy BMECTE C aTOMOM YIJICPO/la, K KOTOPOMY OHH NPHCOCIHHEHBI;

R’0603Ha"aeT OKCaJ1a30JIuil UIIH TPHA30JIHIL, IIPH 3TOM OKCA/UA3ONHUI UK

11 12
TPpHA30JIUI 3aMemeHsl R ¥ HeoGg3aTeIbHO 3aMeleHsl R 7
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R® u R’ HE3aBUCHMO JPYT OT Jpyra 0003Ha4YaloT BOJOPOI, I'aJIOTEH,
THAPOKCHTPYTIITY, HU3IIHHA aJIKHJI, HU3IIYI0 QJIKOKCUTPYIIITY; HIIH

RS u R’ CO€/IMHEHBI BMECTE H -RERY- o6o3navaet -(CHj);.7-, 0o6pa3sys konbuo
BMECTE C aTOMOM YTJIepoia, K KOTOPOMY OHH NPUCOEIUHEHEL;

R'? 0603HavaeT BOJOPO/, HU3LIMH AJKHI, HH3MIHU I NKUI-KapOOHHI UK
HU3IIUH aJIKHII-CYIbQOHMT,

11 .
0603HaYacT apHyI HIIH IeTepoapuil, BEIOPaHHble U3 IPYIIIB, BKIIOYAIOUWEH

R
MHPHANHUI, NHPA3HHHUII, TNPHUMHAHHII, THPHUHUI-2-0H, OKCAAHa30IHI,
HUHJa30JM1, 1,3-1uruapo6eH3nMuaa30i1-2-0H, 1,3-nuruapouHa01-2-0H,
O€H3TpHA30JINI, HMHUAR3OTHPHAMHHIL, TPHA30JIITHPUAXHH, TETPA3ONIIHPAANHII A
OEH3MMHUIA30/IHII, IPHYEM APHII HIIM TeTEPOAPUI HeOOA3aTeIbHO 3aMeIeHbl OT 1 10 3
3aMECTHTENIAMH, BRIOPAHHBIMH M3 IPYNIIbl, BKIIOYAIONICH HA3WIAN alKHI, THAPOKCH-
HU3INHMHA KK, GTOP-HUSIIHA KM, HH3IIYIO aIKOKCHTPYIIY, TaloreH, S(OZ)R]3,
C(O)RM, NO3, NR'SRw, HMH/Ia30JIHJ1, THPa30JINA, TETPA3OJINI, THPPOIHI U PeHHII-
HH3LIYIO aJIKOKCHIPYNIY, FA€ HMHAA30JIAI HEOOA3aTENbHO 3aMeNIeH HU3 UM
aJIKHJIOM, M Te HEeHHI-HH3IAs aNKOKCHTPYIINa HeobA3aTeIbHO 3aMelleHa
THAPOKCHIPYIIIOH, ralor€HOM, HU3IIMM alKHIIOM, HH3ILEH aKOKCHTPYIINOH HiH

(TOp-HU3IIHUM AJTKHIIOM;
12 o
R o6o3HavaeT BOJOPO MM HU3IMH AJNKHIL;
13 o 17,18 .
R'™ o6o3naqaer nusmmit ankun, NR''R'" unu Gprop-HH3MmHi anKkun;
14 191,20 y

R"" oboznavaer OH, NR'"R™, HH3IIYI0 aKOKCHIPYNNy HIH HH3LING aJIKCHHI-
OKCHIPYIILY;

15 16 ”

R™ u R~ He3zaBucHMO Apyr OT Apyra 0603Ha4al0T BOAOPOM, HH3IIHI alKull,
HU3IIHA anKHI-KapOOHUI, HU3IKH ankun-SO;, HU3MKN aNKeHHI-OKCH-KapGOHHIT,
NH;-kap6onun, Hu3muit ankun-NH-kap6onun, (ausunii anku),N-kap6oHun uin
(GeHuN-HU3IWHUH anKun, IpudeM QEeHUT-HU3MHH alKuI HeoBA3aTeNbHO 3aMelleH

THAPOKCHTPYNIIOH, raJIOTEHOM, HH3IINM aNKHJIOM, HU3LIEH aNlKOKCHIPYNNON HIH

(GTOP-HU3IINM ATKUIIOM; HIIH
155,16 . o
NR' "R~ 0603Ha9aeT reTeponuKIINi, BEIGPaHHBIN U3 IPYIIIEI, BKIKOYAIOMIEil

MOpoaHHMI, THOMOPGOIMHKI, 1,]-1HOKCOTHOMOPGOTHHII, THIIEPHANHHIL,

HUMEPUANH-2-0H, MUIEPa3HH-2-0H, 8-oKca-3-a3a-6uuKino[3.2.1 JoKTH, nHIepasHHUN
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U ITHPPOTHAUHHAIL, TPUYEM IeTePOLHKIIUI HeobsA3aTeNbHO 3aMEIICH THAPOKCH-HU3NIUM

aJIKMJIOM HJIH HU3IOHUH aJIKHII-KapOOHHIIOM;
17 18 .
R"" u R~ He3aBucuMoO Apyr or apyra 0603HaYaIOT BOJAOPOJ, HU3IIUI alKUII,
TUAPOKCH-HUIMIUA aJKUI, HU3MIYIO AlIKOKCUTPYIY-HU3IUHA aJIKUII, HITH

17,18
NR" R o6o3nauaet Mopdonuuum;

19 20 .
R u R™ HezaBucuMo apyr or apyra 0603HAYaOT BOJOPO/, HU3IIKH alKu,

LUUKJI0ANKHII, THAPOKCH-HU3IIHH QKW HIIM HH3UIYIO aJIKOKCUIPYIINY-HU3IIHHA alKu,

U
19,20 . .
NR"'R"" o603nayaeT reTepoIHKIIN, BHIOPAHHBIN W3 TPYIIIBI, BKIIOYAIOMIECH
MOPGONMHUI, THPPOTHAUHUI H 8-0Kca-3-a3a-6unukno[3.2.1]oxTri, npHyeM
reTEePOLMKIIMII HEOOS3aTEIbHO 3aMEIEH I'HAPOKCUTPYIION WM HU3IWHKH ankun-S(0,);

H HX d)apMaHeBTH‘{CCKH MIPHEMIIEMBIC COJH U CIIOXHBIC 3(1)I/Ipbl.

[IpeanourutensHbIMH coequnenuaMu ¢opmysl (I) 10 onucaHuIO BHIIIE
SIBJISIOTCS COCAUHEHHUS, Te R' 0603nauaer benun, HeoOGsI3aTENBHO 3aMEIICHHBIN
rajJoreHoM, FHJIPOKCUTPYNIION, THAPOKCH-HU3MUM ankuaoM uiad CN, Goiee
NIPEANOUYTUTENBHO, COCUHEHUS, T'/ie R' 06o3nauaer benum.

Jlpyrumu npeanouTUTENbHBIMH COEHHEHHAMH ABISIOTCS COCAUHEHUS, IIe R?
o6o3Havaer Bogopoa. KpoMe Toro, npeAnouTuTe ILHBIMA COEJUHEHUAMHE SBISIOTCS
TaKkHe COEJJHHEHMS, I/ie R? 0603mauaer BofopoA. Emé ofHUMU NpeInoYTHTE b HBIMH
COEIMHEHHUAMH ABIAIOTCSA COCIAUHCHHUS, TIC R* o6o3nauacr Boaopoa. Hpyrumu
NPEeANOYTHTEILHBIMH COCAUHEHUSIMU ABISIOTCS COCAMHEHUS, TJe R’ 0603HauaeT
Bopopol. CoeAMHEHHS, T/E R® 0603nauaer BOJOPOA, TAKXKE ABIAIOTCH
NPEeANOYTHUTENbHBIMU.

IIpeanouTturensHo, KOorjga R7, KOTOPBIH Npe/cTaBiasgeT cO00# oKkcaanasoau, He
3aMelleH R B IPEANOYTUTEIEHOM BapHaHTe 110 HACTOSIEMY H300peTeHHIo R’

obo3Hauaer
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R N\ N
| R11 _— O
N > R11
: \ ~ />
N\N R12 R12/ N N

11 12 7
rae R u R™" onpenenens! Boimie. Ipeanoututensuo, koraa R’ o603Havaer

I i N
N=N I
T )—R" N\N/>_R11

~ 127
N Uk R

1 12
rre R u R'" onpenenens no . 1 popmynst nzo6pereHus.

7
KpOMC TOTO, ABJISACTCA NIPEANOUYTHTENbHBIM, Korga R o6o3Havaer

N|\ O\>_ R |

1
rae R' ompenenen Beime.
IlpeanoytuTensHEIMU coenuueHusamMu Gopmynsl (1) Mo onucaHUIo BBIIIE
859 10 8 L9 10
ABJAOTCA coequHenus, rae X obosnagaer C(R'R7), NR™, O unu S, rae R°, R’ u R
8,9 10 8§ 59
onpeneneHsl Boiuie. Ipeanoururensno, X o6o3navaer C(R'R”) mmu NR ', rze R®, R
10
U R~ onpenenens! Bre.
8
B coenuHenuax nmo omucaHuIo BellE, NPEANOYTHTENBHO, Koraa R° 0603navaer
9
Boziopox. [Ipennourturensno, korga R” oGo3navaet sBogopox. Taxxke
10
NPeANOYTUTENLHO, Korjga R o6o3navaer Bonopon.
Jpyro¥t NpeanoYTHTENBHEIH BAPHAHT [0 HACTOSINEMY U306 PETEHHIO OTHOCUTCS
11
K COCAMHCHHUSAM I10 ONHMCAHHIO BhIIIE, I'le R 0603HavaeT ¢peHun unu rerepoapui,

BBIOpaHHbIC U3 PYIIBI, BKIKOYAIOMIEH THPHANHUI, TUPA3HHMN, THPHIHHHII-2-0H,
HHZasonum, 1,3-nuruapoben3suMuna3on-2-ou, 1,3-quruaponHao-2-oH,
GeH3Tpuasonun U 6eH3UMUIA30TUIL, TAe GEHMUIT UM TeTepPOaprIl HeoBA3aTeNbHO
3aMEIIEHB! OT 1 10 3 3aMeCTHTENAMH, BHOPAHHBIMH U3 TPYINH, BKIIOYAONIEH

HU3IIHHA aKAJ, THAPOKCH-HU3MIMA aNKuiI, GTOp-HU3MIKH aNKHII, HU3IIYIO
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13 14 15516
ankokcurpymmy, rajporet, S(O2)R™°, C(O)R"", NO,, NR "R, umugazonun,
MHPa30/IUI, TETPA3ONMI, MUPPONUI U PEHUN-HU3IIYIO aTKOKCUTPYIIY, IIPH ITOM
HMHAa30JIHJI He003aTeIbHO 3aMelIeH HU3IIMUM alIKUIIOM, T RU, RM, R uR'®

OHNPEACIICHE! BEILIE.

IIpeanoururensHo, Korga R 0603mauaer GeHunn uiu rerepoapul, BHIOpaHHbIH
U3 TPYIIIBI, BKIIOYAIOWEH IUPHAMHUIL, THPHIMHHI-2-0H, HHAa300uI, 1,3-
AMTHAPOOCH3UMHUIA30M1-2-0H, 1,3-AUruipOUHI0N-2-0H, GEH3TPHA3OMII U
OEH3MMUAA30IMI, IpHYeM (EHHII HIIH TETEPOapHI He0OSI3aTeNbHO 3aMeleHsl oT | 10
3 3aMeCTUTE/IAMM, BEIOPAaHHBIMH U3 IPYMIB, BKJIIOYAKOMEH GTOp-HI3 NN alKul,
raJioreH, C(O)R14 H NRISRM, rje RM, R15 u RS OIIpEACIICHBI BEIIIIE.

Bosee npeanoutuTensHo, Korga Rll obo3navaer 1H-unpason-5-un, 1H-
HHJa301-6-u1, 1,3-AHrHapouHa0a-2-0H-6-1, 1,3-1uruapo6eH3uMHIa301-2-0H-5-H11,
1,3-guruapounnon-2-on-5-un, 1H-6Gensorpuason-5-ui, |H-6ensumMnnazon-5-um,
|Houpunus-2-ou-4-un, 4-dropdenun, 3-rpudpropmerunpenuni, 1H-6ensumugazon-5-
w1, 3-6ensamun, S-HukotuHamua, 3-(N-aueramun)benunn wiu 3-(N-
MeTaHCyabdoHaMua)PeHHUII.

JApyroii npeanoYTUTENbHBIH BApUAHT MO0 HACTOSAIIEMY H300pEeTEHUIO OTHOCHUTCS
K COCIMHEHHUSIM IO ONKHCAHHUIO BhIIIE, e R'! 0603mauaer dbeHun unu rerepoapu,
BbIOpaHHbIE U3 TPy, BKIOYalei 2-okco-2,3-quruapo-1 H-ugaon-5-um,
NHPUMHANH-4-0H, QypaHU, THAIHA3ONUI, MTUPA3OIMII, H30KCA30IUI, THPUMHUIUH-
2,4-1voH, 6eH30KCa3UH-3-0H, 1,4-TUruAPOOEH30KCa3UH-2-0H, HHAOIUI, THOQEHHUIT,
okcazonuil, DeH3okcazuH-2-0H, 3,4-TUTHIPOXHUHAZOIHH-2-0H, TUPHIA3ZHHUI,
XHHOKCAMUHHUI, 66H30THA30JIH, OEH30THAJIHA30UI, HAQTHPUIUHUT, LHHHOTUHHUIL,
1,4-AUrUApOXMHOKCANUH-2,3-THOH U 1,2-TUrHAPOUHAA3011-3-0H, HpudeM QeHUT UIH
reTepoapu HeoOs3aTeIBHO 3aMellleHbl 0T 1 10 3 3aMecCTHTeNsIMH, BEHIOpAaHHBIMH H3
rpyunsi, Bkarodatoumeit rugpokcurpynny, B(OH),, kap6okcu-uu3myio
aJIKOKCUTPYNITy, KapOaMOMJI-HU3LIYIO alKOKCUTPYIIY, IHAHOTPYIIY,
[1,3,4]oxcanuazon-2-oH, OKCAAUA30IUII, TPHAZOTUI U U30KCA30IIHII, TJIe TTHPA30JIUII
HeoOs3aTeIbHO 3aMelIeH HU3MIUM aJKMIIOM, H I'I€ H30KCA30J1I HeoOsI3aTelIbHO
3aMEICH HU3IIUM aJKHIIOM.

IIpeanourutensHo, koraa R'' 0603nauaet (G eHIWT WIH TreTepoapuil, BEIOpaHHbIC

U3 rpynsl, BKJIOYAOMENd NUpUARHNAI, 1,3-auruapoungon-2-ox, 1H-
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OEH3UMH 1330111, 3H-nupumuaun-4-on, 1H-mupasonun, nzoxcazonun u 4H-
Oenso[1,4]oxcasun-3-0H, IpH 3TOM HEeHUT UK reTepoapHuI HeoOsA3aTeNbHO 3aMeICHbI]
oT 1 10 3 3aMecTUTEeNsIMH, BRIGpAHHBIMH U3 TPYNIIBI, BKIIOYAOMWIEH HUMIHUH anKHJl,
THIPOKCHUIPYIIIY, TaJIOTE€H U NRISRIG, rae R'"*uR" OTIpeNIe/ICHBI 110 1. 1 dopMybI
H3obpereHus.

bonee npeanovrurensHo, koraa R” obo3Havaer 2-metun-3H-nupuMuanH-4-0H,
S-meTunu3okca3on-3-un, 1H-nupazon-3-u, 6-aMuHONUpPHAMH-3 -1, 1,3-
FMTHAPOMHION-2-0H, 2-aMUHONHPUAHH-4-un, 4H-6en30[1,4]okcasun-3-on, 1H-
bensumunazon-5-un, 3-(Naueramun)-4-dprophesnn unu 2-rUIPOKCHITHPHIAUH-4- 11,

HpennouyrurensHo, xorna R'? o6o3nayaer Bonopoa. CoeaMHEeHuUs 1Mo
OIIPEAEIICHUIO BBIIIE, I R"? 0603HaYaeT HU3MIHUN AJNKUII, TAKOKE SBISIOTCH
NpeANOYTHTENBHBIMH. JIpyrHMH HPENOYTHTENLHBIMH COEQUHEHHAMH ABJISIOTCS
COCIUHEHHS, T1Ie R14 obo3HayaeT NR]9R20, rae R19 H R20 OINpENENEHEI BHINIE.
JIpyrMH NPEeANOYTHTENEHEIME COCANHEHHAMHU SBISIOTCH COC/IUHEHUS, Te R
o003HavYaeT HU3IMUH aJKHUII.

Jpyroil NpeAnOYTHTENRHEI! BAPHAHT 110 HACTOANIEMY H300PETCHHIO OTHOCHTCS
K COCIMHEHHAM 110 ONIMCAHHIO BBIIIE, I'E R" u R'® nesanucumo JpyT OT Japyra
00603Ha43a10T BOAOPOA, HASIIMA ANKHII, HH3IKHA anKHI-KapOOHHIT, HH3MHKH ankui-SO,,
HH3IIUH IKeHHUII-OKCH-KapOOHHI MK HU3WHH ankuin-NH-kapGonun; niu NRPR'
0003Ha9aeT reTePOUNKIHI, BRIGPAHHBIH M3 IPYIIbL, BKJIHOYAIOMEH MopdoNHHMII,
THOMOpPGOAHHU, 1,1-1HOKCOTHOMOP(ONTHHII, TUIIEPUIHHHII, THIIEPHAUH-2-0H,
NUIEPa3suH-2-0H, NHNEPA3UHHUI U THPPOTHIHHIIL, IPH 3TOM IeTEPOLHKIHII
HE00A3aTeNbHO 3aMEIIEH THAPOKCH-HHU3IIMM aNKHIOM HIIH HU3IIUH aKHI-
xkap6onusoM. Bosee npeanourutensno, xoraa R" u R'® nesanucumo Apyr OT Apyra
0603Ha4YaI0T BOAOPOJ, HU3IIKA aNKHUN-KapOOHH WM HU3IHIL ankui-SO,.

JApYruMu npearnouTHTENbHEIMU COCTUHEHUAMHU ABJISIOTCA COEINHCHHUS, IIE
NR"R'® 0603mauaer TeTEPOUMKIIHNI, KOTOPHIA BRIOUPAIOT W3 IPYIILI, BKIKOYAONIEH
1,1-110KCON30THA3ONU IMHA, THPPONTHAHH-2-0H, MMUIA30JIUAUH-2,4-110H, 2,4-
auruapo[l1,2,4]rpuaszon-3-0H, NMPPOIHANH-2,5-1HOH, a3€THANH-2-0H © 1,3-
IIHFHIIpOHMHIIaSOH—z-OH, IIpHA 3TOM Ir€TCPOLUKIINJI HeoOs3aTenbHO 3aMCIIICH

THAPOKCH-HU3IIHM aJKHIOM MM HUILWIHNH aHKI/IJ'I-Kap6OHHJ'IOM.
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HpyruMu npeanoYTHTENbHBIME COCAMHEHHAMU SABISIOTCA COSIUHEHH, TAE R"
18
u R~ He3zaBuCcHMO Jpyr oT Apyra 0603HaYalOT BOAOPOA MM HU3IIMI ANk, WM
17,18
NR 'R o6o3nayaeT MOpOIHHHIL
Kpome Toro, npeanodTHTeIbHBIME COETHHEHHAMMU 110 ONPEICICHUIO BhIIIE
19 20
ABIIAIOTCA coeluHeHHs, rie R'™ u R™™ HesaBucumo Jpyr ot apyra o6o3Haqaor
BONOPOJ, HU3IMINK anKU/I, IUKIOANKHII, THIPOKCH-HU3IUMA anKuil, HU3MIYIO
o 19520
IKOKCHIpynny-HU3WHH ankui, uad NR "R™ 0603HavaeT reTeponukim,
BBIOpAHHBIH U3 IPyNNbl, BKIOYAKOMEH MOPGOIHHUI MM THPPOTHIAMHII, IPH 3TOM
IeTePOUUKIIHI HEOOA3aTENbHO 3aMEIIeH TUAPOKCHUTPYIIION MM HA3IHM ankui-(SO,).
19 20
Bosiee npennourturensHo, korga R~ # R™ o6o3HavaroT Bogopoa.
19
JpyruMH NpeAnoYTHTENPHEIME COEIHHEHUSIMHU ABJISIOTCS COEIHHEHHU, I'ie R
20 N .
1 R™" HeszaBucHMO Apyr oT Apyra 0603Ha4arOT (HU3MHA ankui);N-HU3IIUi anKui,

NUPUAUHMI-HU3IIHA aJIKUI HIK HAHO-HU3IUUHN alKHII;, HIIH NRR* 0603nauaer
reTepOLUKIIMII, BBIOpPaHHBIA U3 TPYIIBL, BKIIOYAKOLIEH TUICPUIUHAT, NUIICPA3UHHMII,
nunepasuH-2-0H, THA30MHAUHUI, THOMOpdonuuui, 1,3,8-tpuasza-cnupo[4,5]nexan-
2,4-nuon u cnupo(l-dranan)nunepuauH-4-1i, IPU 3TOM FeTEPOLHKIIHI
Heo643aTeNbHO 3aMeIleH THAPOKCUIpynoit, Hu3muMi ankun-(SO;), HU3 UM
QJKUJIOM, HU3IIHM aJIKHI-KapOOHHIOM, KapOOKCHIBHOM IpyNIoi, kapoaMorIoMm,
HHU3IIEH aTKOKCH-KapOOHHIIOM, LHAHOTPYNIOH, (EHUIOM, MUPUIHHIIOM HJIH HU3IICH
ANKOKCUTPYIITIOH.

[IpeanoyTuTeNnbHEIMU coeTHHEHUAMU dopmysl (1) mo onpeneneHUo Bbllie
ABNAIOTCA COEAUHEHHUA, KOTOPhIE ABNAOTCS R-H30MepaMu, U KOTOphIe

xapakrepusyoTcs GopMmynoii (Ia)

R* R
R3 x RG
N R’
R2

O

R1/O
(la),

rue Rl, Rz, R3, R4, RS, R6, R7 1 X onpeaecHbl BhILIE.
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B 4acTHOCTH, NPEANOYTHTEILHBIMU COEMHEHAAMH ABJISIOTCA COEAUHCHUS
dopmyansl (I), onvcanHble B IpuMepax B Ka4eCTBE MHAHBUAYAIBHBIX COeAHHEHNI, a
TaKXe B BUAC UX $apMaleBTHIECKH HPHEMIIEMBIX cOJlel ¥ HX GapMalleBTHYECKH
OPHEMIIEMBIX CJIOXKHBIX 3PHPOB.

lpeanourntensupiMu coequuernit dopmyasl (1) ABIAIOTCH COCAUHEHHS,
BeIOpaHHbIE U3 IPYIIE], BKIIIOYAIOMIEH:

(R)-l-{2-[3-(4-MeTOKcu¢eHHn)-[1,2,4]0Kca11na3on-5-nn]nnnepmmn-1-Hn}-2-
(heHOKCHITAaHOHN,

(R)-3-(2-{2-[3-(4—MeT0KcmbeHHn)[1,2,4]oxcannazon-S-un]rmneppumH-1-Hn}-2-
OKCO3TOKCH)OEH30HUTpHII,

(R)-l-{2-[3-(4-MeTOKcmbeHnn)-[1,2,4]oxca)ma3on-5-Hn]nnnepnann-1-nn}-2-
deHokcunponaH-1-om,

(R)-l-{2-[3-(4—Bp0M¢)eﬂnn)-[l,2,4]oxcazmazon-S-nn]nnnepmmﬂ-1—Hn}-2-
(GeHOKCHITaHOH,

(R)-2-(4-T'mppokcudenokcn)-1-{2-[3-(4-metokcudennn)-[1,2,4]oxcanuazon-5-
W |NUIepUIuH-1 -1} 3TaHoH,

(R)-2-(4-Xnopdenokcn)-1-{2-[3-(4-metoxcudenun)-[1,2,4]okcanuazon-5-

W |IUnepUunH-1-11}3TaHoH,

(R)-2-(4-I'mapokcumeTundenokcu)-1-{2-[3-(4-MeToxcudennn)-
[1,2,4]okcannason-5S-na|nunepuaun-1-1i1} 3TaHOH,

(R)-2-(3-Xnopdenokcn)-1-{2-[3-(4-meToxcudenun)-[1,2,4]oxcaguazon-5-

W1 |IUNIepUIUH- | -HJT} 3TaHOH,

(R)-2-(4-®ropdenokcn)-1-{2-[3-(4-meToxkcudennn)-[1,2,4]okcanuazon-5-

W |IUTIEPUIUH- 1 -UJ1 } 3TaHOH,

(R)-1-{2-[3-(4-D1Oopdenun)-[1,2,4]okcanuazon-S-unnunepuaun-1-mn}-2-
(EeHOKCHOITAHOH,

(R)-1-{2-[3-(4-MeTancynsporundennn)-[1,2,4]okcannazon-5-unjuunepuan-1-
un}-2-peHOKCHITAHOH,

(R)-4-{5-[1-(2-PenokcnaneTun)nunepuann-2-ui]-[1,2,4Jokcaguaszon-3-
un}6ensoncynsponamMus,

(R)-2-(4-Propdenoxcn)-1-[2-(3nupuann-4-un-[1,2,4]Jokcaguazon-5-

WI)IIUOEPUIHH- ] -HI|3TaHOH,
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MeTunorsiit 3dup (R)-3-{5-[1-(2-penokcuanetnn)nunepuaun-2-urn]-
[1,2,4]Jokcanuazon-3-umn}OeH30HHON KUCIOTHI,
(R)-1-{2-[3-(3-Hutpodennn)-[1,2,4]okcanuazon-S-mwijnunepuaus-1-un}-2-
denokcH3ITaHOH,
(R)-3-{5-[1-(2-®enokcuaneTnn)nunepuauu-2-unl-[1,2,4]okcanuason-3-
un }6ensoncynbpoHaMu,
(R)-2-®enokcu-1-[2-(3-nupasuu-2-un-[1,2,4Jokcaaua3on-5-ui)nunepuiug-1-
HJI|3TaHOH,
(R)-1-(2-{3-[4-(Mopdonuu-4-cynbponun)benun]-[1,2,4]oxcaguazon-5-
W1} unepuanH-1-ui)-2-peHOKCHITAaHOH,
(R)-1-{2-[3-(6-MeTtoxkcunupuauu-3-un)-[1,2,4]Jokcaguazon-5-un]nunepuaus-1-
H}-2-QeHOKCHITAHOH,
(R)-1-{2-[3-(3-Tunpoxcumerundennn)-[1,2,4]Jokcanuazon-5-un]nunepuausn-1-
un}-2-heHOKCHITAHOH,
Anmunossiit 3¢up (R)-6-{5-[1-(2-¢peHoxcuanerun)nunepuauH-2-uij-
[1,2,4]oxcanuazon-3-ui} HUKOTHHOBOMN KHCJIOTHI,
(R)-1-{2-[3-(4-Umnnazon-1-undenun)-[1,2,4]Joxcamuazon-S-uiajnunepuaun-1-
ni}-2-beHOKCUITAaHOH,
(R)-N-Metun-4-{5-[1-(2-benokcuanerun)nunepuaun-2-uil-[1,2,4Jokcaguazosn-
3-un}6enzoncynbhpoHamMuz,
(R)-1-{2-[3-(6Mopdonuu-4-unnupuaua-3-mn)-[1,2,4]okcaguazon-5-
Wi |nunepunuH-1-un}-2-heHOKCUITAHOH,
(R)-2-®enoxcu-1-{2-[3-(4-tpudTopMeTancynsdoHunder)-
[1,2,4]okcannazon-S5-ui|nuncpuana-1-ui}3TaHoH,
(R)-2-®enokcu-1-{2-[3-(4-tpudpropmerundenun)-[1,2,4]Joxkcannazon-5-
U munepuaIuH-1 -1} 3TaHOH,
(R)-1-{2-[3-(4-Xnoppenunn)-[1,2,4Joxcaguazon-S-unjnunepuaun-1-um}-2-
($heHOKCHATAHOH,
(R)-N-(4-{5-[1-(2-PenokcnaueTum)nunepuaua-2-uil-[1,2,4Jokcanuazon-3-umn}-
2-tpudpTopMeTUICHUIT)ale TAMHU I,
(R)-1-{2-[3-(3-Merancynsdonundennn)-[1,2,4Jokcannazon-5-ujajnunepu - 1-

ui}-2-PeHOKCUITaHOH,

Crp.: 24



10

15

20

25

30

35

40

45

30

RU 2396269 C2

(R)-1-{2-[3-(4-MeTunn-3-uutpodennn)-[1,2,4 Jokcanuazon-S-un|nunepuaus- 1 -
11} -2-(heHOKCHAITAHOH,
(R)-1-{2-[3-(4-MeToxcu-3-nutpopennn)-[1,2,4]okcanunazon-S-un|nunepuant-1-
ni}-2-peHOKCHATAHOH,
(R)-N-(2-I'mapoxcustun)-4-{5-[1-(2-henoxcHaneTUI) TUNEPULHH-2-HJT|-
[1,2,4]okcannason-3-un}6enzocynbhonamu,
(R)-N-(2-MeTtokcuatun)-N-metun-4-{5-[1-(2-penoxcuane Tun)nunepuaun-2-
nnl-[1,2,4]oxcanuazon-3-un}6eHzocynbHoHaMu,
(R)-N,N-Iumetnn-4-{5-[1-(2-heHoKcHaneTh1 ) HHIePH JUH-2 -1 |-
[1,2,4]okcagna3zon-3-un}b6enzocynbdhonamu,
(R)-N,N-Huatmin-4-{5-[1-(2-beHoxcuaneTuia) nuNepuaANH-2 -1 |-
[1,2,4]Jokcannazon-3-un}6ensoncyibponamu,
(R)-1-{2-[3-(2-Mopdonun-4-unnupuaua-4-un)-[1,2,4]okcagnason-5-
U] nunepuanH-1-umn}-2-¢geHOKCUITAHOH,
(R)-2-®enokcu-1-{2-[3-(3,4,5,6-terparunpo-2H-[1,2'|6unupuaunun-4'-umn)-
[1,2,4lokcagnazon-S-un|munepuun-1-un}3TaHoH,
(R)-2-®enoxcu-1-{2-[3-(2-tnomopdonuu-4-uMnUpUARH-4-1)-
[1,2,4]okcanuazon-5S-un|nunepuann-1-nun}3TaHoH,
(R)-1-{2-[3-(2-AuatunamuHOonupuaun-4-mn)-{1,2,4Joxcaanazon-S-
Wi|nunepuaut-1-un}-2-gpeHokcuitaHoH,
Otunosslii 3¢up (R)-4-{5-[1-(2-peHoKCHALE T )TUNEPHANH-2 -1 |-

[1,2,4]oxkcagna3zon-3-un}nupuanH-2-kapb0HOBOMH KHCIIOTHI,

(R)-1-(2-{3-[6-(4-AueTmnnunepasus-1-un)nupunun-3-unl-[1,2,4]Jokcanguazon-5-

AN} nunepuann-1-un)-2-GpeHOKCHITaHOH,
(R)-1-{2-[3-(2-IMupazon- 1 -unnupunuu-4-un)-[1,2,4Jokcagunazon-5-
U]nunepuaAnH-1-un}-2-GpeHOKCHITAHOH,
(R)-1-(3-{5-[1-(2-Denoxcuanernwn)nunepuany-2-mi|-[ 1,2,4]okcanuason-3-
nn}peHuN)IunepuanH-2-0H,
(R)-1-(2-{3-[4-(3H-UMunazon-4-un)dpennn]-[1,2,4]okcanuazon-5-
HJ1} THICPUAMH-1-1i1)-2-heHokcuaTaHoH,
(R)-1-(2-{3-[4-(2-MeTunumugazon-1-un)denun]-[1,2,4Jokcaaunaszon-5-

WJI} TUNEpUANH-1-11)-2-DEHOKCUITAHOH,
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(R)-2-®enoxcu-1-{2-[3-(2-nupazon-1-unnupuaun-4-un)-[1,2,4Jokcaguason-5-
WI|nunepuauH-1-1j}3TaHoH,
(R)-4-(5-{5-[1-(2-®Penoxcuanerun)nunepuau-2-uil-[1,2,4]okcagnazon-3-
HI1} OUPHIKH-2-WI)[IUIIepa3HH-2-0H,
(R)-2-Penoxcu-1-(2-{3-[4-(1H-rerpazon-S-un)pennn}-[1,2,4]Jokcanuazon-5-
HI}IUNepUuaAnH-1-UI)3TaHOH,
(R)-1-{2-[3-(1H-Unnazon-5-un)-[1,2,4]okcagunazon-5-un|nunepuaun-1-mm}-2-
(beHOKCHATAHOH,
(R)-1-{2-[3-(1H-HUnna3on-6-un)-[1,2,4]okcanuazon-S-uia|nanepuant-1-um}-2-
(GbeHOKCHITAHOH,
(R)-1-{2-[3-(4-DTop-3-TprdTopmMeTundenmn)-[ 1,2 ,4Jokcanuasomn-5-
unjnunepuuH-1-un}-2-GpeHoKCHITaHOH,
(R)-6-{5-[1-(2-Penokcuanerun)nunepuaut-2-unl-[1,2,4jJoxcaguazon-3-umn}-1,3-
JUTHIAPOHHAOJ-2-0H,
(R)-5-{5-[1-(2-®enokcuauerun)nunepuaun-2-uil-[1,2,4lokcanguazon-3-un}-1,3-
JUTrHApoOCH3UMU1a3011-2-0H,
(R)-5-{5-[1-(2-®enokcuanermn)nunepuaun-2-unj-[1,2,4Joxcanuazon-3-un}-1,3-
JUTHAPOUHAON-2-0H,
(R)-1-{2-[3-(1H-ben3orpuazon-5-un)-[1,2,4Jokcanuazon-S-un|nunepuauH-1-
un}-2-peHOKCHUITAHOH,
(R)-1-{2-[3-(1H-bBen3umugazon-5-un)-[1,2,4lokcaauazon-5-unjounepuans-1-
un}-2-(peHOKCHITAHOH,
(R)-1-(2-{3-[6-(1,1-DuoxkcoTnomMopdonuH-4-HI)THPHUAUH-3 -1 |-
[1,2,4]okcannazon-S-un}nunepuaui-1-um)-2-peHOKCUITAHOH,
(R)-N-(4-{5-[1-(2-Denoxcuauetun)nunepuauu-2-unl-[1,2,4Joxcanuazon-3-
HJ1} TUPUIMH-2-11)alleTaMUu I,
(R)-1-{2-[3-(6-ben3unoxcunupuaut-3-un)-[1,2,4]okcaguason-5-unjnunepuaus-
1-un}-2-dheHOKCUITAHOH,
Otunoseiit 3¢pup (R)-5-{5-[1-(2-peHokcuaneTri)nunepuadH-2-mil-
[1,2,4]okcanua3zon-3-ui} HHKOTHHOBOH KHCIIOTHI,
(R)-4-{5-[4-(2-®PeHokcnanetun)mopdonuu-3-un]-[1,2,4Jokcaguazon-3-un}-1H-

NUPUIHH-2-0H,
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(R)-5-{5-[1-(2-DenoxcnaneTnm)nunepuaun-2-unl-[1,2,4Jokcaauaszon-3-un}-1H-
NUPHUIHH-2-0H,
(R)-2-®enokcu-1-[2-(Spennn-2H-[1,2,4) tpuazon-3-un)nunepuun- 1 -
UJI|9TaHOH,
(R)-1-{2-[5-(4-MeTancynspounndennn)-2H-[1,2,4 | rpuason-3-un]nunepuaus- 1-
Hi}-2-HCHOKCHUITAHOH,
(R)-1-{2-[5-(3,4-lumeroxcudennn)-2H-[1,2,4]rpuazon-3-un]|munepuans- 1 -1} -
2-heHOKCHITAHOH,
(R)-1-{2-[5-(3,4-Nuxnopdennn)-2H-[1,2,4)rpuazon-3-un|nunepugun-1-un} -
2deHOKCHITAHOH,
(R)-1-{2-[5-(4-Propdennn)-2H-[1,2,4] rpuazon-3-un]nune puAun- 1 -1} -2-
(EHOKCHITAHOH,
(R)-2-®enoxcn-1-{2-[5-(3-rpudropmerundennn)-2H-[1,2,4]rpuazon-3-
HJT|TIHIE PUOUH- | -1J1} 3TaHOH,
(R)-1-{2-[5-(4-MeTokcudennn)-2H-[1,2,4}rpuason-3-un|nunepuann-1-min}-2-
dbeHoKCHITaHOH,
(R)-1-{2-[5-(3-Hutpodenun)-2H-[1,2,4)rpuaszon-3-unnunepuaun-1 -mn} -2-
(€HOKCHITaHOH,
Merunossit 3¢up (R)-3-{5-[1-(2-penoxcnanernn)nunepuaun-2-un]-1H-
[1,2,4]rpna3zon-3-un}OeH30HHON KHCIIOTSI,
(R)-1-{2-[5-(4-®TOp-3-TpupTopMeTUndennn)-2H-[1,2,4]tpuason-3-
WINUNEepUaHH-1-un}-2-peHOKCUITAHOH,
(R)-6-{5-[1-(2-Penokcnanernm)nunepuaun-2-un]-1H-[1,2,4]1puaszon-3-un}-
1,3-AUrHApONHI0I-2-0H,
1-{3-[3-(4-Merokcudenunn)-[1,2,4Jokcanuazon-5-un]Mmophonun-4-un}-2-
(G EHOKCHITAHOH,
1-{3-[3-(4-Merancynsdonundennn)-[1,2,4]oxcaanaszon-S-un|mopdhonun-4-umu}-
2-()eHOKCHATAHOH,
4-{5-[4-(2-Penokcnanetummopbonnu-3-unl-[1,2,4]okcaguazon-3-
un}6ensoncynsponamu,
1-(3-{3-[6-(1,1-fuokcoTnomopdonu-4-wn)nupuaun-3-un]-[1,2,4]Jokcagnason-

S-unjMopdonur-4-un)-2-PpeHOKCHITAHOH,

Crp.: 27
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N-(4-{5-[4-(2-Denokcuanerun)mopbonun-3-unl-[1,2,4]okcaaunasoin-3-
WJ} TUPUAUH-2-HI)alleTaM /1,
1-{3-[5-(4-Merancynsponunpenun)-2H-[1,2,4]rpuason-3-un|mophonuu-4-umn}-
2-(peHOKCUITAHOH,
2-®enokcu-1-{3-[5-(3-rpudropmerundennn)-2H-[1,2,4]tpuaszon-3-
un|mopdonuu-4-ui}sranon,
(R)-4-{5-[4-(2-®enoxcnauerun)Mopdonuu-3-unl-[1,2,4Jokcaguazon-3-un}-1H-
HHPUAHH-2-0H,
1-{3-[3-(4-MeTtokcudenun)-[1,2,4]Jokcaguazon-S-un|tuoMopoiun-4-ui}-2-
(eHOKCHITAHOH,
1-{3-[3-(4-Metancynsdouundenun)-[1,2,4]okcaguazon-S-un|ruoMmopdonun-4-
un}-2-heHOKCUITAHOH,
4-{5-[4-(2-Penokcuauetusn)tuoMopponun-3-uil-[1,2,4Jokcaguazon-3-
un}oensoncynbpoHaMu,
2-®enokcu-1-[3-(3-nmupunun-4-un-[1,2,4]Joxkcanuazon-5-un)raoMopdoiun-4-
UJI|3TaHOH,
1-{2-[3-(4-MeTokcudenun)-[1,2,4Jokcaguazon-S-un|nunepasus-1-umm}-2-
(GbeHOKCHITaHOH,
N-(5-{5-[1-(2-Penokcuauerun)nunepasuu-2-unl-[1,2,4 Jokcaguazon-3-
U1} TUPUIUH-2-HIT)alleTaMM I,
1-{2-[3-(2-UMunazon-1-unnupuaun-4-un)-[1,2,4Jokcanuazon-5-unjnunepasuu-
1-un}-2-penokcustanon,
N,N-ustun-4-{5-[1-(2-penoxcuanerun)nunepazun-2-unl-[1,2,4Jokcaguazon-3-
un}benzoncynabhoHaMu,
N,N-JIlumerun-4-{5-[1-(2-benoxcuanern)nunepasun-2-unl-[1,2,4Jokcaguasorn-
3-un}6en3oncynsponamus,
4-{5-[1-(2-Penoxcuanerun)nunepasud-2-uil-[1,2,4Jokcaguazon-3-
un}benzoncynbhoHaMun,
1-{2-[3-(4-Merancynpdonunpennn)-[1,2,4]oxcannason-S-uijunmnepasuu-1-un}-
2-peHOKCHITaHOH,
2-®enokcu-1-[2-(3-nupuaun-4-un-[1,2,4Jokcaauason-5-un)nunepasu-1 -

HII}3TaHOH,

Crp.: 28
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1-{2-[3-(2,4-Auxnopdenun)-[1,2,4]Joxcanuazon-S-un]|nunepasun-1-un}-2-
($EHOKCHITAHOH,

2-®enoxcu-1-[2-(3-nupuaun-2-un-[1,2,4}okcaguazon-5-un)nunepazus-1-
HJI]3TaHOH,

2-®eHoKcu-1-[2-(3-nupuaun-2-ui-[1,2,4]okcaqua3zon-5-un)nunepasuu-2-
HJI|2TanoH,

1-{2-[3-(4-Hutpodennn)-[1,2,4]oxcannazon-S-un|numnepasun-1-un}-2-
(G EHOKCHITAaHOH,

1-{2-[3-(6-MeTokcunupuaun-3-un)-[1,2,4]Jokcagnason-5-un]nunepasun- 1 -un} -
2-peHOKCHAITAHOH,

1-{2-[3-(6-Mopdonun-4-nanupuaun-3-un)-[1,2,4Jokcaguazon-5-un]nunepasun-
1-nn}-2-beHokcHITaHOH,

1-{2-[3-(3-T'napokcumeTnndennn)-[1,2,4]okcanuazon-S-unjuunepasun-1-un}-2-
(GEHOKCHATAaHOH,

1-{2-[3-(4-Ausrunamunodennn)-[1,2,4]oxcaauaszon-5-un]nunepasun-1-un}-2-
(EeHOKCHITaHOH,

1-(2-{3-[4-(Mopdonun-4-cynsdounn)bennn]-[1,2,4]okcannazon-5-
U} TIUNepasuH- 1 -uin)-2-heHOKCHITAHOH,

N-Metun-4-{5-[1-(2-¢penokcuanernn)nunepasun-2-unj-[1,2,4Jokcanuazon-3-
un}6ensoncyappoHamMu,

N-(2-Merokcuatui)-N-MeTHI-4-{5-[1-(2-PpeHOKCcHANe TH ) THIIE pa3HH-2 -1 |-
[1,2,4]okcannason-3-ui}bensoncynbdonamun,

1-{2-[3-(4-Xnopdennn)-[1,2,4]oxcaguazon-5-un Jnunepasun-1-un}-2-
(GEHOKCHAITAHOH,

N-(4-{5-[1-(2-Penokcuanernn)nunepasus-2-mil-[1,2,4Jokcanuazon-3-un}-2-
TpUGTOPMETHIIPEHIIT)alleTAMHU T,

Annanoseiit 3¢up 4-{5-[1-(2-penoxcnauernn)nunepasuu-2-uij-
[1,2,4]okcannazon-3-un}6eH30MHON KUCITOTHI,

1-{2-[3-(4-MeTun-3-aurpodennn)-[1,2,4Jokcannazon-5-ui jnanepasun-1-un}-2-
(hEeHOKCHITaHOH,

1-{2-[3-(4-MeTokcu-3-aurpodennn)-[1,2,4]okcanuazon-5-unlnunepasuu-1-un}-

2-(peHOoKCHITaHOH,

Crtp.: 29
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1-{2-[3-(4-Xnop-3-uutpodenui)-[1,2,4]okcanuazon-S-un|nunepasun-1-unm}-2-
(hEeHOKCUITAHOH,
Metunossiit a¢pup 3-gprop-4-{5-[1-(2-denokcuaneTun)nunepasut-2-uil-
[1,2,4]okcanna3zon-3-un}0eH30iHON KUCIOTHI,
Orunoseiil 3¢up 4-{5-[1-(2-penoxcuanermn)nunepasud-2-umnl-
[1,2,4]okcanuna3on-3-un} nunepuauH-2-kapOboHOBOH KUCIOTHEI,
2-Oenoxcu-1-{2-[3-(4-nunepuaun-1-unpenun)-[1,2,4]okcanuazoin->5-
HijnunepasuH-1-ui}aTaHoH,
1-{2-[3-(4-Mopdonun-4-undenun)-[1,2,4]oxcaauaszon-5-unjnunepasuu-1-uiu}-
2-GhEeHOKCHITAHOH,
1-(2-{3-[4-(2-Metunumugazon-1-un)dpenunl-[1,2,4Jokcaguazon-5-
W1} nunepasuH-1-ui)-2-GpeHOKCUITAHOH,
1-(2-{3-[4-(3H-UMmunazon-4-un)penun]-[1,2,4]Jokcaguazon-5-unjnunepasus-1-
nn)-2-GpeHOKCHUITaHOH,
4-(5-{5-[1-(2-®Penokcuanerun)nunepasua-2-uinl-[1,2,4)oxcaaunazon-3-
W1} MUPHAMH-2-1T)THIIEpa3suH-2-0H,
1-{2-[3-(6-UMunazon-1-unnupuaun-3-un)-[1,2,4Jokcaguason-5S-unjnunepasun-
1-un}-2-GeHOKCUITAHOH,
1-(2-{3-[6-(4-AueTunnunepasut-1-un)nupuaun-3-uil-[1,2,4Jokcagnason-5-
un}nunepasu-1-uin)-2-heHOKCUITAaHOH,
2-Oenokcn-1-{2-[3-(4-nuppon-1-undennn)-[1,2,4]Jokcannazon-5-
wi|nunepa3uH-1-ui}3TaHoH,
2-benoxcu-1-{2-[3-(4-rpudpropmerancynshonundenn)-[1,2,4Jokcanuazon-5-
Wi]nunepasnH-1-ui}3TaHoH,
1-{2-[3-(2-Mopdonun-4-unnupuaun-4-un)-[1,2,4Jokcagnazon-5-ui|nunepasnx-
1-un}-2-¢peHOKCHUITAHOH,
2-®enokcu-1-{2-[3-(2-tuomopdonun-4-unnupuauu-4-un)-{1,2,4Joxcanuaszon-5-
un|nunepasuH-1-un}3TaHoH,
1-(2-{3-[6-(3-'napOKCUMETUNNUPPONUAUH- | -UT)TUPUANH-3-11]-
[1,2,4]okcanuazon-5-un}nunepasun-1-un)-2-hpeHOKCUITAHOH,
(R)-1-{2-[3-(6-MeTtoxcunupuauu-3-un)-[1,2,4]okcaguazon-5-un|nunepa3us-1-

ui}-2-heHOKCUITAHOH,

Crp.: 30
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(R)-1-{2-[3-(6-Mopdomuu-4-unnupuaun-3-un)-[1,2,4Jokcaguazon-5-
wijnunepasuH-1-ui}-2-peHoKCUITaAHOH,
(R)-N-(4-{5-[1-(2-Denokcuanetun)nunepa3sud-2-uil-[1,2,4]okcaguazon-3-un}-
2-tpudTopMeTrndeHu)aneTaMuL,
(R)-1-{2-[3-(4-MeTun-3-nurpodenmin)-[1,2,4Jokcaguaszon-S-umn|nunepazun-1-
uin}-2-GeHOKCHITAHOH,
(R)-1-{2-[3-(4-MeTun-3-autpodenun)-[1,2,4]okcanua3on-S-mwi|nunepasun-1-
U }-2-hEeHOKCUITAHOH,
(R)-1-{2-[3-(4-Mop¢onun-4-undenun)-[1,2,4]Joxkcanuazon-S-unjnunepasut-1-
ui}-2-QEeHOKCHITAHOH,
(R)-1-(2-{3-[4-(3H-Umupazon-4-un)penun|-[1,2,4Joxkcagnazon-S-
WI}TIHNepa3uH-1-ui)-2-heHOKCHATAHOH,
(R)-1-(2-{3-[6-(3-I'napoKCUMETHNTHPPOIUIMH- | -UN)IUPUAUH-3-1JT]-
[1,2,4]loxcannason-5-un}nunepasun-1-un)-2-geHOKCHITAHOH,
(R)-1-(2-{3-[6-(4-Auetnnnunepasun-1-un)nupuanu-3-uil-[1,2,4]Jokcaguazon-S-
WJ1} IuriepasuH-1-ui)-2-heHOKCHITAHOH,
I'mapoxnopun (R)-N-(3-{5-[1-(2-dpenoxcnaneTun)nunepazuH-2-uij-
[1,2,4]oxcanuazon-3-un}denunn)aneraMuia,
(R)-1-{2-[3-(1H-ben3umnaazon-5-nin)-[1,2,4]oxcanuazon-S-un|nunepasut-1-
Un}-2-QpeHOKCHITAHOH,
(R)-1-{2-[3-(1H-ben3orpuazon-5-un)-[1,2,4]okcannason-5-un|nunepasun-1-
ui1}-2-GpEeHOKCHITAHOH,
I'mnpoxnopun (R)-1-{2-[3-(1H-unnazon-5-un)-[1,2,4]okcanmnazon-5-
un|nunepasuH-1-un}-2-heHoKCUITAHOHA,
(R)-5-{5-[1-(2-Penokcnauermn)nunepaznd-2-uil-[1,2,4Jokcaguazon-3-un}-1,3-
JHTHUApOOEH3UMH 1a30J1-2-0H,
I'mapoxnopun (R)-1-(2-{3-[6-(1,1-guokcoTHOMOPYONHH-4-HI)IUPHAMH-3 -1 ]-
[1,2,4]oxcannazon-S-ui}nunepasun-1-ui)-2-heHOKCHITAHOHA,
(R)-1-{2-[3~(3-HuTpodenun)-[1,2,4]okcaanazoi-5S-uialnunepasuu-1-mi}-2-
(GbEHOKCUITAHOH,
(R)-1-{2-[3-(4-PTopdenunn)-[1,2,4]oxcaguazon-S-un|nunepa3uu-1-un}-2-

(hEeHOKCHU3TaHOH,

Crp.: 31
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(R)-4-{5-[1-(2-®enoxkcuanerun)nunepazun-2-un|-[1,2,4Joxcanuason-3-un}-1H-
MUPUANH-2-0H,
1-{4-Aunerun-2-[3-(4-metokcudennn)-[1,2,4Joxcaguazon-5-unjnunepaszuu-1-
un}-2-peHOKCHITAHOH,
1-{4-Auetun-2-[3-(4-Metancynspouundenun)-[1,2,4Joxcaguazon-5-
un|nuncpasuH-1-un}-2-peHOKCHITAHOH,
4-{5-[4-Auerun-1-(2-penoxcuanerun)nunepasun-2-unl-[1,2,4]okcaguazon-3-
U} 6eH30CcyabPOHAMHU],
1-[4-AueTun-2-(3-nupuauH-4-un-[1,2,4Jokcaqguazon-S-un)nunepa3ud-1-umij-2-
(heHOKCHITaHOH,
1-{4-Merancynbpdponun-2-[3-(4-metoxcudenun)-[1,2,4]Jokcannazon-5-
un]nunepasus-1-un}-2-GeHOKCHITAHOH,
(R)-1-{2-[5-(4-Dropdbenun)-2H-[1,2,4]Tpnazon-3-wilnunepasun-1-un}-2-
(hEeHOKCHITAHOH,
(R)-2-®enokcu-1-{2-[5-(3-rpudropmerundennn)-2H-[1,2,4]rpuazon-3-
Wi|nunepa3vH-1-un}3TaHoH,
1-{2-[5-(4-DT1op-3-TpudropmeTundennn)-2H-[1,2,4]Tpuazos-3-unjnunepasus-
1-un}-2-peHoKCHITaHOH,
1-{2-[5-(4-MeTtancynbdonundpenun)-2H-[1,2,4]rpuazon-3-unnunepasun-1-un}-
2-(peHOKCHITaHOH,
2-®enoxcu-1-{2-[5-(3-tpudropmerundenmnn)-2H-[1,2,4]rprazon-3-
unjnunepasuH-1-ua}aTaHoH,
2-Oenoxcu-1-[2-(5-n-ronun-2H-[1,2,4]rpuazon-3-un)nunepazuH-1-un]3TaHox,
2-®enokcu-1-{2-[5-(4-tpudropmerundenunn)-2H-[1,2,4]rpuazon-3-
wi|nunepa3uH-1-un}3TaHOH,
1-{2-[5-(4-Metokcudenun)-2H-[1,2,4]rpuason-3-un|nunepasun-1-umn}-2-
(EHOKCUITAHOH,
1-{2-[5-(4-DTopdenun)-2H-[1,2,4]Tpuazon-3-un|nunepasun-1-un}-2-
(EeHOKCHITAHOH,
1-{2-[5-(3,4-umeTokcudenunn)-2H-[1,2,4]rpuazon-3-un|nunepa3un-1-un}-2-
¢eHOKCHATAHOH,
1-{2-[5-(3,4-Auxnopdenun)-2H-[1,2,4]1puazon-3-un|nunepasun-1-un}-2-

dbeHoKcHITaHOH,

Crp.: 32
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1-{2-[5-(2-DP1opdennn)-2H-[1,2,4]rpuazon-3-uin|nunepasut-1-mnn}-2-
(EHOKCHATAHOH,
4-{5-[4-Metun-1-(2-benokcnanerun)nunepasuu-2-uil-[1,2,4]Jokcaauason-3-
un}6enzamun,
(R)-1-{2-[3-(1H-Nnpa30a-5-un)-[1,2,4]okcanuason-5-unj-4-MeTHIMHIIEPA3HH- 1 -
un}-2-QECHOKCHITAHOH,
(R)-1-{2-[3-(4-®Propdenun)-[1,2,4]okcannazon-5-un}-4-meTranunepasun-1-
un}-2-hCHOKCHITAHOH,
(R)-5-{5-[4-Metun-1-(2-dpenoxcuanery)numnepasuu-2-uil-[1,2,4]oxkcanuason-
3-un}-1,3-1uruaApounx0-2-0H,
(R)-5-{5-[4-Mernn-1-(2-benokcuanerun)nunepasun-2-ui]-[1,2,4Jokcannason-
3-un}-1,3-gurunpoOeH3UMHUIa301-2-0H,
(R)-1-{2-[3-(1H-Ben3zumunazon-5-un)-[1,2,4Joxcannazon-5-ui]-4-
METHIINHIICPa3HH-1-11}-2-GeHOKCHITAHOH,
(R)-1-{2-[3-(1H-Ber3orpnazon-5-un)-[1,2,4]Jokcaauazon-5-ui-4-
METHINHUNEPAa3uH-1-un}-2-GeHOKCUITAHOH,
(R)-1-{4-MeTtun-2-[5-(3-rpudropmermndenun)-2H-[1,2,4]rpuazon-3-
wi|nunepasuH-1-ni}-2-heHOKCHITAHOH,
(R)-1-{2-[5-(4-MeTokcudpennn)-2H-[1,2,4]rpuazon-3-mi]-4-MeTuanunepasuu-1-
ui}-2-GpeHOKCHITaHOH,
(R)-1-{2-[5-(4-D10opdennn)-2H-[1,2,4]rprazon-3-ui]-4-meTuanunepasuu- 1 -
Ui} -2-(EHOKCHITaHOH,
(R)-1-{2-[5-(4-Metaucynsdounndennn)-2H-[1,2,4]rpuazon-3-un]-4-
METHIIHIIepa3uH- 1 -un}-2-hpeHoKCHITaHOH,
Merunoseit 3¢up (R)-4-{5-[4-meTnn-1-(2-bheHokcHane T )nunepasun-2-ui|-
1H-[1,2,4]Tprnazon-3-un}6eH30MHON KHUCIIOTHI,
(R)-N-(3-{5-[4-MeTnn-1-(2-¢penoxcuanernn)nunepasun-2-uil-1H-
[1,2,4)Tpuazon-3-un}dennn)aneraMmu,
(R)-N-(3-{5-[4-MeTun-1-(2-peHokcHaneTHI)unepasun-2-uij-1H-
[1,2,4]1pra3on-3-un} pennsi)MeTancynbhoHaMHu I,
(R)-4-{5-[4-MeTun-1-(2-penoxcuanerun)nunepasun-2-unl-1H-[1,2,4]rpuasosn-

3-un}beH3amMun,

Crp.: 33
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(R)-4-{5-[1-(2-®enokcuanetun)nunepuaus-2-unl-[1,2,4Jokcaguason-3-
ui1} 0eH30ifHasg KUCIOTAa,
(R)-3-{5-[1-(2-Denokcuauerun)nunepuaun-2-unl-[1,2,4Jokcaguason-3-
Ui} OeH3oiiHas KUCII0Ta,
(R)-6-{5-[1-(2-DPenokcuanernn)nunepuaun-2-unl-[1,2,4]Jokcaguason-3-
WJ1} HUKOTHHOBas KHCIOTa,
(R)-2-Drop-4-{5-[1-(2-benoxcuanerun)nunepuaun-2-unj-[1,2,4Joxcaguason-3-
ui1}0eH30iHas KUCIIOTA,
(R)-5-{5-[1-(2-Penokcuanernn)nunepuant-2-un}-[1,2,4Joxcagnazon-3-
HJI} THPHUJIMH-2-KapOOHOBast KUCJIOTA,
(R)-4-{5-[1-(2-Penokcuanerui)nunepuaut-2-unl-[1,2,4]okcannaszon-3-
W1} TUpUIMH-2-KapOOHOBas KUCIIOTA,
(R)-3-{5-[1-(2-Penokcuanerun)nunepuaus-2-unl-1H-[1,2,4]tpuason-3-
un}OeH30HAA KHCIIOTA,
3-{5-[4-(2-Penokcuauetuwin)Mopdoinun-3-unj-[1,2,4Jokcannazon-3-
un}OeH30iHas KUCIIOTa,
3-{5-[4-(2-®enoxcuanerun)Moponun-3-unj-[1,2,4Jokcanguaszon-3-
un}OeH30iHasg KUCI0Ta,
4-{5-[4-(2-Penokcuauerni)ruomopdonun-3-uil-[1,2,4]Jokcanuazon-3-
un}0OeHzaMun,
4-{5-[4-(2-Denokcuanerun)tuomoppoann-3-unl-[1,2,4Joxcanuaszon-4-
un}OeH3zamMul,
3-{5-[4-Anerun-1-(2-penokcuanerun)nunepasun-2-ui}-[1,2,4Joxkcagnazon-3-
U} OeH30MHasA KHCIIO0Ta,
4-{5-[4-Anetni-1-(2-denokcuanerun)nunepasun-2-uil-[1,2,4Joxcaauason-3-
U1} OeH30iiHasa KUCioTa,
(R)-4-{5-[4-MeTun-1-(2-penoxcuauernn)nunepasna-2-mi}-1H-[1,2,4]tpuazon-
3-un}06eH30iiHasA KUCIOTA,
(R)-5-{5-[1-(2-PeHokcuaneTuI)nunepuau-2-uil-[1,2,4]Joxcannasosn-3-
W1} HUKOTHHOBOH KHCJIOTA,
1-(2-{3-[4-(Mopdonun-4-xkapoonmwn)penun]-{1,2,4]okcaguazoin-5-

UJ} IANEPUNH-1-1i)-2-PEeHOKCHITAHOH,

Crp.: 34
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(R)-1-(2-{3-[4-(3-Tuapoxcunmuppoauaun-1-kapbonumin)pennn]-
[1,2,4]okcagnazon-5-un} nunepuaut-1-um)-2-peHoKCUITAHOH,

(R)-N,N-JTustun-4-{5-[1-(2-peHoxcuanerun)nunepuann-2-umnl-
[1,2,4]okcanuaszon-3-un}OeH3aMun,

(R)-N-Metun-4-{5-[1-(2-penokcuanerun)nunepuius-2-un|-[1,2,4Joxcagnasosn-
3-un}6eHzamMuz,

(R)-N,N-Tumetnn-4-{5-[1-(2-dpenoxcuaneTni)nunepuana-2-ui)-
[1,2,4]oxcannazon-3-un}beHsamun,

(R)-N-OTtun-4-{5-[1-(2-benokcuanetun)nunepuaun-2-mil-[1,2,4Joxcaguason-3-
HJ}OeH3aMu,

(R)-N-Uuknonponun-4-{5-[1-(2-peHoxcuaneTun)nunepuang-2-uiu|-
[1,2,4]oxcannazon-3-un}benzamun,

(R)-N-(2-T'mnpokcustun)-4-{5-[1-(2-penoxcuaneTun)nunepuant-2-mumi|-
[1,2,4]oxcannason-3-un}bensamun,

(R)-N-(2-MeTtokcuatun)-N-metun-4-{5-[1-(2-beHokcuaneTuis)munepuiHH-2-
uinl-[1,2,4]Joxcanua3zon-3-un}6eH3zamMun,

(R)-N-Metun-3-{5-[1-(2-penoxcuanerun)nunepuaun-2-unj-[1,2,4Jokcaguason-
3-un}6eH3aMun,

(R)-N,N-/IumeTun-3-{5-[1-(2-peHokcraueTnn)nunepuant-2-umij-
[1,2,4]okcanua3zon-3-un}O6eH3aMu,

(R)-N-Otun-3-{5-[1-(2-benoxcuanernn)nunepuaun-2-unjl-[1,2,4]Jokcanuazon-3-
un}6eHzamMus,

(R)-N-luknonponui-3-{5-[1-(2-peHokcuane Tun)nunepuanH-2-uil-
[1,2,4]oxcanunason-3-nn}0eH3aMu,

(R)-N-(2-T'mgpoxcuatuin)-3-{5-[ 1-(2-benokcunale TUI) MU PUIHH-2 -1 |-
[1,2,4]okcanmnazon-3-un}beHzamMun,

(R)-N-(2-Metokcuatun)-N-metun-3-{5-[1-(2-derokcunaneTmin)nunepuiuu-2-
unl-[1,2,4}Joxcagnazon-3-un}OeH3aMu,

(R)-1-(2-{3-[3-(Mop¢onun-4-kapbonmn)peununn]-[1,2,4]okcaanazon-S-
U1} TATIEpUIHH- 1 -11)-2-PeHOKCHATAHOH,

(R)-1-(2-{3-[3-(3-T'unpoxcunupponuaun-1-kapbonun)penu]-

[1,2,4)oxcanmnazon-5-ui} nunepuani-1-un)-2-GeHOKCHUITAHOH,

Crp.: 35
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(R)-N,N-Juatun-3-{5-[1-(2-beHoKcHANETHIT)TUTICPUIUH-2-UTT]-
[1,2,4]okcaauazon-3-un}benzamun,

Metunamun (R)-4-{5-[1-(2-penokcHaneTn)IunepuIuH-2-uij-
[1,2,4]oxcannazon-3-ua} nupuanH-2-kapOOHOBOMH KUCIOTEHI,

Jumerunamun (R)-4-{5-[1-(2-peHokcHaneTHI)TUNEPHAHH-2 U] -
[1,2,4]oxkcaana3zon-3-un} NUPUAHH-2-KapOOHOBOH KHCIIOTHI,

Otunamug (R)-4-{5-[1-(2-benokcuanerun)nunepu fuH-2-ui|-
[1,2,4]okcannazon-3-ui} NUpHAHH-2-KapOOHOBOH KHUCIOTEL,

Jiustunamug (R)-4-{5-[1-(2-beHoxcnaneTHn)nunepuanH-2-uij-
[1,2,4]okcanuazon-3-un}nupuanH-2-KapOOHOBOH KHCIIOTEI,

(R)-1-(2-{3-[2-(Mopdoaun-4-kapbonun)nupuaus-4-uinj-[1,2,4]Jokcaquaszon-5-
Ul }nunepuanH-1-min)-2-GeHoKcu3ITaHoH,

(R)-1-(2-{3-[2-(3-MeTancynbGOHUANUPPONUAHH-1-KapOOHUT) THPH AUH-4-1 1] -
[1,2,4]okcaauaszon-5-uil} MUnepuauH-1-1i)-2-QeHOKCHITAHOH,

Metunamun (R)-5-{5-[1-(2-peHoxcuaneTHI)IHICPUANH-2-HIT]-
[1,2,4]oxkcannazon-3-un}nupuanH-2-KkapOOHOBOH KMCIIOTEL,

(R)-N-Metun-3-{5-[1-(2-benokcuanernn)nunepuaun-2-un}-1H-[1,2,4]rpuazon-
3-un}benzamun,

1-N,N-ustun-4-{5-[1-(2-penokcuauerun)nunepasun-2-uij-[1,2,4Jokcaguazon-
3-un}OeH3aMuI,

1-(2-{3-[4-(Mopponuu-4-xapoouun)penun]-[1,2,4]Joxcaguazon-5-
W1} Iunepasun-1-ui)-2-GpeHOKCUITaHOH,

N-Metun-4-{5-[1-(2-bpesoxcuanernn)nunepasun-2-uil-[1,2,4Joxcanuazon-3-
Hi1}OeH3aMua,

(R)-N-Metuin-5-{5-[1-(2-benokcuanernn)nunepuus-2-unl-[1,2,4Jokcaguason-
3-UN}HUKOTHHAMUJL,

(R)-N-Dtun-5-{5-[1-(2-penokcuanerun)nunepuaun-2-mil-[1,2,4Joxcagnaszoi-3-
W1} HUKOTHHAMHU ],

(R)-N-Huotun-5-{5-[1-(2-peHokcHaneTu)IunepuiuH-2-1ij-
[1,2,4]okcanna3on-3-uj} HAKOTUHAMU ],

(R)-N-Muostun-5-{5-[1-(2-dbeHokcuaneTna) IunepuIuH-2-U|-

[1,2,4)oxcagnazon-3-un} HUKOTUHAMU I,

Crp.: 36
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(R)-N-(2-T'nnpoxcuatun)-5-{5-[1-(2-benoxcuanernn)nunepuud-2-uinl-[1,2,4}
OKCaauazoyi-3-uj} HIKOTHHAMH,
(R)-N-(2-MeTtokcuatua)-N-MeTua-5-{5-[ 1 -(2-dbeHokcHaLe THI)THITE pUAH H-2-
un]-[1,2,4]Jokcanuazon-3-uij} HUKOTUHAMU]I,
(R)-N-Iluknonponun-5-{5-[1-(2-beHokcHaneTHI )TUIEPUIHH-2-HJT |-
[1,2,4]oxcanuna3zon-3-Ui1} HHKOTHHAM U,
(R)-1-(2-{3-[5-(3-T'unpoxcunuppoauanH-1-kapOoHun)MupuIuH-3-11]-
[1,2,4]okcanua3zon-5-un}nunepuauH-1-umn)-2-beHOKCHITAHOH,
(R)-4-{5-[1-(2-®Penokcuanernn)nunepuaun-2-unl-[1,2,4Jokcaguazosn-3-
un}6en3zamun,
(R)-3-{5-]1-(2-Denokcnauerwn)nunepuaun-2-uijl-[1,2,4Jokcaguazon-3-
un}beHsamun,
Amua (R)-4-{5-[1-(2-penokcuanerun)nunepuaunu-2-uinl-[1,2,4Joxkcaguazon-3-
HJ1} MAPHIUH-2-KapOOHOBOM KUCIIOTHI,
(R)-3-{5-[1-(2-Denokcnanerun)nunepuaut-2-unl-1H-[1,2,4]rpuazon-3-
un}OeH3zamun,
4-{5-[4-(2-Penoxcuanetun)Mopponun-3-unl-[1,2,4]oxcannason-3-
un}6eHzamMu,
4-{5-14-(2-®enoxcuanerun)ruomopdonun-3-unj-[1,2,4Joxkcaaunazon-3-
nn}Oenzamun,
4-{5-[1-(2-®enoxcuanermwn)nunepasut-2-unl-[1,2,4Joxcannason-3-
un}0eH3amMu,
5-{5-[1-(2-DenoxcnaneTun)nunepuauu-2-uinl-[1,2,4Joxkcannazon-3-
WJ1} HAIKOTHHAMH],
(R)-1-{2-[3-(3-Amunodennn)-[1,2,4]okcaguazon-S-un|nunepuand- 1 -un}-2-
(e€HOKCHITaHOH,
(R)-1-{2-[3-(4-AMmunodenun)-[1,2,4]okcaanazon-S-mwijnunepuaau- 1 -umn}-2-
(EeHOKCHITAHOH,
(R)-1-{2-[5-(3-Amunopennn)-2H-[1,2,4|rpuason-3-un|nunepuuu-1-umn}-2-
dbeHOoKCHITAaHOH,
(R)-N-(3-{5-[1-(2-®enoxcuanernn)nunepuun-2-unl-[1,2,4]Jokcannazon-3-

un}deHun)aneTaMu/l,

Crp.: 37
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(R)-N-(4-{5-[1-(2-Penoxcuanetun)nunepuaus-2-uinl-[1,2,4Jokcannazon-3-
nin}dheHun)aneraMu,

(R)-N-(5-{5-[1-(2-Denoxcuanetni)nunepuaun-2-uil-[1,2,4]okcanuazon-3-
W} TUPUIMH-2-UT)alleTaMu I,

(R)-N-(3-{5-[1-(2-®enokcnanerun)nunepuaus-2-un]-1H-[1,2,4]rpuazon-3-
uin}dbenun)anerTaMu,

(R)-N-(3-{5-[1-(2-®enokcuanerun)nunepuaun-2-un]-[1,2,4]okcapuason-3-
un} penun)MerancynbHoHaMHLI,

(R)-N-(4-{5-[1-(2-®enokcuanerun)nunepuaun-2-un]-[1,2,4 jokcanuaszo-3-
un}denun)MetaHcynabGoHaMun,

Annunossiit 3¢up (R)-(3-{5-[1-(2-penokcuaneTHn)nunepuaan-2-1il-
[1,2,4]okcanuazon-3-un}dpeHnn)KapbaMUHOBO| KHCIOTBI,

Annunosstit 3¢up (R)-(4-{5-[1-(2-penoxcuaneTnn)nunepuaut-2-un}-
[1,2,4]oxcanua3zon-3-un}denun)kapOaMUHOBOH KUCIIOTEHI,

(R)-N-(3-{5-[1-(2-®enokcuanerun)nunepuaun-2-unj-1H-[1 ,2,4])rpuazon-3-
un}penunn)meTaHcyabGoHaMu,

(R)-1-21un-3-(3-{5-[1-(2-penokcuanernn)nunepuaun-2-uil-1H-
[1,2,4]rpuazon-3-un}peHns)Mo4EBHHA,

(R)-3-{5-[1-(2-Penoxcuanerun)nunepuaun-2-unl-1H-[1,2,4]rpuazon-3-
w1} GEH3OHUTPUII, U

(R)-5-{5-[1-(2-Penokcuanernn)nunepu Aun-2-un]-[1,2,4Jokcaguazon-3-
W1} HUKOTHHOHUTPHIL,

¥ uX GapMalneBTHYECKH IIpUEMJIEMBIE COTH U CJIOXKHBIE 3QHUPEL.

Oco6eHHOo NpeANoUYTHTENLHEIMU coeqnHeHHIMU Gopmynsl (1) apiasiores
COeMHEHMs, BLIOpAaHHBIE U3 IPYIIBI, BKJIIOYAIOIMIEH:

(R)-1-{2-[3-(1H-Unnason-5-un)-[1,2,4]okcanunazon-S-un]nunepuauu-1-ui}-2-
$eHOKCHITaHOH,

(R)-1-{2-[3-(1H-Unnazon-6-un)-[1,2,4]okcanuaszon-S-unlnunepuanu-1-um}-2-
$eHOKCUITAaHOH,

(R)-6-{5-[1-(2-®enokcuanerun)nunepuaut-2-uij-[1,2,4Joxcagunazon-3-un}-1,3-
JAMTHAPOUHAON-2-0H,

(R)-5-{5-[1-(2-Penokcuanerun)nunepuguu-2-unl-[1,2,4Jokcaauason-3-un}-1,3-

JUTHJIPOOEH3UMHUAA301I-2-0H,

Crp.: 38
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(R)-5-{5-[1-(2-Penokcnanerun)nunepuaun-2-un|-[1,2,4Joxcaanazon-3-un}-1,3-
JUTHAPOUH0N-2-0H,

(R)-1-{2-[3-(1H-ben3zorpuazon-5-un)-[1,2,4]oxcaanazon-S-un|nunepuaun-1-
W1} -2-pEHOKCHITAHOH,

(R)-1-{2-[3-(1H-ben3umunazon-5-un)-[1,2,4 Jokcaanazon-S-ui|nunepuaun-1-
Ui} -2-QpEeHOKCUITAHOH,

(R)-4-{5-[4-(2-Penokcuanerun)mopdonun-3-ui]-[1,2,4]Jokcanunazon-3-un}-1H-
NUPHIUH-2-0H,

(R)-1-{2-[5-(4-DTopdenun)-2H-[1,2,4]Tpuazon-3-un|nunepunuu-1-un}-2-
(heHOKCHAITaHOH,

(R)-2-®enoken-1-{2-[5-(3-tpudropmerundenun)-2H-[1,2,4]tpuazon-3-
UJ1|IUNEepUINH- -1} 3TaHOH,

(R)-1-{2-[3-(1H-bensumnaazon-5-un)-[1,2,4]okcangnazon-5-un]ounepasuH-1-
A} -2-QeHOKCUITaHOH,

(R)-3-{5-[1-(2-®Penokcnanerun)nunepuaun-2-mil-[1,2,4]okcagnazon-3-
un}OeH3amMu,

5-{5-[1-(2-DenoxcnanetTmmnunepuguH-2-unj-[1,2,4Joxkcaguazon-3-
UJ1} HHKOTHHAMHU],

(R)-N-(3-{5-[1-(2-®Penokcuanernn)nunepuaud-2-wi|-1H-[1,2,4]rprazon-3-
nn} penun)aueramMmua, u

(R)-N-(3-{5-[1-(2-Penoxcuanerun)nunepuaun-2-un]-1H-[1,2,4]rpuazon-3-
U1} GeHHI)METaHCYyNIb(hOHAMHU,

U UX GpapMalleBTHYECKH IPHEMIICMBIC COJIA U CJIOXKHbBIE 3QHUPHI.

JIpyrumMH npeAnouTHTENsHBIMU coeJuHeHUuAMH Gopmyirsl (1) aasioTes
COCJIUHEHUS, BBIOpaHHBIE U3 IPYINbI, BKIHOYAIOMECH:

1-{(R)-2-[3-(2-MeTun-1H-6en3umuaason-5-un)-[ 1,2,4]Joxcannazon-5-
Ui |nunepuauH-1-un}-2-gpeHoKcHITaHoH,

1-{(R)-2-[3-(2-AMunonupuaun-4-un)-[ 1,2 4Joxcaauazon-5-un|nunepuus-1-
HJ}-2-(peHOKCUITAHOH,

1-{(R)-2-[3-(3-I'napokcudenui)-[1,2,4]okcanuazon-S-unnanepugun-1-un}-2-
(bEeHOKCHATaHOH,

4-{5-[(R)-1-(2-Penoxkcuanerun)nunepuaun-2-unl-{1,2 4Joxcaanazon-3-un}-1H-

NUPUAUH-2-OH,

Crp.: 39
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1-{(R)-2-[3-(4-T'nnpoxcudennn)-[1,2,4]okcannazon-S-un|nunepuauu-1-mm}-2-
(hEeHOKCHITAHOH,
3-{5-[1-(2-Denokcuanerun)nunepuaut-2-unl-[1,2,4]Jokcannazon-3-
un}peHunbopoHOBas KUCIOTA,
4-(2-Okco-2-{(R)-2-[3-(2-okxc0-2,3-nuruapo | H-un1oa1-5-um)-
[1,2,4]okcanua3on-5-ua]nunepuanH- 1 -ui} 3TOKCH )OCH30HUTPH I,
4-(2-{(R)-2-[3-(4-MeTtoxcudenun)-[1,2,4]okcanuazon-S-unjnunepuJus-1-un}-
2-0KCOITOKCH) OEH3OHUTPUII,
2-Metuin-5-{5-[(R)-1-(2-penokcuaneTun)nunepuauu-2-unl-[ 1,2,4Jokcaguason-
3-un}-3H-nupumMuauH-4-0H,
1-[(R)-2-(3-Dypau-2-un-[1,2,4]okcaguazon-S-un)nunepuauu-1-unj-2-
(heHOKCHITAHOH,
1-[(R)-2-(3-UMupna3zo[1,2-ajnupuaun-2-un-[1,2,4Jokcanua3on-5-un)nunepuuH-
1-un}-2-peHoxcuITaHoH,
1-{(R)-2-[3-(4-Metun-[1,2,3]ruaguaszon-5-un)-[1,2,4Jokcanuaszosn->5-
un|nunepuiui-1-un}-2-QeHOKCHITAHOH,
1-{(R)-2-[3-(2,5-AumeTun-2H-nupazon-3-un)-[1,2,4Joxcanuazon-5-
W |HnepuIuH-1-1n}-2-gpeHoKcu3ITaHoH,
2-®enokcu-1-{(R)-2-[3-(1H-nupazon-4-un)-[1,2,4Jokcaanazon-5-
W nUnepuarH-1-1I} 3TaHOH,
1-{(R)-2-[3-(5-Metunu3okcazon-3-un)-[1,2,4]oxcaguazon-S-mwi|nunepuaus-1-
ui}-2-peHOKCUITAHOH,
2-®enoxcu-1-{(R)-2-[3-(1H-nupazon-3-un)-[1,2,4Joxkcagunazon-5-
Ui |nUnepuanH-1-1i}3TaHOH,
5-{5-[(R)-1-(2-Oenokcuanerun)uunepuaun-2-unl-[1,2,4loxkcaguazon-3-un}-1H-
OUPUMHANH-2,4-THOH,
1-{(R)-2-[3-(6-AMuHOnIMpuauH-3-un)-[1,2,4Jokcanuazon-5-un|nunepuaun-1-
ui}-2-heHoKCU3TaHOH,
1-[(R)-2-(3-UMupa3zo[1,2-alnupuaun-6-ui-[1,2,4]okcaaguazon-5-un)nunepuIuH-
1-uin]-2-peHoKCHITaHOH,
6-{5-[(R)-1-(2-®Denokcunanerun)nunepuand-2-uil-[1,2,4Jokcaguazon-3-un}-4H-

Oen3of1,4]oxkca3suH-3-0H,

Crp.: 40
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6-{5-[(R)-1-(2-Denokcnanernn)nunepuans-2-unl-[1,2,4Jokcanuason-3-un}-1,4-
auruapo6enso[d][1,3]okcasun-2-ox,
1-((R)-2-{3-[3-(1,1-Auokco-1A6-n30THA30MH ANH-2-HT ) peH k]
[1,2,4]oxcanuazon-5-un}nunepuau-1-un)-2-peHOKCHITAHOH,
1-(3-{5-[(R)-1-(2-DenokcnaneTun)nunepuaun-2-unl-[1,2,4]Jokcannazon-3-
HN} QEHNIT)IUPPOIUAHH-2-0H,
1-(3-{5-[(R)-1-(2-®enokcuanetun)nunepu qun-2-ui]-[1,2,4 Joxcaauazon-3-
W1} peHnT) UMK 1a30IH AMH-2 4~ [HOH,
4-(3-{5-[(R)-1-(2-Penokcnanerrn)nunepuaan-2-ui]-[1,2,4]okcaanazon-3-
nn}bennn)-2,4-quruapo|1,2,4]rpuazon-3-on,
1-(3-®r1op-5-{5-[(R)-1-(2-dbenHokcnaueTnn)nunepuauH-2-uij-
[1,2,4]oxcanna3zon-3-un} penun)nupponuaun-2,5-140H,
5-{5-[(R)-1-(2-Denoxcuanerun)nunepuaua-2-un]-1H-[1,2,4|tpraszon-3-un} -
1,3-purunpounnon-2-oH,
1-{(R)-2-[5-(1H-Hnna3on-5-un)-2H-[1,2,4)rpuaszon-3-un]nunepuun- 1 -un}-2-
({EHOKCHATAHOH,
1-{(R)-2-[5-(1H-Hupon-S-un)-2H-[1,2,4]rpuazon-3-unlnunepu aun-1-um}-2-
($heHOKCHAITAHOH,
1-{(R)-2-[5-(3H-ben3orpnazon-5-un)-2H-[1,2,4]tpuazon-3-un|nunepuaun-1-
ui}-2-heHOKCHITAHOH,
5-{5-[(R)-1-(2-Penoxcuanernn)nunepuaun-2-ui]-1H-[1,2,4]tpuazon-3-un}-
1,3-quruapobeH3uMu1a3zon-2-0H,
1-{(R)-2-[5-(2-MeTnn-1H-6en3umunazon-5-un)-2H-[1,2,4]tprazon-3-
wi|nunepuanH-1-un}-2-heHoKCHITAHOH,
1-{(R)-2-[5-(2-AmMuHOonupuanH-4-ni)-2H-[1,2,4]rpuazon-3-ui|nunepuaun-1-
un}-2-GEeHOKCUITAHOH,
5-(3-{5-[(R)-1-(2-PenokcuaneTun)nunepuaun-2-unl-1H-[1,2,4] tpuazon-3-
un} dpennn)-3H-[1,3,4]okcagnason-2-oH,
1-{(R)-2-[5-(3-[1,3,4]Okcanuazon-2-undenwnn)-2H-[1,2,4]rpnazon-3-
unjnunepuanH-1-umn}-2-heHoKCUITAHOH,
3-{5-[1-(2-Penoxcuanernm)uunepuanu-2-un}-1H-[1,2,4]tpunazon-3-

11} GeHHIO0pOHOBAs KHCIIOTA,

Crp.: 41
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6-{5-[(R)-1-(2-Penokcuanernn)nunepuuy-2-unl-1H-[1,2,4]tpuaszon-3-un}-
4H-0en30[1,4]okcaszun-3-oH,
1-[(R)-2-(5-Umupaso[1,2-alnupunun-6-un-2H-[1,2,4 | tprazon-3-un)nune puauH-
1-un]-2-heHOKCHITAHOH,
1-{(R)-2-[5-(6-AMunonupuaun-3-un)-2H-[1,2,4]rpuazon-3-un]nunepugug-1-
Hi}-2-QCHOKCHITAHOH,
1-{(R)-2-[5-(1H-ben3zumunazon-5-wn)-2H-[1,2,4]rpuazon-3-unjnunepugut-1-
ui}-2-pEHOKCHITAHOH,
2-®enokcu-1-[(R)-2-(5-nupuann-3-un-2H-[1,2,4]rpuazon-3-u1)nunepuau--1-
WJI|3TaHOH,
1-{(R)-2-[5-(3,5-AumeTunu3zokcaszon-4-un)-2H-[1,2,4]rpuazon-3-
Un|nunepuans-1-un}-2-GpeHokcuITaHoH,
2-Penokcu-1-[(R)-2-(5-tuoden-2-un-2H-[1,2,4]rpuazon-3-min)nunepuu-1-
WI]|3TaHOH,
2-®denokcu-1-[(R)-2-(5-nupumuaun-2-un-2H-[1,2,4|rpuazon-3-um)nunepuaut-
1-us]araHos,
1-{(R)-2-[5-(4-Metunoxcazon-5-un)-2H-[1,2,4}rpuazon-3-un]nunepuaux-1-
un}-2-QeHOKCHITAHOH,
2-®enokcu-1-[(R)-2-(5-nupasun-2-un-2H-[1,2,4]Tpuazon-3-un)nunepuamun-1-
UJ|3TaHOH,
1-{(R)-2-[5-(2-®1Oopdenun)-2H-[1,2,4]tprazon-3-un|nunepunux-1-un}-2-
$EeHOKCHITAHOH,
1-{(R)-2-[5-(3,5-Audropdenun)-2H-[1,2,4]rpuazon-3-un|nunepuaun-1-nn}-2-
(hE€HOKCUITAHOH,
1-{(R)-2-[5-(2-MeTunnupuauu-4-un)-2H-[1,2,4]rprazon-3-unjnunepuauu-1-
ui}-2-peHOKCUITAHOH,
1-{(R)-2-[5-(3-D1opdennn)-2H-[1,2,4]tpuazon-3-un|nunepuaun-1-umn}-2-
($EeHOKCUITAHOH,
1-{(R)-2-[5-(3,4-JudTopdenun)-2H-[1,2,4]rpuazon-3-un|nunepuauH-1-ui}-2-
(heHOKCUITAHOH,
6-{5-[(R)-1-(2-Denokcuanetun)nunepuant-2-un]-1H-[1,2,4]rpuazon-3-un}-

1,4-nurunpobenso[d][1,3]okca3un-2-oH,

Crp.: 42
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7-{5-[(R)-1-(2-Denoxcuanernn)nunepuann-2-unl-1H-{1,2,4)tpuazon-3-un}-
3,4-nuruapo-1H-XxuHa30nHH-2-0H,
1-(3-{5-[(R)-1-(2-®enoxcnanetnn)uunepuaun-2-uil-1H-[1,2,4rpuazon-3-
W1} GeHMIT)IMUAa30IUAUH-2,4-THOH,
1-{(R)-3-[3-(2-Amunonupunnn-4-un)-[1,2,4]okcaguazon-5-un]mopdonun-4-
un}-2-pEeHOKCHITAHOH,
1-{(R)-3-[3-(1H-bensumunason-5-un)-[1,2,4]okcannazon-5-un]mopdhonun-4-
U}-2-hEeHOKCHITAHOH,
1-{(R)-2-[3-(1H-Bensumunazon-5-un)-[1,2,4]okcagnazon-5-un|nunepasun-1-
Un}-2-hEeHOKCHITAHOH,
5-{5-[(R)-1-(2-Penokcnanerun)nunepasus-2-un)-[1,2,4)okcaauaszon-3-un}-1,3-
JUTHAPOMHIOI-2-0H,
1-{(R)-2-[3-(2-AMuHONHpHUANH-4-n1)-[1,2,4]oKCcaguazon-5-un)nunepasun-1-
W1} -2-hE€HOKCHITAHOH,
(3-{5-[(R)-1-(2-Penoxcuanerunm)nunepuaun-2-unl-[1,2,4]Joxcanuaszon-3-
un}peHOKCH)yKCyCcHas KHCIIOTa,
2-®enoxcH-1-((R)-2-{5-[3-(munepnaun-1-kapbonun)penun]-2H-
[1,2,4]rpuazon-3-un}nunepuanH-1-Hi)ITaHOH,
1-((R)-2-{5-[3-(Mopdonun-4-kapbouun)penwmn]-2H-[1,2,4] rprazon-3-
W1} IMNIepUAHH- 1 -1i1)-2-heHOKCHITAHOH,
1-((R)-2-{5-[3-(4-MeTtunnunepasun-1-kapbouun)pennn]-2H-[1,2,4]rpuason-3-
W1} TUIEPUANH- 1 -11)-2-HEHOKCHITAHOH,
4-(3-{5-[(R)-1-(2-®eHoxcuanetum)nunepuaun-2-unl-1H-[1,2,4 tpuazon-3-
nn}6eH3oun)nunepasnH-2-oH,
N-(2-Metokcuatun)-N-mMetun-3-{5-[(R)-1-(2-heHokcHaneTH1) Iunepu TUH-2 -
un]-1H-[1,2,4]rpnazon-3-un}Genzamun,
1-((R)-2-{5-[3-(4-AuetunnunepasuH-1-xapbonun)pennn]-2H-[1,2,4]rpuazon-3-
W1} THNEepUANH- 1 -111)-2-)eHOKCHITAHOH,
1-(3-{5-[(R)-1-(2-®enokcnanetnn)nunepuaun-2-ui]-1H-[1,2,4]tpnazon-3-
U} OeH30U) TUTIepU IHH-4-KapOOHOBAs KUCIIOTA,
Amun 1-(3-{5-[(R)-1-(2-Penoxcnanerun)nunepuann-2-ui]-1H-[1,2,4]tpunason-

3-un}OeH3omI)IUNEepUANH-4-KapOOHOBOH KHCJIOTHI,

Crp.: 43
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2-®OenokcH-1-((R)-2-{5-[3-(Tnazonunuu-3-kapbonnn)penun]-2H-
[1,2,4]rpua3zon-3-un}nunepunt-1-un)3TaHoH,
N-(2-umeTunaMuuosTi1)-N-MeTun-3-{5-[(R)-1-(2-
¢enokcuaunerun)nunepuaus-2-uil-1H-[1,2,4]rpuaszon-3-un}6enzamun,
2-®enokcu-1-((R)-2-{5-[3-(tuomopdbonuu-4-kapbonun)penun]-2H-
[1,2,4]Tpuazon-3-un}nunepuuH-1-umn)3taHos,
Stunossiit 3¢pup 4-(3-{5-[(R)-1-(2-henoxcuanerun)nunepuaun-2-uij-1H-
[1,2,4]Tpuazon-3-un}ben3onn)nunepasut-1-kapOOHOBOH KHCIOTHI,
N-(2-Tuapokcustun)-3-{5-[(R)-1-(2-peHokcnaneTnn)nunepuauna-2-ui}-1H-
[1,2,4])Tpuazon-3-un}bensamun,
N-Metun-3-{5-[(R)-1-(2-penoxcuanerun)nunepuaus-2-uial-1H-{1,2,4]rpuaszon-
3-un}-N-(2-nupuaUH-2-HIITHI)OEH3AMH,
N-(2-Iuanostun)-N-uuxnonponun-3-{5-[(R)-1-(2-benokcuaneTuI)NIUNIEPU IHH-
2-un]-1H-[1,2,4]tpuazon-3-un}6eHzamMun,
1-(3-{5-[(R)-1-(2-Penokcuanetmn)nunepuun-2-unj-1H-[1,2,4]rpuazon-3-
un}6ensounn)-4-GpeHUNNMUNEPUIHH-4-KapOOHUTPHUTI,
1-((R)-2-{5-[3-(4-T'uapoxkcununepuaun-1 -xapbornun)bennn]-2H-
[1,2,4]rpua3zosn-3-un}nunepuamH-1-um)-2- peHOKCUITAHOH,
8-(3-{5-[(R)-1-(2-®enoxcuanerun)nunepuans-2-uin]-1H-[1,2,4]rpuazon-3-un}-
6ensoun)-1,3,8-tpuaza-cnupo[4.5]nexan-2,4-110H,
1-(2-{5-[3-(cnupo(1-Pranan)nunepugun-4-kapoborun)denun]-2H-
[1,2,4]rpuaszon-3-un}nunepuaut-1-nim)-2-heHOKCHUITAHOH,
2-®enokcu-1-((R)-2-{5-[3-(3-nupuaun-4-uanuppoauguH- | -kapoonun)penun]-
2H-[1,2,4]Tpuazon-3-un}nunepuanH-1-um)3TaHoH,
1-((R)-2-{5-[3-(3-MeTancynspoHUIIUppoNuut-1-kapdonun)pennn]-2H-
[1,2,4]rpnazon-3-un}nunepuau-1-umn)-2-GpeHOKCHITAHOH,
1-((R)-2-{5-[3-((S)-3-Orokcunupponuanu-1-kapbonun)penun]-2H-
[1,2,4]rpuason-3-un}nunepuaut-1-un)-2-heHOKCHITAHOH,
1-((R)-2-{5-[3-((S)-3-T'unpoxcunupponuauu-1-kapbonun)peunn]-2H-
[1,2,4]tpuazon-3-un}nunepuanH-1-un)-2-peHOKCHITaHOH,
5-{5-[(R)-1-(2-Denokcuanerun)nunepuaun-2-un|-1H-[1,2,4]rpuazon-3-

HH}HHKOTHH&MHH,

Crp.: 44
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2-(3-{5-[1-(2-®DenokcuanerTmn)nunepuaun-2-unl-[1,2,4Jokcannazon-3-
Ui} peHoKCcH)aeTaMu I,
N-(3-®Top-5-{5-[(R)-1-(2-penoxcnaneTnn)nunepuanH-2-uij-
[1,2,4]okcannazon-3-un}ennn)aneramus,
N-(2-®T1op-5-{5-[(R)-1-(2-peHokcnaneTHI)NUNIEpUARH-2-1J |-
[1,2,4]okcapuazon-3-un}dennn)aneTaMu,
N-(3-{5-[(R)-1-(2-®enokcuanerun)nunepuAnn-2-ui)-1H-[1,2,4] rpuazon-3-
U1} GeHUI)IPONHOHAMHU,
N-(3-{5-[(R)-1-(2-®Penokcnanerun)unnepuaun-2-ui]-1H-[1,2,4]rpuazon-3-
Ui} peHnn)u300yTUpaMu,
N-(4-Pr1op-3-{5-[(R)-1-(2-benokcuanerun)nunepuauu-2-uil-1H-
[1,2,4]Tpuaszon-3-un}denun)aneraMun,
N-(3-®Top-5-{5-[(R)-1-(2-benokcuanermn)nunepuaus-2-uij-1H-
[1,2,4]tpuazon-3-un}denun)aneraMua,
N-(2-®T1op-5-{5-[(R)-1-(2-benokcuanerun)nunepuaus-2-uil-1H-
[1,2,4]rpuason-3-un}denunn)aneramun,
N-(4-{5-[(R)-1-(2-®enokcuauetmn)munepuaun-2-un|-1H-[1,2,4 | tpuaszon-3-
W1} TUPUIUH-2-WIT )alle TAM /I,
1-(3-{5-[(R)-1-(2-®enokcuanerun)nunepuauu-2-ui}-1H-[1,2,4]rpuazon-3-
un}denun)aseTuIuH-2-0H,
1-(3-{5-[1-(2-Penokcuanerun)nunepuauu-2-unl-1H-[1,2,4 | rpuazon-3-

W1} QEHUIT)TUPPOTHANH-2,5-THOH,

2-®enokcu-1-[(R)-2-(5-nupnnasun-4-un-[1,2,4]okcaanasosn-3-ui)nunepuauH-1-

M1 |3TaHOH,
4-{3-[(R)-1-(2-®enokcuanetmm)nunepuans-2-uil-[1,2,4Joxkcanunaso-5-

uJ1} OEH30HUTPHI,
1-{(R)-2-[5-(3-AMmunonupaszun-2-ni)-[1,2,4]okcannazon-3-unjnunepuaun-1-

Un}-2-QpEeHOKCHITAHOH,
3-{3-[(R)-1-(2-®enoxcunaneTmn)nunepuaud-2-ui)-[1,2,4Jokcannazo-5-

11} OEH30HUTPUI,

1-{(R)-2-[5-(2-T'mnpoxcunupuaus-3-un)-[1,2,4]okcanuazon-3-unuunepugun- 1 -

NI}-2-(pEHOKCUITAHOH,

Crp.: 45
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1-{(R)-2-[5-(5-AMunonupuun-3-mn)-{ 1,2,4|oxcagnazon-3-unjnunepuaun-1-
Wi1}-2-(EeHOKCHAITaHOH,
1-{(R)-2-[5-(2-Tuapokcunupunun-4-un)-{1,2,4Jokcagnazon-3-ui|nunepugaut-1-
un}-2-heHOKCUITaHOH,
1-{(R)-2-[5-(2-T'unpoxcu-6-MmetTunnupuaunu-4-un)-[1,2,4Joxkcaguazon-3-
ui|nunepuauH-1-un}-2-gpeHoKCUITAHOH,
1-{(R)-2-[5-(4-T'nppoxcunupuauu-2-un)-[1,2,4Joxcanguazon-3-un|nunepuau-1-
Ui }-2-HEeHOKCHITAHOH,
1-{(R)-2-[5-(2-AMuHO-5-xn0pnupuMuaAuH-4-umn)-[1,2,4]okcannazon-3-
unjnunepuaun-1-un}-2-gpeHokcuITaHOH,
2-®enoxcu-1-[(R)-2-(5-nupaszun-2-un-[1,2,4]oxcanuason-3-ui)nunepuauu-1-
HJ1]3TaHOH,
2-Oenokcu-1-{(R)-2-[5-(4-[1,2,4]tpuason-1-undenmn)-[1,2,4]Joxcaguason-3-
W] ITUNEpUANH- 1 -UI } 3TAaHOH,
2-®enokcu-1-{(R)-2-[5-(4-Terpa3zon-1-undenun)-[1,2,4]oxcaguazon-3-
W1 |NUIepUIMH- -1} 3TaHOH,
1-{(R)-2-[5-(1H-Ben3umunazon-4-un)-[1,2,4]okcaguaszon-3-ui]nunepuauu-1-
H}-2-pCHOKCUATAHOH,
1-{(R)-2-[5-(4-Auetundenun)-{1,2,4]oxcaguazon-3-unjnunepuaun-1-un}-2-
(eHOKCHITAHOH,
1-{(R)-2-[5-(6-T'uapoxcunupuaun-2-uin)-[1,2,4]oxcanuazon-3-unjnunepujuu-1-
ni}-2-peHOKCUITAHOH,
1-{(R)-2-[5-(5-Metummupasun-2-un)-[1,2,4]oxkcaguazon-3-un|nunepuuH- 1 -
ui}-2-peHOKCUITAHOH,
2-®enokcu-1-[(R)-2-(5-xuHokcanuu-2-un-[1,2,4]okcaguazon-3-un)nunepuIui-
1-un]ataHoH,
1-{(R)-2-[5-(3-Merancynbdounndenun)-[1,2,4Joxcanuazon-3-unjnunepuaun-1-
Ui} -2-QpeHOKCHITaHOH,
1-{(R)-2-[5-(6-Xnopnupuanu-3-un)-[1,2,4Joxcanuazon-3-un|nunepuaus-1-un}-
2-peHOKCHATAHOH,
1-[(R)-2-(5-bensoTtnazon-6-un-[1,2,4jokcaguazon-3-uwin)nunepu -1 -mi]-2-

(pEHOKCHOITAaHOH,

Crp.: 46
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2-®Oenokcu-1-{(R)-2-[5-(2,4,5-Tpudbtopdenun)-[1,2,4|okcanuazon-3-
W IUNEPHAHH- | -HJI} 9TAHOH,
2-®Oenokcu-1-{(R)-2-[5-(6-tpudTopMeTUNnupuauH-3-ui)-[1,2,4]okcaqnazon-3-
W |NUNEePUINH- -1} 3TaHOH,
1-[(R)-2-(5-ben3o[1,2,3]tuannazon-5-un-[1,2,4Joxkcagnaszon-3-ua)ndrnepu jaH-1-
ui}-2-hbeHoKCHAITaHOH,
1-[(R)-2-(5-[1,8]HadTupnaun-2-un-[1,2,4]okcagnazoii-3-nn)nunepuans- 1 -unj-
2-peHOKCHITAHOH,
1-[(R)-2-(5-[1,6]HadpTrprann-2-un-[1,2,4]okcaauason-3-ui)nunepuaun-1-uij-
2-(pEHOKCUITAHOH,
1-[(R)-2-(5-HurHONHE-4-p11-[1,2,4]okcagna3zon-3-un)nunepu gua-1-umi)-2-
(EHOKCHITAHOH,
1-{(R)-2-[5-(1H-ben3otpuna3zon-5-un)-[1,2,4Jokcanuazon-3-ui|nunepuaun-1-
nn}-2-QeHOKCHITAHOH,
1-{(R)-2-[5-(1H-ben3zumunaazon-5-un)-[1,2,4Jokcaguazon-3-un]nunepuaun-1-
u}-2-GEeHOKCHITAHOH,
1-{(R)-2-[5-(3,6-uxnopnupunasun-4-un)-[1,2,4]Joxcannason-3-ui| nunepuanm-
1-un}-2-¢heHoKkcuITaHOH,
6-{3-[(R)-1-(2-Penokcnanerun)nunepunun-2-unl-[1,2,4]okcannazon-5-un}-4H-
6en3o[1,4]okcazun-3-on,
1-{(R)-2-[5-(3H-Nmupazo[4,5-b]nupuaun-6-un)-[1,2,4]Joxkcanuazon-3-
uinjnunepuanH-1-un}-2-heHOKCHITaAHOH,
N-(4-{3-[(R)-1-(2-Penokcunanerun)nunepugun-2-unj-[1,2,4)Joxcaguazon-5-
U} TUPUINH-2-HI)alleTaM U /I,
1-{(R)-2-[5-(6-Xuop-3-ruapoxcunupuaasuu-4-un)-[1,2,4Jokcaauazon-3-
un|nunepuauH-1-un}-2-beHoKCHITaHOH,
6-{3-[(R)-1-(2-Qenokcuanerun)nunepuauu-2-ui]-[1,2,4]Jokcaguazon-5-un}-1,4-
JUTHAPOXHHOKCANUH-2,3-1HOH,
1-{(R)-2-[5-(6-Tunpoxcunupnaun-3-un)-[1,2,4]Jokcannaszon-3-unlnunepuann-1-
H1}-2-peHOKCHITAHOH,
7-{3-[(R)-1-(2-Penoxcuanetum)uunepuaun-2-ui|-[1,2,4)okcagnason-5-un}-3,4-

auruapo-1H-xuHokcanuu-2-oH,

Crp.: 47
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1-{(R)-2-[5-(6-AMunonupuaun-2-un)-[1,2,4Joxcannaszon-3-unjnunepuaun-1-
Hi1}-2-(€HOKCUITaHOH,
6-{3-[(R)-1-(2-Penokcuanerun)nunepuaun-2-uil-[1,2,4]Joxcaauazon-5-
W1} HUKOTHHOHUTPUIL,
5-{3-[(R)-1-(2-®enokcuanerun)nunepuaus-2-ui]-[1,2,4Joxcaauason-5-
Wi} UpUAUH-2-KapOOHUTPHII,
4-{3-[(R)-1-(2-Denokcuanernn)nunepuaun-2-uil-[1,2,4Joxcaguazon-5-un}-1,2-
JUTHIPOUHa30J1-3-0H,
1-{(R)-2-[5-(2-AMuHonupuaus-4-ui)-[1,2,4Joxcannason-3-una]nunepuaun-1-
Hi1}-2-heHOKCUITAHOH,
1-{(R)-2-[5-(6-TunpoxcunupuMuuH-4-un)-[1,2,4]Jokcanuazon-3-
winunepuauH-1-umn}-2-GEeHOKCHITAHOH,
4-(3-{3-[(R)-1-(2-®enoxcuanerun)nunepuaus-2-ui]-[1,2,4jokcaanazon-5-
un} penunn)-2,4-nquruapol1,2,4]rpuaszosn-3-oH,
1-(3-{3-[(R)-1-(2-®enokcuanernn)nunepuaus-2-uil-[1,2,4]okcaguason-5-
wi} GeHUN)MMHAA30 M ANH-2,4-THOH,
1-((R)-2-{5-[3-(1,1-qnoxco-1A6-u30THA3OMHAUH-2-UT ) peHu |-
[1,2,4]okcannazon-3-un} nunepuauH- 1 -um)-2-peHOKCHITAHOH,
1-(3-{3-[(R)-1-(2-®enokcuauerun)nunepuauH-2-unl-[1,2,4Jokcaguazon-5-
ui} GeHHT)NUPPOTHIMH-2-0H,
1-(3-{3-[(R)-1-(2-Penokcuanerun)nunepuaud-2-unl-[1,2,4 Jokcanuaszon-5-
ni}ennn)-1,3-TurufpouMua3on-2-ox,
3-(3-{3-[(R)-1-(2-®enoxcuanerun)nunepuaun-2-unl-f 1,2,4Jokcaguazon-5-
Ui} deHun)MMu1a30auauH-2,4-100H,
1-{(R)-2-[5-(1-MeTtun-1H-nupazon-3-un)-[1,2,4Joxcannaszon-3 -1y nHunepuIuH-
1-un}-2-peHOKCHUITAHOH,
2-®enokcu-1-{(R)-2-[5-(1H-nupazon-3-mn)-[1,2,4]Jokcaguazon-3-
W] ITUIepUIUH- 1 -HI1} 3TaHOH,
1-{(R)-2-[5-(5-Metunuzokcazon-3-un)-[1,2,4Jokcagnazon-3-un|nunepuaus-1-
Ui}-2-GhEeHOKCHITAHOH,
1-{(R)-2-{5-(2,5-Numetun-2H-nupazon-3-un)-[1,2,4Jokcaguazon-3-

uajnunepuuH-1-un}-2-PpeHoKCcUu3TaHOH,

Crp.: 48
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1-{(R)-2-[5-(5-Metun-2H-nupason-3-un)-[1,2,4Jokcagnazon-3-ui|nunepuanH-
1-un}-2-dpeHoKCUdTAHOH, U

1-{(R)-2-[5-(3-Metunnzokcaszon-5-un)-[1,2,4Joxcaguazon-3-un|nunepuus- 1 -
un}-2-heHOKCHITAHOH,

1 X (papMalleBTHYCCKH IPUEMIIEMBIE COJIH U CJIOXKHBIC 3QHUPBL.

JApyrumu ocoO€HHO NPEAIIOYTHTENBHBIMH COeAUHEHUIMH popmyibl (I)
ABJIAIOTCA COEIMHECHUS, BRIOpaHHBIC U3 IPYNITHI, BKJIIOYAIOMIECH:

2-Metnn-5-{5-[(R)-1-(2-penokcuanerun)nunepuaun-2-mil-[1,2,4Jokcaguason-
3-un}-3H-nupumMuauH-4-0H,

1-{(R)-2-[3-(5-Mernnusokca3zon-3-ui)-[1,2,4]Jokcaguazon-5-mi|nunepuaut-1-
un}-2-GpeHoKCU3ITaHOH,

2-®enokcu-1-{(R)-2-[3-(1 H-nupazon-3-wi)-[1,2,4]Jokcagunaszon-5-
WJI|NHNIepUIUH- ] -} } 3TaHOH,

1-{(R)-2-[3-(6-AMuHONUPHAKH-3-Uu1)-[1,2,4]okcanua3zon-5-uia|nunepuann-1-
un}-2-GpeHoKCHITAHOH,

5-{5-[(R)-1-(2-®enokcnaunerum)nunepuaun-2-un]-1H-[1,2 4]rpuason-3-un}-
1,3-quruapouHion-2-oH,

1-{(R)-2-[5-(2-AMunonupuaua-4-un)-2H-[1,2,4]rpuazon-3-un|nunepuut-1-
nn}-2-peHOKCHITAHOH,

6-{5-[(R)-1-(2-®Penokcuanerun)nunepuauu-2-unl-1H-[1,2,4]rpuazon-3-un}-
4H-6en30[1,4]okca3un-3-0H,

1-{(R)-2-[5-(6-AMunonupuaun-3-un)-2H-[1,2,4]rpuazon-3-un|nunepuaun-1-
M} -2-0)EeHOKCHITAHOH,

1-{(R)-2-[5-(1H-ben3sumunason-5-nn)-2H-[1,2,4]rpuazon-3-un]uunepuann- 1 -
U1} -2-GpeHOKCHITAHOH,

N-(2-®T1op-5-{5-[(R)-1-(2-penokcuaneTnn)nunepunun-2-ui]-1H-
[1,2,4])Tpuazon-3-un}dennn)aneraMui, u

1-{(R)-2-[5-(2-Tunpoxcunupuaun-4-un)-[1,2,4]okcanuaszon-3-ui|nunepuant- 1 -
ni}-2-€HOKCUITAHOH,

H MX (apManeBTHYECKH IPHEMIIEMbIE COJIU U CIIOXKHbIE 3QHUPEI.

CnenyeT monuMaTh, 410 coequHeHus obieit popmynsr (I) mo nanHOMYy

H300PETEHUIO MOTYT OBITh JEPHBATH3HPOBAHBI 10 (YHKIIHOHAIBHBIM IPYIIIaM C
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MOJIy4eHHEM TIPOU3BO/IHBIX, KOTOPBIE CIIOCOOHB! K MPEBPALICHHUIO B HCXOHOE
COEJIHHEHHE B YCJIOBUAX in Vivo.
H3o6peTenne, KpoMe TOTO, OTHOCHTCS K CIIOCOOY IOJIy4eHUs COEIUHEHUH

¢opmynsl (1) mo onpeneseHUIO BBIIIC, 3aKJII0YAIOEMYCS B PEaKLIHU COETHHEHUS

dbopmyist (1I)

¢ coequnenueM ¢popmynst (11I)

R Oy

rje Rl, Rz, R3, R4, RS, R6, R uX onpeaeNeHbl B OTHOM U3 m. . 1-22, u L
0003HayaeT rajaoreH.

Peakuus coeaunenus gopmyisl (II) ¢ coequnennem popmyinst (I1I) moxer 6bITH
IIpoBeJieHa B YCIOBHAX, XOPOLIO H3BECTHBIX CIEIHATUCTAM B JaHHOH 001acTH
TeXHHKH. Takue peakiiuu MOTYT ObITh CTAH/IAPTHO IPOBEIEHBI, HAIPUMED, ITYTEM
cMemnBanus coeguHenus Gpopmynsl (1) ¢, Hanpumep, XJTOpaHTHAPUIOM KHCIOTHI
dopmynsr (II1) uinu, anbTepHATUBHO, C aKTHBUPOBAHHBIM CIIOKHBIM 3QHpOM
coenunenus ¢popmynsl (III) B pacTBopuTene TakoM, kak, Hanpumep, MO npu
COOTBETCTBYIOIIHMX TeMmIepaTypax B uatepBaie ot 25°C g0 120°C, HeoOs3aTeBHO B
IPUCYTCTBHU AUU3ONponuasTHIaMuna. [Ipexmoururensuo, L o6o3nauvaer Cl.
AnbTepHaTHBHO, L MoXXeT ObITh aKTHBHBIM CJIOXKHBIM 3¢upoM. Takue akTUBHEIE
cloXxHbIe 3QUPHI, a TAKKE UX NPUMEHEHHE i1 00pa30oBaHUs aMUIHBIX CBA3EH
XOpOIIO H3BECTHO CIIELIMATHUCTAM B JaHHOU 0067aCTH TEXHUKH.

HacTosuiee uzobpeTeHHE TAKXKE OTHOCHTCS K coequHeHusIM Gopmysl (I) o
ONpeAeNIeHHIO BHIIIIE IPU MONYYEHUH CIOCOOOM, ONHCAHHBIM BBIIIE.

Coeaunenus ¢popmynst (1), (II) u (III) MoryT OBITE NONyYEHBI METOLAMH,

HU3BECTHRIMH M3 001aCTH TEXHHUKH, UJIM ONKHCAHHBIMH HHXE, HJIM aHAJOTHUYHBIMHU HM.
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1 52 53 14 55 6 o7
Ecnu we ykazano ocofo, R\, R", R", R", R", R", R’ u X uMel0T BHIlIeyKa3aHHbIE
3HA4YCHHUA.
Coeaunnenuit popmynsl (I) Moryr OBITE MOJIYYEHBI B COOTBETCTBHH CO

CICAYIONIHMH 0oO0IMMHY METO1aMH.

CxemMma 1
_H
+ Na N - .
N © \( [ N _Ar
| Y
box O Ar o |
bok o __N
!
X
X X
N 2 [ N [
r
- [}
0 Y—N Bok Y*[\G
0]
R 5 4
X=CHj, O, S, NAc, NMes
6 Y=0,NH

Coennnenns obuieit dopmynsi (1) pacTBOpAIOT, NPEANOYTHTENbHO, B JIM®D 1
A006aBnAIOT 1 9KBHBAJIEHT aKTUBHOTO peareHTa Takoro, kak TETY. Peaxuuro
NepPEMCIINBAIOT 1P KOMHATHON TeMnepatype B TedeHue 10 MHH, IOCIIE Yero
A00aB/IAIOT COOTBETCTBYIOIMI T'HAPOKCHAMHANH (CoeiMHEeHHE 2), 110J1yYas
coenHeHre obmeH Gopmynst (3). PeakiHOHHYIO CMECh HArpeBaT 0 TEMIICPATYPHI
80°C ¥ nepeMeImIMBAIOT B TEYEHHE HOUH B YCIIOBHX MHKPOBOJIHOBOTO 00J1ydeHHs NIpH
temnepatype 120°C B Teuenue 15-30 muH, nonyyas coeaunenue (4). [ocne
BBIITAPHBAHMS PACTBOPHTEINA M 3KCTPAKIIMH CMEChIO 3THIIAIETAT/BOJIA CHIPOH ITPOAYKT
obpabaThIBalOT HepazbaBicHHON TPHOTOPYKCYCHOM KHCIOTOH MM 4-HOPMaJlbHBIM
pactBopom HCI B auokcane, noyydas coegnHenue obmei popmynsl (5). Koneunsiit
OPOJYKT IIOJy4aroT MyTeM 06paboTKH 3TOro MPOMEXYTOYHOTO NPOAYKTA HIIH
(GEeHOKCUIXTOPHIOM H €ro MPOU3BOAHBIMHE, THOO COOTBETCTBYIOLIUMH CJIOKHBIMH

spHpaMH.
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COOTBGTCTByIOIIII/Ie NPOU3BOAHELIC N—Memnnnnepa?,nﬂa Mmony4aroT U3

IHIEPAa3MHOB, KaK YKa3aHo Ha cxeMe 2.

Cxema 2
|
N N
T )
N =~ Ar N ~ Ar
) j\( )
O O
0] O

1

Coepuuenus Tuna (1) pacTBopsIoT, npeanoyrutenbto B IM®, u o6pabarsBaioT
H30BITKOM (OpMaiibIeru/ia U KaTalIuMTHYECKHM KOJIHYECTBOM YKCYCHOH KHCIOTBL.
PeakIMOHHYIO CMECh IIEPEMENMBAIOT [IPK KOMHATHOH TeMnepatype B TedeHue 30 MUH
u no6asngior 1 skBuBanedT NaBH3CN. 3aTem peakuuio nepeMemiuBaoT IpH
KOMHATHO} TeMmeparype B TedyeHue 16 4, mociae 4ero mpoJAyKT BRIACASIOT C IOMOIIBIO
XxpoMaTtorpaduu.

AHaNOrv4HO KapOOHOBYIO KHCIOTY I10JIy4alOT U3 COOTBETCTBYIOIUX CIOXKHBIX
3dupoB myTeM Kinaccuyeckoro ompiieHus ¢ nomousio NaOH umu LiOH unu mytem
KaTAJIMTHYECKOro JeOEH3IHIUPOBAHHA, [IPH KOTOPOM HCXOAHBIH NIPOAYKT OOBIYHO
pacTBOPSAIOT B METAHOJIE U A06aBisioT BoaHblil pactBop NaOH unu LiOH, nocne yero
PEaKIMIO IIEPEMENINBAIOT, IIPEATIOYTHTEIBHO B TEUEHHE 2 4 [IPH KOMHATHOH
TEMIIEpATYpE, a 3aTEM MPOAYKT SKCTPArupyIOT CMECHIO STHIAIETAT/BOJA IIOCTIE
NOAKHCICHUA pCaKHHOHHOﬁ CMCCH.

Ananoru4Ho KapOOKCHaMH] IIOJy4aloT H3 COOTBETCTBYIOIIMX KapOOKCHIIATOB,
npe/BapUTENbHO aKTHBHPYS uX ¢ noMousio ThTY B IMO®. Peakunonnsie cMecu
OOBIYHO MepeMeuInBaloOT NpH KOMHATHOH TEeMIIEpaType B TEUECHHE HOYH.

[lepBuuHbIi KapOOKCHAMH MIOJIYYatOT H3 COOTBETCTBYIOMMX KapOOKCHIATOB
KoHJleHcauued Ha Rink-cmone ¢ mocineayonuM pacuienieHHeM C TOMOIIBIO
TpUPTOPYKCYCHOU KHUCIOTHI HCXOIHOTO MPOAYKTA, NPEABAPUTEIBHO

AKTUBHPOBAHHOTO pearcHTaMu TakuMHu, Kak TBTY. PeakunoHHy10 cMech OOBIUHO
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NEPEMEIIUBAIOT 1P KOMHATHOH TeMInepaTyp B TeueHue HO4YH. I[locne TmiatensHoM
INPOMBIBKH CMOJIbl PACTBOPUTEIAMH TaKHMH, KaK JUMETHIHOPMaMHUJl, MCTAHOJ U
METHJIEHXJIOPUJ, TBepaAoda3HBIi MpoAYKT 00pabaTeiBalOT TPHPTOPYKCYCHOM
KHCIIOTON NP KOMHATHOM TeMuepaType B TeueHue 2 4. [locyie BeImapuBaHus NPoOayKT
BBLAEJAIOT C IOMOUIBIO XpoMaTorpaguu.

AMHHOTIPOH3BOAHBIE MIOJIYYAIOT H3 COOTBETCTBYIOIIHX HUTPOAHAIOTOB MyTEM
BOCCTAHOBJICHUS IIHHKOM IIPH PaCTBOPEHHMH HCXOJHOTO BEIIECTBA, IPEANOYTHTEIHHO
B 3TaHOJIC, H HAaCHIIEHHH BOJHBIM PACTBOPOM XJIOPHCTOI0 aMMOHHSA. 3aTeM
N06aBIAr0T H30BITOK HHHKOBOIO OPOIIKA, PEakUHio OBICTPO HArpeBaroT ¢ 0GpaTHEIM
XOJIOJIMJIPHHKOM, TIOC/IE€ YEr0 NEPEMELIMBAIOT IIPH KOMHATHOM TeMIeparype B TEYeHHE
16 4. [IpoAyKT BBLACNAIOT HOCPEICTBOM DKCTPAKIMH CMECHIO 3THJIANETAT/BOAA H
3aTeM XpoMarorpadupymor.

Cnenyromue N-aMuasl, -cynbpoHaMuIbl, -KapdaMaThl M -MOYEBHHBI NOJYYarOT
CTaHJAPTHO H3 COOTBETCTBYIOIIHX aMHHOIIPOH3BOHBIX, pACTBOPAS
AMHHOINIPOM3BOAHBIE, IPEANOYTHTENBHO B JUMETHIPopMaMuie, H 100aBsas
COOTBETCTBYIOMIME aLETHIXJIOPHALI HIIH aKTHBHBIE CIIOXHBIE dQHUPLI,
CynbGOHHIXTOPUABI MIIK H30LHAHATHI, Peakiny MpoTeKalOT NpH KOMHATHOM
Temiepatype. IIpoayKTsl BRIACNSIOT ¢ MOMOIIBIO XpoMaTorpaduu.

BEH30HHTPHIIBI IOJIyYalOT H3 COOTBETCTBYIOMIMX IIEPBHYHBIX GCH3aMHJIOB IIYTEM
00paboTKH MOCIeAHNX Hepa3OaBIeHHEIM aHTHAPHIOM TPUPTOPYKCYCHOM KMCIIOTHI
IIpH KOMHATHOH TeMIepaType B T€UEHHE, NPEANOUYTHTENbHO, 16 U,

KomMepyeckH HEJOCTYNHBIE aMHHOKHUCIIOTHI TIOJIy4aloT U3 1-mpem-GyTHI0BOTO,
2-MeTHII0BOro 3¢UpoB nunepasud-1,2-1ukapboHOBOM KHCIOTEI ITOCPENCTBOM €€
KOHJICHCAIIMH C aUETHJIXJIOPUIOM HIIH METUICYIbPOHUIXIOPHIOM B
TeTparupodypaHe Npu KOMHATHOH TeMIEpaType ¢ HOCIEAYIONMHUM OMbIIEHUEM, KaK
OIHCAHO BHIILE.

KomMepueckn HeZOCTyIHbIE THAPOKCHAMU N HEI IOTY4alOT U3
COOTBETCTBYIOLIUX HUTPHUJIOB NyTeM J10OABICHHUS 5 3KBHBANEHTOB MOHO-
THAPOXJIOpU/IA THIPOKCHIAMHHA U 2,5 3KBUBAJIEHTOB KapOoHaTa HaTpUSI B CMECH
3TaHoJ1/Bojia (B cooTHOMmEHUH 7:3). Peak{HOHHYIO CMECh HATPEBAIOT MPH
temrepatype 80°C o6s19H0 B TeueHue 2 4. [IpoayKT BELAENSIOT IIOCPEACTBOM

JKCTPpAaKIIHN CMECEBIO arnnaueTaT/Boua.
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KomMepueckd HeTOCTYIHBIE CYIb)OHAMHJOTHAPOKCHAMMINHEI TOJIy4atoT
KOHJeHcanuel 4-11ano6eHn30i-1-cynbGOHUIXIOpU/Ia ¢ 2 SIKBUBAIEHTAMH
cooTBeTcTBylonero aMmuHa B TI'® npu KOMHATHOH TeMImepaType B TedeHue 16 u.
Iocie BeIlapUBAHHSA PACTBOPUTENS NPOLYKT 3KCTPArUPYIOT CMECHIO
stunanerar/soga. Ceipoit HUTpUJ 06pabaThIBAIOT FHAPA3HHOM, KaK OMKMCAHO BHILIC.

KoMMepYecKH HeAOCTYNHBIE 2-aMHHONUPHANHOIMIPOKCHAM H/IMHEI [IOJIy4aioT U3
COOTBETCTBYIOIIMX HUTPUJIOB, KaK ONMKUCAHO BhIlIE. HATPUIIEI OJYyYarOT U3
COOTBETCTBYIOIIHX XJIOPUHAHOIMPHIMHOB [I0CIIE PACTBOPCHUA B JUMETHAGOpMaMue
U go6aBinenus 2 3KBUBAJICHTOB aMHHa. PeakIMOHHYIO CMECE HarpeBaroT Ipu
Temneparype 120°C nocpeacTBOM MHKPOBOJIHOBOTO 061ydeHHs 06bruHo B Tedenue 30
MHH. [IpOIyKT BELAE/AIOT NyTEM KCTPAKI[HH CMECBIO STHIIAIlETAaT/BO/IA MOCIe
BHINIAPUBAHUSA UCIIOJIB3YEMOI0 B PEaKIIHH PacCTBOPUTEJIS.

AMMHOAMHMHEI TTOJIyYalOT U3 COOTBETCTBYIOMMX UMUA03(HpoB nobasieHueM |
9KBHUBaJI€HTa MOHOTHApATa rHApa3nHa B MeTaHole. IIpoayKT BHIACHAIOT OCaXACHUEM,
no6aenss 1,25-monsapueiit pacrBop HCl B Metanone. UIMuHO3QUpEI 101y4aloT U3
COOTBETCTBYIOIUX HUTPHIIOB [TOCIIE CYCNIECHANPOBAHUA B METUJICHXJIOPUAC H
HACBIIEHHHU cycnen3uu razoobpasusiM HCI npu remneparype 0°C B teuenue 30 MuH.
PeakunoHHy0 cMeCh 3aTeM NepeMEIInBaloOT B TeueHHe 16 4 Ipy KOMHATHOH
TEMIIepaType ¥ NPOAYKT OTQHIBTPOBBIBAIOT OC/E 106aBIEHUS JUITHIOBOIO 3dupa.

KoMmMepuecky HEJOCTYIHBIE HUTPUIIBI TOJIy4al0T H3 COOTBETCTBYIOIHX
IIEpBUYHBIX aMH/I0B J00aBIeHHEM Hepa30aBieHHOTO aHI'HAPHAA TPHPTOPYKCYCHOH
KHCJIOTH IIPY KOMHATHO# TeMIiepaType, IpeIIOYTUTENBHO B Te4eHHUe 16 U.

Cxema 3
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Kpome Toro, xak npezncTaBieHo Ha cxeme 3, coequHeHns o6mei gopmynst (1)
MOTYT OBITE PaCTBOPEHBI, IPEANIOYTUTENBHO, B AMMETHIGOPMAMHIE, 1OCIIE YETr0 K
3TOMY pacTBOpPY A00aBNfAIOT | SXBHBAICHT aKTHBUPYIOIIETO peareHTa TakoTo, Kak
TBTY, u nononHuTeNpHO K HeMy | 3KBHBAJICHT OCHOBAHMS TAKOTO, KaK
AMH3ONPONIMIITHIIAMHH. Peaknuio oxnaxnaoT jJo teMnepatypsl 0°C, mocne 4ero
106aBAAIOT H30BITOK IUAPa3HHa. 3aTeM PEakiluio HArPEeBAIOT U MEPEMENIMBAIOT [IPH
KOMHAaTHOH Temmepartype, nojy4as coeinHenue (2). [locne Beinapupanus
PaCTBOPHTEIIA U IKCTPAKUUMU CMECHIO 3THIIALETAT/BOJAA CBIPOM IPOAYKT
00pabaTbIBaloT 1 5KBMBATEHTOM COOTBETCTBYIONIEr0 aMUAMHA B ARMETHIDOPMaMHJIE.
3areM N06aBIAIOT KATATHTHYECKOE KOMUYIECTBO YKCYCHOH KHCIOTH M PEAKIMIO
HarpesaloT 1ipu temnepatrype 120°C B TedeHHe HOYM, MTOJTy4Yas COeJUHEHNs oOmeH
dopmyinnl (4). [Tocne BEINapHBaHHS PACTBOPHUTENS M DKCTPAKIHH CMECHIO
ITHJIANETAT/BOAA JIOOABNAIOT KOHIEHTPHPOBAHHYIO TPHTOPYKCYCHYIO KHCIOTY HIIH
4-vopmanbupiil pacteop HCI B nnokcane, nonyuas coeaunenus obmeit gopmynsr (5).
Koneunplit nponykT nonyyarot nyremM o6paGOTKH 3THX MPOMEXYTOUHBIX COEAHHEHHIA
(eHOKCHANETHNIXIOPHIOM H €T0 IPOH3BOJHBIME M COOTBETCTBYIOIIHMH aKTHBHBIMH
CIIO>HBIMH 3 UpaMu.

Cxema 4
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KpoMe Toro, Kak mpeAcTaBlIeHo Ha cxeme 4, coeauneHue (1) MoxeT ObITh
PacTBOPEHO, PEANOYTHTENHHO B BOIHOM 3TaHONE, M 06paboTaHo U30BITKOM
THApPA3UHTHPOXJIOPHIA H OCHOBAaHHEM TAKHM, KaK KapOOHAT HATPHUS, C IOJIYyICHHEM
coeMHEHHS (2). DTO NPOMENKYTOUHOE COeIMHEHHE KOHIIEHCHPYIOT ¢ | 9KBUBANCHTOM
[peJBapUTEIbHO AKTHBUPOBAHHBIX KAPOOKCHIJIATOB MM HX COOTBETCTBYIOUIHX
ALECTHIXJIOPHIOB B PACTBOPHTENAX TAKHX, KaK JUMETHI(GOPMAMUL, € OJNYyYCHHEM
coenuHeHuit o6ueir hopmynsl (3). Lluknusanus 10 COOTBETCTRYIONIETO OKCaaKHa3ona
IPOBOJAMTCS MPH MOBBIIICHHOH TEMIIEPATYPE C HCIOJAb30BAHMEM CTAHIAPTHOTO HIIH
MHKpPOBOJHOBOTO HarpeBaHus. bok-oTiienieHue npoBoAsT 0OIYHO C IOMOUBIO
KOHIIEHTPUPOBAHHOH TPHPTOPYKCYCHOM KUCIOTH Hin 4-HOpMansHoro pactsopa HCl
B JHOKCaHe, Mojyvas coequHenus obmeit dopmynsl (5). Koneunsiit mpogykr
HOJYYaroT yTeM 06paboTKH 3TUX MPOMEXYTOUHBIX COEAUHEHUN
$EeHOKCHALIETUNXIIOPUIOM H €r0 IPOKU3BOJIHBIMH UJIH COOTBETCTBYIOIMMH AKTHBHBIMU
CIIOXHBIMH 3(pUpaMu.

CoOTBETCTBYIOUIHE COJIK MOTYT OBITh MOJTYYCHBI CTAHAAPTHBIMH METOAAMH,
H3BE€CTHBIMH CIICLHHATHUCTAM B obnactu TEXHUKH, HAIpUMEDP, PaCTBOPEHUEM
coequnenus ¢opmyisl (1) B COOTBETCTRYIONIEM PaCTBOPHUTENIE TAKOM, KakK, HallpUMeEp,

JMOKCaH WJIH TeTparuapodypaH, U 1o6aBlieHHEeM HYKHOTO KOJIUYECTBA

Crp.: 56
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COOTBETCTBYIOLIEH KUCIOTEL. ITpOJlyKThI OOBIYHO BELACAAIOT HyTEM GHILTPOBAHHUS
HJIM C IOMOIIBI0 XpoMaTorpaduu.

Ilpespamenne coenunennii Gopmynst (I) B apManeBTHYECKH IpHEMIEMBIe
CJIOXHbBIE 3QUPBI MOXKET OCYIIECTBIATLCS, HA[PUMED, TOCPEACTBOM 06paboTKH
COOTBETCTBYIOIEH KapOOKCHIILHOH IPyMIbI, NPHCYTCTBYIOUIEH B MOJIEKYTIE,
MOAXO/SIIMM CIIUPTOM C HCIIOJIb30BAHHEM, HANPHMeEp, KOHACHCHPYIOIIETO pcarcHTa
Takoro, Kax rekcagpropdocdar 6eH30TpHA301- | -HIOKCHTPHC-
(aumernnamuno)pochponna (bOP), N,N-nunuknorekcunkapboauumun (JILK),
ruapoxnaopuy N-(3-aumeTunamuaonponui)-N’-arunkapboauumuga (3JICI) uu O-
(1,2-maruapo-2-okco-1-nmupuaun)-N,N,N,N-rerpamerunyponuii-rerpadTop6opar
(TOTY). GapmanepTHYECKH IPHEMIIEMbIE CIOXKHBIE 3QHPHI, KPOME TOTO, MOTYT OBITh
noJTy4eHbl 06paboTKON ruAPOKCUIBLHOM IPYNIIBl, IPHCYTCTBYIONIEH B MOJIEKYIIE,
COOTBETCTBYIOLIECH KHCIOTOH, HEOOSA3AaTEIBHO HITH, IPH HEOOXOAUMOCTH, B
NPHCYTCTBHH areHTa KOHJAEHCAIlMH, KaK OMHMCAHO BEHIILIE.

ITockonBbKy MX MONyYeHHE HE ONHCAHO B IIPUMEpax, coequHeHus popmynsi (1), a
TaKXK€ BCE NPOMEKYTOUYHBIE COEIUHEHUSA MOTYT OBITh II0JY4€Hbl aHATOTHYHBIMH
METOAaMH, HJIM COTJIACHO METOJaM, NpeACTaBJIeHHEIM BeIe. McXxonHble BeniecTa
KOMMEPYECKH JOCTYNHBI, H3BECTHBI U3 00JIaCTH TEXHUKH HIIM MOTYT GBITh IONy4€eHbI
METOJIaMH, H3BECTHBIMH H3 00JIaCTH TEXHHUKH HJIH aHAJOTHYHBIMH HM.

Kak onucano srime, 6510 HallACHO, YTO HOBBIE COCAMHEHHMS IO HACTOSIIEMY
H300peTEHHIO HHTHOUPYIOT aKTHBHOCTH MEYEHOYHOH KADHUTHH
nanemurountpancdepasst 1 (L-CPT1). CoennHenns 110 HaCTOSMEMY H306PETEHHIIO
MOTYT IIO3TOMY NPUMEHSTHCS NIPU JIEYEHUHN W/unn npodunakTuke GonesHei, KOTopble
moaynupytores L-CPT1 unrubutopamn, B uacTHocTH GoNe3Hel, KOTOPBIE OTHOCATCS
K THNIEPIMKEMUH H/HIIH TOJIEPAHTHBIM K IIIOK03¢ 3abosieBaHuaM. Takue Goje3nn
BKJIIOYAIOT, HANPHMED, AHA0ET U CBA3AHHBIC C HUM NaTOJNOTMH, HHCYTHHHE3aBHCHMbIH
caxapHbId 1uabeT, 0OXMPEHHE, THIEPTEH3UIO, CHHIPOM HHCYJIHHOBOM
PE3UCTEHTHOCTH, METAOOIMYECKUH CHHAPOM, MMIIEPIHITHAEMHIO,
THIICPXOJIECTCPUHEMMIO, KHUPOBYIO AUCTPODHIO IEYEHH, aTEPOCKIIEPO3, 3aCTOHHYIO
CEP/ICYHYIO HEJOCTATOYHOCTh U MOYEYHYIO HEJOCTAaTOYHOCTD.

H306peTenne B CBA3M ¢ 3THM OTHOCHTCS TaKKe K (hapMaLeBTHIECKAM
KOMIIO3UIHUSM, BK/IIOYAIOIIHM COeIMHEHHE [0 ONpE/IENIEHHIO BHIIIE U

Q)apmaueBaneCKn IpHEMIIEMBIA HOCUTENb H/HIH HATIOJNHUTED.
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U306perenre aHAIOTHYHO BKIKOYAET COCAUHCHNS 110 ONMUCAHUIO BBIIIC JULA
IpUMEHEHHS B KA4E€CTBE TEPANEBTUUCCKH aKTHBHBIX cyOCTaHIHi, B YaCTHOCTH
TepaneBTUYECKH aKTUBHBIX CYOCTaHIUHA NPH JICUECHHH u/unu npoGUIaKTUKE
6onesneit, MonynupyeMslx L-CPT1 unruburopamMu, B 4aCTHOCTH TEPAreBTHHCCKH
AKTHBHBIX CyOCTaHIMI OPH JIEYCHUH H/HIH NPOQHUIAKTHKE IMIICPIIUKEMHH,
TOJIEpaHTHBIX K IJIFOK03€ 3a6oneBanuii, Auabera H CBA3aHHBIX C HUM [1ATOJIOIHH,
HHCYJIMHHE3aBUCHMOI'0 caxapHoro axuabera, OXXHUPEHUs, THIICPTEH3UH, CHHIPOMA
HHCYJMHOBOM PE3HCTEHTHOCTH, METAOOIHYECKOTO CHHAPOMA, THITEPIUITHAECMHUH,
rUIIEPXOJIECTEPUHEMHUH, KHUPOBOH JUCTpodUH NEeYeHH, aTEPOCKIIEPO3a, 3aCTOHHOM
cepaeYHON HEJOCTATOYHOCTH H IIOYEUHOH HEJOCTAaTOUHOCTH.

B 1pyrom npeamouYTHTEIbHOM BapHaHTe H300peTeHHE OTHOCUTCS K CIOCO0y
TepaneBTHYECKOro U/unu npodHIakTHYECKOro JieueHus 6one3Hel, Moy THpYEMBIX L-
CPT1 uuru6uropaMu, B YaCTHOCTH, IIPH TEPaNleBTHYECKOM H/HIH NPOPHIaKTHYCCKOM
NeYeHUH THHEePriIKMKeMUH, TOJEPAHTHEIX K TII0K03€e 3a001eBanuil, nuabera u
CBA3aHHBIX C HUM I1ATOJIOTHM, HHCYTHHHE3aBHCUMOTO CaXapHOro nuabeTa, OKHPEHHH,
THIEPTEH3MH, CHHAPOMA HHCYJIMHOBON PE3UCTEHTHOCTH, METab0JIMYECKOTrO
CHHJIpOMa, THHEPIHNUAEMHH, THIIEPXONECTEPHHEMHUH, XKHPOBOH AUCTPODHUH NIEIEHH,
aTepOCKJIEPO3a, 3aCTOHHON CEpAECUHON HEJOCTATOYHOCTH H MOYCHHOM
HEJOCTAaTOYHOCTH, 3aKJIIOYAIOMEMYCs BO BBEACHHH COEAMHEHHS 10 ONIPEAEIECHUIO
BHIIIE YEJIOBEKY HJIM )XHBOTHOMY.

H306peTeHne TakxkKe BKJIIOYAET IPUMEHCHHE COEJUHEHUH 110 ONpEAE/IEHUIO
BBIIIIE MPU TepaneBTHUECKOM U/UIHN NPOPHUIAKTHUECKOM JICUEHHUH OOJIE3HEH,
Moaynupyemeix L-CPT1 uaruburopamMu, B 4aCTHOCTH, MPU T€PaneBTUUYECKOM W/UIH
1poQHIaKTHYECKOM JICUEHHH THIIEPTIIMKEMHH, TONEPAHTHBIX K FIII0K03€ 3a00JIeBaHUH,
JuabeTa U CBA3aHHBIX C HUM AaTOJOTH#, HHCYJTHHHE3aBUCUMOTO CaxapHOro auabdeTa,
OXKHpEHH S, THIEPTEH3HH, CHHAPOMA HHCYJIHHOBOM Pe3HCTEHTHOCTH,
MeTaboIM4ecKOro CHHAPOMa, FHIEPIUIIUIEMUH, THIIEPX0JIECTEPUHHEMHH, XKUPOBOH
JUCTPOHUHU NEeYeHH, aTepocKIepo3a, 3aCTOHHOM cepleyHON HEOCTATOUHOCTH H
NOYeYHOH HeJIOCTATOYHOCTH.

U3obpeTeHue Takxe OTHOCUTCS K MPUMEHEHHIO COEIMHEHUH 0 OMUCAHHIO
BBIILIE IPH NOJYyYEHHH JIEKAPCTBEHHBIX CPEJICTB JJIS TEPalleBTHYECKOI0 H/HIH
npo¢pUIaKTHYECKOTO NedueHus 6one3neit, moaynupyeMpix L-CPT1 uarubutopamu, B

YaCTHOCTH, AJIA TEPANCBTHYCCKOIO u/Hin HpO(bI/IJIaKTH‘ICCKOFO JICYCHHU A
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TUNEPIITUKEMHUH, TOJIEPAHTHBIX K IJIIOK03¢ 3a00eBanuil, quadera U CBA3aHHBIX ¢ HUM
NaTOJIOTHit, MHCYJTMHHE3aBUCUMOTO caxapHoro auabera, 0)XUpeHHsl, THIIEPTCH3UH,
CHHJpOMa HHCYJIMHOBOH PE3UCTEHTHOCTH, METabOTHYECKOTO0 CHHIPOMA,
THIIEPJIUINUIEMHUH, THIIEPXOIECTEPHHEMHUH, XUPOBOH NTUCTPOPHUH IEUCHH,
aTepocKiiepo3a, 3aCTONHOH CepAeYHON HEAOCTATOUHOCTH U MOYEYHOH
HEJIOCTATOYHOCTH. TakHe JeKapCTBEHHBIE CPe/ICTBA BKIKOYAIOT COSIUHEHUS 110
ONHCAHUIO BBINIE.

[IpodunakTuka u/unu NeYeHHe TUNEPriINKEMHHE U HHCYTHHHE3aBHCHMOT0
caxapHoro auabera sABIAIOTCA MPEANOYTHTEIbHBIMH IOKa3aHHUAMH.

JUist onpejiesieHUst aKTUBHOCTH COCAMHEHUH 110 HACTOSIEMY H300pETEHHIO OBLIIH
IPOBEACHHI cieaytoume Tectsl. OCHOBHass HHGOpMaIHs M0 MPOBEACHHIO aHATH30B
MOXeT ObITh Hali/icHa B cieayomux ny6nukanusx: Jackson et al., 1999, Biochem. J.,
341, 483-489 u Jackson et al., 2000, J. Biol. Chem., 275, 19560-19566.

Yenosedeckue nevyeHounsle U MpimeuHsle CPT1 xJHK u xpeicunas CPT2 xJJHK
Obu1n cybxnonupoBansl B pGAPZB unun pGAPZA, COOTBETCTBEHHO. DTH IIa3MHIbI
UCHOJIB3YIOTCA JUIA NpeBpallenus P. pastoris nuEAM X-33 depe3 37MeKTPONopaIHio
HOCJIC NOJYyYEHHS 3JIEKTPOKOMIIETEHTHBIX KJIETOK. boNbIIoe YHCI0 KOMHPOBAHHBIX
KJIOHOB OTOMPAIOT M TEX Clly4YaeB, I'ie HeoOXoauMo ncnob3oBanue 0,5 unu 1 Mr/mn
Zeocin. KynbTypsl 115 H3MEpEHUH aKTHBHOCTEH HHAYLUPYIOTCA B TeueHue 16 4 B
YPD cpene (1% npoxoxeBoro akcrpakta, 2% nenrtona, 2% rioko3sl). Ceipeie
KJICTOYHBIE 3KCTPAKTH IIOJyYalOT IyTEM pa3phiBa KJIETOK C ITOMOIIBIO CTEKJISHHBIX
rpanyn uiH French Press, B 3aBucuMocTu ot pasmepos ¢pepmentépos. [Tocne
HeHTpHGYTHpOBaHUA CBOOOJHbBIE OT KJIETOK 9KCTPAKTHI PECYCIEHIUPYIOTCS B 6ydepe
Juts kaeToynoro paspsisa (50 MM Tris, pH 7,4, 100 MM KCI, 1 MM 3/ITK) B
NPHCYTCTBAU KOKTEHISI HHTUOHTOPOB NPOTEa3kl, a 3aTeM Pa3Ae/sAioTCS Ha aJUKBOTHI U
3aMOpaXXxuBarOTCA Npu Temneparype -20°C.

CPT akTHBHOCTH H3MEPSAIOT € IOMOILBIO CIIEKTPOGHOTOMETPHIECKOTO aHAH3a C
UCTIOJIB30BAHUEM 5,5 - INTHO-0HC-(2-HUTpOoOeH30HO# KucnoTh) (DTNB),
Ha3bIBaeMoil Takxe pearcHTom Oiinmana. HS-CoA BeicBoGoXaaeTCs mpu
o0pa3oBaHHMH anMIKapHUTHHA U3 KapHUTHHA (500 MkM), 1 nansMuTomn-CoA (80
MkM) BoccranasnusaeT DTNB (300 MxM), o6pasys 5-mepkanTo-(2-HUTpobens3oiinyio
KHCNOTY), KoTOpas abcopbupyeTcst 1pu 410 HM C MOJIAPHBIM KO3 QUIIHEHTOM

sxcrrHKnEM 13600 M em™ Bydep nius ananmsa cogepxur: 120 MM KCI, 25 MM
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Tris, pH 7,4, 1 MM DJITK. 3ToT ananu3 ucnonb3yercs U1 HACHTHQHKAIUU
CeJICKTHBHBIX HHTHOUTOpOB nedeHouHoi CPT1 n3odopMel Mo cpaBHEHUIO C
Mpimieynoit CPT1 u CPT2 uzodbopmamu.

Coenuunenus cornacuo Gopmyisl (I) mpeanodTuTebHO UMEIOT Belnuuny I1Csq
Huxe 10 MxM, npeanoururensHo, or 10 HM po 10 MxM, 6oiiee mpeAnOYTUTENBHO, OT
10 uaM 1o 5 MxM. Cnenyromas tTabnuua ICMOHCTPUPYET JaHHBIE, MONY4YEHHBIC B

HEKOTOPBIX IIPHMEpPaX.

1 L-CPT1 uarubupoBanue
puMEp ICs¢ [MxMon/n]

1 0,066

10 0,260

172 0,242

Coeaunenus popmynsl (I) ¥ ux GapManeBTHUECKH NPHUEMIIEMBIC COTTH U
CJIOKHBIE 3QHUPBI MOTYT OBITH HCIIOIb30BaHbl B KAUECTBE JIEKAPCTBEHHBIX CPEACTB,
HanpuMmep, B popme papMalieBTHYCCKHX NMPENapaToB AL SHTEPaTBHOrO,
AapeHTepalbHOTO WM TONHYecKoro BBefieHus. OHH MOTyT OBbITh BBEICHEI, HAIIPHMED,
nepopaibHo, HanpuMep, B GopMe TabJIeTOK, TabNETOK B 000JI09Ke, Apake, TBEPAbIX H
MSTKHMX XEJIaTHHOBBIX Kancyll, pacCTBOPOB, 3IMYJIbCUH UJIM CYCHEH3HH, PEKTalbHO,
Hanpumep, B popMe Cynmo3uTOpUEB, IapeHTEPaANIbHO, HAIIPUMED, B BHAC
MHbEKIIMOHHBIX WM HHQY3HOHHBIX PaCTBOPOB, MM TONHYECKHU, HApUMED, B popMe
Ma3ei, KpeMOB I Macell.

ITpuroroBnenue papMaieBTHYECKHX IPENapaToB MOXKET OCYIIECTBIAATHCS C
HCIIOJIb30BAHHUEM METOJMK, XOPOIIO U3BECTHRIX CIIEUMANNCTaM B OOIaCTH TEXHUKH, H
3aKJTI0YAETCS BO BHECEHHMH ONMCaHHBIX coejuHeHu# Gopmynst (I) u/unu ux
papMmaneBTHYECKH MPUEMIIEMBIX coJielf, Heobs3aTenbHO B KOMOUHAUMY C JPYTHMH
TEpaneBTHYECKH MPUEMIIEMBIMH CyOCTaHIUSIMH, B JIEKAPCTBA, IPUTOTOBJIEHHBIE IO
0(UIHAIBHO YTBEPXKACHHON MIPONUCH, BMECTE C NOAXOAIUMHE, HETOKCHYHBIMH,
MHEPTHBIMU, TEPANIEBTUYECKH COBMECTUMBIMU TBEPABIMU HITH XHIAKHMH HOCUTEIAMH
H, IpH HEOOXOAUMOCTH, OOBIYHBIMH papMaLeBTUYECKUM HAMOJHHTEISAMH.

B kauecTBE MOAXOASUIMX MATEPHANOB 7 HOCHTEIEH MOIYT HCIIOJIB30BATHCH HE
TOJIbKO HEOpraHUYeCcKue, HO TaKXKe U OpraHuyeckue matepuansl. Tak, Hanpumep,
JaKTO3a, KYKYpPY3HBIH KpaxmaJj HJIM UX MPOU3BOJHEIE, TallbK, CTEAPUHOBAs KUCIOTA

U4 €€ conu MOTYT OBITE HCIIOJIF30BAHBI B KAUYECTBE HOCUTECIICH Mg Ta6HeTOK,
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TabNeToK B 0060J109Ke, Apaxe ¥ TBEP/BIX JKEIaTHHOBBIX Karcyl. [ToaxoasmumMu
HOCHTEJISIMH IS MATKHX JX€JIaTHHOBBIX KAICYJ MOTYT CIyX)HThb, HAPUMeED,
PACTHTEIILHBIC Macjia, BOCKH, XHPBI U NOJIYTBEPABIC UIH XKHJAKHE ITOJIHOJbI (B
3aBUCHMOCTH OT NMPHPOJIbI aKTUBHOTO MHTPEANUEHTA HE SBIAIOIIHECT HOCHTENAMH,
O/IHaKO TPeOYIOMMMHCA B CTydae MATKHX XKEJIaTHHOBHIX Kancyin). Iloaxoasmumu
HOCHTCIISAMHU JUIsl MTOJIy9€HHS PACTBOPOB H CHPOIIOB ABJIAIOTCA, HAIPUMEP, BOJA,
[IOJINOJIBI, CaXapo3a, HHBEPTHRIH caxap U UM nojaoOHsIe. [ToAX0ASIHMH HOCHTENAMHU
AJI. HHBEKIIHOHHBIX PACTBOPOB SIBIAIOTCS, HAIPUMED, BOAA, CIIUPTHI, IIOJHOJIEI,
TJIMIIEPHH H pacTUTeNbHbIE Macia. [IoaAX0nsAMuMY HOCHTEISAMH JJIsl CYTIIO3HTOPUER
ABJIAIOTCS, HAIPUMED, HATypalbHBIE H THAPHPOBAHHAIC Macia, BOCKH, KUDPbI U
NOJIYTBEP/JBIC HIIH XHUIAKHE NONHOJBL. [IoAXOAAIMMH HOCHTENAMH A TOIMHYECKUX
NpenapaToB ABIAIOTCA [NIULIEPHBI, MTOJIy-CHHTETHYECKHE H CHHTETHYECKHE
[JIMIEPUIBL, THAPHPOBAHHBIC Macila, XHAKHE BOCKH, XXUJIKHE apadUuHbI, KHIKHE
XHPHBIC CIIHPTHI, CTEPOJIbI, NOJMITUIICHTJIMKOIH H IPOU3BOIHBIE LEITIONO3EI.

O6s1unBIe CTaOMIN3ATOPHI, KOHCEPBAHTHI, CMAYHBAIOIIHE H IMYJILCHOHHEIE
areHTBhl, YIy4IIaloIUe KOHCUCTEHIHIO ar€HThl, BKYCOBBIC ar€HThI, COJIH /I
BapbUPOBAHMUSA OCMOTHYECKOrO JaBlcHuUs, OydepHble cyObcTaHIIMH, CONOGHUIN3ATOPEI,
KpPacHTEJIH, MACKHPYIOIIHME areHThl U OKCUJAHThI pacCCMaTPHBAIOTCSA B KAYECTBE
(bapManeBTHYECKUX HATIOJTHUTEJICH.

HosupoBanne coenuneHuit GopMynsl (I) MOXeT BapLUPOBATHLCA B MIHPOKUX
npeseiax B 3aBUCHMOCTH OT IoJuIexamed KoHTpoo 60/e3HH, Bo3pacTa
HH/IMBUYAJBHOTO COCTOSHMA MaLMEHTa U cniocoba BBeJIeHUA U JIODKHO, KOHEYHO,
COOTBCTCTBOBAaTh HHIAHUBHUAYAJIbHBIM Tpe6OBaHH5{M B Ka’XX1OM OTACIBbHOM cliy4ae. IIHH
B3POCJIOro nanueHTa peKOMEHyeMas CyTOYHas [103a COCTaBJiseT OT 1 Mr 110
npubmusutensno 2000 Mr, B yacTHOCTH, OT | Mr 10 npubausutensno 500 mr. B
3aBUCHMOCTH OT TDKECTH 00JIe3HHM U ONPEJIEICHHOTO PapMaKOKHHETHIECKOTO
npo¢us J03UPOBAHAS COCHHEHHE MOXET ObIThH BBEJEHO B BHIE OJHOH HIIHU
HECKOIBKHX Pa30OBBIX 1103, HAIIpUMeED, oT | 10 3 pa3oBHIX J103.

GapmMalieBTHYECKHE NIPENaparsl coaepkar cooTBeTcTBeHHo oT 0,1 10 500 M,
NpeanouTuTeNnsHo, oT 1 10 200 Mr coeanuenns dopmynst (I).

Crenyromue npuMeps! HIUTIOCTPHPYIOT HacToslee H300peTeHne Goee

ACTAJIbHO. OHI/I, OJJHAKO0, HU B KOCH MEpPEC HE IMMHUTHPYIOT €ro ob6veMa.

[IpuMepsr
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Ipumep 1: (R)-1-{2-[3-(4-Merokcudenun)-[1,2.4]lokcaanazon-5-

wilnunepuaun-1-un}-2-peHOKCHITAHOH

Cranus 1: mpem-Bytunosslit adup (R)-2-{[ruapokcunMuno-(4-

MeToKCHbeHIT)MeTr | kapbaMou1 TunepuIuH-1 -kapOoHOBOH KUCIOTHI

23 mr (0,1 Mmmons) Bok-D-nmunexoJHHOBOMSA KACIOTH 00pabarhiBaioT C
nomompsio 0,1 Mmoucit rekcapTopdocdara [rumernnamuno-([1,2,3]rpuasono(4,5-
b]nupuann-3-unokcu)Meruiien] nuMetmwiammonus (HATU) u auusonponunsTuiaMuHa
(IUIIDA) B 1 Mmn aumerundopmamuaa (IM®) B teuenne 10 Mun. 3aTeM 106aBIIAIOT
17 mr (0,1 mmons) N-rupokcu-4-MeTOKCHOEH3aMHIMHA M PEAKUIHIO TepeMeLIHBAIOT
IIpH KOMHATHOM TeMmnepatype B TeyeHue 20 MuH. IIpoayKT Hemonb3yeTcs 3aTeM 6e3
JanpHelnielt o6paboTkH.

Cranusg 2: mpem-bytunopstit 3¢up (R)-2-[3-(4-meToxkcud eHHT)-

[1.2.4lokcanuazon-5-uilunepuanut-1-kap6oHOBOH KHCIOTH

Cripoit MpoAyKT, ONy4YeHHBIH Ha cTajuH 1, uau o6pabaThBarOT pH
temmepatype 80°C B Teuenue 16, Win pezko HarpeBaloT 10 Temneparypsl 120°C
IIOCPEACTBOM MHKpPOBOJIHOBOro obnydenust (10 mun). JIM® BritapuBaioT, ¥ MPOAYKT
3KCTPArHPYIOT CMECHIO dTUNaneTaT/Boa. [IpoaykT ucnons3yercs 3aTeM Ge3
JanbHeded o6paboTKu.

Cranus 3: TpudTopauerar (R)-2-[3-(4-Metokcudennn)-[1,2.4]Joxkcaamnazon--

wilounepuaygHa

Cripoii IpoAyKT, MOIyYeHHBIH Ha cTaguu 2, 06pabaTeiBaloT Hepa3OaBjicHHOH
TpudTopykcycHoii kucnoroit (T®K) npu koMuaTHO# TeMnepaType B TeueHHue 1 4.
T®K 3aTeM BBINapUBaIOT, 4 CHIPOH MPOAYKT HCNoNb3yeTcd 6e3 nanpHeRnie
06paboTkHu.

Cramus 4: (R)-1-{2-[3-(4-Metokcudernun)-[1,2,4]okcanuasoi-S-ua|munIepHINH-

1-mi}-2-beHOKCHITAHOH

Crlpoit IPOAYKT, MONyueHHBIH Ha cTaguu 3, pactBopsioT B 1 Ma JIM® u 0,1
mmous JIUTIDA. 3areM Kk chipoMy npoaykTy nubo pobasisior 0,1 MMois
(GEeHOKCHALIETHIIXJIOPH/IA H PEaKIUIO IepEeMEIINBAIOT NP KOMHATHOH TeMIlepaType B
teuenne 30 MUH, THOO COOTBETCTBYIONIHE POU3BOJHBIE HEHOKCHYKCYCHOH KHCIOTHI
npeaBapUTeNbHO aKTUBHPYIOT ¢ noMomsio HATU/JIUIIDA B JIM® B Teuenue 10 Mun

U J00aBISIOT K CHIPOMY OPOJYKTY, MOJydeHHOMY Ha cTtajuu 3. [lomydeHHBbIH NpoayKT
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BBIZIEIAIOT C IOMOLIBIO NPENapaTHBHON BHICOKO0-3¢) GEKTHBHON XKHIKOCTHOH!

xpomatorpadpuu (BOXKX).

MC (MCO): 394,4 (MH+)

Crnenyromue coenHeHus ObLIM MOTYYEHH aHAJTOTHYHO,

Tabnuna 1

Tlpum. CoenuHeHnue UcxonHble npoayKThl MH+ (uairnen.)
(R)-3-(2-{2-[3-(4-MeTOKCH- Box-D-IlunexonnHOBas KUCIOTA,
dennn)[1,2,4]okcannazon-S- N-ruapokcu-4-MeTOKCH-

2 419,5
HA]MHnepHAnH-1-na}-2- O€H3aMUINH 1
OKCO3TOKCH)OCH3OHUTPHI 3-unaHoeHOKCHALETHIXIIOpUA
(R)-1-{2-[3-(4-MeTokcndennn)- Bok-D-IlunexonuHoBas KUCIOTA,

N-ruapokcu-4-MeTOKCH-
3 [1,2,4]okcannazon-S-unlnunepuanH- 408,5
6eH3aMuaUH U 2-(EHOKCH-
1-un}-2-deHoxcunponan-1-ox
NPONMHOHOBAA KHCIIOTA
(R)-1-{2-[3-(4-Bpomdbennn)- Bok-D-IlunekoauHOBas KUCHOTA,

4 [1,2,4]Jokcapmnazon-S-unlnunepuaud- |N-ruapokcu-4-6pomMOeH3aMUINH U 4422
1-un}-2-GpeHOKCHITAHOH () EHOKCHALETHIIXJIOPU]
(R)-2-(4-T'uapokcudpeHokcun)-1-{2- Bok-D-IlunekonuHoBas kucnora,
[3-(4-meTokcudeHunn)- N-THAPOKCH-4-METOKCH-

5 410,5
{1,2,4]oxcannazon-5-ua]nunepuint- |GeH3aMUAHH U 4-FUAPOKCH-
1-HJ1}3TaHoH (EHOKCHYKCYCHAs KHCJ0Ta
(R)-2-(4-Xnopdenokcn)-1-{2-[3-(4- Bok-D-IInnekoNnHOBAA KUCIOTA,

N-ruapokcu-4-MmeTokCcHOeH3-
6 MeTtokcudennn)-[1,2,4]Jokcannazon- 428.5
aMHAKH U 4-xnopdeHOKCH-
S-un]nunepunuH-1-un}ataHoH
YKCYCHas KucnoTa
(R)-2-(4-Tuppokcumetnundenokcu)- |bok-D-IlunekonnHoBas KUCIoOTa,
1-{2-[3-(4-meToKcHb eHuUn)- N-ruapoxcu-4-MeTOKCH-

7 4242
{1,2,4]oxcanna3on-S-unjnunepuanH- [GeH3aMHAKH H 4-THIAPOKCUMETHII-
1-Wj1}3TaHOH ($EHOKCHYKCYCHAA KHCJIOTa
(R)-2-(3-Xnopdenokcn)-1-{2-[3-(4- box-D-Tlunexonunosas Kucnora,

N-ruapokcu-4-MeToKCH-
8 merokcugenun)-[1,2,4Jokcanunazon- 428,5
GensamuanH u 3-Xnopdenokcu-
S-un]nunepuavn-1-un}sTaHoH
YKCYCHas KHCIOTa
(R)-2-(4-Dropdenoxcn)-1-{2-[3-(4- bok-D-IInnekonMHOBas KUCIOTA,
N-ruapokcu-4-MeToKCHOEH3-
9 Merokcudennn)-[1,2 4]lokcaaunazon- 4124
aMHHH ¥ 4-dTopdeHoKCH-
5-un]nunepuauH-1-un}sraHoH
YKCYCHast KHCOTa
(R)-1-{2-[3-(4-DTOpdenun)- bok-D-TInnekonuHoBas kucnora,

10 [1,2,4]okcannazon-S-unjnunepuans- |N-ruapokcu-4-¢gropGeH3aMUANH H 382,5
1-un}-2-he€HOKCHITAHOH (eHOKCHALE THIXJIOPH
(R)-1-{2-[3-(4-MeTau- Bok-D-IlunekonuHoBas kucnora,
cynboHundennn)- N-ruapokcu-4-meTtas-

11 4425
[1,2,4]okcagnason-5-unjnunepuins- |cynbbounnben3aMranH U
1-1}-2-h€HOKCHITAHOH (hEHOKCHALETUIIXJIOPH]

(R)-4-{5-[1-(2- bok-D-IlunexonMHOBasg KHCOTA,
DeHokcHaueTHI)MHAEPHANH-2-11]-  |N-ruapokcu-4-cynspamon-

12 4435
[1,2,4]okcaanazon-3- 6eH3aMHIHH U
HJ1} 6eH3oncynbdoHaMua (eHOKCHANETHIIXJIOPU L
(R)-2-(4-PTopdenokcn)-1-[2-(3- bok-D-IIunekonnHoOBas KUCIOTA,

13 nupnann-4-un-[1,2,4Jokcagnaszon-5- |N-raapoKkcH-H30HHKOTHHAMUINH 383.,4

U IHNEepUAHH- | -Ui]3TaHOH

H peHOKCHaLETHIXJIOPH/

Crp.: 63
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Hpum. CoepuHenue HUcxonHsie NpoayKThI MH+ (naiinen.)
Mertunogsiit agup (R)-3-{5-[1-(2- Bok-D-IIunekonuHoBas KUcaoTa,
(deHOKCHALETHI)TUIIEPUAKH-2-UA]-  |MeTHnoBbi adup 3-(N-

14 L .. 14225
[1,2,4]okcanuazon-3-un}Gen3oitnoit |ruapokcukap6anmMuaonn)6en30iHolM
KHCJIOTBI KHUCA0TH M GeHOKCHALETHIXIOPUT
(R)-1-{2-[3-(3-HurpodeHnu)- Bbok-D-I1unekonuHoBas KMCA0Ta,

15 [1,2,4]okcanuason-S-uin|nunepuanH- |N-ruapokcu-3-HUTpo6EeH3aMUAUH 409,5
1-un}-2-€HOKCHITAHOH H P EHOKCHALETHIIXJIOPUT
(R)-1-{2-[3-(4-HutpodeHun)- Bok-D-IlunekonuHoBas KMCI0Ta,

16 [1,2,4]okcanuason-5-un]ounepunus- |N-runpokcu-4-HHTpoOEH3aMUOHH 409,5
1-un}-2-heHOKCHITAHOH 1 deHokcHaLeTHIXIIOPUA
(R)-3-{5-[1-(2- Bok-D-[IunekonHMHOBasA KHCAOTA,
deHoKCHAUEeTHR)THIEPHAHH- N-rugpokcu-3-cynabhaMmonn-

17 4435
2-un]-[1,2,4]okcaanazon-3- 6eH3aMHUANH U
ni}6eH3oncynbhoHaMua beHOKCHALETHAXIOPULL
(R)-2-®enokcu-1-{2-(3-nupazun-2- IIEI?:;D-I;I:C“;:SH:;[O;;H_ kuenora,

18 un-[1,2,4]okcaanason-5- Ap P 366,5

KapOOKCaMUAMH H
HI)NUNnepuaAnH-1-HI]3TaHOH

($eHOKCHALETHIXJIOPUIL
(R)-1-(2-{3-[4-(Mopdonuu-4- Box-D-ITurnekoiuHoBas KUCIOTA,
cynedounn)penun][1,2,4Jokcaguaso |N-ruapokcu-4-N-auetui-

19 513,6
N-5-un}nunepuaus-1-nn)-2- 6eH3aMHAMH H
(EeHOKCHUITAHOH ¢ eHOKCHAUETHIIXJIOPHA
(R)-1-{2-[3-(6-Merokcunupuans- Bok-D-ITunekoaMHOBasA KUCIOTA,
3-un)-[1,2,4]oxcaauaszon-5-

20 N-rupoKcH-6-MEeTOKCHHHKOTHH-~ 395,85
unjnunepuaun-1-un}-2-

aMHUJMH ¥ GEeHOKCHAUETHIIXIOPHI
(heHOKCHMITAHOH
(R)-1-{2-[3-(3-T'unpokcu- Bok-D-ITunekonuHoBas KMCNOTA,
metuadennn)-[1,2,4]okcaauazon- N-ruapokcu-3-ruApOKCUMETHI -

21 394,5
S-unlnunepuanH-1-un}-2- 6eH3aMHIUH H
$EHOKCHITAHOH G EeHOKCHALETHIXOPHA

" D-
Annunosstit 3¢up (R)-6-{5-[1-(2- Anniosli 3¢)qu bok
(GeHOKCHaLeTHI)NUNEePHAHK-2-11]- THMIEKONUHOROH KMCIOTEI,
22 6-(N-rugpokcukapGanMHI0OKT)- 4491
[1,2,4]okcanuazon-3-
. HUKOTHWHOBAS KUCJIOTa M
Wi} HHIKOTHHOBOH KMCJOTH
(hEeHOKCHALETHIXJIOPUL
(R)-1-{2-[3-(4-UMunazon-1- Bok-D-IlunekonuHoBas KUCNOTA,
undennn)-[1,2,4]oxcanuazon-5- N-ruapokcu-4-umunason-1-

23 430,5
un|nunepuand-1-un}-2- unGeH3aMUHH K
(G EHOKCU3TAHOH (HEHOKCHALIETHIIXOPUA
(R)-N-Metun-4-{5-[1-(2- Bok-D-IIunekonMHOBas KUCIOTA,
deHokcuanerun)nunepuauH-2-un}- | N-ruipokcu-4-MeTuaCynbdpamon-

24 457,5
[1,2,4]okcanuazon-3- OeH3aMHUIUH H
un}6eH3oncynbhoHaMu G eHOKCHALIE THIIXJI0PU I
(R)-1-{2-[3-(6MopdonuH-4- bok-D-IInnekoniHoBasA KUCIOTA,

MJTIUPU AMH -3 -111)- N-runpokcu-6-mopdonnu-4-

25 450,5
[1,2,4]okcanuazon-5-un]nunepuanH- | MWIHUKOTUHAMUAMH U
1-un}-2-beHOKCHITAHOH (heHOKCHALIETHIIXJIOPH]L
(R)-2-®enokcu-1-{2-[3-(4- Box-D-ITnnekonHHoBas KHCIOTa,
TpudTOpMeTaHCYNbHOHUADEHH)- N-ruapoxcu-4-tpudropmera-

26 496,5
[1,2,4]okcanuazon-S-un]nunepHanH- |cynbGoHUNOEH3aMUIHH H
1-un}3TaHoH dheHoKCHaLIETHIIXJIOpU AL
(R)-2-®enokcu-1-{2-[3-(4- Bok-D-lIunekonuHoBas KucnoTa,

27 TpUudTOpMETHRGEHHUNT)- N-ruapokcu-4-rpudTopMeTun- 4325

[1,2,4]okcannazon-S-unlnunepuamnH-
{-un}straHoH

6eH3aMUaUH U
$eHoKCHaLLeTUAXIIOpUA

Crp.: 64
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Ilpum, Coenunnenne HcxonHble NpoayKTEI MH+ (Hafien.)
(R)-1-{2-[3-(4-Xnopdenun)- bok-D-IIunekonMHOBas KUCOTA,

28 [1,2,4]okcanunazon-5-unnunepunn- | N-ruapokcH-4-x10pGEH3aMUINH 1 398.4
1-un}-2-peHOKCHITAHOH (heHOKCHALLETHIXJIOPUA
(R)-N-(4-{5-[1-(2- bok-D-[IunekonuHoBas KHCoTa,
QeHoxcraueTHI)HnepuanH-2-un]- | N-[4-(N-ruapokcrHkapGumMuaoum)-

29 489,5
[1,2,4]okcannazon-3-un}-2- 2-tpudropmeTtnnderun]aueTaMus
TpudTopMeTHNdeHUN)aLeTaMH I W peHOKCHALETHIXIOPHA
(R)-1-{2-{3-(3- bok-D-[IunexonnxHopas KHCRoTA,
MetancynsdoHundenun)- N-ruapokcu-3-metaHcynbpoHun-

30 4425
[1,2,4]okcaauazon-5S-un]nunepuanu- |GeH3aMHANH H
1-un}-2-beHOKCHITAHOH (heHOKCHALE THIIXJIOPUA
(R)-1-{2-[3-(4-MeTun-3- Box-D-IIunexonuHoRas KUCIOTa,
Hutpodenun)-[1,2,4]Jokcanuazon-5- |N-runpokcu-4-metun-3-

31 423.5
Wn]nunepuanH-1-un}-2- HUTPOOEH3AMHIINH 1
G eHOKCHITAHOH b eHOoKCHALE THAXTIOPUA
(R)-1-{2-[3-(4-MeToKCH-3- bok-D-IlunexonuHoBas KUCnoOTA,
Hutpohennn)-[1,2,4]Jokcanuason-S- |N-ruapokcu-4-meTokcn3-

32 439.5
un]nunepuauu-1-un}-2- HUTpOOEH3aMHAUH U
$eHOKCHATAHOH (heHOKCHAIE THAXAOPHA
(R)-N-(2-T'napokcuann)-4-{5-[1- Bok-D-ITunekonuuosas kucnora,

N-ruapokcu-4-(2-
(2-enokcraneTUN)NUNEPUINH-2-

33 THIAPOKCHITHICYIb(aMON)- 487,5

unj-[1,2,4]okcannazon-3-

feH3aMUIMH U
un}6en3oncyibGoHaMui

(eHOoKCHALE THAXIIOPH
(R)-N-(2-Metokcuatun)-N-metun-4- |Bbok-D-ITunekonunosas kucnora,
{5-[1-(2- N-ruapokcu-4-[(2-MeTOKCHITHI)-

34 deHokCHALlETHN)IUNIepHANH-2-UuN]-  |MeTHACY AL amoun]- 515,5
[1,2,4]okcanuazon-3- OeH3aMHOUH U
ui}6ensoncynsdoramMug (b eHOoKCHaLE THAXIOPUA
(R)-N,N-Iumetnn-4-{5-[1-(2- Bok-D-Ilunexkonunosas KHcnoTa,
¢dbeHokcHaneTUn)nuNepuauH-2-un]-  |4-gumetniacynsdamonn-N-

35 471.,5
[1,2,4}okcannaszon-3- ruapokcHb6en3aMHANH H
Hii} 6eH30NCYIbGOHAMHA (eHOKCHALE THAXJIOPHA
(R)-N,N-uatun-4-{5-[1-(2- Bbok-D-ITHnekonuHoBas KHCAOTAE,
heHoKCHALETHN)NHNEPHANH-2-uR]-  |4-mausaTuiacynspamonn-N-

36 499.6
{1,2,4Jokcannazon-3- FMAPOKCHOCH3aMHIAHH 1
Ha}6eH3oncynshoHaAMUL (eHOKCHALIC THIXJIOPHA
(R)-1-{2-[3-(2-mopdonnu-4- bok-D-IIunekonuuosas kucaora,
WJIMHPHAHH-4-1IT)- N-ruapokcu-2-mop¢onH-4-m1i-

37 450.5
[1,2,4]Jokcaauazon-S-un]nunepunt- | M30HHKOTHHAMHAMH H
1-nn}-2-geHoKkcHITaHOH theHOKCHALIE THNXJIOPUH A
(R)-2-®enoxcu-1-{2-[3-(3,4,5,6- Bok-D-ITunekonnHoBas KUCNOTA,

\ N-ruapokcu-3,4,5,6-trerparngpo-
TeTparuapo-2H-[1,2']6unupuanunn- , ,

38 . 2H-[1,2']6unupnanunn-4'- 448.5
4'-un)-[1,2,4Joxcannazon-5-

KapOOKCaMHUINH W
UR]MATEPUAHH- 1 -1} 3TaHOH

bEHOKCHALETHIIXJIOPHI
(R)-2-®eHokcu-1-{2-[3-(2- bok-D-ITunekonuHosas KHcaoTa,
THOMOPGONHH-4-UATUPHANH-4-un)- | N-ruapokcu-2-TioMoponnn-4-

39 466.5
[1,2,4]okcannazon-5-un]nunepuant- | KIN3OHUKOTHHAMUAMH M
1-un}araHon (eHOKCHALE THIIXJIOPH
(R)-1-{2-[3-(2- bok-D-ITunexoinHoBras KUcaoTa,

40 JAvaTunamuHonupuanH-4-un)- 2-1n3THIIAMHHO-N-THAPOKCH~ 436.5

[1,2,4]okcannaszon-5-ualnunepuanu-
1-nn}-2-geHOKCHITAHOH

U30HUKOTHHAMHIAHWH H
q)CHOKCHaLlCTHJ'IXJ'IOpHJI

Crp.: 65
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Mpum. CoenuHeHue HcxonHbie NPOAYKTHI MH+ (HaiijeH.)
Drtunossiit 3¢dup (R)-4-{5-[1-(2- Bok-D-nunexonuHOBas KKCI0TA,
deHoKCHaLE T ) TUNEPUAMH-2-Un]- yTHnoBHi 3¢ up 4-(N-ruipokcu-

41 [1,2,4Jokcaauazon-3- kap6aMUMHIOKI)IHIIEPUAKRH-2 - 437.5
Ui} nunepuaun-2-kapboHosoit Kap6OHOROMH KHCAOTHI U
KHCIOThL e HOKCHAUCTHAXIOPHA
(R)-1-(2-{3-[6-(4- Bok-D-ITuneKoaMHOBas KUCIOTA,
AueTuinunepasuH-1-uI)napUanH-3- 6-(4-aeTunnunepasy-1-un)-

42 unl-{1,2,4Joxcanuazon-5- H P 491.5

N-ruapoKCHHUKOTHHAMUAMH U
Wi} nunepuanH-1-un)-2-

(heHOKCHALETHAXIOPH
(e HOKCHAITAHOH
(R)-1-{2-[3-(2-Umunazon-1- Boxk-D-IunekonuHoBas KHCIOTA,
WA PHAHH-4-10)- N-rugpokcu-2-uMujaszon-1-

43 431.5
[1,2,4]okcanua3on-5-un]nunepuant- | HAU3OHHKOTHHAMHUANWH U
1-un}-2-$eHOKCHITAHOH (heHOKCHALETHIIXJIOPHA
(R)-1-(3-{5-[1-(2- Bok-D-ITunekonuHoBasg KHCIOTA,
DeHOKCHALETUN)THNEPUAUH-2-1]- [ N-THAPOKCH-3-(2-OKCONUNEPH AHH-

44 461.5
[1,2,4]okcanua3zon-3- 1-un)beHzaMUAUH H
Wi} penun)nunepuauH-2-ox (heHOKCHALIETUIIXJIOPH]L
(R)-1-(2-{3-[4-(3H-ViMuna3on-4- bok-D-IIunexkosnHOBas KHCIOTA,
ui)deuun]-[1,2,4Jokcanmnazon-35- N-ruapokcu-4-(3H-umunazon-4-

45 430,5
wi}nunepuans-1-un)-2- un)GeH3aMUAUH U
¢ EeHOKCHITAHOH (b eloKCHALETHIXIIOPU]L
(R)-1-(2-{3-[4-(2-MeTun-umuaazon- |bok-D-IIunexonnHopas XuCN0Ta,
1-un)denun]-[1,2,4Jokcanuason-3- N-ruipokcu-4-(2-MeTUaAMMHAA301-

46 4445
W1} IUNepUAUH-1-1n)-2- l-un)6eH3aMUIUH U
¢$EHOKCUITAHOH dbeHOKCHALIETHIXJIOP UL
(R)-2-®Penokeu-1-{2-[3-(2-nupaszon- |bok-D-IInnekonnHoBag KUCIOTA,
I-unnupuanH-4-un)- N-ruapokcu-2-nupa3son-1-ua-

47 431,5
[1,2,4]oxkcanuason- M30HUKOTUHAMHUIUH H
5-un]aunepuuH-1-u}3TaHOH ¢$eHOKCHALIETHAXIIOPUL
(R)-4-(5-{5-{1-(2- bok-D-ITunekonuHoBas KHCIOTA,
deHokcHaueTUn)nunepuaui-2-un]- | N-rugpokcu-6-(3-okconunepasu-

48 463,5
[1,2,4]okcanua3on-3-un}NUHPpUAUH-2- | L-HIT)HHKOTUHAMHAMH H
Wji)nunepasuH-2-oH ¢$eHOKCHALIETHIXTOPHA
(R)-2-®enokeu-1-(2-{3-[4-(1H- bok-D-ITunekonuHOBadg KHCNOTA,
TeTpason-3-un)penun]- N-ruapoxcu-4-(1 H-terpason-5-

49 [1,2,4]okcanuason-5- ap p 430,1 (M-H+)

un)6eH3aMUANH 1
WL M epUAHH- hEHOKCHALIE THIIXIOPH
1-un)aTaHoH 1 pua
10D oS [SOCD T oo
50 {1,2,4]okcaanazon-5-un]nunepuaH- Ap A 404,5
KapOOKCaMUIAHUH H
1-un}-2-deHOKCHITAHOH
(HEHOKCHALLETHIIXTTOPUJL
(R)-1-{2-[3-(1 H-Hunason-6-un)- Bok-D-IIunexonMHoBas KHCIOTa,
N-ruapoxcu-1H-unpazon-5-
51 [1,2,4Jokcaanaszon-5-un]nunepuans- 404,1
: kapbOOKCaMHAUH U
l-un}-2-¢peHoKCUITaHOH
$EHOKCHALETUAXITIOPHA
(R)-1-{2-[3-(4-D10p-3- Bok-D-IlunexonuHoBas kuciora,

59 TpudTopMeTHIDEHHT)- 4-¢rop-N-ruapokcu-3- 450 4
[1,2,4]okcagnaszon-5-un]uunepuaud- | rpudropMeTunbeHIaMUANH U ’
1-un}-2-¢eHoKCHITAHOH dbeHOKCHALETUIXIOPHA
(R)-6-{5-[1-(2- Bok-D-IlunekonMHoBas KMCI0Ta,

53 DeHOKCHaUETHN)MUNEPUAUH-2-Un]- | N-ruapokcu-2-0kco-2,3-1uruapo- 4193

[1,2,4]okcanuazon-3-un}-1,3-
QUTUAPOUHAON-2-0H

1H-unnon-6-kapbokcaMUIMH U
$eHOKCHALEC TUAXIJIOPHAL

Crp.: 66
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IIpumM. CoenuHenue HcxoanHele nponyKThI MH+ (Haitmen.)

(R)-5-{5-[1-(2- bok-D-ITunekonnHoBas KUcnoTa,
N-ruapokcu-2-okco-2,3-auruapo-
®eHoKCHALETH) THITePUIHH-2-11 ] -

54 1 H-6en3numunazon-5- 420,4
[1,2,4]okcannazon-3-un}-1,3-

kapbokcaMHUIHH H
AWUTHAPOGEeR3NMHAa301-2-0H

(eHOKCHALETHIXJIOPUA
(R)-5-{5-[1-(2- bok-D-ITunekonuHoBas KKCoTa,
DEHOKCHAUETH)THIIEPUANH-2-Ua]- | N-FHAPOKCH-2-0KCO-2,3-AHrHApO-

55 4194
[1,2,4]okcaguazon-3-un}-1,3- | H-nnpnon-5-kap6okcaMuanH u
JHTMAPOUHAON-2-OH (hEeHOKCHALETHAXTOPHA
(R)-1-{2-[3-(1H-BensoTpuazon-5- Bok-D-ITunekonuHoBas KHCIOTa,
un)-[1,2,4]Jokcannazon-5- N-ruapokcu-1H-6en3orpuason-

56 405,4
UN|nUnepUanH- S-kapOokcaMHIHH U
1-un}-2-beHOKCHITAHOH ¢ eHOKCHALE THIXJIOPHA
(R)-1-{2-[3-(1H-Ben3sumuaazon-5- bok-D-ITunekonnHoOBas xucnoTa,
nun)-[1,2,4Jokcannason-5- N-runpokcu-1H-6eH3umuaazon-

57 404,5
HA|nUNepHanH- 5-kapbokcaMuaHH W
1-Hs}-2-heHOKCHITAHOH teHOKCHALE THIXJIOPH]T
(R)-1-(2-{3-[6~(1,1-

JMuokcornomop¢ onuu-4- Bok-D-IlunekonuHoBas Kucnora,
HJI)MHPHIUH- 6-(1,1-anokcotuomopd oytun-4-

58 498,5
3-un]-[1,2,4]okcanuaszon-5- un)-N-THIPOKCHHUKOTHHAMHU IUH W
W} UNEpUANH-1-un)-2- theHOoKCHALE THIIXTOPH
¢ eHOKCHITAHOH
(R)-N=(4-{5-[1-(2- Bok-D-ITunexonuHoBas KUCIo0Ta,

N-[4-(N-ruapokcu-
QEcHOKCHALE THI)THIIEPHANH-2-UN]-

59 KapbaMUMHUIOUN)TUPUAHH-2 - 422,5

[1,2,4]okcaana3on-3-un} nupuunu-

unjaueTamMua u
2-um)auetamua

¢ eHOKCHALETHAXIOPUA
(R)-1-{2-[3-(6- Bok-D-ITunexonuHoOBas KHCIOTA,
bensunoxcumupuu- 6-6eH3MN0KCH-N-THAPOKCH-

60 3-un)-[1,2,4]okcannazon-5- P 470,8

HUKOTHHAMUJHH U
unlnunepuanH-1-un}-2-

(heHOKCHALETUIXIOPUA
t eHOKCUATAHOH
Otunoseil a¢up (R)-5-{5-[1-(2- Bok-D-nunexoJnHOBas KHCIOTA,
$penokcuanernn)nunepranu-2-unl-  {atHnoBui a3¢up 5-(N-ruapokcu-

61 . 337,5
[1,2,4]oxcanuazon-3- KapbaMHUMH IO NJT) HHKOTHHOBOH
1J1} HUKOTHHOBOM KHCJIOTHI KHCAOTH H PeHOKCHALETHIXJIOPHA
(R)-4-{5-[1-(2- Bok-D-TTunekonuHosas KHCnoTa,

N-ruapokcu-2-okco-1,2-
®eHOKCHALE THI)THNEPHANH-2 -1 ]~

62 AHTHAPOITHIIEPHAHH-4- 381,5
[1,2,4]okcanuazon-3-un}-1H-

kapOGoKCaMHU/IHH U
MHPHUAHH-2-OH

(heHOKCHALLE THNXIAOPH]
(R)-5-{5-[1-(2- Bok-D-IlunekonuuoBas Kuciora,

N-ruapokcH-6-okco-1,6-
DeHokcHaLe THII) TUNePUAnH-2-)1] -

63 JAMTHAPONHUIICPUAHH-3- 381,5

[1,2,4)okcannazon-3-un}-1H-

kapGOKCaMHIWH H
OUPHAHH-2-0H

(b EHOKCHALLCTHAXJIOPH
(R)-2-®enokcu-1-[2-(5dpennn-2H- Bbok-D-ITunekonuHoBas kucnora, N-

64 [1,2,4]Tpuazon-3-mn)nunepuanu-1-  |aMUHOGEH3IaMHANH H QEHOKCH- 363,5
M| TAHOH YKCYCHast KycjioTa
(R)-1-{2-[5-(4-MeTaucynsdponun- Bok-D-Ilunekonnuosas kucnora,

65 denun)-2H-[1,2,4]pnazon-3- N-amnHo-4-meTaHcynbpoOHNII- 4415

wilnunepuauu-1-un}-2-
$eHOKCHITAHOH

GCH3aMHIMH U
(CHOKCHYKCYCHAst KHCJIOTA

Crp.: 67
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Ilpum. CoeanHeHue HcxonHbie npogyKThl MHJr (HaiiaeH.)
(R)-1-{2-[5-(3,4-IuMeTOKCH- Bok-D-IIunexonuHoBasg KMCNOTA,
tpennn)-2H-[1,2,4]Tpuazon-3- N-aMHHO-3,4-1UMETOKCHOEH3-

66 423,5
wilnunepuaun-1-un}-2- aMHIUH U
$EHOKCHITAHOH ($EHOKCHYKCYCHAS KHCOTa
(R)-1-{2-[5-(3 4-lluxnopenun)- Bok-D-IlunekonuHoBas KUCNOTA,
2H-[1,2,4]Tpua3on-3-

67 N-aMuHO-3,4-quxnopbeHzaMuamun u  {431,4
MA]OANEPUIKH- (hEeHOKCHYKCYCHAs KUC0Ta
1-un}-2-GeHOKCHITAHOH yKey
(R)-1-{2-[5-(4-DTOpdenunn)-2H- Bok-D-TTunekoNMHOBas KHUCIOTa,

68 [1,2,4]Tpuazon-3-un]nunepuaus- N-aMuHo-4-pTOopbeHIAMUIUH U 381,5
1-un}-2-heHOKCUITAHOH (heHOKCHYKCYCHasl KUCIIOTA
(R)-2-®enokcu-1-{2-[5-(3- Bok-D-ITunekoauHOBasA KUCNOTA,
tpudtopmerundernun)-2H- N-amuHo-3-TpudTOopMETHII-

69 431,5
[1,2,4]Ttpuazon-3-ua]nunepuamnt- 6eH3aMUIUH H
1-un}3TaHOH deHOKCHYKCYCHAs KHMCIO0Ta

-1-§2-15-(4- -
g;[)-[ll {224[]5T (Ha:/cl)i;iw“d)eﬂun) bok-D-ITunekonuHoBas KUCI0TA,

70 <, HITP N-aMHHO-4-MeTOKCHOEH3aMU 1M H 393,5
Halnunepuaii- U PEHOKCHYKCYCHAs KHCIIOTa
1-un}-2-peHOKCHITAHOH yxey
(R)-1-{2-[5-(3-Hurpodenun)-2H- Bok-D-ITunekoNMHOBAA KUCIIOTA,

71 {1,2,4])tpuaszon-3-unjnunepuaun- N-aMuHO-3-HUTPOOGEH3AMUAUH H 408,5
1-un}-2-geHOKCHITAHOH (eHOKCHYKCYCHas KHCI0Ta
(R)-3-{5-[1-(2- EOK—D-HM?CKOHHHOB&R KHMCJIoTa,

MeTH/I0BbIH 3¢up N-amHHO-3-
deHoKCHALETUI)TUITEPUAHH- N

72 6eH30HHOH KHCITOTHI- 421,5

2-un]-1H-{1,2,4)rpuaszon-3-
. 6eH3aMUIHH U pEeHOKCHYKCYCHas
un}OenzoiiHag kKMUCnoTa
KHCIIOT2
(R)-1-{2-[5-(4-DTOp-3- Bok-D-ITunekonuHoBas KHCI0TA,
TpudropMmerundennn)-211- N-amuHo-4-¢rop-3-TpHpTOpMETUT-

73 4490
[1,2,4])tpuazon-3-un}nunepuauu- OCH3aMHIHH H
1-un}-2-GeHOKCHITAHOH (G EeHOKCHYKCYCHas KHCJIOTa
(R)-6-{5-[1-(2- Bok-D-[TunekosnHOBag KUCAOTA,
OeHOKCHALETH)TUNEPUAUH-2 - N-amiH0-2-0kco-2,3- AMrHAPO-

74 b pui 1H-uHa0n-6-kap6oKcaMH AHH 418,5
un]-1H-[1,2,4)tpuazon-3-un}-1,3-

OHHAON-2-OH 6eH3aMUIMH H
AMTUAD G eHOKCHYKCYCHas KUCI0Ta
4-mpem-Bytunosslii a¢gup
1-{3-[3-(4-MeTokcudeHm)- mopdoann-3,4-aukapboHoBoit

75 [1,2,4]okcaaunaszon-5-un]mMopdonuH | KHCIOThi, N-THAPOKCH-4- 396,4

-4-un}-2-QeHOKCUITAHOH METOKCHOEH3aMHAMH H
¢ eHOKCHALETHIXA0PUL
- (3-[3-(4- 4-mpem-Bytunossiit a¢gup }
mop¢onunu-3,4-nuxap6onopoit
MeTtancyaspoHundenun)-

76 KHCA0THl, N-rupoKcu-4- 4445
[1,2,4]okcannazon-S-un]mMoponuH-

MeTaHcybpoHUNTOEH3aMUIHH U
4-un}-2-heHOKCHITAHOH

(PEeHOKCHALIETHAXJIOPHA

4-mpem-ByTHnoOBEIA 3gUp
4-{5-[4-(2-DeHoKCHALETHI)- Mopdonuu-3,4-1ukapOOHOBOH

77 mopdonuu-3-unj-[1,2,4]okcanuason- |KUCAOTHl, N-ruipoKcu-4- 445,5

3-un}6en3zoncynbpoHamun

cynbpaMounbeH3aMUIUH H
deHoKCcHALETHIXA0PHA

Crp.: 68
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Tpum. Coenunenue HcxonHbie NpoaykTel MH+ (HaigeH.)
4-mpem-ByTuaoBelil 3dup
1-(3-{3-[6-(1,1-TnoxcoTHo- Mopdonun-3,4-aukap6oHoBOIt
78 mMopdonuH-4-nn)nupuaun-3-unl- KHcAoThl, 6-(1,1- 500.5
[1,2,4Jokcannazon-5-un}mopdonuu- |aHOKCOTHOMOPROHH- ’
4-un)-2-dheHoKCHITAHOH 4-un)-N-ruIpOKCHHUKOTUHAMH AN H
H heHOKCHALICTHIXIOPH A
4-mpem-ByTHnoBbI# 3¢up
N-(4-{5-[4-(2- mopoonuH-3,4-nukap6oHoBo
79 ®enoxcnauetun)mopdonuu-3-unj- kHcnotsl, N-[4-(N- 424 6
[1,2,4]oxcannasosn-3-nin} nupuany- THAPOKCHKapOaMHMH A0 )- ’
2-un)anetaMun MHPHIAKH-2-Ui]alleTaMua 1
$eHokcHaneTHAXAOpHA
1-{3-[5-(4-Merancynbgouun- 4-mpem-byTunosuii sgup 3
(ennn)-2H-[1,2,4 prason-3- MopdoaHH-3,4-1ukapbOHOBOH
80 n)mo (bomm: TP KHUCNOTHI, 4-MeTaHCcyNbhOHH-N- 443,4
4-Hﬂ}-r;-(1)eHOKCH3TaHOH aMHHOOCHIAMUMH H
deHoKCHALE THIXIOPHI
2-®eHoKcu-1-{3-[5-(3- 4-mpem-ByTunossiit a¢up
TpudTOpMETHIADEHMN)-2H- Mop¢doxH-3,4-1ukapGOHOBO
81 KHCIOTHI, 3-TpudpTopmMernin-N- 433,4
[1,2,4)Tpnason-3-un]mopdonun-
4-un}>TaHoOH aMHMHOOEH3aMUANH K
$eHOKCHALE THIXAOPH]
4-mpem-ByTHnoBbI 3¢ up
(R)-4-{5-[4-(2-DeHoKeHaueTH)- (R)-mMopdonun-3,4-nuxap6onosoii
kucnoThl, N-ruapokcu-2-okco-1,2-
82 mop¢onun-3-un]-[1,2,4]Joxcanuazon- 3834
3-un}-1H-nupuann-2-on AUTRAPONHNEPUAHH-4-
P KapboKCaMUIHH H
G eHOKCHALe THAXIOPH ]
- {3-[3-(4-MeToxcudenun)- 4-(2-mpem-ByTokcuaueTun)-
[1,2,4]oKcanmnason-5-ui]- THOMOpdoanu-3-kap6oHosad
83 Tn,o;m bonH-4-nn}-2- kucnoTa, N-rupokcu-4- 412,5
(benoxgnarauon METOKCHOEH3aMUAHH H
(G EHOKCHALIETUIIXJTIOPH I
1-{3-[3-(4- 4-(2-mpem-ByTokcuaueTnn)-
D
Merancynbdonnndennn)- THOMOpdonHH-3-kapGoHoBas
84 [1,2,4]okcaanason-5- kuciora, N-ruapokcu-4-MeTan- 460,4
nin]thomopdonuu-4-un}-2- cynbhoHUNOeH3aMUINH U
(heHOKCHITAHOH G EeHOKCHALIETHIXAOPH
4-{5-[4-(2-DeHoKCHALETHN)- 4-(2-mpem-Byrokcuauerun)-
THoMopdonnH-3-ua][1,2,4]- THOMOpdosaunn-3-kapboHoras
85 OKCATHAZON 3-HH}6eH3,0J’I- kHcnoTa, N-rugpokcu-4- 461,4
c nsgouamu cynabaMoH-GeH3aMUIHH H
Y A (EHOKCHALIE TUIIXAOPHUI
4-(2-mpem-ByTokcnauerun)-
2-Penokcu-1-[3-(3nupuanH-4-uni- THOMOpdoarH-3-kapboHoBad
86 [1,2,4]okcannason-5-um)- kucinora, N-ruipoKCHH30HHKOTHH- 383,4
THOMOPONKH-4-UA]3TAHOH aMHJIUH U
(EHOKCHALIETHIIXJIOPHA
|-mpem-ByTunoselit agpup
1-{2-[3-(4-MeToxcudennn)- nunepa3uH-1,3-n1ukapboHoBoii
87 [1,2,4]okcannason-5-un]nunepasuH- | KUCIOTHI, N-rHAPOKCH-4- 395,5

1-un}-2-GeHOKCHITAHOH

METOKCHOEH3aMHU/NH H
($eHOKCHYKCYCHAs KHCIIOTa

Crp.: 69
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[pum. CoeaunHeHHe HUcxontble npOaYKTh MH+ (naitneH.)
1-mpem-ByTHNOBbIA 3QUP
N-(5-{5-[1-(2- nunepasuH-1,3-ankapboHosoi
deHoKCHaleTUN)IHIepa3sUH-2-Ha]- kucnoThl, N-[5-(N-

88 4235
[1,2,4]okcaauazon-3-ui} NHPUIHH- rUAPOKCHKapOaMUMHUAOHI ) IUPHIMH
2-uajaneTaMu -2-unjaueTaMui H

¢ eHOKCUYKCYCHAs KMCIOTa
1-{2-[3-(2-Umunazon-1-unnupuamuu- L-mpem-ByTH70BbH 3Qup

nunepasuH-1,3-nukapGoHoBoi
4-un)-[1,2,4]okcaauazon-5-

89 kucnoThi, N-runpokcu-2-umuaaszon- |432,5
unjnunepasuu-1-un}-2-

1-MIM30HUKOTHHAMUAHH U
(hEeHOKCHITaHOH

deHOKCHYKCYCHas KHCA0Ta
N, N-Jnoin-4-{5-[1-2- 1-mpem-ByTtunoseif 3dHp 5

nunepasuH-1,3-qukap6oHoBOH
(QeHOKCHALETHT)IHIEPA3HH-2-1]-

90 KHCNOTHI, 4-AM3THUACYNBDAMOKI- 500,5
{1,2,4]okcanuaszon-3-

N-ruapoKCHOEH3IaMHAKH U
ui}GensoncynedoHaMua

($EeHOKCUYKCYCHAs KHCIOTa
N,N-Jnmerun-4-{5-[1-(2- 1-mpem-ByTunoslit apup )

nunepasuH-1,3-aukapboHoBoi
peHoKCHaLETHI)TUNEPa3HH-2-

91 KHCIOTHL, 4- AUMETHICY b aMONI- 472,85
un]-[1,2,4]okcaaunazon-3-

N-rupokcHOeH3aMHUIHUH ¢
ui}6en3oncynbdoHamui

($heHOKCHYKCYCHAs KUCI0Ta
4-{5-[1-(2-®cHoKCcHaLETHN)- I-mpem-Bytunosufi opup

nunepasun-1,3-1ukapboHoBOH
nunepasuH-2-unl-

92 KHCNOTEl, N-ruapokcu-4- 444 .4
[1,2,4]okcaamason-

cynbaMonIGeH3aMUINH H
3-un}6eHzoncyibHonamu

deHoKCHYKCYCHas KHCNOTa
1-{2-[3-(4- 1-mpem-ByTrnoBBIH 3dup 5

nunepasui-1,3-1ukap6oHoBoi
MeTtancyneponnndenun)-

93 KMCI0TH, N-rupokcu-4-MeTan- 4435

[1,2,4]okcaauason-5-un]nunepasnu-

cynbQOHUNOEH3AMHANH H
1-un}-2-¢eHOKCHITAHOH

$EHOKCHYKCYCHAd KHCIIOTa

1-mpem-ByTunoBslit 3¢ up
2-®eunokcu-1-[2-(3nupuann-4-un- nunepasud-1,3-1ukapbonopoii

94 [1,2,4]okcaana3on-5-un)nunepasul- |KUCHOTHI, N-rHApOKCHH3OHHKOTHH- 366,4
1-un]3TaHoH aMH/MH U PEHOKCHYKCYCHad

KHCIIOTa
1-mpem-ByTunosbiii 3¢up
1-{2-[3-(2,4-Ouxnopdenun)- nunepasut-1,3-nukap6oHoBOH

95 [1,2,4]okcanuna3on-5-un]nunepasur- (KUCIOTHI, 2,4-nuxaop-N-ruapokcu- [433,3
1-un}-2-heHOKCHITAHOH O6enzaMuanH M GEeHOKCHYKCYyCHas

KHCIIOTA
1-mpem-ByTunoselt 3¢gup
2-®enoxcu-1-[2-(3nupuaun-2-un- nunepasud-1,3-auxkapboHoBoit

96 [1,2,4]okcagua3on-5-u)nunepasuH- |KUCI0Th, N-ruJipOKCUITUIICPUIHH- 366,4
1-un]3TaHoH 2-xapOokcaMHAUH U

beHOKCHYKCYCHaA KHCJI0Ta
1-mpem-ByTunosslit 3¢ up
2-®enokcH-1-[2-(3nupuanH-2-un- nunepaizus-1,3-n1ukapboHoOBOI

97 [1,2,4]okcanuazon-5-un)nunepasuu- |KHUCIOTh, N-THAPOKCUIIUIIEPUAHH- 366,4
2-u1]3TaHOH 3-kapbokcaMHAMH H

(G CHOKCHYKCYCHAA KHCIOTa
1-mpem-ByTunosblii 3¢pup
1-{2-[3-(4-Hutpodenun)- nunepasuH-1,3-nukapboHoBOH

98 [1,2,4]okcanuazon-5-unjnunepasuu- |KUCnoTsl, N-rugpokcu-4- 410,4

1-un}-2-peHokCHITAHOH

HUTPOOGEH3AMUANH H
deHOKCHYKCYCHAs KHC0Ta

Crtp.: 70
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+
Ilpum. Coenunnenue Hcxoansle npoaykTel MH (uaitgen.)
I-mpem-ByTunoswiit 3¢up
1-{2-[3-(6-MeTokcunupuaun-3-un)- |nunepasun-1,3-nuxapGoHoBoit
99 [1,2,4}okcaanazon-S-un]nunepasuH- |KUCAOThl, N-rHAPOKCU-6- 396,4
1-un}-2-heHOKCHITAHOH METOKCUHUKOTHHAMH/ANH U
{E€HOKCHYKCYCHas KHCIOTA
1- -b 7
1-{2-[3-(6MopdONHH-4-UNTIHPUAKHH- mpem-ByTunoshii sgup .
nunepasuu-1,3-nrukapboHoBoit
3-un)-{1,2,4}okcannazon-S-
100 KUCaoTHl, N-ruipokcu-6-mopdonun- |451,5
un]aunepasuu-1-un}-2-
4-WAHUKOTHHAMHAMKH H
theHOKCHITAHOH
(peHOKCHYKCYCHas KHCIOTa
1-{2-[3-(6MopdonrH-4-UNMUPUAHH- I-mpem-byTunosuift s¢up
nunepasun-1,3-nukap6oHosoi
3-un)-[1,2,4]oxcannason-5-
101 KHMCNOThI, N-THAPOKCUNHPA3HH- 367,4
wilnunepasud-1-un}-2-
2-kapboKcaMHANH H
(EHOKCHITAHOH
deHoKcHyKCyCHas KHCIIOTa
1-mpem-Bytunosstii 3¢pup
1-{2-[3-(3-Tuapokcumernndenun)- |nunepasun-1,3-aukap6oHoBoit
395,4
102 [1,2,4]okcanuazon-5-un]nunepasuu- |KucaoThl, N-ruIpoOKCcH-3-rHAPOKCH-
1-un}-2-peHokcHaTaHOH MeTHNIOEH3aMUIHH U
(pEHOKCHYKCYCHas KHC0Ta
1-mpem-ByTtunosuiit adup
1-{2-[3-(4-Au3TnnaMmuHodeHum)- nunepasuu-1,3-auxap6oHoBoi
103 [1,2,4]okcagnazon-5-unlnunepasuH- |KUCAOTHI, 4-AWITHIAMHUHO-N- 436,5
1-un}-2-heHOKCHITAaHOH THIPOKCHOCH3aMHUIHH M
pEHOKCHYKCYCHas KHCJI0Ta
1-mpem-ByTunoBblit 3¢ up
1-(2-{3-[4-(Mopdoann-4- nunepasuH-1,3-gukap6boHoBO A
cynsponun)dpenun]-{1,2,4]- KMCNOTHl, N-ruApokcu-4-
104 514,6
OKCaMa3on-5-Hui} nunepasuH- (MopdonuH-
1-un)-2-dheHOKCHITAHOH 4-cynbdoHnn)6eH3aMUIMH H
bEHOKCHYKCYCHAs KHCI0Ta
N-Metna-4-{5-[1-(2- 1-mpem-ByTunosbiii 3¢ up §
F A S —— nunepasus-1,3-aukapboHoBoii
105 KHCIIOTBI, N-THAPOKCH-4- 458.,4
2-un]-[1,2,4]okcannaszon-3-
MeTHICYNTbhaMonnbeH3aMUaNH U
nn}6ensoncynbpoHamux
(heHOKCHYKCYCHas KHCI0Ta
N-(2-MeTokcuaTun)-N-metun-4- |-mpem-ByTunosLid g up .
(5-[1-(2- nunepasun-1,3-guxapboHoBoi
KHCIOTHl, N-THAPOKCH-4-
106 ¢ eHOKCHALETH )T HITEpa3HH- 516,4
[(2-MeTOKCHITHN)METH -
2-un]-[1,2,4]okcaanazon-3-
cynbdpamonn]beHsaMUaNH U
un}6ensoncynbdoHamMua
(pEHOKCHYKCYCHas KHCII0Ta
|-mpem-bytunoseiit 3dup
1-{2-[3-(4-Xnopdennn)- nunepasuy-1,3-1uxkapboHosoi
107 [1,2,4]okcanuazon-S-un]nunepasuu- |KUcaoThl, 4-x10p-N-FHAPOKCH- 399,3
1-un}-2-peHoKCHITAHOH 6eH3aMuUIuH u
QEeHOKCHYKCYCHas KHCIO0Ta
1-mpem-ByTunossiii 3¢up
N-(4-{5-[1-(2- nunepasuu-1,3-gukapboHoBOi
108 DeHOKCHALETHI) IUNepa3uH-2 -1 |- kucnotsl, N-[4-(N- 490.4

[1,2,4]okcanunason-3-ua}-2-
TpudTOpPMETUAPEHU)ALETAMH

THAPOKCHKApOaAMHUMHIONT)-2 -
TpudTOopMeTHIAdEHUT]aLeTAMU I
M (QeHOKCHYKCYCHas KHCIO0Ta

Crp.: 71
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Ipum. Coenunenue HcexoaHble NpOLyKTHI MH " (HaiineH.)
1-mpem-BytunoBbiii 3dup
Annvnosbtit 3gup4-{5-[1-(2- nunepasuu-1,3-n1ukap6oHOBON
deHokcHaLeTHA ) Uniepa3uH-2-1i]- KUCIOTHI, annunosblii 3¢up 4-(N-

109 449 4
[1,2,4]okcapunazon- ruapoKcHKkapGaMUMHAOHIT)-
3-un}6eH30HHOM KUCIOTHL GEH30MHOi KMCIOTHI U

(eHOKCHYKCYCHas KucaoTa
1-mpem-ByTunoBslit 3¢up
1-{2-[3-(4-MeTun-3-uurtpodennn)- nunepasu-1,3-puxap6oHoBoii

110 (1,2,4]okcaauason-S-un]nunepasuu- |KUCAOTHI, N-THAPOKCH-4-METHII-3- 424 4
1-un}-2-peHOKCHITAHOH HUTpOOEH3aMUIHH H

¢$heHOKCHYKCYCHAs KHC0Ta
1-mpem-ByTunoBslit 2pup
1-{2-[3-(4-MeTokcu3-nurpodenun)- |nunepasuu-1,3-nukapboropoi

111 [1,2,4]oxcaguason-5-unnunepasut- |KuciaoTsl, N-ruapokcu-4-metokcu3- (440,4
1-un}-2-beHokcHITaHOH HUTpOOEH3aMHAHH H

heHOKCHYKCyCcHas KMCIoTa
1-mpem-Bytunosuiii 3¢ up
1-{2-[3-(4-Xnop-3-HuTpodeHun)- nunepasut-1,3-nukap6oHoBOi

112 [1,2,4]okcanuazon-5-unlnunepasun- |KUACIOTHI, 4-x10p-N-rHAPOKCH-3- 4448
1-un}-2-peHOKCUITAHOH HUTPOOEH3AMHMIUH U

dbeHOoKCHYKCcycHas KHCIIoTa

1-mpem-ByTunosbiit 3¢pup
Mertunosblii 3¢up 3-¢pTop-4-{5- nunepasuH-1,3-11kap60HOBOIA
[1-(2-eHOKCHAUETH)TUNEPa3HH-2- | KMCNOThl, METHIIOBBIH 3dup 3-drop-

113 4414
un]-[1,2,4]okcanuazon-3-ua}- 4-(N-rupokcrukapbaMUMHUAOKN)-
6e H30HHOM KUCTOTHI GeH30MHOI KHCTOTH H

(heHOKCHYKCYCHAad KUCIOTa
Orunopwiii apup 4-{5-[1-(2- I-mpem-Bytunosbiii spup .
nunepasul-1,3-guxapboHoBoit
emokenaueTn) nHNCpasmH- KHCNOTH, 3THNOBLIH 3¢up 4-(N-
114 |2-nn]-{1,2,4]okcannazon-3- ’ P 438,4
. rUAPOKCHKAp 6aMUMHAOMI)-
W} nunepuauH-2-kap6oHoBOMH .
NUNepHaUH-2 -Kap6oHOBOH KHCIOTEI
KHCOTHI
1 HEHOKCHYKCYCHAasl KUCI0Ta
1-mpem-ByTunoselit adpup
2-®enokcH-1-{2-[3-(4nunepuann-1- |nunepasuu-1,3-guxap6oHoBoi

115 undenun)-[1,2,4]okcannason-5- kucnoThl, N-ruipokcu-4- 448,5

uialnunepasui-1-un}aTaHoH nunepuauH-1-unbeH3aMMInH U
$EeHOKCUYKCYCHAast KUCOTa
1-mpem-Byrunoeslit agup
1-{2-[3-(4mopdonun-4-undenun)- nunepasuH-1,3-1ukapboHosoit

116 [1,2,4]okcaauazon-S-un]nunepasut- |KUCAoThl, N-ruapokcu-4- 450,4
1-un}-2-peHOKCUITAHOH MOphOIHH-4-UN0ECH3AMUIMH H

($EHOKCHYKCYCHAs KHCI0Ta
1-(2-{3-[4-(2-MeTun-umuaason- [-mpem-ByTuos1i sgup .

nunepasud-1,3-aukapboHoBoit
1-un)dpenun]-[1,2,4Joxcagmazon-

117 KUCAOTEI, N-ruapoxcu-4-(2-MeTHI- 445 4
5-unjnunepasuH-1-uin)-2-

UMHa300- 1 -un)6eH3aMUaHH U
(heHOKCHITAHOH

beHOKCHYKCYCHAs KUCI0Ta
1-(2-(3-[4-GH-Umnnason-4-un)- | L-mpem-Byrunosetit agup
dennnl-[1,2,4Jokcanuazoa-5- nunepasuH-1,3-auxapboHonoi

118 . ) KHCNOTH, N-ruapokcu-4-(3H- 431,4

un}nunepasuH-1-un)-2-
(beHOKCUITAHOH

uMHAa30a-4-un)0eH3aMUAUH U

PEeHOKCHYKCYCHas KHCIOTA

Crtp.: 72
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+

Ipnm. CoeMHEHNE HcxonHble npoayKThl MH (naitnes.)

1-mpem-Bytunossit apup
4-(5-{5-[1-(2- nunepasut-1,3-1ukapbornosoii
DeHoKCcHale THI)THIIEpa3HH- KHCNOTH, N-rHapoKkcu-6-(3-

119 464.,4
2-un]-[1,2,4]okcanuazon-3-un}- okconunepasuH-1-un)-
MUPUAUH-2-HI)TUNEepa3HH-2-0H HUKOTHHAMHJIHH H

(dheHOoKCHYKCYCHAs KHCIOoTa
1-{2-[3-(6-Umunnazon-1-uanupuann- 1-mpem-ByTunosuifi 3gup .

nunepasuH-1,3-1ukapOoHOBOMH
3-un)-[1,2,4]okcaanason-S-

120 KHUCHOTH, N-TUApOkcH-6-umnaason- |432,4
un]nunepasun-1-un}-2-

1-UNHUKOTHHAMHIMH H
(EHOKCHITAHOH

theHOKCHYKCYCHas KHCIOoTa
1-(2-{3-[6-(4-AueTunnunepasuu- 1-mpem-ByTunossifi 3gup y

nunepa3ul-1,3-qukapboHoBoi
1-un)nupuaun-3-unj-[1,2,4]-

121 KUCNIOTH, 6-(4-aueTunnunepasnt- 4924
OKcaauazon-5-un}nunepasun-1-un)-

1-un)-N-ruIpOKCHHUKOTHHAMH JTHH
2-(heHOKCHITAHOH

U GEHOKCHYKCYCHAA KHC0Ta

1-mpem-ByTunosslii 3¢up
2-®enokcu-1-{2-[3-(4-nuppon-1- nunepa3ul-1,3-gukapboHoBoi

122 nngenun)-[1,2,4Jokcanuazon-5- KHMCJIOTH, N-TUapOKCH-4-nuppon- 430,4
anjnunepasud-1-un}3TaHoH 1-un6eH3aMHIHH K

(hEHOKCHYKCYCHas KucoTa

1-mpem-Bytunosstii 3dup
2-®enokcu-1-{2-[3-(4- nunepasuu-1,3-gukapboHoBoit
TpudTOpMeTaHCYNbHOHUNDEHH)- KHCIOTH, N-THApPOKCH-4-

123 497.4
[1,2,4]okcapunazon-S-wilnunepasnH- |pUTOpMETAHCYNBLYOHHU -
1-un}araHoH 6eH3aMUAKH U QEeHOKCHUYKCYCHas

KHCI0Ta
1-{2-[3-(2mMOopdoNHH-4-UNNUPUIONH- I-mpem-ByTunoseid sgup .

nunepasuH-1,3-a1ukapboHoBoi
4-un)-[1,2,4]okcaanazon-5-

124 KHCIOTH, N-ruapokcu-2-mopdonnn- {451,4
nnlnunepasun-1-un}-2-

4-MJIH30HUKOTMHAMHAMH H
(pEeHOKCHITAHOH

() €eHOKCHYKCYCHAs KHCIOTA

1-mpem-ByTunoestii 3¢ up
2-®eHokeu-1-{2-[3-(2- nunepasuH-1,3-aukapboHoBOi
THOMOpdonuH-4-unnupuaut-4-un)- |kucnoret, N-ruapokcu-2-

125 467,4
[1,2,4]okcannazon-5-un]nunepasznu- |ruomopdhonun-4-u-

I-un}aranon HW30HUKOTHHAMHUIUH U

dheHOKCHYKCYCHAs KHMETOTA

1-mpem-ByTunosslit 3¢ up
1-(2-{3-[6-(3-'napokcumeTn- nunepasus-1,3-quxkapboHoBoii
NUPPONUAYH- ] -HA)NUPUIUH-3-1N]- KUCH0TH, N-ruapokcn-6-(3-

126 465,4
[1,2,4]okcannazon-5S-un}nunepa3ui- |THIAPOKCUMETHIIITHPPOIIHINH-
1-1n)-2-heHOKCHITAHOH 1-MN)HUKOTHHAMHUINH H

(eHOKCHYKCYCHas KMCoTa
(R)-1-{2-[3-(6-MeTOKCHNUPHAHH- I-mpem-Byrunobiit 5gup y

D-nunepasun-1,3-aukap6oHoBoi
3-un)-[1,2,4Joxkcaaunazon-5S-

127 KHCH0Thl, N-THAPOKCH-6-METOKCH~- 396,4
unjnunepasuu-1-un}-2-

HUKOTHHAMUIHH W
G eHOKCHITaHOH
($EHOKCHYKCYCHAs KHCJIOTA
(R)-1-{2-[3-(6Mopdonnn-4- 1-mpem-ByTunosntit 3¢ up
WITUPUIHH-3-11)- D-nunepasun-1,3-gukapboHoroit
128 [1,2,4]okcannazon- KUCJIOTH, N-ruipoKkcu-6- 451,4

5-un]munepa3un-1-un}-2-
($EeHOKCUITAHOH

MOp¢ONUH-4-HITHUKOTHHAMUANH U
(pEHOKCUYKCYCHas KHCI0Ta

Crtp.: 73
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¥
Tipum. CoenuHeHue HcxonHbie NpoayKThHI MH (naiigeH.)
1-mpem-Bytunossiii 3¢up
(R)-N-(4-{5-[1-(2- D-nunepazun-1,3-nukapboHosoi

129 ®dexokcHaleTH)IUNepazud-2-uil- kucnortst, N-[4-(N- 490.4
[1,2,4]okcaanazon-3-un}-2- THAPOKCHKapOaMHUMHIOMI)-2- ’
TpudTOpMETUIGEHHT)aLETAMM ] TpudTopMerundeHunjaneTaMn g

1 dheHOKCHYyKCycHas KUCIOTa
(R)-1-{2-[3-(4-MeTun-3- 1-mpem-Bytunoselii s¢pup )

D-nunepa3uu-1,3-1ukapGoHoBOH
uutpodennn)-[1,2,4]Jokcaguason-

130 KHCNOThI, N-ruaipoKcH-4-MeTHI-3~ 424 .4
S-un]nunepasuH-1-un}-2-

HUTpOOEeH3aMHIHH U
(heHOKCHITAaHOH

(HEHOKCHYKCYCHAsi KUCJIOTa

1-mpem-ByTunosuiit 3dup
(R)-1-{2-[3-(4-MeThn-3- D-nunepasuu-1,3-aukapboHoBoit
nutpodenun)-[1,2,4]okcanuazon- KHCAOTEL, 1-{2-[3-(4-MeTOKCH-3-

131 0 uutpodennn)-[1,2,4]okcaguazon-5- 4404
S-un]nunepa3uH-1-un}-2-

ua|nunepasuH-1-un}-2-
(heHOKCHITaHOH

(eHOKCUITAHOH H

($eHOKCHYKCYCHAs KUCIIOTA
(R)-1-{2-[3-(4mopdpoun-4- 1-mpem-ByTunosbiii 3¢up )

D-nunepasut-1,3-guxapGoHoBoi
unpenun)-[1,2,4]okcaguason-5-

132 KUCNOThI, N-ruapokcu-4-mopdonun- |450,4
wijnunepasus-1-un}-2-

4-unbeH3aMUAUH H
(heHOKCHITAHOH

dCHOKCHYKCYCHAs KHCI0Ta
(R)-1-(2-(3-[4-OH-Hwmmason-4- | mpem-Bymanosuifl ogup =
) a]-[1,2,4]okcanuazon-5- D-nunepasun-1,3-1ukap6oHOBO#

133 penu 0 A kucnotel, N-ruapokcu-4-(3H- 4314
un}nunepasuH-1-un)-2-

UMuaazon-4-un)6eH3aMU IMH H
(CHOKCHATAHOH

$eHOKCUYKCYCHAA KHCJIOTA

1-mpem-ByTunoesiii 3¢up
(R)-1-(2-{3-[6-(3-Tuapokcumerun- |D-nunepasuu-1,3-nukapGonoBoii
fIMPPONTUAHH- | -UN) NUPHAKH-3-11]- kucnotel, N-ruapoxcu-6-(3-

134 465,4
[1,2,4]okcaauazon-S-un}nunepasuH- |TUAPOKCUMETHIIMPPONUIUH-
1-un)-2-peHOKCHITaHOH 1-UT)HUKOTHHAMHAMH U

G EHOKCHYKCYCHas KHCIIOTa
(R)-1-(2-{3-[6-(4-Auerun- 1-mpem-Byrtunoesiit 3¢up
nMnepasuH-|-un)nupuaun-3-unl- D-nunepasun-1,3-auxkap6oHoBoit

135 [1,2,4]-okcapuazon-S-un}- KHCIOThI, 6-(4-aLeTUNNHNEPA3UH- 492,5
nunepasuH-1- 1-un)-N-ruIpOKCHHUKOTHHAMHIHH
nin)-2-h € HOKCHITAHOH 1 heHOKCHYKCYCHAd KHCJIOTa

1-mpem-ByTtunosslil 3dup
Tuapoxnopun (R)-N-(3-{5-[1-(2- D-nunepa3uu-1,3-nukap6oHoBoi

136 deHokcHaueTHI)NHNEepasHH-2-1i}- kucnotsl, N-[3-(N- 422 4
[1,2,4]okcanuazon-3-un}deHun)- rujipokcukapGaMuMUaOuI)- ’
auetramMuaa dbenun]aueramua U

b eHOKCHYKCYCHAs KMCAOTA
(R)-1-{2-[3-(1H-Bensnmuaazon- |-mpem-Byrunosbiit 3¢up 3

D-nunepasuH-1,3-aukapbonosoit
5-un)-[1,2,4]okcaauason-5-

137 KucnoThl, N-ruapokcu-1H- 405,5
uilnunepazuu-1-un}-2-

6eH3uMuAa30-5-kapbokcaMUANH
(hEeHOKCHITAHOH
1 GeHOKCHYKCYCHAas KUCIOTa
(R)-1-{2-[3-(1H-Ben3otpnasou- |-mpem-ByTunossifi 5¢up
S-un)-[1,2,4]okcanuazon-5- D-nunepasuu-1,3-aukap6onopoi
138 il KucioThl, N-ruapokcu-1H- 406,4

un]nunepasuu-1-un}-2-
$HEeHOKCHUITAHOH

6eH3zoTpHrazon-5-kapbokcaMuInH
1 (heHOKCHYKCYyCHas KUCNIOTA

Crtp.: 74
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Iipum. CoenuHeHne Hcxoanble NpoayKThI MH+ (naiigen.)
1-mpem-ByTnnoBsi# 3¢up
Tunpoxnopun (R)-1-{2-[3-(1H- D-nunepa3un-1,3-auxapbonosoit
uHpason-5-un)-[1,2,4]Jokcannazon-

139 KHCNOTH, N-ruapokcu-1H-unnason- (405,4

S-unlnunepasuH-1-un}-2-
5-kapOOKCaMHUIHH H
b eHoKcHITaHOHA
penokcnykcycHas kucaora
l-mpem-byTunoBbiid 3¢pup
(R)-5-{5-[1-(2- D-nunepa3sun-1,3-nukap6oHoBoit

140 deHokcHaLeTHI)THNIEPAZHH~ KMCNOTSl, N-rHApOKCH-2-0KCO- 4215
2-un]-[1,2,4]okcannazon-3-un}- 2,3-nuruapo-1H-6eH3nmMuaason-5- ’
1,3-nurugpobenzuMuaa3on-2-ou xapbokcaMUAHH U

deHOKCHYKCYCHAs KHCTIOTA
Fuapoxnopua (R)-1-(2-{3-[6-(1,1- l-mpem-Bytunossi 3¢up )

D-nunepa3sun-1,3-aukap6ouoBoit
AHOKCOTHOMOPGONUH-4-11T)-

KHCNOTH, 6-(1,1-AHOKCOTHO-

141 nupuinH-3-unl-[1,2,4Joxcanmnason- 4991

mopdonuH-4-un)-N-ruapokcu-
S-un}nunepasun-1-un)-2-

HUKOTHHAMHINH U
(EeHOKCHITAHOHA

eHOKCHYKCYCHas KMC0Ta

l-mpem-ByTtunosetit a¢up
(R)-1-{2-[3-(3-Hurpodennn)- D-nunepasunn-1,3-gukap6oHoBoit

142 [1,2,4]okcanuazon-5-un]- KHCOTH, N-ruapokcu-3- 410,1

MUNepasHH-1-ui}-2-QeHOKCHITAHOH |HUTPOGEH3IAMHIMH K
({EHOKCHYKCYCHAs KHCJIOTa
1-mpem-ByTunoesiii a¢pup

(R)-1-{2-[3-(4-DTopdenun)- D-nunepasun-1,3-gukapGoHoBoii

143 [1,2,4]okcannason-5-un]nunepasuu- |kucaotsl, 4-grop-N-ruapokcu- 383,4
1-un}-2-GeHOKCH3ITAHOH OGeH3aMHANH U

($EHOKCHYKCYCHas KUCJIOTA
1-mpem-ByTunoBsiit a¢pup

(R)-4-{5-[1-(2- D-nunepaszun-1,3-nukapGoHoBO#H

QP eHOKCHALIETHII) ITHITEPA3HH- KUCnoTel, N-ruapokcu-2-okco-1,2-

144 382,4
2-un]-[1,2,4]okcagnazon-3-un}-1H- | AMrHAPONKUNIEPUINH-4-
NUPHAHH-2-0H KapOOKCaMHAHH W

deHOKCUYKCYCHAs KHCIOTA

l-mpem-ByTunoesiii 3¢up
1-{4-Anernn-2-{3-(4- 4-auerunnunepasuu-1,2-
merokcHdpennn)-[1,2,4]- AMKapb6OHOBOH KHCIIOTHI,

145 437,5
OKCaaHa3on-5-uia]nunepasnu- N-ruapokcu-4-MeTOKCH-
1-un}-2-dbeHokcnsTaHOH OeH3aMUANH H GEHOKCHYKCYCHax

KHCNI0Ta

1-{4-AneTnn-2-[3-(4- 1-mpem-byTrnnossiii adup
4-anetunnunepasuH-1,2-

METaHCYAbQORKTpeHH)- MKapGOHOBO KHCIOTHI

146 [[1,2,4]okcaanason-5-un- AAMKap ’ 485.5

N-ruapokcu-4-mMeTaHCyJibOHHN -
nunepasuH-1-un}-2-
6eH3aMUIHH U HEeHOKCHYKCYCHAs

($EHOKCU3TAHOH
KHCIIOTa
1-mpem-byTnnossiii a¢up

4-{5-[4-Auerunn-1-(2- 4-auetunnunepasuu-1,2-

147 ¢deHOKCHaLleTHI) THNEPA3HH- AHKapOOHOBOH KUCJIOTHI, 486.5
2-un]-[1,2,4]okcaguazon-3- N-ruapokcu-4-cynodamoni- ’
un}oensoncynshonamun 6eH3aMuIMH U GeHOKCHYKCYCHAs

KHCJIOTa
I-mpem-ByTunossiii adup
1-[4-Auetnn-2-(3nupuann-4-u- 4-aueTunnunepasuu-1,2-

148 [1,2,4]okcanuazon-5-un)nunepasid- | aukapBoHOBOH KHCIOTHI, 408,5

1-nn]-2-geHokcHdTaHOH

N-rHApPOKCHHUIOHMKOTHHAMUNH U
¢eHokcHyKCycHas KucioTa

Crtp.: 75
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ITpum. CoenuHenue Ucxonuble npoayKThi MH+ (HaitgeH.)
1-{4-Merancynbponun-2-[3-(4- 1-mpem-byTunoBuift 5pup
4-MeTaHcyNbQOHUIMUNEPA3HH-
metokcudenun)-[1,2,4Jokcanuazon- .
149 1,2-aukapb0HOBOH KHCIOTHI, 4732
S-un)nurepa3zuH-1-un}-2-
N-ruapokcu-4-meTokcubeH3aMUAUH
¢heHOKCHITAHOH
¥ QEHOKCHYKCYCHAasi KHCIOTa
1-mpem-ByTunoBeiit 3¢up
(R)-1-{2-{5-(4-DPTopdennn)-2H- D-nunepasuu-1,3-nuxap6onoBoit
150 [1,2,4]rpuazon-3-unlnunepasut- KHCIOTH, 4-pTop-N-aMuHo- 3824
1-un}-2-peHoKCU3ITAHOH OenszaMuIHH U GEHOKCHYKCYCHas
KUCNOTa
(R)-2-DeHokcu-1- {2-[5-(3- 1-mpem-Bytunosstii 3pup )
D-nunepaszun-1,3-gukapbonoBoit
tpudTopMernnderHun)-2H-
151 KHCH0ThI, 3-TpudTopmeTnn-N- 432,4
[1,2,4]tpuazon-3-unjnunepazuy-1-
aMUHOOEH3aMMIUH M
WU}3TaHOH
(eHOKCHYKCYCHasi KUCOTa
1 {2-[5-(4-DTop-3- 1-mpem-Bytunossiii 3¢up 5
TprpTopMeTnadennn)-2H- nunepazuu-1,3-nuxapboHoBoit
152 P KuCI0ThI, 4-pTOp-3-TpudTopMeTun- (450,4
[1,2,4]Tpua3zon-3-unjnunepastu-
N-amuHo6eH3aMUAKH 1
1-un}-2-peHoKCHITAHOH
deHOKCHYKCYyCHAd KMCTIOTa
1-{2-[5-(4-MeTancynbdorun- L-mpem-Byrunossiit 5gup o
(ermn)-2H-[1,2,4]TpHazon-3- nurnepasui-1,3-guxap6oHoBoi
153 Y KUCIIOTH, 4-MeTaHCcy b OHUN-N- 4424
unjonunepasuu-1-un}-2-
aMUHOOEeH3aMHIUH U
¢$heHOKCHATaHOH
(HEeHOKCHYKCYCHAd KHCI0Ta
2-Detokcu-1-{2-[5-(3- 1-mpem-ByTunoBelit 3¢up }
ropmeTubennn)-2H- nunepasnu-1,3-nukapboHoBoi
154 TpHgTOp KHCoThl, 3-rpuropMeTun-N- 432.4
[1,2,4)tpuazon-3-un]nunepasuu-1-
aMmuHobeH3aMUIKH U
W1} 3TaHOH
G eHOKCHYKCYCHas KHCI0Ta
1-mpem-Bytunoselit a3pup
2-®eHokeu-1-[2-(5-p-ronun-2H- nunepasuu-1,3-nuxkapboHoBoH
155 [1,2,4]Tpuazon-3-un)nunepasun-1- KHCIOTHI, 4-MeTHN-N-aMHUHO- 378.,4
UN|3TaHOH GeH3aMUIMH M PEeHOKCUYKCYCHas
KHCOTa
2-@enokcu-1-{2-[5-(4- 1-mpem-Bytunosslit 3¢up 5
TpudTopmeTHaderin)-2H- nunepasuu-1,3-ankapboHoBoi
156 P KucnoTsl, 4-rpudropmetn-N- 432,4
[1,2,4]Tpuason-3-un]nunepasm-
aMuHOGEeH3aMHUAHH 1
1-un}3TaHoH
dEeHOKCHYKCYCHAA KHCIOTa
1-mpem-ByTHNOBBI 3QHD
1-{2-[5-(4-MeTokcudeHun)-2H- nunepasun-1,3-auxapboHoBo#
157 [1,2,4]Tpuazon-3-unlnunepasmu- KMCAOTHI, 4-MeTOKCH-N-aMUHO- 394 4
1-un}-2-geHOKCHITAHOH 6eH3aMHUIMH ¢
beHOKCUYKCYCHAs KHC0Ta
1-mpem-ByTunoseiit 3up
1-{2-[5-(4-dTopdhenun)-2H- nunepasut-1,3-nukapboHoroit
158 [1,2,4]rpuason-3-unlnunepasuu- KHucnoTHl, 4-¢pTop-N-amuHo- 3824
1-un}-2-peHokcuaTaHOH 6eH3aMHANH U
(eHOKCHYKCYCHAas KHCI0Ta
1-mpem-Bytunossii 3¢up
1-{2-[5-(4-DTopdenun)-2H- nunepaszul-1,3-nukapboHopoif
159 [1,2,4]Tpuazon-3-un]nunepa3uu- kucnotsl, 2,4-nudprop-N-aMuHO- 400,4

1-un}-2-heHoKCHITAHOH

6eH3aMUIMH U PEeHOKCHYKCYCHas

KUCJIOTA

Crtp.: 76
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Tpum. CoenmHCcHHE Hcxoaneie nponykrel MH+ (naiinen.)
1-{2-[5-(3,4-{umMeTOKCHDEHNN)- I-mpem-ByTunosiit 5gup y
H-[1,2,4]1pHazon-3-un}- nunepasuu-1,3-auxap6oHoBOH

160 w154, ]Tpuaso KHCIOTHI, 3,4-1UMEeTOKCH-N- 4244
nunepasul-l-un}-2-

aMHHOOEH3aMHIHH H
¢ €HOKCHAITAHOH

peHOKCHYKCYCHasA KHClIoTa
1-{2-[5-(3,4-TTuxnopdennn)- 1-mpem-ByTunoBslii 3¢ up 5

nunepasun-1,3-aukapboHosoii
2H-[1,2,4]Tpuaszon-3-

161 KHCIOTH, 3,4-auxnop-N-amMmuHo- 432.,4
unlnunepa3nH-1-un}-2-

fensaMMaMH M HEHOKCHYKCYCHas
(heHOKCHITAHOH

KHcaoTa

I-mpem-ByTunosmiit a¢up
1-{2-[5-(2-Propdennn)-2H- nunepasuu-1,3-1ukapboHOBOI

162 [1,2,4]Tpna3on-3-un|nunepasnu- KHCOTHl, 3-pTOp-N-aMHuHO- 382,4
1-un}-2-dheHokcnaTaHon DeH3aMUIHH U PEeHOKCHYKCYCHas

KMcIoTa
1-mpem-Bbytunoseliit 3¢ up
1-{2-[5-(2-DTopdhenun)-2H- nunepasuu-1,3-gukapGoHoroi

163 [1,2,4])TpHazon-3-un]nunepasun- KHCOTH, 2-¢pTOp-N-aMuHo- 382,4
1-un}-2-hE€HOKCHUITaHOH OeH3aMUAHH H QEHOKCHYKCYCHas

KHCJIOTa

Ipumep 164: 4-{5-[4-MeTun-1-(2-benoxcuareTun)numnepa3sny-2-unl-

[1.2.4]okcaamnaszon-3-un}bensamMmun

4-{5-[1-(2-®enokcuanerun)nunepazun-2-unl-[1,2,4]Joxcannason-3-

un}6ensamun (0,1 Mmoust) pactBopsior B 1 Ma JIM® u no6asnsior 1 9xB.

AunsonponunatunaMuna u NayCOj3. 3ateM k o6pazoBaBieiics cycneH3uu Jo6aBasioT

1 5xB. Mel, u peaknuio nepeMemnBaOT IPH KOMHATHOH TEMIIEPATyPe B TEYCHHE

HouHM. [IponykT BEIACHAIOT ¢ MOMOMLIBIO penapaTuBHOi BOXX.
MC (MUCO): 422,4 (MH+)

Cne,uylonme CO€/IMHEHHH ITOJTY4Y€HBI AaHAJOTHYHO!

Tabnuna 2
Ipumep | Coenunenne HcxonHbiit npoykT MH’
(HalzeH.)
(R)-1-{2-[3-(1H-Uupazon- (R)-1-{2-[3-(1H-Uupnason-
5-un)-[1,2,4]oxkcanuazon- 5-un)-[1,2,4]oxcaguazon-5-

165 419,5
S-un]-4-meTunnunepasuu-1- | wi|nunepasun-1-un}-2-

U7} -2-pEHOKCUITAHOH (PEHOKCUITAHOH
(R)-1-{2-[3-(4-PTopdennn)- | (R)-1-{2-[3-(4-®ropdennn)-
[1,2,4]okcanuazon-5-un]-4- [1,2,4]okcannazon-5-

166 397.,4
METHANHNEpa3uu-1-un}-2- un)nunepasuul-un}-2-
beHOKCHATAHOH (pEeHOKCHITAHOH
(R)-5-{5-[4-MeTun-1-(2- (R)-5-{5-[1-(2-

167 dbenoxcuanermn)nunepasun- | GeHOKCHANETHI)THIICPAZHH- 434.5
2-un]-[1,2,4]oxcannazon-3- 2-un]-[1,2,4]joxcanuazon-3- ’
wi}-1,3-THTMApONHI0N-2-0H | mii}-1,3-IHTHAPOUHAON-2-0H

Crp.:
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o MH

[Tpumep | Coenunenne HUcxonupit NpoayKT (Hafizen.)
(R)-5-{5-[4-MeTun-1-(2- (R)-5-{5-[1-(2-
peHokcuauetun)nunepasnl- | GeHOKCHANETHI)IUIICPAZHH-

168 2-unl-[1,2,4]Jokcagnazon-3- 2-unj-[1,2,4]okcaanazon-3- | 435,5
un}-1,3- un}y-1,3-
IHTHAPOOEHIMMHIa301-2-0H | IUruaApoOeH3NMH1a30J1-2-0H
(R)-1-{2-[3-(1H- (R)-1-{2-[3-(1H-
BeHzuMuaazon-5-uin)- ben3suMuaazon-5-un)-

169 [1,2,4]oxcaguazon-5-un}-4- [1,2,4]okcannazon-5- 419,5
METHNHIepasuH-1-umn}-2- uinjnunepasuu-1-umn}-2-
(EeHOKCHITAHOH (eHOKCHITAaHOH
(R)-1-{2-[3-(1H- (R)-1-{2-[3-(1H-
Benzortpuazon-5-ui)- Benzorpuaszon-5-ui)-

170 [1,2,4]okcagna3zon-5-un]-4- [1,2,4]oxcanuazon-3- 420,5
MeTHJIMUIEpa3uH-1-ui}-2- wi|nunepasud-1-un}-2-
(GbeHOKCUAITaHOH (eHOKCHITAHOH
(R)-1-{4-Merin-2-[5-(3- (R)-2-Desoken-1-{2-[5-(3-
TprgropueTinenun)-2H- tpudropmerundennn)-2H-

171 [1,2,4]rpuazon-3- 1.2.4]rprazon-3- 446,4
uinunepasud-1-un}-2- [1,2,4]rpuason

unjnunepa3ut-1-ui}3TaHoH
deHOKCHITAHOH
(R)-1-{2-[5-(4- (R)-1-{2-[5-(4-
Mertokcudenunn)-2H- Merokcudenun)-2H-

172 [1,2,4]rpuazon-3-un]-4- [1,2,4]rpuazon-3- 408.,4
METHJIIHIEpa3uH-1-un}-2- wi|nunepasunl-un}-2-
(EHOKCH3TAHOH (peHOKCUITAHOH
(R)-1-{2-[5-(4-Dropdenun)- | O 1-{2-[5-(4-
2H-[1,2,4]rpuason-3-un]-4- ®ropdenmn)-2H-

173 > [1,2,4]Tpuazon-3- 396,4
MeTHITUNepa3uH-1-un}-2- Lo} -2-
(hEeHOKCHITaHOH un]nunepasui 1 -ur}

(eHOKCHATAHOH
(R)-1-{2-[5-(4- (R)-1-{2-[5-(4-
MeTancynbboHUIPEHUIT)- MeTancysibGoHUIPEHMT)-

174 2H-[1,2,4]Tpua3zon-3-uia]-4- 2H-[1,2,4]Tpuazon-3- 4564
MeTHIIUnepa3uH-1-un}-2- wijnurepasus-1-un}-2-
(heHOKCHITAHOH (heHOKCUITAHOH
Metunosniii a¢up (R)-4-{5- Merunossrit agup (R)-4-{5-
[4-MeTun-1-(2- [1-(2-deHoKCcHaLeTU)-

175 (beHOoKCHaleTHII)IHIIEPa3HH- | IHIIEpa3UH- 436,5
2-un]-1H-[1,2,4]rpuazon-3- 2-un]-1H-[1,2,4]rpuason-3-
uJ1}6eH30iHasg KUCIOTEI 1 }OeH30MHON KHUCIIOTH
(R)-N-(3-{5-[4-MeTun-1-(2- | (R)-N-(3-{5-[1-(2-

176 penokcuanerun)uunepasun- | GeHOKCHANETHN)THIIEPA3HH- 4355

2-un]-1H-[1,2,4}rpuazon-3-
un}deHun)aneTaMmun

2-un]-1H-[1,2,4]rpuazon-3-
ui}dbeHun)aneTaMug

Crtp.: 78
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pumep | Coennnenne Hcxonusiit nponykr (aiizex.)
(R)-N-(3-{5-[4-Merun-1-(2- | (R)-N-(3-{5-[1-(2-
benokcraneTun)nunepasud- | GeHoKcHaLleTHI ) THIICpa3HH-
177 2-unl-1H-[1,2,4]tpuazon-3- 2-un]-1H-[1,2 4]tpuazon-3- |471,5
un}deHnn)- Ui} bexunn)-
METaHCyJIb{OHAMHU ] MeTaHCynbQOHAMHU
(R)-4-{5-[4-MeTun-1-(2- (R)-4-{5-[1-(2-
178 (deHoKcHaneTHI)IHNepa3HH- | DeHOKCHALeTHII ) IUNepa3HH- 4915
2-un]-1H-[1,2,4]}rpnazon-3- 2-un}-1H-[1,2,4]rpuazon-3- ’
ui}OcH3aMug un}6eH3amuyg

Ipumep 179: (R)-4-{5-[1-(2-DeyoxcualieTH \Iunepu AUH-2-HUia]-

[1.,2.4]okcanuazon-3-unlbensoiinag KucioTa

Bensunossiit 3gup (R)-4-{5-[1-(2-berokcuaneTua)nunepuaus-2-uil-

[1,2,4]okcannazon-3-un}6eH30HHON KHCIOTHI (4 MMOJIS) PACTBOPAIOT B METAHOJIE H

obpabarsiBator Pd/C, mpomsiBaroT Bogopoaom (3 6ap) u nepeMeminBaoT B TeyeHnue 30

MHH. 3aTeM KaTaJiu3aTop OT(i)I/IJIprOBbIBaIOT, d paCTBOPHUTCIL BBINIAPHBAIOT. ITocne

9KCTpakKIITHH CMECBIO 3TH/IALlETAT/BOA 06pa30BaBIHeeCﬂ MacJI0 OYHUIAKT € ITIOMOIULIO

npenapatusHoi BOXKX. CooTBeTCTBYIOMME CIIOXHEIE aJTKUIIOBBIE 3QHPEI

o6pabaTeIBaloT 2-HOpManbHEIM BOAHEIM pacTBopoM NaOH uiu LiOH B MeTanone npu

KOMHAaTHOH TeMneparype. AJUIMIOBHIH 23pup MoXeT OHITH paciienieH ¢

ucnons3osanrem Pd(Phz)s B xauecTBe kaTann3zaTopa u MopdosiHHA B KadeCTBE

Hykneoduna.

MC (MCO): 408,5 (MH+)

CJ'ICI[yIOHII/IC COCAHUHCHHS NOJIYYCHDBI aHAJIOTHYHO!

Tabnuna 3

Hpu- Coennnenue Hexonneiit npoaykT MH

Mep (HafigeH.)
(R)-3-{5-[1-(2- MeTtunossit 3¢up (R)-3-{5-[1-

180 DPernokcHaneTHI)NUNEpUANH-2- | (2-heHoKCHaNEeTH)-TIUIIE PHAKH- 408.5
unl-[1,2,4]Jokcanuason-3- 2-un)-[1,2,4]okcannazon-3- ’
un}OeH30Has KucjioTa Ui } 6eH30HHOM KUCIIOTHI
(R)-6-{5-[1-(2- MeTtunossiit adpup (R)-6-{5-[1-

181 D EeHOKCHALETHI)TUIIEPUIMH-2- | (2-HEeHOKCHALETHIT)-ITUIICPHTHH - 409.4

unl-[1,2,4]Jokcanunazon-3-
W1} HUKOTHHOBAS KHCJIOTA

2-un]-[1,2,4]oxcanunazon-3-
UJ1} HUKOTHHOBOM KHCIOTEI

Crtp.: 79
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[Tpu- CoenuHeHue Hcxonuplit npoayKT MFH

Mep (naiijen.)
(R)-2-®T0p-4-{5-[1-(2- I;éeiﬁlj](gt_mu a¢up (R)-2-¢pTop-4-

182 (beHOKCHAETH ) IUTICDH MK -2- peHOKCHALETHI)THIIEPHAMH-2- 426,5
unl-[1,2,4]Jokcaguazon-3-
un}6eH3oiiHast KHCIOTa un]-[1,2,4JOK<zauna30n-3-

Un}6eH30HHOH KHCJIOTBI
(R)-5-{5-[1-(2- MeTtunossii 3¢up (R)-5-{5-[1-
deHOKCHANETHN)NHNEPUAHH-2- | (2-PeHOKCHALETHT)-IIHIEPHIUH-

183 un]-[1,2,4]Joxcaguason-3- 2-unj-[1,2,4]okcaguazon-3- 409,4
W IHpUANH-2-KapOoHOoBas U1} TUICPHUAUH-2-KapOOHOBOH
KHCJIOTa KHCJIOTHI
(R)-4-{5-[1-(2- Drtunoseiit 3¢gup (R)-4-{5-[1-(2-
deHOKCHALETHN)THIEPHANH-2- | HCHOKCHALETHII)-THIEPHIHH-2-

184 unl-[1,2,4]Jokcaguason-3- unl-[1,2,4Jokcanuazosn-3- 409.,4
11} THIepUuIuH-2-KapboHoBas W1} NHIepUaHH-2-KapOOHOBOH
KHCJIOTa KHMCJIOTHI
(R)-3-{5-[1-(2- MeTunossiit a¢pup (R)-3-{5-[1-

185 deHokcHaneTHN)nHNEpUAnH-2- | (2-deHOKCHANETHI )-IUIIEPUIHH- 407.4
un]-1H-[1,2,4]tpua3zon-3- 2-unj-1H-[1,2,4}rpuazon-3- ’
un}6eH30HHasg KHCIOTa H1}0eH30HHOMH KHCIOTEI
3-{5-[4-(2- Mertunossiit 3¢up 3-{5-[4-(2-

186 denoxcuanerun)mopponun-3- | deroxcuaneTun)Mopdoaun-3- 410.5
unl-[1,2,4]oxcaana3on-3- nn]-[1,2,4]okcaauazon-3- ’
un}6eH30iHasg KHCII0Ta 11} OEH30HHOM KHCIOThI
3-{5-[4-(2- MeTtunossiit adup 3-{5-[4-(2-

187 denokcnaneTun)Mopdonun-3- | heHoxcuaneTun)MopHonun-3- 410.5
un]-[1,2,4Jokcanuason-3- un]-[1,2,4]Jokcanua3zosn-3- ’
un}6en3oiiHas KHCI0Ta U1 }OCH30HHOM KHCIIOTEL
4-{5-[4-(2- Metunossiii 3¢up 4-{5-[4-(2-

188 denokxcuateTun)THoMopdonaul | deHokcHaneTHI)THOMOPPOHIL- 426.4
-3-mi]-[1,2,4]okcaaunazon-3- 3-un]-[1,2,4]okcaguazon-3- ’
uJ}beH3aMua nn}6eH3amMuaa
4-{5-[4-(2- Metunossiit adup 4-{5-[4-(2-

189 denoxcuanetun)tuomopdonun | peHokcuaneTH)THOMOPPOIHH- 426.4
-3-un]-[1,2,4]oxcanunazon-4- 3-un]-[1,2,4]okcanuazon-4- ’
ui1}06eH3aMuy un j6eHzaMu 1a
3-{5-[4-AneTn-1-(2- Mertunossiit 3dup 3-{5-[4-

anetwi-1-(2-

190 (eHOKCHALICTHII ) THNEpa3sHH-2- dbenokcua ) . 4515
IE THUJ)TUIIEpA3UH ,

unl-[1,2,4]Jokcaguazon-3-
uJi}OeH30fHAs KHCIOTA HH]-[1,2,4JOK(:‘:alII/IaBOJI-3-

11} 0EH30HHON KHCIOTHI
4-{5-[4-Anetun-1-(2- MeTtunossiit 3gup 4-{5-[4-
peHOKCHALETHI) THIIepA3HH-2- anerui-1-(2-

191 (dbecHOKCHANCTHI ) THTICPA3HH-2- 451,5

unl-[1,2,4]Joxkcanuason-3-
un}6eH3oiHas KHCIOTa

unj-[1,2,4]Jokcaguazon-3-
U} OCH30MHONH KMCIOTHI

Crp.: 80
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[pu- CoenvHeHnue Hcexonusiii npoaykr MH

Mep (nafneH.)
(R)-4-{5-[4-MeTun-1-(2- Mertunossiii a3¢up (R)-4-{5-[1-

192 denoxcnaneTum)nunepasuu-2- | (2-peHokcHaneTHN)IUIEPa3HH- 4205
un}-1H-[1,2,4]tpuazon-3- 2-un]-1H-[1,2,4]Tpuazon-3- ’
un}OeH3oitHas KUcnora un}6eH30HHO) KHCIIOTEH
(R)-5-{5-[1-(2- Ortunossiit a¢up (R)-5-{5-[1-(2-

193 DeHOKCHANETHN)NUNEPHINH-2- | DEeHOKCHANETH)-TIHITePHANH-2- 409.5
uinl-[1,2,4]oxcanuazon-3- un]-[1,2,4]Joxkcanunazon-3- ’
HJ1}HUKOTHHOBAS KHCJIOTA HJI} HHKOTHHOBOW KHCJIOTEHI

IMpumep 194:(R)-1-(2-{3-[4-(Mopdonun-4-kapGonun)bennnl-

[1.2.4]okcanpason-5-untnunepuaun-1-mn)-2-beHOKCUITAHOH

(R)-4-{5-[1-(2-denokcnanerun)nunepuann-2-ui)-[1,2,4]Joxcaguazon-3-

un}6ensofinyro kucnoty (0,07 mmouns) obpabatriaiot 1 5xB. TBTY/JJUIIDA B 1 M

auMeTHapopmamusa B TeueHne 10 MuH u no6asnsror 2 3kB. Mmopdoanna. Peakiuio

NEePEMENINBAIOT B TCUEHHE HOUH DU KOMHATHOH TeMIlepaType H NPOAYKT BEIAEIAIOT C

NMOMOIIBIO IpenapatTuBHoi BOXX.

MC (UCO): 477,6 (MH+)
Cnenyionue coeMHEHU 110y YeHBI aHATIOTHYHO!
Tabauna 4
+

[Ipumep Coenunenue Mcxonnere npoayKThl (HaMﬁgeH )
(R)-1-Q2-{3-[4-3- —
I'mppoxcunupponuaun-1- (R)-4-{5-[1-(2
KapGoHmHI)hennn]- DeHOKCHALIETH ) THIIEpHAUH-

195 [1,2,4]Jokcanunazon-5- 2-nn]-[1,2,4]okcanuazon-3- | 477,6
HJ;};IHHCPHJ;HH-I-HJI)-Z- un}0eH30iHasg KHCJI0Ta |
(EHOKCHAITAHOH IHPPOTHIHH=-3-011
(R)-N,N-Tluorun-4-{5-[1-(2- | R)-4-{5-1-C-

(bEHOKCHANETH ) THITEPHTHH- ®eHOKCHANE THI ) ITHIIEPU AHH-
196 2-mn]-[1,2,4]oxcannason-3- 2-nun]-{1,2,4]Joxcaguason-3- 463,6
H}66H3;uv,m % uN}0eH30iHaA KHCAOTA H
! 8 JUBTUIAMUH
(R)-N-MeTnn-4-{5-[1-(2- (R)-4-{5-[1-(2-
(eHOKCHALE THI ) IHITEPH T H- DeHOKCHALIETHII ) THIIEPH IHH-
7 2-un]-[1,2,4]Jokcanunaszon-3- 2-un]-[1,2,4Jokcanuazon-3- | 421,5
16 Hg;l\;H % nn}0eH30iHAg KHCI0TA H
mee 8 METHJIAMHH

Crp.: 81
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[Tpumep Coenunenue UcxonHbie mpoayKTHI NuIH
(Hafien.)
(R)-N,N-Iumernn-4-{5-[1- (R)-4-{5-[1-(2-
(2- deHoKcHaleTHI1 ) IUIIEPUAUH-

198 beHokcHaleTun)nunepuaun- | 2-unj-[1,2,4Jokcaguazon-3- 435,5
2-unl-[1,2,4]okcaanaszon-3- un}OeH3oliHas KUCI0OTa U
U1} 6eH3aMu 1 JUMETHJIaAMHIH
(R)-N-D1un-4-{5-[1-(2- (R)-4-{5-[1-(2-

e HOKCHANETHT)INNEPHIHE- deHoKCHaNETH T ) TUITCPHINH-

199 2-un]-[1,2,4)okcaguazon-3- 435,5

2-un]-[1,2,4)oxcaguazon-3- .

un}0OeH3oiiHag KHCIOTa U
uin}6eH3aMu

STHIAMHUH
(R)-N-Huxnonponun-4-{5-[1- | (R)-4-{5-[1-(2-
(2- DeHOKCHAETHII ) THITEPUTHH -

200 deHokcnanerun)nunepuauu- | 2-unj-[1,2,4Joxcagnazon-3- 447,5
2-unj-[1,2,4]oxcanuazon-3- U} OeH30iHas KMCA0TA U
un}6eH3aMu IIMKJIOTIPONUJIaMHH
(R)-N-(2-T'unpokcustun)-4- (R)-4-{5-[1-(2-

{5-[1-(2- OeHOKCHALIETUIT ) THIIEPUAMH-

201 ¢denoxcuanerun)nunepuauu- | 2-unj-[1,2,4]Joxcaguason-3- 451,5
2-unj-[1,2,4]oxkcaguason-3- un}OeH3oliHas KMCIOTa ¥
un}6eH3aMuz 9TAHOJaMUH
(R)-N-(2-Metokcuarui)-N- (R)-4-{5-[1-(2-
metun-4-{5-[1-(2- deHOKCHALICTUIT ) THIIEPUAHH-

202 denokcuanerun)nunepuaun- | 2-unl-[1,2,4]Joxcagunason-3- 479,5
2-un]-[1,2,4]Jokcaanazon-3- ni1}6eH3oitHas kuciaoTa u (2-
ui}6eH3amMun METOKCHITHUI)METUIAMHUH
(R)-N-Metun-3-{5-[1-(2- (R)-3-{5-[1-(2-

b HOKCHAICTHT) AT CPH M- deHoKCHALETUI ) TUIIEPUIUH-

203 . puA 2-un)-[1,2,4]okcamnazon-3- | 421,5
2-un]-[1,2,4]okcaaunazon-3- 6 .

11} GeH3aMIT nn}0eH3oiHag KHCIIOTa H
METHJIAMHUH

(R)-N,N-JTumeTun-3-{5-[1- (R)-3-{5-[1-(2-

(2- @DeHOKCHALICTUII)TUIIEPHIHH-

204 denokcuaneTun)nunepuau- | 2-unl-[1,2,4]Joxcannazon-3- 435,5
2-un]-[1,2,4]oxcaguazon-3- ui}O0eH30WHas KUCIoTa U
11} 6eH3aMua JHMETHJIAMHH
(R)-N-Drun-3-{5-[1-(2- (R)-3-{3-[1-(2-

(CHOKCHANCTH T ICPH/IHH- deHoKCHALETHIT ) TUTTIEPUIUH-
205 2-un]-[1,2,4Jokcaguazon-3- 435,5
2-un]-[1,2,4]oxcaguazon-3- .
uj}OeH30iHas KUCIOTa U
Ui} 6eH3aMu
STHUIIAMUH
| (R)-N-Huxnonponun-3-{5-[1- | (R)-3-{5-[1-(2-
(2- OeHOoKCHAIIETUIT) TUIICPHJIH H-
206 ¢dedokcuaneTun)nunepuaud- | 2-unj-[1,2,4jokcannazon-3- 447.5

2-un]-[1,2,4]oxkcanuason-3-
HJ1}OeH3aMu A

1} O6eH30MHas KUCIIOTa |
HUKJIONPONUIAMUH

Crp.: 82
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IMpumep Coennnenne HcxonHble mpoayKThl (H:;;{eH )
(R)-N-(2-I'mnpoxcustun)-3- (R)-3-{5-[1-(2-

{5-[1-(2- QeHOKCHALETHII)IHICPH/IHH-

207 (enoxcnanetumynunepunun- | 2-unj-[1,2,4]Joxcagnazon-3- 451,5
2-un}-[1,2,4)oxcaguason-3- Hi}6eH30iHas KHCI0Ta B
ni1} 0eH3aMu] 3TaHOJaMHH
(R)-N-(2-Metoxcustumn)-N- (R)-3-{5-[1-(2-

MeTHI-3-{5-[1-(2- DeHoKCHALICTHI ) THIIEPHIMH -

208 denokcuanernm)nunepuaun- | 2-unl-[1,2,4Joxcaguazon-3- 479,5
2-nn]-[1,2,4]okcaguazon-3- w1} 6en3ofiHas kuciora u (2-
ui}bensaMuna METOKCHITHN)METHIAMHUH
(R)-1-(2-{3-[3-(Mopdonun-4- | (R)-3-{5-[1-(2-
xapbonun)penun]- DeHOKCHANCTHII ) IHIIE DU IHH-

209 [1,2,4]oxcannazon-5- 2-un]-[1,2,4}oxcagnason-3- 4717,6
Ui} nunepuauH-1-umn)-2- Hn}0eH30MHas KUCI0Ta B
(EeHOKCHATAHOH MopdosnH
(R)'l'(z'{3'[3'(3' (R)—3-{5-[1-(2-
I'mapoxcunupponuanu-1-
kapGormn)benun]- DeHOKCHALETUI ) TUTIEPUIMH -

210 [1,2,4]oxcamnason-5- 2-un]-[1,2,4]okcaanaszon-3- 477,6
I/IJI,}I,II/IHepI/IEI/IH-l-HJI)-Z- Hi1}OeH30iHad KHCIOoTa U
(G EHOKCHITAHOH MHPPOTHMH-3-011
(R)-N,N-Tuotun-3-{5-[1-2- | B3-15-[1-C2-

() HOKCHAIC THT) HIICPH THH- DeHOKCHANIeTHII ) THIIE PH AN H -
211 2-un]-[1,2,4]oxcanmazon-3- 2-un]-[1,2,4]oxcaguazon-3- 463,6
—mé ’ ’H A un}06eH3oifHas KUCI0TA U
Hit} Oensamu JHITHIIAMHH
Metunamun (R)-4-{5-[1-(2- (R)-4-{5-[1-(2-
(beHOKCHAIETH ) THICpHIHH- D eHOKCHALIETHI ) ITHITIE PUIHH-

212 2-un)-[1,2,4]okcanunaszon-3- 2-PIJI]-[1,2,4]01(02&,[11/[&30.11-3- 422,5

¥} TENEPAIHH-2- HJI} TANICPUANH-2-
< kapOOHOBas KHCJIOTA H
KapOOHOBOMH KHCJIOTHI
METHJIAMHH
Humerunamun (R)-4-{5-[1- (R)-4-{5-[1-(2-
(2- QeHOKCHaIeTHI ) THITePUIUH-

213 denoxcnanetun)nunepuaus- | 2-un]-[1,2,4Joxcaguazon-3- 436.5
2-un}-[1,2,4Joxcaguaszon-3- HJ1} THOEPUINH-2 - ’
U7} NHNEepHANH-2- KapOOHOBas KHCJIOTA H
KapOGOHOBON KHCJIOTEI JIUMETHJIAMHH
Irunamu (R)-4-{5-[1-(2- 81)1)-4-{5-[1-(2-

€HOKCHALIETHII ) [TUTIEPH U H-
(GheHOKCHANEeTHI)TUTIEPUUH- 2-un]-[1,2,4]okcanuazon-3-
214 2-u1]-[1,2,4]okcannason-3- < A 436,5

HJI} IHNEPHNH-2-
KapOOHOBOH KHCJIOTHI

HJ1} TUOEPUIHH-2-
kapOOHOBas KHCJIOTaA U
3THJIAMAH
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[Tpumep CoenuHeHnune HMcxonHble IPOAYKTHI BGH
(HaiineH.)
Tuotramun (R)-4-(5-[1-2- | B-4-1-11-C-
(beHOKCHALETHJI ) ITHITe PH THI - deHOKCHANETHI ) IUNCPUIHH-
215 2-wn)-[1,2,d]okcammazon-3- | 2-A-1.24lokeanmason-3- 1 4oy g
I} IIHTIEPUTHH-2 - M1} ITHTTCPHIHH-2-
KapOOHOBON KUCIIOTHI KapOoHOBas KHCIIOTA H
JAUOTHIIAMUHH
(R)-1-(2-{3-[2-(Mopdoaun-4- (R)-4-{5-[1-(2-
KapG ORI TUpUAHH-4-H1] - (denoKCHALIETHII ) TUIEPU AU H-
216 [1,2,4]oxcana3on-5- f{ﬁﬁ&z&“]}‘{’l’{‘fgf‘“a“on'3‘ 478,5
W1} TUOepHARH- ] -1u)-2- PHA
(hCHOKCHATAHOH kapOOHOBasg KHCIOTA U
mMopdoIuH
(R)-1-(2-{3-[2-(3- (R)-4-{5-[1-(2-
MerancynbpoHuI- deHOKCHAIETHI ) THIIEPHINH-
nupponuuHe-1- 2-uin]-[1,2,4]okcaanazon-3-
217 KapOoHHI)NUpUANH-4-1]- W1} THOepUIUH-2- 540,5
[1,2,4]okcannazon-5- KapOoHOBas KHCI0TA U 3-
W1} MUIepUARH-1-1T)-2- MeTaHcynbHOHUI-
(eHOKCUITAHOH ITHPPOTUAHH
Memmranain (R)-5-(5-[1-2- | G0 D11
€HOKCHALETHII)THIePUIHH-
deHoKcHaleTUI) THIEPHANH- 2-un]-[1,2,4]oxcanuazon-3-
218 2-un]-[1,2,4]oxcagua3zon-3- 7 5 422.,4
41} [THTTEpMH-2- U1} TUNCPUAHH-2-
KapGoHOROH KHCIOTHI KapOOHOBas KMCIIOTa H
METHJIaMHH
(R)-N-Meruz-3- {5-[1-(2- (R)-3-{5-[1-(2-
(CHOKCHALICTHT)THIIE PHAHH- denokcHAeTHI ) THIIEPUIUH -
219 - LEL[1 2.4]1 Hafon_3_ 2-un]-1H-[1,2,4]tprazon-3- | 420,4
HH}66H3aMH’, P un}OeH30iHasg KUCIOTa H
A MCTUJIAMHH
mpem-byTUNOBEIA 3QUp 3-
1-N,N-Jlaommn-4-{5-[1-(2- [3-(4-KapGoxcupennn)-
(heHOKCHALETH) IHIepa3HH- [1,2,4]oxcanuason-5-un]-4-
220 (2- 464,3
2-un]-[1,2,4]okcanqnazon-3-
1} GeH3aMHT dbeHOKCHAIleTHIT ) TUIIEPAa3HH-
1-xapbOHOBO# KHCIOTHI U
JIUOTHIIAMHUH
mpem-Byrunosslii a¢pup 3-
1-(2-{3-[4-(Mopdonuu-4- [3-(4-xapOoxcudenn)-
kapOoHu1)benun]- [1,2,4]okcannazon-5-unj-4-
221 [1,2,4]okcaauazon-5- (2- 478,0

un}nunepasus-1-um)-2-
¢ eHOKCHITAaHOH

(dheHOKCHALIETHN ) THIIEPA3UH-
1-xapOOHOBOH KHCIOTHI H
MopdOoTHH
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+

[Tpumep Coenunenue Hcxonnsie npoaykTor NVIH
(HaiteH.)
mpem-byTunoBsiit 3¢up 3-
N-Metusi-4-{5-[1-(2- [3-(4-xapOoxcupenun)-

299 PeHOKCHaeTHIT)TUITEPa3HH- 8:2,4]0Kcaﬂna3on-5-nn]-4- 224
2-unl-[1,2,4]okcaguason-3- ’
11} -Gem3amu (GenokcHaneTHI)Kepa3uH-

1-xap60HOBOI KHCIOTHI H
METHIIAMUH
(R)-N-Metn-5-{5-[1-(2- Metunamun (R)-5-{5-[1-(2-
29 (deHOKCHANeTHIT) THIIEPH TN H- eHoxcHaneTHM)MHNEPHAHH-
3 2-un]-[1,2,4]oxcannazon-3- 2-un)-[1,2,4)okcannazon-3- 4224
111} -HHKOTHHAMU HJ1} HHKOTHHOBOM KHUCJIOTHI U
METHIaMHH
(R)-N-D1a-5-{5-[1-(2- (R)-5-{5-[1-(2-
(peHOKCHA THII) AT Y THH- DeHOKCHALICTHII ) THTICPH TUH-

224 2-mn]-[1,2,4]okcannazon-3- 2-un]-[1,2,4]oxcagnason-3- 436,5

I/IJI}-HI/IK;)T,I/IHaMPIJI HJ1} HUKOTHHOBAS KHCJIOTA
STHJIAMHH
(R)-N-Tustun-5-{5-[1-(2- (R)-5-{5-[1-(2-
(beHOKCHAILE THUI) M ITE PR T H- DeHOKCHALETHI ) TUTICPH THH -

225 2-un]-[1,2,4]oxeannazon-3- 2-un]-[1,2,4]oxcannazon-3- 436,5
HJI}-HHKZ)T’HHaMHn UJ1}HUKOTHUHOBAs KHCJIOTA U

JUITHJIAMHIH
(R)-N-Tuorun-5-{5-[1-2- | R3-5-[1-C2-
(DEHOKCHACTHIT)TAIIEpHTHH- DeHOKCHALIETHIT) THTICPH THH-

226 2-un]-[1,2,4]oxcanuason-3- 2-un]-[1,2,4Joxcaanason-3- 464,5

HH}-HI/IK,OT’I/IHaMH,Z[ UJ1}HUKOTHHOBAS KHCJIOTA H
JHITHIAMHH

(R)-N-(2-T'uapokcuarun)-5- (R)-5-{5-[1-(2-

{5-[1-(2-peHoKCcHaneTHII)- DeHOKCHAIETHII ) THITEPH U H -

227 nunepuaun-2-unl-[1,2,4]- 2-nn)-[1,2,4]oxcagnason-3- 452,5
OKcaJaHa3on-3-ui}- UJ1}HHKOTHHOBAS KHCJIOTA H
HHUKOTHHaAMHJ aMHHOJTAaHOJI
(R)-N-(2-MeTokcuaTun)-N- (R)-5-{5-[1-(2-

MeTHI-5-{5-[1-(2- DeHOKCHALETHI ) THIICPU AN H-

228 benoxcnaneTnm)nunepuaud- | 2-unl-[1,2,4]Joxcagnaszon-3- 480,6
2-unj-[1,2,4]oxcagnazon-3- HJ1}HHKOTUHOBAs KHUCJIOTA H
W1} -HUKOTHHAMHJ (2-MEeTOKCHITHI)METHIAMHH
(R)-N-Huknonponua-5-{5-[1- | (R)-5-{5-[1-(2-

(2- DeHOKCHALETHII ) TUTICPU IHH-
229 denokcuanerun)nunepuann- | 2-un]-[1,2,4]Joxcaguazon-3- 448,5

2-un]-[1,2,4]oxcagnazon-3-
WJI}-HUKOTHHAMHU ]

58| } HHKOTHHOBAas KHCJIOTa U
OUKJIOIIPONHIAMHUH

Crp.:
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I MH"
puMep Cocnunenue Hexoauble NpogyKThl (watizen.)
(R)'l'(z'{3'[5'(3' (R)-S-{S-[l-(2-
g:ngslf;;;lnusp;n;i?:l;_ DCHOKCHALCTHI)THICPH AU H-
230 (1.2 4oxca . 2-un]-[1,2.4]okcanuazon-3- | 478,5
o A W1} HUKOTHHOBAS KUCJIOTa 1
M1} IHIepUaUH-1-11)-2- mupponagEE-3-01
(eHOKCHAITAHOH

IIpumep 231: (R)-4-{5-[1-(2-DeHoKCcHALETHI)IHICPHIHH-2- W] -

[1,2.4]oxcaguazona-3-un}densaMu

34 mr (R)-4-{5-[1-(2-®enokcuanerun)nunepuann-2-uil-[1,2,4]Jokcaguason-3-

un}6en3oitnoit kuciorsl ob6pabateiBator 1 sx8. HATU/JJUIISA B

auMertuadopmamune, u fo6apnaor 1 5kB. Rink-cMonbl. Peaknuio BCTpSIXHBAIOT B

TE€YEeHHME HOUH NPH KOMHATHOM TeMieparype. CMOJIy OTMBIBAIOT € MTOMOLIBIO

auMmeTHAGopMaMu/ia (TPHXIBI), METaHOA (TPUXKIIBL), AUXIIOPMETaRa (TPUXKBI), &

3ateM obpabarsisaroT cMechio TOK/IXM (B cooTHOmennu 1:1) B Tedenue 2 4.

O6pa3oBaBIiIeecs KEITOE Macil0 OYHINAIOT ¢ TOMONIEIO npenapaTusHoi BOXKX.

MC (MCO): 407,5 (MH+)

Cnez[yloume COC}II/IHCHI/Iﬁ IIOJIYYCHBI aHAJIOTUYHO!

Tabnuua 5
Ipumep | Coenunenue HcxonHble TpOAYKTH MH'
(naiinen.)
(R)-3-{5-[1-(2- (R)-3-{5-[1-(2-
DeHOKCHAIETHI)THITEPHUAUH-2-
deHOKCHALIETHII )THIEPUAUH-2-
232 unl-[1,2,4]okcaaguazon-3- 407,4
un}-[1,2,4]oxcaguazon-3- > .
uin}6ens3oitHas kucyioTa u Rink
ui}O0eH3aMua
cMorna
Amupg (R)-4-{5-[1-(2- (R)-4-{5-[1-(2-
(eHOKCHANCTH)IHUNCPUIHH-2- | DeHOKCHANETHI)ITHIEPHANH-2-
233 uin]-[1,2,4Jokcanuazon-3- uil-[1,2,4]okcanguaszon-3- 408,4
WJ } M epuanH-2-kapOoHOBOH W} IUIIepHANH-2-KapbonoBas
KHCJIOTHI kuciaora U Rink cMona
(R)-3-{5-[1-2- (R)-3-{5-[1-(2-
DeHOKCHAETHU) THIIEPHINH-2- denokcHaneTHN)IUNCPUIHH-2-
234 un}-1H-[1,2,4]rpuazon-3- 406,4
un]-1H-[1,2,4]tpuazon-3- . .
un}ben3oiinas kucmora ¥ Rink
unyOeH3aMu
cMona

Crp.: 86




10

15

20

25

30

35

40

45

30

RU 2396269 C2

N

nnl-[1,2,4]oxcannazon-3-un}-
HUKOTHHAMHU /]

WJI} HUKOTHHOBAas KHCIOTa H
Rink cmomna

ITpumep | CoennHenne Hcxopusie mipojiyk sl MH
(Halinen.)
4-{5-[4-(2- 4-{3-[4-(2-
deHoKkcHaleTHI)MOPoNIHH-3 - PerokeHaneTUI)MOpOIHH-3-

235 unl-[1,2,4]lokcanuaszon-3- 409,5
unl-[1,2,4]Joxcanuazon-3- i .

Hi1}OeH3otinag kucinota 1 Rink
un}6eHzamMun

cMoJta
4-{5-[4-(2- 4-{5-[4-(2-
PenoxkcHaneTHI)THOMOPGONHH- (DCHOKCHANCTHI) THOMOP OIIHH-

236 3-nn]-[1,2,4]okcaguazon-3- 4255

3-un]-[1,2,4]oxcaanazosn-3- " .

un}OeH3oiinas kucaora u Rink
un}0eHzamMun

cMoJa

mpem-byTunosmit a¢up 3-[3-
4-{5-[1-(2- (4-xapOokcH(eHMT)-

937 PeHoKCHaLleTHI ) TUIIepa3uH-2- [1,2,4]okcannazon-5-nnl-4-(2- 408,3
uinl-f1,2,4Jokcanunazon-3-un}- benoxcHaneTm)nunepasnu-1-
b6enzamun kapboHOBO#H KucnoTH U Rink

cMoJa
(R)-5-{5-[1-(2- (R)-5-{3-[1-(2-
denoxkcHaLleTHII)THITEPUIHH-2- (DEHOKCHANCTII) TUNCPU A H-2-
238 unl-[1,2,4)okcagnazon-3- 408,5

IlpuMep 239: (R)-1-{2-[3-(3-AMunodennn)-[1,2.4loxcagnazon-5-

W |nunepruaun-1-ui}-2-deHoKCHATAHOH

(R)-1-{2-[3-(3-Hutpodenun)-[1,2,4Joxcannazon-5-ua|nunepuauu-1-pi}-2-

denoxcuatanoH pacteopstoT B 100 M MeOH, a 3atem goGasnaror 50 mu

HaceieHHOTo pactBopa NH4Cl u Zn-nopolnok, nocse 4ero cycneH3nio HarpeBaroT ¢

0o0paTHBIM XOJIOJWJIBHUKOM U NepeMemuBaioT B TeueHue 30 mun. [Tocie

¢uneTpoBanus MeOH BpInapuBalOT M NPOAYKT BBIACISAIOT MOCPEACTBOM 3KCTPAKITUH

CMCCHRIO E)THJIaIICTaT/BOJIa.

MC (MCO): 379,5 (MH")

Ilpumep 240: (R)-1-{2-[3-(4-Amunodennn)-[1.2.4]oxkcanuason-5-

ulnunepuand-1-mi} -2-HeHOKCHITAHOH

(R)-1-{2-[3-(4-Hurpodenun)-[1,2,4]okcanuazon-5-unjunnepuauu-1-umn}-2-

¢denokcusTaHoH pactBopaoT B 100 Mt MeOH, a 3atem no6asnsroT 50 Ma

HacpimenHoro pacrtsopa NHyCl u Zn-nopoinox, nocie 4ero CycneH3n0 HarpeBaroT ¢

00paTHBIM XOJIOAMIBHUKOM U IepeMcmuBaroT B Tedenue 30 mun. Iocne
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¢unsrpoBanust MeOH BrimapuBaioT ¥ NPOAYKT BEIAEISAIOT HOCPEACTBOM IKCTPAKIMU
CMEChIO 3THJIalleTaT/BO/1a.

MC (MCO): 379,5 (MH")

[Tpumep 241: (R)-1-{2-[5-(3-Amunodenun)-2H-{1,.2.4]rpuazon-3-

unlonunepuaun-1-un}-2-GeHoKCHITAHOH

(R)-1-{2-[5-(3-Hurpopenun)-2H-[1,2,4]rpuazon-3-un]nunepuuu-1-mmn}-2-

¢denoxcustanon pactpopsaoT B 100 mn MeOH, a 3atrem no6aBnsior 50 mi
Hacelmennoro pacrsopa NH4Cl u Zn-nopomniok, 1nocjie 4ero CyCueH3uI0 HarpeBarr ¢
00paTHBIM XOJOJHIBHHKOM U epeMerinBaroT B Teuenne 30 mun. [Tocne
¢unbTpoBanus MeOH BBIIapHBaioOT H MPOAYKT BBIIEIAIOT IOCPEACTBOM 3KCTPAKLHA
CMECKIO 3THJIAlleTaT/BOJA.

MC (UCO): 378,5 (MH+)

[Ipumep 242: (R)-N-(3-{5-[1-(2-PeHoKCcHAETHI)IUNCPUIUH-2-HI]-

[1.2.4)okcanua3on-3-ualdennnaneraMu

(R)-1-{2-[3-(3-Amunodenun)-[1,2,4]okcanuazon-S-unjnunepuaus-1-un}-2-
denokcusTanon (1 Mmons) pactBopstor B TI'®, a 3aTem 106aBnsioT 2 9KkB
AHH30TPONMAITHIAMHEHA. Peakuuio oxnaxaaoT Ao Temneparypst 0°C, nobapnsior no
karmisaM 1 skB. anerunxnopuaa B TT'® u peakuuio nepeMenuBanT B Tedenue 30 MUH.
ITpodyKT BHIAENSAIOT IOCPEACTBOM IKCTPAKIIMU CMECHIO STHJIALETAT/BOAA, IOCTE Yero
OYHINAIOT ¢ NOMOIIbI0 MpenapatuBHOi BOXX.

MC (UCO): 421,5 (MH+)

Cneaywouiie cCOeIUHEHUS NOMYYEHBl aHAJOTMYHO C UCIOJIb30BaHHEM
alleTHIIXJIOPHIA, ME3HIXJIOPHAA, alIHIOBOro 3GHpa XI0pMypPaBLHHONR KHCIIOTHI HIH

STUJIM30IIHAHATA B KAYE€CTBEC pearcHra.

Ta6numa 6
T
[Tpumep | Coenunenue Hcxonnbie NpoayKTEI MH
(HaitgeH.)
(R)-1-{2-[3-(4-
(R)-N-(4-{5-[1-(2- AMuHOpEHUN)-
243 denokcuanerun)nunepunud- | [1,2,4Joxkcanuazon-5- 4215
2-unj-[1,2,4]oxkcaguazon-3- un|nunepuaun-1-mun}-2- ’
w1} peHuN)aneraMun (heHOKCHITAHOH H
ANEeTHWIXJIOPHUJT
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IMpumep | Coenunenne HcxoaHble npoayKThI MHV
(naitneH.)
(R)-1-{2-[3-(6-
(R)-N-(5-{5-]1-(2- AMHHONUPHUIHH-3-1JI)-

244 Qenokcuanernn)nunepuaua- | [1,2,4]Jokcaanazon-5- 4275
2-un]-[1,2,4]okcanuason-3- unnunepuun-1-un}-2- ’
W1} IHpUAVH-2-UT)aneTaMul | PEeHOKCHITAHOH M

AIETHIIXJIOPUT
(R)-1-{2-[5-(3-
(R)-N-(3-{5-[1-(2- AMuHOQenun)-2H-

245 denokcuaneTun)nunepuanH- | [1,2,4]tpuazon-3- 420.5
2-un]-1H-[1,2,4]rpuazon-3- unlnunepuaun-1-nun}-2- ’
un}derun)aneTaMug (EeHOKCHUITAHOH H

AllCTHIIXJIOPH
(R)-N-(3-{5-{1-(2- (R)-1-42-[3-G-

AMuHOdeHunN)-
deHoKCHAIETHI ) TUIEPH/THH- [1,2,4]oxkcannason-5-

246 2-un]-[1,2,4]okcanunason-3- »£>7 JOKCaIAA3 0 4574
111} hernn)- unjnunepuaun-1-un}-2-
MeTaHCYIbGOHAMM L $enoxcnoTanoN 1

ME3HJIXJIOPH T
(R)-N-(0- {512 Avoderns)-
deHOKCHALETHIT) TUIIEPUTHH~ [1,2,4]oxcamnason-5-

247 2-un}-[1,2,4]Joxcannason-3- > A 4574
nn} henn)- Unjnunepuau-1-un}-2-
METaHCYIb(poHAMHU (enoxenoTanon u

ME3HJIXJIOPUA
. age. | (R)-1-{2-[3-(3-
E\IJTJ(IzPI-JIOBLII/I adup (R)-(3-{5 Ammnoderu)-
dbeHOKCHANEeTH ) [IMIIEPHAUH- L1,2,4]oxcammazonr-5-

248 2-un]-[1,2,4]oxcannason-3- unjnunepuaun-1-umn}-2- 463,5
nn}<ben1;n31<a 6a1vi1nH030171 (EHOKCHITAHOH H aJJIMJIOBHIN
CHCTOTEL P 3pHp XNOPMYpaBLHHOM

KHCJIOTHI
. ags. | (R)-1-{2-[3-(4-
z[A;szIZH-IIOBLII/I adup (R)-(4-{5 Ammnodenus)-
(eHOKCHaNeTHN ) U IEPH/IHH- [1,2,4]oxcannason-3-

249 2-un]-[1,2,4]oxcamuazon-3- un|nunepuuy-1-un}-2- 463,5
Hn}q)em;n;xa G aMHHOBOI (hCHOKCHITAHOH U AJJTHIOBBIN
CHCHOTEL P 3¢ HUp XIOPMYpPaBbHHOM

KHCJIOTHI
(R)-1-{2-[5-(3-
(R)-N-(3-{5-[1-(2-
QeHOoKCHaleTH ) THIIePUINH- [AIMZHZTTQ)?&HHHJ)I-%}-{_
250 2-un]-1H-[1,2,4]tpuaszon-3- o571 TPHA30 456,5

ui}pernn)-
MeTaHCynbpoHaMua

uinjnunepuaud-1-un}-2-
(eHOKCUATAHOH U
ME3HUJIXJIOpUI
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[Tpumep | CoenuHenue Hcxonnasie mpoayKThl MHV
(HaiigeH.)
(R)-1-{2-[5-(3-
(R)-1-D1un-3-(3-{5-[1-(2- Amunodenun)-2H-
251 ¢enokcuaueTun)nunepuaue- | {1,2,4]tpnazon-3- 4495
2-un]-1H-[1,2,4]Tpuaszon-3- Wi|nunepuamt-1-un}-2- ’
U } peHuI)MOUeBMHA (EHOKCHITAHOH U
ITHIH30IHAHAT

IMpumep 252: (R)-3-{5-[1-(2-®PenokcHanerumnunepugun-2-unaj-1H-

[1.2.4]tpuazon-3-umu} 6EH30HHTPHI

1,3 mmoneit (R)-3-{5-[1-(2-®enokcuanerun)nunepuaun-2-unl-1H-
[1,2,4]Tpua3on-3-un}oenzamuna o6padbaTeIBalOT HEPa3OaBICHHEIM aHTHAPHIOM
TpUPTOPYKCYCHOM KHCIIOTHI IIPU KOMHATHOMH TeMIlepaType B TeueHue HOo4H. Peakuuio
ocTaHaBiIuBaAOT A06aBneHueM BojgHoro pactsopa NaHCOj3, U npoJlyKT ABax bl
3KCTParupyloT stuianetaToM. OpraHu4ecKre CI0H IPOMBIBAIOT cMechio Bojia/NaCl,
00beIUHAIOT, BRICYIIHBAIOT Haj NaySO4 1 pacTBOPHTENb BEIMApUBAIOT. [TonydeHHBIN
IPOJAYKT OYHIIAIOT C MOMOIIBIO npenapaTuBHoid BOXX.

MC (MCO): 388,5 (MH")

Mpumep 253: (R)-5-{5-[1-(2-PeHoKkcHALIETHI)THIIEPUTUH-2-H ]I |-

[1,2.4]oxkcaua3on-3-uij} HHKOTHHOHHUTPHII

0,15 MMoneit 5-{5-[1-(2-®enokcuanetnn)nunepuauu-2-uij-[1,2,4]oxkcaauason-
3-un}uuKkoTHHaMHUAa 06pabaTeIBalOT HePa36aBICHHBIM aHTHAPUAOM
TpuTOPYKCYCHOM KHCIOTHI IPH KOMHATHOM TeMIlepaType B TedyeHHe HOYH. Peakuuio
ocTaHaBNnuBaloT no6aBneHueM Boanoro pacrsopa NaHCO3 u npoaykT ABax /bl
IKCTPArHpyIOT dTHNaneTaToM. OpraHuYecKHe CIIOH MPOMBIBAIOT cMeckio Bofa/NaCl,
00BeAUHSIOT, BricylnBaloT Hajg Nay;SO4 u pacTBOpUTENb BolNapuBatoT. [lojryyeHHBIH
IPOAYKT OYMINAIOT ¢ MOMOIIBIO NpenapaTuBHOi BOXX.

MC (MCO): 390,4 (MH")

IMpumep 254: mpem-Bytunoseiii 3¢up 4-anerunnunepasun-1,2-nukapOboHoBoi

KUCIOTHI

mpem-ByTunosslii a¢up, 2-MeTUNOBBIH 2bup nunepasuH-1,2-qukapbonoBoi
xucnotel (10 mMosneit) pactsopsior B 20 M1 MeTHJIeHXJIopuaa U qob6asisitoT 1,05 okB.
JUU3ONPONUISTHIAMUHA U alleTHIXJIopUuaa. PeakiHoOHHYI0 CMeCh NEPEMEIIMBAIOT NIPH

KOMHATHOH TeMrepatype B TedeHue 30 MuH. IIponyKT 3KkcTparupyroT CMEChIO
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sTHnaetat/soja. CeIpoii MPOXYKT pacTBOPSAIOT B METAHOJE H obpabatsiBaroT 2-

HOpMaHbHBIM BOJHBIM pacTBOpPOM NaOH. PC&KHHOHHYIO CMECH HePEMEIHHBaIOT IIpH

KOMHATHOH TeMIIEpaType B TeyeHue 2 4. 3aTeM cMmech HEHTPAIHN3YIOT C MOMOIIBIO

HCI, H HpOII}'KT BBIACNAIOT HOCpC}ICTBOM BKCTpaKIII/IH CMECBIO 3TI/IHaHCTaT/BOﬂa.
MC (UCO): 271,3 (M-H")

IIpumep 255: 1-mpem-Bytunosmit 3dbup 4-metancyapPoHUINUIEpA3IHH-1.2-

JUKapOOHOBOM KHMCJIOTHI

1-mpem-ByTunosriii 3¢up, 2-MeTUIOBLIH 23dHp nunepasul-1,2-nukapboHoBoi
xucaotel (10 Mmoneit) pacTBopsaT B 20 M METHJICHXJIOpHAA U 100aBiA0T 1,05 93KB.
ANHU3ONPONHUIITH/IAMHA M ME3HIXJIOPHU/Ia. PEAKIIMOHHYIO CMECh IEPEMENINBAIOT IPH
KOMHATHOH TeMnepaType B TedeHne 30 MHH. IIpOAYKT 3KCTparupyroT cMechio
sTHIaneTaT/BoAa. ChIpO# MPOJAYKT pacTBOPAIOT B METaHONE U 06pabaTHBAIOT 2-
HOpManbHBIM BOAHBIM pacTBOpoM NaOH. PeakuuoHHYyI0 cMeCh HepeMemuBaloT npy
KOMHATHOH TeMIepatype B TeueHHe 2 4. 3aTeM cMech HEHTPATH3YIOT ¢ IOMOLIBIO
HCI, 1 npoayKT BEIACIAIOT IOCPEACTBOM KCTPAKIHH CMEChIO 3THIALETAT/BOA.

MC (MUCO): 307,4 (M-H+)

ITpumep 256: N-I'napokcu-4-cynsdhamonnbensaMuny

4-Inano6enzoncynshonamun (1 MMOJIb) PacTBOPAIOT B CMECH TaHOJI/BOMA (B
COOTHOIUCHHH 7:3) H HOGABJIAIOT 5 5KB. THJPOXJIOPUAA THAPOKCHIAMHHA U 2,5 3KB.
Na;COj;. O6pazoBapmryrocs CyCreH3HIO HarpeBaoT MpH TeMnepatype 80°C B TeueHHe
2 4. ITociyie BBINAPUBAHUA CMECH PACTBOPUTENICH MOJNYIHBUIKICS IPOLYKT
IKCTParupyrT CMECHIO ITHIaneTaT/Boja. [IpoaykT 3areM Hconp3yioT 63
JaJbHEHIIECH OMHCTKH.

MC (MCO): 216,3 (MH+)

Bce CIHCAYIOMUEC COCTHHCHHUS OpLTH II0JIYYCHbBI aHAJIOTHYHO!

Tabauna 7

[Tpumep Coennnenue HcxonHrpie npoayKTh

257 Metunoserit 3¢up 3-(N-rugpokcu- 3-1luano6eH301HON KHCIOTA 1
KapbaMHMB IO )OEH30HHOM KHCIOTHI THAPOKCHJIAMHUH
OtunoBeiit 3¢gup 4-(N- OTunoseli 3¢up 4-

258 THAPOKCHKAPOAMUMHIOWIT)IHIIEPUINH- | [HAHOIUIEPUIHII-2-Kap6oHOBOT
2-xap0OHOBOI KHCIOTEI KHCJIOTHI
Metunossiit adup 3-prop-4-(N- .

259 $up 3-¢rop-4-( G Metunogerii a¢up 4-unano-3-
ruapoxcukapGaMuMHU 0K )GEH30HHOM Lo
KHCHOTEI $bTOpOEH3OHHON KHCIIOTEHI

Crp.: 91



10

15

20

25

30

35

40

45

30

RU 2396269 C2

ITpumep Coenunenue HUcxonnple npoyKThl
260 N-T'uapokcu-4-HUTPOGEH3aMHUIKH 4-HuTpoOeH30HNTpHI H
TUJAPOKCHIIAMUH
261 N-TI'mapokcu-3-cynbdhamMoryIGeH3aMHIUH 3-1MaHOOCH30CY Tb GOHAMMA K
ITUJPOKCHIIaMHUH
262 N-T'unpoxcH-6-MeTOKCHHUKOTHHAMHUAMH 6-MeTokcuRMKOTARORUTPUI 1
THAPOKCHIAMHH
263 N-T'uapoxcu-3- 3-TunpokcuMeTHIOCH30HUTPHU T
THAPOKCHMETHIOCH3aMH AN H H THPOKCHIAMHH
264 N-T'ugpokcu-4-umuaazon-1- 4-Umunazon-1-unGeH30HUTPHI
UJIOEH3aMHIUH M CUAPOKCHIIAMHUH
265 N-TI'uapoxcu-6-mopdonuu-4- 6-mopdomun-4-
WJIHUKOTUHOHUTPHUI U
WIHUKOTHHAMHUIUH
IHAPOKCUIAMHUH
266 N-T'uapokcu-4- 4-TpudropmerancynbboHHI-
TpudTopMeTaHCYIbQOHUIOCH3aMU AN H OCH30HHUTPHJI M THIPOKCHIAMHH
267 N-T'napokcu-4- 4-TpudpTopMeTHIIOCH3OHUTPHI H
TpudTOpMETHAOCHIAMUIMH THAPOKCHIAMHH
-X
268 4-Xnop-N-rugpoxcudenzaMu I 4-XnOpOCH3OHHUTPUIL 1
I'HAPOKCHIAMHUH
N-(4- -2-
269 N-[4-(N-I'uapoxcukapbaMUMHUI0HIT)-2- (4-Huano
TpudTOpMeTUNEHUIT)ALLETAMH
tpudTOopMeTHIdEHMIT ]alleTaMU
W THAPOKCUIIAMHH
3-
270 N-Tunpoxcu-3- MerancynbGoHUIOCH3OHUTPHIT
MeTaHCYJIb(poHUNOEH3aMUIUH
¥ THAPOKCUJIAMHH
271 N-I'napoxcu-4-metun-3- 4-MeTun-3-HUTPOOEH3OHUTPHI
HUTPOOECH3aMHIUH U THAPOKCHIIAMHUH
M 23-
272 N-T'uapokcu-4-MeToKcH-3- 4-Meroxcn
HHTPOOEGH3OHUTPUI U
HUTpOoOECH3aMHUIHH
T'HJIPOKCUIAMHUH
273 N-I'uapokcu-2-okco-1,2- 2-Oxco-1,2-
THIPOMUIIepUIUH-4-KapOOKCAMUIMH AUTHAPONHICDHIHH-4-
JUATHAD pHl p A KapOOHUTPHIL
6-Oxco-1,6-
274 N-T'ugpokcu-6-oxco-1,6- Kot
rUAPOTIHIICPU AHH- 3 -KapOOKCAMHAHH AUTHAPONUICPHAHII-3-
JTHAP PHA P 8 KapOOHHUTPHII
275 N-TI'napoxcu-4-(1H-Terpaszon-5- 4-(1H-Terpasox-5-
un)OEeH30HUTPUI U
un)oeH3aMuiuH
THAPOKCUIIAMHH
276 N-TI'mppokcu-1H-unnazon-5- 1H-HMHuna3soi-5-kapOoHATPHI 1
KapOOKCaMHAUH THIPOKCUIIAMHH
277 N-I'mapokcu-1H-unnazon-6- 1H-Muaa3o01-6-kapOoOHUTPUI H
kapOOKCaMHJIHH THAPOKCHJIAMHUH
278 4-®dTop-N-THApPOKCH-3- 4-®rop-3-

TpupTOopMeTHIOCH3aAMUAUH

TpUuPTOPMETHIIOCH3OHUTPHII U
I'HJIPOKCUTIAMHH
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[Tpumep Coenunenue Hcxonubie npoayKTh

279 N-T'napoxkcn-2-0kco-2,3-muruapo- 1 H- 2-Oxco-2,3-murnapo-1H-ntnon-
6-KapOOHUTPH I H

MHI0JI-6-KapOOKCaMUAMH
THJPOKCHIAaMHUH

280 N-T'unpokcu-2-okco-2,3-guruapo- 1 H- 2-Oxco-2,3-nuruapolH-

Oen3umuiazone-5-KapoOHATPUI
OGEeH3UMH1a30J1-5-KapOOKCAMH JINH
M THAPOKCHJIAMHH

281 N-T'napokcu-2-okco-2,3-auruapo 1 H- 2-Oxco-2,3-puruapolH-unzon-

5-KapOOHHTPHII H
HHJ0J-5-KapboKcaMUAHH
THAPOKCHJIAMHH

282 N-I'napoxcununepuanu-2- ITunepuavn-2-xapGoHUTPHI K
KapboKcaMuaH THAPOKCHIIaMHH

283 N-T'uapokcununepuaun-3- [Tunepunun-3-xkapSoHuTpuI U
KapOOKCaMHuIUH THJIPOKCHIaMHH

284 4-JInsrnnamuHO-N- 4-(u3TUNaMHHOOEH30HUTPHIL H
ruApoKcuOeH3aMHuIHH THJIPOKCHJIAMHH

N-(4-Huano-2-

285 N-[4-(N-I'mapoxkcukapOaMHAMHIOHIT)-2 - (4-uano

TPUPTOPMETHIIHECHHIT)allETAMH
TpudTOpMeTHAdEHUI |aleTAMH
H I'MAPOKCHIIAMHH

286 4-Xnop-N-ruapokcu-3- 4-Xnop-3-HUTPOOEH30HUTPUN H
HHUTpoOEeH3aMHIHH THAPOKCHUIaMHUH

287 N-T'uapokcu-4-nupposn-1- 4-TTupposn-1-nn-6eH30HUTPHI U
niOeH3aMuJIHH HAPOKCHIAMHH

2.4-

288 2,4-Iuxnop-N-ruapokcubeH3aMu Ul »4-AuxnopbensornTpun u
THAPOKCHIIAMHUH
3-(2-Oxkconunepuauu-1-

289 N-I'napokcu-3-(2-oxconunepuauu-1- ( pua
UJ1)OEH30HUTPHUI U

11)0eH3aMHTHH
THAPOKCHIaMHH

290 N-T'unpoxcu-1H-6enzumunazon-5- 1H-bensumuaason-5-
KapboKcaMuIuH KapOOHUTpHUI
Annunossiii 2¢up 6-(N- Annanosstii 3¢up 6-

291 THAPOKCHKapOaMHMHIOHI)HHKOTHHOBOH | IHaHOHHUKOTHHOBOH KHCIOTHI H
KHCJIOTBHI THAPOKCHIaMHH
Otunoseii 3¢up 4-(N- Orunosslii 3¢up 4-

292 THIPOKCUKApOAMUMHUIOUI) TUIIEPH THH- LHaHONUIEPHUAHH-2-KapOOHOBOH
2-kapOOHOBOH KHUCJIOTHI KHCJIOTHI U THIPOKCHIAMUH
Mertunossit 3¢up 3-grop-4-(N- Merunoswit 3¢gup 4-unano-3-

293 rUpOKCUKapOaMHUMHUI0UIT)OEH30HHOM ¢ TopOEH30MHOM KHCIIOTH U
KHCJIOTHI THJPOKCHIAMHUH

294 N-T'uppokcu-1H-6¢n30Tpuazon-5- 1H-bensorpuazon-5-
KapOoKcaMHJUH KapOOHHUTpPHA

294 6-bensuoxcn-N- 6-BeH3HTOKCHHHKOTHHOHUTPHII
THAPOKCHHUKOTHHAMUIUH
N-[5-(N-

205 15-( N-(5-llnanonupuauy-2-

I'mapoxcukapGaMUMHU 0K THPHIHH-2 -
uilaneramun

u1)aleTaMu
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Hpumep

Coenubenue

Hcxonnbie NpoayKTh

296

N-[4-(N-
[CuapoxcuxapbaMHUMUIOUT ) TUPHIUH-2-
Hijaneramun

N-(4-1luaHONHPUIHH-2 -
Hi)aneraMumg

IIpumep 297: N-Tugporcu-4-MeruncyabdaMmonbeH3aMUaAUH

4-1lnanoGensoncynbdonunxiopus (5 mmoneit) pactsopsior B 10 ma TI'D, a

3aTeM 10 KamiaM fo6asnsioT 10 M 2-MoJIsipHOTO pacTBOpa MeTHnaMuHa B TI'D.

Peakumio nmepeMeuIuBaiOT IPU KOMHATHON TeMIiepaType B TCYCHHUE HOYH.

PaCTBopHTGTH/I BBINNAPHBAIOT, U MIPOAYKT DKCTPArHpyloT CMCChIO 3mnaueTaT/Bona.

TMonyueHHsli HUTPUN 06pabaTHIBAIOT aHAJIOI'MYHO IpuMepy 231.

MC

(UCO): 230,5 (MH")

Bce CICAYIOUIUC COCNHHCHNA OpInn MOJIYYCHBI aHAJIOTHYHO!

Tabnuua 8
Ipu-

MEp Coennnenue Hcxoausie npoayKTel
298 N-T'uapoxcu-4-(Mopdponann-4- 4-1{uanoben3oncynsdhoHuni-
cynbhoHUN)OEH3aMUIUH XJIOpH/L U MOPGHOIHH
99 N-T'uppokcu-4-(2- 4-1Tuano6ensoncynsdonun-

I'HJPOKCHITUICYNbGaMonn)6eH3aMuInH XJIOPHJT M 3TAHONAMHH
4-1lnanob6en3oncynbpoHuII-
N-T'mapoxcu-4-[(2- 1 yned
300 xnopun u (2-
METOKCHUATHI)METHICYIbdaMonI]|0eH3aMHANH
METOKCHITUII)METHIIAMUH
301 4-MumertuncynbpaMonn-N- 4-1luanobensoncyinbGoHUI-
ruipoKcubeH3aMuAuH XJIOPHJL H TUMETHJIaMHUH
302 4-Mustuncynbpamoun-N- 4-1{uanobensoncyns¢hoHuUI~
r'HJIpOKCHOEH3aMH IMH XJIOPHZ U JUBTHIAMHH

[Tpumep 303: 6-(1.1-TnokcoTnoMopdoaun-4-ui)-N-riIpOKCHHUKOTHHAMHUIUH

6-Xnop-4-unanonunepuaut (10 MMoneit) pactsopsatot B 10 M

aumetundopMaMua, a 3ateM n00asasioT 20 MMoel MOp(OIMHA U PEAKIHIO

HarpeBaroT 10 Temnepatypsl 120°C mocpeIcTBOM MUKPOBOTHOBOTO 06yueHus B

tedeHue 20 muH. 3ateM JIM® BolnapuBarOT H CBIPOH NPOAYKT IKCTPATHPYIOT CMECHIO

stunauerar/soaa. Ilocre BBIITApUBAHH A 06pa3OBaBmeecx TBEPAOE BCUIECTBO

o6pabarbiBaloT 30 MMOJIAMH M-XJIOpNIEpOEH30HOM KUCIOTEI B JUXJIOPMETaHE TIPH

KOMHATHOI# TeMmmeparype B TeueHue Houn. OOpa3oBaBIIMIICI OCAIOK

0T UIILTPOBBIBAIOT U MepeKpucTanan3ossiBaloT 13 MeOH. IlonydeHHbIH HUTPHT

obpabarpiBalOT aHaNOTHYHO npumepy 231.
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MC (MCO): 271,5 (MH ")

CJICJIYIOHII/IC COCIMHCHUH OBLITH ITOJIYHYCHBI aHAJIOTHYHO.

Tabauna 9

[Tpumep Coenunenne Hcxonnsie mpoaykTsl

304 N-I'mapoxcu-2-mopdonun-4- 2-X10pH30HUKOTHHOHUTPHII B
HI1-H30HHKOTHHAMHUIUH Mop®doHH
N-T'unpoxcu-3,4,5,6-

305 TeTparugpo-2H- 2-XN0pU30HUKOTHHOHHUTPHII U
[1,2']6unupuaunmn-4'- IHNIEPHINH
KapOoOKcaMUIHH

306 N-TI'nppoxcu-2-tuomopdonun- 2-X10pH30HUKOTHHOHUTPHIT U
4-HITH30HUKOTHHAMHINH THOMOp(}oJIHH

307 2-JlusTuinaMuHO-N- 2-XJIOpH30HUKOTHHOHHMTPHII U
THJPOKCHHU30HUKOTHHAMH AUH JH3THJIAMHH
N-TI'mapokcu-6-(3-

308 2-XJIOpPHUKOTHHOHUTPH H
OKCONMUIepa3uH-1-

NHIepa3uH-2-0H

HJ1)HUKOTHHAMHUIUH

309 6-(4-AueTnnnunepasun-1-un)- 2-XJIOPHUKOTHHOHHUTPHI H |-
N-rHIpOKCMHUKOTHHAMH JIHH aleTHJIITHIIePa3HH

310 N-Tanpoxen-6-(3- 2-XJIOpHUKOTHHOHHTPHII H

THAPOKCUMCTHIINIHPPOITUNH- 1-

HprOHI/IlIPIH-3-I/IJIMeTaHOH

HJ1)HUKOTHHAMHUAHH
311 N-I'napokcu-6-mopdosnH-4- 2-XTOPHHKOTHHOHHUTPHII U
HWJIHHKOTHHAMUJHH Mopdonud

[Ipumep 312: 'mapoxnopun 4-drop-N-aMmuHOGeH3aMHU IKHHA

3-ITnanoGen3oiinyto kuciaoty (82 MMOJIst) pacTBOPAIOT B 50 MJI HACHIMIEHHOT'O

XJIOpPHCTBIM BOAOpoAOM MeTmiieHxaopuaa U 50 min Metanona. [Ipu oxnmaxaeHuu Ha

NesSHOM Oane MpomycKalT 4epes 3TOT pacTBop razoobpasusiii HCI, moajgepxusas

TEMIIEpaTypy peakuHoHHOH cMecH Huxe 20°C. PeakIIHOHHYIO CMECh 3aTeEM

NEPEMCHINBAIOT B TCUCHHUC HOYH NIPH KOMHATHOH TCMIICpaTypC. ITocne atoro

nob6asmsaror 100 My AM3THIIOBOrO 3dHpa U BEINIABIIEE B OCAJ0K TREPAOE BEHIECTRO

OT(I)I/IJ'II)TpOBLIBaIOT, IIPOMBIBAIOT NH3THIIOBBLIM B(I)I/IpOM H BRICYIINBAIOT B BaKyyMe.

HoxyyuBmuics UMHAOIQHUP IKCTPArUPYIOT CMECHIO ITHIANETAT/BOAHBIA PacTBOP

OuxapOoHaTa HaTPHUA, YTO NPHBOAHT K 00Pa30BaAHHIO MACISHHCTOTO ocanka. Ero

NEPEeHOCAT B 25 MJI MeTaHoJa ¥ 06pabaTeIBaloT | M1 MOHOIHpaTa rUApa3HHA IPH

KOMHaTHOH TEMIIEpaType B TeYEHHE HOUU. PacTBOp MemjieHHO NpubaBIsIoT K

xosiogHomy 4-nopmanbHoMy pactBopy HCI B anokcane. 3arem no6Gasisior 80 mn

ANITHIOBOTO 3Upa # CyCNEH3HIO IEPEMEITHBAIOT IPY KOMHATHOH TeMIIepaType B
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teueHue 30 MuH. TBep/blit MPOAYKT OTGHIBTPOBHIBAIOT, IPOMBIBAIOT AHITHIIOBLIM

3)UpOM U BEICYWIMBAIOT B BakyyMe. [IpoayKT HAeHTHGUIMPYIOT C TOMOIIBIO MC.

MC (MCO): 194,4 (MH")

CHC}Iy}OIIIPIC COeJHHECHUH ObLIU MMOJIY4Y€HBI aHAJIOTHYHO!

Tabnuua 10
IIpumep CoenuHenue Hcxonnble IPOAYKTHI
313 uapoxnopun 4-prop-N-amuno-3- 4-drop-3-
TpU(PTOPMETHIOCHIOHUTPUI H
tpudTopMeTUIOEHIAMHUAMHA
THAPa3HH
314 I'unpoxnopun N-aMuHO-4- 4-MeTtaHcyabpOHUIOECH3OHUTPHII
METaHCYNb()OHUIOEH3aMHIUHA M I'MJIpa3suH
315 Iappoxnopun N-aMuHO-3- M-TpudTopMeTHIIOCH30HUTPUI U
tpudTopmMeTunbeH3aMUAMHA rHpa3HH
0 N-amuHo0-4-
316 Punpoxopua N-aMiHo n-ToNXyONHUTPUT U THAPA3HH
MeTHIOeH3aMUMHA
317 T'uapoxaopux N-aMuHO-4- p-TpudbTopMeTHIOCH30HUTPHIL H
tpudTopMeTHIOEH3aMHAMHA rUApa3HH
318 uapoxnopun N-amMHHO-4- 4-MeTOKCHOEH30HUTPHUII H
MeTOKCHOEH3aMH IMHA rUpa3ui
319 I'uapoxnopua N-Amuno-2,4- 2,4-JIudpTOopOCH3OHUTPHUI H
nudTopbeH3aMuIMHA rHIpa3HH
320 I'uapoxnopua N-aMuHOo-3,4- 3,4-JluMeTOKCHOEH30HUTPHUI H
I¥MMeTOKCHOEH3aMHUJIMHA rujpasut
321 I'mapoxnopun N-amuHO-3,4- 3,4-Tux0pOECH30HUTPHI U
JauxjgopOeH3aMuIMHa rHApasHH
322 Tunpoxnopun N- Benszonutpun u rugpasut
aMuHOOEH3aMHUIHHA
323 Prapoxzopua N-amuso-3- 3-HutpobeH30HUTPHUI U THAPA3HH
HUTPOOEH3aMHAMHA
MeTtunosbiit 3¢up 3-
324 I'uapoxnopun N-aMHHO-3- Ly
IHaHOOEH30HON KHUCIIOTHI U
MeTHI3QupOeH3aMuIuHa
THApPA3UH
325 N-AMUHO-2-0kc0-2,3-qurunpol H- | 2-Okco-2,3-auruapo | H-unnon-6-
MH10J1-6-KapOOKCaMHIMH KapOOHHUTPHI H THAPA3UH
326 Fanpoxnopua N-amuHo-2- 2-OTOpGEeH30HUTPUI M THAPA3UH
propbenzamuivua

Ipumep 327: AIIunoBeId 3¢up 6-HAHOHHMKOTHHOBOMW KHMCIIOTBI

6-11MaHOHUKOTHHOBYIO KHMCIIOTY (4 Mmons) pactBopsioT B TT'®, nobasasior 1,5

3kB. Cs,CO3 M pPeaknuio NepeMeIIdBaOT B TedcHre 10 MUH, 10CIIE 4ero NpubaBsioT

1,5 5xB. aunbpoMuia ¥ Katanutuueckoe konuuectso Kl 3aTeM peaKUHIo

HarpesaioT npu Temneparype 100°C B tedenue 4 4. [IpogyKT BBIACIAIOT YTEM

3KCTpaKIIUU U3 CMECH STHHaHeTaT/BOlIa.
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MC (UCO): 222,5 (MH+)

IIpumep 328: 1H-BensoTpuazon-5-kapOoHUTPHI

3,4-JInamunoGeH30HuTpHI (10 MMOJIeH) CYCTIEHAUPYIOT B CMECH BOJa/yKCycHas
kucnoTa (B cootHomeHuu 4:1) i oxnaxnawT qo teMnepatypsl 0°C. 3atem 1,05 oks.
NaNQ; pacTBopsI0T B BoAe U 100aBIAIOT K cycneH3uH B TeueHue 30 muH. Peaknutio
nepeMeNIHBalOT IPH KOMHATHOH TeMIepaType B Teuenne Houn. Ocanox
OT¢HIBTPOBHIBAIOT, TPOMBIBAIOT 3QHPOM H BBICYIIHBAIOT B BakyyMe. IIpoMexyTodHOE
COCIIMHCHHUE JaJIcC UCIIOAb3YIOT 6¢3 HACHTH)HKAIIHA.

IpumMep 329: 6-beH3MJIIOKCHHUKOTHHOHHUTPHII

6-Xnop-sukoTuHOHUTPUI (20 MMoueit) pactBopstoT B TT® u nobasnsior 1,1
3KB. OEH3MJIOBOro CIUpTa. 3aTeM PEaKIHOHHYIO CMECh OXJIAXKIAIOT IO TeMIepaTyphl
0°C, npoaygrarot aproHomM u MeuieHHo jobasisior 4 3kB. NaH. Uepes 15 mun
IPOJYKT BBIACISIOT IYTEM 3KCTPAKIIHH CMECHIO 3THUJIANlETaT/BOA.

MC (MCO): 211,5 (MH")

ITpumep 330: N-(5-1luaHonupuanH-2-1i)aleTaMug

6-AMuaOHNKOTHHOHUTpHII (8 MMouielt) pacTBopsitoT B TI'® u noGagasior 2 3ks.
JUIIDA. PeakiHOHHYIO CMECH 3aTEM OXJIAXJIAKOT A0 TeMueparypsl 0°C, MeJIeHHO
OpUKanbIBalOT K HeH 1,0 kB, anetunxiaopuaa B TI'® u nepeMemnBaoT B Te4eHUe 2 4.
[IpoayKT BRIAC/AIOT NOCPEACTBOM 3KCTPAaKIIHH CMEChIO 3THJIALCTAT/BOJA.

MC (MCO): 162,2 (MH ")

ITpumep 331: N-(4-1IlHaHONHPHINH-2 -1l )alleTAMHUL

2-AMHHON30HHKOTHHOHHTPHI (8 MMouet) pacTBopsioT B TI'® u nobamnsior 2
3kB. JIUIIDA. PeaknnHOHHYIO CMeCh 3aTeM OXJIaXJaloT o Temmepatypsl 0°C,
MEIJICHHO NpHKaneBaloT K HeH 1,0 sxB. anetnnxnopuaa B TT'® 1 nepeMeniuBaoT B
TeueHHe 2 4. IIpoayKT BLIAENAIOT NOCPEACTBOM SKCTPAKIIHH CMECHIO
3THJALETAT/BOJA.

MC (MCO): 162,2 (MH")

CHCHYIOIHI/IG COCAHHCHUS NOJIYYalOT aHAJIOTHYHO NIPHMEpY 1

+
IIpumep CoenunecHue Hexonnbie npoayKTh MH

(narpen.)
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-
IMpumep Coenunenue Hcxoansle TpONYKTEI MH
(HaijgeH.)
1-{2-[3-(2-Merun-1H- Box-D-IlunexonvHoBas
OGCH3IUMMIA30/1-5-HIT)- KUCI0Ta, N-T'HIpOKCH-2-METHII-

332 [1,2,4]okcannazon-5- 1H-6eH3uMu1a30/-5- 418,5
W1 IUTIEPUIHH-1 -1} -2- KapbOKCaMUJIUH U
G eHOKCHITAHOH deHOKCHAUETHIIXJIOPH/T
1-{2-[3-(2-Amunonupuann-4- | box-D-Ilunexonunosas
un)-[1,2,4]okcagnaszon-5- KUCHOTA, 2-aMUHO-N-THAPOKCH-

333 380,5
unjnunepuaus-1-uny-2- H30HHKOTHHAMHUJIUH H
deHoKCHITaHOH deHOKCHYKCYCHasl KUCIIOTa
1-{2-[3-(3-T'uppokcudenun)- Bok-D-ITunckonudoBas
[1,2,4]okcaauason-3- KkucnoTa, 3-N-DIruapoxcH-

334 380,5
unjnunepuaus-1-un}-2- GeH3aMUIUH H
(heHOKCHITaHOH deHOKCHYKCYyCHAasA KHCIO0Ta
4-{5-[1-(2- Bok-D-ITunexonuHoBad
®eHoKCHALIETH ) TUIICPHIHH- kuciora, 2,N-

335 381,4
2-un]-[1,2,4]okcaguason-3- JUTMAPOKCHH30HUKOTHHAMUUH
un}-1H-nupuun-2-oH ¥ heHOKCHALETUIIX TOPHA
1-{2-[3-(4-I'nnpoxcudenn)- Bok-D-ITunekonunosas
[1,2,4]okcannazon-S- kucnora, 4-N-

336 379,6
un|uunepuanH-1-un}-2- JUTHJIPOKCUOECH3aMU/IMH H
(eHOKCHITAHOH (pEeHOKCHYKCYCHAs KUCIIOTA
3-5-[1-(2- Bok-D-IIunexonuHoBas
deHOKCHALETHI ) THIIEPU AU H - kucnota, 3-(N-

337 2-un]-[1,2,4]oxcanazon-3- THAPOKCHKApGaMHUL0MI)- 407,7

(peunnbopoHOBag KUCIOTA U
ul } peHun6opoHOBasg KHCIIOTA

pcHOKCHALIETHIXIOPH
4-(2-Okco-2-{2-[3-(2-0Kco- Boxk-D-ITunekonunosas

KucyioTa, N-THIPOKCH-2-0KCO-
2,3-nuruapo | H-unpon-5-umn)- 5 3o urnano-1H-sE101-5-

338 [1,2,4]oxcauason-5- > “MTHIP HHAOT 443,7

kapboKcaMuIuH U 4-
uin|nunepuans-1- narod
U1} 3TOKCH)OCH30HUTPHUI IHaHOPCHOKCHYKCYCHAS
KHMCIIOTA
4-(2-{2-[3-(4- Bok-D-ITunexkonnaoBas
MeTtokcudenui)- Kucnora, N-rujipokcu-4-

339 [1,2,4]Jokcaguazon-3- METOKCUOEH3aMHJIUH U 4- 419,3
W THIepHIHH- 1 -1} -2- {HaHO(EHOKCUYKCYyCHAs
OKCODTOKCH JOSH30HHTPHI KHCJIOTa
2-Metnn-5-{5-[1-(2- Box-D-Hp;n;xomjmosax ,

340 (peHOKCHANEeTHII ) IUILePH AHH-2- KHcJota, =, -zmlmsnpoxcn— ) 366.9
un}-[1,2,4]oxcanuazon-3-uir}- MCTHIIHPAMUARH=0- ’
3H-nmupuMuauH-4-0H Kap0OKCaMH/IH U

(hEeHOKCHALIETHIIXJIOPHJL
1-[(R)-2-(3-Dypan-2-un- Bok-D-llunexonunrosas

341 [1,2,4]oxcannazon-5- kucaora, N-ruapokcudypan-2- 354.2

un)nunepuaun-1-uil-2-
(G eHOKCHATAHOH

KapboKcaMHUJIUH U
(heHOKCHALIE THIIXIIOPU
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ITpumep Coeannenue Hcxonuble npoayKTsl MH

(naiigen.)
1-[(R)-2-(3-Umnpa3of1,2- bok-D-IInnekonnnopas
a|mUpUANH-2-KUII- Kucjora, N-rHAPOKCH-

342 [1,2,4]okcaguazon-5- umnaazo[l,2-ajnunepuaun-2- 404,2
Wi)ndnepydana-1-un]-2- kapOoKcaMUHH H
bEeHOKCHATAaHOH (EeHOKCHANETHIIXJIOPH
1-{(R)-2-[3-(4-MeTun- boxk-D-IlunexonunoBas
[1,2,3])tnagnazon-5-un)- KHCI0Ta, N-THAPOKCH-4-MeTHII-

343 [1,2,4]okcannazon-5- [1,2,3]tnanuazon-5- 386,2
unlnunepuaun-1-unn}-2- KapOOKCaMHJIUH U
deHOKCHITaHOH (heHOKCHALIETHIIXJIOPH T
1-{(R)-2-[3-(2,5-Aumerun-2H- | box-D-IlunekonuHosas
NHPa3oN-3-ui)- KHciaoTa, N-ruapokcu-2,5-

344 [1,2,4]okcagnazon-5- Aumetun-2H-nupaszon-3- 382,2
Wi nuanepuaua-1-uin}-2- kapOOKcaMuIuH U
beHOKCHITaHOH (heHOKCHALIETHIIXJIOPH ]|
2-®enokcu-1-{(R)-2-[3-(1H- Bok-D-Ilunexoaunosas
nupason-4-un)- kuciaora, N-ruapokcu-1H-

345 354,2
[1,2,4]oxcannaszon-5- nupa3o-4-kapbokcaMHAUH H
ujn|nunepuaus-1-ui}aTaHod (hEHOKCHALETHIIXJIOPH
1-{(R)-2-[3-(3-Memu- bok-D-Ilunexonuuoas
M30KCa30JI-3-A11)- KHcj1oTa, N-ruJJpOKCH-5-MEeTHII-

346 [1,2,4]okcamnason-5- » N-THAD 369,2

H30KCa30J-3-KapOOKCaMHUAMH U
M anepu in-1-n} -2- (heHOKCHAIIETHIIXTOPH
($hEHOKCHITAaHOH 1 pHt
2-®enoken-1-{(R)-2-[3-(1H- Bbox-D-Ilunexonanosas
MHpa3o-3-ui)- kuciorta, N-rugpokcu-1H-

347 354,2
[1,2,4]okcaamnazon-5- nupaszon-3-kapOoKCcaMHAHH U
WJ | MUIEPHANH- 1 -H1 } 5TaHOH (heHOKCHALIETHIIXJIOPH
5-{5-[(R)-1-(2- bok-D-ITunexonuHosas
DeHOKCHAIETHII ) TUIICPU IHH- KHcnoTa, 2,4,N-TpHruapoxcu-

348 398,2
2-un]-[1,2,4Joxcanuazon-3- MUPHUMHUIIHH-5-KapOoKcaMU I H
nn}-1H-nupuMnann-2,4-100H | H GEHOKCHALETHIIXJIOPHU I
1-{(R)-2-[3-(6- Bok-D-Ilunekonunosasn
AMHHONHPH/HH-3-11T)- KHCJI0Ta, 6-aMHHO-N-

349 [1,2,4]oxkcaaunazon-5- ’ 380,5
W AT pHArH- -1} -2- TF'HAPOKCHHUKOTHHAMHU/IHH H
(beHOKCHOTAHON (DEeHOKCHALETHIXTIOPH
1-[(R)-2-(3-Unmmmaso[1,2- Box-D-IlunexonnHoas

Kucnora, N-
alnupuauH-6-um- 12
350 | [1,2,4]oxcanazon-S- ruApoKeruMHAaso[ 1,2- 404,2

WI)IUTNEpUAAH-1 -1 ]-2-
(beHOKCHATAaHOH

ajnunepuanH-6-
KapOOKcaMuVH H
(EeHOKCHALETHIXJIOPU ]|
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( [Tpumep CoequHeHne Hcxoauble IPOAYKTEL MH
(maiinen.)
6-{5-[(R)-1-(2- bok-D-IlunexojauHoBas
R S —— §n4cn0Ta, N-rznlexpoxcu-&oxco-

351 2-unl]-[1,2,4]oxcaznnazon-3- 6;};;‘0“[2“21]1’0"“21;“_ . 4352

ni}-4H-6en3o[1,4]okcasun-3- ’
ol KapOOKCaMHUJHUH H

(G eHOKCHALIETHIIXJIOPH
6-{5-[(R)-1-(2- Bok-D-lIunekoinnosas
deHoKCHALETH ) THIIEPU IMH- KHMCI0Ta, N-THIPOKCH-2-0KCO-

359 2-unl-[1,2,4]oxcagnazon-3- 1,4-qurunpo2H- 435.2
un}-1,4- 6enso[d][1,3]Jokcazun-6- ’
auruapobenso[d][1,3]okcasun- | kapboKCaMHIUH U
2-0H (CHOKCHACTUIXJIOPUA
1-((R)-2-{3-[3-(1,1-{nokco- Bok-D-Ilunexkonuuosad
1A6-U30THABONHIHH-2- kucnota, 3-(1,1-guokco-1A6-

353 un)pennn]-{1,2,4Jokcaguaszon- H30THA30IMIHH-2-11T)-N- 4833
S5-un}nunepuauH-1-um)-2- rUApoKcUOeH3aMUIHH U
(heHOKCHITAHOH G eHOKCHALIETUIXJIOPHA

box-D-ITunekonuunosas
1-(3-{3-[(R)-1-(2- kucnora, N-ruaApokcu-3-(2-

354 eHOKCHALCTHI)IHICPHAMH- OKCOMUPPOITHANH-1- 4473
2-un]-[1,2,4]okcanuazon-3-

1i1)0eH3aMUIUH H
i1} GeHUN)TUPPONIUINH-2-0H (eHOKCHALCTHIX TOPHST
1-(3-{5-[(R)-1-(2- Box-D-ITunexonuHonas
deroKCHANETHI IIUTIEPHIUH- KucioTa, 3-(2,4-

355 2-un]-[1,2,4]okcaguason-3- NMOKCOMMUAA30IMAUH-1-1un)-N- | 462,5
11} GeHHT)IMUAA30NMAKH-2,4- | THAPOKCHOEH3aMIIMH 1
JHOH (eHOKCHANETUIIXIOPHU]L
4-(3-{5-[(R)-1-(2- Bok-D-IIunekonuHosas
DeHOoKCHaleTH ) THIICPHIHH- kucnora, N-ruapokcs-3-(5-

356 2-unl-[1,2,4]okcaguaszon-3- oxco-1,5- 447.5
17} permn)-2,4- auruapo[1,2,4]rpuason-4-un)-
quruapo[1,2,4]tpuazon-3-on GensaMHHH 1

(G eHOKCHAIIETHIXTIOPH]
1-(3-®rop-5-{5-[(R)-1-(2- Bok-D-ITunexkonuuHosas
deHOoKCHALCTAN ) IHIePUAHH-2- | KHCIOTa, 3-(2,5-

357 uij-{1,2,4]okcanuazon-3- JHOKCOMHPPONTHUIANH-1 -HIT)-5- 479,2
W} PEeHVIT) THPPOSTHAUH-2,5- ¢rop-N-ruapokcHOCH3aMH U H
JUOH # (heHOKCHAIETHIIXJI0PU I
5-{5-[(R)-1-(2- Bok-D-Ilunekonuuosas

358 DeHOKCHALETHT)IIHIIE PUTTHH- KHCHOTa’_Il\II&aMHHO-Q;OKCOQ’3'
2wn]-1H-[1,2,4]tpnason-3- | AHTHAPO LHAHHAOK-S: 418,5
ui}-1,3-TUrHApOUHI0-2-0OH KapboKcaMHIMH U

(CHOKCHYKCYCHasi KHCJIOTa
1-{(R)-2-[5-(1H-Henazon-5- Box-D-IlunekonuHoBas

159 un)-2H-[1,2,4]Tpnazon-3- xucnora, N-amuao-1H- 403.5
ui|nynepuauH-1-umn}-2- HH2a30J1-5-KapOOKCaMUJIUH U ’
(b eHOKCHITAaHOH (deHOKCHUYKCYCHAst KHCIIOTa
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¥

2-un]-1H-[1,2,4]Tpnazon-3-
ni1}peHnnbopoHOBas KHCIOTA

KHCJIOTa U (beHOKCI/IYKcyCHaH
KHCJIOTA

[Tpumep Coeaunenue Hcxoanple NpOAYKTHI MH
(HaitneH.)
1-{(R)-2-[5-(1H-Unpon-5-un)- | bok-D-llnnexonunosas
2H-[1,2,4]Tpua3zon-3- kucnora, N-amuso-1H-ungon-

360 402,5
K TUNCPHAHH-1-Hn}-2- 5-xapObokcaMHJIHH H
(heHOKCHITAHOH (hEeHOKCHYKCYCHAs KHCIOTa
1-{(R)-2-[5-(3H- Bok-D-ITunekonuuaoBas
bensorpuazon-5-un)-2H- kucnora, N-amuno-3H-

402,5

361 [1,2,4])Tpuazon-3- OeH3oTpHazoa-S-

(M-H+)
wilnunepuanH-1-un}-2- kapOOKkcaMHUJIUH U
(CHOKCHITAHOH (GEHOKCHYKCYCHAsl KHCJIOTa
5-{5-[(R)-1-(2- box-D-IlnnexonunHosas
QeHOKCHAETHI)TUIIEPHANH- KucioTa, N-aMuH0-2-0Kc0-2,3-

362 2-un]-1H-[1,2,4]Tpuazon-3- auruapo-1H-6enzumuazon-5- | 419,5
un}-1,3- kapOOKcaMHUIIMH H
JUruapoOecH3MMHU1a3071-2-0H (heHOKCHYKCYyCHAs KHCIOTa
1-{(R)-2-[5-(2-MeTun-1H- Boxk-D-IlunexonnHoBas
6enszuMuazon-5-ui)-2H- KHcJioTa, N-aMHHO-2-MeTHII-

363 [1,2,4]Tpnazon-3- 1H-6en3umMuaazon-5S- 417.5
unnunepuauH-1-un}-2- kapboOKcaMUIIH H
(hEeHOKCHITaHOH (heHOKCHYKCYCHAs KHCIIOTa
I-{(R)-2-[5-(2- box-D-IlunekonnHoBas
AMHHONHPHUIHH-4-un)-2H- ccn10Ta. NoaMAHo-2-

364 [1,2,4]Tpnazon-3- ’ 379,5

aMHHOM30HHKOTHHAMHJIHH H
W |nunepuann-1-un}-2-
dbeHoKcHOTaHOH dbeHoKcHyKCycHass KHCI0Ta
5-(3-{5-[(R)-1-(2- Bbok-D-IlnnexonnHoBas
deHoKCHALICTHN ) TUTICPUANH- kuciora, N-aMuHO-3-(5-0Kkco-

365 2-un]-1H-{1,2,4]tpuazon-3- 4,5-nurunpo[1,3,4]okcaguazon- | 446,7
un}denun)-3H- 2-un)6eH3aMUANH H
[1,3,4]oxkcagnazon-2-oH (hEHOKCHYKCYCHAsl KHCJI0Ta
1-{(R)-2-[5-(3- Box-D-TTnnexkonnuoras
[1,3,4]Oxcannazon-2- KHcioTa, N-aMuHO-3-

366 undennn)-2H-[1,2,4]rpuazon- | [1,3,4]okcaguason-2-ui- 430,7
3-un|nunepuuH-1-un}-2- OeH3aMHOHH H
deHOKCHITAHOH (deHOKCHYKCYCHAs KHCIOTA
3-{5-[1-(2- box-D-ITunekonuHoBas
DeHOKCHAIETHIT ) THITE PUIHH- knciiora, N-aMHHO-3-

367 kapOamunoundenundbopononas | 407,5

Ipumep 368: 6-{5-[(R)-1-(2-Penokcnanermwynunepuanu-2-uin]-1H-

[1.2 4]rpuaszon-3-ua}-4H-6enzofl.4Joxcasun-3-0H

Craauns 1: mpem-ByTHNI0BBIH 30up 2-rHApa3HHOKAPGOHHIINIUIIEPUJIHH-1 -

KapOOHOBOH KHCJIOTHI

Crp.: 101
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mpem-Byrunosetit a¢gup (R)nmunepuaun-1,2-11kapboHOBOH KHCIOTH (3r)

pactBopsitot B 30 mn JIM®, nobasnsior 5 r HATU u 2,2 M AMHA3ONPONHJIITUIIAMUHA,

M peaklMOHHYIO CMECh OXJIKAIOT 0 TEMIIEPATypPbl 0°C. 3aTeM n006aBASIOT 4 3KB.

rufpazuH-monoruapara B 30 M JIM®, HarpeBaroT peakKIIHOHHYIO CMCCh J10

KOMHATHOMN TeMIICpaTyphl K nepemeninBaioT B Teyenue 1 4. CoIpoit MPOAyKT

3KCTPArupyrOT CMECHIO STHIIALETAT/BOAHbINH pacTBOP NaHCOsj.

MC (MCO): 244,3 (MH")

Cramus 2: 6-(5-IIunepuaun-2-un-1H-[1,2.4]rpuazon-3-uin)-4H-

6cH30[1.4]okca3uH-3-0H

mpem-ByTuinosblii 3¢up 2-rHpa3sHHOKapGOHHIINHIIEPUAHH-1 -kapOoHOBOMH

kucnotsl (1,5 Mons) pacteopaior B 3 Mt IM®, nobasnsior 1 3KB. 3-okco-3,4-

nuruapo-2H-6enso[1,4]okcasun-6-kapbokcamununa 1 90 MK YKCYCHOM KHCIIOTBI H

pPeaKk1MOHHYIO CMECh HAarpeBaloT A0 TEMIEPATYPbI 120°C B TeueHHE HOYH.

PacTBOpUTENb BHINIAPUBAIOT, H CHIPOH NPOAYKT SKCTPATHPYIOT CMECHIO

stunanerat/soga. O6pazoBaBmeecs Maclo MepeHocsaT B 15 MIT IUXJI0pMeTaHa U

o6pabareiBaiot 3 M1 TOK. PeakuuoHHYIO cMeCh KOHUEHTPUPYIOT 6e3 nocyIIMBaHHS.

Cranns 3: 6-{5-[(R)-1-(2-®eHoKCHaNETHI)NHTIEPUAUH-2-Un]-1H-

[1.2.4]rpuazon-3-un}-4H-6enzo[1.4]Jokcasun-3-0H

ChIpoi NPOAYKT, NOIy4CHHBIH Ha CTAAUH 3, IEPEHOCAT B nuMeTuadopMaMua 1

oxJaxaarT A0 TeMueparypsl 0°C, no xaniaM 1o6aBisgIoT 4 9KB.

JUH3ONPONUIOTHIAMHHA H 1 3kB. (beHOKcnaueTnnxnopuna, 3aTeM peaxKIuOHHYIO

cMech HArpeBaloT 0 KOMHATHOM TeMNEPATYPhl ¥ NEPEMEIINBAIOT NONMOJHATEIPHO B

teuenne 30 muH. [IPOLYKT BRIIENAIOT ¢ HOMOMIBIO NpenapaTusroi BOXX.

CrleiylolHe COEHHEHHUS TOYYatloT aHaJOTHYHO pUMepy 368

¥

[Ipumep CoenuHeHHE Hcxoaueie IpoayKTh MHV
(HaitneH.)
1-[(R)-2-(5-UMmunasofl,2- Bok-D-IlunexonuHosas
a]nupuauH-6-un-2H- KucioTa, uMuaaszo[1,2-
369 [1,2,4]Tpuazon-3- ajnunepuIuH-6- 4437
WI)TUNnepuIuH-1-un]-2- KapOOKCaMHUJUH H
(EHOKCHITAHOH (heHOKCHYKCYCHAs KHCIIOTa
1-{(R)-2-[5-(6-
{(R)-2-[5-C bok-D-IlunexonuHoBas
AMuHOTMpPUAUH-3-u)-2H- 6
370 [1,2,4]tprason-3- KHCIIOTa, H=aMHH0= 379,1
HUKOTHHAMMIUH H
H|nunepuans- 1 -un}-2-
deHoKcHITaHOH deHokcuyKcycHas KUCIOTa
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+
ITpumep Coenunenne HcxonHbIe TPOAYKTHL E/IHU )
HalJex.
1-{(R)-2-[5-(1H-
{(R)-2-[5-(1H bok-D-Ilunexonuuosas
bensumunazon-5-un)-2H- 1H-6

371 [1,2,4]tpuason-3- ronota, HEDCHSUMEAASON- | 403 5

S-xapOoKCaMHIWH U
Hnjnunepuaus-1-un}-2-
(beHOKCHATAHOH ($EHOKCHYKCYCHas KHCIIOTa
2-@enoken-1-[(R)-2-(5- Bok-D-Ilunexonnnosas
nHpHAnH-3-n1-2H-

372 KHCJIOTa, HUKOTHHAMUIHUH H 364,2
[1,2,4]Tpuason-3-
swn)nnnepn ann-1-un]aTar0H (EHOKCHYKCYyCHAsA KHCIOTA
1-{(R)-2-[5-(3,5-NumeTHn- bok-D-IInnexkonuunosas
H30Kcazon-4-un)-2H- Kuciora, 3,5-

373 [1,2,4]Tpuazon-3- JUMETHNU30KCaz01-4- 382,2
winunepuaus-1-un}-2- KapOOKCaMHUIHH U
deHOKCHITAHOH ()€HOKCHYKCYCHAst KHCJIOTA
2-®enokcu-1-[(R)-2-(5- bok-D-ITunekonunosas

374 THOdeH-2-uin-2H- KHCII0Ta, THOEH-2- 369.1
[1,2,4]rpna3on-3- KapOOKCaMUJHH U
HI)IHNEPUANH- 1 -HT |3 TaHOH (eHOKCHYKCYCHas KHCIOTa
2-®enoxcu-1-[(R)-2-(5- Bok-D-ITunexonunosas
NUPUMHUIHH-2-un-2H- KHCJIOTa, THPAMUAHH-2-

375 [1,2,4]Tprazon-3- KapOOKCaMHINH U 365.1
HI)IMNEepUANH- | -un]sTanon (DEHOKCHYKCYCHAs KHCIOTA
é;{cgic))ﬁ-s[_sy;g:gd}fnn- Bok-D-ITunexonunopas

176 (1,2,4|1prason-3- KHCJIOTa, 4-MeTHI0KCa30i-5- 368.1

KapOOKCaMHU/IUH H
nijnunepuauH-1-un}-2-

(eHOKCHYKCYCHas KUCIOTa
(beHOKCHITaHOH
2-®enokcu-1-[(R)-2-(5- boxk-D-IlunexonnHoBas
nupa3zuH-2-un-2H- KUCJIOTa, MHPa3UH-2-

377 [1,2,4]Tpuazon-3- KapOoKcaMHIUH U 36,1
HI)IUNEpUANH- |- ]3TaHOH (DEHOKCHYKCYCHAsi KHCJIOTa
é;(%)52:‘[]5-(2;2)T01;¢)6HHH)- Bok-D-ITunekonnHosas

378 -[1,2,4]tpuason-3- KHCIOTa, 2-¢pTopbensamunun | 381,1
an)nunepuauH-1-un}-2-

H QeHOKCHYKCYCHAasl KHCJIOTa
pEeHOKCHITAHOH
I-{(R)-2-[5-(3,5- Bok-D-Ilunekonnnosas
Hudroppennn)-2H- KHCI0Ta. 3.5-
379 [1,2,4])Tpna3zon-3- > 3991
nupropbensaMuaAnH K
unjnunepuauH-1-un}-2-
(eHOKCHYKCYyCHast KHCIIOTa
$eHOKCHITAHOH
L-{(R)-2-[5-(2- Bok-D-Ilunexkonunosas
Metunnupuaua-4-un)-2H- KHCTOTA. 2~
380 [1,2,4]rpuazon-3- ’ 378,1

Hi|nunepu auH-1-un}-2-
(EeHOKCHUITAHOH

METHJIH30HHKOTHHAMHUUH H
(heHOKCHUYKCYCHAas KHCIOTa

Crtp.: 103
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ITpumep Coenunenue Hcxomnble NpoayKThl x?ﬁz{eﬂ )
1-{(R)-2-[5-(3-® -

2&_([1)2 4[]T;Ha30;?§(_beﬂﬂn) Bok-D-ITunexonuHoBas

381 HH]HHHépHI{I/IH-l-HH}-Z— Kuciora, 3-¢propbenzamunud | 381,1
heHOKCHATAHOH 1 QeHOKCHYKCYCHas KHUCI0Ta
1-{(R)-2-[5-(.4-

bok-D-IIunexonuHosas
Hudropdenun)-2H-

382 [1,2,4]rpnazon-3- KuCnoTa, 3,4- 399,1
s e pHHE- 1 -1} -2- audpropbeH3aMUNH H ’
(EHOKCHITAHOH (EeHOKCHYKCYCHAsl KHCIIOTa
6-{5-[(R)-1-(2- Bok-D-ITunekonuHoBas
denokcHalETH)TUTIEPUTHH - Kuciora, 2-okco-1,4-
2-un]-1H-[1,2,4]Tpuazon-3- aurusipo2H-

383 =
nn}-1,4- 6enzo[d][1,3]oxcasmu-6- 434,5
auraapobensold][1,3Jokcasun- | KapOOKCaMUIMH U
2-0H (GhEHOKCHYKCYCHAs KHCIIOTa
7-{5-[(R)-1-(2- Bok-D-IlunexkonuHoBagd
OeHOKCHALETH) THICPUINH- Kucjaora, 2-okco-1,2,3,4-

384 2-un]-1H-[1,2,4]Tpuazon-3- TETParuApOXHUHa30NHUH-7- 4335
nn}-3,4-quruapol H- KapOOKCaMHAUH U
XHHA30JIMH-2-0H (beHOKCUYKCYCHAs KUCJIOTa
1-(3-{5-[(R)-1-(2- Bok-D-IlunexkonunoBas
denoKcHALETHI ) TUTIEPUAMH- kucioTa, 3-(2,4-

385 2-un}-1H-[1,2,4]rpnazon-3- JHOKCOMMHUIA30MHIUH-1- 461,3
U1} penun)MMUA30NuANH-2,4- | ui1)OeH3aMUAHH U
JIUOH (deHOKCHYKCYCHas KHCJIOTa

Crexnyioline CoeJMHEHHS IOTYYCHB! aHAIOTHYHO MpuMepy 1
+

[Tpumep CoenuHenue Hcxonupie IPOayKTHI x?ﬁaen )
L3130 e
AMUHOIIHPUIUH-4-1I1)- p .

386 | [1,2,4]oxcasuazon-5- JMKAPGOROBOM KHCIOTEL, 2- | 341 4

> aMuUHO-N-ruIpoOKCUU30- ’
HITJMOPOTHH-4- K1} -2- HHKOTHHAMHUJIUH H
benoxcuoTanon beHOKCHALIETUIXJIOPU I
) 2 fa. 4-mpem-ByTUNOBBIHA 2QuUp
IISe{H(i[)Mquzm()LP-IS-HH)- (Rymopourmnn-3,4-
387 | [1,2,4]oxcammason-5- AuxapGoroBofi kucnoTl, N- | 46 5
- ruapokcu-1H-6en3umMunason- ’
un|mopdonuu-4-un}-2-
HCHOKCHITAHOH 5-xkapOoKkcaMUJUH U
deHOKCHALETHIIXJIOPH T
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[Tpumep Coenunenue HUcxonnsle npoayxTsl MHU
(Ha¥igen.)
1-{(R)-2-[3-(1H- 1-mpem-byTunosniit a¢gup
beH3umMuaazon-5-ui)- nunep'gzm{- : ’§_ N
388 [1,2,4]oxcanuazon-5- ARRAPDONOBOR KHCNOTEL - ) 4054
M jHTepazE-1-mn}-2- rugpokcu-1 H-6ensumugason-
(beHOKCHITAHOH 5-kapOokcaMHAMH H
peHOKCHYKCYCHAs KHCIOTA
1-mpem-ByTunosslii a¢gup
5-{5-[(R)-1-(2- nunepasus-1,3-
AHKapOOHOBOH KHCIIOTHI, N-
(DeHoKCHANETHIT)THIIEpA3HH-
389 THAPOKCH-2-0KCO0-2,3- 420,4
2-un]-[1,2,4]oxcanunazon-3- ’ ’
aurugapo-1H-nupon-5-
un}-1,3-quruponHgon-2-ox
KapOOKCaMHIUH H
(peHOKCHYKCYCHas KHCI0TA
1-{(R)-2-[3-(2- 1-mpem-ByTunoserit a¢up
nunepasus-1,3-
AMHHONUPpUAHH-4-UIT)- HKap6 - 5
390 [1,2,4]okcannazon-5- L OT KHETOTEL 2 30,6
unjnunepasun-1-un}-2- i
(beHOKCHITAHOH THJPOKCHH3OHHKOTHHAMHIHH
1 QEHOKCHYKCYCHAs KHUCIOTa

Ilpumep 391: (3-{5-[(R)-1-(2-PenokcHaneTun)IHNEepUIUH-2-HJ1]-

[1.2.4lokcaanazon-3-un}tdeHokcu)YKCycHAsS KUCIOTA

Ha3BanHoe B 3arojioBke COeJHHEHHE NOJIYYArOT aHAJOTHYHO npuMepy 180 u3

MmeTunoBoro s¢upa (3-{3-[(R)-1-(2-benoxcuaneTun)nunepuaun-2-uil-

[1,2,4]oxcannason-3-un}peHokcn)ykcycHoi kuciaotrsl. MC: 436,5 (M-H+)

Crnenyioniue coeIMHEHHS MONYYCHbI aHAJIOTHYHO NpEMepy 194

+

[Mpumep Coenunenue Hcxonnsle npoaykTet MH
(Haiijien.)
2-®enoken-1-((R)-2-{5-[3- 3-{5-[1-(2-
(nunepunux-1- (DeHOKCHALETU)THIIEPUITUH-2 -

392 kapbonun)penun]-2H- un]-1H-[1,2,4]rpnazon-3- 474,6
[1,2,4]Tpua3zon-3- ni}O0eH30HBas KHCIIOTa |
W} IUNEPUINH-]1-HI)3TaHOH | MUNepHANH
1-((R)-2-{5-[3-(Mopdonun- | 3-{5-[1-(2-
4-xap6onun)penun]-2H- DeHOKCHaleTHII ) THT EPUTHH-2 -

393 [1,2,4]Tpurazon-3- unl-1H-[1,2,4]rpnazon-3- 476,6
UJ} ITUNEPUIHH- 1 -1m)-2- un}OeH30HHag KHCIIoTa U
(EHOKCHITaHOH Mop(¢oJIHH
1-((R)-2-{5-[3-(4- 3-{5-[1-(2-

Metunnunepasus-1-
xapGonwn)denan]-2H- PeHoKcHAleTH)TAN EPHINH-2 -

394 un]-1H-[1,2,4]tpuazon-3- 489,7

[1,2,4]Tprazon-3- o

uin}O0eH30HHas KUcnoTa U N-
HJ1} IHIEPUJAH- 1 -1i1)-2- ’
(beHOKCHATAHOH METHJIIINNEpa3HuH
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Ilpumep CoeniiHeHHne Hcxonupie mpoayKThl MH"
(Haiiaed.)
4-(3-{5-[(R)-1-(2- sl
DeHOKCHALCTH) THIEPH HH DeHOKCHAIETHI ) THITEPUIHH-2~

395 2-m1]-1H-F1 ) 4]Tpua3‘; . | m)-1H-[1,2,4]tprason-3- 489,6

11} OCH30UI)TUIIEpa3HUH-2-0H HI1} OCH30HHA KHCIOTA U
nunepa3vH-2-ox

N-(2-MeTtokcusTnmn)-N- 3-{5-[1-(2-

meTua-3-{5-[(R)-1-(2- denoKcHAE TN ) THIIEPH AU H-2-

396 ¢enokcuanerun)nunepuaun- | un]-1H-[1,2,4]rpuason-3- 478,6
2-un]-1H-[1,2,4]Tpuazon-3- uI}OeH30iHasd Kuciora u (2-
uJ}0eH3amMug METOKCHITHJI)METHIIAMHUH
1-((R)-2-{5-[3-(4- 3-{5-[1-(2-

Aueruianunepasus-1-
kapGonun)dennn]-2H- deHOKCHALETHI)TUIICPUTHH-2 -

397 [1p2 4]rpuazon-3- un]-1H-[1,2,4]rprazon-3- 517,7
ml,}r’mns M- 1-w)-2- Wi} 6ensoiinas kucuora d 1-
(I)CHOKCPII;T:HOH nUnepa3ud-1-uidTanoH
1-(3-{5-[(R)-1-(2- SO )
deHOKCHALETUT)INIEPUANH- eaoxcnax;eznn)nunepp;nuﬁ- i

398 2-mn]-1H-[1,2,4]tpHazon-3- iﬁ]}gig’[ol“aj?n“cfg’:a . 518,6
un }6en3oun)nunepuani-4- 4 6
KapOOHOBOI KHCIIOTA [MIICPUARH-G-KapOOHOBAR

KHCJIOTa
Az 1-(3-{5-[(R)-1-(2- S Al-er ,
deHOKCHACTHI)THIIEPH M H- en?ﬁcn?geznn)nnnepp;unﬂ- i

399 2-un]-1H-[1,2,4]puason-3- | P 1H-LL2, Jrpuasos-3- 517.7
i S —. un}6eH30MHas KACIOTa 1 aMua
(ADBOHOBON KHCIOTI nunepuAuH-4-kap6oHOBOH

p KHCJIOTHI
2-®denokcu-1-((R)-2-{5-[3- 3-{5-[1-(2-
(TmazonuauH-3- denoxcHALETHI) THIIEPHIHH-2-

400 kap6ouun)denunn]-2H- un]-1H-[1,2,4]rpuazon-3- 478,6
[1,2,4]Tpuazon-3- un}6eH30lHasg KUCIOTa U
W} IMIICPH/IHH- | -UIT)3TaHOH | THA30JIHAHH
N-(2-J/MMeTHIaMHHOITHII)- 3-{5-[1-(2- 5
N-metun-3-{5-[(R)-1-(2- (DeHoxcnauzeznn)nnneplgnnH- -

401 dbenokcuane T ) TUIEPHIUH- nn]-lH-[l“, A4]rpuason-3- 491,7
2-un]-1H-[1,2,4]tprazon-3- Hi1}0cH30HHAS KHCIOTa H
PIII}6CH3aMI/I, ’ N,N,N'-tpuMeTnsidran-1,2-

g JIMaMHH
2-®enokcu-1-((R)-2-{5-[3- 3-{5-[1-(2-
(tnomopdonuu-4- deHOoKCHANCTHI ) THIICPHIUH-2 -
402 kapOonun)denunn]-2H- un]-1H-[1,2,4]rpuazon-3- 492,8

[1,2,4]Trpua3on-3-
WJI} MTUIEepUIHH- | -H)oTanon

un}beH3olHad KUCIIOTA U
THOMOP(OITHH
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+
ITpumep CoenuHeHue Hcexonneie mpoayKThl MH
(Haiijen.)
OTrioBsld 3bup 4-(3-{5- 3-{5-[1-(2-
[(R)-1-(2- (PeHOKCHALECTUI )TUITEPHANH-2 -

403 denoxcnanetnm)nunepuaus- | un]-1H-[1,2,4]rpuazon-3- 5477
2-mi]-1H-[1,2,4]tpuazon-3- W1} OeH3oiiHag KuciIoTa U ’
v} OeH30MI)THNIEpa3HH-1- 9TUIIORHI 3up nunepasuu-1-
KapOOHOBOH KHCIIOTHI KapOOHOBOH KHCJIOTHI
N-(2-T'mapoxcusTnn)-3-{5- 3-{5-[1-(2-

[(R)-1-(2- DeHOKCHALCTH ) TUITEPHIHH-2 -

404 denokcnanernn)nunepuann- | uil-1H-[1,2,4]rpuazon-3- 450,6
2-un}-1H-[1,2,4]tpuazon-3- | un}6ensoiinas kucnora u
ui}6eH3aMua AMUHODITAHOJI
N-Merun-3-{5-[(R)-1-(2- 3-{3-11-(2-

QeHOKCHALeTHII)THIIePUUH-2 -
(GeHOKCHALETHII )THTTEPUTHH- wr]-1H-[1,2,4]rprason-3

405 2-un]-1H-[1,2,4]rpuazon-3- "LL,,7 Tpuasolt-3- 525,7

nin}0OeH30iHas KHCIIOoTa U
un}-N-(2-nupuun-2-

MEeTHII-(2NUPUANH-2-UII-3THII)-
HI3THIT)OEH3aMH

aMHH
N-(2-Iluanostun)-N- 3-{5-[1-(2-
nuknonponuin-3-{5-[(R)-1- QEeHOKCHALEeTUI )THITIEPUTHH-2 -
(2- ninl-1H-[1,2,4]tpnaszon-3-

406 N 4996
(deHOKCHALEeTHI)THITEPUIHH- | U }OeH30iHasg KUCIoTa U 3-
2-un}-1H-[1,2,4]rprazon-3- UHKIONPONMIAMHHOIPOHOHUT
ni}6eH3aMu pHUI
1-(3-{5-[(R)-1-(2- 3-{5-[1-(2-
QenoxkcHaneTHM)NUNepuanH- | DeHOKCHALETHI ) THIIEPUIHH-2 -
2-un]-1H-[1,2,4]rpunason-3- un]-1H-[1,2,4])rpuazon-3-

407 N 575,7
un}oeHzonn)-4- un}6beH30lHag KuCJI0TA U 4-
beHunnunepunun-4- deHunnuUnepuanH-4-

KapOOHUTpUI KapOOHHUTPUI
1-((R)-2-{5-[3-(4- 3-{5-[1-(2-
I'mppoxcununepuuu-1-

kapGommm)denn]-2H- (MeHOKCHALETUT )TUTICPH THH-2 -

408 puo ) unl-1H-[1,2,4]rpnazon-3- 490,6

[1,2,4]Tpuazon-3- -

un}0eH3ofHas KUCIOTa U
W} HNEpUINH- ] -1T)-2-

NUNEPHIUH-4-01
(pEeHOKCHITAHOH
8-(3-{5-[(R)-1-(2- 3-{5-[1-(2-
@QeHOKCHANETUHI)THIIEpUANH- | DEHOKCHAIICTHI ) THIIEPH THH-2 -

409 2-un}-1H-[1,2,4]tpuazon-3- | un]-1H-[1,2,4]tpuazon-3- 558 6
un}6ensonn)-1,3,8- un}beHsolinaa kucnora u 1,3,8- ’
TpHazacnupo[4,5)nekan-2,4- | tpuazacnupo[4,5]nexan-2,4-

JIUOH JHOH

1-(2-{5-[3-(Cnupo(1- 3-{5-[1-(2-

dranan)munepu AuH-4- 5
kapGonu)bermnn)-2H- QEeHOKCHALETHI)THTIEPHTHH-2 -

410 unl-1H-[1,2,4]rpuazon-3- 578.,7

[1,2,4])Tpuazon-3-
HI} TUTIEPUUH- | -1i1)-2-
(eHOKCHITAHOH

WiI}0eH30iHas KHCJIoTA U 4-
cnupo(l-dranan)nunepuans
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+

IIpumep CoenuHenue HcexonHsle MPOJYyKTHI MH

(naiijneH.)
2-®enokcu-1-((R)-2-{5-[3- 3-{5-[1-(2-
(3-nmupugnH-4- 5
e — OeHOKCHAUECTH)TUIICPUIUH-2-

411 kapGomum)ber]-2H- ui]-1H-[1,2,4]Tpuazon-3- 537,7
[1pZ 4]rpuazon-3- ui}OeH3oiiHas KucnoTa u 4-
HJI’};InHepnnnH-l-nn)aTaHOH MHPPOTHMH-3-HIANHIICPHAHH
1-((R)-2-{5-[3-(3-

MeTtancynas¢oHmII- 3-{5-[1-(2-
NUpPPONUIUH-1- deHoKCHALIETUI)THIIEPUANH-2-

412 kap6ouun)penunn]-2H- un]-1H-[1,2,4]rpuazon-3- 538,6
[1,2,4]Tpuazon-3- ui}6eH3oiinas kuciora u 3-

W1} MUNepuauH-1-um)-2- MeTaHCyNIbQOHMINTUPPOTHIANH
(eHOKCHUITAHOH

1'((R)'2'{5'[3'((S)'3— 3_{5_[1_(2_
OTOKCH-NMPPONIUAHH-1- 5
kap6ouun)enmi]-2H- deHoKCHaleTHI)IUNEPUIHH-2-

413 [1,2,4]rpuason-3- un]-1H-[1,2,4]tpuazon-3- 504,6
I/IJI’}I’IHIIICDPI/IJIPIH-I-I/IJI)-Q.- ui}6eH3oiiHas kuciaora u (S)-
DeHOKCHOTAHOH 3-3TOKCHITUPPONUAUH
1'((R)_2-{5-[3_((S)'3' 3_{5_[1_(2_

I'uapoxcunuppoIuauH-1- 5
kapGormn)denm]-2H- denokcHale T ) MHIEepUIHH-2-

414 [1.2,4]Tpuason-3- un]-1H-[1,2,4]rpuazon-3- 476,6
HII’} ;mnepnunnn—l-un)-} un }OeHsoiiHas kucioTa u (S)-
Q)eHOKcnI;TaHOH 3-rHAPOKCUIIMPPONHIANH

Creayromue COeJUHEHHUS MONYYeHBl COTJIacHO mpumepy 231
+
[pumep CoenuHerue HcxomHble TPOAYKThI MHU
(maiinen.)
5-{5-[(R)-1-(2- 3-{3-[1-2-
®eHoKCHANETHI ) TUIICPUIAMH - DenOKCHANETHI) IHICPHIHHE-

415 2-ui]-1H-[1,2,4]tpnason-3- 2-un}-1H-[1,2,4]tpuazon-3- 407,5

HII}HI/IKOTHH,aI\,U/IL[p HJI JHHKOTHHOBAS KHCJIOTa H
Rink cMona

2-(3-{5-[1-(2- (3-{5-[1-(2-

DeHOKCHALETHI ) IMICPHANH- deHoOKCcHALIETHII ) THIIEPU AU H-

416 2-un]-[1,2,4]okcanmazon-3- 2-un]-[1,2,4]oxcaguason-3- 437.,5
HH}Q)CHO,K(,:I/I)aIICTaMIrILI 11} PEeHOKCH)yKCyCHAs

kucyota U Rink cMona
Crnenyronine coeIUHEHHA IONYYESHEI COMIACHO NpuMepy 242
+
IIpumep CoenuHenue HcxonHble mpoayKThl MHV
(Haiiien.)
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I C U MH
puMep OoeAMHEeHUe CXOJIHBIE TIPOJIYKTBI (maiier.)
1-{2-[3-(3-AMHHO-5-
N-(3-®@rop-5-{5-[(R)-1-(2- ¢dropdennn)-

417 benokcuaneTun)nunepuaul- | [1,2,4]oxcannason-5- 4391
2-un}-[1,2,4]oxcaguason-3- Wi |nunepuauH-1-un}-2- ’
un}deHnn)aneTraMmuy (eHOKCHITAHOH H

aleTHIXJIOPUHI
N-(2-®10p-5-{5-[(R)-1-(2- box-D-IIunexkonuHoBas
kucnora ,N-[2-prop-5-(N-

418 (enoxcnaneTHIIATIEPH K- THAPOKCUKApOaMHIOUI)- 439,1
2-n1)-[1,2,4]oxcaaunazon-3-
ui}eHun)aneTaMmua bennnlaneramun

eHoKCHALE THIIXJIOpH A
1-{2-[5-(3-AMuHOdEHNUT)-
N-(3-{5-[(R)-1-(2- 2H-[1,2,4]Tpuason-3-

419 DeHoKCHALETHIT)TUIEPHANH- | W |IUnepuauH-1-nun}-2- 4345
2-un}-1H-[1,2,4]rpuazon-3- ()EHOKCHITAHOH H ’
11} peHHT) IponHOHaMHU A XJIOPaHTHAPH NPONHOHOBOM

KU CJIOTHI
1-{2-[5-(3-AMuHODeHHNI)-
N-(3-{5-[(R)-1-(2- 2H-[1,2,4}rpuazon-3-

420 QeHOKCHALCTHII)IUIIEPUAMH- | Wi |nmumepuaus-1-umn}-2- 448.6
2-nn]-1H-[1,2,4]1pnazon-3- | heHOKCHITAHOH M ’
ui}perun)u3obyTupamMua XJIOpPAHTHAPHA H30MACISHOH

KHCJIOTHI
Cnenyrommue coeJMHEHUS MTOJYYeHBI aHAJOTHYHO NpUMepy |
[Tpumep CoenuHeHue Hcxonupie npoyKThl MH’
(nalinen.)
mpem-byTuioBsI# 3¢up 2-
N-(4-®r1op-3-{5-[(R)-1-(2- THJIpa3sMHOKApOOHHIITHNIEPUIHH-

491 (penoxcuaneTun)nunepuanH- | 1-kap6oHOBOIH KHCIOTH, N-(3- 438.5
2-nn]-1H-[1,2,4]tpuazon-3- | xapbamugounn-4- ’
U1} heHuI)aneTaMu 1 (ropdenun)aneTraMua u

(deHOKCHYKCYCHAas] KHCAOTa
mpem-byTunossii 3¢pup 2-
N-(3-®Prop-5-{5-[(R)-1-(2- T'UPpa3suHOKapOOHUIIIUIICPHARH -

422 peHoxcuaneTum)nunepuauH- | 1-kap6onoBO# KuCaAOTH, N-(3- 3485
2-un]-1H-[1,2,4]Tpuazon-3- | kapOaMUMHIAOHI-5- ’
ui}dbeHnn)aneTaMul dropdenun)aneraMua u

(EHOKCHYKCYCHAs KHUCJIOTA
mpem-bByTunoBsiit adpup 2-
N-(2-®Drop-5-{5-[(R)-1-(2- THJPA3sHHOKAPOOHUINUIIC PUAMH -

423 benokcHaneTun)IHNEepuaNH- | 1-Kap6onoBoil kucnoTe, N-(3- 3485
2-un]-1H-[1,2,4]rpra3on-3- | kapGaMEMHUIOHI-6- ’
un}dernn)aneraMu bropdennn)aneramua u

(eHOKCHYKCYCHAs KHCJIOTa

Crtp.: 109
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Mpumep 424: N-(4-{5-[(R)-1-(2-De”okcuaneTua)nunepuaus-2-ui]-1H-

[1,2.41Tpuazon-3-un} NUPHIHH-2-H1)aleTaM U

Ha3BaHHOE B 3aroJIOBKE COEIMHEHHE MOYYalOT aHaIOrHYHO npuMepy 242 u3 1-
{2-[5-(2-amunonupuaun-4-un)-2H-[1,2,4]1praszon-3-un|nunepuAun-1 -umn} -2~
¢enokcustanoHa u anerunxaopuaa. MC 421,5 (MH+)

IMpuMep 425: 1-(3-{5-[(R)-1-(2-Penokcuanermn)nunepuanu-2-uial-1H-

[1.2.4]tpuazon-3-unldednn)a’eTHanH-2-0H

1-{2-[5-(3-Amunopeunun)-2H-[1,2,4]rpuazon-3-unjnunepu aun-1-un}-2-
denokcusTanoH (75 Mr) pacTBOPSIOT B JUMETHIGopMamMuae, no6asnaoT 40 MK
JHMU30IPONUIITHIIAMHEHA, a 3aTeM 34 MTr 3-6poMIPONHOHMIXJIOPH/A [IPH TeMIepaType
0°C, HarpeBaloT peaxiHIO 10 KOMHAaTHOH TEMIIEpaTyphl U EPEMEUIHBAIOT
JonoNHUTENbHO B TeyeHue 30 MmuH. Jlanee peakiHOHHYIO CMECH HArpeBaloT 0
temnepatypsl 120°C, Hcnoabp3yss MUKPOBOJAHOBOE 001y4eHHE, U IPOAYKT BBIJEIAIOT C
noMoikto npenapatusHoi BIXX.

MC (UCO): 432,5 (MH+)

[Tpumep 426: 1-(3-{5-[1-(2-PeHoxcuanermwn)nunepuann-2-umil-1H-

[1.2.41tpuazon-3-un}beHWNOIUPPOIHANE-2,5-AHOH

1-{2-[5-(3-Amunodenun)-2H-[1,2,4)rpuazon-3-unjuunepu un- 1-um}-2-
denoxcusranol (0,1 mmons) pactsopsioT B 1 mn JIM® u no6asnsior 1 skB.
AHTHAPHAA AHTAPHOM KHCIOTH. Peakluio nepeMemnBaioT B TeYEHHE HOUU U
npomexytounoe coegunenue (N-(3-{5-[1-(2-penokxcuaneTun)nunepuaaun-2-mij-
[1,2,4]okcannazon-3-un}dheHnn)cyKIIHHaMOBas KUCIO0TA) BBIAENAIOT C IIOMOIIBIO
npenapatuBHoit BOXXX. BoiaeseHHbli HPOLYKT PaCTBOPSAIOT B AUMETHIPOPMAMHUNE U
no6asasror 1 5xB. HATU. Peakuuonnyio cMech HarpeBawot 1o Temneparypst 120°C,
HCIIOJIB3YS MHKPOBOJHOBOE 00siyueHue. I1poayKT BEIAEISIOT ¢ IOMOILBIO
npenapatuBHoit BOXX.

MC (UCO): 460,5 (MH+)

Hpumep 427; 2-®enoxcu-1-[(R)-2-(5-nupuaazun-4-un-[1,2.4Jokcaguason-3-

un)nunepuaui-1-unal3Tanon

Cranug 1: mpem-bytunonslii 3¢up (R)-2-(N-

FI/II[DOKCI/IKaD6aMHII_OI/IJI)HI/IHCDH}II’IH- 1-kapOOHOBOM KHCIOTHI

(R)-N-bok-2-nanonunepuaux (14 mMmoneii) (3 r) o6pabareiBatoT JoOaBiIeHUEM

70 MMonelt ruapasHHruApoXjopuaa U 35 MMoJielt kapOoHaTa HaTpUd B CMECH

Crtp.: 110
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stanon/Boaa (B cooTHoleHun 7:3) ¥ HarpeBatoT npH Temneparype 50°C B TeyeHue

HOYH. PacTBOpHTEIb BEIIAPHBAIOT, M CHIPOH MPOAYKT 3KCTPArMPyIOT CMECHIO

stunanerar/Bonga. Opranudeckuil cio¥l BHICYIINBAIOT Haj cyibbharToMm HaTpud. [locne

BEINAPUBAHMA MOJIYYAIOT C KOJIMYECTBEHHBIM BHIXOJ0M G€noe TBEPAOE BEUIECTBO.
MC (UCO): 244,5 (MH")

Crtanus 2: mpem-byrunossiit 3¢up (R)- 2-(5-nupuga3us-4-uj-

[1.2.4Jokcaanazon-3-ua)nunepuanH-1-kapOboHOBOH KHCIOTH

[Tupunasnd-4-kapboHoByio kuciaory, HATU u quusonponunstuiamus (0, 2
MMOJIei) pacTBOPSAIOT B 1 Ma iuMeTUIdopMaMHia ¥ IepeMEIINBaAIOT B TedeHue 15
MHH, a 3aTeM A00aBlsiOT mpem-0yTunoBbiit 3¢gup (R)-2-(N-
rHpOKCHKapOamMuIomI)IuNnepu AnH-1-kapOooHoBo# kucnoTs (0,2 MMons). Peakuuio
HarpesaroT g0 temnepatypsl 80°C U nepeMemnBaioT B TeueHHe HouH. 3aTem MO
BBIMIAPHBAIOT, U CBIPOH MPONYKT 3KCTPArHpyOT CMECHIO 3THIIALETAaT/BOJA.
IToy4eHHBIH CHIPO# MPOXYKT HCNONB3YIOT Jajee 6e3 HACHTHOUKALKH.

Cranus 3: Tpudropaterar (R) 4-(3-mmunepwymu-2-ui-[1.2.4]okcaguaszon-5-

WI)IIHPpHIA3HHA

CrIpoit TPOAYKT, MOJYYSHHBIH HA cTaauM 2, o6pabaTriBaloT Hepa3baBneHHOM
TpHPTOPYKCYCHOH KHCIOTOH IpH KOMHATHOH TeMIepaType B TeueHue 1 4.
PacTBopuTeNb BeIapuBaloT. [loy4eHHBIH CBIpOH MPOAYKT UCHOJB3YIOT Aanee 6e3
HIOCHTHQUKAIHUH.

Craaus 4: 2-®enokcu-1-[(R)-2-(5-nupngazunn-4-uia-[1.2 4]oxcaamnazon-3-

HIIUIEPUANH-] -ni1]3TaHOH

ChIpo#t MPOJYKT, NOJNYYSHHBIH Ha CTaAHH 3, paCTBOPAIOT B 1 MII
nuMmerundopmamuaa u godasnsror 0,1 mmons JJUIISA. 3atem nubo nobasnsior 0,1
MMOJIs (DEHOKCHALIETHIIXJIOPHIA B PEaKLMIO IEPEMEIIMBAIOT NP KOMHATHOH
TeMrneparype B Tedenne 30 MUH, THOO COOTBETCTRYIONIHE NPOU3BOIHBIE
(EeHOKCHYKCYCHOM KHCIIOTHI, IpeiBapuTebHO akTuBUpoBanHbie HATU/JUIIDA B
nuMmerunpopmamuae B teuenne 10 MuH, 106aBIAIOT K CHIPOMY IIPOJIYKTY,
NoJyueHHOMY Ha cTaauu 3. IIpoayKT BbAENSIOT C HOMOMIBIO IpenapaTHBHOM
BbICOKO3¢ PekTHBHOM KuaKOCTHOH Xpomartorpaduu (BIXKX).

MC (UCO): 366,5 (MH")

Cunenyromue coeJUHEHHUS 110J1y4eHbl aHANOTHYHO npuMepy 427

Crp.: 111
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Hpu- Coeaunenue Hcxoansie npoayKThl MH
MEp (Haﬁﬂeﬂ.)
mpem-bytunosslit 3¢up (R)-2-
4-{3-[(R)-1-(2- (N-
178 deHoOKCHANETH ) THNIEPUINH | THAPOKCUKApOAaMUAOMII)IUIIEPU- 3893
-2-unj-[1,2,4]okcanua3zon-5- | auH-1-kapGOHOBOH KHCIIOTHI, 4- ’
U1} 0CH30HUTPHUIL 1HaHo6eH30MHas KHCII0Ta U
beHOKCHaLETHIXIJIOPU I
1-{(R)-2-[5-(3-AmuHo- mpem-ByTuioBei# 3¢up (R)-2-
NHpa3HH-2-11)- (N-
429 [1,2,4]okcannazon-3- mnpoKcuKap6aMHuzlonn)nnnepH- 381,3
s MHrepUARH- 1 -} -2- IUH-1-KapOGOHOBOH KUCIOTHI, 3-
aMUHO-NMpa3uH-2-KapOoHOBas
(emnoxcHaTaHOK KHCJIOTA H (DeHOKCHALETHIXJIOPUI
mpem-bytunossiii 3gup (R)-2-
3-{3-[(R)-1-(2- (N-
430 (DeHOKCHALIETHT)TKTIEPUSIUH | THAPOKCUKAPOAMHIOMII)THIIEPHU - 389 3
-2-un]-[1,2,4]oxcanuazon-5- | auH-1-kap6OHOBOM KHCIIOTEL, 3- ’
U1} OEH30HUTPHIT nuaHoOeH30HHag KUCI0TA H
(heHOKCHALIETUIIXIOPHI
1-{(R)-2-[5-(2- znlé)_em-ByTunonmﬁ apup (R)-2-
431 EH §p4°f§ffi§§5§ffn’ff“”)’ runpokcuxapGamugonmunepu- | 379,4 (M-
> JMH-1 -KapOOHOBOW KUCIOTHI, 2- H)
nin|munepuaun- a2 TH/POKCHHUKOTHHOBAA KUCIIOTA H
benokensranon ¢ eHOKCHANETHIIXJTOPH I
1-{(R)-2-[5-(5- I(’)'II\}I)-em-ByTHJIOBLIﬁ s¢up (R)-2-
AMMHONHPHIHH-3-1I)- rHAPOKCUKApOAMHU IO )ITHIIEPH-
432 [1,2,4]okcanuazon-3- M 380,3
JuH-1-kapObOHOBON KHCIOTHI, 5-
MT]HNepHIMR- 1 -1t} -2- AMHHOHMKOTHHOBAA KHCIOTA
enoxcnaTanon (b eHOKCHALETHIIXIO U
1-{(R)-2-[5-(2- znl\‘zl)-em-ByTHHOBmﬁ adup (R)-2-
['uppoxcumupuaun-4-un)- CHAPOKCHKAPOAMHIOMIT ) TUIIEPHU-
433 [1,2,4]okcanuazon-3- M 381,2
JuH-1-kapbOHOBOH KUCIOTHI, 2-
Hjnunepuaus- 1-ui}-2- FUJIPOKCHM3OHUKOTHHOBAS
benoxcudTanoH KHCJIOTA ¥ (heHOKCHALICTHIIXJIOPHL
mpem-bytunorsiit a¢up (R)-2-
1-{(R)-2-[5-(2-I'uapokcu-6- | (N-
METHJINHPUAUH-4-1IT)- THAPOKCHKApOaMUIOWIT)TUIIEPH-
434 [1,2,4]okcanuazon-3- JuH-1-kapOOHOBOH KHUCIOTHI, 2- 395,2

unjnunepuaun-1-un}-2- TUJIPOKCH-6-
(heHOKCHITAaHOH METHJIM30HUKOTHHOBAS KUCIIOTA U
(heHOKCHAeTHIXJIOPU I

Crp.: 112
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Tpu-
MS; CoenunHeHue Hcxonnble npoayKThl (l\x/I{a}t{ﬁﬂeH )
mpem-bytunossiii 3¢pup (R)-2-
1-{(R)-2-[5-(4- (N-
I'mapoxcunupuauu-2-un)- THAPOKCHKapOaMHUIOMI ) THIIEPH-

435 [1,2,4]oxcagnason-3- JMH-1-kapOOHOBOM KHUCIOTEHI, 4- 381,2
HI|nHnepuaAnH-1-un}-2- THAPOKCHIIUIIEPUHINH-2-
peHokcHITaHOH KkapOoHORBas KHCIOTa U

($EHOKCHALCTHIIXJIOPH
mpem-byTtunossit apup (R)-2-
1-{(R)-2-[5-(2-AMuHno0-5- (N-
XJIOp-NHUPUMH IHH-4-1)1)- THAPOKCHKAapOaMHUIONI ) THIIEPH -

436 [1,2,4]okcaamnason-3- JUH-1-KapOOHOBOH KHCJIOTHI, 2- 415,2
un|nunepuanH-1-un}-2- aMHUHO-5-XJIOPITHPAMHAHH-4 -
(eHOKCHITAaHOH KapOOHOBas KHCIOTa

(EeHOKCHALSTHIIXJIOPH T
mpem-bytunossiii 3¢up (R)-2-
2-®enokcen-1-[(R)-2-(5- (N-

437 MHpa3uH-2-UJI- FHAPOKCHKapOaMUIOUI)THIIEPH - 366.2
[1,2,4]okcaguason-3- JIUH-1-KapOOHOBOH KHCIOTHI, ’
WJI)THIIEPHAMHE-] -HII|3TaHOH | MHpa3sHH-2-KapOOHOBas KUCIIOTa U

(EHOKCHAUCTHIIXJIOPH T
mpem-bytunossiit a¢up (R)-2-
2-®enokcu-1-{(R)-2-[5-(4- (N-
[1,2,4]Tpuazon-1-undennn)- | ruxpokcukapbaMUIOWI)IUTIEPH-

438 N 431,2
[1,2,4]okcaamnason-3- JuH-1-kapOOHOBOM KHCIOTHI, 4-
unlnunepunue-1-un}stadon | [1,2,4]rpuason-1-unbensoinas

KHCJIOTa U (PEHOKCHALE THIIXJIOPHJ
mpem-bytunoesrit adpup (R)-2-
2-®enokcu-1-{(R)-2-[5-(4- (N-

439 Terpazoi-1-undpeHun)- THAPOKCHKapOaMHUIONII ) TUTIepH- 4322
[1,2,4]okcanua3zon-3- JAUH-1-xapboHOBO#H KHCIOTHI, 4- ’
HJI|IHNEPHANH-1-uI}3TaHOH | TeTpa3oii-1-unbensoiHas Kucnora

H (EHOKCHANE THIIXJIOPU ]
1-{(R)-2-[5-(1H- mpem-bytunossit 3¢pup (R)-2-
Bensumuaazon-4-mi)- (N-
440 | [1,2,4]okcammazon-3- PHAPOKCHKAPOAMMAOUI)IUICPH- | 14 o
7 JAuH-1-xkapOboHoBoit kuciorel, 1H- ’
U |nUNepuauH-1-umn}-2-
O6eH3uMu1a3on-4-kapboHoBas
(EeHOKCHITAaHOH
KHCJIOTa U (DEHOKCHANIETHIIXJTIOPH
A mpem-bytunossliii 3¢pup (R)-2-
1-{(R)-2-[5-(4 (N-
Anerundennn)- 6
441 | [1,2,4]okcannason-3- THAPOKCHKAPOAMHIOWIIMICPH- | ¢

i |nunepuanH-1-un}-2-
theHOKCHAITAHOH

JuH-1-kapOOHOBOI KHCHOTHL, 4-
aneTmnbeH30lHas KUcaoTa H
deHOKCHALIe THIIXJIO DU

Crtp.: 113
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H _ +
MS;I Coenunenue Hcxonuple NpoayKThl (Mﬂilﬁneﬂ )
mpem-bytunossii 3¢up (R)-2-
1-{(R)-2-[5-(6- (N-
l'unpokcHNUpUANHE-2-1)- THJIPOKCUKApOAMUAOU ) THIIEPH-

442 [1,2,4]oxkcaguazon-3- JIHH-1-kapO0OHOBOH KHMCIOTHI, 6- 381,2

Wi |THnepUaInuH-1-1um}-2- THAPOKCHUITUIICPUIUH-2-
(eHOKCHUITAHOH KapOoOHOBas KMCIOTA U
enokcHaeTHIXIOPH I
- {(R)-2-[5-(5- g-em-ByTunoubm a¢up (R)-2-
MeTuanupasuH-2-1i)- 6 )
443 [1,2,4]okcanuason-3- PHAPOKCHKAPOAMUIOUI)IHIICPH- 380,2
JAuH-1-kapOOHOBO#M KHCIOTEHI, 5-
Hn|nunepuaun-1-un}-2-
MeTHJIHpa3uH-2-KapOoHOBas
(heHOKCHITAHOH
KHCI0Ta H PEHOKCHALETHAXIIOPH
mpem-Bytunossiii a¢up (R)-2-
2-®enokcu-1-[(R)-2-(5- (N-
XMHOKCaJIMH-2-HII- IHApOKCHKapOaMH IO ) THIIEPH -

444 [1,2,4]okcanuazon-3- JuH-1-kapOOHOBOH KHCIIOTbI 416,2

WI)IMIEPUAKH- 1-HT]3TaHOH | XMHOKCAIHH-2-KapboHoBas
KHCIO0TA H PEHOKCHAHETHIXJIOPH]T
1-{(R)-2-[5-(3- Z;;Iw-em-Bymnosbm a¢up (R)-2-
Merancynbdonungenu)- THAPOKCHKApOaMUOUN TUIICPH -
445 [1,2,4]oxcanuazon-3- P P . p 4422
nAuH-1-KkapOOHOBOM KUCIOTHI, 3-
un|nunepuauH-1-un}-2- "
MeTancynbGoHUIOeH30MHas
(eHOKCHITAaHOH
KHCI0Ta U GEHOKCHAUCTUIIXJIOPHT
1-{(R)-2-[5-(6- r(nﬁzl)-em-BmiIOBLm s¢pup (R)-2-
X10pIHPUANH-3-1J1)- HAPOKCHKapOaMHIOU)IMIIEPH-
446 [1,2,4]okcaguazon-3- AP P fl P 399,1
JuH-1-kapOOHOBOH KHUCIOTEHL, 6-
ui|nunepuaus-1-un}-2-
XJIOPHHKOTHHOBAs KHCJIOTA H
(HeHOKCHITaHOH
(hE€HOKCHALETHIIXJIOPHI
mpem-bytunossiit agup (R)-2-
1-[(R)-2-(5-Ben3zornason-6- | (N-
ui-[1,2,4]Joxcagua3on-3- I'HJIPOKCHKapOaMUILOMI) IUIIEPH -

447 y 421,2
uin)nunepuauu-1-mml-2- JIuH-1-kapOOHOBOH KHCIOTHI,
(eHOKCHITAaHOH 0eH30THa301-6-KapOOHOBas

KHCJIOTa H (eHOKCHALETHIIXIIOPUT
mpem-Bytunosniil apup (R)-2-
2-Penokcu-1-{(R)-2-[5- (N-
448 (2,4,5-TpudTopdpenun)- THIPOKCUKAPOAMUIOMIT) TUIIEPH - 4182

[1,2,4]oxcanua3on-3-
Wi IIUIEpUANH-1-UIT} 3TAaHOH

auH-1-kap6oHOBOH KHCIOTHI,
2,4,5-TpudTopOeH30iiHag KUCIOTA
1 (eHOKCHAIETHIIXTIOPH

Crtp.: 114
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Ipu- MH"
Mep Coenunenue Hcxonnble npoaykTer (matizen.)
mpem-bytnnosbiii 3¢up (R)-2-
2-®enokcu-1-{(R)-2-[5-(6- (N-

449 TpI;I(i[)fozpza]eTnnannnmg-B- rnnp;)xcuxélp6aMHnonn)nnnepu- 4332
un)-[1,2,4]oxcaguazon-3- JUH-1-kap60oHOBOH KHUCIOTHI, 6- ’
WI|IUNEepUANH-1-HI}3TaHOH | TPU(QTOPMETHIIHMKOTHHOBAS

KHCJIOTa U PEHOKCHALETHIIXJIOPH
mpem-bytunosstit 3¢gup (R)-2-
1-[(R)-2-(5- (N-
ben3o[1,2,3]Tnaanazon-5S- THAPOKCHKapOaMHUJOMI)IIHIICPH-

450 un-[1,2,4lokcanuazon-3- JUH- | -kapOOHOBOMH KHCIIOTHI, 422,2
WI)UNEPUTHH-] -1i]-2- 6en3o[1,2,3]ruaguaszon-5-
()€HOKCHUITAHOH KapOoHOBas KHCIIOTA H

¢$EeHOKCHALCTHIXIIOPH ]
1-[(R)-2-(5- ?I\Il)-em-EyTnnosbm s¢up (R)-2-
[1,8]HadTupunns-2-un- h 6 )
451 [1,2,4]oxcanuason-3- APOKCHKAPDAMHAOHIITHIICPH- 416,2
JIMH-1-Kap60HOBOH KHCIIOTHI,
WI)NIUNEePUAUH-1-un]-2-
[1,8]Hadrupunuun-2-kapbonoBas
¢ eHOKCHITAHOH
KHMCJIOTA H (PEHOKCHAIE THIIXJIOPH
1-[(R)-2-(5- ?zﬁ_em-Bymnoabm adup (R)-2-
[1.6]Hadrupunun-2-nn- THAPOKCHKapOaMHI0M )IIMIIEPHU-
452 | [1,2,4]okcannazon-3- AP poamua P 416,2
JHH-1-KapOOHOBOH KUCIOTHI,
UI)NUNepuans-1-un)-2-
[1,6]nadTHpuaNH-2-kap6oHOBas
(G eHOKCHITaHOH
KHCJIO0Ta M (JeHOKCHANETHIIXJIOPU ]
mpem-byTunossiii 3¢up (R)-2-
I-[(R)-2-(5-LurHOMHH-4- (N-
un-[1,2,4]oxkcanuason-3- THAPOKCHKapOaMH 0N )TUTIE PU-

453 M 416,2
WI)IMNEepPUIHH-1-nn]-2- JHH-1-kapOOHOBOH KHCJIOTHI,
($heHOKCHAITaHOH LIHHHOJINH-4-KapOoHOBasA KHCIOTA

U (DEHOKCHANETHIIXJIOPH]
1-{(R)-2-[5-(1H- an\[l)-em-ByTHIIOBBIH a¢up (R)-2-
bemsorpuasos-3-un)- THAPOKCHKApOaMHAOU I JITUIIEPH -

454 | [1,2,4]oxcamnason-3- AP phavia P 405,2

AuH-1-kapboHoBO# kucnoTel, 1H-
HI|IHOepHanH-1-un}-2- p

€H30TpHa30J-5-KapboHOBas

($heHOXCHITAHOH

KHCII0Ta ¥ (PeHOKCHANETHIIXJIOPH
1-{(R)-2-{5-(1H- )(‘nr\?-em-BYTI/IHOBLII/I a¢up (R)-2-
Bersumunason-5-ui)- THAPOKCHKApGaMHAIONI ITHIIEPU-

455 | [1,2,4]okcanuazon-3- AP poaMui P 404,2

unjnunepuaun-1-un}-2-
(HEeHOKCUITaHOH

AuH-1-kap6oHoBoi#i kuciots, 1H-
GeH3nMuAa3071-5-kapboHOoBas
KHUCIOTa U (PEHOKCHALCTHIIXJIOPU T

Crtp.: 115
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Mpu-

MS}? CoenuneHue HcxoHble MPOAYKTEI (MHI:ﬁJICH )
1-{(R)-2-[5-(3,6- mpem-bytunossit 2¢gup (R)-2-
Huxnopnupunasun-4-uin)- (N-

456 | [1,2.4]okcanunason-3- THIPOKCHKAPOAMUACHIIUIEPH- | 435 5

> auH-1-kapboHOBOM KHCIOTHI, 3,6- ’
uin|onunepuauH-1-un}-2-
JUXJTOpIUPHUAa3UH-4-KapOoHOBAS
¢eHOKCUITAHOH
KHCJIOTa U HEHOKCHALICTHIIXJIOPU
mpem-bytunossiit a3¢up (R)-2-
6-{3-[(R)-1-(2- (N-
DeHOKCHANETH)IUNIEPUAUH | THAPOKCHKApOaMUJONI)IHIIEPH -

457 -2-un]-[1,2,4]okcaguaszon-5- | auH-1-KkapOOHOBOH KHCIOTHL, 3- 435,2
un}-4H-6¢n3o[1,4]okcasun- | oxco-3,4-nquruapo2H-
3-0H 6enso[1,4]okcasnH-6-kapboHoBas

KHCJIO0Ta ¥ (CHOKCHALCTHIXJIOPU /L
mpem-bytunossiit 3¢up (R)-2-
1-{(R)-2-[5-(3H- (N-
Vmunazo[4,5-blnupuauu-6- | rEApOKCHKapOaMHIOMI)IHIIEPU-

458 yD-[1,2,4]oxcaauazon-3- nuH-1-kapGounosoit kucnotsl, 3H- | 405,1
wi|nunepugaus-1-mn}-2- umuaazo[4,5-bjnunepuaun-6-
¢ eHOKCHITAaHOH xapOoHOBas KMCJIOTAa H

beHokcHaeTHAXIOpHU
mpem-Bytunosaiit a¢gup (R)-2-
N-(4-{3-[(R)-1-(2- (N-
DenOKCHANETH ) THIIEPHIH rUApOKCHKapOaMUIOMI) THIIE PH-

459 : JIMH-1-KapGOHOBO# KHCIIOTHI, 2- 4222
-2-un]-[1,2,4]oxcagunazon-5-

171} FH PELLETH- 2- M) ALl TAMH alleTHIAMHHOU30HUKOTHHOBAS
KHCIIOTa U EHOKCHYKCyCHas
KHCJIOTa
mpem-Byrunossrii a¢up (R)-2-

1-{(R)-2-[5-(6-Xnop-3- (N-

THAPOKCHUITUPUAA3HH-4-11]1)- | THAPOKCUKAPOAMUIOMI)ITHTTEPH-

460 [1,2,4]okcanmnazon-3- MH-1-KkapOOHOBOM KHCIIOTHI, 6- 416,1

p
unjaunepuauH-1-un}-2- XJI0p-3-THAPOKCHIIUPUIA3ZUH-4-
(GEHOKCUITAHOH KapOOHOBadg KUCJIOTA H
(G EeHOKCHANETHIIXJIOPHA
6-{3-[(R)-1-(2- mpem-byTunossiit a¢up (R)-2-
deHoKCHALCTHI) [TUIIEPHIHH (N-
2-un]-[1,2,4]oxcanuazon-5- rUAPOKCHKApOAMHIOUIT ) THIEPH -

461 e JuH-1-kap6oHOBO# KUCHOTHI, 2,3- | 448,1

unj-1,4-
’ nuokco-1,2,3,4-treTparuapo-
JIUTHUIPOXHUHOKCANUH-2,3-
THOH XHUHOKCaJUH-6-kapOoHOBas
KUCI0Ta U (PeHOKCHANETHIXIIOPHT
1-{(R)-2-[5-(6- mpem-Bytunosbiit a¢up R)-2-(N-
MApOKCHIIHPUANH-3-HIT)- TUAPOKCHKAPOaMUAOMII)THIIEDH -
462 [1,2,4]oxcaguazon-3- Jui-1-kap6oHOBOH KHCIIOTH, 6- 381,1

i |nunepuans-1-un}-2-
(heHOKCUATAaHOH

'MAPOKCUHUKOTHHOBAS KHUCIIOTA U
(hEeHOKCHANETUIIXTTOPH]L

Crtp.: 116
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F

ITpu- MH
Mep Coenunenne Hcxonusie mpoaykTs (Haiizen.)
mpem-bytunosriit 3¢pup (R)-2-
7-{3-[(R)-1-(2- (N-
O ——— mnpoxcuKap6aMHvzxonn)nnnepn-

463 | -2-un]-[1,2,4]oxcanuazon-5- | “WH-1-Kapbonosoi xuenoTh, 3- | g, o
un}-3,4-muruapol H- okco-1,2,3,4-

XHHOKCATHH-2-0H TETParuAPOXUHOKCATUH-6-
kap6oHOBas KHCIIOTA H
deHOKCHYKCYCHAs KUCIIOTa
mpem-bytunosslit 3¢pup (R)-2-

1-{(R)-2-[5-(6- (N-

AMHHONUPHIHH-2-HJI)- IHAPOKCHKapOaMHAOMII ) THIIEPH-

464 [1,2,4Joxcaamnason-3- JMH-1-kap60HOBOH KHCIOTEI, 6- 380,2
HI|THEepHUAUH-1 -1 }-2- aMHHONMIIEpUJIUH-2-KapOoHOBas
beHOKCHITaHOH KHCJIOT2 H PeHOKCHYKCyCcHAaA

KHCJIOTa
mpem-byTunosblit adup (R)-2-

6-{3-[(R)-1-(2- (N-

(DeHOKCHALIETH) TR PHAKH FH,ZIpOKCI/IKap6aMI/IVIIOI/IH)III/IH€pPI-

465 2-un]-[1,2,4]oxcanuazon-5- JMH-1-KapbOHOBOM KHUCIOTHI, 5- 390,1
I/IJI}HPIKO;I/I’HOHI/ITPI/IJI I(HaHONHUIIEpHIUH-2-KapOoHOBas

KUCJI0Ta U HEeHOKCHYKCYCHas
KHCJIOTa

5-{3-[(R)-1-(2- mpem-byTunoseiit agup (R)-2-

DenoxcnaneTu)mANepUARH S:npoxcHxapGaMymonn)nnnepu-

466 -2-un]-[1,2,4]okcaguazon-5- N 390,1
H1} AT pH AAH-2- JAMH-1-kapOOHOBOH KHCIIOTHI, 6-
KapBOHHTPHT NHAaHOHMKOTHHOBASI KHCJIOTA H

(EeHOKCHYKCYCHas KHCJIOTa
mpem-byTunossiit a¢pup (R)-2-

4-{3-[(R)-1-(2- (N-

DeHOKCHALECTHI)TUIEPHARH | THIPOKCHKAapOaMHIOHII)THIICPH -

467 -2-un]-[1,2,4]Jokcanua3on-S- | JuH-1-kapOOHOBOH KHUCIOTEI, 3- 420,2
un}-1,2-guruapounnnason-3- | okco-2,3-nqurugpol H-unnaszon-4-

OH KapOOHOBasg KHCI0TA H
$EHOKCHYKCYCHAs KHCJIOTa

1-{(R)-2-[5-(2- mpem-byrunoBsii 3¢up (R)-2-

AMHHONUPUAHH-4-1IT)- (N-

468 [1.2,4]oKcanuason-3- ruApokcukapbamMuIouI)IUTIepH - 380.1

unnunepuauH-1-un}-2-
(eHOKCUITAHOH

AHH-1-KapOOHOBOH KHCIOTHI, 2-
aMHHO-H30HHUKOTHHOBAS KUCIOTA
H QCHOKCHYKCYCHasi KHCIOTa

Crp.: 117
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[pu- MH"
Mep CoenmnHenue Hcxonuble NpoayKThl (iafizen.)
mpem-byrunosstit s¢up (R)-2-
1-{(R)-2-[5-(6-T'unpokcu- (N-
NUPUMUIUH-4-UTT)- FHAPOKCHKApOaMUOUI ) TUIIEPH -
469 [1,2,4]okcanua3zon-3- JuH-1-kapOOHOBOH KHUCIOTHI, 6- 382,1
un|nunepuaus-1-un}-2- FHJPOKCUITHPUMHUANH-4-
¢ eHOKCHAITaHOH kapOOHOBag KUCIIOTA U
(CHOKCHYKCYCHAas KHCIIOTa
mpem-bytunossiii 3¢pup (R)-2-
4-3-{3-[(R)-1-(2- ™
IUAPOKCHKapOaMHION I )IIUIIEpH -
deHoKCHANIETHIT)THIIEPUIHH ar ] -kanBoHOROH K 3
470 | -2-un-[1,2,4Jokcanuazon-5- |’ PROHOROW KHEIOTEL 271 4472
(5-oxco-1,5-
un}penun)-2,4-
auruapo(1,2,4]tpuason-4-
quruapo[1,2,4]tpuazon-3-ox y
Hi1)OcH30MHAT KHCIIOTA
¢ eHOKCHYKCyCHasl KMCIOTa
mpem-bytunoBsiii 3¢up (R)-2-
1-(3-{3-[(R)-1-(2- (N-
PeHOKCHAUETHI)IHIEPUIUH | THAPOKCHKApOaMUIOMII)THIIEPH-
471 -2-un]-[1,2,4]oxcanuazon-5- | nun-1-xap60HOBOH KUCIIOTH 3- 4622
W1} pEeHUuN)MMHUAA30JIMIHH- (2,4-1MOKCOUMHUIA30MUANH-1-
2,4-anoH W)OcH30MHas KUCIOTa H
(beHOKCHYKCYCHAs KMCI0Ta
1-((R)-2-{5-[3-(1,1-T1oKco- zné)_em-Bymmem a¢up (R)-2-
1A6-U3oTnazonuauu-2-
Yberu]- I'HJIPOKCHKApOAMU 10U )TUIIEPH-
472 ui JIuH-1-xapOGOHOBOH KUCIIOTHI, 3- 483,2
[1,2,4]okcannazon-3-
(1,1-quoxco-1A6-H30THA3OTHAKH-
W1} THIIepUAUH- 1 -ui)-2- .
2-un)0eH30MHAs] KUCIIOTA U
(heHOKCHITAaHOH
(EHOKCHYKCYCHas KUCIO0Ta
mpem-bytunossrii s¢up (R)-2-
1-(3-{3-[(R)-1-(2- (N-
D eHOKCHALETU)IIKIIEPHMH | TMAPOKCHKapOaMUIOMI)THIIEPH -
473 -2-un]-[1,2,4]okcaguaszon-5- | guH-1-KapOGOHOBOM KHCIOTHIL, 3- 4472
un}peHnI)IuppoTuIuH-2- (2-0oKco-nUpPpPONUANH-1-
OH un)OcH30HHAsA KHCIOTa H
(beHOKCHYKCyCHas KHCII0Ta
mpem-byrunossiit 3¢up (R)-2-
1-(3-{3-[(R)-1-(2- (N-
deHoOKCHAHETUN)IUIIEPHANH | THIPOKCHKApOaMUIOMI ) THIIEPH-
474 -2-un)-[1,2,4]okcaguazon-5- | AuH-1-kapOOHOBOH KUCIOTHI, 3- 446,2

ui}benun)-1,3-
TUTHAPOMMHUIa30J1-2-0H

(2-0xc0-2,3-guruipouMuaszon-1-
ui)0eH30lHasg KUCIOTa U
(eHOKCHYKCYCHAsA KHCI0Ta
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T

ITpu- MH
Mep Coenunenune Hcxonubie npoayxTel (naiizen.)
mpem-bytunossifi adup (R)-2-
3-(3-{3-[(R)-1-(2- (N-
DEHOKCHALETHN)TUNICPHIMH | THAPOKCHKApGaMH 0 ) THIIEPH-

475 -2-un]-[1,2,4]Jokcaguazon-5- | aAuH-1-kap6oOHOBOH KHCIIOTHI, 3- 462,2
ui1} heHn ) UMUIA30IU IHH- (2,5-nnoxcouMuaazonuans-1-
2.,4-nuoH un)0eH3oiHasg KMCIIOTa |

(GECHOKCHYKCYCHAs KUCIIOTA
mpem-bytunosiit a3¢up (R)-2-
1-{(R)-2-[5-(1-MeTua-1H- (N-
UPa3o-3-Hui)- rUAPOKCUKApOaMHUION ) THIIEPH-

476 [1,2,4]okcaguazon-3- AHH-1-KkapOOHOBOH KHCIIOTHI, |- 368,2
uinnunepuann-1-un}-2- meTnI-1 H-nupason-3-kap6onosas
(EeHOKCHITAHOH KHCI0Ta M HeHOKCHYKCYCHas

KHCJIOTa
mpem-bytunossi a3¢pup (R)-2-
2-®enokcu-1-{(R)-2-[5- (N-

477 (1H-nmupasoin-3-un)- THAPOKCHKApOaMHUAOMII)IUIIEPHU- 3541
{1,2,4]oxcagnasoin-3- nuH-1-xap6oHOBO# KHCiOTHI, | H- ’
HJI|MHNepHANH-1-UI}3TaHOH | mupa3oi-3-kap6oHOBas KUCIOTA U

(deHnoKCcHyKCcycHas KHCJIoTa
mpem-bytunosrii 3¢up (R)-2-
1-{(R)-2-[5-(5-MeTun- (N-
M30KCca30-3-uin)- ruIpoKcukapbaMHUIONI ) THIIEPU-

478 [1,2,4]okcagnaszon-3- JUH-1-KkapO0HOBOM KHCJIOTHI, 5- 369,1
wijnunepuanH-1-umn}-2- METHJI-U30Kca30-3-kapboHOBas
(eHOKCHUITaHOH KHCJIOTA U GEHOKCHYKCYCHasI

KUCJIOTa

mpem-bytunossi 3¢up (R)-2-
1-{(R)-2-[5-(2,5-AumeTHn- (N-
2H-nmpazon-3-um)- THApOKcHKapOaMHUIOUI ) THIIEpU-

479 [1,2,4]oxcanuaszon-3- IuH-1-kapOoHOBOMH KHCIIOTH, 2,5- | 382,2

unlnunepuauH-1-un}-2- auMmetun-2H-nupazon-3-
(eHOKCUITAHOH KapOoOHOBas KHCJIOTA U
(EHOKCHYKCYyCHast KHCIO0Ta
mpem-byTunossiii 3¢up (R)-2-
1-{(R)-2-[5-(5-MeTun-2H- (N-
HHpa3o-3-uin)- rHAPOKCHKapOaMHJOHI ) THIIEPH -
480 [1,2,4]okcanuazon-3- JIUH-1-xapOOHOBOH KHCIIOTEI, 5- 368,2

un|nunepuauH-1-umn}-2-
(GEeHOKCHITaHOH

Metun-2H-nupazon-3-
KapOOHOBOH KHCIIOTA H
(GeHOKCHYKCYCHAsl KUCII0Ta

Crtp.: 119
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T
SSH- Coenunenue HcxoaHble NpoLyKTHI MHV
p (nafpgeH.)
mpem-bytunosriid 3¢up (R)-2-
1-{(R)-2-[5-(3-MeTun- (N-
H30KCa30J-5-1i)- THAPOKCHKApOaMH IONI)THNIEPHU -

481 [1,2,4]okcanuazon-3- nuH-1-kapOoHOBOM KHCIOTH 3- 369,1
unjudnepuant-1-mi}-2- METHI-H30KCa30J-5-kapOboHoBas
(heHOKCHAITAHOH KHCI0Ta U eHOKCHYKCYCHas

KHCJIOTA

Creayiomiue poMexXyTOYHbIE COSAHHEHU S OBIIM NMOMyYeHbl aHATOTMIHO

npuMepy 256.
[Ipumep [IpoMexyTOUHOE COEAHHEIHE HcxonHble TPOAYKTHL
2-Umupnazon-1-
N-I'nppoxcu-2-umunaszon-1- A

482 HITM30HUKOTHHOHUTPHA U

HIM30HUKOTHHAMHUAUH
I'HJIpOKCHIIAMHH

483 N-T'uapokcu-4-(3H-umunazon-4-um)- 4-(3H-Umupazon-4-un)-
OeH3aMHUIHH GEH30HUTPHUI U THAPOKCHIIAMUAH

484 N-T'uapokcu-4-(2-MeTHIHMHAA30- 1 -HII)- 4-(2-Mertunumunason-1-umn)-
6eH3aMUIHH OeH30HUTPHII H THAPOKCHIAMHH

2-Ilupason-1-
N-T'uapokcu-2-nupason-1- p

485 HIH30HHKOTHHOHHTPHI H

MIIM30HUKOTHHAMHUJAHH
THAPOKCUIAMIH
Drunossiit 3¢up 5-(N- Otunoswlii 3¢up 5-

486 THAPOKCHKApOaMHUAOUIT)HAKOTHHOBOM [MAHOHMUKOTHHOBOM KUCIOTHl U
KHCJIOTH ' APOKCHJIAMHUH

487 N-T'uppokcu-4-nunepuaun-1- 4-Tlunepuau-1-un6eH30HATPHIL
mwibeH3aMUIMH U THAPOKCHIAMHH

4-Mop¢ onuH- 1 -un0eH30HUTPHI
488 N-T'uapokcu-4-mopdonun-1-unbenzaMuauu Po P
U THAPOKCHIIAMHH
6-Umupazon-1-
N-T'uapokcu-6-umuazon-1- A

489 HJIHUKOTHHOHHUTPHIT U

HIHHKOTHHAMHIUH
THAPOKCHIIAMHH
490 N-[3-(N- N-(3-1{uaHodhennn)aueramus 1
IrapokcuxapbaMuionn)pennijaneTaMmun THIPOKCHIIAMHUH
" Beusunorsiit apup N-(3-
Beusunoseiit a3¢up 4-(N- up N-(
. . unaHogeHnun)-4-
491 rugpoxcukapbamMuionn)oeH30MHON M
MaHOOEH30WHON! KHUCIOTH U
KHCJIOTBI
TUAPOKCHIAMHH
MeTtumnoBsi a¢pup 5-(N- MeTunosstii 3¢up S-

492 rHAPOKCHKApOAMHAOHI)IUIEPUIHH-2- MaHOMHIEPUAUH-2-KapOOHOBOH
KapOOHOBO# KHCJIOTEI KHCJIOTHl M THAPOKCHIaMHH
Orunossiit a¢up 2-drop-4-(N- Orunosit s¢pup 4-unano-2-

493 FHAPOKCUKAPOaMHAOUI)OEH30HHOM ¢dhTOpOCH30HON KHCIOTHI H
KHCJIOTHI I'MJIPOKCHJIAMHH

494 4-(N-T'uapokcukapbamMugoun)oeH3oiHas 4-1lnanoOeH30MHaA KUCIOTa U
KHCJIOTA TMAPOKCHJIAMHH

Crtp.: 120




10

15

20

25

30

35

40

45

30

RU 2396269 C2

Ilpumep

ITpomexxyTodHoOE coequHEHHE

UexoHble npoaykrTs

Merunossiit 3¢up [3-(N-

MeTtunoseiit a¢up (3-

495 rugpokcuKapbaMuionn)peHokcH] IIHaHO()CHOKCH )YKCYCHOM
YKCYCHON KHCIJIOTEHI KHCIIOTHl H THAPOKCHJIAMHH
496 N-I'mapoxcu-2-metnn-1H-6ensumuaazon-5- | 2-Metuia-1H-6eH3umMunazon-5-
KapOoKcaMHJInH KapOOHHTPHI H THAPOKCHIAMHH
497 2-AmMuHO-N-THAPOKCHH30HHKOTHHAMHIHH 2-AMHIOU30HHKOTHHORHMTPHIL H
THAPOKCAJIAMUH

498 3,N-uruapokcubeH3aMuIuH 3-TunpoxcnGensonutpm
THAPOKCHIAMHH

499 4 N-JlurugpoxcubeH3aM uIHH 4-I'mapoxcuGensonntpun u
THAPOKCHJIaMUH

500 4-(N-T'nnpoxcnkapbamMumuionn)Gensoiinas | 4-lluanodernnGoporosas
KHCJIOTa KHCJIOTa H THAPOKCHIAMHH

MDypaH-2-kapboHUTPUI U
-r 2-

501 N-TI'napoxcudypan-2-kap6okcaMuauH FHAPOKCHIAMHE

502 N-I'mapoxcu-4-metnn-[1,2,3]thannason-5- | 4-Metun-[1,2,3]tuaguason-5-
Kap6oKcaMHIHH KapOOHHUTPHI U THAPOKCHJIAMHH

503 N-T'mapoxcu-2,5-numerun-2H-nupason-3- 2,5-umerun-2H-nupason-3-
KapOOKCaMMIHH KapOOHHTPHI ¥ THAPOKCHIAMHUH

504 N-TI'napoxcu-1H-nmupaszon-4- 1H-ITnpazon-4-kapGoHUTpHI U
KapOOKcaMHIuH THIPOKCHIIAMHH

505 N-I'uapokcH-5-MeTuinsokcazon-3- 5-Metmnnszokcazon-3-
KapOOKcaMMIHH KapOOHHTPHI U THAPOKCHIAMHH

506 N-I'mapoxcu-1H-mpason-3- 1H-[Iupa3on-3-kapboHuTpHI 1
KapOOKCaMHUH THAPOKCHIIAaMHH

- 4- -
N-T'uapokcu-2,4-quokcol,2,3,4- 2,4-lluokcol 2,3,4-TeTparnpo
507 HNUPUMHUIMH-5-KapOOHUTPHI H
TeTParuAPONUPHMHINH-5-KapOoKcaMHu IuH
THJIDOKCHJIAMHH
508 6-AMHHO-N-THIPOKCHHHKOTHHAMHA THH 6-AMHHOHMKOTHHOHHTPH 1
THIPOKCHIIaMHH

509 N-I'napokcuuMHuaazof1,2-a]nunepuauu-6- HNmupazo[1,2-alnunepuans-6-

kapbokcaMuJInH KapOOHMTPHI H THAPOKCHJIAMHH
-(3- 4-
N-[4-®rop-3-(N- N-(3-Uuaro

510 5 )b enunancram brophennm)aneraMul 1
THAPOKCHKapOaMUMH IO U )G eH U |anicTaM KT O ———
N-[5-drop-3-(N- N-(3-1Inano-5-

>11 kapbaMmumHon)denu]aneTaMu TOpeHHT)ancTAMHIL 1
rAApoikeHkap MHAOHT 3 A THAPOKCHIAMHH
N-[6-®1op-3-(N- N-(3-Lnano-6-

)12 okcukapbaMuMuoun)peHun|aneramMmu prophennm)ancramuy 1
PHIpox P g He A TMIPOKCHJIAMUH
N-T'uapoxcu-3-okco-3,4-auruapo-2H- 3-Okco-3,4-murunpo-2H-

513 6en30[1,4]okcazun-6-
Oen3o[1,4)okca3nH-6-kapbokcaMuanH . .

KapOOHHUTPHI U I'MJAPOKCHIAMHH
2-Okco-1,4-nurunpo2H-

514 N-TI'mapokcu-2-okco-1,4-nuruapo-2H- Senso[d][1,3]oxcasum-6-

6enso[d][1,3]oxcaznn-6-kapboKcaMuANR

KapGOH UTPpHIT H 'HIPOKCHIAMHH
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[Ipumep

HpOMe)KYTO‘{Hoe COCIHHECHHEC

Hcxonmsie npoayKThl

N-I'mapokcu-2-okco-1,2,3,4-TeTparuapo-

2-Oxkco-1,2,3,4-Terparugpo-

515 XHH30 MU E-T-KapGOKCAMUIHE XHHAa30J1H-7-KapOOHUTpHN U
THAPOKCHJIAMHH
516 3-(1,1-nokco- 1 A6-H30THAZO THOMH-2-HIT)- 3-(1,1 -HHOKCO-lgé-
N-rugpoxcubeHzaMuIuH H30THA30IHIHH-2-HT)-
OEH30HHTPHUII U THAPOKCHUIAMUH
517 N-I'uapokcu-3-(2-okconupponuaun-1-un)- | 3-(2-Okco-nupponuaun-1-un)-
6eH3aMHIHH OEH30HUTPHUJI U THAPOKCUIIAMHUH
3-(2,4-THOKCOUMHUIA30IHIHH- 1 -HJT)-N- 3-(2,4-JIHOKCONMHIA30THAKK- | -
518 HI1)OCH30HUTPHUI U
ruipoKcubeH3aM U T H
THJIPOKCHIAMHH
3-(5-Okco-1,5-
519 N-Tuapoken-3-(5-okco-1,5- nurunpo[1,2,4]rprnazon-4-un)-

naruapo[1,2,4]tpuaszon-4-un)oeH3aMu IHH

6CH30HHTpHII H THAPOKCHIIAMHH

Cneaymomue coeAUHEHHI TOMYYEHB! aHAJOTHYHO puMepy 312

[Ipumcp

HpOMC)KYTO‘{HOC COCIHHECHHUC Hcxonnrle BemecTna

I'napoxnopun N-amuHO-2-0Kco-

2-Oxkco-2,3-auruapo-1H-unpgon-

320 2,3-auruapo-1H-nuzoi-5- 5-xapOOHUTPUI U FHIPA3UH
KapOoKcaMHU/IHHA

591 I'uapoxnopua N-amuHo-1H- 1H-Uupa3on-5-kapOboHuTpHI H
HH/1230J1-5-KapOOKCaMUIUHA r'UJipasuH

529 I'uppoxnopua N-amuno-1H- 1H-HUupon-5-kapOoHUTPHI H
HHJ0J1-5-Kap6oKcaMHIMHA THAPa3UH

573 I'uppoxnopua N-amuno-1H- 1H-ben3otpuazon-5-
OeH30Tpua3o-5-kap6okcaMuinHa | KApOOHHTPHI ¥ T'MIPA3HH
Cuapoxnopus N-amMmuHO-2-0KCO- 2-Oxco-2,3-gurugpo-1H-

524 2,3-nurunpo-1 H-6ensumunazon-5- | 6eH3HMHAa30]1-5-KapOOHHUTPHIT H
Kap6oKcaMHAHHA THJIpa3HH
Tunpoxzopun N-awiHo-N- 2-Merun-1H-6eH3uMuazon-5-

525 ruaApokcu-2-merun-1H- KAPGOHUTPHI H THIApA3HH
6eH3uMHIa300-5-KapObokcaMuiuHa p P p

596 T'uapoxnopua N-aMuHO-2-aMHHO- | 2-AMMHOM30HHKOTHHOHUTPHIL U
H30HUKOTHHAMHUJIMHA rUJIpa3suH
Cunpoxnopun N-amuno-3-(5-okco- | 3-(5-Okco-4,5-

527 4,5-nurunpo[1,3,4]okcaguazon-2- | aurusapo|l,3,4]Jokcagnazon-2-
un)-0enzaMuaAnHA ui1)-O€H30HUTPUI U THAPA3UH
Tuppoxsopun N-ansio-3- 3-[1,3,4]Oxcaauazon-2-ui-

528 [1,3,4]oxcanua3on-2-

OE€H30HHUTPHI U TUAPA3ZHH
unbeH3aMHINHA
Punpoxnopun N-anuro-3- 3-llnanopenun6opoHoBas
529 kapGamu/iounpeHnI60poHOBOH
KHCJIOTa W THJpPa3HH
KHCIIOTBI

530 Punpoxnopun N-amuto-2-¢rop- 2-OTOp6EH3OHUTPUI ¥ THAPA3HH

OcH3aMuIHHA
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ITpumep IIpoMexyTo4YHOE COEIMHEHNE Hcxonnrie BemecTna

531 I'mapoxnopun N-amuHO-6- 6-AMMHOHHKOTHHOHUTPHI 1
AMHHOHMKOTHHaAMHUJMHA THApa3uH
I'mapoxnopun N-amuno-4- 4-1 6 .

532 KapbaMUMHIOHIOEH 30 HO] ~LMAHOBCHIOUHAR KHCIOTa 1
KMCJIOTHI FHApasHH
I'mapoxnopun N-amuno-4-

533 -
{TopGensaMuuHa 4-®TOpOGEH30HUTPUIT U THAPA3HH
I'mapoxnopun N-amuno-3-

534 -
dropbenzamiiHa 3-OTopOEH30HUTPUI U THAPA3HH

Ipumep 535; N-(5-Iluano-2-bropdpennn)aneramu

3-AMuHoO-4-¢pTopbenzonnTpun( 10 Mmoneit) pactBopsior B 30 ma TI'®,
no6asasior 1,5 sxB. JJUIIDA U peakuHOHHYIO CMECh OXJIAXAAIOT 0 TEeMIIEpaTyphbl
0°C. 3atem no6GaBnsioT o Kamwisam 1,2 3KB. aNETHIXIOPHAA, PEaKIMIO HArpeBaoT 10
KOMHATHOH TeMIEPaTyprl H NEPEMEIIHBAIOT JONIONHATEIbHO B Teuenne 30 MUH.
PacTBOpuUTENb BRINAPUBAIOT M NPOJYKT BBIAENSIOT MOCPEACTBOM IKCTPAKIIHH CMECHIO

STUJIAETaTa ¥ HackleHHoro pacteopa NaHCO;.
MC (MCO): 179,2 (MH")

IIpuMmep 536: N-(3-1Inano-5-bTopbeHni)aneTaMu

Ha3ssaHHOe B 3aroyloBKe COEMHEHHE II0AYYalOT aHANOTHIHO HpUMepy 535 u3 3-
aMHHO-5-propberszonnrpuna. MC (MCO): 179,2 (MH+)

ITpumep 537: N-(3-1lnano-4-¢propdeHnn)aeTamMun

Ha3spanHoe B 3arojioBke CO€JHHEHHE ITOYYalOT aHATOTHIHO npumepy 535 u3 5-
aMHHO-2-dpropbersonurpuna. MC (MCO): 179,2 (MH+)

ITpumep 538: 3-Okco-3.4-guruapo-2H-6en3o[1.4]okcaznn-6-kapOOHHTPHI

4-I'uqpoxCcH-3-HUTPOOEH30HUTPUI (24 MMoJist) pacTBOPsAIOT B JIM®, noGapnsior
1,1 3kB. Cs2CO3, n peaknuIo NepeMeLIMBaIOT HPH KOMHATHOM TEMIIEPATYpe B TEUEHHUE
15 mMuH. 3atem pobasnsior 1,5 3kB. sTHAOpOMANETaTa M PEAKIIHOHHYIO CMECH
HarpeBaroT NpH Temneparype 50°C B TeueHue 2 4. [IpoMexyToUHOE COEAUHEHHE
BBIJIEJIAIOT NOCPEJICTBOM SKCTPAKIIMH CMECHIO 3THIIaleTaT/Bojga. OpraHuyeckuit cioh
OTJENAIOT U BRICymHBaOT Haa NapSOy. Ilocne BemapuBanus nmonyyeHHOE TBEPAOE
BeIeCTBO pacTBOPsAIOT B cMecH MeOH u Hackimensoro pacrsopa NH,4Cl (8

cooTHouteHuH 1:1). 3aTeM n00aBAIOT 8 I HHHKOBOIO MOPOIIKA M CYCIIEH3HIO

MepEeMEIIMBAIOT IIPH KOMHATHOM TeMnepaType B TeueHne 2 4. TBepaslii mpoaykT

Crp.: 123



10

15

20

25

30

35

40

45

30

RU 2396269 C2
OTQUIBTPOBHIBAIOT, OPraHUIecKHil cioit BeimapuBaioT. [ToroMm mpubasisior
3THJIALETaT, K OPraHUYECKUH CIION IPOMBIBAIOT HackimeHHBIM pacTBopoM NaHCOj;.
Opranuyeckuii cioit CHOBa OTJENAIOT, BRICYIIHBAIOT Ha/t NaySO4 U KOHUECHTUPHUPYIOT,

nonyuyas cljierka kopuuHeroe tBepaoe semectso. MC (MCO): 175,2 (MH+)

IIpumep 539: 2-Oxkco-1.4-quruapo-2H-6en30[d][1.3]okcasuH-6-kapOOHUTPHI

4-AmuHo-3-ruapokcuMeTHIOeH30HUTpHUI (20 MMouteit) pacTBopsitoT B T,
n06aBnsoT 1,2 3KB. JUU3ONPONUIITHIIAMHHA U PEAKIHIO OXJIKAAIOT A0
temneparypsi 0°C. 3atem q06aBIAOT MO KanasaM 3,5 3KB. 3THIXJIOphopMHaTa,
peakIUI0 HarpeBaloT J0 KOMHATHOR TeMIeparyphl U IEPEMEIINBAIOT JONOJHHTEIBHO
B TeueHne 15 MuH. Cplpoit MPOAYKT 3KCTParupyoT U3 CMECH 3TH/IaLeTaTa U
HaceimeHHoro pacrsopa NaHCOj. Ilocne oTaeneHus U CylKH OpraHu4eCKoOro cjos
pacTBOPUTEJb BBIMAPUBAIOT, U CHIPOH NPOJYKT NEPEHOCAT B TONYyOJ1. 3aTeM
no6asnsior 2,5 mu JIBY ¥ peakiMOHHYIO CMeCh HarpeBaroT ¢ 0OpaTHBIM
XOJIOAWJIBHHUKOM B TeueHHe 4 4. OpraHu4eckui cjioff NIpOMBIBAIOT BOJOH, OTACIISIOT U
KOHIIEHTPHPYIOT, Noydas xenToe Macio. CEHpod NpOAyKT fajnee He
UACHTHQUIUPYIOT.

pumep 540: 2-Oxco-1,2,3.4-TETparuipoX MHA30JINH-7-KapOOHUTPHI

I'ugpoxaopu 2-HUTpo-4-xaopOensunamuna (24 MMons) pacteopsor B TT'O,
no6asnstot 21,2 sxB. JIUIIDA u peakuuio oxnaxaaot o reMnepartypsl 0°C. 3arem
N00AaBIAIOT DO KamiaM 3,5 3KB. aTuiaXnopdopMuaTa, peakiuio HarpeBamT A0
KOMHATHOMH TeMIlepaTyphl U MEPEMEIINBAIOT JONOTHUTEILHO B TeUeHHE 15 MHUH.
T[Tocne 3KCTpaKIMU CMECHIO ITHIaneTaT/HackmeH sl pacTBop NaHCO; u
BBIIIAPHBAHMS OPraHHYECKOT0 CI0s MOTYYaloT CBETIO-KOPUYHEBOE TBEPJOE
BEIIECTBO, KOTOpoe neperocat B cMech MeOH/Hachimennsiit pactsop NH4Cl (B
cooTHomenuu 1:1). 3aTeM 106aBNAIOT 6 I' HUHKOBOTO NOPOIIKA U CYCIIEH3HUIO
nepeMeniuBalOT NPY KOMHATHOIM TeMrepaType B TeueHUe 4 4. TBepAbId NpOAYKT
OT()HILTPOBEIBAIOT, METAHOJI BHITAPUBAIOT U NPOAYKT BBIACISAIOT MOCPEACTBOM
SKCTPAKIHUH TunaneraToM. [locae BEIapUBaHUS NOIYYaAlOT CBETIIO-XKEITOE TBEP/OE
pemectso. MC (MUCO): 174,2 (MH")

pumep 541: 3-(5-Oxco-1.5-quruapo[1.2.41tpuasoi-4-un)0eH3OHNUTPHUI

3-Amunobenzonurpuin (2 r) pactBopsioT B 20 M1 MeOH. 3arem nob6asnsior 1,8

MJ TpuMeTHIOopTOdhOpMHUAaTa, METUIIOBOTO 3dupa ruapa3uHKapOOHOBOM KHCIOTH U
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KaTalTUTHYECKOE KOJHYECTBO M-TONYOJICYIbPOKHCIOTHEL. PeakiinOHHYIO cMeCh
HarpesaroT npu Temneparype 65°C B Tedenue 3 4. 3aTeM 00pa3oBaBIIyIoCs
CYCIICH3HIO OXJIAXAIOT 10 KOMHATHOMH TeMnepaTyphl 4 npubaBisiorT 9 M pacTeopa
NaOMe, nociie 4ero peakiHOHHYIO CMECh NEPEMEIIHBAIOT IIPH KOMHATHO
TEMIIEpaType B TeueHHe 2 4. JloGapnsaoT Boay U gosoast pH 1o 1, ucrmons3ys BogHbI
pactBop HCl (25%-ns1it). O6pa3oBaBiuyiocs cycnensuo oTGHIbTPOBHBAIOT U
BeICYIIMBaIOT B Bakyyme. MC (MCO): 1872 (MH+)

IIpumep 542: 3-(2,4-THOKCOMMHIa30IHAHH- | -1J1)GEH30HUTPHN

3-Amuno6en3onutpui (1 r) pacTBopsOT B 60 MN AHOKCaHA U 100aBisioT 0,8 M
XJIOpaneTHIN301HaHaTa. PeakilMOHHYIO CMeCh [IEPEeMENIHBAIOT IPH KOMHATHOMH
TeMIeparype B TeueHue 2 4. 3arem go6asnsior 2,5 mi JIBY U peakuMoHHYIO CMeCh
NEPEMEITHBAIOT IPH KOMHATHOH Temnepatype B Teuenne 40 u. [IpoayxT

3KCTparupylor guxjgopmeranoM. MC (MCO): 202,2 (MH+)

Ipumep 543: 3-(1,1-JTn0okco-1A6-H30THAZOTHANH-2-UI1)OeH3OHUTPHU

3-AMuH06eH30HUTPHI (1 T) pacTBoOpsitoT B 10 M AUXJTOpMETaHa ¥ J06aBIIOT
2,2 mn IUTIOA, a 3atem 1,3 mnt 3-xsopnponas-1-cynsOHHIXTOPUAA, TTOCTE 9Ero
PCAKIHOHHYIO CMECH NIEPEMEIIHBAIOT IPA KOMHATHOM TeMIlepaType B TEYEHHE HOYH.
Opranndeckuil coi BEIIAPHBAIOT, CHIPOH IPOAYKT NEPEHOCAT B AUMETHAPOPMAMHUJL H
no6asnsror 1,5 mu JIBY. Peakunonnyio cMech epeMeInBaIOT [IPH KOMHATHOM
TEMIEpaType B Te4eHHe HOUH. 3aTeM N0OaBISIOT QUXJIOPMETAH ¥ OpraHudeckyio dasy
IIPOMBIBAIOT BOAOH. OpraHn4eckuil CI0H OTACNAIOT, BRICYIIMBAIOT Hag Nap;SOy 1
sBeinapuBaiot. MC (MCO): 232,2 (MH+)

Hpumep 544: 3-(2-Oxconuppotuavi-1-mi1)0eH30HATPUI

3-Amuno6en3onuTpui (2 r) pactBopsaoT B 20 ma IM® u nobasnsior 4,4 Mn
JUIIDA. PeaxiHOHHYIO cMech OxJIaxaaoT 1o Temnepatypsl 0°C u 106aBiasgioT 2 M
4-x510pOyTHPHIIXJIOPHJIA. PEaKIMOHHYIO CMECh MEPEMEIINBAIOT IPH KOMHATHOM
TeMIiepaType B TeyeHHe | 4. 3ateM go0aBnsa0T 5 Mit JIBY u peakHOHHYIO cMECh
HEPEMEINBAIOT [IPU KOMHATHOH TeMIlepaType B TEYSHUE HOYH, 110CJIC YEro
JA00aB/IAIOT JUXJIOPMETAH H NPOMBIBAIOT OPraHUYeCcKyO ¢a3y 1-HopMaabHbIU
pactBopom HCI u Bozo#t. Opranudeckuii ciioit OTAENAIOT, BEICYIINBarOT Hajg Nay;SOy4 u

BemmapusaoT. MC (MCO): 187,2 (MH")

Ilpumep 545: 6-Xn0op-3-rUApoKCUIHPUAA3ZHII-4-KapOOHOBAas KHCAOTA
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3,6-Iuxnopnupuaazua-4-kap6oHoBy0 KHCIOTY (2 MMOIIs) 06pabaThIBAIOT 8 M
BOJHOrO 2-HopManbHoOro pactsopa NaOH u HarpeBaroT ¢ 06paTHBIM XOJIOAUALHUKOM
B TeueHue 1 4. Peaknuonnyro cMecs noakucisaior g0 pH 1. O6pazopasuieecs 6enoe
TBEPJOE BEUECTBO OT(GHIBTPOBBIBAIOT H BhICYIMBAOT B Bakyyme. MC (MUCO): 173,2
(M-H)

[IpuMep 546: 3-(5-Okco-1.,5-aurunpol1.2.4]rpuaszon-4-un)oeH3oiinag KUCI0Ta

Metun-3-amunoben3oar (13 MMoneii) pacteopsior B 20 M MeOH, nobasisior
12 MMoneit TpuMetuaoprodopMuara, 12 MMoneid MeTuiruapassHokapbokcunara u 50
MT O-TOJyoncynbGokuciaoTel. CycneH3uIo HarpeBaroT B TeueHue 48 4 npu
teMrepatype 65°C, mocne yero no06aBistoT 37 MMOJICH METAHOIATA HATPUS H
nepeMeluBaloT A0MONHUTENIFHO B TeueHue 2 4. OpraHu4ecKuil cjioi KOHIEHTPUPYIOT
1 no6asnsaoT Boay. Pacteop noaxucsior 1o pH 1 u o6pazoBasuieecs TBepaoe
BEIECTBO OT(UIBTPOBBIBAIOT, Moydas 5,7 mmoneit npoaykra. MC (MCO): 204,2 (M-
H")

pumep 547: 3-(2,4-JIHOKCONMHM 1A30HIMH- ] -H1)OeH30MHast KHCII0Ta

Atun-3-amuHobeH30ar (12 MMoneit) pactopsitor B 120 M1 AHMoKCaHa
n06aBnsIOT 1 9KB. XJAOpaleTUIM3onuaHaTa. PeakinOHHYIO CMECh NIEPEMEIIHBAIOT [IPH
KOMHATHOH TeMIepaType B TedeHHe | 4 M 3aTeM HarpeBaioT IpH Temneparype 120°C
JIOMIOJIHUTENBHO B TeueHHue 2 4. Peakiyio 0XnaxAaoT 10 KOMHATHOH TeMIEpaTyphl,
nobapistoT 2 3kB. JIBY M cHOBa MmepeMeUIMBAIOT IIPH KOMHATHOH TeMIlepaTrype B
TedeHHe HOYM. PacTBOPHTENb BHINIAPUBAIOT, @ CBIPOH NPOAYKT 3KCTPArupyroT
AMXJIOPMETaHOM, Tociie 4ero pactsopsioT ero B 20 M MeOH u no6apnsior 4 mi 4-
nHopMansHoro pactsopa NaOH. PeaklHOHHYIO CMECh EPEMELIMBAIOT IIPH KOMHATHOMH
teMrieparype B Tedenue 20 4. Ilocne BrimapuBanus opraHMuecKoro ¢jios BOAHYIO
dasy noakucasior 10 pH 1 n o6pazopapmeecs 6enoe TBEPAOE BEUIECTBO
oTGHILTPOBHIBAIOT U BhICymHBaoT B Bakyyme. MC (MCO): 219,2 (M-H+)

[TpuMep 548: 3-(1,1-Jluokco-1A6-[1.2,.5]THaguazonuaun-2-un)oeH3oiHad

KHCJIOTa

Metui-3-amuHo6en30ar (13 mMoneii) pacteopsaiot B 20 mu JIXM u gobapnsioT 3
mi1 TDA, a 3aTeM MeaieHHO B aTMocdepe aproHa pobapnsior 1,6 mn 3-
xnopnporancyabpoHuaxiopuaa. PeakiluoHHYIO cMECh IIEPEMELIMBAIOT NPU

KOMHATHOH TEMIIEpaType B TCHCHHUE HOYH, IIOCIE YE€T0 NPOMBIBAIOT 1-HOpMaIIBHI>IM

pacteopoM HCI. Opranuueckuii cioit oTIensior, BeicyminBaoT Hal NaySOy u
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KOHUCHTPHPYIOT B BakyyMe. OGpasoBaBIIiics CBIPOM NPOAYKT IEPeHOCT B 16 M1
AM® u nobasnsior 2,4 mu JIBY. Peakunonnyio cMech NICPEMENINBAIOT NIPH
KOMHATHOH TeMIIepaType B TEUEHHE 2 4 W IPOMBIBAIOT 1-HOPMAaTbHBIM pacTBOpoOM
HCI. 3atem cripoit mpoxnykT pacteopsior B 20 M1 MeOH u no6apasior 4 mi 2-
HOpManbHOro BoaHOro pactsopa NaOH. PeakHOHHYIO CMeCh 3aT€M NepeMELINBAOT
MpH KOMHATHOH TeMneparype B Teyenue 72 4 u noakucasrotr HCI go pH 1.
O6pasoBasuieecs 6eoe TBepAOE BEMECTBO OTGHIBTPOBLHBAIOT H BEICYIINBAIOT B
Bakyyme. MC (MCO): 241,3 (M-H")

Ipumep 549: 3-(2-Oxco-2,3-1uruponMuaazon-1 -un)6en3oiinas KHCIoTa

dtun-3-amunobensoar (12 Mmoueii) pacTBopsioT B 20 M JHUXTOpPMETaHa H
R00aBIAKOT 2 MIT TPHITHIAMUHA. PeakIHOHHYIO CMECH OXJIAXAAIOT 110 TEMIIEPATYpPbl
0°C 1 MeptenHo no6asnsioT 1,5 Mit andocrena. PeakuoHHYIO CMECh HATPEBAKOT 10
KOMHATHOH TeMIiepaTyphl U JIOIOJTHHTENBHO MEPEMEIIHBAIOT B TeYeHHE | 4 B
atrmocdepe aprona. [Tocie 3Toro peakMOHHYIO CMeCh BBUIHBAIOT Ha Jiell, U
OpraHHYecKHH CIOH OTACNAIOT, BRICYIIHBAIOT HaJ Na;SO4 U KOHLEHTPHPYIOT B
Bakyyme. Cripoit npoaykT nepeHocsat B 30 MJ1 quxsopMeTana U 1o6aBnasioT 1,3 mi
ANMETHIIANCTANld aMUHOoaleTalbJAerujaa. 3arem PCAKIHOHHYIO CMECH IIEPEMEIINBAIOT
IIpH KOMHATHOH TeMnepartype B TedeHHe 3 4. OpraHudyeckuii c10# NPOMBIBAIOT
HachlmeHHBIM pacTBopoM NaHCOj;, oTaensior u BecymuBaroT Hag NaySQOy. [Tocne
BBINIAPUBAHHUA PACTBOPHUTE/I 00pa30BaBUINHCS CHIPOH MPOAYKT OYHIIAIOT C IOMOIIBIO
Kusenerens-xpomarorpagun. 3arem 200 Mr npoaykra pactBopsioT B 5 mia MeOH u
no6apnaroT 2 Ma 2-HopMmanbeHoro pactsopa NaOH. PeakuuonHyio cMech
NEepEeMEIIMBAIOT IPH KOMHATHOHN TeMneparype B TeueHue 2 4, nogxucisiior HCl xo pH
1, u o6pa3oBaBmeecs TBepAOe BemecTBO 0TGUNLTpoBEBaoT. MC (MCO): 203,2 (M-
H")

Ipumep 550: 3-(2,5-AM0oKCONMMIA30AUANH- 1 -11)6eH30MHAsY KHCIOTA

Metuin-3-amuno6en3oar (13 mmorneit) pacteopsoT B 20 mut JIXM u 10o6apigoT
1,7 Ma sTHnu3onuanaraneTaTta. Peak IHOHHYIO CMeCh NEpEMEIINBAIOT IPH KOMHATHOH
TeMrepatype B redeHue 1 4. PacTBopuTeIb BEIApHBAIOT 1 0OPA30BaBIIMNCS CBIPOi
NpoAyKT nepeHocsT B 50 mMit anetona. 3ateM 100aBiasioT 50 MJ BOJAHOTO pacTBoOpa
HCI (25%-n51i1) 1 HarpeBaioT ¢ 06paTHBEIM XOJIOJIMALHUKOM B Teuenue 8 u. [Tocine
BBIITapUBAaHKS OPraHU4eCKOTO €JI0s 00pa30BaBIIEECs TBEPAOE BEMIECTRO

0T HIILTPOBBIBAIOT, IPOMBIBAIOT BOJOM H BBICYNIHBAIOT B BAKYyMeE.
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MC (UCO): 219,2 (M-H")

IIpumep 551:3-Okco-3 4-muruapo-2H-6eun3o[1,4]okcaznu-6-kapOoKCcaMUAUH

N-I'mapoxcu-3-okco-3,4-guruapo-2H-6eun3o[1,4]oxcasnu-6-kapbokcamuaud (8,7

MMOJICH) pacTBOPSAIOT B 25 MJI YKCYCHOM KHCITOTH M T06aBNAIOT S 3KB. hopmuara

ammonus ¥ 0,05 akB. Pd/C (10%-HbIi1), nocrie yero peakiHOHHYIO CMECh HArpeBaioT ¢

06paTHbIM XOJNOAHUIIBHHKOM B TCUCHHC HOYH. PeaKHHOHHyIO CMCCh KOHUCHTPUPYIOT,

oxnaxjzatT ao temneparypsl 0°C u nosogst pH 10 8, ucmos3ys BogHBIM pacTBOp

NaOH (28%-usiit). O6pazoBasBiieecst TBEplOe BEMIECTBO OTHHIBTPOBBIBAIOT H

npomeiBatoT Bogoi. MC (MCO): 192,2 (M-H+)

CHC}.IyIOIIIl/Ie IPOMEKYTOUYHBIC COCAUHCHUSA NTOJYHYAOT aHAJIOTHYHO IIPHUMEDY

551.
ITpumep [TpoMexyTOUHOE COeUHEHUE Hcxoausle BelecTra
559 HUmunpaszo[l,2-a]nunepunuu-6- N-TI'mapokcuuMunazof1,2-ajnunepuann-
KapbokcaMHUIMH 6-kapOOKCaMHIUH
551 | H-Bensumunazon-5- N-I'ugpoxcu-1H-6en3umnnazon-5-
KapOOKCaMUIHH KapOOKCaMHUAHH
554 HuxoTHHAMUIWH N-THIpOKCHHHUKOTHHAMUIHH
555 3,5-JIuMEeTHIH30KCa30JI-4 - N-T'uapokcu-3,5-AuMeTHIH30KCa301-4-
KapbokcaMU UK KapOoKCaMHIWH
556 TuodeH-2-kapOoKkcaMHIHH N-T'uapokxcuTHodeH-2-KapOOKCaMHAHH
556 TTupuMUAMH-2-KapOOKCAMUIHH N-TuxpoxcHupuMuans-2-
kapOoKcaMHUIUH
557 4-Metunokcason-5- N-T'uapokcu-4-MeTHIIOKCa30/1-5-
KapOOKCaMHUJIHH KapOOKCaMUJIHH
558 [TupasuH-2-kapOoKcaMHUAUH N-T'uapokcunupasuH-2-KapOboKcaMuuH
559 2-MeTHTH30HRKOTHHAM U AHH N-I'aApoKeH-2-METHIIA3 OHAKOTHH-
aMHUJIAH
2-Oxco-1,4-uurupo-2H- N-T'uapoxcu-2-okco-1,4-quruapo-2H-
560 6en3o[d][1,3]okca3nn-6-
6enso[d][1,3]okcazun-6-kapboKkcaMUIUH
KapOOKCAMHJHH
561 2-Okco-1,2,3,4-TeTparujipo- N-TI'uapokcu-2-okco-1,2,3,4-TeTparugpo-
XUHA30JMH-6-KapbOKCaMUIMH XHHA30JIHH-6-KapOboKCaMUIHH
562 3-(2,4-JluokcouMu1a30nHAN-1- 3-(2,4-JIluOKCOMMH 130U AHH- 1 -1T)-N-
un)-6eH3aMHJIUH rHAPOKCUOCH3aMUJIUH
N-(3-Kapbamugoun-4- N-[4-DTop-3-(N-
563
dropbennn)-aneTaMux ruApoKcHKkapbamMugoun)peruajaneraMu
N-(3-Kap6amujoun-5- N-[5-DTop-3-(N-
564
¢ropdenun)-aneraMua rHipokcukapbamugon)peHnijaneraMug
N-(3-Kapbamugoun-6- N-[6-DTop-3-(N-
565
¢dropdeHnn)-aneraMua rujipokcukapbamuionit)penui]aneraMu

Ipumep A
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[Ipumep A
[TokprIThIE 060109KOI TabNAETKH, COLEP)AlIHE CIIEAYIOIIHE UHTPETUCHTHI,

MOTYT OBITH MOTYT OBITH NMOJIYYEHBI CTAHAAPTHBIM METOA0M:

Uurpenuent Ha tabneTky
Anpo:

Coenunenne dhopmynsr (1) 10,0 mr 200,0 mr
MuxkpokpHcTalInYecKas HeJUTI003a 23,5 mr 43,5 Mr
Bonnas naktosa 60,0 mr 70,0 mr
ITonnaon K30 12,5 Mmr 15,0 Mr
Illenoyrol TIUKOIAT KpaxMaja 12,5 Mr 17,0 mr
Creapart maruus 1,5 mMr 4,5 mMr
(Macca sagpa) 120,0 mr  350,0 Mr
IlneHo4yHas o6onouka:

I'mapoxcunponuiMeTuINe NIION03a 3,5Mr 7,0 Mr
Mo Tunenrnukons 6000 0,8 Mr 1,6 Mr
Tanbk 1,3 Mr 2,6 MT
Oxcun xenesa ()KENTHIH) 0,8 mMr 1,6 Mr
Juokcua TuTana 0,8 mr 1,6 MT

AKTHBHHIH HHTPEAMEHT MPOCEUBAIOT H CMELIHBAIOT C MUKPOKPUCTANIHYECKOM
IEJIII0N030H, MOoCce Yero CMech TpaHyIUPYIOT C MOMOLILIO pacTBOpa
NOJIMBHHUINIAPPOJIMIOHA B BoJe. ['paHy/IsAT CMEHIMBAIOT C IICIOYHBIM IJIHKOJISITOM
Kpaxmaja ¥ cTeapaTOM MarHus M 3alpeCcCOBBIBAIOT, MoTydas sapa Maccoid 120 wnu
350 Mr, COOTBETCTBEHHO. Slipa JaKHPYIOT C MOMOIIBIO BOAHOT'O pacTBOPA/CYCNeH3UN
BBIIIEC HA3BAHHOH IJICHOYHOH 0060JI0YKH.

IIpumep b

Kancynsl, coaepxamue cieaylonue HHrpeaueHTEl, MOTYT OBITh IOJYYEHBI

CTaHAAPTHBIM METOZOM!

HHrpeaueHTh! Ha xancyny

Coenunenne popmyisi (1) 25,0 Mr
Haxrosza 150,0 mr
MancoBslil Kpaxmai 20,0 Mr

Tanbk 5,0 Mr

Crp.: 129
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KommnoneHnTsl NpoCcEeuBarOT, CMCUIUBAIOT H 3TOM CMECHIO 3aMONHIIOT KancyJbl

pazmepom 2.
IIpumep B
HMHbeKkIIHOHHBIE PACTBOPBI HMEIOT CIIEAYIOLINI COCTAB:
Coenunenne popmynsr (1) 3,0 Mr
ITonuastunenrnuxons 400 150,0 mr
YKcycHas KMCI0Ta J0 nonydenus pH S
Boxa 11 HHBEKIIHOHHBIX PaCTBOPOB no 1,0 mn

AKTHUBHBIH HHTPEIHEHT PACTBOPSIOT B cMecH nmonustuieHrnukois 400 u Boast
JUis MHbeKIHH (4acTh). 3Hadyenue pH nosoasat 10 5,0 ¢ mOMOLIBIO YKCYCHOH KHCIOTBL
O6wem noBoast xo 1,0 mi nyreM n00aBneHUs OCTABIIETOCA KOJTHYECTBA BOJKI.
PacTBOp GUABTPYIOT, 3aMIOJHSIOT B MY3BIPbKH COOTBETCTBYIOLIETO o0beMa U
CTEPUIIU3YIOT.

[Tpumep I

Msirkue jxelaTHHOBBIE KaICYJbl, COAEpXKallue CIeAYIOIUE HHIPEAUEHTEI, MOTYT
OBITH MOJy4CHB! CTAHAAPTHBIM METOAOM:

CozepxuMoe Karcys

Coenunenune Gpopmyns (I) 5,0 Mmr

XenTelii BOCK 8,0 Mr

I'uapupoBanHOE COEBOE MACIIO 8,0 Mr

YacTHYHO rUAPUPOBAHHBIC PACTHTEIbHBIE 34,0 Mr
macina

CoeBoe Macio 110,0 Mr

Macca coaepXUMOoro KalncyJibl 165,0 mMr

XKenaTuHoBas Karncysja

XKenarunu 75,0 Mr
I'nuuepun 85%-nelii 32,0 mr
Kapuon 83 8,0 Mr (cyxoe
BEIIECTBO)
Jluokcua THTaHA 0.4 mMr

Oxcup xenesa (KENTHIN) 1,1 mMr

Crp.: 130
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AKTHBHBIA HHIPCAHCHT pacTBOPAIOT B TEIJIOM paciljlaBe APYTHX HHI'pCIHCHTOB,
IIOJIy‘{CHHOﬁ CMECHIO 3AIMONTHAIOT MATKHE XKEJIaTHHOBLIC KaIrcyjbl COOTBETCTBYIOIICTO

pasMepa. 3amoIHEHHbIE MATKHE XeJATHHOBBIE KANCy bl 06pabaThBalOT COrIaCHO

OOBIYHBIM IpOLEAypaM.

Ilpumep [

O6natkn, conepxaniue Clelyiomue HHrPeAUEHTbI, MOTYT GBITh IOMYYeHb!

CTaHJapTHBIM MCTOJOM:

Coenunenue dpopmyisr (1) 50,0 mr
JlakTo3a, METKOH3MEIbYCHHBIN MOPOLIOK 1015,0 mr
Muxpokpucrannndeckas nemunonosa (AVICEL 1400,0 mr
PH 102)
Hartpuiikap6okcuMeTHIIIETION03a 14,0 Mr
[Monusuanmmupponugon K 30 10,0 Mr
Creapart Marsus 10,0 mr
BkycoBrie no6aBku 1,0 mMr

AKTHBHBIH HHTPEJMEHT CMEIIHBAIOT C JIAKTO30H, MUKPOKPHCTALITHIECKOH
eJUTIOI030H M HATPUAKApOOKCHMETHIILEIUTIONO30H, ITOCIE Yero CMEeCh IPaHyIHpYIOT
CO CMECEBIO MTOJHBHHUIIIIUPPOJIHAOHA B BOJE. ['panyIsaT CMEMIMBAIOT CO CTEApPaTOM

MAarius A BKYCOBBEIMH Jo0aBKaMU U 3aMOJHAT CMEChIO MTaKETHKH.

dopmyiia u3006peTeHus
1. Coemunenust popmysi (1)
RS

R4
R34‘[XLDE

J\n-
W) R

LI

b

RZ
~
g

o

1 .
rae X o603Havaer C(R8R9), NR 0, O,S;
R! 0603Hauaer (heHunI1, HeOOBATEIIBLHO 3aMEIICHHBIN OT 1 70 3 3aMECTUTEIISIMH,

BBIOpPAHHBIMU U3 TPYMIIbI, BKJIIOUAIOIIEH raJIOTeH, TUIPOKCUTPYIIITY, HU3IIWN alTKWUII,
TUAPOKCU-HU3IINN aTKWIT U CN;

R? 0603Ha4aeT BOIOPO HIIM HU3IIMIA aJTKHII;

R? u R* 0603Ha9a10T BOIOPOL;

R> u R® 0603Ha9a10T BOIOPOL;

R’ 0603HaYAET OKCAMA3OIMIT WM TPUAZOIIIT, TIPU ITOM OKCATUA30IMIT WK TPHA30ITHI

Crp.: 131
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samerniens R

R® u R® 0603Hauator Bogopox;

R!0 0603HauaeT BOJIOPO/I, HUBIIWM AJIKWJI, HUBIINN aJIKWI-KapOOHWI WU HU3LIUN
AJTKUII-CYIb(DOHUIT;

R!! 0603HAUaCT apuJI WIKU reTepoapuil, BBIOpAHHBIE U3 TPYIIbI, BKIIIOYAIOLIEH
MUPUIMHWIL, TUPA3UHWIT, TUPUMUIUHWI, TUPUIUHUII-2-0H, OKCAAUA30IWIT, UH1a30J1u, 1,3-
TUTUIPOOEH3UMUIA30]1-2-0H, 1,3-TUTHIPOUHION-2-0H, OEH3TPUA30JINI,
UMUIa30TIMPUTUHII, TPUAZOJIITUPUIUHWI, TETPA3ZOITUPUIUHII, OCH3UMUIA30JINI, 2-
0KC0-2,3-nmuruapo- 1 H-unmon-5-ui, nupumMuauH-4-oH, GypaHui, THAAUA30IUI, TMPA30JIUIT,
W30KCA30JIUII, IMPUMHINH-2,4-THOH, OEH30KCa3WH-3-0H, 1,4-Turunpo06eH30Kca3uH-2-0H,
UHOJIWIT, THO(EHUIT, OKCA30JIWII, OEH300KCa3UH-2-0H, 3,4- TUTUAPOXUHA3OJIUH-2-0H,
MMUPUTA3UHWIT, XWHOKCAJIMHUIT, OEH30THA30JIWIT, OEH30 THAANA30JIUI, HADTUPUIUHWIT,
UUHHOJIMHWI, 1,4-AUTMAPOXUHOKCAIMH-2,3-1MOH U 1,2- TUTUIPOUHIA301-3-0H, TAE APUIT
WIIK TETEpOAPUI HEOOS3aTeIbHO 3aMeIIeHbI OT 1 10 3 3aMeCTUTENISIMU, BRIOpAaHHBIMH U3
TPYIMIIBI, BKIIOYAIOIIEH HU3IINN atkuil, rugpokcurpytmiy, B(OH),, kapbokcu-Hu31yto
AJIKOKCUTPYTIITY, KapOaMOWI-HU3IIYIO ATKOKCUTPYIIITY, IUAHOTPYIITY, TUIPOKCU-HU3IIHUIA
aJKWI, (PTOP-HUBIINHN AJTKWIT, HUBIIYIO aIKOKCUTPYTINY, TaJOTeH, S(OZ)RI?’, C(O)R14, NO,,
NR RS, penmn-nmsinyio amkokeurpymmy, [1,3,4]okcamasomn-2-0H, OKcauas3oiu,
TPUA30JIWIT U U30KCA30JIWII, UMUAA30JIWII, TUPA30JIUIL, TETPA30JIWI, IUPPOIIUIL, T11€
MMHIA30JI11 HE00s3aTeIIbHO 3aMEISH HUBIINM aJIKWIIOM, U T/Ie U30KCA30JIMI 3aMelleH
HU3IIUM aJIKWIOM;

R!? 0603Hauaer BOJIOPO/]T WITW HUBIIIUN aJTKUIT;

R'3 0603HauaeT HU3IIMI AJIKWII, NR'"R!® pim (TOP-HUBIIHIA ATTKWUIT,

R!'* 0603nauaer NRR?, HUBIIYIO AJIKOKCUTPYIIY, HU3LINNA aJIKEHUI-OKCUTPYIITY WU
HUBIIUN aJIKWJI;

R u R mezaBucumo JIPYT OT Ipyra 0003HAYAIOT BOJOPO,I, HU3IINUN AJTKUIT, HU3IIIHIA
AJIKWIT-KapOOHWT, HUBIIHI aJTKWIT-SO,, HU3IIHIA aJIKEHUT-OKCUKAPOOHWIT U HUBIIIHIA
ankui-NH-kapOoHWIT; niu

NR!PR!® 0603nauaeT TETEPOLMKIIUI, BBIOPAHHBIN U3 TPYIIIIbI, BKIIOYAIOIIEH
MO PQOITUHUI, TAOMOPGDOTUHUI, 1,1-THOKCOTHOMOPHOTUHUIL, TTUTICPUTUHIIT,
MUTICPUIVH-2-0H, TIUTIEpa3uH-2-0H, 8-0Kca-3-a3a-0unukiio[3.2.1]oKTuiI, mUrnepa3vuHul,
MUPPOJIMANHUIL, 1,1-AMOKCOU30TUAZOIMANHIIL, TUPPOJIUIUH-2-0OH, UMUIA30JIUIUH-2,4-
JIMOH, 2,4-nurunpol1,2,4]tpuazomn-3-oH, MUPPOIUAUH-2,5-TUOH, A3€TUIANH-2-0H U 1,3-
JTIUTUAPOUMHUIA30JI-2-0H, TI€ T€TePOIUKINI HEOOS3aTENIHbHO 3aMEIIeH TUIPOKCU-HU3IIUM
AJIKWJIOM WJIW HUBIIUN aJIKWI-KapOOHWIOM;

R!7 u R'® uesaBucumo JIPYT OT ipyra 0003HAYAIOT BOJOPO/I, HU3IINI ATKWI, TP OKCH-
HU3IIWN AJTKWJ, HU3IIYIO aJTKOKCUTPYIITY-HU3IINUN aJIKWIT; WA

NR!"R!8 0603HauaeT MOphOIMHNT;

R'” 1 R? me3aBucumo JIpyT OT Apyra 0603HAYAIOT BOIOPOI, HUBIIMNI AJTKHUIT,

UKJIO JTKWJ, TUIPOKCU-HUBIIUI AJTKWIT, HU3LIYIO AJTKOKCUT PYITITY-HU3LINA aJTKWIT WK
[IUAHO-HU3IINN aJIKWI; UJIN

NR!’R?° 0603nauaeT TEeTEPOLMKIIUI, BBIOPAHHBIN U3 TPYIIIIbI, BKIIOYAIOIIEH
MO PQOITUHUI, TIMPPOJTUIUHUI, 8-0Kca-3-a3a-Ounukiio[3.2.1]oKTHII, MUIepUuIuHN,
MUTIEPA3UHWI, TTUTIEPA3UH-2-0H, THA30JIUIUHIII, THOMOpdomunui, 1,3,8-Tpuasza-crnupol[4,5]
nekaH-2,4-1uoH U criupo(1-hranan)nurnepuauH-4-ui, Tie TeTePOIUKINI He00sI3aTeTbHO
3aMEIIEH TUIPOKCUTPYITHOMN, HU3IIUM AJTKWI-(SO,), HU3MIUM aJIKWJIOM, HU3IIUM AJIKUII-
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KapOOHWIIOM WIJIM HU3IIEH aTKOKCUTPYIIIIOWN,

KapOOKCWIIBHOM IPpYIIION, KapOaMOWIOM, UAHOT PYIIION U (DEHUITOM;

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.

2. CoemuHeHud no 1.1,

rie X o6osnauaer C(R®RY), NR'C, 0, S, S(0), S(0,);

R! 0603HauaeT (heHuI1, HeOOBATEIIBHO 3aMEIICHHBIN OT 1 70 3 3aMECTUTEIISIMH,
BBIOpAHHBIMH U3 TPYIIIBI, BKIIOYAIONIEH TaJIOTeH, THIPOKCUTPYITITY, HU3IIHNA KW,
TUAPOKCU-HU3IIMH ankuil u CN;

R? 0603HaYAET BOZOPO/ WM HU3IINMN ATKWT;

R? 1 R* 0603Hauat0T BOKOPOX;

R> u R® 0603Ha9a10T BOIOPOL;

R’ 0603Ha4aeT OKCaIMA30I I WM TPUABOIIHIL, TIPU TOM OKCATUA30IIMI HIIH TPHA30IIT
3amerens R

R® u R® 0603Hauator Bogopox;

R!0 0603HAUACT BOJIOPO/I, HUBIIWI aJIKWJT, HUBIINN aJIKUI-KapOOHWI WIW HU3LIUN
AJTKWII-CYIb(DOHUIT;

R'! 0603HaUACT apyIl WK reTepoapuiI, BHIOPAHHbIC U3 TPYIIIbI, BKIIOYAIONIEH
MUPUIMHWIT, TTUPA3UHWIT, TUPUMUIUHWI, TUPUIUHUI-2-0H, OKCAAUA30IWIT, UH1a30J1u1, 1,3-
TUTUIPOOEH3UMHUIA30]1-2-0H, 1,3-TUTHIPOUHIO0N-2-0H, OEH3TPUA30JINI,
UMUIA30TIMPUTUHIIT, TPUAZOJIITUPUIUHII, TETPAZOITTUPUIUHIAIT U OCH3UMUIA30JIUIL, T/
apuI WK TeTepoapuil HeO0OS3aTEIIbHO 3aMeIIeHBI OT 1 10 3 3aMeCTUTEISIMH, BBIO pAHHBIMU
U3 TPYIIIBI, BKIIOYAIOMIEH HU3IINM aTTKWJ, THAPOKCU-HUZIINN aJIKWI, GTOP-HUBLINI aTKWJ,
HU3IIYIO aJIKOKCUTPYIIITY, TAJIOTEH, S(OZ)RB, C(O)R14, NO,, NR15R16, UMUIA30JIUI,
MMUPA30JIWIT, TETPA3OJIWI, MUPPOJIUIT U (DEHUT-HUBIIYIO AITKOKCUTPYIIITY, T/I€ UMHIA30JIUIT
HeoOs13aTeIbHO 3aMEIeH HU3IIUM aJIKWIOM;

R'? 0603HaUaeT BOLOPOJI WM HU3IIHIA AJTKUI;

R!3 0603HauaeT HU3IIMI AJIKWII, NR'"R'® pim (TOP-HUBIINIA ATTKWUIT,

R'4 0603Hauaer NR'°R?°, HUBIIYIO AJIKOKCUTPYIIILY WIN HUBLIWNA aJIKEHUI-OKCUTPYIIILY;

R'> 1 R'6 He3aBucuMO pyr oT Apyra 0603HAYAIOT BOAOPO, HUIIHA ATKWT, HU3IIHiA
AJIKWIT-KapOOHWIT, HUBIIHI ajTKuT-SO,, HU3IIHIN aJTKeHWI-OKCU-KapOOHWIT, HU3IIUN
ankui-NH-kapOoHWIT; niu

NRPR!¢ 0603HaUaeT reTeponMKINT, BEIOGPAHHBIN U3 TPYIIIBI, BKIIOYAIOIIEH
MO PG OITUHUI, TAOMOPGDOTUHUI, 1,1-THOKCOTHOMOPHOTUHUIL, TTUTICPUTUHIIT,
TUTIEPUIVH-2-0H, TIUIIEpa3uH-2-0H, 8-0Kca-3-a3a-0unukio[3.2.1]oKTuiI, mUurnepa3uHuI u
NUPPOTUANHUII, TAE T€TEPOUUKIIMI HEOO0S3aTEIbHO 3aMEIIEeH TUAPOKCU-HUBIIUM ATTKUIIOM
WA HU3IIUM aJIKAI-KapOOHUIIOM;

R!'7 u R'® nesaBucumo apyr ot apyra 0603HAYAIOT BOLOPOI, HU3IIHIA aTKII, THAPOKCH-
HU3IIWN AJTKWJ, HU3IIYIO aJTKOKCUTPYIITY-HU3IINUN aJIKWIT; WA

NR!"R!8 0603HauaeT MOphOIMHNT;

R u R? uezaucumo JIpyT OT Apyra 0603HAYAIOT BOIOPOI, HUBIIMNI AJTKHUIT,

LUKJIO TKWJ, TUIPOKCU-HUBIINI ATKWIT WIM HU3IIYIO AJIKOKCUTPYITY-HU3IIWKN aJTKWAJT; WIN

NR!'”R?Y 0603HauaeT reTeponUKIII, BEIOPAHHbIN U3 TPYIIIbI, BKITIOYAIOMIEH
MO PQOITUHUI, TIMP POJITUIUHUII, 8-0Kca-3-a3a-0unukiio[3.2.1]oKTus, re reTepOIUuKII
Heo0s3aTeNIbHO 3aMEIeH TUAPOKCUT PYTITION, HU3IINM alTKWIT-S(0,);

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.
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3. Coemunenus 1o 1.1 win 2, rie R' 0603nauaer (dheHus1, HeoOsI3aTeNIPHO 3aMEIIICHHBIN
raJJOr€HOM, THIPOKCUTPYITIIOMN, TP OKCH-HU3IINUM aTKWIoM Wi CN.

4. Coemuenus 1o 1.1 wmu 2, re R! 0603nauaer dhenut.
5. CoequHenust o 11.1 wiu 2, rae R? 0603HaUaeT BOJOPO/I.

6. Coemunenust 1o 1.1 wim 2, rme R7 0603nauaer
R12

J, XN N X0 ’

\ﬁ/N | \>;Rll />;Rll | />—Rll

| >—R_ll N‘“"“N /NH“N Ny

N \ R12

N Ri2
'," I N '1" /N 5
| \>iR11 )*Rll
Nmo OMN

rae R uR'? onpenenens B 11.1.
7. Coemuuenust 1o 1.1 wiu 2, rie R7 0603nauaer

L7 NJIn o

e P
; />—Rll \ />—R
i TN

R12

b

rae R uR'? onpenenens B 11.1.
8. CoequHenus o n.1 wiu 2, roe R’ 0603Hauaer

SN ’
| \>—Rll
N

roe R OIIPEAETICH B II. 1.

9. Coemunenus 1o 11.1 wnu 2, rae X o003HavaeT C(R8R9) win NR'?, rne R®, ROu R0
ONpPEJEIICHBI B II. 1.

10. Coenunenusd o 11.1 wiu 2, rae R!0 0603HaUaeT BOAOPO/I.

11. Coemunenns ro .1 umu 2, rae R!'! 06031auaeT deHM umm retepoapu, BEIOpaHHBII
U3 TPYIIIbI, BKIIIOYAONIEH TUPUINHWI, TMPA3UHWI, TUPUAUHUII-2-0H, UH1a30/Iu1, 1,3-
JTUTUIPOOEH3UMHUIA30J1-2-0H, 1,3-TUTrHIPONH IO0I-2-0H, OEH3TPUA30JIUIT U
OeH3UMUIA30IWI, TIPU ITOM (DEHWIT UM TeTEpOoapuil He0OsI3aTeIbHO 3aMeIleHbI OT 1 10 2
3aMeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIIbI, BKIIOUAIOIIEH HU3IIUN AJTKWIT, TUIPOKCH-
HUBIIHI ATTKWT, (TOP-HU3IINIA AJIKIIT, HU3IIYIO aIKOKCUIpYIITy, TazoreH, S(0,)R 13,
C(O)R'*, NO,, NR'PR 6, umumaz o, mupazonu, TeTpa3oui, TUpPOIHI U heHHI-
HUBIIYIO AJIKOKCUTPYIIITY, TIPU 9TOM UMUIA30JIUII HE0OS3aTeIbHO 3aMEIeH HU3IITUM
AJIKUJIOM, TIIE R13, R14, RPuR!6 OIPEAEIICHBI B II. 1.

12. Coenmnenns no 1.1 wmm 2, tae R!! 0603nauaeT dhermn umm rerepoaput, BEIGpaHHEI
U3 TPYIIIbI, BKIIIOYAIOIEH TUPUINHWI, TMPUAUHWII-2-0H, UHAA30JU1, 1,3-
JTUTUIPOOECH3UMHUIA30J1-2-0H, 1,3-TUTHIPONH IO0I-2-0H, OEH3TPUA30IUIT U
OeH3UMUIA30IWI, TIPU ITOM (DEHWIT UM TeTEpoapuil He0OsI3aTeIbHO 3aMeIleHbI OT 1 10 2
3aMECTUTEIISIMH, BRIOPAHHBIMH U3 TPYIIIHI BKIIOUAIOIIEH (GTOP-HU3IIHNI aJIKWII, TaJIOTeH,
C(O)R14 u NR15R16, rae R14, Ry R OIIPEAEIICHBI B II. 1.

13. Coenunenud 1o 11.1 wiu 2, rae R!! 0603HaUaET 1H-uanazon-5-uin, 1H-uamazom1-6-
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wi, 1,3-IuruaponHI0i-2-0H-6-1i1, 1,3-muruapooeH3uMuaason-2-oH-5-ui, 1,3-
TUTUIPOUHOJ-2-0H-5-u11, 1H-6en3oTpuason-5-wi, 1H-6enzumunazon-5-un, 1H-
MUPUIUH-2-0H-4-u11, 4-pTopdenun, 3-tpudropmerundennt, 1H-6ensumunazon-5-um, 3-
Oenzamus, S-HukoTUHAMUJ, 3-(N-anetamum)dennn uiu 3-(N-meTancyTbhoHaMuT )(HEHUIT.

14. Coemunenns o 11.1 wm 2, tie R'! 0603HavaeT denn wimm rerepoapui, BeIGpaHHbI
Y3 TPYIIIIbL, BKJIIOUAKOUIEN 2-0KCo-2,3-auruapo- 1 H-unmon-5-ui, nupumMuang-4-oH,
dbypaHu, THATIUA30IWIT, TTUPA30JIWI, U30KCA30JIWIT, TUPUMUIUH-2,4-TUOH, O€H30KCa3WH-3-
OH, 1,4-muruapoOeH30KCa3uH-2-0H, UHIOIWI, THOGEHUIT, OKCAa30JIWI, OEH30KCa3WH-2-0H,
3,4- TUTUIP OXUHA3O0JIMH-2-0H, TIMPUIA3UHUII, XMHOKCAJTMHWI, O€H30THA3 0N,
OeH30THaINA30JIWI, HATUPUIVHWI, IUHHOJIMHUI, 1,4- IUTUAPOXUHOKCATIUH-2,3-TUOH
U 1,2-IuruapouHaa3o0Ii-3-0H, MpU 3TOM (DEHUIT WK TeTepoapuil HeoOSI3aTeIbHO 3aMEIICHBI
oT 1 10 3 3aMecTUTENSIMH, BRIOpAHHBIMH U3 TPYIIIIBI, BKITIOUAIOIIEH THAPOKCUTPYIIILY,
B(OH),, xapOOKCH-HU3IIYIO aJIKOKCUTPYIIITY, KAPOAMOWII-HU3IIYIO AIKOKCUT PYIIITY,
quaHorpymy, [1,3,4Jokcaauason-2-0oH, OKCaaua30JInil, TPUA30JIUII U U30KCA30JIN, T11€
M30KCA30JIMII He00S3aTEIIbHO 3aMEIeHbl HU3IIUM AJIKHIIOM.

15. Coemunenns o 11.1 wm 2, tie R'! 0603HavaeT denn wimm rerepoapui, BeIGpaHHbI
U3 TPYIIIIBI, BKIIOYAIOLIEH MUPUIUHWI, 1,3-1uruaponnaoi-2-ox, 1H-6emsumugasonun, 3H-
nmupuMUIUH-4-0H, 1H-timpazonui, uzokcazonui v 4H-6eH30[ 1,4]okca3uH-3-0H, TpU 3TOM
(heHUIT UM reTepoapuil HeoOsI3aTeIPHO 3aMEIIeHBI OT 1 10 3 3aMeCTUTEIISIMU,
BBIOPAHHBIMH U3 TPYIIIBI, BKIIOYAIONIEH HU3IIHWIA aJTKWI, TUIPOKCUT PYIIITY, TaJTOTEH U
NR15R16, rae R“uRD OIPEAEIICHBI B II. 1.

16. Coenunenud 1o 11.1 wiu 2, rae R!! 0603Hauaer 2-metun-3H-nupumuaua-4-oH, 5-
METWIN30KCa30J1-3-wi1, 1H-mpaszon-3-wi, 6-aMuHOIMpUAnH-3-Wi, 1,3-IUruapouHI01-2-
OH, 2-amuHoTMpuauH-4-ui, 4H-6en30[ 1,4]okca3un-3-ox, 1 H-6en3umunazon-5-wui, 3-(N-
aneramMun)-4-propheHuT uim 2-ruAPOKCUITUPUIUH-4-1IT.

17. Coenunenus 1o 1.1 wim 2, rae R'? 0603navaet BOJIOPO/I.

18. Coenunenud o 11.1 wiu 2, rae R!3 0603HaUaET HUBMIMIA ATTKHIL.

19. Coemuuenus o 1.1 wiu 2, tie R'* 0603nauaer NR1PR?, u rae R!? u R
ONpPEJIEIICHBI B II. 1.

20. Coenunenud 1o 11.1 wiu 2, rae R!% 0603HAUAET HUBLIMIA ATTKHIL.

21. Coenunenus no 1.1 wmm 2, rae R u R'® HesaBucumo npyr ot apyra 0603HauaroT
BOJIOPOJI, HU3IIIHI aJIKWJI, HU3IIWM aJTKWIT-KapOOHUI, HU3IIHNM alKuiT-SO,, HU3IIUi
AJIKEHWI-OKCUKapOOHWT WM HU3LIKH ankui-NH-kapOoHut; uin NR!’R!® 0603naU2eT
TreTEPOIMKIIWI, BEIO pAHHBIN U3 TPYIIIHI, BKIIFOYAOIIEH MOP(OIUHII, THOMOPQOITMHUT,
1,1-1oKcoTHOMOP(DOTUHIII, TTUTIC PUIMHIIT, TTUTIEPUIVH-2-OH, TIUTIEpa3uH-2-0H,
MUIMEePA3ZUHWI U TUPPOJIUIUHUI, TIPYU ITOM FeTePOLUKINI HEOOS3aTeIbHO 3aMEIeH
TUAPOKCU-HU3IINM QJTKAIIOM WIIA HU3IIUM aJTKUI-KapOOHUIOM.

22. Coemunenus o 1.1 wim 2, riae R'° u R' nesaBucuMo npyr ot apyra o603HayaroT
BOJIOPO/I, HU3IIUHN AJIKWIT-KapOOHUIT WIN HU3MIUI ankui-SO,.

23. Coenunenus 110 11.1 wimn 2, rae NRPR1® 0603Hauaer rerepoumkmin, BeiGpanHHbIil u3
TPYNIbL, BKIOYAIOWIEH 1,1-1MOKCON30TUA30IMAUHIIL, TIMPPOJIUINH-2-0H,
MMUIA30JIMANH-2,4-TMOH, 2,4-nuruapo( 1,2,4]tpuazon-3-oH, IMppOIUAUH-2,5-TUOH,
A3€TUIMH-2-0H U 1,3-IMruApouMHnIa30i-2-0H, IIPU 3TOM T€TEPOLUKINI HEOOS3ATEITBHO
3aMeIeH THIPOKCU-HU3IINM AJTKUIIOM WK HU3IITUM TKAI-KapOOHUITOM.

24. Coemuuenus no 1.1 wim 2, rae R!7 u R'® HesaBucuMo mpyr ot apyra 0603Ha4aroT
BOIOpO Wiy Husimmit amkwt; wn NR!7R!'® 0603nauaer mopdommam.
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25. Coenunenns 1o 11.1 wmn 2, rae R'” u R?° mesasucnumo apyr ot gpyra 0603Ha4aor
BOAOPO/, HU3LIMHI AJIKWUII, UUKJIOAJIKWTL, TUIPOKCU-HU3IINN AJIKWJI, HU3LIYIO
AJKOKCUTPYIITY-HU3IINNA AJIKWAIT; UITU NRPR? 0603HauaeT TeTEPOIMKIINI, BEIOPAHHBIN U3
CPYIIIBI, BKIIOYAOIEH MOP(OIMHII U MPPOTUIUHII, IIPU 3TOM TeTePOLUKITHIT
Heo0s3aTeNIbHO 3aMEIICH TUAPOKCUTPYTITION WITH HUZIIMM aJTKWIT-S(0,).

26. Coemunenus no 1.1 wim 2, rae R'” u R o603Hauaror BOZOPOL.

27. CoenuHeHud 1o 11.1 wiu 2, rae R u R? 0603nauaroT NMAHO-HU3ILWN AJIKWIT; WU
NR ”R?° 0603Ha4aeT reTepOLUMKIINI, BHIGPAHHBIA U3 TPYIIIIbI, BKIIOUAIOIICH
TTUATICPUIVHIIT, TIMTIEPA3UHUIT, TTUTIEPA3UH-2-0H, TUA30JTUIUHWI, THOMOPhOIUHNW, 1,3,8-
Tpuaza-crmpol4,5]nexkan-2,4-1uoH u cnmpo(1-prasian)mnepuauH-4-uii, Ipu 3ToM
TeTEPOIMKIIMIT HEOOS3aTeTbHO 3aMEIIeH THAPOKCUTPYIITON, HU3MINUM alKui-(SO,),
HU3BIIUM AJIKWJIOM, HUZIIMM aJIKWI-KapOOHUIIOM, KapOOKCUIIBHOM TPYIIIOH,
KapOaMOWIOM, HU3IIEH aIKOKCU-KapOOHUIIOM, IMAHOTPYIIIOH, (DEHUIIOM WM HU3ILEH
AJIKOKCUTPYIIIION.

28. CoenvMHeHus 110 I1. 1 WM 2, KOTOpPBIE SBISIIOTCS R-u30MepaMu U KOTOpBIE
o0o3Hauarorcs popmynoit (I1a)

b

R3

- (Ia)

rae Rl, R2, R3, R4, R5, R6, R'uX OIIPEJEICHBI B OJTHOM M3 Iirl. 1-27.

29. CoenviHeHus 110 11. 1 WM 2, BRIOpaHHBIE U3 TPYIIIBI, BKITFOUAIOIIEH:

(R)-1-{2-[3-(4-Metoxcudenun)-[ 1,2,4]okcaanazo-S-wui | manepuans- 1 -um }-2-
(heHOKCUITAHOH,

(R)-3-(2-{2-[3-(4-MeTtoxcupennn)| 1,2,4] okcaauazor-5-ui [murepuans- 1 -um }-2-
OKCO3TOKCH)OCH30HUTPUII,

(R)-1-{2-[3-(4-Metoxkcudenun)-[ 1,2,4]okcaanazo-S-wui | munepuann- 1 -um }-2-
dbeHokcunponau-1-oH,

(R)-1-{2-[3-(4-bpomdennn)-[ 1,2,4]oxcaanazon-S-wi | nunepuauH- 1-um } -2-
(h€HOKCUITAHOH,

(R)-2-(4-Tunpoxcudenokcn)-1-{2-[3-(4-metoxcudennn)-[ 1,2,4]oxcannazon-5-ui|
IIUIIEPUIUH- | -1I1 } 3 TAHOH,

(R)-2-(4-XnopdeHokcn)-1-{2-[3-(4-meToxcudennn)-[ 1,2,4]Jokcaauazon-5-un|
IIUIIEPUIUH- | -1I1 } 3 TAHOH,

(R)-2-(4-TunpoxcumerwindeHokcu)- 1-{2-[3-(4-meTokcudenunn)-[ 1,2,4Jokcaauazon-5-umn]
IIUIIEPUIUH- | -1I1 } 9 TAHOH,

(R)-2-(3-Xnmopdenokcn)-1-{2-[3-(4-meToxcudennn)-| 1,2,4]Jokcaauazon-5-u|
IIUIIEPUIUH- | -1I1 } 3 TAHOH,

(R)-2-(4-Dropdenokcn)-1-{2-[3-(4-meToxcudennn)-| 1,2,4]Jokcaamuazon-5-un|
IIUIIEPUIUH- | -1I1 } 3 TAHOH,

(R)-1-{2-[3-(4-DTopdenun)-[ 1,2,4]okcanmazon-5-wimunepuant- 1 -um }-2-
(h€HOKCUITAHOH,

(R)-1-{2-[3-(4-Metancynbdonundennn)-[ 1,2,4]Jokcanna3on-5-u|nune puauH- 1 -u }-2-
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(h€HOKCUITAHOH,

(R)-4-{5-[1-(2-Penokcnane Tt )munepuann-2-uwil-[ 1,2,4]okcaanazon-3-mi }
O6eH3ocynTbhoHaMUS,

(R)-2-(4-®Dropdenokcn)- 1-[2-(3rmpuann-4-un-[ 1,2,4]okcaamnazomn-5-un)nune puaud- 1 -ui|
3TaHOH,

MetunoBsiii 3¢up (R)-3-{5-[1-(2-perokcuanetvn)nurnepuaud-2-uil-[1,2,4]
OKCaaua30JI-3-11 }0eH30MHOM KUCITIOTHI,

(R)-1-{2-[3-(3-Hutpodenun)-[1,2,4]okcaanaso-S-um | murepuana- 1 -um }-2-

(h€HOKCUITAHOH,
(R)-1-{2-[3-(3-Hutpodenun)-[1,2,4]okcaanaso-S-un | murepuana- 1 -um }-2-
(heHOKCUITAHOH,
(R)-3-{5-[1-(2-Penokcnane Tt )munepuann-2-uwil-[ 1,2,4]okcaanazomn-3-ui }
O6eH30CcyTbhoHaAMUT,

(R)-2-PeHoxkeu-1-[2-(3-mupaszun-2-ui-[ 1,2,4]okcaanazon-S-ui) e puanH- 1 -ui |3 TaHoH,

(R)-1-(2-{3-[4-(Mopdonun-4-cynbhonun)hennn]-[ 1,2,4]okcanua3on-5-um }
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

(R)-1-{2-[3-(6-MeTokcunupuaun-3-wn)-[ 1,2,4Jokcaanaszon-5-wi|nunepuana- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(3-Tunpoxcumerwidenunn)-[ 1,2,4]okcaanuazoi-5-ui | mure puaus- 1 -umi } -2-
(h€HOKCUITAHOH,

Annunossrit a¢pup (R)-6-{5-[1-(2-penokcraneTvn)mune puaun-2-ui|-[1,2,4]
OKCaauazoJi-3-uil }HUKOTUHOBOM KUCJIOTHIL,

(R)-1-{2-[3-(4-Nmunazon- 1 -undenun)-| 1,2,4]okcaanazon-S-ui | manepuaut- 1 -um }-2-
(heHOKCUITAHOH,

(R)-N-Metun-4-{5-[1-(2-penoxcuanerun)munepuau-2-ui]-[ 1,2,4]oxcaamuazon-3-
W1)0eH301CyIb(POHAMUT,

(R)-1-{2-[3-(6-Mopdonua-4-winmupuaun-3-un)-| 1,2,4Jokcaarnaso-5-ui | mure puavH- 1 -
Wi }-2-(heHOKCUITAHOH,

(R)-2-Denoxcu-1-{2-[3-(4-tpudropmerancynbponmiperaun)-| 1,2,4]okcaanazon-5-ui|
MUIIEPUIMH- | -UJT } STAHOH,

(R)-2-Denoxcu-1-{2-[3-(4-rpudropmetrnipennn)-[ 1,2,4]okcaauazon-S-ui | mumne puayH- 1 -
WJI }3TAaHOH,

(R)-1-{2-[3-(4-Xmopdenun)-[ 1,2,4]okcanmuazon-5-un|nune puanH- 1 -u }-2-
(heHOKCUITAHOH,

(R)-N-(4-{5-[1-(2-®PeHoxcHnane T )iunepuann-2-uil-[ 1,2,4Jokcaanaszon-3-ui }-2-
TpupTOpMETUIHEHIIT)aeTAMUI,

(R)-1-{2-[3-(3-Metancynbdonundennn)-[ 1,2,4]Jokcannazon-5-ui|nune puau- 1 -u }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-Metun-3-uutpodenun)-[ 1,2,4]okcaauazon-5-wi Jmurepuaut- 1 -umi } -2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-Metoxcu-3-aHurpodenun)-| 1,2,4|okcaanazo-S-ui | e puavH- 1 -um }-2-
(heHOKCUITAHOH,

(R)-N-(2-T'unpoxcuatui)-4-{5-[1-(2-peHokcuane Tvim) munepuauH-2-uil-[ 1,2,4]
OKCaIMa30J1-3-ui1 }0eH30CyIb(hOHAMUI,

(R)-N-(2-Metokcuatui)-N-metuin-4-{ 5-[ 1-(2-dheHokcuane Tvin ) mure puauH-2-ui|-[ 1,2,4]
OKCaIMa30J1-3-ui1 }0eH30CyIb(hOHAMUI,

(R)-N,N-dumetnin-4-{5-[ 1-(2-beHoKcuane T mune puanH-2-ui|-[ 1,2,4Jokcaanazoi-3-u }
O6eH3ocynbpoHamu,
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(R)-N,N-Huatun-4-{5-[1-(2-perHokcuane Tvi ) une puauH-2-ui|-[ 1,2,4Jokcaamua3on-3-ui}
OeH30JICYTh(hOHAMUT,

(R)-1-{2-[3-(2-Mopdonun-4-winmupuaun-4-un)-| 1,2,4Jokcaanaso-5-ui | mure puavH- 1 -
Wi }-2-(heHOKCUITAHOH,

(R)-2-Denoxcu-1-{2-[3-(3,4,5,6-terparuapo-2H-[1,2'|ounmpuauann-4'-un)-[ 1,2,4]
OKCAAMA30JI-5-WI | IUNEPUIUH- 1 -WI1 } STAHOH,

(R)-2-Denoxcu-1-{2-[3-(2-tuomophorH-4-unnupuauH-4-un)-[ 1,2,4Jokcaaunazon-5-un|
MUIIEPUIMH- | -UJT } STAHOH,

(R)-1-{2-[3-(2-AusTriiamMmuHommpuanH-4-un)-[ 1,2,4]okcaanua3oii-5-ui Jnunepuans- 1-um } -
2-(heHOKCUAITAHOH,

DTtunosslit 3¢up (R)-4-{5-[1-(2-penokcuaneTun)nunepuaut-2-wil-[ 1,2,4]Jokcaanazon-3-
W1 } TIMPUIMH-2-KapO OHOBOM KUCITOTHI,

(R)-1-(2-{3-[6-(4- AueTunmnunepasus- | -um)rmupuann-3-un]-[ 1,2,4Jokcaauazon-5-wm }
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

(R)-1-{2-[3-(2-Nmupazoi- 1 -unnupuann-4-un)-[ 1,2,4Jokcaana3omn-S-wi | nune puavH- 1 -
Wi }-2-(heHOKCUITAHOH,

(R)-1-(3-{5-[1-(2-DenokcnaneTun ) mrnepuaus-2-un|-[ 1,2,4Jokcaamna3oin-3-ui }
(heHWIT) MUIe pUUH-2-0H,

(R)-1-(2-{3-[4-(3H-Umunazon-4-un)dennn]-[ 1,2,4]okcaanuazoi-5-ui } TUIe puandH- 1 -1i)-
2-(heHOKCUAITAHOH,

(R)-1-(2-{3-[4-(2-MeTunumua3oi- 1 -un)penun]-[ 1,2,4]okcaanazo-5-ui } murne puavH- 1 -
Wi1)-2-(eHOKCUITAHOH,

(R)-2-Penoxkeu-1-{2-[3-(2-nupazo- 1 -unnupuaus-4-ui)-[ 1,2,4]okcaauazon-5-umn|
MUIIEPUIMH- | -UJT } STAHOH,

(R)-4-(5-{5-[1-(2-DenokcnaneTun)murepuaus-2-un|-[ 1,2,4Jokcaamna3oin-3-ui }
IUPUIMH-2-WUIT)IIUTIEPA3UH-2-0H,

(R)-2-Denoxcu-1-(2-{3-[4-(1H-TeTpazon-5-un)denun]-[ 1,2,4Jokcaanazon-5-um }
[UIIEPUIMH- | -UIT)3TAHOH,

(R)-1-{2-[3-(1H-NUnpa3zon-5-wn)-[1,2,4]okcaauazon-S-ui|nure puaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(1H-Nnpa3zon-6-wn)-[1,2,4]okcaauazon-S-ui|nure puaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-DTop-3-TpudTopMeTriderun)-[ 1,2,4Jokcaanaszon-S-ui | murnepuamH- 1-
ui }-2-(heHOKCUITAHOH,

(R)-6-{5-[1-(2-Penokcuanetwi)nunepuann-2-uil-[1,2,4Jokcaguaszon-3-wui }-1,3-
JUTUIPOUHION-2-0H,

(R)-5-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[1,2,4Jokcaguaszon-3-wui }-1,3-
JTUTUIIPOOCH3UMHUIA30J1-2-0H,

(R)-5-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[1,2,4Jokcaguaszon-3-wui }-1,3-
JUTUIPOUHI0I-2-0H,

(R)-1-{2-[3-(1H-ben3orpuaszoin-5-un)-[1,2,4]okcannaszoin-5-wi|munepuaus- 1 -ui } - 2-
(h€HOKCUITAHOH,

(R)-1-{2-[3-(1H-ben3umuaazon-5-un)-[1,2,4]okcagrazoir-5-wi|munepuaun- 1 -um }-2-
(h€HOKCUITAHOH,

(P)-1-(2-{3-[6-(1,1-AuokcoTHOMOP(OITUH-4-WT) UPUANH-3-1i]-[ 1,2,4]okcaaua3on-5-wi }
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

(R)-N-(4-{5-[1-(2-PeHokcnaneTwin)iunepuann-2-uil-[ 1,2,4Jokcagnazomn-3-mmn }
MIUPUIUH-2-U1 )aleTaMU/I,
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(R)-1-{2-[3-(6-ben3wiokcunupuanu-3-un)-| 1,2,4]okcaanazon-S-ui | nure puauH- 1 -ui }-2-
(heHOKCUITAHOH,

DTtunosslit a3¢up (R)-5-{5-[1-(2-penokcuanetun)nunepuaut-2-wil-[ 1,2,4]Jokcaanazon-3-
WJ1 } HUKOTUHOBOM KHUCIIOTHI,

(R)-4-{5-[4-(2-Denokcuanetun )Mo pdosmH-3-ui]-[1,2,4]okcaauazon-3-un } -1 H-
MMUPUIUH-2-0H,

(R)-5-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[ 1,2,4Jokcaauaszon-3-wi } -1 H-
MMUPUIUH-2-0H,

(R)-2-Denoxcu-1-[2-(5 dpenmn-2H-[1,2,4]Tprazo1-3-win)murne puuH- 1 -ut |3 TaHoH,

(R)-1-{2-[5-(4-Metancynbdonundennn)-2H-[ 1,2,4]Tpuazon-3-wi|nune puaus- 1 -wm } -2-
(h€HOKCUITAHOH,

(R)-1-{2-[5-(3.,4- umeTokcudennn)-2H-[ 1,2,4]Tpuazon-3-u munepuavs- 1 -um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[5-(3.4- Muxnophenmn)-2H-[ 1,2,4] Tpuazo-3-un | muriepuavn- 1-um } -2
(heHOKCUITAHOH,

(R)-1-{2-[5-(4-Dropdennn)-2H-[ 1,2,4]Tprazot-3-ui|nmurepuaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-2-®enoxcu-1-{2-[5-(3-Tpudpropmetundennn)-2H-[1,2,4]Tprazon-3-un|nune puaus- 1 -
WJI } 3TAHOH,

(R)-1-{2-[5-(4-Metoxcudenun)-2H-[1,2,4] tpuazon-3-wi |munepuauH- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-1-{2-[5-(3-Hurpodenun)-2H-[1,2,4] rpua3zon-3-wi Jnunepuaut- 1 -ui } -2-
(heHOKCUITAHOH,

Metunosiii a¢up (R)-3-{5-[1-(2-penokcuanetvn)nunepuauH-2-uil-1H-[1,2,4]
Tpuaz0J-3-ui } 6eH30MHON KUCITOTHI,

(R)-1-{2-[5-(4-DT0p-3-TpudTopMmeTrmndenun)-2H-[ 1,2,4] Tpuazomn-3-wi nunepuans- 1 -
Wi }-2-(heHOKCUITAHOH,

(R)-6-{5-[1-(2-Penokcunanetwn)nunepuann-2-wil-1H-[1,2,4]tpuazoin-3-un }-1,3-
JUTUIPOUHION-2-0H,

1-{3-[3-(4-MeTtoxcudenun)-| 1,2,4]okcaanazon-S-ui Mo phoauH-4-ui } -2-
(heHOKCUITAHOH,

1-{3-[3-(4-Metancynbdonundennn)-[ 1,2,4]oxcannuazon-5-ui|mopdomu-4-umn }-2-
(heHOKCUITAHOH,

4-{5-[4-(2-Denoxkcuanetun ) Mopdosmn-3-ui]-[ 1,2,4]okcaauazor-3-mm}
OeH30JICYTh(hOHAMUT,

1-(3-{3-[6-(1,1- AuokcoToMOop(omH-4-WT) upuanH-3-1|-[ 1,2,4]okcaaua3or-5-un }
MO PG OTUH-4-11)-2-(PeHOKCUITAHOH,

N-(4-{5-[4-(2-Denoxcuanetvn )Mo phoaut-3-uil-[ 1,2,4]okcannazoi-3-ui) mupuanH-2-
Wi1)aneTaMuI,

1-{3-[5-(4-Metancynbbonundenun)-2H-[1,2,4]Tpuazon-3-unmopdonus-4-m)-2-
(heHOKCUITAHOH,

2-®enoxcu-1-{3-[5-(3-rpudropmerrndenun)-2H-[1,2,4]Tprazon-3-uimopdonua-4-mm }
3TaHOH,

(R)-4-{5-[4-(2-Denokcuanetuin )Mo pdosmH-3-mi]-[1,2,4]okcaauazoin-3-un } -1 H-
MMUPUIUH-2-0H,

1-{3-[3-(4-MeTtoxkcudenun)-| 1,2,4]okcaanazon-5-ui|ruoMmoppomu-4-un } -2-
(heHOKCUITAHOH,

1-{3-[3-(4-Metancynabdonundennn)-[ 1,2,4]okcanuazon-5-ui| TuoMmopdouH-4-ui }-2-
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(h€HOKCUITAHOH,

4-{5-[4-(2-DenoxkcuaneTuir) Tuomo pdonua-3-unl-[1,2,4]okcagnazon-3-u}
OeH30JICYTh(hOHAMUT,

2-®eHokcu-1-[3-(3-mupunuu-4-ui-[ 1,2,4]okcaauaszon-5-ui) THOMO PG OTUH-4-Ui | ITAHOH,

1-{2-[3-(4-MeTtoxcudenun)-| 1,2,4]okcaanazon-5-ujnunepa3un- 1-umi } -2-
(heHOKCUITAHOH,

N-(5-{5-[1-(2-DenoKCHane TN )IIMIIEpa3UH-2-Wi|-[ 1,2,4]okcaanazon-3-un) mMpuIuH-2-
Wi)aneTaMuI,

1-{2-[3-(2-Umupazon-1-unnupunun-4-un)-[ 1,2,4]oxcaana3on-5S-winunepasus- 1 -um }-2-
(h€HOKCUITAHOH,

N,N-Huatui-4-{5-[1-(2-peHokcuane Tvi ) mumnepasun-2-uil-[ 1,2,4]oxcaauaszon-3-mi }
O6eH3ocyTbhoHaMUS,

N,N-HumeTun-4-{5-[1-(2-benokcuanetun)nunepasun-2-ui|-[ 1,2,4]oxkcaauazon-3-um }
O6eH3ocynbhoHaMUS,

4-{5-[1-(2-DenokcnaneTun)nurepasuu-2-ui|-[ 1,2,4Jokcaanazon-3-mmn }
OeH30IICYTh(hOHAMUT,

1-{2-[3-(4-Merancynbhouunderun)-[ 1,2,4]okcaanaszon-S-uinunepasun- 1 -um } -2-
(h€HOKCUITAHOH,

2-PeHokceu-1-[2-(3-mupunun-4-umn-[ 1,2,4]okcaamason-5-uin)nurepasu- 1 -wi|3TaHOH,

1-{2-[3-(2,4- Quxnophenun)-[ 1,2,4]okcanuazon-5-ui|nunepas3un- 1 -um }-2-
(h€HOKCUITAHOH,

2-PeHokcu-1-[2-(3-mupunun-2-ui-[ 1,2,4]okcaamason-5-uin)nurepasu- 1 -wi|3TaHOH,

2-PeHokcu-1-[2-(3-mupunuH-2-ui-[ 1,2,4]okcaamazon-5-uin)nurepasvt-2-wi|3TaHOH,

1-{2-[3-(4-Hurpodenun)-[ 1,2,4]Jokcaanazon-S-ui|nunepasut- 1-ui } -2-heHOKCUITaHOH,

1-{2-[3-(6-MeToxkcunupuaun-3-un)-[ 1,2,4Jokcaana3oi-S-wi|nunepas3us- 1 -um }-2-
(h€HOKCUITAHOH,

1-{2-[3-(6-Mopdonun-4-unnupuant-3-un)-[ 1,2,4]okcaanaszot-S-usJnunepasus- 1 -ui } -2-
(h€HOKCUITAHOH,

1-{2-[3-(3-Tunpoxcumetundenunn)-[ 1,2,4Jokcaauaszo-S-ui|nurnepasud- 1 -ui }-2-
(h€HOKCUITAHOH,

1-{2-[3-(4-AusTunamunodenun)-[ 1,2,4]oxcaaua3on-5-ui Jnumnepasvs- 1 -um }-2-
(h€HOKCUITAHOH,

1-(2-{3-[4-(Mopdommn-4-cynbhonun)dennn]-[ 1,2,4]okcanua3on-5-ui jrunepasus- 1-
WI1)-2-(eHOKCUITAHOH,

N-Metun-4-{5-[1-(2-penokcuanervn)nunepazus-2-uil-[ 1,2,4Jokcaanazon-3-u}
OeH30JICYTh(hOHAMUT,

N-(2-MeTtokcuatu)-N-meTuin-4-{5-[ 1-(2-heHokcrane Tuin)nmunepasud-2-uil-[ 1,2,4]
OKCaIMa30J1-3-ui1 }0eH30JICyTb(POHAMUI,

1-{2-[3-(4-Xnopdennn)-[ 1,2,4]okcanuazon-5-wi|nunepasut- 1 -ui }-2-peHOKCUITaHOH,

N-(4-{5-[1-(2-DenokcuaneTun)nurepasut-2-ui|-[ 1,2,4Joxkcaauazon-3-um }-2-
TpUuGTOpMETUIHEHIIT)ALETAMUI,

AnnunoBsrit apup 4-{5-[1-(2-peHokcuaneTn)munepa3un-2-uil-[ 1,2,4Jokcaauaszon-3-
1J1)OEH30MHOM KUCIIOTHI,

1-{2-[3-(4-Metun-3-autpodenun)-| 1,2,4]okcaauaso-S-ui|nurepa3uH- 1 -ui } -2-
(h€HOKCUITAHOH,

1-{2-[3-(4-Metoxcu-3-aurpoderun)-| 1,2,4]Jokcaanazon-S-ui|nunepa3un- 1 -umi } -2-
(heHOKCUITAHOH,

1-{2-[3-(4-Xn0op-3-uutpodennn)-[ 1,2,4]oxcanua3on-5-ui|numnepasun- 1 -um }-2-
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(h€HOKCUITAHOH,

MetunoBsiii 3¢up 3-pTop-4-{5-[1-(2-peHokcuaneTwn)nmunepa3ut-2-uin|-[1,2,4]
OKCaaua30JI-3-u1 }0eH30MHOM KUCITIOTHI,

DTunoBslit a¢up 4-{5-[1-(2-penokcuanervn)nmunepaszus-2-uil-[1,2,4]Jokcaarazon-3-um}
TUATIEPUIVH-2-KapOOHOBOM KUCITIOTHI,

2-®eHokcu-1-{2-[3-(4-munepunus- 1 -undennn)-[ 1,2,4]Jokcaanazon-5-ui [nunepas3us- 1-
WJI }3TAHOH,

1-{2-[3-(4-Mopdonaun-4-undennn)-[ 1,2,4]okcaauaszo-5-un Jnurnepa3ud- 1 -ui }-2-
(h€HOKCUITAHOH,

1-(2-{3-[4-(2-MeTtunumuaa3o- 1 -um)benun|-[ 1,2,4]okcaauaszon-5-ui Jurnepasus- 1 -um)-
2-(heHOKCUITAHOH,

1-(2-{3-[4-(3H-Nmunazon-4-un)denunn]-[ 1,2,4]okcaauazon-5-ui j munepas3us- 1 -ui)-2-
(h€HOKCUITAHOH,

4-(5-{5-[1-(2-DenokcraneTwn)nunepasud-2-uwil-[1,2,4Joxkcaanaszosn-3-ui } MIMpUInH-2-
WII)TIMIIEPA3UH-2-0H,

1-{2-[3-(6-Umunazon-1-unmupunun-3-un)-[1,2,4]oxkcaana3zon-5S-wi|nunepas3us- 1 -um }-2-
(h€HOKCUITAHOH,

1-(2-{3-[6-(4-Auetunmnunepasut- | -wn)rmupuann-3-ui]-[ 1,2,4]okcaauazon-5-umn }
nunepasuH- 1-ui)-2-heHOKCUITAHOH,

2-®eHokcu-1-{2-[3-(4-muppon-1-undennn)-[ 1,2,4]okcaanazon-S-u|munepa3un- 1 -um }
9TaHOH,

2-®eHokcu-1-{2-[3-(4-tpudropmerancynbponunderun)-| 1,2,4]Jokcaauazon-5-u|
IIUIIEpa3UH- 1-Uil } 3TAHOH,

1-{2-[3-(2-Mopdonua-4-unnupuaus-4-un)-| 1,2,4Jokcaanazon-S-un|nunepa3ut- 1 -umi } -2-
(heHOKCUITAHOH,

2-®eHokcu- 1-{2-[3-(2-tuomopdonmH-4-unmmpuaua-4-un)-[ 1,2,4]Joxcanuazon-5-mi|
IIUIIEpAa3UH- 1-Uil } 3TAHOH,

1-(2-{3-[6-(3- uapOKCUMETUITIUP POTUIUH- | -WT) IUpUIUH-3-1i]-[ 1,2,4]okcaauaszol-5-
W1} TunepasuH- 1-um)-2-heHOKCUITAHOH,

(R)-1-{2-[3-(6-MeTokcunupuaun-3-uin)-[ 1,2,4]okcagnason-S-wi|nunepasun- 1-um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(6-Mopdonua-4-unmupuaut-3-ui)-[ 1,2,4]Jokcaanazon-S-ui|nurnepa3us- 1 -
Wi }-2-(heHOKCUITAHOH,

(R)-N-(4-{5-[1-(2-PeHokcnaneTiin)nunepasud-2-ui|-[ 1,2,4Jokcaguaszoin-3-ui } - 2-
TpuGTOpMETUIHEHIIT)aeTAMUI,

(R)-1-{2-[3-(4-Metun-3-uurpodenun)-| 1,2,4]okcaauaszor-5-un jnurepa3uH- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-MeTtun-3-aurpodenun)-| 1,2,4]okcaauaszor-5-un jnurepa3uH- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-Mopdonun-4-wicdennn)-[ 1,2,4]okcaauazon-S-ui|nurnepasuH- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-1-(2-{3-[4-(3H-Nmunazon-4-un)dennn]-[ 1,2,4]okcaanuazoi-5-ui }murnepa3uvn- 1 -um)-2-
(h€HOKCUITAHOH,

(R)-1-(2-{3-[6-(3-[ unpokcuMeTWIIIUP pOIUMAUH- | - IupUaIuH-3-un]-[1,2,4]
OKCaJNa30J1-5-1I JTiunepasut- 1 -uin)-2-heHOKCUITaHOH,

(R)-1-(2-{3-[6-(4- AueTunmunepasus- | -um)nmupuann-3-un]-[ 1,2,4Joxkcaauazon-5-mm }
nunepasut- 1-ui)-2-heHOKCUITAHOH,

T'uppoxnopun (R)-N-(3-{5-[1-(2-penokcuanervn)murepaszuH-2-ui|-[ 1,2,4]okcaanazo-3-
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Wi} geHwn)aneramuaa,

(R)-1-{2-[3-(1H-ben3umuaazon-5-un)-[1,2,4]okcagmaszoii-5-wilnunepa3un- 1 -um }-2-
(heHOKCUITAHOH,

(P)-1-{2-[3-(1H-ben3oTpuazoin-5-un)-[1,2,4]okcaanaszomn-5S-wi|nunepasun- 1 -um }-2-
(h€HOKCUITAHOH,

T'unpoxnopun (R)-1-{2-[3-(1H-unga3oi-5-un)-[1,2,4]Jokcagnason-S-wi|nunepasul- 1 -
Ui }-2-(heHOKCUITAHOHA,

(R)-5-{5-[1-(2-Penokcuane T )nunepa3ul-2-unl-[1,2,4Joxkcaauaszoin-3-un }-1,3-
JTUTUIIPOOCH3UMHUIA30J1-2-0H,

Tuapoxmopun (R)-1-(2-{3-[6-(1,1-muokcoTriomo phonuH-4-uin) mmpuaun-3-wil-[ 1,2,4]
OKCaNa30J1-5-UI JTiurepasuH- 1 -uin)-2-heHOKCUITaHOHA,

(R)-1-{2-[3-(3-Hutpodenun)-[1,2,4]okcaarazon-S-ui|nurepa3ut- 1 -ui } -2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-Dropdenun)-[ 1,2,4]okcanuazon-5-un|nunepas3us- 1 -mm}-2-
(heHOKCUITAHOH,

(R)-4-{5-[1-(2-Penokcuanetwn)nunepa3un-2-uil-[ 1,2,4Jokcaauaszoin-3-wun } -1 H-
MUPUIUU-2-OH,

1-{4-Anetnn-2-[3-(4-meTokcudenun)-[ 1,2,4]oxcaauazon-5-ui|numnepasus- 1 -ui }-2-
(heHOKCUITAHOH,

1-{4-Auetun-2-[3-(4-metancynbhorundenun)-| 1,2,4]okcaanuaszon-S-wui | murepa3uH- 1 -
Wi1)-2-(eHOKCUITAHOH,

4-{5-[4-AneTun-1-(2-heHokcuane Tui ) umnepa3un-2-wil-[ 1,2,4]oxcaaua3on-3-ui }
O6eH30CcyTb(hOHAMMUT,

1-[4- AueTtun-2-(3-mupunuH-4-ui-[ 1,2,4] okcaauaszoi-5-ui) e pasuH- 1 -ui | -2-
(heHOKCUITAHOH,

1-{4-MeTtancynbhonui-2-[3-(4-metoxcudenun)-| 1,2,4]Jokcaanazon-S-ui|munepa3us- 1-
ui} -2-heHOKCUITAHOH,

(R)-1-{2-[5-(4-Dropdenun)-2H-[1,2,4]Tprazon-3-un|nunepasu- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-2-®enoxcu-1-{2-[5-(3-Tpudpropmetundennn)-2H-[1,2,4]Tprazon-3-wi|nunepasus- 1-
WJI } 3TAHOH,

1-{2-[5-(4-Drop-3-Tpudropmetundennn)-2H-[1,2,4]rpuazon-3-un]nunepasus- 1 -ui } -2-
(heHOKCUITAHOH,

1-{2-[5-(4-Merancynbdonundennn)-2H-[1,2,4]Tpuazon-3-un|nunepa3uH- 1 -ui }-2-
(heHOKCUITAHOH,

2-®eHokcu-1-{2-[5-(3-tpudropmetrndennn)-2H-[ 1,2,4]rpuazon-3-ui|nmunepa3un- 1 -ui }
3TaHOH,

2-Penokcu-1-[2-(5-n-ronmn-2H-[1,2,4]Tpra3on-3-wi)nunepasus- 1 -ui3TaHoH,

2-®eHokcu-1-{2-[5-(4-tpudropmetrndennn)-2H-[ 1,2,4]rpuazon-3-ui|nmunepa3us- 1 -ui }
3TaHOH,

1-{2-[5-(4-Metoxcudenun)-2H-[1,2,4] Tpuazon-3-wui|nunepasus- 1 -u }-2-
(heHOKCUITAHOH,

1-{2-[5-(4-DPropdenun)-2H-[1,2,4]Tprazon-3-wi]numnepasus- 1-ui } -2-peHOKCUITAHOH,

1-{2-[5-(3,4- AumeTtokcudennn)-2H-[1,2,4]rpuazon-3-wi|munepa3ut- 1-um } -2-
(heHOKCUITAHOH,

1-{2-[5-(3,4- Quxnopdennn)-2H-[ 1,2,4] Tprazon-3-wi|nmunepa3us- 1 -ui } -2-
(heHOKCUITAHOH,

1-{2-[5-(2-®Propdenun)-2H-[1,2,4]Tprazon-3-wi]numnepasus- 1-un }-2-peHOKCUITAHOH,
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4-{5-[4-MeTun-1-(2-dheHokcraneTun)nunepasun-2-mwil-[ 1,2,4]oxcanmuazon-3-um }
OeH3aMuI,

(R)-1-{2-[3-(1H-NUnpa3zon-5-un)-[1,2,4]okcaguazon-S-umnl-4-MeTUIIIIUIIE pA3UH- | -1 }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-DTopdenun)-[1,2,4]okcanuazon-5-un]-4-meTunnurnepa3ut- 1 -ui }-2-
(heHOKCUITAHOH,

(R)-5-{5-[4-MeTun-1-(2-dbeHokcuaneTvn)umnepa3ud-2-ui|-[ 1,2,4]Jokcaguazon-3-un }-1,3-
JUTUIPOUHION-2-0H,

(R)-5-{5-[4-MeTun-1-(2-dbeHokcuaneTvn)umnepa3ud-2-ui|-[ 1,2,4]Jokcaauazon-3-un }-1,3-
JTUTUIIPOOCH3UMUIA30J1-2-0H,

(R)-1-{2-[3-(1H-ben3umunazon-5-un)-[1,2,4]oxcaauas3oi-5-uwi]-4-MeTUINUNEPA3UH- | -
Wi }-2-(heHOKCUITAHOH,

(R)-1-{2-[3-(1H-ben3orpuaszoi-5-un)-[1,2,4]okcagnazomn-5-ui|-4-MeTUIIUIIE PA3UH- | -
ui }-2-(heHOKCUITAHOH,

(R)-1-{4-Metun-2-[5-(3-tpudropmetundennn)-2H-[1,2,4]Tpuazon-3-un|nunepasus- 1-
WI1)-2-(eHOKCUITAHOH,

(R)-1-{2-[5-(4-Metoxkcudenun)-2H-[1,2,4] tpuazon-3-wn]-4-metunnurnepasut- 1 -ui } -2-
(heHOKCUITAHOH,

(R)-1-{2-[5-(4-Dropdenun)-2H-[1,2,4]Tprazon-3-umn]-4-MeTunnunepa3ut- 1 -um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[5-(4-Metancynbdonundennn)-2H-[ 1,2,4]Tpuazoin-3-ui]-4-meTunumnepa3vs- 1 -
ui }-2-(heHOKCUITAHOH,

MetunoBsiii 3¢gup (R)-4-{5-[4-meTui-1-(2-penokcuanetmm)nunepasud-2-ui|-1H-[1,2,4]
TpUaz3o0J-3-ui } 6eH30MHON KUCITOTHI,

(R)-N-(3-{5-[4-MeTui-1-(2-benokcuanervn)nunepasud-2-uil- 1H-[1,2,4] Tpuazon-3-um }
(dbeHuT)aneTaMus,

(R)-N-(3-{5-[4-MeTui-1-(2-benokcuanervn)nunepasud-2-uil- 1H-[1,2,4] Tpuazon-3-umn }
bennn)MeTaHcy1bhoOHAMU,

(R)-4-{5-[4-MeTun-1-(2-benokcuanetun)mumnepa3ud-2-wi|-1H-[1,2,4]Tpuazon-3-umn }
OeH3aMuz,

(R)-4-{5-[1-(2-DeHOKCHaNE THIT )ITUTIEpUAMH-2-Wi |-[ 1,2,4]0Kcaaua3oi1-3-1i } OeH30MHa s
KHUCJIOTA,

(R)-3-{5-[1-(2-DeHoKCcHane THI )Tunie puanH-2-ui|-[ 1,2,4]okcaauasoii-3-ui } 0eH30MHa st
KHUCJIOTA,

(R)-6-{5-[1-(2-Penokcuane Tt )munepuann-2-uil-[ 1,2,4]okcaanaszon-3-ui JHUKO THHOBAs
KHUCJIOTA,

(R)-2-Drop-4-{5-[1-(2-penokcuanern) e puaud-2-uil-[ 1,2,4Jokcaauazon-3-u}
OeH30MHAas KUCIOTa,

(R)-5-{5-[1-(2-Penokcuane T )nunepuann-2-mil-[ 1,2,4Jokcaanas3o-3-ui } IMpuInH-2-
KapOOHOBAs KUCIIOTA,

(R)-4-{5-[1-(2-Penokcuane T )nunepuann-2-uwil-[ 1,2,4Jokcaanas3o-3-ui } mMpuInH-2-
KapOOHOBAs KUCIIOTA,

(R)-3-{5-[1-(2-Denokcuane i )nmunepuaud-2-uil- 1 H-[1,2,4] tpuazon-3-un joeH3onHas
KHUCJIOTA,

3-{5-[4-(2-Denokcuanetunn)Mopdonun-3-uin|-[1,2,4]okcaarazon-3-um } OeH30MHa s
KHUCJIOTA,

3-{5-[4-(2-Denokcuanetunn)Mopdonuu-3-un|-[ 1,2,4]okcaarazon-3-um } OeH30MHAa s
KHUCJIOTA,
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4-{5-[4-(2-DenokcuaneTir) TuoMmopdonua-3-un|-[ 1,2,4]okcaanazon-3-umi } OeH3aMu I,

4-{5-[4-(2-DenokcuaneTir) TuoMmopdonua-3-un|-[ 1,2,4]okcaauazonn-4-umi } OeH3aMu I,

3-{5-[4-AneTui-1-(2-bpeHokcuane TiI ) iumnepasut-2-un|-[ 1,2,4]oxcaauazo-3-um }
OeH30MHAas KUCI0Ta,

4-{5-[4-AneTun-1-(2-heHokcuane Tui ) umnepasun-2-wil-[ 1,2,4]oxcaaua3on-3-ui }
OeH30MHAast KUCI0Ta,

(R)-4-{5-[4-MeTun-1-(2-benokcuanetun)mumnepa3ud-2-wi|-1H-[1,2,4]Tpuazon-3-umn }
OeH30MHAas KUCI0Ta,

(R)-5-{5-[1-(2-Penokcnane Tt )munepuann-2-uwil-[ 1,2,4]okcaanazomn-3-mi }
HUKOTHHOBOM KMCJIOTA,

1-(2-{3-[4-(Mopdonun-4-kapbonun)denun]-[ 1,2,4]okcaauazo-5-ui June puuH- 1 -u)-
2-(heHOKCUAITAHOH,

(R)-1-(2-{3-[4-(3-Tunpoxcuruppoauaut- 1 -kapoonwn)pernn |- 1,2,4Jokcaanazon-5-um}
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

(R)-N,N-Huatun-4-{5-[1-(2-peHokcuane Tvi ) une puauH-2-ui|-[ 1,2,4]Jokcaamua3on-3-ui}
OeH3aMuI,

(R)-N-Metun-4-{5-[1-(2-penokcuanernn)munepuau-2-uil-[ 1,2,4]oxcaanuazon-3-um}
OeH3aMuL,

(R)-N,N-dumetnin-4-{5-[ 1-(2-dheHoKcuane T mune puanH-2-ui|-[ 1,2,4Jokcaanazoin-3-mi
OeH3aMuI,

(R)-N-D1un-4-{5-[1-(2-penokcuanerun) e puaud-2-ui|-[ 1,2,4Jokcaaua3on-3-um }
OeH3aMuI,

(R)-N-Huxmomnpormi-4-{5-[1-(2-penokcuanetvn ) nurne puaun-2-ui)-[ 1,2,4]oxcaanazomn-3-
W1 }OeH3amMus,

(R)-N-(2-T'unpoxcuatuin)-4-{5-[1-(2-peHokcuane Tvim) munepuauH-2-uil-[ 1,2,4]
OKCaaua30JI-3-m1 }OeH3aMu]I,

(R)-N-(2-Metokcuatu)-N-metuin-4-{ 5-[ 1-(2-dheHokcuane Tvin ) ure puauH-2-ui|-[ 1,2,4]
OKCaaua30JI-3-m1 }OeH3aMu]I,

(R)-N-Metun-3-{5-[1-(2-penokcuanerun)munepuau-2-ui]-[ 1,2,4]oxcaauazon-3-ui}
OeH3aMuI,

(R)-N,N-dumeTnn-3-{5-[ 1-(2-beHoKcuane T ) mune puant-2-ui|-[ 1,2,4Jokcaanazoi-3-mi
OeH3aMuI,

(R)-N-D1un-3-{5-[1-(2-penokcuanerun)mumnepuaud-2-ui|-[ 1,2,4Jokcaaua3omn-3-ui }
OeH3aMuI,

(R)-N-Huxmomnpormi-3-{5-[1-(2-penokcuanetvn )nurne puaun-2-ui)-[ 1,2,4]oxcaamnazomn-3-
Wi }OeH3amMu,

(R)-N-(2-T'unpoxcuatuin)-3-{5-[1-(2-peHokcuane Tvim) munepuauH-2-uil-[ 1,2,4]
OKCaaua30JI-3-m1 }OeH3aMu]I,

(R)-R-(2-Metoxkcuatun)-N-meTui-3-{5-[ 1-(2-benoxcuanetvn ) unepuavn-2-ui|-[ 1,2,4]
OKCaaua30JI-3-m1 }OeH3aMu]I,

(R)-1-(2-{3-[3-(Mopdonun-4-kapbonun)penun]-| 1,2,4]okcaauazo-5-ui } Tumne puayH- 1 -
Wi1)-2-(eHOKCUITAHOH,

(R)-1-(2-{3-[3-(3-T'unpoxkcuruppoauaut- 1 -kapoonwn)pennn |- 1,2,4]okcaanazon-5-um}
MUNEPUIUH- | -1i)-2-(peHOKCUITAHOH,

(R)-N,N-Huatun-3-{5-[1-(2-hpeHokcuaneTvi ) une puauH-2-ui|-[ 1,2,4Jokcaamua3on-3-ui}
OeH3aMuI,

Metunamun (R)-4-{5-[1-(2-penokcranervn)murnepuaun-2-un]-[ 1,2,4]okcaauazon-3-
W) TUPUIUH-2-KapOOHOBOM KUCTIOTHI,
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Humetunamun (R)-4-{5-[1-(2-penokcuanervn)murnepuann-2-unl-[ 1,2,4]okcaauason-3-
W1 } IMPUIMH-2-KapO OHOBOM KUCITOTHI,

Otunamun (R)-4-{5-[1-(2-penoxkcuanetwn)nunepuaua-2-wil-[ 1,2,4]oxcaanazon-3-ui }
MMUPUIUH-2-KapOOHOBON KUCITOTHI,

Jwatunamun (R)-4-{5-[1-(2-penoxcuanervn)munepuarn-2-umnl-[ 1,2,4]okcaauazon-3-wui}
MMUPUIUH-2-KapOOHOBON KUCITOTHI,

(R)-1-(2-{3-[2-(Mopdonun-4-kapOboHuT)mupuauH-4-un|-[ 1,2,4]okcaauazor-5-umn}
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

(R)-1-(2-{3-[2-(3-MeTaHCynb(HOHUIUPPOIUIUH- | -KapOOHWT ) IMpuaAnH-4-1i]-[ 1,2,4]
OKCaNa30J1-5-UI }ITUIepUInH- 1 -1i)-2-peHOKCUITAHOH,

Metunamun (R)-5-{5-[1-(2-penoxcranervn)munepuaun-2-un]-[ 1,2,4]okcaauazon-3-
W) TUPUIUH-2-KapOOHOBOM KUCTIOTHI,

(R)-N-Metun-3-{5-[1-(2-penokcuanerun)munepuaus-2-ui|- 1 H-[1,2,4]rpuazomn-3-um }
OeH3aMuI,

1-N,N-dustun-4-{5-[1-(2-benokcuanetum)nunepasun-2-uil-[ 1,2,4]oxcanauazon-3-ui }
OeH3aMuI,

1-(2-{3-[4-(Mopdonun-4-kapoouun)denun]-[ 1,2,4]okcaauaszon-5-ui Jmunepasus- 1 -ui)-
2-(heHOKCUAITAHOH,

N-Metun-4-{5-[1-(2-penokcuanervn)nmunepazus-2-uil-[ 1,2,4Jokcaanazon-3-u}
OeH3aMuI,

(R)-N-Metun-5-{5-[1-(2-penokcuanerun)munepuau-2-ui]-[ 1,2,4]oxcaauazon-3-ui}
HUKOTHHAMU/I,

(R)-N-D1un-5-{5-[1-(2-penokcuanerun)murnepuaud-2-ui|-[ 1,2,4Jokcaaua3omn-3-um }
HUKOTHUHAMU/I,

(R)-N-/IuaTuin-5-{5-[ 1-(2-beHokcuaneTvn)nunepuant-2-ui|-[ 1,2,4]okcaauason-3-
WJI)HUKO TUHAMMUJI,

(R)-N-/IuaTumn-5-{5-[ 1-(2-beHokcuanetvn)murepuant-2-un|-[ 1,2,4]okcaauazon-3-umi }
HUKOTUHAMU/I,

(R)-N-(2-T'unpoxcuatui)-5-{5-[1-(2-peHokcuane Tvim) munepuaus-2-uil-[ 1,2,4]
OKCaauazoJi-3-ui }HUKOTUHAMMI,

(R)-N-(2-Metokcuatu)-N-metuin-5-{ 5-[ 1-(2-dheHokcuane Tvit ) rure puauH-2-ui|-[ 1,2,4]
OKCaauasoJI-3-ui }HUKOTUHAMMI,

(R)-N-Huxmomnpormi-5-{5-[1-(2-penokcuanetvn ) nurne puaun-2-ui)-[ 1,2,4]oxcaamnazomn-3-
WJI } HUKOTUHAMMU/I,

(R)-1-(2-{3-[5-(3-T'uppokcurupp oiauaus- | -kapOoHWT ) TupuauH-3-wi|-[ 1,2,4]
OKCaNa30J1-5-WUIT)[TUTIEPUANH- | -1IT)-2-(heHOKCUITAHOH,

(R)-4-{5-[1-(2-Denokcuane v )munepuanH-2-ui|-[ 1,2,4]okcaanason-3-ui } e H3amuI,

(R)-3-{5-[1-(2-Denokcuane v )unepuant-2-ui|-[ 1,2,4]okcaanuazon-3-ui } e H3amuI,

Awmun (R)-4-{5-[1-(2-peHokcuane v )murepuann-2-un|-[ 1,2,4]okcaauazon-3-umi }
MMUPUIUH-2-KapOOHOBON KUCITOTHI,

(R)-3-{5-[1-(2-Denokcuanetun)nmunepuaud-2-ui|l-1H-[1,2,4] tpuazon-3-un joeHzamus,

4-{5-[4-(2-Denoxkcuanetun)Mopdosmn-3-ui]-[ 1,2,4]okcaauazo-3-ui } 6eH3aMuI,

4-{5-[4-(2-DenokcuaneTir) TuoMopdonua-3-un|-[ 1,2,4]okcaauazoi-3-ui } OeH3aMu I,

4-{5-[1-(2-DenokcuaneTwin)numnepasud-2-uil-[ 1,2,4]oxcanmua3on-3-uin)oeH3amMuI,

5-{5-[1-(2-PeHokcnaneTun)nurepuand-2-uil-[ 1,2,4Jokcaana3o-3-ui JHUKOTUHAMU,

(R)-1-{2-[3-(3-Amunodennn)-[ 1,2,4]okcanua3zon-5-wiJnunepuaut- 1 -ui } -2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(4-Amunodennn)-[ 1,2,4]okcanua3zon-5-wilnunepuaut- 1-wui } -2-
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(h€HOKCUITAHOH,

(R)-1-{2-[5-(3-Amunodennn)-2H-[1,2,4]Tprazon-3-un |nurnepuavs- 1 -um }-2-
(heHOKCUITAHOH,

(R)-N-(3-{5-[1-(2-PeHokcnaneTwin)iunepuaun-2-uil-[ 1,2,4Jokcagnazomn-3-mmn }
(dheHuT)aneTaMu,

(R)-N-(4-{5-[1-(2-PeHokcnaneTwin)munepuaun-2-uil-[ 1,2,4Jokcagnazomn-3-mmn }
(dheHuT)aneTaMu,

(R)-N-(5-{5-[1-(2-PeHokcnaneTwin)munepuaun-2-uil-[ 1,2,4Jokcagnazomn-3-mmn }
MIUPUIUH-2-U1 )aleTaMU/I,

(R)-N-(3-{5-[1-(2-Penokcnanetwin)munepuaun-2-wil-1H-[ 1,2,4]tpuazoin-3-wun }
dheHuT)aneTaMus,

(R)-N-(3-{5-[1-(2-PeHokcunaneTw )nune puauH-2-ui|-[ 1,2,4Jokcaguazon-3-mmn }
benun)MeraHcynbhoOHAMUI,

(R)-N-(4-{5-[1-(2-PeHokcnaneTwin)munepuaun-2-uil-[ 1,2,4Jokcagnazomn-3-mmn }
benun)MeTaHcy1bhoOHAMUI,

Annunossiit 3up (R)-(3-{5-[1-(2-benokcuane tvi )munepuant-2-ui|-[1,2,4]
OKCaaua30J1-3-ui }peHUT) KapOaMHUHOBOM KUCITOTHI,

Annmunossiit 3up (R)-(4-{5-[1-(2-benokcuane tvi )munepuant-2-ui|-[1,2,4]
OKCaua30J1-3-u } peHUT) KapOaMUHOBOM KUCITOTHI,

(R)-N-(3-{5-[1-(2-Penoxcunanetwin)nmunepuann-2-uil-1H-[ 1,24 tpua3zon-3-w }
bennn)MeraHcynbhoOHAMUI,

(R)-1-O1mn-3-(3-{5-[ 1-(2-benokcuane tum)nmunepuaud-2-unl- 1 H-[1,2,4] tpuazon-3-umn }
(beHnT)MOUeBHHA,

(R)-3-{5-[1-(2-Penokcuanetwn)nunepuann-2-wil-1H-[1,2,4]tpuazosn-3-un }
OEH30HUTPUIL, U

(R)-5-(5-[1-(2-DenokcuaneTwim)nune puauH-2-ui|-[ 1,2,4]okcaauazosn-3-un }
HUKOTUHOHUTPUIL,

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.

30. Coeaunenus o 1.1 i 2, BBIOpaHHBIE U3 TPYIIIIbI, BKIIOYAIOIICH:

(R)-1-{2-[3-(1H-NUnpa3zon-5-wn)-[1,2,4]okcaanazon-S-ui|nure puaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(1H-Nnpa3zon-6-wn)-[1,2,4]okcaauazon-S-vi|nure puaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-6-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[1,2,4Jokcaguaszon-3-wuin }-1,3-
JUTUIPOUHION-2-0H,

(R)-5-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[1,2,4Jokcaguaszon-3-ui }-1,3-
JTUTUIIPOOCH3UMHUIA30J1-2-0H,

(R)-5-{5-[1-(2-PenokcuaneTwn)nunepuaun-2-uil-[1,2,4Jokcaguaszon-3-wui }-1,3-
JUTUIPOUHION-2-0H,

(R)-1-{2-[3-(1H-ben3orpuaszoi-5-un)-[1,2,4]okcannasomn-5-wi|munepuaus- 1 -ui } - 2-
(heHOKCUITAHOH,

(R)-1-{2-[3-(1H-ben3umuaazon-5-un)-[1,2,4]okcaguazoii-5-wi|munepuaun- 1 -um }-2-
(h€HOKCUITAHOH,

(R)-4-{5-[4-(2-Denokcuanetun )Mo pdosmH-3-mi]-[1,2,4]okcaauazon-3-un } -1 H-
MMUPUIUH-2-0H,

(R)-1-{2-[5-(4-Dropdennn)-2H-[ 1,2,4]Tprazoi-3-ui|nmurepuaus- 1 -um }-2-
(heHOKCUITAHOH,

(R)-2-®enoxcu-1-{2-[5-(3-Tpudpropmetundennn)-2H-[1,2,4]Tprazon-3-un|nune puaus- 1 -
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WJI }3TAHOH,

(R)-1-{2-[3-(1H-ben3umuaazon-5-un)-[1,2,4]okcagmaszoii-5-wilnunepa3un- 1 -um }-2-
(heHOKCUITAHOH,

(R)-3-{5-[1-(2-DeHokcuane Twi )unepuant-2-ui|-[ 1,2,4]okcaauazon-3-ui } oeH3amuI,

5-{5-[1-(2-PeHokcnaneTun)nurepuand-2-uil-[ 1,2,4Jokcaana3o-3-ui JHUKOTUHAMU,

(R)-N-(3-{5-[1-(2-Penokcnanetwin)munepuaun-2-wil-1H-[ 1,2,4]tpuazoin-3-wun }
(dbeHuT)aneTaMus, u

(R)-N-(3-{5-[1-(2-Penokcnanetwin)munepuaun-2-wil-1H-[ 1,2,4]tpuazoin-3-wn }
bennn)MeraHcynbhoOHAMUI,

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.

31. CoenuHenus 110 11. 1 WM 2, BRIOpaHHBIE U3 TPYIIIIBI, BKIIFOUAIOIIEH:

1-{(R)-2-[3-(2-Metun- 1 H-6en3umunazomn-5-un)-[ 1,2,4]okcaamnazon-5-wi |murnepuavH- 1 -
Wi }-2-(heHOKCUITAHOH,

1-{(R)-2-[3-(2-AmMunormmpuauH-4-un)-| 1,2,4]oxcaamuazon-5-wui | mumne puauH- 1 -1 }-2-
(heHOKCUITAHOH,

1-{(R)-2-[3-(3-Tunpoxcudenwn)-[ 1,2,4]oxcanuazon-5-ui|mumne puauH- 1 -ui }-2-
(heHOKCUITAHOH,

4-{5-[(R)-1-(2-DenokcuaneTwin )nunepuaun-2-uil-[1,2,4Jokcaanaszon-3-wui } -1 H-
MMUPUIUH-2-0H,

1-{(R)-2-[3-(4-Tunpoxcudenwn)-[ 1,2,4]oxcanuazon-5-ui|mumne puauH- 1 -ui }-2-
(heHOKCUITAHOH,

3-{5-[1-(2-PenokcnaneTun)nunepuant-2-uil-[1,2,4Jokcaana3on-3-ui}
(beHI6 0pOHOBAS KUCTIOTA,

4-(2-Okco-2-{(R)-2-[3-(2-0kco-2,3-nuruapo 1 H-unnon-5-un)-[ 1,2,4]Jokcanuazon-5-um]
MUNIEPUINH- | -WJT } 9TOKCH)OEH30HUT PUIT,

4-(2-{(R)-2-[3-(4-MeTtoxkcudenun)-| 1,2,4Jokcaauasor-5-ui | murepuaua- 1 -um }-2-
OKCO3TOKCH)OCH30HUTPUI,

2-Metuin-5-{5-[(R)-1-(2-beHokcuaneTvn)une puaun-2-un|-[ 1,2,4Joxkcaauazos-3-un }-3H-
MMUPUMUAUH-4-OH,

1-[(R)-2-(3-Dypan-2-un-[1,2,4]okcaanuas3o-5-un )nurnepuaus- 1 -ui]-2-(peHoKCuI TaHOH,

1-[(R)-2-(3-Umunazo[1,2-alnupuaun-2-ui-[1,2,4]okcaauazon-S-un)nure puaus- 1 -um |- 2-
(h€HOKCUITAHOH,

I-{(R)-2-[3-(4-Metui-[1,2,3]Tvaguna3oi-5-un)-[1,2,4Jokcaarnazon-S-wi|nunepuavH- 1 -
ui }-2-(heHOKCUITAHOH,

1-{(R)-2-[3-(2,5- AumeTmin-2H-ttmupazon-3-un)-[ 1,2,4Joxkcaana3oii-S-wi|nunepuant- 1 -um } -
2-(heHOKCUAITAHOH,

2-@enokceu-1-{(R)-2-[3-(1H-mmpazon-4-un)-[ 1,2,4]okcaanazon-S-ui | nurne puauH- 1 -um }
9TAHOH,

I-{(R)-2-[3-(5-MeTunuzokca3oJi-3-un)-[ 1,2,4]okcaaua3on-S-ui [nunepuav- 1 -ui)-2-
(heHOKCUITAHOH,

2-Penokceu-1-{(R)-2-[3-(1H-mmpazomn-3-u)-[ 1,2,4]okcaanazon-S-ui | nurne puauH- 1 -ui }
9TAHOH,

5-{5-[(R)-1-(2-Penokcuane T )nunepuann-2-uil-[ 1,2,4Jokcaguaszon-3-wi } -1 H-
MUPUMUIMH-2,4-TUOH,

1-{(R)-2-[3-(6- AMunoTMpuanH-3-un)-| 1,2,4]okcaanuazon-5-wui | mumne puauH- 1 -ui }-2-
(heHOKCUITAHOH,

1-[(R)-2-(3-Umunazo[1,2-alnupuaun-6-ui-[1,2,4]okcaauazon-S-un)nure puans- 1 -um |- 2-
(heHOKCUITAHOH,
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6-{5-[(R)-1-(2-PeHnokcuane T )nunepuaun-2-uwil-[1,2,4Jokcaguaszon-3-mi } -4 H-
o0en3o[1,4]oxca3un-3-0H,

6-{5-[(R)-1-(2-PeHnokcuane T )nunepuann-2-uil-[1,2,4Jokcaauaszon-3-mi } - 1,4-
nurunpo6enso[d][1,3]okca3uH-2-0H,

1-((R)-2-{3-[3-(1,1-duokco- 1 A-6-u3oTHazommuaud-2-wn)denun|-[ 1,2,4Jokcaara3or-5-um }
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

1-(3-{5-[(R)-1-(2-DenokcuaneTvn ) rmrepuans-2-uin|-[ 1,2,4Jokcagmua3on-3-ui }
(beHnT) PP OJIUIUH-2-0H,

1-(3-{5-[(R)-1-(2-DenokcnaneTvn ) rmrepuans-2-ui|-[ 1,2,4Jokcagua3on-3-ui }
(heHUIT) UMUTa30JTIUTUH-2,4- TUOH,

4-(3-{5-[(R)-1-(2-DeHOKCHANICTIIT )ITUTIEpUIUH-2-1IT|-[ 1,2,4|okcaara301-3-1i } (heHII)-
2,4-nurunpol1,2,4]tpuazon-3-oH,

1-(3-®@rop-5-{5-[(R)-1-(2-penoxkcuanern)numnepuauna-2-wi)-[ 1,2,4]oxcaanazon-3-ui }
(beHuT) MMPP OIMIANH-2,5-THOH,

5-{5-[(R)-1-(2-Penokcnanetwn )nmunepuann-2-wil-1H-[1,2,4]tpuazoin-3-un }-1,3-
JUTUIPOUHION-2-0H,

I-{(R)-2-[5-(1H-Unpa30n-5-wn)-2H-[1,2,4] Tpua3oi-3-wi|nmunepuaun- 1 -um } -2-
(heHOKCUITAHOH,

I-{(R)-2-[5-(1H-Unpon-5-un)-2H-[1,2,4]Tpuazon-3-ui]mure puaus- 1 -umn }-2-
(heHOKCUITAHOH,

I-{(R)-2-[5-(3H-ben3orpuaszoin-5-un)-2H-[1,2,4] tprazon-3-vi| e puauH- 1 -ui }-2-
(heHOKCUITAHOH,

5-{5-[(R)-1-(2-Penokcunanetwn )munepuann-2-wil-1H-[1,2,4]tpuazoin-3-wun }-1,3-
JTUTUIIPOOCH3UMHUIA30J1-2-0H,

1-{(R)-2-[5-(2-MeTtun- 1 H-6en3umunazon-5-un)-2H-[1,2,4]Tpuasos-3-un Jnurnepuaus- 1-
Wi }-2-(heHOKCUITAHOH,

1-{(R)-2-[5-(2-Amunormmpuaun-4-un)-2H-[ 1,2,4| rprazon-3-wi | mane puau- 1 -um }-2-
(heHOKCUITAHOH,

5-(3-{5-[(R)-1-(2-DenokcuaneTwin )munepuauH-2-ui|- 1H-[1,2,4] tpuaszon-3-wn }henun)-
3H-[1,3,4]oxcaana3oi-2-oH,

1-{(R)-2-[5-(3-[1,3,4]Oxcamuna3zon-2-undennn)-2H-[ 1,2,4 ] Tprazosn-3-wn | mure puavs- 1 -
Wi }-2-(heHOKCUITAHOH,

3-{5-[1-(2-Penokcuanetun)nurepuann-2-wil-1H-[1,2,4]tpuazosn-3-mi }
(beHnI6 0pOHOBAS KUCTIOTA,

6-{5-[(R)-1-(2-Penokcuanetw )nunepuann-2-wil-1H-[1,2,4] rpuazomn-3-wn } -4 H-
oen3o[1,4]okca3un-3-0H,

1-[(N)-2-(5-NUmupazol1,2-a|nupunun-6-wi-2H-[ 1,2,4]tprazon-3-un)nuriepuaut- 1 -um]-2-
(heHOKCUITAHOH,

1-{(N)-2-[5-(6-Amunompuavs-3-un)-2H-[1,2,4] tpua3omn-3-un|nmunepuau- 1 -ui }-2-
(heHOKCUITAHOH,

1-{(N)-2-[5-(1H-benzumupnazoin-5-un)-2H-[1,2,4 | Tprazon-3-wi|nune puaus- 1 -ui }-2-
(heHOKCUITAHOH,

2-Penokceu-1-[(R)-2-(5-mupuaun-3-un-2H-[1,2,4 ] Tpuason-3-wi)nune puavi- 1 -wi]3TaHoH,

I-{(R)-2-[5-(3,5- AumeTmnuzokcaszoin-4-un)-2H-[1,2,4]tpuazosn-3-vn nunepuaus- 1 -um } -2-
(heHOKCUITAHOH,

2-®enokcu-1-[(R)-2-(5-tnoden-2-un-2H-[ 1,2,4]rpra3oi-3-uin)mune puant- 1 -uit|3TaHoH,

2-Penokceu-1-[(R)-2-(5-mupumuaun-2-un-2H-[1,2,4] tpua30J1-3-win)nune puavH- 1 -ui|
9TaHOH,
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I-{(R)-2-[5-(4-MeTuinokcazon-5-un)-2H-[1,2,4]tpuazon-3-vn | nurepuaus- 1 -um }-2-
(heHOKCUITAHOH,

2-Penokceu-1-[(R)-2-(5-mupaszun-2-un-2H-[1,2,4] Tpua301-3-uin) e puivs- 1 -ui |3 TaHoH,

1-{(R)-2-[5-(2-®PTopdenun)-2H-[1,2,4]Tpuazon-3-ui|nunepuaus- 1 -umi } -2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(3,5-dudropdenwn)-2H-[ 1,2,4]Tpuazo-3-vi | murepuaus- 1 -umi } -2-
(h€HOKCUITAHOH,

I-{(R)-2-[5-(2-MeTuwnnupuaun-4-un)-2H-[1,2,4] tpruazoi-3-wi | munepuaun- 1 -um } -2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(3-®Propdenun)-2H-[1,2,4]Tpuazon-3-ui|nunepuaus- 1 -umi } -2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(3,4-AudTopdenwn)-2H-[ 1,2,4]Tpuazo-3-vi | murepuaun- 1 -umi } -2-
(heHOKCUITAHOH,

6-{5-[(R)-1-(2-Penokcnanetwn)nunepuann-2-wil-1H-[1,2,4]tpuazoin-3-wun }-1,4-
nurunpo6en3o[d][1,3]okca3un-2-0H,

7-{5-[(R)-1-(2-®Denokcuanetwn )nunepuaun-2-mwil-1H-[1,2,4]tpuazon-3-un }-3,4-
auruapo- 1 H-xuHa3omuH-2-0H,

1-(3-{5-[(R)-1-(2-Denokcuanetun ) rrepuans-2-ui |- 1H-[1,2,4 tpuazon-3-u }
(heHUIT) UMUTa30JIUIUH-2,4- TUOH,

1-{(R)-3-[3-(2-AmunormpuanH-4-un)-| 1,2,4]okcaauazon-5-ui|mopdonuH-4-u }-2-
(h€HOKCUITAHOH,

1-{(R)-3-[3-(1H-ben3umumazoin-5-un)-[ 1,2,4]oxcanuazon-5-uimopdoaun-4-um }-2-
(h€HOKCUITAHOH,

1-{(R)-2-[3-(1H-ben3umuaazon-5-un)-[1,2,4]okcaguaszoi-5-wilnunepa3un- 1 -um }-2-
(heHOKCUITAHOH,

5-{5-[(R)-1-(2-Penokcuane T )nunepasul-2-unl-[ 1,2,4Jokcaauaszoin-3-ui }-1,3-
JUTUIPOUHIO0I-2-0H,

1-{(R)-2-[3-(2-Amunormpuann-4-un)-[ 1,2,4]okcaamuazon-5-uiJnumnepasud- 1 -ui }-2-
(heHOKCUITAHOH,

(3-{5-[(R)-1-(2-PeHokcnaneTwn)nunepuant-2-uil-[ 1,2,4 Jokcagmazom-3-ui }
(heHOKCH)yKCyCHas KUCIIOTAa,

2-®enokcu-1-((R)-2-{5-[3-(mune punun- 1 -kapoonun)penwn]-2H-[ 1,2,4] Tpuazosn-3-umn }
MUIIEPUMH- | -UIT)3TAHOH,

1-((R)-2-{5-[3-(Mopdomun-4-kapoonun)pennn]-2H-[1,2,4] rpuazos-3-u jiune puaus- 1 -
WI1)-2-(peHOKCUITAHOH,

1-((R)-2-{5-[3-(4-Metunmnunepasus- 1 -kapbonun)pennn|-2H-[1,2,4] tpua3zon-3-u}
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

4-(3-{5-[(R)-1-(2-Denokcuanetvn)mrepuans-2-ui |- 1H-[1,2,4] tpuazon-3-ui }
OeH30MIT)TUIIe pa3uH-2-0H,

N-(2-MeTtokcuatu)-N-meTui-3-{5-[(R)- 1-(2-beHnokcuane i) une punuH-2-ui| - 1 H-
[1,2,4]Tpuazosn-3-un)oeH3aMu/I,

1-((R)-2-{5-[3-(4-Auerwinunepasus- | -kapoonun)pennn]|-2H-[1,2,4| tpuazomn-3-wu }
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

1-(3-{5-[(R)-1-(2-Denokcuanetun)rrepuans-2-ui|- 1H-[1,2,4 tpuazon-3-u }
OEeH30WIT)ITUIIC PUIMH-4-KapOOHOBAsI KUCJIOTA,

Amun 1-(3-{5-[(R)-1-(2-DPenokcuaneTun ) nunepuaus-2-wil-1H-[1,2,4]Tpuazosn-3-umn }
OEH30MIT)ITUTIC PUTUH-4-KapOOHOBOM KUCITOTHI,

2-®enokcu-1-((R)-2-{5-[3-(Tnazonumun-3-kapoonun)dennn]-2H-[ 1,2,4] tpuazon-3-u }

Crp.: 149
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MUIIEPUIMH- | -UIT)3TAHOH,

N-(2-JIumetunamMuaodTui)-N-Metui-3-{ 5-[(R)- 1 -(2-heHOKCUALIE THIT ) ITUTIC PUITAH - 2 - W1 | -
1H-[1,2,4]Tpua3zon-3-un }oeH3amu,

2-®enokcu-1-((R)-2-{5-[3-(Tnomopdonun-4-kapoonmn)pennn]-2H-[ 1,2,4] tpuazon-3-
WJ1 } IMIIEPUIUH- | -WJT)3TAHOH,

Dtunossit a¢up 4-(3-{5-[(R)-1-(2-penoxcuanervn)munepuau-2-un]-1H-[1,2,4]
Tpua30J-3-ui } 6eH30WIT) UIepa3ut- 1 -kapOOHOBOM KUCIOTHI,

N-Q2-T'unpoxcuatn)-3-{5-[(R)-1-(2-penokcuaneTun)nunepuaus-2-wil- 1H-[1,2,4]
Tpua3o0J-3-ui }6eH3aMusI,

N-Metun-3-{5-[(R)-1-(2-penokcuanervn)nunepuaud-2-uil-1H-[1,2,4]Tpuazosn-3-mm }-N-
(2-UpUIUH-2-WI3TUIT)OCH3aMUI,

N-(2-Huanoatun )-N-nukimonponui-3-{ 5-[ (R)-1-(2-peHokcrane v ) mure puvH-2-1i | -
1H-[1,2,4]rpua3on-3-un}oeHzamu,

1-(3-{5-[(R)-1-(2-DenokcuaneTui )munepuaut-2-ui|- 1 H-[ 1,2,4] rpua3zon-3-um)oeH3omn)-
4-peHunmune puarH-4-KapOOHUTPUII,

1-((R)-2-{5-[3-(4-Tunpoxkcumnunepunut- 1 -kapoouun)pennn]-2H-[1,2,4] rpuazos-3-un}
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

8-(3-{5-[(R)-1-(2-Penokcnanetwn )unepuann-2-uil-1H-[1,2,4 ] tpuazon-3-nmn } -
O6enzoun)-1,3,8-Tpuaza-criupo[4.5]nekan-2,4-1MoH,

1-(2-{5-[3-(Crupo(1-draman)nunepuauH-4-kapobonun )pennn]-2H-[ 1,2,4]Tprazon-3-u }
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

2-®enokcu-1-((R)-2-{5-[3-(3-mupunuH-4-unmuppomans- 1 -kapoonun)dpenmt|-2H-[ 1,2,4]
TPUA30JI-3-WI } IUIIE PUAUH- | -UIT)ITAHOH,

1-((R)-2-{5-[3-(3-MeTaHn cynbhoHWIUPPOIUIUH- 1 -kapOoorwn)dernn]-2H-[1,2,4]
TpUa30J1-3-Wi } e puavH- 1 -ui1)-2-peHOKCUITaHOH,

1-((R)-2-{5-[3-((S)-3-DTokcunmupponuaut- 1 -kapoonun)pernn]-2H-[1,2,4] Tpuazon-3-wm }
MUNEPUIUH- | -1i1)-2-(PeHOKCUITAHOH,

1-((R)-2-{5-[3-((8)-3-T'unpoxcunuppoauauu- 1 -kapoonun)pernn]-2H-[1,2,4]Tpuazon-3-
W1 } TIATIE PUIMH- 1 -1IT)-2-(heHOKCUITAHOH,

5-{5-[(R)-1-(2-Penokcuanetwn )nunepuann-2-wil-1H-[1,2,4]tpuazos-3-un }
HUKOTUHAMU/I,

2-(3-{5-[1-(2-PenokcuaneTumnunepuanH-2-uil-[1,2,4Jokcaauaszon-3-ui }
(dbeHoKCH)areTaMuI,

N-(3-Drop-5-{5-[(R)-1-(2-peHokcuaneTun)nunepuaus-2-uil-[ 1,2,4Jokcaarazon-3-u}
(dbeHuT)aneTamMus,

N-(2-®Dtop-5-{5-[(R)-1-(2-peHokcuaneTun)nunepuaus-2-uwil-[ 1,2,4Jokcaarazon-3-ui}
dbeHuT)aneTamMus,

N-(3-{5-[(R)-1-(2-PenokcuaneTun)nunepuaus-2-unl-1H-[1,2,4]tpuazon-3-mmn }
(heHWIT) MPOTTMOHAMU]T,

N-(3-{5-[(R)-1-(2-Penokcuanetun)nunepuaus-2-unl-1H-[1,2,4]tpuazon-3-mmn }
bennn)u300yTupamMus,

N-(4-Dtop-3-{5-[(R)-1-(2-penokcuanetun)nunepuaus-2-uwil-1H-[1,2,4]Tpuazon-3-
W) (peHuT)ane TaMu;I,

N-(3-Dtop-5-{5-[(R)-1-(2-penokcuanetun)nunepuaus-2-uil-1H-[1,2,4]tpuazon-3-wum }
dbeHuT)aneTaMus,

N-(2-Dtop-5-{5-[(R)-1-(2-penokcuanetun)nunepuaus-2-uil-1H-[1,2,4]Tpuazon-3-w }
dbeHuT)aneTaMus,

N-(4-{5-[(R)-1-(2-®Penokcuanetun)nunepuaus-2-unl-1H-[1,2,4]tpuazon-3-mmn }

Crp.: 150
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MIUPUIUH-2-U1 )aleTaMU/I,

1-(3-{5-[(R)-1-(2-Denokcuanetun ) rrepuans-2-ui|- 1H-[1,2,4 tpuazon-3-u }
(heHnIT)a3e TUAMH-2-0H,

1-(3-{5-[1-(2-Denokcuanerwn)nunepuaus-2-wil- 1 H-[1,2,4tpuazomn-3-wun }
(beHuT) MMPP OIMANH-2,5-THOH,

2-®enokceu-1-[(R)-2-(5-mupunazun-4-ui-[ 1,2,4]okcaanazon-3-ui) e puans- 1 -ui|
9TAHOH,

4-{3-[(R)-1-(2-DeHOKCHANIE TUIT )TUTIEPUAUH-2-WIT]-[ 1,2,4]OKCaIMa301-5-11 } OCH3OHUTPUIL,

1-{(R)-2-[5-(3-AmuHonmpaszuH-2-un)-[ 1,2,4]okcaanazo-3-ui | mune puaut- 1 -u }-2-
(heHOKCUITAHOH,

3-{3-[(R)-1-(2-DeHOoKCHane THIT )ITUNIe puanH-2-ui |-[ 1,2,4]okcaaua3oi-5-ui } O H30HUTPUII,

1-{(R)-2-[5-(2-T unpokcunupunuu-3-uin)-[ 1,2,4]Jokcaanazon-3-wi|nunepuaut- 1 -ui }-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(5-Amunonmpuaunn-3-un)-[ 1,2,4]oxcaauazon-3-ui | numne puaut- 1 -ui)-2-
(heHOKCUITAHOH,

I-{(R)-2-[5-(2-T unpokcunupuauu-4-ui)-[ 1,2,4]okcaanazon-3-ui|nurnepuant- 1 -uin)-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(2-T unpokcu-6-meTmimmmpuaua-4-ui)-| 1,2,4]okcaanazon-3-vi |nure puauH- 1 -
Wi }-2-(heHOKCUITAHOH,

1-{(R)-2-[5-(4-T' unpokcunupunuu-2-ui)-[ 1,2,4Jokcaanazon-3-wi|nunepuaut- 1 -um }-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(2-AMuHO-5-xJ10 piipuMUANH-4-11)-[ 1,2,4]oKCcanua301-3-ui Jnurnepuaus- 1 -
ui }-2-(heHOKCUITAHOH,

2-Penokcu-1-[(R)-2-(5-mupaszuH-2-ui-[ 1,2,4]okcaanazon-3-ui) e puauH- 1 -ui |3 TaHoH,

2-®enokcu-1-{(R)-2-[5-(4-[1,2,4]tpuazon-1-undenun)-[ 1,2,4]Jokcaarazon-3-um|
MUIIEPUMH- | -UJT } STAHOH,

2-®enokcu-1-{(R)-2-[5-(4-terpazon-1-undenun)-| 1,2,4]okcaanazo-3-ui | mune puanH- 1 -
WJI }3TAHOH,

1-{(R)-2-[5-(1H-ben3umunazomn-4-un)-[1,2,4]okcagraszoi-3-wi | munepuaus- 1 -um)-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(4-Auetundenun)-[ 1,2,4]oxcaauaszon-3-wi|nunepuaus- 1 -un } -2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(6-T unpokcunupunuu-2-ui)-[ 1,2,4Jokcaanazon-3-wi|nunepuaut- 1 -ui }-2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(5-Metunnupasun-2-uin)-[ 1,2,4]okcaanuazoii-3-wi | nunepuaus- 1 -um } -2-
(heHOKCUITAHOH,

2-Penokcu-1-[(R)-2-(5-xuHOKCANUH-2-W1-[ 1,2,4]0KCaarua3o1-3-uin) e puant- 1 -um|
9TAHOH,

1-{(R)-2-[5-(3-Metancynbhonundennn)-| 1,2,4]Jokcanuazon-3-wi|mune puauH- 1 -u }-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(6-Xmoprmmpuann-3-un)-[ 1,2,4Jokcaana3oin-3-wi|nune puamH- 1 -ui } - 2-
(heHOKCUITAHOH,

1-[(R)-2-(5-ben3oTtunasomn-6-ui-[ 1,2,4]okcaanas3o-3-wi)nune puauH- 1 -ui|-2-
(heHOKCUITAHOH,

2-®enokcu-1-{(R)-2-[5-(2,4,5-Tpudtopdennn)-[ 1,2,4]okcaauasor-3-ui | nurne puavt- 1-
WJI }3TAHOH,

2-®enokcu-1-{(R)-2-[5-(6-tpudropmeTunmupuann-3-un)-| 1,2,4]okcaauazon-3-um]
MUIIEPUIMH- | -UJT } STAHOH,

Crp.: 151
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1-[(R)-2-(5-ben3o[1,2,3]tuannazon-5-wi-[ 1,2,4]okcaanason-3-wi)nunepuant- 1 -mi]-2-
(heHOKCUITAHOH,

1-[(R)-2-(5-[1,8]Haptupuaun-2-un-[ 1,2,4]okcanuazo-3-um)numne puau- 1 -ui|-2-
(heHOKCUITAHOH,

1-[(R)-2-(5-[1,6]Haptupuaun-2-un-[ 1,2,4]okcanuazo-3-ui)numne puauH- 1 -ui|-2-
(heHOKCUITAHOH,

1-[(R)-2-(5-{uaHONMMH-4-1i1-[ 1,2,4]okcaana3o-3-ui)nunepuanH- 1 -uij-2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(1H-ben3orpuaszoin-5-un)-[1,2,4]okcanmazoin-3-wi|mmnepuaus- 1 -ui } - 2-
(h€HOKCUITAHOH,

I-{(R)-2-[5-(1H-ben3umunazon-5-un)-[1,2,4]okcagua3zoii-3-wi | munepuans- 1 -um } -2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(3,6- Auxnopnupunaszun-4-uwn)-[ 1,2,4]okcaana3omn-3-wi |nune puauH- 1 -um }-2-
(heHOKCUITAHOH,

6-{3-[(R)-1-(2-PeHnokcuane T )nunepuann-2-uil-[1,2,4Jokcaguaszon-5-win } -4 H-
o0en3o[1,4]oxca3un-3-0H,

I-{(R)-2-[5-(3H-NUmunazo[4,5-b]nupuaun-6-un)-[ 1,2,4]oxcaamuazoii-3-wi| nune puans- 1 -
Wi }-2-(heHOKCUITAHOH,

N-(4-{3-[(R)-1-(2-PenokcuaneTvin )nunepuanus-2-uil-[ 1,2,4Jokcaanas3omn-5-ui }
MIUPUIUH-2-U1 )aleTaMU/I,

I-{(R)-2-[5-(6-Xi10p-3-TUApOKCUIIUpUaa3uH-4-mi)-[ 1,2,4]okcaana3oii-3-ui|
MUNEePUIUH- 1 -1 }-2-heHOKCUITAHOH,

6-{3-[(R)-1-(2-Penokcuane Tt )nunepuann-2-uwil-[1,2,4Jokcaguaszon-5-wi } - 1,4-
JUTUIPOXUHOKCAIUH-2,3-TUOH,

1-{(R)-2-[5-(6-T unpokcunupunauu-3-un)-[ 1,2,4]Jokcaanazon-3-wi|nunepuaut- 1 -ui }-2-
(heHOKCUITAHOH,

7-{3-[(R)-1-(2-Denokcuane T )nunepuann-2-uil-[ 1,2,4Jokcaana3on-5-ui } -3,4-
uruapo- 1 H-xuHokcanuH-2-0H,

1-{(R)-2-[5-(6- AMunormpuanH-2-un)-| 1,2,4]okcaauazon-3-wui | mumne puauH- 1 -ui }-2-
(heHOKCUITAHOH,

6-{3-[(R)-1-(2-PeHokcnane Wi )munepuant-2-uwil-[ 1,2,4]okcaanazomn-5-ui }
HUKOTUHOHUTPUIL,

5-{3-[(R-)-1-(2-PeHokcHane TWiI ) une puanH-2-uil-[ 1,2,4Jokcaamuasz o-5-ui  IapuaIuH-2-
KapOOHUTPUII,

4-{3-[(R)-1-(2-Denokcuane T )nunepuaun-2-uil-[1,2,4Jokcaanazon-5-wui }-1,2-
JUTUIPOUHIA301-3-0H,

1-{(R)-2-[5-(2- AmMunormpuanH-4-un)-| 1,2,4]okcaanuazon-3-wi | numne puauH- 1 -ui }-2-
(heHOKCUITAHOH,

1-{(R)-2-[5-(6-T unpokcunupumMuann-4-un)-[ 1,2,4Jokcaaumasoi-3-wi|mmnepuaus- 1 -ui } - 2-
(h€HOKCUITAHOH,

4-(3-{3-[(R)-1-(2-DeHOKCHATICTHIT )ITUTIIEpUIUH-2-1IT|-[ 1,2,4|oKcaara30i1-5-ui } (heHUIT)-
2,4-nurunpol1,2,4]tpuazon-3-oH,

1-(3-{3-[(R)-1-(2-DenoKCcnaneTvn ) rmmrepuanH-2-ui|-[ 1,2,4Jokcagmua3on-5-ui }
(heHUIT) UMUTa30JTIUIUH-2,4- TUOH,

1-((R)-2-{5-[3-(1,1-duokco- 1 A,6-u3oTHazonuauH-2-un)dpenun]-[ 1,2,4Jokcaauaszor-3-mm}
MUNEPUIUH- | -1i)-2-(PeHOKCUITAHOH,

1-(3-{3-[(R)-1-(2-DenokcuaneTvn ) rmrepuans-2-ui|-[ 1,2,4Jokcaguaszoln->5-
WIT) (heHUT) MUPPOJIUIUH-2-0H,

Crp.: 1562



10

15

20

25

30

35

40

45

30

RU 2396269 C2

1-(3-{3-[(R)-1-(2-DeHOoKCHANETHIT )TTUTIE pUIUH-2-11T|-[ 1,2,4|okcaana30i1-5-ui } heHuT)-
1,3-quruapoumMmaa3oii-2-ox,

3-(3-{3-[(R)-1-(2-DenokcnaneTun ) murnepuans-2-un|-[ 1,2,4Jokcaamna3oin-5-ui }

(heHUIT) UMUTa30JIUIUH-2,4- TUOH,

I-{(R)-2-[5-(1-MeTun-1H-tupazon-3-un)-[1,2,4Joxcaana3zosn-3-wi | nunepuana- 1 -ui } - 2-
(heHOKCUITAHOH,

2-Penokceu-1-{(R)-2-[5-(1H-mmpazomn-3-wn)-[ 1,2,4]okcaanazon-3-ui | nurne puauH- 1 -um }
9TAHOH,

I-{(R)-2-[5-(5-MeTmnuzokca3zoJ-3-wn)-[ 1,2,4]okcannaszon-3-ui [nurnepuauH- 1 -ui } -2-
(h€HOKCUITAHOH,

1-{(R)-2-[5-(2,5- AumeTmin-2H-ttupazon-3-un)-[ 1,2,4Joxkcaana3zoii-3-wi|nunepuant- 1 -um } -
2-(heHOKCUAITAHOH,

I-{(R)-2-[5-(5-MeTun-2H-nimpa3zon-3-un)-[1,2,4Joxcaanaszosn-3-wi | nunepuana- 1 -ui } - 2-
(h€HOKCUITAHOH, U

I-{(R)-2-[5-(3-MeTmnuzokca3oi-5-ui)-[ 1,2,4]okcaanazomn-3-ui [nure puauH- 1 -um }-2-
(heHOKCUITAHOH,

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.

32. Coeaunenus 1o 1.1 wim 2, BBIOpaHHBIE U3 TPYIIIIbI, BKIIOYAIOIICH:

2-Metuin-5-{5-[(R)-1-(2-benokcuaneTvn)une puaun-2-un|-[ 1,2,4Joxkcaauazos-3-un }-3H-
MMUPUMUIUH-4-OH,

I-{(R)-2-[3-(5-Metmnmuzokca3oJ-3-uwi)-[ 1,2,4]okcaanazomn-S-ui [nure puauH- 1 -um }-2-
(heHOKCUITAHOH,

2-@enokceu-1-{(R)-2-[3-(1H-mupazon-3-un)-[1,2,4]okcaanazon-S-ui | nmurne puans- 1 -
WJI1)3TaHOH,

1-{(R)-2-[3-(6- AMuHOTIMPUANH-3-1n)-[ 1,2,4]oKcamuazon-5-wui | mumne puauH- 1 -ui }-2-
(h€HOKCUITAHOH,

5-{5-[(R)-1-(2-Penokcunanetwn )nmunepuann-2-wil-1H-[1,2,4]tpuazoin-3-un }-1,3-
JUTUIPOUHION-2-0H,

1-{(R)-2-[5-(2-Amunormmpuaun-4-un)-2H-[ 1,2,4| rpra3o-3-wi | mane puaud- 1 -um }-2-
(heHOKCUITAHOH,

6-{5-[(R)-1-(2-Penokcunanetwn)nunepuann-2-wil-1H-[1,2,4]rpuazosn-3-wun } -4 H-
o0en3o[1,4]oxkca3un-3-0H,

1-{(R)-2-[5-(6-Amunormmpuaunn-3-un)-2H-[ 1,2,4|rpra3on-3-wi | mane puau- 1 -um }-2-
(heHOKCUITAHOH,

I-{(R)-2-[5-(1H-ben3umunazon-5-un)-2H-[1,2,4 ] rpuazomn-3-wi|munepuaus- 1 -ui } - 2-
(heHOKCUITAHOH,

N-(2-Dtop-5-{5-[(R)-1-(2-penokcuanetun)nunepuaus-2-uil-1H-[1,2,4]tpuazon-3-wm }
dbeHuT)aneTaMus, u

1-{(R)-2-[5-(2-T unpokcunupunuu-4-ui)-[ 1,2,4]okcaanazomn-3-ui|nunepuans- 1 -min)-2-
(h€HOKCUITAHOH,

U uX (papManeBTUIECKHU MPUEMIIEMBIE COJIH.

33. Coenunenus no 1.1 Wim 2, mpeIHa3HaY€HHbIE JIJIS UCTIOJIb30BAHUSI B KAUECTBE
TEepPANeBTUICCKH AaKTUBHBIX CYOCTAHIMM TSI JISUEHUS W/WITH TTPO(PUITaKTUKU
TUTNIEPTIIMKEMUHU, TOJIEPAHTHBIX K TJIFOKO3€ 3a00J1eBaHuM, TuabeTa v CBSI3aHHBIX C HUM
MaTOJIOTUN, MHCYJIMHHE3aBUCUMOTO CaXapHOT'0 AuadeTa, 0KUPEHUs, TUIIEPTCH3UH,
CUHIPOMA WHCYJIMHOBOMN PE3UCTEHTHOCTU, META0OJIMYECKOTO CUHAPOMA,
TUTICPJIMITAACMUU, TUTIEPXOJIECTEPUHEMUH, KUPOBOU TUCTPO(UU TICUSHU, ATEPOCKIIEpO3a,
3aCTOMHON CEPACYHON HEAOCTATOUYHOCTHU U IIOYEUYHON HEJOCTATOYHOCTHU.

Crtp.: 163
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34. Coenunenus no 1.1 Wim 2, mpelHa3HaYeHHbIE JIJIS UCTIOJIb30BAHUS B KAUECTBE
TEpareBTUYECKH AKTUBHBIX CyOCTAHIMI MTPU JICUCHUN W/UITU TPOGUIaKTUKE OOoJIe3Hel,
Moaynupyembix L-CPT1 unruéuropamu.

35. @apmManeBTHUECKasi KOMIIO3ULKS [IJ1s JICUECHUS WU PO PUIAKTUKU
TUIEPTIIMKEMHH, TOJIEPAHTHBIX K TJIIOKO3€ 3a00JIeBaHui, 1MadeTa U CBSI3aHHBIX C HUM
MaTOJIOTUiA, UHCYJIMHHE3aBUCUMOT'O CaXapHOTro AuabeTa, O’KUPEHUs], TUTIIEPTEH3UH,
CUHJIPOMA WHCYJIMHOBOM PE3UCTEHTHOCTHU, META0OJIMUECKOTO CUHIPOMA,
TUTEPIIUIUAEMUM, TUIIEPXO0JIECTEPUHEMHUH, )KUPOBOM TUCTPO(UH ITEUSHH, aTEPOCKIepO3a,
3aCTOMHON CepAeYHOM HEAOCTATOYHOCTH U MIOYEYHON HEJOCTATOUYHOCTH, BKITIOYAFOIIAS
COEIMHEHHE IO OTHOMY M3 MIl. 1-32 1 (hapMaleBTUYECKH PUEMIIEMbII HOCUTENb W/WIH
HAITOJIHUTEIIb.

Crtp.: 154
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