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( )OI'IVICbIBaIOTCFl HOBble  MpPOW3BOAHbIE
oKcasonMarHoHa copmy bl ), roe
R ' oBosHauaeT amuanHodernn, Ry oBosHavaeT
H, A, Cy - C1p-ankaHoun, Cq -
c 8-ankokcukapboHun,  GeHaoun, HadbToUN,
C1 - Cg-ankuncynedoHnn, 6eHsnncynboHMM

nnn He3aMeLLleHHbII7I nnn MOHO3aMeLLleHHbII7I

C1 - Cs-anknnom beHnncynboHNN,

R 3 obosHavaeT Bogopod unu C4 - Cg-ankun, A
obosHavaeT ankmn ¢ 1 - 16 C-atomamn, a a

TaKkke ux C*JI/I3VIOJ'IOFI/I'~JeCKI/I npuemMnemMmbele conu.
COGFI,VIHeHI/IH OKasblBalkoT TOopMoO3dLlee

BO3AelCTBME Ha MpuBA3sbiBaHWe dubprHoreHa K
COOTBETCTBYIOLLEMY  peuentopy W MOryT

UCNoNbL30oBaTbCA AONA nevyeHUA TpOM6030B,
OCTEeONnopO30B, PaKoBbIX SaGOHeBaHMIZ,
apTeprocKneposa 4] OCTEONMNTUUECKNX

3aBonesaHWil. OnNucbIBalOTCA TakKke cnocobbl MX
nonydeHns, cogepxallas ux capmMaLeBThyecKasn
KOMMO31UMA M crnocob ee nonydeHus. 5 c¢. u 2
3.n.dp-nbl, 1 1261,
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(57) Abstract:

FIELD: organic chemistry, pharmacy.
SUBSTANCE: invention  describes  novel
derivatives of oxazolidinone of the formula 0]

I_I/\

0

COOR

where R! means amidinophenyl; R2 means H,
A, C4-Cqp-alkanoyl, C4-Cg-alkoxycarbonyl,

benzoyl, naphthoyl, C1-Cg-alkylsulfonyl,
benzylsulfonyl or unsubstituted
phenylsulfonyl or phenylsulfonyl

monosubstituted with C;-Cs-alkyl, R® means
hydrogen atom or C4-Cg-alkyl; A means alkyl
with 1-16 carbon atoms and their
physiologically acceptable salts. Compounds
show inhibitory effect on binding fibrinogen
with corresponding receptors and can be used
for treatment of patients with thrombosis,
osteoporosis, cancer diseases,
arteriosclerosis and  osteolytic  diseases.
Invention describes also methods of their
synthesis, pharmaceutical composition
containing thereof and pharmaceutical
composition preparing. EFFECT: improved
methods of synthesis and preparing, valuable
medicinal properties. 7 cl, 1 tbl
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N3oBpeTeHne kacaeTcA HOBBLIX MPON3BOAHbLIX
oKcasonuanHoHa opmyrbi |
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roe R oBosHauaer aMuanHodbeHun,
R2 oBosHauaeT H, A, Cq-Cqg-ankaHoun,
C ,-Cg-ankokcukapBoHun, 6GeHsonn, HadbToMA,

c 1-Cg-ankuncy nbpoHus, 6eHsnncynbMoHA 1N
HesaMeLLeHHbIA nnm MOHO3aMeLLeHHbIM

C 1-Co_ankurnom eHUNCyNbGOHMN,

R® 0603HauaeT Boaopoa unu C4-Cg-ankun,

A obosHavaeT ankin ¢ 1-16 C-atomamu,

a TaKkke WX PUINOMNOrMYECKN MPUEMIEMbIX
cornen.

AHanorvyHble coeguMHeHUA W3BeCTHbl W3
3agasku EP-A1-0381033.

Bapavell HacTosILLero 3obpeTeHns sBnseTcs
rnony4yeHne HOBBLIX COeAWHEHUA ¢ LeHHbIMU
CBOWCTBAMU, B OCOBEHHOCTU TaKWX, KOTopble
MOryT ObITb WCMONB3OBaHbl ANA NONyYeHUs
neKapcTBEHHbIX CPencTB.

Ota 3apaya Obima pelleHa € MOMOLLBIO
n3obpeteHnsa. Bbino  obHapyxeHo,  4TO
coeauHeHWs hopMynbl |, a Takxe MX conbBaTbl U
COMW MpU XOpoLUel nepeHOCMMOCTU obnaparoT
LeHHbIMW  hapMaKoNornyeckMMU  CBOACTBaAMM.
Mpexae BCero OHU AencTByIOT Kak
WHTErPUH-UHIMONTOPLI, MpM  3TOM  OHU, B

YacTHOCTX,  TOPMO3ST  B3auMopeincTBue
peLenTopoB Pz - WM Bs -MHTErpuHa C
nvraHgamu. Ocobyto ahPeKTUBHOCTD
coeguHeHusi  obHapyxvBalOT B clydae

WHTErpUHOB M ay fs, ay Ps, amp Pz OTa

aKTUBHOCTb MOXeT BbITb, Hanpumep, AokasaHa
rno metofy, KoTopklil onuckiBaeTca J.W.Smith et
al. Biol. Chem. 2265, 12267-12271 (1990). B
UYaCTHOCTM, OHWM TOPMO3AT CBA3bIBAHWE
brbpuHoreHoB, hUOPOHEKTMHA K chakTopa ¢hoH
BunnebpaHaa ¢ ¢UBPUHOreHHbIM peLenTopoMm
KPOBSIHLIX NnacTUHOK (rnukornpotenH Ib/llla),
a Takke CBA3bIBAHWE UX U APYrMX aaresunBHbIX
NMPOTEUHOB, TaKWX KaK BUTPOHEKTWH, KOmMmnareH u
NaMWHVH C COOTBETCTBYHIOLLMMU peLienTopaMn Ha
MOBEPXHOCTN PasfUYHbBIX TUMOB KMeTOK. TakuMm
obpa3oM, 3TM COeOUHeHWs BRUAIOT Ha
B3aumMopeicTBMe  TUMa  KreTKa-knetka wu
KneTka-maTpula. OHun, B YacTHOCTH,
npefoTBpaLLaloT BO3HWKHOBEHWE TpomM6oB
KPOBSAHBIX MAacTUHOK W  MO3TOMY  MOryT
NpUMeHATbCA  AnA  nedeHns Tpom6os,
anonnekcuM, cepaedHoro WHdapKTa, aHrHbl
pectoris, ocTeonuTudecknx 3aboneBaHWA, B
YaCcTHOCTM OCTEONMOopOo3a, aHTWaHrMoreHesa W
pecTeHo3a rMocfe aHrvonnacTiv,  MemMuw,
BOcMalnieHWi, apTepuocKknepo3a W OGTPOW
noyeyHol HegocTaTOMHOCTU. [lanee coeguHeHUA
okasbiBaloT adhdpeKTMBHOe BO3helcTBMEe Ha
pakoBble KneTkW, caepxuBasi obpasoBaHWe
MeTacTasoB. Takum obpasoM, OHW MOTyT Takke
WCMonb3oBaTbCA B KadecTBe aHTUPaKoOBOro
cpencTBa.

WmetoTcA nokasaHWs, 4TO paKoBble KMNeTKU
Yepes MMWKpoTpoMObl nonagaloT B COCYAbl W
TakuMm  ofpasom  sawmwaroT ceba  oT
obHapyXeHWs  KneTkamW  MMMYHOCUCTEMbI.
MuKpoTpoMGbI crnocoGeTBYOT TaKke
NMPVBASBIBAHUIO PAKOBBIX KIETOK K CTeHKaMm
cocyaoe. Tak kak obpasoBaHWe MUKpoTpoMGoB
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HaXoAUTCS BO B3aMMOCBHA3N € pUBPUHOreHHOR
NPUBA3AHHOCTLIO K PMBPUHOrEHHOMY peLienTopy
(rnMkonpoTeunH lIbfiiia), TO WHrMONTOPHI
MBpUHOreHHON CBA3KM CUMTAIOTCH  Takke
WHIMBUTOpaMn MeTacTasoB.

CoeguHeHNs NpurogHsl TaKke B KadvecTBe
AHTMMUKPOBHBIX aKTWMBHBIX BELLECTB, KOTOpble
MOryT TMpensTCTBOBaTb PasBUTUIO WMHMeKUWH,

TakWX, Hanpumep, KoTopble BbI3BaHbI
GaKTepuaMU, TPUCKOM WIM  OpOXXKaMh. ITu
BelllecTBa MOMHO faBaTb noaTomy
npennoJTUTeNnbHEIM — 0BpasoM B KauecTBe

CONYTCTBYHOLUMX  AHTUMUKPOBHBLIX  aKTUBHbIX
BeLUeCTB, €CNnv NPeanpUHUMAaleTCsl BOSAEUCTBUSA
Ha OpraHWaM, MpW KOTOPLIX MWCMONb3YIOTCA
BeLUeCTBa, UYyXOble OpraHuMsMy, Takve Kak,
Hanpumep,  Buomartepuansl, WMMaHTaHTbI,
KaTeTepbl WM CTMMyNATopel cepaua. OHU
AeNCTBYIOT KaK aHTMCenTMYeckne CpeacTBa.
AHTUMUKPOBHas aKTMBHOCTE COeOQUHEHU! MoxeT
ObITb, HaNpMMep, AokasaHa MeTogom P. Valentin
- Weigand et al., koTopblli onmMcaH B Infection
and Immunity, 2851-2855 (1988).

Opyrne cBoiicTBa COedWMHEHWA MOryT ObiTb
onpefgeneHbl MO MeTOAWKE, OMWUCaHHOW B
onncaHnn  n3obpeteHuss  EP-A1-0462960.
TopmoxeHne DUOPUHHOIA CBA3N c
UBPUHOreHHbIM  pelenTopoM  MoxeT  ObiTb
[AOKa3aHo Mo MeTOAMKE, yKa3aHHOW B OnMcaHuu
nsobpeteHnna  EP-A1-0381033. [elictBue
nogaBrieHUs arperayuv TPOMOOLIMTOB MOXeT
ObITb onpefeneHo B nabopaTopHbIX YCIOBUSAX MO
Metoauke bopHa (Nature 4832, 927-929, 1962).

Hanee npegmeTom n3obpeTeHWa SBNASTCH
crnoco6 MonyYeHUs COeAMHEHUA ykasaHHOW
dopmMynbl |, a Takke ero conen, oTnnyaroWnncs
TeM, UTo

a) coegvHeHne chopMyrbl | ocBoGoxgatoT na
ogHoro M3 ero yHKUUOHASbHBLIX MPOV3BOAHBLIX
nytem oCpaboTKu COMbBOMU3MPYIOLLMM  UIIK
rMOPOreHONM3NPYHLLUM CPEACTBOM, MW YTO

©) coeanHeHune dopmynbi Il

CH_Z
I_( 2
1
R —H o
II
1]
rne Z osHavyaetr Cl, Br, |, OH wunu

peaKLMOHHO-CNOCOBHYI0 STEPUDULIMPOBAaHHYIO
OH-rpynny, v
R umeeT ykasaHHoe Bbillle 3HaUEHMe,
BBOAAT B peakuyuio B3auMofeNcTBUA C
coefiuHeHneM chopmynel il

K
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roe R2 u R® umetot YKasaHHble 3HavyeHus, a

X osHavaeT OH unun octaTtok, obpasoBaHHbIA
13 OH no Tvny comnu, Unn 4YTo

(B) coeanHeHne cpopmynbl 1V

k4
HE

1
R —NH—CHZ—CH(OH)—CHZ—O v
3
COOR

roe R1, RZ2 u R® nmetor yKasaHHble Bbllle
3Ha4eHus,

BBOOAT B peakyuio B3auMOAeNCTBUA C
peaKLMOHHO-CNOCOOHBIM MPON3BOAHBIM YTONBHOM
KWCMOTbI, UMW YTO

(r) coeguHeHue dpopmynbl V
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rae R? 1 R® UMeioT ykasaHHbIe 3HaueHNs,
BBOAAT BO B3aUMOAENCTBNE C CoeANHEHNEM
opmynbl VI

B—N/_\'A' VI
N

roe B nMeert ykasaHHOe 3HaueHue, U1
Y o3HadyaeT | nnm

—HC—(CH_» -¥"
Z m
1
>N—(CH y -¥
Z n

rae m u N UMetoT yxe yKasaHHble 3HauyeHus, a
X' osHauaeTt Cl, Br, | wnu pgpyryio nerko
HYKNeoUIbHO  BbITECHAEMYID  OTXOASILLYIO

rpynny,

(8) Ana nony4eHUs ryaHWAUHOMETUIBEHOrO
coeguHerns dopmynbl | (R 1 = dpeHmnmbHbIi
OCTaTOK, OAHOKPAaTHO 3aMeLLEeHHbI  Fpynnoi
H 2N-C(=NH-CH,-) aMMUHHOe coefiMHeHune,
cooTBeTCTBYylolWee  dopmMmyne |, koTopoe
COOEPXUT, ofHako, BMecCTo ocTaTka
R aMVHOMETUNEHWUITEHYO rpynny,

obpabaTtbiBaloT aMUOMHMPYIOLLMM  CPEeacTBOM,
Unn uTo

(e) oauH octaTok R3 npeBpaLyatoT B OpYron
octatok R® nyTeM oMbINeHUA CrOXHOro adupa
copMynbl |, N KapBoHOBYIO KUCHOTY hopMyIbl
|, noaBepratoT aTepudmKaLn, Um 4To

(k) OCTaToK (ocTaTkun) R? n/unm
R 2 npespawatoT B Opyroii octaTtok (opyrue
octatkv) R! wunu R2, wunm uto

(3) coeguHeHne chopmynel | nepeBogAaT B
OoOHYy M3 ero cornei nytem obpaboTkvM KMCMOTON
WM OCHOBaHWEM.

CoegunHenusi copmynsl | obnagaroTt, no
MeHbLUEeM Mepe, OAHUM XUpalbHbIM LEHTPOM W
MOryT MO3TOMY BbICTyNaTb B  HECKONbKUX
3HaHTMOMepHbIX chopmax. Bce 3Tk dopmel
(Hanpumep, dopmbl D M L) n uMx cmecu
(Hanpumep, dopmbl DL) BKntoueHbl B cpopmyny 1.

Bbilie 1 HWXe OCTaTKM WM COOTBETCTBEHHO
napameTpsl A, B, D, X, Y, Z, R™-R® Ac, Ar, k,
m, U N UMEOT 3HaYeHMWs, yKkasaHHble B (popMyax
I-VI, ecrnn ueTko He ykasaHO u4TO-NMMBO Apyroe.
Ecnn B Momekyne UMEOTCA  HEeCKOMbKO
OOMHaKOBO 0BG03HAYEeHHbLIX TPy, TO OHU MOryT
HesaBUCMMO Jpyr OT Agpyra nNpuHUMaTb
pasnuyHble onpefeneHus.

B BblweykasaHHbIX chopmynax rpynna A
umeeT 1-6, npepnoydtutensHo 1, 2, 3 wnm 4
atoma C. B yvactHoctn, A  o3HauyaeT
npegnoYyTMTENsHO  MeTWn,  3Tun,  MAponun,
nsonponun, 6yTun, M3obyTnn, BTOPUYHBIA GyTILN
WK TPeTWYHbIA ByTun, fanee Takke neHTUn, 1-,
2- wwm  3-metundytan, 1,1-, 1,2-  wunm
2,2-gumMmeTunnponusn, 1-atunnponun, rekcun, 1-,
2-, 3- UNK 4-MEeTUNNeHTKI.

R sBnseTcs NpeanouTUTENEHO deHNMbHBIM
OCTaTKOM, 3aMeLleHHbIM B 4-M MONIOKEHUW, HO
TaKkke WU BO 2-M UM 3-M  MONOXeHWM, B
ocobeHHOCTM npepnodTATENBHO 2-, 3- U (B
ocobeHHOCTK) 4-aMUHOMETUNdeHuoM, 2-, 3-
unn (B ocobeHHocTn) 4-amunaodoenHnn, 2-, 3- unu
4-ryaguHOMeTUncheHun, NpuyemM Bo BCEX Cryyasix
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nepBUYHbIE aMWHOTPYMMbl MOFYT WUMeTb Takxe
amMuHoszaWwnTHeIe rpynnel. Janee R' senseTcs
TaKkke npegnoYTUTENbHbLIM obpasomM
4-nvnepugunbHbIM, 4-NUNepuaNIMETUNBHBIM,
4-NNepuaunaTUIbHbIM,
1-amMmanHO-4-NMNepuaunbHbIM,
1-aMManHO-4-NUNepUanNNIMETUNBHDBIM,
4-NnnNepasmvHUNSTUITbHBIM,
4-nnnepasvHUNNPONUIILHBIM,

4-nnnepasMHUNBY TUINbHBIM,
1-aMWUaNHO-4-NMNEPasMHUMISTUIIBHBIM UK
1-aMUaNHO-4-NMnepasMHUANPONUbHBIM
OCTaTKOM.

R2 npeactaBnAeT  NPEANOYTUTENbHO
Bogopod, MeTwun, 9TWf, MeTWUNCYIbgoHWUN,
ATUNCYNbGOHWA,  H-MPOMUIICYNBCPOHUT  UNN
H-OyTUNCYNbPOHWI,  TONMYONCYNbGPOHUN WK
aMUHO3ALUTHYIO TPYNMY, €ClN OHa UMeeTcs.

R® sBnsieTcs NpennoqTUTENLHO BOLOPOAOM,
METUIIOM UM ATUIIOM.

Ar  ABnsieTcs  NpeanoYTUTENBHO
HesameLLeHHbIM deHnnom nnm
4-mMeTnndeHNIoM, Ac o3HavaeT
npegnoyTUTEnsHO ankaHoun ¢ 1-6 atomammn C,
KaK, Hanpumep, ¢OpMWIl, aueTur, MPOMNMOHWUN,
SyTuprn, w3oByTupwn, Banepvn WM Kanpown,
Aanee GeHsoun, Tonyun, 1- unu 2-HadToun unum
deHrnayeTmN.

MapameTpbl k n m O3HauvatoT
npegno4tnTensHo O unn 1. MapameTp n - aTo
npeanoYTUTENbHO 2 Ui 3.

Cpeam coefnHeHUH chopmynbl I
npeano4TUTENbHLIMA ABNAITCA Te, B KOTOPbIX,
Nno MeHblLIEN Mepe, OAWH M3 YKa3aHHbIX OCTaTKoB,
ogHa W3 YyKasaHHbIX Tpynn WWnM OJuH W3
yKasaHHbIX NapamMeTpoB WMeeT ogHO M3

yKasaHHbIX npegnoYTUTENbHBIX  3HAYEHWH.
HekoTopble rpynmnsl npeanoYTUTENbHBLIX
coeguHeHuin - ato Te K3 copmyn la - If,

KOTOpble GOOTBETCTBYIOT ¢hopmyne |, rae, ogHako,

B la R' osHauaet aMmmanHodeHun,

B 16 R osHauaer aMuanHoMEeHUN K

R? osHavaeT BOAOPOA;

B I8 R" osHauaer aMUHOMETUIIheHnN n

R3 osHauaer BOAOPOL, NN METWIT,

B Ir R! osHauaert aMUaMHOMEHU 1

R® osHauaet BOAOPOL UK METUN,

B lg R' osHavaer nMNepuannMeTHn K
nunepuannaTMn n

R2 osHauaer Bogopon uim -A-SOo;

le R" osHauaeT 1-ammanHONMNepPUaNNIMET

R2 osHavaeT Bogopoa nnu A-SO»-;

Ik R1 O3Ha4YaeT nunepasuHo3ITUN Unn
nunepasmHonponun n

R2 osHavaeT Bogopog nnu A-SOo-;

I3 R! oaHauaeT 1-aMMANHOMUMEPASUHOITUN
unu 1-aMmamMHoONUNepasnHONpPOnun un

R? osHauaeT Bogopon unu A-SO».

CoeguHeHna copmynkl |, a Takke MCXogHble
BellecTBa ANA WX NONyveHMa NonyyarT obbI4YHO
Nno M3BeCTHbIM MeToguKaM, KOTopble onucaHbl B
nutepatype (Hanpumep, B Houben - Wey 1,
MeTogbl oOpraHv4eckol XUMWUW, WU3OATENbCTBO
Georg - Thieme, WTyTTrapt; aanee onvcaHue
nsobpeteHus - EP-A1-0381033, EP-A1-0462960),
a WMEHHO B YCMNOBWUSIX peaKkuuu, KoTopble
M3BECTHbI U MpUrodHbl ANA HasBaHHbIX peakuWi
obmeHa. lNpy 3TOM MOXHO WMCMONb30BaTh TakKe
caMu no cebe N3BeCTHble BapWaHTbl, KOTOpble
3necb bonee noapobHO He yrnoMUHalOTCS.

WcxopHble BellecTBa MOXHO MomnyyaTb npu
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XenaHMM in situ Tak, 4YTO 3aTeM WX He Hago
BblAENATE U3 PEeaKUUOHHOW CMecH, a MOXKHO
BBOOAWTbL CPpa3y Xe B peakuyuto obMmeHa ¢
obpasoBaHWEM coefHeHWi popmyrbl .

CoeauHenns dopmynbl | MoryT  6biTb
normyyeHel nNyTeM WX BblAeneHus U3 WX
YHKUMOHATBHBIX NPOM3BOAHBIX nyTem
COMbBOMM3a, B 4YacTHOCTU [MOPONU3a WU
rMaporeHonusa.

MpeanoJyTUTenbHBIMA UCXOAHBIMMI
BeLlecTBaMm1 ans conbBonn3a unu
COOTBETCTBEHHO MNMAPOreHonNMaa sBNSIOTCH Takne
BellecTBa, KOTOpble OOBIMHO COOTBETCTBYIOT
copmyrne |, HO BMECTO OAHOA WM HECKOMbKUX
cBOBOAHBIX  aMWHO-  W/WNWM  TUOPOKCUIPYMn
cofepxaT  COOTBETCTBYHOLUME  3alUMLLEHHbIE
aMUHo- wunu MMOPOKCUTPYMEbI,
npegnoYTUTEnbHeIM 0Bpa3oM Takue, KoTopble
BMecCTOo aToma H, cBAzaHHoro ¢ atomom N, HecyT
aMUHO3aLUMTHYIO TPYMny, B YacTHOCTW Takue,
KoTopble BMecTo rpynnsl HN HecyT rpynny R'-N,
roe R' o3HavaeT amMUHO3aLLMTHYO rpynny, Wunm
Takue, KOTOpble BMeCTO aToma H
rMOPOKCUIPYMMbl  HEeCYT  MMAPOKCU3ALLUTHYIO
rpynny, Hanpumep, Takue, KoTopble
CcoOTBETCTBYIOT chbopmMmyne |, ogHako BMeCTO
rpynnel -COOH HecyT rpynny -COOR", rge R"
O3HayaeT rMapo3alLUTHYIO TPymny.

B monekyne wucxogHoro BellecTBa MOryT
TaKkKe MPUCYTCTBOBaTb HECKONbKO OAVHAKOBbIX
WM pasHbIX  3alUWLEHHbIX aMWHO-  W/UNK
rmgpokcurpynn. Ecnu vmetomecs 3alyTHble
rpynnbl  OTNMYaKOTCA Apyr OT Apyra, TO OHW
MOryT BO MHOMMX GCIyyYyasxX GenekTMBHO
OTLLENMATLCA.

BblpaxeHne ‘"amMwuHosawmTHaA  rpynna"
sBnAeTcA OOGLLEN3BECTHBIM U OTHOCUTCA K
rpynnamM, KoTopble MpPWrodHbl AnNA  3aluTbl
(6rnokMpoBaHWA) aMMHOTPYMMbl OT XMMUYECKMX
npeBpaLleHuil, HO KoTopble K TOMY X& MOryT
nerko GbITb ydaneHsl nocre Toro, Kak xenaemasi
XUMUYecKas peakUUsA npoLuna Ha ApYromMm MecTe
Monekynel. TWAMYHBIMU  ONA  Takux rpynn
ABMNAIOTCH, B YACTHOCTU, He3aMelleHHble Wnv
3aMelleHHble auvnbHble, apvibHble (Hanpumep
2,4-gnHuTpocbenun, (DNP)),
aparnkoKcMMeTWUMbHble (Hanpumep,
GensonnokcmmeTn (BOM)) mnn apankunbHble
(Hanpumep, 4-HUTPOOeH3UN, TpUdpeHUIMETHT)
rpynnbl.  Tak Kak aMUHO3aWWTHbIe TPYMMbl
yOansoTca nocne npoBedeHUs Xeraemomn
peakunn (UK cepun peakynin), To WX BUL U
pasMep B OOLeM He ABNSOTCA KPUTUYECKUMM:
NpegnoYTUTENbHBIMA ABNAOTCH, OOHAKO, Takue
rpynnel ¢ 1-20, B 4acTHocTH, 1-8 aTomamu C.
BelpaxeHne "ayunbHas rpynna" cnegyeTt
BOGMPUHUMATL B CBAI3W C HACTOSAILLUM GMOCOGOM B
CaMOM  LUMpOKOM cMbicrie. OHO  BkoYaeT

auUneHble rpynnbl, NpoV3BOadHbIE oT
anuaTUyeckuxX, apanudaTMieckux,
apoMaTUYeCKMX unu reTepoL|UKITMYECKIX

KapOOHOBbLIX KUCMOT UK CyrbOHOBBIX KACAOT, a
TaKkkKe, B YACTHOCTW, ArKOKCUKapOOHWUIbHbIE,
apunoKCUKapBoHUIBHBIE W Mpexae  Bcero
aparnKkoKcMkapBoHUbHbIe  rpynnbl.  MprMepamu
TakMX auunoBbIX rPynn ABNAIOTCH ankaHoun,
Tako Kak auetun, MponuoHWn, ©ByTupunm;
apankaHourn, Takoh Kak dpeHunaueTun; apoun,
TaKomh Kak BHeHsoun nnn TOnyun,
apurokcuarnkaHous, Takoh Kak dpeHokcuaueTun,
arkoKcUMKapBboHWI, Takol Kak MeTOKCUKapOOHMUI,
ATOKCUMKAPBOOHUN, 2,2,2-TPUXNOPITOKCUKapOOHU,
M30MponoKcukapboHun, Tpert.-byTokcukapboHMn
(BOC), 2-iopgatokcukapboHmMn;
apankunokcukap®oHnn, Takon Kak
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6eHaunokcukapboHun (CBZ),
4-MEeTOKCUOEH3UIOKCUKapBboHU,
9-pTOpeHunmMeTokcukapboHun (FMOC).
MpeanouTUTEnbHBIMU  3aLMTHBEIMU  TPYMNamMu
apnstotcas BOC, DNP n BOM, pnanee CBZ,
OeH3un 1 aueTun.

BeipaxkeHue ‘"rmgpokcusawiMtHas rpynna’
ABNAeTCA Takke obLLEen3BECTHBIM M OTHOCUTCS K
rpynnaM, KoTopble MpUrogHbl Ans  3auThbl
MAPOKCUIPYMNbl OT XUMWUYECKUX MpeBpaLleHuit,
HO KOTOpble MOryT ObITb Nerko yaaneHsl rnocre
TOro, KaKk Xenaemas XUMUYecKas peakuus
npowna Ha  Apyrom  MecTe  MOMeKyrbl.
TUNUUHBIMK NS TakMX TPynn  sABNSIOTCS
Ha3BaHHbIE BbilLe HesaMelleHHble unu
3aMelleHHble apuUrbHble, apanKkunbHble UK
auuiibHbIe TPYMNMbl, Aanee Takke ankuibHble
rpynnel. Mpupoaa n pasmep rmapoKCHU3alnTHBIX
rpyrnn He SBRSKOTCA KPUTMYECKUMUW, TaK Kak
nocre 3aBepLUeHVsT XeMaeMoh XUMUYECKON
peaku1n UnM nocneqoBaTeNlbHOCTU PeaKLMWi OHK
BHOBb nognexat yAaneHuo;
npegnoYTUTENBHBIMK ABNAOTCA rpynnsl ¢ 1-20, B
yactTHocth ¢ 1-10 atomammn C. T[lpumepamu
rMOPOKCM3aLLMTHBIX FPYNM SBNSOTCS, KpOME TOoro,
TpeT.-6yTun, GeHann, P-HUTPOOEH3MN,
p-TonyoncynbdoHUN U aueTun, npuyeMm ocoboe
npeanovTeHue otaaetcsa GeHsuny v auetuny.

Wcononbayemble B kavecTBe  MCXOOHbIX
BeLUeCTB dYHKUMOHamNbHbIE Npov3BoAHble
coeguHeHnin opmynbl | MoryT BbiTb MOMyYeHbl
no obbl4MHON MeTOAMKe, Tak KaKk 3TO OnucaHo B
BbiLLIeHAa3BaHHbIX CMNPaBOYHWKaX W 3asBKax Ha
Bbl4ayy naTeHTa, Hanpumep, NyTeM peakuuu
obmeHa coeguHeHWid, KOTOpble COOTBETCTBYIOT
dopmynam Il w lll, npudem, opgHako, no
MeHbLUell Mepe, OOHO WX 3TUX COeOWHeHWN
COAEPMT 3alLMTHYIO Tpynny BMecTo aTtoma H.

BricBoGoxaeHne coeanHeHnin popmynbl | 13
UX yHKLMOHAmbHBIX MPON3BOAHBIX YAAeTCA
OCYLLECTBUTE B 3@BMCUMOGTM OT UGMOSb30BaHHOM
3alUTHOWM Tpynnbl, Hanpumep, G MOMOLLbIO
CUIBHBIX KUCMOT, LenecoobpasHeivM obpasom ¢
MOMOLLBIO  TPUGPTOPYKCYCHOW  KUCIMOTBI WK
XMOPHOM KUCMOTbl, HO M C MOMOLUBIO APYriuX
CUMBHBIX HEOPraHWYeCKUX KWUCIOT, TaKUX Kak
consiHas KACNOTEl WM CepHas KUcnoTa, C
MOMOLLIO CUJIbHBIX OPraHNYecKUX KapOOHOBbLIX
KMCMOT, TaKMX KaK TPUXIIOPYKCYCHas KUCMOTa,
UNM  CyNbOHOBLIX  KACMOT,  TakKUX  Kak
GeHsonbHas UNKM  M-TonyoncynbdgoHoBas
KMcroTa. BoamoxHo npucyTCcTBUE
AOMONHUTENBHOIC MHEPTHOrO PacTBOpPUTENs, HO
3To TpebyeTcsi He Bceraa.

B kauecTBe WHepTHOrO pacTBOpUTENA
NpUroAaHbl  NPeAnoYTUTENBHO  OpraHU4Yeckue,
HanpuMep KapBOOHOBLle KUACMOTLI, Takue Kak
YKCYCHasi KMCNOTa, B MpocToi adhup, Kak
TeTparngpodpypaH WNUM OUOKCaH, aMufpbl, Takue
KaK anveTundopMamMni (DMF),
ranoreHUpoBaHHbIe YrMeBoAopoabl, TakMe Kak
OVMXIIOPMETaH, CcynbdokcUabl, Takue Kak -
anmeTtuncynegokens (DMSO), panee Takke
CMUpTLl, TaKUMe KaK MeETaHoN, STaHom, Wnu
u3onponaHon, a Takke Boga. [anee wMoryT
NMPUMEHATLCH CMEeCU  HasBaHHbIX  Bbllle
pacTBopuTener. TpUdTOpyKCyCHasa KucnoTta
NpUMeHsieTCa NpeanoYTUTENbHO B U30LITOYHOM
konndectBe 6e3  pgobaBneHus  gpyroro
pacTBOpUTENs, XJIOpHas kUcnota - B dopme
cMecK U3 yKkeycHoln knenoTbl 1 70%-HoM XMopHON
KMCnoTbl B COOTHOWeEHUM 9:1. PeaKuynoHHble
TeMnepaTypbl ANS  pacllenneHus nexar
LenecoobpasHbiM 06pa3oM B WHTepBane Mexay

npubnuantensHo 0 K npubnuantensHo 50°C.
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PaBoTtatoT npeanodTUTEnNnbHO B MHTepBane
mMexgy 15 n 30°C (komHaTHas Temnepatypa).

pynna BOC wmoxeT oTwennATbcs,
Hanpumep, npegrnovTUTeNeHO € MOMOLLBIO
TPNPTOPYKCYCHON KMCNOTEI B AVXITOPMeTaHe unm
c nomowplo npubnusutenbHo 3-5H. HCl B
avokcaHe npu  15-60°C, rpynna FMOC - ¢
MOMOLLbHO npubnnanTensHo 5-20%-Horo
pacTBopa AMMEeTUNaMvHa, AU3TUNaMWHa WUnn
nunepuauHa B DMF nipu 15-60°C. OTwennexHne
rpynnel DNP yaoaeTca npowsBecTy, Hanpumep,
TaKkxe ¢ nomoLlbio NpubnuantensHo 3-10%-Horo
pacTBopa 2-mepkantoaTaHona B DMF/Boga npwu
15-30°C.

BawuTHele rpynnel (Hanpumep, BOM, CBZ
unu ©eHsun), KoTopble MOryT YAansaATbCs
rmaporeHoNMUMTUYEeCKn, MoryT ObiTb, Hanpumep,
yaaneHbl nytem obpafoTks BogopoAoM B
npucyTCTBAN kaTanusaTopa (Hanpumep,
KkaTanusatopa ©narcpogHoro MeTanna, kKak
nannagvii, uUenecoobpasHeiM o0BpasoMm, Ha
HocuTene, TakoM kak yromb). B kauecTtBe
pacTBopUTEnsa MpUrodHbl NpU 3TOM Ha3BaHHbIE
Bbile pacTBOpPUTENM, B YaCTHOCTW, Hanpumep,
CMMPTLI, TakMe Kak MeTaHOn WM 3TaHon, WK
amugpl, Takvme kak DMF. [wngporeHonus
NpPoBOANTCS, Kak MpaBuUIo, Npu TemnepaTtypax
Mexgy npubnuanTensHo 0 1 100°C u gaBneHUu
Mexay npubnmnsmtensHo 1 1M 200 Gap,
npegnoYTUTenbHbiM obpasom npy 20-30°C wu
1-10 6ap. MgporeHonus rpynnel CBZ ypaetcsa
XOpoLWo npoBecTW, HanpuMmep, Ha 5-10%-Hom
Pd-C B metaHone npu 20-30°C.

CoeanHenns copmynbl | moryT  6biTb
nony4veHbl NpegnoYTuTensHbIM o6pa3om Takke C
MOMOLLbIO peaKkunn coeguHeHna copmynel Il ¢
nponssogHbiM ceHona copmynbl [l Mpn atom
nonesytoTcs  LenecoobpasHbiM  obpasom,
W3BECTHbIMA MeTOoAMKaMK MOSTyHYeHWs MPOCTbIX
achmpos.

NeTtyvasn rpynna Z O3HauvaeT
npegnoytMTenbHelM  obpasom  Cl,  Br, |,
C1-Cs

-aJ'IKI/IJ'Ich'IquOHVIJ'IOKCI/I, KaK MeTaH- WUnu
GTchyJ'IbQDOHVIJ'IOKCVI unu

C 6_C1O-apVIJ'Ich'IbdDOHVIJ'IOKCVI, Kak  BeHson,
p-Tonyor- unu 1- unm
2-HaPTanNUHCY NbOHUIIOKCH.

Peakuns npoTekaeT npegnoyTUTENbHBIM
obpasoM B MPUCYTCTBMK  AOMOMHWUTENBHOMO
OCHOBaHWSl, HarpumMmep rugpokcuaa  unm
kapboHaTa LIeNoYHOro Ui LLenoYHO3eMeNbHOro
MeTanna, kak To: MMApoKcua HaTpUA, Kanusa unm
KanbLuus, kapboHaT HaTpUSA, Kanva Un KanbLus,
B WHEPTHOM pacTBopuTene, Hanpumep B
rarioreHMpoBaHHOM  yrreBoJopofde, Kak To:
AuxnopmeTtaH, B NpocToMm adoupe, kak To: THF
UM guokcaH, B amuige, kak T10: DMF wmnm
avMeTAnaueTamMMa, B HUTpUnNe, Kak  TO:
aueToHUTPWI, Mpu  TeMnepaTypax  Mexay
npMbnManTensHo -10 " 200°C,
npeanoYTUTENbHLIM obpazom Mexay 0 u 120°C.
Ecnn netyuas rpynna E otnuuaetca ot |, TO
pekoMmeHayeTca aobaBneHWe oamaa, Takoro Kak
rnogna Kanus.

WexopHele Belwectea dopmyrbl Il saBnstoTes,
KaK npaBuMno, HoBbIMM. OHU MOryT OblTb
MonydeHebl, Hanpyvmep, C MOMOLLBIO  peakuun
3aMellieHHoro aHWnuHa dpopmynel R'-NH, ©
coegnHeHnem copmMy bl R5CH2-CHR6-CH20H
(roe R5Z, R°0OH nmm R® v R® Bmecte osHavaroT
Takke O)a c obpasoBaHueM CcoeguHEeHWA
dopmynbl R'-NH-CH,-CHR8-CH,OH  (rme
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R osHauaer OH), ¢ momolplo peakym ¢
NpoVn3BoAHbIM YrONbHOM KUCMOThI, TakUM  Kak
AnatunkapboHaT c nony4eHnemM
3-R 1—5—rlflplpOK(:l/lMeT|/|J'|—2—0|<ca3or||/|pu/|H0H0|3 7]
npu HeoBXOAWMOCTM C MOMOLLBIO MpeBpaLleHs
rmapoKcMMeTUnoBoin rpynnsl B rpynny CHoZ,
Hanpumep, ¢ nomowsto  SOCI,,  SOBr,,
MeTaHGyNboHMNXIIopUaa Unm
n-tonyoncynbcoHunxnopuaa.  CoeguHeHWA
dopmynebl 11, kak NpaBUNO, U3BECTHBI UMW MOTYT
ObITb MONyYeHbl MO aHAMOrMU ¢ U3BECTHLIMU
COEAMHEHUAMM W3 MOAXOoAALUUX ¢eHONbHBIX
NPOU3BOAHLIX UK U3 heHona.

CoepuHeHna copmMynel | MoryT BbiTb fanee
nonyyeHbl MOCPEACTBOM pPeakUun COSAUHEeHUS
dopmynbl IV (MM ero peakLUOHHOCMOCOBHOro
NPOW3BOAHOIO) € PeaKUUOHHbIM MPOW3BOAHBLIM
YrOMNbHOWM KUCTOTHI.

B kauecTBe NMPOM3BOAHLIX YrONMBHOW KACMOTHI
MPUroAHbl, B YaCTHOCTW, AWanKuikapGoHaThl,
TakMe Kak guaTunkapOoHat, panee Takke
anKWoBblA acbrp XMNOPMYypPaBLUHON KACNOThI, Kak
To  atunxnopdgopmuat.  [peanoyTUTeNnbHbIM
o6pa3oM MpOM3BOAHOE  YKCYCHOM  KUCHOTHI,
koTopoe LenecoobpasHbIM o6pasom
ucnomnbsyeTcss B M3BLITOUHOM  KOnU4ecTBe,
CIYXNT TaKKe pacTBopUTenem unu
CYCMEH3WOHHbIM  CPEACTBOM. Ho  moxert
NpucyTCTBOBaTb TakkKe OAMH W3  YKasaHHbIX
pacTBOpUTENel, ecnu OH B LaHHOW peaKuuu
obMeHa saBnseTcs UHepTHbIM. [anee
pekoMeHayeTcss [ob6aBnsATb OCHOBaHWe, B
YaCTHOCTU arnKoronaT LenoYyHoro MeTanna, Kak
To TpeT.-OyTunat kanua. Pabota BepeTcA
npeanoYTUTENbHBIM 06pa3oM, MpU PeaKUMOHHBIX
TemMnepaTypax Mexay 0 " 150°C,
npeanoYTUTEnbHbLIM obpasom Mexdy 70 n 120°C,

WcxogHble BelectBa chopmyrbl IV SBNAOTCH,
KaK npaBufo, HoBbiMU. WX MoXHO, Hanpumep,
nonyyaTe 3a c4yeT PYHKUMOHANN3UPOBAHNS
Ha3BaHHbIX Bbllle COSAUHEHWA  chopMyIbl
R '-NH-CH,-CH(OH)-CH-OH B coeanHenust
chopMy Tk R1-NH-CH,-CH(OH)-CH»-Z "
peakunn ¢ coegmHeHnsmmn cdopmynbl il

Lna nonyyenns coegnHeHnn chopmynel |, rae
R" osHauaeT ryaanHodeHIbHYIO Py, MOXHO
o6paboTaTb COOTBETCTBYIOLLEE
aMVHOeHWUIbHOe coeVMHeHNe aMUAVHUPYIOLLLAM
cpeactBoM. B kauectBe amuguHupyowero
cpencTBa npeanoyTeHne oTAaeTcA
1-amMmmanHo-3,5-aMMeTUNNNPason1ny, KOTopbIA, B
YacTHOCTU, MWCMOmMb3yeTcA B OpPME CBOEro
HUTpaTa. PaGoTaloT uenecooGpasHbiM oGpasom ¢
pobGaBreHnemM  OCHOBaHWA, TaKoro  Kak
TPUITUIMAMWUH UMK 3TUN-AUU3ONPONUIaMUH B
WHepPTHOM pacTeopuTene unu cmecu
pacTBOpMTENnel, HanpyMep Bo4a/AVMOKCaH Npu
TemnepaTypax MexXay 0 n 120°C,
npegnoYTMTensHO Mexay 60 n 120°C.

Hanee nMeeTcs BOSMOXHOCTE B COSANHEHMI
chopMynel | NpeBpaTUTe oauH octatok R B
Apyroi octatok R® myTem oMblInNeHNs CrIoXHOro
acupa copmMynbl | MAM C  MOMOLLbIO
aTepydmKaLMn KapOGOHOBOWR KNcnoTbl chopmynbi |.

Ona ocylwecTtBneHna aTepuduKkaLum MOXHO
oBpaboTatb KkucroTy copmynbl | (RS = H)
U3BLITOUHBIM  KONMYECTBOM cnupTa  chopMyIibl
R 3-OH (R® = A unu 6eHaur), LienecoobpasHo B
NPUCYTCTBUM CUNBHOM KUCMOTbI, TaKoW Kak
consiHasi KMCMOTa UMW cepHasl KACnoTa, npu
TemnepaTypax Mexay 0 " 100
npeanoyYTUTEnbHBLIM obpasom Mexay 20 n 50°C.

N HaoGopoT, crnoxHblid acpup dopmynbl |
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(R3 = A vnm GeHaWm) MOXHO MpeBpaTUTL B

COOTBETCTBYIOLLYIO KWCIOTY hopMynbl (R3 =
H), yenecoobpasHo C NOMOLLbKO CONbBONU3a UMK
rmgporeHonu3a B COOTBETCTBMM C OOHOM K3
VKa3aHHbIX Bbllle MeTOAWK, Harmpumep, C
nomowbto NaOH wunm KOH B cmecn Bogbl M
AMoKcaHa Mnpu Temnepatypax mexay 0 u 40°C,
npegnoyTUTensHO Mexay 10 u 30°C.

Kpome TOro, uMeeTcs  BO3MOXHOCTb
npeBpalleHns ogHoro ocTtatka R ' winnu RZ B
apyroi octatok R nivnm R2.

B 4acTHoCTW, MOXHO TMepBMYHbIE WK
BTOPUYHbIE aMUHOrpynnbl ankMnupoaaTb,
auunMpoBsaTb, amMUAWHUPOBaTb WM CHabxaTb
BpeMEHHbIMW aMUHO3aLLMTHBIMU FPyMNnamMy Unm
ankun-  unn - apuncynbOHUNTpyNnaMn — Unu,
HaoGopoT, ocBoboxpaTb WX MyTeM ydaneHus
3TUX rpynn.

Ona nonyyenna amugnHa doopmynsl | (R1 =
aMuamMHodpeHMI)  MOXHO  MPUCOeAMHATb K
HUTPUAY copmynkl | (RT = LunaHdbeHrn) aMmMmak.
MpucoeanHeHe oOCyLLEeCTBNSETCA B NpoLecce
HEeCKONBKMX ~ 3TamnoB, MNyTeM npeBpaleHns
M3BeCTHbIM crnocofoM a) HUTpuna C MOMOLLEIO

HZS B TWOaMWA, KOTOPbIA C  MOMOLLBIO
ankunupymollero cpegctea, Hanpumep CHal,
nepeBoaMTCA B COOTBETCTBYHOLUUIA CIOXHbIA
S-ankun-MMMaoTMoadcup, KOTOpbIA cO  cBOel
cTopoHbl pearvpyeT ¢ NHz c obpasoBaHvem
amvauHa, criocoGoMm 6) HWTpWNa c MOMOLLbIO
cnvpTa, Hanpumep aTaHona, B npucytcTeun HCI
B COOTBETCTBYIOLYMIA CMNOXHbIA MMUZ03DUP,
KoTopblli nogeepraeTcs obpaboTke aMMUaKOM, W
crnocoGoM B) nyTemM BCTYMNEHWA HUTpUna B
peakuymio obmeHa c
Buc-(TpUMeTUNCUNIN)-aMUOOMINTHSA ]
nocneayoLwmUmM rmaponmnsoM NpoayKTa.

AHanornyHsiM  oBpasoM MOXHO MonydaTb
COOTBeTCTBYIOWME N-rApOKCU-aMUOMHDI
dopmynsl | (R' = ernn,  sameLyeHHbIN
HO-NH-C(=NH)) ns Hutpunos, ecnn pabotaTb No
MeToguke a) WM ©6), HO BMeCTO amMmMuaka
ucrionb3osaTtk rMapokcmnamuH. [anee ns aTHx
NMpogyKToB MOryT ObITe MonyYeHel MPOU3BOAHbLIS
B MpoLecce BOCCTaHOBMEHUS WX, Hampuwmep, c
MOMOLLbIO rasoobpasHOro BoJopoAa.

OcHoBaHue copmMynbl | ¢ MOMOLLbIO KUCHOThI
MOXeT MepeBOAUTLCH B  COOTBETCTBYIOLLYIO
KUCMOTHO-agAuTMBHYlO  cornb.  [ina  aToro
B3aMMOLEeNCTBUA MPUMEHSIOTCH, B YacTHOCTH,
KUCMOTLI, KoTopble 0BpasyloT OU3MONOrMvecku
npremMnemMele conu. TaK, MOryT NUCMONb3oBaTbCA
HeopraHW4ecKkue KUCMOThl, Hampumep cepHas
KWcnoTa, asoTHasd KWUCHoTa,
ranoreHoBOAOPOAHbLIE  KUCMOTHI,  Takue  Kak,
XINOPBOAOPOAHaA KucnoTa unu GpomsogopoHas
KucnoTta, <pocdpopHble KUCNOTBI, TakMe Kak
opTodhochopHas KUCNOTa, CyrbgpaMMHoBas
KACMoTa, JAarnee opraHu4eckue KUCMoTbl, B
YacTHOCTKM, anudpaTuyeckne, anuuMKnuYeckune,

apomaTuyeckve unu reTepoLUKInyeckue
OfJHOOCHOBHbIE unu MHOTOOCHOBHbIE
KapbOHOBble,  CyIbOOHOBBIE  WINM  CepHble

KACNOTLI, HamnpuMep MypaBbMHAsi KMCIOTa,
yKCYCHasi KUCNOTa, TPUPTOPYKCYCHas KUCNOTa,
MPOMUOHOBAA KUCNOTa, MUBarNMHOBAs KUCHOTA,
AM3TUNYKCYCHas KUCNOTa, ManoHOBas KUCIOTa,
SIHTapHasi KUCNOTa, MUMErMHOBas KUCMOoTa,

byMapHasi KACMOTa, MareuvHoBas KUCIoTa,

MOJIOYHas KWACOTa, BUHHasA K1cnoTa, sbrnodHas
KACMOTa, JUMOHHasi KUCMOTa, [IIHOKOHOBas

KMUCNoTa, ackopGUHOBas KUCMOTa, HUMKOTMHOBAS
KUCIOTA, MeTaH- UMK TaHCyIbhOHOBAas KUCOTa,
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3TaHAMCYNboHOBas
2-rnapoKcnaTaHcynboHoBas KMcnoTa,
6eHsoncynegoHoBas KUCROTA,
n-tonyoncynsdgoHoBasa KNCnoTa, HadpTannHoBas
MOHO- 2 AncynegoHoBas KNCoThI,
naypurcepHas kucrora. Conu ¢ pmsnornornyecku
HenpoHWLaeMbIMn KucrnoTamu. Hanpumep,
NUKPaTbl, MOTYT MPUMEHATLCA ANA BblAENEHUS
WWNN OUUCTKM coeiHeHnin opmMynbl .

CobogHble ocHoBaHUs dhopmynbl | MoryT
ocBoGOXaaTbCs, MPU XKenaHuWv, U3 WX Comnei
nocre o6paboTkn CUNBbHBIMA OCHOBAHUAMM,
TaKUMKM KaK TMOPOKCUA HATpUS WK Kanug,
kapboHat HaTpus UK Kanus.

MoxHo Talke npeBpawaTe kapOoHoBble
kuenoTsl dpopmynsl | (R® = H) nyTem peakuumu
obMeHa ¢ COOTBETCTBYIOLLUMU OCHOBaHUAMMK B UX
COMM METanMoB UMM aMMOHUS, HanpuMep, conu
HaTpWS, Kanua Unn KkanbLms.

CoeguHeHUA chopMynbl | cogepat oguH Unu
HECKOMBbKO XUPanbHbLIX LLEHTPOB M MOTYT NO3TOMY
npucyTcTBOBaTb B paueMUdeckod unM B
ONTUYECKM aKTUBHOW dpopme. [lonyyeHHble
pauemMaTbl C  WUCMOMNb30OBaHUEM  U3BECTHbLIX
MeTOAMK MOryT pasgendaTbCa MeXaHUYecKu Unu
XUMUYECKN Ha 3HaAHTUOMEPbI.
MpeanoutTUTenbHBIM 0Opa3’oM, U3 paLeMUyecKon
CMeCH C MOMOLLLIO peakLun obMeHa ¢ OnTUYecKU
aKTUBHbIM pasgensowmm CpeacTBoOM
obpasyloTca Auactepeomepbl. B kadvecTBe
pasgensaoLwero cpeqcTea npurogHel, Hanpumep,
ONTUYECKM aKTUBHbIE KWUCIMOThbI, TaKWe Kak
D-coopmbl 1 L-popMbl  BMHHOR  KMCROTHI,
AVaLeTUNBUHHAsA KUCroTa, AMGeH30UNBUHHas
KMCroTa, MUHAaneHas Kucnota, sbnouHas
KUCroTa, MOMOYHas KWUCNoTa WU pasfudHble
ONTUYECKU-aKTUBHbIE KamapHOCYb(OHOBbIE
KUCMOTbI, TakMe Kak [ -CynbdookamdapHas
kucnota. lNMpegnoyTuTeneHbIM ABNAESTCH Takke
pasferneHue SHaHTUOMEPOB G MOMOLLIO KOMOHKM,
HanonHEHHOM ONTUYECKH aKTUBHbLIM
pasgennTenbHbIM cpeacTBOM (Hanpumep,
AVHUTPOBEH30UNM-PEeHUM-TITULUMHOM); B KauecTBe
pactBopuTensa (B XpomaTorpadouu) npurogHa,
Hanpumep, cMech
rekcaHa/M3onponaHona/ayeToHUTpUna,
Hanpumep, B 06beMHOM COOTHOLIeHUn 82:15:3.

EctectBeHHO UMeeTCA  BO3MOXHOCTb
Nofy4YeHUss ONTUYECKM aKTMBHbIX COedUHEHWUNA
dopMynbl | cormacHo  OMUCaHHbIM  Bbllle
MeToAMKaM, Korga  WCMOnb3ylT — MCXOOHble
BellecTBa  (Hanpumep, Takne  BellecTBa
doopmynel Il), KOTOpbIe yxe ABMAKTCA ONTUYECKN
aKTUBHbLIMMU.

Hoeble coeguHeHna dopmynbl | K KX
dr3nonorMdeck npuemnemMble Conu  MoryT
NPUMEHATLCA  ANA  nonyYeHus
dapMaLeBTUHECKMX  MpenapaTtoB, €cnn KX
BMecTe C, MO MeHbleAd wMepe, OgHUM
BelLlecTBOM-HOCUTENEM WA BCMOMOraTenbHbIM
BELLEeCTBOM W, NPU XKenaHWW, BMecTe C O4HWUM
nnu HECKONIbKUMW  OPYTMMKW  aKTUBHbLIMK
BellecTBaMW, NepeBecT B COOTBETCTBYIOLLYIO
AO3UPOBOYHYIO  chopmy. [lonydyeHHble  Takum
obpasomM npenapaTtbl MOTYT WCMOSb30BaTLCA B
Ka4ecTBe NneKkapcTBeHHOro cpeacTBa B MeavumHe
u BeTepuHapuu. B cnydae BelyecTB-HocuTenel
peyb naetT o6 opraHWYecKUX W HeopraHWYecKUX
BellecTBaX, KOTopble  MpUrogHbl  Ans
SHTepamnbHOro (Hampumep, OpafbHOro WM
peKTanbHOro) MM napeHTeparbHOro BBEASHWS
unu ana BBeAeHWA B dhopMme crpesa Ans
WHransuun, v He pearvpyloT C HOBbIMU
CoeAUHEHUAMW: Hanpumep, Boga, pacTUTenbHble
mMacna, GeHannoBble cnmpThlI,

KUCNOTa,
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NOMW3TUNEHIMMKONK,  FNUUepUHTpUaleTaTel Y
Apyrue rnuuepuabl XUPHBIX KACHOT, XenaTWHbl,
COEeBbIA NeyuTUH, YrNeBoabl, TakMe KaK NakTrosa
WM Kpaxman, cTeapaT MarHus, Tarbk,
uennonosa. [na opanbHOro npUMeHeHWUs
cnyxat, B 4acTHocTW, TabreTku, ppaxe,
Kancynbl, CAPOMbl, COKXW WU Kanmiu; WHTepec
npeacTaBnsioT TabneTkM, UMeloWMe JaKoBoe
MokpbITME, U Kancynbl ¢ obonodkamu,
obnapatoLmMu YCTONUMBOCTbIO npoTvB
BO34elCTBMA  XenygodHoro coka. [na
peKTansHOro NpUMeHeHUs CryXaTt Cynno3uTopuK,
Ansl napeHTepanbHOro BBeAEHWUsl - PacTBOPLI,
npeanoYTUTENbHEIM 0BPa3oM MacnsHUCTLIE UK
BOAHbIE PacTBOpPLI, Aanee CyCneH3nu, aMybCUn
UIN UMMAaHTaThI.

[ns BBeOeHNs B BUAe cnpes ANs MHransauuii
MOryT MPUMEHATBCH CMpeun, KOoTopble copepxat
aKTUBHOe BelLecTBO NMBO B pacTBOPEHHOM BWAe,
nmbo B BMAE CYyCreH3nn B cMecu pabouero rasa.
Mpwn 3TOoM LenecoobpasHbIM obpasom
NprYMeHsoT aKTUBHOE BeLLecTBO B
MWKPOHU3WPOBaHHOW  bopMe, Mpuvem  MoryT
poGaBnATECA  OOHO WM HECKOMBKO
AOMONHUTENBHBLIX HOU3NONOMMHECKN MPUEMITEMbIX
pacTBopuTenei, Hanpumep 3TaHo-.
WHransumoHHble pacTBopbl MOoryT
MPUroToBrAATLCA C  MOMOLLBIO  OBbIMHBIX
WHransiTopos. HoBble coeAMHEHUA MOTYT TaKkke
NMochUNN3NpPoBaTLCH, a nonyJeHHble
nMopnnnanThI MOryT  WCMOMbL30BaTbCH,
Hanpumep, LAMA MONYYeHUA WHBEKLUOHHbIX
npenapaToB. YKasaHHble KOMMO3WLUW  MOryT
ObITb CcTepunuaoBaHbl W/WUNM MOTYT coaepXaTb
BCMOMOraTenbHble  BellecTBa, Takue  Kak
KOHCEpPBaHTbI, cTabunusaTtopbl n/unu
cMauvBaTeny, aMynbraTopbl, COMU ANsA OKasaHNsA
BMMSIHKA Ha OCMOTUYecKoe AaBrneHve, BydepHble
BellecTBa, KpacuTenu Wunn apoMaTMyeckne
BeLlecTBa. [pn xenaHWW, oHU MOryT coaepxaTb
TaKKe OOHO WM HECKOMbKO AOMOMHUTENBHBLIX
aKTUBHbIX BeLLecTB, HanpuMmep OaWH BUTaMWH
WM HEGKOMbKO BUTAMMHOB.

CoegnHeHWsi Mo N306peTeHMo NPUHNMAKOTCA,
KaKk npaBumo, No aHanorum ¢  Jgpyrumu
W3BECTHbIMW, MWMELWMUMACA B  MNpodaxe
chapMaLeBTUHECKMMM CPpeACTBaMK, B YACTHOCTM,
Mo aHanorMnm ¢ coedVMHEeHUsIMM, OMUCaHHBEIMU B
EP-A-459256, npegnodtuTeneHeiM ofpasom B
BUde A0O3NPOBOK, COCTaBMALLNX
npuénusmtensHo 5 mr u 1 r, B YactHoctM 50 M
500 Mr Ha go3MpoBOYHYO eguHKULy. ExegHeBHas
AO3MpOBKa COCTaBnsieT MpednovYTUTENbHbIM
obpasoMm npubnuautensHo 0,1 1 20 Mr/kr, B
yactHocth 1 u 10 wmr/kr Beca Tena.
CreuuMansHasa osa Ansa Kaxgoro onpeneneHHoro
nauueHTa 3aBUCUT, OAHAKO, OT PasnUYHbIX
dhakTopoB, HanprMep, oT aKTUBHOCTH
WCMNONb30OBAHHOTO CNeLUansHOro CoeaUHEHNs!, oT
BO3pacTa, Beca Tena, obLiero cocTofiHuA
300pOBbS, Nona, OT BpeMeHu 1 crnocoba npuema,
OT CKOPOCTU BbIBefeHWsa, OT KOMBUHaLUK
nekapcTB M TAXKECTU COOTBETCTBYIOLLEro
3aboneBaHUs, KOTOpOe MoABEepraeTca Tepanuu.
MpeonoutuTenbHbIM  ABNSAETCA  OparnbHoe
BBeaeHue.

Bhile 1 HWxe TemnepaTypa ykasbiBaeTcsl B
rpagycax Uenbcus. B npuBoguMbIX HWXe
npuMepax BbIpaXeHNe "npuroToBneHvne
OBbIYHBIM crnocobom O3HayaeT: npuv
HeobxoguMocCTH pobasnsaoT BOAY, B
38BUCMMOCTM  OT  KOHCTUTYLUMM  KOHEYHOro
npoaykTa ycTaHaBnUBalT 3HadeHWe pH mexay 2
M 8, npoBogAaT  dunbTpaumlo  4vepes
WOHOOOMEHHYIO KOJIOHKY, OpraHudeckylo asy
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BbICYLUMBAOT  Hah  cynbdaToM  HaTpus,
yrnapuBaloT, npu HeoBX0oaMMOCTH
NMOUNU3MPYIOT W OuYMLLAlDT € MOMOLLUbLIO
XpomaTtorpadpu  Ha  cunuKarene wWunu ¢
noMoLLblo  Kpuctannusayuu. B nocnegyrowyux
npuMmepax  BblpaxeHwe  “4-nunepuannaTtun”
0O3HauvaeT Bcerga "2-(4-nunepuagmn)-atun”,
BbIpaxeHue "4-nnunepngnnnponun’ Bcerga
"3-(4-nmnepuann)-nponun" [ BblpaxeHue
"4-nunepuounbytun” Bcerga
"4-(4-nunepuamn)-6ytnun".  To4yHO  TaKk  xe
BblpaxeHue  "4-nunepasmHunaTun'  osHavaeT
Bcerga "2-(4-nvnepasvHunn)-aTun", BblipaeHne
"4-nunepasmHunnponun” -
"3-(4-nunepaanHun)-nponun” wu
"4-nunepasuHnnébytnn” -
"4-(4-nmnepasnHu)-6yTun". BkniodeHbl Takke 1
cHabeHHble 3aWUTHBIMU rpynnamu
npovnssogHble, Hanpumep BOC-3awmLyeHHble
CcoeaUHEHMS.

Mpumep 1

K pactBopy 1,9 r meTtunosoro adoupa
2-N-BOC-aMUHO-3-(4-ruapoKcn-gpeHUIT)-nponaHo
Boh kucnoTbl ("A") (nony4aemoro ns TUPO3MHa
nyTem aTepudbrkaynn ¢ MeTaHonoMm 1 BBegeHUs
3aLUMTHOM rpynnol BOC) B 20 M
anvetundgpopmammnga (DMF)  pobBasnstor 1
aksmBarneHT NaH n nepemelunsatoT B TedeHne 30
MUH NPV KOMHaTHOW TemnepaTtype. [locne aToro
nobasnsoT 1,8 r
3-n-N-BOC-aMmruanHoO-heHUn-5-MmeTaH-cy NibpoHU
NOKCU-METUIN-OKCA30NMANH-2-0Ha (Moflyyaemoro
B pesynbTaTe peakuuu rn-aMrMHOBEH3OHWTpUNa ¢
2,3-anokcunponaH-1-onom ¢ oBpasoBaHueM
p-(N-2,3-AMrmapoKcMnponnn-amMmmHo)-0eH30HUT pr
na, peakumn obmeHa ¢ avatunkapGoHaToMm B
npucyTCTBUN Tpet.-6yTunaTakanumsa c
ofpasoBaHneM
3-n-umaHgeHUN-5-rmapoKCUMETUIN-OKCa3oNNANH-
2-0OHa, peakynm obmeHa ¢ H>S, MmeTunitoguaom u
aueTaTtoM aMMOHUA C MofyYeHueM amMuanHa,
nytem BBedeHWA 3awmTHol rpynnel BOC B
aMuManMH 1 nocnegyollen aTepudbnkaymm ¢
NMOMOLLbIO MeTaHCyNbdoHUNXNnopuaa,
pactBopeHHoro B 10 mn DMF, wn cHosa
nepemMellnBaoT B TeveHne 15 MWH npu
KoMHaTHOW Temnepatype. [locrne yganeHus
pacTBOpUTENA " OCYLLeCTBNeHNA
"NprroToBneHns obbiMHbIM cnocobom” nonydatoT
3-n-BOC-ammamHo-deHnn-5-[n-2-meTokcukapOoH
un-2-N-BOC-aMnHo-aTUN)- heHOKcH]
-METUNOKCA30NUANH-2-0H.

AHarnornyHo nocpeacTBoM peakuun obmeHa
"A" nonyvaroT c MOMOLLbIO
3-(4-N-BOC-nunepnann)-5-meTaHcy b OHUNOKG
N-METWIT-OKGasoNNANH-2-OHa

3-(4-N-BOC-nmnepunamn)-5-[n-(2-meTokcunkapo
oHun-2-N-BOC-amnHoaTunn)-
OEHOKCU]-MEeTUN-OKGA30NNANH-2-0H;

C NoMoLLbto
3-(4-N-BOC-nunepnannmetn)-5-meTtaHcy nbgpoH
WINOKCK-METUIT- OKCA30NONH-2-0Ha

3-(4-N-BOC-nunepngnnmetvn)-5-[n-(2-meTtok
cukapboHun-2-N-BOC-
aMWHOATUN)-PEHOKCU]-METUN-OKCa30NNANH-2-0H;

C NoMoLLpblo
3-(4-N-BOC-nunepmnannatnn)-5-metaHcy nedoHn
NOKCKU-METUIN- OKCa30NUanH-2-oHa

3-(4-N-BOC-nunepugunatnn)-5-[n-(2-meTokcu
kapboHun-2-N-BOC-
aMWHOATUN)-PEHOKCU]-METUN-OKCa30NNANH-2-0H;

C NoMoLLpbto
3-(4-N-BOC-nunepmnannnponun)-5-MmeTaHcy rnbgo
HUMOKCU-METUIN- OKCa30NUAMH-2-0Ha

3-(4-N-BOC-nunepuaunnponun)-5-[n-(2-meto

BbipaXeHne
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KCUKapOoHun-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUIT-OKCA30NNANH-2-OH;
€ fomMoLLbio
3-(4-N-BOC-nunepnamndytunn)-5-metaHcynsgoH
WIOKCU-METWUIT- OKCa3O0NUAMH-2-0Ha
3-(4-N-BOC-nunepuamnty tun)-5-[n-(2-meToKe
ukapboHun-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUI-OKCa3oNUANH-2-0H;

C NomMoLLbo
3-(1-N-BOC-amuavHo-4-nunepurann)-5-metaHcyn
b(OHUITOKCK- METUS-OKCa30NUANH-2-0Ha

3-(1-N-BOC-amugunHo-4-nunepuann)-5-[n-(2-
MeTokcukapboHun-2-N-BOC-
AMUHO3TUI)-PEHOKCU]-METUNM-OKCAZONUANH-2-0H,;

C MoMOLLbHO
3-(1-N-BOC-amuanHo-4-nunepuannmeTun)-5-
MeTaHCYNb(OHUIOKCU-METUIT-OKCa30NUANH-2-0OH
a

3-(1-N-BOC-amuamnHo-4-nunepuanimeTins)-5-
[n-(2-meToKcnKkapOOHM-2-N-
BOC-amMuHO3TKM)-PeHOKCU]-ME TUN-OKCA30NMUANH
-2-OH;

C MOMOLLbIO
3-(1-N-BOC-amuanHo-4-nunepuannatun)-5-meta
HCYIbGOHUINOKCU- METMUI-OKCasoNnaMH-2-OHa

3-(1-N-BOC-amuamnHo-4-nunepuannatun)-5-[n
-(2-meToKcukapboHmn-2-N-
BOC-aMnHOaTKN)-heHOKCU]-METUN-OKCa30NUANH
-2-OH;

C MomMoLLbio
3-(1-N-BOC-ammanHo-4-nunepuaunnponu)-5-me
TaHCY NbMOHUIMOKCU- METWI-OKCa30NNANH-2-0Ha

3-(1-N-BOC-amuamHo-4-nunepuannnponun)-5
-[n-(2-meToKcMKapboHUN-2-
N-BOC-aM1HO3TUNMN)-PEeHOKCU]-METUIT-OKGasonua,
WH-2-0H;

C nomMoLLbio
3-(1-N-BOC-ammanHo-4-nnnepruannbytun)-5-met
aHCyNbdOHUIOKCU- METMUI-OKCa30NNANH-2-0Ha

3-(1-N-BOC-ammauHo-4-nunepunanndytnn)-5-
n-(2-meToKcnKkapOoHWn-2-N-
BOC-amnHoaTn)-heHOKCU]-Me TUN-0KCa3onuanH
-2-0H;

€ nomoLbto
3-(1-nsonponun-4-nunepuann)-5-meTaHcy nbdgoH
WIOKCU-METUIT- OKCa3oNuanH-2-oHa

3-(1-usonponun-4-nuneprnamn)-5-[n-(2-meTokc
nkapboHun-2-N-BOC-
aMUHO3TUIN)-(PEHOKCH]-MEeTHI-OKCa3oNNANH-2-OH;

€ nomoLbto
3-(1-meTun-4-nunepuaunmeTnn)-5-metaHcynedo
HUIMOKGU- METUIN-OKCa30NMANH-2-0OHa

3-(1-meTun-4-nunepnannmetun)-5-[n-(2-meto
KcukapOoHun-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUI-OKCA30NUANH-2-OH;

C MoMOLL b
3-(4-N-BOC-nunepasuHUniaTum)-5-meTaHcy Lo
HUMOKCU- METUN-OKCA30MMAUH-2-OHa

3-(4-N-BOC-nunepasmHunatumn)-5-[n-(2-meTok
cuKapooHUn-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUIT-OKCA30NNANH-2-0H;

€ NoMOLLbHO
3-(4-N-BOC-nunepasvHuninponun)-5-metaHcyno
(POHUIOKCU- METUI-OKCa3O0NULAWH-2-OHa

3-(4-N-BOC-nunepasuvHunnponun)-5-[n-(2-me
TOKCUKapboHUn-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUIT-OKCA30NNANH-2-0H;

C nomoLbo
3-(4-N-BOC-nunepasuHUnby Tun)-5-metaHcy nbd
OHWIMOKCU- METUNM-OKCA30SMANH-2-CHa

3-(4-N-BOC-nunepasnHunoytnn)-5-[n-(2-met
oKcuKapboHun-2-N-BOC-
AMUHO3TUI)-PEHOKCU]-METUNM-OKCAZONUANH-2-0H,;

C MoMOLLbHO
3-(1-N-BOC-amuamnHo-4-nunepasmHunaTuIm)-5-
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MeTaHCY NbOHUIOKCU-METUIN-OKCa30NMONH-2-0H
a

3-(1-N-BOC-amuouHO-4-nunepasmHunaTum-5
-[n-(2-meToKCHKapOOHMIT-2-
N-BOC-amMuHOSTUM)-heHOoKCU]-Me T -oKkcasonuma,
VH-2-0H;

C NnoMoLsto
3-(1-N-BOC-amuaunHo-4-nunepasmMHUnponun)-5-
MeTaHCy NbGOHUIOKCU-METUI-OKCA3ONMANH-2-0H
a

3-(1-N-BOC-amuamHo-4-nunepasmHUnponns
)-5-[N-(2-mMmeTOoKCKapOOoHW-
2-N-BOC-aMUHO3TKM)-(PEHOKCU]-METUIT-OKCA30MN
OWNH-2-0H;

C NoMoLLbo
3-(1-N-BOC-amuanHo-4-nnnepasmHUnoy Tun)-5-
MeTaHCY Nb(OHUITOKCU-METUI-OKCA30NMANH-2-0OH
a

3-(1-N-BOC-ammauHo-4-nunepasmHunoyTun)-
5-[n-(2-meTokcmkapboHWUN-
2-N-BOC-aMUHO3TWM)-(PEHOKCU]-METUIT-OKCA30mN
OWNH-2-0OH.

Mpumep 2

PactBop 0,9 r
3-n-uman-deHnn-5-[n-(2-metokcmkapboHun-2-N-B
OC- aMnHO3TUN)-hEeHOKCH]
-MeTWM-OKCa3oNnamMH-2-0Ha, Mory4Yaemblii Mo
npumepy 1 ¢ nMomoWblo peakuun obmeHa
MeTunoBoro acpupa
2-N-BOC-aMUHO-3-(4-ruapokcn-gpeHUIT)-nponaHo
BOW KMCIOTbl c
3-n-unaH-eHnn-5-MeTaHcy NbOHUINOKGU-MET
-okcasonManH-2-oHom] B 40 mn 10%-Horo
mMeTaHonbHoro pacteopa NHgz, rmugpupytlotca Ha
0,6 r HUKens PeHea Npy KOMHaTHON TeMnepaType
W gaBneHun B 1 6ap 4O OKOHYaHUSA MOrmnoLeHns
Ho. Tlocne dunbTpayum W ynapuBaHWs
nony4vatoT, UCNonb3ays "MpUroToBneHue obbIYHbIM
cnocobom",
3-N-aMUHOMETUN-PEeHU-5-[p-(2-MeTOoKCUKapbOoHU
n-2-N-BOC-amuHoaTun)-
PEHOKCU]-METUN-OKCA3ONMNANH-2-0H.

Mo aHanornm nonyyatoT:

VE]
3-M-LnaH-eHUN-5-[N-(2-meTokemKkapboHun-2-N-
BOC-amnHoaTunm)- eHokeu|
-METWUN-OKCa30NMaONH-2-0Ha

3-M-aMUHOMETUTT-PEHUN-5-[N-(2-METOKCUKaP
6oHUN-2-N-BOC-aMUHO3TIS)-
PEHOKCU]-METUN-OKCA3ONMNONH-2-0H;

VE]
3-M-upnaH-heHnn-5-[n-(2-meTokcukapooHnn-2-N-6
YTUINCY NbOOHUI-
aMUHOITUIT)-PEHOKCU]-METUM-OKCA30NUONH-2-0H
a

3-M-aMUHOMETU-PEHUN-5-[N-(2-MEeTOKCUKap
6oHUN-2-N-By TMncy NbOHNI-
aMUHOITUIT)-PEHOKCU]-METUIMOKCA30NNAWNH-2-0H;

TE]
3-n-uman-dpeHnn-5-[n-(2-metokcmkapboHun-2-N-6
YTUICY NbOHUI-
aMUHOITUIT)-PEHOKCU]-METUM-OKCA30NUONH-2-0H
a

3-n-ammHomeTUn-peHnn-5-[n-(2-meTokcukapt
oHun-2-N-6yTnncynboHn-
aMUHOITUIT)-PEHOKCU]-METUINOKCA30NNAWH-2-0H;

VK]
3-o0-umaH-eHnn-5-[n-(2-meTokcukapboHnn-2-N-6
YTUICY NbOOHUI-
aMUHOATUIT)-PEHOKCH]-METUM-0KCA30NMUONH-2-0H
a

3-0-aMUHOMETUN-PeHNN-5-[N-(2-MeToKcMKapt
OHWM-2-N-By TUNCY NbOHNUT-
aMMHO3TUN)-DEHOKCU]-METUN-OKCA30NMANH-2-0H;

VK]
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3-0-UnaH-peHUn-5-n-(2-meTokcukapboHun-2-N-B
OC-aMWHO3TUN)- HEHOKCU]
-MeTWM-OKCa3oNMNANH-2-0Ha

3-0-aMUHOMETUI-PeHUnN-5-[p-(2-meTokemkapo
oHUI-2-N-BOC-amnHoaTUI)-
(peHOKCU]-MeTUI-0KCa30NMNANH-2-0H.

Mpumep 3

AHanorvyHo npumepy 1, ucxoga  u3
MeTUrnoBoro adupa
2-N-0yTuncynbOHUN-aMMHo-3-(4-ruapokcu-geH
un)-nponaHoBoii kucnotel ("B") [nonyyaemoro 13
TUPO3UHA NyTeM 3TepudukaLi MeTaHoOMoM U ¢

MOMOLLbHO peakumm obmeHa c
ByTUNCYNbGOHUNXIopMAOM] , C  MOMOLLBIO
peakLum obmeHa c

3-(1-N-BOC-amuamHo-4-nunepuani)-5-mMmetaHcysn
b(OHUITOKCU-METUST- OKCA30NMUANH-2-0HOM
[monyyaembimM peakumen
1-N-BOC-amnanHo-4-amuHo-nunepygnHa ¢ 2,
3-anokcunponaH-1-orom c obpasoBaHueM
1-N-BOC-amuamHo-4-(N-2,3-

AU POKCU-MPONUII-aMUHO)-NUNEPNONHA,
B3aumopeicTBuemM C AM3aTUNKapboHaToM B
NpUCYyTCTBUN TpeT.-OyTUnaTakanms c
obpasoBaHueM
3-(1-N-BOC-ammanHo-4-nunepuans)-5-rmapoKcu
MeTUN-OKCa3onuaAuH-2-oHa W1 nocnegytoLlei
aTepudmKayuen ¢ mMeTaHCySIbOHUNXIOPULAOM]
rnonyvatoT
3-(1-BOC-amngunHo-4-nunepuaun)-5-[n-(2-meTokc
nkap6oHMn-2-N-
ByTnncynbpoHNN-aMUHOST U )-DEHOKCH]-MeTUn-
OKGa30nManH-2-0H.

AHanorMyHbIM obpasom
peakuin oGmeHa "B" nonyvatot:

C nomMoLLbio
3-(4-N-BOC-nunepnamn)-5-meTaHcy Nb(OHUINOKG
VMETUIN- OKCa3oNUAMH-2-OHa

3-(4-N-BOC-nunepmamn)-5-[n-(2-meTokcukapo
OHWNN-2-N-6yTnncy nbdoHUnN-
aMUHOITUIN)-(PEeHOKGU]-MEeTUIN-0KCa3oNNANH-2-0H;

€ NomMoLLbio
3-(4-N-BOC-nnnepnannmetvn)-5-meTaHcy nbchoH
WIOKCU-METUIT- OKCa3oNuanH-2-oHa
3-(4-N-BOC-nnnepnannmetvn)-5-[n-(2-meTok
crKapOoHMn-2-N-
Oy TUNCYNbOHNN-aMUHOATWIT)-(heHOKCU]-MeTH-
OKCa30MMaNH-2-CH;

€ nomoLbto
3-(4-N-BOC-nnnepnannatunn)-S5-metaHcy nboHM
FIOKCU-METUIN- OKCa3oNuANH-2-oHa

3-(4-N-BOC-nunepnagnnatun)-5-[n-(2-meTokcm
kapboHun-2-N-

By TUNcyNbOHNN-aMUHOITUIT)-peHOKCU]-MeTH-
OKCa30nMMaNH-2-0H;

C MoMOLL b
3-(4-N-BOC-nunepnannnponun)-5-meTaHcynbgpo
HUMOKCU- METUN-OKCA30MMAUH-2-OHa

3-(4-N-BOC-nunepuamnnnponun)-5-[n-(2-meto
KcukapBoHWn-2-N-

By TUNCYNEMOHNN-AMUHOSTUI)-(PEHOKCU]-METUS-
OKCa30nMWONH-2-0H;

€ fomMoLLbio
3-(4-N-BOC-nunepnamndytunn)-5-metaHcynsoH
WIOKCU-METWUIT- OKCa30NUAMH-2-OHa

3-(4-N-BOC-nunepuamnty tun)-5-[n-(2-meToKe
nkapBoHmn-2-N-

By TUNCYNEMOHNN-aMUHOSTUI)-(PEHOKCU]-METUS-
OKCas3onManH-2-0H;

C NomMoLLbo
3-(1-3TuUn-4-nunepuamnn)-5-MeTaHGy b OHUITOKGH
-MeTUN- OKCa3oNIAUH-2-0Ha

3-(1-9TUn-4-nunepuamn)-5-[n-(2-meToKcnkapob
oHKnN-2-N-
ByTuncynboHUN-aMUHOSTUN)-DEHOKCH]-MeTun-

nocpencTsoM
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OKCa30nNUAUH-2-0H;

C noMoLbto
3-(1-N-BOC-aMuauHo-4-nvnepuannmeTusn)-5-
MeTaHCY Nb(OHUIOKCN-METUI-OKCA3ONMONH-2-0H
a

3-(1-N-BOC-amuouHo-4-nunepnannmeTtun)-5-
[M-(2-meTokcmKkapBoHUn-2-

N-ByTuUncy nsOHUN-aMUHOSTUI)-PEeHOKCH]-MeTH
N-OKCas0mNMnauH-2-0H;

C NoMoLLblo
3-(1-N-BOC-amuauHo-4-nnne puannatun)-5-
MeTaHCY Nb(OHUITOKCU-METUI-OKCA30NMANH-2-0OH
a

3-(1-N-BOC-amuamHo-4-nunepuannatun)-s5-[n
-(2-meTokcMkapboHUI-2-N-

By TMncy NbAOOHUN-aMUHOITUN)-PEHOKCU]-MEeTUmM-
OKCa30NUANH-2-0H;

C NOMOLLbIO
3-(1-N-BOC-amunamnHo-4-nmnepuaunnponunn)-5-
MeTaHCY Nb(OHUITOKCU-METUI-OKCA30NMANH-2-0OH
a

3-(1-N-BOC-amuamHo-4-nunepuannnponun)-5
-[n-(2-meTokcmkapboHWN-2-

N-ByTUNCY NbOHUNT-aMUHO3TUI)-EHOKCH]-MEeTH
N-OKCas0mNMnaWH-2-0H;

C NoMoLLblo
3-(1-N-BOC-amuauHo-4-n1nepnannbytmn)-5-
MeTaHCy Nb(MOHUITOKCU-METUI-OKCa3oNMANH-2-0H
a

3-(1-N-BOC-amuaomHo-4-nunepnannbytmn)-5-[
n-(2-MeToKcUKapOoHM-2-N-

By TMncy NbOHUN-aMUHOSTN)-PEHOKCU]-MEeTUM-
OKCa30NnANH-2-0H;

C NoMoLLpbto
3-(1-nsonponunn-4-nunepuann)-5-MetTaHcy nboH
WNOKCK-METUIT- OKCa30NaNH-2-0Ha

3-(1-nsonponun-4-nunepuann)-5-[n-(2-MeTokc
nkapGoHnn-2-N-

Oy TUNCY NbOHUM-aMUHOATIN)-PEHOKCU]-MEe T
OKCa30MuANH-2-0H;

C NoMoLLbto
3-(1-meTun-4-nunepnannmeTmn)-S-mMmeTaHcy Nbgo
HUMOKCWU- METMWI-OKCa3oNNanH-2-OHa

3-(1-meTun-4-nunepnannmetTnn)-5-[n-(2-meto
KcKapGoHun-2-N-

Oy TUNCY NbOHUN-aMUHOATI)-(PEeHOKCH]-MeTHIT-
OKCa30MUANH-2-0H;

C NoMoLLpblo
3-(4-N-BOC-nunepasmHuUnaTu)-5-meTaHcy nbho
HWUMOKGHU- METMUI-OKCasonnanH-2-oHa

3-(4-N-BOC-nunepasnHunatun)-5-[n-(2-meTok
cukapboHun-2-N-

By TUNCY NbOHUMN-aMUHOATUI)-PEHOKCH]-Me TSI
OKCa30nMUANH-2-0H;

C nomMoLpbto
3-(4-N-BOC-nunepasmHunnponnn)-5-metaHcynb
(POHUNOKCH- METUMN-OKCA30NMANH-2-0Ha

3-(4-N-BOC-nunepasnHunnponun)-5-[r-(2-me
TOKCUKapboHUN-2-N-

By TUNCY NbOHUMN-aMUHOATUN)-PEHOKCU]-METUS-
OKCa30nNUANH-2-0H;

C noMoLbto
3-(4-N-BOC-nunepasnHunoy Tun)-5-metaHcynbd
OHWUSOKCU- METUIT-OKCa3oNUAnH-2-OHa

3-(4-N-BOC-nunepasmHundy Tun)-5-[n-(2-met
okcuKkapBoHun-2-N-

Oy TUNCY NEOHUN-aMUHOSTUI)-(PEHOKCU]-METWUIT-
OKCa30NUANH-2-0H;

C NnoMoLsto
3-(1-N-BOC-aMuauHoO-4-nvnepasmHnUNaTun)-5-
MeTaHCy NbGOHUIOKCU-METUI-OKCA3ONMANH-2-0H
a

3-(1-N-BOC-amuamHo-4-nnunepasmHunaTum)-5
-[n-(2-meTokcmKapboHMn-2-N-

Oy TMncy NbAOHUN-aMUHOSTUN)-PEHOKCU]-MEeTUM-
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OKCa30nMWONH-2-0H;

€ fomMoLLbio
3-(1-N-BOC-amuguHo-4-nunepasvHumponun)-5-
MeTaHCYNbOHUIOKCU-METUIT-OKCa30NNANH-2-0OH
a

3-(1-N-BOC-amuauHo-4-nunepasuHUnponmn
)-5-[M-(2-MeTOKCUMKapOOoHUSI-
2-N-ByTuUncynbMOHUN-aMUHOSTUIN)-DEHOKCU]-MET
WI-OKCa30NNANH-2-0H,;

C NoMOLLbHo
3-(1-N-BOC-amuanHo-4-nunepasmHunby Tun)-5-
MeTaHCY NbOHUIOKCU-METUIT-OKCa30NUANH-2-0OH
a

3-(1-N-BOC-amuauHo-4-nmnepasuHunty tun)-
5-[n-(2-meTokcuKkapboHUI-
2-N-6yTnncynbOHUN-aMUHOITUN)-OEHOKCU]-MeT
UIN-OKCa30IUANH-2-0H,;

Mprmep 4

12r
3-n-AmmanHo-theHnn-5-[n-(2-meTokcnkapboHun-2
-N-BOC-
AMUHO3TUI)-PEHOKCU]-METUSOKCA3ONNOUH-2-0Ha
[mony4yaemoro B cooTBeTCTBUM C Mpumepom 1]
cycneHampytoTcs B 60 MIT MeTaHona, CMeLLnBatoT
c 4 mn 2 N pactBopa NaOH u nepemelunsatot B
TedeHVne 4 4 npyM KOMHaTHOM Temnepatype.
[Mocne ypaneHWs pacTBOpUTENs  OCadoK
nornoLatT BoAOW, 3HaYeHvwe pH ycTaHaBnmMBaroT
paBHbiM 3 nyTem aobasneHna pasbasneHHon HCI
M DUNLTPYIOT Yepe3 KUGCIbIA NOHOOBMEHHKK.
dunbTpaT BbicywuBaloT Hag MSO4. [locne
yOaneHua  pactsoputensa W rocne
AOMOMHUTENBHOA  NModUNU3aUMM  Mony4aroT
3-n-aMmamHo-deHun-5-[n-(2-kapbokcn-2-N-BOC-
AMUHOITUI)-PEHOKCU]-METUNM-OKCAZONUANH-2-OH
a.

AHanorvyHbiM  obpasoM C  MOMOLLBIO
OMBINIEHMA NPOOYKTOB U3 NpumMepa 1 nonyyarot

3-(4-N-BOC-nunepuamn)-5-[n-(2-kapbokcu-2-
N-BOC-amnHo3TUN)-
(PEHOKCU]-METUST-OKCa30NNANH-2-0H;

3-(4-N-BOC-nunepuamnmetn)-5-[n-(2-kapbo
Kcu-2-N-BOC-aMUHO3TUN)- (peHOKCK]
-METUN-OKCa30MNMANH-2-0H;
3-(4-N-BOC-nunepuamnnatnn)-5-[n-(2-kapbokc
U-2-N-BOC-aMMHO3TUN)- DEHOKCH]
-METUN-0KCa30NMANH-2-0H;
3-(4-N-BOC-nunepuannnponmn)-5-[n-(2-kap6
oKcu-2-N-BOC-ammuHOaTUIN)-
(PEHOKCU]-METUST-OKCa3oNnAWH-2-0H;
3-(4-N-BOC-nmnepvamnty Tnn)-5-[n-(2-kapbok
c-2-N-BOC-aMnHO3TUNM)- (heHOKCH]
-MeTUN-0KCa30NMaNH-2-0H;
3-(1-N-BOC-amunamnHo-4-nunepnamn)-5-[n-(2-k
apbokan-2-N-BOC-
aMUHO3TUNN)-(PEeHOKCU]-METUI-OKCA30oNNANH-2-0H;
3-(1-N-BOC-amuauHo-4-nvnepnannmeTin)-5-
[n-(2-kap6okcn-2-N-BOC-
aMUHOITUIN)-(PEeHOKGU]-MEeTUIN-0KCa3oNNANH-2-0H;
3-(1-N-BOC-amuaunHo-4-nvnepnannatnn)-5-[n
-(2-kapbokcn-2-N-BOC-
aMUHO3TUIN)-(PEeHOKCU]-MEeTUI-OKCa3oNNANH-2-0H;
3-(1-N-BOC-amugunHo-4-nvnepuannnponun)-5
-[n-(2-kapbokcn-2-N-BOC-
aMUHO3TUIN)-(PEeHOKCU]-MEeTUI-OKCa3oNNANH-2-0H;
3-(1-N-BOC-ammgunHo-4-nunepnanndytnn)-5-
n-(2-kapbokcu-2-N-BOC-
aMUHO3TUIN)-(PEHOKCH]-MEeTHI-OKCa3oNNANH-2-OH;
3-(1-mzonponun-4-nunepunamn)-5-[n-(2-kapdok
aon-2-N-BOC-amuHoaTun)-
hbeHoKeH]-MeTUn-oKkcasoNUANH-2-oH;
3-(1-meTnn-4-nunepuannmetmn)-5-[n-(2-kapb
okemn-2-N-BOC-amuHoaTun)-
heHOKCU]-MeTUI-oKCa3oNUANH-2-0H;
3-(4-N-BOC-nunepasnHunatin)-5-[n-(2-kapbo
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Keu-2-N-BOC-amuHoaTUn)-
PEHOKCU]-METUN-OKCA3ONNANH-2-0H;
3-(4-N-BOC-nunepasnHunnponun)-5-[n-(2-kap
6okcK-2-N-BOC-aMuHosTUN)-
PEHOKCU]-METUN-OKCA30NNANH-2-0H;
3-(4-N-BOC-nunepasmHundy Tun)-5-[n-(2-kap6
oKken-2-N-BOC-amuHoaTun)-
¢PEeHOKCU]-MEeTUN-OKCA30NMNANH-2-0H;
3-(1-N-BOC-amuauHo-4-nunepasmHunaTum)-5
-[n-(2-kapBokeun-2-N-BOC-
AMUHOSTUIT)-PEHOKCU]-METUM-OKCA30STUOMNH-2-0H;
3-(1-N-BOC-amuamHo-4-nunepasmHUnponns
)-5-[n-(2-kapbokcn-2-N-BOC-
AMUHOSTUIT)-PEHOKCU]-METUM-OKCA30STUOMNH-2-0H;
3-(1-N-BOC-amuauHo-4-nnunepasmHunoyTun)-
5-[n-(2-kapbokcu-2-N-BOC-
AMUHOITUIT)-PEHOKCU]-METUN-OKCA30STUOMNH-2-0H.
Mpymep 5
0,6r
3-n-N-BOC-ammamHo-ceHun-5-[n-(2-kapbokcu-2-
N-BOC-amMnHO3TUN)-
(PEHOKCU]-METUI-OKCA3ONMANH-2-0Ha
[monyyaemoro B cooTBeTCTBMM C NpuMepom 4]
cycneHgupytoTtca B 40 mn 2N pactBopa HCI Ha
OCHOBE AWOKCaHa 1 NepemMeLLMBaloTCcs B Te4eHne
Tpex 4acoB Npu KoMHaTHON TemnepaType. [Nocne
yOaneHna pacTBopuTensd W nNpoBedeHUs
"NprroToBneHnsa obbiMHbIM cnocobom” nonyyatoT
3-n-aMmauHo-dpeHun-5-[n-(2-kapbokcn-2-
aMUHOATUIT)-(PEHOKCU]-METUM-OKCA30SNUONH-2-0H,
avruapoxnopua, T.nn. 165°C (pasn.).
AHanorMyHsIM obpasoM nocne ypaneHvs
3awuTHOM rpynnbl BOC npoaykToB nony4varoT U3
npumepa 4.
3-(4-nunepnann)-5-[n-(2-kapbokcK-2-amnHO3T
Un)-peHOKCU]-METUST- OKCA3OSTUANH-2-0OH,
anrnapoxnopua,
3-(4-nunepnannmetin)-5-[n-(2-kapbokcu-2-a
MWUHO3TUN)-PEHOKCU]-METWNIT- OKCa3O0STUOMNH-2-0H,
anrnapoxnopua,
3-(4-nunepnannatnn)-5-[n-(2-kapbokcu-2-ammn
HO3TWM)-CPEHOKCK] -MeTWM- OKCa3onUAWH-2-OH,
anrnapoxnopua,
3-(4-nunepnannnponmn)-5-[n-(2-kapbokcn-2-a
MWUHO3TUI)-PEHOKCU] -METUN- OKCa3O0NMUANH-2-0H,
Anrnapoxnopua,
3-(4-nunepnannbyTun)-5-[n-(2-kapbokcK-2-am
WHOSTNIM)-(PEHOKCU]-METUST- OKCa3O0NNONH-2-0H,
Aurnapoxnopua,
3-(1-ammanHo-4-nnnepuamn)-5-[n-(2-kapbokcm
-2-aMUHOATUN)-PEHOKCH] -
METMUI-OKCa3oNUAMH-2-0H, OUrMOPOXIIopUa,
3-(1-amuaguHo-4-nnunepyamnmeTun)-5-[n-(2-ka
pBOKCU-2-aMUHO3TUN)- hbeHOoKaH]
-METUN-OKCAa30NMANH-2-0H, AUTUAPOXNOPKUL;
3-(1-ammanHo-4-nnnepuamnatun)-5-[n-(2-kap
BOKCH-2-aMUHOSTIN)-
HEHOKCU]-METUN-OKCA30NNANH-2-0H,
Anrnapoxnopua,;
3-(1-aMnanHO-4-nne pyamnnponmn)-5-[n-(2-k
apboKcn-2-aMMHO3TUN)- heHoKan]
-METUN-OKCa30MNMONH-2-0H, AUTUAPOXNIOPUL;
3-(1-ammaunHo-4-nnnepuanndytun)-5-[n-(2-ka
pOOKCU-2-aMUHO3TUN)- hbeHOKCH]
-METUN-OKCa30MNMONH-2-0H, AUTUAPOXNIOPUL;
3-(1-nsonponun-4-nunepunamn)-5-[n-(2-kapdok
GU-2-aMUHOITWN)-
OEeHOKCU]-MEeTUN-OKGAa30NNANH-2-0H,
avrngpoxsopug;
3-(1-meTun-4-nunepnannmMeTun)-5-[n-(2-kapo
OKCK-2-aMUHOITUN)- DEeHOKCU]
-METWUN-OKCa30NMANH-2-0H, AWUTMAPOXNopUL;
3-(4-nunepasuHunaTnn)-5-n-(2-kapbokcu-2-a
MUHOATUNM)- (OEHOKCU]-METUIT-OKCA3OMNUANH-2-0H,
avruapoxnopua,
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3-(4-nrnepasuHunnponun)-5-[n-(2-kapbokcu-2
-aMUHO3TUIN)-
heHOKCU]-MeTUI-0KCa30NMNANH-2-0H,
AUrnapoxropu,
3-(4-nnnepasuHUNBy TUI)-5-[N-(2-kapbokcK-2-
aMUHO3TUN)-
(peHOKCU]-MeTUI-0KCa3oNMUANH-2-0H,
AUrnapOXIopvL,
3-(1-aMmmanHo-4-nunepasmHUNaTUN)-5-[n-(2-ka
PBOOKCU-2-aMUHOITUI)- (PEHOKCH]
-METUN-OKCa30MNUANH-2-0H, AUrMOPOXIIOPUL,
3-(1-amnauHo-4-nunepasmHUNMponun)-5-[n-(2
-kapBOoKCK-2-aMUHOITUN)-
(PEHOKCU]-METUST-OKCA30NNANH-2-0H,
AUrnapOXIOpUL,
3-(1-ammanHo-4-nunepasmHuUNby Tun)-5-[n-(2-k
apboKCcU-2-aMUHCITUI)- (heHOKCH]
-METUN-OKCA30MNUANH-2-0H, AUrMOPOXIIOPUL.
Mprmep 6
06r
3-n-N-BOC-amuanHo-peHnn-5-[n-(2-meTokcukap
60oHWN-2-N-BOC-
AMUHOITUI)-PEHOKCU]-METUIM-OKCAZONUANH-2-OH
a [nony4yeHHOro B COOTBETCTBMM C Npymepom 1]
cycneHgupytoT B 40 mn 2N pactBopa HCl Ha
OCHOBE AMOKCaHa M MnepemMeluMBaloT B TedeHue
Tpex 4YacoB npyu KOMHaTHOW Temnepartype. Mocne
yOaneHns pacTBOpUTENA W NpoBedeHNsA
"NpuroToBneHns oBbIMHBIM CNOcoGoM" nony4atoT
3-n-aMmamHo-dpeHm-5-[N-(2-me TOKcUKapboHUN-2-
aMUHO3TUI)-PEHOKCU]-METUIM-OKCA3ONMUANH-2-0OH,
avruapoxnopua, T.nn. 132-133°C.
AHanorvyHbIM obpasom nocne yganeHusi
s3awuTHon rpynnel BOC npogykToB nonydaroT 13
npumepa 1
3-(4-nnnepnann)-5-[n-(2-meToKcMKapOoHN-2-
AMUHOITUI)-PEHOKCU] -MeTUI-
OKCasonuamH-2-0H, OUrMapoxsopua,
3-(4-nnnepnannmeTtin)-5-[n-(2-meTokcnkapbo
HUWM-2-aMUHO3TUIT)-DEHOKCU] -MeTuUs-
OKCasonuamH-2-0H, OUrMapoxsopua,;
3-(4-nnnepnannatinn)-5-[n-(2-meTokcukapboH
Un-2-aMUHO3TUIT)-PEHOKCU]-METUIT-
OKCasonuaMH-2-0H, OUMMapOXopua,;
3-(4-nnnepnannnponmn)-5-[n-(2-meTokcnkapb
OHUN-2-aMWUHO3TUIMN)-PEHOKCKU] -MeTuUr-
OKCasonuaMH-2-0H, OUMMApOXIopua,;
3-(4-nnnepnanndytnn)-5-[n-(2-meToKcukapbo
HWUM-2-aMUHO3TUIT)-DEHOKCU] -MeTuUI-
OKGasonMOMH-2-0H, OUrMapOXIopya,;
3-(1-amnanHo-4-nunepruann)-5-[n-(2-MeToKcuK
apBoHNN-2-aMUHO3TIN)-DeHOKCK]-
METMWIT-OKGA3ONNOMH-2-0H, AWMITMAPOXNOpULa;
3-(1-amnouHo-4-nunepyuamnmeTun)-5-[n-(2-me
TOKCUKapOOHUN-2-aMMHOITUN)-
hbeHOKGHU]-MeTUI-oKca3oNNANH-2-0H,
ANrnapoXrnopuy,
3-(1-ammanHo-4-nnneprannatvn)-5-[n-(2-met
OKGUKaPOOHMN-2-aMUHOSTHM)-
(heHOKGH]-MeTUI-oKCasoNANH-2-0H,
ANrnapoOXropya,
3-(1-ammarHo-4-nnneprgnnnponu)-5-[n-(2-m
€TOKCWMKapPOOHUN-2-aMUHO3TIN)-
hbeHOKCH]-MeTUI-oKCasoNNANH-2-0H,
AUrnapoxnopua,
3-(1-ammanHo-4-nunepngnndytnn)-5-n-(2-me
TOKCUKapPOOHUN-2-aMMHOSTUM)-
hbeHOKCH]-MeTUI-oKCasoNNANH-2-0H,
AUrnapoxopug;
3-(1-uzonponun-4-nunepuamn)-5-[n-(2-meTokc
VKapbOoHWUM-2-aMUHO3TUN)-
hbeHoKeH]-MeTUn-oKkcasoNUAnH-2-oH,
AUrnapoxnopua;
3-(1-meTun-4-nunepnannmetun)-5-[n-(2-meto
KCUKapOOHWN-2-aMUHOSTURM)-
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PEHOKCU]-MEeTUN-OKCA30NNANH-2-0H,
avruapoxnopua,
3-(4-nunepasuHUnaTUN)-5-[n-(2-meTokcnkapo
OHUI-2-aMUHO3TUIT)-
¢PEHOKCU]-MEeTUN-OKCA30NNANH-2-0H,
Aurnapoxnopua,
3-(4-nunepasvHunnponu)-5-[n-(2-meTokcuka
POOHUNM-2-aMUHO3TUIN)- (heHOKCU]
-METUN-OKCa30NMONH-2-0H, AUTUAPOXNOPUL;
3-(4-nunepasuHUndy T1n)-5-[N-(2-meToKcukap
OoHUN-2-aMUHOTUN)-
(PEHOKCU]-METUN-OKCA3ONNONH-2-0H,
Aurnapoxnopua,
3-(1-aMuauHO-4-NNNepasmHUNATUI)-5-[N-(2-m
eTOKCUKapPOOHMUI-2-aMUHOSTUI)-
PEHOKCU]-METUN-OKCA3ONNONH-2-0H,
Aurnapoxnopua,
3-(1-amuamHoO-4-NnnepasmHANMPonuI)-5-[n-(2
-METOKCMKapOOHUN-2-aMUHO3TUN)-
PEHOKCU]-METUN-OKCA3ONNONH-2-0H,
anrnapoxnopua,
3-(1-aMmanHO-4-nnnepasmHUNOyY TKn)-5-[n-(2-
MeTOKCHKapOoHNU-2-
aMUHOITUIT)-PEHOKCU]-METUI-OKCA30STUONH-2-0H,
anrnapoxnopua.
Mpyumep 7
AHanornyHo npumepy 4, wucxoga U3
3-(1-N-BOC-amunamnHo-4-nvnepuaun)-
5-[n-(2-meTokcmkap®oHWN-2-N-By TUnIcy NbApOHMI-
aMUHOITUIT)-PEHOKCK] -MEeTUIT-
OKCa30nuaunH-2-oHa [nonyvaemoro B
COOTBETCTBUM C MpumepoMm 3], OMbINEHUEM
nony4atot
3-(1-N-BOC-amuauHo-4-nvne pnamn)-5-[n-(2-kap6
OKCHK-2-
N-6yTuncynbOHKUN-aMUHOATW)-heHOKCH]-MeTH
N-OKGa30mNMnaMH-2-0H.
AHanornyHbIm
NMOMOLLbIO OMbIfeHNA
3-(4-N-BOC-nmnepunamn)-5-[n-(2-meTokcunkapo
oHUN-2-N-Oy TUNGY NbOHNT-
aMMHO3TUN)-DEHOKCU]-METUN-OKCA30NNANH-2-0H:
3-(4-N-BOC-nmnepnann)-5-[n-(2-kapbokcun-2-
N-ByTuncynecoHUN-
aMWHOATUN)-PEHOKCU]-METUN-OKCa30NNANH-2-0H;
3-(4-N-BOC-nunepngnnmetvn)-5-[n-(2-meTtok
cvKkapboHun-2-N-
Oy TUNCY NbOHUN-aMUHOATNI)-(PEeHOKCH]-MeTHIT-
OKCa30MUANH-2-0H:
3-(4-N-BOC-nmnepnamnmetmn)-5-[n-(2-kapbo
Kkcu-2-N-6y Trncy nechoHu-
aMWHOATUN)-PEHOKCU]-METUN-OKCa30NNANH-2-0H;
3-(4-N-BOC-nunepugunatnn)-5-[n-(2-meTokcu
kapboHnn-2-N-
By TUNCY NbOHUMN-aMUHOATUIN)-PEHOKCU]-METHS-
OKCa30nNUANH-2-0H:
3-(4-N-BOC-nunepnannatnn)-5-[n-(2-kapboke
n-2-N-
By TUNCY NbOHUMN-aMUHOATUIM)-PEHOKCU]-METUS-
OKCa30nNUAUH-2-0H;
3-(4-N-BOC-nunepuaunnponun)-5-[n-(2-meto
kcvkapGoHUn-2-N-
Oy TUNCY NEOHUN-aMUHOSTUIN)-(PEHOKCU]-METIST-
OKCa30nMUANH-2-0H:
3-(4-N-BOC-nunepnaunnponun)-5-[n-(2-kapd
oKcK-2-N-
Oy TUNCY NEOHUN-aMUHOSTUI)-(PEHOKCU]-METWUIT-
OKCa30NUANH-2-0H;
3-(4-N-BOC-nunepnamndytnn)-5-[n-(2-meTokc
ukapOoHun-2-N-
Oy TUNCY NEOHUN-aMUHOSTUI)-(PEHOKCU]-METUIT-
OKCa30nUANH-2-0H:
3-(4-N-BOC-nunepunaundytun)-5-[n-(2-kapbok
cn-2-N-
Oy TMncy NbAOHUN-aMUHOSTUN)-PEHOKCU]-MEeTUM-

obpasom  nonyyatoT C
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OKCa30nMWONH-2-0H;
3-(1-3Tun-4-nunepuaun)-5-[n-(2-meTokcukapo
OHWUN-2-N-By TUNCYNbMOHUN-
aMUHO3TUN)-(PEHOKCU]-METUIT-OKCAZ0NUNANH-2-0H:
3-(1-3tun-4-nunepuaun)-5-[n-(2-kapbokcu-2-
N-6y TruncynbLgoHUnN-
aMUHO3TUN)-(PEHOKCU]-METUI-OKCa3oNNANH-2-0H;
3-(1-N-BOC-amuauHo-4-nunepuansimeTin)-5-
[n-(2-meToKCHKapOOHUN-2-
N-By TUNCy NbQOOHUN-aMUHOSTUN)-DEHOKCU]-METK
N-OKCA30MUaNH-2-0H:
3-(1-N-BOC-amuamHo-4-nunepuannmeTns)-5-
[n-(2-kap6okcu-2-N-
ByTuncynboHUN-aMUHOSTUN)-DEHOKCH]-MeTun-
OKCa30nManH-2-0H;
3-(1-N-BOC-amugmHo-4-nunepuannatun)-5-[n
-(2-meToKCUKapboHWUN-2-
N-By TUNCYy NbOHUN-aMUHOITUNN)-(PEHOKCU]-MEeTH
N-OKCas0NMUWanH-2-0H:
3-(1-N-BOC-amugmHo-4-nunepuannatun)-5-[n
-(2-kapbokcm-2-N-
ByTuncynbpoHNN-aMUHOIT U )-DEeHOKCH]-MeTun-
OKCa30nanH-2-0H;
3-(1-N-BOC-amuamHo-4-nunepuannnponu)-5
-[n-(2-meToKCHMKapboHUN-2-
N-By TUNCcy nbOHUN-aMUHOSTUIN)-(PEeHOKCU]-MeTK
N-OKCa30MUaNH-2-0H:
3-(1-N-BOC-amuamHo-4-nunepuannnponu)-5
-[n-(2-kapBokcm-2-N-
By TuncynbpoHNN-aMUHOIT U )-PEHOKCH]-MeTUN-
OKGa30nManH-2-0H;
3-(1-N-BOC-amuaunHo-4-nunepnanndytnn)-5-[
n-(2-MeTOoKGUKapOOoHNN-2-
N-By TUNCY NbOHNN-aMUHOSTUNN)-(PEHOKCU]-MeTI
N-OKCa30MuanH-2-0H:
3-(1-N-BOC-ammauHo-4-nunepunanndytnn)-5-
n-(2-kapbokcun-2-N-
By TUNcyNbOHNN-aMUHOITW)-heHOKCU]-MeTHM-
OKCa30nManH-2-CH;
3-(1-u3onponun-4-nunepramn)-5-[n-(2-meTokc
VKapGoHWUN-2-
N-By Trncy nboHNMN-aMUHOSTUM)-hEHOKCU]-METK
N-OKCa30ManH-2-0H:
3-(1-mzonponun-4-nunepungmn)-5-[n-(2-kapook
cn-2-N-
By TUNCcyNbOHNN-aMUHOATWIT)-heHOKCU]-MeTH-
OKCa30MMaNH-2-CH;
3-(1-meTnn-4-nuneprngnnmetnn)-5-[n-(2-meto
KCUKapOOHWN-2-
N-Oy TMnCy NbOHNN-aMUHOSTUNM)-ChEHOKCU]-MEeTK
N-OKCa30MUANH-2-0H:
3-(1-meTnn-4-nunepuannmetmn)-5-[n-(2-kapb
oKcmn-2-N-
By TUNcyNbOHNN-aMUHOITUIT)-peHOKCU]-MeTH-
OKCa30nMMaNH-2-0H;
3-(4-N-BOC-nunepasmHunatun)-5-[n-(2-meTok
cUKkapBoHUN-2-
N-6y TUncynbOOHUN-aMUHOSTUNM)-DEHOKCU]-METK
N-OKCa30MUaNH-2-0H:
3-(4-N-BOC-nunepasnHunatin)-5-[n-(2-kapbo
Keun-2-N-
By TUNCY NbOHNN-aMUHOATUI)-PEeHOKCU]-MeTU-
OKCa30nMWaHH-2-0H;
3-(4-N-BOC-nunepasuvHunnponun)-5-[n-(2-me
TOKCMKapBoHUN-2-
N-6y TUncynbEOOHUN-aMUHOSTUN)-PEHOKCU]-METK
N-OKCa30MUaNH-2-0H:
3-(4-N-BOC-nunepasuHunnponun)-5-[n-(2-kap
Bokeun-2-N-
By TUNCYNEMOHNN-aMUHOITUI)-(PEHOKCU]-METUS-
OKCas3onManH-2-0H;
3-(4-N-BOC-nunepasmHunoytun)-5-[n-(2-met
OKCUKapBOHU-2-
N-By TUNCYy NbOHUN-aMUHOITUIN)-(PEHOKCU]-MEeTK
N-OKCA30MUaNH-2-0H:

10

15

20

25

30

35

40

45

50

55

60

3-(4-N-BOC-nunepa3smHUndy tun)-5-[n-(2-kap6
OKcK-2-N-
Oy TUNCY NEOHUN-aMUHOSTUIN)-(PEHOKCU]-METIST-
OKCa30nMUANH-2-0H;

3-(1-N-BOC-amuauHo-4-nunepasmHunaTumg-5
-[n-(2-meToKcHKapOOHWIT-2-
N-ByTUncy nsOHUN-aMUHOSTUI)-(PEeHOKCHU]-MeTH
N-OKCas30mNMnONH-2-0H:

3-(1-N-BOC-amuauHo-4-nunepasmHunaTum)-5
-[n-(2-kapbokcun-2-N-
Oy TMncy NbAOHUN-aMUHOSTUN)-PEHOKCU]-MEeTUM-
OKCa30nUANH-2-0H;

3-(1-N-BOC-amuamHo-4-nunepasmHUnponns
)-5-[N-(2-mMmeTOoKCKapOOoHW-2-
N-ByTUNCY NbOHUN-aMUHOATUI)-EHOKCU]-MEeTH
N-OKCAas0mNMOUH-2-0H:

3-(1-N-BOC-amuamHo-4-nunepasmHUnponns
)-5-[n-(2-kapOokcm-2-N-
By TMncy NbOOHUN-aMUHOSTUN)-PEHOKCU]-MEeTUNM-
OKCa30nNnaNH-2-0H;

3-(1-N-BOC-ammauHo-4-nunepasmHunoyTun)-
5-[n-(2-meTokcMKapBoHNN-2-
N-ByTUNCY NbOHUNT-aMUHO3TUI)-EHOKCH]-MEeTH
N-OKCAas0mNMnaUH-2-0OH:

3-(1-N-BOC-ammauHo-4-nunepasmHunoyTun)-
5-[n-(2-kapbokcu-2-N-
By TMncy NbOHUN-aMUHOITUN)-PEHOKCU]-METUM-
OKCa30NnANH-2-0H.

Mprvmep 8

K pacTBoOpy 0,6 r
3-M-aMmanHO-eHun-5-[N-(2-meTokcMKapboHWN-2-
N- BOC-aMWHO-3TWIT)-(hEHOKCH]
-MeThn-okcasonmauH-2-oHa B 20 w™Mn  THF
pobaenstoT 20 mn 20%-Horo pactsopa NaOH wu
nepemMeLLnBaloT B TedeHe 24 4 NMpy KOMHaTHOM
Temnepatype. MNocne yganeHva pactsopuTens u
cybnumaumoHHoin cywkn nonydaroT  Na-conb
3-n-amnanHo-cbeHnn-5-[n-(kapbokcu-2-N-BOC-
aMUHOITUN)-DEHOKCH]
-MEeTUN-0OKGa3onManH-2-oHa, T.nn. 120-121°C.

AHanornyHeIM o6pasoM Mony4atoT:

HaTpUeBYHO COfb
3-n-aMmHoMeTUN-peHun-5-[n-(kapbokcK-2-N-BO
C-
aMUHOITUIT)-PEHOKCU]-METUM-OKCA30NUONH-2-0H
a,

HaTpUeBYO COfb
3-n-aMmauHo-deHnn-5-[n-(kapbokcu-2-N-
By TMncy NbOHUNAaMUHO-3TUN)-PEHOKCU]-METUM-
OKCa30nnanH-2-oHa,

HaTpUeBYo COfb
3-n-aMmHoMeTUN-heHUn-5-[n-(kapbokcn-2-N-
Oy TUNCY NbOHUM-aMUHOATIN)-PEHOKCU]-METMIT-
OKCa30MuanH-2-oHa.

Mpumep 9

PacTtBop 0,2 r
1-ammanHo-3,5-anmeTunnupason-HnTpata 8 17
MJT AMoKcaHa 1 5 mn Boabl cmMelumBaeTcsa ¢ 0,17
M 3TUNQUU3ONPONUITaMUHa 1 NepemMeLlMBaroT B
TedeHne 15 muHyT. MNocne aTtoro goGaenatot 0,4
r
3-n-aMMHOMETUN-heHWT-5-[N-(2-MeToKCUKapOOoHN
n-2-N-BOC-amnHoaTUN)- heHOKCH]
-MeTUMN-OKCa30NNANH-2-0Ha, CMeCb KUMNATAT B
TeueHne 30 4, ynapusatoT, a "MpuroToBreHne
BegyT  oObMHbIM  criocobom”. MonyuatoT
3-n-ryagmHomMeTun-peHnn-5-[n-(2-meTokcu-kapbo
HUN-2-N-BOC-ammHoaTUIN)-
dPEeHOKCU]-MEeTUN-OKGA30NNANH-2-0H.

AHanornyHsIM obpasomM MonyyatoT:

ns
3-M-aMuHoMeTU-peHUN-5-[N-(2-MmeToKcHMKapOoH
un-2-N-BOC-
aMUHOATUN)-OEHOKCU]-METUN-OKCA30NUANH-2-0OH
al
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3-M-ryagnHomMeTun-peHnn-5-[n-(2-MmeToKcuka
pBoHnn-2-N-BOC-
aMUHO3TUN)-(PEHOKCU]-METUIT-OKCA30NNANH-2-OH;

ns
3-M-aMUHOMETUTI-PEHNI-5-[M-(2-MEeTOKCMKapBOOH
un-2-N-
By TUNCYNsEMOHNNAMUHO-3TUI)-(PEHOKCU]-METUS-
OKCasonManH-2-oHa,

3-M-ryagnHomMmeTun-peHnn-5-[n-(2-meToKkcuka
p6oHun-2-N-
ByTuncynboHUN-aMUHOSTUN)-DEHOKCH]-MeTun-
OKCas30nManH-2-0H;

ns
3-n-ammHomMe TUN-beHnn-5-[n-(2-meTokcukapboHu
n-2-N-
ByTnncynboHNMNAMUHO-3TUN)-PEHOKCH]-MeTUn-
OKCa30nMaWH-2-0Ha,

3-N-ryadMHOMETUN-PeHnn-5-[n-(2-meTokcuka
p6oHMMI-2-N-
ByTnncynboHNN-aMUHOITU)-DEeHOKCH]-MeTun-
OKCa30NManH-2-0Ha;

"3
3-0-ammrHoMe TUN-heHUN-5-[N-(2-MmeToKCUkapboHm
n-2-N-
By TnncynboHNMNAMUHOITIIT)-heHOKCU]-MeTnn-0
KCa3onuauH-2-oHa,

3-0-TyagHOME TUI-CPEHNT-5-[N-(2-METOKCUKa
p6oHMI-2-N-
By TuncynbpoHNN-aMUHOIT U )-PEHOKCH]-MeTUN-
OKGa30nManH-2-0H;

n3
3-0-amrHomMme TUN-heHNN-5-[N-(2-MeToKCUkapboHn
n-2-N-BOC-
aMUHOITUI)-PEHOKCU]-METUIM-0KCA30NUANH-2-0H
a,

3-0-ryaguHome TUN-peHnn-5-[n-(2-meTokcrKa
p6oHnn-2-N-BOC
aMUHO3TUN)-(PEeHOKCU]-METUI-OKCA30oNNANH-2-0H.

Mpnmep 10

B pacTBop 1,2 r
3-n-umnaH-deHnn-5-[n-(2-meTokcukapboHnn-2-N-
By TUNcyNbOHNN-aMUHOITW)-heHOKCH]
-MeTUN-OKCa3onnanH-2-oHa  [nonyyaemoro B
COOTBETCTBMM C nprMepoM 1 nyTem peakuuu

obmeHa MeTWNNOBOro achupa
2-N-0yTnncynecoHUN-aMmMHo-3-(4-rnapoKkcun-ceH
Wn)-nponaHoBoi KUCIoThbI c

3-n-umaH-heHUn-5-MeTaHcy NbpOHNNOKCHU-MEe TN
-oKcasonManH-2-oH] B 50 mn nupuanHa v 7 mMn
TpuatunammHa npu -10°C BBoAAT ras H-S ao
HacbiweHus. Nocne atoro nepemelwmBaoT 14 4
NpM  KOMHaTHOW  TemnepaType, YNapuBaloT,
pacTBopsAtoT ocagok B 50 mMn aueToHa U
cMeluMBatoT ¢ 9 Mn meTuniroanaa. Nocne atoro
NPOBOAAT NMOBTOPHOE MNepeMeLlInBaHuE B TeueHue
6 4, bunbTpPytOT, OCagoK MNPOMbIBAOT S Mn
aueToHa, pacTeopsatoT ero B 30 Mn meTaHona,
nobagnsot 4,6 r auetata aMMOHMS ©
rnepemMeLLVBalOT NpW KOMHaTHOA TemnepaType B
TeyeHne 24 wyaco. [locrne "npurotoBneHus
OObIMHBIM cnocobom" nonyvaroT
aMmMamMHo-beHnn-5-[n-(2-meTokcnkapboHnI-2-N-
By TMncynboOHNN-aMUHOST U )-PEHOKCN]-OKGa30orn
UOWH-2-0H, T.NMn. 162-163°C.

AHaNOrM4HbLIM 06pasoM NoNyyYaloT:

ns
3-M-UymaH-heHun-5-[n-(2-metokcnkapboHmn-2-N-
ByTuncynboHUN-aMUHOITUN)-DEHOKCH]-MeTUn-
OKCa30NManH-2-0Ha,

3-M-amnanHo-heHnn-5-[N-(2-meToKCcMKapOoHH
n-2-N-
ByTuncynboOHNN-aMUHOIT U )-DEeHOKCH]-MeTUn-
OKCa30nnanH-2-0H;

ns
3-n-umaH-peHun-5-[n-(2-meTokcukapboHun-2-N-B
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_14-

OC-aMUHO3TUNM)- heHOKCH]
-METUN-OKCA30MWONH-2-0Ha,
3-N-aMUOMHO-PeHUr-5-[N-(2-MeTOKCUKapOoHU
n-2-N-BOC-amMuHO3TUN)- heHOKCH]
-METUN-OKCa30NMONH-2-0H;

ns
3-n-yman-dpeHnn-5-[n-(2-mMmeTokcukapboHU-2-N-n
TONYOrCY NbPOHUN-aMUHOSTU)-HEHOKCU]-METUN
-OKCa30NMMaNH-2-0Ha,

3-n-aMmamHo-dpeHun-5-[n-(2-meTokcukapboHu
n-2-N-n-

TOMNYOrCY N OHUN-aMUHOSTIT)-DEHOKCU]-METUN
-OKCa30INMUONH-2-0H;

PE]
3-M-upnaH-theHnn-5-[n-(2-meTokcukapboHmns-2-N-n
TOMNYOSICY b OHUN-aMUHOSTIIT)-DEHOKCU]-METUN
-OKCas0NManH-2-0Ha,

3-M-aMUaWHO-PEeHUN-5-[N-(2-MeToKcMKapboHK
n-2-N-n-

TOMNYOJICY b OHUN-aMUHOSTIIT)-DEHOKCU]-METIN
-OKCAa30INMNONH-2-0H.

Mpumep 11

AHanornyHo npumepy 4, wucxoga U3
3-n-amuanHo-eHnn-5-[N-(2-meTokcuKkapOboHUN-2-
N-By TUNCYNbOHUN- aMUHOSTUIN)-DEHOKCH]
-MeTWM-OKCa3onuamMH-2-oHa  [nony4aemoro B
GOOTBETGTBUN G npumepoM 10], NnyTem omblineHust
nosnyvatot
3-n-amuHanHO-beHnn-5-[n-(2-kapbokcn-2-N-6yTn
NCYNbOHUN-aMUHO3TUNM)- (PeHOKGH]
-METUN-OKGa30MMONH-2-0H, T.Nn. 236-237°C.

AHanoryHelm  obpasom  monydalwT  C
NMOMOLLbIO OMBINEHUS:

VE]
3-M-aMUHOMETUIT-PEeHNN-5-[N-(2-MeTunKapboHun
-2-N-

By TMncy NbOOHUN-aMUHOSTUN)-PEHOKCU]-MEeTUNM-
OKCa30nuanH-2-oHa,
3-M-aMUaWHO-PeHUnN-5-[nN-(2-kapbokcu-2-N-By
TUNCY NbGOHUIT-
aMUHOITUIT)-PEHOKCU]-METUI-OKCA30STUONH-2-0H;

K]
3-M-aMmanHO-eHun-5-[N-(2-meTokcMKapboHWN-2-
N-n-

TOMNYOSGY b OHUN-aMUHOITIIT)-DEHOKCU]-METIN
-OKGa30IMMaNH-2-0Ha,
3-M-aMUaWHO-heHUN-5-[N-(2-kapbokcn-2-N-n-
TONYONGY NbHOHWS-
aMUHOATUIT)-PEHOKCU]-METUI-0KCA30NUONH-2-0H;

VK]
3-M-aMUaANHO-DEHNN-5-[N-(2-MEeTOKCUKapOOHW-2
-N-n-

TONyOncy NbPOHUN-aMUHOITM)-DEHOKCU]-MEeTHN
-OKGAa30NanH-2-0Ha,
3-M-ammanHo-ceHUn-5-[n-(2-kapbokcm-2-N-n-
TONYONGY NbCHOHWI-
aMMHOATUN)-PEHOKCU]-METUN-OKCAa30NNMANH-2-0H.

Mpumep 12.

1,37r
3-n-(5-0Kkco-1,2,4-0KCaanasonuH-3-un)-eHunn-o-
[n-(2-
MeTOKCUKapOOHUN-2-N-aTnn-aMMHO3TKN)-(heHOKC
1] -MeTUN-OKCasonMAnH-2-oHa [nony4veHHoro B
cooTBeTCTBMM C npumepom 1 nocpedcTeoMm

peakuyunn obmeHa MeTMMOBOro adpupa
2-N-aTnn-ammnHo-3-(4-rngpokcn-peHun)-nponaHo
BOW KNCNOThbI c

3-n-(5-0kco-1,2,4-0KcaanasonuH-3-un)-eHun-5-
MeTaH- GyIbOHNITMETUN-OKCA30MANH-2-0H],
pacteopsitoT B 50 Mn mMeTaHona 1 rmapupyroT Ha
Hukene PeHes. MNocne aToro peakUMoHHYI0 cMech
HUNLTPYIOT, a PUNLTPAT YNapUBaOT B Bakyyme.
MonyyeHHbIA npoaykT ob6pabaTtbiBatoT 20 Mn
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3TUMOBOrO  3dpUpa YKCYCHOW  KUCAOTBI NP
HarpeBaHWK, W Mocne OXxnaxAeHUs npogyKT
oTcacblBatoT. NonyyatoT
3-n-amMnamHoeHUN-5-[N-(2-MeToKCMKapOoHUI-
2-N-3TUN-aMUHO3TUN)-PEHOKCU]-ME TUN-0KCA30IN
AWH-2-0Ha.

AHanNorMyHo BOCCTAHOBUTESbHBLIM
pacLienreHvem rpynnbl -
5-0Kco-1,2,4-0kcaamasoninHa nonyyvator:

ns
3-n-(5-0Kkco-1,2,4-0kcagnasonuH-3-mun)-heHun-5-
[n-(2-
MeTOKCUKapOOHUIT-2-N-1M30nNponu-aMUHOITUN)-
(PEHOKCU]-METUST-OKCA30NUANH-2-0Ha,

3-n-aMmamHoheHUs-5-[N-(2-meTokcMKapOoHN
n-2-N-usonponun-
AMUHOITUI)-PEHOKCU]-METUIM-OKCAZONUANH-2-0H
a

ns
3-n-(5-0Kkco-1,2,4-okcagmnasonuH-3-un)-heHun-5-
[n-(2-

MeToKcUKkapboHUI-2-N-aue Tun-aMmMHo3TUN)-doeH
OKCU]-MEeTUI-OKCa30STMAMH-2-0Ha,
3-n-aMmamHoheHUs-5-[N-(2-meToKcMKapOoHK
n-2-N-aueTun-aMmmHoOaTUmM)- OeHOKCK)
-MeTUN-OKCa30MNMaNH-2-0Ha;

n3
3-n-(5-0Kco-1,2,4-okcagnasonuH-3-un)-heHun-5-
[n-(2-
MeTOKCUKapOOHUIT-2-N-NPONMOHNN-aMUHOITN)-
(PEHOKCU]-METUST-OKCa30NNAWH-2-0Ha,

3-n-aMmamHocheHns-5-[N-(2-meToKcMKapOoHN
n-2-N-nponuoHusn-
aMUHOITUI)-PEHOKCU]-METUIM-0KCA30NUANH-2-0H
a

n3
3-n-(5-0Kco-1,2,4-0kcaanasonuH-3-un)-heHnn-5-
[n-(2-
MeTOKcUKapBoHMn-2-N-BOC-aM1HoaTHN)-heHOKG
W]-METUN-OKCa30MNMaMH-2-0Ha,

3-n-amnamHodeHUn-5-n-(2-meToKcrkapboHNn
n-2-N-BOC-amuHoaTnn)-

(hbeHOKGHM]-Me TUN-oKCaszoNnanH-2-oHa,

ns
3-n-(5-0Kkco-1,2,4-okcagnazonmH-3-mn)-peHnn-5-
[n-(2-
METOKCUKaPOOHWMIT-2-N-TpeT.-0yTUI-aMUHO3TIN)-
hbeHOKCHM]-MeTUN-oKcaszoNnanH-2-oHa,

3-n-amngmHoheHUN-5-[n-(2-MeToKcHMkapboHN
n-2-N-tpet.-6yTUn-
aMUHO3TUN)-(PEeHOKCU]-MeTUI-OKCa3oNUANH-2-0OH
a.

Mpumep 13

AHanormyHo  npumepy 4 OMblIEHUEM
COOTBETCTBYHOLUX CMOXHbIX 3¢hpUpPOB U3 NpumMepa
12 nonyuatoT cnegytolme kapboHOBbIE KUCOTI:

3-n-amuamHoeHUN-5-n-(2-kapbokcu-2-N-311
N-aMUHO3TUN)-DEHOKCH] -
MeTWT-OKCA30NUANH-2-0Ha;

3-n-amuamHodeHUN-5-[n-(2-kapbokcn-2-N-1n3o
NPONU-aMUHOSTUN)-
hEeHOKCU]-MeTUI-0KCa30NMNANH-2-OH;

3-n-amugmHoeHUN-5-[n-(2-kapbokcun-2-N-auy,
eTUIN-aMUHOITUI)-PEHOKCH] -
METWII-OKCA30NUONH-2-0H;

3-n-amuamHopeHUn-5-n-(2-kapbokcu-2-N-np
OMNMUOHWUI-aMUHOSTUNN)-
(peHOKCU]-MeTUI-0KCa30NMNANH-2-0H;

3-n-amuamHodpeHUn-5-[n-(2-kapbokcu-2-N-BO
C-aMuHO3TUN)- PeHOKCH]
-METUN-OKCa30MUANH-2-0H;

3-n-ammamHocbeHun-5-[n-(2-kapbokcu-2-N-Tpe
T. -0y TUN-aMUHOSITUN)- hbeHokeH]
-METUN-OKCA30MNMUANH-2-0H.

Mpumep 14
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AHanornuHo npumepy 4 nyTeM OMbINeHUs
COOTBETCTBYIOLUX CINOXHbLIX 3UPOB N3 Npumepa
9 nonyyarT cneayroLime KapboHOBbIE KUCOTbI:

3-n-ryagHOMEeTUN-PeHur-5-[N-(2-kapbokeu-2
-N-BOC-amnHoaTun)-
PEHOKCU]-METUN-OKCA30NNANH-2-0H;

3-M-ryaguHOMETUIT-heHUn-5-[n-(2-kapOokcun-2
-N-BOC-amnHoaTnn)-
¢PEeHOKCU]-MEeTUN-OKCA30NMNANH-2-0H;
3-M-ryaguHoOMeTUI-heHun-5-[n-(2-kapbokcun-2
-N-ByTuncynbgoHun-
AMUHOSTUIT)-PEHOKCU]-METUM-OKCA30STUOMNH-2-0H;
3-n-ryaguHomeTun-ceHun-5-[n-(2-kapbokcu-2
-N-ByTuncynbgoHun-
AMUHOITUIT)-PEHOKCU]-METUN-OKCA30STUOMNH-2-0H;
3-o-ryaguHomeTun-peHun-5-[n-(2-kapbokcn-2
-N-ByTuncynbgoHun-
AMUHOITUIT)-PEHOKCU]-METUN-OKCA30STUONH-2-0H;
3-o-ryaguHomMeTun-peHun-5-[n-(2-kapbokcun-2
-N-BOC-amMuHo3ThN)- (peHoKeu]
-METWUN-OKCAa30NMONH-2-0H.

Mpumep 15

AHarnornyHo npumepy 5 nytem oTLienneHUs
sawmnTHOM rpynnbl BOC, ncxoga n3 npoaykTos
npumepa 14, nonyyaroT cnenylime coequHeHns:

3-n-ryaguHomeTun-ceHun-5-[n-(2-kapbokcu-2
-aMWHO3TUN)-PEHOKCK] -
METMWIT-OKCa30NNANH-2-OH,

3-m-ryaguHomMeTnn-theHnN-5-[n-(2-kapbokcm-2
-aMWHO3TUN)-PEHOKCK] -
METMWIT-OKCa30NNANH-2-OH,

3-o-ryaguHoMeTun-peHun-5-[n-(2-kapbokcon-2
-aMWHO3TUN)-PEHOKCH] -
METMUIT-OKCa30NNANH-2-OH.

Mpumep 16

0,5r
3-n-(5-0Kco-1,2,4-0KcaanasonnH-3-uin)-peHun-5-
[n-(2-
BGEH3MINOKCMKaPBOHWUI-2-aMUHO3TKN)EHOKCU]-Me
TUN-OKCa3onMUAVH-2-0Ha  [MonydaeMble  MyTem
peakumm obmeHa GeHannosoro acbrpa
2-N-BOC-amnHo-3-(4-rnapokcn-cpeHnn)-nponaHo
BOM KWCNOTBI, KOTOPLIA MONMyYyarT W3 TUPO3UHa
nytem BBedeHWA sawnTHol rpynnel BOC n
aTepudmKaLym G NOMOLLBb0 BeH3UMoBoro cnupTa,
c
3-n-(5-0Kkco-1,2,4-0KCaanasonnH-3-un)-peHun-5-
MeTaH-CyNbOHUITMETUI- OKCA30MNUANH-2-OHOM C
nony4eHnem
3-n-(5-0Kkco-1,2,4-0Kcaanasonu-3-un)-
deHun-5-[n-(2-6enHsmnokcmkapboHnn-2-N-BOC-a
MUHOJTWN)-PEHOKCH]- METUIOKCa30NUAMH-2-0Ha
W nocregytoLlen obpaboTk TpUTOPYKCYCHOM
kucnotoi] pacteopstoT B 10 Mn guxropmeTaHa v
BBOOAT B peakuuio obMeHa ¢ 1 3KBUBaNeHTOM
Xnopuaa nponaHcybdOKUCNOTbl NMPU NeasHOM
oxnaxaeHun. CnycTa 1 4 peakUMOHHBIA pacTeop
NpoMbIBaloT pasbaBneHHON CoNnsHOW KMCnoTon (2
pasa) U BoAOW, a opraHudeckyto chasy ynapusator
nocne CyLlKW Haj cynbdaToM MarHus. poaykT
ounLaoT nyTem KpucTannuaaumm ns
aTunayeTaT/neTpornenHoro acupa U nyTem
XpomaTtorpacu Ha cunukarene (Tonyon/aueToH
4:1). MonyuatoT
3-n-(5-0Kkco-1,2,4-0KCaanasornuH-3-un)-
eHUn-5-[n-(2-6eH3nnoKkcn-kapBboHUN-2-N-nponu
neynbgOHNN-aMUHOITH)-
PEeHOKCU]-MEeTUN-0KCA30NNANH-2-0H; FAB-MS:
m/e 635 (M+H+).

Mo aHanorum nytem peakyum obmeHa
3-n-(5-0Kkco-1,2,4-0KcaanasornmH-
3-un)-cbeHnn-5-[n-(2-6eH3mnnokcukapboHUn-2-amm
HO3TWM)-CPEHOKCK] -MEeTUN- OKCasoNUUAMH-2-OH
nonydatot

C NOMOLLbIO XIOpyaa 3TaHCy bGOKUCTIOThI
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3-n-(5-0kco-1,2,4-okcaanasonuH-3-un)-peHun
-5-[n-(2-
BeH3MNOKCMKapBOHNN-2-N-3TUNCY NbOHUIN-aMUH
03TUN)-PEHOKCH]-METUS- OKCa30SMMONH-2-0H;

C MOMOLLbIO XNopraa TOMNyorcyIbPOKUCTIOTbI

3-n-(5-0Kkco-1,2,4-oKkcagnasonuH-3-un)-eHun
-5-[n-(2-
BeH3MNoKCMKapOoHUN-2-N-TornyoncynsoHUN-am
VHO3TUN)-(PEHOKCU]-METUI- OKCa3oSUANH-2-0OH,

C MOMOLLBIO XNopuaa 6eH3UNCy NbGOKUCNOTbI

3-n-(b-okco-1,2,4-okcaanasonunH-3-un)-peHnn
-5-[n-(2-
BeHsunokcnkapboHUn-2-N-6eH3uncy nsoHUN-am
UHOSTUM)-(PEHOKCU]-METUST- OKCA30NUAWH-2-0H;

C MOMOLLBIO XJoprAaa rekcaHcyNbOKUCOTbI

3-n-(5-0kco-1,2,4-oKkcaanasonunH-3-un)-peHnn
-5-[n-(2-
BeHsunokcnkapboHU-2-N-rekcuncy nboHun-am
WHO3TUNM)-(PEHOKCU]-METUST- OKCasONUAWH-2-0H;

C NOMOLLLIO XITOpUaa NeHTaHCy NbGOKUCOThI

3-n-(5-0kco-1,2,4-oKkcaanasonmnH-3-un)-peHnn
-5-[n-(2-
BeHsnnokcnkapboHWN-2-N-NeHTUNCy NbGoHU-am
WHO3TUM)-(PEHOKCU]-METUST- OKCas3ONUAWH-2-0H;

c MOMOLLbIO Xnopuga
rekcagekaHcy nboKMcnioTbl

3-n-(5-okco-1,2,4-oKkcaanasonunH-3-un)-peHnn
-5-[n-(2-
BeHsunokcmkapboHnn-2-N-rekcagekaHuncy nsgo
HUM-aMWUHOS3TUN)-(PEHOKCH]-
METWIT-OKCa3ONNONH-2-0H;

G NOMOLLbIO XNnopuaa OyTaHOBOW KUCHOTbI

3-n-(5-oKkco-1,2,4-oKcaanasonunH-3-un)-peHnn
-5-[n-(2-
B6eH3MNoKcMKapOoHNN-2-N-By TaHOMN-aMUHO3TMI)
-(pEHOKCU]-METUN- OKCa30NUANH-2-0H,;

G NOMOLLbIO XNIopuaa NEHTAHOBOW KUGMOTbI

3-n-(5-0Kkco-1,2,4-okcaanasonuH-3-un)-deHnn
-5-[n-(2-
6eH3UNoKcUKapOoHNT-2-N-NeHTaHOMN-aMUHO3TH
1n)-PEHOKGH]-METUI- OKGa3ONWAWH-2-OH;

G MOMOLLbIO XNopuaa reKGaHOBOW KUCIOTbI

3-n-(5-0Kkco-1,2,4-oKkcaanasonuH-3-un)-deHunn
-5-[n-(2-
©eH3nnokcnkapboHN-2-N-rekcaHoNm-aMMHOITUI
}-cbeHOKCU]-MEeTUN- OKGa3OoSTMAWH-2-OH;

G MOMOLLBIO Xnopuaa 6eH30MHOW KNCNOThbI

3-n-(5-0Kkc0-1,2,4-oKkcagnasonmH-3-un)-deHnn
-5-[n-(2-
©eH3nnokcnkapooHnn-2-N-6eH30MN-aMUHOATUI)-
hbeHOKeU]-MeTurn- oKcasoNnUAWH-2-0H;

c nomowplo xnopuga 1-HadTannHoBOM
KNCROTbI

3-n-(5-o0kco-1,2,4-okcagunasonuH-3-un)-deHun
-5-[n-(2-
BeHsunokcmkapboHnn-2-N-(1-Had Tonn-ammHo)-3
TWUN)-PEHOKCU]-METUN- OKCaA30STNANH-2-0H;

C noMmowkl  Xnopuaa 2-HadpTanuHOBOM
KNCROThI

3-n-(5-0kco-1,2,4-okcaanasonuH-3-un)-peHun
-5-[n-(2-
BeH3nnokecmkapboHnn-2-N-(2-Had ToWN-amMnHo)-3
TWUN)-PEHOKCU]-METUN- OKCa30STNONH-2-0H.

Mpumep 17

Ona pacwenneHnss GeHaunoBoro adupa U
OKCaanasonMHOBOro KonbLa 0,4 r
3-n-(5-0Kco-1,2,4-okcaanasonuH-3-un)-peHun-5-
[n-(2-
BeH3MNOKCU-KapboHUN-2-N-nponuncynbgoHun-a
MUHO3TUI)-(PEHOKCU]-METuIT- OKCa3onNuauH-2-oHa
pacTteopsatoT B 10 mMn guxnopmeTtaHa U rnocne
nobaeneHna 1 mMn ykcycHon kucnotel, 0,5 mn
Boabl M 5 Mn MeTaHona, a Takke 0,1 r
nannagusa/aktueupoBaHHoro  yrna  (10%)
obpabaTtbiBalOT MpU KOMHATHOW TemnepaType

10

15

20

25

30

35

40

45

50

55

60

-16-

BogopogoM. Cnycta 30 MUH  KaTanusatop
PUNBTPYIOT, peaKkLUUOHHbIA pacTesop
KOHLEHTPUpYIoT 7 nony4vatoT
3-n-amuguHo-peHun-5-[n-(2-kapboken-2-N-nponu
neynbgOHNN-aMUHOITH)-
PEeHOKCU]-METUN-OKCA30NUANH-2-0Ha,
Temneparypa senbiwkn 200°C (nnaenexve).
AHanoryHeiMm  obpa3oM ¢ MOMOLLbIO
rmapuvpoBaHUA MNpoAyKTOB W3 npumepa 16
nosny4atoT:
3-n-ammuamHo-perHun-5-[n-(2-kapbokeu-2-N-a1
Uney nbOHUN-aMUHOSTUIT)-
dpeHOKCK]-MeTUN-OKCasoNMAanH-2-oH, T.An. 212°C
(paan.);
3-n-aMnanHo-ceHun-5-[n-(2-kapbokeu-2-N-To
Nyorcy nbQOHNN-aMUHO3TUN)-
PeHOKCU]-MeTUM-OKCa30NMMANH-2-0H, T.An. 205°C
(paan.);
3-n-amMmmamHo-dpeHun-5-[n-(2-kapbokcn-2-N-be
H3UICYNMbOHUI-
aMUHOATUIT)-(PEHOKCU]-METUM-OKCA30SNUONH-2-0H,
1.A1. 211°C (pazn.);
3-n-aMmmamHo-dpeHun-5-[n-(2-kapbokcn-2-N-re
KCUICY NMbOHUI-
AMUHOITUIT)-PEHOKCU]-METUN-OKCA30STUONH-2-0H,
T.Mn. 198°C (pasn.);
3-N-aMuanHO-perHun-5-[n-(2-kapbokeu-2-N-ne
HTUNCY NMbOHUI-
aMUHOATUN)-EHOKCU]-METUN-OKCA30MNMUANH-2-0H,
T.nn. 215°C (pasn.);
3-n-ammuamHo-peHun-5-[n-(2-kapboken-2-N-re
KcaaeKaHUNCy NbgoHNM-
aMWHOATUN)-PEHOKCU]-METUN-OKCAa30NNANH-2-0H,
T.Mn. 220°C (paan.);
3-n-ammnamHo-henHun-5-[n-(2-kapbokcon-2-N-by
TaHOWI-aMUHOATH)-
dpeHOKCU]-MeTUN-OKCa30NMMAMH-2-0H, T.AM. 190°C
(paan.);
3-n-amMmmamHo-dpeHun-5-[n-(2-kapbokcn-2-N-ne
HTaHOWIT-aMUHOSTUI)-
peHOKCM]-MeTUM-OKCa30NMAMH-2-0H, T.Amn. 195°C
(pasn.);
3-N-aMUamMHO-PeHun-5-[n-(2-kapbokeu-2-N-re
KCaHOWUM-aMUHOSTUN)-
dpeHOKCM]-MeTHUM-OKCasonMamH-2-oH, T.mn. 188°C
(paan.);
3-n-aMUanHO-heHun-5-[n-(2-kapbokeun-2-N-be
H30UN-aMUHOATUM)-
dpeHOKCM]-MeTHUM-OKCasoNManH-2-0H, T.nn. 204°C
(paan.);
3-n-amnamHo-eHun-5-[n-(2-kapbokcen-2-N-(1-
HapTOUN-aMNHO)-3TWM)- (PeHOKGCH]
-MEeTUN-OKCa30NMaNH-2-0H;
3-n-aMnanHo-ceHun-5-[n-(2-kapbokeu-2-N-(2-
HaddTOMN-aMUHO)-3TNIN)- heHoKeH]
-METUM-OKGA30NUONH-2-0H, T.NM. 226°C (paan.).
MpuBoaMMble HWXe MpuMepbl KacalTcA
hapmaLeBTUYECKMX Npenapartos:
Mpymep A y3bipbKn 0N MHbeKUWIA
B pactBope 100 r akTuBHOro BellecTBa
opmynbl | 1 & 1 auHaTpuirmgporeHdgocdara B 3
N pBaxabl AWCTUANMPOBaHHOW BoAbl C 2 H.
COMNSHOW KUCMOThI YCTaHaBNUBAIOT 3HaYeHne pH,
paBHoe 6,5, pacTBop OUILTPYIOT B CTEPUIbHLIX
YCNOBWAX, PpPasnMBaloT B MHBEKUMOHHbIE
ny3blpbky,  NUMOOUNM3YIOT B CTEPWUIbHbIX
yCrnoBuUsiX W cTepunbHo 3akpbiBaoT. Kaxpgasn
CTEKNAHHaA eMKOCTb C rnpenapaToM COASPXUT D
Mr BuororMyecku akTMBHoro Bellectea. B
KadecTBe aKTMBHOro BellecTBa WCNofb3oBanu
coeguHeHne copmynbl | ¢ TemnepaTypoi
nnasnenns 120-121°C no npumepy 8.
Mpumep B: Cynnosntopum
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Pacnnaensitor cmeck 20 r Guonorvyecku
aKkTMBHoro BellecTtsa dopmynbl (1) n 100 r
coesoro neyntvMHa KM 1400 r Macna Kakao,
pasnuBaloT B GoopMbl K oxnaxgatoT. Kaxgbli
cynnosnTopuin cogepxut 20 Mr Buonornyecku
aKTUBHOrO BeLlecTBa, B KadecTBe aKTWMBHOMO
BeLlecTBa MCMNONb30Banu coefmHeHne popmMybl
| ¢ TemnepaTypoin nnasneHus 162-163 °C o
npumepy 10.

[Mpumep B: PactBop

loToBAT pactBOop 1 T BUonorvyecku
aKTMBHoOro Beljectea copmynbl (1), 9,38 r
NaH 2po, 2H,0, 28,48 r NAHPO4.12H,0 1 0,1
r GeHsanckoHWixnopvga B 940 Mn  ABaxdbl
neperHaHHolW Bopabl. YcTtaHaBnueaoT pH 6,8,
ponuBator Ao obuwero obvema 1 n M
CTepUNUayloT NyTem obnyuyeHus. JTOT pacTBop
MOXHO MPUMEHATbL B BUAE MMasHbIX Kanens. B
KauecTBe aKTUBHOro BellecTBa WCMONb30Banu
coefuHeHve hopmynel | ¢ TemnepaTypoi
nnaenexna 236-237°C no npumepy 11.

Mpumep I Masb

CwmewmeatoT 500 Mr Guonormyeckn akTMBHOMO
BewectBa copmynbl (I) n 99,5 r BasenuHa B
acenTUYecKMX YCMNOBUAX, B KauyecTBe aKTMBHOMO
BelLlecTBa MCMNONb30Banu coefnHeHne popmMynbl
| ¢ TemnepaTypol pasnoxeHuss 212 °C no
npuvmepy 17.

Mpumep O: Tabnetkn

Cvece 1 «kr ©Wonornyeckn akTMBHOIO
BewectBa copmynbl (1), 4 kr naktosbl, 1,2 kr
kapTodenbHoro kpaxmana, 0,2 kr Tanoka n 0,1
Kr cTeapata MarHus o6blMHBEIM — oGpasom
npeccytoT B TabneTku Tak, YTo Kaxgad TabneTka
cogepxut 10 Mr ©Guomnornyecks akTMBHOMO
BellecTBa, B KauecTBe aKTMBHOro BellecTBa
vcronb3oBann coeguHeHne dopmynel | ¢
TemrepaTypoin pasnoxeHus 211°C no npumepy
17.

Mprmep E: Opaxe

AHarnorn4Ho npumepy [l npeccytoT TabneTku,
Ha KOTOpble 3aTeM HaHOGAT MOKPbITUe U3
caxaposbl, KapTodenbHOro Kpaxmana, Tanbka,
TparaHTa W KpacuTens, B KayecTBe aKTUBHOro
BeLlecTBa MCMNONb30Banu coeanHeHne dopmMynbl
| ¢ Temnepatypoid pasnoxeHua 215 °C no
npumepy 17.

Mpumep >K: Kancynsl

2 Kr OuonorMyecku akTMBHOIO BeLlecTBa
copmynbl (1) 0BblMHBIM 0OpasoM BHOCHAT B
TBepAble XenaThHOBbIe Karcyrnbl Tak, 4To Kaxaas
kancyna cogepxut 20 mMr  BGuonoruyecku
aKTMBHOrO BeLlecTBa, B KadeCTBe aKTWMBHOMO
BeLlecTBa MCMNONb30Bann coeanHeHne dopmynbl
| ¢ Temnepatypoii pasnoxeHua 215 °C no
npumepy 17.

Mpumep 3: AMnyrbl

PactBop 1 «kr ©6uvonorMyeckn aKTMBHOMO
BewectBa dopmynel (1) B 60 n pBaxawbl
MeperHaHHoOM BoAbl CTEPUNbHO  PUNBTPYIOT,
3aMONHAKT UM  aMmnynbl, AUOUNU3NPYIOT B
CTEePUMBHBIX YCIIOBUSAX Y CTEPUNBHO 3aKPbIBAIOT.
Kaxpas amnyna cogepxut 10 Mr 6uonornyeckm
aKTUBHOrO BeLlecTBa, B KauyecTBe aKTWMBHOMO
BeLlecTBa WCMOMb30BanM CMeCb COeAVMHEeHUIA
copmynbl | ¢ TemMnepaTypamm pasnoxeHnsa 212 un
215°C no npumepy 17.

dapmakonornyeckMe AaHHbIe:

OnpegensnM  UHMIMBKUPYIOLLYIO  aKTMBHOCTb
coeauHeHui obuen copmynbl |
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Z
Y HHE
O
1
2
COOR

1
E :HZN—C(:NH)

WHrnbrposaHve cBAsbiBaHWA drbprHoreHa ¢
GPllb/llla (= allb Ill; GP = rnukonpoTemH)
onpegenany no mMeTtogy, onncaHHomy Smith u
cotp. B J. Biol. Chem. 265, 12267-12271
(1990) u Smith u cotp. B J. Biol. Chem. 263,
18726-18731 (1988).

WHrnGrpoBaHve cBAsbiBaHWA anbda
v-BeTa-MHTErpvHa onpedensanu Mo meTody,
onncaHHomy Smith n cotp. B J. Biol. Chem.
265, 12267-12271 (1990).

MonyyeHHble faHHble NpYBeAeHEl B Tabnuvue.

WNs npvBegeHHbIX B Tabnuue gaHHbIX BUAHO,
4yTo nMpegflaraeMble COMMAcHO K300OpeTeHuIo
coeguHeHua dopmynel | aBnsoTcA
aHTaroHUCTaMW  peLenTopoB  afdreanv, OHU
WHrMOWpYIOT  cBA3bIBaHWe ubpuHoreHa ¢
dprbpuHoreHoBbIM peuenTtopom GPIlIb/llla u Tem
caMbIM arperayuto Tpombountos. CoeguHeHUsI
npefoTBpallaloT BO3HUKHOBEHWE TpoMBoB U
MOrYT MPUMEHSITECS B KadecTBe NIeKapCTBEHHOTO
cpefcTBa OnsA neyeHUsi TpPoMOOB, a Takke
onyxornen.

<Dopmyr|a VI306peTeHI/IFI:
1. MNponsBoaHbIE OKCa30NUAMHOHAa opMynbI |

z
PN MHR
o
1
RN 0
Y 3

COOR
Q

roe R o6osHavyaeT aMmmamHodbeHun;

R2 oBosHauaeT H, A, Cq - Cqp-ankaHowun,
c1 - Cg-ankokcnkapGoHun, GeHsoun,
HadbTOMN, C4 - Cg-ankuncynboHun,
GeH3UNCYNbOHNT MW He3aMeLLeHHbIA  1unu
MOHO3aMeLLeHHbIA Cq - Ce-ankunom
deHUncynbQoHUn;

R® o6osHauaeT Bonopon nnm Cq - Cg-ankum;

A obosHavaeT ankun ¢ 1 - 16 C-aTomamu;

a Takke WX bU3MONOrMyecKa npuemnemole
conu.

2. NpownsBoaHble OKcA3ONUAWHOHA opMynbl |
no n1, npegcTaenswWme coboil:  a)
3-n-ammanHo-eHnn-5-n-(2-aMmHo-2-kapboKcK-3
TWUN)PEHOKCH-METHI]  -OKCasonuauH-2-oH,  b)
3-n-aMmavHO-peHnN-5-[N-(2-aMnHO-2-MeTOKGHKa
pBOHUNATMN)DEHOKCH-METI]
-OKCa30SNaAVH-2-0H, C)
3-n-ammanHo-eHnn-5-n-(2-N-6ytmuncy nbcoHun-
aMUHO-2-KapBoKehaTun)eHoKkcu-meTun|
-OKCa30MNaNH-2-0H, d)
3-n-amMmmpguHo-deHnn-5-[n-(2-N-n-TonyoncynegoH
nn-ammHo-2-kapOoKcKn-aTUN)OEeHOKCU-Me U]
-OKCa30MNaNH-2-0H, €)
3-n-ammguHo-heHnn-5-n-(2-N-6ytmncy nbcoHun-
aMUHO-2-MeTOKCUKaPOOHMIT-2THN)DEHOKCK-METH
nj -OKCa30nMMamnH-2-oH, a TaKkxe nx
h13NoNOrNieckn NpUemMnemele Conu.

3. Cnocob nonyuyeHns coeguHeHiA popMy bl
| mo n.1, oTnuuatlowmiica Tem, 4To coeanHeHUe
dopmynbl | BbIAENAOT U3 ero pyHKUMOHaNBHOro
NPOW3BOAHOIO, CoAepXallero CooTBeTCTBYOLNE
salylLeHHble aMUMHO W/UMKW  TUAPOKCUrpYNMb,
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nyTeMm oBpaboTKM GUNBHOW KUCNOTOW, BO3MOXHO
B MPUCYTCTBUU WMHEPTHOrO PacTBOPWUTENS, WK
rMaporeHoNMUTUYECKU U NONydYeHHoe coeuHeHre
nepeBodsT, B CllyYae HeOBXOAMMOCTH, B OAHY M3
ero conel nytem oO6pabOTKA KUCMOTOA WK
OCHOBaHUEM.

4. Crnioco6 nonyyeHUs coeanHeHnin hopMy bl
| mo n.1, oTAnYaoWMACA TeM, YTO coefuHeHWe

hopmyrbl 1
/—(\z
Ri—N o
T
o
roe R! umeeT sHaueHme, ykasaHHoe B N.1;
Y4 - peakuoHHocnocobHas

arepudnynpoBaHHas rpynna OH,
BBOAAT BO B3aMMofaeihcTBMe ¢ coedmMHeEHEM

copmynbl 11
o
Z
HR

3
COOR
roe X osHavaeT OH;
R2 u R® umeioT yKasaHHble B M.1 3HaueHus,

10

15

20

25

30

35

40

45

50

55

60

-18-

W  BO3MOXHO coefiuHeHWe opmynbl |
nepeBogAT B OAHY W3 ero coferl nyTem
00paboTKN KACIOTON UMM OCHOBAHWEM.

5. MNpousBofHble oKcaszonNUanHoHa opmMy bl |
no n.1 B KayecTBe aHTaAroHUCTOB peLienTopoB
agresuu.

6. Cnoco6 nonyyeHus drapmaleBTNUECKON
KoMMnosnumu, obnapatollelt aHTaroHMCTUYECKOM
aKTUBHOCTbLIO B OTHOLLEHUW PeLenTopoB aaresuu,
3aKMoYalWnncs B TOM, 4YTO coefunHeHue
dopmynel | no n.1 wwunu ogHy w”s ero
PU3NONOrMYecKn NpUemMnemMbix coneii BmecTe B
TBepObIM, XUAKAM U MONYXWOKAM HOCUTENnem
UnKU BCroMoraTernbHbIM BELLECTBOM NepeBoidaT B
NPUroaHyto AN npuema dopmy.

7. ®dapmaueBTMYECKas  KOMMO3MLUA,
obnaparoLlas aHTaroHUCTUYECKOR aKTUBHOCTLIO B
OTHOLUEHUK peLenTopoB agresuu,
OoTNUYaoLLasAca TeM, YTO B KauecTBe aKTUBHOMO
BellecTBa OHa  codepxuT  achdpekTMBHOE
KOMM4ecTBO MO  MeHblled Mepe  ofHOro
coefiMHeHnA dhopmysbl | No n.1 n/unn ogHoW M3
ero PM3noIorMyeckn Npruemrnembix cone.

MpuopuTeT Mo NpUsHaKam:

02.11.94 - BCe NPU3HaKu, Kpome
R 2-6eH3nNCyNbchOoHMIT;
16.03.95 - BCe MPU3HaKK, roe

R Z-6eH3uricy nbgoHNn.
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E{Jmepﬂ T.,[°C] R R Conb . ﬂ%;apm.ﬂizu{;g;m
5 165 H H x2 HCl 1,9x10° —_
6 132-133 H CHs x2HC 22,0x10°  —
10 158-160 BOC CH, —_ 4,9 x10° —_—
8 120-121 (d) BOC Na S 90 —
11 236-237 -804 H-6yTION H —_ 4 —
10 162-163 -80;-  H-6ymun CH, — 12310 —
17 200 (d) -S0:- n-npormur —_— 4 190
17 212 (d) -SOa- >THn _ 8 300
17 211 (d) -SO;- H-Bexsun —_ 4 3000
17 215 (d) ~50:- n-nentHn H —_— 2 —
17 205 (d) -4~(S O -Tomn) I —_— 1 —
17 204 (d) -Benaout 53 — 100 >10°
17 226 (d) -2 -HabTOMI H — 40 >10°
17 138 (d) -S5O~ H-rexcut H —_— 20 3000
17 190 (d) ~6YTAHOWT H — 110 >10°
17 188 (d) TeKCAHOWN H — 50 >30000
17 195 (d) -[JEHTaHOM 54 — 30 >10°

BOC = tper-6yroxcyxapGoriil (aMUHO3aNMTHAS TPYyIINa)
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