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1. Coenunenue, umetoree popmyiy (I):

F.F Y

‘ . 0
WY ero apMaleBTUUECKU TpUeMyIeMas CoJib, TAyTOMEP, CTEPEOU30MED MIIU CMECh
CTEPEOU30MEPOB B JIIOOOM COOTHOIIIEHHH, B YACTHOCTU CMECh SJHAHTUOMEPOB, U KOHKPETHO
panemMuyecKkasi CMechb,
B KOTOPOM:
- Y npeacrasinsietr cooort rpyniy CN, NO,, NRgR; unu CH,NRgR7,

- Z npencrasiuset coooit H wim CHj,

- R mpencrasnsieT coboit atom Bogopoaa wi ¢propa, uiu rpynny CHs, CH,F,

CH,OSiR*'R"'R¢!, CH,ORg, CH,OC(O)Rg, CH,OCO,R 0, CH,OC(O)NR{;R,, CH,OP(O)
(ORB)Z WU CH20503R14,
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- Ry u R, mpeacTaBnsroT co00it He3aBUCUMO APYT OT Apyra aToM (GTopa Wiv TPYyIIy
OSiR¥R"2R®2, OR 5, OC(O)R 4, OCO,R |7, OC(O)NR gR |9, OP(O)(OR5(), 1t OSO3R1,

- R; mipejcraBiset co6oit atom dropa wim rpynmy OSiR¥PRP’R, OR,,, OC(O)R,3, 0CO,
R24, OCONR25R26, OP(O)(OR27)2, OSO3R28, N3, (bTaJ'II/IMI/UII/IJ'I, NR29R30, NR31C(O)R32, NR33
C(O)OR34, N(C(O)R35)C(O)R36, N(C(O)R37)C(O)OR35 1 N(C(O)OR39)C(O)ORy,

- R4 nmpencrasnsieT co60i aTOM BOJOPOAA WU TaJIOT€HA WK TPYIIITY OSiRa4Rb4RC4, ORyy,
OC(O)R42, OC02R43, OCONR44R45, OP(O)(OR46)2 WIIN OSO3R47,

60 R 1 Ry, BMeCTe ¢ HECYIIIUMU UX ATOMAMHU yTriIepoaa 00pa3yroT UUKIMYECKHI alleTallb,
UMEIOIIMH CIIeAYIONIyIo (popmyIy:

T

re O (

u/mmm (R} u Ry), (Ry u R3) wmim (R3 u Ry) BMecTe ¢ HeCyInMMM X aTOMaMHU yriepoaa
00pa3yIOT IMKIMYECKUH alleTallb, UMEIOIIHUI CIeAYIONMYI0 GOpMYIy:

Re_ O’
X
Re 0 ( .
- R mpencraBnser co6oit aTOM BOJIOPO/Ia UM rajioreHa uim rpynmy Ryg, OR 49 vmm

NRsoRs;,

rae:
- Rg mpencrasmnser coboit:

- aTOM BOJIOpO/A,
- (C1-Cy)ankunphyto, (Cy-Cg)ankeHnnpHy1o, (Cy-Cg)alIKMHUIBHYIO,

(C5-CH)UMKI0aTKWIBHYIO, 5-7-UJIEHHYIO T€TEPOLMKIIOAIKUIBHYIO, apUIIBHYIO,
rerepoapuinbHyo, apui-(C-Cg)ankunbhyto, rerepoapui-(C-Cg)ankunphyto, (Cq-Cg)-ankui-
apuibHyI0 WK (C;-Cg)-anKuin-rerepoapuiabHyIo IpyMIy, KOTOpas BO3MOKHO 3aMelleHa
OJHOM WM OoJiee rpymnmnamu, BbIOpaHHbIMU U3 aToma rajgoreHa, OH, COOH u CHO,

- rpynny C(O)Rs, unmu

- rpynny C(O)ORs3,

- Ry npeacrasnser coboii:

- aTOM BOJIOpO/a,
-(Cy-Cg)ankuibHy1o, (Cy-Cg)ankeHunbHy10, (Cy-Cg)aIKMHUIBHY IO,

(C5-C7)UMKI0aTKWIBHYIO, 5-7-4JIEHHYIO T€TEPOLMKIIOAIKUIBHYIO, apUIIBHYIO,
rerepoapuibHyo, apui-(C;-Cg)ankunpHyo, rerepoapui-(C;-Cegankunphyto, (C;-Cg)-ankui-
apuibHyI0 WK (C1-Cg)-alKUI-TeTepoapuIIbHYIO IPYIIITY, KOTOPasi BOZMOKHO 3aMelleHa
ofHOM WM OoJIee TpymHIaMu, BEIOpaHHBIMH U3 aToma ranoreHa, OH, COOH u CHO,

- rpymy C(O)Rs5p,

- rpyny C(O)ORs53 wim

- N-3a1uTHYyIO rpyIiy,
- Re, Ry5, Ryy v R4y mpeacTaBnsioT coboit He3aBUCMMO APYT OT Apyra aToM Bogopoja, O-

3amurtHyo rpynny wim (Ci-Cg)ankunbhyto, (Cy-Ce)ankeHunbHy1o, (Cy-Cg)alKMHUIBHYIO,
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(C5-C7)uMKI0aTKUIBHYIO, 5-7-4IEHHYIO TeTEPOUUKIOATKUIBHYIO, aPUIBHYIO,
rerepoapuibHyo, apui-(C;-Ceg)ankunbHyo, rerepoapui-(C;-Ceankunphyto, (C;-Cg)-ankui-
apwibHY10, (C1-Cg)-alKWI-TeTepoapuiIbHYI0, CAXapUIHYIO WIH MOJIUCAXAPUIHYIO TPYIIITY,

KOoTOopas BO3MOXHO 3aMCIICHA OJIHOM WK O0oJIee rpymiamu, BBI6paHHBIMI/I N3 aToMa raJiIoreHa,
OH, COOH u CHO,
- R9, Rl()’ R16’ R17, R23, R24, R32, R34—R40, R42, R43, R48’ R52 u R53 NpCACTABIIAIOT coboi

He3aBucuMo Apyr oT apyra (Ci-Ce)ankuiibHyto, (Cr-Cg)ankeHuIbHY0, (Cy-Cg)alKUHUIBHYIO,
(C5-C7)UMKI0aTIKWIBHYIO, 5-7-UJIEHHYIO T€TEPOLMKIIOAIKUIBHYIO, apUIIBHYIO,
rerepoapuibHyo, apui-(C;-Ceg)ankunpHyto, rerepoapui-(C-Cegankunphyto, (C;-Cg)-ankui-
apuibHy10 WK (C1-Cg)-alKUI-TeTepoapuiIbHYIO IPYIITY, KOTOPasi BOZMOXKHO 3aMelleHa

OJHOM WM OoJiee rpynmnamu, BeIOpaHHbIMU U3 aToMa rajoreda, OH, COOH u CHO,
- RH’ RIZ’ ng, R19, R25, R26’ R29-R31 R33, R44, R45, RSO u R51 npeacTaBIIAIOT coooit

HE3aBUCUMO JIPYT OT Jpyra atoM Bogopozaa uim (C;-Ce)ankunbhyio, (C,-Cg)aaKkeHUIbHYIO,
(Cy-Cg)anKMHUIIBHYIO, apUIIbHYI0, TeTepoapuiibHyto, apui-(Ci-Cg)alKuiibHyI0, FeTepoapu-
(C4-Cg)-ankumnbhyto, (C1-Cg)-ankun-apuinbHyro Wi (C,-Ceg)-aakuin-reTepoapuibHyo rpymniy,

KOTOpasi BO3MOKHO 3aMeIlleHa OTHOM Ui OoJiee IpyIaMu, BBIOpAaHHBIMU U3 aTOMA rajioreHa,
OH, COOH u CHO,
- Ry3, Ry4, Rog, Ra1, Ry7, Rog, Ryg M Ry7 IpeAcTaBiIsitor co60# HE3aBUCUMO APYT OT Ipyra

atoMm Bogopoaa wi (C-Cg)alIKMIbHYIO TPYIILY,
- R49 mpeacraBisier codoii:

- aTOM BOJIOpO/A,
-(Cy-Cg)ankunbhy1o, (Cy-Cg)ankeHubHy10, (Cy-Cg)aIKUHUITBHYIO,

(C5-C7)UMKI0ATKUIBHYIO, 5-7-UJIEHHYIO TeTePOLUKIIOAIKUIBHYIO, apUIBHYIO,
rerepoapuibHyo, apui-(C;-Ceg)ankunbhyo, rerepoapui-(C;-Ceg)ankuinbhyto, (Cy-Cg)-ankui-
apuibHyIo WK (C;-Cg)-anKui-rerepoapuibHyIO IPYIIY, KOTOpas BO3MOXKHO 3aMelleHa
oHOM WM OoJiee rpymIamMu, BeIOpaHHbIMU U3 aToma rajgoresa, OH, COOH u CHO, unu

- O-3a1MTHYIO TPYIIILY,

-R*.R* RPLRM y RY-R® npencrasnsior coboit HezaBucuMo apyr oT Apyra
(C-Cgankunbhyto, apuiibHyto WK apui-(Ci-Cg)alKWIbHYIO TPYIILY, U

“RYuR® MPEJICTABIISIIOT COOOM HE3aBUCUMO JIPYT OT APYyra aToM BOJOPpOaa WIH
(C-Cg)ankuinbHyto TpyIy.

2. CoenHeHue 10 1. 1, OTIIMYAIOIIEECs TEM, YTO OHO COOTBETCTBYET COEIMHEHUSIM,
umeromuM popmyisl (lo) wu (10):

R F Y
R O ‘\“\\\

C(O)Rs
4

3

Rz (la), Rs (IB),
B KOTOPBIX R, R}, Ry, R3, Ry, R5, Z 1 Y ABIAIOTCA TAKMMU, KaK ONIPEAEIIEHO B II. 1.
3. CoenuHenue 1o 1.1, oTaMuaronieecs: TeM, 4to R npeacrasisier coboit rpynny CH,ORg;
R; u R, npexacrasistor coboit He3aBUCUMO Apyr oT Apyra rpynny OR;s; 1 Ry nmpencrasiser

coboii rpynmny OR,, uimu NR31C(O)R3,, rie Rg, Ry5 1 Ryy MpeanouTuTenbHO NpeacTaBiasioT
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co0oit aToM BoA0Po1a Uiu O-3aIUTHYIO FPYIIY, R3; IPeanoyTUTENbHO PEACTABIISIET COOOM
aToM BoAopoaa, U R3, mpencrasinser co6oi (Cy-Cg)adKWIbHYIO TPYIIITY.

4. CoeguHeHue 1o 1.1, oTamyaronieecs: TeM, uto R, npeacrasiisieT codoit aToM BOAOPOIa
wm rpynny ORy;, B KOTOpo#i Ry mpeanouTuTenbHO NpeacTaBisieT coOoi aToM BOJOPOaa

vy O-3alUTHYIO TPYIITY.
5. CoenuHenue 1o 1.1, oTauyaroieecs: TeM, Uto Y mpeacraniisieT cooor rpymniny NRgR~

v CHy)NRgR~, B KOTOPBIX Rg M Ry ABIAIOTCS TAKUMU, KaK OIIPEAEIIEHO B I1. 1, U, B YACTHOCTH,
B KOTOpBIX R¢ mpencrasiser coboit atoM Boopoa uiH (C-Ceg)alKuibHyo TpyIiy, a R,

MpeCTaBIseT cOOOM:
- aTOM BOJOpOJA,
-(Cy-Cg)ankuibHy1o, apuibHyI0 Uin apui-(C;-Cg)alKkuabHyI0 rpynimy,

- rpymy C(O)R5,, B KOTOPO# R3) ABIISIETCS TAKUM, KAK ONPEIETIEHO BBIIIE, U ITPENCTABIISIET
co60i1, B yactHocTH, (C-Cg)ankunbHyto, apuiibHyto WK apui-(Cq-Cg)alKWIbHYIO TPYIILY,

- rpyny C(O)OR53, B KOTOpO¥ Rs3 sIBIIIeTCS TaKUM, KaK ONPENEIICHO BBILIE, U
MpencTaBiIsieT coooi, B yacTHOCTH, (C-Cg)alKUIbHYI0, APUIBHYIO WU APUJI-
(C-Cg)anKkunpHyo TpyImimy, Uin

- N-3a1MTHYIO TpyIIILY.
6. CoenvHeHue 1o 11. 1, oTiIMyaronieecs TeM, 4To Rs npencrasiseT coO0i MpeAnoYTUTETbHO

rpyniy ORy49, B KOTOpO¥ Ryg ABIAETCS TAKUM, KAK OIIPENEIIEHO B II. 1, U IPEAIIOYTUTEIBHO
npeAcTaBisieT codor atoMm Bojiopoaa, (C-Cg)ankuinbHyto rpynny win O-3alUTHYIO TPYIIITY.

7. CoeauHenue 10 1.1, oTauyarouieecs: TeM, 4To Y npejacrasiisier codoit rpynmny NRgR~
wi CHyNRgR~7, 1 R5 ipeacrasisier coboit rpynmy ORy4g, mpuuem:

Rg 1 Ry Kaxaplii pencTasiisieT coboit aToM Bojiopoaa, U Ryg npencrasnsietr codoit O-
3alMTHYIO Tpynny, Takyio Kak (C;-Cg)ankunpHas rpymnmna, uiv

Ry49 1 Rg Kax1b1il IpeAcTaBiIsieT co00i aToOM Bo10opoJa, U R, mpencrasnsier coboit N-

3aIUTHYIO TPYIIITY.
8. Coenunenue no 1.1, BBIOpaHHOE U3 CIIEYIOIINX COSTUHEHUIA:

FF NO2 FF NO;

O \K}\
BnQ 0 “K)\COOEt BnO o COOEt
“ BnO e
BnO ‘OBn
o

BnO

BnO

BnO

BnO
CBn OBn
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BnO ©

BnQ
OBn 0OBn
F F NHCbz F F NHCbz
O N 8]
BnO "/OBn BnO /0B
OBn OBn
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OBn
E F I;JHCbz
BnO © "K/\C02Et
Brjc:L‘J 0
OBn ko/
E F NHCbz
BnO © “UcozH
BnO 0
OBn ko/
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o R F NHCbz
0z

BnO CO,H
BnO “OBn
OBn
. FE F NHCbz
BnO © “UcozEt
BnO “OH
OBn
F F NHCbz
BnQO © “‘MCOOH
BnO "OH
OBn
E F I;IHCbz
BnO O "K/\COOH
BnO “OH
CBn OBn

OH OH
NH3*Cl R F NHz
R N X
O N
o o K/\COOH HO COOH
HO ‘OH HO “OH
OH OH
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OBn

9. Crioco6 nosydeHus: coeAnHeHus1, umerorero ¢popmyy (1), mo modomy u3 . 1-8, B
KoTopoM Z=H, BxiItouaromemy cieyolme ocie10BaTeIbHbIE CTaIUN:
a) IeruapaTanuio CoequHeHus1, umeroinero popmyiy (II):

F.F

C(O)R,

2 (1
B KOTOpOM R, R, Ry, R3, Ry, Rs 1 Y ABIISAIOTCS TaKMMU, KaK OIIPENEIIEHO B I1.1 € TOIyYeHUueEM

coemuHeHus1, umerortero Gopmyiy (I1):

F F Y

¢ (1)
B KOTOpoM R, R}, Ry, R3, Ry, R5 1 Y ABISArOTCA TaKMMU, KaK ONPEAENEHO B 1. 1, 1

b) TUApOTEHM3ANMIO COearHEHus, nMetoiero ¢popmyry (II1), momyuyeHHOTO Ha
MPEIECTBYIONIEH CTAIUH, C TIOJIyUEHUEM COeIMHEHUs], MMetolero opmyiy (1), B kKoTopom
Z=H.

10. Crioco6 nostyueHus: coeguHeHus1, umerorero popmyay (1), mo modomy u3 mm. 1-8, B
KoTopoM Z=CHj3, BKJIIOUAIOLIEMY CIIEAYIOIIUE IT0CIIEA0BATEIbHbBIE CTAIUHU:

i) B3aUMO/eCTBYE coelMHeHus1, uMmerorero opmymy (VII):
FF

R o)

R Rs

Rz (VIf)
B KOTOpOM R, R, Ry, Ry 1 Ry ABIsII0TCA TaKMMU, KaK OIIPEEIIEHO B I1. 1, C COEIMHEHUEM,
uMmeronmm hopmyny (V):
Y-CH,-COR5 (V)
B KOTOpOM Rjy siBiIsieTcs TakuM, Kak onpeneneHo B I1. 1, 1 Y=NO, uiu CN,

C TIOJIyYeHHeM COoeIMHeHust, umeroiero gopmyiy (VIII):
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Ry R

Ra (VIHl)
B KoTOpoM R, R{, Ry, R3, Ry u R5 saBimsttoTcst Takumuy, kak onpeneneso B 11. 1, 1 Y=NO, nnmu

CN,

i) He0Os3aTEIFHO BOCCTAHOBJIEHUE COeMHEHUSI, uMetoiero opmyny (VIII), momydeHHOTO
Ha MPEIIIECTBYIOIEH CTaINH 1), C TOJIyYeHUEM COeTMHEHUsI, uMmerolero gpopmyny (I), B
kotopoMm Z=CH3z 1 Y=NO, niu CN,

iil) He0OsA3aTEeIbHO BOCCTAHOBJIEHUE (PYHKIMOHAIBHOM rpynibl NO, uinu CN coeiMHEeHuUs,

uMmeroniero ¢popmyiy (I), mosydeHHOTro Ha MPEIIIECTBYIONIEH CTa UM ii), C TOJTyUYeHUEM
coenuHeHus, uMerorero popmyiy (I), B koropom Z=CH3 u Y=NH, unu CH,NH,, u

iv) HeoOs13aTeIpHO 3aMellieHre QYHKIMOHAIbHON I'PYIIIBI AMUHO COETMHEHUSI, UMEIOIIETO
dbopmymny (I), MOTyIEHHOTO Ha MPEIIIECTBYIOIEH CTAINH iii), C MOIyYeHHEM COSTMHEHUS,
umeroiero ¢popmyiy (I), B koropom Z=CHj3 u Y=NRgzR unmu CH,NR¢R~, r11e 1o MeHblei

Mepe Rg win R npecrasisier coboit He aToM BOAOPOAA.
11. Ilpumenenue coequnenusi, umeroiero ¢popmyiy (I), mo m. 1, B koropom Y=NH, uinu
CH,NH, u/unu Rs=OH, u, B yacTHOCTH coenuHeHus, umeroriero gopmyay (I), mo m. 7, npu

CUHTE3€ MENTHIa BMECTO AMMHOKHCIIOTHI, TAKOW KaK CEpUHU WJIM TPEOHUH.

12. ITentua umeromuii popmyy (VI), B KOTOPOM IO MEHBIIIEH Mepe OJHA AMUHOKHCIIOTA,
Takasi Kak Cepyuy WIM TPEOHUH, 3aMEHEeHa CoeIMHeHUeM, uMmeromuM gopmyay (I), mom. 1, B
koTtopoM Y=NHR; uimm CH,NHR~, 1, B uactnoctu, NHR~, n/unu Rs=OH, npuuem B 1aHHOM

nenTuae rpymnmna Y w/uinu rpynna Rg cBsi3aHa ¢ aMUHOKUCIIOTOM MENTHAA ITOCPEACTBOM

IENTUIHOMN CBS3H.
13. ITentun o m. 12, BBIOpAHHBIN U3 CIIEYIOLIIMX COCIMHEHUIA:
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BnO

BnO
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ZI
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BnO © \&/%r \)LH/LCOZBn

BnO on  ©
OBn
FF NG o
RPN
HO © \K/g( <" >N ~CO,H
) o = H
HO "OH
OH

BnO
BnO

Crp.: 12

n o

88.L¢€¢€L€LO0C

\4



A

2013133788

RU

14. ITenrtupa (VI) o m. 12, 1J1st IpUMEHEHUsT B KaUeCTBE JIEKAPCTBEHHOT'O CPEACTBA.

15. Ilentupa (VI) o m. 12, mjist mpUMEHEHUsT B KQUECTBE JIEKAPCTBEHHOTO CPEACTBA,
MpeIHA3HAYEHHOTO TS JICUCHMS UITU TIPEYITPEkKAECHUS BUPYCHBIX, OaKTepUaTbHBIX UITU
BOCHAJIUTENIBbHBIX 3200JIEBAHUIA, UIIU TPUMEHSIEMBIN B KAUECTBE MPOTUBOPAKOBOMN BAKIUHBI.

16. Ilenrtua (V1) o n. 15, 1151 TpyUMEHEHMS B KAYECTBE MPOTUBOPAKOBOM BAKIIMHEI,
OTJIMYAIOIIUMICS T€M, YTO CoeTMHEeHHe, uMetorriee popmyiy (I), BKIIOUEHHOE B JAHHBIM MTENTH/I,
SIBIISIETCS. MUMETUKOM aHTUreHa Tn.

17. Tlpumenenue coeauHeHus, umeroriero dopmyiy (I), mo mobdomy u3 mir. 1-8 B kKauecTBe
MHUMETHKA aHTUTeHa Tn.

18. dapmaneBTUUECKAS UM KOCMETUYECKAS] KOMIIO3UIIUS, COACPKaIlasi 0 MEHbIIEH Mepe
oauH nientuf (VI) mo 1. 12 u papmaneBTUUECKU TPUEMIIEMbIN HOCUTEIb, HATIPUMEP: TaIlTeH,
OeI0K, XMMUYECKUN KapKac UM MAaTPUKC-HOCUTEITh.

19. ITpumenenue nentuaa (VI) mo 1. 12 mpu 3a1uTe OMOJIOTMYECKUX MaTepUaIoB, TAKUX
KaK KJIETKH, TKAaHU WJIK OPTaHbI, B YACTHOCTH, IIPU TEMIIEpATYpe, COCTaBIIsitoIel Hxke 37°C,
HaIpUuMmep, IMpy TEMIIEPATYpE, cocTaBistonen Huxe 0°C.

20. Kocmetnueckoe npumenenue nentuaa (VI) mo m. 12.

21. KocMeTuueckoe mpuMeHeHue 110 1. 20 B 001acTIX MPUMEHEHUS, OTHOCSIIIMXCS K
MMPEAOTBPALLICHUIO CTAPEHUS.
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