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dopmyna nsobpeteHus
1. CoegunHeHus copmynsbil |

R5 Cl
H k} R2
-
Ri b S
(@) @) I
R3
R4

roe ocTaTku NpeacTaBnsoT cobon

R5 - F, Cl unu Br;

R1-H, F, Cl, Br;

R2 - H, F, Cl, Br, (C4-Cg)-ankun, CF3, OCF3, NO,, CN, O-(C4-Cg)-ankun, CO(C4-Cg)-ankun,
COOH, COO(C4-Cg)-ankun, CONH,, CONH(C4-Cg)-ankun, CON((C1-Cg)-ankun),, SO,-(C4-Cg)-
arnkun unm octaTok A;

R3 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankmn, SO,(C4-Cg)-ankun, (C4-Cg)-ankunddenunn, doenun,
SO,-cbeHun, npuyem BCAKNA pas PeHUNbHbBIA LMK MOXET ObiTb 40 ABYX pa3 3amelleH F, Cl, CN,
OH, (C4-Cg)-ankunom, O-(C4-Cg)-ankunom, CF5, OCF5, COOH, COO(C4-Cg)-ankmmnom nnu
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R4 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankun, SO,-(C4-Cg)-ankun, SO,-nunepuanHun,
SO ,-nunepasunun, genun, (C4-Cg)-ankundeHnn, npnyem peHUbHbIA LUK, MUNEPUONHUIIbHDIN
LUVKI U NUNEpasnHUbHBIA LUK MOryT 6bITh 00 ABYX pa3 3ameleHbl F, Cl, CN, OH, (C4-Cyg)-
ankunom, O-(C4-Cg)-ankunom, CF3, OCF3, COOH, COO(C-Cg)-ankunom nnn CONH,;

A - reTepoumknnyeckuin octatok popmynel 2a, 2b, 2c nnun 3

N=N N—N N—-N \N: 3 /<O
/ 7\ N
2a 2b 2c 3

X - O vnn NH;

Y - OH unun NH,;

Z - OH, O(C4-Cg)-ankun, NH,, NH(C4-Cg)-ankun, N((C4-Cg)-ankun)s,

a TaKke ux u3nonorMyeckn NpuemMsriemMble Conu.

2. CoepguHeHusa dopmynbl | mo n.1, oTnMyaoLWmMecs TEM, YTO OCTaTKM O3HaYarT

R5 - F, Cl unu Br;

R1-H,F;

R2 - H, F, Cl, Br, (C4-Cg)-ankmn, CF3, OCF3, NO,, CN, O-(C4-Cg)-ankun, CO(C4-Cg)-ankun,
COOH, COO(C4-Cg)-ankmn, CONH,, CONH(C4-Cg)-ankun, CON((C4-Cg)-ankun),, SO,-(C4-Cg)-
ankun nnm octaTok A,

R3 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankun, SO,(C4-Cg)-ankun, (C4-Cg)-ankundenunn, deHun,
SO,-thbeHun, npuyem BCAKNA pa3 PeHUbHbIN LUK MOXET BblTb A0 ABYX pa3s 3amelleH F unu Cl;

R4 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankmn, SO,-(C4-Cg)-ankun, SO,-nunepuanHun,

SO ,-nunepasunun, genun, (C4-Cg)-ankundeHnn, npnyem peHUbHbIA LUK, MUNEPUONHUIbHDIN
UUKN 1 NUNepasvHUnbHbIA LUK MoryT 6biTb 00 ABYX pa3 3ameleHsl F, Cl, CN, OH, (C4-Cyg)-
ankunom, O-(C4-Cg)-ankunom, CF3, OCF3, COOH, COO(C-Cg)-ankunom nnn CONH,;

A - reTepoumknnyeckun octatok popmynel 2a, 2b, 2c nnun 3

_ ~ 0
N—N N—N N—N N~ :‘ ?/
Jo\ /A VAN I

o X T oY T N7 S~ \
zZ
2a 2b 2c 3
X - O vnn NH;
Y - OH unun NH,;
Z - OH,

a Takxke ux u3nonormyeckn npuemnemMslie conu.

3. CoegunHeHnus popmynbl | No nN.1 nnu 2, oTriMyarLWmMecs TEM, YTO OCTaTKM O3HA4aloT

R5 - F;

R1-F;

R2 - COOH, COO(C-Cg)-ankun, CONH,, CONH(C4-Cg)-ankun, CON((C1-Cg)-ankur), unm
ocTaToK A,

R3 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankun, SO,(C4-Cg)-ankun, (C4-Cg)-ankundenunn, deHun,
SO,-tbeHun, npruyem BCAKNA pa3 PeHUMbHbIN LUK MOXET ObiTb 00 ABYX pa3 3amelleH F;

R4 - H, (C4-Cg)-ankun, COO(C4-Cg)-ankun, SO,-(C4-Cg)-ankun, SO,-nunepuanHun,
SO ,-nunepasunun, genun, (C4-Cg)-ankundeHnn, npnyem peHUbHbIA LUK, MUNEPULNHUIIbHDIN
LUK W NUNepasvHUbHbIA LUK MOryT 6biTb 00 ABYX pas 3amelyeHbl F unu (C4-Cg)-ankunowm;

A - reTepouuknuyecknin octatok dopmynbl 2a unu 2b
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N-N /4'/\"'3
/
2a 2b
X - O vnn NH;
Y - OH unn NH,,

a Takke nx Qu3nonormyeckm npuemnemMsie Conu.

4. JlekapCTBEHHbIV NpenapaT, cogepXallmii ogHo unu 6onee coeauUHEHNn MO OQHOMY UMK
bonee nn.1-3.

5. NlekapcTBeHHbIM NpenapaT no n.4, OTANYaLWUNCS TEM, YTO COAEPXKUT NO MEHbLLEN Mepe
OAHO OOMOSHUTENbHOE aKTUBHOE BELLIECTBO.

6. JlekapcTBeHHbLIN Npenapar no n.5, oTANYaLWNNCs TEM, YTO B Ka4ecTBE AOMNOSTHUTENBHOrO
aKTUBHOTIO BELLECTBA COLAEPXUT OAHO nnn 6onee npotnsoanabeTnieckmx BELECTB,
rMMAOrMNKEMUYECKUX aKTUBHbIX BellecTB, MHrmbutopos HMGCoA-peaykTasbl, UHIMGUTOPOB
pe3opbunn xonectepuHa, ramma-aroHnctos PPAR, anbda-aroHnctoe PPAR, anbda/ramma-
aroHuctoB PPAR, ¢ubpatoB, MTP-UHrIMOUTOPOB, MHIMOUTOPOB pe30pObLUM XKEMYHBIX KUCHOT,
CETP-MHrMbunTopoe, NONMMEpPHbIX aacopbeHTOB XeN4YHbIX KUCNOT, cTumynsitopos LDL-
peuentopoB, ACAT-MHIMBUTOPOB, aHTUOKCUAAHTOB, UHIMBUTOPOB NUNONPOTENHANNA3bI,
nHrmnéutopos ATP-uutpatnmnassl, UHIMOUTOPOB CKBaNEHCMHTETAa3bl, aHTAarOHNCTOB
nunonpoTeunHa(a), MIHIMBUTOPOB NUNasbl, UHCYNMHA, CYyNbOHUITMOYEBUH, BUryaHMaos,
MErnMTMHMAa, TMasonnanHanoHa, UHMOUTOPOB O -TMKO3nAas3bl, BELLECTB, AENCTBYHOLNX Ha
ATP-cBsa3aHHble kanunesble kaHanbl betakneTok, CART-aronnctos CART, NPY-aroHncrtos, MC4-
aroHNCTOB, arOHNCTOB opekcuHa, H3-aroHuctoB, TNF-aroHmnctoB, CRF-aronncros, CRF BP-
aHTaroHWCTOB, arOHNCTOB YPOKOPTMHA, 33-aroHncToB, aroHmcTos MSH
(menaHouyuTcTUMynupytoLero ropmoHa), CCK-aroHncToB, MHIMOMTOPOB OGpaTHOro 3axeaTta
CEPOTOHMHA, CMELLAHHbIX CEPTOHUH- U HOpaApPeHeprmyecknx coeagnHennn, SHT-aroHnCcToB,
aroHMcToB 6ombesnHa, aHTaroHUCTOB ranaHuHa, ropMoHa pocTa, COeANHEHWH,
BbICBODOXAAOLWNX rOPMOH pocTa, TRH-aroHMcToB, pasbeauHaLWmX 2- n 3-MoaynaTopos 6enka,
aroHucToB nenTtuHa, DA-aroHMcToB (BPOMOKPUNTUH, OONPEKCUH), MIHTIMOUTOPOB
nunasel/amunasel, PPAR-moaynatopos, RXR-moaynaTtopos nnu TR-B3-aroHMcToB mnm
amdeTaMuH.

7. NpumeHeHne coeanHeHnii No ogHomy unm 6onee nn.1-3 Ans M3rotToBnNeHus
FIEKapCTBEHHOIO CPEACTBA 4151 CHMXKEHWST YPOBHS caxapa B KPOBU.

8. NpumeHeHne coeanHeHuii no n.7 gns neveHna guabeta Il Tvna.

9. NpumeHeHne coeanHeHWi No ogHoMy unn 6onee nn.1-3 AnNs U3roToBnNeHUs
NEKapCTBEHHOIO CPeACTBa 418 NIeYEHNS HapyLIEHWA NMMNNGHOTO N YrieBogHOro 0GMEHOB.

10. NpumeHeHne coeguHeHnin No ogHOMY Unu Gonee nn.1-3 Ang n3roToBreHns
neKkapcTBEHHOIO CpeacTBa ANs NieYeHUs apTEPUOCKIIEPOTUHECKUX CUMNTOMOB.

11. NpumeHeHne coeauHeHnin No ogHoMY Unu Gonee nn.1-3 ang N3roToBreHns
NIEKapCTBEHHOIO CpeAcTBa A1 JIeYEHUS] PE3UCTEHTHOCTU K MHCYITMHY.

12. Cnocob nony4eHus niekapCTBEHHOIO CPeacTBa, codeprKallero ogHo unm donee
coeanHeHW No ogHomy unu 6onee nn.1-3, oTNMYaOLWMACA TEM, YTO aKTUBHOE BELLECTBO
CMeLLMBaloT ¢ hapmaueBTUYECKU NpUeMnemMbiM HOCUTENEM U NONYYEHHYH0 CMeCb JOBOAAT A0
npurogHon onga sBeaeHnst opmbl.

13. Cnocob nonyyeHus coeguHeHui opmyrbl |, OTAMYAOLWMICA TEM, YTO MOYEBUHY
dopmynbl 5 unm nponssogHoe 3-aMnHoTModeHa popMyrbl 6 BBOASAT BO B3aMMOAENCTBUE C
Npon3BoAHbIMU 6EH30MHOM KMCNoThl opMyIbl 4

Crtpanuua: 3

n o

601 621SG00°¢C

v



A

20051291009

RU

R5 cl H H R2 |
lll Ill H/N =
H” = S
R1 % T —_ S
© R3 R3 R4
0 R4
4 5 6

roe octatkn R1-R5 nmetoT 3HayeHus, ykasanHble B N.1, n X4 MmoxeT o3Havatb Cl unn NCO, ¢
XJIOpaHrMapuaaMn KUCNoT UK aHrmagpuaaMmm KUCNoT nnu 6eH3ounnmaolaHaTtamMmm, ¢ NofydeHnem
coeanHeHnin popmynbl .
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