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(57) ®opmyna u3oOpeTeHust

1. Konbrorat, BKIIOYAIOINIKHI 110 MEHBIIIEH MEpPE OJIMH areHT CeJIEKTUBHOCTH, CIIENU(DUIHO
CBSI3BIBAIOIIMIACS C IO MEHBIIIEH MEpe OJHUM MTEPEHOCUYMKOM HEpoMeaaToOpa, U o MeHbIIeH
Mepe OHY HYKJIEMHOBYIO KHCJIOTY, BHITTOJTHEHHYIO C BO3MOXKHOCTBIO CIIEIU(PUIHO CBSI3BIBATHCS
C MOJIEKYJIOW-MUILIEHBIO, IKCIIPECCUPYEMOH B KIIETKE, B KOTOPOH 3KCIIPECCUPYETCSI IEPEHOCUUK

HelpoMeauaTopa.

2. Konbrorat no 1.1, B KOTOpOM HYKJIEMHOBASI KUCIIOTA BhIOpaHa U3 TPYIIIbI, BKIIOUAIOIIEH

npyxuenoueunbiii PHK-unTepdepupyommi oMMronykiaeoTH 1, aHTUCMBICIIOBOM
omuronykiieorus, ranmep, [THK, 3HK, pubo3um u anramep.

3. Konstorar no 1.1, B KOTOPOM CBSI3bIBAHUE HYKJIEMHOBOU KUCIIOTHI C MOJIEKYJIOW-
MUILICHBIO XapaKTepu3yeTcss MHTMOMPOBAHHUEM aKTUBHOCTH MOJICKYJIbI-MHUIIICHH.

4. Konsptorat 1o 1.1, B KOTOPOM areHT CeJIEKTUBHOCTU KOHBIOTMPOBAH C 5'-KOHIIOM
OJIMTOHYKJIEOTUA.

5. Konswrorar no u3 H.4, B KOTOPOM arc¢HT CCJICKTUBHOCTHU U OJIMTOHYKJICOTHUI COCAUHCHDBI

IOCPEICTBOM CBSI3bIBAIOILEH I'PYIIIIBI.
6. Konbtorar 1o 1.5, KOTOpbIA COAEPKUT BTOPOI OJIUTOHYKJIEOTHU KOMILJIEMEHTAPHBIA
IIEPBOMY OJIMTOHYKJIEOTHUAY.
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7. Konsprorat o n.2, B kotropom unrtepdepupyromas PHK npencrasnser codoit MuPHK.

8. Konstorar 1o 1.6, KOTOPbI COEPKUT 3aILUTHYIO IPYIITY IPUCOESAMHEHYIO K 5'-KOHIY
BTOPOT'O OJIMTOHYKJIEOTH/IA.

9. Konbiorar 1o 1.8, B KOTOPOM 3allIUTHAs TPYIIIa XapaKTepU3yeTcs CTPYKTYpOi
M-T1,~ [ (A-L2) -~ (B-13),] .-

B KOTOPOI:

M npeacrasiset codoit H v munuanyro yacTtuiy,

A u B npencraBisioT co6oit MOHOMEPHBIE 3BEHbSI, BRIOpAHHBIE HE3ABUCUMO U3 TPYIIIIHI,
BKJItOUaroeit MoHocaxapua U (C,-Cy())-alIKUIIEHITIMKOJIb,

au b - 310 Henble uyncia B npeaenax ot 0 go 50,

C - 3TO 1etoe yucio B npeaenax ot 0 go 30,

L1, L2 u L3 - 3T0 CBSI3yIOIIME COSTMHEHMUSI, HE3aBUCMO BHIOPAHHE U3 TPYIIIbI, BKITFOYAIOIICH
dbochomuadup, hochorroart, kapdbamart, MmeTriipochoHaT, ryaHUTUHUM, CyTTbdamar,
cynbhamua, popmarieTalib, THOGOPMAIETallb, CYIL(MOH, aMUJT U KX CMECH,

d paBHo O wnm 1.

10. Konsrorat no 1.9, B KOTOpOM MOHOCaxapu/1 BbIOpaH U3 TPYIIIbI, BKIIOUAIOLIEH
dbypaHo3y, GpPyKTO3y, TIIFOKO3Y, TAIAKTO3Y, MAHHO3Y, MOAU(PUIMPOBAHHBIN MOHOCAXAPH/I,
CHAJIOBYIO KUCIIOTY, 3pUTPO3Y U UX CMECH.

11. Konstorar no 1.9, B koropoM (C,-Cy())-alKUIEHTIMKOJIb BBIOPAH U3 T'PYIIIIHI,

BKJTIOYAIOIIEH 3TUJICHTJIMKOJIb, TPOMUIEHIJIMKOJIb U UX CMECH.

12. Konsrorat no n.11, B kotropom M npencrasisiet coboit H, A npencrasnser co6oi
dbypanosy, B npeacrasnser coboit C18-3TUIIEHTTIMKOIIb, a, b 1 ¢ paBHHI 1, d paBHO 0, a L2 1
L3 npencraBisitot cobomt hochoaudpupHbie CBSI3H.

13. Konsbtorat mo ar060oMy u3 1. 1-12, B KOTOPOM areHT CEIEKTUBHOCTH BBIOpAH U3
CPYIIIbI, BKIIIOYAIOLIEe MHruouTop odbpatHoro 3axBata ceporonnna (MO3C), cenekTUBHBIIA
UHrouTOp 0OpaTHOro 3axBara ceporoHrHa (CHMO3C), uHrubuTop 06paTHOrO 3axBaTa
cepotonuHa u HopanuHeppuna (MO3CH), HopaapeHepruueckuit v crieliiuIecKuit
cepoTonuHepruueckuit antuaenpeccadtT (HACCA), uarnourop oOpaTHOro 3axBata
HopaapenanuHa (MO3H), unrudbutop obpatHoro 3axsata nodpamuna (MO3]1), uHruouTop
obpaTHoOro 3axBata sHn0kaHHabuHOMAA (M1O33K), uHrMOuTop 06paTHOTO 3aXBaTa aIEHO3UHA
(MO3An0), uHrubuTOp 0OpaTHOIO 3aXxBaTa Bo3Oyxkaaromiert aMmuHOKUCIOTE (MTO3BAK),
uHTHOUTOp O0OpaTHOro 3axBarta riyramarta (MO3Iny), uHTHOUTOP OOpATHOTO 3aXBaTa
I'TAMK (MO3I'), uarudurop oopatHoro 3axsarta riavmuaa (M O3 ) u uHruOuTOp 00paTHOTO
3axBaTa HopanuHeppuHa u gopamuna (MO3H/).

14. Konstorat 1o 1.13, B KOTOPOM areHT CEJIEKTUBHOCTH BBIOPAH U3 TPYIIIbI, BKIIOUAIOIIEH
MHTUOUTOp 0OpaTHOTO 3axBaTa ceporoHrHa (MO3C), cenekTUBHBIN MHTUOUTOP OOPATHOTO
3axBara ceporoHuHa (CHO3C), uHruOUTOp OOPATHOTO 3aXBaTa CEPOTOHUHA U
HopanmHedpuHa (MMO3CH).

15. Konsrorat o m.14, B KOTOPOM CEJIEKTUBHBIA MHTUOUTOP OOPAaTHOTO 3aXBaTa
cepoToHuHa (CMO3C) BbIOpaH U3 rpyIIibl, BKIIOYAIOIIEH CEPTPAIUH, CTPYKTYPHBIHM aHAJIOT
cepTpajuHa, GIyoKCeTHH, PIIyBOKCAMUH, TAPOKCETUH, UHIATUIAH, 3UMETUIUH, IUTAJIONpaM,
JTATIOKCETHH, 3CUUTATIONPAM U UX CMECEN, IIPU 3TOM OJIMTOHYKJIEOTH]T KOMILJIEMEHTAPEH
HYKJIEMHOBOW KHUCIIOTE-MUILIEHH, KOTOPAasl SIKCIIPECCUPYETCS B KIIETKE, B KOTOPOM
SKCIIPECCUPYETCA HEUPOHATBHBINA IIEPEHOCUYUK AMUHOKUCIIOTHI.

16. Konsrorat mo .15, KOTOpbIi XapaKTepU3yeTCs CTPYKTYPY, BBIOPAHHOM U3 TPYIIITHI,
BKItOUarowen crpykrypy (I) u (I1)
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X 1 'Y He3aBUCUMO BBIOpaHBI U3 BOAOPOIa, rajorena, C;-Cs-ankuna,
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17. Konsbrorar 1o 1.16, KOTOpbIN XapaKTEepU3yeTCsl CTPYKTY PO, BBIOPAHHOM U3 TPYIIIIHI,
BKJIIOYAIOLICH:
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18. Konsrorat no nmo6omy u3 r. 14-17, B KOTOPOM MOJIeKYJla-MUIIIEHb BEIOpaHa U3 TPYIIIIHI,
BKJTIOYATOIIEN CepOTOHUHOBRIN pernernitop tuma 1A (5-HT 4), MPHK, xonupyromntyo

cepoTOHUHOBBIN perenTop Tuna 1A (5-HTy ), 6ermok nepeHocurka ceporonnHa u MPHK,

KOJUPYIOLLYIO IEPEHOCUUK CEPOTOHUHA.

19. Konbrorar o n.18, B KOTOpPOM HYKJIEMHOBAsl KUCIIOTA, BBIITOJIHEHHAS C BO3MOKHOCTBIO
cnenuduuecku cBa3piBaThest ¢ MPHK, konupyroieit cepoTroHnHoBbIN penenTop tumna 1A (5-
HT| ), COIEPKUT MOCIEI0BATEIBHOCTD, BHIOPAHHYIO U3 rpynibl, Bkitoyaronier SEQ ID NO:

1, SEQ ID NO: 2, SEQ ID NO: 3 u SEQ ID NO: 4.

20. Konbtorat no 1.1, B KOTOPOM areHT CEIEKTUBHOCTU BBIOPAH U3 TPYIIIbI, BKIIOUYAIOIIEH
UHTUOUTOp OoOpatHoro 3axsata godamuna (MO3 1), uHrubutop oOpaTHOro 3axBaTa
HopamHedpuHa u gopamura (MO3H/I), tHrHOUTOp 0OpaTHOTO 3aXBaTa CEPOTOHMHA,
HopanuHedpUHa U ToaMuHAa, IIPH 3TOM MOJIEKYJIa-MUIIIEHb ITPEICTaBIIsIET COOOM abda-
cunykJienH wm MPHK, xogupyromryro anbda-cuHyKIerH.

21. Konsbrorat o m.1, B KOTOPOM areHT CeJIEKTUBHOCTH MPEICTABISIET COOOM HHTUOUTOPD
obpatHoTO 3axBaTta HOopanuHedpuHa (MO3H), mpu 3TOM MOJIeKyJ1a-MUIIIEHb MTPEACTABIISIET
cob6oit nopamun-p-ruapokcunaszy wi MPHK, kogupyromtyto nodhamun-f-runpoxcunasy.

22. Konswrorat 1o 1.1, B KOTOPOM areHT CeJIEKTUBHOCTH BbIOPAH M3 I'PYIIIIbI, BKIIFOUYAIOIIICH
UHTUOUTOP OoOpatHOro 3axBaTa odamuna (MO3 ), uHrubuTop oOpaTHOTO 3axBaTa
HopanuHedpuHa u nodamuna (MO3H/L) u uHruéutop odpaTHOro 3axBaTa CEpOTOHUHA,
HopanHedprHA U TodhaMuHa, TIPU ITOM MOJICKYJIa-MHIIIeHb MpeACcTaBisieT cooort BAX umm
MPHK, xomupyromyio BAX.

23. Konbrorat no 1.1, B KOTOpOM areHT CEJIEKTUBHOCTH BbIOPAH U3 TPYMIIbI, BKIIIOUAIOLIEH
UHTUOUTOP OoOpatHOTrO 3axBaTa odamuna (MO3 1), uHrubuTop 0OpaTHOTO 3axBaTa
HopanuHedpuHa u gopamuna (MO3H/L) u ~HTrUOUTOP OOPATHOTO 3aXBaTa CEPOTOHUHA,
HopanHedprHa U JoaMHUHA, ITPU 3TOM MOJIEKYJIa-MHUIIIEHb TTPEACTABIISIET COOOM Tay WU
MPHK, koaupyromryto tay.

Crp.: 4

n o

cvoevicioc

v



A

2012149042

RU

24. Konbtorat 1o 1.1, B KOTOpOM areHT CeJIEKTUBHOCTH BBIOPAH U3 FPYIIIbI, BKIIOYAIOLIEH
UHrUouTOp obpatHoro 3axBata nodpamuna (MO3]1), unrubutop obpaTHOro 3axBaTa
HopanuHedpuHa u gfodamuna (MO3H/L) u uHruouTop odpaTHOro 3aXBaTa CEpOTOHUHA,
HopanMHepuHa 1 JoPaMHHa, TTPU ITOM MOJIEKYJIa-MHUIIIEHb ITPECTABISIET COOON XaHTUHT THH
i MPHK, xogupyro1yto XaHTUHI THH.

25. Konbrorat no mo6omy u3 m.20-24, B KOTOPOM KOHBIOTaT XapaKTEPU3YETCs CTPYKTY PO
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26. Konbrorar no mn.25, B KOTOPOM KOHBIOTAT XapaKTEPU3YETCsl CTPYKTYpOW
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27. IlpumMeHeHre KOHBIOraTa 1o JI00My U3 M. 1-26 1J1s1 MEAUMLIMHCKUX IeJIeH.

28. [TpuMeHeHne KOHbIOraTa o JII00OMY U3 M. 1-12, XapaKTepu3yrolerocs areHToM
CEJIEKTUBHOCTHU BBIOPAHHBIM U3 IPYIIIIbI, BKJIIOUAIOLIEH CEJIeKTUBHBIM MHTUOUTOP OOpATHOTO
3axBarta ceporoHua (CHMO3C), uHruouTOp 0OpaTHOTO 3aXBaTa CEPOTOHUHA U
HopanuHeppuHa (MO3CH) u 0TUroHyKI€OTHIOM, BBITIOTHEHHBIM C BO3MOYKHOCTBIO
crielM(UYHO CBSI3BIBATHCS C MOJIEKYJIOW-MUIIIEHbIO, BHIOPAHHOM W3 TPYMIIbI, BKIIIOYAIOIIeH
MPHK, xogupyrtoriyto ceporoHuHoBbIM penentop thna 1A (5-HTq ), MPHK, xogupytorryto

MEPEHOCUYNK CEPOTOHMHA, CEPOTOHUHOBBIN perenitopa tumna 1A (5-HT ) 1 nepeHocumnk

CEepOTOHHMHA, TIPH JICUEHUU W/UIM TPO(UIIAKTUKE PACCTPOICTBA, CBSI3AHHOTO C JETIPECCUEH.

29. Ilpumenenue 1o 11.28, B KOTOPOM CBS3aHHOE C AETIPECCUEN PACCTPONCTBO BBIOPAHO U3
CPYIIIBI, BKIIOYAOIIEH OOJIBIIYIO JEMPECCHIO, 00CECCUBHO-KOMITYJIBCUBHOE PACCTPONCTBO
(OKP), obmme paccrporicTBa ncuxosiornyeckoro passutusi (OPIIP), mocrrpaBmaTuyeckoe
crpeccoBoe paccTporcTBO (ITTCP), TpeBokHBIE pacCTpoiCTBA, OUIIOISIPHBIE PACCTPOICTBA,
paccTpoicTBa MUILEBOTO IMOBEACHUS U XPOHUUYECKYIO OOJIb.

30. IIpumeHeHHe KOHBIOTATA T10 JTF0OOMY M3 . 1-12, XapaKTepu3yroIIerocs areHToM
CEJIEKTUBHOCTHY BBIOPAHHBIM U3 TPYIIIbI, BKIIOUAIOIIEH HHTUOUTOP 0OpaTHOIO 3aXBaTa
nodamuna (MO3 /1) u uarndurop odbpatHoro 3axBata HopanuHeppuHa u fopamuaa (MO3H/),
Y OJIMTOHYKJICOTU/IOM, BBIIIOJIHEHHBIM C BO3MOKHOCTBIO CIELM(UUECKH CBSI3BIBATHCS C
MOJIEKYJIOM-MHUIIIEHBIO, BEIOpAHHOM 13 TpyIIbl, BKITtouaromierd MPHK, kogupytomryro anbda-
CUHYKJIEWH WJIM ITOJIMITENTU] aJ1b(ha-CUHYKIIEMHA, TP JIEYEHUN /WA TPOPUIAKTUKE OOJIE3HH,
CBSI3aHHOM € OTJ10KeHHeM Teel Jlesu.

31. IIpumenenue no .30, B KOTOpOM OOJIE3Hb, CBSI3aHHAS C OTJIOKEHHEM Tentel JleBy,
BbIOpaHa W3 rPYIIIbI, BKIIoUyarolied 6ome3nsb [lapkuHcoHa, feMeHuro ¢ Tenabiamu JleBu u
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MHOXECTBEHHYIO CUCTEMHYIO aTPOQHUIO.

32. IlpumeHeHre KOHbIOTaTa 1o JI00My U3 M. 1-12, XapaKTepu3yroIerocs areHToM
CEJIEKTUBHOCTHU, MIPEJICTABIISIONIMM COOOM MHTMOUTOP 00paTHOTO 3aXBaTa HOp3NMUHeDpUHa
(MO3H), 1 MOJIeKyI0i-MUILIEHBIO, TPEACTABIISIIONIEH COO0H TohaMuH--ruapoKcuIaza uin
MPHK, xomupyroriyro qopaMuH-B-ruapoKcuiiasy, mpy JICYCHUH W/ MpopuIIaK TUKe OOJIE3HH,
CBSI3aHHOM C HETOCTATKOM JI0(paMUHA B HOPAAPEHEPTUUECKUX TTPOCKIHUSIX.

33. IIpumeHeHre KOHbIOTaTa 1o JI000MY U3 M. 1-12, XapaKTepu3yroIIerocs areHToM
CEJIEKTUBHOCTH, MPEACTABIISIOIIUM COO0N MUHTMOUTOP 0OpAaTHOTO 3aXBaTa HOpINMUHE(PpHHA
(MO3H), ¥ 0OJTMrOHYKJIEOTUIOM, BBITIOJTHEHHBIM C BO3MOHOCTBIO CIIEIU(PUUECKH CBA3BIBATHCS
C MOJIEKYJIOW-MUIIIEHbIO, BRIOpaHHOM U3 TpyIIbl, BKItovatotieln MPHK, koaupyromryto
nepeHocuyrk HoparmmHedprra (HIT), n momunenTun nepeHocurka HopanuHegpruna (HIT),
TMIpY JIEUEHUU W/WIH TIpopuiakTuke 60JIe3HU, CBSI3aHHOM ¢ HEOCTATKOM JodaMUHA B
HOPaJIPEHEPTUYECKUX TTPOCKIUSIX.

34. Ilpumenenue 1o .33, B KOTOPOM 00JIe3Hb, CBA3aHHAS C HEIOCTATKOM A0(aMUHA B
HOPaJAPEHEPrUUECKUX MPOEKIMSIX, TPEACTABIISIET COOO0I MPOLECC 3aIIOMUHAHMSI WA TTO3HAHUS,
COIPOBOKIAIOIIMICS CITAOOyMUEM, IENTPECCUEN WU HEMpoaereHepaTUBHBIMHY 3a00JI€BAHUSIMMU.

35. IlpumMeHeHHe KOHBIOTaTa I1o JI000MY U3 M. 1-12, XapaKTepu3yoIIerocs areHToM
CEJIEKTUBHOCTH, BRIOPAHHBIM W3 I'PYIIIbI, BKJIIOUYAIOIEeH UHTMOMTOP OOpaTHOTO 3axBaTa
nopamuna (MO3/1), uHruouTop oOpaTHOrO 3aXxBaTa HopanuHedpuna u nopamuna (MO3H/)
Y MIHTUOUTOP OOpAaTHOTO 3aXBaTa CEPOTOHUHA, HOpaUHehpUHA U 1opaMUuHa, 1 MOJIEKYJIOM-
MUIILIEHBIO, TIpeacTaBisiomiei cooort BAX unmu MPHK, kogupyromyio BAX, ipu neuenuu u/
Wi nipoduakTuke 60JIe3HU, CBSI3aHHOM C AITONITO30M HEMPOHOB WJTM TUOEITBIO KJIETOK.

36. [IpumeneHue 1o 11.35, B KOTOPOM 00JIe3Hb, CBSI3aHHAS C AlIONITO30M HEMPOHOB WU
rUOENbIO KIIETOK, BRIOpaHa U3 IPYIIbI, BKIIIOUYaroIeh 601e3Hb AblreiiMepa, 601e3Hb
[Tapkuncona, 601e3Hb XaHTUHITOHA, IPUCTYI/TPABMY, MHOKECTBEHHOTO U OOKOBOTO
AMHOTPO(PUUECKOTO CKIIEpO3a.

37. IlpumeHeHre KOHbIOraTa 1o J1o0oMy u3 M. 1-12, xapaKTepu3yrolerocs areHToM
CEJICKTUBHOCTH, BLIOPAHHBIM M3 T'PYIIIbI, BKJIFOUYAIOIeH HHTMOMTOP OOpaTHOTO 3axBaTa
nopamuna (MO3 /1), unruburop odpatHoro 3axBata HopamuHedpuHa u fopamuna (MO3H/I)
Y MIHTUOUTOP OOpAaTHOTO 3aXBaTa CEPOTOHMHA, HOpamUHehpUHA U TopaMuHa, K MOJIEKYJIOM-
MHUIIEHBIO, TIpeAcTaBiIstonieit coboit Tay unu MPHK, konupyroniyio tay, mpu JIeueHUuu W/uiu
Npo(pUIaKTUKE Tay-aCCOIMUPOBAHHOTO 3a00ICBAHMUSI.

38. Ilpumenenwue no .37, B KOTOPOM Tay-aCCOUMUPOBAHHOE 3a00JI€BAHUE MTPEACTABIISIET
c0060i1 60JIe3Hb, CBSI3AHHYIO C HAPYIIIEHUEM YPOBHS Tay, WK TayNaTHIO.

39. IIpumeneHue 1o 11.38, B KOTOPOM Tay-acCOUMUPOBAHHOE 3a00JIeBaHUE BEIOPAHO U3
CPYIIIIbI, BKITIOUYAIOIIEH TOOHO-BUCOUHYIO JEMEHIIMIO, TOATHUII TOOHO-BUCOYHOM JEMEHIIUHU U
ITAPKUHCOHU3M, CBA3aHHBIN ¢ XpomocoMmoii 17 (FTDP-17), mporpeccupyrommumii
CyNpaHyKJIeapHbIN apaind, KOPpTUKOOA3allbHYIO AereHepainuio, 6ose3ns [1uka, 0one3nn
aprupo@uIbHBIX BOJIOKOH, 00s1e3Hb [TapkuHcona, cunapoma JlayHa, moctaHiedamTuaeckui
MMapKUHCOHMU3M, MUOTOHUYECKYIO TUcTpoduto, 6one3nb Humanna-ITuka C, 6okcepckyro
JIeMeHIUI0, 00Jie3Hb biHTa, MprUOHHBIE HH(MEKIMU, KOMIUIEKC OOKOBOM aMUOTPOGUIECKUIA
CKJIEpO3-MIAaPKUHCOHU3M-AeMeHLMs (CUHIpoM ['yama), MHOKECTBEHHBIN CKIIEPO3, ITIAYKOMY,
JTMa0eTUYECKYIO PETUHOIATUIO, TPABMATHUECKOE MOBPEXKIEHUE MO3Tra, 00JIe3Hh XaHTUHITOHA,
neMeHuuro ¢ Tenbiamu Jlesu, amuotpoduto llapko-Mapu-TyTa, HaCIeACTBEHHYIO
Naparieruo 1 MHOKECTBEHHYIO CUCTEMHYIO aTPOQHUIO.

40. ITpumeHeHue KOHbIOTaTa 10 JIIOOOMY M3 MII.1-12, XapaKTepU3yIOIIErocsi areHTOM
CEJIEKTUBHOCTH, BLIOPAHHBIM W3 TPYIIIBI, BKIIFOUYAIOIIEeH HHTUOMTOP OOpaTHOTO 3axBaTa
nopamuna (MO3/1), uHruouTop oOpaTHOrO 3aXxBata HopanuHedpuna u nopamuna (MO3H/)
Y MIHTUOUTOP OOpAaTHOTO 3aXBaTa CEPOTOHUHA, HOpAmUHehpUHA U 1opaMUHa, U MOJIEKYJIOM-
MUIIEHBIO, MPeACTaBIIsIONIEN coOol XaHTUHTTUH Wik MPHK, koaupyroliyto XaHTUHT THH,
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MIPY JICUEHUM W/WITA TTPO(PUITAKTUKH 00JIe3HN XaHTUHT TOHA.

41. ITpumeHnenue 1o 11.40, B KOTOPOM KOHBIOTaT BBOAUTCS UHTPABEHTPUKYJISIPHO WU
yepes HOC.

42. KoHbIoraT, BKIIOUYAFOIIIHI IT0 MEHBIIIEH Mepe, OJIMH areHT CEIIEKTUBHOCTH, CIICIU(UIHO
CBSI3BIBAIOLLMIACS C TIO MEHBIIIEH MEPE OJTHUM IIEPEHOCUMKOM HEUPOMENUATOPA U KOHTPACTHOE
BEILIECTBO.

43. Konbrorat no m.42, B KOTOPOM KOHTPACTHOE BEILIECTBO MPEACTABIISIET COOOI
KOHTPACTHOE BEILIECTBO JJI MATHUTHO-PE30HAHCHON TOMOTPahUH.

44. Konbtorar no 1m.43, B KOTOPOH KOHTPACTHOE BEUIECTBO JJIsI MATHUTHO-PE3OHAHCHOM
ToMorpaduu IpeACcTaBIsIeT COOOM COeAMHEHUE HA OCHOBE T'a I0JIMHUS.

45. Konsrorat no 1o060omy 13 1m.42-44, B KOTOPOM areHT CEJIEKTUBHOCTH MPEICTABISET
CcO0Ol areHT CeJIEKTUBHOCTH I10 JTI000My M3 111t. 13-26.

46. Crioco0 BU3yaJIM3alMU KIIETKH, 3KCIIPECCUPYIOLIEN TEPEHOCUUK HEMpoMeamaTopa,
BKJTIOYAIOILIMI B3aMMOIEUCTBHUE YKA3aHHOM KJIETKH C KOHBIOTATOM 10 JII0OOMY U3 MI1.42-44,
XapaKTepu3yIoIeecs Creu(puIecKiM CBA3bIBAHUEM aT€HTA CEJIEKTUBHOCTH C IEPEHOCUMKOM
HEWPOMENNATOPA, IKCIIPECCUPYEMOTO YKA3aHHOM KIIETKOM.

47. IlpuMeHeHre KOHbIOraTa Imo JII0OOMY U3 M.42-45 B Ka4eCcTBE TUArHOCTUIECKOTO
CpeACTBa.

48. Crioco0 mosydeHus: aMuaHoro coeauHeHus: popmyisl (I1)

oy At

RG
n
R, 0 0

~—R
W 3
R‘l
RS
M ¥
(IT)
B KOTOPOI:

Rl, Rz, R3, R* and R’ Hesasncumo JIpyT OT Apyra BeiOpaHbl U3 Bojgopoaa u C;-Ce-ankuna,

X 1Y He3aBUCMMO BbIOpaHbI U3 BOAOPOAA, ranorena, Ci-Cs-ankuina,
C-Cs-ranorenankuna, OR* u SR®, re R* u R® nesasucumo BbIOpaHbl U3 C-Cs-ankuna u
C¢-Co-apuna;

R MPEACTABIISICT COOOM aKTUBUPYIOIIUM KapOOHUIBHYIO TPYIITY 3aMECTUTEIb,
W BBIOpaH U3 Bojopoja, rajmoreHa, CN, NO,, C-Cs-ankuia, C{-Cs-rajoreHajikuia,

NRCRY, SOZNReRf, NRgSOQRh, COzRi, rae RS, RY, RS, R, R, R" u R' nesasucumo BLIOpPAHBI
u3 Bojopoaa u C;-Cs-ankuna,

nupBeIOpanbl U3 1, 2,3,4,5,6,7,8,9,10, 11, 12 u 13,
BKJIIOYAIOIIUI peakiuo coequHerus: hopmydsl (I11)
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(IT1)
C anuIIMPYIoIMM pearenToM opmyisl (VII)
0

J\H/NH—P G
Z B

(VII)
B KOTOPOU p UMEET BBIIIIEyKAa3aHHOE 3HAUCHHUE, Z Tpe/icTaBiseT coooit ramorex uim OH,
a PG nipeacraBiisieT coOoM 3alMTHYIO TPYIITY U1 aMUHA, C 00pa30BaHUEM COEIMHEHUS
dhopmynsl (IV)

0

H

Ry N—PG

\NJ\r‘j\/

)\ :
R

W :

s =Ry

(IV)
yJIaJIeHHe aMUHO3AIUTHOW T'PYIIIBI B coemHeHun popmyitbl (IV) ¢ oO6pa3zoBanuem
coeauHeHus popmysl (V)

0]
Ry ~x J—LH/NHZ
P
R
2 LRZS
W
o = R4

(V)
peakuuio coeauHeHust Gopmyssl (V) ¢ amumupyromum pearenToM dhopmyisl (VIII) wmu
IX)
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| n
0 0 n
(VIII) (IX)

B KOTOPOIi n MMEET BBINIEyKAa3aHHOE 3HAaUeHHe, Z IpecTaBiseT codoii raoreH uian OH,
¢ oOpa3oBaHueM coequHeHus: hopmyisl (V)

0]
H
P n
o] ]
R
W 3
R‘l

(VI)
006paboTky coemunenus popmysl (VI) kapOOHWIT-aKTUBUPYIOIIEH TPYIIION.
49. Cnioco0 1o .48, BKItovaromui peakuuto coenuuenus popmysl (1) ¢
AMUHOMOIU(PUIIMPOBAHHBIM OJIMTOHYKIICOTUAOM (hopMYyIIbI (X)
o)
[ COOH
3'—0H—[OJ‘[MPOHyHneOTMﬂ]—O—E|>—O “
o)

©

(3)
B KOTOPOM RI-R’ , X, Y, W, m, n 4 p XapakTepu3yrOTCd 3HAYEHUSIMHM, YKA3aHHBIMU B 11.48,

¢ obpazoBanueM KoHbroraTa Gpopmyisl (1)
o 0

[
ﬁ (CHz)m—O—P—O—[OJ‘IMI"OHyI—QJ‘IeO'T'M,J:[]—OH—3'
HN o Y Cl)_

R,"
(1)
50. Crioco06 110 11.49, B KOTOPOM OJIUTOHYKIIEOTH]T COJAEPIKUT MOCTIEA0BATEIHHOCTD,
BBIOpAaHHYIO0 U3 rpymnmbl, BKItouatomed SEQ ID NO: 5-12.
51. AMuaHbBIe COeIMHEHMSI, BRIOpAHHBIE U3 TPYIIIIBI, BKIIIOUAIOIIEH COeTMHEHUE (DOPMYITBI

an
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o
H
Ry \N)J\H/N Rg
P n
R, 0 0
T
W 3
R4
Rs

M ¥

(IT)

B KOTOpOH RI—R6, X, Y, W, nup XxapakTepusyroTcs 3HAUCHUSMM, YKa3aHHBIMU B I1.48,

coeauHenue popmyisl (IV)
O

R, H
N—PG
\N .
RZ

NS )\LR

W :

= ~— R4
Rg
]
F X
X il
(IV)

B KOTOPOH R-R’ , X, Y, W, pu PG xapakTepu3yroTcs 3HaUCHUSIMU, YKa3aHHBIMU B 11.48,

coeauHeHne hopmyisl (V)

Q
Ry ~x J—LH/NHZ
P
R
T LRZS
W
o = R4

B KOTOpOH R-R’ , X, Y, W H p XapakTepu3yroTcsl 3HAUEHUSMU, YKa3aHHBIMU B I1.48,

coeauHenue popmyisl (VI)
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0]
H
P n
o] ]
R
W 3
R‘l

(VI)

B KOTOpOH RI-RS, X, Y, W, p ¥ n XapakTepu3yroTcs 3HAUEHUSIMM, YKa3aHHBIMU B 11.48.

52. CoenuHeHus 110 11.51, KOTOpbIe BRIOpAHBI U3 TPYIIILI, BKITIOUAIOIICH
COEIMHEHUE CO CTPYKTYPHOI (hopMyIion

Ccl
COEIMHEHHUE CO CTPYKTYPHOH popMyJIoi

O [
P .Q
PP
L,

Cl
COEIMHEHUE CO CTPYKTYPHOI (hopMyIton
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o

Mex\‘“NJJ\/\/V
I
o
Cl
Cl

Y COEIMHEHUE CO CTPYKTYpHOU hopmyroi
0 @]

H
N
OH

MeENJ\/\/\/
o
3
Pt
Cl
C1l

53. Crioco0 nostyueHust KOHbIOraTa co CTpyKTYpPHOU (hopMyIIoit

N,

° ]
R, )J\H/% (CH,) m—O—El’—O—OJ'IMl"OHyKJ'IeO'T‘M,JI[
o P Y 0
]
‘\\ R3
Wl
= Ry
RS
e Y
B KOTODOIi:

Rl, Rz, R’ , R* and R’ Hezaucumo JpYT OT ApyTra BeIOpaHbl U3 Bogopoaa u Ci-Cg-ankuia;
X 1 'Y He3aBUCUMO BBIOpaHBI U3 BOAOPOa, rajorena, C;-Cs-ankuna,

C,-Cs-ranorenankuna, OR® u SR, rie R® u RP HesaBucnmo BBIGPaHbI U3 C,-Cz-ankuna n
C6—C10—apyma;

W BeIOpaH u3 Bojopoja, rajoresa, CN, NO,, C-Cs-ankuina, C{-Cs-rajJoreHajikuia,
NRRY, SO,NRCR, NRESO,R", CO,R’, rze RS, RY, RS, R, R&, R" u R' HesaBucumo BoiGpansr
u3 Bojgopoaa u C;-Cs-ankuna;

nupBeIOpanbl U3 1,2,3,4,5,6,7,8,9,10,11,12u 13;
BKJTIOYAIOIIUI PEAKIUIO COSTMHEHUS CTPYKTYPHOUR (OPMYIIbI
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= LRZS
W
= R
'\—\R;
X T
C ALWJIMPYIOIIKUM peareHToM popmyiisl (V)
0
J\H/NH—PG
z I3
(V)

B KOTOPOI p UIMEET BBIIIEyKAa3aHHOE 3HAaUeHUe, Z IpecTaBisieT codoi raoreH uian OH,
PG npencrasiseT coOol 3alMTHYIO TPYIITY JUIsl aMUHA, C 00pa30BaHUEM COCTUHEHMS

dbopmyst (VI)

o
H
n P
R
\‘)\ R?S
v

T T

RS
)

e ¥

(VI)

yJaJIeHhe aMUHO3AIMTHOMW T'PYIIbI B coeuHeHun ¢popmyisl (VI) ¢ o6pazoBanuem

coenuHerus popmyisl (VII)

Q0
R
l\N J—Lt\”/NHZ
‘ P

R
R
3

W

R‘l

(VII)

U peakuuio coenuaenus popmyasl (VII) ¢ kapOoKcH-MoaupUIMpOBaHHBIM

OJINTOHYKJICOTUAOM (hopMytb (X)
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o

I COOH
3'—0H—|:OJ'IMI"OHyKJ‘Ieo‘T‘M,J:[]—O—El’_o N
0
S
(%)
54. Cioco0 noity4eHus: aMuHOTO coequHeHus: hopmydsl (XIV)
2 7
J-Lﬁ/ﬁ (CH,) ,—O—P—0— [Onuronyrneornn] -OH-3"
" |
BN T s
Rfl
o
™y
RS
RS
e
R, =
R,"
(XIV)
B KOTOPOIi:

R BbIOpaH U3 BOIOPO/1a, HU3IIEN aJIKWIBHOM IPYMIIbI UM OCH3WIBHOMN I'PYIIIIHI,

R, BbIOpaH U3 BOIOPO/1a, METUIILHOM, XJIOPHON UM (GTOPHOM I'PYIIIL,

R,' BBIOpaH U3 BOIOPO/1a, METUITBHON, METOKCH, THIPOKCUIIBHOM M FaJIOT€HUIHOM T'PYIIIL,
R3 1 R4 BBIOpaHbI U3 BOJOPO/A U HU3LIEH aJIKUITBbHOMN T'PYIIIIHI,

R5 BbIOpaH U3 BOIOPO/1a, XJIOPHOM WIIM METOKCH T'PYII B TOJI0KEHUU 5 WU 6,

p paBHO 2-6,
BKJTIOYAIOIIUI peakIuio coequHeHust hopmyitsl (XVI)
NHR,
R, P
It
RS
RS
RZ
R,'
(XVI)
C AUWIMPYIOIIUM peareHToM popmyisl (V)
0
J\H/NH—PG
z B
(V)

B KoTOpo#t Ry, Ry, Ry', R3, Ry, R5 1 p UMEIOT BhIIIEyKa3aHHBIE 3HAYECHUS, Z IIPEACTABIISIET

coOoti ranoren uinu OH, a PG npeacrasiser coOoi 3alIUTHYIO TPYIITY U1 AMUHA, C
oOpazoBanuem coequHeHus popmyibl (XVII)
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(XVII)

yJIajieHue aMUHO3AIUTHON Tpynibl B coequHernu Gopmyisl (XVII) ¢ obpazoBanuem

coeauHeHus Gpopmysl (XVII)
O

BT

(XVIII)

U peakuuto coenuuenus popmyasl (XVIII) ¢ amuHOMOIMUIIMPOBAHHBIM

OJIMTOHYKJIEOTUAOM (hopMyibl (X)
I
3'-0H- [OnuMroHyEIeoTHO] -O—F—0

|
0]

S

(X)

55. AMUIHBIE COEIMHEHMUSI, BHIOpAaHHBIE U3 TPYIIIIbI, BKITIOUAIOIIed coeIMHEHUE (OPMYJIbI

(XVI)

o
H
N—FG
HIY
P

(XVIT)
u coequHeHue popmysl (XVIII)

CO0H
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R,

(XVIII)

56. CoearHEeHHUs 110 11.55, KOTOpbI€ BEIOPAHBI U3 TPYMIIbI, BKIIOYAIOLIEH
COEJIMHEHUE CO CTPYKTYPHOI (hopMyion
@]

Mﬁ N
HN N

(8)

U COEIMHEHUE CO CTPYKTYpHOI hopmyroi
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