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(54) NPOU3BOAHBLIE MMNEPUAOVHA N UX MPUMEHEHWE B KAUECTBE MOYNATOPOB
AKTUBHOCTU PELIENTOPOB XEMOKWHOB (B YACTHOCTU CCRS)

dopmyna nsobpeteHus
1. CoeanHeHmne cdopmynsi (I

roe R' npeactaBnsiet co6oit dheHnn [napa-3aMeLLeHHbIi ranoreHo, rMapoKcH, HUTPO,

S(0) (Cqsankun), S(O)oNH,, S(O),NH(Cq.gankun), S(O),N(C4_eankun),, unaHo, Cq_gankunom, Cq.

cankokeun, NHp, NH(C4_gankun), N(Cq_gankun),, C(O)NH,, C(O)NH(C4_gankun),

C(O)N(C 4ganknn),, C(O)[N-npucoeamHeHHbin retepoumknun], CO,H, CO,(C.gankun),
NHC(O)(C4gankun), NHC(O)O(C .gankun), NHS(O),(C4_gankun), C(O)(C4_gankun), CF3, OCF3,
deHunom, retepoapunom, rpynnuposkamu (C,_sankun)penun, (Cq-4ankun)retepoapun,
NHC(O)denun, NHC(O)retepoapun, NHC(O)(C4_sanknn)deHun,

NHC(O)(C 4_4ankun)retepoapun, NHS(O),dpeHnn, NHS(O),retepoapun,

NHS(0) 5(Cq_4ankmun)denun, NHS(O),(C,_4ankun)retepoapun, NHC(O)NH(C4_gankun),
NHC(O)NH(C3_7uuknoankun), NHC(O)NHdpenun, NHC(O)NHreTtepoapun,

NHC(O)NH(C 4_4ankun)denun nnm NHC(O)NH(C4_sankun)retepoapun, rae BbllleykasaHHble
deHUnbHbIE U reTepoapunbHble rpynMnbl BO3MOXHO 3aMeLLeHbl ranoreHo, rmapokcu, HATPO,

S(0) k(Cy.4ankun), S(O),NH,, S(O),NH(Cq_4ankun), S(O)-N(C_4ankun),, umaHo, Cq_gankunom, Cq.

4ankoken, C(O)NH,, C(O)NH(C4_4ankun), C(O)N(Cq.4ankun),, CO,H, CO,(Cq_gankun),
NHC(O)(C 4_4ankun), NHS(O),(C1.4ankun), C(O)(C4_4ankmn), CF3 unm OCF3];
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R? npencraBnseT coboii heHnn NN reTepoapun, Kaxzablii U3 KOTOPbIX BO3MOXHO 3aMeLLeH
ranoreHo, Cq_sankmnnom, Cy_sankokcu, S(O),(C4_qankun), HATpO, umaHo mnm CFj;

R?® npencrasnsieT coboii Bogopos nnu Cq_4ankur;

R* npencTtaBnseT coboit 3T, annun UK LMKNONPONun;

R°® npeacTaenseT co6oit BOAOpPOA, ranoreHo, rmapokeu, HUTPO, S(O)m(C1qankun), S(O),NH,,

S(O)oNH(Cy_4ankun), S(O)oN(Cq_4anknn),, umnaro, Cq_y4ankun, Cq_sankoken, C(O)NH,, C(O)NH(C4.

4ankun), C(O)N(C4_gankun),, CO,H, COx(Cq4ankun), NHC(O)(C4_gankun), NHS(O)x(Cq.4ankun),
C(O)(Cy_qankun), CF3 unn OCF3;

RS npeactaenset cobor Cq_4ankun;

k, m n n He3aBmucumo pasHbl 0, 1 unn 2;

nnbo ero hapmaueBTUYECKM NPUEMIIEMAs COMb UMM UX CONbBAT;

npw ycrnoBsuu, 4To:

korga R® n R® o6a npeacrasnsiot coboit Bogopoa, R* npeactasnset coboit
atun, R® npeacraensiet coboit napa-(S(0),CH3) u R? npeacrtasnsieT co6oii He3ameLLeHHbIN

cdenun, Toraa R' He npeacTaBnsieT coboli napa-mMeTokcu-peHnn, napa-MeTun-eHnn, napa-
TpudTopMeTUn-peHun unu 3,4-guxnopdeHun;

korna R® u R® 06a npeacTaensatoT cobor Bogopoa, R4 npeacraenseT cobon
atun, R® npepncraBnsieT coboit napa-(S(0),CHs) v R? npeacrasnsieT coboii He3aMeLLeHHbII
deHun, Nnupua-2-un nnu nupua-4-un, Torga R' He npegcrasnseT cobor napa-xnop-peHnn; n
korna R3 u R® 06a npeacTaensatoT cobor Bogopos, R6 npeacraenseT coboli napa-

2 < o
(S(0),CH,) n R“ npeacrasnsaet coboin MeTa-xnop-heHus, HeaameLleHHbIN eHUsT 1N TMoEH-

3-un, Torga R' He npeacraBnsieT co6oii napa-pTop-heHun.

2. CoeguHeHvie no n.1, roe R’ npeacTtaenseT cobon peHnn [mapa-3aMeLleHHbIN ranoreHo,
S(0O)k(Cy.gankun), S(O)oNH,, S(O)oNH(Cq.gankun), S(O),N(Cq.gankun),, unaHo, NH,,

NH(C 4_ganknn), N(Cq_gankun),, CO,(C4_g)ankmn), NHC(O)(C.gankun), NHC(O)O(C4_gankun),
NHS(0),(C1_gankmn), rpynnuposkammu NHC(O)dpennn, NHC(O)retepoapun,

NHC(O)(C 4_sankun)deHun, NHC(O)(C4_4anknn)retepoapun, NHS(O),denunn,

NHS(O) sretepoapun, NHS(O),(C44anknn)denun, NHS(O),(C_4ankun)retepoapwn,
NHC(O)NH(C.gankun), NHC(O)NH(C5_sumknoankun), NHC(O)NHddeHun,
NHC(O)NHretepoapun, NHC(O)NH(C,_sankun)cdenun nnn NHC(O)NH(C4_sankun)retepoapun,
rae BbllleykasaHHble (PeHunbHbIE 1 reTepoapusbHble rpynnbl BO3MOXHO 3aMeLLeHbl ranoreHo,
rmgpokcu, HUTpo, S(O)(Cysankun), S(O)oNH5, S(O)oNH(Cq_sankun), S(O).N(Cy_4anknn),,
ynaHo, Cy_sankunom, Cq_gankokeun, C(O)NH,, C(O)NH(C,_4ankun), C(O)N(C,.4ankun),, CO,H,
CO »(Cy_gankun), NHC(O)(Cq_qankun), NHS(O),(C_4ankun), C(O)(C44anknn), CF3 unu OCF,];
n K paBHo 2.

3. CoeanHenue no n.1, roe R? npenctaenseT cobor heHnn, MoHo-pTopdeHun,
andropdeHnn, MoHo-xnopdeHnn unm MoHo-(C4_sankokcm)deHusn.

4. CoeauHenve no n.1, rae R3 npeacrasnsiet co6oii Bogopoa.

5. CoeanHenue no n.1, roe R* npencraenseT cobor aTun.

6. CoeanHenue no n.1, roe RS npeacrtaenseT cobor Bogopoa, raroreHo, rmapoKCu, HATPO,
yunaHo, Cy4anknn, Cy_4ankokcu, CF5 unmn OCF;.

7. Coepurenue no n.1, roe R® npeacrasnsiet coboit Cy_4ankun, u rae rpynna S(0),R® B
dopmyrne (I) HaxoanTcsa B Napa-nonoXeHNN OTHOCUTENBHO OCTaNbHON YacTu CTPYKTYPbI
dopmynsl (1).

8. Cnocob nony4yeHus coeanHeHus no n.1, Npn KOTOPOM:

a) coeanHeHne popmynsl (1) unu (lla):

3 3
Rl E Rl E

ZM (II) Z/I\/& (IIa)
R 0 R 0

nogBepraT BOCCTAHOBUTENIbHOMY aMUHUPOBaHUIO coeanHeHnem dopmynbl (11):
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B npucytctBum NaBH(OAC); (rae Ac npencraensieT cobon C(O)CH3) 1 ykcycHOWM KMcnoTol, B
noaxofsiemM pactBopuTene Npyu KOMHaTHONM TeMnepartype unu
6) ocyLuecTBNAOT coveTaHne coeanHeHus popmynsl (IV) unu (IVa):

r*  R® ' R?
RVL\_/I\N RZ)\/I\N
(]:ﬁfj (]:ﬁfEi)
I\|IH I‘iIH
Rt R
¢ coeanHeHnem popmynsl (V):
O _H

N RE
s

B MPUCYTCTBUM MOAXOASLLErO areHTa CoveTaHusl, B MPUCYTCTBMM NOAXOASALLEr0 OCHOBaAHWS, B
noaxoasiemM pactesopuTene v npyu KOMHaTHOW Temnepatype (Hanpumep 10-30°C).

9. dapmaueBTMYECKas KOMMO3NLNA, KOTOPas COAEPXKNUT coeauHeHmne no n.1, nnbo ero
hapmMaLeBTUYECKN NpUeMNeMyto conb, NMBO UX conbBaT U hapMaleBTUYECKU NPpUeMIEMbI
agbloBaHT, pa3baBuTernb UM HOCUTESb.

10. CoegmHeHune no n.1, nubo ero hapmaLeBTUYECKM NpMEMNEMas Coflb, MO0 MX conbeat
ANSA NPUMEHEHNs B Ka4ecTBe NekapcTBa.

11. CoeavnHeHue no n.1, nubo ero chapmaLieBTUYECKN NpuemnemMasi conb, NMbo nx conbBaT B
Npoun3BOACTBE NnekapcTBa Ans NpUMeHeHus B Tepanuu.

12. Cnocob neveHusa onocpegoBaHHoro CCR5 60ne3HEHHOro COCTOSAHMS, MPU KOTOPOM
nauMeHTy, Hy>K4arLWeMycs B TaKkOM fledeHnn, BBOOAT a(pPeKTUBHOE KONMYECTBO COeQUHEHMS NO
n.1.
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