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OIIMCAHUE U30BPETEHUA
2420-571659EA/022
SAMEIIEHHBIE ITUPA30JIO-IIMPUIUHAMUABI U UX IPUMEHEHUE B
KAYECTBE MOAYJIATOPOB PEIEIITOPA GLUN2B

IlepexpecTHBIE CCHIIKH HA CMEKHBIE 3asIBKH

Hacrosiimass 3asiBka MCIpallMBaeT IPEUMYILECTBO MNPUOPUTETA IO MPEABAPUTEIBHON
3asiBke Ha mateHT CIIIA Ne 62/861,656, nonannoii 14 wronst 2019 r., 1 apreHTHHCKO# 3asBKe Ha
nateHT Ne P 20 01 01623, nomannoit 9 mrons 2020 r., comep:kaHuE KaXAOW M3 KOTOPBIX
MOJIHOCTBIO BKJIFOUEHO B HACTOSIIIUN JOKYMEHT IyTEM CChUIKH.

O0aacTb npuMeHeHus1 H300peTeHust

Hacrosimee n3obpereHne OTHOCUTCS K COCIUHEHHSIM, UMEIOIINM CBOMCTBA MOZIYJISILIHU
GIluN2B, ¢dapmaneBTU4ecKUM KOMIIO3HLMSAM, COAEPIKAIINM 3TH COEAMHEHUs, XUMHUYECKUM
croco0aM TOJYyYEHHUs] 3THX COCAMHEHHUH M WX MPUMEHEHHUIO IpH JICYeHHUU 3a00JIeBaHUM,
CBSI3aHHBIX C aKTHBHOCTHIO penentopa GluN2B y KHBOTHBIX, B 4aCTHOCTH Y JIFOJICH.

IIpeanocbliku co3aaHust H300peTeHUs

I'myramar mpencrasisier coO0i OAMH M3 OCHOBHBIX BO30YKAAIOLINX HEHPOMEIHATOPOB,
KOTOpPBIN IIHPOKO pacnpoCTpaHeH B rojoBHOM Mosre. IlepBble maHHbIE, yKa3blBalOIUe Ha €ro
pOJIb B KauecTBe BO30YIKAAIOIIEro MOoCpeaHuka, Obuth mojydeHsl B 1950-x romax, korma ObLIO
YCTaHOBJIEHO, YTO BHYTPHMBEHHOE BBEJEHUE TIJyTamara BbI3biBaeT cygoporu. OnHako
OoOHapyKeHHe BCel TiyTaMaTepruyeckoldl HeWpOMeAUaTOPHOW CHUCTEMBI CO MHOMKECTBOM
peuenTopoB mpousomuio Tojdpko B 1970-x m 1980-x romax mocie pa3paboTku psiaa
aHTaroHUCTOB WM, kak B ciaydae PCP u kerammHa, uAeHTUUKAIMM HMX B Ka4deCcTBE
anraroHuctoB. Hakonern, B 1990-x rogax B MOJNEKYyJIIpHOI OMONOTUHU MOSIBUJIUCH HHCTPYMEHTBI
AJIs KNacCU(UKALMU TITyTaMaTePrHYeCKUX PELenTOPOB.

N-merun-D-acnapratasie (NMDA)  penenTopbl NpPEACTaBISIOT  COOOW  MOXATHII
HMOHOTPOITHBIX PELENTOPOB IIIyTaMaTa, KOTOPbIe OMOCPEAYIOT BO30YKAAIOLIYI0 CHHATHYECKYIO
nepenady B rosoBHOM Mo3re. NMDA-penientopsl HIMPOKO pacripenesieHbl 10 BCeMy FOJIOBHOMY
MO3Iy U UIpPalOT KIOYEBYID pOJb B CHHANTUYECKOW IJJACTUYHOCTH, CHHANTOrEHE3E,
HKCAHTOTOKCHUYHOCTH, 3arOMHUHAHUU U o0yueHnn. NMDA-penentopbl OTIHYAa0TC OT APYTUX
OCHOBHBIX MTOJTHIIOB HOHOTPOIHBIX peuenTopoB riayramara (AMPA- 1 KaHATHBIX PELIETITOPOB)
TeM, 9TO OHHM GIOKHPYIOTCs Mg™ mpH MeMOpaHHBIX MOTEHIMANAX TIOKOs,, OBNAAIOT BBICOKOL
nporuraemoctbio st Ca®* 1 TpeGYIOT KOAKTHBALIMK ABYMs Pa3INYHBIMH HEHPOMEIHATOPAMIL:
ramyramatoM u raummHoM (wmm D-cepunom) (Traynelis SF et al., Pharmacol Rev. 2010;
62(3):405-96). Ilputok Ca™ yepe3 NMDA-penenTopsl 3anmyCKaeT CHUTHAJIbHBIE KacKaabl U
PEryJINpYyeT SKCIPECCHUI0 Te€HOB, UTO SIBIACTCS 00s3aTeNbHBIM TpeOOBAaHHEM ISl Pa3JIMYHBIX
dbopM  cHHANTUYECKOH  IJIACTUYHOCTH,  BKJIIOYAs  JOJTOBPEMEHHYIO  ITOTECHLUALHIO
s¢ppexruBHocTu cunamnca (LTP) (Berberich S et al., Neuropharmacology 2007; 52(1):77-86) u
nonropemennyro aenpeccuro (LTD) (Massey, PV et al., ] Neurosci. 2004 Sep 8;24(36):7821-
8).

ITonaBmsromee  OonmpmnHCTBO  NMDA-peunenTopoB  MJIEKONUTAOLUUX  (HOPMHUPYIOT



rereporeTpaMep, COCTOsIMi U3 ABYX oOs3arenbHbx enuHul GluNl u nByx BapuaOenbHBIX
peuenTopubix cyobenuauL GluN2, xogupyembeix reHoM GRINT u onHUM U3 YeThIpex I'eHOB
GRIN2 coorserctBeHHo. OnmHa minu obe cyOpeaunuiel GluN2 Moryr ObITP MOTEHLMANBHO
3amenienbl cyobpenuannel GluN3A wmmu GluN3B. Ilpoaykr rena GRIN1 umeer 8 BapuaHTOB
crutaiicunra, npu 3ToM noctynHbl 4 pasnuuHbix reHa GRIN2 (GRIN2A-D), xomupyrommx
yerelpe pasHele cyObemuHuubl GIluN2. CaliT cBA3BIBAHMS C TJIMIUHOM HaXOAUTCS Ha
cyobenunune GluN1, a caliT CBA3BIBAaHUS C TJIyTAMaTOM HaxoauTcs Ha cyobenuaune GluN2.

CyOvenununpl  GIuUNR2  wrparoT  JDOMUHHUPYIOIIYIO  POJib B OMNpPEIEIeHUU
(YHKIMOHABHBIX U (apMaKOJOTHUECKUX CBOWCTB Komiuiekca NMDA-perientopa ¥ UMEOT
pa3IMYHOE paclpeneieHne B pa3HbIX OOJACTAX TOJIOBHOrO Mmosra. Hampumep, y B3pocioro
mitekonuraronero cyobenuauipl GIuN2B skcnpeccHpyroTesi TiaBHBIM 00pa3oM B TEpEIHUX
otnenax ronosHoro mo3ra (Paoletti P et al., Nat Rev Neurosci. 2013; 14(6):383-400; Watanabe
M et al, J Comp Neurol. 1993; 338(3):377-90) u cBs3anbl ¢ oOydeHuem, 00OpaOOTKOH
UHpOpPMALIMU U3 MaMATH, HACTPOEHHEM, BHUMAaHHUEM, SMoUusAMHU u BocrpustueM Oomu (Cull-
Candy S et al., Curr Opin Neurobiol. 2001; 11(3):327-35).

Coenunenusi, koTtopeie MonyupyrT ¢yakouro GluN2B-conepxamero NMDA-
peuenTopa, MOJKHO HCIIOJIb30BAaTh JJIs JIEYEHUS MHOKECTBA HEBPOJOTMYECKUX U MCUXUYECKHX
paccTpoiCTB, BKIIOYasi, Oe3 orpaHuueHui, OumnonspHoe paccrporicteo (Martucci L et al.,
Schizophrenia Res, 2006; 84(2-3):214-21), 6onpimoe nenpeccuBHoe paccrpoiictBo (Miller OH et
al., eLife. 2014; 3:¢03581; Li N et al., Biol Psychiatry. 2011; 69(8):754-61), pe3ucTeHTHYIO K
neuennto penpeccuro (Preskorn SH et al. J Clin Psychopharmacol. 2008; 28(6):631-7) u
pacctpoiictBa HacTpoeHus: (Bkimouass wmm3odpenuto (Grimwood S et al., Neuroreport.
1999;10(3):461-5; Weickert CS et al. Molecular Psychiatry (2013) 18, 1185-1192), npen- u
MOCJIEPOZIOBYIO  JIEMPECCHIO, Ce30HHOe addeKkTHBHOE pacCcTpoiicTBO M T. 1.), OOJe3Hb
Anbureiimepa (Hanson JE et al., Neurobiol Dis. 2015; 74:254-62; Li S et al., J Neurosci. 2011;
31(18):6627-38) u apyrue nemenuuu (Orgogozo JM et al. Stroke 2002, 33: 1834-1839), Gone3Hb
ITapxuncona (Duty S, CNS Drugs. 2012; 26(12):1017-32; Steece-Collier K et al., Exp Neurol.
2000; 163(1):239-43; Leaver KR et al. Clin Exp Pharmacol Physiol. 2008; 35(11):1388-94),
xopeto Xautunrrona (Tang TS et al., Proc Natl Acad Sci USA. 2005; 102(7):2602-7; Li L et al.,
J Neurophysiol. 2004; 92(5):2738-46), paccesiunbiii ckyepo3 (Grasselli G et al., Br J Pharmacol.
2013; 168(2):502-17; Farjam M et al., Iran J Pharm Res. 2014; 13(2):695-705), kOrTHUTUBHOE
HapymeHue (Wang D et al. 2014, Expert Opin Ther Targets Expert Opin Ther Targets.
2014;18(10):1121-30), Tpamy rosiossl (Bullock MR et al., Ann N Y Acad Sci. 1999; 890:51-8),
TpaBMy cCHMHHOro mosra, uHCyabT (Yang Y et al, J Neurosurg. 2003; 98(2):397-403),
snunencuro (Naspolini AP et al.,, Epilepsy Res. 2012 Jun;100(1-2):12-9), nBurarenbHble
paccTporicTBa (Hampumep, nuckuHesun) (Morissette M et al., Mov Disord. 2006; 21(1):9-17),
pa3nuyHble HelponereHepaTuBHble 3a0oneBaHus (Hampumep, OOKOBOM aMHOTpOpHUECKUi
ckaepo3 (Fuller PI et al., Neurosci Lett. 2006; 399(1-2):157-61) wnu HeiiponereHeparuro,
CBSI3aHHYIO C OaKTepuaJbHBIMU WM XPOHMYECKHMMHU MH(pekiusmu), ramaykomy (Naskar R et al.

Semin Ophthalmol. 1999 Sep;14(3):152-8), OGoneBoit cuHIpOM (HaIpUMep, XPOHUUYECKHI,



OHKOJIOTMYECKHH, IOCIEONepallHOHHbId U HeBponarudeckuii Oonesoit cuaapom (Wu LJ and
Zhuo M, Neurotherapeutics. 2009; 6(4):693-702), nuabeTndyeckyro HEUPOMATHIO, MUTPEHb
(Peeters M et al., J] Pharmacol Exp Ther. 2007; 321(2):564-72), umeMur0 rojlOBHOTO MO3Ta
(Yuan H et al., Neuron. 2015; 85(6):1305-18), sauedanur (Dalmau J. et al., Lancet Neurol.
2008; 7(12):1091-8), ayTusm u paccrpoiicta ayrucrudeckoro crekrpa (Won H. et al., Nature.
2012; 486(7402):261-5), HapyuieHre CIOCOOHOCTH K 00y4eHuto u Hapyenue namsitu (Tang, Y.
P. et al., Nature. 1999; 401(6748):63-9), o6ceccuBHO-KOMITYJIbCHUBHOE paccTpoiicTBo (Arnold PD
et al., Psychiatry Res. 2009;172(2):136-9), cuaapom nedpuirta BHUMAHHUS U TUIIEPAKTUBHOCTH
(CABT) (Dorval KM et al., Genes Brain Behav. 2007; 6(5):444-52), IITCP (Haller J et al. Behav
Pharmacol. 2011;22(2):113-21; Leaderbrand K et al. Neurobiol Learn Mem. 2014; 113:35-40),
tuaHATYC (Guitton MJ, and Dudai Y, Neural Plast. 2007; 80904; Hu SS et al. 2016; 273(2): 325-
332), pacctpoiicTBa cHa (Takwe KakK HApPKOJCNICHS MM 4Ype3MepHasi COHJIMBOCTh B JIHEBHOE
Bpemsi, mateHT WO 2009058261 A1), ronoBokpy»xenne u Hucrarm (Straube A. et al., Curr Opin
Neurol. 2005;18(1):11-4; Starck M et al. J Neurol. 1997 Jan;244(1):9-16), TpeBOKHOE
aAyTOMMMYHOJIOTHYECKOE PACCTPONCTBO, TAaKO€ KaK HEPBHOICHUXHMATPUYECKAs CHCTEMHAs
kpacHasi Bodanka (Kowal C et al. Proc. Natl. Acad. Sci. U.S.A. 2006; 103, 19854-19859), u
AN TUKTHBHBIE PACCTPOHCTBA (TaKuMe KakK AaJKOTroJbHAs 3aBHCUMOCTb, Hapkomanus) (Nagy J,
2004, Curr Drug Targets CNS Neurol Disord. 2004; 3(3):169-79.; Shen H et al., Proc Natl Acad
Sci USA. 2011;108(48):19407-12).

Beuny xmuHMueckold 3HaumMoctH GluN2B ompeneneHne coenuHEHUl, KOTOpbIE
mMonyaupyroT ¢yskmmo penentopa GluN2B, npencrasnser coOoil nepcrnekTHBHOE HAIpaBJIeHUE
B HCCIIEIOBAHMIX NPU pa3pabOTKe HOBBIX TEPANEBTHUECKUX AareHTOB. Takue COEAMHEHUs
o0ecrieueHbl B HACTOSIIIEM JOKYMEHTE.

N3n0xeHne cymHoCcTH H300peTeHus

H300peTeHne OTHOCUTCA K OOIIMM U MPEANOYTHTENBbHBIM BapUAHTAM OCYLIECTBIICHHS,
onpeneisieMblM  HE3aBUCUMBIMH W 3aBUCHUMBIMH  TyHKTaMH  (QOpMysibl  H300peTeHwHs
COOTBETCTBEHHO, KOTOPBIE MPUJIOKEHBI K HACTOSIEMY HOKYMEHTY M BKJIFOUEHBI B HETO MyTEeM

ccputku. OMH aCMEeKT HACTOSIIIEro U300peTEeHUsT OTHOCUTCS K coenrHeHusM GpopmyJibl (I):
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Ar' BBIGpaH U3 IPYIIIbY, COCTOSAMIEH 13!

(a) ¢QenHnna, 3aMelIEHHOrO OAHMM 3aMECTUTENIEM, KOTOPBI BBIOMPAIOT W3 TPYIIIHL
cocroswmen u3: ranoreHa, Cjieankuna, OCieankmna, Cignepranorenankuna, OC;.
eniepranorenankuna, CN u Cs_¢LIuKJI0aNKuIIA,

(b) ¢enmna, 3aMemeHHOrO ABYMS WJIH TPeMs 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX



HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimed u3: ramoreHa, Cieankuma, Ci.
enepranorenankuia, OCgankuna, OC ¢nepramorenankmia u (C=0)CHs; u

(C) THUCHUIJIA, HE3aBUCUMO 3aMCIICHHOTO OAHUM WIHW JOBYMS 3aMECTUTCIISIMHU,
BbIOpaHHbIMU u3. ranoreHa, Cjeankuna u CjgneprajoreHankuna;, U MUpUIAHA, 3aMEIEHHOTO
CFs;

R? BEIGHPAIOT U3 IPYIIIbI, COCTOSIIEH 13!
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R? He3aBMCHMO BBIOMPAIOT M3 IPpymmbl, cocrosimed us: H, ranorena, OH, Csanxuna, Ci.
erasorenankuna, C,gankenuna, Cogranorenankenuna, C,eankunmna, CH,OH, CH(OH)(CHs3),
CH,OCH;, OC,g¢ranorenankmna, OC;gankuna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuknomnpomuia, N(CH3)C(=0)CH;, C(=0)N(CH3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs;, 1H-umupason-2-una, 2-nupuauia, 3-NIAPUAWIA, 4-TIUPUANIA,
NMPUMUIUH-4-UNa WM NUPPONUAUH-2-OHA, MJIM JABa 3amecturens R oObequHsIOTCA €
obpazoBaHneM (3 ¢IUKIOANKIIA WM TETEPOLMUKIOATKUIA, TPHYEM LUKJIOAJIKWI |
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CH2CH20CH3; CH2CH20H; CH2CN; NHZ; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHMJIA, C3_
cLIUKJIOQJIKUJIA, 3aMELIEHHOTro ABYMs 3amecturensiMu F; 1-mernnazeruann-3-umna; u okceTaH-3-
WJIa;
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U (apManeBTUUYECKH TMPHEMJIEMBIM COJISIM, CTepeoH30OMepaM, H30TOMHYECKUM

BapuaHTaM, N-OKCHIaM WU CoJibBaTaM coenuHeHuit popmysl (1).



JIONONTHUTENbHBIE  BAPHAHTHI  OCYIIECTBJIEHUS] TPEACTaBIE€HBl  (hapMaLeBTHUECKU
npueMJIEMbIMH  COJSIMH ~ coequHeHnid  ¢opmynbl  (I), QapmaneBTudeckn NpUEMIEMBIMH
nposiekapcTBaMu coeauHeHuilt gopmynsl (I) u papmaneBTHUECKH aKTHBHBIMH MeTabOIMTaMH
coennHenuit popmyiser (I).

B HexkoTOpbIX BapHaHTax oOCyllecTBIeHUs coenuHeHus ¢opmynsl (I) mpencrasmsror
cobol coenuHeHMs, BBIOPAHHBIE W3 BELIECTB, OINMCAHHBIX MM MPUBENEHHBIX B KauecTBE
npuMepa B OAPOOHOM ONMCAHUH HIIKE.

B nmomonHuTenpHOM — acmekTe  M300peTeHHEe  OTHOCUTCS K  SHAHTHOMEpaM U
nuactepeomepam coearHenuii hopmysl (1), a Takske K papMaLeBTUYECKU IPUEMIIEMBIM COJISIM.

B pononHuTenbHOM —acmekTe M300peTeHHE OTHOCHTCS K (papManeBTUYECKUM
KOMITO3ULIUSIM U  JieueHHsT 3a00JieBaHUs, PacCTPOMCTBA WJIM MEIULIMHCKOTO COCTOSIHUS,
OTOCPENOBAHHOTO aKTUBHOCTBIO peuentopa GluN2B, conmepkamum 3¢p¢PeKTHBHOE KOIHMYECTBO
O MEHbIIEH Mepe OIHOrO COeNUHEHMs, BblOpaHHOrO u3 coenuHeHud Qopmyner (1),
dapmaneBTHUECKH TNpHEeMJIeMbIX cojeid coenuHeHuidt Qopmynsl  (I), dapmaneBTHUECKH
NpUEMIIEMBIX TpoJieKapcTB coequHeHnid ¢opmynsl (I) u  (apmaueBTHYECKH aKTHBHBIX
metaboautoB Gopmysl (I).

dapmaneBTHUECKHE KOMIIO3MIIMM B  COOTBETCTBHM C  HM300pETEHHEM  MOTYT
TOTIONTHUTEIBHO COZIEPIKaTh OAMH WK Oonee papManeBTHIeCKN MPUEMIIEMBIX SKCIIUITUEHTOB.

B npyrom acriekte XMMHUYECKHE BapHAHTBI OCYINECTBJIEHUS] HACTOSLIETO M300peTeHUs
MOJKHO WCIIOJIB30BaTh B KadecTBe MonyJisitopoB peuentopa GIuN2B. Takum obpaszom,
n300peTeHne OTHOCHTCS K crocol0y monyssiuuu aktuBHOCTH peuentopa GIluN2B, Bxirodas
CUTyallud, KOTAAa TaKOH penentop HAaXOIWUTCS B OpraHusMe CyOBeKkTa, BKIIOYAIOIIEMY
Bo3zelicteue Ha peuentop GluN2B 3¢dexkTHBHOrO KonuvecTBa MO MEHbIIEH Mepe OIHOTrOo
COeIMHEeHUs], KOTOpoe BeIOpaHo u3 coenuHenuil Gopmyisl (1), GapManeBTHYECKH MPUEMIIEMbBIX
coneii coenuHenuii Gopmyinbl (I), dpapmaneBTHYECKH MPUEMIIEMBIX MPOJIEKAPCTB COCAMHEHUI
dbopmynsl (1) u papmanieBTHUECKH aKTUBHBIX MeTa00OIUTOB coequueHuit popmysl (I).

B npyrom acriekre u3oOpeTeHHe OTHOCHUTCS K CriocoOy JiedeHusi CyObeKTa, NMEIOINEro
OMOCPENIOBAaHHOE aKTHUBHOCTHIO peuentopa GluN2B  muarHoctupoBanHOe 3a0ojeBaHuE,
pPacCTPOMCTBO WJIM MEIUIIMHCKOE COCTOSIHHE, MM CTPAAaoIEero OT HHX, BKJIOYAKOLIEMY
BBeJleHUE TPeOyrIIeMy Takoro JiedeHusl CyObekTy 3((eKTHBHOrO KOJUYECTBA MO MEHBIIEH
Mepe OTHOTO COEIMHEHHs], KOTOpoe BhIOpaHO u3 coenuHeHuit Gopmyinel (1), papmanesrudecku
NpUeMJIEMBIX coJieil coenuHeHui Gopmynsl (1), dpapManeBTHUECKH MPUEMIIEMBIX MPOJIEKAPCTB
coenunennii popmysl (I) u papmaneBTHYECKH aKTUBHBIX METaOOJUTOB COENMHEHUN (OpMyJIbI
(D). lonoHUTETbHBIE BAPUAHTHI OCYIIECTBJICHHS CIIOCOOOB JIUEHUS MOAPOOHO OMUCAHBI HIKE.

B npyrom acnekre crnoco0 BKIIOYAET UCCIENTOBAHNE MEYEHHBIX N30TONMAMH COEIUHEHHUH
JUTSL HCCIIeOBaHHiT MeTabommu3Ma (IPEANOYTHTENEHO ¢ MPUMEHeHHeM | 'C), KHHETHKH PeaKiiii
(Hanpumep, ¢ npumenernem “H wmi *H), 171st METOINK OGHAPYKEHHMS MM BH3YaH3aLiy (TAKIX
KaK MO3UTPOHHO-3MHCCHOHHAas Tomorpadus (II9T) wnmm  ogHOMOTOHHAsT >MHCCHOHHAS
kommnbroTepHas TtoMmorpadus (ODPIKT)), Bkmrouas aHanu3 pacnpeneieHus JEeKapcTBa WIIH

CY6CTpaTa MO TKaHsAM, WU AJI paguoTepanuu MmauCHTOB. Haan/IMep, COCAUHCHHUEC, MCUCHHOC



BF wmm 'C, Moxer okasaThCs OCOGEHHO MPEINOUYTHTEIbHBIM IS HCCIENOBAHMI CrIOCOGaMHu
19T nnu OPIKT.

JlOnONHUTENbHBIE BAPHAHTBI OCYLIECTBIEHHUS 3TOr0 M300pPETEHUs] BKJIIOYAOT CIIOCOOBI
nonyueHus: coenuneHuii ¢opmynsl (I), dapmaneBTHUECKH TPUEMJIEMBIX COJIEH COEIUHEHHIA
dbopmynsr (1), papmaueBTHueckyn NpUEMIIEMbIX MpojekapcTs coeauHeHuil Qgopmynsr (I) u
(papmaLieBTHYECKH aKTHBHBIX MeTa00auTOB (hopmyJsl (I).

Ilenp HacTOSIETr0 M300PETEHUs 3aKJIOYAETCs B MPEOJOJICHUHM WM CrIAKUBAHUH IO
MEHbILIEH Mepe OTHOrO W3 HEJOCTATKOB TPATULMOHHBIX METONOJOTHH W/ CHOCOOOB
NPEAIIECTBYIOIIEr0 YPOBHS TEXHUKU WJIM B OOECIEYEHUN MX MPHUTOAHBIX JJIsI UCTIOIb30BaAHUS
AJIbTEPHATHB.

JIONOJTHUTEIbHBIE BAPUAHTBI OCYIIECTBICHHUS, MPU3HAKU U MPEUMYIIECTBA N300PETeHUs
OyAyT O4YEBHAHBI M3 CIEAYIOLIEro MOAPOOHOrO OMUCAHMS M TPAKTHUYECKOTO OCYILIECTBIICHHUS
n300peTeHus.

IoapoOHoe onucanue u3odpeTeHus

B oxHOM acriekTe B HACTOSIIIEM TOKYMEHTE MpenJioxkKeHbl coenuHenus Gopmyierl (I) n ux
(bapMaleBTHYECKH TPUEMIIEMBIE COJIH, CTEPEOM3OMEPDI, M30TOMMYECKIE BAapUAHTHI, N-OKCHIBI

WJIA COJIbBATHI,

rre

R! npexacrasJsier coboit H, ranoren mnu CHs;

Ar'! BBIOpAH U3 TPYMIIbI, COCTOSILIEH 13!

(a) deHmna, 3aMElIEHHOrO OIHMM 3aMECTUTENIEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIIHL
cocrosimmeid u3: ramoreHa, Cjgankuna, OC gankmna, Cignepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIUKIIOaNKUIIA,

(b) denuna, 3aMeIIeHHOrO ABYMs WM TPEMsSl 3aMECTUTENISIMH, KaXKIbIA U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpymnmbl, cocrosimeidt u3: ramoreHa, Cjeankuma, C.
cnepranorenankuia, OCgankuna, OCy ¢nepranorenankuna u (C=0)CHs; u

(C) THUCHHWJIA, HE3aBUCUMO 3aMCIICHHOIO OJHUM MWW JABYMSA 3aMCCTHUTCIIAAMHU,
BbIOpaHHBbIMU U3: TajioreHa, Cigankuna u CigneprajoreHaNKuIa, U MUPUINHA, 3aMEIEHHOTO
CFs;

2 o
R” BBIOMPAIOT U3 rPYyMIIbL, COCTOALIEH U3:

O
Ao e,
(d) L

R* He3aBMCHMO BBIOMPAOT M3 IPYyMbI, cocrosmer u3: H, ranorena, OH, Cy sankuna, Ci.

; TIe

grasoreHankuna, C,gankenmna, C,granorenankenuna, C,gankunmia, CH,OH, CH(OH)(CHj;),



CH,OCH3, OC;g¢ramorenankmna, OC;eankmwia, NH(CHj3), NHCO.CHi, NHC(=O)CHs;,
NHC(=0)CF;, NHC(=0O)uuknomnpomuia, N(CH3)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CHj;, SO,CHs, 1H-umupazon-2-una, 2-nupuauia, 3-NAPUAWIA,  4-MUPUANIA,
NUPUMUIWH-4-UNa WM NUPPOJUAMH-2-OHA, MJM JaBa 3amecturens R oObequHstoTcs ¢
oOpazoBanneM (3 ¢UUKJIOANKIIA M TETEPOLUKIOAIKUIIA, TPUYEM LUKJIOAIKWI |

re€TCPOLUKITIOAIKHIT He00s13aTEIbHO 3aMEarT OOAHUM WUJIU ABYMs 3aMECTUTECIIAMU F;

0
“f\/ﬂ\m ‘H)m
(e) L“J\(Rb}" , TIe

o b o
kakabpii R” HezaBucuMo BbIOMparoT u3 rpymmbl, cocrosimed w3: H, OH, F, OCHj,

CH,OCH; u NHC(=0)CH3; uiu n1Ba 3aMeCTUTENs R® coenuusior BMecTe ¢ obpaszoBanuem =0;

®
0 0O 0 O 0
?Q)J\N/\ ?{)LN 25 M@o ?i)J‘N RIS Mnlms
k,o ’ R ' RIS ' Ql M 4/() :
N" 0 R/ 0 R/S
H H u
0O
E”s\/ﬂ\N*Rd
(2) R* e

R BrGuparoT w3 rpymmsl, cocrosmeii us; Cgankmia, Cosankerun CsraloreHankua;
CHzCHzOCH3; CHzCHzOH; CH2CN; NHz; NH-C(ZO)CH3; C3_6 MUKJIOAJIKHUJIA, C3_
GLIKJIOANIKUJIA, 3aMEIEHHOro AByMs 3amectutensimu F; 1-merunaserunann-3-una; u OKCceTaH-3-
nna,

R® npencrasnsier coboit H uiu CHs;

n paBHO | wim 2; u

m paBHO 1 nnu 2.

JIOTIONIHUTEIbHBIA ~ BAapUAHT OCYINECTBJCHHUS W300pETeHHs] MPEACTaBisieT CcoOou
coennnenne popmyisi (1), rae R' npencrasmsier coGoit H.

JIOTIONTHUTEIBHBIA ~ BApPUAHT OCYINECTBJICHUS HW300pETeHHs] MPENCTaBisieT CcoOou
coennnenne popmyusi (1), rae R' npexncrasmusier co6oii F.

JIOTIONTHUTEIBHBIA ~ BApPUAHT OCYINECTBJICHUS HW300pETeHMs] MPEeACTaBisieT CcoOou
coenunenne popmysi (I), rne R' npencrasmusier coGoit CHs.

JIOTIONTHUTETBHBIA ~ BAPUAHT OCYINECTBJICHHUS HW300pETeHHs] MPEACTaBisieT CcoOou
coenunenne Gopmynsl (1), rme Ar! npencrapisier coOoil (eHWJ, 3aMelIeHHBbI OIHUM
3amectrresieM, BeIOpaHHbIM u3 rpymmbl, coctosimed us: Cl, F, CHs, OCHs, CHyF, CHF,, CFs,
CHF,CHj3, OCHF,, CN # UMKJIOMPOIHIL.

JIOTIOTHUTENIBHBIA ~ BApUAHT OCYINECTBJICHHUS HW300pETeHHs] MPeAcTaBisieT CcoOoi

1 .
coennHenue Gopmyel (1), rme Ar' BBIOUPAIOT U3 IPYMIIbL, COCTOSIILIEH U3:



OO T O
oY e

JIOMIONHUTENbHBIA ~ BAPUAHT OCYIUECTBJICHUS HM300peTeHHs IPencTaBisieT CcoOoH
coenunenne Gopmynasr (I), roe Ar' npencrapisier coOol  (GeHW, 3aMelleHHbIH ByMs
3aMECTUTEISIMH, KaKABIH U3 KOTOPBIX HE3aBUCHMO BbIOpaH u3 rpymmbl, cocrosimeii u3: Cl, F,
CH3, CHFz, CF3, CHFQCH?,, OCH3, OCHFZ )51 (C:O)CH3

JIOTIONTHUTEIbHBIA ~ BAPUAHT OCYINECTBICHUS W300pETeHHs] MPEACTaBIsieT COOOM

coenunenne Gopmyansi (1), rie Ar' BBIGHPAIOT U3 IPYIIIbI, COCTOSLIEH H3:
'y F F
OO e O O Y LT
’ cl ' F cl : E' F'
F F F F
toghodh o MO CAL Ol oY
Q/ : ' F' F' ¢ F a
F
K, F R F R F R F ROF o
seskisaliscilbsalivaiio s
F ° ’ F ' F ’ ' cr
0 o~
‘ﬁ@:OYF \f@:\K :r’i(j
FFo cH e

JIOMONHUTENbHBIH ~ BAPUAHT OCYIUECTBJICHHUS HM300peTeHHs IPencTaBisieT CcoOoH
coenunerne dopmynsl (), rme Ar' mpencraBusier coboii (peHHN, 3aMEINeHHbIH Tpems

3aMECTHUTECIIAAMU, Ka)l()lblfl M3 KOTOPbIX HE3aBUCUMO BbI6paH W3 I'PYIIIIbI, COCTOSILLIeﬁ H3: rajJlorcHa

u CH3
JIOTIONTHUTEIbHBIA ~ BApPUAHT OCYINECTBJCHHUS HW300pETeHHs] MPEACTaBisieT CoOOoM

1 o
coenuaenne  Qopmynsl  (I), rme Ar  BbIOMpalOT W3 TPYIIBL,  COCTOSALICH — H3:

JIOTIOTHUTEIBHBIA ~ BAPUAHT OCYINECTBIICHUS W300pETeHHs] MPEACTaBIsIeT COOOM
coenunenne ¢Gopmyinsl (I), roe Ar' MPENCTaBIsIeT COOOW THUEHWI, HEe3aBHUCHUMO 3aMEIleHHBIH
OITHUM WJIH ABYMs 3amecturesisimu, BeiOpanubivu u3: Cl, CHs, CF; u CHF,.

JIOTIOTHUTEIBHBIA ~ BApUAHT OCYINECTBJICHUS M300pETeHHs] MPeAcTaBisieT CcoOou

1 o
coenuaenne Qopmynsl  (I), rme Ar  BbIOMpalOT W3 TPYIIBL,  COCTOALIEH — M3:



- S -
AWk B Wi © anil s O sie

JIOTIOTHUTENIbHBIA ~ BapUAHT ocyLueCTBneHm n300peTeHnst TMpeAcCTaByisieT  CoOOi

COEIIMHEHNE (bOpMyJ'IbI BBIOMPAIOT M3  TPYNIbl, COCTOSIIEH W3

7

rae
RF

JIOTIONIHUTEIbHBIA ~ BApPUAHT OCYINECTBJCHHUS HW300pETeHMs] MPEACTaBisieT CoOOM

coenunenue Gopmysi (1), roe
O

FA o,

2 .
R” mpencrasisier coboi L3 ; TIe

R HesaBucumo BeIOMparoT mM3 rpynmsl, cocrosmei u3: H, Cl, F, OH, CH;, CH,CHj,
CHyF, CHF,, CF;, =CH,, CH=CH,, CH=CH(CH3), CH=CH(F), CH=CF(F), C=CH, CH,OH,
CH(OH)(CH3), CH,OCHj3;, OCHF,, OCFs;, OCHi, OCH,CHis, NH(CH3), NHCO,CHs;,
NHC(=O)CH3, NHC(=O)CF;, NHC(=O)uuknonpormun, N(CH3)C(=O)CHs3, C(=0O)N(CHj3),,
C(=0)CH3, CN, NHSO.CH3, SO,CHj3, 1H-umunazon-2-ui, 2-nupuani, 3-mupuaui, 4-napuan,
NMPUMUIUH-4-U W OHPPONUIAMH-2-OH, WM JBa 3aMecTHTeNss R"  00benMHSIOTCS ¢
oOpa3oBaHHEM LHKJIOMPONIIIA, MUKIOOYTHIA WM OKCETaHWIA, MpHYeM IUKJIOMPOITII
HeoOs3aTeIbHO CONEPIKUT OJUH MK ABa 3amectures F;

U n paBHO 1 num 2.

JIONIOJTHUTENIbHBIM ~ BapUaHT OCYINECTBJIEHUS HM300peTeHHs TpeAcTaBisieT CcoOoi

COGZ[I/IHeHI/Ie (bopMyan D, rne R? BbI6I/IpaI-OT u3 rpynnm cocm;n.ueﬁ u3:

?\)Ln\j ?I\/ILN\:L?’\AN\J\ NJ\MP N\j\ MN\:}\

A, ,Na\,w““;\\, A, Q\( o
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JIONIOJTHUTENIbHBIM ~ BapUAHT OCYINECTBJIEHUS HM300peTeHHs TpeAcTaBisieT CcoOoi

2 .
coennnaenue popmyier (1), roe R” BeiOuparoT u3 rpynnbl, COCTOS[H_IeI/I u3:

YD NS VNS WIS
e T et e e
J(MQ(M\}MQ\J \e‘:)k)R%\ \jrCFa

JIOTIONTHUTETBHBIA ~ BAapUAHT OCYINECTBJICHUS HW300pETeHHs] MPEeACTaBisieT CcoOou

COEZIMHEHNE (1)opMym>1 (1), rme R? BbI6PIpaIOT U3 TPYIIIbIL, COCTOALIEH U3:
N\l ‘f\)'l\N N MN \3\‘/\‘
O HN
0]

JIOTIONTHUTENIbHBIA ~ BapUAHT OCYINECTBJICHHUS HW300pETeHHs] MpeacTaBisieT CcoOoi

2 o
COEIIMHEHNE Q)opMyan (I), rme R” BbOuparoT W3  TPYINIBL,  COCTOSINEH — W3:

0 0
;\)L j é{/”\NQC\ A %
1 ,H
© 8]
JIOTIONTHUTEIBHBIN ~ BApPUAHT OCYINECTBICHUS W300pETeHHs] MPEACTaBIsieT COoOOi

COEIIMHEHNE @opMynbl (I) roe R? BbI6PIpaIOT u3 rpynnbl COCTos[LueI‘/'I 1/13'

oy Qmﬁ*@**ﬁz 2 o,

(D O Q S O,
M”Q?“

F

JIOTIONTHUTENIbHBIA ~ BapUAaHT OCYINECTBJCHHUS HW300pETeHHs] MpeacTaBiisieT CcoOoi
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coenunenne Gopmynsi (I), rie R* BHIGHPAIOT U3 FPYIIIIBI, COCTOSIIEH H3:
O O O
gehactnew
F
) H N)k
F H

JIOMIONHUTENbHBIM  BAPUAHT OCYLIECTBIICHMS HM300pEeTEeHHsl TMpeAcTaBisieT coOoi

coenuHenue popmysl (1), roe R’ BBIOMPAIOT U3 PYIIIIEL, cocro;n_ueﬁ u3:

0 0 0 0
H ' | '

| ,
0 0 0 O 0 N~
;{)L,f/\/ MT/\CFS MT/\:‘\N ;()LHL g\/lL ,C/

JIOTIONTHUTETBHBIA ~ BAPUAHT OCYINECTBJICHUS HW300pETeHHs] MPEeACTaBisieT CcoOou

COeZIMHEHNE (1)opMyJ1b1 (I) roe R* BbI6PIpaIOT u3 rpynnbl COCTOSIIIEeN U3:

o 0
oy o g e e
R RIS N’)*o %lo ’ %/o 'H 4RK/O
H H
JIOTIOTHUTEIBHBIA ~ BAPUAHT OCYINECTBJICHUS H300pETEHUs TPEACTaBJisieT COOOM
coennnaenue popmyel (1), rae n pasuo 1.
JIOTIOTHUTEIbHBIA ~ BApUAHT OCYINECTBJICHHUS M300pETeHHs] MPeACTaBisieT CcoOoi
coennHenue popmyel (1), rae n paBHoO 2.
JIOTIONHUTENbHBIA ~ BAPUAHT OCYIUECTBJICHUS HM300peTeHHs IpencTaBisieT coOoH
coenunenune Gopmyusr (I), rme m pasuo 1.
JIOMIONHUTENbHBIH ~ BAPUAHT OCYIUECTBJICHHUS HM300peTeHHs IpencTaBisieT CcoOoH
coenunrenue Gopmyiel (1), rme m paBHO 2.
JIOTIONIHUTEIbHBIA ~ BApUAHT OCYINECTBJCHHUS HW300pPETeHMs] MPEACTaBIsieT CcOoOOM

coennrenue popmyier (1), umeroree crpykrypy popmyisr (IA):
R

{1A) N
LRe,

rae

R! npenctassietr codoit H, F wnmu CHjz;

Ar' BBIGpaH U3 IPYIIIbL, COCTOSAMIEH H3:

(a) ¢Qennna, 3aMeIIEHHOrO OAHUM 3aMECTUTENIeM, KOTOPBI BBIOMPAIOT W3 TPYIIIHL
cocroswmen u3: ranoreHa, Cjeankuna, OC gankuna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIuKJI0aNKUIIA,

(b) ¢enmna, 3aMeIeHHOrO ABYMs WM TPeMSl 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
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HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimed u3: ramoreHa, Cieankuma, Ci.
enepranorenankuia, OCgankuna, OC ¢nepramorenankmia u (C=0)CHs; u

(c) THeHMJA, HE3aBHCUMO 3aMELICHHOrO OIHUM WM JBYMS 3aMECTHTEJSIMH,
BbIOpaHHbIMU u3. ranoreHa, Cjeankuna u CjgneprajoreHankuna;, U MUpUIAHA, 3aMEIEHHOTO
CFs;

R” He3aBUCHMO BBIOMPAIOT U3 rpymmbl, cocrosuieit u3: H, ranorena, OH, Ci gankuna, C;.
¢rajgoreHankuna, C,gankenuna, C,granorenankenuna, C,gankununa, CH,OH, CH(OH)(CH3),
CH,OCH;, OC;g¢ranorenankuna, OC;gankuna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=0O)uuxknonporuia, N(CH3)C(=0)CH;3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs, 1H-umupason-2-una, 2-nupuauia, 3-TIUPUAWIA, 4-TIUPUANIA,
NMPUMUIUH-4-UNa W NUPPONUAUH-2-OHA, MM fABa 3amecturens R oObeguHsIOTCS €
obpazoBanneM C;gIIUKIIOATKUIA WM TreTepolukioankuna, npudeM Cs gIIUKIOANKHI U
reTePOIMKIIOATKUI HEOOSI3aTEIbHO 3aMEIAIOT OMHUM HITH IBYMsI 3aMecTuTessiMu F; 1

n pasHO 1 mnnm 2.

JIOTIONTHUTEIBHBIA ~ BApUAHT OCYINECTBJICHUS HW300pETeHHs] MPeACTaBisieT CcoOou
coennaenne Gopmyel (IA), B koTOpom

R! npenctasisiet codoit H, F wu CHs;

Ar' mpencrasusier coGoil (heHMNI, 3aMEIEHHBIN ABYMS MM TPEMsi 3aMeCTUTEISIMIL,
KaKIIblii M3 KOTOPBIX HE3aBHCUMO BBIOMPAIOT M3 TPYIIIbI, COCTOsINEN u3: rajoreHa, C 4anKkuna,
C_qnepranorenankuna, OC4ankuna u OC;_4neprajoreHankuna;

R nHesaBucumo BeIOMparoT mM3 rpynmel, cocrosmei uz: H, Cl, F, OH, CH;, CH,CH;,
CH,F, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,0H,
CH(OH)(CH3), CH,OCH;, OCHF,, OCF;, OCHi;, OCH,CHs, NH(CHj3), NHCO,CHs;,
NHC(=0)CH3, NHC(=O)CF;, NHC(=O)uuknonpornui, N(CH3)C(=0)CH;, C(=O)CHj;, CN,
NHSO,CH3, 1H-umupazon-2-un 2-nupuaui, 3-nmUpUawi, 4-MUPUAWI, NUPUMUAMH-4-UT U
NUPPONMAMH-2-OH; MM ABa 3amecturens R* oObenuHsoTcs ¢ 06pa3oBaHMEM LMKJIONPONUIA,
LUKJIO0YTHIIA WIIM OKCETaHUJIA, TIPUYEM LIUKJIOMPOIHIT HEO0A3aTeIbHO CONEPIKUT OIMH HJIH JIBa
3amectures F;

U n paBHO | umm 2.

JIOTIONTHUTEIBHBIA ~ BApPUAHT OCYINECTBJICHUS HW300pETeHHs] MPENCTaBlsieT CcoOOoM
coenunenue Gopmys (IA), roe R' npencrasisier coboii H.

JIOTIONTHUTEIBHBIA ~ BApPUAHT OCYINECTBJICHUS HW300pEeTeHHs] MPeacTaBisieT coOou

coenunenne Gopmysl (1), umerommee popmyny (IB):
N

L)
Iﬂtrdl r N.. 0

{18

rac

Ar' BBIGpaH U3 IPYIIIbI, COCTOSAMIEH H3:
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(a) penmnna, HE3aBUCUMO 3aMEIIEHHOTO OTHUM 3aMECTUTENIEM, BBIOPAHHBIM U3 TPYIIIIEL,
cocrositei u3 rajioreHa u Cj_gleprajoreHalikuia;

(b) ¢enmna, 3aMeIIeHHOrO ABYMS WM TPeMsl 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
HE3aBHCHUMO BbIOpaH U3 TPyIIbL, cocrosieil u3 ranoreHa, Cjankmna, CiglieprajJoreHalkmIa,
OC,_¢neprajoreHankumia; u

(c) THeHMJA, HE3aBHCHMO 3aMELIEHHOTO OJHUM WKW JBYMS 3aMECTHTEJSIMH,
BbIOpaHHbIMU M3. ranoreHa, Cjeankuna u CjgleprajoreHalkuia, U MUPUINHA, 3aMEIEHHOrO
CFs;

KOJIbLIO @ BBIOMPAIOT M3 TPYIIIIBI, COCTOSIIEN U3
f\Né}f J‘(‘N/\ §N: 23 i siN RS r1"{NlR/s
®) 1 N0 - RIS ’g RSN ESK/O !

o b o
kaxnpiii R” HesaBucumo BwIOMparoT u3 rpymmbl, cocrosimeit u3: H, OH, F, OCHjs,

Iz

CH,OCH3 1 NHC(=0)CH3; nu 18a 3amecturenst R coenmmsiior BMecte ¢ o6pasosanuem =0,
n paBHoO | wim 2; u

m paBHO | nmm 2.
JIOTIONTHUTEIBHBIA ~ BApUAHT OCYINECTBJICHUS HW300pETeHHs] MPEeACTaBisieT CcoOou

COeUHEHIE dhopmy bt (IB), riue KOJIBIIO @ NIPEICTABIISIET coboit

DR IR P PR,

0 OO G A0
HN-< HO HJ\ ' I\/O’
S ¥ S & RIS ® RS

JIOTIONTHUTEIBHBI ~ BApPUAHT OCYINECTBJICHUS HW300pETeHMs] MPENCTaBlsieT CcoOou

coequnenue Gopmysi (1), umeromee popmyny (1C):

rac

1 o
R’ mpencrasisier codoit H, F nnm CHj;
Ar' BBIGpaH U3 IPYIIIBL, COCTOSAMIEH H3:

(a) pennna, HE3aBUCUMO 3aMEIIEHHOTO OJHUM 3aMECTUTENIEM, BBIOPAHHBIM U3 IPYIIIIHL,
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cocrositei u3 rajoreHa u Cj_gleprajoreHalKua,

(b) ¢enmna, 3aMeIIeHHOrO ABYMS WM TPEMSl 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
HE3aBHCHUMO BbIOpaH W3 IpyIIbl, cocrosieil u3 ranorena, Cjankmna, CiglieprajoreHakmIa,
OC,_g¢neprajoreHankuia; u

(c) THeHMJAa, HE3aBUCUMO 3aMELIEHHOTO0 OJHUM WM JBYMS 3aMECTUTEJISIMH,
BbIOpaHHbIMU M3. ranoreHa, Cjeankuna u CjgleprajoreHalkuia, U MUPUIMHA, 3aMEIEHHOrO
CF;;

R¢ BbIOMpPArOT U3 rpymmbl, cocTosimei u3: Cygankuna, CH,CH=CH,; C; ¢ranoreHankuna,;
CH,CH,OCHj3;; CH,CH,OH; CH,CN; NH,; NH-C(=0O)CHj3; uuknonponuia;, nukjioOyTuna; 3-
ourmko[1.1. 1 nenranuna; 3,3-nudropuukiodyTwia; 1-merunaseTuanH-3-ujia, U OKCeTaH-3-
uaa; u

R° npencrasnsier coboit H umu CH;.

JIOTIONTHUTETBHBI ~ BAPUAHT OCYINECTBJICHUS HW300pETeHHs] MPeNCcTaBisieT CcoOou

coennnenne popmyssl (IC), rne Ar' npexcrasisier coGoit
R F
S S s S _CF. .S L S £ cl X
R RO O @ IS W
e akoalicrceheukoduod
F F
©/L, \©)(F ' Ucf F cl F
F F
FE
ogusdieakoali Tt ioas
©/ , C(F cl F ©)<F af
F
WA W W
Aoy Gl " T
F' , HJIH )

JIONIOJTHUTENIbHBIA BapUaHT OCYLIECTBICHUS HACTOSLIETO H300pETEHHs MNPEACTaBIISeT

co0oli coeMHeHHe, KaK MoKa3aHo Hipke B Tabmune 1.
Ne mpumepa HaszBaHue coennHeHus

1 2-[6-[3-(audTopmerin)-4-propdenmn|nupaszono[4,3-b Jmupunun- 1-mn]-1-[3-
THAPOKCH-3-(TpUTOPMETUIT)A3E€TUANH- | -1JT |3TaHOH;

2 2-[6-[3-(audTopmerin)-4-propdenmn|nmupazono[4,3-b Jmupunun- 1-mn]-1-(3-
METHJIEHA3eTUANH- | -1JT)3TaHOH,;

3 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-[3-
(MeTnnaMuHO)a3eTHIuH- 1 -1 |3 TaHoH,

4 N-[1-[2-[6-[3-(audTopmeTin)-4-propdennn |nupaszono[4,3-bnupuaus-1-
W |aneTun |azeTuauH- 3-mi|-N-MeTuianeTaMus,
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5 2-[6-[3-(audTopmerin)-4-propdenmn|nupaszono[4,3-b Jmupunun- 1-mi]-1-(3-
¢dTopazeTuauH-1-11)3TaHOH,

6 2-[6-[3-(mudTopmerin)-4-propdenmn|nupazono[4,3-b Jnupunun-1-mn]-N,  N-
TUMETUIIaLeTaMuUI,

7 2-[6-(4-prop-3-merundenun)mupaszonol4,3-bmupunus-1-ui]-N, N-
TUMETUIIALeTaMUI,

8 N, N-mumerun-2-[6-[6-(TpudTopmerin)-2-nupuaun [nupas3oo[4,3-bnupunus-
l-unjaneramu;

9 2-[6-[4-xn0p-3-(nudTopmerokcu)denw |mupasono[4,3 -b mupunun- 1-ui]-1-(3-
¢dTopazeTnauH- 1-1i1)3TaHOH,

10 2-[6-[4-xn0p-3-(nudTopmerokcu)denu | mupasono[4,3-bmupunun- 1-un]-N, N-
IUMETUIIALeTaMULI,

11 N, N-npumerun-2-[6-[ 3-(tpudropmermn)penun |mupaszono[4,3-b | mupunun-1-
WJI|alieTaMuI,

12 2-[6-[3-(nudropmerun)-4-proppennn|nupaszono[4,3-bmupunun- 1-nmnl-1-
MOP(OIIMHOITAHOH,

13 1-mopdonuno-2-[6-[3-(tpudTopmernn)penun jnupasono4,3-bnupuaun- 1-
WJI|3TaHOH,

14 N-uuknonponui-2-[6-[ 3-(tpudpropmernn)dennn |nupazono[4,3-b Jnupunun-1-
WJI|aleTamMmu;

15 N-(1-metunazeruaun-3-mn)-2-[ 6-[ 3-(tpudTopmerin)penun|mupaszono4,3-
bnupuaun-1-w]aneramun;,

16 1-(3-propazeruaun- 1-mn)-2-[6-[ 3-(TpudTopmermn)penrn | nmupaszono[4,3-
bnupuaus-1-mn]3TaHoH,

17 1-(3,3-nudropazeruaun- 1-mn)-2-[6-(2,4- mudpropdennn)nupazono[4,3-
b|nupuans-1-mi]3TaHoH,

18 1-(azerunus-1-um)-2-[ 6-(5-xmnop-2-Trennn)-3-gropnupaszonol4,3-b | nupuaun-
1-un]3TaHoH;

19 1-(azerunus-1-um)-2-[6-[5-(audropmermn)-2-Tuernn|-3-propnupazono[4,3-
bmupunus-1-mi]3TaHoH,

20 1-(azerunus-1-um)-2-[3-prop-6-[5-(Tpudropmerin)-2-Tuernn Jnrupaszono[4,3-

b |mupuans-1-mi]3TaHoH,




16

Ne mpumepa HazBaHue coennnenus

21 1-(azeruann-1-mn)-2-[6-(4-propdenmn)nupasono[4,3-b Jnupuaun- 1-min|3TaHoH,

22 1-(azeruaun-1-mn)-2-[6-(3-xnopdenmn)nupaszono[4,3-b | nupunun- 1 -mi|>3TaHoH;

23 1-(azerunun-1-un)-2-[6-[3-(pTopmernn)penun Jnupazono[4,3-b nupunun- 1-
WJI|3TaHOH;

24 1-(azetuaus-1-mn)-2-[6-[3-(audTopmermn)penwn |mupazono[4,3-bnupunun-1-
WJI|3TaHOH;

25 1-(azetuaun-1-mn)-2-[6-[3-(1,1-nudropatun)denun |nupasono[4,3-b Jnupuams-
1-un]3TaHoH;

26 1-(azetuaun-1-mn)-2-[6-[3-(1,1-nudropstun)denun]-3-propmupazono[4,3-
bnupuans-1-mn]3TaHoH,

27 1-(azetunnn-1-mn)-2-[6-[3-(TpudTopmerwn)denmn |mupaszono4,3-b |mupunus-
1-un]3TaHoH;

28 1-(azerunus-1-nm)-2-[ 3-metmn-6-[3-(Tpud ropmernn)pernn | mupaszomnol4,3-
b |mupuans-1-mi]3TaHoH,

29 1-(azerunus-1-um)-2-[6-(3,4-nuxnopdpernn)nmupasono[4,3-b|nupuann-1-
WJI|3TaHOH;

30 1-(azerunun-1-nn)-2-[6-(2,3-guxnopdennn)nupaszono[4,3-bmupuans-1-
WJI|3TaHOH;

31 1-(azetuau-1-mn)-2-[6-(3-x10p-2-PpTopdhenun)nupazono[4,3-bnupunus-1-
WJI|5TaHOH;

32 1-(azerunus-1-un)-2-[6-(3,4-nudTopdernn)mupasonol4,3-b Jnupunms-1-
WJI|3TaHOH;

33 1-(azerunus-1-um)-2-[6-[2-¢prop-3-(Tpudropmeriun)penni|mupazono[4,3-
b|nupuans-1-mi]3TaHoH,

34 1-(azetuaun-1-mn)-2-[6-[3-(1,1-nudropatun)-4-propdenun |mupazomno[4,3-
bmupuans-1-mn]3TaHoH,

35 1-(azerunus-1-nm)-2-[6-[3-(audropmernn)-4-propdernn nupaszomno[4,3-
bmupuans-1-mi]3TaHoH,

36 1-(azerunus-1-um)-2-[6-[3-(nudropmernin)-4-propdpernn]-3-

¢roprmpazono[4,3-b]mupunu-1-uijsTaHoH;
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Ne mpumepa HazBaHue coennnenus

37 1-(azerunus-1-um)-2-[6-[3-(audropmermn)-4-propdpenun|3-
MeTHIHpa3oio[4,3-b|mupunun- 1-uijsTaHow;

38 1-(azerunus-1-um)-2-[6-(4-xnop-3-merundenun)nupasonol4,3-b | nupuaun-1-
WJI|3TaHOH;

39 1-(azerunus-1-un)-2-[ 6-(4-xnop-3-merundennn)-3-merunnupasono[4,3-
bnupuaus-1-mi]3TaHoH,

40 1-(azetunun-1-mn)-2-[6-(2-prop-3-merundennn)nupazono[4,3-bmupunus-1-
WJI|3TaHOH;

41 1-(azerunus-1-um)-2-[6-[3-(nudropmerokcn )-4-dpropdenwn|nupazonol4,3-
bnupuans-1-mi]3TaHoH,

42 1-(azerunus-1-un)-2-[6-[3-(nudropmerokcn )-4-propdenun]-3-
¢droprmpasono[4,3-b]mupuans-1-un|3TaHoH;

43 1-(azerunus-1-nm)-2-[ 6-[4-xn0p-3-(mudTopmerokcn)permn jnupaszomno[ 4,3 -
b|mupuans-1-mi]3TaHoH,

44 1-(azetuann-1-mn)-2-[6-[4-x10p-3-(nudTopmerokcu )penmn |- 3-
¢roprupazono[4,3-b]mupunun-1-uilsTaHoH;

45 1-(azeruann-1-mn)-2-[6-(4-prop-2-merokcudenmnn)mupazono[ 4,3 -b | mupuans- 1-
WJI|3TaHOH;

46 2-[6-(3-auermn-4-¢propdenun)nupasonol4,3-b Jmupuaun-1-mn|-1-(aserugun- 1-
WJT)3TaHOH;

47 1-(azetuaun-1-mn)-2-[6-(3,4,5-Tpudropdenun)mupazono[4,3-b | nupunun-1-
WJI|5TaHOH;

48 1-(azerunun-1-um)-2-[6-[2-(TpudTopmernin)-4-nupuaui|nupasono[4,3-
bnupuaus-1-mn]3TaHoH,

49 2-[6-(5-xn0p-2-Trenwn)nupaszono[4,3-bmupunun-1-un]-1-(3-propazernaun- 1-
WJT)3TaHOH;

50 2-[6-(5-xnop-2-tuenun)-3-droprnupazono[4,3-bmupunun-1-mn]-1-(3-
¢dropazernanH-1-nua)3TaHOH;

51 2-[6-[5-(nudpTopmerin)-2-Trennn | mupa3ono| 4,3 -b | mupuaus- 1-wm]-1-(3-
¢dropazernaun-1-n)3TaHOH;

52 2-[6-[5-(mudpTopmerin)-2-tuenwn |- 3-proprupazono4,3-b Jnupuaun-1-wm]-1-

(3-pTopazernauH- 1-m1)3TaHOH,
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Ne mpumepa HazBaHue coennnenus

53 1-(3-propazernaun- 1-nmn)-2-[6-[ 5-(TpudTopmerin)-2-tTueHun |nupazono[4,3-
b |mupuans-1-mi]3TaHoH,

54 1-(3-¢propazeruaun-1-nn)-2-[3-¢prop-6-[ 5-(Tpudropmern)-2-
TUeHWN |nupa3ono[4,3-b nupunun-1-unjsTaHoH,

55 1-(3-dpropazeruaun- 1-un)-2-[6-(3-pTopderunn)nupaszonol4,3-b|nupuamn- 1-
WJI|3TaHOH;

56 1-(3-¢ropazerunun- 1-mi)-2-[6-(4-prophennn)nupazono[4,3-bnupunus- 1-
WJI|3TaHOH;

57 2-[6-(3-xnopdenwn)nupazonol[4,3-b Jnupunun-1-un]-1-(3-propasernaunn-1-
WJT)3TAHOH;

58 1-(3-dropazerunun- 1-mi)-2-[6-(M-Tomun)nupazono[4,3-b Jnupuaus- 1-
WJI|3TaHOH,

59 1-(3-propazernaun- 1-nmn)-2-[6-[ 3-(pTopmeTmn)bennn Jrupaszomnol4,3-
b|mupuans-1-mi]3TaHoH,

60 2-[6-[3-(audTopmermn)penwn |mupaszono[4,3-b | mupunun-1-mn]-1-(3-
¢dTopazeTnauH-1-11)3TaHOH,

61 2-[6-[3-(1,1-nudropaTrn)dpenmn|nupazono[4,3-bnupunun-1-un]-1-(3-
¢dTopazeTnauH-1-1)3TaHOH,

62 2-[6-[3-(nudropmerokcu)penun Jnupazonol4,3-bnupuaun-1-mi]-1-(3-
¢bTopazeTuauH-1-11)3TaHOH;

63 2-[6-(2,3-nudpropdennn)nupasonol4,3-b Jnupuaun-1-un]-1-(3-propazerunus-
1-u)3TaHOH;

64 2-[6-(2,4-nmudpropdennn)nupazonol4,3-b Jnupunaun-1-un]-1-(3-propazeruaus-
1-u1)3TaHOH;

65 2-[6-(3.,4-mudpropdennn)nupazonol4,3-b Jnupuaun-1-un]-1-(3-propazerunus-
1-m)3TaHOH;

66 2-[6-(3,5-nudropdenmnn)nupazonol4,3-b Jnupuaun-1-un]-1-(3-propazernnu-
1-mn)3TaHOH;

67 2-[6-(3-xn0op-2-propdenmn)mupazono[4,3-b Jnupuaun- 1-mn]-1-(3-
¢dropazernanH-1-nU1)3TaHOH;

68 2-[6-(3-xnop-4-propdenmn)mupazono[4,3-b Jnupuaus- 1-mn]-1-(3-

¢dTopazeTnauH- 1-1i1)3TaHOH,
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Ne mpumepa HazBaHue coennnenus

69 1-(3-xnopazerunun- 1-mn)-2-[ 6-[3-(nudpropmer)-4-
¢ropdenmn|nupaszonol4,3-b]nupuans-1-nn)3TaHoH;

70 2-[6-[3-(mudTopmerin)-4-propdenun|-3-propnupazono[4,3-b|nupunun-1-mn]-
1-(3-ropazeruanH-1-uI)3TaHOH,

71 2-16-[3-(mudropmerun)-4-proppennn]-3-merunnupasonol4,3-b |mupuaun-1-
wi|-1-(3-¢propaszeTunun- 1-1a)3TaHOH,

72 2-[6-[3-(1,1-nudropatun)-4-propdhenun Jmupasono[4,3-b mupunun- 1-un]-1-(3-
¢dTopazeTnauH- 1-1i1)3TaHOH,

73 2-[6-[3-(1,1-nudropatun)-4-prophenunn]-3-propnupasono[4,3-b Jnupuams-1-
wi|-1-(3-¢propaszeTunun- 1-1i)3TaHOH,

74 2-[6-[4-xn0p-3-(1,1-nudropstrn)penun jrupazono[4,3-b Jmupuans-1-umn]-1-(3-
¢dropazeruauH-1-ua)3TaHOH;

75 2-[6-[4-xn0p-3-(1,1-nudropsTrn)denun|-3-propnupazono[4,3-b Jnupuamns-1-
wi|-1-(3-¢propaszeTunuH- 1-1i)3TaHOH,

76 2-[6-[4-xn0p-3-(audTopmerun)benwn [mupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopazeTnauH-1-11)3TaHOH,

77 2-[6-(4-xnop-3-metundenmn)nupasonol4,3-b Jnupuaun- 1-mn]-1-(3-
¢dTopazeTnauH-1-1)3TaHOH,

78 1-(3-¢propazeruann-1-um)-2-[6-(4-prop-2-merokcudenmn)nupaszono[4,3-
b]nupunus-1-u|3TaHoH;

79 2-[6-[3-(nudTopmeTokcu)-4-dropdhenun |mupasono[4,3-b | nupuaun- 1-um]-1-(3-
(dTopaseTrauH- 1 -1i1)3TaHOH,

80 2-[6-[3-(audTopmerokcu)-4-prophenunn]-3-propnupasono[4,3-b nupuamn-1-
wi|-1-(3-¢propaszeTunun- 1-1i)3TaHOH,

81 2-[6-[4-xn0p-3-(nudTopmerokcu)penni|-3-proprupazonol4,3-bmupunus- 1-
wi|-1-(3-¢propaszeTunun- 1-1i)3TaHOH,

82 2-[6-(2.,4-nudrop-3-metmndenn)mupasono4,3-b Jnupuaus- 1-mn]-1-(3-
¢dropazernanH-1-nua)3TaHOH;

83 2-[6-(3.,4-mudrop-5-metmndenmn)mupasono4,3-b Jnupuaus- 1-mn]-1-(3-
¢dropazernanH-1-nU1)3TaHOH;

84 1-(3-propazernaun-1-nn)-2-[6-(3.4,5-Tpudropdenmn)mupazono[4,3-

b |mupuans-1-mi]3TaHoH,
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85 1-(3-dpropazernaun- 1-nn)-2-[6-[ 2-(TpudTopmeTn)-4-nupunni| nupazono[4,3-
b |mupuans-1-mi]3TaHoH,

86 1-(3-meTmnazerunus- 1-mn)-2-[6-[3-(rpudropmerin)penun|mupazono[4,3-
b]nupunun-1-ui|3TaHoH;

87 (Pauemuyeckuii) 1-(2-meTunazeruaun-1-un)-2-[6-[ 3-
(TpudTopmerun)pennn Jnupaszonol4,3-bnupuaus- 1-un|3TaHoH;

88 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-(3-
METHJIA3€TUIUH- | -WIT)3TaHOH;

89 2-[6-[3-(audTopmetin)-4-propdenun]-3-proprnupazono[4,3-bnupunun-1-wn]-
1-(3-MeTunazeTuauH- 1 -U1)3TaHOH;

90 (Paniemuueckuii) 2-[6-[3-(mudropmeTin)-4-propdhenun | mupazono[4,3-
bmupuans-1-wn]-1-(2-MeTunaszeTuanH- 1 -1i1)3TaHOH,

91 2-[6-[3-(audTopmerokcn)-4-propdhenun |nupazono[4,3-b |mupuaun- 1-um]-1-(3-
METHJIA3eTUIUH- | -WIT)3TaHOH;

92 2-[6-[3-(audTopmerokcn)-4-prophenunn]-3-propnupazono[4,3-b nupuans-1-
wi|-1-(3-MeTunazeTnauH- 1-11)3TaHoH;

93 2-[6-[4-xn0p-3-(audTopmerokcu)penui|-3-propnupazonol4,3-bmupunun- 1-
wi|-1-(3-MeTuna3eTuauH- 1 -11)3TaHoH;

94 2-[6-[3-(mudropmerun)-4-propdennn|nupasono[4,3-b Jnupunun- 1-un]-1-(3-
STUHHUJIA3ETHINH- | -UJT)3TAHOH;

95 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono4,3-b | mupunun- 1-mn]-1-(3-
BUHUJIA3ETUIUH- | -UJT)3TaHOH;

96 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-[3-
[(Z)-nporn-1-enun |azeTuauH- 1 -1 |3 TaHOH;

97 2-[6-[3-(audTopmerin)-4-propdenmn|nupaszono[4,3-b Jmupunun- 1-mn]-1-[3-
(¢ropmermn)azerunus- 1 - |3TaHOH;

98 1-[3-(audpropmernn)azerunun- 1 -ui]-2-[6-[ 3-(nudropmernn)-4-
dropdernn|nupasono[4,3-bnupunun-1-unl3TaHoH;

99 1-[3-(Tpudropmernn)azerunun-1-mil-2-[6-[3-
(Tpudropmermn)pernn|nupaszonol4,3-b]nupuans- 1-wn|3TaHOoH;

100 2-[6-[3-(audTopmerin)-4-propdenmn|nupaszono4,3-b Jmupunun- 1-mi]-1-[3-

(TpudTopMeTHIT)a3eTUINH- | -1 |3TaHOH,
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101 2-[6-[3-(nudropmernn)-4-proppennn|nupazono[4,3-b Jrupunun-1-un]-1-[3-
[(Z)-2-propBunmin]azeTuans- 1 -1 |3TaHOH,

102 2-[6-[3-(nudropmerun)-4-proppennn|nupazono[4,3-b Jrupunun-1-unl-1-[3-
(2,2-mudropBUHMIT)a3€THANH- | -1 |5 TaHOH;

103 1-(3-merokcuazeruaus- 1-ui)-2-[6-[ 3-(tpudropmerni)penun|nupazono[ 4,3 -
bnupuaus-1-mi]3TaHoH,

104 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-(3-
METOKCHA3ETHINH- | -1JT)3TAHOH,

105 2-16-[3-(audropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-(3-
3TOKCHA3ETU/INH- | -1JT)3TaHOH;

106 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-
(MeToOKCUMETHIT)a3eTUANH- | -1JT|3TaHOH,

107 1-[3-(meTokcumerun )azeruauH- 1 -ui]-2-[6-[3-
(Tpudropmerin)pernn|nupaszonol4,3-b]nupuans- 1-un|3TaHoH;

108 (Pauemudeckwii) 2-[6-[3-(mudropmermin)-4-propdhenun|mupazono[4,3-
b |mupuans-1-wmi]-1-[3-(1-ruapocKkusTHIT)a3e TUANH- | -1 |3TaHOH,;

109 1-[3-(audpTopmerokcn)azeruans- 1-wmi|-2-[ 6-[ 3-(audTopmeTin)-4-
¢ropdenmn|nupaszonol4,3-b]nupuann-1-ni)3TaHoH;

110 2-[6-[3-(mudropmernn)-4-propdennn]nupazono[4,3-b|nupunun- 1-mn]-1-[3-
(TpudropmeTokcH )azeTHINH- 1 - M]3 TaHOH;

111 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-(3-
THIPOKCHA3ETUINH- | -UIT)3TaHOH;

112 2-16-[3-(mudropmernn)-4-proppenun]-3-proprnupasono[4,3-b Jnupunun- 1-wm]-
1-(3-runpokcua3eTHaUH- 1 -1j1)3TaHOH;

113 1-(3-runpokcuazerunut- 1 -un)-2-[6-[ 3-(tpudropmernn)denwn Jnupazono[4,3-
b|nupuans-1-mi]3TaHoH,

114 2-[6-[3-(audTopmertin)-4-propdenmn|mupazono[4,3-b Jmupunun- 1-mn]-1-[3-
(TUAPOKCUMETHIT)a3eTHANH- | -UJI[3TaHOH;

115 1-(3,3-mudropazerunun- 1-mn)-2-[6-(4-meTnin-2-TueHn)mupasonol 4,3-
bmupuans-1-mi]3TaHoH,

116 1-(3,3-nu¢ropazerunun- 1-mn)-2-[6-(4-propdennn)nupasono[4,3-b Jnupunun-

1-un]3TaHoH;
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117 2-[6-(3-xnopdenmn)nupazono[4,3-b |mupuans-1-wn]-1-(3,3-nudropazernaun-1-
WJ1)3TaHOH;

118 1-(3,3-nudropazerunun- 1-un)-2-[6-(M-Tomun)nupaszosnol4,3-b nupugus- 1-
WJI|3TaHOH;

119 1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 3-(audTopmerun)perun | nupaszono[4,3-
bnupuaus-1-mi]3TaHoH,

120 1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 3-(rpudropmer)henun | mupazono[4,3-
b|nupuaus-1-mn]3TaHoH,

121 3-[1-[2-(3,3-nudropazerunun- 1-mi)-2-okcodTui |mupa3ono[4,3-b |mupunun-6-
W1 |OEH3OHUTPUT,

122 1-(3,3-nudropazerunun- 1-mn)-2-[6-[6-(TpudropmeT)-2-

nupuaui|nupaszono[4,3-bmupunus- 1-ui|sTaHoH;

123 1-(3,3-nudropazerunun- 1-mn)-2-[6-[2-(TpudropmeTin)-4-
nupuaui|nupaszono[4,3-bmupunus- 1-uilsTaHoH;

124 1-(3,3-nudropazerunun- 1-mn)-2-[6-[5-(Tpudropmer)-3-
nupuaui|nupaszono[4,3-bmupunun- 1-uijsTaHoH;

125 1-(3,3-nudropazerunun- 1-mn)-2-[6-(3,4- mudpropdennn)mupazono[4,3-
b |mupuans-1-mi]3TaHoH,

126 1-(3,3-nudropazerunun- 1-mn)-2-[6-(3,5-nudroppenmn)nupazono[4,3-
b]nupunus-1-u|3TaHoH;

127 2-[6-(3-xn0p-4-propdenun)mupaszono4,3-b Jnupunun- 1-mn]-1-(3,3-
Iu(PTOPA3ETUANH- | -HUIT)3TAHOH;

128 2-[6-(3-xn0p-2-¢propdenun)nupaszonol4,3-b|nupuaun- 1-unl-1-(3,3-
Iu(pTOPa3ETUANH- | -UIT)3TAHOH;

129 1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-pTop-3-meTundenun)nupazono4,3-
b|nupuans-1-mi]3TaHoH,

130 1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-pTop-2-metundenun)nupazonol4,3-
bmupuans-1-mn]3TaHoH,

131 1-(3,3-nudropazerunun- 1-mn)-2-[6-(2-prop-3-metmndenmn)nupazono[4,3-
bmupuans-1-mi]3TaHoH,

132 1-(3,3-nudropazerunun- 1-mn)-2-[6-[2-prop-3-
(TpudTopmermn)pennn Jnupaszonol4,3-b|nupuans- 1-un|3TaHoH;
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133 1-(3,3-nudropazerunun- 1-mn)-2-[6-[4-prop-3-
(Tpudropmerun)dpennn Jnupaszono[4,3-b|nupuans- 1-un]|3TaHoH;

134 1-(3,3-nu¢ropazerunun- 1-um)-2-[6-[2-prop-5-
(rpudropmermn)denun Jnupazono[4,3-b|nupunun- 1-un3TaHoH;

135 1-(3,3-nudropaserunun- 1-un)-2-[6-[2-meTmn-3-
(TpudTopmerun)pennn Jnupaszonol4,3-bnupuaus- 1-un|3TaHoH;

136 1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-prop-2-meTokcudenun)nmupaszonol4,3-
b|nupuaus-1-mn]3TaHoH,

137 1-(3,3-nudropazerunun- 1-mn)-2-[6-(3,4,5-rpudropdhenun)nupazono[4,3-
bnupuans-1-mn]3TaHoH,

138 1-(3,3-numernnazerunus- 1 -wn)-2-[6-[3-(tpudropmernn)denmn | nupazono[4,3-
bnupuans-1-mn]3TaHoH,

139 1-(3-¢prop-3-merunazernaus- 1-um)-2-[6-[ 3-
(Tpudropmerin)pernn|nupaszonol4,3-b]nupuans- 1-un|3TaHoH;

140 2-16-[3-(mudropmerun)-4-proppenmn|nupaszono4,3-bmupuaus- 1-nnl-1-(3,3-
IUMETUIIa3eTUANH- | -UIT)3TaHOH,;

141 2-[6-[3-(mudTopmerin)-4-propdenmn|nupaszono4,3-b Jmupunun- 1-mi]-1-(3-
¢dTop-3-MeTunazeTuANH- 1-11)3TaHOH,;

142 2-[6-[3-(nudropmernn)-4-propdennn|nupazono[4,3-b|nupunun- 1-mn]-1-(3-
STUI-3-(PTOpa3eTUANH- | -UT)3TaHOH;

143 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono4,3-b Jnupunun- 1-mn]-1-[3-
¢drop-3-(hTopmeTni)azeTuanH- 1 - |3TaHOH,;

144 2-16-[3-(mudropmernn)-4-prophennn|nmupazono[4,3-b Jnupunun- 1-un]-1-(3-
METOKCH-3-MeTHIIa3eTUINH- | -UIT)3TaHOH;

145 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b jnupunun- 1-un]-1-(3-
STUI-3-TUAPOKCHA3ETUANH- | -UJT)3 TAHOH;

146 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-(3-
THIIPOKCH-3-MeTUJIa3€TUIUH- | -1JT)3TaHOH;

147 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-
¢dTop-3-(rugpokcumMeTnI)a3eTUANH- | -1 |3 TaHOH;

148 2-[6-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-

¢dTop-3-(METOKCUMETHIT)a3eTUANH- | -UIT|3TaHOH;
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149 [6-[3-(mudTopmetin)-4-bropdhenun |nupazono[4,3-b mupuann- 1 -um]-1-(3-
TUIPOKCH-2-METHIIA3€TUANH- | -1JT)3TaHOH;

150 1-[2-[6-[3-(TpudTopmerni)penun|nupazono[4,3-b mupunun-1-
W1 |areTu |a3eTH I H-3-KapOOHUTP U,

151 1-[2-[6-[3-(audropmermn)-4-pTopdenun nupaszono[4,3-bnupuams-1-
W1 |aueTi |a3e T AN H-3-KapOOHUTP T,

152 1-[2-[6-[3-(audropmermn)4-dprophenmn |nupazono4,3-bnupuaun-1-
WJT|aleTr |3 -MeTHIa3e TH I H-3-KapOOHU TP,

153 1-(3-auerazerunus- 1-un)-2-[6-[ 3-(audTopmern)-4-propdenui|nupazono[4,3-
bnupuans-1-mn]3TaHoH,

154 N-[1-[2-[6-[3-(mudTopmeTn)-4-pTopdhennn|mupazono[4,3-b|nupunun-1-
WJI|alleTh |a3eTH AN H- 3-1J1 | alle TaMHU T,

155 1-[2-[6-[3-(nudropmernn)4-pTopdenwn |mupasono[4,3-b|mupunun-1-
wi|aueT|-N, N-nuMmeruna3zeTuana-3-kapOoKcamu;

156 Metun-N-[1-[2-[6-[3-(mudTopmerin)-4-propdhenunn |mupazono[4,3-b nupunus-
1-un]auerwi|azeruauH-3-wi|kapbamar;

157 N-[1-[2-[6-[3-(audTopmeTmn)-4-propdenun |nupaszonol4,3-bnupuaus-1-
WI|aneTr |a3eTuanH-3-mi |-2,2,2-Tpud TopareramMmus;,

158 N-[1-[2-[6-[3-(audTopmeTnn)-4-propdenni|mupaszomno[4,3-b]mupuann-1-
W1 |areThII |a3eTH M H- 3 - 1T | LIUKJIOTIPONaHKapOOKCAMUT,;

159 N-[1-[2-[6-[3-(audTopmeTmn)-4-prophenun|mupasono[4,3-bnupuaun-1-
W1 |aleTr |a3e T AN H-3- 11 |[MeTaHCy Tb() OHAMU,

160 2-16-[3-(audropmernn)-4-prophennn|nupazono[4,3-b Jnupunun- 1-un]-1-(3-
METHJICYJIb()OHMIIA3ETHIUH- | -1JT)3TAaHOH,

161 1-[1-[2-[6-[3-(nudTopmernn)-4-pTopdernn|nupaszono[4,3-b Jmupunun-1-
WJI|alie T |a3e TUIUH- 3- 1T |TUPPOSTUANH-2-0H,;

162 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-
(1H-umunazon-2-wmi)a3eTuanH- 1 -1 |3TaHoH,

163 2-[6-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jmupunun-1-un]-1-[3-(4-
MUPHUINIT)a3eTUANH- | -1 |3 TaHOH,

164 2-[6-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jmupunun- 1-un]-1-(3-

NUPUMHINH-4-UIa3€THIUH- | -UJT)3TaHOH,
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165 1-(5-azacrupo[ 2.3 Jrekcan-5-un)-2-[6-[ 3-(nudropmernn)-4-
¢ropdenun|nupaszonol4,3-b]nupunmn- 1-ni)3TaHoH;

166 1-(2,2-nudrop-5-azactiupo| 2.3 Jrekcan-5-un)-2-[ 6-[ 3-(audTopmerin)-4-
¢dropdenun]nupazono[4,3-bnupuaun- 1-min]3TaHoH;

167 1-(6-a3aciupo[ 3.3 Jrentan-6-un)-2-[6-[ 3-(audropmerin)-4-
¢dropdenmn|nupazonol4,3-b]nupunus- 1-ui|3TaHoH;

168 2-[6-[3-(audTopmerin)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-(3-
okca-6-azacnupo[3.3 JrenTaH-6-1i1)3TaHOH,

169 1-(6-okca-2-a3acnupo[ 3.3 Jrenran-2-mn)-2-[ 6-[ 3-
(Tpudropmerin)pernn|nupaszonol4,3-b]nupuans- 1-wi|3TaHOH;

170 2-16-(4-propdennn)mupazono[4,3-b Jnupunun-1-un]- 1 -nupponuaus-1-
WISTAHOH;

171 1-upponuaus-1-un-2-[6-[3-(tpudropmern)pernn|mupazonol4,3-b Jnupuann-
1-un]3TaHoH;

172 2-[6-(3-uuxnonponuinpenmn)nupazono|4,3-b Jrupunus-1-unl- 1 -mupponuaus- 1-
WJISTAHOH;

173 2-[6-[3-(audTopmerokcn)-4-prophennn|mupazonol4,3-bmupuann- 1-umn]-1-
NUPPOJIUANH- 1 -UII3TaHOH,

174 2-[6-[3-(mudropmernn)-4-dpropdennn|nupazono[4,3-bmupunun- 1-unl-1-
NUPPOJUANH- 1 -UII3TaHOH,

175 2-[6-(3,5-nu¢rop-4-metusndenun)nupasonol 4,3 -b Jnupunun- 1-wmi]-1-
NUPPOJIUINH-1-UI3TaHOH,;

176 1-[(3R)-3-¢propriupponuaun-1-umn]-2-[6-[ 3-
(TpudTopmermn)penmn Jnupaszonol4,3-bnupuaus- 1-un|3TaHoH;

177 1-[(35)-3-¢Topniupponuaus- 1-un]-2-[ 6-[ 3-
(Tpudropmerin)pernn |nupaszonol4,3-b]nupuans- 1-un|3TaHOH;

178 (Panemuueckuii) (R, S)-2-[6-[3-(audTopmerokcu)-4-propdhenun|nupazono[4,3-
b]mupunus-1-unl-1-(3-gropnmupponuanH- 1-1i)3TaHoH,;

179 (Panemmueckuii) (R, S)-2-[6-[3-(mudropmerin)-4-propdenun|nupazono[4,3-
b]mupunus-1-un]-1-(3-groprupponuanH- 1-1i)3TaHoH;

180 2-[6-[3-(nudropmerun)-4-proppenmn|nupaszono[4,3-bmupunun- 1-nmnl-1-

[(3R)-3-¢pTopnupponunuH- 1 -ui|3TaHoH;
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181 2-[6-[3-(nudropmerun)-4-proppenmn|nupasonol4,3-bnupunus- 1-nnl-1-[(3S)-
3-proprmpponauauH-1-mui|3TaHoH;

182 (Pauemuueckuii) (R, S)-2-[6-[3-(audpropmeroxcn)-4-propdenrn |nupasonol4,3-
b]mupunun-1-un]-1-(3-ruaApoKCUTUPPOTHINH- 1 -1JT)3TaHOH;

183 (Pauemuueckuii) (R, S)-2-[6-[3-(nudpropmernn)-4-propdenun|nupaszonol4,3-
b mupuaun-1-mi]-1-(3-ruapoKCUnUpPONUINH- 1 -HIT)3TAHOH,

184 (Pauemudeckuii) 2-[6-[3-(mudropmeTuin)-4-prophenun | mupazono[4,3-
boupuans-1-wi]-1-(3-MeToKkCUUPPONTUINH- | -HIT)3TAHOH;

185 2-16-[3-(audropmernn)-4-propdenmn|nupaszono[4,3-bmupunun- 1-nmnl-1-
[(2R)-2-(METOKCHUMETHII ) TUPPOJIUANH- | -UIT|3TAHOH;

186 2-[6-[3-(nudTopmerin)-4-propdpenmn|nupazono[4,3-b | mupunun- 1-mn]-1-[(2S)-
2-(METOKCUMETHIT) TUPPOIHINH- 1 -1 |3TaHOH,;

187 N-[(3S)-1-[2-[6-[3-(mudTopmeTin)-4-pTopdhenni|mupazono[4,3-b]mupunun-1-
WJT|alieTHJT |TUPPOTUINH-3- 1T |aLleTaM U,

188 N-[(3R)-1-[2-[6-[3-(mudropmeTin)-4-propdhennn|mupazono[4,3-bmupuans- 1-
WJT|alieTUJT |TUPPOTUANH-3- 1T |alleTaM U,

189 1-(3,3-gudroprniupponuaus- 1-mm)-2-[ 6-[ 3-
(Tpudropmerun)penun Jnupaszonol4,3-b]nupuans- 1-un]3TaHoH;

190 2-[6-[3-(mudropmerokcn)-4-propdennn Jmupaszono[4,3-b|nupunun- 1 -un)-1-
(3,3-mumeTnna3eTuaANH- 1 -1i1)3 TaHOH;

191 2-[6-[3-(audTopmerin)-4-propdenus|nupazono[4,3-b|nupunun- 1-un]-1-(3,3-
TUPTOPIUPPOTUANH- | -HJT)3TAHOH;

192 (Pauemudeckuii) 2-16-[3-(audTopmern)-4-pTopdenwn |nupazono[4,3-
b |mupuaus-1-wn]-1-(3-rugpokcu-3-MeTHIIMUPPONTUINH- | -1IT)3TaAHOH,

193 (Pauemuueckuii)  Tpanc-2-[6-[3-(nudropmerun)-4-propdenrn mupaszomnol4,3-
b |mupuaus-1-wmn]-1-(3-gTop-4-rugpoKCUnUppoTHINH- 1 -1 )3 TAaHOH,

194 1-[2-[6-[3-(audropmernn)-4-dTopdernn nupaszonol4,3-b|nupuann-1-
WJT|alie TUJT |TUPPOTHIUH-3-0H;

195 1-[2-[6-[3-(audropmeTokcn)-4-dpropdenmn nupazono[4,3-b|mupuaus-1-
WJI|alieTUJ1 |TUPPOTHINH-3-0H;

196 1-(1-unepunumn)-2-[6-[ 3-(tpudropmermn)dennn |nupaszonol4,3-b|nupuans- 1-

WJI|3TaHOH;
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197 1-(4,4-mudropriuniepunui- 1 -mn)-2-[ 6-[ 3-(TpudTopmern)penwn |mupaszonol4,3-
b |mupuans-1-mi]3TaHoH,

198 N-[1-[2-[6-[3-(audTopmeTin)-4-propdenun |nupasonol4,3-b]nupuaun-1-
YT |aleTi |-4-munepu I |aleTaMu;

199 2-[6-(4-propdenmn)mupazono[4,3-b Jnupunus- 1-ui]- 1-MopHOTUHOITAHOH;

200 I-[(IR, 5S)-3-azabunmkno[3.1.0]rekcan-3-un]-2-[6-[3-(nudropmernn)-4-
¢dropdenmn|nupazonol4,3-b]nupunms- 1-ni|3TaHoH;

201 2-16-[3-(audropmernn)-4-propdenmn|nupaszono[4,3-bmupunun- 1-nmnl-1-
[(1S,4S)-2-okca-5-a3abunukio[2.2. 1 rentaH-5-ui]3TaHOH,;

202 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b lnupunun- 1-umn]-1-
[(1R,4R)-2-0kca-5-a3abuiukiio[2.2. 1 ]rentaH-5-ui|3TaHOH;

203 (Panemuueckuii) 1uc-5-[2-[6-[3-(mudropmerin)-4-propdhenun|nupazono[4,3-
bmupuans-1-wn]anerun]-3a,4,6,6a-terparuapo-3H-mmupporo| 3,4-d]okcazon-2-
OH;

204 (Pauemuueckwmii) wwmc-5-[2-[6-[3-(nudropmernn)-4-propdenwn |mupaszomnol4,3-
bmupuans-1-wnlanerun]-1,3,3a,4,6,6a-rekcarugponupposio| 2,3 -c|muppono-2-
OH;

205 2-[6-[5-(nudropmern)-2-tuenun Jrupaszonol4,3-bnupuaun-1-numnl-N, N-
TUMETUIIaLeTaMuUTI,

206 N, N-mgumernn-2-[6-[5-(Tpudropmerin)-2-truenun Jnupasono[4,3-bmupunus-1-
WJI|aleTamMu;

207 2-[6-(5-xn0p-2-TreHun)nupaszoo[4,3-bmupunun- 1-un]-N, N-
TUMETHIIALeTaMUI,

208 2-[6-(5-xn0op-4-meTu-2-tueHun ))nupa3ono[4,3-b mupuaun- 1-un]-N, N-
IUMETHIIALEeTaMUI,

209 2-16-[3-(nudropmermn)pernn|nmupaszonol4,3-b|mupuann-1-mn]-N, N-
TUMETHIIALeTaMULI,

210 2-16-[3-(audropmernn)pernn]-3-propnupasono[4,3-bmupunun-1-un]-N,  N-
IUMETHIIALeTaMUL,

211 2-[3-dpTop-6-(4-dTopdenmn)nmupaszonol4,3-bmupuann-1-un]-N, N-
IUMETUIIALeTaMULI,

212 2-[3-dpTop-6-(3-dpTopdenun)nmupasonol4,3-bmupuans-1-mn]-N, N-

JUMETHIIaALICTaAMU,
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213 2-[6-(3-xnopdennm)nupazono[4,3-bnupuaun-1-mn]-N, N-gumerunaneramusn;

214 N, N-gumerun-2-[6-[2-(Tpudropmerun)-4-nupuamn Jnupaszonol4,3-b|nupuans-
1-nn]aneramun;

215 2-16-[3-(nudropmerun)-4-proppenun|nupaszono4,3-bnupunun- 1-mn]-N-
METHJIALETAMHU]T,

216 2-16-[3-(mudropmernn)-4-propdpenun|nupaszonol4,3-bnupunun- 1-mn]-N-
STUIIALIETAMUL;

217 2-16-[3-(audropmernn)-4-proppennn|nupazono[4,3-b nupunun- 1-un|-N-3Twi-
N-MeTuaneraMus;

218 2-16-[3-(audropmerun)-4-proppenun]-3-proprnupazonol4,3-b Jmupunun-1-wmn]-
N, N-gumMmeTnianeraMus;

219 2-16-[3-(audropmerun)-4-proppennn]-3-merunnupasonol4,3-b mupuann-1-
un]-N, N-nqumerun-ameramus;,

220 2-[6-[4-xn0p-3-(nupropmernn)penmn|nupazono[4,3-b Jrupunun-1-un]-N,  N-
IUMETUIIaLeTaMUTI,

221 2-[6-[3-(1,1-gudTopatun)-4-propdpenmn|nupazono[4,3-b Jrupunun-1-un]-N, N-
TUMETUIIaLeTaMUTI,

222 2-[6-(4-pTop-3-merundenun)nupaszonol4,3-b Jnupuann-1-ni]-N-
METUJIaLeTaMU]T,

223 2-[3-prop-6-(4-dprop-3-merundenun)mupazono[4,3-b|nupunun- 1-un]-N, N-
TUMETUIIALeTAMUI,

224 2-[6-(4-xnop-3-metuindenmn)nupasonol4,3-b Jmupunun- 1-mn]-N, N-
TUMETHIIALeTaMULI,

225 2-16-(3-xn0p-4-propdennn)nmupasonol4,3-b|nmupuann- 1-mn]-N, N-
TUMETHIIALeTaMULI,

226 2-[6-(3.4- nuxnopdenwn)mupazono[4,3-b |mupuaus- 1-un]-N, N-
IUMETUIIALEeTaMULI,

227 2-[6-(3,5-mudpropdenun)-3-¢proprnupazono[4,3-b Jnupunun- 1-un]-N, N-
IUMETUIIALEeTaMULI,

228 2-[6-(3,4-mudpropdenmn)-3-¢propnupazono[4,3-b Jnupunun- 1-un]-N, N-

JUMETHIJIaALICTaAMU,
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229 2-[6-[3-(1,1-nudropaTmn)penwn|mupazono[4,3-bmupuaun-1-un]-N, N-
TUMETUIIaLeTaMUTI,

230 2-[6-[3-(1,1-nudropstun)pennn]-3-propnupazono[4,3-bmupunun- 1-un]-N, N-
TUMETUIIaLeTaMuUI,

231 2-[6-[3-(nudropmerokcu)-4-propdenmn|mupazono[4,3-b Jnupunun-1-un]-N, N-
TUMETUIIALeTaMUI,

232 2-16-[3-(mudropmerokcu)-4-propdennn]-3-propnupaszono[4,3-bnupuaus-1-
un]-N, N-numernianeTramusn;

233 2-[6-[2-drop-3-(TpudTopmermn) e Jnupazono[4,3-bnupuaus-1-mi]-N, N-
TUMETUIIALEeTaMULI,

234 2-16-[3-(audropmernn)-4-proppennn|nupazono[4,3-b nupunun- 1-un]-N-(2-
METOKCHATHI )-N-MeTHIaleTaMHI T,

235 2-16-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b mupunun- 1-nn]-N-(2-
THAPOCKUATII)-N-MeTHIaeTaMu I,

236 2-[6-[3-(gudropmernn)-4-proppennn|nupazono[4,3-b Jmupunun- 1-nm]-N-
meTmi-N-(2,2,2-TpudTopsTui)aneraMun;

237 N-(unanomerwn)-2-[ 6-[ 3-(nupropmernn)-4-propdenun Jnupasono[4,3-
b |mupuans-1-mn]-N-meTunaneraMmun;

238 N-ammun-2-[6-[3-(qudropmerin)-4-propdennn|nupasono[4,3-b]nupunun-1-
wi|-N-MeTunaneTaMuz;,

239 N, N-numerun-2-[6-(3,4,5-tpudTopdenun)nupazono[4,3-b|nupunun-1-
WJI|aleTaMuI,

240 2-[6-(3,4-mudrop-5-merundennn)nupazono[4,3-b Jrupunun- 1-un]-N, N-
TUMETHIIALeTaMULI,

241 2-[6-(2,4-mudrop-3-merundennn)nupazono[4,3-b Jrupunun- 1-un]-N, N-
TUMETHIIALeTaMULI,

242 N-1ukonpomui-N-meTun-2-[6-[ 3-(tpudropmernn)denwn | mupasono[4,3-
bnupuans-1-wn]aneramun;

243 N-muknonpomnui-2-[6-[ 3-(audropmerin)-4-¢propdennn | nupaszomno[4,3-
b|mupuans-1-wmn]aneramun;

244 N-1uknonponui-2-[6- 3-(audpropmern)-4-propdenun|mupazono[4,3-

b |mupuans-1-mn]-N-MeTunaneraMmun;
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245 N-1uknonponui-2-[ 3-merun-6-[ 3-(rpudropmermn)penui | mupazono[4,3-
b |mupuans-1-w]aneramun;

246 N-1uknonponui-2-[6-[ 3-(audpropmerokcn)-4-dpropdenwn Jnupasomno[4,3-
b]nupunus-1-unlaneramun;

247 N-uuknoOytun-2-[6-[3-(audropmernn)-4-propdennn|nupasono[4,3-
bnupuann-1-w]aneramun;,

248 N-1ukn00yTui-2-[ 6-[ 3-(nudpropmerin)-4-propdenun Jnupasono[4,3-
bmupuans-1-wn]-N-MeTunaneraMmu;

249 N-1ukno0ytui-2-[ 6-[ 3-(Tpudropmeriun)penmn | mupaszono[4,3-b|nupunus- 1-
WJI|alleTaMuI,

250 N-(3,3-nudropuukinodyrun)-2-[6-[ 3-(tpudropmernn)denwn Jnupazono4,3-
bnupuans-1-wn]aneramun;

251 N-(3,3-nudropuukiaodyrun)-2-[6-[3-(nudTopmernn)-4-
dropdenun|nupazono[4,3-b|nupunun-1-unlaneramun;

252 N-(3-6uumkiof 1.1.1]nentanmn)-2-[6-[3-(qudropmerin)-4-
¢dropdenun|mupazono[4,3-b|mupunun- 1-un|-N-meTunaneramusn;

253 N-(oxceran-3-mun)-2-[6-[3-(Tpudropmern)pennn|nupaszonol4,3-bmupuaus-1-
WJI|aleTaMum,

254 2-(6-(3-(mudpropmernn)-4-dpropdennn)- 1 H-nupaszono[4,3-b Jnupuann-1-nm)-1-
(3-(mupunun-3-un)azeTuauH- 1-mn)3taH- 1-oH;

255 2-(6-(3-(nudpropmernn)-4-propdenmn)- 1 H-mupaszono[4,3-b Jnupuaun- 1-mn)-1-
(3-(mupunuH-2-un)a3eTuAnuH- 1-1)3TaH- 1-0H;

256 Metun-(1-(2-(6-(3-(mudpropmernn)-4-propdenun)-3-grop- 1H-mupazono[4,3-
b |nupuaus-1-wn)anerun)azeTuauH-3-ui))kapoamar,

257 (S)-N-(1-(2-(6-(3-(mudropmermin)-4-prophennn)-3-prop-1H-nupazono[4,3-
b]mupuauH-1-11)aneTHIT) MU PPOTUANH-3- 1T )ALl TAMHUT,

258 (R)-N-(1-(2-(6-(3-(mudropmetn)-4-propdennn)-3-prop- 1H-mupazono[4,3-
b]mupuauH-1-1i)aneTH) MUPPOTUANH-3- 1T )alleTaMHT, U

259 1-(3-(¢prop-18F)azernaun- 1-un)-2-[6-[ 3-(tpudTopmermn)penmn]-1H-
nupazonio[4,3-b mupunun-1-wi|sTan-1-oH;

u ero (papMaLeBTHYECKH MPUEMIIEMbIe COJTH, N-OKCHJIBI HJTH COJTbBATHIL.
JIOTIOTHUTEIBHBIM BAPUAHTOM OCYINECTBJICHHUS] HACTOSIIETO HM300PETeHHs SIBIISIETCS
COeNHEHHUE, BLIOPAHHOE U3 IPYIIIBI, COCTOSINEH U3 CIEAYIOINUX COeTUHEHNN:

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-mn]-1-(3-
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¢dTopazeTuauH-1-ua)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenmn|nupazono[4,3-b | mupunun- 1-mi]-N,N-
IUMETUIIALETaMUT,

2-[6-(4-¢prop-3-metundenmn)nupaszono4,3-b|mupunun-1-mn]-N, N-gumerunaneramun;

2-[6-[4-xn0p-3-(nudTopmerokcu)penui|nupazono[4,3-bnupunun- 1-un]-1-(3-
¢dTopazeTnanH- 1-1I1)3TaHOH;

1-(azerunun-1-un)-2-[6-[3-(nudropmerin)-4-propdenun Jnupazonol4,3-b nupuaus- 1-
WJI|3TaHOH,

1-(azetunus-1-mn)-2-[6-[3-(qudTopmerokcu)-4-propdenun|nupaszonol4,3-b Jnupuaun-
1-un]3TaHoH,;

2-[6-[3-(audpTopmeTin)-4-propdenun]-3-propnupazono[4,3-bnupunun-1-wn]-1-(3-
¢dTopazeTuanH-1-1a)3TaHOH;

2-[6-[4-xn0p-3-(nudTopmerin)penmn |mupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-ui)3TaHOH;

2-[6-[3-(mudpTopmeTokcn)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopazeruanH-1-ni)3TaHOH; U

2-16-[3-(nudropmeTin)-4-proppennn|nupaszono[4,3-bmupunun- 1-nmn]-1-(3-drop-3-
METHJIA3eTUINH- | -UIT)3 TAHOH;

U uX (papMareBTUIECKH PUEMIIEMBIE COJIH, COJIbBATHI, CTEPEON30MEPHI, N30TOIMNYECKNE
BapUAHTHI WIH N-OKCHIBL

JIOTIOIHUTEIBHBIA ~ BApUAHT OCYINECTBJICHUS HW300pETeHHs] MPEACTaBJsIeT COOOM
bapMareBTHUECKYI0 KOMIIO3UIIUIO, COMIEPIKAILYIO:

(A) >ddexTuBHOE KOIMUECTBO MO MEHbILIEH Mepe OJHOrO COCAMHEHHs, BBIOPAHHOTO M3

coenuHenuii popmyusl (1):

R1
N
| TN
At NF N
hz
{]]
rae

R! npenctasisier codoit H, ranmoren i CHs;

Ar' BBIGpaH M3 IPYIIIbL, COCTOSMIEH H3:

(a) ¢enmna, 3aMeIIEHHOrO OXHUM 3aMECTHUTENEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIIEL
cocrosmenr u3: ramoreHa, Cjgankuna, OCigankmna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIuKJI0aNKUIA,

(b) ¢enmna, 3aMeIIeHHOrO ABYMS HJIH TPEMSl 3aMECTUTENSIMH, KKObIH U3 KOTOPBIX
HE3aBHCHMO BBIOMPAOT M3 TIpymnmbl, cocrosimeidt u3: ramoreHa, Cieankuma, Ci.
enepranorenankuia, OCsankuna, OC . ¢nepramorenankmia u (C=0)CHs; u

(c) THeHWIa, HE3aBUCUMO 3aMEUIEHHOTO OJHUM WM JBYMsS 3aMECTUTEJISIMH,

BbI6paHHbIMI/I H3. TajJOrcHa, C1_6a.]'IKI/I.]'Ia u Cl_(,nepranoreHanKI/ma; U NMHUpPpUANHA, 3aMCIICHHOI'O
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CFs;

R? BBIOHPAIOT U3 IPYIIIIbL, COCTOALIEH H3:

:’i)l\”&m’]n

(d) , TIIe

R” He3aBUCHMO BBIOMPAIOT M3 rpymmbl, cocrosuieit u3: H, ranorena, OH, C; gankuna, C;.
¢ranoreHankuna, C,gankenuna, C,granorenankenuna, C,gankununa, CH,OH, CH(OH)(CH3),
CH,OCHj;, OC;g¢ranorenankuna, OC;gankuwia, NH(CH3), NHCO,CH;, NHC(=O)CHs;,
NHC(=0O)CF;, NHC(=0)uuxknonpomuia, N(CH3)C(=0)CH;, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs, 1H-umupason-2-una, 2-nupuauia, 3-TUPUAWIA, 4-MIAPUANIA,
NMPUMUIUH-4-UNa W NUPPONUAUH-2-OHA, MJM JABa 3amecturens R oObeguHSIOTCS ¢
obpazoBanneM C;¢IMKIOATKUIA WM  TE€TEPOLMKIOANKMIA, [PUYEM  [MKJIOAIKUI |

FreTEPOLUKIIOATIKHIT HEOO0s13aTEIBLHO 3aMEIAl0T OAHUM UJIU ABYMS 3aMECTUTEIIAMU F,

0
“va\N 'H>m
(e) LJ\(Rb}" , TIe

kasablii R® HesaBuCHMO BbIOMparoT w3 rpymmbl, cocrosimen w3: H, OH, F, OCHs,

CH,OCH3 1 NHC(=0)CH3; nu 1a 3amecturenst R coenumsiior BMecte ¢ o6pasosanuem =0,

(H
0 o) 0 0 0
MN/\ MN\ és i)I\N /s :‘{)J\N R/S MNles
_o | , Q‘O , Ql " %/ .
R RIS N0 R/ o RISV
H H "
0
(2) R® , THe

R® BeiGupatoT w3 rpymmsl, cocrosmeii us: Cigankmia, Cogankenun CiraloreHankuia;
CH2CH20CH3; CHzCHzOH; CH2CN; NHz; NH-C(ZO)CH3; C3_6 MUKJIOAJIKHMJIA, C3_
GLIMKJIOANIKMJIA, 3aMEIEHHOro AByMs 3amectutensamu F; 1-mernnasernann-3-una; u OkceTaH-3-
Wia,

R° npencrasnsier coboit H umu CHs;

n paBHO | wim 2; u

m pasHO 1 nnm 2;

U (papMalieBTHYECKH PUEMIIEMbBIE COJIH, CTEPEOH30MEPDI, H30TONMUYECKIE BAPHAHTHI, N-
OKCHIIbI WJIH COJIbBATHI coequHeHuit popmysl (I);

u (B) o meHb1Iel Mepe oauH (papMaleBTUIECKH PUEMIIEMbIH SKCLIUITHEHT.

JIOTIOTHUTEIBHBIA ~ BAPUAHT OCYINECTBJICHUs HM300pETeHHs] MPEeACTaBiisieT CcoOow
(bapMaleBTHIECKYI0 KOMITO3ULUIO, COAEpP KAIIY0 3 pEeKTUBHOE KOJMUECTBO 10 MEHbIIEH Mepe

ogHoro coexauHeHust gopmynbsl (IA), a Takke ¢apmaneBTHUECKH NpUEMIIeMbIX coiei, N-
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OKCHJIOB WJIM COJbBAaToB coeanHeHuil ¢opmynsl (IA), ¢apmaneBTHUECKH NPUEMIIEMBIX
nposiekapcts coenuHeHni ¢opmyasl (IA) u (apmaneBTHUECKH AaKTHBHBIX METa0OJIHNTOB
dbopmysl (IA); u Mo MeHbLIel Mepe OnuH (PpapMaleBTUIECKH PUEeMJIEMbIN KCIIUTHEHT.

JIOTIONIHUTENIbHBIA ~ BapUAaHT OCYINECTBICHHUS HW300pETeHHs] MpeAcTaBisieT CcoOoi
(bapMaLeBTHYECKYI0 KOMITO3ULIUIO, COAEPKAIIYI0 3((pEeKTUBHOE KOJHMUECTBO 110 MEHbIIEH Mepe
onHoro coenunHenus gopmynbsl (IB), a Takke ¢papMaueBTHUECKH MPHEMJIEMbIX Ccojiei, N-
OKCHUAOB WJIM COJNbBAaTOB coenuHeHud ¢opmyasl (IB), dapmaueBrrueckn mnpuemMIIeMbIX
nposiekapcts coenuHeHuit ¢opmyael (IB) u ¢apManeBTHYECKH AKTUBHBIX MeTabOJIUTOB
dbopmysl (IB); 1 o MeHbIIel Mepe oauH (papMaleBTHUECKH MPUEMIIEMBbIA SKCIIUITUEHT.

JIOTIONIHUTEIBHBI ~ BAPUAHT OCYINECTBJICHUS H300pETEHUs TMPEACTaBJseT COOOM
(apMaleBTHYECKYIO0 KOMITO3UIUIO, COAEepPKaIIyo 3(p(PEeKTUBHOE KOJHMUECTBO IO MEHBIIEH Mepe
onnoro coemuHenust Qopmynsr (IC), a Takke (apmareBTHYECKH NPUEMIIEMbIX coyied, N-
OokcHIoB wWiu conpBaToB coenuHeHnd (Qopmyner (IC), QapmaneBTudeckn mpUEMIIEMBIX
nposiekapcts coenuHeHuit ¢opmynsl (IC) u dapmaneBTHUECKH AKTUBHBIX MeTabOJUTOB
dbopmysl (IC); u Mo MeHbIIeH Mepe OnuH (PapMaleBTHUYECKH MPUEMIIEMBbI SKCIIUITAEHT.

JIOTIONTHUTENIBHBIA ~ BApUAHT OCYINECTBJICHHUS HW300pETeHHs] MPEeACTaBisieT CcoOou
(bapManeBTHYECKYIO0 KOMITO3ULUIO, COAEPKAIIyo 3((PEeKTUBHOE KOJMUECTBO IO MEHBIIEH Mepe
OITHOTO coenHeHus B Tabmuie 1, a Takke hapMalleBTHYECKH MPUEMIIEMbIX cojieli, N-OKCHUIOB
WIA COJIbBATOB COEAMHEHUH W3 Tabmumpl 1, dapMaleBTHYECKH MPHUEMIIEMBIX IPOJIEKApPCTB
coennHeHUi n3 Tadimuupl 1 1 papMareBTUYECKH aKTHBHBIX METaOOJUTOB U3 TaOMUIE! 1; U 1O
MeHbIIEH Mepe OuH (papMaLeBTUIECKH PUEMIIEMBbIH KCIIUITHEHT.

Taxke B 00beM H300peTEHHs BXOAST SHAHTHOMEPHI M TUACTEPEOMEPBI COENUHEHUI
dopmyast (1) (a Taxke dpopmya (IA), (IB) u (IC)). Kpome toro, B 00beM H300peTeHHsT BXOAST
(dapmaneBTHUECKH TTpUeMIIeMble cOJM, N-OKCHABI WM CONbBaThl coenuHenuit Gopmyasl (I) (a
takske popmyin (IA), (IB) u (IC)). Kpome Toro, B 06beM u300peTeHus: BXOAT (hapMaLeBTHUECKH
npUeMJIeMbIe MPOJIEKApCTBEHHbIE Mpenapatel U3 coenuHenuit Gopmynsl (I) (a Takke Gopmyn
(IA), (IB) u (IC)) u ¢dapmaueBTHUeCKH akTHBHBIE MeTabonuThl coenrHeHuit Gopmyinsl (I) (a
takke popmy (IA), (IB) u (IC)).

Kpowme Toro, B 00beM H300peTeH s BXOASAT H30TOMHbIE BAPUAHTBI COETUHEHHH (HOPMYJIBI
(D (a Taxxe popmyn (IA), (IB) u (IC)), Takue kak, HanpuMmep, NEeHTEPUPOBAHHBIE COSTUHEHUS
dbopmysl (I). Kpome Toro, B 06beM n3odpeTeHus: BXOAST GapMaleBTHYeCKH pUeMJIeMble COJIH,
N-okcuabl WM COJNBBATBHI U30TOMHBIX BapUaHTOB coeamHeHuil ¢popmynsl (1) (a Takxke dopmyn
(IA), (IB) u (IC)). Kpome Toro, B 00beM H300peTeHHsI BXOIAT (hapMaLeBTHUECKH TPHEMIIEMbIE
NPOJIEKAPCTBEHHBIE TPEnapaThl U3 M30TOMHBIX BapHaHTOB coenuHeHud Gopmynsl (I) (a Taxxke
dopmyn (IA), (IB) u (IC)) u papmaneBTHUESCKH aKTHBHBIE METaOOJUTHI H30TOMHBIX BAPUAHTOB
coennnennii popmyiel (1) (a Takke popmyn (IA), (IB) u (IC)).

B nomonHuUTENPHOM BapHaHTE OCYLIECTBICHHMS H300pETeHUs MPEACTaBIeH Crocod
JeueHuss CyObBbeKTa, MMEIOLIero OIOCPefOBaHHOe aKTHBHOCTHIO perentopa GluN2B
IUAarHOCTUPOBaHHOE 3a00JeBaHUE, PACCTPONWCTBO WM MEOUIMHCKOE COCTOSIHUE, WU

CTPafaOLIero OT HHX, BKIOYANOLUINNA BBeAeHHE TpPeOyoLleMy TaKOro Je4eHUus CyObeKTy
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3¢ (}eKTUBHOrO KOJWYECTBA [0 MEHbIIEH Mepe OFHOrO COENMHEHMs, BBIOPAHHOIO U3

2

coennHeHu# popmyiel (I):

rae

R! npenctasisier codoit H, ranoren i CHs;

Ar' BBIGpaH U3 IPYIIIIbl, COCTOSLIEH 13!

(a) ¢eHmna, 3aMElIEHHOrO OJHHUM 3aMECTUTENIEM, KOTOPBI BBIOMPAIOT W3 TPYIIIIEL
cocrosimmend u3: ramoreHa, Cjigankuna, OCigankmma, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIuKJI0aNKUIA,

(b) denmna, 3aMeIIeHHOrO ABYMsI HJIH TPEMsSl 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimeidt u3: ramoreHa, Cjeankuma, Cj.
enepranorenankuia, OCgankuna, OCy ¢nepranorenankuna u (C=0)CHs; u

(c) THeHWJa, HE3aBUCUMO 3aMEUIEHHOTO OJHUM WM JBYMs 3aMECTUTEJISIMH,
BbIOpaHHBbIMU U3: TajioreHa, Cigankuna u CigeprajoreHaNKmIa, U MAPHINHA, 3aMEIIEHHOTO
CFs;

R? BBIOHPAIOT U3 IPYIIIIbL, COCTOALIEH 13!

£ g,
L

(d) , TIie

R” He3aBUCHMO BBIOMPAIOT M3 rpymmbl, cocrosuieit u3: H, ranorena, OH, Ci_gankuna, C;.
erajoreHankuna, Coeankenuna, C,¢ranorenankenuna, Cogankununa, CH,OH, CH(OH)(CHj3),
CH,OCHj;, OC;gramorenankuina, OCigankuna, NH(CHs;), NHCO,CH;, NHC(=0O)CHs;,
NHC(=0)CF;, NHC(=0O)uuxknonpomuita, N(CH3)C(=0)CHj;, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH3;, SO.CHs, 1H-umupason-2-una, 2-nupuauia, 3-TIUPUAWIA, 4-TIHUPUAWIA,
NMUPUMHMANH-4-Ua W TUPPONUAMH-2-OHA, WNIM 1Ba 3aMecTuTens R 0ObemuHSIOTCS ¢
obpazoBanneM C3¢IMKIOATKMIA WM  TE€TEPOLMKIOANKMIA, MPUYEM  [UKJIOAIKUI |

FreTEPOLUKIIOAIKNIT HEOO0s13aTEIBLHO 3aME€IAl0T OAHUM UJIU ABYMs 3aMECTUTEIIAMU F,

0
“‘ii)'\m ‘H)m
(e) L‘J\(Rb}" , TIe

o b o
kakabpii R™ HeszaBucumMo BbIOMparoT u3 rpymmbl, coctosimed w3 H, OH, F, OCHs,

CH,OCHj; u NHC(=0)CHj3; unu nBa 3aMeCTUTENs R® coemuusior BMECTE ¢ obpaszoBanuem =0;

®
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O 0O 0 0 O
?()J\N/\ ?{)I\N ZS MN SO ){)J\N RIS MNlRIS
K/O ’ R ’ RIS N/KO ; RSN O’H oA
H H "
O

. fRd
Ao

(g) R® e

RY BbIOMpAIOT U3 Tpymbl, cocTosmeit u3. Cjgankuna;, C, ¢ankennn Cj ¢rajoreHaikuia,
CH2CH20CH3; CH2CH20H; CH2CN; NHZ; NH-C(ZO)CH3; C3_6 IMHUKJIOAJIKHMJIA, C3_
GLIKJIOANIKMJIA, 3aMEINEeHHOro AByMs 3amectutensimu F; 1-mernnasernann-3-una; U OKCceTaH-3-
Wia,

R° npencrasnsier coboit H ummu CHz;

n paBHO | wim 2; u

m pasHO 1 unm 2;

U ux (dapMaleBTHUECKH TNPUEMIIEMBIX COJIeH, CTepeOM30MEPOB, H30TOMUYECKHX
BapUaHTOB N-OKCHIOB HITH COJIbBATOB, TPEOYIOIIETO 3TOrO CYOBEKTY.

JIOTIOTHUTETBHBIN BapUAHT OCYIIECTBIICHUS M300pEeTeHUs MPEACTaBIsIeT OO0 crocod
JeueHus: CyOBeKTa, HMEIIIero OINOCPEeNOBaHHOEe aKTHBHOCTHIO peuentopa GluN2B
INarHOCTUPOBaHHOE 3a00JeBaHUE, PACCTPONWCTBO WM MEOUIMHCKOE COCTOSIHUE, WU
CTPAJAOLIer0 OT HHUX, BKJIIOYAIOLINHM BBeAECHHE TPEOYIOIIEMY TaKOro JIeYeHUs CYOBeKTy
3¢ (}eKTUBHOrO KOJWYECTBA [0 MEHbIIEH Mepe OAHOrO COENMHEHMs, BBIOPAHHOIO U3
coenunennii ¢opmyner (I) (a Ttawke dopmyn (IA), (IB) u (IC)), sHAHTHUOMEPOB W
auacrepeomMepoB coenuHeHuit popmydbl (1), H30TOMHBIX BapraHTOB coenuHeHuii GopmyJs (I) u
(apmaLieBTHYECKH IPUEMIIEMBIX COJIEH BCEX BBIIIENIEPEUNCICHHBIX COeANHEHNH.

B mpeanodTuTenbHbIX BapUAHTAX OCYIIECTBJIEHUS Criocoba, oOaaarouero npusHakaMu
u3zo0Operenusi, 3aboneBaHUE, PACCTPOWCTBO WM MENUILUHCKOE COCTOSIHUE BBIOPAHO M3
HEBPOJIOTHYECKHUX U TMICUXUYeCKUX 3a00seBanuii, BKIrOYasi, 0e3 orpanmyenuii: (1) paccrpoiicTea
HacTpoeHUsi U aeKTHBHBIE PACCTPONCTBA HACTPOCHUS; (2) HEBPOTUYECKHE, CBS3aHHBIE CO
CTpeccoM M COMaTro(OpMHBIE pPACCTPOICTBA, BKJIOYAs TPEBOXKHBIE paccTporcTBa; (3)
pacCTpOICTBA TCHUXOJIOTUYECKOTO PAa3BUTHS, (4) MOBENEHYECKHE CHHAPOMBI, CBSI3aHHBIE C
(pU3NONOrHUECKUMH HAPYLICHUSAMHU U TICUXUYECKUMH (pakTopamu; (5) sKCTpanupaMHuIaibHbIe U
IBUTATENIbHbIE PAcCCTPOWCTBA;, (6) SMU30AMYECKHE U TMapOKCHU3MaJbHBIE PacCTPOICTBA,
snunencuro; (7) 6onesoit cuanpom; (8) dopmer HelipoagereHepauny; (9) uepeOpoBacKyJISIpHbIE
3a0oneBaHMsl, OCTPble W XPOHHMYECKHE, U JIOOble OCJIOXXHEHHs ILepeOpOBaCKYJISIPHBIX
32005 BaHH.

ITpumMeps! pacCTPONCTB HaCTpOeHHs U ad(PEeKTUBHBIX PACCTPONCTB HACTPOCHHUS, KOTOPHIE
MOJKHO JIEYUTh B COOTBETCTBHUU C HACTOALINM HM300pETEHHEM, BKJFOUAIOT, 0€3 OrpaHu4YeHuUH,
OMMNOJsIpHOE paccTpoicTBO | THMAa nempecCUBHON, TUIIOMAHHAKAJIbHON, MaHHAKAJIbHOH W

cMmeraHHo# Gopm; dunossipaoe pacctpoiictso Il Thna; nenpeccuBHbIE PacCTPONHCTBA, TAKUE KAK
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ONWHOYHBIM JIENMPECCHBHBI 3MHM304 WM pPELUAMBHpPYIOIIee OOJbIIOE JEMPEeCCUBHOE
PacCTpPOMCTBO, Majioe€ ACNPECCUBHOE PAaCCTPOMCTBO, PE3UCTEHTHAs K JICUCHHUIO IEMpeccus,
MOCJIEPOOBOE IENPECCUBHOE PACCTPOUCTBO, AENPECCUBHBIE PACCTPONCTBA € MCUXOTUYECKUMHU
CUMIITOMaMH, YCTOWYUBBIE PAaCCTPOMCTBA HACTPOEHHMs], TAKUE€ KaK LUKIOTUMUS, ITUCTUMUS,
SYTUMUS;, U IPEIMEHCTPYaIbHOE AUCHOPUUECKOe PacCTPOHCTBO.

IIpumepsl pacCTpONCTB, MPUHAMNIEKAIIUX K HEBPOTUYECKUM, CBA3AHHBIM CO CTPECCOM U
coMaToO(OPMHBIM pPACCTPOHCTBAM, KOTOPBIE MOJKHO JIEYHTh B COOTBETCTBHH C HACTOSIINM
u300peTeHneM, BKIIIOYAIOT, 0e3 OrpaHuuYeHUll, TPEBOXKHBbIE PACCTPOHCTBA, T€HEPATM30BAHHOE
TPEBOJKHOE PACCTPONCTBO, TAHUYECKOE paccTpoiicTBO ¢ aropadobueit wnm 0Oe3 Hee,
cneunpuyeckyro (HoOHo, COIMHATBHOE TPEBOKHOE PACCTPOICTBO, XPOHHYECKHE TPEBOXKHBIE
paccTpoiicTBa, 00CECCHMBHO-KOMITYJIbCHBHOE PACCTPONCTBO; PEAKIHMI0 HA TSDKEJBI CTpece U
paccTpoiicTBa amanTalWy, TaKWe Kak MocTpaBMaThdeckoe crpeccooe paccrpoiictso (ITTCP);
Apyrue HEBPOTUYECKHUE PACCTPOMCTBA, TAKME KaK CHHAPOM AETepCOHATN3ALNN-epeaTn3aLiu.

IIpumepbl pacCTpONCTB MCHUXOJOTMYECKOTO pa3BUTHs, KOTOPbIE MOXKHO JIEUYUTh B
COOTBETCTBHH C HACTOSIINM H300pEeTEeHHEM, BKIIOYAIOT, 0€3 OrpaHWYeHUl, IepPBa3HBHbIC
paccTpoiicTBa pa3BUTHS, BKIIOYas, Oe3 OrpaHWYeHUH, CHHApOM Acneprepa u cHHApoM Pertra,
ayTUCTHUYECKHUE PACCTPOMNCTBA, AETCKUN ayTU3M U TMIIEPAKTUBHOE PACCTPONUCTBO, COUETAOIEECs
C YMCTBEHHOH OTCTAJIOCTBIO M CTEPEOTHITHBIMU ABI)KEHUSIMH, CHElM(UIECKOe PaCCTPOUCTBO
Pa3BUTHA MOTOPHOM (PYHKIINH, CTIELIU(PHUECKHE PACCTPONCTBA Pa3BUTHS YIEOHBIX HABBIKOB.

ITpuMeps! MOBEEHUECKUX CHHAPOMOB, CBA3aHHBIX € (PU3MOJIOTHYECKUMHU HAPYIIEHUAMU
u (pusnueckumu (akTopamH, B COOTBETCTBUHM C HACTOALIUM H300pPETEHHEM BKIIIOYAIOT, Oe3
OrpaHUYECHUH, NICUXUYECKUE PACCTPOMCTBA U PACCTPOMCTBA NMOBEACHUs, CBSI3aHHBIE C POJAMHY,
BKJIIOYasi, 0€3 OrpaHWYeHHi, MMOCTHATAIBHYIO (MOCIEPONOBYIO) U MPEAPOAOBYIO JENPECCHIO,
paccTpoiicTBa mpueMa MHINH, BKIOYast, 0e3 OrpaHUuYeHHi, HEPBHYIO AHOPEKCHIO, HEPBHYIO
OyIuMHIO, U3BpaleHHe BKyCa U IICUXOTeHHOE NepeeaaHue.

IIpumepbl 3KCTpanMpaMUIAIBHBIX M JBUTaTEIbHBIX PACCTPONCTB, KOTOPBIE MOKHO
JICYUTh B COOTBETCTBUHU C HACTOSLIMM H300pETEHHEM, BKJIIOYAIOT, O0e3 OorpaHHuYeHHi, 00ye3Hb
[TapkuMHCOHA;, BTOPUYHBIA TAPKUHCOHU3M, TAKOH KaK MOCTIHIE(ATUTHBIH NapKUHCOHU3M,
Apyrue paccTpoOMCTBA C CHUHAPOMOM MAapKMHCOHMU3MA, JEMEHLMIO C TenbuamMu JleBn;
nereHepaTHBHbIe 3a0oyieBaHMsl Oa3ajbHBIX TAHIJIMEB, APYrUe SKCTPANHPaMUIAIbHBIE U
JBUTATEJIbHBIE PACCTPOMCTBA, BKJIFOYAsi, O0€3 OrpaHUYEHHH, TPEMOp, SCCEHIMABHBIA TPEMOP U
JIEKapCTBEHHBIN TPEMOP, MUOKIIOHYC, XOPEI U JIEKAPCTBEHHYIO XOPEI0, JIEKAPCTBEHHbIE TUKU U
TUKU OPTraHUYECKOrOo MPOUCXOXKAECHUS, JEKAPCTBEHHYK) OCTPYI0 IHCTOHHIO, JIEKAPCTBEHHYIO
NOo3AHIOK  AucCKuHe3nto, L-JIODPA-uHAyUMpPOBaHHYI0  AUCKUHE3WIO, HWHIYLHPOBAHHbBIE
HEHpOJIeNTHKAMU JIBUTATEIbHBIE PACCTPOMCTBA, BKIIIOUAs, 0€3 OrpaHHUYEHUH, 3JI0Ka4eCTBEHHBIH
Heliponentuueckuii cunapoMm (3HC), wHIyUupOBaHHBIH HEHpPONENTHKAMU IMAPKUHCOHH3M,
WHIYLHUPOBAHHYK HEUPOJIIENITUKAMU JUCKUHE3UIO ¢ PAHHUM Ha4dajOM MU OCTPYHO JUCKUHE3HUIO,
WHIYLUHUPOBAHHYK) HEHPOJENTUKAMHU OCTPYI0 AUCTOHHUI), UHAYLHUPOBAHHYIO HEUPOJIENTHKAMU
OCTPYK)  aKaTU3UK, HMHAYLUUPOBAHHYIO  HEUPOJENTUKAMH  MO3JAHIOI  JUCKUHE3HUIO,

MHyLIUPOBAHHBIN HEHPOJENTUKAMU TPEMOP, CHHIPOM OECITOKOWHBIX HOT, CHHAPOM MBIIIEYHOM
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CKOBaHHOCTH.
JIONOSTHUTEIbHbIE MPUMEPLI  IBUTATENIbHBIX PACCTPOMCTB ¢ auchyHKuued w/unu
nereHepaiieli 0a3albHBIX TAHTJIHEB, KOTOPbIE MOXKHO JIEYUTh B COOTBETCTBHU C HACTOSIIIAM
n3o0peTeHneM, BKJIOYAIOT, O€3 OrpaHWYeHui, AUCTOHHWIO, BKJIOYas, Oe3 OrpaHu4YeHHi,
(OKANBHYIO AUCTOHHIO, MYyJIbTU(OKAIbHYIO ITUCTOHHIO WM CErMEHTAPHYIO JHUCTOHHIO,
TOPCHOHHYIO IHCTOHHUIO, MEXIIONYIIAPHYIO, TE€HEPAIN30BAHHYI0 M TO3MHIOK JUCTOHHIO
(MHOYUUPOBAHHYIO TMCUXO(papMaKOJIOTHYECKUMHU JIEKAPCTBEHHBIMU cpenctBamu). PokanbHast
OUCTOHMS BKJIFOYAET LIEPBUKAIBHYIO TUCTOHUIO (KpUBOLIEH), Onedapocnasm (CMbIKaHUE BEKa),
TUCTOHHMIO ~ KOHEYHOCTeH  (CrmasMbl B KOHEYHOCTSX, HANpUMeEp IHCUHN  Cra3m),
OPOMaHIUOYJISIPHYEO JUCTOHHUIO U CIIa3MaTHYECKYHO AUC(OHMUIO (Cra3M rojioCOBOM CBSI3KH).
[TprMeps! SMU30IUUECKUX M TAPOKCU3MAJIBHBIX PACCTPONCTB, KOTOPBIE MOKHO JIEYUTH B
COOTBETCTBUHM C HACTOSIIUM H300peTeHreM, BKJIOHYAIOT, 0€3 OrpaHUYeHUil, >THJIETICHIO,
BKJIFOYAsl JIOKAJM30BaHHYK ((oKambHY0) (MaplUaNbHYI0) WAMOMATHYECKYI STICTICHIO |
SMUIENTHYECKHE CHHAPOMBI C CYIOPOXKHBIMH MPUIAJAKAMH C JIOKAJM30BAHHBIM HA4allOM,
JIOKAIU30BaHHYI  ((okajapHYyK) (MapHUaibHYI0) CUMITOMATUYECKYIO  JTWICTICHIO U
SMUIENTHYECKHE CHUHAPOMBI C TPOCTBIMH MapLUUAJIbHBIMA TPUIMAJAKAMU, JIOKAJIU30BAHHYIO
(bokanpHy0) (MapUUATBbHYI0) CUMITOMATHYECKYIO SMUJIETICHIO U ATHIENITUYECKHE CHHIPOMBI C
KOMIUIEKCHBIMH ~ MapUHajbHBIMU  OPUMAAKAMH, TE€HEPATM30BAHHYI)  HIAUOMATHYECKYIO
SMUNIETICHIO U ATHJIENTUYECKHE CHHAPOMBI, BKJIOYasi, 0e3 OrpaHUYeHUN, MHOKIOHUYECKYIO
SMWIETICUIO PAHHEro JIEeTCKOrO BO3pacTa, HEOHATaJbHbIE CyIOpPOrH (CeMeHHbIe), JETCKHe

snuienTHYeckne abcaHChl (MUKHOJIENCHIO), SIMWIENCHIO ¢ OONBIIMMHU  CYIOPOKHBIMU

NpUMAJKaMU TIPU  MPOOYXKIEHUH, a0CaHC-3MMJIENCHIO, MHOKJIOHMYECKYK) — SIHJIENICHIO
(MMITyJIBCUBHBI  Majiblii MPUMAZOK) M Hecneun(puyeckue aTOHUYECKHe, KIOHUYECKHE,
MHUOKJIOHUYECKHE, TOHUYECKNE, TOHUKO-KIOHUYECKUE SMUJIENTUYECKUE IPUNAaKU.
JlononHUTENbHBIE TIPUMEPBI SMWIENCHH, KOTOPYIO MOXKHO JIEUUTb B COOTBETCTBUH C
HACTOSIIUM H300pEeTeHHeEM, BKJIIOYAIOT, 0€3 OTrpaHUYEeHUH, SMUJIETICUI0 ¢ MHOKJIOHUYECKUMHU

a6cchaMI/I, MHOKJIOHUYCCKU-ACTATUICCKUMU  TIpUnaaKkaMu, HACTCKUE CIla3Mbl, CHUHAPOM

Jlennokca - Tacro, CamaaMOB _THK, CHMOTOMATUYECKYHK) PAHHIOK MHOKJIOHUYECKYIO

sHIedaronaTuo, CUHAPOM Y3CTa, Majible 1 OOJIbIINE CYAOPOKHbBIE TPUTIANIKY; STHIIEITUIESCK N

CTaTyc.

ITpumepsl GONEBOro CHHAPOMA BKIIFOYAIOT, 0Oe3 OorpaHudeHuii, OOJieBble PacCTPONCTBA,
CBSI3aHHBIE C TICHXOJIOTHYECKUMH (DAKTOpaMH, TaKHe KaK YCTOWYHBBIE COMAaTO(QOPMHBIE
PacCTPOICTBA, OCTPYIO, XPOHUYECKYIO U XPOHHUYECKYIO HEYCTPAHUMYKO OO0Jb, TOJOBHYIO OOJIb;
OCTPYIO M XPOHHUYECKYIO 0OJib, CBS3aHHYIO C MICHXOJIOTHYECKUMH MPOLECCAMU U (PU3HUECKUMHU
paccTpoiicTBaMu, BKJIFOYasi, Oe3 orpaHuueHuii, 6ojb B crmHe, 3yOHYI0 00ib, OO B JKUBOTE,
Oonp B mOsiCHUIIE, OOJIb B CyCTaBax, OCTPYD U XPOHHUECKYIO OOJb, KOTOpas CBs3aHA C
3a6OJ'IeBaHI/I$IMI/I CKEJIETHO-MBIIIEYHON CHUCTEMBI U COeI[I/IHHTeJIbHOfI TKaHH, BKJIHOYasi, 663
OrpaHUYEHUH, PeBMATH3M, MHAJITUIO, HEBPAITUIO U (PUOPOMHUANTHIO, OCTPYIO U XPOHHUYECKYIO
001b, KOTOpast CBsi3aHa C PacCTPOHCTBAMU HEPBOB, HEPBHBIX KOPEIIKOB U CIUIETEHHH, TAKUMHU

KaK TpUI€CMUHAJIbHAsA HEBpAJIrus, TMNOCTTCPICTHUYCCKAsA HEBpalrusa, CHHAPOM (l)aHTOMHOﬁ
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KOHEYHOCTH C OOJIbIO, KHUCTEBOH TYHHENbHBIH CHHIPOM, MOpPaKEHHE CEeNaJHIIHOIO HEpBa,
nuadeTnyeckass MOHOHEWPOIATHs, OCTPYH0 M XPOHHMYECKYK) OONb, KOTOpas CBsi3aHa C
NOJMHEHPONAaTUAMHU U APYTUMH PacCTpOHCTBaMU nepudeprudeckoil HEpBHOH CUCTEMBI, TAKUMH
KaK BPOXAEHHAs U HAUONATUYeCcKass HeHpomaTus, BOCMNAJIUTENbHAas MOJMHEHponaTus,
JIEKapCTBEHHAsA, AQJKOTOJIbHAsl WJIM TOKCHYECKas TMOJMHEeHpOonaTus, MOJUHENpOomaTus IpH
HEOIUIACTUYECKOM 3a00JeBaHIH, 1uabeTHyeckas IOJNHEeHPOIaTHsL.

ITpumepsr 3a0oneBaHMii, KOTOpPbIE BKIIOYAIOT (POPMBI HEHpOAereHepaliy, BKIIOYAIOT,
0e3 orpaHHYeHHH, OCTPYIO HEHWPOAETeHEPALMIO, TaKyl) KaK BHYTPHUYEPEITHbIC MOBPEKIEHHS
TOJIOBHOT'O MO3ra, TaKue Kak MHCYJbT, NU((y3HbIE U JIOKAJIbHBIE MOBPEXKIEHHSI TOJOBHOTO
MO3ra, 3MUAYpajJbHOe, CyOnypaibHOEe U CyOapaXHOUAAIbHOE KPOBOHMBJIUSHUE M XPOHHUYECKAs
HelponereHepamysi, Takas Kak Ooye3Hb AJjbureiiMepa, 0oje3Hb XaHTUHITOHA, PACCESTHHBIH
ckyepo3 u BAC.

IMpumepsl  1EepeOpPOBACKYJSIPHBIX ~ 3a0OJIEBaHUN  BKJIIOYAOT, 0O€3  OrpaHHuYeHUH,
cy0apaxHOMIAIbHOE  KPOBOW3JHMSIHUE, BHYTPHUMO3IOBOE  KPOBOMBIHMSIHME U ApPYyrUe
HETPaBMATUYECKUE BHYTPUUEPEIIHbIE KPOBOMUBIHUSIHUS, UH(PAPKT MO3ra, HHCYJBT, OKKIFO3HIO H
CTeHO3 TmpenepedpatbHON W LepeOpalbHOW apTepuil, He npuBOAsIIHE K HWH(APKTYy MO3ra,
paccedeHne LepeOpanbHbIX apTepuii, aHEeBPHU3M COCYAOB TOJIOBHOI'O MO3ra, LepedpasibHbIN
aTepoCKIIepO3, MPOrPECCUPYIOLIYI0 COCYAUCTYIO JIeHKOIHIE(aNOnaTui0, THIIEPTEH3UBHYIO
sHIe(aTONaTHIO, HEMMOTEHHBIH TPOMOO3 BHYTPHUYEPEITHBIX BEHO3HBIX COCYAOB, IepeOpabHbIN
apTepuuT, LepeOpaNbHYI0 aMIUIOMJHYK AHTHONATHIO W OCJIOXKHEHHs LepeOpOBaCKYISAPHBIX
3a00J1eBaHHH.

B HEKOTOpBIX BapHaHTaxX OCYIIECTBJICHUS BBEIACHHE COCAMHEHUS M300pETEHHs WM €ro
¢dapmaueBTHUecku npueMiIeMor comu 3¢@eKkTuBHO mpenoTBpainaer 3abojieBaHUE, HANPHMEp
npenoTepaiiaer 3a00neBaHne, COCTOSIHUE MM PACCTPONUCTBO y CyOBEKTa, KOTOPBII MOXKET ObITh
IPEeNpaclookKeH K pPa3sBUTHIO 3a00JI€BaHMs, COCTOSIHUS MJIM pPAcCcTpOiicTBA, HO eIe He
UCTIBITHIBACT WJIM HE MMEET MPU3HAKOB MATOJIOTUU HJTH CUMIITOMATHKH 3a00JI€BaHUS.

JIONOJTHUTEIbHBIE BAPUAHTBI OCYIIECTBJICHHUS, MPU3HAKU U MPEHUMYIIECTBA NU300pPETeHUs
OyayT O4YEBUAHBI M3 CIEAYIOLIEr0 MOAPOOHOTO OMUCAHHMA M MPAKTUYECKOTO OCYINECTBIICHHS
nu300peTeHusl.

HzobpeTenne MoKHO B OoJsiee MOJNHOW Mepe OLEHMBATH C MCIOJB30BAHUEM CCBUIKH Ha
HIDKECNIeyIolllee  OMHMCaHWe, BKJIOYAKoIlee CIEAyIollue OIpeldesieHHs] TEePMHUHOB U
3aKJIOUYUTENbHble NpuMephl. [l KpaTKOCTH OMNMCAHMsI BCEX LUTHPYEMbIX B HACTOSILIEM
ONUCAHWNU MyOJIMKALUH, BKIIFOYAsl MATEHTHI, BKJIFOUEHO B HACTOSIIEE ONMICAHUE IyTEM CCBUIKH.

B HacTosimieM JOKYMEHTE TEPMHHBI «BKIIOYAOIUNA B cebst», «ComeprKaiiuiiy,
«COCTOSIIIUN H3» NPUMEHSIOT B UX OTKPBITOM 3HA4Y€HUM, HE HMEIOLIEM OrPaHUYUTEIbHOTO
XapakxTepa.

TepMuH «ankui» OTHOCUTCA K AJIKWIBHOW IPYIIE C JUHEHHON WIH Pa3BETBICHHOU
Leneo, copepxawme or 1 go 12 aromoB yriepoma B uenu. IIpumepbl alKMIBHBIX TPy
BKJIFOUAIOT B ce0st MeTus (Me, KOTOpBIN Takke MOXKET OBITh CTPYKTYPHO OOO3HA4YE€H CHUMBOJIOM

/), atun (Et), H-ipornw, u3onponmi, OyTui, u300yTui, Brop-Oytun, Tper-Oytun (tBu), menTun,
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W30TEHTHJI, TPET-TIEHTHJI, T€KCHJI, W30T€KCHJI M TPYMIbL, KOTOPbIE B CBETE OOINENPUHSATHIX
3HAHUM U U3JI0’KEHHBIX B HACTOSALIEH 3asBKe NMPEACTABICHUI MOTYT CUUTATHCS 3KBUBAJIEHTHBIMU
OJTHOMY U3 BBIIIENPUBEACHHbIX NpUMepoB. B HacTosmeM nokymeHte TepMHH «C i calkuim
OTHOCHTCs K JIKUJIbHOU IPYIIIE C JMHEMHON U PA3BETBJICHHOU LIETIbIO, coaepskael ot 1 no 4
aTOMOB yriepoja B Lenu. B Hactosmem nokymente TepMuH «Cis aJKWI» OTHOCUTCA K
AJKWJIbHOM TpYyIIe ¢ JMHEHHOW WM Pa3BETBJIICHHON LEMNblo, coaepskaieil or 1 1o 6 aTomMoB
yIJepoaa B LEMu.

TepmuH «ranoren» o3Ha4aer xjop, GTop, OpoM WK HO.

TepMuHBI «meprajoreHagKm WM «TajJOreHaJKIID» OTHOCSTCS K alKUJIbHOW TpyIe C
JIMHENHON WJIM Pa3BETBJICHHOH LIENbIO, UMEIOLIeN OT 1 10 6 aTOMOB yryiepoja B LM U aTOMBbI
BOZIOpPOJIA, HEOOS3aTEIbHO 3aMEIEHHbIE aTOMaMH TaJIoreHoB. B HacTosIeM JOKyMEHTe TepMUH
«Cj_smeprajoreHajku» OTHOCUTCA K aJKWIBHOM Ipynre C JUHEHHONW WM pa3BEeTBJIEHHOM
LenbIo, conepskameit or 1 1o 3 aToMOB yriiepofa B LEMU W aTOMbI BOJOPONA, HEOOS3aTEIbHO
3aMellleHHble aTOMaMu rajoreHoB. B HacTosiiem nokymeHTe TepMUH «Cj gleprajioreHaakuin
OTHOCHTCS K JIKUJIBHOW IPYIIIE C JMHEMHON WM PA3BETBJICHHON LIENIBIO, COAepsKalel ot 1 1o 6
aTOMOB yTIJIepo/ia B LIETIH U aTOMBI BOIOPO/IA, HEOOA3aTEIbHO 3aMELIEHHbIE AaTOMAMH TaJIOT€HOB.
ITpuMeps! «meprajoreHaIKUIBHBIXY, «TaJOr€HAJKWIBHBIXY TPYI BKIIOYAIOT TPU(PTOPMETHI
(CF3), mudropmerun (CF;H), wmonopropmerun (CH,F), mnenradpropstun (CF,CF3),
terpapTopatun  (CHFCF3),  monopropatun  (CH,CHoF), tpudropstin  (CH,CFEs),
terpadToprpudropmernTHN (CF(CF3),), xnopnponun (CHCH,CH,Cl) u rpynmnel, kKoTopble B
cBeTe OOLIENPUHATHIX 3HAHUH, OXKUAEMbIX OT CIIELHAINCTA B JAHHON O0JIACTH M MPHUBEIEHHBIX
B HACTOsIEH 3asBKE ONUCAHWI, MOTYT CUMTATbC OKBUBAJEHTHBIMM OJHOMY U3
BBILIENIPUBEIEHHBIX IPUMEPOB.

TepmuH «ankokcm» 00O3HAYAET JIMHEHHYIO MM PA3BETBICHHYIO AJKHIBHYIO TPYIIY C
KOHLIEBBIM aTOMOM KHCJIOPOJA, COCAUHSIOLIUM aJKUJIBHYK) TPYIIY C OCTAJIbHOM YaCThbIO
MOJIEKYJIbl. AJIKOKCH BKJIOYAaeT B ce0si METOKCH, STOKCH, MPOIMOKCH, M30MPONOKCH, OyTOKCH,
TpeT-OyTOKCH, MEHTOKCH | T. I

Tepmun «uuaHo» obo3Havaer rpymmy -CN.

TepmuH «apwin» OTHOCHTCS K MOHOLHMKJIMYECKOMY, apOMaTHYECKOMY KapOOLUKITY
(KOJBIIEBOM CTPYKTYpE, BCE aTOMBI KOJIbLIa KOTOPOU SIBJISTFOTCSI aTOMAaMH yTJIepoa), UMEIOIIEeMy
6 aTOMOB Ha KOJBLO. (ATOMBI YIIIEpPOIA APHIIbHBIX FPYIII ABISIOTCS SP -THOPHAN30BAHHBIMIL )

Tepmun «deru» mpencrapisieT coOON CIeAYOIMYI (GYHKIIMOHATBHYIO TPYIIY:

TepMuH «TUEHUI» TPEACTABIISIET COOOH CAENYIOUIYIO () YHKIIMOHAIBHYIO TPYIIITY:
—
4
TepMuH «rerepoapuil»  O3HA4aeT MOHOLMKIWYECKUNW WM  KOHACHCHUPOBAHHBIN

OMLIMKIIMYECKUI reTepOoLuKi (KOJBLEBYIO CTPYKTYPY, B KOJbLe KOTOPOH COAEpPIKATCS aTOMBI,

Bbl6paHHbIe U3 aTOMOB Yyrj€poaa, U MO0 HYCTBIPEX Tre€T€poOaTOMOB, Bbl6paHHbIX U3 a30Ta,
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KHCJIOPOZIa U CePhI), COAEPKAIIUN OT 3 10 9 aTOMOB KOJIbIIa HA TreTepOLUKII. MIITFOCTpaTHBHBIE
NpUMEPhl TeTEPOAPUIIBHBIX TPYMHI BKIOYAIOT B ce0s ciexyromue OOBEKTH B (hopme

COOTBETCTBYIOLIMM 00Pa30M CBSI3aHHBIX (DYHKIIMOHAIBHBIX TPYIIIL:

S (o) N N. O. 0. O S.

U 0 U W W
N N N\ = = N\ 2

S IR @@@ [NJ,HH{_J).

» N-N

Crnenuanuctel B JaHHOH  00JacTH  OmpenessiT, 4YTO  MEpPEeYUCIeHHbIE WU
NPOMJUTIOCTPUPOBAHHBIC  BBIIIE  [eTEpPOAPUIIbHBIC,  LUKJIOAJKHWIbHBIE,  apUIbHBIE U
reTePOLMKIIOAKUIBHBIE TPYIIbl HE HCYEPIBIBAIOT BCE BO3MOXXHOCTH H B pPaMKax 3THX
OTIPENEIeHHBIX TEPMUHOB MOJKHO TaKKe BbIOPATh TOTIOJHUTEIbHBIC THITHI.

«[ereporukIcankmiy  O3HAYaeT  HACBIUICHHYI0 WM  YaCTHYHO  HACBHILEHHYIO
MOHOIIMKIIMYECKYI0 ~ OMIMKINYECKY0  (KOHOEHCHPOBAHHYK) I  CHUPOLHKINYECKYIO)
KOJIBLIEBYIO CTPYKTYPY, COIEPIKAINyl0 OT 4 10 7 aTOMOB B CTPYKTYpe KOJIbIA, BBIOPAHHBIX H3
aTOMOB yIJIepoAa, W OO JBYX TIeTepoaToOMOB, BBIOPAHHBIX U3 a30Ta, KUCIOPOAAa U CephL
KonbueBass cTpykTypa MOXKET Takke HEOOS3aTeNbHO COAEpKaTb 1O IBYX OKCOTPYII,
NPUCOCOMHEHHBIX K aTOMaM Cepbl KOJbla. WIUIOCTpaTHBHBIE NPUMEPHI BKJIOYAOT B ceOs

clenyrolmue rpynmnbl B (GopMe COOTBETCTBYIOIIMM OOpa3oOM CBSI3aHHBIX (PYHKIIHMOHATBHBIX

o0, T Ty T 0. 0=
0.0 0 Oy L. &

) 1 N 0 H 0

TepMUH «UMKJIOANKWJI» O3HA4YaeT HACBILIEHHBIM WM YaCTUYHO HACBILIECHHBIN
MOHOLMKJIMYECKUH, KOHJICHCUPOBAHHbIA MOJULMKINYECKUH WU CHUPONOJULIMKINYECKUN
kapOouumky, copep:xkamuii oT 3 10 12 KONbLEBBIX aTOMOB Ha KapOouuki MiumrocTpaTHBHBIE
NpUMEPhl LUKJIOANKHIBHBIX TPYMI BKIOYAIOT B ceds  creayomue oO0bekTol B (opme

COOTBETCTBYIOLINM 00Pa30M CBSI3aHHBIX (DYHKIIHOHAIBHBIX TPYIIIL:

D‘D.O,QOHO_

TepMuH «TUPUANHIID WIH KITUPUIWID) MPEIACTABISAET CIEAYIOMNH (parMeHT:

ITupuaMHUIBHBIN WIIH MUPUAMIIBHBINA (PparMEHT MOXKET ObITh PUCOEIUHEH Yepe3 000
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13 aTOMOB YIJIEpO/a B OJIOKEHUH 2, 3, 4, 5 unu 6.

TepMuH «TUPUMUAMHWID TPEACTABIISIET CIEAYIOLINHA (PparMeHt:
1
6 | "%Iz
L,
4
ITupuMUAMHNUIBHBIA (QparMeHT MOXKeT ObITh NPUCOeIMHEeHa dYepe3 J0O0OH OnMH U3

aTOMOB YIJIEPOZA B MOJOKEHUH 2, 4, 5 wiu 6.

TepMuH «MMUAA30IIDY MPEACTABISIET COOOH CIEAYIOMYIO (YHKIMOHAIBHYIO TPYIY:

15

NH‘.\
5 %N 3
A
HMMuIa30MUIbHBIA (PPArMEHT MOYKET OBITh MPUCOEAMHEH Y€pe3 000 ONUH U3 aTOMOB

yrjiepoaa B nojiokeHuu 1, 2, 3, 4 v S.

TepmuH «TUNEPUANHUI TPEACTABIAECT COOOH CleAyIOINN PparMeHT:

Korpa nunepunuHUIbHBINA (PparMeHT MpeacTaBisieT COO0H 3aMeCTUTEIb, OH MOXET ObITh
MPHUCOEANHEeH MO JI0OOMYy OIHOMY W3 aTOMOB B mojoxkeHuu 1, 2, 3, 4, 5 wiam 6, Kak 3TO
JOITy CKAETCsl.

Tep;va KIUPPONMINHUI TPEACTABIISET COOOM CIeNyOLINil pparMeHT:

s

4 3

Korma muppoivauHUIbHBIN (QparMeHT MPEACTaBIsSeT COOOW 3aMeCTUTENb, OH MOKET
OBITH TPUCOENMHEH TIO JIFOOOMY OJHOMY W3 aTOMOB B MojioskeHuu 1, 2, 3, 4 wnu 5, Kak 3TO
JIOIyCKAETCsl.

TepMuH «a3eTUAMHWIT TPEACTABISIET 4-UJEHHBIH TeTepOLMKIIOATIKIIbHBIA (DparMeHt,
UMEOIINI OJIMH aTOM a30Ta B Koublle. Korna a3eTHAMHIIIBHBIN (hparMeHT MPeNCTaBisieT COOOi
3aMeCTHTE]Ib, OH MOKET OBITh MPUCOEAUHEH MO JIOOOMY aTOMy YIJIepOoJa M MO aTOMY a30Ta,

KaK 3TO JOIIyCKACTCA.

TepmuH «MOp}OTUHIIT MPEACTABISAET CASAYIOMUN (parMeHT.
1

O
5 N 3
4

Korpma mopdonuHnipHbI QparMeHT MpeacTaBisier OO0 3aMeCTUTENb, OH MOXKET ObITh

IPUCOEIMHEH T10 JII00OMY OIHOMY M3 MOJIOKeHuit 2, 3, 4, 5 uiau 6 aToMOB.
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TepmuH «3aMeLIeHHBII» 03HAYAET, YTO YKA3aHHAsS TPyNIa Ui (PyHKIMOHAIbHAS TPyIINa
UMeeT OIuH Win Oojee 3amecTureneil. TepMUH «HE3aMEIEHHBbIN» O3HA4YaeT, YTO YKa3aHHAs
rpynmna He wuMeeT 3amectuteneidl. TepMHH «HEOOs3aTeNbHO 3aMELIEHHBII» O03HAYaeT, YTO
yKa3aHHasi TPyIllia He MUMEeT 3aMEeCTHTEeNeld MM MMeeT OAuH miu Oonee 3amecturened. Ecnu
TEPMUH «3aMELLEHHBII» MPUMEHSIETCS IJIs1 ONMMCAHUSA CTPYKTYPHON CUCTEMBI, 3TO O3HAYAET, YTO
3aMeIleHne POUCXOAUT B JFOOOM IMOJIOXKEHUH CUCTEMBI, TOMyCKaeMOM BaJleHTHOCThIO. Korna
A YKA3aHHOHM Ipynmbl WK (QYHKIHOHAJIBHOH TPYMIIBI SIBHO HE YKa3aHO, YTO OHA SIBJISETCS
HeoOsI3aTeNIbHO 3aMEIEHHONW WM 3aMELICHHOH HEKOTOPbIM YKa3aHHBIM 3aMECTUTEINEM,
NOJPa3yMeBAETCsl, YTO TaKasl FPyMIa Wik GyHKIHUOHAIbHAS TPYIIA SBISETCS HE3aMEIEHHOM.

TepmuHBI «mapa», «MeTa» U «OPTO» UMEIOT 3HAYEHUS, U3BECTHBIE B JAHHOW OOJACTH.
Tak, HampuMep, MOJHOCTBIO 3aMelIeHHas (EHWIbHAS TPYIa UMEET 3aMEeCTUTENH Ha O0OMX
«opTo» (0) TOJIOKEHHSX, PACIIOJIOKEHHBIX CMEXKHO C TOUYKOH NPHUKPEIUICHUS (PEeHHIBHOTrO
KOJIbIa, O0OMX «MeTa» (M) TMOJIOKEHHMSIX U OFHOM «mapay (1) MOJIOKEHHH HAMPOTHB TOYKH
npUKperuieHust. J{JIs1 JONMOMHUTEIBHOTO YTOUHEHUS IOJIOKEHHsI 3aMeCTHTeNed B (DEHUIBHOM
KOJIbLE 2 Pa3HBIX OPTO-MOJIOXKEHHUs OyAyT OOO3HAYEHBI KaK OPTO- M OPTO -, a 2 pa3HbIX MeTa-

ITOJIOKCHUA - KaK ME€Ta- U MeTa’-, KakK ITOKa3aHO HMIXKE.

Opmo
Mema o
napa opmo’
mema’

Ilpu ccbuike Ha 3aMECTUTENM B NMUPUAWIBHOW TIPYIIE TEPMHUHBI «Iapa», «MeTa» Hu
((OpTO)) OTHOCATCA K pa3MeH1eHmo 3aMECCTUTECJIA 110 OTHOIICHUKD K TOYKE HpI/IerHJ'IeHI/ISI Ha
NUPUAWIBHOM Kousblle. Hanmpumep, cTpykTypa HUXKe OnmucaHa Kak 3-MUPUIUI C 3aMECTUTEIEM
X! B OpPTO-TIOJIOKEHUH, 3aMECTUTENIEM X? B MeTa-TIONOKEHAN U 3aMeCTHTENeM X B napa-

MOJIOKCHHUH

Jdns  obecniedernst OoJbInel KPAaTKOCTH ONMHCAHUS HEKOTOPbIE KOJIMYECTBEHHBIE
BbIPAXKEHUsI, MPUBEJAEHHbIE B HACTOSIIEM JOKYMEHTE, HE€ YTOUHSIOTCS C MCIOJIb30BaHUEM
TepMHHA «OKoJ0o». [logpazymeBaercsi, 4TO, HE3aBHCUMO OT TOTO, IPUMEHSIETCS JIN MOAH(HUKATOP
«OKOJIO» SIBHBIM OOpa30M HJIM HET, Ka)XI0€ YHUCICHHOE 3HaueHHe, NMPUBOJUMOE B HACTOSIIEM
JIOKYMEHTE, OTHOCHTCSI K KOHKPETHOMY IMPHUBEICHHOMY 3HAUEHHIO, & TAK)Ke K MPUOIIKEHUIO K
JAaHHOMY TPUBEICHHOMY 3HAYEHHIO, KOTOPOE€ MOXKET OBITh Pa3syMHBIM OOpa3OM OIIEHEHO Ha
OCHOBAHMU OOBIYHBIX 3HAHUI B JMAHHOH OOJNACTH, BKIFOYAs SKBUBAJEHTHI U NPUOIMDKEHUS,
CBSI3aHHBIE C VCIOBHSIMH IPOBENEHUs OHKCIEPUMEHTAa W/MIM W3MEPEHHs Ui TaKOro
NpUBENEeHHOro 3HadeHus. [Ipu ykazaHuu BbIXOAA B IMPOLIEHTAX TAKOH BBIXOA OTHOCUTCS K Macce
BELIECTBA, JUIsI KOTOPOTO YKa3bIBAETCS BBIXO, MO OTHOUIEHUIO K MAKCUMAJIbHO JOCTHXKUMOMY

KOJIMYECTBY AAHHOT'O BEIICCTBA B KOHKPCTHBIX CTEXHUOMETPUYICCKHUX YCIOBUAX. Ecau He YKa3aHO
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MHOE, BCE PUBOUMBIE B POLIEHTAX KOHLEHTPAIIMU OTHOCATCS] K MACCOBBIM COOTHOLIEHHUSIM.
Tepmunbl  «3a0ydepeHHblli pacTBOp» WM  «OydepHbI pPacTBOP» NPUMEHSIOT B
HACTOSIIEM JOKYMEHTE KaK B3aHMO3aMEHSEMbIE B COOTBETCTBHH C UX CTAHJAPTHBIM 3HAYEHHEM.
3a0y¢epeHHble pacTBOPbI NMPUMEHSIOT AJs KOHTPOJs mokasarens pH cpenpl, ' ux BbIOOp,
npuUMeHeHHe W (PYHKIMM W3BECTHBI OOBIYHBIM CIeLMamucTaM B naHHOW obmactu. Cw.,
Hanpumep, nyonukanuro G.D. Considine, ed., Van Nostrand’s Encyclopedia of Chemistry, p.
261, 5™ ed. (2005), B KOTOpOii, B HYACTHOCTH, OMHCAHBI Oy(epHbIE PACTBOPHL, a TAKKE
OTHOIIIEHUE KOHIEHTpalui OydepHbix kommnoHeHTOB k pH OydepHoro pactsopa. Hampumep,
3a0ydepenHbiii pacTBop mnony4aiqu nytem nodaenenuss MgSO, u NaHCO; x pacrtBopy B
cootrnomenunn 10 : 1 macc./mace. st mopaepxkanus pH pacTBopa Ha 3HAaYEHUH OKOJIO 7,5.

JIrobasi W3 TpPHUBENEHHbIX B HACTOSINEM JOKYMEHTe (OpMysl MNpenHa3HauyeHa JJist
NPENCTABICHUs] KaK COECJUHEHHHM CO CTPYKTypaMH, ITOKAa3aHHBIMM JAHHON CTPYKTYPHOMU
¢dopMysIOl, TaKk M ONpeIeNeHHBbIX Bapuauili win (GopM TaKuUX CTPYKTyp. B wactHOCTH,
COEAVHEHUs] JIIOOOH TpPHUBENEHHOW B HACTOALIEM JOKyMEHTE (OPMyJIbI MOTYT HMETH
ACHMMETPUYECKHE LEHTPBl M, CIENOBATENIbHO, CYIIECTBOBATH B PA3JIMYHBIX SHAHTHOMEPHBIX
¢dopmax. Bce onTuueckue m3oMepbl CoeqUHEHHH OOmell (GOopMysbl U MX CMECH CUYHMTAFOTCS
NPEACTABICHHBIMU B paMKax oObeMa naHHoH popmyinbl. Takum obpazom, arodast mpuBeAeHHAs B
HACTOSIIEM TOKYMeHTe (opMyJia mpeHa3HavYeHa il O003HAaYeHHs paleMara, OqHON i Ooee
SHAHTHOMEPHBIX (OpM, ONHOH wiu Oojiee aAMacTepeoMepHbIX (GopM, OmHON Wi Oosee
arpornu3oMepHbeIX (popMm U ux cmeceil. OnpeneneHHblE CTPYKTYPhl MOTYT AONOJHHUTEIBHO
CYLIECTBOBATh B BHJE€ I'€OMETPHUUECKUX HM30MEPOB (HAIPUMEp, yuC- U MPAHC-U30MEPHI), Kak
TAyTOMEPBI WU KaK aTPOIHU30MEPHL.

Kpome Toro, crepyer moHMMaTb, YTO COEAMHEHHs, KOTOpble MMEIOT OOHY U Ty K€
MOJIEKYJISIPHYIO  (OpMyJly, HO pa3IMYaroTCs MO XapakTepy MM IOCIEeJOBATEIbHOCTH
NPUCOEVHEHUS] UX aTOMOB WJIM PACIOJIOXKEHUIO 3THX aTOMOB B IPOCTPAHCTBE, HA3bIBAIOTCSA
«uzoMepammu». M3oMephl, KOTOpbIE pAa3IHYArOTCs MO PACIONOKEHUID CBOMX aTOMOB B
MPOCTPAHCTBE, HA3bIBAIOTCS «».

CrepeonsoMepbl, KOTOpbIe HE SBJSIIOTCS 3€PKAIbHBIM OTOOpaKeHHWEM IpYyr Ipyra,
HA3bIBAIOTCSl  «IAHACTEPEOMEpaMi», a T€ U3 HUX, KOTOpbIe SBISIOTCS 3€PKAIbHBIMU
OTOOpaKeHHMsIMH, HE COBMAJNAIOIIUMHU TIPH HAJOXKEHHHM JpPyr Ha Jpyra, Ha3bIBAIOTCA
«IHaHTHOMepamm». Hampumep, eciu y COeqUHEeHNsT €CTh ACHMMETPHUYECKUI LIEHTP, OHO CBSI3aHO
C YETBHIPbMsI PA3HBIMU TPYMIIAMH, ¥ BO3MOXKHA Tapa SHAHTHOMEPOB. MOXKHO XapaKTepPH30BaTh
SHAHTHOMEP a0CONIOTHOW KOH(UTypauuell ero aCHMMETPHYHOIO LEHTPa, U €ro OINUCHIBAIOT
npaBuiamu R- u S-mocnenosarenvHocTu Kana u Ilpenora unu mo HampaBlIEHHIO, B KOTOPOM
MOJIEKYyJIa BpaIlaeT IJIOCKOCTh TMOJSIPU30BAHHOTO CBETa, KOTOpOoe OOO3HAYAKOT Kak IpaBoOe
BpallleHHe WK JIeBOe BpalleHue (T. €. Kak (+)- uin (-)-u30Mepbl COOTBETCTBEHHO). XUPAJbHOE
COEAMHEHHE MOJKET CYIIECTBOBATDH JINOO B BHJE CAMOCTOSATENIBLHOTO SYHAHTUOMEPA, TUOO B BUAE
ux cmecn. Cmech, comeprkamiasi paBHbIE JOJM HHAHTUOMEPOB, HA3bIBAETCS «PalleMUYECKOMN
CMECBIO».

TepmuH «TayTOMEpbD» OTHOCHTCS K COEIMHEHHSIM, KOTOpBbIE IpPEACTABISIOT COOOH
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B3aUMO3aMeHsieMble (OPMBI CTPYKTYPBl OINPENENIeHHOr0 COEIUHEHHS W PA3JIUYaTCA 10
CMELIEHUI0O aTOMOB BOAOpPOZAAa M 3JIEKTPOHOB. TakuMm oOpa3oMm, aBE CTPYKTYPBI MOTYT
HAXOJIUTBCS B PABHOBECHH 32 CUET IEPEMELICHUs T-3JIEKTPOHOB M aToMa (Kak MpaBHIIO, aTOMa
H). Hanpumep, eHONbI M KETOHBI SIBJSIOTCS TAayTOMEPAMM, IIOCKOJIBKY OHH OBICTPO
NpeBpAINAOTCA APYT B Apyra mnpu o0paboTke KHCIOTOH MM OCHOBaHHEM. JIpyruM MpUMepoM
TAyTOMEPUH SIBJISIOTCSI KUCJIO- M HUTPOPOPMBI (PEHUIIHUTPOMETaHA, KOTOPBIE AHAJIOTHYHBIM
o0pazoMm obpa3yroTcs myTeM 00paboTKU KHCIOTOM UM OCHOBAHUEM.

TayromepHbie (GOpMBI MOIyT HMETb OTHOLICHHE K JOCTHKEHHUI ONTHMAJIbHON
XUMHYECKOW aKTUBHOCTH U OMOJIOTHUYECKOW aKTUBHOCTH MHTEPECYIOIIETO COCIMHEHHS.

CoenviHeHUsT MAaHHOTO M300pETEHUs MOTYT UMETh OJWH WM 0Ojiee aCMMMETPHYHBIX
LIEHTPOB; TAKUM 00pa30M, BO3MOKHO TMOJIyYeHHE TAKMX COSTUHEHUH B Ka4ecTBe OTaeIbHBIX (R)-
W (S)-U30MepPOB WM UX CMECEH.

Ecnu He ykazaHo WHOe, OMHMCAaHUE WM Ha3BaHHE KOHKPETHOTO COCAUHEHHS B OMHCAHUH
U dopmyse M300peTeHHs BKJIIOYAeT B ceds Kak OTIENbHbIE SHAHTHOMEPBL, TaK U HX CMECH
(pauemuuecknie wiu apyrue). CrnocoObl  OmpeneneHHus CTEPEeOXUMHH U pasleJICHHs
CTEPEON30MEPOB XOPOIIO U3BECTHBI B JAHHOM 00J1aCTH.

Hexkotopbie npuMepsl cofepKaT XUMHUYECKHE CTPYKTYPBI, KOTOPbIE N300pakeHbl B BUME
aOCONIIOTHOTO 3HAHTHOMEpA, HO OHHU TPEIHA3HAueHbl Ul YKAa3aHHWs 3HAHTHOMEPHO YHCTOTO
BEIECTBA HEM3BECTHOW KoH(puryparmuu. B stux ciayuasx (R*) wmm (S*), nmpumensembie B
Ha3BaHWM, YKA3bIBAIOT HA TO, YTO aOCOJIFOTHAsI CTEPEOXHMHUSI COOTBETCTBYIOILIETO CTEPEOLIEHTPA
Hens3BecTHA. TakuM oOpaszom, coennHeHne, o0o3HaueHHoe Kak (R*), oTHOCHTCS K 9 HAHTHOMEPHO
YHCTOMY COENMHEHUIO ¢ adcomoTHON koH(puryparueit mudo (R), mdo (S). Korna abcomorHas
cTepeoxuMusi Oblia MOATBEPIKACHA, CTPYKTYpbl UMeHYIOTCs ¢ mpuMeneHueM (R) u (S).

CuMBOJIp] | —e==m [DUMEHSIOTCS AT ODO3HAYEHMS OIMHAKOBOIO
IPOCTPAHCTBEHHOI'O PACIIOJIOKEHUs] B OINUCAHHBIX B HACTOSINEM JIOKYMEHTE€ XHMUYECKUX
CTPYKTypaxX. AHAJOTHYHO CHMBOJIBI NN g il [pUMEHSIIOTCS I OOO3HAYEHMSI

OOWHAKOBOT'O IPOCTPAHCTBCHHOI'O0 PACIOJIOKEHUA B OIMCAHHBIX B HACTOAIIEM HOOKYMCHTEC

XUMHUYECKUX CTPYKTypax.

Kpome Toro, kaxkpas mNpuUBEAEHHAass B HACTOSIIEM JOKyMeHTe (opMyjia MOMHMO
COOCTBEHHO COEIUHEHHMH TaKKe BKJIFOYAET WX TUAPATHI, CONBBATHI U MOJUMOPQBI, a TAKKE UX
cMecH, Jaxe ecinu Takue (Gopmbl HE yKa3aHbl SIBHBIM oOpasoM. Hekoropble coenmHEHUs
dopmyast (I) (a takke popmyn (IA), (IB) u (IC)) mmm dapmaueBTHUECKH MPUEMIIEMbIE COJIH
coennnaenuii popmyinsl (I) (a Taxke popmyn (IA), (IB) u (IC)) moryT ObITh MONy4YeHBI B BUAE
conbpBatoB. ConbBaThl BKIIOYAIOT B ce0s1 (popMbl, oOpa3dyeMble B pe3yJibTaTe B3aUMOACHCTBHUS
WIN KOMIUIEKCOOOPA30BaHMsI COCAMHEHUH M300peTeHusl ¢ OMHUM MM OoJjiee paCcTBOPUTEISIMU
a0 B BHAE pacTBOpa, JIMOO B BUAE TBEPAOH WM KpHCTAIHMUECKOW (opMel. B HekoTOpBIX
BAapPUAHTaX OCYINECTBJIEHUS PACTBOPUTENb NPEACTABIsIET COOOH BOIY, a COJBBATHI SIBISIOTCS
runparamu. Kpome Toro, Hekoropble kpucrajumdeckue ¢opmbl coenmaennit Gopmysl (I) (a

takke Gopmyn (IA), (IB) u (IC)) wnu dapmaneBTHUECKH MPUEMIIEMBIX COJIEH COeNUHEHUH
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dopmyasl (I) (a Taxxe popmyn (IA), (IB) u (IC)) moryT ObITh MONy4YEHBI B BUAE CO-KPUCTAIIIOB.
B HekoTOphIX BapuaHTax OCYINECTBIEHHs H300pereHust coenuHeHus ¢opmynsl (I) Obutn
NOJIy4€Hbl B KPUCTAJUINYECKOH opme. B npyrux Bapmantax oCyLiecTBIEHHs KPUCTAUIMYECKHE
dopmbl coenunrenuii popmysl (1) Obutn KyOudeckuMu 1o cBoeit npupone. B apyrux BapuanTax
ocyliecTBieHHs (papManeBTHYECKH mnpuemiieMble conu  coenuHeHui ¢opmynst (I) Obuin
NOJy4YeHbl B KpHUCTALIMYeCKOH (opme. B apyrux BapmaHTax OCYLIECTBJICHUS] COEIUHEHUS
dopmyasl (I) OpuTH MONYUYEHBI B BUE OTHON M3 HECKOJIBKUX MOJUMOPQHBIX (HOPM, B BUIE CMECH
Kpuctayunueckux (opm, B Buae nojumopduoii Gopmser wiu B amopduoit popme. B npyrux
BapHUAHTaX OCYINECTBJIECHUsI coequHeHus: Gopmyinl (I) B pacTBOpe OCYIIECTBIAIOT MEPEXON U3
OJTHOW KPHCTAJTMUECKON W/ MK OTUMOPGHON GOPMBI B IPYTYIO H 0OPATHO.

YnoMuHaHUE COENMHEHHs B HACTOSIIIEM INOKYMEHTE O3Ha4daeT CChUIKY Ha Jiroboe u3
cnenyroiero: (a) OykBalbHO yka3aHHyH (opMmy Takoro coemuHenus u (b) molywo u3 dopm
TAKOTO COENMHEHHs B TOH Cpeae, IIe COEAMHEHUE HAaXOOUTCS HAa MOMEHT YIOMHHAHMS.
Hampumep, ynomuHaHue B HacToOsIIEM JOKyMeHTe Takoro coeauHeHus, kak R-COOH,
BKJIFOYAET CChUIKY Ha JitoOyro u3 cienyroumx (opm, Hanpumep R-COOH(y ), R-COOH paers) 1
R-COO pyers). B 3ToM mpumepe R-COOH(;) OTHOCHTCA K TBEPAOMY COECIUHEHHUIO U MOXKET,
HaTIpUMeEp, COAEpPKAThCcsl B TabJeTKe WM KakOW-TMOO Apyroil TBepmoi (apMaleBTUYECKOM
xomnosuuun wnu npenapate; R-COOHgpaers) OTHOCHTCS K HEIUCCOUMMPOBAHHOH (opme
coenuHenusi B pactBoputene; R-COO gacrs) OTHOCHTCS K JIMCCOLMMPOBAHHOH (opme
COEAVHEHUs] B PACTBOPUTENE, TAKOH KaK TUCCOLMHPOBAaHHAs (popMa COeAMHEHUS B BOMHOM
cpene, HE3aBHCHUMO OT TOTO, MoJjiydeHa Jin auccouuuposanHas gopma uz R-COOH, ero comnm
i Jir0oi npyroro Beuectsa, koropoe naet R-COO™ mocne nucconuannu B paccMaTprUBaeMOi
cpene. B nmpyrom npumepe Takoe BBIpaKEHHE, KaK «JeHCTBUE BEINECTBA HA COEIMHEHUE
dopmynel R-COOH», o3Hauaer neiicTBre TAaKOro BeliecTBa Ha (GopMy Hin (HOPMbI COSTUHEHUS
R-COOH, xortopast cyiiecTByeT WM KOTOPblE CYLIECTBYIOT B TOU cpene, e OCYLIeCTBISETCS
TAaKOe BO3/CHCTBHE. B eme OgHOM MpHMepe Takoe BBIPAKEHHE, KaK «PeaKlMs BEIeCTBa C
coenuaenueM (Gopmyael R-COOH», orHocutcs Kk peakiuu: (@) Takoro BeIIEeCTBA B
COOTBETCTBYIOLIEH XuUMHUeCKoW (opme mim (opmax, KOTOpas CyIIECTBYeT WJIH KOTOpbIE
CYLIECTBYIOT B TOU Cpelie, TIe OCYINeCTBIsETCs onmucbiBaemasi peakuusi;, ¢ (b) COOTBETCTBYOIIEH
xumudeckon popmoit mm popmamu coennnenusi R-COOH, koTtopast CymecTByeT Wil KOTOpbIe
CYLIECTBYIOT B TOH Cpeze, TAe OCYLIECTBIISETCS Takas peakuus. Takum oOpa3oM, €Ciii Takoe
BELLECTBO HAXOJIUTCS, HAITPUMEP, B BOJHOM Cpenie, moapasymenaercs, uto coenunenne R-COOH
HAXOIUTCS B TOW JK€ Cpele W, CIENOBATENBbHO, HA TAKOE BEINECTBO IEHCTBYIOT Takue (pOpMbl,
kak R-COOH gom) n/mnu R-COO (gope), THE HIDKHUN HHAEKC «(BOAH.)» O3HAYAET «BOIAHBII» B
COOTBETCTBHH C €ro OOIIENpPUHATHIM 3HaU€HHEM B XUMHU M OnoxuMuu. B 3Tux mpumepax
HOMEHKJIATyPhI BBIOpay (pyHKIIMOHAIBHYIO TPYIITY KapOOHOBON KHCIOTBI, OJHAKO 3TOT BBIOOD
HEe SIBIISIETCS CO3HATENbHBIM OrPAaHUYEHHEM, a SBIIETCS BCErO JIMIIb HIUTFOCTPALUEH.
ITonpasymeBaercs, 4YTO aQHAJOTHYHbIE NPUMEPbI MOTYT OBITP TNPHUBEAEHBI M U HHBIX
(YHKIMOHANBHBIX TPYII, BKJOYasg, Oe3 OrpaHHYeHHUH, Takue TPYIbl, KaK THAPOKCHIIbHAS

IpyIINa, a30THbIE OCHOBHBIE IPYIIIBI, HAIPUMEP, KaK B AMUHAX, & TAKJKe JIF0ObIe Ipyrue rpyIibl,
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KOTOpbI€ M3BECTHBIM O0pa3oM B3aUMOEHCTBYIOT WIJIM MEPECTPAUBAIOTCA B ConeprKamei
coennHeHHe cpene. Takue B3aUMOJEHCTBUS U TNEPECTPOHKH BKIIKOYAIOT, 0€3 OrpaHUYeHUH,
IUCCOLMALINIO, ACCOLMAIMIO, TAyTOMEPHIO, COJbBOJM3, BKJIOYAs THUAPOJHU3, COJbBATALIUIO,
BKJIFOYAsl TMPATALMIO, IPOTOHHUPOBAHUE U JENPOTOHHPOBaHHE. B HacrosineM AOKyMEHTE He
NPUBOAATCS JajbHEHIINEe MpUMepbl B 3TOH CBSA3M, IOCKOJBKY O3TH B3aUMOJEHCTBUSA W
NePECTPOUKH B KaKIOW KOHKPETHOM Cpefie XOPOIIO W3BECTHBI JIOOOMY CIELUAUCTY B AaHHOM
obnacru.

B npyrom mpuMepe LIBUTTEPHOHHOE COEAMHEHHE B HACTOSINEM JOKYMEHTE BKJIFOUEHO
IyTeM CCbUIKA Ha COEAMHEHHE, KOTOPOe MOKEeT 0Opa3oBbIBATH IIBUTTEPUOH, AK€ €CIU OHO
SIBHO HE YIIOMHHAETCSl B CBOEH LBUTTEPUOHHOU Qopme. Takue TEpMHHBI, KaK «IBUTTEPHOHY,
«UBHUTTEPUOHBI», a TAKXK€ UX CHHOHHUMBI «I[BUTTEPHOHHOE (-bIe¢) COeAUHEHUE (-51)», SIBISIOTCS
craHgapTHeIMH pekoMmeHnoBaHHbIMH HMIOITAK TepmuHaMu, KOTOpBIE XOpPOIIO H3BECTHBI U
BXOZST B CTaHAApPTHbIE HAOOPBI ONMpPENENeHHBIX HAyYHBIX HAa3BaHWH. B 3TOW CBA3M TEepMHHY
«UBHTTEPUOH» MPHUCBOEH YHUKaNbHbINH uaeHtrdukarop CHEBI:27369 B CnoBape XMMHUYECKHX
o0pekToB Omonormueckoro wuHTepeca (ChEBI). Kak mno cymecTBy XOpomIO H3BECTHO,
L[BUTTEPHOH I [BUTTEPUOHHOE COCIUHEHNE TMPENCTaBIACT COOON HEHTpalbHOE COEAMHEHHE,
umeromee (GpopmaibHblE €IMHUYHBbIE 3apsiabl NMPOTHBOMNOJIOXKHBIX 3HAKOB. MHOrma ams 3tux
COEAMHEHUI Tak)Ke TMPUMEHSETCS] TEPMHUH «BHYTPEHHHE COJM». B Ipyrux HCTOYHHKAX 3TH
COEMHEHUS Ha3bIBAIOTCS «IUIOISPHBIMU HOHAMIY», XOTS B HEKOTOPBIX HCTOYHHKAX MOCIIETHUIHI
TEPMUH CUHUTAETCS HEMPABUJIbHBIM. B KauecTBe KOHKPETHOTrO MpUMepa aMUHO3TAHOBAsE KUCIIOTA
(ammuaOKMCcHoTa TiunuH) umeer Gopmyny HoNCH,COOH u B HekoTOpBIX cpepax (B IaHHOM
clydae B HeliTpanbHOM cpenme) cymectByer B (opme usurrepuona H3;NCH,COO'
I[BUTTEpHOHBI, LBUTTEPHOHHBIE COEAMHEHUs, BHYTPEHHHE COJM U JUIOJSAPHBIE HOHBI B
W3BECTHBIX M XOPOIIO OOOCHOBAHHBIX 3HAYEHUSAX STUX TEPMUHOB OTHOCSTCS K 00BEMY AaHHOTO
n300peTeHus], 4To B JIIOOOM ciydae Oe3 Tpyna ONpeneNuT CIEeUUaTNCT B JaHHOH 00iacTw.
ITockonbKy HET HEOOXOOUMOCTH Ha3bIBaTh KaKIbIH OTAENbHBIA BapUaHT OCYIIECTBJICHUS,
KOTOPBII MOXKET NMPEACTaBUTh ce0e CIIEeUAUCT B JAaHHOH OOJIACTH, B HACTOSIIIEM JIOKYMEHTE He
NPUBOMATCSL SIBHO CTPYKTYPbl LIBUTTEPHUOHHBIX COCIUHEHHH, POJCTBEHHBIX COCIUHEHHUSIM
Hacrosimero u3oOperenns. OIHAKO BCE TAaKUE CTPYKTYPBI SIBISIFOTCS YacThIO BapHAHTOB
OCYIIECTBIIEHHUsI ~HACTOSILEro u3o0pereHus. B HacTosmeM JOKYMEHTE OTCYTCTBYIOT
JOTIOJIHUTEIbHBIE TPUMEPhl B 3TOH CBSI3W, ITOCKOJBKY BO3MOJKHBIE B3aUMOIEHCTBUS U
NEePEeCTPOWKH B KaKJOW KOHKPETHOHW cpene, MPUBOMALINE K Pa3IHYHbIM (opMam KaxIoro
KOHKPETHOT'O COEIMHEHHSI, XOPOIIO U3BECTHBI CMIEMAJIMCTY B TAHHOHW 00JIacTH.

JIrobasi M3 MPHUBENECHHBIX B HACTOSIIEM NOKYMEHTEe (POpMyN Takke MPEACTaBISET Kak
HEMEUeHble, TaK W MEYEeHHble H30TONaMH (OPMBI COENMHEHHH. MedeHHbIe H30TOIMaMU
COEAMHEHUs] MMEIOT CTPYKTYPBI, MOKA3aHHBbIE INPEICTABJICHHBIMH B HACTOSIIEM JOKYMEHTE
dopmMynamMu, mpU 3TOM HCKIIIOUEHHE 3aKII0YaeTcs B 3aMELISHHH OJHOro Wiu Ooyiee aTOMOB
aTOMOM, MMEIOLINM BBIOPAHHYIO aTOMHYIO MacCy MM MaccoBoe uucio. K mzoronam, koTopsie
MOTYT BXOAHWTb B COCTaB PACCMAaTPHUBAEMBIX B M300PETEHUN COEAMHEHUI, OTHOCSTCS H30TOIIBI

2
BOZIOpOAA, yriepoaa, a3ora, kuciaopoaa, gocdopa, cepsl, Gpropa, Xjaopa U uoaa, Takue kak “H,
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3H, 11C, 13C, 14C, ISN, 18O, 17O, 31P, 32P, 358, 18F, 36Cl, 1351 cootBercTBenHo. Takue MeueHHbIE
U30TOMAMU  COEOUHEHMS MOXKHO  HCIIONIb30BaTh B META0OJMUYECKHUX  HCCIEJOBAHUSAX
(mpennoutuTensHo ¢ 'C), KUHETHUECKHX HCCIeTOBAHMSX Peakiiii (Hanpumep, ¢ neiirepuem (.
e. D wm “H), wmt tputuem (1. e. T umu “H)), crocobax 0GHAPYKEHHsS HIM BH3yaTH3aLlHi
[Takux Kak Mo3uTpoHHO-3MHUccHOHHAsA ToMorpadus (II9T) mnu omHOOTOHHAST SMUCCHOHHAS
kommnbtoTepHas Tomorpadus (ODPIKT)], BrIrouUas aHaIM3bl pacHpenesieHHs JIEKapCTB HIIH
cyOCTpaToB B TKaHfAX, WIM IPHU pPAaAMOTEpaNUM MAlMeHTOB. B 4YaCTHOCTH, COEAMHEHHS,
meuennble ' F mm 'C, MOryT oKasaThesi OCOGEHHO MPEANOYTHTENbHBIME JUIS HCCIEI0BAHHIA
ciocobamu IIDT wmmm ODPOKT. 3amemenue Ooyiee TSKEIBIMH H30TONAMH, TaKUMH Kak
neitepuii (1. e. 2H), MOKET JOMOJHHUTEIbHO O0eCneYnuBaTh ONpeaesieHHble JiedeOHbIe
NPEeUMYLIeCTBA BCIEACTBHE OOJblIed MeTabONMIeCKOH CTaOMIBHOCTH COCIUHEHMH, HApHMep
OoJIbIIIero Mepuoa MOJYKU3HU in ViVO WJIH CHIDKEHHOW HeoOXoaumMoi 1o3upoBku. CoeqruHeHHsI
HACTOSIIEro M300peTeHMs, MEYEHHbIE H30TOMAMH, U UX TMPOJIEKAPCTBA MOXHO IO CYIIECTBY
NOJIy4aTh IMyTE€M IPOBEIACHHs TMPOLEAYP, OMHCAHHBIX HIDKE B CXE€MaxX WM B TMPHMEpax M
crioco0ax MPHUrOTOBJICHUsI, KOTOPbIE OMUCAHBI HIKE, TMyTEM HCIIOJIb30BAHUS JIETKOJOCTYITHOTO
peareHTta ¢ MEYEHHBIMH HM30TONAMH aTOMaMH BMECTO PEareHTa, He COAEpIKaIlero MEYEHHBIX
W30TOMaMHU aTOMOB.

IIpn ommcanmm M00OM NPUBENEHHOW B HACTOALIEM AOKYMEHTE (OpMyJsbl BBIOOD
KOHKPETHOH (PYHKIIMOHAJIBPHOW TPYMNNBI W3 CIHCKA BO3MOXKHBIX BAPUAHTOB Uil YKa3aHHOU
NEPEMEHHON He O3HAuYaeT OINpeNesIeHHe TaKOoro BhIOOpa BapHaHTa AJIS NEPEMEHHOH B IPYTUX
¢dopmynax. MHpIMU clioBaMu, €Ciy Kakas-JInOO IepeMeHHasl PUCYTCTBYeT B (opmyne Oonee
4YeM B OHOM MECTe, TO BBIOOP BapHaHTa U3 YKAa3aHHOIO CIHCKA B OJHOM MECTE HE 3aBHCUT OT
BbIOOpa BapHaHTa JUIsl TOM e MEPEMEHHON B IPyroM MecTe (POpMYJIbl, €CIIH HE YKa3aHO MHOE.

B coorBeTcTBMM ¢ TpPUBENEHHBIMH BBIIIE COOOPAKEHHSIMU 1O OOO3HAYEHMIO
3aMecTUTesIeld U UCIOIb3yeMON HOMEHKJIAaType MOAPa3yMeBaeTCsl, YTO B HACTOSIIEM JOKYMEHTE
SIBHOE YIIOMHUHAHHE HEKOTOPOTro HabOpa BO3MOXKHOCTEH O3HA4aeT, MPU HAIUYMH XHMUYECKOTO
CMBICJIa W €CJIM HE YKa3aHO HHOE, HE3aBUCHUMYKO CCBUIKY Ha BCE BO3MOXKHBIC BAPHUAHTBI
OCYIECTBJIEHHsI TAKOro HaOopa, a TaKXKe CCbUIKY Ha BCE W KaXKIblii BO3MOKHBIA BapHUaHT
OCYIIECTBIIEHHSI TOJMHOXECTB SIBHO YKa3aHHOTO HA0Opa BO3MOKHBIX BAPHAHTOB.

B kauecTBe mepBOro mpuMepa TEPMHHOJOTHU 3aMECTHTENICH, €CIIU 3aMECTHTEINb SlIIpPIMep
npencrasisier cobolt onuH U3 S; u S,, a 3amecTUTeNb SZHlDPIMep npeacTasisier codbol onuH u3 S; u
S4, 3T 00O3HauUEHWs] OTHOCATCS K BapHAaHTAM OCYLIECTBICHHS HAaHHOTO H300pETeHus,
MPUBEAEHHBIM B COOTBETCTBHUU C BapUAHTAMU, T7E SIHlDPIMep npeacTaBisier codoit Sy, a SZHlDPIMep
npencrasisier codoit Si; SIHlDPIMep npencrasisier codoit S;, a SZHlDPIMep npeacTaBysieT codoit Su;
Slnpmep npencTasisier cobolt S;, a SZHpPIMep npencrasisier codol Si; SIHlDPIMep npeacTaBisieT codok
S2, a S upmiep TMPEICTABIAET COGOM Sy a TAaKKe SKBUBAIEHTAM KAk/IOTO M3 TAKHX BaPHAHTOB.
Bonee kpaTkyro TEpMHUHOJOTHIO «SIHMMep npencTasisier co0oit omuH U3 S; U Sy, a SznpﬂMep
npeAcTaBisieT co0ol OnuH U3 S3 M S4» COOTBETCTBEHHO NMPHUMEHSIOT B HACTOSIIEM JTOKYMEHTE
IJIs1 KPATKOCTH, a HE AJid OrpaHu4eHus. I I[puBeneHHbIN BbIIIE EPBbINA IPUMEDP 10 UCIIONIb3YEMOU

s 0003HAYEHMsI 3aMECTHTENe TepMHHOJIOIMH, JAaHHBIH B OOIIMX TEPMUHAX, MperHa3HAuYeH
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IUTST  WUUTIOCTPALMU  PA3JIMYHBIX BapHAHTOB OOO3HAYCHHI 3aMECTUTENICH, OINMUCAHHBIX B
HacTosmeM AokyMeHTe. ONMUCaHHBbIC BBIIE YCIOBHBbIE 00O3HAUEHUSI 3aMECTUTEJICH OTHOCSITCS,
€CJIM IPUMEHUMO, K TAKUM 3aMECTUTEIIAM, KaK Rl, RZ, R?, Rb, Rd, R® Arl, N, M, X u konblLio A, a
Takke K JII0OOMy Apyromy oOremMy 00O3HAUYEHHUIO 3aMECTUTENIS, UCIIOIb3YeMOMY B HACTOSIIEM
TOKyMEHTE.

bosnee Toro, ecnu nmnsi MOOOrO 3J€MEHTA XUMHYECKOW CTPYKTYPbI WJIM 3aMECTUTEJNS
NPUBOAUTCS OOJiee OJHOTO 0OO3HAYEHHUS, BAPHAHTBI OCYINECTBJIEHUS] HACTOSIIEr0 U300peTeHus
coneprkaT pa3IMYHbIe, PUHUMAEMbIe HE3aBUCHUMO, COYETaHUS BAPUAHTOB U3 IMEPEYHCIICHHBIX
0o0O3HaYeHMIi, a TaKkKe UX OSKBUBAJIEHTbl. B KauecTBe BTOPOrO MNPUMEPA TEPMHHOJIOTHH
3aMEeCTUTENIel, €ClIM B JAaHHOM JIOKYMEHTE OINMCaHO, 4YTO €CJIM 3aMECTUTENb  Sipumvep
npencrapisier cobodi ommH w3 Sy, S; W S;, TO 3TOT mMepedeHb OTHOCHTCS K BapUaHTaM
OCYILECTBJIEHUS] JAHHOTO U300peTeHusi, AJsl KOTOPBIX Sppuvep MPEACTABISAET CO00H Si; Supuvep
npencTasiisieT cO00M Sa; Sypuvep MPEACTABIAET COO0H S35 Supuvep MPEACTaBIISAET COOON OAUH U3 S
1 S2; Supuvep IPEACTABIISAET COOOM OAMH U3 S1 U S35 Sypunep IPEACTABIISIET COOOM OfMH U3 Sy U S3;
Supumep TpeACTaBisieT coOol omuH U3 Si, So U S3; U Sipuvep MpEACTaBIAET cOOOH srOOOMN
SKBUBAJIGHT KaXKAOTO M3 3TUX BApHWAHTOB. I KPATKOCTU U3JIOKEHHs, HO HE C ILENbIO
OTPAaHWYEHHUS, B HACTOSILIEM JIOKYMEHTE€ COOTBETCTBEHHO MPUMEHSETCS COKpAaIEeHHAs
TEPMUHONOTHS: «Sppmvep TPEACTABIISAET COOOM OUH U3 S, S> U S3». IlpuBeneHHbI Bbillie BTOPOIi
pUMepP IO UCTOJB3yeMOU IJIsi 0003HAYECHHs 3aMeCTUTeNIeH TePMHUHOJIOTHH, JTaHHBIA B 00IIUX
TePMHUHAX, TPEAHAa3HA4YeH I WUIOCTPAlMU  Pa3IMYHbIX  BapHAHTOB  OOO3HAYEHUS
3aMEeCTUTENIeN, OMUCAHHBIX B HACTOsIIEeM JOoKyMeHTe. OmnucaHHbIE BBIIIE YCJIOBHbBIE
0003HAYEHUST 3aMECTUTEJIEH OTHOCSATCS, €CJIM MPUMEHUMO, K TAaKIM 3aMECTUTENISIM, Kak R', R?,
R% R® R% R® Ar', N, M, X u koubIo A, a Takxke K aroboMy npyromy odiiemy 0O003HAYEHUIO
3aMEeCTUTES], UCTIOJIb3YEMOMY B HACTOSIIEM TOKYMEHTE.

ITpennonaraercs, yro HomeHkaatypa Cij, rzae j > 1, HCHONb3yeMas B HACTOAIIEM
JOKYMeHTe isi 00O3HAYEHHUsT KjIacca 3aMEeCTHTENIeH, peqHa3HaYeHa I YKa3aHUs BapUAHTOB
OCYIIECTBJICHUS] HACTOSIIETO U300PETEHUs, ISl KOTOPBIX MHIAUBUAYAJIBHO PEATM30BAHO KAKI0€e
U BCE€ BO3MOJKHbBIE KOJIMYECTBA aTOMOB yTrjepona OT 1 0 j, BKJroYasi 1 u j. B kauecTBe mpumepa
TepMuH C|¢ OTHOCUTCS HE3aBHCHUMO K BapHUaHTaM OCYIIECTBJICHHS, B KOTOPBIX UMEETCSl OJUH
atom yriepona (C;), BapuaHTaM OCYINECTBJICHHs, B KOTOPBIX UMEIOTCS IBa aToMa yriepoaa
(C,), BapuaHTaM OCYILNECTBJICHUS, B KOTOPBIX UMEIOTCS Tpu atoma yriaepona (Cs), u BapuaHtam
OCYIIECTBJICHUS], B KOTOPBIX UMEIOTCS YeThipe aToMa yriepona (Cy).

Tepmun C,p, aJKUI OTHOCUTCS K NPSIMOM WJIM Pa3BETBJIEHHON ann(paTHUECKOW Lenu ¢
OOILIMM YHCJIOM aTOMOB yriiepoaa N B LU, yAOBIETBOPSIOMUM ycyioBuio n < N < m, rae m >
n. JIroOol NBYXBaJCHTHBbIH 3aMECTUTENb, VKA3aHHBIH B HACTOSINEM JOKYMEHTE, BKJIIOYAET
pa3JIMyYHble BO3MOXKHBIE BApHUAHTBHI MPUCOSAMHEHHS, €CJIM IOMyCTUMO OO0jiee OIHOTO TaKOTro
BapuaHta. Hampumep, ynmomuHaHue IBYXBajJeHTHOro 3amectutens -A-B-, rne A # B, B
HACTOSIIIEM JOKYMEHTE OTHOCHUTCS K TaKOMY JBYXBAJEHTHOMY 3aMECTUTENI0, rae A
MPUCOEIMHEH K TEPBOMY 3aMellaeMOMy »dJIeMEeHTy, a B mnpucoeamHeH KO BTOPOMY

3aMCIIA€MOMY JJICMECHTY, a4 TaKXE€ K TaKOMYy [OBYXBAJCHTHOMY 3aMCCTUTCIIIO, TAC A
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NPUCOEINHEH KO BTOPOMY 3aMeIaeMOMy 3JIEMEeHTY, a (parmMeHT B mpucoenansHeH x mepBomy
3aMeIIaeMOMY 3JIEMEHTY.

Hzobpetenne Bimouaer B ceOs Takke (papMaleBTUYECKH MPUEMIIEMBbIE COJU
coenunenuii gopmynel (I) (a taxke dopmyn (IA), (IB) u (IC)), npennouTuTenbHO U3 TeX
KOHKPETHBIX COEJUHEHWN, YTO OINHUCAHbl BbIIE U MPOWIIIOCTPUPOBAHBI B HACTOSILIEM
IOKYMEHTE, U CIIOCOOBI JIEYSHUS C IPUMEHEHHEM TaKUX COJIEH.

Tepmun «dapmaneBTHIECKN IPHEMIIEMBIID» 03HAYAET YTBEP KACHHBIH MM ONOOpPEHHBIN
PEryJSITOPHBIM  OpraHoM  (efepasibHOTO TPABHTENLCTBA WJIM TPABUTENbCTBA IITATA WU
COOTBETCTBYIOLIMM OpPraHOM B cTpaHax nmomMumo CoeamHeHHbIX 11ITaTOB MM MPUBENEHHBIH B
®dapmakorniee CIIIA wiu apyrux oOmenpusHaHHBIX (apMaKOTesx C LETbK HUCTIOIb30BAHUS IJIsI
JKUBOTHBIX U, 4TO O0JIee KOHKPETHO, I YeJIOBEKa.

Tepmun «papManeBTHUECKH NpPHEMIIEMasi COJNb» O3HA4aeT COJIb CBOOOIHOM KHCIIOTHI
WJIM OCHOBAHMS COEIUHEHUH, TpeacTaBieHHbIX dopmyoii (1) (a Takke popmynamu (IA), (IB) u
(IC)), xoTOpBIE SBISIOTCS HETOKCUYHBIMU, OMOJIOTHYECKH TEPEHOCUMBIMHU WJIM MUHBIM 00pa3oM
OuoNornyecku MpUeMIIEMBbIMU JUIsI BBEIEHHs CyOBeKkTy. JlaHHOe BelecTBO NOJDKHO 0oOJanarh
TpeOyeMoil (papMaKkoIOrHuecKol AaKTUBHOCTBIO HCXONHOrO coequHeHus. B olmem ciydae
cmotpure G.S. Paulekuhn, et al., “Trends in Active Pharmaceutical Ingredient Salt Selection
based on Analysis of the Orange Book Database”, J. Med. Chem., 2007, 50:6665-72, S.M.
Berge, et al., “Pharmaceutical Salts”, J Pharm Sci., 1977, 66:1-19 u Handbook of
Pharmaceutical Salts, Properties, Selection, and Use, Stahl and Wermuth, Eds., Wiley-VCH and
VHCA, Zurich, 2002. IIpumepamu ¢apMaLeBTHUECKH NPUEMIIEMBIX COJIEH SIBJISIOTCS COJIH,
KOTOpble HMEIT (papmakoJorudeckuil >pQexkT u mnpuemieMbl mJisd KOHTAKTa C TKAaHAMHU
NaLMeHTOB Oe3 HeHaJeKalleil pa3ipakarolel, TOKCUYeCKOW WM aJUIePTUYeCKON PeaKLuH.
Coenunenue ¢opmyinsl (I) (a Taxke dopmyn (IA), (IB) u (IC)) moxer uMeTh B TOCTATOUHON
CTENEHM KHCIYI0 TPyIIy, B AOCTATOYHOH CTENEHW OCHOBHYIO Tpymmy wiu oba THma
(YHKLIMOHAJIBHBIX TPYII U COOTBETCTBEHHO BCTYNAaTh B PEAKLHUIO C HEKOTOPBIM KOJUYECTBOM
HEOPraHMYEeCKUX MJIM OPraHUYECKUX OCHOBAHWH, a TAaK)Ke HEOPraHMYECKUX M OPTaHHYECKHX
KHCJIOT ¢ 00pa3oBaHueM (papMaLeBTHUECKH MPUEMIIEMOMN COJIH.

[Tpumeps! (papManeBTUYECKH MPHEMJIEMbIX COJIEH BKJIIOYAlOT B cebs  Cynbdarsl,
nupocysbdarel, Oucynbdarsl, CynbhuThl, Oucynbdursl, (ocdarsl, MoHOTUApPOreHPOChaTHI,
muruaporerdocdarsr, mMetadocdarsl, mupodocdarsl, XIOPUAbI, OPOMHIBI, HOAHIBI, ALETATHL
NPOMNHMOHATHI, JI€KAHOATBI, KaNpHJIaThl, aKpWjaTbl, (QOpPMHATBHI, HM300yTHPATHI, KaIrpoAaThl,
reNTaHOAThl, NPOMHONATHI, OKCaJaThl, MAaJOHATHI, CYKLUWHATBI, cyOeparbl, cebaunHaThl,
dbymapatel, ManeaTel, OyTUH-1,4-mu0aThI, TeKCUH-1,6-auoaThl, OEH30aThl, XJIOPOEH30aTHhI,
METHJIOEH30aThl, JTUHUTPOOEH30aThl, THAPOKCUOEH30aThl, METOKCHOEH30aThl,  (TaNaThI,
cynbdoHaThl, KCUIOICYNb(OHATHL, (QeHumanerarsl, (EHWINPONUOHATDI, (EeHMIOYTHPATHI,
LUTPAThl, JIAKTAThl, Y-THAPOKCHOYTHPATBL, TJHUKOJATBHL, TapTPaTbhl, METAHCYJIb(OHATHI,
nponancyibpoHaTsl, HadQTaNuH-1-cynbdoHaThl, HapTaTUH-2-CyIb(OHATHI U MAHIENATHI.

Korma coenunenne ¢opmynst (I) (a Taxxke dopmyn (IA), (IB) u (IC)) comepxur

OCHOBHBII aTOM a30Ta, Tpedyemast papMalieBTUYECKH IpUeMIIeMasi COJIb MOXKET OBITh MOJIyYeHa
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no JroOOMy COOTBETCTBYHOIIEMY crocoly, IOCTYMHOMY B aAaHHOW obmactu. Hampumep,
o0paboTkoii  CBOOONHOrO  OCHOBAHHMSI ~ HEOPTaHMYECKOW  KHUCJOTOH,  TakOW  Kak
XJIOPUCTOBOZIOPONIHAsT ~ KMCJOTa,  OpPOMHCTOBONOPOAHAs  KHCJIOTAa,  CEepHast  KHUCIOTA,
cyab(paMHUHOBasE KUCJIOTA, a30THAs KHCIOTa, OOpHAas KUcioTa, pochopHast KUCIOTa U T. I1., UIIH
OPTraHUYECKOM KUCIOTOM, TAKOW KaK YKCYCHAasi KUCJIOTa, (PEHUITYKCYCHAsl KHCIIOTA, IPOITHOHOBAs
KHCJIOTA, CTEAPMHOBAs KUCIIOTA, MOJIOYHAs KHCIJIOTA, ACKOPOWHOBAasl KHCJIOTA, MaJleMHOBAs
KHCJIOTA, THAPOKCUMAJIEMHOBAs KHUCJIOTA, M39THOHOBAsl KHUCIOTA, SHTApHAas KHUCIOTA,
BaJICPHAHOBAs KUCJIOTA, (hyMapoBasi KUCJIOTA, MAJIOHOBAsI KMCJIOTA, MUPOBHHOIPAIHAS KUCIIOTA,
IIaBejieBass KHCJIOTA, TJIMKOJIEBAs KHUCJIOTA, CANUIMIIOBAas KHCJIOTA, OJISMHOBAs KHUCIIOTA,
NAJIBMUTHHOBASE KHCJIOTA, JIAYyPUHOBAs KHUCJIOTA, MHPAHO3UAMIOBON KHCJIOTOW, TaKOH Kak
TJIFOKYPOHOBAsT KUCJIOTA HJIM TaJIAKTYPOHOBAsI KHUCIOTA, ajib(pa-ruapOKCUKHUCIOTON, TaKOH Kak
MUHJQJIbHAS KUCJIOTA, JIUMOHHAS KUCJIOTa WM BHHHAS KHUCJIOTa, aMHUHOKHCIIOTOH, TAKOH Kak
acriaparuHOBasi KUCIIOTA, IIIyTapOBasl WJIM IIIyTAMUHOBAsT KUCJIOTA, apOMATHUECKOW KHCIIOTOM,
TakOl Kak O€H30IHas KHCIIOTa, 2-alleTOKCHOEH30MHas KHCJIOTa, HapTOWHAas KHUCIIOTAa WU
KOpUYHAsl KHCJIOTA, CYJIb(POHOBOH KHCIOTOW, TakOH Kak Jaypuicysib(OHOBas KHUCIOTA, pP-
TOJTyOJICYJIL()OHOBAST KUCJIOTA, METAHCYIb(OHOBAST KHCIIOTA, STAHCYJIL(OHOBAST KUCIIOTA, JTIFOOOM
COBMECTHMOI CMECBHIO KHCIIOT, TAKHX KaK MPUBEIEHHBIE B IPUMEPAX HACTOSIIETO JOKYMEHTA, U
1000 APYroil KMCIOTON MIIM CMECBIO KHCIIOT, KOTOPbIE pAaCCMATPHUBAIOTCS KaK SKBHBAJEHTHBIC
WY TIPUEMIIEMbBIE 3aAMEHUTENN B CBETE OOBIMHOTO YPOBHS 3HAHNUH B TAHHOH TEXHOJIOTHH.

Korna coenunenne ¢opmynsl (I) (a takxe dopmyn (IA), (IB), (IC) u (ID)) sBusercs
KHUCJIOTOH, TakoH Kak KapOOHOBas KHUCIIOTa WIM CyJb(pOHOBAasi KHUCJIOTA, TpeOyeMyro
dapMaleBTUYECKH NPUEMIIEMYIO COJb MOXHO IOJNYYUTh MO JIFOOOMY COOTBETCTBYIOIEMY
cioco0y, Hampumep, € MOMOLIbI0 00pabOTKHM CBOOOAHONW KHCJIOTHI HEOPTaHHMYECKUM HIIN
OpPraHMYeCKUM OCHOBAaHHEM, TAaKUM Kak aMuH (TIepBUYHBIH, BTOPUYHBIH WM TPETUUHBI),
TMAPOKCHA  INEJIOYHOTO MeTalla, THIPOKCHJ ILIeJOYHO3EMEJIbHOrO MeTajuila, Jirobas
COBMECTHMasi CMECb OCHOBAHHMI, TAKHX KaK MPUBEACHHbIC B HACTOSIIEH 3asiBKE B MpPUMepax, U
J000r0 IPyroro OCHOBAHUSI M UX CMECH, KOTOPBIE PACCMATPUBAIOTCS KAaK SKBHBAJICHTHBIC U
NpUEeMJIEMbIEC 3AMEHUTENTN B CBETE OOBIYHOTO YPOBHS 3HAHHH B TaHHOW TEXHOJIOTHH. TUIHYHBIE
NPUMEPbl COOTBETCTBYIOLIUX COJIEH BKIIIOYAIOT OPTaHUYECKHWE COJM, TIOJyYEHHBbIE U3
AMHMHOKHCJIOT, Takux Kak N-meTun-D-rirokamuH, JU3WH, XOJHH, [JHLUAH W aprHHUH,
AMMOHUEBBIE COJIM, KapOOHAThl, OMKApOOHATHI, COJMHM MEPBUYHBIX, BTOPHUYHBIX U TPETHYHBIX
AMHMHOB M LMKJIMYECKHX aMUHOB, TaKUX KaK TPOMETaMUH, OEH3WJIAMHHbBI, MHUPPOTUIMHBIL
NUMEPUANH, MOP(OJIHH U MHUIEPa3UH, U HEOPraHHUECKHe COJIH, MPOU3BOAHBIEC HATPUS, KaJIbLIHS,
KaJIvsl, MarHusi, MapraHLa, jkeye3a, MeI1, LINHKA, ATFOMUHNS U JINTHSL.

HzobpeTeHne Takke OTHOCHTCS K (DapMaLeBTUYECKU MPHUEMIIEMBbIM IPOJEKapCTBAM
coenunennii popmynsl (I) (a Taxxke dopmyn (IA), (IB) u (IC)) u cnocobam sedeHUs: C
NPUMEHEHNEM TakuX (papMaleBTUYECKH MPUEMIIEMBIX MPOJIEKApCTB. TepMUH «IIPOJIIEKAPCTBOY
O3Ha4yaeT MPEeAIIEeCTBEHHNKAa 0003HAUYEHHOT'O COEMHEHHsI, KOTOPBIH MOCJe BBEACHUS CYOBEKTY
o0ecrieunBaeT COEAMHEHHE In VIVO TOCPENCTBOM XHMHUYECKOTO WIH (PU3HONIOTHYECKOro

nponecca, Takoro Kak COJIbBOJIN3 UJIHU (1)epMeHTaTI/IBHOG pacCliCTUICHUE, WIIN IO BO3JIEHCTBUEM
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(U3MONOrHUecKrX yCIOBUN (HAIIPUMEpP, TPOJIEKAPCTBO MPH MPUBEACHUU K (PU3NOIIOTHIECKOMY
3HaueHnto pH mpeobpasyercs B coenuHenne ¢opmyner (I)). Tepmun «gpapmaneBTHUECKH
NpUEMJIEMOE TIPOJIEKAPCTBO» O3HAYAET NPOJIEKAPCTBO, KOTOPOE SIBJIAETCS HETOKCUYHBIM,
OMONOrNYeCKU TMEPEHOCHMBIM U HHBIM O0pa3oM OHOJIOTHMYECKH NPHEMJIEMbIM IS BBEIEHHS
cyOpexty. MumrocTpaTuBHbIe poLenypbl 0TOOpa U MPUTOTOBJICHUS] IPHEMIIEMBIX ITPOU3BOIHBIX
IPOJIEKApCTB OINHUCAHBl, Hampumep, B nybomukauuu «Design of Prodrugs», ed. H. Bundgaard,
Elsevier, 1985.

[Tpumeps! MPONEKAPCTB BKIOYAOT B ceOs COSAMHEHUs, MMEIOLINEe aMHHOKUCIIOTHBIN
OCTaTOK WJIM TOJUIENTUAHYIO LEMOYKy W3 JBYX MWin Oonee (Hampumep, NIBYX, TPeX HIIH
YeThIPEX) AMUHOKHCIOTHBIX OCTATKOB, KOBAJIEHTHO CBSI3aHHBIX aMHIHOW HIIH 3(QUPHON CBS3BIO
co cBOOOIHON aMHMHO-, THIPOKCU- WK KapOokcurpynmnoi coemuHenus popmyiel (I) (a Taxxke
dopmyn (IA), (IB) u (IC)). ITIpumepbl aMUHOKUCIIOTHBIX OCTAaTKOB BKJIFOYAIOT B ceOs IBAAIATH
BCTPEYAOLINXCSl B MPUPOIHBIX YCIOBUSIX aMHUHOKHCIIOT, KOTOpbIe OOBIMHO O0O3HAYAIOT TPEeMsI
OykBaMu, a TakXke 4-THIPOKCUIPOJIMH, THAPOKCHIM3HH, JEMO3WH, W30IE€MO3HH, 3-
METHJITUCTHINH, HOPBAJIMWH, O€Ta-aJlaHWH, TraMMa-aMHHOMACIISHYI KHCIIOTY, LUTPYJUINHA
TOMOLIMCTENH, TOMOCEPHH, OPHUTHH ¥ METHOHHHCYJIb(OH.

JIONONTHUTENbHBIE THUMBI TPOJIEKAPCTB MOTYT OBbITh IONYYEHBI, HAmpUMep, TpHU
UCTIONIb30BAaHUN CBOOOIHBIX KapOOKCHUJIBHBIX rpynn cTpyktyp mo ¢opmyne (I) (a Taxke
dopmynam (IA), (IB) u (IC)) mana monydeHUs: aMUAHBIX WM QJIKWID(QUPHBIX MPOU3BOIHBIX.
IIpumepsl aMHUAOB BKIIOYAOT B Ce0sl T€, YTO MOJYy4YEHbl OT aMMOHHMA, mepBuuHble C.
cankuiaaMuapl U BropuuHble AU(Ci.eaiKumin)aMuHbl. BTOpu4HBIE aMHHBI BKIIOYAIOT B ce0s
(YHKLIMOHAJIBHBIE TPYIIIBI C 5- WIN G-YJIEHHBIM MeTePOLUKIIOANKUIBHBIM UM FeTePOAPHIbHBIM
KosbLOM. IIpuMepbl aMuI0B BKIIFOYAIOT B €e0s T€, UTO ABJISAIOTCS MPOU3BOAHBIMU aMMOHUS, Ci.3
ankun nepsudHble aMuHbl U 1U(Ci» ankuin)amuHbl. [Ipumeps! CloOXHBIX 3(GUPOB M300peTeHHs
BKJIFOHAIOT B celOsi cioxkuble d¢upel Ci; ankmia, Cs; umknoankuna, ¢penmwna u ¢penmn(Ci e
ankwia). [IpeanmodrurenbHbie CI0XKHBIE 3(QUPBI BKIIIOYAIOT B Ce0s1 CJIOKHBIE METUJIOBbIEC S(QUPBI.
[IposnexkapcTBa MOXKHO TaKKe MOJyYaTh MyTeM HCIONIb30BAHUS CBOOOIHBIX TMAPOKCUTPYIII JJIs
MOJIyYEeHHUS] TPOM3BOAHBIX C TPUMEHEHHEM TPYII, BKJIIOYAs TEeMHCYKLUHATBI, CJIOKHBIC
docharubie >dupsl, nuMeTHIaMHHOALETATHl U (HOCHOPHIOKCUMETHIOKCHKAPOOHIIIBL, CIEAYs
nporenypaM, TaKMM Kak omnucaHHble B myOnukanmu Fleisher et al., Adv. Drug Delivery Rev.
1996, 19, 115-130. MoxHO Takxke oOecrmeYnBaTh IMPOJEKAPCTBA 3a CYEeT KapOaMaTHBIX
NPOM3BOMHBIX THAPOKCH- M aMHUHOTpynmn. JUis TOJy4eHUs TNPOJIEKapCTB MOXKHO TaKKe
UCTIONB30BaTh KapOOHATHBIE TPOU3BOIHBIC, CIOXHBIE CyJIb(OHATHBIE 3(QHUPBI M CIOXHBIE
cyabdarHeie 3¢upbl ruapokcurpymn. Kpome TOro, s CO3maHUS TMPOJIEKAPCTB  TaKXKe
UCTIONB3YIOT —TOJIyY€HHE MPOM3BONHBIX THIPOKCUTPYII B BHAE (AJKOKCH)METWUI- U
(aLMIIOKCH)3TUIIOBBIX CIIOXKHBIX 3(HUPOB, MPHUEM alUJIbHAS TPYINAa MOXET OBITh aJKHUIIOBBIM
CJIO’KHBIM 3(HPOM, HEOOs13aTETbHO 3aMeIeHHBIM OIHUM WM OoJiee 3pUPHBIMU, AMUHHBIMH HJIH
KapOOKCHJIBbHBIMU ~ (YHKIMOHAJIBHBIMH TIPYNIIAMH, WJIM TPH 3TOM alWIbHAs TpyImrma
npeAcTaBisieT cOO0H CIIOXKHBIN 3pUpP aMUHOKHUCIIOTHI, KaK yKa3aHo Beile. IIponekapcTsa 3T0oro

TUIIA MOXKHO TIOJIy4aTh B COOTBETCTBUHU C OMUCAHUEM, NPUBEIEHHBIM B myOnukauu Robinson et
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al., J Med Chem. 1996, 39 (1), 10-18. CBoOonHble aMHHBI MOXKHO TaKXe TOJy4aTh B BUIE
amunoB, cyinboHamMunoB min (ocpoHamunoB. B cTpykTypy BceX 3THX (DYHKIIMOHAJIBHBIX
IPYII IPOJIEKAPCTB MOTYT BXOJUTH JIOTIOJIHUTENbHBIE TPYIIbI, BKJIIOYAs MPOCTbIE 3(QUPHBIE,
aMHHO U KapOOKCHIIbHBIE (PYHKLIMOHAIbHbIE IPYTIIIHI.

Hacrosimee wm300pereHre Takke OTHOCHTCS K  (DapMalleBTUUECKH AKTHBHBIM
merabonuram coenuHenuit popmyasl (I) (a Takxke popmyn (IA), (IB) u (IC)), koTopble Taxxke
MOXXHO IIPUMEHSTh B crocobax wu3oOpereHust. TepmuH «dpapMaLeBTHYECKH aKTHBHBINA
MeTa0oIUT» O3HA4YaeT (PapMaKOJOTHYECKH AKTHUBHBIA MPOAYKT MeTa0OoJu3Ma B OpraHU3Me
coenunenus popmydsl (I) (a Taxxe Gopmyn (IA), (IB) u (IC), eciin mpUMEHNUMO) WK €roO COJIH.
[IposnekapcTBa U aKTUBHBIE METAOOIHUTHI COSTMHEHUST MOKHO ONPENENATh C IOMOIIBIO OOBIYHBIX
METOAMK, H3BECTHBIX WJIHM JOCTYIHBIX B AaHHOW oOnactu. Cwm., Hampumep, NyOnMKanuu
Bertolini, et al., ] Med Chem. 1997, 40, 2011-2016; Shan et al., J Pharm Sci. 1997, 86 (7), 765-
767; Bagshawe, Drug Dev Res. 1995, 34, 220-230; Bodor, Adv Drug Res. 1984, 13, 224-331;
Bundgaard, Design of Prodrugs (Elsevier Press, 1985); u Larsen, Design and Application of
Prodrugs, Drug Design and Development (Krogsgaard-Larsen, et al., eds., Harwood Academic
Publishers, 1991).

Coenunenust popmyinsl (I) (a Takxe popmyn (IA), (IB) u (IC)) u ux papmaneBTHUECKH
npuemMyieMble  COJNH, (apMalleBTHYECKH IpHEMJIeMble MpoJieKapcTBa H  (apMaleBTHUECKH
aKTUBHBbIE METAOONUTBl HACTOSILIET0 H300PETeHUS HCIONB3YIOT B KAdyeCTBE MOJYJISTOPOB
GluN2B-penenropa B cnocobax m3o0pereHus. byayuun TakumMu MOAYJISITOPAMH, COSTUHEHHS
MOTryT (YHKIMOHHPOBAaTh KaK AHTAarOHUCTBI, aroOHHUCTBI WM OOpaTHbIE AarOHUCTHL TepMUH
«MOAYJIATOPBI» BKJIIOUYAET B ceOs Kak MHTMOUTOPBI, TaK M aKTHBATOPBI, NPU 3TOM TEPMHUH
«UHTHOUTOPBDY OTHOCHUTCS K COEAMHEHHSM, KOTOpBbIE CHIDKAIOT, OJIOKHPYIOT, A€aKTHBUPYIOT,
AEeCeHCUOMIM3UPYIOT WM TIOHMXKAIOT YPOBEHb SKCIIPECCHMHM WM aKTUBHOCTb pELENTOPOB
GIluN2B, a «akTHBaTOPBI» MPEACTABIAIOT COOOH COENMHEHHUs, KOTOpbIe YBEJIHYUBAIOT,
AKTUBUPYIOT, OOJIEr4aroT, CEHCUOWJIM3HPYIOT WM TMOBBILIAIOT YPOBEHb OSKCIPECCUU WU
aKTUBHOCTH perientopos GIuN2B.

B HacTosilieM MOKYMEHTE TEPMHH <JICUUThY WIH «JICYCHHE» OTHOCHTCS K HA3HAYCHHIO
AKTUBHOTO areHTa WJIM KOMITO3UIMH H300peTeHHs CYOBEKTY C LENIbI0 TePaeBTUYECKOTO HIIH
NpOQHUIAKTHUECKOTO  ONArONpPUSATHOTO  BIMSHUS MOCPEACTBOM  MOIYJISIUH  AKTUBHOCTH
pernenropa GluN2B. Jleuenue BkirouaeT B cedsi oOpaineHue TedeHus, oderdeHue, ocaadieHue,
3aMeUIEHHE TMPOrPECCUPOBAHUS, YMEHbBIIEHHE YYBCTBUTEIBHOCTH WIH MPEIOTBPALICHHE
3a00NeBaHMs, PAcCTPOHCTBA MJIM COCTOSIHUS WMJIM OJHOrO HIM 0Oojiee CHMITOMOB TaKOTO
3a00neBaHMs, PacCTPOHCTBA WJIM COCTOSIHMSA, OOYCIIOBJIEHHBIX MOJYJSIIMEH aKTUBHOCTH
peuenropa GIuN2B. TepMuH «manmueHT» OTHOCHTCS K MIJIEKOMHUTAIOIIEMY MAIUEHTY,
TpeOyIOLIeMy TaKOrO JISYEHHUs], TAKOMY KaK 4eJIOBEK.

CooTBeTCTBEHHO, H300peTEeHHEe OTHOCHTCA K CIoco0aM INPHMEHEHHs ONHCAHHBIX B
HACTOSIIEM JTOKYMEHTE COEIMHEHHH ISl JIeueHUs] CYObEKTOB, CTPAJAlOIINX OT WJIM UMEROIIUX
IUarHOCTUPOBAHHOE 3a00JI€BaHNE, PACCTPONCTBO WM COCTOSIHUE, OOYCIIOBIEHHOE aKTUBHOCTBIO

peuentopa GIluN2B, Takoe kak OwumnonspHoe paccTpoiicTBO | Tuma JAenpeccCHUBHOH,
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TUIIOMaHUAKAIbHON, MAHUAKAJIBHOW W CMeIaHHOH ¢GopMm; OumonsipHoe pacctporicTso 1 Twma;
NETPECCUBHBIE  PACCTPOMCTBA, TaKW€ Kak OJMHOYHBIM JENPECCUBHBIM  3MU301 WU
peuuauBHpyrolIee OONbIIOE ENPECCUBHOE PACCTPOICTBO, MAJIOE IETIPECCUBHOE PAaCCTPONHCTBO,
PE3UCTEHTHAasi K JICUEHUIO JAENpPeCcCUs, MOCIEPOAOBOE AENPECCUBHOE PACCTPOMCTBO,
JECTPYKTUBHOE PAaCCTPONCTBO IUCPETYJSIUM HACTPOEHUs, AENPECCUBHBbIE PACCTPONCTBA C
NICUXOTUYECKMMHM CHUMITOMAMH, YCTOMYUBBIE pAcCTPOMCTBA HACTPOECHMs, TakKue Kak
LUKJIOTUMHUS, OUCTHUMUS, SYTUMHS, M TPeIMEeHCTpyajbHOEe Iucopudeckoe pacCTpOHCTBO,
TPEBOXKHBIE PACCTPOMCTBA, TIEHEPAIM3OBAHHOE TPEBOXKHOE PACCTPONCTBO, IMaHUYECKOE
paccTpoiicTBo ¢ aropadobueit wim 6e3 Hee, cneuupuueckas (HoOUsi, COLHATBHOE TPEBOKHOE
pacCTpOICTBO, XPOHUYECKHE TPEBOKHBIE  PACCTPOHCTBA,  OOCECCHBHO-KOMITYJBCHBHOE
PacCTpONCTBO, pEAKLUI0 HAa TSKEIbIH CTPEeCC M PacCTPOMCTBA afanTalluM, TaKhue Kak
noctpaBMaTuueckoe crpeccoBoe paccrpoiictBo (ITTCP); npyrue HeBpoTUYECKHE PACCTPOICTRA,
TaKue KaK CHHJPOM AeNepCOHAIN3ALUN-Iepean3allii; epBa3suBHbIE PACCTPONCTBA PA3BUTHS,
BKJIFOYasi, O€3 OrpaHUYEHUi, CHHAPOM Acmeprepa U CHHAPOM Perrta, ayTHuecKkue pacCTpONCTBa,
JNETCKHUI ayTU3M U TMIIEPAKTUBHOE PACCTPONUCTBO, COYETAIOIIEEC C YMCTBEHHON OTCTAJIOCTBIO U
CTEPEOTUITHBIMH IBI)KEHUSIMH, CHeln(UIeCKOe pacCTPOHCTBO Pa3BUTHSI MOTOPHOH (YHKLHUH,
cnenn(puIecKkre pacCTPONCTBA Pa3BUTHsI yUeOHBIX HABBIKOB, IIOCTHATANbHAS (ITOCIEPOIOBAsT)
NPEAPONIOBast NENMPECCHsT, PAaCCTPONCTBA NpHEMa NHIIY, BKJIoYasi, 0e3 OrpaHHMYEHHH, HEPBHYIO
AHOPEKCHIO, HEPBHYIO OYyJIMMHIO, M3BpAlleHHE BKyCa W TCHXOTe€HHOE IepeenaHue; OOoJe3Hb
ITapkuHCOHA;, BTOPUYHBIA NAPKUHCOHU3M, TAKOM KakK MOCTIHUE(PATUTHBIH NapKUHCOHU3M,
Apyrue paccTpOMCTBA C CHHAPOMOM MapKUMHCOHMU3MA, JEMEHLMIO C TenbuaMu Jlesw;
JereHepaTuBHble 3a0oneBaHUs Oa3ajbHBIX TaHIVIMEB, JAPYrue SKCTpanupaMUAANbHbIE U
ABHUTraTeJIbHbIE PACCTPOMCTBA, BKJIIOYAs, O0€3 OrpaHHYeHHH, TPEMOp, SCCEHLUAIBHBIN TPEMOp U
JIEKaPCTBEHHBIN TPEMOP, MUOKJIOHYC, XOPEIO U JIEKAPCTBEHHYIO XOPEI0, JIEKAPCTBEHHbIE TUKU U
TUKUA OPraHUYECKOro MPOUCXOXKACHUS, JEKAPCTBEHHYH) OCTPYIO NMCTOHMIO, JIEKAPCTBEHHYIO
no3aHIOK  AuckuHe3nro, L-JIOPA-uHAyUMpPOBaHHYIO  AUCKWHE3UIO, HWHAYLUHUPOBAHHBIC
HENPOJIeNTHKAMU JBUTATEIbHBIE PACCTPOMCTBA, BKIIIOUAs, 0€3 OrpaHMYEHUH, 3JI0Ka4eCTBEHHBIH
Heriponentuuyeckuii  cuHapoMm (3HC), MHIyUMpOBaHHBIH HEWPOJIENTHKAMH apKUHCOHU3M,
VWHAYLHUPOBAHHYIO HEHPOJIECNTUKAMU JUCKUHE3UIO C PAHHUM Ha4dajOM WJIM OCTPYHO JUCKUHE3HUIO,
WHAYLUHMPOBAHHYK) HEHPOJENTUKAMHU OCTPYI0 AUCTOHUI), UHAYLHPOBAHHYIO HEMPOJIENTHKAMU
OCTPYK)  aKaTU3UK, HWHAYLHUPOBAHHYIO  HEUPOJENTUKAMM  MO3JHIOK  JUCKUHE3UIO,
UHyLUPOBAHHBIA HEHPOJENTUKAMHU TPEMOP, CHHIPOM OECITOKOWHBIX HOT, CHHAPOM MBIIIEYHOM
CKOBAaHHOCTH,  IUCTOHMs,  BKJIOYas, ©Oe3  orpaHuueHud, (OKAJIbHYHO  JHUCTOHHIO,
MyJbTH(OKATBHYIO JUCTOHUIO WM CErMEHTAPHYK IUCTOHHIO, TOPCHOHHYI IHUCTOHHIO,
MEXIONYLIAPHYO, TIeHEPAIN30BAaHHYI0 W MO3JHIOK  AWCTOHHIO  (MHAYLHPOBAHHYIO
ncnxo(apMaKoJIOrHYeCKUMHE JIEKAPCTBEHHBIMU cpencTBamMu). DokanbHas AUCTOHHUS BKIFOYAET
LEPBUKAIBHYI0 ITUCTOHUIO (KpuBOIIew), Onedapocmasm (CMblkaHWE BeKa), IJUCTOHHUIO
KOHEYHOCTEeW (Cma3Mbl B KOHEYHOCTSIX, HANpPUMEpP MHUCYHMHA CrHa3M), OpPOMAaHIHOYJISPHYIO
OUCTOHMUIO U CHAa3MaTHYECKyK AMCHOHHUIO (CrIa3M TOJIOCOBOH CBSI3KHM), SIUJIETICHIO, BKIJIIOYAS

JoKkanu3oBaHHY0  (okanmpHyo)  (mapUUaNbHYI0)  HUAUOMATHYECKYIO  SIHJIENICHIO |
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SMWIENITUUECKHE CHHAPOMBI C CYIOPOXKHBIMH TPHUMAIAKAMU C JIOKAJIU3UPOBAHHBIM HAYaJIOM,
JOKAIU30BaHHYO  ((oKajbHYy0) (MApPUHUAIBbHYI0) CHMITOMATHYECKYIO  OIIICTICHI0 U
SMWIENTUYECKHE CHHAPOMBI C MPOCTHIMH MApLUAIBHBIME TPUMAIKAMHU, JIOKAJIH30BAHHYIO
(poxanpHy0) (MapLUUANBbHYIO) CHMOTOMATHUYECKYIO SMUJIETICHIO U STIJIENITUYECKUE CHHIPOMBI C
KOMILUIEKCHBIMH ~ MApLUUAJbHBIMM  TPUMANKAMU, TEHEPAJIU30BAaHHYK)  UIUOMATHYECKYIO
SIWIETICUIO W SMWIENTHYECKUe CHHAPOMBI, BKJIOUasi, Oe3 OrpaHHYeHHUH, MHOKJIOHUYECKYIO
SMUJIETICHIO PAHHEr0 JETCKOr0 BO3pPAcTa, HEOHATAbHBbIE CyJOpOrd (CeMeiiHble), AeTCKue
snuienTruueckue abcaHChl  (MMUKHOJIETICHIO), SIWJIENICHIO ¢ OOJIBIIMMH  CYyIOPOKHBIMHU
NpUMAJKAMUA  TpH  NPOOYXKNEHUH, aOCaHC-3MHJICTICHIO, MHOKJIOHUYECKYIO  STHJIETICHIO
(MMITyJIbCUBHBIN ~ Majiblii MPHUMAAOK) M Hecneun(pUYecKne AaTOHHYECKHe, KJIOHUYECKHE,
MHOKJIOHUYECKUE, TOHUYECKHE, TOHUKO-KJIOHUUECKHE SIS THYECKIE MPUTAIKH;, STTUIETICHIO
C MHOKJIOHHYECKHMMH a0CaHCAMH, MHOKJIOHHYECKH-aCTATHYECKUMH MPUIAJAKAMH, JETCKHE
cna3mbl, cuHapoMm Jlemnokca - Tacro, CamaamMoB THK, CHMIITTOMaTHYECKYIO PAaHHIOKO
MHOKJIOHHYECKYIO 3HIe(danonaTiio, CHHAPOM VY3cTa, Malible W OONbLINE CyIOPOKHBIC
NPUMAJIKK; STHIENTHYeCKUH CTaTyC, yCTOHYMBBIE COMAaTO(OPMHBIE PACCTPOICTBA, OCTPYIO,
XPOHHYECKYI M XPOHUYECKYIO HEYCTPAHUMYIO OO0JIb, TOJIOBHYIO OOJIb; OCTPYIO M XPOHHYECKYIO
00Jb, CBSI3aHHYIO C TICHXOJIOTHUECKHMH TMponeccaMu W (PU3MUECKUMH pPacCTPOICTBAMH,
BKJIIOUasi, Oe3 orpaHuveHuid, 0oJib B CriuHE, 3yOHYI0 00Jb, OOJb B JKHBOTE, OOJb B MOSICHUIIE,
0oJb B CyCcTaBax; OCTPYIO U XPOHUYECKYIO 0OOJIb, KOTOpAsl CBsI3aHA C 3a00JIEBAHUSIMU CKEJIETHO-
MBILIEYHONW CHCTEMbl M COEIUHHUTEIbHON TKaHH, BK/OUasi, 0e3 OrpaHHYEHHid, PEBMAaTH3M,
MUAJITHIO, HEBPAITHIO U (PUOpOMHANTHIO; OCTPYI0 M XPOHHYECKYIO OOJIb, KOTOpas CBsi3aHa C
pacCTpoiiCTBAMU HEPBOB, HEPBHBIX KOPEIIKOB W CIUIETEHHH, TAKMMU KaK TPUT€MUHAJbHAs
HEBpAJITUs, IOCTIeprIeTHYEeCKas HEBPAJIrus, CHUHAPOM (PaHTOMHON KOHEYHOCTH C OOJbIO,
KHACTEBOW TYHHENbHBIH CHHAPOM, IOPAKEHHE CENAJMIIHOTO HepBa, JauadeTHyeckas
MOHOHEWPONaTHs; OCTPYIO M XPOHUYECKYIO OOJib, KOTOpas CBsi3aHA C TOJMHEHPONATUSMH U
IPYTUMH PacCTPOMCTBaMU Mepr(epHUecKOil HEPBHOW CHCTEMbI, TAKUMH KaK BPOXKIEHHAs U
UIMOTIATHYECKAs] HEHPOMaTusi, BOCHATUTENbHAS TIOJTMHEHPONATHS, JIEKAPCTBEHHASI, aJIKOTOJIbHAS
WIA TOKCHYECKasl MOJUHEWPOIATHs, MOJUHEHPONaTHs NPU HEOIJIACTUYECKOM 3a00JIeBaHUMU,
nuadeTryecKast MOJIMHEHPONATHs, 1 OCTPYIO HEHpPONEreHepaIfio, TAKYI0 KaK BHYTPUYEPEITHbIE
MOBPEXKACHUSI TOJIOBHOTO MO3Ta, TAKU€ KaK MHCYJBT, TU(PQPY3HBIE U JIOKAIbHBIC MOBPEKIECHHS
TOJIOBHOT'O MO3ra, 3MHAypalibHOE, CcyOmypaipHOe M CyOapaxHOWAAJbHOE KPOBOU3IUSHUE WU
XPOHUYECKasi HeWpoJereHepalus, Takas Kak OoJie3Hb AJbIreiiMepa, 0ojie3Hb XaHTHHITOHA,
paccesHHbIli ckiepo3 u  BAC, cyOapaxHommambHOE KPOBOMBJIMSHUE, BHYTPUMO3TOBOE
KPOBOHM3JIUSHUE U JPyTrh€ HETPABMATHUYECKHE BHYTPHUYEPENHbIE KPOBOU3NIUSHHS, HHDAPKT
MO3ra, HHCYJIBT, OKKJIIO3UsS M CTEHO3 TmpeunepeOpanbHON u IiepeOpaiapbHOW apTepwii, He
NpUBOAALINE K HMH(DAPKTY MO3ra, paccedeHue LepeOpasibHbIX apTepuii, aHEBPU3M COCYIOB
TOJIOBHOTO ~ MO3ra,  LepeOpanbHbI  aTepoCKIepO3,  IMPOrPeCcCHpYIOLIas  COCYIUCTas
nelikosHUedatonaTus, TUIIEPTEH3MBHAsT  JHIedanonarus, HEMUOTeHHBbI  TpoMOo3
BHYTPUYEPENHBIX BEHO3HBIX COCYIOB, LiepeOpajbHBII apTepuuT, LepeOpaibHas aMHJIOHIHAS

AHTHONATHSI W OCJIOKHEHUs 1epeOpOBaCKYJIIPHBIX 3a00JIeBaHMIA;, TJayKOMy U Apyrue
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HEMpomaTuy;, AEMEHLHH, COCYAHCTYI0 AEMEHLUIO, NeMEHLUI0 ¢ Tenblamu JleBu, 100HO-
BUCOYHYIO JEMEHIMI0 M JeMEHLUIO0 INpu Oone3HH, Bbi3BaHHOH BHY; ronoBokpyskeHHE U
HUCTarM; 3BOH B VIIAax; HEPBHONCHUXHATPHUECKYI0 CHCTEMHYK) KpPAacHYK BOJYAHKY,
IECTPYKTUBHOE PACCTPOIMCTBO IUCPEryJALIMH HACTPOEHHS, PacCTPOHCTBO IMIM30(PEHUIECKOTO
CIIEKTpA; ¥ PaCCTPOHCTBA CHA/TIPOOYKIEHHS.

B cnocobax nedeHuss B COOTBETCTBUHM ¢ H300peTeHHeM 3(PQeKTHBHOE KOJIMYECTBO
(bapMaleBTHYECKOTO areHTa B COOTBETCTBHH C HM300peTEHHEeM Ha3HA4aeTcs CyOBeKTy,
cTpajarouieMy ot 3a00JieBaHUs, PACCTPOWCTBA WJIM COCTOSHHE HJIM HUMERIneMy Hx. TepMuH
«3(h(eKTUBHOE KOJMYECTBOY» O3HAYAET KOJHMYECTBO WJIM JO3UPOBKY, KOTOPBIE TOCTATOYHBI JJIs
TOCTH)KEHUS TI0 CYIIECTBY JKEJIATEIbHOTO TePAEeBTUIECKOTO MK podumakTiueckoro s¢dexra
IUI  TIAIMEHTOB, KOTOPBIM HEOOXOOUMO Takoe JIeYeHHe IpH YKa3aHHOM 3a00JIeBaHUM,
paccTpoiicTBe WK COCTOSHUU. DPPEKTHBHBIE KOJIMYECTBA WIIA J03bl COENUHEHUH HACTOSIIETro
n300peTeHNs] MOXKHO YCTAHABIMBATh OOBIMHBIMH CIOCOOAMH, TAKUMH KaK MOJEIHPOBAHUE,
UCCIIEIOBAHMS C TIOBBIIIEHUEM 03Bl HUIH KIIMHUYECKHUE UCTIBITAHUS, a TAKXKE C YyUETOM OOBIYHBIX
(akTOpOB, HampUMEp, TAKUX KaK PEKUM MIH CNocod TPUMEHEHUs WU JOCTaBKU
JIEKApCTBEHHOTO CPencTBa, (PapMaKOKUHETHKA COENUHEHMs, CTENeHb TSHKECTH U TEYECHHE
3a00neBaHMs, PacCTPOHCTBA HJIM COCTOSIHUS, MpPEIbIAyIIee WM TEeKyllee JiedeHHe CyOBeKTa,
COCTOSIHHE 3/I0pPOBBSI I OTBETHAS PEAKIHMsI OPraHu3Ma CyObeKTa Ha JIEKapCTBEHHOE CPENCTBO, a
TaK)K€ OLIEHKA Jedainero Bpava. [Ipumep Ao3bl HaxoauTcs B AuanaszoHe oT okoso 0,001 mo
okoJio 200 Mr COeIMHEHHUSI Ha KI' MacChl Tejla CyObeKTa B CYTKH, NMPENNOYTHTENIBHO OT OKOJIO
0,05 no 100 mr/kr/cyTku uiau ot okojio 1 10 35 MI/KI/CYyTKH B €AMHMYHON WJIH pa3fesieHHON
no3ax (HampuMep, IBa pas3a/CyT., TPU pas3a/CyT., yeThIpe paza/cyT.). [y dyenoBeka ¢ Maccoi Tena
70 K WUIIOCTPATUBHBIA AMANA30H JOMYyCTUMOU A03bI cocTaBisieT oT okosno 0,05 no okomno 7
r/cyT. niu ot okoJio 0,2 10 0KoJIo 2,5 r/cyT.

ITocne ynydlIeHUs COCTOSTHMS NALMEeHTa, OOJNErdeHus CHMITOMOB 3a0O0JIeBaHUS WM
pPacCTpoOICTBa MOYKHO KOPPEKTHPOBAThH 03y Ui MPOPUIAKTUYECKOTO WU MOANEPKUBAIOIIETO
naeuenus. Hampumep, AO3MPOBKA, WM HYACTOTA BBEIOCHHS, WJIM U TO U JIPyroe MOTYT ObITh
CHIDKEHBI B 3aBUCUMOCTH OT CHMITTOMOB JIO YPOBHSI, IPU KOTOPOM TOANEPKUBAETCS TpeOyeMbIi
TepaneBTHUeCKU uin npodunakTuueckuii s¢dext. Pasymeercs, eciu nposiBIeHHsT CHMIITOMOB
OCIa0JIeHbl 0 MPHUEMJIEMOTO YPOBHS, JICYCHHE MOXKHO MpekpaTuTb. OOHAKO NPU perHIuBe
CHMIITOMOB TALIUEHTY MOKET NOTPEeOOBATHCS JOJITOBPEMEHHOE IEPUOUUECKOE JICUCHHE.

Kpome TOro, axkTHBHBIE Aar€HTbl HACTOSILIEr0 H300PETEHHUS] MOMKHO TPUMEHSITh B
KOMOWHAIIMK C JOTIOJIHUTEIbHBIMH AKTUBHBIMHA KOMITOHEHTAMH JJISl JICYEHHUS TEePEUNCIEHHBIX
BBILIE COCTOSIHUH. JlOTOMHUTENbHbIE AEHCTBYIOIINE BEIIECTBA MOTYT BBOAUTBHCS COBMECTHO C
AKTUBHBIM areHTOM COCAMHEHWH n3 Tadnuubl | miM BXOIUTH B COCTaB (papManeBTHUECKOM
KOMITIO3UIIMM C TaKUM areHToM B COOTBETCTBUM C wu3o0pereHneM. B omHOM mpumepe
OCYIIECTBIIEHHsI YIIOMSHYTBIE AOMOJHUTEIbHBIE AKTUBHBIE KOMIIOHEHTBI MPEACTABISIIOT COOOH
KOMITOHEHTBL, 111 KOTOPBIX M3BECTHA JINOO OOHapyskeHa 3 ()EeKTUBHOCTD B JIEUEHUH COCTOSIHUH,
paccTpoiicTB win 3abojieBaHui, omocpenyeMbix akTUBHOCTBEO GluN2B, Takme kak napyroii

monyisitop GluN2B unu coenuHeHne ¢ akTUBHOCTBIO NMPOTHB APYTOM MUINEHH, CBSI3aHHOW C
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TaHHBIM KOHKPETHBIM COCTOSIHUEM, PAacCTPONCTBOM MK 3a0oneBaHneM. KoMOMHAIMIO MOXKHO
UCTIONBb30BAaTh JJIs MOBBIIIEHUs 3()(EeKTUBHOCTH (HApuUMep, MyTeM BKIFOYEHUs] B KOMOWHALIIO
COEAMHEHUs], YCHIINBAIOLIETO AeHCTBHE N 3((PEKTUBHOCTD AKTUBHOI'O areHTa B COOTBETCTBUH
¢ M300peTeHneM), CHUXKEHHUSI OAHOro miu Oosee moOOYHBIX 3PPeKToB Uiau TpeOyeMol I03bI
AKTHBHOTO areHTa B COOTBETCTBUHU C H300PETEHUEM.

AKTHUBHbIE areHTbl HACTOSINEr0 H300pPETEeHUs] HCIOJB3YIOT CAMOCTOSITENIBHO I B
KOMOMHAIIMM C OOHMM WM OoJiee JONMOJHHUTENbHBIMU AKTHBHBIMH KOMIIOHEHTAMHU JUIS
MPUTOTOBJICHUS (bapMareBTHYECKUX KOMITO3ULIH HACTOSIIIErO n300peTeHusl.
dapmarieBTUYECKasT KOMIO3ULMS H300peTeHus comaep:kuT: (a) 3¢h(GeKTHBHOE KOJIMYECTBO IO
MEHBIIIe Mepe OIHOTO aKTUBHOTO areHTa B COOTBETCTBHM C HACTOSIIUM H300pereHueMm; u (b)
(hapMareBTHUYECKH MPUEMJIIEMbII SKCIIUTTHEHT.

«DapMaLeBTHYECKU MPUEMJIEMbII SKCIUITHEHTY» O3HAYaeT BEIIEeCTBO, KOTOPOE SIBISIETCS
HETOKCHUYHBIM, OHOJIOrHYECKH MEPEHOCUMBIM U HHBIM 00pa3oM OMOJIOTMYECKH MPHEMIIEMbIM
IUI BBEACHUS CYOBEKTY, TAKOE KaK MHEPTHOE BEIIECTBO, NOOABIEHHOE B (PapMaKOJOTHUECKYIO
KOMITO3ULIMIO MJIM UHBIM 00pa3oM HCHOJIb30BAHHOE B KAUECTBE HECYLIEH CPEAbl, HOCUTEINS MU
pa3baBuTens A OOJIerdyeHus BBEIEHHS areHTa M COBMECTUMOE ¢ HUM. IIpuMepbl SKCLUITUEHTOB
BKJIFOUAIOT B ce0s1 kapOoHaT Kanbius, pocdar Kaablus, pa3JHyHbIe caxapa M THUIBI Kpaxmaa,
NPOM3BOIHBIE LEJUTIOJIO3bI, JKEJIATHH, PACTHTEIbHbIE MAcia U MOJINA THIICHTJIUKOJIH.

@opmbl 0cTaBKU (PapMaleBTUYECKUX KOMITO3MLUHN, COIEpKaIlluX OxHy winu Oolee
€IMHUL] JO3UPOBAHMs AKTHUBHBIX AreHTOB, MOXHO MOJy4aTh C NPUMEHEHHEM IPUEMIIEMbBIX
dapMaleBTHYECKNX SKCLUIHEHTOB W METOJUK COCTABJIEHMsS KOMIIO3UIMH, W3BECTHBIX B
HACTOsIIIee BPEeMsl MJIH AOCTYIHBIX CIELMAINCTaM B AaHHOW obnactu B Oynymem. Komnosuun
MOXXHO BBOIUTH C IPUMEHEHHEM CIocoOOB, OONANAIOIMUX MpPU3HAKAMU H300peTeHHs,
IPUEMJIEMBIM TyTEM IOCTABKH, HANpUMeEp, NEpOpajbHO, NMAPEHTEPATIbHO, PEKTAIbHO, MECTHO,
qepes Ii1a3a UK MyTeM HHTaJALNN.

IIpemapar moxker ObITh mNpencTaBieH B (opMe TaONeTOK, Kamrcys, caile, Ipaxe,
MOPOLIKOB, TPaHyJ, MACTHJIOK, MOPOLIKOB Iy BOCCTAHOBJICHHUS, JKUJAKHX TPENapaToB HIIH
cynnozutropueB. KoMmo3umu mpeanovYTUTENbHO IPUTOTOBIEHBI Il BHYTPUBEHHOH HHQY3UH,
MECTHOTO BBEACHHUS WJIK NIEPOPATILHOTO BBEACHUSI.

JUisi mepopasibHOTO BBENEHHsI COSIUHEHHsT M300pEeTeHUs] MOTYT ObITh OOecreuyeHbl B
¢opme TabIeTOK WM KarcyJl WM B BHIE PACTBOPA, IMYJIbCUHU WIIM CyCIIeH3UU. JIJIsl ONyYeHus
KOMITO3UIUI Ui TEPOPATbHOTO TNPUMEHEHHUs] COCJUHEHHs MOJKHO BBOIHUTH B COCTaB C
MOJTyYeHUeM J03bl, Hanmpumep, ot okosio 0,05 mo okono 100 mr/kr B cyTku, win ot okojio 0,05
10 okojo 35 Mr/kr B cyTkH, win oT okojo 0,1 no okono 10 mr/kr B cytku. Hampumep,
CYMMAapHYI0 CYTOYHYIO O3y OT OKOJIO 5 MT 10 5 T' B CYyTKM MOJKHO IOJIy4aTh IyTEM BBEIEHHS
T03bI OIMH, J1BA, TP WJIM YETHIPE pa3a B CYTKHU.

Tabnerku I mEpoOpPaNbHOrO NMPUMEHEHHUsS MOTYT BKJIIOYAThb B Ce0sl COENUHEHHE B
COOTBETCTBUH C M300pETEHHEM B CMeCH C (hapMaLeBTUUECKH MPHEMIEMbIMH SKCLUITUEHTAMH,
TAaKUMHU KaK WHEpPTHbIE DPa30aBUTENH, areHTOB MU YJYyYLIEHHs paclagaeMOCTH TaOJeTOK,

CBA3BIBAKOIIUE aTrCHTBI, CMAa3bIBAOINUE ArCHTBI, MOACTAINBAIOIIUE ar€HThl, ApOMATU3UPYHOIIIUE
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areHThI, Kpacsllie areHThl U KOHCepBHUpYIoIKe areHTol. [IpuemMiemble MHEPTHBIE HAIOJIHUTEIH
BKJIIOYAIOT B ce0s1 kapOoHAT HaTpus U Kaiblus, Gocdar HATPUS M KaIbLUs, JJAKTO3Y, KpaxMal,
caxap, INIIOKO3y, METWILEJUIIOJIO3Y, CTeapaT MarHus, MaHHUT, COPOUT U T. 1. IIpuMeps! KUIKHUX
SKCLUUIHIEHTOB JJIS IEPOPATIBHOrO MPUMEHEHNs BKJIFOUAIOT B ceOsl 3TaHOJ, TIIMLIEPHUH, BOAY U T.
n. IIpuemnempiMu paspeIXJISIOIIMMUA ar€HTaMM SIBJSIFOTCSL Kpaxmall, MOJUBUHUIIUPPOIUIOH
(TIBIT), kpaXMaNrJIHKOJST HATPUS, MUKPOKPHCTAJUINYECKAs! LEJITI0N03a U aJIbTHHOBAsT KUCIIOTA.
Cas3bIBarOIIME areHThl MOTYT BKIIFOUATh B ceOs Kpaxmaul 1 skenaTuH. CMa3bIBAOIIUI areHT, Ipu
€ro HaJIMYMH, MOXET MPEICTaBISTh COOOM CTeapaTr MarHus, CTEAPUHOBYIO KHCJIOTY HMJIH TaJbK.
IIpu HeoOxomumocTH TabMETKH MOTYT OBITb TOKPBITBI TAaKUM  MaTEepPHAJIOM, Kak
TIIMLEPUIMOHOCTEApAT WM TIHLEPUIANCTeapar, IJsl OTCPOYKU BCACBIBAHUS B JKENYJOYHO-
KHILIEYHOM TPAKTe, WJIKM OHU MOTYT UMETh KUIIEUHOPACTBOPUMOE MOKPBITHE.

Kancynel myisi mepopajbHOrO BBENEHHUS BKJIIOYAOT B ceOs TBEpAble U MSTKHE
JKEJaTUHOBBIE Karcynbl. Jlnsi monydeHus TBEPABIX SKENAaTUHOBBIX KallCyll COEJUHEHUs
U300peTeHNs] MOXXHO CMELIMBATh C TBEPABbIM, TOJYTBEPABIM WINM KHIKUM pa3OaBUTENEM.
Msrkue OKenaTUHOBBIE KarcCyjibl MOXKHO IIOJy4aTb IyTeM CMELIMBAaHUS COEJUHEHUs
n300peTeHNsI ¢ BOIOH, MacJIOM, TAKUM KaK apaxHUCOBOE MAcCJIO HIIH OJMBKOBOE MACIIO, C JKUIKUM
napauHOM, CMECBE0 MOHO- U JUTJIMIEPHIOB JKUPHBIX KHCJIOT C KOPOTKOH LEIbIO,
noau3TUAEHrMKoaeM 400 WM MPONMUIEHTITUKOJIEM.

Kunkoctn ans MEpOpPaNbHOTO BBEAEGHUS MOTYT OBITh IpencTaBleHbl B (opme
CYCIIEH3UI, PacTBOPOB, AMYJbCUH WJIM CHPOIOB, WJIM OHH MOTYT OBbITh JHO(MHIN30BAHBI MU
MPEACTABJICHBl B CYXOM BHJ€ JIsl BOCCTAHOBJICHHs] BOJOW WJM PYyrod NpUEMJIEMON Hecyllen
cpenoii mepen nmpuMeHeHHeM. Takue KUIKHe KOMIIO3ULUH MOTYT HeOOs3aTeNbHO CONIEpKaTh
dapMaleBTHYECKH TpUEMIIEMble HKCLUIHMEHTbl, TaKue Kak CYCINEHAUPYIOLINE areHThI
(Hanmpumep, COpOUT, METHIILEIUTIONO3Y, aJbIHHAT HATPHUS, JKEJNATHH, THAPOKCUITHIILEIUTIOJIO3Y,
KapOOKCUMETHIILIEIUTIONO3Y, Tellb aJIOMUHHS cTeapara M T. 1), HEBOJAHbIE HECYIIHe Cpenbl,
HampuMep Macyio (HampuMep, MUHAATBHOE MAacio MK ()PAKIIMOHMPOBAHHOE KOKOCOBOE MAaco),
NPOMHJICHTIMKOJIb, STUJIOBBIN CIIUPT WK BOAY, KOHCEPBAHTHI (HANPUMEpP, METHJI- WJIH TPOTHJI-
I-TUIPOKCUOEH30aT WM COPOMHOBYIO KHCJIOTY), CMAaYUBAIOIINE ar€HThI, TAKHE KaK JICLIUTHH, U,
npU HeOOXOUMOCTH, APOMATU3UPYIOIINE WIIN KPACSIIIHE areHThI.

AKTUBHBIE areHThl ITAHHOTO H300pETeHHs TaKKe MOXKHO BBOAHMTH HENEPOPAIbHBIM
oOpasoM. Hampumep, MOKHO COCTaBISITh KOMIIO3ULMH JUJIsl PEKTAJIBHOTO BBENEHHUS B BUAE
CYMIIO3UTOPHSI. Jins  mapeHTepalbHOrO  NPUMEHEHUs, BKJIIOYAsI BHYTPUBEHHOE,
BHYTPUMBIIIEUHOE, BHYTPHOPIOIINHHOE MU MIOAKOXKHOE, COSINMHEHNST N300PETEHUsI MOTYT OBITh
NPEACTABICHbI B BUJI€ CTEPHJIbHBIX BOIHBIX PACTBOPOB WJIM CYCHEH3HH, Oy(epHu30oBaHHBIX 10
cooTBeTcTByrOIMX pH ¥ M30TOHMYHOCTH, WM B MAapEHTEpPaJbHO MPUEMIIEMOM Macle.
[Ipuemnemble BOOHBIE HECYIIHE CPEAbl BKIOYAOT B ce0sl pacTBOp PuHrepa m M30TOHHYECKHI
pactBop xyopuzpa Hartpusi. Takwe ¢Gopmbl OyayT mpencrasieHsl B (opMe CTaHAapTHON
OIHOKPAaTHOM [O03bl, TaKOW KaK aMmyJibl WJIM OJHOPA30BbIE YCTPOWCTBA MJII WHBEKLUH, B
MHOTOI030BOH (popMme, Takoi Kak (pIaKOHBI, U3 KOTOPBIX MOXKHO BTSITHBATh COOTBETCTBYIOLIYIO

o3y, Wik B TBepaou (opme, i B GopMe MPEAKOHIIEHTPATa, KOTOPBI MOKHO HCIOJIb30BATh
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IUISL TIOJyYEHUsT COCTABOB JUIsi WMHBEKUWH. MIDIFocTpaTuBHBIE O3Bl JUisi WH(QY3UH MOTYT
HAXOAWTbCS B JauarnaszoHe OT okojio 1 mo 1000 MKI/KI/MHH COOUHEHWs, MEePEMEIIaHHOTO C
(apMaLeBTHUECKUM HOCHTEJIEM 3a BPEeMsI OT HECKOJIbKUX MUHYT JIO HECKOJIBKHX CYTOK.

JUiss MeCTHOro MPUMEHEHUs COEIUHEHUS] MOXXHO CMeUINBaTh ¢ (hapMaleBTHUECKHM
HOcUTEJIeM B KOHIeHTpauuu oT okojo 0,1% mo oxomo 10% nekapCTBEHHOrO CpeACTBa B
Hecyluel cpene. B npyrom crnocobe BBeeHHsT MOKHO MPUMEHSATb COSAMHEHHs] H300pETeHHs B
BUJIE TUIACTBIPS C COCTABOM JJIsl TPAHCEPMaIbHOM TOCTaBKH.

B cnocobax maHHOrO M300peTeHus] COeAMHEHUs] M300pEeTEeHUs] MOXKHO aJbTEPHATUBHO
BBOJUTH IyTEM WHTAJSLINH Ye€pPe3 HOC UM POT, HATIPUMEDP C MOMOIIBIO CIIPesi C COCTABOM, TAKXKe
cozeprKalleM MPUeMJIEMbI HOCUTENb.

Huske onucanbl mpuMepbl COSIMHEHHH, UCIOIb3yeMble B CITOco0ax M300peTeHus, MmyTeM
CCBUIKU Ha TIPUBEIEHHBIC HIDKE UJLUTIOCTPATHBHBIE CXEMbI CHHTE3a JJISI MX OOIIEro MOy4YeHus U
NOCJIEAYIOUINe KOHKpETHbIE puMepsl. Kak Oyaer o4eBHIHO CeUaucTaM B JaHHOH oOnacTy,
IJIs1 TIOJyYEHHs] PA3/INYHBbIX COEAWHEHUM, OINHCAHHBIX B HACTOSIIEM JOKYMEHTE, HCXOIHbBIE
MaTepuaibl MOKHO BbIOMpATh MpHEMIIEMbIM 00pa3oM Tak, 4TOObI TpeOyeMble 3aMeCTHTEIH
MOJKHO OBUIO NMPOBOAWUTH YEPE3 CXEMY PEaKLUU C 3alIUTONH MM Oe3 Hee, B 3aBUCHMOCTH OT
CUTyalliH, W MOJy4aTh TpeOyeMbli MPOAYKT. AJNIBTEPHATHBHO MOXKET ObIThb HEOOXOOUMO HJIH
JKEJIATENIbHO BMECTO KEJIAEMOT0 3aMECTUTENSI BBOAUTD MPUEMIIEMYIO TPYIIY, KOTOPYIO MOXHO
MPOBOANTh Yepe3 CXEeMy pPEakiHH, a 3aTeM IPH HEOOXOAMMOCTH 3aMEHATh Ha Tpedyembli
3amectuTenb. Ecny He yka3aHO MHOE, BCe XMMHUYECKHE NEPEMEHHbIE ONpEeNeHbl, KaK YKa3aHo
BbIlle CO cchuikod Ha Qopmyny (I). Peakumm MOryT mpoBOOUTBHCS B MPOMEXKYTKE MEXKAY
TEMIIepaTypoOll  IUIABJIGHUS W  TEMIIEPaTypOld KUIEHHs pPacTBOPUTENST C  OOpaTHBIM
XOJOAWIBHUKOM M TMpeanoyTuTenbHo Mexay 0 °C u TemnepaTypoil KUIEHUs paCTBOPUTENS C
00paTHBIM XOJIOMUIbHUKOM. PeaklIMOHHBIE CMECH MO’KHO HArpeBaTh TPAJIUIMOHHBIM CIIOCOOOM
WM B MUKPOBOJIHOBOHM mneuu. Peakiiuu MOXHO Takke MPOBOAUTH B F€PMETUYHBIX COCYyAaxX IOA
JaBJIEHUEM TPU TeMIIepaType, KOTOpasi Bbile OOBIMHON TeMmmepaTypbl KUIEHHS C OOpaTHBIM
XOJIOAWIBHUKOM PaCTBOPUTESI.

B HacrosiieM IOKYMEHTE HCIONB3YIOTCS TPEACTaBICHHbIE HIDKEe a0OpeBHATyphl U

COKpaLEHHSI.
Tabnuua 2.
Tepmun Coxpamenue
Bonnbrii BOJH.
ATmocdepa aTM
TpeT-byTrikapbamon Boc
YmupeHHbli YIII.
JlnaTomutoBas 3emiisi Celite”
Honuszanms 31eKTpopacnbuieHuEM NoPpP
HopwmanbHo-(dasHast xpomaTorpadvsi Ha CHIIHKarese K®X
GluN,g, NMDA-
GIluNR2B * R2B, NR2B,
hNR3
I'pammbl r
Yacel h
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Tepmun Coxpamenue
BricokoadexTrBHas JKUIKOCTHAS XpoMaTorpadust B2XX
I'epu I'n
H30nponunosblil CIUpT iPrOH, IPA
JKupnxocTtHast xpomarorpadusi ¢ MacC-CIIEKTPOMETPHUEH AKXMC
MounsipHblii M
OTHOIIEHNE MacChl K 3apsaay m/z
MunnurpaMMsl Mr
MunyTta MUH
Munnuutp MJI
Muxkpoautp MKJI
Muiumonu MMOJIb
Macc-cnekTpomeTpust MC:
HopmanbHblil N
SlnepHblli MArHUTHBIN PE30HAHC SMP
Yacrell Ha MUJUTMOH 9/ MITH
Ocanok ppt
ITonurerpadTopsTHiieH IIT®D
Bpewms ynepxusanus R¢
KomHaTHast remneparypa K. T.
HacpienHnsblil HACBILL.
Caepxkpurndeckas GiarongHas xpomarorpadust CoOX
Temneparypa T
TonkocnoliHas xpomarorpadust TCX
OO6beM B MIJUTUMETPAX PACTBOPUTEISI HA TPaMM CyOCTpaTa V wim 00beMbl

* (Collingridge, G.L, et al, Neuropharmacology, 2009, 56, 2-5)

ITPUMEPBI ITOJIYUEHHW A

Hikxe onmcaHbl MPUMEPHI COGHHHGHHﬁ, HUCIIOJIb3YEMBIX B criocobax I/1306pe’TeHI/I$[, nyTeEM

CCBIJIKM Ha WIIOCTPATUBHBIC CXEMbl CHUHTE3a A HX o6mero MOJIy4Y€HUA, a TaKKE

HOCJIEAYIOLNEe KOHKPETHBIE TIPUMEPBL.

CXEMA 1
R1
N
= N /N N
S | N ranorennpopanmue, | N
Br H Br = ”

(V)

B coorserctsun co CXEMOW 1 nocTynHblii B Ipoaaske WIH MONy4eHHbIH CHHTETUYECKH
6-0pom-1H-ntmpazono[4,3-b]nupuauH  rajoreHUpPYOT B YCIOBHUSX, KOTOpPblE H3BECTHBI
CTeMATHCTy B JaHHOH obmactw, ¢ oGpasoammeM coemuueHnst dopmynsr (V), rze R
npexacrasisier codoit rajored. Hanpumep, 6-6pom-1H-nupasono[4,3-blnupuann gropupyror ¢
UCTIONIB30BAHUEM HCTOYHHKA 3JIEKTPOPUIBbHOrO hropa, Takoro kak N-propOeH3oncyappoHumu
(NFSI), N-¢rop-o-6em3onmucynbponumun  (NFOBS) wumm  1-xnmopmerun-4-¢rop-1,4-
nua3zoHnadunukio[2.2.2]Joktan  Ouc(rerpadropbopar)  (Selectflor®),  npenmodruresprHO
Selectflor®; B moaxonsmeMm pactBopurene, TakoM Kak aueroHutpuin (ACN) u 1. m.;, mpu

temrieparypax B auamnasone ot 0 no 100 °C; ¢ obpa3oBanuem coeaurenus Gopmydsl (V), rae R
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npencrassier codoit F.

CXEMA 2
H

[ECIN
e,

(Vi)

RO

x A, (1) Q

o)
R* ) x\_/”\,\:, R
(X1

B coorserctsun co CXEMOM 2 coemunenue 2-ranoresaneruixuopun popmymst (VI),
rne X npencrasisier codoii Cl wnu Br, Hanpumep 2-XJI0paueTUIxaopua, 2-0pomMamneTHitxJIopua
U T. 1., BCTYIIA€T B PEAKIHIO C IOCTYIHBIM B MPOJAKE WIIM MOJy4YEHHBIM CHHTETHYECKUM Iy TEM
comep KammuM npuemieMble 3amecTutend asetuauaom dopmynst (VII), rme R* mpexncrapmnser
coboit H, ranmoren wmm Cigamkun w n paBHO | wim 2, WM COOEPKALINM IMPUEMIIEMbIE
3aMeCTUTENHN reTepouukiaoankmiaMuaoM Qopmynbsl (IX), roe xompro A COOTBETCTBYET
onucanmo B Gopmyne (IB), nnm comeprkaiiyuM mpueMieMble 3aMECTUTENN aMUHOM (popMy Jibl
(XD), rme R¢ npencrasisier coboh Csgrukinoankun uin Cs gLIUKJIOAKIII, 3aMELIEHHbINA JTBYMs
samecrurensivu F, u R® npexncrasnser co6oit H unu CHs, B mpUCYTCTBUM NPUEMIIEMOrO
OCHOBaHMs, Takoro kak TpydTiiamuH (TEA) nnn OukapOoHaT HaTpus, B pacCTBOPUTEINE, TAKOM
kak aneroHUTpui (ACN) unu quxnopmeran (DCM); npu Temneparypax B quanasone ot 0 °C no
K. T.; ¢ oOpasoBanuem coenunenust popmyiiel (VII), dpopmyinsr (X) u popmyinsr (XII).

CXEMA 3
¢TopupOBaHHE GoponupoBaHue RO

1. H 1 F N
Br—Ar T Br»—Ar Y ’B’Ar‘l\(F
0 F RO F
(1) (1 (V)

B coorserctBun co CXEMOM 3 nudpropuposanne Gpomapunkapbambaeruga (II)
IOCTUTaeTcss C HUCnojib3oBaHueM Tpudropuna naustuinamuHocepsl (DAST) m 1. m; B
NOAXOZIALIEM PacTBOpPUTENE, TAaKOM Kak JIXM; ¢ o6pazosannem opom(audropmermi)apuna (110).
Bbpom(nudpropmermn)apun (II1) SopumupyroT crmocodamu, U3BECTHBIMH CIEUAINCTAM B JaHHOH
obnactu, Hampumep, Opom(mudropmermn)apun (III) moxxkHo 0OpadoTarh KaTamU3aTOPOM Ha
OCHOBe TmepexomHoro Metaia, 1,1'-Ouc(nudpenundochuno)peppouen]nuxnopnamnaauem(ll)
(Pd(dppf)Cl»), Hampumep, B pacTBOpuUTENe, TaKOM Kak numetwicyibdokcun (DMSO) umu 1,4-
nuokcad, u B ocHoBaHuH, TakoM kak KOAc ¢ Ouc(nmuHakomaro)nubop, ¢ obOpazoBaHuEM

coenuHenus popmysl (IV).



61

B anbrepHaruBHOM BapuaHTe ocyuiectBieHus coenmnenue (opmynsl (III), 2-6pom-5-
(mudpTopmernm)TnodeH, Hampumep, OOPHIUPYIOT MOCPEACTBOM peaKIUH OOMEHa TIaJIoreH-
MeTaJlJI MeXAy OpOMHUIOM U JTUTUHOPTraHUYECKUMHU MM MarHMHOPTaHMYECKHMHU PeareHTaMu, B
NPUCYTCTBUH WM B OTCYTCTBHE XJIOPUAA JIMTHUS MPH Temmeparype npuonusutensHo -78 °C B
pacTBopuTene, TAKOM Kak npoctoi a¢up unn trerparunpodypasn (THF) u T. ., ¢ nmocnenyromieit
obpabotkoii  2-uzomnponokcu-4,4,5,5-rerpamerun-1,3,2-nuokcaboponaHom ¢ oOpa3zoBaHUEM
coenuHenus: popmynsl (IV), Hanpumep 2-(5-(audpropmernn)rnoden-2-mn)-4,4,5,5-TerpamMeTr-
1,3,2-nuokcaboponaHa.

CXEMA 4
0

o
N g9,

(VI
HIIH

R1 X \)L N R1 R1
N A N N
= 2 N X3 TR CBA3BIBAHUE | N

B coorsercraun co CXEMOM 4 coennnenne hopmyssi (V), rae R' npencrasisier coGoii
H, CH;3 nnu F, ankunupytot coenunennem gopmyinsl (VII), (X) umu (XII), roe X npencrasnser
coboii Cl wmnu Br, ¢ ucnons3oBanueM ocHoBaHusi, Takoro kak Cs,COs;, NaH u 1. m.; B
NOAXOSIIIEM PacTBOpUTeENe, TakoM Kak nqumeTiiipopmamun (DMF) u T. 11.; mpu Temmneparypax B
nuana3one ot 0 °C nmo k. T.; ¢ oOpa3oBanuem coenaunenust Gopmysisl (XIII), roe R? omnpeneneH
kak ykazaHo B m. 1. Coemunenue ¢opmyibl (XIII) BBOAAT B OMOCPENOBAHHYIO METAJIOM
PEaKLMIo TePEeKPECTHOro CcoueTanus ¢ obpasoBanmeM coemuuennst dopmymsr (I), rme Ar’
ompeneneH kak ykasano B m. 1. Hanpuwmep, coequnenue ¢popmynst (XIII), rne H, CH; wu F,
B3aUMOJIEHCTBYET C COIEpIKAlIei MpHeMJIeMble 3aMECTUTENN apWJIbHOW WM TeTepOapUiIbHOM
OOPOHOBOI KHCIIOTOMH, CIOXKHBIM OOPOHATHBIM 3(UPOM U T. IL.; B MPUCYTCTBUH MAJUIAAHEBOTO
katanu3atopa, Takoro kak PdCly(dtbpf), Pd(PPhs)s, 6uc(tpudennndochun)namnaamnii(ll)xmopun
(PdCly(PPhs),), Ouc(mudpenundochuno)dpeppouet|guxnopnamiaauii(Il) B  kommiekce ¢
auxJjiopMeTaHoM, (2-nunuknorekcungochuno-2',6'-munzonponokcu-1,1"-oudenmn)[2-(2'-amuHo-
1,1'-6udennn) namnaguii(Il)merancynshoHaToM (RuPhos Pd G3), [1,1'-
ouc(nudenmnpocpuno)peppoueH | nuxnopnauaguii(ll) (Pd(dppf)Cl,) u 1. m.; ocHOBaHwus,
takoro kak KF, KsPO,, BogH. pactBopa Na,COs, Cs,CO3 u T. 11.; B IpUEMJIEMOM PaCTBOPUTEIE,
takoM Kak 1,4-nuokcan, DMF, aneronutpun (ACN), Boga UM UX CMECh, IIPU TEMIIEpaType B

nuanazoHe ot 60 mo 120 °C; B TeueHue okojo 16-48 wacoB; ¢ oOpa3zoBaHHEM COEOMHEHUS

dopmysl (I).
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CXEMA 5
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B coorsercreun co CXEMOM 5 coennnenne hopmyusi (V), rae R' npencrasisier coGoii
H, CH; wiu F, BBOOAT B OMOCPEIOBAHHYK) METAJUIOM PEAKLHI0 MEPEKPECTHOrO COYETAHUS C
cofiep Kaliel MpueMIIeMble 3aMECTHTENH APHIIBHON WJIM reTepoapiIbHON OOPOHOBOI KHCIIOTOM,
CJIO’KHBIM OOpPOHATHBIM 3(HPOM, KaK OIMHCAHO BbIIIE, C OOPa30BAaHHEM COENUHEHHs (POPMYJIbI
(XIV), toe Ar' mpexcrasmser coBoil Tpymmy, ONpeneNeHHy Kak ykasaHo B dopmyme (I).
ITocnenyromee ankunuposanue coenuneHus Gopmydsl (VII), wmu dpopmynsl (X), wnu popmyist

(XII) ¢ ucnonbp30BaHHWEM paHEE ONMCAHHBIX YCIOBUH IO3BOJIAET TOJYYUTh COEIMHEHUE

dopmyst (I).
CXEMA 6
R' R
N
T W Ankunuposanue | T
7 o 4
Br X N Br N 5
XV)
(V) OAlkyl
Ces3bpIBaHHE
R R
R Nx N Ns N
N
| TN AJIKWIIMPOBAHHE | = N T | = N
i\ N‘N Arl N 5 HJIPOITA3 A N o
Ar
H
XIV) XV HAlkyl vy on

B cootserctaun co CXEMOMH 6 coenunenne popmyst (V) wiu coeunenye GopMybl
(XV), tne R! npenctasisier codoit H, CH; wim F u Ar! COOTBETCTBYET OMHCAHUIO B (hopmyJie
(D), ankumupyroT 31eKTPOUIBHBIM COSTUHEHNEM, TAKUM Kak 3THII-2-Opomanerar, TpeT-OyTui-
2-Opomanietar u T. m.; ocHoBauus, Takoro kak NaH, CsxCO; u T. m; B moaxopasimem
pactBopurene, TakoM kak DMF u 1. n.; npu temneparypax B auanasoHe oT 0 °C 1go k. T.
Coenunenne ¢popmyisl (XIV) BCTymmaer B ONOCPEIOBAHHYIO METAJUIOM PEAKIUIO MTEPEKPECTHOTO

COUCTaHUsA, KaK OINHUCAHO BBIIIC, C co;:[epncameix'l MPpUEMIIEMBIC 3aMCCTUTEIIN (1)eHI/IJ'IbHOI‘/'I 50058
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TUEHIJIbHONH OOPOHOBOM KHCIIOTOW WIJIM €€ CIIOKHBIM 3(UPOM B ONMUCAHHBIX BBIIIE YCIOBHUSX C
oOpaszoBanueM coenuHeHus: popmynl (XVI).

Coenuuenne popmynst (XVI), rme Ar'-¢pennn, samemenssii CH,OH, dropupyior
(GTOPUPYIOLIMM areHToM, TakuM Kak TpudTopun Ouc(2-merokcustmin)amuHocepsl (Deoxo-
Fluor®), B mpuemnemom pacrsoputene, TakoM kak DCM u 1. 11.; ipu 0 °C; B TeueHue nepuoaa
or 1 10 4 yacos ¢ obpasoBanmem coexunenus popmynsl (XVI), rie Ar' npencrasmser coboit
¢ennn, 3ameennbiii CH,F.

[lenounoit ruaponus cioxkHoro 3¢upa Gopmyisl (XVI) B MENTOYHBIX YCIOBUSIX, TAKUX
kak NaOH, LiOH, KOH u T. n.; B mpuemieMoM pacTBopurese, TakoM kak Meranon (MeOH),
sradon (EtOH), THF, MeCN, H,O wimu ux cmech;, ¢ 00pa3oBaHUEM COCAMHEHUsI (HOPMYJIbI
(XVII). B anprepHaTHBHOM BapHaHTE OCYLIECTBJICHUS KHCJIOTHBIH TUAPOIU3 CIOXKHOTO 3dupa
dbopmynbl (XVI) mpoBOAST C HMCMOJNB30BAHMEM KHCIOTHOTO PACTBOPUTENS], TAKOrO Kak O-H.
BonHbIi pacteop HCl u 1. 1.; mpu Temneparype B aAnana3zoHe oT KOMHaTHOH (k. T.) 1o 80 °C; ¢
oOpazoBannem coenuHeHus: Gopmynbl (XVII). TIOHATHO, YTO B HEKOTOPBIX CIydYasX MOXKET
NPOMCXOIUTh TUAPOIIHN3 CIOKHOTO 3¢upa in situ Oe3 BbIIENIEHUS JUCKPETHOTO CIOXKHOTO 3¢dupa

(XV]) ¢ obpazoBanuem coequnenus Gpopmyist (XVII).

CXEMA 7
HN
o w9, 1
N (XVIN) N R
N S
A | AN 158 1% . | \N

o AN N
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(XVIl) OH r@ 0
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B coorsercraun co CXEMOMU 7 coemunenne popmyasi (I), rne R npencrasmsier co6oii
H, CH; umu F, Ar' npueMJIEMbIM 00pa30M 3aMemarT (PEHUIIOM HIIH THEHUIIOM, a R* onpeneneH
KaK yKa3aHo B M. 1, MOJy4YarOT TPaANIHMOHHBIMH METOAaMH (HOPMHUPOBAHHS AMUIHOHN CBSI3H,
TAaKUMH KaK PEAKLHUH COYETAHHUS, XOPOIIO H3BECTHBIMH CIELHAJINCTAaM B ITaHHOH 0OjacTu
(mpumeper: HATU (1-[Ouc(aumernnamuno)merunex]-1H-1,2,3-tpuazono[4,5-b lmupununus 3-
okcun rekcadropdocdar), BOP (6enzorpuazon-1-mnokcu-Tpuc(aumernnaMuHo ))hocoHus
rekcadropdochar) uiaH myTeM NpeBpaIleHUs] KUCIOTHI B XJIOPAaHTUAPUA KUCIOThI). Hampumep,
peakuusi CoAeprKallero MpUeMJIEMbIE 3aMECTUTENN rereporukioaikmwiamuaa Gopmynsl (IX),
WIN COZEp’KaIlero InpueMieMble 3amecTurenu azeruanHa (opmynsl (XVII), wimm amuHa
dopmysl (XI), roe R¢ ompeneneH Kak ykasaHo B 1. 1, u R npencrasnsier coboit H unu CHs, ¢
KUCJIOTHBIM coeanHenueM (opmynbl (XVII), rae KucioTy akTUBHPYIOT COOTBETCTBYIOLIUM

AaKTUBUPYIOLIUM  pEareHToM, Hampumep  kapbommmmuaom, TakuM  kak N, N'-
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nuksiorekcmikapoonuumua (DCC) wmmu  1-3Tri-3-(3- TuMeTHITaMUHOTIPOTIFIT )Kap OO THIMHET

(EDC, EDAC wunu EDCI), Heobsa3aTrenbHO B mpuUCYTCTBUHU runpokcudenzorpuazona (HOBt)

u/unm KaTajau3aTopa, TaKoro KakK 4-nuMeTUNaMUHONUPUINH (DMAP);
rajioreHTpucaMuHoochoHneBoi coJy, Takou KaK (6enzorpuazon-1-
wiokcH)Tpuc(auMeruaMuHo ypochonus rekcadropdocdar (BOP) WIH

6pomrpumuppomuuHodocdorms rexcadgropdochar (PyBroP®); mpuemmemoit conu nupuuHus,
TAKOH Kak 2-XJIOp-1-MeTWINMUPUANHMS XJOPUJI, WU APYrUM IPUEMIIEMBbIM CBS3YIOLIUM
areHToM, TaKuM KaK N, N,N',N'-rerpamerun-O-(1H-6eH30Tprazo- 1-un)yponus
rekcadropdochar (HBTU), 1-[6uc(mumeTnnamuno)meruiex]-1H-1,2,3-tpuazono[4,5-
blnupuauaus  3-oxcun rekcagproppochar  (HATU), 2.4,6-tpunponun-1,3,5,2,4,6-
TpuokcarpudochopuHan-2,4,6-TpHOKCHT (T3P®) U T. . Peakiin CouYeTaHUs BBIMOJHSIOT B
npuemsieMoM pacteoputene, takomM kak DCM, THF, DMF wu T 1., Heo0s3aTeNpHO B
NPUCYTCTBUH TPETHYHOTO aMHUHA, TAaKOro Kak N-MeTHIMOpQoiuH, N-3TUIIUU30NPONUIAMUAH
(DIEA, DIPEA) umu tpuwstunamus (TEA), npu temneparype B nuanasone ot 0 °C 1o k. T. €
oOpaszoBanueM coenrHeHus1 popmysl (I).

Coenunenust popmyiiel (I) MoryT ObiTh TpeoOpa3oBaHbl B COOTBETCTBYIOLIME COJIA C
NPUMEHEHHEM CIIOCOOOB, U3BECTHBIX CHEHAIUCTyY B JaHHOW oOjactu. Hampumep, obpaborka
amuHa Qopmynsl (I) Tpudropykcycuoit kucnoroi, HCl umu JTUMOHHOH KHCIOTOH B TakoM
pactBopurene, kak Et,O, CH,Cl,, THF, MeOH, xnopodopM WM H30MPOINAHOJ, TO3BOJISIET
NOJIy4aTh COOTBETCTBYIOIIYIO COJIEBYIO (opMy. B anbrepHaTHBHOM BapHaHTE OCYILECTBIICHUS
COMM TPUPTOPYKCYCHOW WJIM MYpPaBbUHOW KHCJIOTHI TIOJYYalOT B pe3yJbTaTe€ OYHCTKH
coeiMHEHUl B  ycnoBusix  oOpamieHHO-(asoBoit BIXKX. Kpucrammmdeckue Qpopmbl
(dapmManeBTHYECKH TpHEMJIEMbIX conel coenuHeHui ¢opmynbl (I) MOXHO mNONy4YUTH B
KPHUCTAJUINYECKON (popMe MyTeM NMepeKpHCTAIUIN3ALMH U3 MOJSIPHBIX PACTBOpUTENeH (BKIIFOYAs
CMeCHU TMOJISIPHBIX pPAaCTBOpPUTENEHl M BOAHBIE CMECH IOJSIPHBIX pAcTBOpPUTENEH) WM U3
HETIOJISIPHBIX PACTBOPUTENEH (BKJIFOUAS CMECU HETIOJISIPHBIX PACTBOPUTENEHT).

Ecnu coennHeHus: B COOTBETCTBUM C HACTOSIIMM H300PETEHHEM HMMEIOT MO MEHbINEH
Mepe OAWH XHUPAJbHbIA IIEHTP, OHH MOTYT COOTBETCTBEHHO CYINECTBOBATH B BHUAE
SHAHTUOMEPOB. Ecim coenwHEeHWsT MMEIOT N1Ba MM OoJiee XHPAIbHBIX LIEHTPOB, OHU MOTYT
JOTIOJTHUTEIPHO CYIIECTBOBATh B BHIE AHacTepeoMepoB. Crenyer MOHMMATh, YTO BCE TaKUE
H30MEpPBI U UX CMECH BXOJST B 00BEM HACTOSIIIErO H300PETEHMSI.

CoenuHeHus, TIOJYYEHHBIE B COOTBETCTBHUU C OMMCAHHBIMU BBILIE CXEMaMH, MOXKHO
NOJly4aTb B BHAE OTHENbHBIX (OpPM, HampuUMep OTHENbHbIX 3HAHTHOMEPOB, TYTEM
dopmocnenmpuyeckoro cuHTE3a WM nyreM pasgeneHus. CoennHEHHs, TIOJNyYeHHbIE B
COOTBETCTBHH C ONHMCAHHBIMHU BBIIIE CXEMaMH, B aJbTEPHATUBHOM BapPHAHTE OCYIIECTBIICHHUS
MOXKHO TOJly4aTb B BHIE cMeceil pasHbIXx (opM, Takux kKak pauemudeckue (1 : 1) wumm
Hepauemudeckre (He 1 : 1) cmecu. IIpu monydeHnn paneMHYeCKHX M HEpaleMHYECKUX cMecei
SHAHTHOMEPOB OTAENbHbIE YHAHTUOMEPHI MOTYT OBITh BBIAEJEHBI C IMOMOIIBIO TPAAHIMOHHBIX
CHIOCOOOB pasfeNeHrs], U3BECTHBIX CIHEIHMaiCcTaM B JAaHHOH OOJAacTH, TaKUX KaK XHUpaJbHAas

xpomatorpadusi, mepekpucTaIu3anus, o0pasoBaHUe AUACTEPEOMEPHON COJIH, MPEBpalleHHe B
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IUacTepeoOMepHble anayKTel, OuorpaHchopmaruss wnimm (epMmeHTHas TpaHchopmarms. [lpu
NOJIyYeHUH PETMOU3OMEPHBIX MM JHACTEPEOMEPHBIX CMecell B ciydae HEeOOXOIUMOCTH
OTAENbHBIE H30MEpPhl MOXKHO [MOJy4aTh TPATULHOHHBIMH CHOCOOAaMH, TaKMMH Kak
Xpomarorpadus Wi KpUCTAITU3ALIHSL.

IIpuBeneHHbIE HIKE KOHKPETHBIE IPUMEPHI JOMOIHUTENBHO WILTIOCTPUPYIOT HACTOSIIEE
N300peTeHne U pa3InYHbIe MPEAIOYTUTEIbHbIE BAPHAHTHI OCYIIECTBICHHUS.

ITPUMEPBI

Ecnu He yka3aHO MHOE, NIJIsl TIOJNYYeHHs ONMCAHHBIX B MPUBEIEHHBIX HIDKE MPUMEpax
COEMHEHUI ¥ COOTBETCTBYIOIIMX AHAJUTHYECKUX JAHHBIX HCIOJNb30BATIH  CIECIYIOIIUE
SKCIIEPUMEHTAIbHBIE U AHATUTHYECKHIE MPOTOKOJIBI.

Ecnu He oroBopeHo MHOE, peaKIIMOHHbIE CMECH MEPEMEIIMBAIT HA MATHUTHOW MEIIaJKe
NpU KOMHATHOW Temmeparype (KOMH. Temm.) B arMmocepe asora. Ecnm pacTtBopel ObLim
«OCYIIEHBI», AJIl 3TOrO MO CYIECTBY UCMOIb30BAIN OCYLIAIOIINNA areHT, Takol kak Na,SO4 unu
MgSO,. Ecm cmecH, pacTBOPBI U 3KCTPAKThI ObUTH «CKOHLIEHTPUPOBAHBDY, TO UX, KaK MPABUJIO,
KOHLIGHTPUPOBAJIM HAa POTOPHOM HCIAPHUTENE TOJ TOHIDKEHHBIM JaBJIEHHEM. Peakiun B
YCIIOBUSIX MHKPOBOJHOBOTO M3Jy4eHHsI NMPOBOAWIM B MHUIMarope Biotage nimm nmpudope CEM
(MUKPOBOJHOBBIN peakTop) Discover.

B cnydae peakumii, NPOBEAEHHBIX B VYCJOBHSIX HENPEPHIBHOTO IIOTOKA, TEPMHH
«mporekarommii yepe3 mukcep LTF-VS» o3navaer mpumeHenne mmpunesoro Hacoca Chemyx
Fusion 100 Touch, coemunenHoro B jmHMIO mocpenctBoM Tpydok 1/16 mrotima w3 PTFE c
mukcepom LTF-VS (Little Things Factory GmbH (http://www.Itf-gmbh.com), ecnu He ykazano
UHOE.

HopmaneHo-¢azoByro xpomarorpaduro Ha cunukarese (H®X) poimonHsmu Ha
cunkarene (Si0;) ¢ UCroIb30BaHHEM NPEIBAPUTETBHO 3aIIPABICHHBIX KapPTPUIKEH.

IIpenapatuBHyIO obparneHHO-(})a30ByIO BBICOKO3 (D (heKTUBHYFO KUJKOCTHYIO
xpomarorpaduro (OP-BIYKX) BEINOIHAIN ¢ OJHIM BAPHAHTOM M3

CIIOCOBA A - cucremsl st BOXX Agilent ¢ xonmonkoii Xterra Prep RP18 (5 mMxM,
30x100 wnm 50%150 mm) mu kononku XBridge C18 OBD (5 mMxM, 30x100 umu 50x150 mm);
nonsrkHas pasa 5% ACN B 20 MM NH,4OH, Beiep:kuBaHue B TeUE€HUE 2 MUH C TIOCIENYIO LM
rpagueHToM 5-99% ACN B Teuenne 15 muH, BnocnencTsuu Beinep:kuBaHue npu 99% ACN B
TE4YEeHHE 5 MHUH; CKOPOCTh moToka 40 mu 80 Mi1/MuH;

170071

CIIOCOBA B - cucrembl B2XXX Shimadzu cepun LC-8A ¢ kononkoii Inertsil ODS-3 (3
mkM, 30x100 mm, T=45 °C), nomewkHas ¢aza 5% ACN B H,O (oba ¢ 0,05% TFA),

BBIIEP’KMBAaHNUE B T€UeHUE | MUH C mocaenyomumM rpagueHroM 5-99% ACN B TeueHue 6 MuH,

BITOCIIEICTBUH BbIiepskuBanue mpu 99% ACN B TedeHue 3 MUH; CKOPOCTb MOTOKa 80 MII/MUH;
WUJIN
CIIOCOBA C - cucrembl BOXKX Shimadzu cepun LC-8A ¢ xomonkoii XBridge C18
OBD (5 mkM, 50x100 mm), nomsmwxknyto ¢asy 5% ACN B H,O (obe c¢ 0,05% TOPVY)

BBIIEP’KUBAJIA B T€UE€HUE | MUH C MOCHAEAYIOIUM rpagueHToM 5-99% AIIH B Teuenue 14 muH,
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BIOCHEeACTBUHN BhIAepkuBaiun npu 99% ACN B teuenne 10 MUH CO CKOpPOCTBHIO moTOkKa 80
MJI/MHH.

WIn

CIIOCOBA D - cucremsl BOXKX Gilson ¢ xononxkoii XBridge C18 (5 mxm, 100x50 mm),
nonBwkHas ¢aza 5-99% ACN B 20 mM NH4,OH B Tteuenune 10 MuH, BHIOCIENCTBUU
BoinepkuBanue npu 99% ACN B TeueHHne 2 MHH, CKOPOCTh ITOTOKA 80 MJI/MUH.

W

CIIOCOBA E - cucrembr Wufeng LC100, ocHauieHHOH py4HbIM MpPOOOOTOOPHUKOM
Rheodyne 37251 ¢ kononkoi Gemini-NX C18 (5 mxM, 30x100 mm) 1 moaBukHOH ¢azoit 0-90%
ACN: 10-MM pactBopa (NH4)HCO; (9 : 1) B 10-MM Boarom (NH4)HCO; ¢ 0,1% NH4OH B
TedeHue 16 MuH uim 18 MUH CO CKOPOCTBIO OoTOKA 30 MJI/MUH;

CIIOCOBA F - cucrembr BOXXX Gilson ¢ xonmonkoit C18 XBridge (30100 MM 5 Mkm),
nonBrKHOM (ha3oit: rpaguentom ot 60% 0,1%-Horo pacteopa NH4CO;H/NH4OH B BOze, pH 9,
ot 40% CH3CN no 43% 0,1%-noro pactsopa NH,COsH/NH4,OH B Bone, pH 9, 57% CH3CN co
CKOPOCTBEO TIOTOKa 80 MJI/MUH.

IToaroroBuUTeIpHYIO CBEPXKPUTHUYECKYIO BBICOKO3( (DEKTUBHYIO barouIHYIO
xpomarorpaduro (CPX) BeIMONHATN MO0 Ha MOAroToBUTENBHON cucteme st CPX Jasco Ha
cucreme APS 1010 ot Berger instruments, nmu6o Ha cucteme SFC-PICLAB-PREP 200 (PIC
SOLUTION, r. Apunbon, @panuus). Paznenenne nposoaunu npu 100-150 6ap co ckOpoOCThIO
noroka B auanaszone 40-60 mi/mus. KonoHnky Harpesanu 1o remmepatypsl ot 35 1o 40 °C.

Ecnn He ykazano mnoe, macc-criekTpol (MC) monyuann Ha anamu3atope Agilent cepun
1100 MSD c¢ ucrionp3oBaHMEM HOHU3ALMHU 3JIeKTpopacnblieHneM (1OP) B MO3UTHBHOM pexkuMe.
Paccuurannas (paccu.) Macca COOTBETCTBYET TOYHOI Macce.

CriekTpsl siIepHOrO MarHUTHOro pesoHaHca (SIMP) Oblin mosTyueHs! Ha CIIEKTPOMETpax
Bruker momenu DRX. [lnsi MyJbTHIJIETHOCTH HCIOJB3YIOT CIEAYIOIIHME OOO3HAYEHUS:
C=CHHIJIET, O=AyOJIeT, T=TPHILIET, K=KBAapPTE€T, M=MYJbTUILUIET, yII.=ymupeHHbii. Cruenyer
NOHMUMATh, YTO Ui COCOMHEHHUH, COAEpKAIIUX CIIOCOOHBIH K OOMEHY MpPOTOH, yKa3aHHBINA
NPOTOH MOKeT ObITh BHIEH WIM He BuAEH Ha crnektpe SMP B 3aBUCHMOCTH OT BBIOOpa
PacTBOPUTEIIS], UCTIONB3YeMOro It TocTpoeHust AMP-cniekTpa, U KOHIIEHTPALUN COSAMHEHHS B
pacTBope.

XuMudeckue Ha3BaHUs ObLTH 00pa3oBaHbl ¢ momoineko nporpamm ChemDraw Ultra 17.1
(CambridgeSoft Corp., Kemopumxk, Maccauycerc, CIITA) min OEMetaChem V1.4.0.4 (Open
Eye).

Coenunenusi, obo3HaueHHple R* wmmum S*, mpexacraBmsstor co0ol SHAHTHOMEpHBIE
COEIUHEHMSI, JIJIsl KOTOPBIX aOCOFOTHAST KOH(PUTYpaIusi He ONpenessiiach.

ITpumepsnr

ITpomesxyrounoe coequnenue 1: 2-xyop-1-(3-dpropaserunus- 1-mi)3TaHOH.
0

oA Q\F
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Cmocob A. K cmecu xmopauermixmopuna (1,57 wmn, 19,7 mmons, 1,42 r/mi) u
Oouxapbonara Harpus (NaHCOs3) (4,52 1, 53,8 mmonp) B auxinopmerane (DCM) (40 wmn)
nobasnsmn 3-propazeruauH ruapoxsuopun (2,0 r, 17,9 mmonp) nopumsmu npu 0 °C B
atMoc(epe aproHa W TepeMEeIlNBaId pPeakIuoHHYI0 cmech npu O °C B TeueHue 2 w.
Peaxk1ioHHYI0 CMeChb OCTAaBJIAIN 4O AOCTHXKEHHs] KOMHATHONW TeMIepaTyphl U MEepeMEIlnBaIu B
TeueHne 1 4. Cmech (QuiabTpoBaNM M HPOMBIBAIM OCaAOK ¢ mnomombo DCM (3x4 mi).
OOpenuHeHHble QUIBTPATHI BRITAPUBAIN ¢ 00pa30BAHUEM YKAa3aHHOTO B 3ar0JIOBKE COEMHEHUS
(2,70 r, 17,8 mmonb, 99%) B Bune OecrperHol xkunkoctu. MC (MUOP): macca, paccuuTaHHas IJIsl
CsH,CIFNO, - 151,0; nonyuennoe m/z, - 152,1 [M+H]".

Croco6 B. Kap6onat kanust (K,COs) (46 1, 330 mmonb) u 3-¢propazeruaun (16,7 r, 150
MMOJIb) mepeMermuBaa B 100 MJI JUCTHIUTMPOBAHHON BOIBI O TOJIHOTO PACTBOPEHHUS BCEX
TBepabIx BemiecTB. K sTomy pacteopy mobasmsuin 100 mn DCM, nByx(asHyO peakmHOHHYEO
cmecb oxnaxpganmd a0 O °C W UHTEHCHUBHO MEpeMeIlMBajH, OO0aBIAs IO KaIlIsiM
xjopanerwxjopun (14,3 mn, 180 mmons). Ilocne 3aBepiieHust noOaBieHUs PEAKIIMOHHYIO
CMeCh MEePEeMEIINBAIH MPHU K. T. B TEUEHHE 2 4acOB, pa30aBisuil BOJOW O PAaCTBOPEHHUS BCEX
TBepAbIX BemecTB. Clom pasgemsuii W BOAHYKO a3y SKCTparupoBaiu  4-KpaTHO ¢
ucnionszoBanueM DCM. OObenrHEeHHbIE OpraHMYECKHe CJION KOHLEHTPHPOBAIH C MOIYYEHUEM
YKa3aHHOTO B 3aroJIOBKE COEOMHEHHS B BHIE OJIEAHO-)KENTOM >KUIAKOCTH, KOTOpas ObLia
IOCTaTOYHO YUCTOH /Il MPUMEHEHHUSI HEMOCPEACTBEHHO Ha nmocienyromux craausax (15,9 r, 105
MMOJTb, 70%). "H SIMP (400 MI', CDCls) § 5,54-5,15 (m, 1H), 4,68-4,50 (m, 1H), 4,48-4,26 (M,
2H), 4,28-4,11 (m, 1H), 3,92 (c, 2H).

ITpomesxytounoe coequHenue 2: 2-xyop-N-(3,3-nudTopunkio0y THIT)aieTaMu,.
0 F
Cl\)\ﬁ LA

Vka3aHHOE B 3arojIOBKE COEJUHEHUE IIOJyYadd aHAJIOTMYHO IPOMEKYTOYHOMY
coerHeHuI0 1 ¢ ucnosp3oBaHueM 3,3-1udTopuuKiIoOyTaH-1-aMiuHa BMECTO 3-PTOpa3eTHaNHA.
MC (UDP): macca, paccuntannas aist CgHgCIF,NO; 183,0, nony4yennoe m/z, - 182,1 [M-H]".

IMpomesxyTouHoe coequHenue 3: 2-xyop-1-(3,3-nudpropnupponuaus- 1-mn)3tan-1-oH.

0
o A Q<F
F
Vka3aHHOE€ B 3arojOBKE€ COEIMHEHHE MOJIy4ald AHAJOTHMYHO MPOMEKYTOUHOMY
coennHEeHNIO 1 ¢ ucnonb3oBaHueM 3,3-mudTopnupponuanHa BMecTo 3-¢ropaseruauHa. MC
(IDP): macca, paccunrtannas st CsHgCIF,NO; 183,0, monyuennoe m/z, - 184,1 [M+H]".

ITpomexyTounoe coennHeHue 4: (paneMudeckuii) 2-xiop-1-(3-ruapokcunupponuans-1-

WIT)3TaH- 1-OH.

CI\j\NQ,OH
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VKa3aHHOE B 3aroJIOBKE COEAMHEHHE TOJyYadl AaHAJOTHYHO IPOMEKYTOYHOMY
COEAMHEHUI0 | C HMCMONb30BaHUEM 3-THIPOKCUNHpponuanHa BMecTo 3-(ropaszerununa. MC
(MDP): macca, paccunrannas misi CsHigCINO,; 163,0, monydennoe m/z, - 164,1 [M+H]".

IIpomexxyTounoe coenuHeHue 5. (pauemudeckuit) 2-xnop-1-(3-proprnupponunun-1-

WIJ1)3TaH- 1-0H.

O
oA
N Q,F
Vka3aHHOE B 3aroJIOBKE COEJUHEHHE IIOJy4ajd aHAJIOTMYHO IPOMEKYTOYHOMY
coearHEHUI0 | ¢ ucnonp3oBanueM 3-propnupponuanHa BMecto 3-propasernanna. MC (UDP):

macca, paccuuransas 1 CsHoCIFNO; 165,0, nonydenHoe m/z, - 166,1 [M+H]".

[TpomeskyTouHoe coenuHeHue 6: 2-xyop-1-(3-mMeTunazeTuanH- 1-mn)3tas- 1-oH.
&
NG \:l\

K pactBopy rugpoxnopuna 3-merunazeruauna (500 mr, 4,65 mmons) B DCM (7,75 mn)
nobasmsmn Ko,CO5 (1,93 1, 14,0 mmonp) mpu 0 °C U peakIMOHHYIO CMECh MEepEMEIINBAIN B
tedeHne 10 muH. K peaknmoHHON cMecH mo KarusiM 100aBisiii XJaopaueTrixiopun (407 Mk,
5,11 mmonb, 1,42 r/mn) mpu 0 °C. PeakimOHHYI0 CMeCh OCTABIISIN 10 AOCTHKEHUs] KOMHATHOM
TeMmnepaTypbl W mnepeMmeummBanud B TedeHue 17 4. CycneH3mio (QUIBTPOBAIM U OCAIOK
npombiBau ¢ nomotibio DCM (2x10 mi). O0bpenuHeHHble QUIBTPATHl KOHLEHTPHPOBAIN TIPH
noHmxkeHHoM nasieHud. Ounctka (FCC, Si0,, 0-100% DCM/MeOH) nosBosnsina HOJIy4HUTh
yKa3zaHHOe B 3aroyioBke coenunenue (580 wmr, 3,93 mmonsb, 85%) B Buae sxenroro maciaa. MC
(IDP): macca, paccuutannas ans CsHioCINO; 147,1, nonyuennoe m/z, - 148,1 [M+H]".

ITpomeskyTouHoe coequHenue 7: 2-xop-N-IUKI00y THIaLeTAMU.
O
¢l \)LH L

K pacteopy muknoOyrunmamuna (1,0 r, 14,1 mMMomb) B CBEXeIUCTULUIUPOBAHHOM
terparuapodypane (THF) (60 m) mo xamisim nobdasmsmu TpudsTwiamu (EtsN) (2,16 mn, 15,5
mMMmoJtb, 0,726 /M) ipu KOMHATHOW Temmeparype. Bnocnencreiu cmech oxnaxkaanu ao 0 °C.
3arem nobGaBmsuu xnopauerwrxiopun (1,23 wmm, 15,5 mmons, 1,42 t/mn) mpu 0 °C wu
PEAKIIMOHHYIO CMECh MMepeMeIlnBaIn B TedeHne | 4. PeakIMOHHYI0 CMeCh OCTaBIISIH IO
JOCTH>KEHMs] KOMHATHOM TEMIEPATYPhl U MEpEMEIINBAIN B TeueHne 17 4. PeakimoHHy0 CMeCh
KOHLIEHTPUPOBAIM M OCTATOK pacTBOpsuid B Bome (70 Mi1) M 3KCTParupoBajM STHIIALETATOM
(EtOAc) (1x70 mim). Opranmueckuii cioi mpomsiBaiu 1-M comnstHo# kucnoroit (HCL) (1x35 mi),
HacblmeHHbIM pacTBopoM NaHCO; (1x35 mi1) 1 HAaCHIIEHHBIM PACTBOPOM XJIOPHIA aMMOHHS
(NH4Cl) (1x35 wmi), BeicymmBanu Hax cyibdarom Hatpus (NapSO4), ¢dunsrpoBamm u
koHneHtpuposamu. Ouuctka (FCC, Si0,, 10-100% u-rentana/EtOAc) mo3Bossiia MOMYYHUTH

OCTaTOK, KOTOpBIH pactupanu ¢ H-rentaHoM (10 mi) ¢ monyueHHEM YKa3aHHOTO B 3aroJIOBKE
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coenunenus (1,37 r, 9,28 mmonb, 66%) B Bune 6e10ro KPUCTATMYECKOTO TBEPAOTO BEIIECTBA.
MC (UDP): macca, paccunrtannas jist C¢HoCINO; 1471, nonyuennoe m/z, - 148,1 [M+H]".
ITpomesxyrounoe coenunenue 8: 2-(5-(nudropmernn)rnoden-2-mn)-4,4,5,5-rerpameru-

1,3,2-arokcaboposniaH.

O
]
~-B

F

Cranus A. 2-6pom-S-(nudropmernn)troder. K tpudropuny aumermnamuHoceps! (5,6

w1, 42,4 mmodb, 1,22 r/mi) no karuism nodasisim S-Opomrroden-2-kapdbanpaerun (2,00 r, 10,5
mMmonib) mipu 0 °C B armocdepe aproHa. 3aTeM peakIMOHHYK) CMECh IMEpPEeMEIIUBAU TPH
KOMHATHOU TeMrepaType B TedeHue 2 4. Peakuuio racuiii nmyteM JAo0aBiieHus Mo KarmsM 2-M
rugpokcuna Hatpus (NaOH) (10 mim) mpu O °C. Cnom pasgenmsuidi M BOAHBIA  CIIOH
skcTparupoBamn ¢ nomoupio EtOAc (2x20 wmum). OObEeOUMHEHHBIE OpPraHUYECKHE CJIOU
BpIcymuBand Hag NapSOs, QUIBTpOBAIM U KOHLUEHTPHUPOBAIU IMPH NMOHWKEHHOM JABJICHUU.
Ounctxka (FCC, Si0,, H-renTaH) no3BoJisiia NOJAYYUTh YKa3aHHOE B 3arojioBke coequHenue (1,07
r, 5,03 Mmmoib, 48%) B Buae OecriseTHo xuakoctu. [Ipu MC Macc-rOHbBI He OOHAPYKEHBI.

Cranus B. 2-(5-(mudropmern)tuoden-2-un)-4.4.5.5-rerpamermii-1.3,2-

anokcaboponas. K pacreopy 2-6pom-5-(nudropmernmrnodena (930 wmr, 4,37 mmons) B THF

(17 mu) mo xaruam pobGasnsmu H-Oytusuuruii (n-Buli) (1,6 M B rekcanax, 3 mu, 4,8 MMoub)
npu —78 °C B armMocdepe aproHa U peakHOHHYIO cMech nepeMmernnBaiu npu —7/8 °C B TeueHue
1 u. K peakumoHHOW cmecu A00aBsuM pacTBOp 2-usornpornokcu-4,4.5,5-rerpamermn-1,3,2-
nrokcaboponana (980 mxiu, 4,8 mmons, 0,912 r/mn) B THF (2 M) u peakunoHHyK cMmech
nepememBamu npu -78 °C B TeueHue | u. PeakMOHHYIO CMeCh OCTaBJSUIM JOCTUTATh
KOMHATHOW TeMIepaTypbl, a 3aTeM IepeMellnBajiul B TeueHHe 16 4. PeakluMOHHYI0 CMeCh
pazbasisuin HackimeHHbIM NH4Cl (30 mut) u EtOAc (40 mur). Ciiou pasnesnsiyii U SKCTparupoBau
BONHBIH 10 ¢ momotbio EtOAc (1x50 mun). OObenuHeHHbIE OPraHUYECKUE CJIOHM BBICYIIMBAIIH
Han NapSO4, QuibTpoBamu M KOHLEHTPHPOBAIM C OOpPa30OBaHHMEM YKA3aHHOTO B 3aroJIOBKE
coenuuenus (1,00 r) B BUIe KOPUYHEBOIO Maciia, KOTOPOE UCIONb30BaN Oe3 TOTOJTHUTENbHON
ounctkn. CoorBercTByromas OoponoBas kucinora MC (MOP): macca, paccuuTaHHas st
CsHsBF,0,S; 178,0, nony4yennoe m/z, - 177,1 [M-H] .

ITpomexxyTounoe coenuHeHue 9: 6-6pom-3-¢prop-1H-nupaszono[4,3-b|mupuaus.

F
| N
Br = H

K pactBopy 6-6pom-1H-nmpazono[4,3-b]mupuauna (2,5 r, 12,6 MMosb) B aleTOHUTPUIIE
(62,5 ™) pobaemsmm  Ouc(rerpadropbopar)  N-dprop-N'-(XJIIOpMETHIT)TPUI THIICHIUAMIH
(rerpadropbopat) (6,7 r, 18,9 mmonb). Peakumonnyto cmech nepememmusanu mnpu 90 °C B

TeyeHne 22 4. PeakunoHHYIO cMech BbUIMBaIK B Boxy (120 mur) U pa3daBisuiin ¢ TMOMOIIBIO
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EtOAc (80 mu). Cnou pasmersiin U BOAHBIN CJIOH 3KcTparuposanu ¢ nomombio EtOAc (2x60
). OObenwHEHHbIE OpraHWUYeckue Cjou BbIcymmBamu Han MgSQ4, ¢unbTpoBAM U
KOHIIEHTPHUPOBAJIM TIOJ MOHWXEHHBIM NaBjieHHeM. OCTAaTOK OYHUINAIN C MOMOIIBIO IIeJIOYHOM
oOpamenHo-(pa3oBol mnpenapatuBHoii BIXKX (cmocod E) ¢ obOpasoBaHueM yka3aHHOTO B
3aronoBke coenuHenus (641 mr, 2,97 mmonb, 23%) B Buae noporuka kopuaHeBoro 1sera. MC
(IDP): macca, paccuutannas ansi C¢H3BrENs; 214,9, nonyuennoe m/z, - 216,0 [M+H]".
ITpomexxyTounoe coenunenue 10: 2-(6-6pom-1H-nmpasono[4,3-b]mupuann-1-nn)-N, N-

AUMECTHUIIAICTAMU.
| w
Br NL(D

N~
e

Crmocob A. K pacteopy 6-6pom-1H-mupazono[4,3-b]mupuauna (2,00 r, 10,1 mMmonp) B
cyxoM DMF (40 mi) nobasnsin NaH (60% B munepanbHOM Macie, 444 mr, 11,1 mmouns) mipu O
°C. Peakunonnyro cMmech nepememnsanu npu 0 °C B teuenue 0,5 4. K peakunoHHoOl cMmecu no
karsim gobasisuy 2-xJop-N, N-gumerunaneramun (1,14 mi, 11,1 mmons, 1,18 r/mu) ipu 0 °C.
PeakunoHHYI0 CMECh OCTaBIISUIM HArpeThCsl 1O KOMHATHOH TeMIepaTypbl M MEpEeMEIInBaIA B
teyeHre 18 4. PeakmoHHy0 cMeCh BBUIMBAIH B BOAY (50 MII) M 3KCTPAarpoOBaH C TTOMOIIBIO
stunauerata (EA, EtOAc) (3 x 40 mu). OObeauHeHHbIE OPTaHUYECKUE CJIOW BBITAPHUBAIIH.
Ouncrka (FCC, SiO,, 25-100% rexcanos/EtOAc) mo3Bojisiia MONYYUTH TBEPIOE BEIIECTBO,
koTopoe pactupanu ¢ Et,O (4 i) ¢ oOpazoBaHueM yka3aHHOTO B 3aroyioBke coenuneHus (1,83
r, 6,47 mmonb, 64%) B Bune cepoBaro-6enoro nopomka. MC (MDP): macca, paccuntaHHas 1Jist
C1oH1BrN,O, - 282,0; nonyuennoe m/z, - 283,0 [M+H]*

Croco6 B. Pacteop 6-6pom-1H-nupazono[4,3-b]nupununa (15,0 r, 75,7 mmons) 8 DMF
(250 mn) obpabateiBanu 2-xyop-N, N-mumerunaueramunom (8,6 mit, 83 mmons) u K,CO; (12,6
r, 90,9 MMOJIb) U pEaKLIMOHHYIO CMECh MepeMeLINBaU NIpU K. T. B TedeHne Houn. DMF ynansnu
NPU TOHMKEHHOM JIaBJICHUU 10 NOCTHXKEHHUs oluiero o0Obema mpudamsurenabHo SO miu, 3arem
pazbasmsin Bomod (300 My) WM ocTaBisid HAa HOYb. [lOJy4eHHBIH OCamoOK coOupau
¢dunbTpanuelt ¢ moJydYeHueM YKa3aHHOTO B 3arojioBke coeamneHus (14,0 r, 49,5 mmonb, 65%).
MC (DP): macca, paccuutannas aisi CioHyBrN4O, - 282,0; nonyuennoe m/z, - 283,0 [M+H]".
'H SIMP (400 MI'y, CHCI3-d) & 8,60 (x, J=1,9 I'n, 1H), 8,22 (x, J=1,0 'y, 1H), 8,00 (az, J=1,9,
1,0 T'u, 1H), 5,20 (¢, 2H), 3,15 (¢, 3H), 2,99 (c, 3H).

[Tpomexxyrounoe coemuaenue 11: 2-(6-Opom-3-¢rop-1H-nupazono[4,3-b|mupunus-1-

wn)-N, N-auMerunaneramMun.

F
N
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Br ”L{/o
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VYKka3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOJyYail CII0cOOOM, aHAJIOTHYHBIM CIIOco0y A st
npoMexyTouyHoro coenuHeHus 10, ¢ wucnonb3oBaHueM 6-Opom-3-¢rTop-1H-nupasono[4,3-
blnupuanaa (mpomexxyrounoe coenunenue 9). MC (MDP): macca, paccuuTaHHas s
C10HoBrFN4O, - 300,0; moay4ennoe m/z, - 301,0 [M+H]".

ITpomexxyrounoe coenunenue 12: 2-(6-Opom-1H-nupazono[4,3-b]Jnupunun-1-num)-1-(3-

¢ropazetnauH-1-mn)sTaH- 1-0H.

/’N RN
| 'N
Br = N

k(o

&

E
PactBop 6-6pom-1H-nupazono[4,3-b]mupuanna (10,0 r, 50,5 mmons) B DMF (100 M)
obpabateiBanu 2-xj0p-1-(3-pTopaseruaun-1-un)stan-1-osom (8,42 r, 55,5 mmone) u KoCOs
(8,4 r, 61 mMmonp). PeakunoHHYIO CMecCh NepeMEUINBaId IMpH K. T. B TeueHHe 48 dacos.
Peaxnnonnyro cmech pazgemsuin mexxany DCM u BomoH, BOAHBIN CIIOM 3KCTparupoBajiv C
IIOMOLIBIO DCM (2-xpaTHO). KombuaMpOoBaHHBIE OpraHUYECKHe COENUHEHUS
koHUeHTpuposanu. Ocrtarounelii DMF ynansinu B a3e0TpOINHBIX YCJIOBUSX C HCIOJIb30BaHHEM
rentaHoB. Ounctka (FCC, Si0,, 0-10% DCM/MeOH) no3Bosisiia MOJIy4YUTh TBEPAOE BEIIECTBO,
KOoTOpoe 3areM mnepekpuctamansosbBanu u3 EtOAc. Beimensmm 8,33 r (26,6 mmons, 53%)
yKkazaHHoro B 3arojioBke coenuHeHus. MC (UOP): macca, paccunrannas mis Ci HoBrEN4O, -
312,0; nonyuennoe m/z, - 313,0 [M+H]". 'H sMmPp (400 MI'u, DMSO-de) 6 8,61 (m, J=2,0 I'y,
1H), 8,51 (an, J=2,0, 1,0 I'u, 1H), 8,36 (x, J=1,0 I'y, 1H), 5,57-5,37 (M, 1H), 5,28 (x, J=4,1 I'y,

2H), 4,65-4,45 (m, 1H), 4,42-4,16 (m, 2H), 4,06-3,92 (m, 1H).

ITpomexxytounoe coenunenne 13: 1-(azeruamn-1-um)-2-(6-6pom-1H-nmupaszomno[4,3-

b]nupunun-1-un)sTan-1-oH.

VYka3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOYYalii CIIOCOO0M, aHAJIOTHYHBIM CrIoco0y A st
MPOMEKYTOYHOrO coenuHenust 10 ¢ ucnonp3oBanueM |-(aserumus-1-wmn)-2-xjg0paTan-1-oHa
BMecTO 2-xj10p-N, N-mumerunaneramuna. MC (MOP): macca, paccunrannas mis Ci1HpBrN4O, -
294,0; nonyuenHoe m/z, - 295,0 [M+H]".

IIpomexyTouHOe COeTMHEHUE 14: 1-(azeruaun- 1-mn)-2-(6-6pom-3-¢prop- 1 H-

nupasonio[4,3-b|nupuaun-1-mwi)stan-1-oH.
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Vka3aHHOE B 3arojIOBKE COEUHEHUE MOTy4aIn CIOocOOOM, aHAJIOTHYHBIM CIIOCO0y A auist
NPOMEKYTOYHOro coenuHeHus 10, ¢ ucnonb3oBaHueMm 1-(azeTunuH-1-min)-2-xJj0paTaH-1-oHa
BMecTo 2-xyop-N, N-mumerunaueramuna u  6-O6pom-3-¢rop-1H-mupasono[4,3-bnupununa
(mpomeskyTouHOoe coenvHenune 9) BmecTo 6-Opom-1H-nupaszono[4,3-b]nupuauna. MC (MDP):
macca, paccuuransas s CiHioBrFN4O, - 312,0; nonyuenHoe m/z, - 313,0 [M+H]".

ITpomexxyrounoe coemuaenue 15: 2-(6-Opom-3-drop-1H-nupazono[4,3-bmupunus-1-

win)-1-(3-¢ropazernnun-1-un)stan-1-oH.

F
/N b
|| N
Br =2 N

4
F
VKa3aHHOE B 3aroJIOBKE COEAMHEHHE TOJyYajd AaHAJOTHMYHO IPOMEKYTOYHOMY
coenuHeHnro 12 ¢ wucnomp3oBaHueM  6-Opom-3-¢rop-1H-nupasono[4,3-b]nupuanna
(mpomeskyTouHoe coenamHeHune 9) Bmecto 6-Opom-1H-nupaszono[4,3-b]nupuauna. MC (M9P):
macca, paccuurannas 1t CiHoBrFoN4O, - 329,9; nonyuennoe m/z, - 331,0 [M+H]".

ITpomesxyTouHoe COoeMHEeHne 16: 6-(3-(nudpropmernn)-4-propdennn)-1H-
nupazono[4,3-b JnupunuH.

Cmecy  6-Opom-1H-mupazono[4,3-b]mupumuna (1,40 1, 7,07 wmmomb), 2-[3-
8,49

MModib), [1,1'-6uc(nudpenunpochuno)peppouen|nuxnopnamtagusi(ll) (0,673 r, 0,92 mmons) u

(mudropmerun)-4-propdennn]-4.4,5,5-rerpamerun-1,3,2-nuokcaboponana (2,31 T,
Na,COs3 (2,25 1, 21,2 Mmmonb) B aerasupoBaHHOM aueronutpuie (24,4 m) u Bone (3,76 mn)
nepemenanu npu 120 °C B TeueHue 4 4 oA MUKPOBOJHOBBIM H3JydeHUEM. PeaklnoHHYIO
cMech BimMBamM B Boxy (30 mu) m cMmech skcrparupoBanu ¢ nomombio EtOAc (3x30 ).
OObenuHeHHBIE OpraHuYecKue Ciou  BbicymmBamu Hax NapSOs, — dunsrpoBamu  u
KOHIeHTpupoBaan npu mnoHwkeHHoM paienun. Quuncrka (FCC, SiO,, 10-50% H-

renraHa/EtOAC) mo3Bossiia OMyYuTh TBEPAOE BEIeCTBO, KoTopoe pactupanu ¢ Et,O (4 mi) ¢
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oOpa3oBaHHeM yKa3aHHOrO B 3arojioBke coeamaenus (1,41 r, 5,36 mmonb, 76%) B BUAE
cepoBato-Oemnoro mopomka. MC (MOP): wmacca, paccumrannas mis CijsHgFsNi, - 263.1;
nosyduenHoe m/z, - 264,2 [M+H]*. "H SIMP (300 MI'u, DMSO-ds) & 13,48 (yur. ¢ 1H), 8,84 (x,
J=2,0 T'y, 1H), 8,41-8,30 (m, 1H), 8,30-8,20 (m, 1H), 8,13-7,99 (m, 2H), 7,60-7,49 (m, 1H), 7,27
(t, J=54,1 T'y, 1H).

ITpomesxyTouHoe COeNMHEeHNe 17: 6-(3-(mudpropmerokcu)-4-propdennn)- 1H-

nupazono[4,3-b JnupuauH.

VYka3aHHOe B 3arojIOBKE€ COEIMHEHUE TMONyYald AaHAJIOTHYHO MPOMEKYTOUHOMY
coenuHeHn0 16 ¢ ucnomp3oBanueM 2-(3-(mudropmerokcu)-4-propdenmn)-4,4,5,5-rerpamer-
1,3,2-nuokcaboponana BMmecto 2-[3-(mudropmernn)-4-propdpenun]-4.4,5,5-rerpamermn-1,3,2-
nuokcadoponana. MC (M3P): macca, paccuntannas 1 Ci3HsFsN3O, - 279,0; monydenHoe m/z,
- 280,2 [M+H]".

IIpomexyTouHOe COeTMHEHNE 18: 6-(4-xy0p-3-(nudropmerokcu)penmn)- 1 H-

nupasoio[4,3-b nupuaus.

VYka3zaHHOE B 3arojIOBKE COSTUHEHHE aHAJIOTUYHO MPOMEKYTOYHOMY COCOUHEHHUIO 16 ¢
HCIIOJIb30BAaHUEM 2-(3-(mudpropmerokcu)-4-xnopdenwn)-4,4,5,5-rerpamernn-1,3,2-
nuokcabopoana BMECTO 2-[3-(mudpropmermn)-4-propdenunn]-4,4,5,5-rerpamer-1,3,2-
nuokcaboponana. MC (UOP) macca, paccuurannast mist C3HsCIFaN3O, - 295,0; monydeHHOE
m/z, - 296,0 [M+H]".

ITpomexyTouHoe COeTMHEHUE 19: 6-(3-(1,1-qudropatun)-4-propdennn)- 1 H-
nupasoio[4,3-b nupuauH.

N
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Vka3aHHOE€ B 3arojIOBKE COEAMHEHUE IIOJy4Yajad AaHAJOTMYHO IPOMEXYTOUHOMY

coenuHeHnio 16 ¢ ucnombzoBanueM 2-(3-(1,1-nudrostun)-4-propdenwmn)-4,4,5,5-rerpameri-
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1,3,2-nuokcaboponana Bmecto 2-[3-(mudropmerun)-4-propdenun]-4,4,5,5-rerpamermn-1,3,2-
nuokcadoponana. MC (UDP): macca, paccunrtannas mist Ci4H; oF3N3, - 277,1; nmonyuenHoe m/z,
-278,1 [M+H]".
ITpomexxyrounoe coequnenue 20: 6-(3-(1,1-nudpropdropatun)penun)-1H-nupazono[4,3-
b]nupunus.
N

= ™
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VYka3aHHOe B 3arojiOBKE€ COEIMHEHUE TMONyYad aHAJOTHYHO MPOMEKYTOUHOMY
coenuHeHno 16 ¢ wucnonb3oBanueM 2-(3-(1,1-gudropatun)denun)-4.4,5,5-rerpamerun-1,3,2-
nuokcadboponana BMECTO 2-[3-(mudpropmermn)-4-propdhenunn]-4.4,5,5-rerpameri-1,3,2-
nuokcadoponana. MC (U9P): macca, paccuntannas 1t Ci4Hp 1 FaN3, - 259,1; nmony4yenHoe m/z,
-260,1 [M+H]".

IIpomexxyrounoe coenmaenne 21: 6-(3-(nudropmerun)-4-propdenwn)-3-prop-1H-

nupasofio[4,3-b JnupuauH.
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Vka3aHHOE B 3arojIOBKE COEJUHEHUE IIOJyYajd aHAJIOTHMYHO IPOMEKYTOUYHOMY
coenuHeHnro 16 ¢ ucnonb3oBaHueM  6-O6pom-3-¢rop- |H-nupasono[4,3-b]nupunnna
(mpomeskyTouHOoe coenviHeHune 9) BmecTo 6-Opom-1H-nupaszono[4,3-b]nupuauna. MC (MDP):
macca, paccuuransas s C13H;FyNs, - 281,1; nonyuennoe m/z, - 282,1 [M+H]".

IMpomexxytounoe coenuHenue 22: 6-(4-xmop-3-(audropmeroxcu)denrn)-3-grop-1H-

nupazosno[4,3-b JnupuauH.
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VKa3aHHOE€ B 3arojiOBK€ COEJUHEHHWE MOJy4ald CIOCOOOM, aHAJOTHYHBIM IS
NPOMEXYTOYHOIO coenuHeHus 16, ¢ wucnonb3oBaHueM 6-0pom-3-¢rop-1H-nupasomno[4,3-
b]mupununHa (mpomexyTouHoe coennHeHne 9) BMecTo 6-0pom-1H-nupasono[4,3-bnupununa u
2-(3-(nudpropmerokcn)-4-xnopdenmn)-4,4,5,5-rerpamerun- 1,3,2-nuokcadboposana Bmecro 2-[3-
(mudpTopmernn)-4-propdpennn]-4,4,5,5-rerpamerni-1,3,2-nuokcaboponana. MC (UDP): macca,
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paccunrannas qis C13H7CIF;N30, - 313,0; nonyuennoe m/z, - 314,1 [M+H]".
IIpomexxyrounoe coemunenue 23: 6-(3-(mudropmerokcu)-4-propdenrn)-3-grop-1H-

nupa3zono[4,3-b]nupuaun.
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Vka3aHHOe B 3arojOBKE COEIHHEHUE noJjry4dajin CHOCO6OM, AHAJIOTUYHBIM  1JIA

MPOMEKYTOYHOTO coefauHeHust 16, ¢ mnpumeHeHueM O-Opom-3-¢rop-1H-mupaszono[4,3-
b]mupunuHa (mpomexyTouHOoe coennHeHne 9) BMecTo 6-Opom-1H-nmupasono[4,3-b|nupunnna u
c MIPUMEHEHUEM 2-(3-(mudpropmerokcu)-4-propdenmn)-4.4,5,5-rerpamermn-1,3,2-
nuokcadopoana BMECTO 2-[3-(mudropmermn)-4-propdenunn]-4.4,5,5-rerpameri-1,3,2-
nuokcadoponana. MC (M3P): macca, paccunrannas 11t C13H;F4N30, - 297, 1. nonydeHHoe m/z,
-298,0 [M+H]".

IIpomexyTouHoe COeTMHEHNE 24 6-(3-(1,1-gudropatun)penmn)-3-prop-1H-

nupazono[4,3-b jnupugu.

VKazaHHOe B 3aroJIOBKE COCAMHEHHE TOJy4adl AaHAJOTHYHO MPOMEKYTOYHOMY
coenuHeHHr0 16 ¢ wucnomp3oBaHMeM  6-Opom-3-¢Top-1H-nmupasono[4,3-b]nupuanna
(mpomeskyTouHoe coenuHeHue 9) BMmecTo 6-Opom-1H-mmpasono[4,3-b]nupuanra u ¢
UCTIOJIb30BAHUEM 2-(3-(1,1-mudpropatun)pennn)-4,4,5,5-rerpamerni- 1,3,2- nuokcabopoiaHa
BMecTo  2-[3-(mudropmermn)-4-propdenni]-4,4,5,5-terpamern-1,3,2-nuokcadboponana. MC
(IDP): macca, paccunrtannas anst Ci4HioF3N3, - 277,1; nonyuennoe m/z, - 278,1 [M+H]".

IMpomexxyrounoe  coemuHenue  25:  6-(4-rop-3-merundennn)- 1 H-nupazono[4,3-
bnupuauH.
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VYka3aHHOe B 3arojIOBKE€ COEAMHEHUE IMOyYald AaHAJOTHYHO MPOMEKYTOUHOMY
coenuHeHnio 16 ¢ wucnonp3oBaHueM 2-(4-¢rop-3-merundenmn)-4.4,5,5-rerpamermn-1,3,2-

nuokcadopoana BMECTO 2-[3-(audpropmermn)-4-propdpenunn]-4.4,5,5-rerpamern-1,3,2-
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nuokcadoponana. MC (UOP): macca, paccuurannas mist Ci3HjoFNs, - 227,1; monydenHoe m/z, -
228,1 [M+H]".
IIpomexxyrounoe coenuHeHue 26: 6-(3-(audpropmernn)-4-propdenmn)-3-merun-1H-

nupa3zono[4,3-bnupuaun.

Vka3aHHOe B 3arojiOBKE€ COEAMHEHUE TMOJyYad aHAJOTHYHO MMPOMEKYTOUHOMY
coenuHeHn0 16 ¢ ucnonb3oBaHueM 6-Opom-3-merwi-1H-nmupaszono[4,3-b]mupununa BMecTo 6-
opom-1H-tiupazono[4,3-b|mupunura. MC (MOP): macca, paccumrannas mns CiaHioF3N3, -
277,1; nonyuennoe m/z, - 278,1 [M+H]".

ITpomexyTouHoe COeTMHEHUE 27: 2-(6-(3-nudropmerin)-4-propdhenmn- 1 H-
npazono[4,3-b Jnupuaun- 1-uim)yKcycHast KUCIOTA.
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Craqus A, Dtun-2-[6-[3-(mudropmernn)-4-bropdennn Jnupaszonol4.3-blnupunun-1-

wilanerar. K pacrBopy 6-[3-(mudropmermn)-4-propdenmn]- 1 H-nmupazono[4,3-b]nupunrna
(mpomesxyTouHoe coequrenue 16, 2,00 r, 7,6 mmoas) B DMF (30 mu) nobasnsiu Cs,COs (2,72
r, 8,35 mmonb) npu 0 °C. Peakimonnyto cMmech nepemerunsaiu npu 0 °C B teuenue 30 mun. K
pPeaKkMOHHON cMecH nobaBysuu sTwixiopanerat (895 mkn, 8,36 mmons, 1,14 r/mn) npu 0 °C.
PeakumoHHYI0 CMECh OCTaBJISUIM HArpeThCsl 1O KOMHATHOH TeMIepaTypbl U MEepEeMELINBAIN B
TeyeHre | 4. PeakiMOHHYIO CMeCh BbUIMBAIK B BOAy (50 MJI) M 3KCTPAardpoOBaM C MOMOIIBIO
EtOAc (3 x 75 mu). Opranudeckue CJIOW OOBEOMHSIIN U KOHLUEHTPUPOBAIN NPU MOHHKEHHOM
nasnennn. Ounctka (FCC, Si0,, 0-75% H-renrana/EtOAc) no3Bossiia NOJYYHTh YKa3aHHOE B
3aronoBke coenuHenue (1,60 r, 4,58 mmoib, 60%) B Buae 6enoro nopomka. MC (MDP): macca,
paccuutanHas 11si C17H14F3N30,, - 349,1; monyuennoe m/z, - 350,1 [M+H]".

Cranus B. 2[6[3-(nudropmernn)-4-propdennn]nupasono[4.3-bloupuaun-1-

wilykcycHas kuciora. K pacteopy a>Tmin-2-[6-[3-(audropmeriun)-4-propdenwmn|mupazono[4,3-

bnupuans-1-wilanerara (1,60 r, 4,58 mmons) B 1,4-nuokcane (14 mun) u Boxme (9 M) noGasisuiu
MOHoOTUApaT ruapokcuaa autus (385 mr, 9,17 MMoib) U CMeCh MepeMEeIINBAIN IPU KOMHATHOM
TeMIepaTrype B TeueHue | 4, KOHIEHTPUPOBAIU 0 ~9 M u paszdasmsn Bonoit (75 mi). Cmech
nonkucys 1-M HCI no noctmxennst pH 4. Ocanok cobupanu 1 nmpoMbIBasid Bogow (2x10 mi)
u Et,O (3x10 M) ¢ nmojydyeHHueM yKa3aHHOTO B 3arosioBke coeanHenus (1,74 r, 5,416 mmonsb,

118%) B Buzme Oenoro mopolrka, KOTOPbIH HCIONB30BANIM O€3 NOMONHUTENbHONH ouncTku. MC
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(IDP): macca, paccunrtannas st CisHigF3N30,, - 321,1; monyuennoe m/z, - 322,1 [M+H]".
IIpomexxyrounoe coenunenue 28: 2-(6-(3-(nudropmermn)-4-propdenmn)-3-grop-1H-

niupasono[4,3-b|nmupunun-1-mn)ykcycHas Kuciora.

Vka3aHHOe B 3aroJIOBKE COCAMHEHHE TOJyYadl AaHAJOTHYHO MPOMEKYTOYHOMY
coenquHeHnro 27 ¢ ucnomp3oBaHueM  O-(3-(mudropmernn)-4-propdenn)-3-prop-1H-
nupasono[4,3-bnupununa (nmpomexyTounoe coeauHenue 21) Bmecto 6-[3-(aupropmermi)-4-
dbropdenun|-1H-mupazono[4,3-bJmupununa. MC  (UDP): wmacca, paccyuTaHHas  JUIs
C15HoF4N30,, - 339,1; nonyuennoe m/z, - 340,1 [M+H]".

IMpomexxyrounoe  coemuHenue 29:  2-(6-(3-(mudropmerokcu)-4-propdenmn)-1H-

niupasonio[4,3-b|mupunun-1-un)ykcycHast KHCIOTa.

VkazaHHOe B 3aroJIOBKE COEAMHEHHE TOJy4ajd AaHaJOTHYHO MPOMEKYTOYHOMY
coenuHeHnio 27 ¢ ucnojb3oBaHueM O-(3-(nudropmerokcn)-4-propdennn)-1H-mupaszono[4,3-
b]nupuaunHa (mpomexytouHoe coeaunenue 17) Bmecto 6-[3-(audropmerin)-4-dpropdpenun]-1H-
nupasono[4,3-b|mupuauna. MC (MDP): macca, paccuutannas mist CisHjoFsN3Os, - 337.1;
nony4yeHHoe m/z, - 338,1 [M+H]".

[Tpomesxytounoe coenqunenue 30: 6-(4-proppenmn)- 1 H-nupasono[4,3-b|nupuaun.
N
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6-6pom-1H-nmpaszono[4,3-b]mupunun (845 mr, 4,27 mmons), 4-propheHnnoopoHOBYIO
kuciory (896 wmr, 6,40 mmonb) u kapbonar Harpus (1,36 r, 12,8 MMonp) MOMEIIANN B TUOKCAH
(15 mn) u Bomy (5 mu). ITorok razoo0pasHoro azora GapOOTHPOBANIN Yepe3 PEAKIHOHHYIO CMECh
B TeueHne 10 MuHyT, 3ateM nolamismn Terpakuc(tpudennndocdun)namanuii (247 mr, 0,21
MMOJIb) U PEaKLHOHHYI cMech nepememuBanu npu 90 °C B Teuenue 24 wyacoB. 3arem
PEAKIMOHHYIO CMECh OXJIKAAIN IO KOMHATHOH Temmeparypsl, pasz0asisuiu Bopoit u DCM n
BOIHYIO a3y skcTparuposanu ¢ nomoureto DCM (2-kpatHo). OObeIUHEHHBIE OPraHUYECKHe
ciou BeicymmBau (MgSQ4), KOHIEHTpUPOBAIH W aacopOupoBanu Ha cuimkareie. OdmcTka
(FCC, SiO,, 0-100% rexcanos/EtOAc, 3arem 3-8% MeOH/DCM) mno3Bossiia MHOJIYyYUTh
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yKa3zaHHOe B 3arosioBke coenuHeHue (530 mr, 58%). MC (MOP): macca, paccunTaHHas IJis
CoHgFNGg, - 213,1; nonyuennoe m/z, - 214,1 [M+H]".
ITpomexxyrounoe coenunenue 31: 2-(6-(4-¢propdennn)-1H-nupazono[4,3-b Jnupunun-1-

WJI)YKCYCHAsl KUCJIOTA.

Cramus A. Dtun-2-(6-(4-bropbennn)- 1H-impazono[4.3-b nupuaus-1-unanerar. 6-(4-

dbropdenun)-1H-nmupazono[4,3-bmupunun (mpomexxytounoe coenuHenwe 30, 470 wr, 2,20
mMMmoJtb) momernanu B DMF (7 mi) u Harpesanu 1o 50 °C. K stromy pactBopy n00aBisuii rTuAPUA
Hatpusi (60%-Hast nucnepcuss B MUHEpaibHOM Macie, 106 mr, 2,65 MMOJb) U PEaKLHOHHYIO
cMmech nepememinBanu B TeueHue 15 muuyT npu 50 °C. Cmech OCTaBIANN OXJAQAUTHCS 0
KOMHATHOW TeMITepaTyphl U no0aBisiin sTwiopomanerar (515 mr, 3,09 Mmmonp). PeakiinonHyro
CMeCh TEepPEeMELINBAIN NPU KOMHATHOH TeMIieparype B TEUEHHE 3 4YacOB, BBUIMBAIM HA JIEA U
skcTparuposanu ¢ nomoinbo EtOAc (2-kpaTHO). OObeaMHEHHBIE OPTaHUYECKUE CIIOU CYLIIIN
(MgSO4) n xonuentpuposamn. Ounctka (FCC, SiO,, 0-100% rexcanos/EtOAc) mosBossina
nonyunutb 422 mr coempmaenus (1,41 mmonb, 64%). MC (MOP): macca, paccyuTaHHast is
C16H14FN303, - 299,1; nonyuennoe m/z, - 300,1 [M+H]".

Cragus B. 2-(6-(4-dbropdenmn)-1H-nupasono[4.3-blnupuaun-1-un)ykcycHas KUCIOTA.

Otun-2-(6-(4-proppenun)-1H-nmupaszon[4,3-b Jnupunun-1-umanerar (400 mr, 1,34 mmonb) u
rugpokcun Hatpus (80 mr, 2,01 Mmmorb) pactBopsiniu B cMecu 1 @ 1 Boael u aneronurpuia (10
mit). Peakionnyto cMmech nepemernnsaiu npu 50 °C B Teuenue Houn. pH peakMoHHON cMecu
nosoawu 1o 1 ¢ momorbio BogHoro pactsopa HCI, a 3arem skctparuposaiu ¢ nomornsto DCM
(4-xpatHO). OObenrHeHHbIe opraHudeckue ciou BeicymuBanu (MgSO4) U KOHIEHTPUPOBAJIH C
NIOJIy4eHHEM YKAa3aHHOTO B 3arojioBke coenunenusi (400 mr, 1,475 mmonsb, 110%). Vka3zaHHOe B
3aroJioBKe COeqUHEHHe MEPEHOCHIIN Ha CEeAYIoIue cTaqguu B HeounineHHoMm Bune. MC (UDP):
macca, paccuntansast st C14H1gFN3O,, - 271,1; nony4ennoe m/z, - 272,1 [M+H]".
IMpomexxytrounoe coenuHenune 32: 2-(6-(3-(mudropmerun)-4-propdenrn)-3-merun- 1H-

nupasonio[4,3-b|nupunun- 1-un)ykcycHast KHCIIOTa.

OH

Cramus A, Dtun-2-(6-(3-(mudropmernn)-4-dbropdennn)-3-metuin- 1 H-nupazonol[4.3-

bloupuans-1-mwn)anerar. K nepememannomy pactsopy 6-(3-(audropmeriun)-4-propdenun)-3-

metui- 1 H-nupazono[4,3-b]nupununa (mpomexxyrouHoe coenunenne 26, 300 mr, 1,08 mmorb) B

DMF (6 mn) noGasmsuiu Cs,CO5 (1,06 1, 3,25 mmonb), a 3aTtem stundpomauerat (240 wmr, 1,41
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MMOJIb). PEaKIIHOHHYIO CMECh MepEMEINBAIN TIPH KOMHATHOW TEMIIepaType B T€YeHHE 2 4acoB.
Cwmech pazbasisumu Bonoit u Et,O 1 BogHbIH €10 3KcTparupoBaiu ¢ noMoibio Et,O (2-kpaTHO).
OObenuvHEHHbIE OpraHUYeCKHe CJIOH TMPOMBIBAIM BOIOH, COJIEBBIM PACTBOPOM, CYIIMJIH
(MgSO4) n xonuentpuposamu. Ounctka (FCC, SiO,, 0-100% rexcanos/EtOAc) mosBossiia
MOJIYYUTh YKa3aHHOE B 3arojioBke coequHenue (313 mr, 0,861 mmonsb, 80%). MC (M3P): macca,
paccunrtanHast 1is Ci1gH 6F3N30,, - 363,1; monyuenHoe m/z, - 364,1 [M+H]".

Cragus B. 2-(6-(3-(audTopmernin)-4-propdennn)-3-merun- | H-nupazono[4.3-

bloupuaun-1-un)ykeycHas kuciora. K pactBopy atui-2-(6-(3-(nudpropmernn)-4-dpropdenrn)-

3-metrun- 1H-nupasono[4,3-b]nupuaun- 1-un)anerara (313 mr, 0,861 mmons) B THF (15 wmu)
no0aBsin 4-H. BOIHBIA pacTBOp ruapokcuaa gutus (5 mu). JIByxdasHyro cMech HHTEHCHBHO
nepeMeIIuBai B TeUeHHEe HOYH. PeakIMoHHy0 cMech pasaesuii mexay Bopoit u Et,O u cioun
paznemsun. OpraHudecKuil CJIoi mpombIBain BoaoH (2-kpaTHo). OOBeIMHEHHbIE BOAHBIE CIIOU
nonkucysm ¢ nomoueto 1-H. HCI no pH 1. Beimasiee B ocaiok TBepAoe BEIIECTBO COOMpaH
¢unbTpauneli, MPoOMbIBaIM BOAOW W BBICYIIMBAJIH C IOJYYEHHEM YKa3aHHOTO B 3arojiOBKe
coenunenus (293 mr, 100%) B Buae Oenoro TBepaoro Bemectsa. CoearHeHne ObLUIO JOCTATOYHO
YHCTHIM JUJIsI TIEPEHOCA Ha TOCieayrmue craann 6e3 gonosHurenbHoi ounctkn. MC (MDP):
macca, paccuurannas 1s CigH 2F3N30,, - 335,1; nonyuennoe m/z, - 336,1 [M+H]".

ITpomesxyTounoe coenquHenne 33: 3-3tunHmnaszerunut ¢ conb HCIL.
o
NH

Cragus A Tpem-OyTri-3-3TUHUIA3ETHANH- | -KapOOKCHIIAT. 1pem-6yTun-3-

dopmunazerunus- 1-kapbokcunar (500 wmr 2,70  mmonb),  numerun-(l-guaso-2-

okcomnpormi)docdonar (10% macc., 9,2 mn, 4,05 mmons) u kapobonat kamust (1120 wmr, 8,10
mMMouib) nomemanu B Meranos (10 mur). IToaydeHHyro cMech mepeMeInnBaiy MpU KOMHATHOH
TeMIepaType B TEUEHHE 3 4YacoB M pa30aBsUIM AMATHIIOBBIM CIIOXKHBIM 3()HpPOM U BOIOW.
Opranndeckuii CJI0H OTAEISUIA U TIPOMBIBAJIA BOJIOH, & 3aTEM HACBILICHHBIM BOJAHBIM PACTBOPOM
kapOoHaTa Hatpwusi, BeicymuBain (MgSQO,4) u konuenrpuposanu. Ouuctka (FCC, Si0,, rpanueHT
0-25% sTunaneraTta/TeKCaHOB) MO3BOJISIA MOJYYUTh YKa3aHHOE B 3arojioBke coenuHeHue (356
mr, 1,96 mmonb, 73%). 'H samP (400 MI'u, CDCl3) 6 4,14 (1, J=8,5 T'u, 2H), 3,94 (nn, J=8.2, 6,3
I'n, 2H), 3,36-3,25 (m, 1H), 2,28 (n, J=2,4 T'y, 1H), 1,44 (c, 9H).

Craqusa B. 3-stuHmnazernpamH *  coab  HCl.  7pem-Oytun-3-3THHUIA3€THANH- |-

kapOokcunar (50 mr, 0,28 mmonb) pacteopsuin B 4-H. HCI B nuokcane (1 mir), 1 peakIMOHHYIO
CMechb TMepeMelMBal B TEeUeHHe 2 4YacoB IpH KOMHATHOH Ttemmepatype. Cwmech
KOHLIEHTPUPOBAJIIM U XJIOPHCTOBOAOPOAHYIO COJIb YKAa3aHHOTO B 3aroJIOBKE COEAMHEHUS
HCTIONIB30BAJIM HETIOCPEACTBEHHO HA CIEAYIOIIel cTanui Oe3 TOMOJHUTENbHON OUUCTKH.

ITpomesxyrounoe coenunenne 34: (Z)-3-(mpon-1-en-1-mn)asernaun * conp HCL.
0
NH

Cragus A. Tpem-6yrun-(Z)-3-(npon-1-eH-1-mn)azernans-1-kapookcunar. bpomun sTum-
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(rpudernm)poconus (1,21 r, 3,24 mmonw) cycnenaupoBanu B Oessogrom THF (15 wmu).
Cycnensuto oxnaxnanu 1o 0 °C. n-BuLi (2,5-M B rekcanax, 1,3 mi, 3,24 MMoJIb) OOABIISUIH 110
KaIlJIsIM K peakLIMOHHOW CMECH IPU NEpPEeMELINBAaHNY, U PEaKLMOHHYIO CMECh NepeMEeLINBaIN B
teueHne 1 uaca mpu 0 °C. K peakunoHHOH cMecu MenJieHHO AO00aBisAIM mpem-OyTui-3-
dopmunazerunus- 1-kapbokcunar (500 mr, 2,70 mmonp) mpu 0 °C, peakIHMOHHYK CMech
OCTAaBJISAJIM IPOrPeTbCsl MO0 K. T. M MEPEMELINBAIM B TeUeHHWEe HOUU. PeakiuoHHyH cMech
KOHLIEHTpUpOBaIY, pasgensiu Mmexay DCM u Bomol, BOAHBIN CIOH 3KCTParupoBaiud C
novompto DCM  (2-kpaTHO) M OOBEOUHEHHbIE OPraHMYECKHE CJIOW KOHLIEHTPUPOBAJIH.
Heounmennoe BemecrBo ouuninanu Ha cwinkarene (FCC, SiO,, rpamguent 0-50%
STUJIALIETATA/TEKCAHOB) C IMOJIyYEHHEM YKAa3aHHOTO B 3arojIOBKE COCJUHEHHUS B BHIE CMECH
uzomepoB Z/E 7 : 1 (318 mr, 1,61 mmonb, 60%). 'H sMP (400 MI'y, CDCl3) 6 5,69-5,56 (wm,
1H), 5,56-5.45 (m, 1H), 4,12 (1, J=8,4 I'y, 2H), 3,67 (ax, J=8,4, 6,0 I'u, 2H), 3,50-3,47 (M, 1H),
1,58 (nnm, J=6,8, 1,6 ', 3H), 1,44 (n, J=1,5 I'u, 9H).

Cranusa B. (Z)-3-(npon-1-en-1-umaserunus ¢ coab HCL. 7pem-Oytun (Z)-3-(npon-1-en-

1-un)azernnus- 1-xkapookcunar (50 mr, 0,28 mmonb) pacteopsuiu B 4-H. HCI B muokcane (1 M) u
PEAKIMOHHYIO CMECh TMEePEMELINBAIN B TE€UEHUE 2 4acoB NMPU KOMHATHOH Temneparype. Cmech
KOHLIEHTPUPOBAIM U XJIOPHCTOBOAOPOIAHYIO COJIb YKA3aHHOIO B 3aroJIOBKE COEAMHEHUS
HCTIONIb30BAJIM HETIOCPEACTBEHHO HA CIEAYIOIIEel cTanum.

ITpomesxxyTounoe coequHenue 35: 3-(2,2-nudropsunmn)azeruans * conb HCL.

F
MNH

Cranus A. Tpem-6ytun 3-(2.2-nudropBunun)aszeTuant-1-kapookcunar. 7pem-0ytui-3-

dopmunazerunun- 1-kapbokcunar (1000 mr, 5,40 mmonp) u Tpudennndochpun (2,8 r, 10,8
mMMouib) nomemanu B 0e3ogHbii DMF (10 mut) u Harpesamu 1o 100 °C npu nepemennBaHuH.
HobGassuu xnopaudropanerar Hatpus (1,7 r, 10,8 mmonb) nopiusiMmu B TedeHue Oosee 30
MHUHYT U PEaKIHOHHYIO cMech rnepemewnBaiu npu 100 °C B TeueHue eme 15 MuHYT mocnie
3aBepiieHus1 n00aBieHHs. PEaKkIMOHHYI0 CMECh OXJIXKAAIM 0 KOMHATHOH TeMIIEpaTyphl,
KOHIIEHTPUPOBAJIM TPH TOHIKEHHOM naBjieHuu s yaanenus DMF, paszbasnsiu DCM wu
opicTpo BeTpsixuBau ¢ 30%-HbIM BogHbIM pacTBopoM H,O;. IMonydyeHHyro AByX(a3HYK CMeCh
JOTOJHUTETBPHO pa3dasisiu ¢ momombid DCM u Boabel. BomHbiid CiIOH 3KCTparupoBajiu C
nomotneto DCM (2-kpaTHO) 1 00BETUHEHHbIE OPraHMYECKUE CION KOHLEHTpUpoBain. OuncTka
(FCC, SiO,, rpamgmeHt 0-50% »sTHNaneTraTta/TeKCaHOB) TMO3BOJSIA MOJNYYHTh YKa3aHHOE B
3aronioBke coenuHenue (786 mr, 3,58 mmosb, 66%). 'H saMP (400 MI'y, CDCl3) 6 4,51-4,37 (m,
1H), 4,14 (1, J=8,4 I'y, 2H), 3,70 (ax, J=8,6, 6,0 I'u, 2H), 3,39-3,27 (m, 1H), 1,44 (n, J=0,7 I'Ly,
9H).

Craqua B. 3-(2.2-pudropsunmm)azernaud _*  conb  HCI.  7pem-Oytun-3-(2,2-

nudropBuHMIT)a3eTHANH- 1-kapOokcunar (75 wr, 0,34 mmons) pacrBopsuiiu B 4-H. HCl B
nuokcaHe (1 M) U peakIMOHHYI0 CMECh NEpPEeMEIINBali B TEUEHHE 2 4acOB IPU KOMHATHOM

TeEMIIEpaType. Cmech KOHLUCHTPUPOBAJIN U XJIOPUCTOBOAOPOAHYIO COJIb YKA3aHHOI'O B 3aroJIOBKE
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COCANHCHN UCITONIb30BAIN HEMMOCPEACTBEHHO Ha cne):[yfomeﬁ cTaauu.

[Tpomesxytounoe coequnenue 36: (Z)-3-(2-¢ropsunun)azerunut ¢ conb HCIL.

Q\—CNH

Cranus A. Tpem-Oytun (Z)-3-(2-¢TopBunHui)azeTuans- 1-kapbokcunar. 7pem-0ytun-3-

(2,2-mudropBuHMIT)a3eTUANH- 1 -KapOOKCHIaT (500 M, 2,28 MMOJIb),
ouc(neoneHTUATIUKONAT)AuO0p (1,6 T, 6,8 MMoub) 1 Boay (120 Mk, 6,8 MMOJIb) PACTBOPSIIIH B
numerwnaneramuzae (10 mur) U pacTBop merasupoBanu nmyteMm OapOorupoBanus N, JloOasinsm
tnoen-2-kapookcunar wmemau (43 wmr, 0,23 wmmonb), 4,5-6uc(audenundocduno)-9,9-
numetmikcanTeH (Xantphos®) (135 wmr, 0,23 mmonb) u Tper-Oytokcun jutus (565 wr, 6,8
MMOJb) (mpu  MOOABJIEHUM OCHOBAHMS BO3HUKAJ CHJIBHBIM 3K30TEepMHUYECKUU 3(deKT).
PeaxinioHHy0 cMech nepemelnnBaiu B TeueHue Houu npu 40 °C, 3areM pa3mensuiu Mexny
BOOH M cMechto 3 : 1 sTmnauerara/rekcaHoB. OpraHWYecKuil CIOH NMPOMBIBAIM BOXOH (2-
kpatHo). KonuentpupoBanu opranudeckuii cimoir. Ounctka (FCC, SiO,, rpaagment 0-50%
STUIALleTaTa/TeKCAHOB) MO3BOJISLIA MONYYUTh YKAa3aHHOE B 3aroyioBke coeaunenue (319 mr, 1,59
mMmoJb, 70%), 3arpsisHeHHOe mpubmusuTenpbHo 20 Mon.% ucxomHOro BemecTBa U 7 MONL%
m3omepa E. Vka3aHHOE B 3aroyioBK€ COEIUHEHHE IMEPEHOCHJIM Ha CIEOYIOLIYI CTaaui0 B
ncxonsoM Buze. 'H SIMP (400 MI'y, CDCl3) 6 6,66-6,30 (M, 1H), 5,17-4,86 (m, 1H), 4,19-4,12
(M, 2H), 3,74-3,67 (m, 2H), 3,66-3,53 (M, 1H), 1,44 (c, 9H).

Craqusi B. (Z)-3-(2-¢ropeunumazernaud ¢ conb  HCl.  Tpem-Oytun-(Z)-3-(2-

¢dropBuHMI)azeTUANH- 1 -kapOokcunat (319 mr, 1,59 mmons) pacteopsiiu B 4-H. HCl B nuokcane
(5 M), 1 peakLMOHHYIO CMECh NTEPEMEIINBAJIH B TeUEHUE 2 YaCOB MTPU KOMHATHON TeMIIepaType.
CMmech KOHLIEHTPUPOBAIN U XJIOPUCTOBOAOPOAHYIO COJIb YKA3aHHOTO B 3aroJIOBKE COEIUHEHHS
MCTIONIB30BAJIM HETIOCPEACTBEHHO O€3 TOMOIHUTENIbHON OUHCTKH.

ITpomesxyTouHoe coenuHenue 37: 6-(5-xnop-2-tuenun)- 1 H-nmupazono[4,3-bnupuans.

K pactBopy 6-0pom-1H-mupasono[4,3-b]mupuanaa (500 wmr, 2,52 mmonbp) B
nerazupoBaHHoM 1,4-nuokcane (39,4 mu) u Bome (9,55 mu) nmobaBmsum S-xnmoptroden-2-
O6opoHoByro kucioty (431 wmr, 2,654 mmonb), ¢ropun kamus (440 wmr, 7,57 Mmomnb) H
mempaxuc(tpudpennndochun)namiaanii(0) (205 wmr, 0,177 mmonp). PeakuuonHyro cmech
nepemermuBaiy npu 80 °C B Teuerne 1 4 B armocepe aprona. JJomonHurensHo no0aBsg S-

XJ0pTHO(EH-2-00POHOBYIO KHCJIOTY (123 Mr 0,757 MMOJTb) u

mempaxuc(tpupennndocoun)namiaanii(0) (87 wr, 0,075 w™MmMomp) U HepeMelHnBaIn
peakunonnyro cmech npu 80 °C B TeueHune 2 4 B arMocgepe aproHa. PeaknnOHHYIO cMech
pazbasisutu Bopoi (40 mut) u DCM (30 mur). Criiou pa3mesnsiin 1 BOJHBINH CJIOH SKCTParupoBaiH C

nomoupto DCM  (3x40 wmu). OObenuneHHble opranmueckue cion cymmm  (NaxSOy),
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¢unbTpOBANTM M KOHLEHTPUPOBaU Npu noHmwkeHHoM aasneranu. Ounctka (FCC, Si0,, 25-100%
H-rentaHa/EtOAC) mo3Bojsiia MONYyYNTh yKa3aHHOE B 3aroyioBke coenuHenue (419 wmr, 1,78
MMOJIb, 70%) B BUZI€ XKENTOrO MOPOLIKA ITOCIIE PACTHPAHHS C JUSTUIIOBBIM CIIOKHBIM 3¢upom (7
mia). MC (UOP): macca, paccunrannas mist C1oHgCIN;OS, - 235.0; nonydennoe m/z, - 236,0
[M+H]*. "H IMP (300 MI', DMSO-dg) & 13,42 (c, 1H), 8,82 (x, J=2,0 I'n;, 1H), 8,35-8,29 (m,
1H), 8,17-8,09 (m, 1H), 7,64 (1, J=4,0 I'y, 1H), 7,25 (x, J=4,0 I'y, 1H).

ITpomexxyrounoe coenuneHue 38:  6-(3-(tpudropmernn)penwn)- 1 H-nmupasono[4,3-
bnupuavH.

.-v‘N By
[ N

. N'
H

F
F7F

Cycnensuro  6-O6pom-1H-timpazono[4,3-bJmupuauna (5,0 r, 25,3 wmmonb), 3-
(tpudropmerin)pernndoporosoir  kuciorel (5,8 1, 30,3 wMMomb) W mayuaaMN-
terpakuc(tpudenmidocduna) (1,5 r, 1,3 MMonb) B BOZTHOM pacTBope kapOonarta Hatpus (2 M,
32,5 mn, 64,9 mmonp) u 1,4-guokcana (96,9 min) nepememmBanu npu 120 °C B atmocdepe aszora.
Uepes 48 wacoB nobasysmu EtOAc u cmech mpombiBamu ¢ momompro H,O (2-xpatHO).
Opranngecknii cioit BeicymmBai (Nap,SO4) 1 KOHLIEHTPUPOBaIH B BakyyMme. OCTaTOK OUYHIIAIN
(FCC, SiO,, 0-50% EtOAc B renrane) ¢ TMOJyY€HHEM >KEJITOBATOrO TBEPAOrO BEIIECTBA.
Teepmoe BemecTBO pactupanu ¢ ucnojbp3oBanueM Et,O u cobupamu ¢QuibTpoBaHUEM C
MOJIyYeHHUEeM YKa3aHHOTrO B 3aroyioBke coenuHeHust (2,1 r, 8,0 mmomb, 31,6%). MC (UDP):
macca, paccuutannas nis C3HgFsNa, - 263,1; nonyuennoe m/z, - 264,1 [M+H]".

ITpomexxytounoe coenunenue 39: 2-(6-(3-(tpudropmermn)dpenun)- 1 H-mupasono[4,3-
b]nupuauH-1-1)yKcycHasi KUCIOTA.

Imnpun Hatpust (60% nucnepcust B MuHepanbHOM wacie, 387,5 wmr, 9,7 mMwmodb)
no0aBIsUTM K  TMepeMelmaHHoOMy pacTBopy  6-(3-(Tpudropmerin)denwn)- 1 H-nupazono[4,3-
b]lmupununa (mpomexyrouHoe coenunenue 38, 850 mr, 3,2 mmonb) B DMF (20 mi) mpu 0 °C.
Peakunonnyro cmece mepememmBanu npu 0 °C B teuenme 10 muHYT. 3arem noOaBisun
stunopomanerar (0,54 mu, 4,8 MMOJb) M OCTaBJISIM PEAKLHMOHHYIO CMECh HAarpeBaTbCsl 10
KOMHATHOW TemmepaTypsl. Uepe3 16 4acoB K peakMOHHON cMecH H00aBIsIM BOJHBIA PacTBOP
rugpokcuna kamust (1 M, 16,1 wmn, 16,1 Mmonp) u mnepememuBaid B TedeHHe | wyaca.
Peak1iOHHYI0 CMeCh KOHLIEHTPUPOBAJIN B BaKyyMe U OCTaTOK PacTBOPSUIM B BOJIE€ U NIPOMBIBAJIU
¢ nomouneio EtOAc. Bonsslil cioli otaensinn u nogkuciasuiu ¢ nomombio 1-M HCL. Tsepnoe

BEIIECTBO (DUIBTPOBAIM W NMPOMBIBAIM BOAOH, cymmiau u pactupanu ¢ Et,O ¢ momydeHuem
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yKa3aHHOTO B 3aroyioBke coepmHeHws (630 mr, 2,0 mmomns, 60,7%). MC (MDP): wmacca,
paccuntannas qis CisHioF3N30,, - 321,1; mony4ennoe m/z, - 322,2 [M+H]".
IIpomexxyrounoe coenunenue 40: 3tun-2-(6-6pom- 1 H-nupazono[4,3-b Jnupunun-1-

wIn)arnerar.

B = N

6-6pom-1H-ntupazono[4,3-b Jnupunun (639,5 mr, 3,2 MMoib) MOOABISIN K CYCIEH3UU
NaH (60% nucnepcusi B MunepainbHoM macie, 180,8 mr, 4,5 mmons) B DMF (33,7 M) npu
KOMHATHOW TeMriepaType B arMocdepe azora. Uepes 10 MUH K peakIIMOHHON CMeCH A00aBISIIH
stunopomanetat (0,5 mi, 4,5 mmons). Uepe3 16 4acoB B peaKLIMOHHYIO CMECh NOOABIISTH BOIY
(80 mu1), M MEIIICHHO MPOUCXOAWJIO OCAKAeHHE. TBepable BEIeCTBa OTASIUIN (puibTparmen u
ounmamu (FCC, SiO,, 0-90% EtOAc B rekcaHax) ¢ THOJy4YeHHEM YKa3aHHOTO B 3arojiOBKe
coenunenus (917 mr, 3,2 mmons, 100%). MC (M3P): macca, paccuntannas st CioHoBrN;O,, -
283,0; monyuenHoe m/z, - 284,0 [M+H]".

IIpomexxyTouHoe  coeauHeHue — 41: 2-(6-6pom- 1H-ntmpazomno[4,3-b]mupunus-1-
WJI)YKCYCHAsl KUCJIOTA.
T LN
Br N O
OH

Tunpokcun nutus (4 M B Boze, 1,9 mu, 7,6 MMoub) 10OABIISUIN K CMeCH 3THII-2-(6-0pom-
1H-niupazono[4,3-bnupunun-1-un)anerara (npomexyrouHoe coeauHenue 40, 1,54 1, 54
mmodb) B THF (65,9 min) npu komHaTHOH Temneparype. Uepes 16 yacoB HaOIHOAAIOCH MOJHOE
nmpeBpalleHre, U Ocaaku coOupanu (QuibTpalue, MPOMbIBAIA ¢ HCHojb30BaHueM THF wu
BBICYIIMBAJIA B BaKyyMe C TOJYYEHHEM YKa3aHHOro B 3arojioBke coenuHenus (1,16 r, 4,5
MMoJIb, 83,6%). MC (OP): macca, paccuntannas 1yt CgHgBrN3O,, - 255,0; nonydyennoe m/z, -
256,0 [M+H]*. 'H AMP (500 MI', DMSO-ds) & 8,50 (1, J=2,0 I'y, 1H), 8,26-8,24 (m, 1H),
8,17-8,15 (m, 1H), 4,66 (c, 2H).

ITpomesxytounoe coenunenue 42: 2-(6-0pom-1H-mupasono[4,3-b|nmupuaun-1-mn)-1-(3,3-
nudropazeTuanH- 1-mi)3taH-1-0H.

S

~
N
2,

Cwmech 2-(6-6pom- 1H-iupazomno[4,3-b]mupunun- 1-um)ykcycHon KHUCJIOTbI

Er
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(mpomesxyrounoe coenuHenne 41, 300 mr, 1,2 mmons), 3,3-nudTopaseTnauHa THAPOXIOPHIA
(182 wr, 1,4 mmonb), T3P® (50% pacteop B8 DMF, 2,1 mu, 3,5 mmons) u DIPEA (0,4 mn, 2,5
mMmoinie) B DCM (11,7 mur) mepememnBaiy mpu KOMHAaTHOH Temmeparype. YUepes 16 yacos
HaOmoanM TOJHOe mpeBpameHne u aodasmsu Boxy (20 mu). Cmech 3KCTparupoBaju C
nomombio EtOAc (3 x 35 mi). OObenuHEHHblE OpPraHHMYECKHE COCOUHEHHs BBICYIIMBAJIN
(MgSOy), punpTpoBaNy U KOHIEHTPHPOBAIN B BAKYYME C MOJYYEHHUEM YKa3aHHOTO B 3ar0JIOBKE
coenunenus (287 wmr, 0,9 mmons, 74,0%). MC (UDP): macca, paccuntannas st Ci;HoBrF,N4O,
- 330,0; nonyuennoe m/z, - 331,0 [M+H]".

IMpomexxyrounoe coenunenue 43: 2-(6-6pom-1H-tmupaszono[4,3-b]mupunun-1-wn)-1-

(upponuauH-1-mn)3Tal-1-oH.

N
Br = hl\l\({::I

VYka3aHHOe B 3arojlOBK€ COEAMHEHUE TMOJy4ald aHaJOTHYHO IPOMEXYTOUHOMY
CoeNMHEHNI0 42 ¢ HWCHOJb30BaHHWEM NHPPOIMAMHA BMecTo  3,3-audropazerunuHa
runpoxyopuna. MC (UDP): macca, paccunrannas mist C1oHi3BrN4O, - 308,0; mony4yennoe m/z, -
309,0 [M+H]".

ITpomexxytounoe coenunenue 44: (S)-2-(6-Opom-1H-nupasono[4,3-b]mupuann-1-mn)-1-

(3-propmupponunus-1-mn)sTan-1-oH.

S I N
Br “\\{0
N

VkazaHHOe B 3aroJIOBKE COCAMHEHUE TOJyYadd AaHAJOTHYHO MPOMEKYTOUHOMY
coennHEeHUI0 42 ¢ wucnojbp30oBaHuEM (S)-3-GTOpHHPPONUANHA TUAPOXJIOPUAA BMECTO 3,3-
nudTopaseruanna runpoxjopuna. MC (UDP): macca, paccumrannas mis CioHppBrFN4O, -
326,0; nonyuennoe m/z, - 327,0 [M+H]".

IMpomesxyrounoe coenunenue 45: (R)-2-(6-6pom-1H-mmupaszono[4,3-b|mupunun-1-mn)-1-

(3-propmupponunus-1-mn)sTan-1-oH.

B I N
Br N\\{D

Vka3aHHOE€ B 3aroJIOBKE COEAMHEHHE TOJyYald AaHaJOTMYHO IPOMEKYTOYHOMY

coennHeHnio 42 ¢ wucnonb3oBaHueM (R)-3-¢propnuppomuauna rugpoxnopuna Bmecto 3,3-
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nudTopaszeruanna runpoxjopuna. MC (UDP): macca, paccumrannas misi CioHpBrFN4O, -
326,0; nonyuennoe m/z, - 327,0 [M+H]".
IIpomexxyrounoe  coeguHeHue  46:  stun-2-(6-Opom-3-merun-1H-nupasono[4,3-

b |nupuans-1-mn)anerar.

Brx" N

VKa3aHHOEe B 3aroJIOBKE COCAMHEHHE TOJyYadl AaHAJOTHYHO MPOMEKYTOYHOMY
coenuHennio 40 ¢ ucnonb3oBaHueM 6-Opom-3-merui-1H-nmupaszono[4,3-b]nupununa BMecTo 6-
opom-1H-iupazono[4,3-bmupuanra. MC (MOP): macca, paccumtannast mnst Ci1HjpBrNs;Os, -
297,0; nonyuennoe m/z, - 298,1 [M+H]". 'H sMP (500 MI'u, DMSO-de) 6 8,57 (n, J=1,9 I'Ly,
1H), 8,53 (n, J=1,9 I'u, 1H), 5,33 (c, 2H), 4,14 (x, J=7,1 T'u, 2H), 2,52 (c, 3H), 1,20 (1, J=7,1 T'y,
3H).

ITpomexxyrounoe coenuHenune 47: 2-(6-6pom-3-merun-1H-nupasono[4,3-b|nupuann-1-
WJI)YKCYCHAsI KUCJIOTA.

N
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Vka3aHHOE€ B 3aroJIOBKE COEAMHEHHE TOJyYald AaHaJOTMYHO IPOMEKYTOYHOMY

Er

coenuHeHnio 41 ¢ wcnoab3oBaHMEM STHI 2-(6-Opom-3-merui-1H-nupasono[4,3-b]nupuans-1-
wn)arerata (MPOMEKYTOUHOE coenuHeHue 46) BMecTo 3THI-2-(6-Opom-1H-nupaszomno[4,3-
b]mupunun-1-um)anerara. MC (UOP): macca, paccuuranHas miasi CoHgBrN;O,, - 269,0;
nony4yeHHoe m/z, - 270,0 [M+H]".

ITpomexyTouHoe coenuHeHne  48: 1-(azerunun- 1-mn)-2-(6-6pom-3-merun- 1 H-

nupasonio[4,3-b|nupunun-1-un)stan-1-oH.
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Vka3aHHOE B 3arojIOBKe COEJUHEHHE I[Oy4aid aHAJIOTHMYHO IIPOMEKYTOUYHOMY
coenuHeHn0 13 ¢ ucnomp3oBaHueM 2-(6-Opom-3-merun- 1H-nupasono[4,3-b|nupuans-1-
WI)YKCYCHOHM KHCIIOTHI (POMEXYTOUHOE coenuHeHne 47) Bmecto 2-(6-6pom-1H-nupazon[4,3-
b]mupunun-1-um)ykcycHoir kucnorel. MC (MDP): macca, paccunrtannas s CpoHijsBrN4O, -
308,0; momyuenHoe m/z, - 309,1 [M+H]*. 'H SIMP (500 MI', DMSO-dg) & 8,54-8,53 (m, 1H),
8,42-8,41 (m, 1H), 5,09 (c, 2H), 4,19 (1, J=7,7 I'u, 2H), 3,90 (T, J=7,8 I', 2H), 2,50 (c, 3H),
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2,30-2,22 (m, 2H).
IIpomexyTouHOE COEIMHEHHE 49: 3-metun-6-(3-(tpudropmermn)denmn)- 1 H-

niupasoio[4,3-b Jnupuaus.

Cwmecp 0-Opom-3-metmn-1H-nimpazono[4,3-b]nupuguna (200 mr, 0,9 wmmomb), (3-
(TpudropmeTin)perm)ooporoBoii KUCIOThI (358 mr, 1,9 mmoib), kapOoHarta nes3ust (614,6 wr,
1,9 mmone) u [1,1-0uc(mudenmndochuno)peppoueH|nuxiaopmammaausa(ll) (48,3 wmr, 0,07
MMoJb) B 1,4-nuokcane (8,7 mu) u muctmwiutupoBanHHoH Boxe (1,9 mu) marpesanu mo 90 °C.
Uepes 16 4 peakMOHHYIO cMech KOHIeHTpupoBaimu B Bakyyme. Ounctka (FCC, SiOs, 0-90%
EtOAc B rekcanax) mo3BOJisla MOJYYUTh YKA3aHHOE B 3arojioBke coenuHeHwe (229 wmr, 0,8
MMoJib, 87,6%). MC (UOP): macca, paccuntannas mist CaHioF3N3, - 277,1; monydenHoe m/z, -
278,1 [M+H]*. 'H SIMP (400 MI'y, DMSO-d) § 13,06 (c, 1H), 8,83 (1, J=2,0 'y, 1H), 8,23 (x,
J=2,0T', 1H), 8,15-8,10 (™, 2H), 7,84-7,74 (M, 2H), 2,57 (c, 3H).

IMpomexxyrounoe coemuHeHue S50: >Twi-2-(3-metun-6-[3-(tpudropmerin)dpenmn]-1H-

niupasonio[4,3-b Jnmupuaun- 1-mi)amnerar.

VKa3aHHOEe B 3aroJIOBKE COCAMHEHHE TOJyYald AaHAJOTHYHO MPOMEKYTOYHOMY
coenuHeHno 40 ¢ wucnosb3oBaHueM 3-metui-6-(3-(tpudropmern)dpenmn)- 1 H-nmupazono[4,3-
b]mupununHa (pomekyTouHoe coenuHeHne 49) Bmecto 6-0pom-1H-nupasono[4,3-b|mupununa.
MC (UDP): macca, paccuurannas ais CigH sF3N3O,, - 363,1; nonyuennoe m/z, - 364,1 [M+H]".
'H SIMP (400 MI'y, DMSO-dg) & 8,85 (z, J=2,1 T'n, 1H), 8,35 (1, J=2,1 ', 1H), 8,16-8,10 (m,
2H), 7,83-7,73 (m, 2H), 5,48 (¢, 2H), 4,21 (x, J=7,1 T'u, 2H), 2,66 (¢, 3H), 1,24 (T, J=7,1 T'L,
3H).

IMpomexxyrounoe  coemunenue S1:  2-(3-metun-6-(3-(tpudropmeriun)penmn)-1H-

nupasono[4,3-b|mupunun-1-wn)ykcycHast KHCIoTa.
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VYka3aHHOe€ B 3arojiOBKE€ COEIMHEHHE IMONYYald aHAJOTHYHO MPOMEKYTOYHOMY
coenuHennio 41 ¢ wucnomp3oBaHueM ITHan  2-(3-MeTwi-6-(3-(Tpudropmerwn)denwn)- 1H-
niupasono[4,3-b|nupunun-1-mn)anerara (npomexyrounoe coenuHeHue 50) Bmecto >t 2-(6-
opom-1H-impazona[4,3-b|nmupunun-1-un)anerara. MC (MDP): wmacca, paccuuTaHHas s
C16H2F3N30,, - 335,1; nonyuenHoe m/z, - 336,1 [M+H]".

ITpomexxytounoe coenuHenue 52: 2-(6-(4-drop-3-merundenun)-1H-nupaszono[4,3-

b]nupuauH-1-1)yKCycHasi KUCIOTA.

Cwmech 2-(6-6pom- 1H-ntmpazono[4,3-b Jrupunus- 1-un)ykcycHon KHCIJIOTbI
(mpomesxyTrounoe coenunerue 41, 90 mr, 0,27 MModb), 4-¢GTop-3-MeTHIOOPOHOBOH KUCIOTHI (63
mr, 0,41 wmwmonsp), Ouc(nudpenundochuno)deppoueH|auxaopnamanusi(ll) B komriekce ¢
nuxjopmeranoM (9,9 mr, 0,014 mmonb), kapOonara Hatpus (86 mr, 0,82 mmors), 1,4-nrokcaHa
(1,4 mu) u Boms! (0,8 mu) HarpeBamu mpu 110 °C B Teuenne 16 vacoB. PeakunoHHYIO CMeCh
pa30aBisuIM BOJOW M MPOMBIBAIM dTHiALeTaToM (3-kpaTtHO). BomHeli crnoit momkucismy 1-H
HCl u »skcrparumpoBamu stunaneratoM (3-kpatHo). OObeIUHEHHbIE OpPTaHUYECKHE CJIOU
BpicymuBanu (MgSO4) M KOHLEHTPUPOBAIM C TMOJYYEHHEM YKA3aHHOTO B 3aroJIoBKe
coenuaenust (71 wmr, 0,25 wmmonb, 92%) nOCTATOYHOM UYMCTOTHI [JIsi TNPUMEHEHUS B
nocnenyromux npeodpasosanusix. MC (UDP): macca, paccunrtannas aist CisHjpFN3O,, - 285,1;
noy4eHHoe m/z, - 286,1 [M+H]".

ITpomexxyrounoe coenuHenue 53: 2-(6-(4-drop-2-metundenun)-1H-nupasono[4,3-

b]nupuanH-1-nn)ykcycHast KUCIOTA.

VKa3aHHOEe B 3aroJIOBKE COCAMHEHHE TOJyYall AaHAJOTHYHO MPOMEKYTOYHOMY
COEAMHEHUI0 52 ¢ UCIOJb30BaHUEM 4-(PTOP-2-METOKCHOOPOHOBOH KHUCJIOTHI BMecTO 4-¢Top-3-
meTunooporoBoi kuciorel. MC (M3P): macca, paccuurannas mnsi CisHioFN3O,, - 285.1;
noy4eHHoe m/z, - 286,1 [M+H]".

ITpomexyTouHoe COeTMHEHUE 54: sti-2-(6-(3-(runpoxkcumerun)permn)- 1 H-

nupasonio[4,3-b|nupuaun-1-mi)amnerar.
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Cwmecp aTHn-2-(6-Opom-1H-nupasono[4,3-b]nupuans-1-wn)anerata  (IpoMeKyTOUHOE
coenunenue 40, 1,5 r, 5,3 mmons), (3-(rugpokcumerni)penmn)oopoHoBoi kucnotsl (1,6 T, 10,6
, 10,6 MMOJIb) u [1,1'-

ouc(nudenmnpochuno)pepporueH |nuxnopnauaausi(Il) B xommnekce ¢ guxmopmeranom (270

MMOJIb), kapOoHaTa Le3UsI (3,4 r

mr, 0,4 mmone) B 1,4-nuokcane (49 mi) Harpeanu a0 90 °C. Uepes 3 cyTok A00aBisiid BOLY
(100 mm) um cmech skcrparmpoBamu ¢ nomombo EtOAc (3x150 wmi). OObenuHeHHBIE
opranuueckue ciou cyurmiu (MgSOy), GunbTpoBaan U KOHIEHTPUPOBAIH B Bakyyme. OuucTka
(FCC, SiO,, 0-90% EtOAc B rekcaHax) TmO3BOJisJIa TOJYYUTh YKa3aHHOE B 3arojiOBKe
coenunenue (325 mr, 1,0 mmonb, 20%). MC (UDP): macca, paccuurannas misi Ci7H17N303, -
311,1; nonyyennoe m/z, - 312,2 [M+H]". 'H ssMP (500 MI'u, DMSO-dg) 6 8,89 (m, J=1,9 I'Ly,
1H), 8,50-8,48 (m, 1H), 8,38-8,36 (m, 1H), 7,78-7,75 (m, 1H), 7,71-7,67 (m, 1H), 7,50 (T, J=7,6
I'n, 1H), 7,43-7,39 (m, 1H), 5,49 (c, 2H), 4,61 (c, 2H), 4,16 (x, J=7,1 I'u, 2H), 1,21 (1, J=7,1 I'n,
3H).

IMpomexxytounoe coenmHenue 55: >Tmi-2-(6-(3-(dpropmermi)hennn)- 1 H-mupazono[4,3-

bnupuans-1-mn)amnerar.

buc(2-merokcuatun)amunocepbl  Tpudropun (Deoxo-Fluor®) (0,2 mn, 1,2 mMmomb)
nobasnsann Kk cmecu  3TUiI-2-(6-(3-(runpokcumerni)ennn)- 1 H-nupazono[4,3-bnupunus- 1-
win)auerara (mpomexxyrouHoe coenuHerue 54, 300 mr, 1,0 mmons) 8 DCM (6,6 mi) ipu 0 °C B
atmMoctepe aszora. Uepes 3 uaca peakLUOHHYIO CMEChb MEIJICHHO BBUIMBAIA B CMECh
HacbimeHHoro BogHoro NaHCOs3 (20 mu) u DCM (20 mut) npu 0 °C. Cmech 5KCTparupoBajiu ¢
nomompro DCM  (3x30 wmur). OOwpenuHeHHble opraHuyeckue ciaou BeicymuBanu (MgSOy),
(UIbTPOBAIM M CKOHLEHTPUPOBAJIM B BaKyyMe C TOJIYYEHHEM YKa3aHHOTO B 3aroJIOBKE
coenuaenusi. MC (MOP): macca, paccunrannast misi Ci7Hi6FN3Oa, - 313,1; monyyernnoe m/z, -
314,2 [M+H]".

IMpomexxyrounoe coemuHenne S56:  2-(6-(3-(¢propmerwi)henun)- | H-mupazono[4,3-

b]mupuauH-1-1)yKcycHast KUCIOTA.

VKa3aHHOE€ B 3aroJIOBKE COEAMHEHHE TOJyYajd AaHaJOTHYHO IPOMEXKYTOUHOMY
coenquHennio 41 ¢ wucnonbs3oBaHueM AT 2-(6-(3-(PTopmermn)dpenmn)-1H-mupaszono[4,3-
b]mupunun-1-umanerara (IpoMexyTouHoe coeguHeHue S5) BMecTo ATHI-2-(6-Opom-1H-

niupasono[4,3-b|mupunun-1-wn)anerara. MC (UDP): macca, paccunrtannas st CisH2FN3O,, -
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285,1; nonyuenHoe m/z, - 286,1 [M+H]".
IIpomexxyrounoe coepuHenue S7: 3tmn-2-(6-(3,4-nudpropdenun)- 1 H-mupazono[4,3-

b |nupuans-1-mn)anerar.

)

VKa3aHHOEe B 3aroJIOBKE COCAMHEHHE TOJyYald AaHAJOTHYHO MPOMEKYTOYHOMY
coenuHeHUIO 54 ¢ wucnonb3oBaHueM 3,4-mudTopdeHnnOopoHOBON KHUCIOTBI BMecTO (3-
(ruppockumetmn)pernn)ooponoBoii  kucaotel.  MC  (MDP): wmacca, paccuurtaHHas IS
C16H3FN30,, - 317,1; nonyuensoe m/z, - 318,1 [M+H]".

[Ipomexyrounoe  coemuHenue  S8: 2-(6-(3,4-nudropdenwn)- 1H-mupazono[4,3-

b]mupuauH-1-1m)yKcycHast KUCIOTA.

i | 'N
N O
F L‘iﬂ

F

VKa3aHHOE B 3aroJIOBKE COEAMHEHHE TOJyYall AaHAJOTHYHO IPOMEKYTOYHOMY
coenuHennro 41 ¢ ucnomp3oBaHueM  3THiI-2-(6-(3,4-gudTopdenun)- | H-nupaszono[4,3-
b]mupunun-1-umanerara (mpoMmexyTouHoe coeguHeHue S57) BMmecto 3THI-2-(6-Opom-1H-
niupasono[4,3-b|nupunun-1-wn)anerara. MC (M9P): macca, paccuntannas mis Ci14HoFN3O,, -
289,1; mosnyuennoe m/z, - 290,1 [M+H]".

ITpomexxyTounoe coenuHenue 59: 2-0pom-N-LUKIONIpOouIaeTaMuI.
0 Br

[>—NH

bpomanernna xmopun (1 mu, 12,0 mmonb) mobaemsuin k cmecu TEA (1,7 mi) u
numetmnamuHa (0,8 mu, 12,0 mmosp) B aneronutpmie (15 ) mpu -78 °C. OxnakneHHYO
PEaKIMOHHYI0 CMECh MEIJICHHO HarpeBaJid 10 KOMHATHOH Temmeparypbl. Uepes 2 4 nobasisiin
Bony (30 mu) m cmech skcrparupoBamu ¢ nomombld DCM (3x40 m). OObennHEHHBIE
OpPTraHUYECKHEe COCOMHEHHUS KOHLEHTPHPOBAJIHM B BaKyyMe C IOJIyYEHHEM CMECH YKa3aHHOTO B
3arojIOBKe COEAMHEHUs, 3arps3HEHHOro XJOpHbIM mpou3BogHbiM. MC (MDP): wmacca,
paccuutanHas 115t CsHgBrNO, - 177,0. monydennoe m/z, - 178,0 [M+H]".

IIpomexxyrounoe coeamaenue 60:  6-(3-(tpudropmermn)penmn)- 1 H-nupazono[4,3-

bnupuanH.
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Cycnensuro  6-Opom-1H-mupasono[4,3-blnupuouna (5,0 1, 253 wmmomb), 3-
(Tpudropmerun)pernndoporosoit  kuciaorel (5,8 1, 30,3 wMMomb) W mayuIaQaMM-
terpakuc(tpudenmndocduna) (1,5 r, 1,3 MMonb) B BOZTHOM pacTBope kapOonata Hatpus (2 M,
32,5 mn, 64,9 mmone) u 1,4-guokcana (96,9 mi) nepememuanu npu 120 °C B atmocdepe azora.
Uepes 48 wyacoB nmobasysmu EtOAc u cmech mpombiBamu ¢ momompio HoO (2-kpaTHO).
Opranmgecknii cioit BeicymrBai (Na;SO4) 1 KOHIEHTPUPOBAIH B BakyyMme. OCTaTOK OYHIIAIN
(FCC, SiOj, 0-50% EtOAc B renraHe) ¢ TOJyYE€HHUEM S>KEITOBATOrO TBEPAOrO BEIIECTBA.
Teepnoe BemiecTBO pactupanu ¢ ucnonb3oBaHueM Et,O u cobupamu ¢unbTpoBaHHEM C
MOJIyYEeHUEM YKA3aHHOTO B 3aroyioBke coemuHeHust (2,1 r, 8,0 mmomb, 31,6%). MC (UDP):
macca, paccuutannas ais C3HgFsNs, - 263,1; nonydennoe m/z, - 264,1 [M+H]".

IMpomexxyrounoe  coemunenue  61:  2-(3-(mudropmermn)-4-propdpenmn)-4,4,5,5-

teTpametu-1,3,2-mnokcaboposaH.

PactBop  4-Opom-2-(mudropmermn)-1-¢pTopbensoma (20 1, 88,9  mmoub),
ouc(nuHakonaro)aubopa (24,8 r, 97,8 mmonb), auerara kanus (26,2 r, 267 mmonb) u [1,1'-
ouc(nudpenundpochuno)peppouen|-nuxnopnamaausi(ll) (3,12 r, 4,44 mmons) B 1,4-muoKcane
(400 my1) mponyBanu N, U peakMOHHYIO cMech nepememnBanu npu 90 °C B TeueHue HOYH.
[Tocne 3aBepuieHHMs PEAKLHOHHYKD CMECh OXJIAXIAIH 1O KOMHATHOH TeMIIepaTypshl,
dunsrpoBanu uepe3 cioit Celite® u nmpombiBamun EtOAc. @unbTpar NpOMBIBAA BOIOW U
cosieBbIM pactBopoM. OObeIMHEHHbIE OpraHUYecKhe CJIOM BbICymuBamu Haax NaySOy,
($uNbTpOBANM U KOHIEHTPUPOBAIH C MOJy4YeHHeM mpospauHoro macna (22,1 r, 81,0 mmoub,
91%), KOTOpOE 3aTBepPAEBAJIO PU OTCTANBAHUH. 'H sIMP (400 MTI', xopodopm-d) 6 8,12-8,00
(m, 1H), 7,96-7,85 (M, 1H), 7,17-7,06 (m, 1H), 6,88 (1, J=54,9 I'u, 1H), 1,35 (¢, 12H). MC
(IDP): macca, paccunrtannas st Cj3HigFN3O,, - 272, 1; nonydenHoe m/z, - 273,0 [M+H]".

IMpomexxyrounoe coenunenue 62: 2-(3-(1,1-gudropmernn)-4-propdpenmn)-4,4.5,5-

terpametu-1,3,2-mnokcaboporaH.
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Cranus A: 4-6pom-2-(1.1-nudropatun)-1-gropdensen. B kpyrnononHoi konbde cmech 1-

(5-6pom-2-propdenmn)-1-atanona (2,5 r, 11,5 mmons, 1 3kB.) u DAST (1,9 ma, 14,4 MMoIb,
1,25 skB.) HarpeBamu npu 60 °C B Teuenwe 16 4. BrocnencTBum MemJeHHO IOOABIISIH
HaceimeHHbld BonHbIM pactBop NaHCO;3; mpu 0 °C u skcrparupoBanu ¢ nomoinsio DCM.
Opranmyeckne cion oObenuHsIM, BbICymuBagiu Hax MgSO., (GUIBTPOBAIM W YaCTHYHO
KOHIIEHTpUpOBaIU (MPOAYKT xapakrepuzoBaics jerydectoio). Oumctka (FCC, SiO,, 100%
DCM) no3Bosisiia MOJMy4uTh YKa3aHHOE B 3aroyioBke coenunenue (3 r, 7,5 mmonb, yrcrora 60%,
65%) B BUAE KOPUYHEBOIO Macia. 'H ssMP (300 MI', CDCl3) ¢ 7,73-7,61 (m, 1H), 7,60-7,48
(m, 1H), 7,02 (1, J=9,4 I'u, 1H), 1,98 (1, J=18,6 'y, 3H).

Cranus B: 2-(3-(1,1-nudpropmernn)-4-propdpenmn)-4,4,5,5-rerpamermn-1,3,2-
nuokcaboponan. B kpyriononHoit konde ouc(muHakonaro)nudop (2,87 r, 11,3 mmons), anerar
kamust (2,22 1, 22,6 mmonb) u [1,1'-6uc(audennndocduno)deppouet]-nuxnopnamraamii(1l)
(615 wmr, 0,75 mmonb) nobasisuid K pactBopy 4-0pom-2-(1,1-nudropatin)-1-propdensona (3 r,
7,5 mmoub) B 6e3BonHOM 1,4-nuokcane (40 mut). CMech POAYBajM a30TOM U MEPEMELITHBAIIH
npu 90 °C B Teuenue 16 4. 3atem noOaBsuM HachImeHHbIH BonHbI pacTBop NaHCO3; u cmech
skcTparuposanu ¢ nomoubio EtOAc. OObennHeHHble OpraHUYeCKHe CJIOM BBICYLIMBAIN HaJ
MgSO,, ¢punpTpoBaIM U KOHIEHTPUPOBAIH C IMOJyueHHEM KopuyHeBoro macia (2,15 r, 7,53
MMOJIb), KOTOPO€ HCIIOJIb30BAJIM Ha CIEyIoliel craguu 0e3 MOMOJHUTEeNbHOH ounctku. MC
(IDP): macca, paccuutannas ans C4H gFN3O,, - 286,1; nonyuennoe m/z, - 287,1 [M+H]™.

IMpomexxyrounoe coenunenue 63: 2-(3-(audropmerun)dpenmn)-4,4,5,5-TerpameTu-

1,3,2-nrokcaboponaH.
s
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VKa3aHHOE B 3aroJIOBKE COEAMHEHHE MOJNy4ald AaHAJIOTHYHO IPOMEXYTOYHOMY
coennHeHNI0 61 ¢ wucnonp3oBanueM 1-Opom-3-(nudropmernn)oensona Bmecto 4-Opom-2-
(mudpTopmernn)-1-propdensona. Macca He 0OOHapyKHBajIach.

ITpomexxyrounoe coenunenune 64: 2-(3-(1,1-nudpropmermn)dpennn)-4,4,5,5-reTpameTni-

1,3,2-arokcaboponiaH.
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Vka3aHHOE B 3aroJIOBKE COEJUHEHUE IOJyYadd aHAJIOTMYHO IPOMEKYTOYHOMY
coenuHeHno 61 ¢ wucnonbp3oBanueMm 1-Opom-3-(1,1-mudropaTiin)deHsona BmMecTo 4-Opom-2-
(mudpropmernin)-1-propdensona. Macca He OOHapy KHBaIacCh.

IMpomexxyrounoe  coemunenue  65:  2-(3-(mudropmerun)-2-propdenmn)-4,4,5,5-

teTpametu-1,3,2-nuokcaboposaH.
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Vka3aHHO€ B 3arojioBKE COCOUHEHHE IMOJyYajd aHAJIOTHYHO MPOMEKYTOYHOMY
coennHeHni0 61 ¢ ucnonb3oBaHueM 1-Opom-3-(1,1-gudropsTin)densona Bmecto 4-Opom-2-
(mudropmerun)-1-propdenzona. MC (UDP): macca, paccunrannas st C13HigFN3O,, - 272,1;
noJiyueHHoe m/z, - 273,2 [M+H]+.

IIpomexxyrounoe coepuHenue 66:  2-(3-(nudropmerokcu)-4-propdpenmn)-4,4,5,5-

TeTpameTui-1,3,2-nuokcadboponaH.
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Vka3aHHOEe B 3aroJIOBKE COEIMHEHHE TOJyYajd aHaJOTMYHO MPOMEKYTOYHOMY
coenuHeHno 61 ¢ ucnonb3oBaHueM 4-0pom-2-(nudropmerokcu)-1-propbensona Bmecto 4-
opom-2-(mudropmern)-1-propdensona. MC (M3P): macca, paccunrannas nisi Ci13HisBFN3Os,
- 288, 1; mony4enHoe m/z, - 289,0 [M+H]+.

IMpomexxyrounoe coemuHenue 67:  2-(4-xyop-3-(mudropmerokcu)dpenmn)-4.4,5,5-

teTpametu-1,3,2-mnokcaboposaH.

DJ§<
é‘“O

Cl

~
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VKa3aHHOE B 3aroJIOBKE COEAMHEHHE TOJyYadl AaHAJOTHYHO IPOMEKYTOYHOMY
coenuHeHni0 61 ¢ wucnonp3oBaHueM 4-O0poMm-1-xj0p-2-(mudpTopMeTOKCH)OEH30/1a BMECTO 4-
6pom-2-(nudropmerin)-1-dropbensoma. 'H SIMP (500 MI'y, CDCls) § 7,62-7,56 (m, 2H), 7,44
(n, J=7,9 T'y, 1H), 6,56 (T, J=73,6 ', 1H), 1,34 (c, 12H).

IIpomexxyrounoe  coenmHenune  68:  2-(4-xnop-3-(audropmermn)dpenmn)-4.,4,5,5-

TerpameTri-1,3,2-mruokcaboposiaH.

5
B“O

cl
F™F

Vka3aHHOe B 3aroJIOBKE COEIMHEHHE TOJydajd aHaJOTHYHO IMPOMEKYTOYHOMY
coeMHEeHNI0 62 ¢ HUCHOJb30BaHUEM S-OpoM-2-xnopOeH3anbaeruaa Bmecto 1-(5-Opom-2-
dbropdhenun)-1-stanona Ha craguu A. MC (UDP): macca, paccunrannas st Ci3HsBCIF,0,, -
288,1; nonyuennoe m/z, - 289,1 [M+H]".

IMpomexxyrounoe coemuHeHwe 69:  2-(4-xyop-3-(1,1-gudropatun)dpenun)-4,4,5,5-

terpametu-1,3,2-mnokcaboposaH.

5
B“‘O

Cl

F
F

VKkazaHHOEe B 3aroJIOBKE COEAMHEHHE TOJy4ajl AaHaJOTMYHO IPOMEXKYTOYHOMY
COenMHeHnI0 62 ¢ ucnonap3oBaHueM 1-(5-Opom-2-xnopdenmn)stan-1-ona Bmecto 1-(5-6pom-2-
dbropdhenun)-1-sTaHOHA HA cTaguu A. 'H aAmP (500 MTI'u, CDCls) 6 8,02 (m, J=1,5 I'u, 1H),
7,79-7,71 (m, 1H), 7,47-7,39 (m, 1H), 2,03 (1, J=18,4 ', 3H), 1,34 (¢, 12H).

ITpomesxxyrounoe coenunenne 70: 1-(2-(6-(3-(tpudropmernn)penun)- 1 H-nmupazono[4,3-

b|nupuaun-1-wn) anerwin)aseTunuH-3-wi-4-mMeTundeH3eHcynb(poHaT.

K  pacrBopy tpudropauerarnoii conmu  1-(3-ruppokcuazeruaus-1-mn)-2-[6-[3-
(Tpudropmern)pernn|nupaszonol4,3-b|nupuann-1-un)sranona (npumep 113, 32 wmr, 0,085
mmoinb) B DCM (2 wmn) poGasmsamu  tpustmimamuu (0,06 mi, 0,42 mmomb), N, N-

aumermnupuaua-4-amus (1 mr, 0,0085 mmonb) u 4-merundensoncynbhoHmIxIopun (24 wr,
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0,13 mmonb). [TonyueHHYI0 CMeCh NepeMeluBaIy Ipy K. T. B TedeHue 15 gacos. 3areM cMmech
pazbasmsin EtOAc (20 mu1) u mpomsIBasu coneBbIM pacTBopoM (20 mu), 3aTeM Bomoi (2x20
mit), BeicymmBainu Han NapSOs u koHnentpupoBanu. Ocratok oummanu ¢ nomomeio FCC
(rexcanb/EtOAc, ot 0 1o 100%) ¢ monyueHHeM yKa3aHHOTO B 3arojioBke coeanHeHus (36 mr,
0,067 mmon). MC (UDP): macca, paccuntanHas aist CosHy FsN4O4S, - 530,1; nonmyuenHoe m/z,
- 531,2 [M+H]*. '"H SIMP (400 MI'1i, xiopodopm-d) & 8,83 (z, J=1,8 I'ny, 1H), 8,31 (z, J=1,0 I'y,
1H), 8,10-8,04 (m, 1H), 7,90-7,85 (M, 1H), 7,85-7,79 (m, 1H), 7,78-7,73 (m, 2H), 7,73-7,68 (™,
1H), 7,67-7,60 (m, 1H), 7,40-7,32 (m, 2H), 5,15-5,01 (m, 3H), 4,38-4,29 (m, 1H), 4,28-4,19 (m,
1H), 4,19-4,12 (m, 1H), 4,04-3,94 (M, 1H), 2,46 (c, 3H).

IMTPUMEPHI

Mpumep 1: 2-[6-[3-(audropmerin)-4-propdennn|nupazono[4,3-b]mupunun-1-nmn]-1-[3-

TUIPOKCH-3-(TpudTOpMETHIT)a3eTUIUH- | -UJT[3TaHOH.

SZ«CIH

FiC

ba3oBbIil pacTBOp AKTUBHOIO CIOXKHOrO 3¢upa mnojaydaaud pacTBopeHueM 2-(6-(3-
(mudpTopmernin)-4-propdennn)- 1 H-nupazono[4,3-b]nupunus- 1 -nn)ykcy cHon KHUCJIOTbI
(mpomeskyrounoe coenunenue 27, 180 mr, 0,56 mmounb), DIPEA (290 mxn, 1,7 mmons), HOBt
(113 wmr, 0,84 mmonb) u EDCI (161 wmr, 1,04 Mmmonb) B cyxoM ACN (6 mit). AmukBOTY 00BEMOM
1 mn (30 mr xapOonoBo#l kucnotel, 0,93 MMoyib) AO0aBISIM B BHAY, COAEPIKAIIYIO 3-
(Tpudropmermn)azerunun-3-oma (15,8 mr, 0,112 Mmois). PeakunonHyro cmech nepeMernnBaiy B
TEYeHHE HOYM W OYMINAIM C MoMOombl obpamenHo-¢azosoit BOXX (CITIOCOB D) ¢
MOJIyYEHHEM YKa3aHHOrO B 3aroyioBke coenuHeHus (3,4 wmr, 8%). MC (MDP): macca,
paccuntansas aust CioH 4FgN4Os, - 444,1; nonyyenHoe m/z, - 445,0 [M+H]". 'H amp (400
MTI'y, CDCls) 6 8,81 (1, J=1,9 I'u, 1H), 8,30 (n, J=1,0 ', 1H), 7,95-7,91 (m, 1H), 7,89-7,84 (m,
1H), 7,78-7,70 (m, 1H), 7,32-7,27 (m, 1H), 6,98 (1, J=54,9 I'u, 1H), 5,12 (n, J=7,2 'y, 2H), 4,37-
4,29 (m, 2H), 4,13-4,01 (m, 2H).

Mpumep 2: 2-[6-[3-(audTopmernn)-4-propdenmn]nupazono[4,3-bloupunun-1-mn]-1-(3-

METWJICHA3ETUANH- | -WJ1)3TaHOH.

PactBoOp 2-(6-(3-(mudTopmerun)-4-proppennn)- 1 H-nupaszono[4,3-b]nupuans- 1-

WI)YKCYCHON KHUCJIOTHI (MPOMEXyTO4YHOe coenuHeHue 27, 50 wmr, 0,156 wmwmonb), 3-
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MeTHJIeHa3eTuaAnHa  ruapoxmopunga (33 wr 0,31 MMmoJb),  (OeHzorpmazon-1-

wiokcu)TpunupponuauHopoconus rexcapropdocpara (PyBOP®) (97 mr, 0,19 mmonb) u
DIPEA (110 mxu, 0,62 mmonb) B Oe3sogaom DCM (2 M) mepememnBany npH K. T. B TE€YSHUE
30 MuHyT. PeakuMOHHYIO CMe€Ch BBOJAWJIN HEMOCPEACTBEHHO HAa CHUJIMKAreJIeByK0 KOJIOHKY H
ouniiany xpomarorpadpuueckum crnocodbom (FCC, SiO,, rpamument 0-10% MeOH/DCM) c
nonyueHuem 24,9 mr (0,0669 mmonb, Bbixon 43%) yka3aHHOTO B 3arojioBke coenuHeHus. MC
(IDP): macca, paccuntannas ans CioHsFaN4O, - 372,1; monyuennoe m/z, - 373,0 [M+H]". 'H
SAMP (400 MI'u, CDCI3) 6 8,81 (n, J=1,9 I'u, 1H), 8,31 (n, J=1,0 I'u, 1H), 7,95 (an, J=1,9, 1,0
I'u, 1H), 7,89-7,85 (m, 1H), 7,74 (n, J=5,1 I'u, 1H), 7,30 (n, J=9,3 I'u, 1H), 6,98 (1, J=54,9 I'yy,
1H), 5,12 (c, 2H), 5,10-5,01 (m, 2H), 4,63-4,55 (m, 4H).

Hpumep 3: 2-[6-[3-(audropmerin)-4-dropdennn]nupasono[4.3-bnupunus-1-nn]-1-[3-

(METWJIAMHWHO)a3€TUINH- 1 -1 |3TaHOH.

HN—

Cranus A, Tpem-6ytun-(1-(2-(6-(3-(audropmernn)-4-dbropdennn)- 1 H-nupazono[4.3-

blnupunug-1-un)anerwn)azeTuany-3-wi ) MeTua )kapoamar. VkaszaHHoe B 3aroJjIOBKe

COeIMHEeHUE TOTyYalii CIIOCOO0M, aHAJIOTMYHBIM ONMCAHHOMY B MpHUMepe 1, ¢ UCTIONIb30BaHUEM

mpem-0yTHn azeTuauH-3-un(Merun)kapbamara Bmecto 3-(Tpudropmerun)azeruaun-3-ona. MC

(MDP): macca, paccunrtannast misi Co4HosF3NsOs, - 489,2; monyuennoe m/z, - 490,0 [M+H]".
Cramus B. 2-[6-[3-(audropmerin)-4-dropdenmn]nupasono[4,3-bnupuams-1-ni]-1-[3-

(MeTunamMuHoO)azeTuanH-1-un)ataHon. 7pem-6yrun (1-(2-(6-(3-(mudropmernn)-4-propdenmn)-

1H-niupazono[4,3-bnupunun- 1-un)auern)azeruans-3-mwi)(merwin)kapdbamar (151 wmr, 0,309
MMOJIb) pactBopstii B 4 mu cmecu 1 @ 1 Tpudropykcycuoit kucnorsl (TFA) m DCM.
PeakunoHHYyI0 cMech MepeMeInBaIi My K. T. B TeueHue 1 yaca, KOHLIEHTPUPOBAJIH, Pa3aessuIn
mexny DCM u HaceimeHHbIM BoAHbIM pacTBopoM NaHCOs3. BoaHelii cioli 3kCcTparupoBaju C
nomotneto DCM (2X) u 00beIMHEHHBIE OPTaHUYECKHE CIIOM KOHLIEHTPUPOBAIM M OYHUIIAIN Ha
cunukarene (HenossipHas paza DCM, nonsipras dasa 10% NH4OH/MeOH, rpaguent 0-10%) ¢
NOJIYYeHHEM YKa3aHHOTO B 3arojiopke coexmHeHust (45 wr, 0,116 mmons, Bexox 37%). MC
(UDP): macca, paccunrannas ast C1oHigFsNsO, - 389,1; monyuennoe m/z, - 390,0 [M+H]*. 'H
SAMP (400 MI'u, CDCIs) 6 8,80 (m, J=1,9 I', 1H), 8,29 (n, J=1,0 I'u, 1H), 7,95 (an, J=2,0, 1,0
I'u, 1H), 7,89-7,84 (M, 1H), 7,78-7,71 (M, 1H), 7,32-7,27 (m, 1H), 6,98 (T, J=54,9 I';, 1H), 5,08
(c, 2H), 4,32-4,16 (m, 2H), 3,89-3,70 (M, 2H), 3,66-3,55 (m, 1H), 2,37 (¢, 3H).

Hpumep 4:  N-[1-[2-[6-[3-(nudTopmernn)-4-propdennn|nupazonol4,3-bloupuann-1-

wiaerni|azernani-3-mi |-N-MeTrianeTaMuL.
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&
g
K pactBopy 2-[6-[3-(nudTopmernn)-4-propdenui|nupazono[4,3-b]nupunun-1-un]-1-[3-
(MeTunamuHo)azeTnauH- 1 -ui|stanona (npumep 3, 36,5 mr, 0,094 mmonb) U TpusTHIaMuHA (40
Mk, 0,28 mmonb) B cyxom DCM (1 mu) nobGasmsmm auerwixmiopun (10 Mk, 0,14 mmonb).
PeaknnoHHYIO CcMeCh NepeMelluBaIM NpPpU K. T. B TE€UEHUE 15 MHUHYT, 3aT€M BBOJUIHU
HETIOCPEACTBEHHO B KOJIOHKY C CHJMKareiaeM © ouummanu xpomarorpaduuecku (0-10%
MeOH/DCM) ¢ nonyuyenuem 28,8 mr (0,067 mMmomb, BeIxon 71%) yka3aHHOTO B 3aroJIOBKE
coequnenusi. MC (UOP): macca, paccunrannas mans Co HygF3NsO,, - 431,2; monydenHoe m/z, -
432,1 [M+H]*. 'H SIMP (400 MI'y, CDCl3) & 8,80 (m, J=1,9 T'ri, 1H), 8,30 (x, J=1,0 I'u;, 1H),
7,95 (am, J=1,9, 1,0 I'u, 1H), 7,91-7,83 (m, 1H), 7,79-7,64 (M, 1H), 7,34-7,27 (M, 1H), 6,98 (T,
J=54,9 'y, 1H), 5,33-5,19 (M, 1H), 5,13-5,00 (M, 2H), 4,39-4,21 (m, 2H), 4,19-4,02 (m, 2H), 3,01
(c,3H), 2,10 (¢, 3H).
Hpumep S: 2-[6-[3-(audropmerin)-4-propdennn]nnpazono[4.3-bnupunus-1-ni]-1-(3-

dropazernany-1-mi1)3TaHOH.

Cnocob A. K cmecu 6-[3-(mudpropmerun)-4-propdenun]- 1H-nmupasono[4,3-b JnupuauHa
(mpomesxyTtounoe coenuaenue 16, 1,10 r, 4,18 mmoinb) u Cs,CO3 (2,05 1, 6,29 MMOIIB) B CyXOM
DMF (22 win) pobaemsim  2-xjop-1-(3-propasernaus- 1-mn)3taHoH  (IPOMEKYTOUHOE
coenuaenue 1, 697 mr, 4,60 MMOJIb) M PEAKLIMOHHYIO CMECh MEPEMEIINBAIM MPU KOMHATHOM
Temneparype B TedeHne 2 4. PeakumonHyr cmech pazbasmsuin Bomod (100 mim) wm
skcTparupoBann ¢ nomoupio EtOAc (360 wmu). OOBEeOUMHEHHbIE OpPraHWYECKHE CJIOU
BoIcymuBaid Hax NaSOs, QUIBTpOBAIM U KOHLUEHTPHUPOBAIU IMPH NMOHWKEHHOM JaBJICHUU.
OcTaTok OYMINAIM C TOMOILIBI TPATUEHTHON KOJOHOYHOH Xpomarorpaduu Ha CHUIIMKarene ¢
3MOMpPOBaHHMEM cMecblo H-rentaHa u  EtOAc (100 @ 0 — O : 100). Ocrarok
NePeKPUCTAIIN30BBIBAIN K3 3TaHona (20 mu) u pactupanu ¢ Bomoit (20 mur) ¢ mojydeHuem
YKa3aHHOTO B 3aroyiopke coeanHenus (950 mr, 2,51 mmonb, 60%) B Bune 6enoro nopomka. MC
(IDP): macca, paccunrtannas mist CigHi4F4N4O, - 378, 1; monydennoe m/z, - 379,1 [M+H]".

Cnocob B. Pacteop 2-(6-Opom-1H-nupazono[4,3-b]mupunun- 1-un)-1-(3-dpropazernnun-

I-um)sTan-1-oHa (Mpomexxyrounoe coenuHenue 12, 8,33 r, 26,6 mmonb) B nuokcane (200 mi)
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oOpabaTeiBasu 2-(3-(mudpropmerin)-4-propdpennn)-4,4,5,5-rerpamermn-1,3,2-
nuokcaboponanom (8,7 r, 32 wmmonb), kapOonarom wnesus (26 r, 80 mmomp) u (2-
aunukiorekcunpochuno-2',6'-nuuzonpomnokcu-1,1'-6udpennn)[2-(2'-amuno-1,1'-
oudenmn)|namnanusa(ll) merancynbsponarom (RuPhos Pd G3) (1,1 r, 1,3 mmonb, 5 Mon.%) u
PEAKIIMOHHYIO CMECh NE€PEMEIINBAJIH IIPU HArPEBaHUU C OOPATHBIM XOJOAMIBHUKOM B T€UEHUE
16 yacoB. CMech OCTaBJIsUIN OXJIAAUTHCSA A0 KOMHATHOM TeMIepaTyphl, KOHLEHTPUPOBAIH IS
ylnajeHus AuokcaHa, pasgensiu MmMexxay DCM u Bojol M BOAHBIA CJIOM 3KCTparupoBaju ¢
nomotbio DCM  (2-kpatHo). OObenuHeHHbIE OpraHuveckue cjiou npombiBaaun 4-a. LiOH,
cyurmiin (MgSQOy4), GuibTpoBaM M MEPEeMEIINBAIN B TEUEHHE HOYH C TOTJIOTUTENIEM THOJA
SiliaMetSH. ®unbprpoBanu uepe3 cinoit Celite®, ounimann Ha cuimkarene (rpaaueHt 0-10%
MeOH/DCM), nepekpHuCTa/uTH30BBIBAIA U3 TOPSUEro 3TAHOJNA, a 3aTeM MePEeKPUCTAIUTH30BAIH
u3 ropsiuero stwanerara. Beinensmu 4,78 r (12,6 mmounb, Bbixo 47%) yKa3aHHOTO B 3ar0JIOBKE
coequnenusi. MC (UDP): macca, paccunrtannas misi CisHj4F4N4O, - 378,1; nmonydenHoe m/z, -
379,1 [M+H]*. 'H SIMP (500 MI't, DMSO-dg) & 8,88 (1, J=2,0 I'i, 1H), 8,43 (mum, J=2,0, 1,0 I'ry,
1H), 8,37 (», J=0,9 I'y, 1H), 8,10-8,01 (m, 2H), 7,62-7,54 (M, 1H), 7,30 (1, J=54,1 I'y, 1H), 5,55-
5,37 (m, 1H), 5,36 (n, J=17,0 I'u, 1H), 5,32 (m, J=17,0 I'u, 1H), 4,60-4,47 (m, 1H), 4,36-4,20 (™,
2H), 4,03-3,91 (m, 1H).

Hpumep 6: 2-[6-[3-(mudTopmernn)-4-propdennn]nupasonol4,3-bloupuans-1-ma]-N, N-

AUMETHJIALICTAMUI.

Croocob6 A. K cycnensuu runpuna Hatpus (60% B MuHepanbHOM macie, 164 wr, 4,10
MMoJib) B cyxoM DMF (8,9 mn) nobasnsiiu pactBop 6-[3-(mudropmernn)-4-propdenun]-1H-
nupasono[4,3-blnupununa (npomeskyrounoe coeamneHue 16, 900 mr, 3,42 MMOJb) B CyXOM
DMF (8,9 mu) mpu 0 °C B atmocdepe aprona. Peakimonnyro cmech nepemermusamu npu 0 °C B
teuenue 0,5 u. K peakunonnoit cmecu nodasisuu 2-xyop-N, N-nmumernnaneramun (387 Mk,
3,76 mmonb, 1,18 1/mi). PeakuMOHHYIO CMeCh OCTaBJSUIM HArpeThCsi N0 KOMHATHOM
TEMIEepaTyphbl U MEPEMELINBAIN B TE€UCHHUE 3 4. 3aTeM PEaKHOHHYK CMECh BBUIMBAIHA B BOAY
(20 M) u pazbasisutu sTrtaneraroM (10 mur). Ciion pa3aensii U BOIHBIN CIIOH SKCTPArHpOBaIIH
stunaneratoM (2x20 mi). OObenuHEHHbIE OpraHMYecKHe CJIOM BbIcynBaiu Hajg NapSOu,
¢unbTpoBaNM U KOHLEHTpUPOBa M npH noHmwkeHHoM aasneHnd. Ounctka (FCC, Si0,, 1-20%
EtOAc/EtOH) mno3Bojsiia MOJMyYHTh TBEPIOE BEINECTBO, KOTOPOE NEPEKPHCTAUIU30BAIN W3
sTa”ona (8 MiT) C MOJyYeHHEM YKa3aHHOTO B 3arojioBke coenuHenus (708 mr, 2,03 mmodb, 59%)
B Buue Oemoro mopomka. MC (MDP): macca, paccumranHas misa Ci7HisF3N4O, - 348.1;
nojy4eHHoe m/z, - 349,2 [M+H]".

Cmoco6  B. K pactBopy 2-(6-Opom-1H-nmpazono[4,3-b]oupuaun-1-um)-N, N-

nuMmertmaneramuna (mpomesxkyrouHoe coenunenue 10, 14,0 r, 49,5 mmounb) B nuokcane (400 mi)
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nobasisun 2-(3-(qudropmerin)-4-propdenun)-4,4,5,5-rerpamerun-1,3,2-muokcaboponan (16,2
r, 59,4 mmoub), kapbonat uesus (48,4 r, 149 mmonb) u RuPhos Pd G3 (2,35 r, 2,81 mmoub).
PeakunoHHy0 cMeCh MepeMeInBaIl MPU TEMIIEPAaType KUIEHUS ¢ OOPaTHBIM XOJOAUIBHUKOM
B T€YEHHUE 4 4acOB, OCTABJIUIN OXJIAAUTHCS 10 KOMHATHON TEMIEpPaTypbl, KOHIEHTPUPOBAIU J10
~25 wmn nguokcaHa wu pasbammsau  Bomoit (300 wmur). IlonydeHHbli ocamok coOupanu
¢dunpTpoBaHueM, 3ateM ancopOouposanu Ha Celite® u ouMIamM ¢ TOMOIIBIO XpoMarorpaduu Ha
cwmkarene (FCC; 0-10% MeOH/DCM). [IloayueHHbli TakuM 00pa3oM NPOAYKT
NePEKPHUCTAIIM30BBIBAIN U3 TOPSYErO STHIIAIETATa, 3aTeM MePEeKPUCTAIUIN30BbIBATI BTOPOU pa3
U3 ropsiuero 3taHosia. Kpucranisl MOBTOPHO PacTBOPSUIM B TOPsiY€M 3THUJIALIETATe M MOBTOPHO
KOHLIEHTPUPOBAJIM; 3TOT MPOLIECC MOBTOPSUTH 3-KPATHO IO YAAJEHUS BCEX OCTABLIMXCS CIIETOB
staHona. Ilpoaykr cymmnu B BakyymHo# neun ripu 60 °C B Teuenue 72 4 ¢ noiaydeHuem 6,97 r
(20,0 mmomb, BbIXON 40%) ykasamHoro B 3arojioBke coenuHeHws. MC (MOP): wmacca,
paccuntannas mus Ci7H;sFsN4O, - 348,1; monydyennoe m/z, - 349,2 [M+H]". 'H aMmPp (500
MTI'y, DMSO-dg) 6 8,87 (1, J=2,0 'y, 1H), 8,42-8,39 (M, 1H), 8,33 (», J=1,0 'y, 1H), 8,08-8,01
(M, 2H), 7,60-7,54 (m, 1H), 7,30 (1, J=54,1 'y, 1H), 5,53 (c, 2H), 3,13 (¢, 3H), 2,85 (¢, 3H).
Hpumep  7:  2-[6-(4-drop-3-merundennmnupazono[4.3-blnupuans-1-mn]-N, ~ N-

AUMETHJIaLICTaAMU .

Cwmech 2-(6-Opommupazon[4,3-b Jnrupuans-1-m)-N, N-numerunaneramuaa
(mpomesxyrounoe coenunenue 10, 583 wr, 2,06 mmonb), 4-¢pTop-3-mernndeHnndbopoHOBOI
kuciorel (381 wmr, 2,47 wmmonb), kapObonata Hatpus (655 wmr, 6,18 mmonb) u [1,1'-
ouc(nudpenundpochuno)peppouen | nuxnopnamaausi(Il) (196 mr, 0,268 mmons) B Boge (1,72 mi)
u aueronutpuiie (11,2 M) B 3aKpbITOM BHAJIe, MPOMBITOH aproHoM, nepemernusaiu npu 120 °C
B TE€UEHHUE 2 Y MOJ MUKPOBOJHOBBIM U3JTyYeHHEM. PEaKIMOHHYIO CMECh BBIMTAPUBAIN U OCTATOK
OYMINAJIH TOCPEICTBOM T'PAJUEHTHOW KOJOHOYHOH Xpomarorpaduu Ha CHJIMKarejie c
3IOMPOBAHNEM CMECBHIO H-TeKcaHa, sTwianerara u merasona (1 :3:0—-0:1:0—0:98:2 —
0 : 9: 1). Ilonyuennsiii Takum odpazom u3 FCC npoaykt nepekpuctaum3oBaiu u3 sranona (20
MJI) ¢ TIOJly4E€HUEM YKA3aHHOTO B 3aroyioBke coeawHenwus (380 mr, 1,22 mmonb, 59%) B BUAE
cepoBaro-0enoro kpucrajumdeckoro Teepaoro Bemectsa. MC (MDP): macca, paccunTanHas as
C17H7FN40, - 312,1; nonyuensoe m/z, - 313,2 [M+H]*. 'H IMP (300 MI'u, DMSO-de) & 8,83
(m, J=1,9 'y, 1H), 8,36-8,29 (M, 1H), 8,30 (¢, 1H), 7,79-7,70 (m, 1H), 7,69-7,59 (M, 1H), 7,31 (1
J=9,1Tw, 1H), 5,51 (¢, 2H), 3,13 (c, 3H), 2,85 (¢, 3H), 2,40-2,27 (m, 3H).

Hpumep 8. N,  N-aumerun-2-[6-[6-(TpudTopmernn)-2-nupuani|nupaszonol4,3-

bloupnaus-1-wilaneramun,
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K  pactBopy  2-(6-Opommnupaszono[4,3-bmupunun-1-un)-N,  N-aumerunaneramuaa
(mpomeskytouHoe coenunenue 10, 50 mr, 0,177 MmoJb) B nerazupoBaHHoM 1,4-muokcane (550
MKJI) pobapisum 2-(TpulyTtminctanamn)-6-(tpudpropmerwn)mupuana (85 mr, 0,195 mmonb) u
xjaopun ouc(tpudpenmndocun)namnanusa(Il) (13,0 mr, 0,0185 mmonb). PeaknuoHHy cMech
nepemernuBaiy npu 100 °C B reuenue 17 4. Peakunonnyro cmech Bbimapusanu. Ouunctka (FCC,
Si0,, 10-100% rekcanos/EtOAc) mo3Bosisijia MOJYYUTh YKA3aHHOE B 3arojioBKe coequHeHue (35
mr, 0,100 mmoub, 56%) B BHae 0eJ0ro mopoIiKa Mocyie PpaCTUPAHUS ¢ USTHUIIOBBIM CIIOKHBIM
spupom (4 mi). MC (IDP): macca, paccuurannas aist C1sHiaF3NsO, - 349,1; monyuenHoe m/z, -
350,2 [M+H]*. 'H SIMP (300 MI', DMSO-dg) & 9,26 (z, J=1,9 T';, 1H), 8,79-8,67 (m, 1H), 8,44
(n, J=8,1 I'y, 1H), 8,38 (¢, 1H), 8,28 (1, J=7,9 I'y, 1H), 7,96 (n, J=7,7 'y, 1H), 5,59 (¢, 2H), 3,15
(c, 3H), 2,86 (c, 3H).

Ipumep 9: 2-[6-[4-xa0p-3-(nudropmerokcu)denni]nupazono[4.3-bluupunus-1-munl-1-

(3-dbropazeruavs- 1-1ia)3TaHOH.

N
PN
P 'l
cl °=8
FTD 1”\2
F
K pacTBopy 2-(6-6pomrmupazono[4,3-b]nupuaun-1-un)-1-(3-propazerunun- 1-

wi)sTaHoHa (mpomexyTouHoe coenuHenue 12, 400 mr, 1,28 mmomb) B mera3upoBaHHOM 1,4-
nuokcane (24,7 mu) u Boze (7,38 mun) nobasmnsiu 2-[4-xmop-3-(nudropmerokcu)penmn]-4,4,5,5-
teTpametui-1,3,2-nuokcadboponan (408 mr, 1,34 mmodb), propun kanus (223 mr, 3,84 MmMoIb) U
mempaxuc(rpudpennndochun)namiaanii(0) (104 wmr, 0,090 mmonp). PeakunoHHy0 cMmech
nepemernuBaiy npu 80 °C B TeueHue 2 4 B arMocdepe aprona. J{omonHuTensHO 100aBIsH 2-
[4-xn0p-3-(mudpTopmerokcu)pennn]-4,4,5,5-rerpamernn-1,3,2-nuokcadboponan (117 wmr, 0,384
MMOJb), (ropun kamust (223 wr, 3,84 mmone) u mempakuc(tpudennndpochun)namianmii(0)
(104 wmr, 0,090 MMonb) M peakHOHHYI cMech mnepememrBainy npu 80 °C B Teuenue 15 4.
Cwmech pazbasmsin Bomod (32 mur) u DCM (50 mi) wm cnou pasgensuid. BonmHblil  clioit
skcTparupoBan ¢ nomompro DCM  (2x40 mi) U OOBEOUHEHHbIE OPTaHUYECKHE CJIOU
BpIcymuBanu Haj NapSOs, QUIBTpOBAIM U KOHLEHTPUPOBAIU IPH MOHKEHHOM IaBIICHHH.
OcTaTok OuYMINANM C TMOMOIIBI TPAJUEHTHON KOJOHOYHOH Xpomarorpaduu Ha CHIIMKarene ¢
3IOMPOBAHUEM CMECBIO H-renTaHa, sTunanerata u merasona (1:1:0—-0:1:0—0:95:5).

ITony4yeHHBII OCTATOK MEPEKPUCTAIUIM30BBIBAIH U3 dTaHoa (30 MiT) ¢ moJlydyeHHeM yKa3aHHOTO
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B 3arojioBke coenuHeHust (288 mr, 0,701 mmonb, 55%) B Buge Genoro mopommka. MC (U9P):
macca, paccuutannas qisi C1gH4CIF3N4O,, - 410,1; nonydennoe m/z, - 411,1 [M+H]". 'H amp
(300 M, DMSO-de) & 8,91 (1, J=1,9 Ty, 1H), 8,47-8,40 (m, 1H), 8,41-8,34 (m, 1H), 7,85-7,77
(M, 2H), 7,73 (an, J=8,4, 2,0 T, 1H), 7,45 (1, J=73,2 'y, 1H), 5,61-5,34 (m, 2H), 5,31 (1, J=17.2
T'w, 1H), 4,66-4,45 (m, 1H), 4,39-4,15 (v, 2H), 4,07-3,88 (m, 1H).

Hpumep 10: 2-[6-[4-x50p-3-(nrdTopmerokcu)pennn | nupazonol4.3-b]nupuans- 1 -un]-N,

N-TMMeTHIAlIETAMUL.

NH A\
l N
P NL€D
Cl N
v
Cwmech 2-(6-6pommnupaszono[4,3-b]nupuaus- 1-un)-N, N-numerunaneraMuaa

(mpomesxyrounoe coenuaenue 10, 46 mr, 0,162 mmons), 2-[4-xnop-3-(audropmerokcu)penn]-
4.,4,5,5-rerpamerni-1,3,2-nuokcaboponmana (59 wr, 0,194 wmmonw), puxjopuma 1,1'-
ouc(mudennndocpuno)peppouensnunamtagusi(ll) (12 mr, 0,0164 mmons) u KoCOsz (45 wr,
0,326 mmonb) B nerasupoBaHHoM 1,4-muokcane (920 mki) u Boxe (92 MKII) nepeMeInnBaii npu
80 °C B teuenue 4 4 B armocepe aprona. Peakunonnyro cmech Beimapusanu. Ouunctka (FCC,
Si0,, 0-5% EtOAc/rentaHoB) MO3BOJIsLIA MOJIYYUTh YKA3aHHOE B 3aroJIoBKe coennHeHue (32 mr,
0,084 mmonb, 52%) B BUAe TBepHOro BemiecTBa ceposaro-Oenoro nsera. MC (MOP): macca,
paccuntansas qysi Ci7H;sCIF,N4O,, - 380,1; monyuennoe m/z, - 381,1 [M+H]". 'H saMP (300
MI'u, DMSO-de) 6 8,90 (m, J=1,9 I', 1H), 8,44-8,39 (m, 1H), 8,34 (c, 1H), 7,82-7,79 (m, 1H),
7,76 (m, J=8,6 I'u, 1H), 7,72 (nn, J=8,4, 1,9 I'y, 1H), 7,44 (t, J=73,2 I'u, 1H), 5,52 (1, 2H), 3,13
(c, 3H), 2,85 (c, 3H).

Hpumep 11: N, N-mumernn-2-[6-[3-(tpudropmerin)pennn]nupasono[4.3-bloupuamn-1-

ni1 |ageTaMI/IQ.
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Cwmech 2-(6-6pom- 1H-nmupazono[4,3-bnupunun-1-mn)-N, N-numerunaneramunia

(mpomesxyrounoe coenunerune 10, 100 mr, 0,35 mmonb), 3-(TpudropmeTin)peHnIO0poHOBOH
kuciotsl (100 mr, 0,53 mmons), kapbonara nesus (230 mr, 0,71 mmons), PACl,(dppf) (18 wr,
0,07 MMOJIb) CYyCITIEHOUPOBAIN B cMecH nuokcaHa W Bonbl (1 : 1). TTonmydeHHyO peakLMOHHYIO
cmech HarpeBanu a0 90 °C u nepeMelmuBaiu B TeYeHHE 3 4YacOB, 3aT€M OXJAXKAAIU 0
KOMHATHOW TeMITepaTyphl, pa30aBisid BOAOH M SKCTPArHpPOBAIM STHiALETaTOM (3-KpaTHO).
OObenuHEeHHBIE OpraHUYEeCKHe CJIOM BbICYIIWIM, ucrnonb3yss MgSOs, orpunsrpoBamu u

ckoHueHTpupoBanu B Bakyyme. Ounctka (CIIOCOB A) nmo3Bosnuia MONy4yuTh yKa3aHHOE B
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3aronoBke coenunenue (95 mr, 77%). MC (U3P): macca, paccuurannas mist Ci7HisF3N4O, -
348,1; monyuennoe m/z, - 349,1 [M+H]". 'H saMP (500 MI'y, CDCl3) 6 8,83 (m, J=1,8 I', 1H),
8,32 (n, J=0,9 I'u, 1H), 7,97 (an, J=1,9, 1,0 I'u, 1H), 7,89 (c, 1H), 7,84 (n, J=7,7 'y, 1H), 7,70
(n, J=7,8 Ty, 1H), 7,63 (T, J=7,7 T'u, 1H), 5,31 (7, J=5,0 T'u, 2H), 3,20 (¢, 3H), 3,00 (c, 3H).
Ilpumep 12: 2-[6-[3-(audropmerin)-4-dbropdenun]oupazonol[4.3-blnupuann-1-mi]-1-

MOQQ}OJ’IHHOST&HOH.

4

F7F (i}

B 6-(3-(nudropmerun)-4-propdenwn)- 1H-mupazosno[4,3-b nupuaus  (MpoMeKyTOUHOE
coepuaenne 16, 31,2 mr, 0,117 mmonp) mpu nepememmBanud B DMF (1 mu) mpm k. T
nobasmsuim CspCOs (1147 wmr, 0,352 wMMonb) ¢ mOCHeAyromuM nodaBieHueM 4-(2-
xjopanerun)mopdomnuna (34,1 mr, 0,208 MMoIb). PeaklInOHHYIO CMECh TIepeMelTHBAIN TTPH K. T.
B TeueHHe HouH, 3areM ¢uibrTpoBaimn uepe3 0,45-MkM mmpuueBoil GuiubTp W OUHIIANA
nocpencrsoMm npenaparusHoii BOXKX (CITIOCOB D). Iloerophnas ounctka (FCC, SiO,, 0-5%
MeOH B DCM) no3BoJisiia moyuuTh yKazaHHOe B 3arosioBke coenuHenne. MC (MDP): macca,
paccuntannas s CioH 7F3N4Oa, - 390,1. monydyennoe m/z, - 391,0 [M+H]". 'H aMP (400
MI'y, CDCl3) 6 8,79 (n, J=1,9 ', 1H), 8,30 (n, J=1,0 I'y, 1H), 7,93 (uxm, J=1,9, 1,0 I'y, 1H),
7,88-7,82 (m, 1H), 7,78-7,69 (m, 1H), 7,31-7,24 (M, 1H), 6,97 (1, J=54,9 'y, 1H), 5,29 (c, 2H),
3,72-3,56 (m, 8H).

Ipumep 13: 1-mopdoanno-2-[6-[3-(rpudropmerin)denmn]nupasono[4,3-bJoupuans-1-

J50) ISTaHOH.

F7F (:}

DIPEA (0,11 mn, 0,6 MMonb) AOOaBIsUIM K TepeMEIlaHHOMY pacTtBopy 2-(6-(3-
(Tpudropmerin)pernn)- 1 H-nmupazono[4,3-b Jnupunus- 1-um)ykcycHoi KHUCIIOTbI
(mpomesxyrounoe coenunenue 39, 100 mr, 0,3 mmounb), mopdonuna (40,7 mr, 0,5 MMonb) u
HATU (177,5 mr, 0,5 mmonb) B DMF (1,4 mi) npu komHaTHOH Temneparype. Uepe3 16 gacos
nobasysmn EtOAC u cMech MpOMBIBATIM COJIEBBIM PacTBOPOM (2-kpaTHo). OCTaTOK OYHINAIN
(FCC, Si0,, 0-10% MeOH B DCM) ¢ nonyueHHEM KeNTOBATOro TBEPAOro BemecTBa. O4ncTka
B cootsercTBuH co crocodom F. (Hemomsmxuas ¢aza: C18 XBridge 30x100 MM 5 Mkm),
nonBmkHas ¢asza: I'paguent or 60% 0,1%-noro pactsopa NH4COsH/NH4OH B Boze, pH 9, 40%
CH3CN no 43% 0,1%-noro pactsopa NH4COsH/NH4OH B Bozne, pH 9, 57% CH3CN) no3sossiia

NOJIyYUTh YKa3aHHOE B 3aroyioBke coenauHenue (55 mr, 45%). MC (M9P): macca, paccuuraHHas
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mst CioHy7F3N4Os, - 390,1. nonyuenHoe m/z, - 391,1 [M+H]*. 'H SIMP (400 MI'u, CDCl3) &
8,84 (n, J=1,85 'y, 1H), 8,32 (1, J=0,92 Ty, 1H), 7,98 (an, J=1,85, 1,16 T'u, 1H), 7,89 (c, 1H),
7,84 (1, 1=7,63 T, 1H), 7,73-7,68 (m, 1H), 7,67-7,60 (m, 1H), 5,31 (c, 2H), 3,74-3,58 (m, 8H).

Ipumep 14: N-tmxnonponun-2-[6-[3-(tpudropmermn)denn]|nupasono[4.3-bluupuaus-

1-mnlaneramun.

6-(3-(tpudropmermn)penun)- 1 H-nupazono[4,3-b | nupuaun (poOMesKyTOUHOE
coenuaenue 60, 170 mr, 0,65 mmonb) pacteopsuin B DMF (5 mu1) m nomemanu B atmocdepy
asota. Jlobasnsimu runpun HaTpus (60% aucnepcust B MUHepaibHOM Macie, 78 mr, 1,94 mmorn)
U PEaKLIMOHHYI0 CMECh IepeMeInBain B TeueHue 10 MuHyT, mocne yero nodasisiu 2-0pom-N-
LUKJIONponuiIaneTaMus (MpoMeKyTouHoe coenuHerne 59, 230 mr, 1,29 mmons). Peakunonnyro
cmech nepemernnsanu rnpu 80 °C B TedeHue S5 4acoB, OXJIaKAaIN 10 KOMHATHOM TeMIlepaTypbl U
pasbaBmsuin  Bomoil. (CmMech BKCTparnpoBajd dSTUjaneTatoM (3-KpaTHO), OOBbEIUHEHHBIE
oprannueckue ciou BeicymuBanu (MgSO4) n konuentpuposanu. Ounctka (FCC, Si0,, 0-90%
EtOAc/rexcanoB) mozBossina monyuutb 44,2 mr (0,123 mmons, Bexon 19%) ykasaHHOro B
3aronoBke coemuHeHusi. MC (MOP): wmacca, paccumrannas mns CigHj sFsN4O, - 360,1;
nonyderHoe m/z, - 361,1 [M+H]*. "H SIMP (500 MI', DMSO-ds) & 8,94 (x, J=2,0 T'u, 1H),
8,57-8,54 (m, 1H), 8,40-8,33 (m, 2H), 8,18-8,13 (M, 2H), 7,85-7,76 (m, 2H), 5,15 (c, 2H), 2,69-
2,62 (m, 1H), 0,66-0,61 (M, 2H), 0,48-0,42 (M, 2H).

Ipumep 15: N-(1-merunazerunud-3-un)-2-[6-[3-(rpudropmernn)pennn|nupazonol4,3-

bloupuaus-1-wilaneramus.
I M
.
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Cmecy  2-(6-(3-(tpudropmerun)denun)- 1 H-mupazono[4,3-b Jnupuaus- 1 -wn)ykcycHOM
KHCJIOTHI (MMPOMEXYTOUHOe coenuHeHue 39, 788 wmr, 0,2 mMmoinb), 1-MeTuIa3eTUANH-3-aMUHA
(25,4 mr, 0,3 mmons), HATU (102,6, 0,3 mmons) u DIPEA (0,13 mu, 0,7 mmons) 8 DMF (1,5
MJI) TIepeMeIlnBaIl NpU KOMHATHOH Temmeparype. [locie 3aBepiueHusi peakUUOHHYIO CMECh
ounmany nocpeactsoM odparmeHHo-(azooit BOXX (CITOCOB C) ¢ momydeHueM HYKHOTO
NPOAYKTa CO CIEAOBBIMH MPUMECSIMU. Marepuan 3arpyKajd B KOJOHKY IUJIsl 3axBaTa U
BoicBoOOkneHns (Agilent Bond Elut SCX). Kononky mnpombiBamu ¢ momompeio MeOH wu
bunbpTpaT yoamsuid. 3aTeM KOJIOHKY MpombiBaiu pacTtBopoM~5% NH; B MeOH ¢ nonyuenuem
yKa3aHHOTO B 3arojioBke coenmHenus (28,3 wmr, 0,07 mmonb, 29,6%). MC (MDP): macca,
paccumtannas misi CioHigF3NsO, - 389.2; monyuennoe m/z, - 390,2 [M+H]". 'H aMmp (500
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MTI', DMSO-dg) 6 8,94 (n, J=1,9 I'y, 1H), 8,83-8,77 (M, 1H), 8,58-8,55 (m, 1H), 8,36-8,34 (M,
1H), 8,18-8,13 (m, 2H), 7,84-7,76 (m, 2H), 5,21 (c, 2H), 4,29-4,20 (M, 1H), 3,54 (T, J=7,0 I'y,
2H), 3,01-2,88 (m, 2H), 2,29-2,23 (¢, 3H).

Ilpumep 16: 1-(3-dbropazeruaun-1-un)-2-[6-[3-(tpudTopmernn)bennn]nupazono[4.3-

blnupunug-1-unlsrasona TpudTopanerar.
N
e
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Cmecp  2-(6-(3-(Tpudropmermn)dennn)- 1 H-mupazono[4,3-bmupunus- 1 -ni)ykcycHON
KHCJIOTHI  (TIpoMekyToyHoe coenunenue 39, 788 wmr, 0,2 wmmonb), 3-dropaserumuHa
rugpoxiopuna (32,8 mr, 0,3 mmons), T3P ® (50%-usii pacreop B DMF, 0,44 mu, 0,7 MModb),
DIPEA (0,13 mn, 0,7 mmons) B DMF (2,0 M) mepeMernnBany npu KOMHATHOW TeMIeparype.
ITocne 3aBepiieHUsT PeaKIMOHHYIO CMeCh ouutainu odpameHHo-(paznoit BOXX (CITOCOb C) ¢
MOJIyYEeHUEM YKa3aHHOTO B 3aroyioBke coenunenus (29,4 mr, 0,06 mmons, 24,3%). MC (U9P):
macca, paccumtannas misi CigHsFyN4O, - 378,1; nonyuennoe m/z, - 379,2 [M+H]". 'H sMmP
(400 MI'y, DMSO-dg) 6 8,94 (1, J=1,9 I'y, 1H), 8,51-8,49 (M, 1H), 8,39-8,38 (m, 1H), 8,17-8,12
(M, 2H), 7,86-7,76 (M, 2H), 5,56-5,29 (m, 3H), 4,61-4,48 (m, 1H), 4,37-4,18 (m, 2H), 4,04-3,90

(M, 1H).

Ipumep 17:  1-(3.3-nudropazerunun-1-mn)-2-[6-(2.4-mudbropdenun)nupazonol4.3-

blnupunus-1-un]3TaHoH.

N
2,

Cwmech 2-(6-6pom-1H-nmupazono[4,3-b Jmupuaun-1-mn)-1-(3,3-audropazernaus- 1-
wi)sTan-1-ona  (mpomexxyrounoe coeguHenwe 42, 116 wmr, 0,4 wmwmomb), (24-
mudropdhennT)oopoHOBOI KHCJIOTBI (111 MT, 0,7 MMOJIb), [1,1'-
ouc(nudpenundpochuno)peppoueH | nuxnopnamtaaus(ll) (18,0 mr, 0,02 mmonb) u kapOoHata
nesust (229,0 mr, 0,7 mmonb) B 1,4-nuokcane (3,2 mu) HarpeBamu no 75 °C. Yepes 16 u
PEaKIMOHHYI0 CMECh KOHLIEHTpUpOBaU B BakyyMme. Heounmennsiit matepuan ounmanu (FCC,
Si0,, 0-90% EtOAc B rekcanax) ¢ MoJy4eHHEM yKa3aHHOTO B 3aroJIoBKe coequHeHus (29,7 mr,
0,08 mmorb, 23,1%). MC (M3P): macca, paccuntannas s Ci7H2F4N4O, - 364,1; monydeHHoe
m/z, - 365,1 [M+H]*. 'H SIMP (500 MI', DMSO-dg) & 8,68 (r, J=1,9 I', 1H), 8,39 (n, J=1,0
I'u, 1H), 8,29-8,26 (m, 1H), 7,72 (tr, J=8,8, 6,5 I'u, 1H), 7,52-7,45 (m, 1H), 7,33-7,27 (m, 1H),
5,41 (c, 2H), 4,74 (1, J=12,3 'y, 2H), 4,37 (T, J=12,5 I'y, 2H).
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Ipumep 18: 1-(azerunun-1-mn)-2-[6-(5-xy0p-2-TreHun )-3-propaupasool4.3-

bloupuaus-1-unl3TaHoH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE MoJry4yajiu CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npuMmepe 9, ¢ wucnojp3oBaHueM 1-(azetunuH- 1-mn)-2-(6-6pom-3-dprop-1H-nmupaszono[4,3-
b]mupunun-1-un)sTan-1-ona (MpOMEXKYyTOYHOE coenuHeHHe 14) BMECTO MPOMEKYTOYHOTO
coenuHeHust 12w S-xnopruoden-2-00poHOBOH  KHCIOTBI ~ BMecTO  2-[4-xIyop-3-
(mudropmerokcu)dpenmn]-4,4,5,5-terpamerin-1,3,2-nuokcaboponana. MC  (UDP):  macca,
paccuntannas misi CisHj2CIFN4OS, - 350,1; nonydyennoe m/z, - 351,1 [M+H]". 'H amp (300
MI'u, DMSO-de) 6 8,91 (m, J=1,9 I', 1H), 8,39-8,28 (m, 1H), 7,68 (n, J=4,0 I'u, 1H), 7,29 (x,
J=4,0T'n, 1H), 5,12 (c, 2H), 4,31-4,15 (M, 2H), 4,00-3,79 (M, 2H), 2,38-2,18 (M, 2H).

IIpumep 19: 1-(azeruaun-1-un)-2-[6-[5-(nudropmernn)-2-Tuedunil-3-

droprmpasoiiol4.3-bloupunus-1-unls3radon.

VYkazaHHOe B 3ar0JIOBKE COeTMHEHHE noJry4yajiu CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npuMmepe 9, ¢ wucnojb3oBaHueM 1-(azeTumuH-1-mn)-2-(6-6pom-3-dprop-1H-nmupaszono[4,3-
b]nupunun-1-un)sTan-1-ona (MpOMEXyTOYHOE coenuHeHHe 14) BMECTO MPOMEKYTOYHOTO
coenuuenus 12 u 2-(5-(nudropmerwn)ruoden-2-mn)-4,4,5,5-rerpamern- 1,3,2-nuokcadboponana
(mpomeskyTouHOe coenuHeHue 8) BMecTo 2-[4-xmop-3-(mudropmerokcu)dpenmn]-4,4,5,5-
terpametui-1,3,2-muokcaboponana. MC (UDP): macca, paccumrannas mns Ci6HijsFsN4OS, -
366,1; nonyuennoe m/z, - 367,1 [M+H]". 'H ssMmP (300 MI', DMSO-dg) 6 8,99 (n, J=1,8 I'Ly,
1H), 8,52-8,42 (m, 1H), 7,83-7,74 (M, 1H), 7,64-7,54 (m, 1H), 7,38 (1, J=55,1 'y, 1H), 5,15 (c,
2H), 4,30-4,15 (m, 2H), 3,99-3,84 (M, 2H), 2,36-2,19 (M, 2H).

IIpumep 20: 1-(azetunun-1-un)-2-[3-drop-6-[5-(tpudropmernn)-2-

tueHw|nupasonol4.3-blnupunus-1-unl3rados.
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Vka3aHHOE B 3ar0JIOBKE COSIMHEHHE MOJydaId CIOCOOOM, aHAJIOTHYHBIM OIHCAHHOMY B
npuMmepe 9, ¢ wucnojb3oBaHueM 1-(azeruauH- 1-un)-2-(6-6pom-3-¢prop-1H-nupaszono[4,3-
b]mupunun-1-un)sTan-1-ona (MpoOMeEXyTOYHOE coenuHeHHe 14) BMECTO MPOMEKYTOYHOTO
COEIMHEHMSI 12 u 4.4,5,5-rerpamerun-2-(5-(tpudropmeri)tuoden-2-un)-1,3,2-
nuokcaboponana BMmecTto  4-drop-3-mermnboponoBoit  kucimotel.  MC  (MOQP):  wmacca,
paccuntannas s CigHoF4N4OS, - 384.1; nonyuennoe m/z, - 385,1 [M+H]". 'H smPp (500
MTI'y, DMSO-dg) 6 9,01 (m, J=2,0 I'u, 1H), 8,56-8,52 (M, 1H), 7,90-7,85 (M, 2H), 5,15 (c, 2H),
4,27-4,21 (m, 2H), 3,94-3,88 (M, 2H), 2,33-2,25 (m, 2H).

Ipumep 21: 1-(azerunun-1-un)-2-[6-(4-dbropdennn)nupasonol4.3-bluupuaun-1-
WJI|PTAHOH.
,,,N
[ N

VYKa3zaHHOE B 3arojIOBKE€ COEMHEHHE MOJyHaln CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 13, ¢ ucnomp3zoBaHueM  2-(6-(4-¢propdenun)-1H-nupasonol4,3-b]nupuann-1-
WI)YKCYCHON  KUCJOTHI  (TIPOMEXYTOYHOE COeArHeHHe 31) BMeCTO MPOMEKYTOUYHOTO
coenuHenus: 16 m asernamHa BMecTO 3-(Tpudropmernn)aseruaus-3-oma. MC (UDP): macca,
paccuntannas qis C7H;sFN4O, - 310,1; nonyuennoe m/z, - 311,2 [M+H]". 'H amp (500 MI',
CDCls) 6 8,80 (m, J=1,9 I'u, 1H), 8,27 (n, J=1,0 'y, 1H), 7,98-7,96 (m, 1H), 7,67-7,61 (M, 2H),
7,24-7,17 (m, 2H), 5,06 (c, 2H), 4,13-4,05 (m, 4H), 2,34-2,26 (m, 2H).

Ipumep 22: 1-(asetraun-1-nn)-2-[6-(3-xnopdennn)nupazono[4.3-b lnupuaun-1-
WJI|PTAHOH.
T l ’N
N\%D

Cl Q

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucnonpzoBanueM 1-(azerunus- 1-um)-2-(6-6pom- 1 H-mupasomno[4,3-b|mupunun-1-
WI)3TaH- 1-0oHa (MPOMEXyTOYHOE coeMHeHue 13) BMeCTO MPOMEeKyTOYHOro coennHenus 42, (3-
xjopdenmn)00poHoBOi  KHCIOTHl BMecTO 2,4-nudropdenmndboponosoit kucmorsl u [1,1'-

ouc(nudpenundpochuno)peppouen | nuxnopnamanusa(ll) B komriekce ¢ TUXJIOPMETAHOM BMECTO
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[1,1"-6uc(nudpenundochuno)deppoueH|nuxaopnamianusi(ll). PeakinoHHyr0 cMech HarpeBaiiu
1o 90 °C. MC (UDP): macca, paccuntannas 11si Ci7H sCIN4O, - 326,1; monyuenHoe m/z, - 327,2
[M+H]*. 'H SIMP (500 MI'u, DMSO-dg) & 8,90-8,89 (v, 1H), 8,47-8,45 (v, 1H), 8,36-8,34 (m,
1H), 7.93-7,89 (m, 1H), 7,84-7,79 (M, 1H), 7,61-7,56 (m, 1H), 7,55-7,51 (v, 1H), 5,26 (c, 2H),
4,20 (1, J=7,7 T, 2H), 3,91 (1, J=7,7 T, 2H), 2,31-2,22 (m, 2H).

Hpumep 23: 1-(azeruaun-1-mn)-2-[6-[3-(dropmernn)pennn]nupasono[4.3-bloupuaun-1-

J50) |3TaHOH.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 16, ¢ UCMONIb30BAaHUEM a3eTHIMHA BMECTO 3-(TOpaseTuauHa rumapoxiopuna, 2-(6-(3-
(pTopmermn)dpenmn)- 1 H-nmupazon[4,3-bnupuans-1-uin)ykCyCHOW KHUCIOTHI  (MIPOMEKYTOUHOE
coefrHEeHne 56) BMecTO mpoMekyTodHoro coenunenust 39 u DCM smecto IM®. MC (MDP):
macca, paccunrtannas aus CigHj7FN4O, - 324,1; nonyuenHoe m/z, - 325.2 [M+H]". 'H amMmp
(500 MI'y, DMSO-dg) 6 8,89 (1, J=1,9 I'y, 1H), 8,41-8,40 (M, 1H), 8,35-8,34 (m, 1H), 7,89-7,82
(m, 2H), 7,63-7,58 (m, 1H), 7,54-7,50 (m, 1H), 5,54 (n, J=47,7 T'u, 2H), 5,27 (c, 2H), 4,20 (T,
J=17,7Tu, 2H), 3,91 (1, J=7,7 I'u, 2H), 2,31-2,22 (M, 2H).

Ipumep 24: 1-(azerunuu-1-wn)-2-[6-[3-(mudropmernn)desun|nupaszonol4.3-
bloupuaus-1-unl3TaHoH.
S | ’N
H\\{/O

FF (J

VYKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJTyYasld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 1-(azerunus- 1-mn)-2-(6-0pom-1H-nupasono[4,3-b|nupuann-1-
WI1)3TaH- 1-0Ha (MPOMEXYTOYHOE coerHeHue 13) BMeCTO MPOMEKyTOYHOro coenrHeHus 42, (3-
(mudropmernn)herr)0OpOHOBON KUCIOTHI BMeCTO 2,4-mudTopheHnI00pOHOBOI KUCIOTHI U
[1,1"-6uc(nudpennndochuno)peppoueH|nuxnopnamaausa(ll) B xommiekce ¢ AUXJIOPMETAHOM
Bmecto [1,1'-0uc(nudpenundochuno)dpeppoues]|auxnopnamnanusi(ll). PeakunoHHy0 cMech
Harpesaiu 10 90 °C. MC (UDP): macca, paccuntannas s CigHigFaN4O, - 342, 1; monydeHHOe
m/z, - 343,1 [M+H]*. '"H SIMP (600 MI't, DMSO-ds) & 8,90 (1, J=1,9 I', 1H), 8,45-8,43 (m,
1H), 8,37-8,35 (M, 1H), 8,02-7,99 (m, 2H), 7,73-7,65 (m, 2H), 7,14 (T, J=55,8 I'u, 1H), 5,27 (c,
2H), 4,20 (1, J=7,7 I'y, 2H), 3,91 (1, J=7,7 'y, 2H), 2,30-2,23 (M, 2H).

IIpumep 25: 1-(azerunuH-1-mn)-2-[6-[3-(1.1-nudTopatun)dennnnupazono[4,3-

bloupuaus-1-un]3TaHoH.
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YKa3zaHHOE B 3aroJIOBKE COEMHEHHE MOJy4Yalid COCOOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npumepe 6, cmocod A, ¢ wucnons3oBaHueM 6-[3-(1,1-gudTopaTun)dpenun nupasomnol4,3-
bnupuarna (npomexxyTodnoe coenuHerre 20) BMECTO MPOMEKYTOYHOTO coequHeHust 16 u 1-
(azetunuH- 1-un)-2-x0p3Tan-1-ona BMecto 2-xjop-N, N-mumerwnauneramuga. MC (MDP):
macca, paccuntanHas misi CioHsFaN4O, - 356,1; nonyuennoe m/z, - 357,2 [M+H]". 'H amp
(300 MI'u, DMSO-dg) 6 891 (m, J=1,9 I', 1H), 8,48-8,40 (m, 1H), 8,36 (c, 1H), 8,05-7,88 (m,
2H), 7,74-7,57 (m, 2H), 5,27 (c, 2H), 4,27-4,13 (m, 2H), 3,97-3,83 (M, 2H), 2,33-2,19 (M, 2H),
2,07 (t, J=18,9 I', 3H).

Ipumep 26: 1-(azerwnun-1-um)-2-[6-[3-(1.1-mudropsTrn)denun]-3-dropnupasomnol4.3-

bloupuaus-1-unl3TaHoH.

VYka3aHHOE B 3aroJIOBKEe COSAMHEHHE MOIyYalu CIIOCOOOM, aHAJIOTMYHBIM OIMUCAHHOMY B
npumepe 5, cmocod A, ¢ wucnons3oBaHueM 6-(3-(1,1-nudropatun)dennn)-3-prop-1H-
nupasono[4,3-b|nupuauHa (MPOMEXYyTOYHOE CcoeduHeHHe 24) BMECTO MPOMEKYTOYHOTO
coenuHenust 16 u 1-(azerunuH-1-mi)-2-xa0p3TaH-1-oHa BMECTO MPOMEKYTOYHOTO COCTUHEHUS
1. MC (MDP): macca, paccumrannass mnsi Ci9Hj7FsN4O, - 374,1; monydennoe m/z, - 375,1
[M+H]*. "H SIMP (300 MI', DMSO-de) & 8,96 (n, J=1,8 I', 1H), 8,53-8,42 (v, 1H), 8,06-7.88
(m, 2H), 7,75-7,60 (m, 2H), 5,16 (c, 2H), 4,30-4,15 (m, 2H), 3,98-3,82 (m, 2H), 2,36-2,18 (M,
2H), 2,06 (1, J=18,9 'y, 3H).

IIpumep 27: 1-(azerunun-1-un)-2-[6-[3-(tpudTopmermn)dbenun | nupasono[4.3-

bloupuaun-1-unls3TaHoH.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOTyYald CocoO0M, aHAJIOTUYHBIM OIUCAHHOMY B
npuMepe 16, ¢ UCHONB30BaHUEM a3eTUAMHA BMeCTO 3-(ropaseruanna ruapoxyopuaa u DCM

Bmecto DMF. MC (UDP): macca, paccuntannas mist CigHisF3N4O, - 360,1; monyyennoe m/z, -
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361,2 [M+H]*. 'H SIMP (400 MT'y, DMSO-ds) & 8,94 (n, J=1,9 I'n, 1H), 8,52-8,50 (v, 1H),
8.38-8,36 (m, 1H), 8,18-8,12 (m, 2H), 7,85-7,76 (m, 2H), 5,27 (c, 2H), 4,20 (1, J=7,6 Ty, 2H),
3,91 (1, J=7,7 Ty, 2H), 2,31-2,22 (m, 2H).

Ipumep 28: 1-(azerumus-1-wn)-2-[3-metmn-6-[3-(tpudropmernn)denun]oupasonol4.3-

blnupunug-1-unl3TaHoH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 17, ¢ wucnonb3oBaHueM 1-(aserunuH-1-mn)-2-(6-6pom-3-meruin- 1 H-nupasomno[4,3-
b]mupunun-1-un)sTan-1-ona (mpomMexxyTodHOe coenuHeHne 48) BMECTO MPOMEKYTOYHOTO
COEIIMHEHUs 42, (3-(Tpudropmerin)pernT)0oOpoHOBOIH KHCJIOTbI BMECTO 2,4-
nudropdheHnoopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmnpochuno)peppoueH | nuxnopnaaausi(ll) B komruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)peppoueH|nuxaopnamianusa(ll). PeakinoHHYyI0O CMecCh HarpeBau
10 90 °C. MC (UDP): macca, paccuntannas 1iist C19H7F3N4O, - 374,1; monyuennoe m/z, - 375,2
[M+H]*. 'H SIMP (500 MI'y, DMSO-de) & 8,87 (m, J=1,9 ', 1H), 8,43 (n, J=2,0 'y, 1H), 8,17-
8,10 (m, 2H), 7,85-7,76 (m, 2H), 5,17 (c, 2H), 4,17 (T, J=7,7 I'u, 2H), 3,90 (1, J=7,7 I'u, 2H),
2,56 (¢, 3H), 2,30-2,21 (™, 2H).

Ipumep 29: 1-(azerunms-1-un)-2-[6-(3.4-muxaopdenun)nupasono[4,3-bJoupuann-1-

J50) |3TaHOH.

cl L‘(D
Cl Q

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyHaJld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 1-(azerunus- 1-mn)-2-(6-0pom-1H-nupasono[4,3-b|nmupuann-1-
wi)3TaH-1-oHa (MPOMEXKYTOUHOE coenuHeHre 13) BMECTO MPOMEKYTOYHOTO COeqUHEHUs 42,
(3.4-nuxnopdenmn)0opoHOBOH KHCIOTH BMeCTO 2,4-nudropdennndoponosoit kuciorel u [1,1'-
ouc(nudenmndochuno)peppoueH | nuxnopnamuianus(ll) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH|nuxaopnamianus(ll). PeakimoHHyr0 cMech HarpeBaiiud
o 90 °C. MC (U3P): macca, paccumranHas mist Ci17H4CLN4O, - 360,1; monydenHoe m/z, -
361,1 [M+H]*. '"H SIMP (500 MI', DMSO-dg) & 8,91 (n, J=2,0 T'i, 1H), 8,50-8,47 (m, 1H),
8,37-8,34 (m, 1H), 8,13 (m, J=2,1 T'u, 1H), 7,87-7,79 (M, 2H), 5,25 (c, 2H), 4,20 (1, J=7,7 I'y,
2H), 3,91 (1, J=7,7T'y, 2H), 2,31-2,22 (m, 2H).

Ipumep 30: 1-(azeruams-1-umn)-2-[6-(2,3-nuxaopdennn)nupasonol4.3-bJoupuann-1-
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i1 |3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yasid CIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 1-(azerunus- 1-mn)-2-(6-6pom-1H-nupasono[4,3-b|nupuans-1-
wi)3TaH-1-oHa (MPOMEXKYTOUHOE coenuHeHue 13) BMECTO NMPOMEKYTOYHOTO COeaMHEeHus 42,
(2,3-muxyiop¢ eHnT)00pOHOBOI KUCIOTHI BMeCTO 2,4-nudTopdeHrnnoopoHoBoM KucaoTel u [1,1'-
ouc(nudenundochuno)peppoueH | nuxnopnamiaausi(Il) B koMruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpennndochuno)peppoueH|nuxnopnamiaausa(ll). PeakunoHHyr0 cMech HarpeBaiu
no 90 °C. MC (U3P): macca, paccunranHast misa Ci17H4CLN4O, - 360,1; nonydyeHHOe m/z, -
361,1 [M+H]*. '"H SIMP (500 MI'y, DMSO-dg) & 8,59 (n, J=1,8 T, 1H), 8,39-8,37 (M, 1H),
8,22-8,20 (m, 1H), 7,79-7,76 (m, 1H), 7,56-7,49 (m, 2H), 5,23 (c, 2H), 4,20 (1, J=7,7 I'u, 2H),
3,90 (t, J=7,7 T, 2H), 2,30-2,20 (M, 2H).

Hpumep 31: 1-(azernans- 1-ni)-2-[6-(3-xy0p-2-propdernn)nupazonol4,3-bJnupuans-1-

i1 |3TaHOH.

Cl Q

Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE MOJIy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 1-(azerunus- 1-mn)-2-(6-6pom-1H-nupasono[4,3-b|nupuans-1-
W1)3TaH- 1-oHa (MPOMEXyTOYHOE coearHeHue 13) BMeCTO MPOMeKyTOYHOro coenrnenus 42, (3-
XJI0p-2-pTopdeHnT)00poHOBOI KUCIOTHI BMECTO 2,4-nudropdennndoponosoii kucnors u [1,1'-
ouc(nudenunpochuno)peppoueH | nuxnopnamaausi(Il) B komIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH|nuxaopnamianusa(ll). PeakinoHHyr0 cMech HarpeBaiud
no 90 °C. MC (M2P): macca, paccuntanHas aisi Ci7Hj4CIFN4O, - 344,1; mony4yenHoe m/z, -
345,1 [M+H]*. "H SIMP (500 MI'ty, DMSO-dg) & 8,71 (1, J=1,9 T'y, 1H), 8,39-8,37 (v, 1H), 8,35-
8,33 (m, 1H), 7,73-7,68 (m, 1H), 7,65-7,61 (v, 1H), 7,44-7,39 (m, 1H), 5,25 (c, 2H), 4,21 (T,
J=7,7 Ty, 2H), 3,90 (r, J=7,7 Ty, 2H), 2,31-2,22 (m, 2H).

Hpumep 32: 1-(azernams-1-nmn)-2-[6-(3.4-mudropdennn)nupaszono[4,3-b Jnupunun-1-

i1 |3TaHOH.
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VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHalld CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucronszoBanueM 1-(azeruaus- 1-mn)-2-(6-0pom-1H-nupasono[4,3-b|nupuans-1-
wi)3TaH-1-oHa (MPOMEXKYTOUHOE COoenuHeHHe 13) BMECTO NMpPOMEKYTOYHOTO COeqUHEHUs 42,
(3.,4-nu¢propdennn)0opoHOBON KUCIOTEI BMECTO 2,4-nudropdheHnndopoHoBoit kucnots! u [1,1'-
ouc(nudenundocpuno)peppouer|auxaopnamianusi(ll) B koMmiekce ¢ AUXIOPMETAHOM BMECTO
[1,1'-6uc(nudpenundpochuno)peppoueH|nuxnopnamaaus(ll). PeakioHHyI0 CMeCh HarpeBaiu
10 90 °C. MC (U3P): macca, paccuntannas aisi Ci7Hj4FaN4O, - 328,1; monydennoe m/z, - 329,1
[M+H]*. '"H SIMP (600 MI';, DMSO-de) & 8,89 (, J=1,9 I', 1H), 8,46-8,43 (v, 1H), 8,36-8,34
(m, 1H), 7,97 (non, J=12,1, 7,8, 2,4 T'y, 1H), 7,73-7,68 (M, 1H), 7,66-7,60 (M, 1H), 5,25 (¢, 2H),
4,20 (t, J=7,7 T'y, 2H), 3,91 (1, J=7,7 'y, 2H), 2,30-2,23 (m, 2H).

[pumep 33: 1-(azerunun-1-mn)-2-[6-[2-bTop-3-(TpudTopmernn)dbennn|nupa3ono4.3-

bloupuaus-1-unls3TaHoH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucronszoBanueM 1-(azernaus- 1-mn)-2-(6-0pom- 1H-nupasono[4,3-b|nupuans-1-
WI1)3TaH- 1-oHa (MpOMEeXXyTOYHOE coenHeHre 13) BMECTO MPOMEKYTOYHOTrO coenuHenus 42, (2-
¢drop-3-(Tpudropmernin)heHn)OOpOHOBOH  KUCIOTBI  BMeCTO  2,4-nudTopdeHnndoopoHOBOH
kuciotel u  [1,1'-6uc(nudenundochuno)dpeppouer|puxnopnamianusa(ll) B kommekce ¢
IUXJIOPMETAaHOM BMECTO [1,1"-6uc(nudpenundocduno)peppouet|nuxnopnamiagusi(Il).
Peakunonnyro cmech Harpesanu 10 90 °C. MC (UDP): macca, paccuntannas mis CigHi4F4N4O,
- 378,1; nonyuennoe m/z, - 379,1 [M+H]". 'H saMmPp (500 MI'u, DMSO-dg) 6 8,72 (T, J=1,8 I'y,
1H), 8,41-8,36 (m, 2H), 8,03-7,98 (m, 1H), 7,93-7,88 (M, 1H), 7,60 (1, J=7,8 T'u, 1H), 5,27 (c,
2H), 4,21 (1, J=7,7 T'u, 2H), 3,90 (1, J=7,7 ', 2H), 2,30-2,22 (m, 2H).

Ipumep 34: 1-(azerwaun-1-mn)-2-[6-[3-(1.1-mudropsTmn)-4-dropdenun]nupasonol4.3-

bloupuaus-1-unls3TaHoH.

VYKa3zaHHOE B 3arojIOBKE COEMHEHHE MONIyYasi CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 6, cnocod A, ¢ wucnonb3oBanueM 6-(3-(1,1-nudropatun)-4-propdenwn)-1H-
nupasono[4,3-blmupuauHa  (MpoMexxyTo4HOE coeauHeHue 19) BMECTO NPOMEXKYTOYHOTO
coenuHeHust 16 u  l-(azerunun-1-um)-2-xnopatan-1-ona  BMecro  2-xjop-N,  N-

numermnaneramuna. MC (MOP): macca, paccunrannas mist CioHi7F3N4O, - 374,1; nonydennoe
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m/z, - 3751 [M+H]*. 'H sIMP (500 MI'u, DMSO-dg) 6 8,88 (m, J=2,0 I'u, 1H), 8,45-8,39 (m,
1H), 8,37-8,33 (m, 1H), 8,03-7,97 (m, 1H), 7,94 (nn, J=7,2, 2,4 T'u, 1H), 7,55 (an, J=11,0, 8,6
I'm, 1H), 5,26 (¢, 2H), 4,24-4,14 (m, 2H), 3,96-3,87 (m, 2H), 2,32-2,22 (m, 2H), 2,10 (1, J=19,2
I'y, 3H).

Ilpumep 35: 1-(azeruamH-1-mn)-2-[6-[3-(audropmernin)-4-dbropdenun]nupazonol[4.3-

b]nupuanH-1-ua]3TaHoH.
N
¥N
L7

VYka3aHHOE B 3aroJIOBKE COSINMHEHNE MnoJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OINMMCAHHOMY B

npumepe 5, ciocod A, ¢ ucnonb3oBaHueM |-(azeTuaun-1-ui)-2-XnopaTaH- 1-oHa BMECTO 2-XJI0p-
1-(3-¢ropazernnun-1-wn)stanona. MC (MDP): macca, paccuurannas mis CisHisF3N4O, - 360,1;
noiay4eHHoe m/z, - 361,2 [M+H]". 'H saMP (300 MI'y, DMSO-dg) & 8,88 (1, J=1,9 I', 1H),
8,48-8,40 (m, 1H), 8,40-8,32 (M, 1H), 8,13-8,00 (m, 2H), 7,64-7,52 (m, 1H), 7,31 (T, J=54,1 I'y,
1H), 5,27 (c, 2H), 4,20 (1, J=7,7 T'y, 2H), 3,91 (1, J=7,7 'y, 2H), 2,36-2,17 (m, 2H).

[Ipumep 36: 1-(aseruguH-1-mn)-2-[6-[ 3-(mudropmernn)-4-bropdenumn]-3-

droprupasosiol[4.3-b]oupunus-1-unl3Tadon.

VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYalld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 6, cmocod A, ¢ wucnojp3oBaHueMm  O-[3-(mudropmernn)-4-propdenun]-3-
¢dropnmpazono[4,3-bmupunraa (IPOMEKYTOYHOE COeauHeHHe 21) BMECTO MPOMEKYTOYHOTO
coenmHeHust 16 wu  1-(azermnun-1-mn)-2-xnmopatan-1-ona  BMecro  2-xjop-N,  N-
numetmnaneramuna. MC (MOP): macca, paccuntannas mist CisHi4F4N4O, - 378,1; nony4yerHoe
m/z, - 379,1 [M+H]*. '"H SIMP (500 MI', DMSO-dg) & 8,93 (z, J=1,9 'y, 1H), 8,50-8,46 (m,
1H), 8,12-8,04 (m, 2H), 7,64-7,56 (M, 1H), 7,31 (1, J=54,1 T'u, 1H), 5,15 (c, 2H), 4,27-4,17 (™,
2H), 3,94-3,86 (m, 2H), 2,33-2,22 (m, 2H).

[Tpumep 37: 1-(aseruauH-1-mn)-2-[6-[ 3-(mudropmernn)-4-bropdennn]3-

meruannpasonol4.3-bloupunmg- 1 -mi|3Tadon.
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Vka3aHHOE B 3ar0JIOBKE COETUHEHHUE MOJIyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, ¢ wucnomp3oBanueM  2-(6-(3-(mudropmerun)-4-propdenwmn)-3-merun- 1H-
nupazono[4,3-bnupuaun-1-1in)yKCyCHONW KHCIOTHI (IPOMEKYTOUHOE COeTUHEHHE 32) BMECTO
MIPOMEKYTOYHOTO COeUHeHust 27 U a3eTuanHa BMecTo 3-(TpudTopmerni)aserunun-3-omna. MC
(UDP): macca, paccunrannas ast C1oH7FsN4O, - 374,1; nonyuennoe m/z, - 375,1 [M+H]*. 'H
SAMP (400 MTI'u, CDCls) & 8,74 (n, J=1,9 ', 1H), 7,90-7,80 (m, 2H), 7,78-7,69 (m, 1H), 7,33-
7,22 (m, 1H), 6,97 (1, J=54,9 ', 1H), 4,98 (c, 2H), 4,1 (ar, 4H), 2,70 (c, 3H), 2,39-2,23 (m, 2H).

Hpumep 38: 1-(azernaus-1-nm)-2-[6-(4-xs0p-3-mernndennn)nupasono[4,3-b Jnupunus-

1-un]3TaHoH.

N ™
S | N’N
O
Cl L{

Vka3aHHOE B 3aroJIOBKE COSIMHEHHE MOJy4an CIOCOOOM, aHAJIOTHYHBIM OIMTUCAHHOMY B
npumepe 17, ¢ ucnonpzoBanueM 1-(azerunun- 1-um)-2-(6-6pom- 1H-mupasomno[4,3-b|nupunun-1-
W1)3TaH-1-oHa (IpoMeXXyTOUHOE coequHeHre 13) BMECTO MPOMEKYTOYHOTrO coenrHeHus 42, (4-
XJ10p-3-MeTuia(eHm1)OOpOHOBOH KUCIOTHI BMeCcTO 2,4-mudgropheHnn00poHOBONH KHUCIOTHI U
[1,1-6uc(mudpenundpochuno)peppoueH|nuxnopnamiaausa(ll) B koMmmiekce ¢ TUXJIOPMETAHOM
BMecTo [1,1'-0uc(nudpenundochuno)peppouer]auxaopnamnanusi(ll). PeakunoHHyH0 CMeCh
Harpesaiu 10 90 °C. MC (UOP): macca, paccuurannas st CsHij7CIN4O, - 340,1; monydeHHOe
m/z, - 341,2 [M+H]*. 'H SIMP (500 MI', DMSO-ds) & 8,87 (x, J=1,9 T'ny, 1H), 8,40-8,37 (M,
1H), 8,35-8,32 (m, 1H), 7,85-7,83 (m, 1H), 7,69-7,65 (m, 1H), 7,60-7,57 (m, 1H), 5,25 (c, 2H),
4,20 (1, J=7,7Tu, 2H), 3,91 (1, J=7,7 T'u, 2H), 2,45 (¢, 3H), 2,31-2,23 (m, 2H).

Ipumep 39: 1-(azerunus-1-nn)-2-[6-(4-x0p-3-mermwndenn)-3-merumanupasool4,.3-

bloupuaus-1-unls3TaHoH.

Cl L{D

VYka3aHHOE B 3ar0JIOBKE COEJUHEHHUE MOJy4aIu CIOCOOOM, aHAJIOTHYHBIM OMHUCAHHOMY B
npumepe 17, ¢ wucnonb3oBaHueM 1-(azerunuH-1-mn)-2-(6-6pom-3-meruin-1H-nupasomno[4,3-

bnupuans-1-mn)atan-1-oHa (mpoMexxyTouHOE coeAnHeHHe 48) BMECTO MPOMEXKYTOUHOTO
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COEIIMHEHUS 42, (4-xnop-3-meTundeHnT)00pOHOBOM KUCJIOTBI BMECTO 2,4-
mudropdeHnIoopoHoBOH KHCJIOTBI u [1,1"-
ouc(oudenmnpochuno)pepporueH | nuxnopnauanusi(Il) B koMIiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpenundochuno)peppouet | nuxiaopnamagus(ll). PeakunonHyro cMech HarpeBaiiu
1o 90 °C. MC (UDP): macca, paccunrannas s CoH 9CIN4O, - 354,1; monyuenHoe m/z, - 355,2
[M+H]*. '"H SIMP (500 MI'y, DMSO-dg) & 8,81 (M, J=1,9 ', 1H), 8,31 (m, J=1,9 I'ry, 1H), 7,83-
7,80 (m, 1H), 7,67-7,63 (m, 1H), 7,60-7,56 (m, 1H), 5,15 (¢, 2H), 4,17 (1, J=7,7 I'u, 2H), 3,90 (T,
J=7,7 T, 2H), 2,54 (c, 3H), 2,44 (c, 3H), 2,30-2,21 (m, 2H).

Ipumep 40: 1-(azerunun-1-mn)-2-[6-(2-pTop-3-merrndennn)nrpasonol4,3-bnupuarH-

1-ua]3TaHOH.

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJyYain CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ ucronszoBanueM 1-(azeruaus- 1-mn)-2-(6-0pom-1H-nupasono[4,3-b|nmupuans-1-
WIT)3TaH- 1-0Ha (MPOMEXYTOYHOE coenHeHue 13) BMECTO MPOMEKYTOYHOTrO coenuHenus 42, (2-
¢drop-3-MeTmnderun)0opoHOBOH KUCIOTHI BMecTO 2,4-mudTopdheHrI00pOHOBOM KHCIOTHI H
[1,1"-Ouc(nudpennndpochuno)peppoueH|nuxnopnamiaaua(ll) B kommiekce ¢ IUXJIOPMETAHOM
Bmecto [1,1'-Ouc(nudpenundocduno)peppoues|auxnopnamnaausi(ll). PeakumoHHyo cmech
Harpesanu 10 90 °C. MC (M9P): macca, paccuntannas nist CisHi7FN4O, - 324,1; nonyueHHoe
m/z, - 325,2 [M+H]*. '"H SIMP (500 MI', DMSO-d¢) & 8,68 (T, J=1,9 I', 1H), 8,36-8,34 (M,
1H), 8,27-8,24 (m, 1H), 7,47-7,42 (m, 1H), 7,41-7,37 (m, 1H), 7,29-7,24 (m, 1H), 5,24 (c, 2H),
4,20 (T, J=7,7 'y, 2H), 3,90 (T, J=7,7 I'y, 2H), 2,36-2,32 (™, 3H), 2,30-2,22 (M, 2H).

Ipumep 41: 1-(azetunun-1-un)-2-[6-[3-(mudTopmerokcu)-4-dropdhenun]oupasonol4.3-

bloupuaun-1-unls>TaHoH.

Yka3aHHOE B 3arojIOBKe COSAMHEHHE MOyYalld CIIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npumepe 6, ciocod A, ¢ ucnonszoBanueM 0-[3-(nudropmerokcu)-4-propdenmn|nupaszomno4,3-
bnupuanHa (MpOMeKyTOYHOE COoeArHEeHHe 17) BMECTO MPOMEKYTOYHOro coennHenus 16 u 1-
(azetunun- 1-un)-2-x0patan-1-ora Bmecto 2-xjiop-N, N-mumermnaueramuga. MC (MDP):
macca, paccuutannas niaa CigHisFaN4Os, - 376,1; nonydyennoe m/z, - 377,1 [M+H]". 'H smp
(500 MI'y, DMSO-dg) & 8,88 (m, J=2,0 I'y, 1H), 8,42-8,38 (m, 1H), 8,37-8,33 (m, 1H), 7,83 (ax,
J=7.6, 2,3 T'u, 1H), 7,78-7,73 (m, 1H), 7,60 (mnx, J=10,5, 8,6 T'u, 1H), 7,38 (1, J=73,2 'y, 1H),
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5,25 (¢, 2H), 4,20 (1, J=7,7 T, 2H), 3,91 (1, J=7,7 'y, 2H), 2,34-2,20 (m, 2H).
Ipumep 42: 1-(azerunuu-1-un)-2-[6-[3-(nudropmerokcu)-4-dbropdenunl-3-

droprupasosnol4,3-b]oupunus-1-unl3Tadon.

VYKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJyYald CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe S5, cnocod A, ¢ ucnonb3oBanueM 6-(3-(mudpropmerokcu)-4-propdenn)-3-prop-1H-
nupasono[4,3-b|nupuauHa  (MPOMEXKYTOYHOE COeAUHEeHHe 23) BMECTO IPOMEKYTOYHOTO
coennHeHust 16 u 1-(azeruauH-1-mi)-2-xa0p3TaH-1-0Ha BMECTO MPOMEKYTOYHOTO COCTMHEHUS
1. MC (U3P): macca, paccumrtanHas mist C1sHj4FuN4Oo, - 394,1; monyuennoe m/z, - 395,1
[M+H]*. "H SIMP (500 MI', DMSO-ds) & 8,93 (n, J=1,9 I'ni, 1H), 8,46-8,44 (m, 1H), 7,85 (ux,
J=7,6, 2,3 I'u, 1H), 7,80-7,74 (m, 1H), 7,62 (nn, J=10,5, 8,6 I'u, 1H), 7,38 (1, J=73,2 'y, 1H),
5,14 (c, 2H), 4,27-4,18 (m, 2H), 3,95-3,84 (m, 2H), 2,33-2,21 (M, 2H).

Ipumep 43: 1-(azsetunud-1-un)-2-[6-[4-xnop-3-(mudropmerokcu )penwn |nupasonol4.3-

bloupuaus-1-unl3TaHoH.

¢l Oﬁ)
N

VYka3aHHOE B 3arojIOBKE COEIMMHEHHE MOJTyUYalid CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 6, cocod A, ¢ ucnoap3oBaHueM 6-[4-xop-3-(nudropmerokcu)denwn|mupaszonol4,3-
bnupuarHa (MpoMeKyToO4YHOE coenarHeHre 18) BMeCcTo MpOoMEKyTOYHOro coenuHenus 16 u 1-
(azetunuH- 1-un)-2-x0p3Tan-1-ora BMecto 2-xjiop-N, N-mumerwnauneramuma. MC (MDP):
macca, paccuutanHas 1si CigH sCIFaN4O,, - 392,1; noaydennoe m/z, - 393,1 [M+H]". 'H amp
(300 MI'y, DMSO-dg) 6 8,91 (m, J=1,9 I';, 1H), 8,48-8,41 (m, 1H), 8,40-8,34 (m, 1H), 7,85-7,77
(m, 2H), 7,74 (an, J=8.4, 1,9 T'u, 1H), 7,45 (r, J=73,2 T'u, 1H), 5,26 (c, 2H), 4,20 (1, J=7,6 I'Ly,
2H), 3,91 (1, J=7,7 ', 2H), 2,34-2,20 (m, 2H).

[Tpumep 44 1-(aseruuH-1-mn)-2-[6-[4-x50p-3-(nudropmerokcu )penmn]-3-

droprmpasoinol4.3-bloupunus-1-unls3radon.
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VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4yajiu CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npuMmepe S, cmocod A, ¢ ucnonb3oBaHueM 6-(4-xjop-3-(nupropmerokcu)denmn)- 1H-
nupasono[4,3-b|nupuauHa  (MPOMEXKYTOYHOE COeAUHEHHe 22) BMECTO MPOMEKYTOYHOTO
coennHeHust 16 u 1-(azerunuH-1-mi)-2-xa0p3TaH-1-0Ha BMECTO MPOMEKYTOYHOTO COCTUHEHUS
1. MC (U3P): macca, paccuntannas mis CigH4CIF3N4O,, - 410,1; mony4denHoe m/z, - 411,1
[M+H]*. '"H SIMP (300 MI', DMSO-dg) 8 9,02-8,88 (M, 1H), 8,54-8,39 (m, 1H), 7,89-7,70 (m,
3H), 7,45 (T, J=73,2 'y, 1H), 5,15 (¢, 2H), 4,33-4,12 (m, 2H), 4,01-3,80 (M, 2H), 2,37-2,18 (M,
2H).

IIpumep 45: 1-(azerunun-1-un)-2-[6-(4-drop-2-meroxkcudemwn)nupasonol4.3-

bloupuaus-1-unls3TaHoH.

Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOJyYaIn CIIOCOOOM, aHAJIOTUUHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonb3oBanueM 1-(azeruans-1-mn)-2-(6-6pom-1H-nmpasono[4,3-b]nupuann-1-
WI1)3TaH-1-0Ha (IPOMEKYTOYHOE COoequHeHue 13) BMECTO IMPOMEXYTOUHOrO COeAMHeHus 42 u
(4-dprop-2-meTrokcudeHT)O0OPOHOBOM KUCIOTHI BMECTO 2,4-nudTopheHUIO0pOHOBOI KUCIOTHI.
MC (MDP): macca, paccuntansas ais CigH7FN4O,, - 340,1; nonyuennoe m/z, - 341,2 [M+H]".
'H SIMP (500 MI'y, DMSO-dg) & 8,60 (1, J=1,8 T, 1H), 8,30 (z, J=1,0 I'y, 1H), 8,11-8,09 (m,
1H), 7,43 (nn, J=8,5, 6,9 T'w, 1H), 7,11 (mz, J=11,5, 2,5 'y, 1H), 6,95 (1, J=8.4, 2,5 'y, 1H),
5,21 (c, 2H), 4,18 (1, J=7,7 'y, 2H), 3,89 (1, J=7,7 ', 2H), 3,81 (c, 3H), 2,29-2,21 (m, 2H).

Hpumep 46: 2-[6-(3-auernn-4-bropbenun)nupasonol4,3-b]nupunns-1-nnl-1-(aseTnanH-

1-M1)>TaHOH.

| .
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VYKa3aHHOE B 3arojIOBKE COEMHEHHE MOJyHald CIOCOO0OM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucnonpzoBanueM 1-(azerunus- 1-um)-2-(6-6pom- 1 H-mupasomno[4,3-b|mupunun-1-

WI1)3TaH- 1-oHa (MPOMEXXyTOYHOE coenHeHue 13) BMeCTO MPOMEeKyTOYHOro coeauHenus 42, (3-
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anetmi-4-propdenns)0opoHOBOH KUCIOTHI BMeCTO 2,4-nu¢TopheHn00pOHOBON KUCIOTHI H
[1,1"-6uc(mudpenundochuno)deppouet|nuxiaopnamianusa(ll) B koMmIiekce ¢ AUXJIOPMETAHOM
Bmecto [1,1'-Ouc(nudpenundochuno)peppoues|auxnopnamnanusi(ll). PeakunoHHyo cmech
Harpesaiu 10 90 °C. MC (UDQP): macca, paccunrannas aist CioH7FN4O,, - 352, 1; nmonydenHoe
m/z, - 353,1 [M+H]*. '"H SIMP (500 MI', DMSO-dg) & 8,88 (z, J=1,9 T'ni, 1H), 8,44-8,42 (m,
1H), 8,36-8,34 (m, 1H), 8,19-8,16 (M, 1H), 8,12-8,08 (M, 1H), 7,56 (n, J=10,9, 8,6 I';, 1H), 5,27
(c, 2H), 4,20 (1, J=7,6 T'u, 2H), 3,91 (1, J=7,7 I'u, 2H), 2,68 (x, J=4,1 T'uy, 3H), 2,31-2,23 (M,
2H).

Ipumep 47: 1-(azerunun-1-mn)-2-[6-(3.4.5-TpudTopbennnnupazono[4,3-blnupunun-1-

nj1 |3TaHOH.

,ﬂ"N .
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VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MONTyHal CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucnonpzoBanueM 1-(azerunus- 1-um)-2-(6-6pom- 1 H-mupazomno[4,3-b|mupunun-1-
wi)3TaH-1-oHa (MPOMEXKYTOUHOE COoenuHeHHe 13) BMECTO MPOMEKYTOYHOTO COeqUHEHUs 42,
(3.4,5-rpudTopdheHnn)0opoHOBOH KUCIOTHI BMecTO 2,4-nmupTopdheHnnI00pOHOBOM KHCIOTHI H
[1,1"-Ouc(nudpennndpochuno)peppoueH|nuxnopnamiaaua(ll) B kommiekce ¢ IUXJIOPMETAHOM
Bmecto [1,1'-6uc(nudpenundocduno)peppoues|auxnopnamnanusi(ll). PeakunonHyro cmech
Harpesaiu 10 90 °C. MC (UDQP): macca, paccuntannas ans Ci7H3FsN4O, - 346,1; nmonydenHoe
m/z, - 347,1 [M+H]*. '"H SIMP (400 MI', DMSO-dg) & 8,93 (m, J=2,0 T'ni, 1H), 8,52-8,48 (m,
1H), 8,38-8,35 (M, 1H), 7,94-7,85 (m, 2H), 5,24 (c, 2H), 4,20 (1, J=7,7 I'u, 2H), 3,91 (T, J=7.8
I'u, 2H), 2,32-2,22 (M, 2H).

Ipumep 48: 1-(aserwauH-1-wn)-2-[6-[2-(TpudTopmerin)-4-nupuani|nupa3ono[4,3-

bloupuaun-1-unls>TaHoH.

VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJIyHad CIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 7, ¢ ucnoip3oBaHueM 1-(azernnus-1-mn)-2-(6-0pom-1H-nupasono[4,3-b|nupuans-1-
Wi1)3TaH- 1-oHa (MpoMekyTOuHOe coenuueHue 13) BMeCTo mpoMeKyTOUHOTo coenuHenust 10 u 4-
(4.,4,5,5-Terpamerni-1,3,2- nuokcadbopomnan-2-min)-2-(Tpud ropMeTin)mupuauHa BMecTo 4-drop-
3-metmndenmndooponosoit kucinote. MC (MOP): macca, paccumrannas s Ci7H4F3NsO, -
361,1; nonyyennoe m/z, - 362,1 [M+H]". 'H sMmP (500 MI'u, DMSO-dg) 6 9,08 (m, J=2,0 I'Ly,
1H), 8,91 (m, J=5,1 ', 1H), 8,72 (mn, J=2,0, 1,0 I'n, 1H), 8,42 (n, J=0,9 ', 1H), 8,38-8,35 (M,
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1H), 8,23 (an, J=5,1, 1,7 ', 1H), 5,29 (c, 2H), 4,26-4,16 (m, 2H), 3,95-3,88 (m, 2H), 2,32-2,23
(M, 2H).
IIpumep 49: 2-[6-(5-x50p-2-TeHun )nupas3onol4.3-blnupuaus-1-nnl-1-(3-

dropazernauu-1-mi)3TaHOH.

VYKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJTyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumMepe S5, cnocod A, ¢ HCroib30BaHHEM O-(5-xJ0p-2-THeHm)nupasonol4,3-b|nupuanna
(mIpoMeXyTOYHOE coenuHeHne 37) BMECTO mpoMekyTouHoro coeaunenust 16. MC (MOP): macca,
paccuntannas misi CisH,CIFN4OS, - 350,0; nonydyennoe m/z, - 351,1 [M+H]". 'H avp (300
MI'u, DMSO-dg) 6 8,87 (n, J=2,0 I'y, 1H), 8,37-8,32 (m, 1H), 8,32-8,28 (M, 1H), 7,62 (1, J=4,0
I'm, 1H), 7,27 (n, J=4,0 T', 1H), 5,63-5,32 (M, 1H), 5,39-5,31 (m, 1H), 5,28 (n, J=16,4 I'y, 1H),
4,65-4,46 (M, 1H), 4,40-4,16 (m, 2H), 4,08-3,87 (m, 1H).

Hpumep  50:  2-[6-(5-xn0p-2-TueHnn)-3-¢ropnupazono[4,3-blnupunun-1-nmn]-1-(3-

dropazernany-1-mi1)3TaHOH.

Yka3aHHOe B 3arojIOBKe COSAMHEHHE MOJTy4ali CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npumepe 9, ¢ wucnosnb3oBaHueM 2-(6-O6pom-3-¢Top-1H-nmupasono[4,3-bnupuaun-1-wmn)-1-(3-
dropazeruaun-1-mn)3Tan-1-oHa (IPOMeEKyTOUHOE coeauHeHne 15) u  S-xymoptuodeH-2-
OOpPOHOBOU KHUCJIOTHI BMeCTO 2-[4-xmop-3-(nudropmerokcu)denmn]-4,4,5,5-terpamerin-1,3,2-
nuokcadoponana. MC (UDP): macca, paccunrannas mist CisH;CIF.N4OS, - 368,0; nony4enHoe
m/z, - 369,0 [M+H]*. 'H SIMP (500 MI', DMSO-dg) & 8,92 (z, J=1,9 'y, 1H), 8,36-8,29 (M,
1H), 7,67 (n, J=3,9 I'u, 1H), 7,29 (n, J=3,9 I'n, 1H), 5,56-5,37 (m, 1H), 5,22 (n, J=17,1 'y, 1H),
5,17 (n, J=17,0 Ty, 1H), 4,63-4,52 (m, 1H), 4,39-4,19 (m, 2H), 4,03-3,91 (m, 1H).

Ipumep 51: 2-[6-[5-(mudropmernn)-2-Tuenwmi|nupazono[4,3-blmupunun-1-wn]-1-(3-

dropazernaus-1-mi1)3TaHOH.
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VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYasid COCOOOM, aHAJIOTUYHBIM OIMTUCAHHOMY B
npuMmepe 9, ¢  WCMONBb30BAHMEM  IPOMEXKYTOYHOro  coenuHeHus 12 u  2-(5-
(mupropmerun)ruoden-2-un)-4,4,5,5-rerpameruin-1,3,2-arokcadoponana (MpOMEKyTOYHOE
coenuHeHne 8) BMecto  2-[4-xjop-3-(mudropmerokcu)denmn]-4,4,5,5-rerpamerun-1,3,2-
nuokcaboponana. MC (MDP): macca, paccuutannas mis Ci6HsFsN4OS, - 366,1; nony4yenHoe
m/z, - 367,1 [M+H]*. "H SIMP (500 MI't, DMSO-dg) & 8,95 (n, J=2,0 'y, 1H), 8,42 (mn, J=2.0,
1,0 T'u, 1H), 8,36 (n, J=1,0 'y, 1H), 7,76-7,71 (m, 1H), 7,63-7,54 (m, 1H), 7,37 (T, J=55,2 T'ny,
1H), 5,56-5,37 (m, 1H), 5,35 (m, J=16,7 'y, 1H), 5,31 (a, J=17,0 ', 1H), 4,62-4,50 (M, 1H),
4,40-4,19 (m, 2H), 4,05-3,92 (m, 1H).

pumep 52: 2-[6-[5-(nudropmernn)-2-Tuenwn]-3-bropnupasono[4.3-blnupunuH-1-wi]-

1-(3-dbropaszeTnaus-1-1ji)3TaHoH.

Yka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yaid COCOOOM, aHAJIOTUYHBIM OIMTUCAHHOMY B
npumepe 9, ¢ wucnosnb3oBaHueM 2-(6-O6pom-3-¢rop-1H-nupasono[4,3-bnupuaun-1-wmn)-1-(3-
¢dropazerunun-1-un)sTas-1-ona (TIpoMexyTOUHOE COeIMHEHNE 15) u 2-(5-
(mupropmerun)ruoden-2-un)-4,4,5,5-rerpamerun-1,3,2-aruokcadoponana (MpOMEKyTOYHOE
coenuHeHne 8) BMecto  2-[4-xyop-3-(mudropmerokcu)denmn]-4,4,5,5-rerpamermn-1,3,2-
nuokcaboponana. MC (MDP): macca, paccuntannas aist Ci6HpF4N4OS, - 384,1; mony4yennoe
m/z, - 385,1 [M+H]*. '"H SIMP (300 MI', DMSO-ds) 8§ 9,05-8,94 (v, 1H), 8,52-8,40 (v, 1H),
7,85-7,71 (m, 1H), 7,63-7,56 (m, 1H), 7,39 (1, J=55,3 T'u, 1H), 5,65-5,32 (m, 1H), 5,26 (n, J=17,2
I'u, 1H), 5,19 (n, J=17,7 'y, 1H), 4,73-4,46 (m, 1H), 4,46-4,15 (m, 2H), 4,10-3,85 (m, 1H).

IIpumep 53: 1-(3-dropazernnun-1-nm)-2-[6-[ S-(Tpudropmern)-2-
TUeHWI |nupa30io[4.3-bnupuauH-1-uia]3TaHoH.




119

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4yaju CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npumepe 7, ¢  ucnojp3oBaHueM  2-(6-Opom- |H-nupazono[4,3-b|mupunun-1-um)-1-(3-
dropazerunun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTO
COETMHEHMSI 10 u 4.4,5,5-rerpameruni-2-(5-(tpudropmeri)tuoden-2-un)-1,3,2-
nuokcaboponana BMecTo  4-drop-3-mermnboponoBoit  kucimorel.  MC  (MDP):  wmacca,
paccuntannas nis CigH,F4N4OS, - 384.1; nonyuennoe m/z, - 385,1 [M+H]". 'H aMp (500
MTI'1, DMSO-de) 6 8,98 (n, J=2,0 ', 1H), 8,51-8,46 (m, 1H), 8,38 (x, J=1,0 I'u, 1H), 7,88-7,79
(m, 2H), 5,56-5,39 (M, 1H), 5,36 (1, J=16,8 T'u, 1H), 5,31 (n, J=16,8 'y, 1H), 4,62-4,50 (m, 1H),
4,40-4,19 (m, 2H), 4,04-3,91 (m, 1H).

Ipumep 54: 1-(3-dbropazerunud-1-un)-2-[3-brop-6-[ 5-(tpudTropmernn)-2-

TueHw|nupa3onol4.3-bluupunus-1-unl3radoH.

Yka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yaid COCOOOM, aHAJIOTUYHBIM OIMTUCAHHOMY B
npumepe 9, ¢ wucnosnb3oBaHueM 2-(6-O6pom-3-¢rop-1H-nmupasono[4,3-bnupuaun-1-wmn)-1-(3-
dropazerunun-1-mn)atan-1-oHa (mpomeskyTouHoe coenuHenue 15) u 4,4,5,5-rerpamerun-2-(5-
(Tpudropmetmn)tuoden-2-un)-1,3,2-nuokcadboponana  BMecto  4-pTop-3-MeTHIOOPOHOBOIM
kuciotel. MC (MOP): macca, paccuurtannas st CigHy1FsN4OS, - 402, 1; nonydenHoe m/z, -
403,0 [M+H]*. '"H SIMP (500 MI'y, DMSO-dg) & 9,02 (n, J=1,9 T'n, 1H), 8,56-8,49 (v, 1H),
7,91-7,82 (m, 2H), 5,58-5,37 (m, 1H), 5,25 (a, J=17,1 I'u, 1H), 5,20 (x, J=17,1 T'u, 1H), 4,65-
4,52 (m, 1H), 4,41-4,19 (m, 2H), 4,06-3,91 (m, 1H).

Ipumep S55: 1-(3-bropasernaun-1-mn)-2-[6-(3-propdennmnupazono[4,3-blnupunun-1-

nj1 |3TaHOH.




120

VYka3zaHHOE B 3aroJIOBKE COeIMHEHNE noJry4dain CHOCO6OM, AHAJIOTUYHBIM OIIMCAHHOMY B

npumepe 7, ¢  ucnojp3oBaHueM  2-(6-Opom- 1H-nupazono[4,3-bmupunun-1-mn)-1-(3-
dropazeruaun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEeHHe 12) BMECTO MPOMEKYTOYHOTrO
coenqunenuss 10 u 3-¢propheHnTOOPOHOBOM KHUCIOTHI BMecTO 4-pTop-3-MeTHIOOPOHOBOM
kuciotel. MC (MOP): macca, paccuurannas mis C17H4FoN4O, - 328, 1; monyuenHoe m/z, - 329,1
[M+H]*. "H SIMP (500 MI', DMSO-de) & 8,91 (n, J=1,9 I', 1H), 8,47-8,42 (v, 1H), 8,38-8,33
(m, 1H), 7,72-7,67 (m, 1H), 7,70-7,66 (M, 1H), 7,60 (ar, J=8,1, 6,2 ', 1H), 7,34-7,26 (m, 1H),
5,55-5,37 (m, 1H), 5,35 (n, J=17,0 Ty, 1H), 531 (&, J=17,1 'y, 1H), 4,61-4,48 (M, 1H), 4,36-
4,18 (m, 2H), 4,04-3,90 (m, 1H).

Ipumep 56: 1-(3-bTopazernaun-1-mn)-2-[6-(4-dropdennmnupazono[4,3-blnupunun-1-

nJj1 |3TaHOH.

Vka3aHHOE B 3ar0JIOBKE COETUHEHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 7, ¢  uUcCnojb3oBaHueM  2-(6-Opom- 1 H-nupasono[4,3-b|mupunun-1-um)-1-(3-
dropazeruauH-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTO
coenqunenuss 10 u 4-¢propdheHnTO0POHOBOM KHUCIOTHI BMeCTO 4-pTop-3-MeTHIOOPOHOBOM
kuciotrsl. MC (MDP): macca, paccuntannas ais Ci17H14F.N4O, - 328,1; mony4yennoe m/z, - 329,2
[M+H]*. "H SIMP (500 MI'u, DMSO-dg) & 8,86 (n, J=1,9 'y, 1H), 8,36 (x, J=1,9 T'u, 1H), 8,34
(c, 1H), 7,91-7,82 (m, 2H), 7,44-7,34 (m, 2H), 5,54-5,37 (m, 1H), 5,34 (n, J=17,0 'y, 1H), 5,30
(n, J=17,1 T, 1H), 4,60-4,48 (M, 1H), 4,35-4,19 (m, 2H), 4,03-3,91 (M, 1H).

Hpumep 57: 2-[6-(3-xnopdenmn)nupaszonol4,3-b]nupuans-1-mn]-1-(3-dropasernnun-1-

WJI1)3TaHOH.
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VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJjry4ajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom- |H-nupazono[4,3-b|mupunun-1-nm)-1-(3-
¢dTopaserunus-1-un)3Tan-1-oHa (MPOMEKYTOYHOE COEAMHEHHE 12) BMECTO NPOMEXKYTOUHOTO
coennHenust 10 u 3-xnoppeHnnO0pOHOBOM KHCIOTEI BMECTO 4-(PTOp-3-MeTHinheHnI00pOHOBOM
kuciaotrel. MC (UDP): macca, paccunrannas mist Ci7Hj4CIFN4O, - 344,1; nonyyeHHoe m/z, -
345,1 [M+H]*. '"H IMP (500 MI'u, DMSO-dg) & 8,90 (z, J=1,9 T'ni, 1H), 8,48-8,42 (m, 1H),
8,39-8,32 (m, 1H), 7,92-7,87 (m, 1H), 7,84-7,77 (m, 1H), 7,58 (1, J=7,8 T'y, 1H), 7,55-7,49 (m,
1H), 5,55-5,36 (m, 1H), 5,36 (n, J=17,1 I'u, 1H), 5,31 (n, J=17,1 T'y, 1H), 4,60-4,49 (M, 1H),
4,35-4,19 (m, 2H), 4,04-3,90 (m, 1H).

Ipumep  58:  1-(3-dropaseruann-1-mn)-2-[6-(M-Toamn)nupazono[4,3-b]nupunun-1-

nJ1 |3TaHOH.
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VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢  wucrnonp3oBaHueM  2-(6-Opom-1H-nupazono[4,3-bmupunus-1-um)-1-(3-
¢dropazernann-1-min)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHE 12) BMECTO MPOMEKYTOYHOTO
coenrHeHus 42, M-TonIOOPOHOBOI KUCIOTHI BMECTO 2,4-mudpTopPeHnI00pOHOBON KUCIOTHI U
[1,1"-Ouc(nudpennndpochuno)peppoueH|nuxnopnamnaaua(ll) B kommiaekce ¢ IUXJIOPMETAHOM
BMecto [1,1'-Ouc(mudenundocduno)dpeppoueH|auxiaopnamaausia(ll). MC (UDP): macca,
paccunrtanHast st CsHj7FN4O, - 324,1; monyuenHoe m/z, - 325,2 [M+H]". 'H amp (500 MI',
DMSO-d¢) 6 8,86 (n, J=1,9 I', 1H), 8,36-8,33 (M, 2H), 7,65-7,62 (m, 1H), 7,62-7,58 (m, 1H),
7,43 (t, J=7,6 Ty, 1H), 7,30-7,25 (m, 1H), 5,54-5,28 (M, 3H), 4,60-4,50 (M, 1H), 4,35-4,20 (m,

2H), 4,02-3,92 (m, 1H), 2,42 (c, 3H).

Ipumep  59:  1-(3-dropazermaun-1-um)-2-[6-[3-(bTopmernn)bennn|nupazono[4.3-

bloupuaus-1-unls>TaHoH.

L{D
M
; Q
F
VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOTyYaId CIIocOO0M, aHAJIOTUYHBIM OIMCAHHOMY B
npumepe 16, ¢ ucnoas3oBanueMm 2-(6-(3-(dpropmernn)penwmn)-1H-mupaszono[4,3-b|nupuann-1-
WI)YKCYCHON  KHCIOTBI  (NPOMEXKYTOYHOE COoeduHeHHe S56) BMeCTO MPOMEKYTOYHOTrO

coenunenusi 39 u DCM Bmecto DMF. MC (MOP): macca, paccunrannas misi CisHigFaN4O, -
342,1; nonyyennoe m/z, - 343,2 [M+H]". 'H aMmp (500 MI'u, DMSO-d) 6 8,89 (m, J=1,9 I'Ly,
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1H), 8,41-8,39 (m, 1H), 8,36-8,35 (M, 1H), 7,88-7,82 (M, 2H), 7,64-7,58 (m, 1H), 7,54-7,49 (m,
1H), 5,60-5,29 (m, SH), 4,59-4,50 (M, 1H), 4,36-4,20 (M, 2H), 4,04-3,92 (m, 1H).
IIpumep 60: 2-16-[3-(nudropmernn)pennn|nupasonol4.3-blnupuaus-1-nnl-1-(3-

dropazernauu-1-mi)3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE MoJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMepe 7, ¢  ucnojbp3oBaHueM  2-(6-Opom-1H-nupazono[4,3-b|mupunun-1-m)-1-(3-
dropazernann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHe 12) BMECTO MPOMEKYTOYHOTO
coenunenust 10 wu  2-(3-(mudropmerun)pennn)-4,4,5,5-rerpamerni- 1,3,2-nuokcaboponiaHa
BMecTO 4-¢prop-3-metundoponosoii  kucnorel.  MC (MOP): macca, paccuuTaHHas s
C1sH,5F3N40, - 360, 1; monmyuenHoe m/z, - 361,1 [M+H]*. 'H IMP (300 MI', DMSO-dg) & 8,90
(n, J=1,9 T'y, 1H), 8,53-8,41 (m, 1H), 8,40-8,31 (m, 1H), 8,09-7,90 (m, 2H), 7,77-7,62 (m, 2H),
7,15 (1, J=55,8 T'u, 1H), 5,62-5,32 (m, 1H), 5,38 (1, J=16,8 I'u, 1H), 5,32 (n, J=16,9 I'y, 1H),
4,64-4,45 (m, 1H), 4,40-4,15 (m, 2H), 4,08-3,85 (M, 1H).

Ipumep 61:  2-[6-[3-(1.1-mudropatun)dennn|uupaszonol4.3-bloupunnn-1-mil-1-(3-

dropazernauu-1-mi1)3TaHOH.
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VYka3aHHOE B 3arojioBKe COEAMHEHHE MOJTy4ai CIIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npuMmepe 6, crocod A, ¢ wucnonb3oBanueM 3-(1,1-mudropatin)denmn)-1H-mupazono[4,3-
bnupuannaa (npomexyrodnoe coeauHerre 20) BMECTO MPOMEKYTOYHOTO COeNMHEeHHs 16 u 2-
xJop-1-(3-gropazeruann- 1-mn)3tan-1-oHa (MpomMekyTodHOE coenuHeHne 1) BmecTo 2-xjop-N,
N-numermnaneramuna. MC (UOP): wmacca, paccuurannas mis CioHp7FsN4O, - 374.1;
nonay4eHHoe m/z, - 375,1 [M+H]". 'H saMP (300 MI'y, DMSO-dg) & 8,92 (n, J=1,9 I'u, 1H),
8,50-8,40 (m, 1H), 8,40-8,31 (m, 1H), 8,02-7,85 (M, 2H), 7,76-7,58 (M, 2H), 5,61-5,29 (m, 1H),
5,36 (n, J=17,1 T'u, 1H), 5,35 (n, J=17,2 Ty, 1H), 4,63-4,45 (m, 1H), 4,39-4,15 (m, 2H), 4,07-
3,85 (m, 1H), 2,06 (T, J=18,9 ', 3H).

Ipumep  62:  2-[6-[3-(nudropmerokcu)denmn]mupaszono[4,3-bloupunun-1-mn]-1-(3-

dropazernany-1-mi1)3TaHOH.
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VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4YaId CocoOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 7 ¢ wucnonb3oBaHueM  2-(6-Opom-1H-nupasono[4,3-b|nupuaun-1-wmn)-1-(3-
dropazerunun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTO
coenqunenuss 10 wu 2-(3-(mudropmerokcu)denmn)-4,4,5,5-rerpamerni- 1,3,2- nuokcaboponiaHa
BMecTO 4-¢rop-3-mernndenundoponosori kucnorel. MC (UDP): macca, paccuutaHHas IJIst
CigH1sFsN4Os, - 376,1; momyuentoe m/z, - 377,1 [M+H]*. 'H SIMP (500 MI'u, DMSO-dg) &
8,90 (m, J=1,9 I'u, 1H), 8,45-8,39 (m, 1H), 8,39-8,33 (m, 1H), 7,74-7,67 (m, 1H), 7,65-7,57 (m,
2H), 7,37 (1, J=74,0 T'u, 1H), 7,30-7,25 (m, 1H), 5,55-5,38 (m, 1H), 5,36 (m, J=17,2 T, 1H), 5,31
(n, J=17,2 T, 1H), 4,60-4,49 (m, 1H), 4,36-4,19 (M, 2H), 4,04-3,90 (M, 1H).

[Ipumep 63: 2-[6-(2.3-nudropdenmn)nupasono[4,3-blnupunun-1-wn]-1-(3-

dropazernany-1-mi1)3TaHOH.

Vka3aHHOE B 3ar0JIOBKE COETUHEHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 7, ¢  ucnoib3oBaHueM  2-(6-6pom-1H-nupasono[4,3-b|nupunun-1-mn)-1-(3-
dropazeruauH-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTO
coenmaenust 10w (2,3-mudropdenmn)bopoHoBoit  kucnotel  BMecTto  4-¢rop-3-
meTunhernndooponosoii kuciotel. MC (UDP): macca, paccunrannas misi C17H3FsN4O, - 346,1;
nonyueHHoe m/z, - 347,1 [M+H]*. '"H SIMP (300 MI'y, DMSO-ds) & 8,77-8,69 (M, 1H), 8,42-
8,38 (m, 1H), 8,37-8,30 (m, 1H), 7,62-7,45 (m, 2H), 7,44-7,34 (m, 1H), 5,61-5,29 (m, 1H), 5,42-
5,34 (M, 1H), 5,33 (m, J=17,1 T'u, 1H), 4,65-4,48 (m, 1H), 4,40-4,18 (M, 2H), 4,05-3,88 (m, 1H).

[Ipumep 64: 2-[6-(2.4-nudropdenmn)nupasono[4,3-blonupunun-1-wn]-1-(3-

dropazernanu-1-mi1)3TaHOH.
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VYka3aHHOE B 3aroJIOBKEe COSAMHEHHE MOTyYalii CIIOCOOOM, aHAJIOTHYHBIM OIMUCAHHOMY B
npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom- |H-nupazono[4,3-b|mupunun-1-nm)-1-(3-
¢dropazeruann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COoenrHEeHHe 12) BMECTO MPOMEKYTOYHOTO
coequHenust 10 u 2,4-nudproppeHnnOOpOHOBONM KUCIOTHI BMECTO 4-PpTOp-3-MeTHIOOPOHOBOM
kucaotel. MC (MOP): macca, paccuurannas nis Ci7H3FsN4O, - 346,1; nonmyuenHoe m/z, - 347,1
[M+H]*. 'H SIMP (500 MI'r, DMSO-dg) & 8,71-8,66 (M, 1H), 8,41-8,34 (m, 1H), 8,30-8,24 (M,
1H), 7,72 (nt, J=8.8, 6,5 I'u, 1H), 7,52-7,44 (m, 1H), 7,34-7,25 (m, 1H), 5,54-5,37 (m, 1H), 5,35
(n, J=17,1 T, 1H), 5,30 (m, J=17,1 'y, 1H), 4,61-4,50 (m, 1H), 4,37-4,18 (m, 2H), 4,03-3,90 (M,
1H).

[Ipumep 65: 2-[6-(3.4-nudropdenmn)nupasono[4,3-blnupunun-1-wn]-1-(3-
dbTopa3zeTUanH-1-1J1)3TAHOH.

Yka3aHHOE B 3arojIOBKe COSAMHEHHE MOTyYali CIIOCOOOM, aHAJIOTHYHBIM OIMUCAHHOMY B
npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom- 1 H-nupazono[4,3-b|mupunun-1-um)-1-(3-
¢dropazernann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenrHEeHHe 12) BMECTO MPOMEKYTOYHOTrO
coequHenust 10 u 3,4-nudroppeHnnOOpOHOBONM KUCIOTHI BMECTO 4-PpTOp-3-MeTHIOOPOHOBOM
kucyotel. MC (MOP): macca, paccuurannas nis Ci7H;3FsN4O, - 346,1; nmonmyuenHoe m/z, - 347,1
[M+H]*. '"H SIMP (300 MI'y, DMSO-dg) & 8,93-8,87 (m, 1H), 8,46-8.41 (m, 1H), 8,36 (c, 1H),
8,01-7,90 (m, 1H), 7,75-7,57 (m, 2H), 5,58-5,36 (m, 1H), 5,39-5,33 (m, 1H), 5,32 (n, J=17,1 I'Ly,
1H), 4,64-4,46 (m, 1H), 4,38-4,17 (m, 2H), 4,05-3,90 (M, 1H).

[Ipumep 66: 2-[6-(3.5-nudropdennn)nupasono[4,3-bloupunun-1-wmn]-1-(3-
dbTOopa3eTUarH- 1 -1J1)3TAHOH.

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyHad CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom- 1 H-nupazono[4,3-b|mupunun-1-um)-1-(3-
¢dropazernann-1-min)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 12) BMECTO MPOMEKYTOYHOTO
coequnenusi 10 u 3,5-nudroppeHnnOOpOHOBONM KUCIOTHI BMECTO 4-PTOp-3-MeTHIOOPOHOBOMH
kucyorel. MC (MOP): macca, paccuurannas mis Ci17H3F3N4O, - 346,1; nmonyuenHoe m/z, - 347,1
[M+H]*. 'H SIMP (300 MI't;, DMSO-dg) & 9,00-8,90 (m, 1H), 8,56-8,47 (m, 1H), 8,42-8,33 (M,
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1H), 7,72-7,57 (m, 2H), 7,42-7,28 (m, 1H), 5,63-5,28 (M, 1H), 5,39-5,33 (M, 1H), 5,30 (&, J=17.5
I'n, 1H), 4,66-4,45 (m, 1H), 4,40-4,13 (M, 2H), 4,08-3,85 (M, 1H).
IIpumep 67: 2-[6-(3-x50p-2-bTopdhennn)nupazonol4.3-bluupunun-1-unl-1-(3-

dropazernauu-1-mi)3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE MoJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMepe 7, ¢  ucnojbp3oBaHueM  2-(6-Opom- 1 H-nupazono[4,3-b|mupunus-1-mm)-1-(3-
dropazernann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHe 12) BMECTO MPOMEKYTOYHOTO
coenuuenus 10 u 3-xj0p-2-GpTopdheHnI00pOHOBON KUCIOTHI BMECTO 4-PTOp-3-MeTHIOOPOHOBOH
kuciotel. MC (MOP): macca, paccunrannas nist Ci7H 3CIF;N4O, - 362,1; nmony4yenHoe m/z, -
363,1 [M+H]*. '"H SIMP (300 MI't, DMSO-dg) & 8,74-8,69 (m, 1H), 8,40 (c, 1H), 8,37-8,31 (M,
1H), 7,75-7,67 (m, 1H), 7,67-7,59 (m, 1H), 7,45-7,37 (m, 1H), 5,59-5,36 (m, 1H), 5,39-5,33 (m,
1H), 5,33 (n, J=17,1 'y, 1H), 4,66-4,45 (m, 1H), 4,42-4,16 (m, 2H), 4,06-3,88 (m, 1H).

IIpumep 68: 2-[6-(3-xn0p-4-dropdenun)aupasonol4.3-b|nupumnn-1-nn]-1-(3-

dropazernanu-1-mi1)3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJTyYald CIOCOOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npumepe 7, ¢  ucnojbp3oBaHueM  2-(6-Opom- 1H-nupazono[4,3-b|mupunun-1-m)-1-(3-
dropazerunaun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEeHHe 12) BMECTO MPOMEKYTOYHOTO
coenuuenus 10 u 3-x0p-4-pTopdeHn00poHOBOH KUCIOTHI BMECTO 4-PTOp-3-MeTHIOOPOHOBOH
kucnotel. MC (MUOP): macca, paccunrannas nist Ci7Hi3CIFaN4O, - 362,1; nmonydenHoe m/z, -
363,1 [M+H]*. '"H SIMP (300 MI', DMSO-dg) & 8,90 (n, J=1,9 T, 1H), 8,48-8,41 (M, 1H),
8,39-8,32 (m, 1H), 8,07 (ax, J=7.1, 2,3 I'u, 1H), 7,90-7,80 (m, 1H), 7,61 (T, J=9,0 I'u, 1H), 5,60-
5,33 (m, 1H), 5,39-5,33 (m, 1H), 5,30 (m, J=17,3 ', 1H), 4,64-4,44 (m, 1H), 4,39-4,15 (m, 2H),
4,07-3,86 (M, 1H).

IIpumep 69: 1-(3-xopazerunuH- 1-mn)-2-[6-[3-(nudropmerni)-4-

dropdhennn]nupasono[4.3-blnupunuu-1-un]3TaHoH.
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Yka3aHHOe B 3arojIOBKe COEAMHEHHE MOJIyqald CIIOCOOOM, aHAJIOMMYHBIM OMMUCAHHOMY B
npuMepe 1, ¢ HCMOJNIb30BAHUEM 3-XJIOpa3eTHIUHA BMECTO 3-(TpudTopMeTui)aseTuanH-3-oa.
MC (UDP): macca, paccuutanHas miasi CigHy4CIFsN4O, - 394,1; nonydenHoe m/z, - 395,1
[M+H]*. '"H SIMP (400 MI'y, CDCl3) & 8,82 (1, J=1,9 'y, 1H), 8,31 (x, J=1,0 I'y, 1H), 7,93 (ax,
J=1,9, 1,0 I'u, 1H), 7,93-7,84 (m, 1H), 7,82-7,67 (m, 1H), 7,35-7,27 (m, 1H), 6,98 (T, J=54,8 'Ly,
1H), 5,34-4,90 (m, 2H), 4,72-4,41 (m, 3H), 4,26-4,14 (m, 2H).

IIpumep 70: 2-[6-[3-(mudTopmern)-4-bropbennn]-3-bropnrpaszono[4.3-bloupuamH-1-

wuinl-1-(3-dropazerunus-1-mi)3TaHoH.

Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 6, cmocod A, ¢ wucnonb3oBaHueM  6-[3-(nudpropmernn)-4-propdenun]-3-
¢droprupaszono[4,3-b]mupuanHa (mpoMexxyTouHOe coequHeHue 21) BMECTO MPOMEXKYTOYHOIO
coenuHenus 16 u 2-xyop-1-(3-propasernaus- 1-mn)sTan-1-oHa (IpoMexxyTouHOE coequHeHue 1)
BMecTO 2-xJiop-N, N-numerunaneramuna. MC (MDP): macca, paccuntannas ans CigHi3FsN4O, -
396,1; nonyuennoe m/z, - 397,1 [M+H]". 'H ssMP (300 MI'u, DMSO-d¢) 6 8,93 (n, J=1,8 I'Ly,
1H), 8,52-8,42 (v, 1H), 8,14-8,01 (m, 2H), 7,66-7,54 (m, 1H), 7,31 (1, J=54,1 'y, 1H), 5,62-5.31
(M, 1H), 5,27 (z, J=17,1 T, 1H), 5,20 (n, J=17,2 T, 1H), 4,66-4,49 (m, 1H), 4,43-4,15 (m, 2H),
4,07-3,87 (m, 1H).

pumep 71: 2-[6-[3-(mudropmernn)-4-dropdenun]3-merrnnupazono[4,3-blnupunun-1-

winl-1-(3-dropaszerunns-1-mi)3TaHoH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEeHIE noJjry4aau CHOCO6OM, AHAJIOTUYHBIM OIMMCAHHOMY B
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npumepe 13, ¢ wucnonp3oBaHueM  2-(6-(3-(mudropmerun)-4-propdenrn)-3-merun- 1H-
nupazono[4,3-bmupunun-1-1m)yKCyCHONM KHUCIOTHI (ITPOMEXKYTOUHOE COENUHEHHE 32) BMECTO
IPOMEKYTOYHOIO coeanHeHus 27 u 3-¢pTopaseruanHa BMeCcTO 3-(TpuTOPMETHI)a3eTUANH-3-
ona. MC (UDP): macca, paccumnrannast aisi CioH sF4N4O, - 392,1; nonyuenHoe m/z, - 393,1
[M+H]*. 'H SIMP (400 MI', CDCl3) & 8,75 (n, J=1,9 ', 1H), 7,93-7,79 (m, 2H), 7,78-7,69 (m,
1H), 7,36-7,21 (m, 1H), 6,97 (1, J=54,8 'y, 1H), 5,47-5,13 (M, 1H), 5,02 (c, 2H), 4,44-4,25 (m,
2H), 4,25-4,07 (m, 2H), 2,69 (c, 3H).

Hpumep 72: 2-[6-[3-(1.1-audTopaTin)-4-¢propdenwn oupazono[4.3-blnupuamns-1-wn]-1-

(3-bropazerunun- 1-1ia)3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE noJry4yajau CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom-1H-nupazono[4,3-bmupunus-1-um)-1-(3-
¢dropazernaun-1-min)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 12) BMECTO MPOMEKYTOYHOTO
COEIMHEHUSI 10 u 2-(3-(1,1-mudpropatun)-4-propdpenmn)-4,4,5,5-rerpamermn-1,3,2-
nuokcaboponana BmecTo 4-rop-3-merundenmndooponosoii kuciaorel. MC (MDP): macca,
paccuntannas misi CioHjgF4N4O, - 392.1; monydyennoe m/z, - 393,1 [M+H]". 'H aMmp (300
MTI'u, DMSO-d¢) & 8,89 (n, J=1,9 I'y, 1H), 8,46-8,39 (m, 1H), 8,39-8,34 (M, 1H), 8,08-7,96 (m,
1H), 7,97-7,89 (m, 1H), 7,56 (nn, J=11,0, 8,6 ', 1H), 5,62-5,33 (M, 2H), 5,31 (n, J=16,8 I'w,
1H), 4,64-4,45 (m, 1H), 4,39-4,15 (m, 2H), 4,07-3,87 (M, 1H), 2,10 (1, J=19,1 'y, 3H).

Ipumep 73: 2-[6-[3-(1.1-nudropsTin)-4-dropdenmil-3-bropmupasono[4.3-blnupunus-

1-una]-1-(3-dropaseTnaus- 1 -1a)3TaHOH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHalld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 7, ¢ wucnonb3oBaHueM 2-(6-Opom-3-¢rop-1H-nmupasono[4,3-bnupuann-1-wmn)-1-(3-
¢dropazernann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 15) BMECTO MPOMEKYyTOYHOTO
COEIMHEHMSI 10 u 2-(3-(1,1-mudpropatun)-4-propdenmn)-4.4,5,5-rerpamernn-1,3,2-
nuokcaboponana BmecTo 4-rop-3-merundenmnooponosoii kuciaorel. MC (MDP): macca,
paccumtannas musi CioHisFsN4O, - 410,1; mony4yennoe m/z, - 411,1 [M+H]". 'H aMmp (300
MTI'u, DMSO-de) & 8,93 (m, J=1,8 I'y, 1H), 8,51-8,42 (m, 1H), 8,08-7,98 (M, 1H), 7,98-7,91 (m,
1H), 7,58 (an, J=11,0, 8,6 I'u, 1H), 5,61-5,31 (m, 1H), 5,27 (n, J=17,2 T'u, 1H), 5,20 (g, J=17,2
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I'n, 1H), 4,67-4,47 (m, 1H), 4,42-4,15 (M, 2H), 4,07-3,88 (m, 1H), 2,10 (T, J=19,1 I'u, 3H).
Ipumep 74: 2-[6-[4-xn0p-3-(1.1-nudropstin)denna|nupasonol[4.3-bloupunun-1-mnl-1-

(3-bropazerunvs-1-1i)3TaHOH.

VYka3aHHOe B 3arojIOBKe COSAMHEHHE MOJTyYali CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npumepe,’, c HCIIOJIb30BaHNEM 2-(6-6pom-1H-nupazono[4,3-b Jnupuaun-1-wmn)-1-(3-
dropazeruaunn-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEeHHe 12) BMECTO MPOMEKYTOYHOTO
coequnenus: 10 u 2-(4-xmop-3-(1,1-nudropatuin))-4.4,5,5-rerpamerin-1,3,2-nuokcabopoiaHa
BMecTO 4-¢rop-3-metmindenmndoporosoii kucnorel. MC (MDP): macca, paccuutaHHasi st
C19H6CIF3N4O, - 408,1; nonyuennoe m/z, - 409,1 [M+H]". 'H amp (300 MI'u, DMSO-d¢) &
8,91 (n, J=1,9 'y, 1H), 8,49-8,41 (m, 1H), 8,38 (¢, 1H), 8,04-7,98 (m, 1H), 7,99-7,90 (m, 1H),
7,77 (n, J=8,3 'y, 1H), 5,61-5,35 (m, 2H), 5,32 (n, J=17,0 T'y, 1H), 4,66-4,46 (m, 1H), 4,40-4,14
(m, 2H), 4,07-3,88 (M, 1H), 2,13 (T, J=19,0 I'y, 3H).

Ipumep 75: 2-[6-[4-xm0p-3-(1.1-mudropstrn)denunn]-3-dropnupasono[4,.3-bnupuans-

1-un]-1-(3-dbropaseTnaus- 1 -1a)3TaHoH.

VYka3aHHOe B 3arojiOBKe COSAMHEHHE MOJIy4alu CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npumepe 7, ¢ wucnosb3oBaHueM 2-(6-Opom-3-¢rop-1H-nmupasono[4,3-bnupuaun-1-wmn)-1-(3-
dropazeruaun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHe 15) BMECTO MPOMEKYyTOYHOTO
COEIMHEHMSI 10 u 2-(4-xn0p-3-(1,1-nudpropatun)dpennn)-4.4,5,5-rerpamernn-1,3,2-
nuokcaboponana BmecTo 4-drop-3-merundenundooponoroii kuciaorel. MC (MDP): wmacca,
paccuntannas ans CioH sCIF4N4O, - 426,1; nonyuennoe m/z, - 427,1 [M+H]". 'H smP (300
MTI', DMSO-de) & 8,95 (m, J=1,8 T', 1H), 8,54-8,44 (m, 1H), 8,05-7,92 (m, 2H), 7,79 (n, J=8.3
I'u, 1H), 5,62-5,32 (m, 1H), 5,27 (n, J=17,0 T, 1H), 5,21 (n, J=17,0 I'u, 1H), 4,68-4,47 (m, 1H),
4,43-4,14 (m, 2H), 4,06-3,87 (m, 1H), 2,13 (T, J=19,0 I'y, 3H).

Ipumep 76: 2-[6-[4-x50p-3-(audTopmernn)benmn]nupazono[4,3-b]onupunun-1-mn]-1-

(3-dbropazeruavs-1-1i)3TaHOH.
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VYka3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOJydaid CocoOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom-1H-nupazono[4,3-bmupunun-1-mn)-1-(3-
dropazeruaun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEeHHe 12) BMECTO MPOMEKYTOYHOTrO
COETMHEHMSI 10 u 2-(4-xnop-3-(mupropmerwn)pennn)-4,4,5,5-rerpamerni-1,3,2-
nuokcaboponana BMecTo  4-drop-3-mermnboponoBoit  kucimorel.  MC  (MDP):  wmacca,
paccuntannas ans CgH4CIFsN4O, - 394,1; nonyuennoe m/z, - 395,2 [M+H]". 'H amp (500
MTI', DMSO-dg) 6 8,91 (m, J=2,0 T', 1H), 8,48 (mn, J=2,0, 1,0 'y, 1H), 8,38 (1, J=1,0 T', 1H),
8,10 (m, J=2,3 I'u, 1H), 8,06-8,01 (m, 1H), 7,82-7,77 (m, 1H), 7,31 (1, J=54,1 ', 1H), 5,56-5,37
(m, 1H), 5,39-5,35 (m, 1H), 5,33 (n, J=17,2 T'u, 1H), 4,60-4,47 (m, 1H), 4,36-4,19 (m, 2H), 4,03-
3,91 (m, 1H).

IIpumep 77: 2-[6-(4-x50p-3-MeTundennn)mupaszonol4.3-bloupunnn-1-mil-1-(3-

dropazernany-1-mi1)3TaHOH.

L_(D
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Vka3zaHHOE B 3ar0JIOBKE COCAMHCHUEC T10J1yYalin CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

¢ wucnonb3oBaHueM  2-(6-6pom-1H-nupasono[4,3-b]nupuaun-1-mn)-1-(3-

2

npumepe 17
dropazerunauH-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTrO

COEIIUHEHHSI 42 (4-xnop-3-meTundheHnn)00pOHOBOM KHUCJIOTBI BMECTO 2,4-

mudropdhennndopoHoBoi KHCJIOTBI u [1,1"-
ouc(nudenmnpochuno)depporueH | nuxnopnammaausi(Il) B koMruiekce ¢ TUXJIIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH|nuxaopnamianus(ll). PeakinoHHyI0 CcMeCh HarpeBalid
o 90 °C. MC (UDP): macca, paccuntanHast aiusi CisHisCIFN4O, - 358,1; mony4yenHoe m/z, -
359,1 [M+H]*. 'H SIMP (500 MI'y, DMSO-dg) & 8,88 (1, J=1,9 Ty, 1H), 8,40-8,38 (v, 1H),
8,36-8,34 (v, 1H), 7,85-7,82 (m, 1H), 7,68-7,65 (m, 1H), 7,60-7,57 (m, 1H), 5,55-5,27 (m, 3H),
4,61-4,49 (v, 1H), 4,37-4,19 (m, 2H), 4,03-3,91 (m, 1H), 2,45 (c, 3H).

Ipumep 78: 1-(3-dbropazerunus-1-nn)-2-[6-(4-dbrop-2-merokcuderun)nupaszool4.3-

bloupuang-1-milsTaton.
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Vka3aHHOE B 3ar0JIOBKE COEUHEHHUE MOJIyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢  wucnone3oBaHueM  2-(6-Opom- |H-nupazono[4,3-b mupunun-1-um)-1-(3-
dropazerunun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE CoenuHeHue 12) BMECTO MPOMEKYTOYHOTO
coenuaeHust 42  wu  (4-¢prop-2-merokcupeHna)00OPOHOBOH  KHCIOTBI  BMeCTO  2.4-
mudropdenundoponosoii kucnorel. MC (UDP): macca, paccumtannas minsi CigHigFaN4Oo, -
358,1; nonyuennoe m/z, - 359,1 [M+H]". 'H ssMP (500 MI'u, DMSO-dg) 6 8,60 (m, J=1,8 I'L,
1H), 8,31 (m, J=1,0 I'u, 1H), 8,11-8,09 (M, 1H), 7,43 (an, J=8,4, 6,9 I'n, 1H), 7,11 (an, J=11,5,
2,5 T'u, 1H), 6,95 (tn, J=8,4, 2,5 'y, 1H), 5,53-5,35 (m, 1H), 5,34-5,23 (M, 2H), 4,58-4,47 (wm,
1H), 4,35-4,17 (M, 2H), 4,01-3,90 (M, 1H), 3,81 (c, 3H).
Hpumep 79: 2-[6-[3-(nudTopmerokcn)-4-bropdenunoupazono[4,3-bnupuans-1-mn]-1-

(3-dbropazerunus-1-1i)3TaHOH.

Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE MOJIy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe S5, cmocod A, ¢ wucnonb3oBaHueM O-(3-(mudpTopmerokcu)-4-propdenmn)- 1H-
nupasono[4,3-blnupunuHa (IpoMeEXyTOYHOE coeduHeHue 17) BMECTO MNPOMEKYTOYHOTO
coequnenus 16. MC (UDP): macca, paccuutannast st C1sH4FaN4Oo, - 394, 1; nonyueHHOe m/z,
- 395,1 [M+H]". 'H SIMP (500 MI', DMSO-d¢) & 8,88 (z, J=1,9 T'ui, 1H), 8,44-8,39 (m, 1H),
8,36 (n, J=1,1T'u, 1H), 7,83 (an, J=7,5, 2,3 I'u, 1H), 7,78-7,71 (m, 1H), 7,60 (an, J=10,5, 8,6 I',
1H), 7,38 (1, J=73,2 I'u, 1H), 5,54-5,38 (m, 1H), 5,33 (1, J=17,4 I'u, 1H), 5,30 (n, J=17,1 I'y,
1H), 4,59-4,50 (m, 1H), 4,35-4,19 (m, 2H), 4,03-3,91 (m, 1H).

Hpumep 80: 2-[6-[3-(audropmerokcn)-4-propdennn]-3-dropnupaszonol4.3-b]nupuann-

1-un]-1-(3-dbropaseTnaus- 1 -1 )3TaHoH.
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VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHalld CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 7, ¢ wucnonb3oBaHueM 2-(6-O6pom-3-¢rop-1H-nupazono[4,3-bnupuann-1-wmn)-1-(3-
¢dropazernann-1-mn)3Tan-1-oHa (MIPOMEKYTOUHOE COenMHEeHHe 15) BMECTO MPOMEKYyTOYHOTrO
COEMHEHUS 10 u 2-(3-(nudpropmerokcu)-4-¢propdpenun)-4,4,5,5-rerpamerun-1,3,2-
nuokcaboponana BMmecTo 4-¢pTop-3-metundenundooponooii kucnorsl. MC (MOP): wmacca,
paccuntanHast 1yt CigHi3FsN4O,, - 412,1; monyuennoe m/z, - 413,1 [M+H]". 'H aMmp (300
MTI'u, DMSO-d¢) & 8,93 (n, J=1,8 I'y, 1H), 8,51-8,36 (m, 1H), 7,90-7,81 (M, 1H), 7,81-7,71 (m,
1H), 7,68-7,58 (m, 1H), 7,38 (1, J=73,2 'y, 1H), 5,62-5,30 (m, 1H), 5,26 (n, J=17,3 T'u, 1H), 5,19
(m, J=17,7Tu, 1H), 4,68-4,46 (M, 1H), 4,44-4,15 (m, 2H), 4,07-3,86 (M, 1H).

Ipumep 81: 2-[6-[4-xn0p-3-(nudTopmerokcu)benmn]-3-bropnupasono[4.3-bnupuarH-

1-un]-1-(3-dbropaszeTnaus- 1 -1ia)3TaHoH.

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE ONTyHalld CITIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 7, ¢ wucnonb3oBaHueM 2-(6-O6pom-3-¢rop-1H-nupazono[4,3-b|nupuann-1-wmn)-1-(3-
¢dropazeruann-1-min)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 15) BMECTO MpPOMEKYyTOYHOTrO
COEIMHEHUSI 10 u 2-(4-xn0p-3-(mudropmerokcu)pennn)-4,4,5,5-rerpamerun-1,3,2-
auokcaboponaHa BmecTto 4-¢rop-3-merundenundooponosoii kuciaotel. MC (UOP): wmacca,
paccuutannas ans CigHi3CIFsN4O,, - 428,1; nonydyenHoe m/z, - 429,1 [M+H]". 'H sMP (500
MTI'u, DMSO-de) 6 8,95 (n, J=1,9 T'u, 1H), 8,51-8,44 (m, 1H), 7,83 (n, J=2,1 T'u, 1H), 7,80 (x,
J=83 Ty, 1H), 7,74 (nn, J=8,4, 2,1 I'u, 1H), 7,44 (1, J=73,2 T'u, 1H), 5,56-5,35 (m, 1H), 5,25 (x,
J=17,2 Tu, 1H), 5,20 (m, J=17,0 T'u, 1H), 4,64-4,52 (m, 1H), 4,39-4,19 (m, 2H), 4,04-3,91 (M,
1H).

Ipumep 82: 2-[6-(2.4-nudtop-3-merundenmn)nupaszono[4,3-blouprmun-1-mn]-1-(3-

dropazernans-1-mwi1)3TaHOH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJjry4ajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom-1H-nmpazono[4,3-b|mupunun-1-um)-1-(3-

2

¢dropazeruann-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeArHEeHHE 12) BMECTO MPOMEKYTOYHOTO

coenquHenust 10 u 2-(2,4-nmudrop-3-merundenmn)-4,4,5,5-rerpamerui- 1,3,2- nuokcabopoiaHa
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BMecTO 4-¢prop-3-merundoponosoii  kucnmorel.  MC (MOP): macca, paccuuTaHHas IS
CgHsFsN,4O, - 360,1; monyuennoe m/z, - 361,1 [M+H]". 'H amp (300 MI'u, DMSO-d¢) 6
8,72-8,60 (v, 1H), 8,42-8,32 (m, 1H), 8,30-8,21 (m, 1H), 7,61-7,45 (m, 1H), 7,32-7,19 (m, 1H),
5,63-5,29 (m, 1H), 5,41-5,33 (m, 1H), 5,29 (n, J=17,7 T'n, 1H), 4,65-4,44 (m, 1H), 4,42-4,13 (m,
2H), 4,07-3,83 (m, 1H), 2,26 (¢, 3H).

Ipumep 83:  2-[6-(3.4-mudrop-5-merundennn)mupaszono[4,3-bloupunns-1-mn]-1-(3-

dbropaseTuanl-1-1i1)3TaHOH.

VYka3zaHHOE B 3aroJIOBKe COSIUMHEHIE noJryvyaiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom-1H-nupazono[4,3-bmupunun-1-mm)-1-(3-
dropazerunun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 12) BMECTO MPOMEKYTOYHOTO
coenqunenust 10 u 2-(3.4-mudrop-S-merundenmn)-4,4,5,5-rerpamernn- 1,3,2- nuokcaboponiaHa
BMecTO 4-¢prop-3-merundoponosoii  kucnorel. MC (MOP): macca, paccuuTaHHas IS
Ci1sH1sE3sNLO, - 360,1; monydennoe m/z, - 361,1 [M+H]*. "H SIMP (500 MI'y, DMSO-dg) & 8,88
(m, J=2,0 T'y, 1H), 8,43-8,38 (m, 1H), 8,37-8,33 (M, 1H), 7,79-7,71 (m, 1H), 7,64-7,58 (m, 1H),
5,54-5,37 (m, 1H), 5,34 (n, J=17,0 T'y, 1H), 5,29 (n, J=17,0 'y, 1H), 4,60-4,48 (M, 1H), 4,36-
4,19 (m, 2H), 4,04-3,92 (m, 1H), 2,43-2,38 (M, 3H).

IIpumep 84: 1-(3-¢propazernnun-1-nm)-2-[6-(3.4.5-rpudropdenun)nupazonol4.3-

b]nupuanH-1-uia]3TaHoH.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE noJryvyajiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMepe 7, ¢  ucnojb3oBaHueM  2-(6-Opom-1H-nupazono[4,3-bmupunun-1-mm)-1-(3-
¢dropazeruaunn-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COeNMHEHHE 12) BMECTO MPOMEKYTOYHOTO
coenunenus 10 u 3,4,5-tpudTopheHNIO0POHOBOI KUCIOTHI BMECTO 4-(PTOp-3-MeTHIOOPOHOBOM
kuciorsel. MC (MDP): macca, paccuntannas aist Ci7H 12F4N4O, - 364,1; nonydenHoe m/z, - 365,1
[M+H]*. "H SIMP (500 MI't, DMSO-dg) & 8,93 (z, J=2,0 I'ni, 1H), 8,51-8,46 (v, 1H), 8,41-8,35
(M, 1H), 7,92-7,84 (m, 2H), 5,54-5,37 (m, 1H), 5,34 (a, J=17,1 ', 1H), 5,29 (n, J=17,1 T'u, 1H),
4,60-4,49 (M, 1H), 4,35-4,19 (m, 2H), 4,04-3,91 (m, 1H).

IIpumep 85: 1-(3-dbropazetunud-1-mn)-2-[6-[2-(tpudTopmernn)-4-

mupuani Jnupasonol4.3-bloupuany- 1-munl3TadoH.
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VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYasid COCOOOM, aHAJIOTUYHBIM OIMTUCAHHOMY B
npumepe 7, ¢  ucnojp3oBaHueM  2-(6-Opom-1H-nupazono[4,3-b|mupunun-1-um)-1-(3-
dropazerunun-1-mn)3Tan-1-oHa (MPOMEKYTOUHOE COenMHEHHe 12) BMECTO MPOMEKYTOYHOTO
COEUHEHHUS 10 5 4-(4,4,5,5-rerpamerun-1,3,2-nuokcabopoan-2-mi)-2-
(Tpudropmermn)upunuHa BMeCTO 4-¢Top-3-MeTmndennnooponosoii kuciaotel. MC (MDP):
macca, paccuutanHas misi C7H3F4NsO, - 379,1; nonyuennoe m/z, - 380,1 [M+H]". 'H amPp
(500 MI't, DMSO-dg) 6 9,08 (m, J=2,0 I'i, 1H), 8,92 (m, J=5,1 ', 1H), 8,73-8,68 (m, 1H), 8,45-
8,41 (m, 1H), 8,38-8,33 (m, 1H), 8,22 (unm, J=5,2, 1,7 T'u, 1H), 5,55-5,38 (m, 1H), 5,40-5,36 (m,
1H), 5,35 (n, J=17,2 T'y, 1H), 4,61-4,49 (m, 1H), 4,37-4,20 (m, 2H), 4,03-3,92 (m, 1H).

Ipumep 86: 1-(3-merunazerunud-1-mwn)-2-[6-[3-(rpudropmernn)desun]nupaszonol4,3-

blnupunus-1-unlsrasosa tpudTopanerar.

VYka3zaHHOE B 3arojIOBKE COENMHEHHE MOJTy4Yain CocoO0M, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 16, ¢ UCTIONb30BaHHEM 3-MEeTHJIa3eTUINHA BMeCTO 3-(TOopa3eTHanHa THAPOXJIOpHIa U
DCM Bmecto DMF. MC (UOQP): macca, paccuntanHas mjst CioH17F3N4O, - 374,1; nony4deHHoe
m/z, - 3752 [M+H]*. 'H SIMP (400 MI', DMSO-ds) & 8,95 (n, J=1,9 'y, 1H), 8,52-8,50 (M,
1H), 8,38-8,36 (M, 1H), 8,17-8,13 (m, 2H), 7,86-7,77 (m, 2H), 5,28 (¢, 2H), 4,30 (T, J=8,4 'y,
1H), 4,04-3,98 (m, 1H), 3,78-3,73 (M, 1H), 3,49-3,44 (m, 1H), 2,79-2,69 (M, 1H), 1,21 (n, J=6,9
I'y, 3H).

IIpumep 87: (paLieMuueckuii) 1-(2-meTtunazerunus- 1-un)-2-[6-[3-

(tpudropmernn)penwn|nupasonol4.3-boupunun-1-unl3rasoH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEeHIE noJjryvaiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumMepe 15, ¢ ucrnonb3oBaHUEM 2-MeTUIA3e€TUANHA THAPOXJIOPUAA BMECTO 1-MeTunaseTuaus-3-
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amuHa 1 DCM Bmecto DMF. MC (U3QP): macca, paccuuranHas misi CioHi17F3N4O, - 374,1;
noay4eHHoe m/z, - 3752 [M+H]". 'H smP (500 MI'u, DMSO-dg) 6 8,95-8,92 (m, 1H), 8,53-
8,49 (M, 1H), 8,38-8,35 (m, 1H), 8,17-8,12 (m, 2H), 7,85-7,76 (m, 2H), 5,38-5,16 (M, 2H), 4,79-
3,77 (m, 3H), 2,48-2,34 (m, 1H), 1,92-1,81 (m, 1H), 1,58-1,31 (m, 3H).

IIpumep 88: 2-[6-[3-(audropmerin)-4-dbropdenun]oupazonol[4.3-blnupuann-1-mn]-1-

(3-MeTmnazeTuauH- 1-11)3TaHOH.

VYKa3zaHHOE B 3arojIOBKE COENUHEHHE MOJTyYalld ClIOCOOOM, aHAJIOTHYHBIM ONTUCAHHOMY B
npumepe S, cmocod A, ¢ ucHoibp3oBaHUEM 2-xJ0p-1-(3-meTmnazeruanH- 1-mn)3taH- 1-oHa
(mpomexxyTouHOE coennHeHue 6) BMecTo 2-xyop- 1-(3-propasernaun- 1-un)aranona. MC (UDP):
macca, paccumtannas misi CioH7F3N4O, - 374,1; nonyuennoe m/z, - 375,1 [M+H]". 'H smP
(500 MI'y, DMSO-d) 6 8,88 (1, J=2,0 I';, 1H), 8,43 (nm, J=2,0, 1,0 'y, 1H), 8,35 (m, J=0,9 I'y,
1H), 8,08-8,03 (m, 2H), 7,62-7,54 (M, 1H), 7,30 (1, J=54,1 I'u, 1H), 5,26 (c, 2H), 4,32-4,26 (M,
1H), 4,04-3,99 (m, 1H), 3,78-3,73 (M, 1H), 3,49-3,43 (M, 1H), 2,78-2,68 (M, 1H), 1,21 (7, J=6,9
I'n, 3H).

Ipumep 89: 2-[6-[3-(audropmerin)-4-propdennn]-3-dropnupazono[4,3-bJoupunun-1-

wil-1-(3-MmeTmnazeTuaud- 1 -uii)3TaHoH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyHaJld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMmepe 6, cmocod A, ¢ ucnoms3oBanuem 6-(3-(mudropmeri)-4-dpropdenn)-3-prop-1H-
nupasono[4,3-blmupuauHa  (MpomMexyToYHOe coeauHeHHe 21) BMECTO MPOMEXKYTOYHOTO
coennaenust 10 u 2-xyop-1-(3-meTunazeruans- 1-mn)3tas- 1-oHa (IPOMEKYTOUHOE COCTUHEHNE
6) Bmecto 4-drop-3-mermnpenundoopornosoii kuciaotel. MC (UDP): macca, paccuntaHHast 1ist
C1oH 6F4N4O, - 392, 1; monyuenHoe m/z, - 393,1 [M+H]*. 'H IMP (300 MI'y, DMSO-dg) & 8,93
(n, J=1,8 I'u, 1H), 8,52-8,44 (M, 1H), 8,13-8,00 (M, 2H), 7,65-7,55 (M, 1H), 7,31 (T, J=54,1 I'Ly,
1H), 5,16 (c, 2H), 4,37-4,28 (m, 1H), 4,06-3,96 (m, 1H), 3,83-3,74 (m, 1H), 3,51-3,41 (m, 1H),
2,82-2,67 (m, 1H), 1,21 (7, J=6,9 'y, 3H).

Ipumep 90: (panemuyeckuii) 2-[6-[3-(nudropmernn)-4-propdennn|nupasonol4,3-

blnupunus-1-unl-1-(2-merTunazeTuaud- 1-11)3TaHoH.
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RiG

YKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yalid COCOOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npuMepe 1, ¢ UCMONIb30BaHUEM 2-METHJIA3eTUINHA BMECTO 3-(Tpu(TOpPMETHI)a3eTUINH-3-01a.
MC (MDP): macca, paccuntannas ais CoH7F3N4O, - 374,1; nonyuennoe m/z, - 375,1 [M+H]".
'H SIMP (400 MI'u, CDCl3) & 8,82-8,76 (M, 1H), 8,33-8,26 (v, 1H), 7,98 (n, J=13,5 I'y, 1H),
7,89-7,84 (m, 1H), 7,79-7,72 (m, 1H), 7,32-7,25 (m, 1H), 6,98 (1, J=54,8 T'u, 1H), 5,16-4,88 (™,
2H), 4,71-4,48 (m, 1H), 4,18-3,88 (m, 2H), 2,62-2,38 (m, 1H), 1,98-1,84 (m, 1H), 1,64 (n, J=6,3
I'n, 1H), 1,45 (x, J=6,3 T'u, 2H).

Ipumep 91: 2-[6-[3-(nudTopmerokcu)-4-bropdenun|nupasono[4.3-blnupuaus-1-m]-1-

(3-MeTmnazeTuauH- 1 -1i)3TaHOH.

VYKka3zaHHOE B 3arojIOBKE COEIMHEHHUE MOJTydald CIOcOO0M, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 6, ciocod A, ¢ ucnonbzoBanueM 0-[3-(nudpropmerokcu)-4-propdenwmn|nupaszomno4,3-
b]nupunnHa (mpoMexxyTouHOe coenuHeHue 17) BMECTO MPOMEKYTOYHOIrO CoenuHeHust 16 u 2-
xJj10p-1-(3-meTunazeruauH- 1-un)sTan- 1-oHa (mpoMexkyTouHOe coenHeHne 6) BMecTo 2-xJop-N,
N-numerunaneramuna. MC (UOP): wmacca, paccuumranHass mist CioHj7FsN4Oo, - 390,1.
nonaydyeHHoe m/z, - 391,1 [M+H]". 'H sMP (500 MTI'y, DMSO-dg) & 8,88 (1, J=1,9 T'u, 1H),
8,42-8,39 (m, 1H), 8,35 (m, J=0,9 T'u, 1H), 7,83 (an, J=7,6, 2,3 I'u, 1H), 7,78-7,73 (m, 1H), 7,60
(nn, J=10,5, 8,6 I'u, 1H), 7,38 (1, J=73,2 'y, 1H), 5,25 (¢, 2H), 4,33-4,26 (M, 1H), 4,05-3,97 (m,
1H), 3,79-3,73 (m, 1H), 3,49-3,44 (m, 1H), 2,78-2,68 (m, 1H), 1,21 (x, J=6,9 ', 3H).

pumep 92: 2-[6-[3-(nudropmerokcu)-4-propdenmn]3-dpropnupazono[4,3-blnupuaus-

1-ua]-1-(3-MeTunazeruaus- 1-mi)3TaHoH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4aau CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B
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npumepe S5, cmocod A, mnpumenss 6-(3-(mudpropmerokcu)-4-propdenn)-3-prop-1H-
nupasono[4,3-blmupuauHa  (MpoMeXyTOYHOE CcoeauHeHHe 23) BMECTO IPOMEXKYTOUYHOTO
coennHeHust 16 u 2-xyop-1-(3-merunazeruans- 1-mn)atas-1-oHa (IPOMEKYTOUHOE COETUHEHNE
6) BMmecTo mnpomexyroyHoro coeguHenus 1. MC (MDOP): wmacca, paccuutaHHas [Jis
C1oH 6F4N4Os, - 408,1; nonyuennoe m/z, - 409,2 [M+H]". 'H amp (300 MI'y, DMSO-dg) o
8,93 (m, J=1,8 I'y, 1H), 8,51-8,38 (m, 1H), 7,89-7,82 (m, 1H), 7,82-7,72 (m, 1H), 7,62 (un,
J=10,7, 8,4 I'u, 1H), 7,38 (T, J=73,2 I'y, 1H), 5,15 (c, 2H), 4,40-4,26 (m, 1H), 4,07-3,94 (m, 1H),
3,84-3,71 (m, 1H), 3,51-3,41 (m, 1H), 2,82-2,67 (m, 1H), 1,21 (g, J=6,9 ', 3H).

ITpumep 93: 2-[6-[4-xsop-3-(mudropmerokcu )benmnl3-dbropnupasono[4.3-blnupunus-

1-ua]-1-(3-MeTunazeTunus- 1 -ui)3TaHoH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJry4yaiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMmepe S5, cmocod A, ¢ ucnonb3oBaHueM 6-(4-xjop-3-(nudropmerokcu)denmn)- 1H-
nupasono[4,3-blmupuauHa  (MPOMEXKyTOYHOE COeAuHEeHHe 22) BMECTO IPOMEXKYTOUHOTO
coennHeHust 16 u 2-xyop-1-(3-merunazeruans- 1-mn)atas-1-oHa (IPOMEKYTOUHOE COETUHEHNE
6) BMecTo mnpoMmexyTtoyHoro coeguHenus 1. MC (MOP): wmacca, paccuutaHHas JIJisd
C19H6CIF3N40,, - 424,1; nonyuenHoe m/z, - 425,1 [M+H]". 'H aMmp (300 MI'u, DMSO-dg) &
8,95 (m, J=1,8 I'u, 1H), 8,52-8,44 (M, 1H), 7,86-7,78 (M, 2H), 7,75 (an, J=8,4, 2,0 I'u, 1H), 7,44
(T, J=73,2 T'n, 1H), 5,15 (¢, 2H), 4,38-4,27 (M, 1H), 4,06-3,94 (M, 1H), 3,84-3,74 (m, 1H), 3,51-
3,41 (m, 1H), 2,82-2,67 (m, 1H), 1,21 (7, J=6,9 'y, 3H).

ITpumep 94: 2-[6-[3-(mudropmern)-4-bropdenun]nupazono[4.3-blnupunun-1-unl-1-

(3-3TUHUNIA3ETUINH- | -1J1)3TAHOH.

)

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOy CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 2, ¢ UCIOJIb30BAHUEM 3-3THHUJIA3eTUANHA (TIPOMEKYTOUYHOE COSANMHEHHE 33) BMECTO
3-metmnenazerunuHa. MC (MOP): macca, paccunrannas aist CooHisF3N4O, - 384,1; monydeHnHoe
m/z, - 385,2 [M+H]*. '"H SIMP (400 MI'u, CDCl3) 6 8,81 (m, J=1,9 I', 1H), 8,30 (x, J=1,0 I'y,
1H), 7,93 (nm, J=1,9, 1,0 T'u, 1H), 7,90-7,84 (m, 1H), 7,78-7,71 (m, 1H), 7,32-7,27 (M, 1H), 6,98
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(t, J=54,9 T'y, 1H), 5,17-4,89 (m, 2H), 4,37-4,25 (m, 2H), 4,18-4,03 (m, 2H), 3,55-3,28 (M, 1H),
2,32 (n, J=2,4T'u, 1H).
Ipumep 95: 2-[6-[3-(mudropmernn)-4-bropdennn|nupazonol4.3-bloupunun-1-mnl-1-

(3-BUHMIA3ETUINH-1-WJI)3TAHOH.

Yka3aHHOe B 3arojioBKe COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npuMepe 2, ¢ UCTIONb30BAHUEM 3-3THHWJIA3ETHINHA BMECTO 3-MeTwieHasetuauHa. MC (MOP):
macca, paccuntanHas misi CogH7F3N4O, - 386,1; nonyuennoe m/z, - 387,1 [M+H]". 'H amPp
(400 MI'u, CDCls) 6 8,79 (m, J=1,9 T', 1H), 8,29 (n, J=1,0 T'u, 1H), 7,95 (an, J=1,9, 1,0 I'y,
1H), 7,90-7,82 (m, 1H), 7,77-7,69 (m, 1H), 7,33-7,21 (m, 1H), 6,98 (1, J=54,8 'y, 1H), 5,95 (ann,
J=17,0, 10,4, 7,7 T'u, 1H), 5,16-5,08 (M, 2H), 5,07 (c, 2H), 4,31-4,18 (m, 2H), 3,96-3,82 (M, 2H),
3,37-3,24 (m, 1H).

Ipumep 96: 2-[6-[3-(audropmernn)-4-propdenmn]nupasono[4,3-blnupunun-1-wi]-1-

[3-[(Z)-npon-1-eHna]aseruamH-1-ui|3TaHOH.

VYKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJTyYasld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 2, ¢ UCroyib3oBanueM (Z)-3-(mpor-1-en- 1-nin)azeruanHa (MpOMeKyTOYHOE COSTUHEHNE
34) Bmecto 3-metmnenazerununa. MC (UDP): macca, paccuurtannas ais Co HoFsN4O, - 400,2;
noay4yeHHoe m/z, - 401,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,80 (m, J=1,9 ', 1H), 8,29 (x,
J=1,0 I'u, 1H), 7,96 (an, J=1,9, 1,0 T'u, 1H), 7,89-7,84 (m, 1H), 7,79-7,68 (M, 1H), 7,33-7,27 (™,
1H), 6,98 (T, J=54,9 T'u, 1H), 5,65-5,49 (M, 2H), 5,06 (T, J=1,9 T'u, 2H), 4,35-4,23 (M, 2H), 3,90-
3,76 (m, 2H), 3,64-3,51 (M, 1H), 1,60-1,56 (M, 3H).

Ipumep 97: 2-[6-[3-(audropmernn)-4-propdbenmn]nupazono[4,3-blunupunun-1-w]-1-

[3-(bTopmerun)azeTuaud- 1-wi]3TaHoH.
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VYka3aHHOE B 3aroJIOBKEe COSAMHEHHE MOTyYalld CIIOCOOOM, aHAJIOTMYHBIM OIMMUCAHHOMY B
npumepe 1, ¢ ucnonp3oBaHueM 3-(HTOpPMETHIA3ETHIANHA BMECTO 3-(TpUTOpMETHI )a3eTHINH-3-
ona. MC (UDP): macca, paccumrannast aisi CioH gF4N4O, - 392,1; nonyuenHnoe m/z, - 393,1
[M+H]*. '"H SIMP (400 MI'ti, CDCl3) & 8,80 (1, J=1,9 I', 1H), 8,30 (z, J=1,0 I'ny, 1H), 7,95 (mx,
J=2,0, 1,0 I'u, 1H), 7,89-7,85 (m, 1H), 7,79-7,71 (m, 1H), 7,34-7,27 (m, 1H), 6,98 (T, J=54,9 I'Ly,
1H), 5,08 (n, J=4,0 'y, 2H), 4,51 (ax, J=46,9, 5,2 T'u, 2H), 4,25-4,10 (M, 2H), 4,04-3,89 (m, 2H),
3,06-2,88 (m, 1H).

IIpumep 98: 1-[3-(mudTopmermn)azeTuaun-1-mia]-2-[6-[3-(nudbropmerin)-4-

dropbenunlnupaszono[4.3-blnupunun- 1-unlsTaHoH.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE noJjry4ajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npuMepe I, c WCTIOIb30BAHUEM 3-(nudropmernn)azerunuHa BMECTO 3-
(Tpudropmermin)azerunun-3-oma. MC (MOP): macca, paccunrtannas mist Ci9H;sFsN4O, - 410,1;
noay4eHHoe m/z, - 411,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 'y, 1H), 8,30 (x,
J=0,9 T'y, 1H), 7,94 (ax, J=1,9, 1,0 T'u, 1H), 7,89-7,84 (M, 1H), 7,80-7,70 (M, 1H), 7,34-7,28 (M,
1H), 6,98 (T, J=54,9 T'u, 1H), 5,94 (T, J=55,9, 3,7 T'u, 1H), 5,22-4,98 (m, 2H), 4,25-3,97 (M,

4H), 3,15-2,93 (m, 1H).

Ipumep 99: 1-[3-(Tpudropmermn)azeruani- 1-mil-2-[6-[ 3-
(tpudropmerun)derun Jnupasonol[4,3-bmupuaun-1-uialyranoHa TpudTOPALIETAT.
M
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VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHad CIIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 16, ¢ wucrnonb3oBaHueM 3-(TpUPTOPMETHIT)A3ETUANHA TUAPOXJIOPUAA BMECTO 3-
dropazernauna runpoxsiopuna. MC (M3P): macca, paccunrannas misi CioHi4F¢N4O, - 428.1;
noiay4eHHoe m/z, - 429,2 [M+H]". 'H sMP (500 MTI'y, DMSO-dg) & 8,95 (m, J=1,9 I'u, 1H),
8,50-8,49 (m, 1H), 8,40-8,38 (m, 1H), 8,16-8,12 (M, 2H), 7,85-7,77 (m, 2H), 5,43-5,31 (m, 2H),
4,48 (1, J=9,1 T'u, 1H), 4,28 (an, J=9,4, 5,4 I'u, 1H), 4,16 (1, J=9,6 'y, 1H), 3,91 (axn, J=10,3,
5,4Tu, 1H).

Ipumep 100: 2-[6-[3-(audropmernn)-4-propdennn]nupasono[4,3-blonupunun-1-wm]-1-
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[3-(TpudTopmern)azeTuaud- 1 -y ]3TaHoH.

VYKa3zaHHOE B 3arojIOBKE COSIMHEHHE MOJTy4Yalld CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, c UCIIOJIb30BAHUEM 3-TpudropmMeTHIa3ETHINHA BMECTO 3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccuntannas anst CioHij4FsN4O, - 428,1;
nofay4eHHoe m/z, - 429,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,82 (n, J=1,9 'y, 1H), 8,31 (7,
J=1,0 'y, 1H), 7,93 (ax, J=1,9, 1,0 I'u, 1H), 7,89-7,83 (M, 1H), 7,79-7,71 (M, 1H), 7,34-7,26 (M,
1H), 6,98 (1, J=54,8 'y, 1H), 5,17-4,95 (m, 2H), 4,30-4,08 (m, 4H), 3,37-3,16 (m, 1H).

Hpumep 101: 2-[6-[3-(audropmernn)-4-bropdennn]nupasonol4.3-b]nupuans-1-mn]-1-

[3-[(Z)-2-dbropBunnn]azetuaun- 1 -un|>TaHoH.

Yka3zaHHOE B 3aroJIOBKE COEMHEHHE MOJy4Yaid CocoOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npumepe 2, ¢ ucrnonbzoBanueM (Z)-3-(2-GpTopBuHII)a3eTHINHA (IPOMEXYTOUHOE COCAHMHEHHE
36) Bmecto 3-metmnenazerununa. MC (MDP): macca, paccuurtannas ais CooH6F4N4O, - 404,1;
nonyueHHoe m/z, - 405,1 [M+H]*. 'H SIMP (400 MI'y, CDCl3) 8,79 & (1, J=1,9 'y, 1H), 8,29 (x,
J=1,0 'y, 1H), 7,95 (nx, J=2,0, 1,0 I'y, 1H), 7,89-7,82 (m, 1H), 7,78-7,70 (m, 1H), 7,32-7,24 (m,
1H), 6,97 (r, J=54,8 T'n, 1H), 6,48 (nan, J=83,3, 4,7, 1,2 T'u, 1H), 5,06 (c, 2H), 5,05-4,91 (m,
1H), 4,36-4,24 (m, 2H), 3,88 (aazn, J=30,9, 9.4, 6,2 T'u, 2H), 3,76-3,66 (v, 1H).

Ipumep 102: 2-[6-[3-(nudbropmerin)-4-dbropbenun]aupazonol4,3-bnupuann-1-mn]-1-

[3-(2.2-nudTopBUHWI)a3eTUANH- | -WJ1|3TAHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJjry4aau CHOCO6OM, AHAJIOTUYHBIM OIMMCAHHOMY B
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npuMepe 2, ¢ UCTIONIb30BaHUEM 3-(2,2-1n(TOPBUHII)a3eTUANHA (IPOMEKYTOUHOE COCTMHEHNE
35) Bmecto 3-mermnenazerununa. MC (UDP): macca, paccuurannas aist CooH sFsN4O, - 422.1;
nojay4eHHoe m/z, - 423,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (1, J=1,9 'y, 1H), 8,30 (x,
J=1,0 I'y, 1H), 7,94 (ax, J=1,9, 1,0 I'u, 1H), 7,91-7,83 (M, 1H), 7,81-7,70 (M, 1H), 7,33-7,27 (™,
1H), 6,98 (T, J=54,9 T'y, 1H), 5,06 (c, 2H), 4,43 (nnn, J=24,2, 9,6, 1,7 I'u, 1H), 4,35-4,24 (m,
2H), 3,95-3,80 (m, 2H), 3,53-3,40 (m, 1H).

IIpumep 103: 1-(3-merokcuaseTuaun-1-umn)-2-[6-[ 3-
(tpudropmernn)benwn|nupaszonol4.3-bnupuaun-1-unl>TaHoH.
N
g
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VYka3aHHOe B 3arojIOBKe COSAUHEHHE MOTyYalid CIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npuMepe 16, ¢ UCOTB30BAHUEM 3 -METOKCHA3ETHANHA THAPOXJIOpUAA BMECTO 3-(hTopaseTHanHa
runpoxyiopuna u DCM Bmecto DMF. MC (MOP): macca, paccunrannas misi CoH7F3N4O;, -
390,1. mony4ennoe m/z, - 391,2 [M+H]". 'H saMmPp (400 MI'u, DMSO-dg) 6 8,94 (m, J=1,9 I'ny,
1H), 8,52-8,50 (m, 1H), 8,37 (n, J=1,0 I'u, 1H), 8,17-8,12 (M, 2H), 7,86-7,75 (m, 2H), 5,40-5,25
(m, 2H), 4,42-4.35 (M, 1H), 4,30-4,23 (m, 1H), 4,13-4,01 (m, 2H), 3,72 (g, J=10,5, 3,8 ', 1H),
3,23 (c, 3H).

IIpumep 104: 2-[6-[3-(audTopmerin)-4-dbropdenun]oupazono[4.3-blnupuann-1-wi]-1-

(3-MeToKCHa3eTUINH-1-WI)3TaHOH.

0—

Yka3aHHOe B 3arojioBKe COSAMHEHHE MOTyYaliid CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npuMepe 1, ¢ HCMONBb30BAHHEM 3-METOKCHUA3EeTUAMHA BMECTO 3-(TpuTOpMETHII)a3eTHINH-3-
ona. MC (U3P): macca, paccunrannas misi CioHi7F3N4O,, - 390,1. nonyyennoe m/z, - 391,2
[M+H]*. '"H SIMP (400 MI'y, CDCl3) & 8,80 (1, J=1,9 I', 1H), 8,30 (x, J=1,0 I'n, 1H), 7,94 (ax,
J=2,0, 1,0 T'u, 1H), 7,86 (n, J=6,5 I'y, 1H), 7,80-7,68 (m, 1H), 7,33-7,26 (M, 1H), 6,98 (1, J=54.9
I'u, 1H), 5,08 (x, J=2,3 T'u, 2H), 4,29-4,13 (m, 3H), 4,00-3,88 (M, 2H), 3,28 (¢, 3H).

Ipumep 105: 2-[6-[3-(audropmernn)-4-propdenmn]nupasono[4,3-blonupunun-1-wn]-1-

(3-3TOKCHA3ETUANH- | -1 )3TAHOH.
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Yka3aHHOe B 3arojIOBKe COEIMHEHHE MOJIyYalu CIOCOOOM, aHAJOTHYHbBIM OIMMUCAHHOMY B
npuMepe 1, ¢ HCMOIB30BAHUEM 3-3TOKCHA3ETUINHA BMECTO 3-(TpuTOpMETHI)a3eTUINH-3-0J1a.
MC (UDP): macca, paccuurannas ast CooH oF3N4O,, - 404,1; nonyuennoe m/z, - 405,1 [M+H]".
'H SIMP (400 MI'y, CDCl5) & 8,80 (n, J=1,9 I'y, 1H), 8,29 (x, J=1,0 'y, 1H), 7,94 (xn, J=1.9,
1,0 I'u, 1H), 7,90-7,83 (m, 1H), 7,80-7,71 (m, 1H), 7,34-7,27 (m, 1H), 6,98 (T, J=54,9 T'u, 1H),
5,15-5,00 (m, 2H), 4,34-4,16 (m, 3H), 4,02-3,89 (m, 2H), 3,47-3,37 (m, 2H), 1,20 (T, J=7,0 I'ny,
3H).

IIpumep 106: 2-[6-[3-(nudbTopmerin)-4-dbropbenun]oupazonol[4.3-bloupuaun-1-wn]-1-

[3-(MeToKCcuMeTHI)a3eTUIUH- | -1 |3 TaHOH.

Vka3aHHOE B 3ar0JIOBKE COETHHEHHE MOJyYai CII0COOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMepe 1, c HCITOJIb30BAHHEM 3-(MeTOKCHMETHIT)a3eTHANHA BMECTO 3-
(Tpudropmern)azernaun-3-ona. MC (MDP): macca, paccuntanHast st CooHi9F3N4Oa, - 404,1;
nony4yeHHoe m/z, - 405,1 [M+H]". 'H samP (400 MI'u, CDCls) 6 8,80 (m, J=1,9 'y, 1H), 8,29 (x,
J=1,0 Ty, 1H), 7,95 (am, J=1,9, 1,0 T, 1H), 7,90-7,84 (m, 1H), 7,81-7,73 (m, 1H), 7,34-7,26 (m,
1H), 6,98 (1, J=54,8 Ty, 1H), 5,21-4,84 (v, 2H), 4,24-4.03 (v, 2H), 3,99-3,77 (m, 2H), 3,53-3,44
(M, 2H), 3,35 (c, 3H), 2,92-2,80 (v, 1H).

IIpumep 107: 1-[3-(meTokcumermn)azetunui-1-ul-2-[6-[3-
(tpudropmernn)penmn|nupasosnol4.3-boupunun-1-unl3rasHoH.
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VYka3zaHHOE B 3aroJIOBKe COSIUHEeHIE noJjryvaiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumepe 16, ¢ wucmnonb3oBaHHEM 3-(METOKCHUMETHI)Aa3eTHINHA THUAPOXJIOPUAA BMECTO 3-



142

¢dropazernauna ruapoxiopuna u DCM smecro DMF. MC (M3P): macca, paccuuTaHHasi JUist
CaoH9F3N4Os, - 404,.2; nonyuennoe m/z, - 405,2 [M+H]". 'H amMmp (500 MI';, DMSO-dg) 0
8,94 (m, J=2,0 I'u, 1H), 8,51-8,49 (m, 1H), 8,38-8,36 (M, 1H), 8,17-8,13 (M, 2H), 7,85-7,77 (m,
2H), 5,28 (¢, 2H), 4,23 (T, J=8,5 T'u, 1H), 3,97-3,90 (m, 2H), 3,62 (ax, J=9,7, 5,6 T'u, 1H), 3,49
(n, J=6,4 T'u, 2H), 3,28 (c, 3H), 2,92-2,82 (M, 1H).

Hpumep 108: (pauemuyeckwuii) 2-[6-[3-(nudropmernn)-4-dropdenunn]nupasonol4,3-

bloupuaus-1-wil-1-[3-(1-ruapockuyTia )a3eTUANH- 1 -1 |3TaHOH.

“xl N
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VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MONTyHalld ClIOCOO0OM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 1, c HCIIOJIb30BaHHUEM 1-(azeTnnun-3-un)sTan-1-omna BMECTO 3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccuntanHas mist CooH9F3N4Os, - 404,1;
nonay4eHHoe m/z, - 405,1 [M+H]", 'H ssMP (400 MI'u, CDCls) 6 8,79 (m, J=1,9 'y, 1H), 8,37-
8,24 (m, 1H), 8,01-7,92 (m, 1H), 7,92-7,83 (M, 1H), 7,83-7,68 (m, 1H), 7,34-7,22 (M, 1H), 6,97 (T,
J=549 I'y, 1H), 5,17-4,92 (m, 2H), 4,20-3,76 (M, 6H), 2,60 (atn, J=14,7, 6,1, 2,3 'y, 1H), 1,14
(nm, J=6,3, 0,9 I'y, 3H).

IIpumep 109: 1-[3-(mudropmerokcu)azetunui-1-unl-2-[6-[3-(audbropmeri)-4-

dbropbennn]nupaszono[4.3-bluupunuu-1-un]3TaHoH.
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F
VYka3aHHOe B 3arojIOBKe COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npuMepe 1, c HCTIOTb30BAHUEM 3-(audToOpMETOKCH )a3eTUINHA BMECTO 3-
(Tpudropmetmin)azerunun-3-oga. MC (MOP): macca, paccunrannas st Ci9H;sFsN4O,, - 426,1;
nojay4eHHoe m/z, - 427,0 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 'y, 1H), 8,31 (7,
J=1,0 T'y, 1H), 7,93 (ax, J=1,9, 1,0 T'u, 1H), 7,91-7,85 (m, 1H), 7,81-7,68 (M, 1H), 7,34-7,27 (™,
1H), 6,98 (1, J=54,8 I'u, 1H), 6,23 (1, J=72,3 T'u, 1H), 5,08 (x, J=1,3 I'y, 2H), 5,02-4,90 (m, 1H),
4,43-431 (m, 2H), 4,17-4,06 (m, 2H).
IIpumep 110: 2-[6-[3-(mudropmernn)-4-dropdhennn]nupazono[4.3-b]lonupunun-1-nnl-1-

[3-(TpudTopmMeTokcu)azeTuaul- 1 -ui|3TaHoH.
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VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4yaju CHOCO6OM, AHAJIOTUYHBIM OIMMCAHHOMY B

npuMepe 1, C  WCHOJBb30BaHUEM  3-(TpU(PTOPMETOKCH)a3eTUAMHA  BMECTO  3-
(TpudropmeTtmin)azerunun-3-oga. MC (MOP): macca, paccunrannas nist CoHj4FgN4O,, - 444, 1;
noy4eHHoe m/z, - 445,0 [M+H]". 'H saMP (400 MI'u, CDCl5) 6 8,82 (n, J=1,9 ', 1H), 8,31 (x,
J=1,0T'y, 1H), 7,93 (an, J=1,9, 1,0 I'u, 1H), 7,89-7,85 (m, 1H), 7,79-7,71 (m, 1H), 7,30 (T, J=9,1
I'n, 1H), 6,98 (T, J=54,8 T'u, 1H), 5,09 (n, J=2,8 I'y, 2H), 4,99-4,89 (M, 1H), 4,42-4,34 (m, 2H),
4,24-4 14 (m, 2H).

Ipumep 111: 2-[6-[3-(mudropmernn)-4-bropdenunn]nupazonol[4.3-blnupunun-1-mnl-1-

(3-ruapoKCUa3eTUANH- | -WJ1)3TAHOH.

Yka3zaHHOE B 3arojIOBKEe COETMHEHHE MOJy4alld CrIoCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 1, ¢ UCMIOIB30BaHUEM a3€THIMH-3-0J1a BMeCTO 3-(TpudTopmern)aseruaun-3-ona. MC
(IDP): macca, paccuutannas aias CigHisF3N4Oa, - 376,1; nonyuennoe m/z, - 377,1 [M+H]". 'H
SMP (400 MI'uy, CDCl3) 6 8,80 (m, J=1,9 TI'u, 1H), 8,29 (n, J=1,0 I'u, 1H), 7,95-7,92 (m, 1H),
7,89-7,84 (m, 1H), 7,78-7,71 (m, 1H), 7,32-7,26 (m, 1H), 6,98 (r, J=54,9 Ty, 1H), 5,08 (c, 2H),
4,73-4,63 (m, 1H), 4,34-4,27 (m, 2H), 3,98-3,89 (m, 2H).

Ipumep 112: 2-[6-[3-(nudTopmernn)-4-bropdenni]3-bropnrpaszono[4.3-bloupuamn-1-

unl-1-(3-runpokcuaszeTuanH- 1 -uii)3TaHoH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4aiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumepe 1 ¢  wucnojp3oBaHueM  2-(6-(3-(mudpropmernin)-4-propdenun)-3-prop-1H-

>

nupazono[4,3-b Jmupuaun-1-1i)yKCyCHONM KHUCIOTHI (ITPOMEXYTOUHOE COeANHEHHe 28) BMECTO
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MIPOMEKYTOYHOTO COSAMHEHHSI 27 U a3eTHIHH-3-0J1a BMeCTO 3-(Tpu(TOpMeTHI )a3eTUINH-3-0J1a.
MC (UDP): macca, paccuurannas st CigH4F4N40,, - 394,1; nonyuennoe m/z, - 395,1 [M+H]".
'H saMP (500 MTI'y, DMSO-dg) 6 8,93 (n, J=1,9 ', 1H), 8,52-8,45 (m, 1H), 8,13-8,03 (M, 2H),
7,63-7,55 (m, 1H), 7,31 (1, J=54,1 T'u, 1H), 5,79 (n, J=5,8 I'y, 1H), 5,20 (x, J=17,0 ', 1H), 5,16
(m, J=16,7 I'u, 1H), 4,56-4,49 (m, 1H), 4,42-4,36 (m, 1H), 4,13-4,06 (M, 1H), 4,00-3,92 (M, 1H),
3,68-3,59 (m, 1H).

IIpumep 113: 1-(3-runpokcuaszerunus-1-mn)-2-[6-[3-
(tpudropmernn)dbenunnupasonol4.3-bloupuaun- 1-unlsranona Tpudropaierar.
M
o
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VYka3aHHOE B 3arojIOBKe COSAMHEHHE MOTyYali CIIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npuMepe 15, ¢ ucnonb3oBaHMEM a3eTUAMH-3-0Ja BMeCTO l-merunazetuauH-3-amuHa. MC
(IDP): macca, paccunrtannas 1 CigHisFsN4O,, - 376,1; nonyuennoe m/z, - 377,0 [M+H]". '
AMP (500 MI'u, DMSO-de) 6 8,95 (m, J=1,9 I'u, 1H), 8,54-8,51 (m, 1H), 8,39-8,36 (M, 1H),
8,17-8,13 (m, 2H), 7,86-7,76 (m, 2H), 5,31 (n, J=2,7 I'u, 2H), 4,56-4,48 (M, 1H), 4,39-4,32 (m,
1H), 4,13-4,08 (m, 1H), 3,96-3,91 (M, 1H), 3,68-3,62 (M, 1H).

Ilpumep 114: 2-[6-[3-(audbTopmerin)-4-dbropdenun]oupazono[4.3-blnupuann-1-mn]-1-

[3-(ruapokCcUMeTHI)a3eTUIUH- | -WJ1 |[3TaHOH.

L

VYKa3zaHHOE B 3arojIOBKE COSIMHEHHE MOJTy4Yalld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe I, c HUCTIOJIB30BAHUEM 3-(ruIpOKCUMETHI )a3eTHINHA BMECTO 3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccunrannas misi CioHi17F3N4Os, - 390, 1.
nofay4eHHoe m/z, - 391,2 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,79 (n, J=1,9 'y, 1H), 8,29 (7,
J=0,9 T'u, 1H), 7,96 (an, J=1,9, 1,0 T'u, 1H), 7,88-7,84 (M, 1H), 7,78-7,71 (m, 1H), 7,32-7,27 (™,
1H), 6,97 (1, J=54,8 T'u, 1H), 5,07 (c, 2H), 4,16 (T, J=8,6 I'u, 1H), 4,09 (an, J=10,1, 8,6 I'u, 1H),
3,97 (an, J=8,8, 5,4 T'u, 1H), 3,86 (an, J=10,3, 5,5 'y, 1H), 3,75 (n, J=5,9 I'u, 2H), 2,81 (tT,
J=8,5, 5,6 'y, 1H), 2,08 (¢, 1H).

IMpumep 115:  1-(3,3-mudropazernnun-1-um)-2-[6-(4-meTun-2-TueHnn)nupasonol4,3-

b |nupuans-1-mi]3TaHoH.



145

N
3,

VYka3zaHHOE B 3arojIOBKE COETMHEHHE MOJTy4Yalld CrIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMepe 17 ¢ UCMOIb30BaHUEM THHAKOJIOBOTO CJOKHOTO ddupa 4-MeTunTruodeH-2-00poHOBO
KHCJIOTBI BMECTO 2,4-nudToppeHnndbopoHOBOM KHUCJIOTBI u [1,1'-
ouc(nudenunpochuno)peppoueH | nuxnopnamaausi(Il) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH | auxaopnamuianusa(Il). PeakunoHHyr0 cMech HarpeBaliud
1o 90 °C. MC (U3P): macca, paccuntannas ais CicHj4FoN4OS, - 348,1; monydennoe m/z, -
349,1 [M+H]*. 'H SIMP (400 MI'y, DMSO-d¢) & 8,86 (n, J=1,9 T, 1H), 8,33-8,31 (v, 1H),
8,27-8,25 (m, 1H), 7,57-7,54 (m, 1H), 7,28-7,25 (m, 1H), 5,39 (c, 2H), 4,75 (T, J=12,4 'y, 2H),
4,39 (t, J=12,5 T'w, 2H), 2,30-2,26 (v, 3H).

[Ipumep 116: 1-(3.3-nudropazernamn- 1 -un)-2-[6-(4-bropdenmn)nupasono[4.3-

bloupuaus-1-unl3TaHoH.

Q
¢ F
Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, ¢  ucnomnbzoBaHueMm  2-(6-(4-dpropdennn)-1H-nupaszono[4,3-b]nupuann-1-
WI)YKCYCHOH  KHCIIOTBI  (NPOMEXKYTOYHOE coeduHeHHe 31) BMeCTO MpPOMEKYTOYHOTrO
coenuHenus 16 u 3,3-qudTopazernanna BMecTo 3-(TpudTopmermn)aseruaun-3-ona. MC (MOP):
macca, paccuutanHas misi C7HsFsN4O, - 346,1; nonyuennoe m/z, - 347,1 [M+H]". 'H amMp
(500 MI'y, CDCls) 6 8,83 (m, J=1,9 I'u, 1H), 8,31 (m, J=1,0 I'y, 1H), 7,89 (ax, J=1,9, 1,0 I'y,
1H), 7,66-7,60 (m, 2H), 7,25-7,18 (M, 2H), 5,14 (c, 2H), 4,42-4,26 (m, 4H).

IIpumep 117: 2-[6-(3-xnopdennn)nmupasonol4,3-b|mupuann-1-mn]-1-(3,3-
nudTopazeTuAuH- 1-11)3TaHOH.
i N"

%z

F

F

Vka3zaHHOE B 3aroJIOBKE COCAUHCHUEC TT0JyYalin CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumepe 17, ¢ wucnonb3oBaHueM (3-xJ0p(eHUIT)OOPOHOBOI  KHUCIOTHI  BMeCTO  2.4-
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nudropdheHnToopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmnpochuno)pepporeH | nuxnopnauaausi(ll) B komruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpenundochuno)deppouet|nuxnaopnamianusa(ll). MC (M3P): macca, paccuuranHas
nasa C7H3CIFN4O, - 362,1; nonyuennoe m/z, - 363,1 [M+H]". 'H amp (400 MI'u, DMSO-dg)
§ 8,90 (1, J=1,9 T'w, 1H), 8,45-8,43 (m, 1H), 8,38-8,37 (m, 1H), 7,89 (1, J=1,8 T', 1H), 7,82-7,78
(m, 1H), 7,61-7,51 (m, 2H), 5,42 (¢, 2H), 4,74 (1, J=12,4 T'u, 2H), 4,38 (T, J=12,6 ', 2H).
ITpumep 118: 1-(3,3-mudropaszernaus-1-mn)-2-[6-(m-Tommn)nupasonol4,3-b Jrupuaus-1-

WJI|3TaHOH.

N
3,

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJyYaan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢  HCNOJB30BAHMEM  M-TONMJIOOPOHOBOH  KHUCIOTBI ~ BMecTo  2.4-
mudropdheHnIoopoHOBOH KHCJIOTBI " [1,1-
ouc(nudenmnpocuno)beppoueH | nuxnopnauaausi(ll) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1-6uc(audennndocduno)deppouen|auxiaopnammanusa(ll). Peakunonnyro cmech HarpeBaiu
10 90 °C. MC (UDP): macca, paccuntanHas misi CigHgFaN4O, - 342, 1; monyuenHoe m/z, - 343,2
[M+H]*. 'H SIMP (400 MI'y, DMSO-de) & 8,89-8,83 (m, 1H), 8,39-8,31 (v, 2H), 7,66-7,56 (m,
2H), 7,44 (1, J=7,6 T, 1H), 7,32-7,24 (v, 1H), 5,41 (c, 2H), 4,74 (r, J=12,5 'y, 2H), 4,38 (,
J=12,4 'y, 2H), 2,42 (c, 3H).

ITpumep 119: 1-(3,3-gudropasernaun- 1-um)-2-[6-[3-
(mudropmernn)pennn|mupaszono[4,3-b]mupuann-1-un]3TaHoH.
f'"'N | S
BN

N
FoF &2
£ F

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJy4aan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ ucnons3oBanueM (3-(aupropmerni)peHnT)0OOpOHOBOH KHCIOTBI BMeCTO 2,4-
mudropdheHnoopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmnpochuno)beppoueH | nuxnopnaaausi(ll) B koMruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppouet|nuxaopnamianus(ll). MC (MOP): macca, paccuutaHHas
ms CigH14F4N4O, - 378,1; nonyuennoe m/z, - 379,0 [M+H]*. 'H SIMP (500 MI'y, DMSO-dg) &
8,90 (n, J=2,0 Ty, 1H), 8,44-8,42 (v, 1H), 8,39-8,37 (m, 1H), 8,01-7,97 (m, 2H), 7,74-7,65 (m,
2H), 7,14 (r, 1=55,8 ', 1H), 5,43 (c, 2H), 4,74 (1, J=12,4 T'w, 2H), 4,38 (T, J=12,5 'y, 2H).

IIpumep 120: 1-(3,3-nu¢ropazerunun- 1-um)-2-[6-[3-
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(Tpudropmern)pernin|nupaszonol4,3-b]nupuann- 1-un]3raHona TpudTOopaueTar.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJrydyaju CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npumepe 15, ¢ wucnoap3oBaHueM 3,3-mudTOpazeTHANMHA TUAPOXJOpHUAA BMeCTO -

metunazeruauH-3-amuaa. MC (UDP): wmacca, paccumrtanHas mnsg CigsHisFsN4O, - 396,1;
nonay4yeHHoe m/z, - 397,1 [M+H]". 'H saMP (400 MTI'y, DMSO-dg) & 8,95 (m, J=1,9 I'u, 1H),
8,50-8,47 (m, 1H), 8,40 (z, J=0,9 T'y, 1H), 8,16-8,11 (m, 2H), 7,86-7,77 (m, 2H), 5,43 (c, 2H),

4,73 (1, J=12,4 T, 2H), 4,38 (1, J=12,5 ', 2H).

ITpumep 121: 3-[1-[2-(3,3-nudTopazerunus- 1 -mi)-2-okcosTui | mupasono[ 4,3-
b]mupuauH-6-1n|6GeH30HUTP L
e

k{]
! L

Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOJyYaIn CIIOCOOOM, aHAIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ wucnonb3oBaHueM (3-1uaHopeHUT)OOPOHOBONW  KHCIOTHI BMeCTO  2,4-
nudropdernneopoHOBOH KHCJIOTH, [1,1"-
ouc(nudpenundpochuno)peppouen | nuxnopnamiaausi(ll) B koMriekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpenundpochuno)peppoueH|nuxnopnamaausa(ll) u kapboHata HaTpusi BMECTO
kapOonata uesusi. MC (MOP): macca, paccuurtanHas misi CigHi3FaNsO, - 353,1; monydeHHOe
m/z, - 354,2 [M+H]*. 'H SIMP (400 MI'y, DMSO-dg) & 8,98-8,93 (M, 1H), 8,52-8,49 (m, 1H),
8.41-8,39 (v, 1H), 8,34-8,31 (m, 1H), 8,21-8,16 (m, 1H), 7,97-7,92 (v, 1H), 7,81-7,73 (1, J=7.9
'y, 1H), 5,42 (c, 2H), 4,75 (1, J=12,1 T, 2H), 4,39 (t, J=12,6 'y, 2H).

[Tpumep 122: 1-(3,3-nudropazetunun- 1-un)-2-[6-[6-(TpudTopmeTn)-2-

nupuani|nupasonol4,3-b]mupuans- 1-wn]3TraHoHa TpUdTOpaneTar.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJjry4ajiau CHOCO6OM, AHAJIOTUYHbIM OIMMMCAHHOMY B

npuMepe 17, ¢ UCIIONIb30BaHUEM ITHHAKOJIOBOTO CIIOXKHOTO0 3¢upa 6-(TpupTopMeTHI) IUpUaAnH-2-
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OOpOHOBOW  KUCJIOTBI BMeCTO  2,4-nudTopdeHund00pOHOBONM  KHCIOTHI W MaJlIaui-
teTpakuc(tpuderundocdrHa) BMECTO [1,1'-
ouc(oudenmnpocuno)peppoueH | nuxnopnauagus(ll). MC (MUDP): macca, paccuutaHHast JUist
C17H12F5N50, - 397, 1; monyuennoe m/z, - 398,2 [M+H]*. 'H SIMP (500 MI', DMSO-dg) & 9,28
(c, 1H), 8,74 (c, 1H), 8,48-8,41 (m, 2H), 8,29 (T, J=7,9 'y, 1H), 7,97 (n, J=7,7 I'y, 1H), 5,48 (c,
2H), 4,77 (1, J=13,0 I'y, 2H), 4,39 (T, J=12,5 I'y, 2H).

ITpumep 123: 1-(3,3-nudropazernaun- 1-un)-2-[6-[ 2-(TpudTropmeTin)-4-

nupuan | nupaszonol4,3-b]nupuans- 1 -un]3TaHoH.

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJyYaan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ ucnonb3oBanueM (2-(TpudTopMeTiin) TUpuAnH-4-11)00pOHOBOH KHCIOTHI BMECTO
2,4-nmudTopdernadopoHoBOH KHCJIOTbI u [1,1'-
ouc(nudpenundpochuno)peppoueH | nuxnopnamaausa(ll) B komruiekce ¢ TUXIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH|nuxaopnamianusa(ll). PeakinoHHYyr0 cMeCh HarpeBad
10 90 °C. MC (UDP): macca, paccuntarnas 1jsi C17H2FsNsO, - 397, 1; monydenHoe m/z, - 398,1
[M+H]*. 'H SIMP (400 MI'y, DMSO-dg) 6 9,08 (x, J=1,9 Ty, 1H), 8,94-8,91 (v, 1H), 8,70-8.67
(v, 1H), 8,46-8,44 (m, 1H), 8,37-8,34 (v, 1H), 8,23-8,20 (m, 1H), 5,45 (c, 2H), 4,75 (r, J=12,3
I'u, 2H), 4,39 (t, J=12,5 ', 2H).

ITpumep 124: 1-(3,3-nudropaszernaun- 1-un)-2-[6-[ S-(TpudTopmerin)-3-
nupuawi|nupasono[4,3-b|mupunus- 1-un|3TaHoH.

N
3,

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJy4aan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ ucnonb3oBaHueM (S-(TpuTopMeTHI) TUPUANH-3-11)OOPOHOBOH KHCIOTHI BMECTO
2,4-nmudTopdernadopoHoBOH KHCJIOTbI u [1,1'-
ouc(nudenmndochuno)beppoueH | nuxnopnamuianus(ll) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppoueH|nuxaopnamianus(ll). PeakinoHHyr0 CcMech HarpeBaiiu
10 90 °C. MC (UDP): macca, paccunrannas 1iist C17H2FsNsO, - 397,1; monyuennoe m/z, - 398,2
[M+H]*. 'H SIMP (400 MI'y, DMSO-dg) & 9,36-9,34 (v, 1H), 9,08-9,06 (v, 1H), 9,04 (1, J=1,9
'y, 1H), 8,66-8,63 (v, 1H), 8,62-8,59 (v, 1H), 8,44-8,42 (m, 1H), 5,43 (c, 2H), 4,74 (t, J=12.6
T'w, 2H), 4,38 (1, J=12,5 'y, 2H).
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IMpumep 125: 1-(3,3-mudropazerunun-1-un)-2-[6-(3,4-mudropdhenun)mupazono[4,3-
b |nupuans-1-mi]3TaHoH.
Y o
: I
2,

VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYalld CIOCOOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npumepe 17, ¢ wucnonb3oBanueM (3,4-nudropdeHnn)OOpOHOBOM KUCIOTHI BMeCTO 2,4-
nudropdheHnndopoHOBOH KHCJIOTBI u [1,1"-
ouc(nudenunpochuno)peppoueH | nuxnopnamaausi(Il) B komruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppouet|nuxaopnamianusa(ll). MC (3P): macca, paccuutaHHas
nasa C7HpFyN4O, - 364,1; nonyuennoe m/z, - 365,1 [M+H]". 'H amp (500 MTI'y, DMSO-dg) &
8,92-8,88 (m, 1H), 8,43-8,41 (m, 1H), 8,38-8,37 (M, 1H), 7,98-7,91 (m, 1H), 7,71-7,60 (m, 2H),
5,40 (c, 2H), 4,74 (T, J=12,5 'y, 2H), 4,38 (1, J=12,5 'y, 2H).

IMpumep 126: 1-(3,3-mudropazerunun-1-un)-2-[6-(3,5-mudropdhennn)nupazono[4,3-

b |nupunua-1-mi]3TaHoH.

2
F F
Vka3aHHOE B 3ar0JIOBKE COETUHEHUE MOJy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ wucnonb3oBanueMm (3,5-nudropdeHnn)OOpoOHOBOM KUCIOTHI BMeCTO 2,4-
mudropdennndoponosoii kuciaotel. MC (MDP): macca, paccumrtannas mist Ci7Hp2FaN4O, -
364,1; monyuennoe m/z, - 365,1 [M+H]*. 'H SIMP (400 MI', DMSO-ds) & 8,95 (x, J=2,0 I'iy,
1H), 8,50-8,48 (M, 1H), 8,40-8,38 (m, 1H), 7,67-7,58 (m, 2H), 7,35 (tT, J=9,3, 2,4 I';, 1H), 5,41
(c, 2H), 4,73 (t, J=12,4 'y, 2H), 4,38 (1, J=12,6 'y, 2H).
ITpumep 127: 2-[6-(3-xn0p-4-pTopdenmn)nupaszonol4,3-bmupunus-1-mnl-1-(3,3-

nudTopazeTUIuH- 1-1I1)3TaHOH.

N
Cl %Z
F F
VKa:saHHoe B 3aroJIOBKE€ COCAUHCHUC HOJ'IyLIaJ'II/I CHOCO6OM, AHAJIOTNYHBIM OHI/IC&HHOMy B

npumepe 17, ¢ ucnonpzoBaHueM (3-xnop-4-propdeHnn)0opoHOBOI KUCIOTHI BMeCTO 2,4-
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mudropdeHnTOopoHOBOH KHUCIOTEI U mnautaaui-rerpakuc(rpudenmndpocpuna) smecro [1,1'-
ouc(nudenmnpocpuno)peppoueH | nuxnopnauanusi(Il). MC (UDP): macca, paccuuTaHHasi IJist
C7H2CIF3N4O, - 380,1; nonydyennoe m/z, - 381,1 [M+H]". 'H amp (500 MI'u, DMSO-dg) &
8,89 (m, J=1,9 I', 1H), 8,44-8,41 (M, 1H), 8,38-8,36 (m, 1H), 8,06 (an, J=7,1, 2,3 I'y, 1H), 7,85
(nnn, J=8,6, 4,6, 2,4 I'u, 1H), 7,61 (t, J=8,9 I'y, 1H), 5,41 (c, 2H), 4,73 (1, J=12,4 'y, 2H), 4,38
(T, J=12,5 'y, 2H).

ITpumep 128:  2-[6-(3-xnop-2-propdenmn)nupazono[4,3-b mupunun-1-un]-1-(3,3-

augTopaseTUINH- 1-1T1)3TaHOH.

Cl %Z
g F
Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJyYaan CIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17 ¢ wucnonbe3oBanueM (3-xyop-2-propdenmn)dopoHOBOM KHCIOTHI BMeCTO 2,4-
mudropdheHnIoopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmndochuno)peppoueH | nuxnopnamuianus(ll) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppouet|nuxaopnammagus(ll). MC (UOP): macca, paccuntaHHas
nasa C17H2CIF3N4O, - 380,1; nonyuennoe m/z, - 381,1 [M+H]". 'H amp (400 MI'u, DMSO-dg)
§ 8,72 (t, J=1,9 I'n, 1H), 8,42-8,40 (v, 1H), 8,35-8,33 (m, 1H), 7,74-7,68 (v, 1H), 7,66-7,61 (m,
1H), 7,42 (1, J=7.9, 1,0 T, 1H), 5,42 (c, 2H), 4,75 (1, J=12,5 'y, 2H), 4,37 (t, J=12,6 'y, 2H).
ITpumep 129: 1-(3,3-nudropazerunus- 1-nm)-2-[6-(4-¢prop-3-merundennn)nupasono[4,3-

b]nupuans-1-un]3TaHoHa TpUdTOpALIETAT.

N
A
VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 13, ¢ ucnonb3oBanueM 2-(6-(4-prop-3-mermndenn)- 1 H-nmupasono[4,3-b|nupuann-1-
WI)YKCYCHON  KHCIOTBI  (TPOMEXKYTOYHOE COeAMHEeHHe S52) BMeCTO MPOMEKYTOYHOTO
coenuuenus 39 u 3,3-nudropazerununa ruapoxiopuna BMecto Mmopdonuna. MC (MDP): macca,
paccuntannas mns CigHisFsN4O, - 360,1; monydennoe m/z, - 361,2 [M+H]". 'H amp (500
MTI'u, DMSO-de) & 8,85 (m, J=1,9 I'y, 1H), 8,36-8,33 (m, 2H), 7,76-7,72 (m, 1H), 7,67-7,63 (m,
1H), 7,34-7,29 (m, 1H), 5,40 (¢, 2H), 4,73 (1, J=12,4 T'y, 2H), 4,38 (1, J=12,6 T'y, 2H), 2,35-2,34
(M, 3H).
ITpumep 130: 1-(3,3-gudTopazerunus- 1-ni)-2-[6-(4-¢prop-2-merundennn)nupasono[4,3-

b]mupunun-1-unjsTanona Tpudropanerar.
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VYkazaHHOE B 3ar0JIOBKE COeTMHEHHE noJry4yajiu CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

M
o
.

npumepe 13, ¢ ucnonb3oBanueM 2-(6-(4-prop-2-merundenun)- 1 H-nupazono[4,3-b|nupuann-1-
WI)YKCYCHYIO ~ KHUCJIOTY (TIPOMEXYTOYHOE COoeduHeHue S53) BMeCTO MPOMEKYTOYHOIO
coenuHenus 39 u 3,3-mudToprmpponuanHa ruapoxopuna BMecto mopdoauna. MC (MDP):
macca, paccuutanHas misi CigH;sFsN4O, - 360,1; nonyuennoe m/z, - 361,1 [M+H]". 'H aMmp
(500 MI'uy, DMSO-d¢) 6 8,54-8,50 (M, 1H), 8,38-8,35 (m, 1H), 8,11-8,09 (m, 1H), 7,36 (ax,
J=8,5, 6,0 T'y, 1H), 7,26 (nn, J=10,1, 2,8 T'u, 1H), 7,17 (T, J=8,6, 2,8 I'u, 1H), 5,38 (c, 2H),
4,72 (t,J=12,4 T'u, 2H), 4,36 (1, J=12,5 'y, 2H), 2,27 (c, 3H).

ITpumep 131: 1-(3,3-gudTopazernaus- 1-ni)-2-[6-(2-¢prop-3-merundennn)nupasono[4,3-

bnupuans-1-mi]3TaHoH.

| I
T, N’

N
3,

Vka3aHHOE B 3arojOBKE COCIMHEHHE TONy4Yald aHAJIOTM4YHO mpumepy 17 ¢
UCTIOJIb30BAHUEM (2-pTop-3-MeTungeHnn)60pOHOBYIO KUCJIOTY BMECTO 2.4-
nudropdernnoopoHoBOH KHCJIOTBI U [1,1"-
ouc(nudenunpochuno)peppoueH |nuxnopnamuianusi(Il) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)peppouet|nuxaopnamianusa(Il). PeakunoHHyr0 cMech HarpeBaiud
10 90 °C. MC (U3P): macca, paccuntannas aist CigHisF3N4O, - 360,1; mony4yennoe m/z, - 361,2
[M+H]*. 'H SIMP (600 MI'y, DMSO-dg) & 8,69 (T, J=1,9 I'y, 1H), 8,39-8,36 (v, 1H), 8,28-8,25
(v, 1H), 7,46-7,42 (v, 1H), 7,42-7,37 (m, 1H), 7,27 (1, J=7,6 T, 1H), 5,41 (c, 2H), 4,74 (T,
J=12,4 Ty, 2H), 4,37 (1, J=12,5 T'w, 2H), 2,35-2,32 (m, 3H).

ITpumep 132: 1-(3,3-mudropazerunun- 1-mn)-2-[ 6-[ 2-pTop-3-

(Tpudropmerin)pernn|nupasonol4,3-b|mupuann- 1-mn]3TaHoH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJjry4aiau CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B
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npumepe 17, ¢ ucronpzoBarueM (2-gprop-3-Tpudropmerin)PpeHnIO0pOHOBONH KUCIOTHI BMECTO
2,4-mudpropdernndoponosoii kuciaorel. MC (MDP): macca, paccunrannas aist CigHi2FsN4O, -
414,1; nonyuennoe m/z, - 415,1 [M+H]". 'H saMmP (400 MI'u, DMSO-dg) 6 8,73 (T, J=1,7 I'y,
1H), 8,43-8,42 (M, 1H), 8,38-8,36 (M, 1H), 8,04-7,98 (m, 1H), 7,94-7,88 (1, J=7,3 I'uy, 1H), 7,60
(T, J=7,8 'y, 1H), 5,43 (c, 2H), 4,75 (71, J=12,4 'y, 2H), 4,37 (T, J=12,6 'y, 2H).

ITpumep 133: 1-(3,3-naudropazerunun- 1-mn)-2-[6-[4-pTop-3-

(Tpudropmerin)pernn|nupaszonol4,3-b|nupuans- 1-mun]3TaHOH.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJTyHalld CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17, ¢ ucnonb3oBanueM (4-prop-3-(tpudropmerni)heHnn)o0poOHOBOI KHCIOTHI BMECTO
2,4-mudTopdernadopoHOBOH KUCIOTH U najuiaaui-rerpakuc(tpudenmndpochuna) smecro [1,1'-
ouc(nudenmnpocpuno)peppoueH | nuxnopnamaausi(Ill). MC (MOP): macca, paccuuTaHHasi IJist
C1sH12FgN4O, - 414,1; monmyuenHoe m/z, - 415,1 [M+H]*. 'H SIMP (400 MI'y, DMSO-dg) & 8,93
(m, J=1,9 'y, 1H), 8,47-8,46 (M, 1H), 8,40-8,38 (M, 1H), 8,22-8,14 (m, 2H), 7,76-7,69 (m, 1H),
5,42 (c, 2H), 4,73 (1, J=12,3 'y, 2H), 4,38 (T, J=12,6 I'1;, 2H).

ITpumep 134: 1-(3,3-mudropazerunun- 1-mn)-2-[ 6-[ 2-pTop-5-

(Tpudropmermn)pernn|nupasonol4,3-b]nupuann- 1-un]3raHoH.

F F

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyYald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonbzoBanueM (2-prop-5-(tpudropmerni)PeHnn)00poOHOBOI KHCIOTHI BMECTO
2,4-mudTopdeHnaOopOHOBON KUCIIOTH B najuiaaui-rerpakuc(tpudenmndpochuna) smecro [1,1'-
ouc(nudenmndocuno)peppoueH |nuxnopnaanusi(Il). MC (UDP): macca, paccuuTaHHasi 1ist
C1sH12FsN4O, - 414, 1; nonyuenHoe m/z, - 415,2 [M+H]*. 'H SIMP (400 MI', DMSO-dg) & 8,57
(T, J=2,0 'y, 1H), 8,24-8,21 (m, 1H), 8,20-8,16 (m, 1H), 7,88-7,83 (M, 1H), 7,77-7,71 (m, 1H),
7,48 (1,J=9,4 ', 1H), 5,23 (¢, 2H), 4,54 (1, J=12,5 'y, 2H), 4,17 (1, J=12,5 T'y, 2H).

[Tpumep 135: 1-(3,3-mudropazerunun- 1-mn)-2-[ 6-[2-metrmn-3-

(Tpudropmerin)pernn|nupasonol4,3-b|nmupuann- 1-un]3TaHoH.
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Vka3aHHOE B 3ar0JIOBKE COEUHEHHUE MOJIyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ wucnonb3oBaHueM (2-meTwi-3-(TpudTopmeTin)peHIT)00pOHOBONH  KUCIOTHI
BMecTO 2,4-mudTopheHunO00pOHOBOM KUCIOTH W najuaauii-rerpakuc(tpudenmndochuna)
Bmecto [1,1'-6uc(nudenundocduno)peppouen]auxnopnamanus(ll). MC (UOP): wmacca,
paccuntannas misi CioHisFsN4O, - 410,1; nonydyennoe m/z, - 411,2 [M+H]". 'H amMmp (400
MTI'1, DMSO-dg) 6 8,54 (n, J=1,8 T', 1H), 8,40 (x, J=1,0 I'u, 1H), 8,16-8,14 (m, 1H), 7,84-7,79
(m, 1H), 7,65-7,51 (m, 2H), 5,38 (¢, 2H), 4,72 (T, J=12,4 T'u, 2H), 4,36 (1, J=12,5 'y, 2H), 2,35-
2,29 (m, 3H).

[Tpumep 136: 1-(3,3-mudropazerunun- 1-mn)-2-[ 6-(4-pTop-2-

MeTokcudpeHn)nupasonol4,3-b|nupuans- 1-un]3taHoH.

Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ ucnonp3oBaHueM (4-GTop-2-MeTOKCUMETHI)OOPOHOBOH KHCJIOTHI BMECTO 2,4-
nudropdennnboporoBoit kucnoThl. PeakimonHyro cmeck HarpeBann no 90°C Bmecro 75 °C.
MC (UDP): macca, paccuuransas ais CigH sFaN4O,, - 376,1; nonyuennoe m/z, - 377,1 [M+H]".
'H SIMP (500 MI'y, DMSO-dg) & 8,60 (1, J=1,8 T, 1H), 8,33 (z, J=1,0 'y, 1H), 8,12-8,10 (m,
1H), 7,43 (nn, J=8,4, 6,9 T'w, 1H), 7,11 (mz, J=11,4, 2,5 'y, 1H), 6,95 (1, J=8.,4, 2,5 'y, 1H),
5,37 (c, 2H), 4,72 (1, J=12,4 T, 2H), 4,36 (1, J=12,5 'y, 2H), 3,81 (c, 3H).

IMpumep 137: 1-(3,3-mudropazerunun-1-mn)-2-[6-(3,4,5-rpudTopdenun)nupazono[4,3-

b |nupuanH-1-mi]3TaHoH.

N
F SZ
F
F
yKaSaHHOC B 3aroJIOBK€ COCOAUUHCHUC HOJ'IyLIaJ'II/I CHOCO6OM, AHAJIOIr'MYHbIM OHHC&HHOMY B

npumepe 17, ¢ ucnomp3oBanueM (3,4,5-tpudropdennn)oopoHOBOI KHUCIOTEI BMeCTO 2.4-

nudropdeHnoopoHoBOI KHCJIOTBI u [1,1'-
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ouc(nudenmnpocuno)pepporueH | nuxnopnauaausi(Il) B komruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1-6uc(mudennndocuno)peppoueH|nuxnopnamianausi(ll). PeakimonHyro cMech HarpeBaiiu
10 90 °C. MC (UDP): macca, paccunrtannas 1t Ci7H;1FsN4O, - 382,1; monyuenHoe m/z, - 383,1
[M+H]*. 'H SIMP (500 MT', DMSO-dg) & 8,93 (, J=2,0 'y, 1H), 8,48-8.46 (v, 1H), 8,39 (x,
J=1,0 T, 1H), 7,91-7,83 (m, 2H), 5,40 (c, 2H), 4,73 (r, J=12,4 'y, 2H), 4,38 (t, J=12,5 I'y, 2H).

ITpumep 138: 1-(3,3-numerunazeruaus- 1-un)-2-[6-[ 3-
(Tpudropmerin)ennn Jnupazono[4,3-bnupuaus- 1-mn]sTanona Tpudropauerar.
N
&
NL_(O

VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyYalld ClIOCOOOM, aHAJIOTHYHBIM ONTUCAHHOMY B
npuMepe 16, ¢ ucronp3oBaHueM 3,3 -TUMETHIA3ETHINH THAPOXJIOpHIa BMeCTO 3-(propaseTuanH
runpoxyiopuna. MC (UDP): macca, paccuurtannas miist CooHioF3N4O, - 388,2; monydennoe m/z, -
389,2 [M+H]*. 'H SIMP (500 MI'y, DMSO-de) & 8,94 (n, J=1,9 T'n, 1H), 8,52-8,50 (M, 1H),
8,38-8,36 (m, 1H), 8,17-8,13 (m, 2H), 7,85-7,77 (M, 2H), 5,29 (¢, 2H), 3,89 (¢, 2H), 3,59 (c, 2H),

1,26 (c, 6H).
[Tpumep 139: 1-(3-¢prop-3-merunazeruans- 1-un)-2-[6-[ 3-
(TpudropmeTin)pernn|nupasonol4,3-b]nupuann- 1-un]3raHoH.
M
e
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VYka3zaHHOE B 3arojIOBKE COEIMHEHHUE MOJTydaId CocoO0OM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 16, ¢ wucnonb3oBaHUEeM 3-(PpTOp-3-METHIA3ETUANHA BMeCTO 3-(propaseruanHa
runpoxyopuna 1 DCM Bmecto DMF. MC (MQP): macca, paccuurannas mist Ci9HgF4N4O, -
392,1; nonyyennoe m/z, - 393,2 [M+H]". 'H samP (500 MI'u, DMSO-d¢) 6 8,94 (n, J=1,9 I'Ly,
1H), 8,51-8,49 (M, 1H), 8,39-8,37 (m, 1H), 8,17-8,12 (m, 2H), 7,85-7,77 (m, 2H), 5,42-5,30 (m,
2H), 4,40-4,26 (M, 2H), 4,07-3,96 (M, 2H), 1,61 (m, J=22,1 T'y, 3H).

IMpumep 140: 2-[6-[3-(audropmermn)-4-propdenun|mupaszonol4,3-blnupuans-1-mnl-1-

(3,3-mumeTHna3eTUANH- 1 -1IT)3TaHOH.
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Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJyYain CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npuMepe 1, ¢ UCTOIB30BaHUEM 3,3 -TUMETHIIa3eTHINHA BMECTO 3-(TpuTOpMETHI)a3eTHINH-3-
ona. MC (UDOP): macca, paccumrannast mis CooHjoF3N4O, - 388,2; monmyuenHnoe m/z, - 389,1
[M+H]*. 'H SIMP (400 MI'u, CDCl5) & 8,80 (1, J=1,9 'y, 1H), 8,29 (n, J=1,0 T'u, 1H), 7,96 (nx,
J=1,9, 1,0 'y, 1H), 7,93-7,84 (m, 1H), 7,81-7,68 (m, 1H), 7,37-7,27 (m, 1H), 6,98 (1, J=54,9 T'wy,
1H), 5,06 (c, 2H), 3,79 (c, 2H), 3,73 (c, 2H), 1,27 (¢, 6H).

IMpumep 141: 2-[6-[3-(audropmerin)-4-propdhenun]|mupasonol4,3-b]nupuaus-1-mi]-1-
(3-¢pTop-3-MeTrnazeTuauH- 1 -UT)3TAaHOH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 1, ¢ ucnoabp3oBaHuEM 3-PTOp-3-MeTHIIa3eTHANHA BMECTO 3-(TpH(TOPMETHIT)a3eTHAH-
3-oma. MC (IDP): macca, paccunrannas mis CioHgFaN4O, - 392,1; monyuennoe m/z, - 393,1
[M+H]*. 'H SIMP (400 MI', CDCl3) & 8,81 (x, J=1,9 I', 1H), 8,31 (x, J=1,0 T'e;, 1H), 7,94 (mx,
J=2,0, 1,0 I'u, 1H), 7,93-7,83 (m, 1H), 7,79-7,71 (m, 1H), 7,34-7,26 (M, 1H), 6,98 (1, J=54,8 I'y,
1H), 5,10 (c, 2H), 4,32-4,15 (m, 2H), 4,12-3,88 (M, 2H), 1,61 (n, J=21,4 'y, 3H).

ITpumep 142: 2-[6-[3-(audropmernn)-4-¢propdenun|nupaszonol4,3-b]nupuann-1-unl-1-

(3-aTrn-3-¢propazeTunuH- 1 -1 )3TaHOH.

VYKka3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHYald CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 2, ¢ UCMOJb30BAHUEM 3-3THII-3-PpTOpaseTuarHa BMECTO 3-MeTwieHasetuauHa. MC
(IDP): macca, paccuutannas aas CyoH sF4N4O, - 406,1; noayduennoe m/z, - 407,3 [M+H]". '
SAMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 I'y, 1H), 8,31 (n, J=1,0 I'u, 1H), 7,94 (an, J=1,9, 1,0
I'n, 1H), 7,92-7,83 (m, 1H), 7,81-7,68 (M, 1H), 7,37-7,28 (m, 1H), 6,98 (1, J=54,9 I'y, 1H), 5,10
(c, 2H), 4,25-3,94 (m, 4H), 1,95-1,75 (m, 2H), 0,97 (T, J=7,4 ', 3H).

IMpumep 143: 2-[6-[3-(audropmernn)-4-propdenmn|mupaszomnol4,3-b]nupuann- 1-mnl-1-
[3-drop-3-(dropmermin)azeTrauH- 1 -1 |3TaHOH.
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VYkazaHHOE B 3ar0JIOBKE COeTMHEHHE noJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OITMCAHHOMY B

npumepe 1, ¢ wucnonb3oBaHueM  3-¢rop-3-(propmermn)azeruanHa  BMECTO  3-
(Tpudropmermn)azeruaun-3-ona. MC (MDP): macca, paccuntannas anst CioH;sFsN4O, - 410,1;
nonay4yeHHoe m/z, - 411,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,82 (n, J=1,9 ', 1H), 8,32 (x,
J=1,0 I'y, 1H), 7,93 (ax, J=1,9, 1,0 I'u, 1H), 7,90-7,85 (m, 1H), 7,80-7,66 (M, 1H), 7,37-7,29 (M,
1H), 6,98 (1, J=54,8 T'u, 1H), 5,12 (c, 2H), 4,58 (nn, J=46,8, 18,2 I'u, 2H), 4,32-4,13 (m, 4H).
IMpumep 144: 2-[6-[3-(audropmermn)-4-propdenmn|mupaszornol4,3-blnupuann- 1-mn]-1-

(3-MeToKCH-3-MeTHIIa3eTHINH- | -1JT)3TaHOH.

=

L

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJjryvanu CHOCO6OM, AHAJIOTUYHBIM OIMMCAHHOMY B

i

npuMepe 1, c UCIIOJIb30BAaHUEM 3-MeTOKCH-3-MeTUIa3eTUANHA BMECTO 3-
(Tpudropmerun)azernaun-3-ona. MC (MUDP): macca, paccunranHast st CooH9F3N4Oa, - 404,1;
nosydenHoe m/z, - 405,1 [M+H]*. "H SIMP (400 MI'n, CDCl3) & 8,80 (x, J=1,9 I'ny, 1H), 8,30 (x,
J=1,0 T'u, 1H), 7,96-7,93 (m, 1H), 7,88-7,84 (m, 1H), 7,78-7,72 (m, 1H), 7,32-7,26 (M, 1H), 6,98
(T, J=54,9 T'u, 1H), 5,09 (c, 2H), 4,03 (nn, J=14,6, 9,7 I'n, 2H), 3,83 (ann, J=24.8, 9,7, 1,3 I'Ly,
2H), 3,21 (c, 3H), 1,46 (c, 3H).

IMpumep 145: 2-[6-[3-(audropmermn)-4-propdenrn|nupaszomnol4,3-b]nupuann- 1-mn]-1-

(3-3THn-3-rUapPOKCHA3ETHINH- 1 -HIT)3TAHOH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4ajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npuMepe 1 c HCIIOJIb30BAHUEM 3-3Tun-3-ruipoKCUa3eTUANHA BMECTO 3-

(Tpudropmermn)azerunun-3-oga. MC (M3OP): macca, paccunrannas st CooHioF3N4Oo, - 404,1;
noay4eHHoe m/z, - 405,1 [M+H]". 'H samP (400 MI'u, CDCls) 6 8,80 (z, J=1,9 'y, 1H), 8,30 (x,
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J=1,0 'y, 1H), 7,96-7,93 (M, 1H), 7,89-7,84 (m, 1H), 7,78-7,72 (m, 1H), 7,33-7,26 (M, 1H), 6,98
(1, J=54,8 'y, 1H), 5,09 (c, 2H), 4,06-3,85 (m, 4H), 2,01 (¢, 1H), 1,77 (x, J=7,4 I'y, 2H), 0,95 (T,
J=7,4T1, 3H).

ITpumep 146: 2-[6-[3-(audropmernin)-4-propdenun|nupaszonol4,3-b]nupuann-1-unl-1-

(3-runpoxcu-3-MeTuna3eTHIuH- 1 -1i1)3TaHOH.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumMepe 1, c UCIIOJIb30BAHUEM 3-ruapoKcu-3-MeTunazeTuanHa BMECTO 3-
(tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccunrannas anst CioH7F3N4Os, - 390,1.
nonay4yenHoe m/z, - 391,2 [M+H]* [M+H]+. 'H ssmP (400 MI'u, metanon-d4) 6 8,79 (n, J=1,8
I'n, 1H), 8,29 (», J=0,9 I'y, 1H), 8,16 (mx, J=1,9, 1,0 I'n, 1H), 7,97-7,90 (m, 1H), 7,90-7,79 (m,
1H), 7,42-7,30 (m, 1H), 7,02 (1, J=54,8 'y, 1H), 5,19 (¢, 2H), 4,12 (c, 2H), 3,95 (¢, 2H), 1,53 (c,
3H).

ITpumep 147: 2-[6-[3-(audropmermin)-4-propdenmn|mupasonol4,3-b]nupuann-1-mnl-1-

[3-¢rop-3-(runpoxkcuMeTHIT)a3eTUANH- | - UIT|3TaHOH.

N

FF 52
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VYka3zaHHOE B 3arojIOBKE COSTMHEHHE MOJTy4alld CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, C  HUCHOJAB30BaHUEM  3-(PTOP-3-THAPOKCUMETHIA3ETUANHA  BMECTO  3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccuntannas mist Ci9H 6FaN4Os, - 408,1;
noay4yeHHoe m/z, - 409,2 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 'y, 1H), 8,31 (7,
J=1,0 I'u, 1H), 7,93 (an, J=2,0, 1,0 I'n, 1H), 7,87 (n, J=6,5 I'u, 1H), 7,75 (c, 1H), 7,33-7,26 (M,
1H), 6,98 (T, J=54,9 I'y, 1H), 5,11 (c, 2H), 4,29-4,12 (m, 4H), 3,94-3,78 (m, 2H), 1,98-1,88 (M,
1H).

IMpumep 148: 2-[6-[3-(audropmermn)-4-propdenmn|mupaszomnol4,3-b]nupuann- 1-mnl-1-

[3-¢prop-3-(MeTokCHMeETHIT)a3e TUANH- | -UJT |3 TAaHOH.



158

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYalld COCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, ¢  HCHonb30BaHHEM  3-(TOP-3-METOKCHMETHJIA3€THINHA  BMECTO  3-
(Tpudropmermin)azerunun-3-oga. MC (MOP): macca, paccunrannas mist CooHisFaN4Oo, - 422.1;
noay4yeHHoe m/z, - 423,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (1, J=1,9 ', 1H), 8,31 (7,
J=1,0 I'y, 1H), 7,93 (ax, J=1,9, 1,0 I'u, 1H), 7,90-7,84 (M, 1H), 7,80-7,71 (M, 1H), 7,32-7,27 (M,
1H), 6,98 (T, J=54,8 ', 1H), 5,11 (c, 2H), 4,28-4,07 (m, 4H), 3,60 (z, J=17,5 I'u, 2H), 3,41 (c,
3H).

[Tpumep 149: [6-[3-(audropmerin)-4-propdenmn|nupazono[4,3-bmupunus-1-nmn]-1-(3-

TUJIPOKCH-2-METUJIA3€TUIHH- | -UJT)3TaHOH.

RS N

FF —/Kz RS

OH
VKa3aHHOE B 3ar0JIOBKE COSIMHEHHE MOJy4aId CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, ¢ HUCIONB30BAaHUEM IHACTEPEOMEPHON CMeCH 3-THAPOKCH-2-METHJIa3eTHAHHOB
BMecTO  3-(Tpudropmermn)aseruaun-3-oma. MC (MDP): wmacca, paccumtaHHas Uit
C19H7F3N4O,, - 390,1. nonyuenHoe m/z, - 391,0 [M+H]". 'H aMmP (400 MTI'u, xiopodopm-d) &
8,81-8,77 (m, 1H), 8,32-8,27 (m, 1H), 8,00-7,92 (m, 1H), 7,89-7,83 (m, 1H), 7,78-7,71 (m, 1H),
7,31-7,26 (v, 1H), 6,98 (r, J=54,9 I'y, 1H), 5,21-4,93 (v, 2H), 4,78-4,11 (m, 3H), 3,96-3,75 (m,

1H), 2,59-2,06 (m, 1H), 1,50-1,35 (m, 3H).

ITpumep 150: 1-[2-[6-[3-(Tpudropmernn)penwn|mupazono4,3-b Jnupunun-1-
W1 |aleTi |a3e T AN H-3-KapOOHUTP L.
M
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VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJry4vaiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMmepe 16 ¢ HUCMONB30BAaHMEM a3eTUAWH-3-KapOOHUTpUIA TUAPOXJIOpUAA BMECTO 3-
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¢dropazernauna ruapoxiopuna u DCM smecro DMF. MC (M3P): macca, paccuuTaHHasi IUist
C1oH4F3N50, - 385, 1; monmyuenHoe m/z, - 386,1 [M+H]*. 'H SIMP (400 MI', DMSO-dg) & 8,95
(n, J=1,9 T'y, 1H), 8,50-8,47 (m, 1H), 8,40-8,38 (M, 1H), 8,18-8,11 (m, 2H), 7,87-7,77 (m, 2H),
5,40-5,28 (m, 2H), 4,54-4,39 (m, 2H), 4,25-4,16 (m, 1H), 4,13-4,05 (m, 1H), 3,91-3,82 (m, 1H).
IIpumep 151:  1-[2-[6-[3-(mudTopmerun)-4-propdennn|nupasonol4,3-b|nupuaun-1-

W1 |areTu|a3eTHANH-3-KapOOHUTPHIL.

s
NL_{D
F M

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyHYalld CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMepe 2, ¢ UCIOJIb30BAaHUEM 3-I[HaHOAa3eTHINHA BMecTO 3-MeTmineHaszetuauHa. MC (MOP):
macca, paccuutanHas misi CioH4F3NsO, - 385,1; nonyuennoe m/z, - 386,0 [M+H]". 'H amp
(400 MI', CDCI5) & 8,83 (1, J=1,9 I', 1H), 8,32 (n, J=1,0 I'y, 1H), 7,92 (nm, J=2,0, 1,0 I'my,
1H), 7,90-7,84 (m, 1H), 7,80-7,69 (m, 1H), 7,34-7,28 (M, 1H), 6,98 (1, J=54,8 I';, 1H), 5,09 (x,
J=3,1T1, 2H), 4,44-4,17 (m, 3H), 3,58-3,42 (M, 2H).

IMpumep  152:  1-[2-[6-[3-(audropmernn)4-propdennn|nupaszono[4,3-bnupunun-1-

W1 |aneTi |3 -MeTHuIa3e THINH- 3-KapOOHUTPIIL.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE MoJry4yajiu CHOCO6OM, AHAJIOTMYHBbIM OIMMCAHHOMY B

npumMepe 1, c UCIIOJIb30BAHUEM 3-umnaHo-3-MeTunazeTuanHa BMECTO 3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccuntannas miust CooHisFsNsO, - 399,1;
nony4yeHHoe m/z, - 400,2 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,83 (n, J=1,9 'y, 1H), 8,32 (7,
J=1,0 I'u, 1H), 7,92 (an, J=1,9, 1,0 T'u, 1H), 7,90-7,85 (M, 1H), 7,79-7,72 (m, 1H), 7,34-7,27 (™,
1H), 6,98 (1, J=54,9 I'ny, 1H), 5,09 (c, 2H), 4,45-4,34 (m, 2H), 3,97 (1, J=9,0 T'u, 2H), 1,67 (c,
3H).

[Tpumep 153: 1-(3-anerazerunun-1-mn)-2-[ 6-[ 3-(mudTopmeTin)-4-

dropdernn|nupasonol4,3-b]nupuann-1-un]3TaHoH.
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Vka3aHHOE B 3ar0JIOBKE COEIUHEHHUE MOJy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMepe 1, c HCIIOJIb30BaHNUEM 1-(a3eTunuH-3-1n)3TUH-1-0Ha BMECTO 3-
(TpudropmeTtmin)azerunun-3-oga. MC (MOP): macca, paccunrannas st CooHi7F3N4Os, - 402,1;
noay4yeHHoe m/z, - 403,2 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,80 (m, J=1,9 ', 1H), 8,30 (x,
J=1,0 I'y, 1H), 7,93 (ax, J=1,9, 1,0 I'u, 1H), 7,89-7,84 (m, 1H), 7,78-7,72 (m, 1H), 7,32-7,27 (™,
1H), 6,98 (T, J=54,8 'y, 1H), 5,21-4,94 (m, 2H), 4,33 (ax, J=8,8, 6,0 'y, 1H), 4,27-4,08 (M, 3H),
3,57-3,43 (m, 1H), 2,18 (¢, 3H).

IMpumep 154: N-[1-[2-[6-[3-(mudTopmernn)-4-pTopdennn|mupasonol4,3-b nupuann-1-

WJI|alleTh |a3eTU AN H- 3- 1T |arleTaMUI.

&
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VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHaln CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 1, ¢ UCTIONb30BaHUEM 3-aleTaMUA0A3ETHANHA BMECTO 3-(TpuTOpMETHII)a3eTHANH-3-
onma. MC (UDP): macca, paccuntanHast ansi CooH; sFsNsO,, - 417,1; nonyyennoe m/z, - 418,2
[M+H]*. 'H SIMP (400 MI'y, CDCl5) & 8,81 (z, J=1,9 ', 1H), 8,30 (x, J=1,0 T'n, 1H), 7,93 (ux,
J=1,9, 1,0 I'u, 1H), 7,90-7,83 (m, 1H), 7,81-7,70 (m, 1H), 7,32-7,27 (m, 1H), 6,98 (T, J=54,8 T'Ly,
1H), 5,96 (n, J=7,1 T'u, 1H), 5,19-5,01 (m, 2H), 4,76-4,61 (m, 1H), 4,47-4,30 (m, 2H), 4,01-3,83
(M, 2H), 1,96 (c, 3H).

IMpumep  155:  1-[2-[6-[3-(audropmeTnn)4-propdennn|nupaszono[4,3-bnupunun-1-

wilauetn]-N, N-nuMmeruna3eTunns-3-kapOoKCaMu .

VYka3zaHHOE B 3aroJIOBKE COSIUHEeHIE noJry4aiau CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumepe 1, ¢ wucnonb3oBanueM N, N-ngumerunaserngus-3-kapOokcamuza BMECTO 3-
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(Tpudropmetmn)azerunun-3-oga. MC (MOP): macca, paccunrannas st CaiHyoF3NsOo, - 431,2;
noay4eHHoe m/z, - 432,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,79 (n, J=1,9 'y, 1H), 8,29 (7,
J=1,0 T'w, 1H), 7,95 (nx, J=2,0, 1,0 ['y, 1H), 7,89-7,83 (m, 1H), 7,79-7,71 (m, 1H), 7,33-7,23 (m,
1H), 6,98 (t, J=54,8 T, 1H), 5,20-4,89 (v, 2H), 4,57-4,47 (m, 1H), 4,31-4,07 (m, 3H), 3,59 (rT,
1=9,0, 6,2 ', 1H), 2,97 (¢, 3H), 2,89 (¢, 3H).

ITpumep 156: Metun-N-[1-[2-[6-[3-(nudpTopmernn)-4-propdenun|nupaszono[4,3-
b]nupunun-1-unjanerun]azeruans-3-ui|kapdbamar.

&
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VYka3zaHHOE B 3arojIOBKE COEMHEHHE MOJTyHalld ClIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npuMepe 1, ¢ UCTIONB30BaHUEM a3e€TUAMH-3-mikapbamaTa BMeCTO 3-(TpuTOpMETHI)a3eTUANH-
3-oma. MC (MOP): macca, paccunrtanHas st CooH sFsNsOs, - 433,1; monyuenHoe m/z, - 434,2
[M+H]*. 'H SIMP (400 MI'r, CDCl3) & 8,81 (x, J=1,9 I', 1H), 8,30 (x, J=1,0 T'y, 1H), 7,93 (mx,
J=2,0, 1,0 I'u, 1H), 7,91-7,85 (m, 1H), 7,80-7,73 (m, 1H), 7,33-7,27 (m, 1H), 6,98 (T, J=54,9 I'Ly,
1H), 5,12-5,07 (M, 3H), 4,58-4,45 (M, 1H), 4,41-4,31 (M, 2H), 4,03-3,83 (M, 2H), 3,68 (c, 3H).

ITpumep 157: N-[1-[2-[6-[3-(mudTopmernn)-4-propdennn|nupaszonol4,3-b|nupuann-1-
wi|anerun|azeTuauH-3-ui)-2,2,2-rpudropaneraMmu.
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VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIyYasld CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucnojp3oBaHueM 3-(2,2,2-TpuropaneraMuao)azeTUANHA  BMECTO  3-
(Tpudropmermin)azerunun-3-oga. MC (MOP): macca, paccunrannas st CooHisFsNsO,, - 471,1;
noiay4eHHoe m/z, - 472,0 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,82 (n, J=1,9 'y, 1H), 8,31 (7,
J=1,0 I'y, 1H), 7,93 (ax, J=1,9, 1,0 I'u, 1H), 7,89-7,85 (m, 1H), 7,79-7,73 (M, 1H), 7,33-7,26 (™,
1H), 6,98 (T, J=54,8 I'y, 1H), 5,24-5,00 (M, 2H), 4,82-4,63 (M, 1H), 4,57-4,29 (m, 2H), 4,16-3,97
(M, 2H).

ITpumep 158: N-[1-[2-[6-[3-(mudTopmernn)-4-pTopdennn|nupasonol4,3-blnupuann-1-

VT |aLleTHT |a3e TU AN H- 3 - FJT | IUKJIOMPONIaHKapOOKCaMu .
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VYka3zaHHOE B 3aroJIoBKe COSIUHEHIE MnoJry4yajiu CHOCO6OM, AHAJIOTUYHbIM OIMMCAHHOMY B

npumepe 1, ¢ wucmnonab3oBaHueM N-(a3eTHIMH-3-1I)IUKIONPONaHKapOoKcaMuIa BMECTO 3-
(TpudropmeTtmin)azerunun-3-oga. MC (MOP): macca, paccunrannas st CooHaoF3NsOa, - 443.2;
nosyderHoe m/z, - 444,2 [M+H]*. 'H SIMP (400 MI'n, CDCls) & 8,81-8,77 (m, 1H), 8,32-8,25
(m, 1H), 7,96-7,91 (m, 1H), 7,88-7,83 (m, 1H), 7,77-7,71 (m, 1H), 7,31-7,27 (m, 1H), 6,98 (T,
J=549T'u, 1H), 5,21 (¢, 2H), 3,86-3,41 (M, 4H), 3,38-3,22 (M, 4H), 2,71-2,43 (m, 1H), 2,22-1,96
(M, 1H), 1,94-1,64 (m, 1H).

IMpumep 159: N-[1-[2-[6-[3-(mudpTopmernn)-4-pTopdennn|mupasonol4,3-bnupuann-1-

W1 |alieTIT |a3e T AN H- 3- 1T |[MeTaHCY Ib() OHAMHUI.
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Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE MOJIy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, ¢ wucnonb3oBaHueM N-(aseTuauH-3-wi)MeTaHCylIbpoOHAMHIA BMECTO  3-
(Tpudropmermn)azeruaun-3-oga. MC (UOP): macca, paccuutannas st CioHjsFsNsOsS, -
453,1; nonydenHoe m/z, - 454,0 [M+H]". 'H saMP (400 MTI', meranon-d4) 6 8,79 (n, J=1,9 I'y,
1H), 8,30 (1, J=1,0 Ty, 1H), 8,15 (mx, J=1,9, 1,0 Ty, 1H), 7,96-7,89 (m, 1H), 7,88-7,81 (m, 1H),
7,35 (mam, J=9,8, 8,6, 1,2 Ty, 1H), 7,02 (1, J=54,8 T, 1H), 5,18 (c, 2H), 4,59-4,49 (v, 1H),
4,42-4,27 (m, 2H), 4,24-4,16 (m, 1H), 4,04-3,95 (m, 1H), 2,96 (c, 3H).

IMpumep 160: 2-[6-[3-(audropmermn)-4-propdenmn|mupaszomnol4,3-b]nupuann- 1-mn]-1-

(3-meTuncynbh OHUITA3ETUINH- | -WJT)3 TAHOH.

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4aau CHOCO6OM, AHAJIOTUYHBIM OIMMCAHHOMY B
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npuMepe 1, C  HCIOJb30BAaHUEM 3-(meTmncynb(OHMIT)a3eTUANHA  BMECTO 3-
(tpudropmerun)azernaun-3-ona. MC (MDP): macca, paccumranHas misa CioH7F3N4OsS, -
438,1; nonyuennoe m/z, - 439,0 [M+H]". 'H smPp (400 MI'u, DMSO-dg) 6 8,90 (m, J=2,0 I'Ly,
1H), 8,44 (an, J=2,0, 1,0 I'u, 1H), 8,39 (x, J=1,0 I'u, 1H), 8,12-7,98 (m, 2H), 7,59 (T, J=9,8 I'y,
1H), 7,31 (T, J=54,1 I'u, 1H), 5,48-5,25 (M, 2H), 4,60-4,52 (M, 1H), 4,50-4,44 (m, 1H), 4,44-4,35
(M, 1H), 4,26-4,17 (m, 1H), 4,16-4,07 (m, 1H), 3,07 (c, 3H).

Ipumep 161: 1-[1-[2-[6-[3-(mudTopmernn)-4-propdenun|nupasonol4,3-bnupunun-1-

WJI|atie T |a3e THIUH- 3-FJT | TU PP OJTUANH-2-OH.

VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucronp3oBaHMEeM  1-(azeTHAMH-3-WI)IUPPONUANH-2-OHA  BMECTO  3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccunrannas st CooHaoF3NsOa, - 443.2;
nojay4eHHoe m/z, - 444,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 'y, 1H), 8,30 (x,
J=1,0 I'y, 1H), 7,95 (an, J=2,0, 1,0 I'u, 1H), 7,89-7,82 (M, 1H), 7,81-7,67 (M, 1H), 7,37-7,27 (M,
1H), 6,98 (T, J=54,8 'y, 1H), 5,09 (c, 2H), 5,06-4,96 (m, 1H), 4,31-4,11 (m, 4H), 3,57-3,30 (M,
2H), 2,50-2,26 (m, 2H), 2,13-2,04 (m, 2H).

ITpumep 162: 2-[6-[3-(audropmernin)-4-propdenun|nupasonol4,3-b]nupuaun-1-unl-1-
[3-(1H-ummnazon-2-mi)aseTuauH- 1 -uii|3TaHoH.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 2, ¢ UCIoNIb30BaHueM 2-(azetuans-3-ui)- 1 H-uMuaasona BMecTo 3-MeTHIeHa3eTHINHA.
MC (UDP): macca, paccunrannas wist Co1Hi7FsNgO, - 426,1; nonydennoe m/z, - 427,2. "H SIMP
(400 MI', CDCl3) 6 8,92-8,60 (M, 1H), 8,21 (¢, 1H), 7,96 (¢, 1H), 7,88-7,82 (M, 1H), 7,73 (T,
J=6,7T'n, 1H), 7,30-7,22 (m, 1H), 6,96 (1, J=54,9 'y, 1H), 6,76 (c, 2H), 5,40-5,02 (m, 3H), 4,51-
4,36 (M, 2H), 4,34-4,22 (M, 2H), 4,00-3,84 (M, 1H).

ITpumep 163: 2-[6-[3-(audropmernn)-4-¢propdenun|nupaszonol4,3-b]nupuann-1-unl-1-

[3-(4-nmpuani)azeTuaus- 1 -ui|3TaHoH.
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VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyYasld CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 2, ¢ UCIOIb30BaHUEM 4-(a3eTUANH-3-1T)TUPUINHA BMECTO 3-MeTuieHazerunuHa. MC
(UDP): macca, paccunrannas aist Co3HigFsNsO, - 437,1; nonyuennoe m/z, - 438,1 [M+H]*. 'H
SAMP (400 MI'y, CDCIls) & 8,81 (m, J=1,9 I'y, 1H), 8,62-8,55 (m, 2H), 8,31 (n, J=1,0 I'u, 1H),
7,98 (nn, J=2,0, 1,0 I'u, 1H), 7,91-7,84 (m, 1H), 7,81-7,68 (M, 1H), 7,36-7,25 (M, 1H), 7,21-7,15
(M, 2H), 6,98 (T, J=54,8 I'y, 1H), 5,13 (&, J=1,0 I'u, 2H), 4,56-4,43 (m, 2H), 4,13 (ar, J=10,3, 6,7

I'n, 2H), 3,83 (tT, J=8,9, 6,0 I'y, 1H).
ITpumep 164: 2-[6-[3-(audropmermn)-4-propdenun|mupaszomnol4,3-blnupuann-1-mnl-1-

(3-mupuMuINH-4-UNa3eTUINH- 1 -1IT)3TaHOH.

&
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Yka3zaHHOE B 3arojIOBKe COETMHEHHUE MOJTyYaid CocoO0M, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 2, ¢ UCMOJb30BaHHEM 4-(a3eTUIUH-3-WI)TUPUMHINHA BMECTO 3-METHUJIEHA3eTHINHA.
MC (MDP): macca, paccuntannas ais CoyH7F3NgO, - 438, 1; nonyuennoe m/z, - 439,2 [M+H]".
'H SIMP (400 MI', CDCl3) & 9,19 (», J=1,5 I'y, 1H), 8,80 (x, J=1,9 'y, 1H), 8,68 (x, J=5,1 'y,
1H), 8,30 (x, J=1,0 I'u, 1H), 8,05-7,97 (m, 1H), 7,93-7,83 (m, 1H), 7,81-7,69 (M, 1H), 7,34-7,25
(m, 1H), 7,18 (ax, J=5,1, 1,4 T'u, 1H), 6,98 (1, J=54,8 T'u, 1H), 5,23-5,04 (m, 2H), 4,47-4,38 (m,
3H), 4,33-4,24 (m, 1H), 3,96-3,85 (M, 1H).
[Tpumep 165: 1-(5-azacrmpo| 2.3 rekcan-5-mn)-2-[ 6-[ 3-(mudropmeTi)-4-
dropdhenun|mupazono[4,3-b]nupunun-1-ua|3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJry4aau CHOCO6OM, AHAJIOTMYHBIM OIMMMCAHHOMY B
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npuMepe 1, ¢ ucnonp3oBanueM S-azacnupo[3.2]rekcaHa BMecTO 3-(TpuTOpMETHIT )a3eTUINH-3-
ona. MC (UOP): macca, paccumrannas misi CooHj7F3N4O, - 386,1; monyuennoe m/z, - 387,1
[M+H]*. 'H SIMP (400 MI'u, CDCl3) & 8,80 (x, J=1,9 I'ny, 1H), 8,29 (n, J=1,0 ['w, 1H), 7,97 (nx,
J=1,9, 1,0 T, 1H), 7,90-7,85 (v, 1H), 7,80-7,71 (m, 1H), 7,32-7,27 (m, 1H), 6,98 (1, J=54,8 I'y,
1H), 5,11 (c, 2H), 4,22-4,07 (m, 4H), 0,79-0,56 (m, 4H).

ITpumep 166: 1-(2,2-nudrop-5-azacnupo[2.3Jrexcan-5-un)-2-[6-[3-(audpropmernn)-4-
dropdenmn|nmupazonol4,3-bmupuaun-1-un|3TaHoH.

VYka3aHHOe B 3arojiOBKe COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTHYHBIM OMMUCAHHOMY B
npumepe 1, ¢ wucnonb3oBanweMm  1,1-gudTop-5-azacnupo[2.3|rekcaHa  BMeCTO  3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccuntannas mist CooH;sFsN4O, - 422.1;
nojay4eHHoe m/z, - 423,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,82 (n, J=1,9 'y, 1H), 8,31 (7,
J=1,1Tu, 1H), 7,95 (ax, J=2,0, 1,1 T'u, 1H), 7,90-7,84 (M, 1H), 7,80-7,73 (m, 1H), 7,33-7,27 (M,
1H), 6,98 (T, J=54,9 'y, 1H), 5,21-5,00 (m, 2H), 4,32-4,19 (M, 2H), 4,17-4,03 (m, 2H), 1,53-1,42
(M, 2H).

[Tpumep 167: 1-(6-azacriupo| 3.3 Jrentan-6-mi)-2-[6-[3-(nudropmernn)-4-
dropdenun|mupazono[4,3-b]nupunun-1-unlsTaHoH.

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJIyHald CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 1, ¢ ucrnonb3oBanueM aszacnupo|3.3|renrana BMecTo 3-(TpUTOPMETUN)A3eTHIUH-3-
ona. MC (UOP): macca, paccumnrannast st CoHoFsN4O, - 400,2; nonydennoe m/z, - 401,3
[M+H]*. '"H SIMP (400 MI'y, CDCl3) & 8,79 (1, J=1,9 'y, 1H), 8,29 (x, J=0,9 I', 1H), 7,95 (ax,
J=2,0, 1,0 I'u, 1H), 7,89-7,82 (m, 1H), 7,78-7,70 (m, 1H), 7,33-7,24 (m, 1H), 6,97 (T, J=54,8 'L,
1H), 5,05 (c, 2H), 4,05 (c, 2H), 4,00 (c, 2H), 2,22-2,04 (m, 3H), 1,91-1,70 (m, 3H).

ITpumep 168: 2-[6-[3-(audropmermn)-4-¢propdenmn|mupaszomnol4,3-b]nupuann-1-mnl-1-

(3-okca-6-azacnupo[ 3.3 JrentaH-6- Ui )3 TaHOH.
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VYkazaHHOE B 3ar0JIOBKE COeTMHEHHE noJry4yaju CHOCO6OM, AHAJIOTUYHBIM OITMCAHHOMY B

npumepe 1, c WCIIOJIb30BaHUEM 1-okca-6-a3zacnmpo[3.3]rentana BMECTO 3-
(Tpudropmermin)azeruaun-3-oga. MC (MOP): macca, paccunrannas st CooHi7F3N4Os, - 402,1;
noay4yeHHoe m/z, - 403,2 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,80 (m, J=1,9 ', 1H), 8,30 (x,
J=1,0 T'y, 1H), 7,92 (ax, J=1,9, 1,0 T'u, 1H), 7,90-7,82 (M, 1H), 7,80-7,68 (M, 1H), 7,34-7,27 (™,
1H), 6,98 (T, J=54,8 T'u, 1H), 5,08 (¢, 2H), 4,58-4,42 (m, 2H), 4,31-4,11 (m, 4H), 2,91-2,76 (™,

2H).

[Tpumep 169: 1-(6-okca-2-a3acnupo[ 3.3 Jrenran-2-mn)-2-[6-[ 3-
(TpudropmeTin)pernn|nupasonol4,3-b|mupuann- 1-un]3TaHoH.
N
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VYka3zaHHOE B 3arojIOBKE COEMHEHHE MOJyHaln CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 16, ¢ ucnoabp3oBaHueM 2-okca-6-azacmupo|3.3]rentaHa BmecTo 3-(ropaseTunuHa
rugpoxjopuna 1 DCM Bmecto DMF. MC (U3QP): macca, paccuntannas st CooHi7F3N4Os, -
402,1; nonyuennoe m/z, - 403,2 [M+H]". 'H samP (400 MI'u, DMSO-de) 6 8,94 (n, J=1,9 I'ns,
1H), 8,48-8,45 (m, 1H), 8,38-8,36 (m, 1H), 8,16-8,12 (m, 2H), 7,86-7,76 (m, 2H), 5,28 (c, 2H),
4,73-4,65 (m, 4H), 4,38 (¢, 2H), 4,10 (¢, 2H).

[Mpumep 170: 2-[6-(4-dTopderun)nupasonol4,3-b|nmupunun-1-mn]-1-nupponuaus-1-

HUIIDTAHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJry4ajiu CHOCO6OM, AHAJIOTUYHBIM OINMMCAHHOMY B

npumepe 1, ¢ wucnonb3oBaHueM  2-(6-(4-¢propdenwmn)-1H-nupaszono[4,3-b]nupuann-1-
WI)YKCYCHON  KHCIOTBI  (NPOMEXKYTOUHOE coequHeHHne 31) BMeCTO MPOMEKYTOYHOTO
coennHeHus 16 u nupponuanHa BMecTo 3-(TpudTopmerni)azerunud-3-oma. MC (MDP): macca,
paccuntannas s CigH7FN4O, - 324, 1; nonyuennoe m/z, - 325,2 [M+H]". 'H amP (500 MTI'L,

CDCls) 6 8,78 (1, J=1,9 T, 1H), 8,28-8,26 (m, 1H), 7,96-7,94 (m, 1H), 7,65-7,59 (m, 2H), 7,23-
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7,15 (m, 2H), 5,20 (¢, 2H), 3,61-3,47 (M, 4H), 2,06-1,99 (m, 2H), 1,92-1,85 (M, 2H).
[Tpumep 171: 1-uppomunus- 1 -un-2-[6-[ 3-(Tpudropmerwn)enwn |mupasonol4,3-

b |nupuans-1-mi]3TaHoH.

o | ’N
NL{O

VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJTyYalld CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 2-(6-0pom-1H-nupazon[4,3-b Jmupunus-1-un)- 1-(mupponuaus-
1-um)sTaH-1-0Ha (MPOMEKYTOUYHOE CoenuHeHue 43) BMECTO MPOMEKYTOUHOTO COeqUuHEeHUs 42,
(3-(TpudTopmeTin)heHnT)0OPOHOBOIH KUCIOTHI BMECTO 2,4-nudTopheHnI00pOHOBON KHCIOTHI
u [1,1'-6uc(mupenunpocduno)depponet|nuxnopnamianusi(ll) B koMIuiekce ¢ ITUXJIOPMETAHOM
Bmecto [ 1,1'-0uc(nudpenundochuno)dpeppoues]|auxnopnamnanusi(ll). PeakunoHHy0 cMech
Harpesaiu 10 90 °C. MC (U3P): macca, paccuurtannas ais Ci9H7FsN4O, - 374,1; monydeHHOe
m/z, - 375,1 [M+H]*. '"H SIMP (500 MI', DMSO-dg) & 8,93 (m, J=2,0 T'n, 1H), 8,51-8,48 (m,
1H), 8,37-8,34 (m, 1H), 8,16-8,12 (m, 2H), 7,85-7,77 (m, 2H), 5,45 (c, 2H), 3,61 (T, J=06,8 I'w,
2H), 2,00-1,93 (m, 2H), 1,85-1,77 (m, 2H).

IIpumep 172: 2-[6-(3-uuknonponuindennn)nupasono[4,3-b Jmupunnn-1-wmn]-1-
NUPPONUANH-1-UI3TaHOH.
o | ’N
NL_(O

Vka3aHHOE B 3ar0JIOBKE COETUHEHHUE MOJy4an CIIOCOOOM, aHAIOTHYHBIM OITUCAHHOMY B
npumepe 17, ¢ ucnonszoBanueM 2-(6-0pom-1H-nupazon[4,3-b Jmupunus- 1-un)- 1-(mupponuamns-
1-un)aTan-1-oHa (MPOMEKYTOUHOE COoeaMHEHUE 43) BMECTO MPOMEKYTOYHOTO COCOUHEHUs 42,
2-(3-umknonpormidenun)-4,4,5,5-rerpamerun- 1,3,2-nuokcaboponaHa BMECTO 2.4-
mudropdheHnoopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmndochuno)deppoueH |nuxnopnauiaauii(Il) B koMmriekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(mudpenundochuno)deppouet|nuxaopnamianusa(ll). PeakinoHHYI0 CMeCh HarpeBau
1o 90 °C. MC (MOP): macca, paccunrannas as Co1HooN4O, - 346,2; monyyenHoe m/z, - 347,1
[M+H]*. "H SIMP (500 MI't;, DMSO-dg) & 8,84 (z, J=1,9 I'ni, 1H), 8,34-8,32 (m, 1H), 8,32-8,30
(m, 1H), 7,55-7,52 (m, 1H), 7,50-7,47 (m, 1H), 7,41 (T, J=7,7 'y, 1H), 7,16-7,12 (M, 1H), 5,43 (c,
2H), 3,60 (T, J=6,8 'y, 2H), 2,06-1,92 (M, 3H), 1,84-1,77 (m, 2H), 1,02-0,98 (m, 2H), 0,82-0,78
(M, 2H).

ITpumep 173: 2-[6-[3-(audropmerokcn)-4-propdennn|nupaszonol4,3-b]nupuaus-1-nm]-

1-nupponuauH-1-u1sTaHoH.
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Vka3aHHOE B 3ar0JIOBKE COETUHEHUE MOJy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 5, cocod A, ¢ ucnonb3oBanueMm 6-[3-(nudpropmerokcu)-4-propdenun]|nupaszono4,3-
bnupuarHa (MPOMEKyTOUHOE CoequHeHre 17) BMECTO MPOMEKYTOYHOTO COeNMHEeHus 16 u 2-
xJ10p-1-(mupponuauH-1-mn)stan-1-oHa BMecTo mpomexyTodHoro coenuHenus 1. MC (UDP):
macca, paccuutannas aias CioH7F3N4Os, - 390,1. nonydyennoe m/z, - 391,1 [M+H]". 'H amMmp
(300 MI', DMSO-dg) & 8,96-8,80 (M, 1H), 8,45-8,36 (M, 1H), 8,34 (¢, 1H), 7,89-7,78 (M, 1H),
7,81-7,70 (m, 1H), 7,68-7,53 (m, 1H), 7,38 (1, J=73,3 T'u, 1H), 5,43 (c, 2H), 3,72-3,47 (M, 2H),
3,37-3,22 (m, 2H), 2,05-1,88 (M, 2H), 1,88-1,72 (m, 2H).

IMpumep 174: 2-[6-[3-(audropmermn)-4-propdenmn|mupasomnol4,3-b|nupuann-1-mnl-1-

MUPPONUANH-1-UI3TaHOH.

VYka3aHHOE B 3aroJIOBKEe COSAMHEHHE MOJIyYalld CIIOCOOOM, aHAJIOTMYHBIM OIMUCAHHOMY B
npumepe S5, crmocod A, ¢ HUCMONb30BaHUEM 2-xjop-1-(mupponuaus-1-un)3Tan-1-oHa BMECTO
npomesxyrouHoro coenunenusi 1. MC (UOP): macca, paccunrannas ans Ci9Hi7F3N4O, - 374,1;
nonydyeHHoe m/z, - 375,2 [M+H]". 'H smP (500 MI'y, DMSO-dg) 6 8,93-8,83 (m, 1H), 8,47-
8,39 (m, 1H), 8,34 (¢, 1H), 8,09-8,01 (m, 2H), 7,62-7,53 (m, 1H), 7,30 (T, J=55,2 T'u, 1H), 5,44
(c, 2H), 3,66-3,54 (m, 2H), 3,38-3,27 (m, 2H), 2,03-1,92 (M, 2H), 1,87-1,76 (m, 2H).

[pumep  175:  2-[6-(3,5-nudrop-4-meTtundenwn)mupaszonol4,3-bmupuaus-1-un]-1-

MUPPONTUAHH- | -3 TaHOHA TPUPTOPALIETAT.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHal CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 17 ¢ ucnonb3oBanueM 2-(6-0pom-1H-nupaszon[4,3-bnupuann-1-un)-1-(mupponuans-
1-um)sTaH-1-0Ha (MPOMEKYTOUHOE COeqUHEHHE 43) BMECTO MPOMEKYTOUHOTO COeOUHEHUs 42,
(3,5-mudrop-4-metmndeHnn)OOpOHOBOH  KUCIOTBI  BMecTOo  2.4-nudropdeHnndopoHoBO

kuciaotrel u [1,1'-6uc(nudpenundochuno)dpeppouet|puxnopnamianusa(ll) B kommiekce ¢
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IUXJIOPMETAaHOM BMECTO [1,1"-6uc(nudpenunpocduno)peppouen |nuxnopnamragusi(1l).
Peakimonnyro cmeck HarpeBaiu a0 90 °C. MC (MDP): macca, paccuurannas ansi CioH sFoN4O,
- 356,1; nony4yennoe m/z, - 357,1 [M+H]". 'H saMP (500 MI'y, DMSO-dg) & 8,93 (1, J=2,0 I'Ly,
1H), 8.50-8,48 (M, 1H), 8,34-8,32 (m, 1H), 7,65-7,58 (m, 2H), 5,42 (c, 2H), 3,61 (T, J=6,8 'Ly,
2H), 3,31 (r, J=6,9 T, 2H), 2,24-2,20 (v, 3H), 2,01-1,93 (v, 2H), 1,85-1,78 (m, 2H).

ITpumep 176: 1-[(3R)-3-propriupponunun-1-un]-2-[6-[3-
(Tpudropmeri)henun nupasonol4,3 -b Jnupuaus- 1-un]sTaHoH.
M
g8
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Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJyYaan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 17, ¢ wucnonezoBaraneM (R)-2-(6-6pom- 1H-nmpazono[4,3-b Jmupunus-1-um)-1-(3-
¢dTopnmupponuanH- 1-m)3taH-1-oHa (MPOMEKYTOUHOE COSAMHEHNE 45) BMECTO MMPOMEKYTOYHOTO
COEIIMHEHUS 42, (3-(Tpudropmermn)penn)0opoHOBOI KHCJIOThI BMECTO 2,4-
mudropdheHnToopoHoBOH KHCJIOTBI u [1,1"-
ouc(nudenmnpochuno)peppoueH | nuxnopnaaavsi(Il) B komruiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpennndochuno)deppouet|nuxaopnamianusa(ll). PeakinoHHyr0 cMech HarpeBau
1o 90 °C. MC (M9P): macca, paccuntanHas 1y C19H6F4N4O, - 392,1; nmony4yennoe m/z, - 393,0
[M+H]*. "H SIMP (500 MI't, DMSO-de) & 8,93 (m, J=2,0 I'ni, 1H), 8,52-8,49 (v, 1H), 8,39-8,35
(M, 1H), 8,16-8,10 (m, 2H), 7,85-7,76 (m, 2H), 5,59-5,27 (m, 3H), 4,02-3,41 (M, 4H), 2,38-1,94
(M, 2H).

ITpumep 177: 1-[(3S)-3-propnupponunun-1-un]-2-[6-[3-
(Tpudropmerin)pernn |nupaszonol4,3-b|nupuaun- 1-un]3TaHoH.
M
g
NL_(D

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJy4aan CIOCOOOM, aHAJIOTHYHBIM OMUCAHHOMY B
npumepe 17, ¢ wucnonbp3oBanueM (S)-2-6-6pom- 1H-nmpazono[4,3-bmupunus-1-um)-1-(3-
¢dTopnmpponuanH- 1-m)3tas- 1-oHa (MPOMEKYTOUHOE COeANHEHNE 44) BMECTO MPOMEKYTOYHOTO
COEIIMHEHUS 42, (3-(Tpudropmermn)penn)0opoHOBOI KHCJIOTbI BMECTO 2,4-
mudropdhernoopoHoBoOi KHCJIOTBI " [1,1"-
ouc(nudpenmndocpuno)pepporueH | nuxnopnatagusi(ll) B koMIuiekce ¢ TUXJIOPMETAHOM BMECTO
[1,1"-6uc(nudpenundochuno)deppouet | nuxaopnamiagus(ll). PeaknoHHyr0 cMech HarpeBaiiu
10 90 °C. MC (U3P): macca, paccuntannas aist C19H;¢F4N4O, - 392,1; monmyuenHoe m/z, - 393,1
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[M+H]*. "H SIMP (500 MI't, DMSO-de) 8 8,93 (z, J=1,9 I'ni, 1H), 8,52-8,49 (v, 1H), 8,38-8,35
(M, 1H), 8,16-8,11 (m, 2H), 7,85-7,76 (m, 2H), 5,59-5,28 (m, 3H), 4,03-3,40 (M, 4H), 2,38-1,93
(M, 2H).

ITpumep 178: (R, S)-2-[6-[3-(nudTopmerokcu)-4-propdenun|nupaszomnol4,3-b|nupuann-
1-un]-1-(3-proprupponuauH- 1-ua)3TaHOH.
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VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 5, cocod A, ¢ ucnonbzoBanueM 6-[3-(nudropmerokcu)-4-propdenui|nupazono[4,3-
bnupuarHa (IpoMeKyTOYHOE coenuHeHue 17) BMECTO MPOMEKYTOYHOrO COequHeHHus 16 u
pauemuueckoro 2-xiyop-1-(3-¢propnupponuans-1-m)3tas-1-oHa (IPOMEKYTOUHOE COSTUHEHNE
5) Bmecto mpomexyrouHoro coemuHenuss 1. MC (MDP): macca, paccumraHHas s
C1oH 6F4N4O,, - 408,1; monyuennoe m/z, - 409,1 [M+H]*. "H SIMP (300 MI', DMSO-dg) &
8,88 (m, J=1,9 I'y, 1H), 8,45-8,38 (m, 1H), 8,35 (¢, 1H), 7,86-7,78 (M, 1H), 7,79-7,70 (m, 1H),
7,60 (nm, J=10,2, 8,8 I'y, 1H), 7,38 (1, J=73,2 I'u, 1H), 5,63-5,22 (m, 3H), 4,10-3,23 (m, 4H),
2,41-1,89 (m, 2H).

ITpumep 179: (R, S)-2-[6-[3-(mudpTopmernn)-4-propdennn|nupazonol4,3-b |nupuann-1-
win|-1-(3-¢propnupponuauH- 1-uiI)3TaHOH.
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VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHaJld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 5, cmocod A ¢ HCMONBb30BAaHHEM paleMHYecKoro 2-xyop-1-(3-¢propruppomuaus-1-
wi)3TaH-1-oHa (IPOMEKYTOYHOE COeNMHEHUEe 5) BMECTO MPOMEKyTOUHOro coenuHernust 1. MC
(IDP): macca, paccuutannas ais CioHgF4N4O, - 392,1; noaydennoe m/z, - 393,1 [M+H]". '
AMP (300 MI'u, DMSO-dg) 6 8,91-8,84 (m, 1H), 8,48-8,40 (M, 1H), 8,36 (¢, 1H), 8,11-7,97 (m,
2H), 7,64-7,52 (m, 1H), 7,30 (1, J=54,2 T'u, 1H), 5,65-5,23 (M, 3H), 4,08-3,21 (M, 4H), 2,39-2,21
(M, 1H), 2,21-2,03 (M, 1H).

ITpumep 180: 2-[6-[3-(audropmernn)-4-propdenmn|nupaszonol4,3-blnupuann-1-mnl-1-
[(3R)-3-¢propnupponuaus-1-unlsTaHoH.
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Vka3aHHOE B 3ar0JIOBKE COEIUHEHUE MOy CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, ¢ ucnonszoBarueM (R)-3-propnupponununa BMecto 3-(TpudToOpMeTHI)a3eTUANH-3-
ona. MC (UOP): macca, paccumrannas ansi CioH sFaN4O, - 392.1; nonyuenHoe m/z, - 393,1
[M+H]*. 'H SIMP (400 MI', CDCl3) & 8,87-8,70 (m, 1H), 8,36-8,26 (m, 1H), 7,97-7,93 (m, 1H),
7,89-7,85 (m, 1H), 7,79-7,72 (M, 1H), 7,32-7,26 (m, 1H), 6,98 (1, J=54,9 I';, 1H), 5,47-5,12 (m,
3H), 4,02-3,45 (m, 4H), 2,54-1,85 (M, 2H).

IMpumep 181: 2-[6-[3-(audropmermn)-4-propdenmn|mupasomnol4,3-b]nupuann- 1-mn]-1-

[(3S)-3-proprupponuanH- 1-u|3TaHoH.

VYKka3zaHHOE B 3arojIOBKE€ COEIMHEHHE MOJyHall CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢ ucnonb3oBanueM (S )-3-groprnupponuanHa BMeCTO 3-(TpUPTOPMETHI)a3eTUIHH-
3-oma. MC (IOP): macca, paccunrannas misi CioHgFsN4O, - 392,1; monyuennoe m/z, - 393,1
[M+H]*. 'H SIMP (400 MI', CDCl3) & 8,85-8,74 (M, 1H), 8,36-8,26 (m, 1H), 7,98-7,91 (m, 1H),
7,89-7,84 (m, 1H), 7,79-7,71 (M, 1H), 7,33-7,26 (m, 1H), 6,98 (1, J=54,9 I'n;, 1H), 5,48-5,06 (™,
3H), 4,05-3,48 (v, 4H), 2,53-1,88 (M, 2H).

IMpumep 182: (R, S)-2-[6-[3-(mudTopmerokcu)-4-propdenun|nupaszonol4,3-b|mupuamn-

1-n71]-1-(3-ruApOKCUITUPPOTHINH- 1 -1JT)3TAHOH.

OH
Ris

VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHad CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 5, ciocod A, ¢ ucnons3oBaHueM 6-[3-(nudpropmerokcu)-4-propdermn|nupaszomnol4,3-
blnupuanHa (IpoMeEKyTOUHOE coenuHeHue 17) BMECTO MPOMEXKYTOUHOIrO COeAWHEeHHs 16 u
paueMU4eCcKoro 2-x510p- 1-(3-ruApoKCUNUpPPOTUANH- 1 -1iT)3TaH- 1-0Ha (TpoMeXKyTOYHOE
coennHeHue 4) BMecTo npomexyrodroro coequHerns 1. MC (UQP): macca, paccuntanHas 1ist
C1oH7F3N403, - 406,1; monyuensoe m/z, - 407,1 [M+H]*. "H SIMP (300 MI', DMSO-dg) &
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8,88 (1, J=1,9 I'y, 1H), 8,46-8,36 (m, 1H), 8,34 (¢, 1H), 7,87-7,78 (M, 1H), 7,79-7,70 (m, 1H),
7,59 (an, J=10,2, 8,7 I'n, 1H), 7,38 (T, J=73,2 I'y, 1H), 5,49 (n, J=17,1 I'n, 1H), 5,46-5,39 (M,
1H), 4,99 (n, J=3,3 I'u, 1H), 4,33-4,24 (m, 1H), 3,80-3,64 (m, 2H), 3,53-3,19 (M, 2H), 2,10-1,70
(M, 2H).

ITpumep 183: (R, S)-2-[6-[3-(nudpTopmerun)-4-propdenun|nupasomnol4,3-b|nupuaun-1-
wi |- 1-(3-ruApOKCUIUPPOITUAHH- 1 -HJT)3 TAHOH.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJTyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 5, cocod A, ¢ UCMONb30BAHUEM PALEMUYECKOTO 2-XJIOp- 1-(3-THIPOKCUITHPPOJIHIUH-
1-un)aTan-1-oHa (MPOMEXKYTOYHOE COeNUHEHHE 4) BMECTO MPOMEXKYTOUHOTO coeaunenus 1. MC
(IDP): macca, paccunrtannas ais CioHi7F3N40,, - 390,1. nonyuennoe m/z, - 391,2 [M+H]". '
SAMP (500 MI'u, DMSO-dg) 6 8,85 (n, J=1,9 I';, 1H), 8,45-8,37 (m, 1H), 8,32 (¢, 1H), 8,07-7,97
(m, 2H), 7,59-7,50 (m, 1H), 7,27 (T, J=54,1 T'u, 1H), 5,49-5,42 (m, 1H), 5,41-5,33 (m, 1H), 4,97
(m, J=3,2 Ty, 1H), 4,29-4,23 (m, 1H), 3,74-3,61 (m, 2H), 3,49-3,38 (m, 1H), 3,31-3,20 (m, 1H),
2,04-1,69 (m, 2H).

IMpumep 184: (Pauemmueckuii) 2-[6-[3-(audropmeriun)-4-propdenun|nupazono[4,3-

b]mupuaun-1-umnl-1-(3-MeTOKCUMUPPONUANH- 1 -1 )3 TAHOH.
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VYka3aHHOE B 3aroJIOBKE COEIMHEHHE MOJTyHald CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, € UCHNONB30BAaHMEM pALEMUYECKOrO 3-METOKCUNUPPOJMAMHA BMECTO 3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccuntannas st CooHioF3N4Oa, - 404,1;
nonydenHoe m/z, - 405,2 [M+H]*. 'H SIMP (400 MI'n, CDCl3) & 8,81-8,68 (m, 1H), 8,37-8,20
(M, 1H), 7,99-7,92 (m, 1H), 7,92-7,81 (m, 1H), 7,81-7,70 (M, 1H), 7,36-7,26 (m, 1H), 6,97 (T,
J=54,9 'y, 1H), 5,31-5,08 (M, 2H), 4,12-3,89 (M, 1H), 3,80-3,58 (m, 3H), 3,58-3,42 (m, 1H), 3,34
(n, J=12,3 I'y, 3H), 2,35-1,87 (m, 2H).

ITpumep 185: 2-[6-[3-(audropmermin)-4-propdenmn|mupaszomnol4,3-blnupuans-1-mnl-1-

[(2R)-2-(MeTOKCUMETHIT)TUPPOTHINH- 1 -1 |3 TaHOH.
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Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJIyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, ¢ wucnonb3oBaHueM  (R)-2-(METOKCHMETWI)IHPPOIUAMHA  BMECTO  3-
(Tpudropmermin)azerunun-3-oga. MC (MOP): macca, paccunrannas st CajHz FsN4Oo, - 418,2;
nonyueHHoe m/z, - 419,2 [M+H]*. 'H SIMP (400 MI'u, CDCls) & 8,84-8,71 (v, 1H), 8,35-8,23
(v, 1H), 7,97-7,90 (v, 1H), 7,90-7,83 (m, 1H), 7,75 (c, 1H), 7,26 (¢, 1H), 6,98 (1, J=54,8 I'y,
1H), 5,56-5,10 (m, 2H), 4,33 (1, J=61,3 T'w, 1H), 3,75-3,23 (m, 7H), 2,29-1,77 (m, 4H).

IMpumep 186: 2-[6-[3-(audropmermn)-4-propdenmn|mupasornol4,3-blnupuann-1-mnl-1-

[(2S)-2-(MeTOKCUMETIIT) TUPPOTUINH- | -1 [3TaHOH.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJjry4ajiau CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 1, ¢ wucnomb3oBaHueM  (S)-2-(METOKCUMETIUI)TUPPOJIUANHA  BMECTO  3-
(Tpudropmermn)azerunun-3-oma. MC (M3OP): macca, paccunrannas st CoiHz F3sN4Oo, - 418,2;
nosnydersoe m/z, - 419,2 [M+H]*. 'H AMP (400 MI'r, CDCls) & 8,84-8,70 (M, 1H), 8,35-8,25
(m, 1H), 7,97-7,89 (m, 1H), 7,89-7,84 (m, 1H), 7,80-7,68 (M, 1H), 7,33-7,24 (m, 1H), 6,98 (T,
J=54,9 T'y, 1H), 5,53-5,14 (m, 2H), 4,44-4,20 (m, 1H), 3,75-3,19 (m, 7H), 2,26-1,76 (m, 4H).
ITpumep 187: N-[(35)-1-[2-[6-[3-(nudTopmeTn)-4-propdenun|mupasono[4,3-

bnupunus-1-wnjaueTun |nuppoauanH-3-1|aneTaMu.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE noJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumMepe 1, c HCMOJIb30BAHUEM (S)-3-anerTamMunONUPPOTUANHA BMECTO 3-
(Tpudropmermin)azerunun-3-oga. MC (MOP): macca, paccunrannas st Co1HyoF3N5O,, - 431,2;
nosny4ensoe m/z, - 432,1 [M+H]*. 'H SIMP (400 MI'y, CDCls) & 8,82-8,78 (M, 1H), 8,34-8,29
(m, 1H), 7,96-7,90 (m, 1H), 7,89-7,81 (m, 1H), 7,79-7,71 (m, 1H), 7,32-7,26 (M, 1H), 6,98 (T,
J=549 I'u, 1H), 5,71-5,58 (m, 1H), 5,37-5,10 (m, 2H), 4,64-4,43 (M, 1H), 4,02-3,36 (M, SH),

2,43-1,79 (m, 4H).
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[Tpumep 188: N-[(3R)-1-[2-[6-[3-(gudTopmeTN)-4-pTOopdenun|mupa3ono[4,3-

b Jnupuans- 1 -wi]ane i | mup poauanH- 3-1j |aneTaMu.

7,1NH

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4yajiu CHOCO6OM, AHAJIOTMYHBIM OIMMCAHHOMY B

npumepe I, C HUCTIOJIb30BAHUEM (R)-3-aueramuponuppouanHa BMECTO 3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccunrannas st CaiHaoF3NsOa, - 431,2;
nonay4yeHHoe m/z, - 432,1 [M+H]". 'H aMmP (400 MI'y, CDCls) & 8,81-8,78 (m, 1H), 8,32-8,28
(m, 1H), 7,94-7,90 (m, 1H), 7,88-7,85 (m, 1H), 7,78-7,70 (m, 1H), 7,35-7,28 (M, 1H), 6,98 (T,
J=549 T'u, 1H), 5,74-5,62 (M, 1H), 5,36-5,10 (m, 2H), 4,60-4,45 (M, 1H), 3,99-3,39 (m, SH),

2,39-1,80 (v, 4H).

[Tpumep 189: 1-(3,3-mudroprupponunus- 1-mn)-2-[6- 3-
(Tpudropmermn)pernn|nupasonol4,3-b|mupuann- 1-un]3TaHoH.
e | ™
. )
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Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOJYYaIH CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 13, ¢ ucnoap3oBanueM 3,3-au(TOPIUPPOIUINHA THAPOXJIOPHIA BMECTO MOpdoHHA.
MC (MDP): macca, paccuntannas ais CioH sFsN4O, - 410, 1; nonyuennoe m/z, - 411,1 [M+H]".
'H SIMP (400 MI', CDCl3) & 8,84 (1, J=1,16 ', 1H), 8,32 (¢, 1H), 7,97 (yu. ¢, 1H), 7,89 (c,
1H), 7,84 (1, J=7,63 'y, 1H), 7,74-7,68 (m, 1H), 7,67-7,60 (m, 1H), 5,30-5,14 (m, 2H), 4,05-3,70
(M, 4H), 2,61-2,29 (m, 2H).

IMpumep 190: 2-[6-[3-(audropmerokcn)-4-propdenmn|nupazonol4,3-b|mupuaus-1-mm]-

1-(3,3-numMeTnna3eTHauH- 1 -11)3TaHOH.

FTD qF

F

VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJjryvajiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npumepe 5, ciocod A, ¢ ucnonb3oBanueM 6-[3-(nudropmerokcu)-4-propdennn|nupazono[4,3-
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bnupuanHa (MPOMeEKyTOYHOE COeAUHEHHE 17) BMECTO MPOMEKYTOUHOTO COenuHeHus 16 u 2-
xj0p-1-(3,3-nudpropnupponuans- 1 -un)3tad-1-oHa (IPOMEKYTOUHOE COEAMHEHHE 3) BMECTO
npomexytouHoro coequnenusi 1. MC (MOP): macca, paccunrannas mst CoH;sFsN4O,, - 426,1;
nonydenHoe m/z, - 427,1 [M+H]*. '"H SIMP (300 MI', DMSO-ds) & 8,88 (z, J=1,9 I'u, 1H),
8,43-8,32 (m, 1H), 8,36 (¢, 1H), 7,87-7,77 (m, 1H), 7,78-7,68 (M, 1H), 7,66-7,55 (m, 1H), 7,38 (T,
J=73,2 T'ny, 1H), 5,59-5,49 (M, 1H), 5,51-5,38 (m, 1H), 4,24-4,09 (m, 1H), 4,01-3,85 (M, 1H),
3,82-3,65 (m, 1H), 3,63-3,49 (m, 1H), 2,71-2,50 (m, 1H), 2,49-2,30 (m, 1H).

IMpumep 191: 2-[6-[3-(audropmermn)-4-propdenmn|nupaszonol4,3-b|nupuann-1-un]-1-

(3,3-mudToprUppONUANH- 1 -1 )3 TAHOH.

VYKka3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 5, cocod A, ¢ ucnonpzoBanuem 2-xyop-1-(3,3-mudroprupponunun- 1-mi)3tas- 1-oHa
(MIpoMeXXyTOYHOE COeMHEHHe 3) BMECTO mpoMexkyTouHoro coequHenns 1. MC (MDP): macca,
paccuntannas mnsi CioHisFsN4O, - 410,1; mony4yennoe m/z, - 411,1 [M+H]". 'H aMmp (500
MTI'u, DMSO-de) 6 8,88 (m, J=1,9 T'u, 1H), 8,43-8,38 (M, 1H), 8,36 (c, 1H), 8,07-8,01 (m, 2H),
7,61-7,55 (m, 1H), 7,30 (1, J=54,1 T'u, 1H), 5,54, 5,47 (c, 2H), 4,20-4,12, 3,78-3,70 (M, 2H),
3,92, 3,56 (1, J=7,4 'y, 2H), 2,62-2,38 (M, 2H)*, cmech poTamepos.

IMpumep 192: (pauemmueckwuii) 2-[6-[3-(nudpTopmernn)-4-propdenun|nupasono[4,3-

b]nupuaun-1-ni]-1-(3-ruapokcu-3-MeTHINMUPPOITUANH- 1 -UIT)3TAHOH.
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VKa3aHHOE B 3ar0JIOBKE COSIMHEHUE MOJy4alll CII0COO0M, aHAIOTHYHBIM OITHCAHHOMY B
npumepe 1, C HCIONb30BAaHHEM PALEMHUYECKOrO 3-METHINUPPOIUANH-3-01a BMECTO 3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccuntanHas mist CooH9F3N4Os, - 404,1;
nonydenHoe m/z, - 405,1 [M+H]*. 'H SIMP (400 MI'n, CDCls) & 8,81-8,72 (m, 1H), 8,34-8,22
(M, 1H), 8,00-7,92 (m, 1H), 7,90-7,85 (m, 1H), 7,79-7,69 (M, 1H), 7,33-7,27 (M, 1H), 6,97 (,
J=549 T'ny, 1H), 5,33-5,09 (M, 2H), 3,91-3,77 (m, 1H), 3,74-3,59 (m, 2H), 3,57-3,28 (M, 1H),
2,22-1,81 (m, 2H), 1,52-1,44 (m, 3H).

ITpumep 193: (pauemMuyeckmii) mpanc-2-[6-[3-(audropmerin)-4-

dropdenun|mupazono[4,3-b]mupunun-1-unl-1-(3-¢prop-4-ruapoKCUTTUPPOTUAHH- | - UIT)3TAHOH.
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VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYalid COCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMepe 1, ¢ UCTONB30BAaHUEM paLEMHYECKOro mpanc-4-propnupponunus-3-oiga BMECTO 3-
(TpudropmeTtmn)azerunun-3-oga. MC (MOP): macca, paccuurannas nist C1oH sFaN4Oo, - 408,1;
nonydyenHoe m/z, - 409,1 [M+H]". 'H ssMP (400 MTI'u, meranon-d4) & 8,78 (un, J=1,9 I'uy, 1H),
8,29 (t, J=0,9 T'n, 1H), 8,25-8,16 (m, 1H), 7,98-7,92 (m, 1H), 7,92-7,84 (m, 1H), 7,41-7,29 (m,
1H), 7,02 (T, J=54,8 T'y, 1H), 5,50-5,29 (m, 2H), 5,20-4,87 (m, 1H), 4,54-4,32 (m, 1H), 4,11-3,55
(M, SH)*, cmech TpaHC-U30MEPOB.

I[Mpumep 194:  1-[2-[6-[3-(mudTopmernn)-4-propdennn|mupasonol4,3-b nupuann-1-

WJT|alie T | T PPOTUANH-3-0H.

Vka3aHHOE B 3ar0JIOBKE COSTMHEHHE MOJy4aId CIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 1, ¢ UCIIOIB30BaHNEM MHUPPONHINH-3-0Ha BMeCTO 3-(TpudTOpMeTHI)a3eTuanH-3-0a.
MC (UDP): macca, paccuutannas ans CioHisF3N4O,, - 388,1; monyuennoe m/z, - 389,1 [M+H]*.
'H SIMP (500 MI', DMSO-dg) & 8,88 (1, J=1,9 I';, 1H), 8,43-8,36 (v, 1H), 8,38-8,34 (m, 1H),
8,08-8,00 (m, 2H), 7,61-7,54 (m, 1H), 7,30 (1, J=54,1 T'u, 1H), 5,46 (c, 2H), 4,16 (c, 2H), 3,77-
3,70 (m, 2H), 2,60 (, J=7,9 I'y, 2H).

IMpumep 195: 1-[2-[6-[3-(audTopmerokcu)-4-propdenun|nupaszono[4,3-b|nupunun-1-

WJT|alie T | T PPOTUANH-3-OH.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHall CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucnome3oBanueM 2-(6-(3-(nudropmerokcn)-4-propdenmn)- 1H-mupazono[4,3-
b]lmupuauH-1-uM)yKCyCHOW ~ KHUCJIOTBI  (MIPOMEXYTOUHOE  coequHeHne  29)  BMeCTO
IPOMEKYTOYHOI'O COeMHEHUs 27 ¥ MUPPOIUAUH-3-0Ha BMECTO 3-(TpUTOPMETHI)a3eTUANH-3-

ona. MC (UDP): macca, paccunrtanHas mis CioH;sF3N4Os, - 404,1; nonyuenHoe m/z, - 405,1
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[M+H]*. 'H SIMP (500 MT', DMSO-dg) & 8,88 (z, J=1,9 Ty, 1H), 8,40-8,33 (v, 2H), 7,84-7,79
(M, 1H), 7,77-7,71 (m, 1H), 7,60 (nz, J=10,5, 8,6 Ty, 1H), 7,38 (t, J=73,2 T'y, 1H), 5,45 (c, 2H),
4,16 (c, 2H), 3,76-3,70 (m, 2H), 2,61 (t, J=7,9 T'y, 2H).

IIpumep 196: 1-(1-munepunnin)-2-[6-[3-(tpudpropmernn)penmn|nupazono[4,3-
b]nmupunun-1-unjsranona Tpudropanerar.
N
- | \’N
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VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 16, ¢ UCTIOIB30BaHUEM MUINEPUINHA BMeCTO 3-pTopaseTuanna ruapoxiopunaa u DCM
Bmecto DMF. MC (U3P): macca, paccuntannas mist CooHi9F3N4O, - 388,2; mony4yennoe m/z, -
389,2 [M+H]*. '"H AAMP (500 MI', DMSO-d¢) ¢ 8,92 (n, J=2,0 ', 1H), 8,48-8,46 (M, 1H),
8,35-8,34 (m, 1H), 8,16-8,11 (m, 2H), 7,84-7,76 (M, 2H), 5,55 (¢, 2H), 3,43-3,39 (M, 2H), 1,66-
1,57 (m, 4H), 1,51-1,40 (c, 2H).

[Tpumep 197: 1-(4,4-mudproprunepuani- 1 -mn)-2-[ 6-[ 3-
(Tpudropmermn)pernn|nupasonol4,3-b|nmupuann- 1-un]3TaHoH.
N
SN

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yalid COCOOOM, aHAJIOTHYHBIM OIMTUCAHHOMY B
npumepe 13, ¢ wucnonb3oBanueMm 4,4-mudropnunepunuHa BMecto Mopdonuna. MC (UDP):
macca, paccuutanHas misi CooH7FsN4O, - 424, 1; nonyuennoe m/z, - 425,1 [M+H]". 'H ssmMP
(400 MTI'u, CDClI3) 6 8,84 (n, J=1,85 I'y, 1H), 8,33 (n, J=0,92 I'u, 1H), 7,98 (an, J=1,85, 0,92
I'm, 1H), 7,89 (¢, 1H), 7,84 (n, J=7,63 T'u, 1H), 7,74-7,68 (M, 1H), 7,67-7,60 (M, 1H), 5,34 (c,
2H), 3,86-3,78 (m, 2H), 3,74 (T, J=5,90 I'u, 2H), 2,07-1,86 (M, 4H).

IMpumep 198: N-[1-[2-[6-[3-(mudTopmernn)-4-pTopdennn|mupasonol4,3-blnupuann-1-

WJI|ateTi |-4-nunepuani |alneTaMmI.
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VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHUE MOJTyYaId CIOcOO0M, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 1, ¢ UCTIONb30BaHUEM 4-aleTaMUAOIIUIIEPUANHA BMECTO 3-(TpU(TOPMETHI)a3eTUIHH-
3-oma. MC (UDQP): macca, paccuntannast st CooHooFsNsO,, - 445.2; nmonyuenHnoe m/z, - 446,1
[M+H]*. 'H SIMP (400 MI'n, CDCl3) & 8,80 (1, J=1,9 I'y, 1H), 8,30 (x, J=1,0 T'e;, 1H), 7,93 (mx,
J=1,9, 1,0 I'u, 1H), 7,90-7,81 (m, 1H), 7,77-7,72 (m, 1H), 7,34-7,27 (M, 1H), 6,98 (1, J=54,9 I'ny,
1H), 5,44-5,14 (m, 3H), 4,55-4,40 (M, 1H), 4,21-4,10 (M, 1H), 4,04-3,95 (m, 1H), 3,35-3,20 (m,
1H), 2,85-2,72 (m, 1H), 2,14-1,89 (m, SH), 1,32-1,15 (m, 2H).

IMpumep 199: 2-[6-(4-pTopdenun)nupasonol4,3-b]nupunus-1-mn]-1-mopdonuHosTaHOH.

b

»
-

VYKa3zaHHOE B 3aroJIOBKE COEMHEHHE MOJIyHald CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucnonp3oBaHueM  2-(6-(4-¢propdenwmn)-1H-nupaszomno[4,3-b]nupuann-1-
WI)YKCYCHON  KHCIOTHI  (NPOMEXKYTOYHOE coequHeHue 31) BMeCTO MPOMEKYTOYHOTO
coennHeHust 16 u mMopdonuHa BMecTo 3-(TpudTopmermn)azernaun-3-ona. MC (UDP): macca,
paccuntannas mns CigHj7FN4Os, - 340,1; monydyennoe m/z, - 341,2 [M+H]". 'H aMmp (500
MTI'u, CDCl3) 6 8,80 (n, J=1,9 T'u, 1H), 8,28 (n, J=1,1 I'y, 1H), 7,93 (ax, J=1,9, 1,0 T'u, 1H),
7,65-7,59 (m, 2H), 7,23-7,17 (m, 2H), 5,28 (¢, 2H), 3,72-3,59 (m, 8H).

IMpumep 200: 1-[(1R,55)-3-a3aburukmno[3.1.0]rekcan-3-uin]-2-[6-[3-(audpTopmerin)-4-
dropdenun|nmupazono[4,3-b]nupunun-1-un|sTaHoH.

Vka3aHHOE B 3arojIOBKE COSTUHEHHUE MOJy4aan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npumepe 1, ¢  wucnonbzoBanueM  (1R,55)-3-azabunmxio[3.1.0]rekcana  Bmecto  3-
(Tpudropmermn)azerunun-3-oga. MC (MOP): macca, paccuntannas mist CooH7FsN4O, - 386,1;
noiay4eHHoe m/z, - 387,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,78 (m, J=1,9 'y, 1H), 8,29 (7,
J=1,0 'y, 1H), 7,96-7,89 (m, 1H), 7,89-7,80 (m, 1H), 7,78-7,70 (m, 1H), 7,35-7.26 (m, 1H), 6,97
(1, J=54,8 T, 1H), 5,16 (m, J=2,3 'y, 2H), 3,87-3,74 (m, 2H), 3,68 (ax, J=9.9, 4,3 I'y, 1H), 3,45
(nm, J=12,0, 4,5 T, 1H), 1,66 (T, J=7.,9, 4,2 T'y, 1H), 1,59 (g, J=8,0, 4,1 'y, 1H), 0,83-0,76
(v, 1H), 0,20 (x, J=4,5 T'w, 1H).

ITpumep 201: 2-[6-[3-(audropmermn)-4-¢pTopdenmn|mupaszonol4,3-blnupuann-1-mnl-1-
[(1S,4S)-2-okca-5-a3abunukino[2.2. 1 JrenTaH-5-ui |3TaHOH.
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Vka3aHHOE B 3ar0JIOBKE COEUHEHUE MOJy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucnomp3oBanueM (18S,45)-2-okca-5-a3abunukio[2.2.1]rentana BMecTO 3-
(Tpudropmermin)azeruaun-3-oga. MC (MOP): macca, paccunrannas st CooHi7F3N4Os, - 402,1;
nonydenHoe m/z, - 403,1 [M+H]*. 'H SIMP (400 MI'n, CDCl5) & 8,83-8,76 (m, 1H), 8,33-8,26
(M, 1H), 8,04-7,90 (m, 1H), 7,89-7,85 (m, 1H), 7,79-7,72 (m, 1H), 7,33-7,26 (M, 1H), 7,14-6,79
(M, 1H), 5,34-5,07 (m, 2H), 4,98-4,81 (m, 1H), 4,76-4,63 (m, 1H), 3,97-3,38 (M, 4H), 2,03-1,79
(M, 2H).

IMpumep 202: 2-[6-[3-(audropmermn)-4-propdenmn|mupaszornol4,3-blnupuann- 1-mnl-1-
[(1R,4R)-2-okca-5-a3aburukio[2.2. 1]rentan-5-un|3TaHOH.

VYka3zaHHOE B 3arojIOBKE COEMHEHHE MOJyHaln CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢ wucnonwp3oBaHueM (1R,4R)-2-okca-5-azabunukno[2.2.1]rentana BmecTo 3-
(Tpudropmermn)azernaun-3-ona. MC (MUDP): macca, paccuntanHast st CooH17F3N4Oa, - 402,1;
nonyuenHoe m/z, - 403,1 [M+H]*. 'H SIMP (400 MI', CDCls) & 8,83-8,77 (m, 1H), 8,31-8,28
(m, 1H), 8,04-7.91 (m, 1H), 7,89-7,84 (M, 1H), 7,80-7,70 (m, 1H), 7,32-7,26 (m, 1H), 7,14-6,81
(m, 1H), 5,33-5,09 (m, 2H), 4,97-4,79 (M, 1H), 4,76-4,62 (m, 1H), 3,92-3,74 (m, 2H), 3,70-3,53
(m, 1H), 3,51-3,37 (m, 1H), 2,01-1,78 (M, 2H).

ITpumep 203: (patiemMu4ecKii) yuc-5-[2-[6-[3-(audTopmerni)-4-
dbropdhenun|mupazono[4,3-b|mupunun-1-unjauerwn]-3a,4,6,6a-terparunpo-3H-mupposnol3,4-
d]okcazon-2-oH.
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VYka3zaHHOE B 3aroJIOBKE COSIMHEHUE noJjryvdainun CHOCO6OM, AHAJIOTMYHbIM OIMMCAHHOMY B
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npuMepe 2, ¢ UCTOJB30BAHUEM palleMU4ecKoro yuc-rekcarunpo-2H-muppoio[3,4-d]okcazon-2-
ona BMmecto 3-metmieHazeruanaa. MC (MOP): macca, paccuntannas mist CooH;F3NsOs, - 431,1;
nonyderHoe m/z, - 432,1 [M+H]*. 'H SMP (400 MI'y, DMSO-d6) & 8,72 (n, J=1,9 T'u, 1H),
8,27-8,13 (m, 2H), 7,97-7,83 (m, 3H), 7,33 (1, J=9,3 ', 1H), 7,02 (1, J=54,5 T'y, 1H), 5,63-4,96
(m, 3H), 4,41 (nn, J=48.3, 6,4 I'u, 2H), 3,97-3,71 (m, 3H)*, iuc-usomepsL

ITpumep 204: (pauemmueckuii) yuc-5-[2-[6-[3-(aupTopmern)-4-
dropdpenun|nupasono[4,3-bnupunun-1-unlauerun]-1,3,3a,4,6,6a-rekcarunponupposol2,3-
c|muppono-2-oH.
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VYka3aHHOE B 3ar0oJIOBKE COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTHYHBIM OIMUCAHHOMY B
npuMepe 2, ¢ UCIOJB30BAHUEM PALEMHUYECKOro yuc-rekcarunponuppodi[3,4-bmuppon-2(1H)-
ona BMecTo 3-metmeHazeruanaa. MC (MIOP): macca, paccuntannas st Co1H; gFsNsO,, - 429,1;
nosy4eHHoe m/z, - 430,2 [M+H]*. 'H SIMP (400 MI'u, CDCl3) & 10,47 (c, 1H), 8,73 (c, 1H),
8,29-8,21 (m, 1H), 8,13-8,05 (m, 1H), 7,90-7,65 (M, 2H), 7,29-7,23 (M, 1H), 7,15-6,79 (m, 1H),
5,48-5,10 (m, 2H), 4,30 (ur, J=46,8, 5,8 'y, 1H), 4,09-3,99 (m, 1H), 3,80 (nm, J=12,9, 9,7 I'y,
1H), 3,28-2,95 (m, 3H), 2,71-2,53 (m, 1H), 2,35-2,10 (m, 1H).

ITpumep 205: 2-[6-[5-(mudTopmerin)-2-Tuenn|nupasono[4,3-b]mupuann- 1-un]-N, N-

JUMETHIIAICTAMU.

VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE MnoJry4yajiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMmepe 9, ¢ wucnoip3oBaHueM 2-(6-Opom- 1H-nupazono[4,3-b]mupunun-1-um)-N, N-
auMeTHaneTamuna (IpoMekyTouHoe coenuHeHue 10) BMECTO MPOMEKYTOYHOTO COETMHEHUS
12 u 2-(5-(mudropmermn)Trod en-2-un)-4,4,5,5-rerpamerun- 1,3,2-nuokcadoposana
(mpomekyTouHOe coenmHeHue 8) BMecTo 2-[4-xmop-3-(mudropmerokcu)dpenmn]-4,4,5,5-
terpametni-1,3,2-muokcaboponana. MC (UDP): macca, paccumrannas mns CsHj4FoN4OS, -
336,1; monyuennoe m/z, - 337,1 [M+H]*. 'H SIMP (300 MI'y, DMSO-ds) & 8,93 (x, J=2,0 I'Ly,
1H), 8,47-8,37 (m, 1H), 8,36-8,28 (m, 1H), 7,77-7,68 (m, 1H), 7,62-7,53 (m, 1H), 7,37 (T, J=55.4
I'n, 1H), 5,52 (c, 2H), 3,13 (¢, 3H), 2,86 (¢, 3H).

IIpumep  206: N,  N-gumerun-2-[6-[5-(tpudpropmernn)-2-Tuenni|nupasono[4,3-
b lnupuans-1-wi]aneramus.
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Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJIyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 7 ¢ wucnonb3oBanueM 4,4,5.5-terpamerun-2-(5-(tpudropmernn)ruoden-2-mn)-1,3,2-
nuokcaboponana BMmecTo  4-drop-3-merunboponoBoit  kucnorel. MC  (UDP):  wmacca,
paccuntannas s CisHisFsN4OS, - 354,1; nonyuennoe m/z, - 355,1 [M+H]". 'H amp (500
MTI'i, DMSO-dg) & 8,96 (1, J=1,9 T'n, 1H), 8,52-8,45 (m, 1H), 8,35 (¢, 1H), 7,89-7,76 (m, 2H),
5,52 (c, 2H), 3,14 (c, 3H), 2,86 (c, 3H).

ITpumep 207: 2-[6-(5-xnmop-2-Tuenmn)nupaszonol4,3-b nupunus- 1-mn|-N, N-

ANMECTUIIANCTAMU.
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VYka3zaHHOE B 3aroJIOBKe COSIUHEHIE noJry4ajiau CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 9, ¢ wucnoip3oBaHueM 2-(6-Opom-1H-nupazono[4,3-b]mupunun-1-um)-N, N-
auMeTmIaneTaMuaa (mpoMexxyTouHoe coennHeHue 10) BMECTO MPOMEKYTOUHOTO COEAUMHEHUS
12 u S-xnoptuogeH-2-00poHOBON KHUCIOTHI BMecTO 2-[4-x7op-3-(audropmerokcu)denn]-
4,4.5,5-rerpamerun-1,3,2-nuokcaboponana. MC  (MDP): wmacca, paccuuTaHHas — JJs
C14H3CIN4OS, - 320,1; monyuenHoe m/z, - 321,1 [M+H]". 'H amp (300 MI'y, DMSO-dg) &
8,85 (1, J=1,9 I'y, 1H), 8,35-8,23 (m, 2H), 7,61 (n, J=4,0 I'y, 1H), 7,26 (n, J=4,0 I'y, 1H), 5,50
(c, 2H), 3,13 (c, 3H), 2,86 (c, 3H).

IMpumep 208: 2-[6-(5-xnop-4-meTun-2-tTruennn)nupasonol4,3-b Jnupunun-1-un]-N, N-

JUMETHJIall€TaMU .

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 11, ¢ wucrnonb3oBanueMm 2-(5-xjop-4-merunrtuodeH-2-un)-4,4,5,5-rerpamerun-1,3,2-
nuokcaboponana BMecTo 3-(Tpudropmerun)penundoponosoii kucnorel. MC (MOP): macca,
paccuntannas s CisHisCIN4OS, - 334,1; nonyuennoe m/z, - 335,1 [M+H]". 'H aMmp (500
MI'u, CDCls) 6 8,75 (m, J=1,9 ', 1H), 8,24 (n, J=1,0 I'y, 1H), 7,80 (um, J=2,0, 1,0 I'u, 1H),
7,12 (¢, 1H), 5,24 (¢, 2H), 3,17 (¢, 3H), 2,99 (¢, 3H), 2,23 (c, 3H).

ITIpumep 209:  2-[6-[3-(nudTopmerun)penun|mupazono[4,3-bjmupunun-1-un]-N, N-

AUMETHIJIaLICTAMU .
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Vka3aHHOE B 3aroJIOBKE COETUHEHUE MOJyYaIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 11, ¢ wucnonp3oBanueM 3-(audropmeTin)PpeHnIO0POHOBOH KHCIOTHI BMECTO 3-
(tpudropmermn)pernndoporosoit  kuciorel. MC  (MOP): macca, paccuuTaHHas IS
C7H;6FoN40, - 330, 1; nonyuennoe m/z, - 331,0 [M+H]*. 'H aMmp (500 MI'u, CDCls) 6 8,83 (m,
J=1,9 Ty, 1H), 8,30 (1, J=1,1 Ty, 1H), 7,95 (ax, J=1,9, 1,0 T, 1H), 7,80-7,74 (m, 2H), 7,63-7,54
(M, 2H), 6,86-6,63 (m, 1H), 5,30 (¢, 2H), 3,19 (c, 3H), 2,99 (c, 3H).

IMpumep 210: 2-[6-[3-(audropmeriun)denni]-3-pTopnupaszono[4,3-b]mupuaun- 1-mn]-N,

N-gumMmeTmianeTaMus.

VYKka3zaHHOE B 3arojIOBKe COEMHEHHE MONIyHalld CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 7, ¢ ucnosib3oBaHueM 2-(6-0pom-3-¢drop-1H-nmpazono[4,3-bmupunnn-1-um)-N, N-
auMeTmiIaneTaMuaa (mpoMeXxxyTouHoe coenuHeHue 11) BMECTO NMpOMEKYTOUHOTO COEAMHEHUS
10 u 2-(3-(nudropmernn)pennn)-4,4,5,5-rerpamernn-1,3,2-nuokcadboponana smecto 4-dprop-3-
metwidernndoponosoii kucnorel. MC (MOP): macca, paccuutannas mist Ci7HisF3N4O, - 348,1;
nosnydessoe m/z, - 349,1 [M+H]*. "H SIMP (300 MI'y, DMSO-d¢) & 8,93 (n, J=1,8 I'y, 1H),
8,51-8,42 (m, 1H), 8,06-7,95 (m, 2H), 7,77-7,64 (m, 2H), 7,14 (t, J=55,7 T'u, 1H), 5,43 (c, 2H),
3,10 (c, 3H), 2,84 (c, 3H).

[pumep 211:  2-[3-pTop-6-(4-pTopdenun)nupaszono[4,3-blnupuaun-1-un]-N,  N-

JAUMETHJIalICTaMU .

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJTyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 7, ¢ ucnojb3oBaHueM 2-(6-6pom-3-¢rop-1H-nmpazono[4,3-b|mupuans-1-mn)-N, N-
auMeTwIaneTaMuaa (MpoMeXxXyTouyHoe coennHeHue 11) BMECTO MpOMEKYTOUHOTO COEOUMHEHUS
10 u 4-¢propheHnndbopoHOBOI KHCIOTEI BMECTO 4-PTOp-3-MeTHIheHNIOOPOHOBON KHCIIOTHL
MC (UDP): macca, paccunrannas ais C¢HyFoN4O, - 316,1; nonyuennoe m/z, - 317,2 [M+H]".
'H SIMP (500 MI', DMSO-dg) & 8,89 (z, J=1,8 'y, 1H), 8,42-8,36 (m, 1H), 7,91-7,83 (m, 2H),
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7,45-7,35 (M, 2H), 5,40 (c, 2H), 3,10 (¢, 3H), 2,84 (c, 3H).
IMpumep  212:  2-[3-pTop-6-(3-propdennun)nupaszono[4,3-blnupuanun-1-un]-N,  N-

JUMETHIALEeTaMU]I.
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VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYald CIIOCOOOM, aHAJIOTUYHBIM OMTUCAHHOMY B
npuMmepe 7, ¢ ucnojb3oBaHueM 2-(6-6pom-3-¢rop-1H-nupazono[4,3-b|oupuaun-1-un)-N, N-
auMeTwiIaneTaMuaa (poOMeKyTOUYHOe coennHeHue 11) BMECTO MpOMEKYTOUHOTO COETUHEHUS
10 u 3-¢ropheHnnOOpOHOBOI KHCIOTEI BMECTO 4-(PTop-3-MeTHIhEeHNIOOPOHOBON KHCIIOTBL
MC (MDP): macca, paccuntansas ais Ci¢HyFaN4O, - 316,1; nonyuennoe m/z, - 317,1 [M+H]".
'H SIMP (300 MI', DMSO-de) & 8,95 (1, J=1,8 'y, 1H), 8,52-8,44 (m, 1H), 7,76-7,66 (m, 2H),
7,65-7,55 (m, 1H), 7,38-7,27 (m, 1H), 5,41 (¢, 2H), 3,10 (¢, 3H), 2,84 (c, 3H).

IIpumep 213: 2-[6-(3-xnopdenmn)nupazonol4,3-b|mupuann- 1-mn]-N, N-
IUMETHITALETaAMUT.
M., N
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Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOy CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 7, C HCHOJb30BaHHEM 3-XJOP(EHHIOOPOHOBOH KHUCIOTBI BMecTO 4-(hrop-3-
meTua0opoHoBoit kucnotel. MC (UDP): macca, paccumrtannas mis CigHisCIN4O, - 314.1;
nonyuenHoe m/z, - 315,1 [M+H]*. 'H SIMP (500 MI't, DMSO-de) & 8,89 (z, J=1,9 I'y, 1H), 8,43
(nm, J=2,0, 1,0 T, 1H), 8,32 (1, J=1,0 'y, 1H), 7,91-7,88 (m, 1H), 7,82-7,78 (v, 1H), 7,57 (T,
J=7,8 T, 1H), 7,54-7,50 (m, 1H), 5,52 (c, 2H), 3,13 (c, 3H), 2,85 (c, 3H).

IMpumep 214: N, N-gumerun-2-[6-[2-(tpudTopmerni)-4-mupuani|nupasono[4,3-

b |nupuaus-1-wi]aneramus.

VYka3zaHHOE B 3aroJIOBKe COSIUMHEHIE noJry4ajiu CHOCO6OM, AHAJIOTUYHBIM OIMMUCAHHOMY B

npumepe 7, ¢ ucnonb3oBanueMm  4-(4,4,5.,5-rerpamerun-1,3,2-nuokcaboposnan-2-mi)-2-

2

(Tpudropmermn)mupunuHa BMecTO 4-¢Top-3-Metundennnoopornosoii kuciaotel. MC (MIP):
macca, paccuutannas st CigH4F3NsO, - 349,1; nonyuennoe m/z, - 350,1 [M+H]". 'H amp
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(300 MI', DMSO-de) 6 9,07 (&, J=2,0 I';, 1H), 8,91 (m, J=5,2 I', 1H), 8,74-8,63 (m, 1H), 8,42-
8,37 (m, 1H), 8,37-8,32 (m, 1H), 8,26-8,16 (m, 1H), 5,56 (c, 2H), 3,15 (¢, 3H), 2,86 (c, 3H).
ITpumep 215: 2-[6-[3-(audropmern)-4-prophenun|nupazonol4,3-b|nupuaus- 1-mm]-N-

METHJIACTaMU .

VYKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJTyYasld CIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumMepe 5, crnocod,A, ¢ UCTIONB30BaHUEM 2-XJIOp-N-MeTHIaleTaMuia BMECTO TTPOMEKYTOYHOTO
coenunaenust 1. MC (MDP): macca, paccuntannas s CigHisFsN4O, - 334,1; monyuenHoe m/z, -
335,1 [M+H]*. 'H SIMP (300 MI'y, DMSO-dg) & 8,89 (z, J=1,9 ', 1H), 8,55-8,46 (m, 1H), 8,35
(c, 1H), 8,17-8,01 (m, 3H), 7,63-7,51 (m, 1H), 7,30 (T, J=54,1 T'u, 1H), 5,19 (c, 2H), 2,62 (x,
J=4,6 Ty, 3H).

ITpumep 216: 2-[6-[3-(audropmern)-4-dprophenn|nupazonol4,3-b|nupuaus- 1-mm|-N-

OTHJIALCTaMU .

Vka3aHHOE B 3aroJIOBKE COEIUHEHUE MOJYYaIH CIIOCOOOM, aHAIOTUYHBIM OITUCAHHOMY B
npuMepe 5, cnocod A, ¢ UCTOMB30BaHUEM 2-XJIOp-N-3THIAlleTAMUAd BMECTO MPOMEKYTOYHOTO
coenunenus: 1. MC (MDP): macca, paccunrannas misi C7H;sFsN4O, - 348, 1; nonyueHHoe m/z, -
349,1 [M+H]*. 'H SIMP (300 MTI', DMSO-dg) & 8,89 (n, J=1,9 Ty, 1H), 8,54-8,46 (v, 1H),
8.38-8,31 (M, 1H), 8,23 (r, J=5,6 ', 1H), 8,12-8,01 (m, 2H), 7,64-7,52 (v, 1H), 7,30 (1, J=54.1
'y, 1H), 5,18 (c, 2H), 3,18-3,03 (v, 2H), 1,04 (1, J=7,2 I'y, 3H).

IMpumep 217: 2-[6-[3-(audropmern)-4-prophenwn|nupazonol4,3-b|nupuaus- 1-mn]-N-

sTiiI-N-MeTuIaleTaMus.

Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJyYain CIOCOOOM, aHAJIOTHYHBIM OMTUCAHHOMY B
npumepe 1, ¢ ucrnonp3oBaHreM N-MeTHI3TaHAMUAA BMECTO 3-(TpuTOpMeTHI)a3eTHInH-3-01a.
MC (UDP): macca, paccumnrtannas s CigH7FaN4O, - 362, 1; nonyuennoe m/z, - 363,1 [M+H]".
'H SIMP (400 MI'y, CDCl3) & 8,78 (1, J=1,9 T', 1H), 8,30 (ma, J=2,4, 1,0 Ty, 1H), 7,92 (man,
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J=16,9, 2,0, 1,0 I'u, 1H), 7,89-7,83 (M, 1H), 7,79-7,72 (m, 1H), 6,97 (T, J=54,9 I', 1H), 5,38-
5,23 (m, 2H), 3,63-3,40 (m, 2H), 3,20-2,91 (m, 3H), 1,33-1,06 (m, 3H).

ITpumep 218: 2-[6-[3-(audropmerun)-4-prophennn]-3-propnupasonol4,3-b|nupunun-
1-un]-N, N-numeTtunaneramMun.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJTyYasld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMmepe 7, ¢ ucnojb3oBaHueM 2-(6-6pom-3-¢rop-1H-nupazono[4,3-b|mupuaun-1-un)-N, N-
auMeTwiIaneTaMuaa (poMeXyTouyHoe coennHeHue 11) BMEeCTO MpOMEKYTOUYHOrO COCOMHEHUS
10 u 2-(3-(mudpropmermn)-4-prophennn)-4,4,5,5-rerpamerun-1,3,2-nruokcadbopoana BMecTo 4-
¢dTop-3-meTnndenmndooporosoii kuciaotel. MC (UOP): macca, paccuntannas anst Ci7H4F4N4O,
- 366,1; nony4enHoe m/z, - 367,2 [M+H]". 'H sAMP (500 MI'y, DMSO-de) 6 8,89 (1, J=1,9 I'Ly,
1H), 8,48-8,38 (m, 1H), 8,10-7,97 (m, 2H), 7,60-7,53 (m, 1H), 7,28 (1, J=54,1 ', 1H), 5,39 (c,
2H), 3,07 (c, 3H), 2,81 (¢, 3H).

ITpumep 219: 2-[6-[3-(audropmerun)-4-prophennn]-3-merunnupasono[4,3-bnupunns-
1-un]-N, N-numeTumn-aneramus.

VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyYalld CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, ¢ ucnonb3oBanueM  2-(6-(3-(mudropmerun)-4-propdenrn)-3-merun- 1H-
nupason|4,3-b]nupuanH-1-wn)ykCyCHOH KHUCIOTB (TIPOMEXKYTOYHOE COCOUHEHHE 32) BMECTO
MPOMEKYTOYHOTO COeMMHEHUsT 27 U TUMETUIAMIHA BMECTO 3-(Tpu(TOpMETHI )a3eTUIUH-3-0J1a.
MC (MDP): macca, paccuntannas ais CgH7F3N4O, - 362, 1; nonyuennoe m/z, - 363,1 [M+H]".
'H SIMP (400 MI'u, CDCls) 6 8,72 (1, J=1,9 'y, 1H), 7,88-7,79 (m, 2H), 7,77-7,69 (m, 1H), 7,26
(c, 1H), 6,97 (1, J=54,9 'y, 1H), 5,22 (¢, 2H), 3,18 (¢, 3H), 2,99 (¢, 3H), 2,70 (¢, 3H).

IMpumep 220: 2-[6-[4-xnop-3-(qudropmernn)pennn Jnupaszonol4,3-b]nupuaun- 1-mn]-N,
N-numernnaneramun.

Cl MN—
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VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHalld CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 7, ¢ UCIOJib3oBaHHEM 2-(4-xjop-3-mudropmeriun)dpenmn)-4.4,5,5-rerpamerin-1,3,2-
nuokcaboponana BMmecTo  4-Qrop-3-merunboponoBoit  kucnotel.  MC  (MOP):  wmacca,
paccunrannas s C7H sCIF.N4O, - 364,1; nonyuennoe m/z, - 365,1 [M+H]". 'H amp (500
MTI', DMSO-dg) 6 8,89 (m, J=2,0 ', 1H), 8,45 (mn, J=2,0, 1,0 I'y, 1H), 8,34 (1, J=1,0 I'u, 1H),
8,08 (m, J=2,2 T'u, 1H), 8,05-8,00 (m, 1H), 7,81-7,76 (m, 1H), 7,30 (1, J=54,1 'y, 1H), 5,54 (c,
2H), 3,13 (c, 3H), 2,85 (¢, 3H).

pumep 221: 2-[6-[3-(1,1-gudropaTin)-4-dpropdenun|nupazono[4,3-b|nupunus-1-mi]-

N, N-nguMeruianeTaMun.

VYKa3aHHOE B 3arojIOBKE COEIUHEHHE MONTyHai CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 6, crmocod A, ¢ ucnosip3oBanueM 6-[3-(1,1-nudropstun)-4-propdenwn|nupason[4,3-
b]lmupunuHa (mpomexyTouHOe coennHeHue 19) BMecTo mpomexyTouHoro coenuHeHus: 16. MC
(MIDP): macca, paccuutannas nas CigHi7F3N4O, - 362,1; nonydennoe m/z, - 363,1 [M+H]". 'H
SAMP (300 MI'uy, DMSO-ds) & 8,87 (m, J=1,9 I', 1H), 8,43-8,36 (m, 1H), 8,36-8,30 (m, 1H),
8,04-7,96 (m, 1H), 7,92 (nn, J=7,2, 2,3 T'y, 1H), 7,55 (an, J=11,0, 8,6 I', 1H), 5,53 (c, 2H), 3,13
(c, 3H), 2,85 (c, 3H), 2,09 (1, J=19,2 'y, 3H).

IIpumep 222: 2-[6-(4-dpTop-3-meTundenmn)nupaszonol4,3-bnupuaus- 1 -mn]-N-

METHJIALICTaMU .

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe S, crocod A, ¢ ucnoap3oBaHueM 0-(4-prop-3-meTmndenmn)nupas3on[4,3-b nupunuxa
(IpoMeXXyTOYHOE COeqUHEHHE 25) BMECTO NPOMEXKYTOYHOro coenuHeHus 16 u 2-xiop-N-
METHJIaLleTaMIIa BMEeCTO mpoMmexxyrouHoro coenmneHust 1. MC (MOP): macca, paccuutaHHas
nns Ci6HisFN4O, - 298.1; nonydyennoe m/z, - 299,1 [M+H]". 'H amp (500 MI'y, DMSO-dg) 6
8,85 (1, J=1,9I'y, 1H), 8,41-8,37 (m, 1H), 8,34-8,30 (M, 1H), 8,11-8,04 (m, 1H), 7,77 (nn, J=7.4,
2,4 T'u, 1H), 7,70-7,64 (m, 1H), 7,33-7,27 (M, 1H), 5,17 (c, 2H), 2,62 (n, J=4,6 I'n, 3H), 2,34 (x,
J=1,8 ', 3H).

IMpumep 223: 2-[3-drop-6-(4-Prop-3-merundenmn)nupaszonol4,3-b]nupuann- 1-mn]-N,

N-aumMeTunaLeTaMuma.
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YKka3aHHOE B 3ar0JIOBKE COEIMHEHUE MOJyHall CII0COO0M, aHAJIOTHYHBIM OMHCAHHOMY B
npumMepe 7, ¢ ucnosb3oBaHHeM 2-(6-Opom-3-drop-1H-nmpazono[4,3-b]mupunun-1-um)-N, N-
auMeTHiIaneTaMua (MpoOMeXyTo4HOe coequHeHne 11) BMECTO MPOMEKYTOYHOTO COETUHEHUsI
10. MC (UDP): macca, paccunranHas ansi Ci7H;6FaN4O, - 330,1; monmyyennoe m/z, - 331,2
[M+H]*. '"H SIMP (500 MI'y, DMSO-dg) & 8,88 (1, J=1,8 T, 1H), 8,39-8,35 (v, 1H), 7,78-7.74
(v, 1H), 7,69-7,65 (m, 1H), 7,35-7,30 (m, 1H), 5,40 (c, 2H), 3,10 (c, 3H), 2,84 (c, 3H), 2,35 (x,
J=1,8 Ty, 3H).

I[Mpumep 224:  2-[6-(4-x70p-3-MeTrndenmn)mupazono[4,3-bmupuans-1-mn]-N,  N-

ANMETHUIIACTAMU.
N
| [ w
L N\\_{O
Cl M
r

VYka3zaHHOE B 3arojiOBKEe COEIMHEHHE MONyYad CrocOOOM, aHAJIOTHYHBIM OMTUCAHHOMY B
npuMepe 7, ¢ UCTOJB30BaHUEM 4-XJIop-3-MeTHI(heHUIO0POHOBONW KUCIOTHI BMeCTO 4-pTop-3-
metmnooponosoi kucinorel. MC (MOP): macca, paccumrannas mnsa Ci7H7CIN4O, - 328.1;
nonay4eHHoe m/z, - 329,1 [M+H]". 'H amp (300 MI'y, DMSO-dg) & 8,86 (m, J=1,9 I', 1H),
8,39-8,34 (m, 1H), 8,31 (c, 1H), 7,86-7,79 (m, 1H), 7,66 (nn, J=8,3, 2,3 T'u, 1H), 7,57 (a, J=8,3
I'u, 1H), 5,52 (c, 2H), 3,13 (c, 3H), 2,85 (c, 3H), 2,44 (c, 3H).

I[Mpumep  225:  2-[6-(3-xnop-4-propdhennn)mupazono[4,3-b|mupunun-1-un]-N,  N-

JUMETHJIallI€TaMUO.

VYka3aHHOE B 3arojIOBKe COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTHYHBIM OIMUCAHHOMY B
npuMepe 7, C UCHOJb30BaHUEM 3-XJiop-4-pTopheHnI00pOHOBOM KUCIOTHI BMecTO 4-(Top-3-
meTmnooporoBoi kuciote. MC (UOP): macca, paccumrannas s CigHi4CIFN4O, - 332.1;
nonay4eHHoe m/z, - 333,1 [M+H]". 'H sMP (500 MTI'y, DMSO-dg) & 8,88 (m, J=2,0 I'u, 1H),
8,45-8,39 (m, 1H), 8,32 (un, J=0,9 T'u, 1H), 8,06 (an, J=7,1, 2,4 I'u, 1H), 7,88-7,81 (m, 1H), 7,60
(t,J=8,9Tu, 1H), 5,51 (¢, 2H), 3,13 (¢, 3H), 2,85 (c, 3H).

ITpumep 226: 2-[6-(3,4-nuxnoppenmn)nupazono[4,3-b Jrupunun- 1-umn]-N, N-

AUMETHIJIaICTAMU .
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Yka3zaHHOE B 3arojIOBKe COEMHEHHE MOJy4Yalid COCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumMepe 7, ¢ HCMOAb30BaHHEeM 3,4-nuxjiop(heHunOopoOHOBOH KHCIOThI BMecTO 4-(Top-3-
meTunooponoBoii kuciotel. MC (UOP): macca, paccuurtanHas minst CigHj4CLN4O, - 348,1;
nonay4yeHHoe m/z, - 349,1 [M+H]". 'H sMP (300 MTI'y, DMSO-dg) & 8,91 (m, J=1,9 I'u, 1H),
8,50-8,42 (m, 1H), 8,33 (c, 1H), 8,11 (n, J=1,9 I'y, 1H), 7,85 (ax, J=8,4, 2,0 T'u, 1H), 7,80 (x,
J=8,4 T, 1H), 5,52 (c, 2H), 3,13 (c, 3H), 2,85 (c, 3H).

Mpumep 227: 2-[6-(3,5-nudpTopdenun)-3-propnupazono[4,3-bmupunun-1-un]-N, N-

JAUMETHJIalICTaMU .

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHalld CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMepe 7, ¢ ucnojb3oBaHueM 2-(6-0pom-3-¢prop-1H-nmpazono[4,3-b|mupuans-1-mn)-N, N-
auMeTmIaneTaMuaa (mpoMexxyTouHoe coenuHeHue 11) BMECTO MpOMEKYTOUHOTO COEOMHEHUS
10 wu 3,5-mudpTopdeHnnOOpoHOBON KHCIOTHI BMecTO  4-¢Top-3-MeTnindeHnI00poHOBOI
kucaotel. MC (MOP): macca, paccuurannas nis Ci6HisFsN4O, - 334,1; nmonyuenHoe m/z, - 335,1
[M+H]*. "H SIMP (300 MI't, DMSO-de) & 8,98 (z, J=1,9 I'ni, 1H), 8,57-8,51 (m, 1H), 7,70-7,60
(m, 2H), 7,43-7,31 (M, 1H), 5,40 (¢, 2H), 3,11 (¢, 3H), 2,84 (c, 3H).

IMpumep 228: 2-[6-(3,4-mudpTopdenun)-3-propnupazono[4,3-bnupunun-1-un]-N, N-

JUMETHJIallI€TaMUO.

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHad CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMepe 7, ¢ ucnojb3oBaHueM 2-(6-6pom-3-¢rop-1H-nmpazono[4,3-bmupuans-1-un)-N, N-
auMeTHiIaneTaMua (MpOMeXKyTOUHOe coequHeHne 11) BMECTO MpPOMEKYTOYHOrO COEIMHEHHS
10 wu 3,4-mudpTopheHnnOOpoHOBOH KHCIOTBI BMecTO  4-¢pTop-3-MeTnindeHnI00poHOBOMH
kuciaotel. MC (OP): macca, paccunrtannas mist Ci6H 3FsN4O, - 334,1; nonyyennoe m/z, - 335,2
[M+H]*. "H SIMP (500 MI'y, DMSO-de) & 8,93 (x, J=1,9 I', 1H), 8,48-8,43 (v, 1H), 8,00-7,94
(M, 1H), 7,73-7,68 (m, 1H), 7,64 (T, J=10,5, 8,5 I'u, 1H), 5,40 (¢, 2H), 3,10 (c, 3H), 2,84 (c,
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3H).
IMpumep 229: 2-[6-[3-(1,1-gudropsTun)penun|mupaszonol4,3-blnupuann-1-un]-N, N-
OUMETUIIALETaMUT.
N“-..
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VYka3aHHOE B 3arojIOBKE COSIMHEHHE MOJTy4alld ClIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npuMmepe 6, cmocod A, ¢ wucnonb3oBanuem 0-[3-(1,1-gudropaTin)denun|nupasono[4,3-
bnupuanna (nmpomexyTouHoe coenrHenue 20) BMECTO MPOMEKYTOHYHOro coenuuenusi 16. MC
(UDP): macca, paccunrannas ast CisHigFoN4O, - 344,1; nonyuennoe m/z, - 3452 [M+H]*. 'H
SAMP (300 MI'u, DMSO-dg) 6 8,90 (m, J=1,9 I', 1H), 8,43-8,37 (M, 1H), 8,37-8,31 (m, 1H),
7,97-7,88 (M, 2H), 7,72-7,61 (m, 2H), 5,54 (c, 2H), 3,13 (¢, 3H), 2,85 (¢, 3H), 2,06 (T, J=189 I'wy,
3H).

IMpumep 230: 2-[6-[3-(1,1-gudropaTrn)denn]-3-pTopnupaszono[4,3-b|mupuann- 1-un]-
N, N-nguMeTuiaLneTaMus.

Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE MOJIy4aIn CIIOCOOOM, aHAJIOTHYHBIM OITUCAHHOMY B
npumepe 7, ¢ UcCHonb3oBaHUEM 2-(6-Opom-3-¢rop-1H-nmupasono[4,3-bmupuaun-1-nm)-N, N-
auMeTHiIaneTaMua (MpoOMeXyTo4YHOe coequHenne 11) BMECTO MPOMEKYTOYHOTO COETUHEHUsI
10 u 2-(3-(1,1-nudropatun)pennn)-4,4,5,5-rerpameri- 1,3,2-quokcadboponana BMecto 4-pTop-
3-metundenundoponosoit kucinote. MC (MOP): macca, paccumrannas mns CigHi7FsN4O, -
362,1; nonyyennoe m/z, - 363,1 [M+H]". 'H ssMP (500 MI'u, DMSO-d) 6 8,94 (n, J=1,9 I'Ly,
1H), 8,48-8,44 (v, 1H), 7,99-7,91 (m, 2H), 7,72-7,64 (m, 2H), 5,43 (c, 2H), 3,10 (c, 3H), 2,84 (c,
3H), 2,06 (T, J=18,9 ', 3H).

IMpumep 231: 2-[6-[3-(audropmerokcn)-4-propdenmn|nupaszonol4,3-b|mupunus-1-nm]-
N, N-nuMeTuianeTaMun.

VYka3zaHHOE B 3aroJIOBKE COSIUHEHIE noJry4aau CHOCO6OM, AHAJIOTMYHBIM OIMMMCAHHOMY B
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npumepe 6, ciocod A, ¢ ucnonbzoBanueM 0-[3-(nudropmerokcu)-4-propdenmn|nupaszomno[4,3-
bnupuannaa (MpoMexyTouHOe coenrHeHue 17) BMECTo MpoMeKyTO4YHOro coenuHeHust 16. MC
(IDP): macca, paccunrtannas ais Ci7H sF3N4O,, - 364,1; nonyuennoe m/z, - 365,2 [M+H]". 'H
SAMP (300 MI'u, DMSO-dg) & 8,92-8,83 (m, 1H), 8,43-8,35 (m, 1H), 8,35-8,30 (m, 1H), 7,87-7,79
(m, 1H), 7,79-7,70 (m, 1H), 7,63-7,55 (m, 1H), 7,38 (1, J=73,3 T'u, 1H), 5,52 (¢, 2H), 3,13 (c,
3H), 2,85 (¢, 3H).

ITpumep 232: 2-16-[3-(mudropmerokcu)-4-propdennn]-3-propnupazono[4,3-

boupuaun-1-wi]-N, N-nuMeTuianeraMmu.

Vka3aHHOE B 3aroJIOBKE COSTUHEHHUE MOJy4aan CIOCOOOM, aHAIOTHYHBIM OMTUCAHHOMY B
npuMepe 7, ¢ ucnojb3oBaHueM 2-(6-6pom-3-¢rop-1H-nmpazono[4,3-b|mupuans-1-mn)-N, N-
auMeTHiIaneTaMuia (MpOMeXKyTO4YHOe coequHeHne 11) BMECTO MPOMEKYTOYHOrO COEIHMHEHHS
10 u 2-(3-(gudropmeroxcn)-4-proppennn)-4,4,5,5-rerpamernn-1,3,2-nuokcadboponaHa BMECTO
4-prop-3-merundenmnboponoroit  kuciaorel. MC (MDP): wmacca, paccuuTaHHas s
C7H4F4N4Os, - 382.1; nonyuennoe m/z, - 383,1 [M+H]". 'H amMmp (500 MI'y, DMSO-d¢) o
8,92 (n, J=1,8 I'y, 1H), 8,44-841 (v, 1H), 7,86-7,82 (m, 1H), 7,79-7,73 (v, 1H), 7,61 (ux,
J=10,5, 8,6 T', 1H), 7,38 (, J=73,2 'y, 1H), 5,41 (c, 2H), 3,10 (c, 3H), 2,84 (c, 3H).

ITpumep 233: 2-[6-[2-pTop-3-(TpudTopmerin)penun|mupazono[4,3-b Jnupuaun- 1-umn]-N,

N-gumMmeruianeTaMus.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 11, ¢ ucronszoBarueM 2-¢prop-3-(Tpudropmeriun)PpeHnIO0pOHOBONH KHUCIOTHI BMECTO
3-(tpudropmerun)permndboponosoit  kuciaorel. MC (MDP): wmacca, paccuuTaHHas IS
C17H14F4N4O, - 366,1; momyuenHoe m/z, - 367,1 [M+H]*. "H SIMP (500 MI'y, CDCls) & 8,73 (r,
J=1,6 I'u, 1H), 8,32 (&, J=1,0 I'y, 1H), 7,99 (x, J=1,6 'y, 1H), 7,76-7,64 (M, 2H), 7,38 (1, J=7.8
I'n, 1H), 5,30 (c, 2H), 3,18 (c, 3H), 2,98 (c, 3H).

ITpumep 234: 2-[6-[3-(audropmern)-4-prophenn|nupaszonol4,3-b]nupuaus- 1-mm|-N-

(2-meroxcuaTii)-N-MeTunaneTaMusI.
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Vka3aHHOE B 3ar0JIOBKE COSTUHEHHUE IOJYHYaIl CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢  ucnogp3oBaHHEM  2-MeTOKCU-N-MeTmidTaH-1-aMMHa  BMeCTO  3-
(Tpudropmermin)azerunun-3-oga. MC (MOP): macca, paccunrannas st CioHjoF3N4Oo, - 392,1;
nonaydyeHHoe m/z, - 393,1 [M+H]". 'H samP (400 MTI'y, CDCl5) & 8,82-8,71 (m, 1H), 8,36-8,25
(m, 1H), 7,92-7,82 (m, 2H), 7,80-7,67 (m, 1H), 7,29 (n, J=9,4 I'u, 1H), 6,97 (T, J=54,9 T'y, 1H),
5,51-5,17 (m, 2H), 3,73-3,50 (m, 4H), 3,46-3,27 (m, 3H), 3,26-2,92 (M, 3H).

IMpumep 235: 2-[6-[3-(audropmern)-4-propdhenmn|nupazono[4,3-bmupunus- 1-mi]-N-

(2-ruppockmyTII)-N-MeTHIaleTAMUI.

M
’ xDH

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHYald CIOCOO0OM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, c HCIOJIB30BAHUEM 2-(MeTunaMHuHO)3TaH-1-oma BMECTO 3-
(Tpudropmerun)azernaun-3-ona. MC (MDP): macca, paccunrannas anst CigHi7F3N4Oo, - 378,1;
noay4eHHoe m/z, - 379,0 [M+H]". 'H ssmP (400 MI'u, CDCls) & 8,86-8,70 (m, 1H), 8,37-8,21
(M, 1H), 7,98-7,80 (m, 2H), 7,78-7,68 (m, 1H), 7,34-7,24 (m, 1H), 7,16-6,76 (M, 1H), 5,48-5,29
(M, 2H), 3,95-3,75 (m, 2H), 3,74-3,53 (m, 2H), 3,28-2,95 (M, 3H), 2,42-2,20 (m, 1H).

IMpumep 236: 2-[6-[3-(audTopmerun)-4-propdhenuni|nupazono[4,3-b]nupunun-1-un]-N-
meTri-N-(2,2,2-TpudropaTrin)aueraMmus.

VYKka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 1, ¢  ucnonb3oBaHweM — N-merwn-2,2,2-TpuTOpITHIIAMHHA ~ BMECTO  3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccuntannas ans CigHiaFsN4O, - 416,1;
noay4eHHoe m/z, - 417,1 [M+H]". 'H saMP (400 MI'u, CDCls) 6 8,80 (z, J=1,9 'y, 1H), 8,32 (x,
J=1,0 I'y, 1H), 7,93-7,80 (M, 2H), 7,73 (c, 1H), 7,30 (m, J=9,2 I'n, 1H), 6,98 (T, J=54,9 T'u, 1H),
5,34 (n, J=20,7 I'u, 2H), 4,28-3,97 (m, 2H), 3,38-2,90 (M, 3H).

IMpumep 237: N-(uuanomerun)-2-[6-[3-(audropmeriun)-4-propdennn|nupazono[4,3-
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b|nupunus-1-un]-N-merunaneramu.
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VYka3zaHHOE B 3aroJIOBKE COeIMHEHNE noJjry4dain CHOCO6OM, AHAJIOTMYHBIM ONNIMCAHHOMY B

npumepe 1, C HUCTIOJIb30BAHUEM 2-(METUJIAMHIHO )alleTOHUTPHUIIA BMECTO 3-
(TpudropmeTtmin)azerunun-3-oga. MC (MOP): macca, paccuntannas miust CigH4FsNsO, - 373,1;
nonay4yeHHoe m/z, - 374,1 [M+H]". 'H ssMP (400 MI'u, meranon-d4) & 8,78 (n, J=1,9 I'uy, 1H),
8,30 (m, J=1,0 ', 1H), 8,16 (ax, J=1,9, 1,0 I'u, 1H), 7,96-7,89 (M, 1H), 7,85 (annn, J=7.4, 4,9,
2,5, 1,3 T'u, 1H), 7,45-7,29 (m, 1H), 7,01 (T, J=54,8 T'u, 1H), 5,52 (c, 2H), 4,43 (c, 2H), 3,35 (c,
3H).

ITpumep 238: N-ammun-2-[6-[3-(nudTopmerni)-4-propdennn|nupasono[4,3-b Jnupunns-

1-un]-N-meTunaneramus.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyHaln CIIOCOOOM, aHAJIOTUYHBIM OMHMCAHHOMY B
npumepe 1, ¢ ucrnonap3oBaHHeM N-MeTHJIaUIMIIAMHHA BMeCTO 3-(TpudTopmernin)aseTuanH-3-
oma. MC (UDP): macca, paccuurannas s CioH7FsN4O, - 374,1; nonyyennoe m/z, - 375,1
[M+H]*. 'H SIMP (400 MI'r, CDCl3) & 8,80-8,77 (m, 1H), 8,32-8,26 (m, 1H), 7,93-7,89 (m, 1H),
7,88-7,83 (m, 1H), 7,78-7,72 (m, 1H), 7,32-7,27 (m, 1H), 6,98 (1, J=54,9 I', 1H), 5,91-5,66 (M,
1H), 5,38-5,08 (M, 4H), 4,19-3,90 (m, 2H), 3,21-2,88 (M, 3H).

IMpumep 239: N, N-gumermn-2-[6-(3.4,5-rpudropdennn)nupasono[4,3-b|nupunun-1-

WJ1|aleTaMuI.

VYKa3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumMepe 7, ¢ ucnonb3oBaHueM 3,4,5-TpudropheHrmTO0poHOBOI KHCIOTEI BMeCTO 4-¢Top-3-
metmooporoBoi kucyiorel. MC (M3P): macca, paccuuranHas st CisHisFsN4O, - 334,1;
nosydenHoe m/z, - 335,1 [M+H]*. "H SIMP (500 MI', DMSO-ds) & 8,92 (x, J=2,0 T'u, 1H),
8,49-8,45 (m, 1H), 8,35-8,32 (m, 1H), 7,92-7,82 (m, 2H), 5,50 (c, 2H), 3,14 (c, 3H), 2,86 (c, 3H).
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ITpumep 240: 2-[6-(3,4-nudrop-5-merundenmn)nupaszonol4,3-blnupuann-1-un]-N, N-

JAUMETHJIalICTaAMU .

VYka3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJy4Yasid COcOOOM, aHAJIOTHYHBIM OIMTUCAHHOMY B
npuMmepe 7, ¢ wucnonb3oBaHueM 2-(3.4-mudrop-S-merundenun)-4,4,5,5-rerpamerun-1,3,2-
nuokcaboponana BMmecTo  4-drop-3-mermnboponoBoit  kucimorel.  MC  (UDP):  wmacca,
paccunutannas mus Ci7H;gFoN4O, - 330,1; monydyennoe m/z, - 331,1 [M+H]". 'H aMmp (500
MTI'u, DMSO-dg) 6 8,87 (n, J=1,9 T'u, 1H), 8,38 (nx, J=2,0, 1,0 I'u, 1H), 8,31 (x, J=1,0 I'y, 1H),
7,78-7,70 (m, 1H), 7,64-7,58 (m, 1H), 5,50 (c, 2H), 3,13 (¢, 3H), 2,85 (¢, 3H), 2,39 (g, J=2,1 I'y,
3H).

IMpumep 241: 2-[6-(2,4-mudrop-3-merundenmn)nupaszonol4,3-blnupuann-1-un]-N, N-

JAUMETHJIalICTaMU .

VYka3zaHHOE B 3arojIOBKE€ COEIMHEHHE MOJTyHall CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npuMmepe 7, ¢ wucnonb3oBaHueM 2-(2.4-nudrop-3-merundenmn)-4.4,5,5-rerpamermn-1,3,2-
nuokcaboponaHa BMecto  4-¢pTop-3-mermnboponoBori  kuciaotel.  MC  (MDP):  wmacca,
paccuutannas aus Ci7HjgFaN4O, - 330,1; monyuennoe m/z, - 331,2 [M+H]". 'H amp (300
MTI'u, DMSO-dg) 6 8,69-8,60 (m, 1H), 8,34 (c, 1H), 8,27-8,18 (M, 1H), 7,58-7,43 (m, 1H), 7,31-
7,18 (m, 1H), 5,51 (¢, 2H), 3,11 (¢, 3H), 2,84 (¢, 3H), 2,32-2,18 (m, 3H).

IMpumep 242: N-uumknonporui-N-merun-2-[6-[3-(tpudropmern)denu|nupasono[4,3-
b |nupuaus-1-wilaneramusn.
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VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOTyYaId CIIocOO0M, aHAJIOTUYHBIM OIMCAHHOMY B
npumepe 16, ¢ wucnosb3oBaHHeM N-METUILMKIONPONAHAMUHA THAPOXJOPUA BMECTO 3-
¢dropazernauna ruapoxiopuna 1 DCM smecro DMF. MC (M3P): macca, paccuuTaHHasi IUist
C1oH7F3N4O, - 374,1; nonyuennoe m/z, - 3752 [M+H]". 'H saMP (500 MI'u, DMSO-d6) 6
8,95-8,90 (m, 1H), 8,54-8,45 (m, 1H), 8,37-8,32 (M, 1H), 8,17-8,10 (m, 2H), 7,86-7,76 (m, 2H),
5,62 (c, 1,84H), 5,48 (c, 0,14H), 3,04 (c, 0,23H), 3,02-2,95 (M, 1H), 2,83 (c, 2,81), 1,02-0,90 (m,
3,74H), 0,70-0,55 (m, 0,32H).
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IMpumep 243: N-uuknonponui-2-[6-[3-(audpropmerin)-4-propdenun|mupazono[4,3-
b |nupuans-1-wilaneramun.
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Yka3aHHOe B 3arojIOBKe COSAMHEHHE MOJTy4alu CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npumMepe 6, crocod A, ¢ UCTIONB30BAHUEM 2-XJIOP-N-LIUKJIONPONHIALETAMIIA BMECTO 2-XJ10p-N,
N-numermnaneramuna. MC (UOP): wmacca, paccuurannas mis CisHisFsN4O, - 360,1;
nonay4yeHHoe m/z, - 361,1 [M+H]". 'H sMP (300 MTI'y, DMSO-d¢) & 8,89 (m, J=2,0 T'u, 1H),
8,53-8,46 (m, 1H), 8,38 (m, J=4,2 T'u, 1H), 8,34 (¢, 1H), 8,11-8,01 (m, 2H), 7,63-7,52 (m, 1H),
7,30 (1, J=54,1 T'u, 1H), 5,14 (c, 2H), 2,72-2,56 (m, 1H), 0,69-0,58 (m, 2H), 0,50-0,39 (m, 2H).

IMpumep 244: N-uukjonponui-2-[6-[3-(audpropmerin)-4-propdenun|nupazono[4,3-

b|nupunun-1-un]|-N-merunaneramu.

Vka3aHHOE B 3aroJIOBKE COSTUHEHUE MOJyYaIn CIIOCOOOM, aHAIOTHYHBIM OITUCAHHOMY B
npumepe 1, c UCIIOJIb30BAHUEM N-MmeTunuukiaonponaHaMmmuHa BMECTO 3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccunrtannas ans CioHi7F3N4O, - 374,1;
nony4yeHHoe m/z, - 375,1 [M+H]". 'H saMP (400 MI'u, CDCl3) 6 8,77 (n, J=1,9 ', 1H), 8,30 (x,
J=1,0 T, 1H), 7,88-7,84 (m, 2H), 7,80-7,69 (m, 1H), 7,32-7,26 (m, 1H), 6,98 (1, J=54,9 'y, 1H),
5,48 (c, 2H), 2,97 (c, 3H), 2,89 (1T, J=7,1, 3,9 Ty, 1H), 1,13-1,03 (m, 2H), 1,00-0,92 (m, 2F).

IMpumep 245: N-uukionponui-2-[3-merun-6-[3-(tpudropmern)penmn|nupazono[4,3-

b |nupuaus-1-wilaneramus.

VYKa3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHad CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 15, ¢ ucrnonbp30BaHUEM

2-(3-metuin-6-(3-(tpudropmernn)penmn)- | H-mupasono[4,3-b Jmupuaun- 1-mn)ykcycHOM
KHUCJIOTBI (IIPOMEKYTOYHOE COeNMHEHHe S51) BMECTO INPOMEKYTOYHOTO COoeauHeHus 39 wu

LUKJIONPOIIaHaMKHa BMeCTO |-Mermnazerunus-3-amuna. MC (MOP): macca, paccunTaHHas 1uist
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CioH17E3N4O, - 374,1; monydennoe m/z, - 375,2 [M+H]*. "H SIMP (400 MI'y, DMSO-dg) & 8,88
(m, J=1,9 T'u, 1H), 8,47 (n, J=1,9 I'u, 1H), 8,33 (n, J=4,2 T'u, 1H), 8,16-8,11 (m, 2H), 7,85-7,75
(M, 2H), 5,06 (c, 2H), 2,69-2,61 (m, 1H), 2,55 (¢, 3H), 0,66-0,59 (m, 2H), 0,47-0,42 (M, 2H).

IIpumep 246: N-umxnonponmi-2-[6-[3-(audTopmerokcu)-4-propdenun|mupazonol4,3-
b lnupuans-1-wi)aneramus.
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VYka3aHHOe B 3arojIOBKe COSAMHEHHE MOTyYalid CIIOCOOOM, aHAJIOTMYHBIM OMMUCAHHOMY B
npuMepe 6, cmocod A, ¢ ucnonbp3oBaHueM 6-[3-(mudpropmerokcu)-4-propdenmn|nupazon[4,3-
bnupuarHa (MPOMEKYTOUHOE COeqrHEHHe 17) BMECTO MPOMEKYTOUHOTO COeANHEeHUs 16 u 2-
xJop-N-umknonponmianeramuaa BMecto 2-xjop-N, N-numermnaneramuna. MC (MUOP): macca,
paccuntannas ans CgH sFsN4Os, - 376,1; moaydennoe m/z, - 377,1 [M+H]". 'H aMmp (300
MTI', DMSO-dg) 6 8,89 (m, J=1,9 I'y, 1H), 8,50-8,40 (m, 1H), 8,39 (n, J=4,1 T'u, 1H), 8,34 (c,
1H), 7,.87-7,80 (m, 1H), 7,81-7,73 (M, 1H), 7,60 (nn, J=10,6, 8,4 T'u, 1H), 7,39 (T, J=73,2 I'y,
1H), 5,13 (c, 2H), 2,70-2,59 (m, 1H), 0,69-0,58 (M, 2H), 0,50-0,38 (m, 2H).

IMpumep  247:  N-mukiaoOyTwi-2-[6-[3-(audropmeriun)-4-propdennn|nupazono[4,3-

b |nupuans-1-wi]aneramu.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJTyYald CIIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe S5, crocod A, ¢ ucnonp3oBaHueM 2-xyop-N-mukinodyTuinaneramuia (IPOMeKyTOUHOE
coenrHeHUe 7) BMeCTO mpoMexyTouHoro coenuHerns 1. MC (UDP): macca, paccunTtanHas Jist
C1oH7F3N40, - 374,1; monmyuenHoe m/z, - 375,1 [M+H]*. 'H AMP (300 MI'y, DMSO-dg) & 8,88
(m, J=1,9 T'u, 1H), 8,56 (n, J=7,7 I'u, 1H), 8,52-8,46 (m, 1H), 8,33 (c, 1H), 8,11-8,00 (m, 2H),
7,63-7,51 (m, 1H), 7,30 (1, J=54,1 I'u, 1H), 5,16 (c, 2H), 4,28-4,10 (M, 1H), 2,23-2,07 (M, 2H),
2,03-1,83 (m, 2H), 1,74-1,51 (m, 2H).

IMpumep  248:  N-mukiaoOyTwi-2-[6-[3-(audTopmerin)-4-propdenun|nupazono[4,3-

b |lnupuans-1-mi]-N-metunaneramus.
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Vka3aHHOE B 3ar0JIOBKE COEIUHEHHUE MOy CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, c UCIIOJIb30BaHUEM N-MeTHIIHIKI00yTHIIAMUHA BMECTO 3-
(TpudropmeTtmin)azerunun-3-oga. MC (MOP): macca, paccuntannas miust CooHoFsN4O, - 388,2;
nonyuenHoe m/z, - 389,1 [M+H]*. "H SIMP (400 MI'n, CDCl3) & 8,77 (n, J=1,9 I', 1H), 8,30 (x,
J=1,0T'y, 1H), 7,90-7,81 (m, 2H), 7,78-7,72 (m, 1H), 7,31-7,26 (m, 1H), 6,97 (1, J=54,9 I';, 1H),
5,33-5,21 (m, 2H), 4,93-4,46 (m, 1H), 3,14-2,92 (m, 3H), 2,40-2,06 (m, 4H), 1,72 (nk, J=28.5, 9,8
I'u, 2H).

ITpumep 249: N-tmknoOytun-2-[6-[3-(Tpudropmermn)dennn|nupazono[4,3-b Jnupunns-

l-nn]aneramun.

Vka3aHHOE B 3aroJIOBKE€ COEJUHEHHUE MOJy4aIu CIOCOOOM, aHAJIOTHYHBIM OMHCAHHOMY B
npuMepe 16, ¢ UCTIONb30BaHUEM LIUKJIOOyTaHAMUHA BMECTO 3-(PpTOpa3eTUaNHa THAPOXIOpUaA U
DCM Bmecro DMF. MC (U3P): macca, paccunrannas ans CioHi7FzN4O, - 374,1; nony4yenHoe
m/z, - 375,2 [M+H]*. '"H SIMP (500 MI't;, DMSO-ds) & 8,94 (1, J=2,0 I', 1H), 8,58-8,53 (M,
2H), 8,36-8,33 (M, 1H), 8,18-8,13 (m, 2H), 7,84-7,76 (M, 2H), 5,17 (c, 2H), 4,24-4,14 (m, 1H),
2,20-2,12 (m, 2H), 1,98-1,88 (m, 2H), 1,70-1,56 (M, 2H).

ITpumep 250: N-(3,3-nudropuuknodyun)-2-[6-[ 3-
(Tpudropmerin)pernn |nupaszonol4,3-b|mupuann- 1-mnlaneramun.
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VYKka3aHHOE B 3arojIOBKE COEIMHEHHE MOJyHad CIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 13, ¢ wucnonb3oBaHueM 3,3-1U(TOPUHUKIOOyTaH-1-aMMHA THIPOXJIOPHIA BMECTO
mopdommuaa. MC (MOP): macca, paccuntannas misi CioHisFsN4O, - 410,1; monydenHoe m/z, -
411,1 [M+H]*. 'H SIMP (400 MI', CDCl3) & 8,89 (n, J=1,85 I', 1H), 8,42 (x, J=0,92 ', 1H),
7,93 (an, J=1,85, 0,92 I'u, 1H), 7,89 (c, 1H), 7,84 (a, J=7,63 I'n, 1H), 7,76-7,71 (m, 1H), 7,70-
7,64 (m, 1H), 6,45 (n, J=6,01 I', 1H), 5,09 (c, 2H), 4,31-4,18 (m, 1H), 3,05-2,89 (M, 2H), 2,52-
2,34 (m, 2H).
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[Tpumep 251: N-(3,3-nupropunknodyTimn)-2-6-[ 3-(nudropmernn)-4-
dropdpennn|nupasonol4,3-b|nmupuann-1-mnjaneramun.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJyYald CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npuMmepe S, cmocod A, ¢ wucnojp3oBaHueM 2-xyop-N-(3,3-nudropunkioOyTui)aneraMuaa
(IpOMEXXYTOYHOE COeMHEHHE 2) BMECTO mpoMekyTouHoro coenuHenus 1. MC (MOP): macca,
paccuntannas misi CioHisFsN4O, - 410,1; monyuennoe m/z, - 411,1 [M+H]". 'H aMmp (300
MTI'u, DMSO-de) 6 8,89 (1, J=1,9 I'i, 1H), 8,76 (un, J=6,7 I'u, 1H), 8,54-8,47 (m, 1H), 8,36 (c,
1H), 8,15-7,99 (m, 2H), 7,64-7,51 (m, 1H), 7,30 (1, J=54,1 T'u, 1H), 5,21 (¢, 2H), 4,18-3,97 (™,
1H), 3,01-2,81 (m, 2H), 2,69-2,39 (M, 2H).

[Tpumep 252: N-(3-6unukio[1.1. 1 nerranmn)-2-[6-[3-(nudropmerin)-4-
dropdhenun|mupazono[4,3-b|mupunun-1-un]-N-MeTnnaneramun.

Vka3aHHOE B 3aroJIOBKE COSIHHEHHE MOJy4aId CIOCOOOM, aHAJIOTUYHBIM OITUCAHHOMY B
npumepe 1, ¢ wucnonb3oBaHueM N-mernnOnnukio[1.1.1]menran-1-amuaa BMecTo  3-
(Tpudropmermn)azernaun-3-ona. MC (MDP): macca, paccunrtannas anst Co HioF3N4O, - 400,2;
nonyuenHoe m/z, - 401,3 [M+H]*. 'H SIMP (400 MI'u, CDCl3) & 8,77 (n, J=1,9 I', 1H), 8,34-
8,24 (m, 1H), 7,89-7,80 (m, 2H), 7,79-7,71 (m, 1H), 7,31-7,27 (M, 1H), 6,98 (T, J=54,9 T'y, 1H),
5,37-5,18 (m, 2H), 3,12-2,87 (M, 3H), 2,66-2,42 (m, 1H), 2,36-2,09 (M, 6H).

[Tpumep 253: N-(okceran-3-un)-2-[6-[3-(TpudTopmerwn)penwmn|mupaszonol4,3-
b |nupuaus-1-wi]aneramuz.
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VYka3zaHHOE B 3aroJIOBKE COSIUMHEHIE noJjry4aiu CHOCO6OM, AHAJIOTUYHBIM OIMMMCAHHOMY B

npuMepe 15, ¢ ucnonb3oBaHUeM 3-OKCOITaHAMUHA BMeCTO |-meTunaseTuauH-3-amuHa. MC
(MIDP): macca, paccunrtannas aust CigHisFsN4O,, - 376,1; nonyuennoe m/z, - 377,1 [M+H]". 'H
SAMP (500 MI'u, DMSO-dg) 6 9,06 (1, J=6,8 I'r, 1H), 8,95 (1, J=1,9 I'y, 1H), 8,58-8,55 (m, 1H),
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8,37-8,35 (m, 1H), 8,18-8,13 (m, 2H), 7,84-7,76 (M, 2H), 5,25 (¢, 2H), 4,86-4,78 (M, 1H), 4,74-
4,69 (M, 2H), 4,48-4,44 (M, 2H).
ITIpumep 254: 2-(6-(3-(audropmernn)-4-dpropdennn)-1H-nupazono[4,3-b Jnupunun-1-

mn)-1-(3-(mupuanH-3-un)a3eTuaus- 1-nia)sTas- 1-oH.

K pacteopy 2-(6-(3-(mudTopmern)-4-propdenwn)- 1 H-nupazono[4,3-b|mupunun-1-
WJT)YKCYCHOHM KUCIOTHI (TpoMexkyTouHnoe coeanaenne 27, 40 mr, 0,125 mmons) 8 DCM (1 M)
nobasysmn DIPEA (170 Mk, 0,62 mMonb) 1 3-(a3eTHauH-3-uiI)MUpUANHA IUTHAPOXIopu (52
mr, 0,25 mmorn), a 3atem PyBOP (84 mr, 0,16 Mmounb). PeakinoHHYIO CMeCh MepeMelTnBaid B
TeYeHWe IBYX dYacoB u ounmmanu Ha cumkareie (0-10% MeOH/DCM) ¢ mocneayroinei
obpamenHo-dazopoii BOXKX (CIIOCOb D) ¢ mnonydeHHeM YKa3aHHOTO B 3arojiOBKe
coenunenus: (24,2 wmr, 44%). MC (UDP): macca, paccuuranHas misi CosHigFsNsO, - 437.1;
nonay4eHHoe m/z, - 438,1 [M+H]", 'H ssMP (400 MI'u, CDCls) 6 8,81 (m, J=1,9 ', 1H), 8,65-
8,50 (m, 2H), 8,31 (m, J=1,0 I'u, 1H), 8,00 (ax, J=2,0, 1,0 'y, 1H), 7,95-7,81 (m, 1H), 7,82-7,73
(m, 1H), 7,72-7,58 (m, 1H), 7,40-7,28 (m, 2H), 6,98 (T, J=54,9 T'u, 1H), 5,14 (c, 2H), 4,62-4,45
(m, 2H), 4,19-4,09 (m, 2H), 3,96-3,82 (M, 1H).

ITpumep 255: 2-(6-(3-(audpropmermn)-4-propdennn)-1H-nupazono[4,3-bnupunmn-1-

wn)-1-(3-(mupuauH-2-un)a3eTuaus- 1 -uia)aTas- 1 -oH.
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VYKa3zaHHOE B 3aroJIOBKE COEIMHEHHE MOJyHald CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumMepe 254, ¢ HUCMONb30BaHUEM 2-(a3€TUAMH-3-WI)IHPUANHA JUTHAPOXJIOPHIA BMECTO 3-
(azetunuu-3-um)mupuanHa  guragpoxyiopuna. MC  (MOP): wmacca, paccumraHHass —Iis
Ca3H 3F3N50, - 437, 1; mony4ennoe m/z, - 438,1 [M+H]". 'H simMP (400 MI'u, CDCls) 6 8,80 (m,
J=1,9Tn, 1H), 8,66-8,54 (M, 1H), 8,30 (n, J=1,0 ', 1H), 7,99 (an, J=1,9, 1,0 I'u, 1H), 7,92-7,85
(M, 1H), 7,85-7,72 (m, 1H), 7,70-7,57 (m, 1H), 7,33-7,27 (m, 1H), 7,23-7,18 (m, 1H), 7,16-7,13
(M, 1H), 6,98 (1, J=54,8 'y, 1H), 5,24-5,04 (m, 2H), 4,50-4,39 (m, 3H), 4,34-4,23 (M, 1H), 4,02-
3,89 (m, 1H).
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[Tpumep 256: Metun-(1-(2-(6-(3-(mudropmerin)-4-propdennn)-3-drop- 1 H-

npazono[4,3-b Jnupuaun- 1-um)anernn)azeTuanH-3-wi)kapoamar.

Ol:EJNH
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VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIyHasld CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 254, ¢ wucnoms3oBaHueM  2-(6-(3-(nudropmernn)-4-propdenrn)-3-prop-1H-
npazono[4,3-b lnupuaus- 1-1i1)yKCyCHON KUCIIOTHI (ITPOMEKYTOYHOE CoeuHeHne 28) BMecTo 2-
(6-(3-(mupropmernn)-4-propdenmn)- 1 H-nupaszono[4,3-b Jnupunus- 1-uim)ykCycHOH ~ KUCIIOTHI
(mpoMexxyToYHOE coequHeHne 27) W MeTWIa3eTUAHNH-3-mikapbamata BMeCTO 3-(a3eTHauH-3-
wi)mupununa auruapoxjopuna. MC (M3P): macca, paccuurtansas mist CooH7F4NsOs, - 451,1;
nonay4eHHoe m/z, - 452,1 [M+H]". 'H samP (400 MTI'y, IMCO-dg) 6 8,94 (m, J=1,9 I'y, 1H),
8,48 (1, J=2,0 I'y, 1H), 8,07 (ax, J=5,1, 2,4 ', 2H), 7,90 (n, J=6,9 I'u, 1H), 7,68-7,55 (m, 1H),
7,32 (1, J=54,1 I'u, 1H), 5,37-5,07 (m, 2H), 4,49-4,26 (M, 2H), 4,20-3,98 (m, 2H), 3,79 (az,

J=9.8, 5,4 I'u, 1H), 3,56 (c, 3H).
[Tpumep 257: (S)-N-(1-(2-(6-(3-(nudpropmerin)-4-propdhennn)-3-prop- 1 H-

nupazono[4,3-b Jnupuaun- 1-1im)ane T ) MU ppOoNUANH-3- 1T )alleTaMI.

K pacTBopy 2-(6-(3-(nugpropmernn)-4-propdenrmn)-3-prop- 1 H-nupazomno[4,3-
b]mupuauH-1-1)yKCyCHON KUCIOTHI (MMPOMEKYTOUHOE coenuHenue 28, 25 mr, 0,074 mmornb) B
DMF (1 mn) nobaensiim DIPEA (40 mxin, 0,22 mmonb) u (S)-N-(mupposiaunuH-3-ui)aneTaMus
(19 MT

OKCO3THJIMIEHAMUHOOKCH ) TMMETHIIaMUHMOpoNnHO-KapOeHust  rekcadroppocdar) (38  wr,

\ 0,15 MMOJIb), a 3aTeM COMU ((1-umanO-2-3TOKCH-2-

0,088 MMomb). PeaknmoHHYIO CMech mepeMelmuBaiud B TedeHHe 90 MHUHYT W OYMINANU C
nomoIneio obpammeHHo-¢pazopoit B2XXX (CIIOCObB D) ¢ nony4yeHnemM yka3aHHOTO B 3arojIOBKe
coenunenus (4,9 mr, 0,011 mmonsb, 15%). MC (UDP): macca, paccuntannast mist Co H9F4NsOo,
- 449,1; nonyuennoe m/z, - 472,2 [M+Na]*. 'H IMP (400 MI'u, CDCl3) & 8,83-8,75 (m, 1H),
7,91-7,80 (m, 2H), 7,79-7,69 (m, 1H), 7,34-7,27 (m, 1H), 6,97 (1, J=54,8 'y, 1H), 6,16-5,91 (M,
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1H), 5,33-4,94 (m, 2H), 4,67-4,40 (M, 1H), 4,20-3,40 (M, 4H), 2,50-1,20 (M, SH).
[Tpumep 258: (R)-N-(1-(2-(6-(3-(nudpropmernn)-4-propdennn)-3-grop-1H-

nupazono[4,3-b Jnupuaun- 1-uin)aneTHn) IuppONTUIUH-3- 1T )alleTaMI.

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJIyHasld CIIOCOOOM, aHAJIOTUYHBIM OITMCAHHOMY B
npumepe 257, ¢ wucnonb3oBanueM (R)-N-(mupponunus-3-un)aneramuna Bmecto  (S)-N-
(muppomunun-3-un)aueramuna. MC (MDP): macca, paccuntannas mist CoiHgF4NsO,, - 449.1;
nosnyuensoe m/z, - 450,1 [M+H]*. 'H AMP (400 MI'y, CDCls) & 8,81-8,72 (M, 1H), 7,89-7,80
(m, 2H), 7,77-7,69 (m, 1H), 7,34-7,27 (m, 1H), 7,14-6,74 (m, 1H), 6,43-6,08 (M, 1H), 5,38-4,93
(m, 2H), 4,65-4,37 (m, 1H), 3,94-3,41 (m, 4H), 2,32-1,61 (M, SH).

IMpumep  259:  1-(3-(dTop-18F)azernnun-1-un)-2-[6-[3-(tpudpropmernn)penmn]-1H-

nupazono[4,3-b Jmupunun-1-unstan-1-oH.
N
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['"®F]dropun B TpaHCHIOpTHPOBOUHOH BHame (MONYYEH W3 LUKJIOTPOHHOMN YCTAHOBKH)

NEPEHOCHJIM Ha WOHOOOMEHHBIH KapTPUIXK M 3aXBaThIBAIM KM, 3aTEM OJJIIOMPOBAIH B
peakuuoHHbIH cocya moayisi Synthra RNPlus® pactBopom Oukapbonara kamus (1,09 mr, 0,011
mmodb) B Kryptofix 222 (7,2 wmr, 0,019 mmons) B 0,8 My cMecu anieToHUTpHia U Boabl (6/2,
00./06.). PacTBOpuTEND BRIMApHUBa M B MOTOKE a3ota npu Temmeparype 85 °C B Bakyyme. B
peakumnoHHbI cocyn nodasmsutu 0e3BogHbli CH3CN (0,5 Mi1) 1 MOBTOPSUIH BBILIEOMHCAHHBIN
npoLecc npu mnosblilieHud Temmnepatypsl Ao 110 °C B Teuenue 3,5 muH. PeakiioHHyo Buany
3areM oxyaxkaanu 1o 70 °C, mociie 4ero B peakIMOHHBIN cocyn nodassui pacteop 1-(2-(6-(3-
(Tpudropmermn)pennn)- 1 H-nmupazono[4,3-b jnupunun- 1-unm)anernn)azernans-3-mna 4-
MeTuoeH3oncynbdoHara (mpomexyrounoe coenunenue 70, 3,0 wmr, 0,0053 wmmonb) B
6e3sonaoM MeCN (0,7 mun). Peakmuonnyto cmech HarpeBanmu npu 90 °C B TeueHue 5 MuH.
Peakrop oxnaxnanmu no 70 °C u B pactBop nobassinu 0,5 mu HC1 (1,0 M). PeakunonHyro cMech
Harpesaiu npu 90 °C B TeyeHne 2 MUH, mocie yero oxnaxnaanu peakrop 10 40 °C u nobasnsiu
B cmech 1,0 ma Na,HPO4 (0,5 M). PacTBop nonosHuTENnsHO pazbasiisian Boaoi (2,8 M) u cMech

MEePEHOCUIIU B KOHTYp uHxkekTopa BOXX ny1s ouncrku.
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Ounctky BeIMONHANN MeTtonoM BOXX ¢ mpuMmeHeHuneM mojynpenapaTUBHOM KOJOHKU
Eclipse XDB-C18 (5 MM, 9,4 MM x 250 mm) co cmecero 10-MmM NH40OAc u MeCN (62 : 38
00./00.) mpu ckopoctu noToka 4 mu/mMuH ¢ Y @D-neTeKTUpOBaHUEM IPHU JJIMHE BOJHBI 254 HM.
OunIeHHbIN pacTBOP ¢ H30TOMHBIM MHAUKATOPOM pa3daBiisiim 30 M1 BOJBI U MPOITYCKAJIU Yepes
kaptpumk SepPak Light C-18. Kaprpumxk C-18 nononnurtensHo npomeiBaiu 10 M1 Boasl, mocne
yero ucnojp3oBaimu 0,5 mun EtOH nns smroupoBaHust M30TOMHOrO HMHAWKaTtopa. PacTteop ¢
U30TOMHBIM MHAMKATOPOM JOTMOJHUTENBHO pazOaBisii 4,5 Ml ConeBoro pactsopa. I OTOBBIi
coctaB conepkut 10% 3TaHoNa, MOAXOASAIIEro JIsl BHYTPUBEHHON HHBEKIUH (B/B).

buonornueckue aHanusel

Bumsinue HCIBITYEMbIX I/ISI[GJ'II/II\/'I Ha KJIOHUPOBAHHBIC YEJIOBCUCCKHUE HWOHHBIC KaHAaJIbI

NR1/GIluN2B, skcnpecCUpOBAHHBIE B KJIETKAX MJIEKOIIUTA LIIUX

Peuentopsr NMDA mnpencraBisitor coO00ii HOHHBIE KaHAJBI, KOTOPBIE UMEIOT BBICOKYIO

2
NpOHULAEMOCTh K uoHaM Ca”™', uToO MO3BOJAET OTCIeKUBaTh QyHKUMIO peuentopa NMDA ¢

>
UCIIOJIb30BAHUEM KJIETOYHOIO aHajiM3a MOTOKa Kajblus. B 1aHHOM aHanu3e KOaroHHCTHI,
rJyTamMaT U TIIHLWH, JOOABISIOT K KJIETKaM, TeTePOJIOTHYHO 3KCIPECCHPYIOLINM YeJIOBEUECKHE
pererrropsl NMDA GluN1/GluN2B, urto6s! naumunposats nputok Ca’ B kieTky. JJUHAMHIKY
U3MEHEHUs] BHYTPHUKJIETOYHOH KOHLIEHTPALMH KajblMsi H3MEPSIOT C HCIHOJIb30BAHUEM
¢bayopecuenTHoro kpacutenss u ycrporicta FLIPR  (duyopecueHTHBIN — TUIaHIIETHBIN
cniekTpodoTOMETD).

3a mBaanaTh YEThIpe Yaca 10 H3MEpeHHi sKcrpeccuto perentopos NMDA B craOuibHON
KJIETOYHON JIMHUU MHAYLHUPYIOT C MOMOIIBI0 MHAYHIHOenbHOH cuctemsl Tet-On B mpucyTCTBUU
HeceJeKTUBHOro Onokaropa peuentopa NMDA. B neHp skcnepuMmeHTa cpeny Al KJIETOYHOM
KYJBTYpbl aKKypaTHO MPOMBIBAJIH, & KJIETKH OKpalIMBaiu, HCmoin3ys Habop Calcium 5 Dye
(Molecular Devices), B OydhepHOM pacTBOpe aisi okpamuBanus, cogepxamem 137 MM NaCl, 4
MM KCl, 2 MM CaCl,, 0,5 MM MgCl, (crangapthsiii ananu3) win 1,5 MM MgCl, (ananu3 HTS),
10 mM HEPES u 5 MM D-rmoko3s;;, pH 7,4, Uepes 1 4 uHkyOauuu npu KOMHATHOM
TeMIepaType KpacHuTesb BbIMbIBaIM aHajguTudeckuMm Oydepom (137 MM NaCl (cranmapTHbId
anamu3) wm 150 MM (HTS-anamus), 4 mM KCl (cranpaptabiii anamus3) win 3 MM (HTS-
anamuz), 2 MM CaCl,, 0,01 mM DJTA, 10 mM HEPES u 5 MM D-rmokossr; pH 7,4). B
cnektpodoromerpe FLIPR TETRA k kierkam pnoOaBisIOT pas3iudHbIE KOHIICHTPALMH
UCCIIEyeMbIX COCAMHEHUH B TEUEHHE 5 MHUH, IPU 3TOM OTCIEKHUBAIOT (PIyOPECLEHIHIO IS
OTIpeeNIeHNs TIOTeHIMAIbHON aKTUBHOCTH aroHucra. Jlanee B TeueHue emme S MUHYT JOOaBIISIOT
KOAroHUCThbl - ruyramar u rauiuH. KoHnentpamus riayramara, coorBercrByromas ~ ECy
(cranpmaptabiii  anamu3) win  ECs (HTS-ananus), wucnonwp3yercs Uisi MaKCHMAJIbHOTO
YBEJIMYECHUS] OKHA CHUTHAJIA B aHAIHM3€ M CIIOCOOHOCTH ONpEAeNIeHHs] aHTArOHUCTOB PELIENITOPOB
NMDA u oTpuLaTeNbHbIX aJUIOCTEPUYECKUX MOAYJSATOPOB. B aHanuse Takke MPUCYTCTBYET
Hacblmaromas koHueHTpauus (10 mMxM) rnunuaa. HecenekTuBHBIH aHTaroHHCT peLenTopa
NMDA, (+)MK-801, wucnonp3yercss B KadeCTBE MOJOXUTEJIbHOIO KOHTPOJSI AKTHUBHOCTHU
aHtaroHucra. KonmuecTBeHHO ompenensioT (IyOpeCUeHTHbII CHrHal B IPUCYTCTBHU

UCCIIEyEeMbIX COEUHEHNH M HOPMAJIM3YIOT 10 CUTHAY, OOHApY>KEHHOMY B COOTBETCTBYIOIIUX
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KOHTPOJIbHBIX JIYHKaX.

Tabnuua 3.
No CranpapTHbIi
- I/nv;e . HazBanue coenunenus a"aiaus GluN2B
pumep ICso (MkM)
2-[6-[3-(audropmetin)-4-propdenun |nupazono[4,3-

1 b]mupunun-1-nn]-1-[3-runpokcu-3-(Tpudropmerin)azeTANH- 0,444
1-unlsTaHoH;
2-16-[3-(nudpTopmernn)-4-propdenun|mupazonol4,3-

2 0,070
bmupuaus- 1-un]-1-(3-MeTuneHa3eTHAUH- | -UJT)3TaHOH;
2-16-[3-(nudpTopmernn)-4-propdenwn|mupaszomno[4,3-

3 . 0,635
b]mupunus- 1-ui]-1-[3-(MeTrunaMuHO )a3eTUANH- | -UIT |3 TaHOH;
N-[1-[2-[6-[3-(mudTopmeTmn)-4-dTopdhenun|nupazono[4,3-

4 0,110
b |mupuaus- 1-un|anerwn|azerunus-3-wi|-N-MeTunaneraMmu,
2-[6-[3-(audropmerin)-4-propdenun |nupaszonol4,3-

5 . 0,016
b]mupunus-1-ni]-1-(3-gropazerunnH- 1-mi)3TaHOH;
2-16-[3-(audpTropmernn)-4-propdenwn|mupaszomno4,3-

6 | 0,018
bmupuans- 1-un]-N, N-mumerunaneramusn;
2-[6-(4-¢prop-3-metmndenwn)mupasono[4,3-b Jnupuaun- 1-wm|-

7 . 0,025
N, N-gumeTunameTamusm;

N,N-gumerun-2-[6-[6-(TpudTopmern)-2-

8 . 0,395
nupua | mupasofio[4,3-b Jmupunun- 1-uilaneramusn;
2-[6-[4-xnop-3-(audTopMmerokcu)penu nupaszono[4,3-

9 _ 0,022
b]mupunus- 1-nm1]-1-(3-gropazerunnn- 1-min)3TaHoH;
2-[6-[4-xn0p-3-(nudropmerokcu )penun |nupasono[4,3-

10 , 0,024
b]mupunun-1-un]-N, N-numerunarneramus,

N, N-gumerun-2-[6-[3-(tpudropmer)penun|nupasono[4,3-

11 ; 0,125
b |mupuavs- 1-uinlaneramusn;,
2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-

12 . 0,068
b]mupunus- 1-ui]-1-MopdOIMHOITAaHOH;
1-mopdonuno-2-[6-[3-(TpudTopmerin)denu |mupazono[4,3-

13 : 0,219
b|mupuans- 1-uin|3TaHoH;

N-muknonpormn-2-[6-[ 3-

14 (Tpudropmermn)dennn|nupasonol4,3-blnupuann-1- 0,437
WJI|areTaMmI,
N-(1-merunazeruans-3-mn)-2-[ 6-[ 3-

15 (Tpudropmermn)denni|nupasonol4,3-blnupuann-1- 8,110
WJI]arieTaMmI,
1-(3-¢ropazeruann- 1-mm)-2-[6-[3-

16 (Tpudropmermn)dennin|nupasonol4,3-blnupuann-1- 0,042
WJI|3TaHOH,

17 1-(3,3-nudropazerunun-1-mn)-2-[6-(2,4- 0356

mudropdennn)nupaszono4,3-bnupuaun- 1-unlsTaHox,
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1-(azerunus- 1-n1)-2-[ 6-(5-x5n0p-2-THEHMIN)-3-

18 ¢droprnmpasono[4,3-b]nupuans- 1-un]3TaHoH; 0,012
1-(azerunus- 1-n1)-2-[6-[S-(audpropmernn)-2-Tuennn]-3-

19 0,013
¢droprnupasono[4,3-b]nupuans- 1-un]3TaHoH;
1-(azerunus- 1-nn)-2-[3-prop-6-[5-(Tpudropmernn)-2-

20 0,021
TUeHWJ |upa3oo[4,3-b|nupunus- 1 -un|3TaHoH;
1-(azeruaus- 1-mn)-2-[6-(4-dpTopdenmn)mupasono[4,3-

21 . 0,299
b |mupuauH- 1-ui]3TaHoH;

) 1-(azetunun- 1-un)-2-[6-(3-x10pdenwn)nupaszonol4,3- 0.027
b|mupuaus- 1-ui]3TaHoH;
1-(azetunus- 1-un)-2-[6-[3-(hTopmeTrnn)denun | mupazono[4,3-

23 0,020
bmupuans- 1-ui|3TaHoH;

24 1-(azetunus- 1-un)-2-[6-[3- 0.048
(mudropmeTtmn)penmn Jnupaszono[4,3-b|mupuann- 1-un|3TaHoH; ’

25 1-(azerunus- 1-nm)-2-[6-[3-(1,1- 0.044
mudropaTri)pennin|nupasono[4,3-b Jnupunns- 1-mn|3TaHoH; ’
1-(azerunus- 1-nn)-2-[6-[3-(1,1-audropaTrin)pennn]-3-

26 0.066
¢droprnmpazono[4,3-b]nupuans- 1-un]3TaHoH;
1-(azetunun- 1-un)-2-[6-[ 3-

27 (Tpudropmermn)dennin|nupasonol4,3-blnupuann-1- 0,037
WJI|3TaHOH,
1-(azerunus- 1-un)-2-[ 3-merun-6-[3-

28 (Tpudropmermn)dennn|nupasonol4,3-blnupuann-1- 0,187
WJI|3TaHOH,
1-(azetuau- 1-un)-2-[6-(3,4- nuxnopdenmn)nupasono[4,3-

29 ‘ 0,028
b]nupunus-1-un]sTaHoH;
1-(azerunus- 1-mn)-2-[6-(2,3-nuxnopdennn)nupasono[4,3-

30 . 0,040
b|nupuaus- 1-un]3TaHoH,
1-(azerunus- 1-n1)-2-[ 6-(3-x50p-2-Propdenmwn)nupazono[4,3-

31 0,070
b |mupuaus- 1-ui]3TaHoH;
1-(azerunus- 1-n1)-2-[6-(3,4-mudTopdernn)nupasono[4,3-

32 0,044
b|mupuans- 1-uin|3TaHoH;
1-(azetunun- 1-un)-2-[6-[2-pTop-3-

33 (Tpudropmermn)dennn|nupasonol4,3-blnupuann-1- 0,045
WJI|3TaHOH,

34 1-(azerupus- 1-nn)-2-[6-[3-(1,1-audropaTI)-4- 0.066
dTopdenmn|mupazono[4,3-b]mupunun- 1-uilsTaHoH; ’

35 1-(azerunus- 1-nn)-2-[6-[3-(nudpropmern)-4- 0017
dropdenmn|mupazono[4,3-b]mupunun- 1-uilsTaHoH; ’

36 1-(azerunun- 1-un)-2-[6-[3-(audTopmerin)-4-propdenni]-3- 0.020

¢droprnmpasono[4,3-b]nupuans- 1-un]3TaHoH;
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1-(azerunus- 1-nn)-2-[6-[3-(nupropmernn)-4-propdenn]3-

37 MeTrnpas3ono[4,3-b|nupunun- 1-ui)3TaHoH; 0,064
1-(azerunus- 1-n1)-2-[6-(4-xn0p-3-merundennn)nupasono[4,3-

38 , 0,024
b |mupuans- 1-ui|3TaHoH;
1-(azerunun- 1-un)-2-[6-(4-x10p-3-MeTundenmn)-3-

39 . 0,088
MeTunupaszoiof4,3-bnupuaus- 1-uia|3TaHoH;
1-(azetunus- 1-mn)-2-[6-(2-pTop-3-metundennn)nupasono[4,3-

40 . 0,038
b |mupuauH- 1-ui]3TaHoH;

A1 1-(azerunus- 1-mn)-2-[6-[3-(nudpropmerokcu)-4- 0.028
bTopdenmn|nmupazono[4,3-b]nupunus- 1-uijsTaHoH; ’
1-(azetunun- 1-un)-2-[6-[3-(audTopmerokcu)-4-propdenmn]-3-

42 . 0,040
¢droprnmpazono[4,3-b]nupuans- 1-un|3TaHoH;
1-(azetunun- 1-un)-2-[6-[4-x710p-3-

43 (mudropmerokcu)penmn|nupazono[4,3-b]mupuaun-1- 0,024
WJI|3TaHOH,
1-(azetunun- 1-un)-2-[6-[4-x710p-3-(qudTopMeTOoKCH )heHm | -3-

44 0,040
¢droprnmpazono[4,3-b]nupuans- 1-un]|3TaHoH;
1-(azerunus- 1-nn)-2-[6-(4-pTop-2-

45 0,118
metokcudermnn)nupasonol4,3-b|nupuans- 1-un]3TaHoH;
2-[6-(3-auermn-4-dpropdenwn)nupasonol4,3-b Jnupuaun- 1-wm]-

46 0,161
1-(a3eTunuH- 1 -UIT)3TaHOH;
1-(azerunun- 1-un)-2-[6-(3,4,5-Tpudropdenwn)nupazonol4,3-

47 0,047
b |mupuans- 1-uin|3TaHoH;
1-(azeruaun- 1-mn)-2-[6-[2-(Tpudropmerin)-4-

48 ' 0,286
nupuani [nupasonol4,3-b JnupuanH- 1-un|3TaHoH;
2-[6-(5-xn0p-2-THenun)nupasono[4,3-bnupuaun-1-mn]-1-(3-

49 0,025
dTopazerunuH- 1 -u1)3TaHOH;
2-[6-(5-xnop-2-Tuenun)-3-proprnupasono[4,3-bnupunus-1-

50 0,018
wi|-1-(3-¢propaseTunun-1-ui)3TaHOH,
2-16-[5-(nudTopmern)-2-Tuenun |mupazono[4,3-b jrupuans- 1-

51 0,032
wi|-1-(3-¢propasernnun-1-ui)3TaHOH,
2-16-[5-(nudpTropmernn)-2-tuenui|-3-propnupazono[4,3-

52 0,022
b]mupunus- 1-nmn]-1-(3-gropazerunnH- 1-mi)3TaHOH;
1-(3-¢ropazeruann- 1-un)-2-[6-[ S-(TpudTopmerin)-2-

53 . 0,012
TUEHW |upa3oiio[4,3-b|mupunun- 1-un|3TaHoH;
1-(3-¢ropazerunun- 1-un)-2-[ 3-prop-6-[ 5-(tpudTopmerni)-2-

54 . 0,040
TUEHWI |upa3oiio[4,3-b|nupunun- 1-mi|3TaHoH;

55 1-(3-propaszerunaun- 1-mn)-2-[ 6-(3-propdennn)nupazono[4,3- 0.106

b |mupuans- 1-ui|3TaHoH;
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1-(3-propaszerunun- 1-mn)-2-[ 6-(4-propdenmn)nupazono[4,3-

>6 b |mupuans- 1-ui|3TaHoH; 0,053
2-[6-(3-xnopdenun)nupazonol4,3-b Jnupuans- 1-un]-1-(3-

57 0,019
¢dTopazeruauH- 1-nI)3TaHOH;
1-(3-dropazerunun- 1-un)-2-[6-(M-Tomun)nupasono[4,3-

58 ‘ 0,045
b]nupuaus-1-u]3TaHoH;

59 1-(3-propazeruaun- 1-mn)-2-[6-[3- 0.040
(bropmernn)dpenwn|nupasono[4,3-b |nupuaun- 1-un]3TaHoH; ’
2-16-[3-(nudpropmernn)dennn Jnupazoso4,3-b Jnupuaun- 1-wmn]-

60 0,030
1-(3-¢ropazeruans- 1 -un)3TaHOH;
2-16-[3-(1,1-mudropaTun)penui|nupazono[4,3-bmupunus-1-

61 0,029
wi|-1-(3-¢propaseTnnun-1-1i)3TaHOH,
2-16-[3-(nudpTopmerokcu)penui nupazono[4,3 -bmupunun-1-

62 0,097
wi|-1-(3-¢propasernnun-1-ui)3TaHOH,
2-16-(2,3-nudropdhenun)mupazonol4,3-bnupuaun- 1-umn]-1-(3-

63 0,525
¢dropazernanH- 1-nn)3TaHOH;
2-16-(2,4-mudropdhenun)mupazonol4,3-bmupunus- 1-umn]-1-(3-

64 0,189
¢dTopazeruauH- 1-n1)3TaHOH;
2-16-(3.4-mudropdherun)mupazonol4,3-bnupuann- 1-umn]-1-(3-

65 0,111
¢dTopazeruauH- 1-n1)3TaHOH;
2-16-(3,5-nudropdhenun)mupazonol4,3-b|mupuann- 1-umn]-1-(3-

66 . 0,065
¢dTopazeTuauH- 1-n1)3TaHOH;
2-[6-(3-xn0p-2-Ppropdennn)nupaszonol4,3-b Jnupuann-1-nmil-1-

67 ‘ 0,183
(3-propazerunuH-1-ui)3TaHOH;
2-[6-(3-xn0p-4-propderun)nupaszonol4,3-b|nupuaun-1-unl-1-

68 . 0,017
(3-dpTopazeTuanH-1-m1)3TaHOH,
1-(3-xnopazerunuu- 1-un)-2-[6-[ 3-(mudropmernn)-4-

69 0,032
dropdennn|mupazono[4,3-bnupunnn- 1-wmn3TaHoH;
2-[6-[3-(audropmermn)-4-proppenmn]-3-groprnupazono[4,3-

70 0,027
b]mupunus- 1-ni]-1-(3-gropazerunnH- 1-mi)3TaHOH;
2-16-[3-(audropmermn)-4-proppenun|-3-mermnmnupasonol4,3-

71 . 0,030
b]mupunus- 1-nmn]-1-(3-gropazerunnH- 1-mi)3TaHOH;
2-16-[3-(1,1-mudropaTun)-4-propdenun Jnupazono[4,3-

72 0,044
b |mupuans- 1-un]-1-(3-gropaserunus- 1 -uia)3TaHOH;
2-16-[3-(1,1-mudropaTmn)-4-propdenun]-3-

73 ¢dropriupasono[4,3-bmupunun-1-mn]-1-(3-propazernann-1- 0,092
WJT)3TAHOH,

74 2-[6-[4-xn0p-3-(1,1-mudpropaTun)denmn|nupazono[4,3- 0.047

b]mupunus- 1-nm1]-1-(3-gropazerunnn- 1-mn)3TaHoH,;
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2-16-[4-xn0p-3-(1,1-nudropstin)pennn]-3-propnupasomnol4,3-

s b]mupunus- 1-nm1]-1-(3-gropazerunnH- 1-m)3TaHOH,; 0,124
2-[6-[4-xn0p-3-(nudTopmeriun)penmn | nmupaszono[4,3-

76 0,016
b]mupunus- 1-nm1]-1-(3-gropazerunns- 1-mn)3TaHoH;
2-[6-(4-xn0p-3-metundenwn)nupaszonol4,3-b | mupunun-1-mn|-

77 0,041
1-(3-¢TopazeTunuH-1-nin)3TaHOH,
1-(3-¢ropazerunun- 1-un)-2-[6-(4-pTop-2-

78 0,129
mMeTokcudermn)nupaszosol4,3-b|nupuans-1-un|3TaHoH;
2-16-[3-(nudTopmerokcu)-4-hropdenun Jnupasono[4,3-

79 0,016
b]mupunus- 1-ui]-1-(3-gropazeruann- 1-1mi)3TaHOH;
2-16-[3-(nudpTopmerokcu)-4-propdenn]-3-propnupasono[4,3-

80 0,032
b]mupunus- 1-ni]-1-(3-gropazeruann- 1-mi)3TaHOH;
2-16-[4-xnop-3-(nudTopmerokcu)penn|-3-propnupazono[4,3-

81 0,037
b]mupunus- 1-nmn]-1-(3-gropazerunnH- 1-mi1)3TaHOH;
2-16-(2,4-nmudrop-3-metundenun)nupasonol4,3-b jnupuaun-1-

82 0,023
wi|-1-(3-¢ropasernnun-1-un)>3TaHOH,
2-16-(3.4-nmudrop-S-metundenwn)nupasonol4,3-b jnupuaun-1-

83 0,017
wi|-1-(3-¢propaseTnnun-1-u)3TaHOH,

34 1-(3-propaszernaun-1-mn)-2-[6-(3,4,5- 0.068
Tpudroppenmn)nupaszono[4,3-bnupuaun-1-unlsTaHox, ’
1-(3-¢ropazeruaun- 1-umn)-2-[6-[2-(TpudTopmerin)-4-

85 . 0,291
nupua mupaszono[4,3-b Jmupunun- 1-ui|3TaHoH;
1-(3-meTunazerunus- 1-mn)-2-[6-[3-

86 (TpudTopmermn)benun|nupasonol4,3-b Jnupuaun-1- 0,038
WJI|3TaHOH,

(Pauemuueckuii) 1-(2-meTunazetuaun- 1-un)-2-[6-[ 3-

87 (Tpudropmermn)dennn|nupaszonol4,3-b|nupuaunn-1- 0,216
WJI|3TaHOH,
2-[6-[3-(audropmermn)-4-propdenmn jnupazono[4,3-

88 0,073
b|mupuaus- 1-un]-1-(3-mMeTunazeTuauH- 1 -ui)3TaHOH;
2-16-[3-(nudpropmernn)-4-propdpenun]-3-propnupaszono[4,3-

89 . 0,038
b|mupuans- 1-un]-1-(3-mMeTunazeTuauH- 1 -1 )3TaHOH;

(Pauemuueckwuii) 2-16-[3-(audTopmerni)-4-

90 dropdennn|mupazono[4,3-bnupunnn- 1-mn]-1-(2- 0,098
METUJIA3ETUINH- | -UIT)3TaHOH;
2-16-[3-(mudpTopmerokcu)-4-propdenun Jniupazono[4,3-

91 . 0,063
b |mupuans- 1-un]-1-(3-MeTunaszeTuauH- 1 -ui)3TaHOH;
2-16-[3-(audpTopmerokcn)-4-propdennn]-3-propnupazono[4,3-

92 0,092
b |mupuans- 1-un]-1-(3-mMeTunazeTuauH- 1 -ui)3TaHoH;

93 2-[6-[4-xn0p-3-(audTopmerokcu)penn|-3-propnupazono[4,3- 0.173

b |mupuans- 1-un]-1-(3-mMeTunazeTuaul- 1 -ui)3TaHoH;




94

207

2-16-[3-(audpTropmernn)-4-propdenwn|mupaszomnol4,3-
b |mupuans- 1-un]-1-(3-3TUHUIA3e TUIUH- | -UJT)3 TAHOH;

0,068

95

2-16-[3-(audpropmernn)-4-propdenwn|mupaszomnol4,3-
b lmupuans- 1-uin]-1-(3-BuHWIA3€ TUANH- | -1IT)3TaHOH;

0,096

96

2-[6-[3-(audpropmernn)-4-propdenmn|mupaszomnol4,3-
b]mupunus- 1-un]-1-[3-[(Z)-npon-1-eHun |azeTuaus- 1 -
WI|3TaHOH,

0,107

97

2-[6-[3-(audropmermn)-4-propdenun jnupazono[4,3-
b]mupunus-1-un]-1-[3-(dropmernn)azeTnans- 1 -un|3TaHoOH;

0,067

98

1-[3-(nudropmerun)azerunun-1-un]-2-[6-[ 3-(audropmermn)-4-
dropdennn|mupazono[4,3-bnupunuH- 1-wm]3TaHoH;

0,114

99

1-[3-(Tpudropmermn)azernaun- 1 -umn|-2-[6-[3-
(Tpudropmermn)dennin|nupaszonol4,3-blnupuann-1-
WJI|3TaHOH,

0,660

100

2-[6-[3-(audropmerin)-4-propdenmn |nupaszonol4,3-
b]mupunus- 1-ui]-1-[3-(Tpudropmernin)azeTuanH- 1 -1 |3TaHOH,;

0,537

101

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszomno[4,3-
b]mupunus-1-un]-1-[3-[(Z)-2-pTopBuann]azeTuaus-1-
WJI|3TaHOH,

0,130

102

2-16-[3-(aupropmernn)-4-propdenmn|mupaszomno[4,3-
b]lmupunus- 1-nn]-1-[3-(2,2-mudTopBuaNT)azeTuanH- 1-
WJI|3TaHOH,

0,147

103

1-(3-meTokcuazerTuanH- 1 -mn)-2-[6-[ 3-
(Tpudropmermn)dennn|nupasonol4,3-blnupuann-1-
WJI|3TaHOH,

0,402

104

2-[6-[3-(audpropmernn)-4-propdenmn|mupasomnol4,3-
b]mupunus- 1-ui]-1-(3-MeTokcHaseTUANH- 1 -UT)3TaHOH;

0,078

105

2-[6-[3-(audropmermn)-4-propdennn jnupazono[4,3-
b]mupunus- 1-mi]-1-(3-3TOKCHa3eTUANH- | -WJT)3TaHOH;

0,215

106

2-16-[3-(audpropmernn)-4-propdenun|mupaszono4,3-
bmupuaus- 1-un]-1-[3-(MeTOKCUMETHIT )a3eTUANH- | -UJI[3TaHOH;

0,152

107

1-[3-(meTokcumermi)azeTuaus- 1 -mn|-2-[6-[3-
(Tpudropmerin)dennin|nupaszonol4,3-blnupuans-1-
WJI|3TaHOH,

0,126

108

(Pauemuueckwuii) 2-16-[3-(audTopmerni)-4-
dropdennn|mupazono[4,3-bmupunun- 1-mn]-1-[3-(1-
THIPOCKHUITUI)a3eTUANH- | -1 |9TaHOH;

0,623

109

1-[3-(nudropmeTokcu)azerunus- 1-mn]-2-[6-[ 3-
(mudropmernn)-4-proppennn|nupazono[4,3-bnupunnn-1-
WJI|3TaHOH,

0,115

110

2-[6-[3-(audropmermn)-4-propdenun |nupaszonol4,3-
b]mupunus- 1-nmn]-1-[3-(tpudropmerokcu)azernan- 1-
WJI|3TaHOH,

0.491

111

2-16-[3-(audpropmernn)-4-propdenmn|mupaszomnol4,3-
b|mupuans- 1-un]-1-(3-rugpokcuaszeTuanH- 1 -1 )3TaHOH,

0,042




208

2-16-[3-(audpTopmernn)-4-propdenmn]-3-propmnupasomno[4,3-

112 b|mupuans- 1-un]-1-(3-rugpokcua3zeTuanH- 1 -1 )3TaHOH, 0,033
1-(3-runpokcuazerunus- 1-um)-2-[6-[3-

113 (Tpudropmermn)dennin|nupasonol4,3-blnupuann-1- 0,133
UJI|3TaHOH,
2-[6-[3-(audropmetin)-4-propdenun |nupazono[4,3-

114 b]mupunus-1-un]-1-[3-(rugpoxcumMernin)a3eTuanH- 1- 0,083
WJI|3TaHOH,
1-(3,3-mudropaserunun- 1-mn)-2-[ 6-(4-metun-2-

115 0,053
TUEHWJT)TUPa300[4,3-b|nupuaus- 1 -un|3TaHoH;

116 1-(3,3-mudropaserunun- 1-mn)-2-[6-(4- 0.194
bTopdenmn)nupazono[4,3-b]nupunun- 1-uijsTaHoH; ’
2-16-(3-xnopdenun)nupazono[4,3-b Jmupuann- 1-un]-1-(3,3-

117 0,039
nudropazeTuanH- 1-1I1)3TaHOH;
1-(3,3-mudropaszerunun- 1-mn)-2-[ 6-(M-Tonu)mupazono[4,3-

118 0,052
bmupuans- 1-un|3TaHoH;

119 1-(3,3-mudropaszeruaun- 1-mn)-2-[ 6-[ 3- 0.046
(mudropmeTtmn)penmn Jnupaszonol[4,3-b|mupuans- 1-un|3TaHoH; ’
1-(3,3-mudropaszeruaun- 1-mn)-2-[ 6-[ 3-

120 (Tpudropmermn)dennn|nupasonol4,3-blnupuann-1- 0,092
WJI|3TaHOH,
3-[1-[2-(3,3-nudTopazeruan- 1 -ui)-2-0kco3 T |Tupasonol4,3-

121 2,480
b]mupunun-6-nn]6eH30HUTpUT,
1-(3,3-nu¢ropazerunun- 1-un)-2-[6-[6-(Tpudropmern)-2-

122 0,405
nupua |nupasonol4,3-b Jnupunun- 1-ui|3TaHoH;
1-(3,3-nudropazeruaun- 1-um)-2-[6-[2-(TpudTopmerni)-4-

123 ‘ 0,293
nupuani [nupasono[4,3-b JnupuanH- 1-un|3TaHoH;
1-(3,3-mudropaserunun- 1-mn)-2-[ 6-[ 5-(tpudTopmeTin)-3-

124 0,459
nupuan | mupaszono[4,3-b Jnupunun- 1-ui]|3TaHoH;

125 1-(3,3-mudropazerunun-1-un)-2-[6-(3,4- 0.092
nudropdenmn)mupaszono[4,3-b | nupunun- 1-un]|3TaHoH; ’

126 1-(3,3-mu¢ropazerunun-1-mn)-2-[6-(3,5- 0.070
nudropdenmn)mupaszono[4,3-b | mupunun- 1-mi]3TaHoH; ’
2-16-(3-xnop-4-propdenwn)nupasono[4,3-b Jnupuaun-1-wm]-1-

127 0,020
(3,3-nudTopaseTuanH- 1 -1i)3TaHOH,
2-[6-(3-xn0p-2-pTopdernn)nupaszonol4,3-b|mupuann-1-wnl-1-

128 . 0,048
(3.,3-nudTopaseTuanH- 1 -1i)3TaHOH,
1-(3,3-mudropazeruaun- 1-mn)-2-[ 6-(4-prop-3-

129 0,068
metuidernt)mupasono[4,3-b nupunnH- 1-mn]3TaHoH;

130 1-(3,3-nudropazeruaun- 1-mn)-2-[ 6-(4-prop-2- 0310

metuidennt)nupasono[4,3-b nupunnn- 1-mn]3TaHoH;




131

209

1-(3.,3-mudropaszeruaun- 1-mn)-2-[ 6-(2-prop-3-
metuidennt)nupasono[4,3-b | nupunnn- 1-mn]3TaHoH;

0,031

132

1-(3,3-mu¢ropazerunun-1-mn)-2-[6-[2-pTop-3-
(Tpudropmermn)dennin|nupasonol4,3-blnupuann-1-
UJI|3TaHOH,

0,037

133

1-(3,3-mu¢ropazerunuu- 1-mn)-2-[6-[4-pTOp-3-
(TpudTopmermn)penun|nupazonol4,3-b jnupuaun-1-
WJI|3TaHOH,

0,065

134

1-(3,3-mu¢ropazerunuu- 1-mn)-2-[6-[2-pTOp-5-
(Tpudropmermn)denni|nupaszonol4,3-b|nupuann-1-
WJI|3TaHOH,

0,262

135

1-(3,3-mudropaserunun- 1-mn)-2-[ 6-[ 2-merun-3-
(Tpudropmermn)dennin|nupaszonol4,3-blnupuans-1-
WJI|3TaHOH,

2,099

136

1-(3,3-mu¢ropazerunun- 1-wmn)-2-[6-(4-prop-2-
metokcudermn)nupasonol4,3-b|nupuans- 1-un|3TaHoH;

0,160

137

1-(3,3-mudropaseruaun- 1-mn)-2-[6-(3,4,5-
Tpudrophenmn)nupaszono[4,3-b]nupuaun-1-unlsTaHoH,

0.039

138

1-(3,3-mumernnazerunus- 1-mn)-2-[ 6-[ 3-
(Tpudropmermn)ernn|nupasonol4,3-blnupuann-1-
WJI|3TaHOH,

0,263

139

1-(3-pTop-3-meTunazeruaus- 1-um)-2-[6-[3-
(Tpudropmermn)dennin|nupasonol4,3-blnupuann-1-
WJI|3TaHOH,

0,059

140

2-16-[3-(audpropmernn)-4-propdenwn|mupaszomnol4,3-
b |mupuans- 1-un]-1-(3,3-numeTnna3eTuauH- 1 -ua)3TaHOH;

0,119

141

2-[6-[3-(audpropmernn)-4-propdenmn|mupaszomnol4,3-
b]mupunun-1-nn]-1-(3-grop-3-mMeTnnazeTuanH- 1-uia)3TaHOH,;

0,069

142

2-[6-[3-(audropmermn)-4-propdenun jnupazonol4,3-
bmupuaus- 1-un]-1-(3-3ui-3-propaseruant- 1 -uia)3TaHOH;

0,237

143

2-[6-[3-(audropmermn)-4-propdenmn jnupazono4,3-
b]mupunus- 1-ui]-1-[3-¢rop-3-(dropmernn)azernann-1-
WJI|3TaHOH,

0,082

144

2-16-[3-(nudpropmernn)-4-propdenwn|mupazono[4,3-
bmupuaus- 1-un]-1-(3-mMerokcu-3-MeTunazeTuauH- 1 -
WJT)3TaHOH,

0,469

145

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-
b |mupuans- 1-un]-1-(3-3Tun-3-rugpokcruaseTuAnH- 1 -
YJT)3TAHOH,;

0,433

146

2-16-[3-(audpropmernn)-4-propdenwn|mupaszono[4,3-
b |mupuans- 1-un]-1-(3-ruapokcu-3-MeTunazeTuauH- 1 -
V)3 TaHOH,

0,073

147

2-16-[3-(audpropmernn)-4-propdenwn|mupaszomnol4,3-
b]mupunus-1-umn]-1-[3-¢rop-3-(ruppokcumerun)azeTHauH- 1-
WJI|3TaHOH,

0,121

148

2-[6-[3-(audropmermn)-4-propdenun |nupaszonol4,3-
b]mupunus- 1-nmn]-1-[3-¢rop-3-(MeTokcumerunn)aseTuauH- 1-
WJI|3TaHOH,

0,155




149

210

[6-[3-(audTopmernn)-4-propdenmn|mupaszono[4,3-b |mupunun-
1-un]-1-(3-ruapoKCcu-2-MeTHIa3e TUANH- | -iJT)3TaHOH,

0,456

150

1-[2-[6-[3-(TpudTopmernn)denun Jrupaszonol4,3-bnupuaun-1-
WJT|aleTI |a3eTHANH-3-KapOOHUTPUIT,

0,330

151

1-[2-[6-[3-(nudropmernn)-4-propdennn Jnupasonol4,3-
b]mupuaus- 1-unlanern|azeTnans-3-kapOOHUTPHUIT,

0,063

152

1-[2-[6-[3-(mnudropmernn)4-dpropdenun|nupazonol4,3-
b |mupuaus- 1-unanerus|3-meTunazeTuauH-3-KapOOHUTPHIT,

0,075

153

1-(3-auerazerunun- 1-mn)-2-[6-[3-(qudTopmern)-4-
dropdennn|mupazono[4,3-b nupunus- 1-wmi|3TaHOH;

0,336

154

N-[1-[2-[6-[3-(mudTopmeTmn)-4-dTopdhenun|nupazono[4,3-
b |mupuaus- 1-un|anerun|azeTunuH-3-uj|aneTaMu,

0,064

155

1-[2-[6-[3-(nudropmerun)4-propdenmn|nupazomno[4,3-
b |mupuans- 1-unanerwn]|-N,N-numerunazeTiuany-3-
KapOOKCcaMup;,

0,727

156

Metun-N-[1-[2-[6-[3-(audTopmeTin)-4-
dTopdenmn|mupazono[4,3-b]mupunun- 1 -ujauernn|azeTuanuH-
3-wi|kapbamar;

0.038

157

N-[1-[2-[6-[3-(mudTopmeTin)-4-dTopdhenun|mupazono[4,3-
b |mupuans- 1-unanerwn|azerunun-3-uil-2,2,2-
TpudTOpALIETAMUN;

0,122

158

N-[1-[2-[6-[3-(mudTopmeTin)-4-dTopdenun|mupazono[4,3-
b lmupuans- 1-unanernn|aseTunus-3-
YT | IUKJIOTIPONTaHKAPOOKCAMMUT,

0,066

159

N-[1-[2-[6-[3-(nudTopmeTmn)-4-bTopdenun|nupazono[4,3-
b]mupunus- 1-uianerws|azeTuanH-3- 1 |MeTaHCYIb(QOHAMHU,

0,157

160

2-[6-[3-(audropmerin)-4-propdenun |nupazono[4,3-
b]mupunus- 1-ui]-1-(3-meTuncynbpoHnIa3e TUANH- | -
WJ1)3TaHOH,

3,250

161

1-[1-[2-[6-[3-(mudTopmernn)-4-propdenn | mupasono[4,3-
b |mupuavs- 1-un]aneru|azeTuauH- 3- Ui | IUppOTUIUH-2-OH;

0,246

162

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-
b |mupuaus- 1-un]-1-[3-(1H-umunazon-2-un)a3zeTunus- 1 -
WJI|3TaHOH,

0,041

163

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-
b]mupunus- 1-nm]-1-[3-(4-nmupuamn)azeTuans- 1 -ni|3TaHoH;

0,067

164

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-
b|mupuans- 1-un]-1-(3-mupumuann-4-una3eTuans- 1 -
YUJT)3TAHOH;

0,111

165

1-(5-a3acmpo[2.3]rekcan-5-un)-2-[6-[3-(nudTopmernn)-4-
dTopdenmn|mupazono[4,3-b]mupunun- 1-unlsTaHoH;

0,133

166

1-(2,2-mudTop-5-azacnupo| 2.3 Jrekcan-S5-ui)-2-[6-[3-
(mudropmerun)-4-proppennn|nupazono[4,3-bnupunnn-1-
WJI|3TaHOH,

0,197




167

211

1-(6-a3acrmpol 3.3 |rentan-6-umn)-2-[ 6-[ 3-(audropmernn)-4-
dropdennn|mupazono[4,3-bnupunnn- 1-mn]3TaHoH;

0,397

168

2-16-[3-(audpropmernn)-4-propdenwn|mupaszomnol4,3-
b |mupuans- 1-un]-1-(3-okca-6-a3zacnupo[3.3|rentan-6-
WJI)9TaHOH,

0,141

169

1-(6-okca-2-a3acnupo[3.3 Jrentan-2-un)-2-[6-[ 3-
(TpudTopmermn)penun|nupazonol4,3-b jnupuaun-1-
WJI|3TaHOH,

0,400

170

2-[6-(4-¢propdhenun)nupaszonol4,3-b Jnupunaun-1-un]-1-
NUPPOIHUANH- 1 -UII3TaHOH;

0,304

171

1-nupponunus-1-un-2-[6-[3-
(Tpudropmermn)dennin|nupaszonol4,3-blnupuans-1-
WJI|3TaHOH,

0,101

172

2-16-(3-uuknonponundenu)nupa3ono[4,3-b Jnupunus- 1-umn]-
1-nupponuaus-1-uI3TaHoH;

0.375

173

2-16-[3-(nudpTopmerokcu)-4-propdenun Jnupazono[4,3-
b]mupuaus- 1-ui]-1-nmupponuans- 1 -uIsTaHoH,

0,084

174

2-16-[3-(audpropmernn)-4-propdenun|mupaszono[4,3-
b]mupuaus- 1-ni]- 1-nmupponuans- 1 -uIsTaHoH,

0,022

175

2-16-(3,5-nudrop-4-metundenmn)nupasonol4,3-b jnupuaun-1-
wi|-1-nupponuans- 1-u3TaHoH;

1,322

176

1-[(3R)-3-¢proprupponunun-1-umn]-2-[6-[3-
(Tpudropmermn)dennn|nupasonol4,3-blnupuann-1-
WJI|3TaHOH,

0,270

177

1-[(35)-3-pTopniupponuans- 1-un]-2-[6-[ 3-
(Tpudropmermn)dennn|nupasonol4,3-blnupuann-1-
WJI|3TaHOH,

0,393

178

(Pauemuueckuit) (R,S)-2-[6-[3-(nu¢pTopmeTokcu)-4-
dropdennn|mupazono[4,3-bnupunun-1-mn]-1-(3-
GTOpIHPPOTUANH- 1 -UIT)3TAHOH;

0,235

179

(Pauemuueckuii) (R,S)-2-[6-[3-(mudropmeru)-4-
dbropdenun|nupazono[4,3-b|nupunun-1-un]-1-(3-
bTOopIMppOTUANH- 1-WIT)3TAaHOH;

0,062

180

2-16-[3-(nudpropmernn)-4-propdenun|mupaszomno[4,3-
bmupuaus- 1-un]-1-[(3R)-3-propnupponaunus- 1 -ui|sTaHoH;

0,036

181

2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-
bmupunus- 1-un]-1-[(3S)-3-¢propruppoauauH- 1-mui|3TaHoH;

0,044

182

(Pauemuueckwuii) (R,S)-2-[6-[3-(audropmeTorcn)-4-
dTopdenun|mupazono[4,3-b|mupunun-1-un]-1-(3-
TUAPOKCUITUPPOJIHINH- | -HJT)3TAHOH;

0,394

183

(Pauemmueckuii) (R.S)-2-[6-[3-(nudTopmeTi)-4-
dropdenun|mupaszono[4,3-b|mupunun-1-un]-1-(3-
TUAPOKCUITUPPOTUANH- | -1JT)3TaHOH,;

0,089

184

(Pauemuueckuit) 2-16-[3-(nudTopmerni)-4-
dropdenmn|mupaszono[4,3-blnupunun-1-mnl-1-(3-
METOKCUIIHPPOJIUINH- | -1JT)3TaHOH;

0,193




185

212

2-16-[3-(audpropmernn)-4-propdenwn|mupaszomnol4,3-
b]mupugus-1-nma]-1-[(2R)-2-(MeTOKCUMETHIT) TUPPOTUIUH- 1 -
WJI|3TaHOH,

> 2,99

186

2-16-[3-(audpropmernn)-4-propdenmn|mupaszomnol4,3-
b]mupugus-1-nma]-1-[(2S)-2-(MeToOKCUMETHI ) TUPPONTUANH- 1 -
WJI|3TaHOH,

> 2,99

187

N-[(3S)-1-[2-[6-[3-(audTOopmeTu)-4-
dropdenun|mupaszonol4,3-bnupuaun-1-
W1 |aleT |muppoTuIMH-3- 1T |alleTAMUT,

0,106

188

N-[(3R)-1-[2-[6-[3-(mudTopmeTHI)-4-
dropdennn|nupazono[4,3-b|nupunun-1-
W1 |aleTi |nuppouInH-3- 11 |alleTAMUT,

0,083

189

1-(3,3-mudropriupponuaus- 1-mn)-2-[6-[3-
(Tpudropmermn)denni|nupaszonol4,3-blnupuans-1-
WJI|3TaHOH,

0,200

190

2-16-[3-(nudpTopmerokcu)-4-propdenun Jnupazono[4,3-
bmupuaus- 1-un]-1-(3,3-nuMeTnna3eTUAUH- 1 -1J1)3TaHOH,

0,177

191

2-16-[3-(audpropmernn)-4-propdenwn|mupaszono[4,3-
b mupuaus- 1-un]-1-(3,3-nudropruppoaunus- 1 -ua)3TaHOH;

0,027

192

(Pauemuueckwuii) 2-16-[3-(nudTopmerni)-4-
dropdenmn|mupazono[4,3-b]mupunun-1-wnl-1-(3-runpokcu-3-
METUJIIHPPOJIUAHNH- | -WJI1)3TAaHOH,;

0,318

193

(Pauemuueckuit) TpaHc-2-[6-[3-(nudropmernin)-4-
dropdennn|mupazono[4,3-bnupunun-1-mn]-1-(3-prop-4-
TUAPOKCUITUPPOSIUANH- 1 -1IT)3TAaHOH,;

0,212

194

1-[2-[6-[3-(nudropmernn)-4-propdennn Jnupasonol4,3-
b |lmupuans- 1-ui|anerwn | mupponuauH-3-0oH,

0,146

195

1-[2-[6-[3-(mnudTopmeTokcu)-4-pTopderun Jnmupaszonol4,3-
b]nupuaus- 1-uijaneTin | nuppoauInH-3-0H;

0,351

196

1-(1-munepuamn)-2-[6-[ 3-
(Tpudropmermn)dennn|nupaszonol4,3-b|nupuans-1-
WJI|3TaHOH,

0,200

197

1-(4,4-nudroprnunepuaui-1-um)-2-[6-[ 3-
(TpudTopmeTin)penun |nmupa3ono[4,3-bmupuann-1-
WJI|3TaHOH,

1,280

198

N-[1-[2-[6-[3-(mudTopmeTmn)-4-dTopdhenun|nupazono[4,3-
b |mupuaus- 1-un|anerwn|-4-nunepuani|aneTaMun,

0,230

199

2-[6-(4-droppenmn)nupazono[4,3-b nupunun-1-wm]-1-
MOP(OJIMHO3TAHOH;

0,800

200

1-[(1R, 5S)-3-a3zabunmkiio[3.1.0]rekcan-3-un]-2-[6-[3-
(mudTopmerun)-4-proppennn|nupazono[4,3-bnupunun-1-
WJI|3TaHOH,

0,063

201

2-[6-[3-(audropmermn)-4-propdenmn |nupaszonol4,3-
bmupuans-1-un]-1-[(1S,45)-2-okca-5-
a3zabunukio[2.2.1]renraH-5-ui|3TaHoH;

0,361

202

2-16-[3-(audpropmernn)-4-propdenmn|mupaszomnol4,3-
bmupuans-1-un]-1-[(1R,4R)-2-okca-5-
a3zabunmkio[2.2.1]renraH-5-ui|3TaHoH,

0,184
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(Pauemmueckuii) uc-5-[2-[6-[3-(aupropmeri)-4-

203 dTopdenmn|mupazono[4,3-b]mupunun- 1-uijauermn]-3a,4,6,6a- 4,839
tetparuapo-3H-nuppono|3,4-d]okcazon-2-oH;

(Pauemmueckuii) uc-5-[2-[6-[3-(mudropmer)-4-

204 dTopdenmn|mupazono[4,3-b]mupunun- 1-uilauernn|- 0,795
1,3,3a,4,6,6a-rekcaruaponuppoJo|2,3-cnuppono-2-oH;
2-[6-[5-(audropmeTin)-2-TueHmn | nupaszonol4,3-b mupuaun- 1-

205 ‘ 0,066
wi|-N, N-aumeTunaneramun;

206 N, N-numerun-2-[6-[5-(tpudropmerin)-2- 0.020
TUEHW |upa3oio[4,3-b|nupunun- 1 -unjaneramun;

207 2-[6-(5-xnop-2-Tuenun)nupaszoo[4,3-b|nupunun-1-wn]-N, N- 0.036
OUMETHJIAETAMH]T;
2-[6-(5-xn0p-4-metun-2-tTueHun)nupaszodnol4,3-b [nupuaus- 1-

208 . 0,014
un)-N, N-aumernnaneTramus;
2-16-[3-(nudpropmernn)dennn |nupazono4,3-b Jnupuaun- 1-wmn]-

209 0,061
N, N-numMmeTnnaieraMus;
2-16-[3-(audpropmernn)denmn]-3-propnupaszono[4,3-

210 0,033
bmupuans- 1-un]-N, N-mumerunaneramusn;
2-[3-¢rop-6-(4-bropdenmn)mupazono[4,3-b Jmupuaun- 1-mn]-N,

211 0,098
N-aumeTHuiaaleTaMuI,
2-[3-¢rop-6-(3-bropdenmn)mupazono[4,3-b Jmupuaun- 1-mn]-N,

212 0,089
N-aumeTuiaaleTaMu,

213 2-[6-(3-xnopdenun)nupazonol4,3-b Jnupuans- 1-mn]-N, N- 0.071
OUMETUJIAlleTAMHI]T;

N, N-numerun-2-[6-[2-(tpudTopmerin)-4-

214 ' 0,324
nupua | mupasonol 4,3 -b Jnupunus- 1-unjaneramun;
2-16-[3-(nudpTopmernn)-4-propdenwn|mupaszono4,3-

215 . 0,155
bmupuaus- 1-un]-N-MeTunaneTamus;
2-16-[3-(nudpropmernn)-4-propdenwn|mupaszono[4,3-

216 0,046
b |mupuaus- 1-un]-N-3TrnaneTamun;
2-16-[3-(nudpropmernn)-4-propdenwn|mupaszomno[4,3-

217 0,070
bmupuaus- 1-un]-N-31rn-N-MeTunaneraMusn;
2-16-[3-(audropmermn)-4-proppenmn|-3-groprnupazono[4,3-

218 0,024
bmupuans-1-un]-N, N-mumerunaneramusn;
2-16-[3-(audpTropmernn)-4-propdenmn]-3-merunnupaszono[4,3-

219 0,043
bmupuans- 1-un]-N, N-nuMeTui-aueTaMmun,
2-[6-[4-xn0p-3-(mudTopmertiun)penmn | nmupazono[4,3-

220 . 0,028
bmupuans- 1-un]-N, N-mumerunaneramun;

291 2-[6-[3-(1,1-gudTopaTun)-4-proppennn|nupazono[4,3- 0.102

bmupuans- 1-un]-N, N-numernnaueramun;
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2-[6-(4-¢prop-3-metmndenwn)nupasono4,3-b Jnupuaun- 1-wm|-

222 , 0,315
N-meTunaieramMmus;
2-[3-¢rop-6-(4-dprop-3-merundenwn)mupaszonol4,3-

223 0,024
bmupuans- 1-un]-N, N-numerunaueramun;

294 2-[6-(4-XJ‘IOp-3-MeTI/IJ'I(be‘HI/IJ'I)l'II/IpaSOJ'IO[4,3 -b]mupunun-1-un|- 0.035
N, N-auMmeTunaneTamMusm;

295 2-[6-(3-xn0p-4-pTopdenun)nupaszonol4,3-bnupuann-1-un]-N, 0.027
N-numeTHnaalneTaMu,

296 2-16-(3,4-nuxnopdenun)nupazono[4,3-bmupuann-1-un]-N, N- 0.041
OUMETHUJIAIETAMH]T,
2-16-(3,5-nudropdenun)-3-proprupazosnol4,3-b Jnupuaun-1-

227 0,094
un)-N, N-aumernnaneTamus;
2-16-(3.,4-mudropdenun)-3-proprupazonol4,3-b Jnupuaun-1-

228 . 0,035
un)-N, N-numernnanetramus;
2-16-[3-(1,1-mudropaTun)penwn|mupazono[4,3-bmupunun-1-

229 0,062
un)-N, N-nqumernnanetramus;
2-16-[3-(1,1-mudropatun)penuni]-3-propnupazono[4,3-

230 0,078
bmupuans-1-un]-N, N-mumerunaneramun;
2-16-[3-(audpTopmerokcu)-4-propdenun Jnupazono[4,3-

231 . 0,020
bmupuans- 1-un]-N, N-mumernnaneramun;
2-16-[3-(audpTopmerokcn)-4-propdennn]-3-propnupazono[4,3-

232 . 0,042
bmupuans- 1-un]-N, N-numernnaueramun;
2-[6-[2-dpTop-3-(TpudTopmermn)penun | nupazonol4,3-

233 : 0,039
b]mupuaun-1-un]-N, N-numerunarneramun,
2-[6-[3-(audropmerin)-4-propdenun jnupaszono4,3-

234 ‘ 1,030
b |mupuaus- 1-ui]-N-(2-MeToKkCHI T )-N-MeTHIalETAMIT,
2-[6-[3-(audropmermn)-4-propdenmn jnupazono[4,3-

235 0,387
b |mupuaus- 1-ui]-N-(2-ruapockus T )- N-MeTHIaeTaMIT,

236 2-16-[3-(nudpropmernn)-4-propdenun|mupaszomno[4,3- 1.470
b]mupuaus- 1-nn]-N-metmn-N-(2,2,2-tpudropaTri)aneTamMmusm; ’
N-(unanomerwn)-2-[ 6-[ 3-(qudTopmeTin)-4-

237 dropdennn|mupazono[4,3-b nupunun-1-wm]-N- 0,311
METHJIAIETAMHU];
N-ammun-2-[6-[3-(nudropmernn)-4-propdenmn|mupaszono[4,3-

238 . 0,166
bmupuans- 1-un]-N-MeTunaneramun;

N, N-mumerun-2-[6-(3,4,5-tpudropdenmn)nupaszono[4,3-

239 . 0,093
b |mupuans- 1-wmaneramun;,

240 2-16-(3.4-nudrop-S-meruindenwn)nupasonol4,3-b jnupuaun-1- 0.016

un|-N, N-aumernnaneTamusm;,
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2-[6-(2,4-nmudrop-3-metundenwn)nupasonol4,3-b jnupuaun-1-
un|-N, N-nqumernnanetramus;,

0,014

242

N-nuknonponun-N-merun-2-[6-[3-
(Tpudropmermn)dennin|nupasonol4,3-blnupuann-1-
WJi]areTaMmn;

0,145

243

N-nuknonpomnun-2-[6-[3-(aupropmeriun)-4-
dropdennn|nupazono[4,3-b|nupunun- 1-wmnaueramun;

0,031

244

N-uuknonponui-2-[6-[ 3-(audropmern)-4-
dropdennn|mupazono[4,3-bnupunun-1-m]-N-
METHJIAIIETAMUL,

0,086

245

N-uknonporui-2-[ 3-merun-6-[ 3-
(Tpudropmermn)dennin|nupaszonol4,3-blnupuans-1-
WJI|arieTaMHuI,

0,561

246

N-nuknonponun-2-[6-[ 3-(audropmerokcn)-4-
dropdenun|mupazono[4,3-b|nupunun- 1 -wnlaneramun;

0.085

247

N-uuknoOytun-2-[6-[3-(nudropmerin)-4-
dropdenun|mupazono[4,3-b|nupunun- 1 -wnlaneramun;

0,049

248

N-mukn00yTii-2-[6-[ 3-(nudropmeTin)-4-
dTopdenmn|mupazono[4,3-b]mupunun-1-mn]-N-
METHJIAIETAMHI];

0,150

249

N-nuknoOytun-2-[6-[3-(Tpudropmermn)penni|mupazono[4,3-
b]nupunusn- 1-unlaueramusn;

1,120

250

N-(3,3-mudropunkiaodyrmn)-2-[6-[3-
(Tpudropmermn)dennn|nupasonol4,3-blnupuann-1-
WJi|areTaMm;

0,900

251

N-(3,3-gudropuuknodytun)-2-[ 6-[ 3-(audropmerin)-4-
dropdenmn|nupazono[4,3-b|nupunun- 1-wmnaueramusn;

0,160

252

N-(3-Ourmkiof 1.1.1nenranmn)-2-[6-[3-(audpTopmerni)-4-
dropdennn|mupazono[4,3-b|nupunun-1-m]-N-
METHJIAIIETAMUL,

0,394

253

N-(okceran-3-mn)-2-[6-[3-
(Tpudropmermn)dennin|nupaszonol4,3-blnupuans-1-
WJI]arieTaMHmI,

2,210

254

2-(6-(3-(aupropmeTin )-4-propdenmn)- 1 H-nupasono[4,3-
b]mupunus- 1-nn)-1-(3-(mupuaus-3-wn)azeTuaus- 1 -un)sTas- 1-
OH;

2

0,066

255

2-(6-(3-(aupropmeTrn )-4-propdenmn)- 1 H-nmupasono[4,3-
b]mupunus- 1-nn)-1-(3-(mupuaus-2-un)a3zeTuanus- 1 -un)sTan- 1-
OH;

2

0.096

256

Metun-(1-(2-(6-(3-(mudpropmernn)-4-propdennn)-3-prop-1H-
nupasoo[4,3-b Jmupunus- 1-wmn)anerin))azeTuanH-3-
wi)kapbamar;

0,044

257

(S)-N-(1-(2-(6-(3-(mudropmermn)-4-prophennn)-3-prop-1H-
nrpaszonol4,3-bnupuaus- 1 -uin)aneTHs) muppoTHIuH-3-
WIT)alleTAMHU];

0,13

258

(R)-N-(1-(2-(6-(3-(mudropmerun)-4-dpropdenwmn)-3-prop-1H-
nrpaszono4,3-bnupuaus- 1 -nin)aneTis) nuppoIuIuH-3-
WI)aleTaMus; U

0,12
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1-(3-(¢rop-18F)azerunun-1-mn)-2-[6-[3-
259 (Tpudropmermn)pennin]-1H-mupazono[4,3-b]mupuaun-1- H/MN
ui|sTaH-1-oH.

H/U - He uccnenosamm

ITpOTOKOJ JUIS MUKPOCOMANIbHON cTaOUIbHOCTH neyeHn (K03 UITHMEeHT SKCTPaKIim)

MukpocomanbHasi cTa0WJIbHOCTHL medeHH. MccinemoBaHuss — MHKPOCOMAaTIBHOM
crabunbHocTu  (Chrovian et al, “1H-Pyrrolo[3,2-b]pyridine GIluN2B-Selective Negative
Allosteric Modulators”. ACS Med Chem Lett. 2019 Jan 10;10(3):261-266) Obuti pOBEIEHBI C
UCTIONBb30BaHUEM pabouell CTaHUMU At pOOOTH3MPOBAHHON 00padoTKHM >kuakoctu Biomek®
FX (Beckman Coulter, r. bpes, mrar Kamudopuusa, CIIA), cocrosimeli u3 96-kaHaJIbHOU
TOJIOBKH THUIETKH, |2-MO3WLIHMOHHON mNaHenn padoduell CTaHIMKM U WHKyOaTopa IJIaHIIETOB.
Ucneityembie coenuneHust (1 MxkM) no0aBisiii B PEAKLMOHHYIO CMECh, COCTOSLIYIO U3
Oydepnoro 100-MM ¢ocdara kamus (pH 7,4), 3-MmM MgCl, u 0,5 Mr/Mmia MHKPOCOM Te4YeHU
mblel, kpeic U yenoBeka (BD Gentest). Peakumro mosogmmu no 37 °C M MHULMUPOBAIA
nobasnenneM NADPH no kxoneunoii konuentpaumu 1 MM. Ilocne nepememmBaHHus Ha
miaropme oTOMpaH aMMKBOTHI IO SO MKJI U3 peakuoHHON macTulbl yepes 0, 5, 10, 20, 40 u
60 MUH M raCHUiIM 4eThIpbMsl 00bEMaMU alleTOHUTpHIIA ¢ fodaBiaeHneM S00 MKI/HI eHuTONHA B
Ka4yecTBE BHYTPEHHEro CTaHjapra. [ImaHImeTel ¢ MOralleHHbIMH PEAKIMOHHBIMH CMECSMH
ueHtpudyruposanu npu 5700 o6/mMun B Teuenue 10 muH npu 4 °C U HATOCAIOUHYIO KUAKOCTh
pasbasmsuin 1 : 3 B Boze nepen ananmuzoM JKX/MC/MC. Tlepuon nonyBbeIBeA€HUSI COSAMHEHUS
NOJIy4aau M3 TpauKOB HATYpaJbHOTIO JIOrapu(ma MPOLEHTHOrO COAEP’KaHHS OCTABIIEroCs
COEAMHEHUs] B 3aBUCUMOCTH OT BpPEMEHHM [UIs ONpeAeNieHHs BHYTPEHHEro KIHpPEHCA.
IIporHozupyemblii MEYEHOUHBIH KIMPEHC MOJy4add M3 BEJIMYMHbl BHYTPEHHEro KIHpPEHCa C
UCIIONIb30BAHUEM YPAaBHEHUN U3 MOAENH ¢ JocTarouHbiM nepememmsanueM (Current Drug
Metabolism, 2008, 9, 940-951), rme Koppekuus CBs3bIBaHHS C O€JNKaMU TUIa3Mbl HE
BBINOJIHSJIACh, & OTHOIIEHHE KOHLIEHTPALMHM B IJIa3Me€ K KOHIIEHTPALMUH B KPOBU CYMTAJIOCH
paBabiM  enunune. Kospdpuument skcrpakimum (ER)  paccuurbiBasin  myTeMm  eneHUs
NPOTHO3UPYEMOr0 TEYEHOYHOro KIMPEHCAa Ha CKOpocTh KpoBoToka BHAOB (Q), rme Q
cocrasysieT 90, 55 u 21,7 My/MUH/KT JIs1 MBILIEH, KPBIC U Y€JIOBEKA COOTBETCTBEHHO.

Pe:’;y.]'[bTaTbI aHaliu3a, MPOBEACHHOIO aJId COeI[I/IHeHI/Iﬁ U3 MNpPpUMEPOB, IMOKA3aHbI B

tabmmue 4.
Ne nmpumepa Koaddument skcrpakumn npu 1| MkM
5 < 0,298
6 0,42
7 0,63
9 < 0,298
35 0,42
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Ne npumepa Koaddurment skcrpakimm pu 1| MkM
41 0,30

70 < 0,298

76 < 0,298

79 < 0,298

141 < 0,298

KoHkpeTrHbie BApHAHTBI OCYIIECTBJIEHHS
Hacrosiee onrucanue mpouuIFOCTPUPOBAHO KOHKPETHBIMU BapHAaHTAMH OCYIIECTBICHUS
1-40 auxe.

1. Coenunenue, umeroree CTpyktypy Gopmyisr (I):

rac

R! npenctasisier codoit H, ranmoren i CHjs;

Ar' BBIGpaH U3 IPYIIIbL, COCTOAMIEH 13!

(a) ¢QenHnna, 3aMelIEHHOrO OAHMM 3aMECTUTENIEM, KOTOPBI BBIOMPAIOT W3 TPYIIIHL
cocroswme u3: ranoreHa, Cjgankuna, OC;gankmna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIuKJI0aNKUIIA,

(b) ¢enmna, 3aMeIneHHOro ABYMs WJIH TPeMsSl 3aMECTUTENSIMH, KaKObIH W3 KOTOPBIX
HE3aBHCHMO BBIOMpAIOT W3 TIpymmbl, cocrosimeid u3: ranoreHa, Cjgankmma, Ci.
cnepranorenankmna, OCgankuna, OCgnepranoreHankuna u (C=0)CHs; u

(c) THeHWJa, HE3ABUCUMO 3aMEUIEHHOrO0 OJHUM WJIH JBYMsI 3aMECTUTEJISIMH,
BbIOpaHHbIMU M3. ranoreHa, Cjeankuna u Cj gleprajoreHankuia;, U MUPUINHA, 3aMEIEHHOTO
CF;;

R? BBIOHPAIOT U3 IPYIIIIbL, COCTOALIEH 13!

A e,
L3

(d) ; TIIe

R* He3aBMCHMO BBIOMPAIOT M3 IPyIIbIL, cocTosmei us: H, ranorena, OH, C|gankuna, C-
grasorenankuna, C,gankenmna, C,granorenankenuna, C,sankunmia, CH,OH, CH(OH)(CHj3),
CH,OCH3;, OC;g¢ramorenankmna, OC;eankuna, NH(CH3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=0O)uuknomnpomuia, N(CH3)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs, 1H-umupason-2-una, 2-nupuauia, 3-NAPUAWIA, 4-MUPUANIA,
NMPUMUIUH-4-UNa W [UPPONUAMH-2-OHA, MJM JABa 3amecturens R oObequHsIOTCA €
oOpazoBanneM (3 ¢IHUKIOANKIIIA I TETEPOLUKIIOANKNIA, TPUYEM  LUKIOANKII U

reTCPOLUKIIOATKNIT He00s13aTETbHO 3aMCIIAl0T OAHUM UJIU ABYMs 3aMECTUTCIISIMU F;
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0O
Mf\/JLN’(’%m
b
(e) A ; Tae
kaxaeii R” HesaBucHMO BbIOMparoT 3 rpymmsl, cocrosmedl ws: H, OH, F, OCHj,

CH,0CH3; u NHC(=0)CHj3; nnu nBa 3aMeCTUTENS R® coemuusior BMecTe ¢ obpazoBanuem =0,

N NG NS NT\R/'S N
O \Rl ' RIS H/RO ’ Ql M

R/S

R/S o
O
H u

0
. d
(‘as\/JJ\r;l 'R
(g) R®

R BriGuparoT 13 rpynmsl, cocrosimeit u3: Cganknia; Cs.gankeruna; C.sraloreHankmia;
CH2CH20CH3; CH2CH20H; CH2CN; NHz; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHMJIA, C3_

cLIUKJIOQJIKUJIA, 3aMELIEHHOTro ABYMsl 3amecturensaMu F; 1-merunazeruann-3-umna; U okceTaH-3-

, ITIe

una;
R° npencrasnsier coboit H ummu CHs;
n paBHO | wim 2; u
m paBHO | unu 2;
U uxX papMaleBTUYECKH IPUEMIIEMBbIE COJIH, COJIbBATHI, CTEPEON30OMEPHI, H30TOINYECKHE
BapHaHTbI WU N-OKCHUIBI.
2. CoeaMHeHH e 110 BAPUAHTY ocyliecTsienus 1, B kotopom R' mpencrasmnser coboii H.
3. CoenuHeHue 1O BapUaHTy OCYLIECTBJIEHUS 1, B KOTOPOM R! npencrasisier coboii F.
4. CoenriHEHHE 10 BAPUAHTY OCYIIECTBJICHHS 1, B KOTOPOM R! npencrasisier codoit CHj.
5. CoenuHeHre MO BapUaHTy OCYINECTBJIEHUS |, B KOTOpPOM Ar'! NpeACTaBysieT coOoM
(beHu1, 3aMeleHHbIA OTHUM 3aMeCTUTENeM, BEIOpaHHBIM U3 rpyrisl, cocrosimei u3: Cl, F, CHs,
OCH3, CHzF, CHFQ, CF3, CHFQCH3, OCHFz, CNu LHUKJIOIIPOIIHIIL.
6. CoeNMHEHNE 10 BAPHAHTY OCYIIECTBIEHHS |, B KOTOPOM Ar' BBIGHPAIOT M3 IPYIIIIBI,

COCTOSIIIEN U3;
F

Y OL Y OO
R -
saliondhogi

1 o
7. CoenuiHEHHE MO BApHUAHTY OCYIIECTBJICHUS 1, B KOTOpOM Ar mpencraBisieT coOoi

i,

(beHns, 3aMeIeHHbIN ABYMsI 3aMECTUTENISIMU, KaXIblii M3 KOTOPbIX HE3aBUCHMO BBIOHPAIOT U3
rpymnmsl, cocrosiuieit uz: Cl, F, CHs, CHF,, CF;, CHF,CHj3, OCH3, OCHF; u (C=0)CH;.



219

8. CoenunHeHue MO BapUaHTy OCYINECTBIEHUs 1, B KOTOpOM Ar'! BBIOMPAIOT U3 TPYIIIEL

COCTOSILIEN U3:
¢ F F F
?f“©/0| ?S’J\.@:C' e t Cl ?rr\@[c' “J’i@( Y i Foye t e F
’ cr ’ F cl : . @F'
F F F E
W F ;ﬁ\);/ :f‘f: E\EI ?‘@:LF ?‘t):\;: rf"\[:j .
' ‘ F’ F cl F cl
F
R F R R F F
; < F. F F F O.__F
eelioaiis il valivalon:
F ’ F' F : ’ c
O o
> OF ~ N
TOF T, T
F Fo [ F
9. CoeauHeHue MO BapUaHTY OCYLIECTBJIEHUs |, B KOTOpPOM Ar'! NpPEeACTaBIsieT cOOOH

(I)eHI/I.]'I, 3aMeH1€HHbIﬁ TPpEMS 3aMECTUTEIIAAMU, Ka)I(I[beI N3 KOTOPBIX HE3aBUCUMO BbI6I/IpaI-OT us3

rpynmnsl, cocrosuieil u3: rajoresa u CHs.
10. CoequHeHue o BapUaHTy OCYIIECTBIEHUS 1, B KOTOPOM Ar' BBIOMPAIOT U3 TPYIIIBI,

F
LVS SR L P2 N o
L0
F F F

11. Coenuuenye Mo BapHaHTy OCyliecTBieHus 1, B kotopoM Ar' mpencraBmser coGoii

COCTOSIIIEN U3:

THCHUJI, HE3aBUCUMO 3aMeIEeHHbIN OJHUM HJIN ABYyMs 3aMCCTUTCIISAMU, BbI6paHHbIMI/I H3: Cl,

CH3, CF3 u CHF2.
12. CoenuHeHne o BapUaHTy OCYINECTBJIEHUS 1, B KOTOPOM Ar' BBIOMPAIOT U3 TPYIIIIHI,

~5 -5 G S =~ S\ _Cl ~5 S\ _CF; -5_-S<__CHF,
O O O O

13. CoenuHeHne o BapUaHTy OCYILECTBJIEHHUS 1, B KOTOpOM Ar'! BBIOMPAIOT U3 TPYIIIHI,

A X AT R
Y O, O
= /N,I/I N/'

2 o
14. CoenuHenune Mo BapWaHTy ocyuiecTsieHHs 1, B kotropom R” mpencraensier coOoi
O

£ A e,

L ; The

COCTOSIIIEN U3:

COCTOSIIIEN U3:

R HesaBucumo BeIOMparOT M3 rpynmel, cocrosiueit u3: H, Cl, F, OH, CH;, CH,CHj,
CH,F, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,OH,



220

CH(OH)(CH3), CH>OCHj3;, OCHF,, OCFs;, OCHi, OCH,CHs, NH(CH3), NHCO,CHs;,
NHC(=O)CH3;, NHC(=O)CF;, NHC(=O)uuknonporun, N(CH3)C(=O)CH;, C(=0)N(CHj3),,
C(=0)CH3, CN, NHSO,CH3, SO,CHj3, 1H-umMunazon-2-ui, 2-nupuani, 3-nmupunui, 4-napuan,
NUPUMUIUH-4-UN W NUPPONUIAMH-2-OH, WM JBa 3aMecTuTeNss R"  o0benuMHsIOTCS ¢
o0pa3oBaHMEM IHUKJIOMNPONUJA, LUKJIOOYTHIA WM OKCETAHWJA, MPUYEM IHUKJIOMPOTHI
Heo0s13aTeNIbHO COAEPIKUT OIMH WU IBa 3aMecTutes F;

U n pasHO | nmm 2.

15. CoenuHeHue MO BAPUAHTY OCYLIECTBIEHHs 1, B KOTOpoM R* BBIGHPAIOT M3 TPYIIIILL

cocmameﬁ u3:

?*)Lm\j MNQ\MNQ\ N\:}\?JLP ”\:l\ ?‘S\)LND\
?‘;\)I\N ‘ N\:l\_/OH - M UR“N%:&/-JLNQ\/FMNJ\WEH -

0

:ULN \j\o * \3\0 cpzmi)’\ Q\M N

w@J C\ .J\f

N\l \1 s‘J\ J\

0L

N” “CF
H 3,

N;\\NJL, \:UV

o .
ol *“f‘* 0" “\3\, s

/N\

16. CoenuHeHue No BapuaHTy OCYILECTBIEHHUS 1, B KOTOPOM R* BBIOMPAIOT M3 TPYIIIIHI,

COCTOSIIIEN U3:

e Y e
D(M\}M\j\/\ﬁ)]\\y ‘a’i)J\)RIjS\ | \j(ca

17. CoenuHeHue no BapuaHTy OCYILECTBIEHHUS 1, B KOTOpOM R’ BBIOMPAIOT W3 TPYIIIIbI,

COCTOSIIIEN U3:
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O O

A m VD W
eSO

18. CoeMHeHNME 1O BAPHAHTY OCYIIECTBIEHHS |, B KOTOPoM R* BBIGHDAIOT M3 IPYMIIIbL,

COCTOSIILIEN U3:

®) O
' , U
SZ © 0
19. CoenuHeHue o BapuaHTy OCYILECTBIEHHUS 1, B KOTOpOM R’ BBIOMPAIOT M3 TPYIIIIbI,

COCTOSIIEN U3:

MQ %?\)\D MQ Q QIS | Qms,
g> I
23 M Fie Pag s g o
?i)J\N
Q?“

F

20. CoeaMHEHNe [0 BAPUAHTY OCYIIECTBICHUS 1, B KOTOPOM R BBIOHDAIOT M3 TPyIIIbL,

COCTOSIIIEN U3!
O @) @]
gaohaothaow
F
s u N)j\
F H

21. CoenuHeHue Mo BapUaHTy OCYIIECTBJEHHUS |, B KOTOPOM R* BBIOMPAIOT M3 TPYIIIIbI,

COCTOSIIIEN U3:
O O 0 0 0]

22. CoenuHeHue MO BapUaHTy OCYIIECTBIEHUs 1, B KOTOpOM R’ BBIOMPAIOT M3 TPYIIIIbI,

COCTOSIIIEN U3:
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23. CoenuHeHHE 110 BAPHAHTY OCYILECTBJIEHUs 1, B KOTOPOM n paBHO 1.
24. CoenuHeHue MO BapUAHTy OCYIIECTBICHHS |, B KOTOPOM N PaBHO 2.
25. CoeauHeHMe 10 BapHAHTY OCYILECTBJIEHUs 1, B KOTOPOM m paBHO 1.
26. CoenvHeHUeE MO BAPUAHTY OCYIIECTBIICHUs 1, B KOTOPOM m paBHO 2.

27. CoenuHeHue MO BAPUAHTY OCYyINECTBIeHMs |, nMmeroinee cTpykTypy hopmysl (IA):
R1
M

| T "
AN o

s N
LRe,

rae

R! npenctassiet codoit H, F wnu CHs;

Ar' BBIGpaH U3 IPYIIIbY, COCTOAMIEH 13!

(a) ¢ennna, 3aMelIEHHOrO OIHMM 3aMECTHUTENIEM, KOTOPBIA BBIOMPAIOT W3 TPYIIIHI
cocroswmen u3: ranoreHa, Cjeankuna, OCigankmna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIuKJI0aNKUIIA,

(b) ¢enmna, 3aMeIIeHHOrO ABYMS WM TPeMSl 3aMECTUTENSIMH, KaKObIH W3 KOTOPBIX
HE3aBUCUMO BBIOMpPAIOT M3 TIpynmbl, cocrosimeidt u3: rajoreHa, Cjeankuma, C.
enepranorenankuia, OCgankuna, OC¢nepramoreHankmia u (C=0)CHs; u

(c) THeHWJa, HE3aBUCUMO 3aMELIEHHOTO0 OJHUM WM JBYMsS 3aMECTUTEJISIMH,
BbIOpaHHbIMU H3. ranoreHa, Cjeankuna u CjgleprajoreHalKuia, U MUPUINHA, 3aMEIEHHOrO
CFs;

R* He3aBMCHMO BBIOMPAIOT M3 IPymmbl, cocrosimed us: H, ranorena, OH, Cganxuna, Ci.
erasoreHankmina, C,gankenmna, C,granorenankenuna, C,eankunmna, CH,OH, CH(OH)(CHs3),
CH,OCH;, OC,g¢ranorenankmna, OC;gankuna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuxknonpomuia, N(CH3)C(=0)CH;3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs;, 1H-umupason-2-una, 2-nupuauia, 3-TAPUAWIA, 4-MAPUANIA,
NMPUMUIUH-4-UNa WM NUPPONUAUH-2-OHA, MJIM fABa 3amecturens R oObequHsIOTCA €
obpazoBaHneM (3 ¢IUKIOANKIIA WIH TeTepolUKIoankmia, npudeM C;¢lIUKIOANKUIT U
reTepPOLMKIIOANIKIIT HEOOsI13aTEIbHO 3aMEeIIal0T OMHUM UJTH IBYMsI 3aMecTuTelNsimMu F; u

n pasHo | wn 2,

U uxX (papMaleBTHYECKH MPHEMJIEMbIEC COJIH, COJIbBATHI, CTEPEOU3OMEPHI, H30TOMHYECKHE
BapHUAHTHI WK N-OKCHIBI.

28. CoenuHeHue N0 BApUAHTY OCYILECTBIEHUs 27, B KOTOPOM

R! npenctasisier codoit H, F mu CHz;

1 " o
Ar mpencraBisier coOoW (eHWs, 3aMeLIeHHbIM ABYMS MM TPEMsl 3aMECTHUTEISIMH,
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KaXIbIi M3 KOTOPBIX HE3aBHCHUMO BBIOMPAIOT U3 TPYIIIBL, cocTosmeli u3: rajgoreHa, C4ankuna,
C_qnepranorenankuna, OC4ankuna u OC;_4neprajoreHankuna;

R nHesaBucumo BeIOuparoT M3 rpynmel, cocrosimei us: H, Cl, F, OH, CH;, CH,CH;,
CH,F, CHF,, CFs;, =CH,, CH=CH,, CH=CH(CH3), CH=CH(F), CH=CF(F), C=CH, CH,OH,
CH(OH)(CH3), CH,OCH;, OCHF,, OCF;, OCH;, OCH,CH;, NH(CHs;), NHCO,CHj;,
NHC(=0)CH3;, NHC(=0)CF;, NHC(=O)uuknonpomnui, N(CH3)C(=0)CH;, C(=0O)CHj;, CN,
NHSO,CH3;, 1H-umupazon-2-un 2-nupunui, 3-TUPUAWI, 4-TUPUAWI, TUPUMUAUH-4-WIT U
MUPPOJMAMH-2-0H, WM 1Ba 3aMecTutens R? 0ObenUHAIOTCA ¢ 00pa3OBaHMEM LMKJIOMPOIMIIA,
UKJIOOYTHIIA WIIM OKCETAHWIIA; IPUYEeM LUKJIOMPOIII He00sA3aTeIbHO COAEPIKUT OMH HMJTH J1Ba
3amectures F;

U n paBHO | nmm 2.

29. CoenuHeHue MO BapUaHTy OCYILECTBIEHUs 27, B KOTOPOM R! npexacrasisieT codboi H.

30. CoenuHeHHE MO BAPHAHTY OCYIIECTBIEHUS 1, nMeroree CTpykTypy ¢hopmyiel (IB):
N
Ar' =N 0
{18

rac

Ar' BBIGpaH U3 IPYIIIbL, COCTOAMIEH H3:

(a) penmnna, HE3aBUCUMO 3aMEIIEHHOIO OJTHUM 3aMECTUTENIEM, BBIOPAHHBIM M3 TPYIIIIHI,
cocrositeit u3 ranorena u CgleprajoreHaaKuIa,

(b) ¢enmna, 3aMerneHHOro ABYMsI WM TPeMs 3aMECTUTEISIMH, KaKIObIH M3 KOTOPBIX
HE3aBUCHMO BBIOpAH W3 Ipymmbl, cocrosimeii u3 ranorena, Cigankuna, CigleprajoreHaaKuia,
OC,g¢neprajoreHankuiIa; 1

(c) TueHWsa, HE3aBHCUMO 3aMELIEHHOIO OJHHUM WM JIBYMSI 3aMECTUTEISIMH,
BbIOpaHHbIMU M3. ranoreHa, Cjeankuna u Cj glieprajioreHankuia;, U MUPUINHA, 3aMEIEHHOrO
CFs;

KOJIBLIO @ BBIOMPAIOT U3 TPYIIIIbI, COCTOSIIEH H3:

LA A # Y SN R/
N&(Rb}n N/\l N\:A RIS ’& \:Zl fuskj\/s;

kaxpii R” HesaBucmmo BbIGMparoT 3 rpymmsl, cocrosmeil ws: H, OH, F, OCHj,
CH,OCH3 1 NHC(=0)CH3; nu z18a 3amecturenst R coenumsiior BMecte ¢ o6pasosanuem =0,

n paBHO | wim 2; u

m paBHO | nnu 2;

U uxX papMareBTUYECKH PUEMIIEMBbIE COJIH, COJbBATBI, CTEPEON30OMEPHI, N30TOMNYECKNE

BapHUAHThBI UJIN N-OKCI/II[I)I.

31. CoenuneHue no BapuaHTy ocyuecTsieHus 30, B KOTOPOM KOJIbLIO @ IIPENCTaBIISIET
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32. CoenuHeHue MO BapUAHTy OCywecTBiIeHus |, uMmeromee cTpykTypy dhopmysl (IC):

rae

R! npenctasisiet codoit H, F wnu CHs;

Ar' BBIGpaH U3 IPYIIIbY, COCTOAMIEH H3:

(a) penmnna, HE3aBUCUMO 3aMEIIEHHOTO OJTHUM 3aMECTUTENIEM, BBIOPAHHBIM M3 TPYIIIIHI,
cocrositei u3 rajoreHa u Cj_gleprajoreHaKua,

(b) ¢enmna, 3aMelIeHHOrO ABYMS WM TPeMs 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
HE3aBHCHUMO BbIOpaH W3 TPYyIIbL, cocrosiieil u3 ranoreHa, Cjankmna, CiglieprajoreHalkmIa,
OC,_¢neprajoreHankuia; u

(c) THeHuJa, HE3aBUCUMO 3aMEUIEHHOTO0 OJHUM WM JBYMS 3aMECTUTEJISIMH,
BbIOpaHHbIMU 13. ranoreHa, Cjeankuna u CjgleprajoreHaikuia, U MUPUINHA, 3aMEIEHHOrO
CFs;

RY BBIOMpArOT U3 rpymmbl, cocTosiei u3: Cygankuna, CH,CH=CH,; C; ¢ramoreHankuna;
CH,CH,OCHj3;; CH,CH,OH; CH,CN; NH,; NH-C(=0O)CHj3; uuknonponuia;, nukjiodyTuna; 3-
ourmko[1.1.1]nenranuna; 3,3-nudropuukiodyTwna; 1-merunaseTuauH-3-uia, U OKCeTaH-3-
uaa;, u

R° npencrasnsier coboit H umu CHz;

U ux (papMareBTHYEeCKH MPUEMJIEMbIE COJIH, COJIbBATHI, CTEPEOU3OMEPHI, M30TOMUYECKHE
BapHUAHTHI W N-OKCHIBI.

1 .
33. CoenuHeHHE MO BAPHAHTY OCYIIECTBIEHHS 32, B KOTOPOM AT TMpPEACTaBIsIET COOOM
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34. CoenuHenne, BBIOPAaHHOE U3 TPYIIIBI, COCTOSIIEH 13

2-[6-[3-(audpTopmernn)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mi]-1-[3-rugpokcu-
3-(TpudropmMeTr)a3zeTHIUH- | - U1 |3TAaHOH;

2-[6-[3-(audpTopmerin)-4-propdenmn|nmupazono[4,3-b | mupunun- 1-un]-1-(3-
METHJICHA3eTUANH- | -WIT)3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenmn|nupazono[4,3-b|nupunun- 1-mn]-1-[3-
(MeTMIIaMUHO)a3eTHINH- 1 -1 |3 TaHOH,

N-[1-[2-[6-[3-(mudTopmerin)-4-prophennn|mupazono[4,3-b]mupuaun-1-
W |aneTwn|azeTuauH- 3-mi | -N-MeTuianeTaMusn,

2-[6-[3-(audpTopmernn)-4-propdenmn|nupaszono[4,3-b|nupunun- 1-mn]-1-(3-
¢dTopaseTuanH-1-ua)3TaHOH;

2-16-[3-(nudropmerun)-4-proppenun|nupaszono4,3-bnupuaun- 1-ui]-N, N-
IUMETHITALEeTaAMU,

2-[6-(4-¢prop-3-metundenmn)nupazono4,3-b | mupunun-1-un]-N, N-qumerunaneramu;

N, N-numetui-2-[6-[6-(TpudTopmerin)-2-nupuaui | nupasosol4,3-b Jnupunus- 1-
Wi |aleTamMusm;

2-[6-[4-xn0p-3-(nudTopmerokcu)penn|mupasono[4,3-bmupunus- 1-un]-1-(3-

¢dTopazeTuarH-1-ua)3TaHOH;

2-[6-[4-x10p-3-(nudTopmerokcu)henun | mupasono[4,3-bmupuaun- 1-un]-N, N-
TUMETHIIALETaMUT,

N, N-numernn-2-[6-[3-(rpudropmernn)ennn Jnupaszonol4,3-b|mupuaus- 1-
W |aleTaMu,

2-16-[3-(nudropmeTin)-4-proppennn|nupaszono[4,3-bmupuaun-1-nmnl-1-
MOP(OTMHO3TAHOH,

1-mopdonuno-2-[6-[3-(TpudTopmerni)penun jrupaszonol4,3-bnupunus- 1 -un|>3TaHOH;

N-muknonpomnun-2-[6-[3-(tpudropmernn)pennn | nupazono[4,3-b Jnupunus-1-
WJi|aleTamMus;,

N-(1-merunazerunus-3-un)-2-[6-[3-(tpudropmerun)pennn|nupasomno[4,3-b Jnupuann-1-
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WJl|alieTaMu,

1-(3-¢ropazernnun-1-mm)-2-[6-[3-(Tpudropmernn)dennn | mupasono[4,3-b|mupuans-1-
WJI|3TaHOH,

1-(3,3-nu¢ropazerunun-1-un)-2-[6-(2,4- nuproppenun)mupaszonol4,3-b | nupuaus-1-
WJI|3TaHOH,

1-(azerunun-1-mn)-2-[6-(5-xmop-2-Trenun)-3-propnupasono[4,3-b Jnupuaus- 1-
WJI|3TaHOH,

1-(azetunun-1-mn)-2-[6-[5-(qudTopmeTn)-2-TueHun|-3-proprnupaszono[4,3-b Jmupuaus-
1-un]3TaHoH,

1-(azerunun-1-un)-2-[3-prop-6-[5-(Tpudropmern)-2-TueHmn Jnupaszonol4,3-
bnupuaus-1-mn]3TaHoH,

1-(azetunus-1-mn)-2-[6-(4-propdenmn)mupazono[4,3-b |mupunun- 1-mi|3TaHoH,

1-(azetuaun-1-mn)-2-[6-(3-xa0pdenmn)mupaszono[4,3-b |mupunun- 1-mi|3TaHoH,

1-(azetuaun-1-mn)-2-[6-[3-(bropmernn)pennn |nupazono[4,3-b Jnupuaun- 1-un|3TaHoH,

1-(azetuaus-1-mn)-2-[6-[3-(qudTopmermn)pennn |mupazono[4,3 -bmupunun- 1-
WJI|3TaHOH,

1-(azetuann-1-mn)-2-[6-[3-(1,1-nudropstun)derun jrupasono[4,3-b | mupuans- 1-
WJI|3TaHOH,

1-(a3etuaun-1-mn)-2-[6-[3-(1,1-nudropstwn)pennn|-3-propnupasomno[4,3-b | mupuams-
1-un]3TaHoH,

1-(azerunus-1-um)-2-[6-[3-(tpudpropmernn)penun Jnupazono[4,3-bmupunun-1-
WJI|3TaHOH,

1-(azerunus-1-um)-2-[3-metun-6-[3-(tpudropmernn)penun|nupaszonol 4,3 -b | nupuaun-
1-un]sTaHoH;

1-(azerunun-1-nn)-2-[6-(3,4-guxnopdennn)nupaszono[4,3-bmupuans-1-nn|3TaHoH;

1-(azetuaun-1-mn)-2-[6-(2,3-nuxaopdenn)mupaszonol4,3-b Jnupuaus- 1-un]3TaHoH,

1-(azetunu-1-mn)-2-[6-(3-x70p-2-PTopdenmn)nupazono[4,3-bnupunun- 1-un|3TaHoH;

1-(azetunun-1-un)-2-[6-(3,4-nudropdenrn)nupasono4,3-b Jnupuaun- 1-un|3TaHoH,

1-(azetunun-1-mn)-2-[6-[2-prop-3-(TpudTopmerun)denwn |mupaszono[4,3-b | mupunun-1-
WJI|3TaHOH,

1-(azerunus-1-um)-2-[6-[3-(1, 1-gudropaTin)-4-prophenwn|mupazono[4,3-b [ nupunun-
1-un|sTaHoH,;

1-(azetunun-1-mn)-2-[6-[3-(qudTopmern)-4-propdhenni|mupazono[4,3-bmupunun-1-
WJI|3TaHOH,

1-(azerunus-1-un)-2-[6-[3-(audropmermn)-4-proppennn]-3-propnupasono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(azerunus-1-um)-2-[6-[3-(audropmernn)-4-propdennn|3-mernnnupasono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(azeruans- 1-mn)-2-[ 6-(4-xn0p-3-mermndennn)mupazonol 4,3 -bmupuaus- 1 -un|3TaHoH;

1-(azeruan-1-mn)-2-[6-(4-xa0p-3-merrndennn)-3-metmwinupasono| 4,3 -b Jmupunus- 1 -
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WJI|3TaHOH,

1-(azeruann-1-mn)-2-[6-(2-prop-3-merundenmn)nupaszono[4,3-b|mupunun- 1-wi|>TaHoH;

1-(azeruann-1-mn)-2-[6-[3-(qudpTopmerokcn)-4-propdenwn|nupasomnol4,3-b Jnupuaun-
1-un]3TaHoH,;

1-(azeruaus-1-mn)-2-[6-[3-(qudpTopmerokcu)-4-dpropdenmn|-3-propnupazono[4,3-
b]nupuaun-1-un|3TaHoH;

1-(azerunun-1-mn)-2-[6-[4-xn0p-3-(nudTopmerokcn)pennin | mupaszonol4,3-bmupuann-1-
WJI|3TaHOH,

1-(azetunun-1-mn)-2-[ 6-[4-x10p-3-(mudropmerokcu )penwn |-3-proprnupaszono[4,3-
bnupuaus-1-un]3TaHoH,

1-(azetunus-1-mn)-2-[6-(4-prop-2-merokcuderun)mupazono[ 4,3 -b nupuaus- 1-
WJI|3TaHOH,

2-[6-(3-aueTmn-4-propdenwn)mupaszono4,3-b Jmupunun- 1-mn]-1-(azerunus- 1-
WJI)3TaHOH,

1-(azetuaun-1-mn)-2-[6-(3,4,5-TpudTopdenmn)mupaszono[4,3-b | mupunun- 1 -wui|3TaHoH;

1-(azetunun-1-mn)-2-[6-[2-(TpudTopmerwn)-4-mupuawn | nupaszonol 4, 3-b Jnupuaus- 1-
WJI|3TaHOH,

2-[6-(5-x0p-2-THeHWw)upa3ono[4,3-bmupunun-1-wi]-1-(3-¢propazerunun-1-
WJT)3TaHOH,

2-[6-(5-x10p-2-THeHun)-3-proprupazonol4,3-b Jmupuans- 1 -un]- 1-(3-propazerunun-1-
WJI)3TaHOH;

2-[6-[5-(mudpTopmeTrn)-2-Trennn | mupa3zonol 4,3 -b | mupuans- 1-un]- 1-(3-propaserunun-
1-u)3TaHOH;

2-16-[5-(audropmeTin)-2-tuenun |-3-propnupasono[4,3-b Jnupunun- 1-un]-1-(3-
¢dTopazeTnauH-1-1I1)3TaHOH;

1-(3-¢ropazerunun-1-mn)-2-[6-[ 5-(TpudropmeTi)-2-TueHwN |nupaszonol 4,3-b JmupunuH-
1-un]3TaHoH,;

1-(3-propazeruaun- 1-ui)-2-[ 3-prop-6-[5-(Tpudropmernn)-2-Tuenun Jnupaszonol 4,3-
bnupuaus-1-mi]3TaHoH,

1-(3-¢ropazerunun-1-mi)-2-[6-(3-pTophennn)mupazono[4,3-bnupunus- 1 -un|3TaHoH;

1-(3-¢ropazerunun-1-um)-2-[6-(4-prophennn)mupaszono[4,3-bnupunus- 1 -un|3TaHoH;

2-[6-(3-xnopdenwn)nupasonol4,3-b|mupuaun-1-wun]-1-(3-propasernaun- 1 -un)3TaHOH;

1-(3-¢ropazerunun-1-mi)-2-[6-(M-Tonun)mupazono[ 4,3 -b | nupuanH- 1 -ui|3TaHOH;

1-(3-¢ropazerunun-1-mn)-2-[6-[ 3-(ropmerwn)penmn|mupaszonol4,3-b | mupuaun-1-
WJI|3TaHOH,

2-[6-[3-(audpTopmeTrn)penmn |nupaszono[4,3-b | mupunun-1-wnl-1-(3-propazernaus- 1-
WJI)3TaHOH,

2-[6-[3-(1,1-nudropatun)penun|mupazono[4,3-b]mupuaun-1-un]-1-(3-propazernnun-1-
WJI)3TaHOH,

2-[6-[3-(audpTopmeTokcu)penwn|mupazono[4,3-b]nupuaun-1-unl-1-(3-propazernaun-1-
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WJT)3TaHOH,

2-[6-(2,3-nudpropdenmn)nupasono[4,3-b jnupuann-1-mn]-1-(3-propaseruaun- 1-
WJI)3TaHOH;

2-[6-(2,4- nudroppenmn)nupazonol4,3-b jnupuaun-1-mn]-1-(3-propazeruaun- 1-
WJI)3TaHOH;

2-16-(3.4-nudpropdenmn)nupazonol4,3-bnupunus- 1-uil-1-(3-propaserunun-1-
WJT)3TaHOH;

2-[6-(3,5-nudropdenun)nupazool4,3-b Jnupuaun-1-mn]-1-(3-propaseruaus- 1-
WJI)3TaHOH;

2-[6-(3-x50p-2-propdenun)mupazono[4,3-b Jnupuaun- 1-un]-1-(3-propazeruaun- 1-
WJI)3TaHOH;

2-[6-(3-xm0p-4-propdenwn)mupazono[4,3-b Jnupuaun- 1-un]-1-(3-propazeruaun- 1-
WJI)3TaHOH,

1-(3-xnopazerunus- 1 -un)-2-[6-[ 3-(nupropmernn)-4-propdernn|mupasomnol4,3-
b|nupuans-1-mi]3TaHoH,

2-[6-[3-(audpTopmermn)-4-propdenun]-3-propnupazono[4,3-bmupunun-1-un]-1-(3-
¢dTopazeTuanH-1-U)3TaHOH;

2-[6-[3-(aupTopmermn)-4-propdenmn]-3-meTmnnupaszono[4,3-bmupunun-1-wn]-1-(3-
¢dTopazeTuauH-1-ua)3TaHOH;

2-[6-[3-(1,1-nudropatun)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopaseTuauH-1-ua)3TaHOH;

2-[6-[3-(1,1-nudropatun)-4-prophennn]-3-propnupazono[4,3-b Jnupuann- 1 -un]-1-(3-
¢dTopaseTuauH-1-ua)3TaHOH;

2-[6-[4-xn0p-3-(1,1-nudropaTin)denni|nupasono[4,3-b Jnupunun-1-un]-1-(3-
¢dTopazeTnauH-1-1I1)3TaHOH;

2-[6-[4-xn0p-3-(1,1-nudropatun)pennn]-3-propnupasono4,3-b Jnupunun-1-wmn]-1-(3-
¢dTopazeTuauH-1-ua)3TaHOH;

2-[6-[4-xn0p-3-(nudTopmerin)penun |mupazono[4,3-b | nupunun- 1-un]-1-(3-
¢dTopazeTuarH-1-ua)3TaHOH;

2-[6-(4-x0p-3-MeTundenmn)mupaszono[4,3-b Jnupunun- 1-un|-1-(3-propazernaun-1-
WJI)3TaHOH;

1-(3-¢ropazerunun- 1-mn)-2-[6-(4-pTop-2-meTokcudenmn)mupaszonol4,3-b Jnupuaun-1-
WJI|3TaHOH,

2-[6-[3-(audpTopmeTokcn)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-1)3TaHOH;

2-[6-[3-(mudpTopmeTokcn)-4-prophennn]-3-propnupazono[4,3-b Jmupuans-1-u]-1-(3-
¢dTopaseTuanH-1-u)3TaHOH;

2-[6-[4-xn0p-3-(nudTopmerokcu)hennn]-3-propnupasonol4,3-b Jnupuaus- 1-mn]-1-(3-
¢dTopaseTunuH-1-ua)3TaHOH;

2-[6-(2,4- nudrop-3-mermndenmn)nupasonol4,3-b Jmupuans- 1-un]-1-(3-propazernnus-
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1-n)3TaHOH;

2-[6-(3.,4-nudrop-S-mermndenwun)nupasonol4,3-b Jmupuaus- 1-un]-1-(3-propazerunus-
1-nu)3TaHOH;

1-(3-¢ropazerunun-1-mn)-2-[6-(3,4,5-rpudrophennn)mupazono[4,3-b|mupunun-1-
WJI|3TaHOH,

1-(3-¢ropazernaun-1-um)-2-[6-[ 2-(Tpud Topmerni)-4-nupuani|nupasoinol 4,3-
b]nupunun-1-ui|3TaHoH;

1-(3-metunazerunus- 1 -un)-2-[ 6-[ 3-(tpudTopmernn)pennn Jnupaszonol4,3-bnupuaus- 1-
WJI|3TaHOH,

(Paniemuueckuii) 1-(2-meTunazerunus- 1-wn)-2-[6-[3-
(Tpudropmern)penu|nupazono[4,3-bnupunus- 1 -ui]3TaHoH;

2-[6-[3-(audpTopmernn)-4-propdenmi|nupazono[4,3-b | mupunun- 1-un]-1-(3-
METHJIA3eTUUH- | -UJT)3 TAHOH;

2-[6-[3-(audpTopmermn)-4-propdenun]-3-propnupazono[4,3-bnupunun-1-un]-1-(3-
METHJIA3eTUANH- | -UIT)3 TAHOH;

(Panemuueckuii) 2-[6-[3-(nudropmerun)-4-propdenwn |mupasomnol4,3-b Jmupunun- 1-wmn]-
1-(2-meTmnazeTuauH- 1 -U1)3TaHOH;

2-[6-[3-(audpTopmerokcn)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
METHJIA3eTUIUH- | -UIT)3 TAHOH;

2-[6-[3-(mudpTopmerokcn)-4-prophennn]-3-propnupazono[4,3-b Jmupuans-1-un]-1-(3-
METHJIa3eTUUH- | -UIT)3 TAHOH;

2-[6-[4-xn0p-3-(nudTopmerokcu)hennn]-3-propnupasonol4,3-b Jnupuaus- 1-un]-1-(3-
METHUJIA3€TUUH- | -UIT)3 TAHOH;

2-16-[3-(audropmerun)-4-proppennn|nupazono[4,3-bnupuaun- 1-ui]-1-(3-
STHUHUJIA3ETHINH- | -UJT)3TaHOH;

2-[6-[3-(audpTopmeTin)-4-propdenmi|nupazono[4,3-b | nupunun- 1-un]-1-(3-
BUHUJIA3ETUIUH- | -UJT)3TaHOH;

2-[6-[3-(audTopmeTn)-4-propdenui|nupazono[4,3-bnupunun- 1-un]-1-[3-[(Z)-npomn-
1-enun|azeTunun- 1 -1 |3TaHOH,

2-[6-[3-(audpTopmeTin)-4-propdenmi|nupazono[4,3-b | mupunun- 1-un]-1-[3-
(¢ropmermn)azerunus- 1-ui|3TaHOH;

1-[3-(mudTopmernn)azerunun- 1-uinl-2-[6-[ 3-(audropmernn)-4-
dbropdhenun|mupazono[4,3-b|mupunus- 1-unj3TaHoH;

1-[3-(Tpudropmernn)azerunun- 1-ui|-2-[6-[3-(Tpudropmern)dhenun|mupazono[4,3-
bnupuans-1-mi]3TaHoH,

2-[6-[3-(audpTopmeTin)-4-propdenmn|nupazono[4,3-b | nupunun- 1-un]-1-[3-
(TpudTopmeTi)azeTHINH- 1 -UI |3 TaHOH;

2-[6-[3-(aupTopmeTin)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-mn|-1-[3-[(Z)-2-
¢TopBuHMI|a3eTUANH- | -UIT|3TaHOH;

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszomno[4,3-b | nupunun-1-unl-1-[3-(2,2-
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T TOPBUHNII)a3€THINH- 1 -UIT|3TaHOH,

1-(3-merokcuazernaus- 1-ni)-2-[ 6-[3-(tpudropmernn)penun|nupazono[4,3-b | nupuaun-
1-un]3TaHoH,

2-[6-[3-(audpTopmernn)-4-propdenmn|nupaszono[4,3-b|nupunun- 1-mn]-1-(3-
METOKCHA3eTHINH- 1 -UJT)3TaHOH,

2-16-[3-(audropmerun)-4-proppenun|nupazono[4,3-bnupuaun- 1-ui]-1-(3-
9TOKCHA3E€TUANH- | -1IT)3TaHOH,

2-[6-[3-(audpTopmernn)-4-propdenun|nupazono[4,3-b | nupunun- 1-un]-1-[3-
(MeTOKCUMETHIT)a3eTUIUH- | -1 |3TaHOH;

1-[3-(meTokcumeTmn)azeTuaun- 1 -ui|-2-[ 6-[ 3-(tpudropmerni)henwmn|nupaszonol4,3-
bnupuaus-1-mn]3TaHoH,

(Panemuueckuii) 2-[6-[3-(nudropmerun)-4-propdenun |mupasonol4,3-b Jmupunun- 1-wun]-
1-[3-(1-ruapoCKUI THI)a3e TUANH- | -UJT| 3 TAHOH;

1-[3-(mudTopmerokcu)azeTunus- 1-wmn|-2-[ 6-[ 3-(audTopmeTin)-4-
dropdhenun|mupazono[4,3-b|mupunus- 1-unj3TaHoH;

2-[6-[3-(aupTopmermn)-4-propdenmn|nmupazono[4,3-b|mupunun- 1-un]-1-[3-
(TpudTOpMETOKCH)a3eTHINH- | -HIT|3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenmn|nupazono[4,3-b|mupunun- 1-mn]-1-(3-
THAPOKCUA3ETUIANH- | -UIT)3TaHOH;

2-[6-[3-(aupTopmermn)-4-propdenun|-3-propmupazono[4,3-bnupunun-1-wn]-1-(3-
T'HAPOKCUA3ETUINH- | -UIT)3TaHOH;

1-(3-ruppoxcuazerunus- 1 -mmn)-2-[6-[3-(tpudropmernin)penun Jnupasomnol4,3-
b |nupuans-1-mn]3TaHox,

2-16-[3-(audropmerun)-4-proppennn|nupazono[4,3-bnupuaun- 1-uil-1-[3-
(TUAPOKCHMETHIT)a3eTHINH- | -UJI [3TaHOH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-metun-2-TueHmn)nupaszofol 4, 3-b Jnupuaus-1-
WJI|3TaHOH,

1-(3,3-nudropaszerunun- 1-mn)-2-[6-(4-propdennn)nupasono[4,3-b Jnupuaun-1-
WJI|3TaHOH,

2-[6-(3-xnopdenun)nupazono[4,3-b|oupunaun-1-wun]-1-(3,3-nudropazernaun-1-
WJI)3TaHOH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(M-Tonun)nupazono| 4,3-b | nupuaus- 1 -un|3TaHoH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 3-(nudropmernn)pennn|mupazono[ 4,3 -b | nupuams-
1-un]3TaHoH,;

1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 3-(Tpud ropmermn)pennn | mupazono[4,3-
b|nupuans-1-mi]3TaHoH,

3-[1-[2-(3,3-nudTopazerunun- 1 -mi)-2-okcoaT |mupaszono| 4,3 -b Jmupunun-6-
W1 |OEH30HUTPIT,

1-(3,3-nu¢ropazerunun- 1-mn)-2-[6-[ 6-(TpudropmeTin)-2-nupuamn jnupaszonol4,3-

b |nupuans-1-mn]3TaHoH,
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1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 2-(Tpud ropmerin)-4-nupunwn jnupaszonol 4,3 -
b |nupuans-1-mi]3TaHoH,

1-(3,3-nu¢ropazerunun- 1-mn)-2-[6-[5-(Tpudropmerin)-3-nupuamn jnupaszonol4,3-
b |nupuans-1-mn]3TaHoH,

1-(3.3-nu¢ropazerunun-1-un)-2-[6-(3,4-nuproppenun)mupaszonol4,3-b nupuaus-1-
WJI|3TaHOH;

1-(3,3-gudropasernaun- 1-um)-2-[6-(3,5-mudropdennn)nupasonol4,3-b Jnupuann-1-
WJI|3TaHOH,

2-[6-(3-x70p-4-propdenrn)nupazono4,3-b Jnupunun- 1-un]-1-(3,3-audTopaseruans- 1-
WJI)3TaHOH;

2-[6-(3-x70p-2-propdenun)mupazono[4,3-b Jnupuaun- 1-un-1-(3,3-nudropazeruaun- 1 -
WJI)3TaHOH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-prop-3-metmndenun)nupazono[4,3-b Jnupuaun-
1-un]3TaHoH,;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-pTop-2-metundenun)nupazono[4,3-b Jnupuaun-
1-un]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-(2-prop-3-metmndenun)nupazono[4,3-b Jnupuaun-
1-un]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-[2-prop-3-(TpudTopmernn)benun Jrupaszono[ 4,3 -
b|nupuans-1-mi]3TaHoH,

1-(3,3-nu¢ropazerunun- 1-un)-2-[6-[4-prop-3-(TpudTopmernn)penun Jnupaszonol4,3-
b |nupuans-1-mn]3TaHoH,

1-(3,3-nu¢ropazerunun- 1-un)-2-[6-[2-prop-5-(tpudTopmernn)penun Jnupasomnol4,3-
b]nupunun-1-un|3TaHoH;

1-(3,3-gudropaseruaun- 1-um)-2-[ 6-[2-merun-3-(tpudropmernn )b ennn | mupasonol 4,3-
b|nupuauH- 1-un]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-pTop-2-meTokcudenmn)nupasono[4,3-
bnupuaus-1-un]3TaHoH,

1-(3,3-nudropaszerunun- 1-mn)-2-[6-(3,4,5-tpudropdenmn)nupaszomnol4,3-b Jnupuaus- 1-
WJI|3TaHOH,

1-(3,3-numeTrnaszerunus- 1-mn)-2-[6-[ 3-(tpudropmern)pennn | nmupazono[4,3-
bnupuaus-1-mi]3TaHoH,

1-(3-¢prop-3-merunazerunun- 1-mn)-2-[6-[ 3-(Tpudropmernn)pennn|nmupazono[4,3-
bnupuans-1-mi]3TaHoH,

2-[6-[3-(aupTopmermn)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mn]-1-(3,3-
AUMETUIIA3€TUANH- | -1IT)3TaHOH;

2-[6-[3-(mudpTopmermn)-4-propdenwn|nupaszono[4,3-b | nupunun- 1-wn]-1-(3-pTop-3-
METHJIa3eTUIUH- | -UIT)3 TAHOH;

2-[6-[3-(audpTopmermn)-4-propdenmn|nupaszomno[4,3-b|nupunun- 1-mn|-1-(3-3tun-3-

¢dTopaseTuauH-1-ua)3TaHOH;
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2-16-[3-(nudropmermn)-4-proppenmn|nupaszono[4,3-bmupunun- 1-nmnl-1-[3-drop-3-
(¢ropmermn)azerunus- 1 -ui|>3TaHOH;
2-[6-[3-(audpTopmermn)-4-propdenui|nupaszono[4,3-b|nupunun- 1-mnl-1-(3-merokcu-3-
METHUJIA3€TUUH- | -UIT)3 TAHOH;
2-[6-[3-(nudropmerun)-4-proppennn|nupasono[4,3-bnupunun- 1-nmnl-1-(3-sTun-3-
T'MIPOKCUA3ETUNH- | -UIT)3TaHOH;
2-16-[3-(nudropmerun)-4-propdennn|nupazono[4,3-b | nupunun- 1-un]-1-(3-ruapokcu-
3-MeTuna3eTuIuH- 1 - uI)3TaHOoH;
2-16-[3-(audropmeTin)-4-proppennn|nupazono[4,3-bmupunun- 1-ui]-1-[3-drop-3-
(TUAPOKCHMETHIT)a3eTHINH- | -UJI[3TaHOH;
2-16-[3-(audropmerin)-4-proppennn|nupazono[4,3-bmupunun-1-ui]-1-[3-drop-3-
(MeToKCHMETWIT)a3eTUIUH- | -WJT|3TaHOH,
[6-[3-(audTopmetin)-4-pTopdenun|nupazono[4,3-b|mupunun-1-wil-1-(3-rugpokcu-2-
METHJIA3eTHUH- | -UJT)3TAaHOH,
1-[2-[6-[3-(TpudTopmernn)penmn|nupazono4,3-bmupunus- 1 -unlanernn|azeTnany-3-
KapOOHHUTPHUIT,
1-[2-[6-[3-(audropmernn)-4-dTopdernn nupaszono[4,3-b|nupuann-1-
YT |aleTi |a3eTU AN H-3-KapOOHUTP T,
1-[2-[6-[3-(audropmeTnn)4-dpropdhenmn|mupazono4,3-b Jnupunun- 1 -un]anerwn]3-
METHJIa3e TUNH-3-KapOOHUTPUI;
1-(3-auerazerunus- 1-un)-2-[6-[ 3-(qudpropmern)-4-propdennn|nupazono[4,3-
b |nupuans-1-mn]3TaHoH,
N-[1-[2-[6-[3-(audTopmeTnn)-4-¢propdenun |nupaszonol4,3-b]nupuaun-1-
WJ1]alieTr |a3e THIMH- 3- 1T |alle TAMMU/T;
1-[2-[6-[3-(audTopmeTnn)4-dpTopdenun Jmupazono[4,3-b|mupunus-1-mn]anernn]-N, N-
TUMETHIIA3eTUINH-3-KapOOKCaMuI;
Metun-N-[1-[2-[6-[3-(mudTopmernn)-4-propdenni|nupasono[4,3-b Jnupunun-1-
Wi |aneTi |a3eTuanH-3-1i |kapOamar,
N-[1-[2-[6-[3-(audTopmeTmn)-4-¢propdenmn jnupaszono[4,3-bnupuaun-1-
v |aneTi |a3eTuaus-3-mi |-2,2,2-Tpud TopareraMusn;,
N-[1-[2-[6-[3-(audTopmeTrn)-4-propdenmn |nupaszonol4,3-bnupuaun-1-
WJT|alieTHT |a3e TU AN H- 3- T |IUKJIONPONaHKapOOKCaMU,
N-[1-[2-[6-[3-(audTopmeTrn)-4-propdenmn |nupaszonol4,3-bnupuaun-1-
W1 |aleTi |a3e TN H- 3- 11 |[MeTaHCy Tb(h OHAMU T,
2-[6-[3-(audpTopmeTin)-4-propdenmn|nupazono[4,3-b | mupunun- 1-mn]-1-(3-
METHIICYJIb()OHMITA3E THINH- | -UJT)3 TAHOH;
1-[1-[2-[6-[3-(nudTopmernn)-4-pTopdernn|nupazono[4,3-b | mupunnn-1-
WJI|alie T |a3eTUAUH- 3- W |TUPPOJTUANH-2-0H,
2-16-[3-(nudropmernn)-4-proppennn|nupazono[4,3-b Jmupunun-1-un]-1-[3-(1H-

UMHUIa30J1-2-WT)a3eTUANH- | -iJT |3TaHOH,;
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2-16-[3-(gudropmerun)-4-proppennn|nupazono[4,3-bmupunun-1-nmn]-1-[3-(4-
MUPHUINIT )a3eTUANH- | -WIT|3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenmn|nupaszono[4,3-b|nupunun-1-mn]-1-(3-
NUPUMHUINH-4-UTIa3€THIUH- | -UJT)3TaHOH,

1-(5-azacriupo| 2.3 Jrekcan-5-un)-2-[ 6-[ 3-(audTopmerin)-4-propdennn|nupazono[4,3-
b]nupuaun-1-un|3TaHoH;

1-(2,2-nudrop-5-azactmpo[ 2.3 Jrekcan-5-wmm)-2-[ 6-[ 3-(audropmernin)-4-
dropdpenun|nupaszonol4,3-b|nupunus-1-un|3TaHoH;

1-(6-a3zacrupo[ 3.3 Jrenran-6-mn)-2-[ 6-[ 3-(mudropmerin)-4-dpropdennn Jnupazonol4,3-
bnupuaus-1-un]3TaHoH,

2-[6-[3-(audTopmermn)-4-propdenui|nupazono[4,3-b|nupunun- 1-un]-1-(3-okca-6-
aszacnupo[3.3renTaH-6-11)3TaHOH,

1-(6-okca-2-a3acnupo[ 3.3 Jrenran-2-mn)-2-[6-[3-(Tpud ropmermn)pennn | nmupazono[4,3-
bnupuaus-1-mi]3TaHoH,

2-16-(4-dpropdennn)mupazono[4,3-b nupunun- 1-wn]- 1 -nuppoauanH- 1 -uI3TaHOH;

1-muppomuaus- 1-un-2-[6-[3-(Tpudropmern)pennn|mupasonol4,3-b Jnupuann-1-
WJI|3TaHOH,

2-[6-(3-uuknonponwid enun)mupazonol4,3-b jrupuans- 1 -un |- 1 -muppoaunus- 1-
WISTAHOH,

2-[6-[3-(nudropmerokcn)-4-propdennn|nmupaszono[4,3-b Jnupunun-1-un]-1-
MUPPONUAYH-1-UII3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenui|nupaszono[4,3-b|nupunun- 1-un|-1-nupponuaus-
1-UI3TaHOH,

2-[6-(3,5-nu¢rop-4-merundennn)nupasono[4,3-b Jrupunun- 1-un]- 1 -nupponuaun- 1-
WJISTAHOH,

1-[(3R)-3-¢propruppoaunun-1-uin]-2-[6-[ 3-(TpudTopmernn)penwnn|nupazono[ 4,3 -
b|nupuaus-1-un]3TaHoH,

1-[(3S)-3-¢propnuppomuans- 1 -ui]-2-[6-[ 3-(TpudTopmermn)penr | nupaszonol4,3-
bnupuaus-1-mi]3TaHoH,

(Pauemuueckwuii) (R, S)-2-[6-[3-(mudTopmerokcn)-4-propdennn|mupasonol4,3-
b]mupunun-1-un]- 1-(3-gropnupponuanH- 1-1i1)3TaHoH;

(Pauemuueckwuii) (R, S)-2-[6-[3-(mudropmerin)-4-propdenmn|nupazonol4,3-
b]mupunun-1-un]- 1-(3-gropnupponuanH- 1-1i1)3TaHOH;

2-[6-[3-(aupTopmernn)-4-propdenmn|nupazono[4,3-b Jmupunun- 1-mi]-1-[(3R)-3-
¢dToprmpponuanH- 1 -1 |3TaHOH;

2-16-[3-(nudropmerun)-4-proppennn|nupazono[4,3-b Jrupunun- 1-un]-1-[(3S)-3-
dTopnmpponuanH- 1 -u|3TaHoH;

(Pauemuueckuit) (R, S)-2-[6-[3-(mudTopmerokcn)-4-propdennn|nupazono[4,3-
b lnupuans-1-wi]-1-(3-rugpoxkcunuppoNuanH- 1 -ui)3TaHoH;

(Panemmueckuii) (R, S)-2-[6-[3-(mudTopmermn)-4-propdennn|nupazono[4,3-
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b lnupuans-1-mwi]- 1-(3-rugpoxkcUnuppoNuanH- 1 -1T)3TaHOH,
(Panemmueckuii) 2-[6-[3-(nudropmerun)-4-propdenwn |mupasomnol4,3-bmupunun- 1-wmn]-
1-(3-MEeTOKCUIMPPOIUAHH- 1 -UIT)3TaHOH;
2-[6-[3-(mudpTopmermn)-4-propdenmn|nupaszono[4,3-b|nupunun- 1-mn]-1-[(2R)-2-
(METOKCHUMETHI)TUPPOIUANH- | -1 |3TaHOH;
2-[6-[3-(nudropmernn)-4-propdennn|nupaszono[4,3-b|nupunun- 1-un]-1-[(2S)-2-
(METOKCHUMETHI ) TUPPOTUAH- 1 -HIT|3TaHOH;
N-[(3S)-1-[2-[6-[3-(mudTopmeTun)-4-pTopdhenunn|mupazono[4,3-bnupuaun-1-
WJ1|atie T | T PP OTUAMH-3- 1T |aLle TAMHT,
N-[(3R)-1-[2-[6-[3-(mudropmeTin)-4-propdhenwun|mupasono[4,3-b | nupuaun- 1-
WJT|alie T |TUPPOTUANH-3- 1T |alle TaMHT;
1-(3,3-nudroprupponuaun- 1-wun)-2-[6-[3-(tpudropmern)penun | mupazono[4,3-
bnupuaus-1-mi]3TaHoH,
2-[6-[3-(mudpTopmerokcu)-4-propdhenun Jmupazono[4,3-b Jmupuaus- 1-un]-1-(3,3-
OUMETHIIa3€TUANH- | -UIT)3TaHOH;
2-16-[3-(audropmermn)-4-proppennn|nupazono[4,3-bmupunun-1-nn]-1-(3,3-
T TOPTIUPPOTHINH- 1 -UIT)3TAHOH,
(Panemmueckuii) 2-[6-[3-(mudropmerun)-4-propdenwn |mupasomnol4,3-b Jmupuaun- 1-wn]-
1-(3-ruapoKCH-3-MeTHITUPPOIHINH- | -HIT)3TAaHOH,
(Pauemuueckuii) Tpanc-2-[6-[3-(nudropmernn)-4-propdennn Jrupaszomnol4,3-
b Jnupuans-1-mi]-1-(3-grop-4-rugpokcUnuppouInuH- 1 - Ui )3 TaHOH,
1-[2-[6-[3-(audropmernn)-4-pTopdenun nupaszono[4,3-b]nupuaun-1-
WJI]|alieTU1 |TUpPOIUINH-3-0H;
1-[2-[6-[3-(audpTopmeTokcu)-4-propdenun|mupaszonol4,3-bnupuaun-1-
WJT|alie T | TP POTUANH-3-0H;
1-(1-nunepunun)-2-[ 6-[3-(tpudropmern)penun jmupazonol4,3-bnupuaun- 1-
WJI|3TaHOH,
1-(4,4-nudropriunepunmi-1-un)-2-[ 6-[ 3-(tpudropmernn)penwn | mupazono[4,3-
bnupuaus-1-mi]3TaHoH,
N-[1-[2-[6-[3-(audTopmeTmn)-4-propdenun |nupaszonol4,3-bnupunus- 1 -un|anernn]-4-
MUTICPUIII |alleTaMUT,
2-16-(4-dropdennn)mupazono[4,3-b Jnupunun- 1-mi]- 1-MmophonuHOITAHOH,;
I-[(IR, 5S)-3-azadbunukino|3.1.0]rekcan-3-mn]-2-[ 6-[ 3-(nudpropmeTi)-4-
dropdernn|nupasono[4,3-b|nupunnn-1-mn|3TaHoH;
2-16-[3-(audropmerun)-4-proppennn|nupazono[4,3-b Jmupunun- 1-un]-1-[(1S,45)-2-
okca-5-a3zabunmkiio[2.2.1]renTad-5-mi|3TaHoH,
2-[6-[3-(audpTopmetin)-4-propdenni|nupazono[4,3-b|mupunun- 1-un]-1-[(1R,4R)-2-
okca-5-a3zabunmkiio[2.2.1]rentad-5-mi|3TaHoH,
(Panemmueckuii) uc-5-[2-[6-[3-(nudpropmernn)-4-propdenn Jmupasonol[4,3-

b |nupuans-1-wnlanerun]-3a,4,6,6a-rerparuapo-3H-nmuppoino| 3,4-d]okcazon-2-0H;
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(Panemmueckuii) uc-5-[2-[6-[3-(nudropmernn)-4-propdenmn |mupasono[4,3-
boupuans-1-wilanernn]-1,3,3a,4,6,6a-rekcarugponuppoiio| 2,3 -¢ Jnupposo-2-oH,;

2-[6-[5-(nudropmerun)-2-tuenun Jrupaszonol4,3-bnupunun-1-numnl-N, N-
IUMETUIIALeTaMuUT,

N, N-numerun-2-[6-[5-(Tpudropmerun)-2-Tuenun|nupasonol4,3-b|nupuaun-1-
WJ]areTamun;

2-[6-(5-xn0p-2-TueHun)nupasonol4,3-b|nupuaun- 1-un]-N, N-gumernianeTaMmus;,

2-[6-(5-xn0p-4-meTun-2-tuenun)nupazono[4,3-b Jnupunun-1-un]-N, N-
IUMETHITALEeTaAMUT,

2-[6-[3-(audpTopmermn)penmn |mupaszono[4,3-b | mupunun-1-un]-N, N-aumerunanetramu;

2-[6-[3-(audpTopmermn)penmn]-3-proprnupazono[4,3-b|nupunun-1-umn]-N, N-
IUMETHIIALETaAMUT,

2-[3-prop-6-(4-propdenmn)nupazono[4,3-b Jnupunun-1-mn]-N, N-numerunaneramusn,

2-[3-prop-6-(3-propdenmn)nupazono[4,3-b Jnupuaun-1-mi]-N, N-numernnaneramusn,

2-[6-(3-xnopdenwn)nupazono[4,3-b |mupuaun-1-wn]-N, N-numerunamneraMus;,

N, N-numernn-2-[6-[2-(tpudropmern)-4-mupunnn|nupazono[4,3-b mupunus-1-
W1 |aleTaMum;

2-[6-[3-(audpTopmern)-4-propdenwni|nupazono[4,3-b|mupunun- 1 -mn]-N-
METHJIALIETAMHI,

2-16-[3-(gudropmerun)-4-proppenmn|nupasonol4,3-bmupunun- 1-nn]-N-
STUNIALIETAMUT;

2-16-[3-(nudropmerun)-4-proppenmn|nupasono4,3-bmupunun- 1-nn]-N->31rn-N-
METHJIALIeTaMHU,

2-16-[3-(nudropmerun)-4-proppenunn|-3-propnupasono[4,3-bJnupunun-1-mn]-N,  N-
AUMEeTUIIAleTaMus,

2-16-[3-(audropmetin)-4-proppenunn]-3-merunnupasono[4,3-b Jmupuaun-1-mn]-N,  N-

JUMETHII-all€TaMU I,

2-[6-[4-xn0p-3-(nudTopmerin)denwmn [nupazono[4,3-b|nupunun- 1 -un]-N, N-
IUMETUIIALETaAMUT,

2-16-[3-(1,1-nudTopstun)-4-propdenmn|mupazono[4,3-b Jnupunun- 1-un]-N, N-
TUMETHIIALETAMUL,

2-[6-(4-¢prop-3-meTundenmn)mupaszono[4,3-b|mupunun- 1-wi]-N-metunaneramusn,

2-[3-¢prop-6-(4-dprop-3-metundenmn)mupaszono[4,3-b|mupunun- 1-un]-N, N-
TUMETHIIALETAMUI]T;

2-[6-(4-x10p-3-MeTundenmn)mupazono[4,3-b Jmupunun- 1-mi]-N, N-gumernnaneTramMmun;

2-[6-(3-xm0p-4-propdenmn)mupazono[4,3-b Jnupuann- 1-mn]-N, N-numernnaneramMun;,

2-[6-(3,4- nuxnopderun)nmupazono[4,3-b jnupunus- 1-un]-N, N-numerunaneraMmun;

2-[6-(3,5-nudropdenwn)-3-propnupazono[4,3-b Jmupuaun- 1-mn]-N, N-
OUMETHIIALETaMHIT;

2-[6-(3,4-nudproppenmn)-3-propnupasono[4,3-b Jnupunun- 1-mn]-N, N-
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TUMETUIIALETaMU,

2-[6-[3-(1,1-nudropaTun)penwn|mupazono[4,3-bmupuann-1-un]-N,
IUMETUIIALETaMUT,

2-[6-[3-(1,1-qudTopatun)pernn]-3-propnupazono[4,3-b Jnupunun-1-un]-N,
IUMETUIIALETaMuUN,

2-[6-[3-(nudropmerokcu)-4-¢propdennn|nupaszono[4,3-bmupunun- 1-un]-N,
AUMEeTUIIalEeTaMus,

2-16-[3-(nudropmerokcu)-4-propdennn]-3-propnupazono[4,3-b]nupuaun-1-un]-N,
IUMETHITALEeTaAMUT,

2-16-[2-drop-3-(TpudTopmermn)denun Jnupazonol4,3-b mupuaus- 1-un]-N,
TUMETHITALETaMUT,

2-16-[3-(gudropmetin)-4-proppenmn|nupaszono4,3-bmupunun- 1-ni]-N-(2-
METOKCHATII )-N-MeTHIalleTAMH T,

2-16-[3-(audropmeTin)-4-proppenmn|nupaszono4,3-bmupuaun- 1-ni]-N-(2-
THIPOCKUATII )-N-MeTHIIalleTAMHI T,

2-16-[3-(audropmern)-4-proppennn|nmupazono[4,3-b Jnupunun- 1-un]-N-meTwmn-N-
(2,2,2-TpudTOp3TIIN)alIETAMUL;

N-(umanomerwn)-2-[ 6-[ 3-(qudpropmerin)-4-propdhennn|mupazono[4,3-bmupunun- 1-
un|-N-MeTunamneramus;

N-ammn-2-[6-[3-(nudropmernn)-4-propdenmn|nmupasonol4,3-b Jmupunun- 1-wmn]-N-
METHJIALIeTaMHU,

N, N-numermn-2-[6-(3.4,5-rpudropdennn)nupazono[4,3-b |nupuaus- 1 -ui|aneramun;

2-[6-(3.4-nudrop-5-merundennn)nupazono[4,3-b Jrupunun-1-un]-N,
AUMEeTUIIALeTaMuUT,

2-[6-(2,4-nudTop-3-merundenmn)nmupazonol 4,3 -b jrupuaus- 1-un]-N,

JUMETHIJIaLICTaMU,

N-

N-

N-muknonpomnui-N-metun-2-[ 6-[ 3-(tpudropmernn)penwn |nupazonol 4, 3-b | mupunun-1-

Wi |aleTamMusm;

N-muknonponun-2-[6-[ 3-(audropmern)-4-propdenmn|nupazono[4,3-bmupunun-1-
Wi |aleTaMusm;

N-mmknonpomnun-2-[6-[ 3-(audropmerin)-4-propdenmn|nupazonol4,3-bmupunun-1-

un|-N-MeTunaneramus;

N-muknonpomnui-2-[3-metni-6-[3-(tpudropmerun)pernn | mupaszorno[ 4,3 -b | mupuans- 1-

W |aleTaMu,

N-1uknonponui-2-[6- 3-(qupropmerokcn)-4-propdenwn|nupaszomno[4,3-b Jnupugus- 1-

WJl|aleTaMu;
N-1ukno0ytui-2-[ 6-[ 3-(audpropmeri)-4-propdennn Jnupazono[4,3-b|mupuans- 1-

WJi|aleTaMuz;

N-muknoOytun-2-[6-[3-(nudpropmernn)-4-propdennn|nupazono[4,3-bmupuaun- 1-numn]-

N-mMmeTunaneTamMusm;
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N-muknoOytun-2-[6-[3-(Tpudropmermn)penni|mupazono[4,3-b|nupuann-1-
W |aleTaMuz,

N-(3,3-gudropuuknodyrun)-2-[6-[ 3-(tpudropmernn)denun |nupazomno[4,3-b Jnupuaun-
1-wijaneramur;

N-(3,3-gudpropunknodyrui)-2-[6-[3-(nudropmernn)-4-propdenun|nupaszonol4,3-
b]nupuaun-1-unlaneramusn;

N-(3-6unuxio[ 1.1. 1 Jnentannn)-2-[6-[ 3-(audropmermn)-4-propdennn|mupasomnol4,3-
bnupunun-1-mi]-N-MeTunaneTaMmun;

N-(okceran-3-mn)-2-[6-[3-(Tpudropmerin)permi | nupaszonol4,3-b|mupuans-1-
WJialeTamMusm;

2-(6-(3-(nudpropmernn)-4-propdpenmn)- | H-mupazono[4,3-b Jmupunun-1-mn)-1-(3-
(upunuH-3-mn)a3zeTuanH- 1 -un)3Tas- 1-ox;

2-(6-(3-(mudpropmernn)-4-propdenmn)- 1 H-mupazomno[4,3-b Jmupunun-1-mn)-1-(3-
(upunuH-2-mi)a3eTuanH- 1 -un)3Tas- 1-ox;

Metun-(1-(2-(6-(3-(nudropmermn)-4-propdenun)-3-¢rop- 1 H-nupazono[4,3-
b]mupunun-1-um)anernn)azeTuant-3-wi)kapoamar;

(S)-N-(1-(2-(6-(3-(mudpropmern)-4-prophenun)-3-drop- 1 H-nupazono[4,3-b | nupuamn-
1-HJT)ae T ) TUPPOTH N H- 3 - HIT )A€ TAMHT,

(R)-N-(1-(2-(6-(3-(nudropmerun)-4-propdenmn)-3-prop- 1 H-mupazomno[4,3-b Jmupunus-
1-wiT)ane T ) MUuppOTHaNH-3- U )alleTaMHT; U

1-(3-(¢prop-18F)azerunun- 1-un)-2-[6-[ 3-(tpudTopmermn)penmn]- 1 H-nupazono[4,3-
b |nupuans-1-wmilsran-1-ox;

U uxX papMaleBTUYECKH IPUEMIIEMbIE COJIH, COJbBATHI, CTEPEON30OMEPHI, H30TOMNYECKNE
BapUAHTbI WIN N-OKCHJIBL.

35. Coenunenue, BBIOpaHHOE U3 PYIIIBIL, COCTOSIIEH U3

2-[6-[3-(nudpTopmernn)-4-propdenun|nupazono[4,3-b | nupunun- 1-un]-1-(3-
¢dTopazeTuarH-1-UI)3TAHOH;

2-[6-[3-(audpTopmern)-4-propdenn|nupazono[4,3-b|nupunun- 1-un]-N, N-
IUMETUIIALETaAMUT,

2-[6-(4-¢prop-3-metmndenmn)mupazono[4,3-b | mupunun-1-un]-N, N-aumerunaneramun;

2-[6-[4-x10p-3-(mudTopmerokcu )denun Jnmupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-1a)3TaHOH;

1-(azetunun-1-mn)-2-[6-[3-(qudTopmern)-4-propdhenni|mupazono[4,3-bmupunun-1-
WJI|3TaHOH,

1-(azetuaun-1-mn)-2-[6-[3-(qudTopmerokcu)-4-propdenwn|nupaszomno[4,3-b Jnupuaun-
1-un]3TaHoH,

2-[6-[3-(mudpTopmermn)-4-propdenun]-3-propmupazono[4,3-b|mupunun-1-wn]-1-(3-
¢dTopaseTunuH-1-ua)3TaHOH;

2-[6-[4-xn0p-3-(audTopmermn)penmt |nupaszono[4,3-b | mupunun- 1-mn]-1-(3-

¢dTopaseTunuH-1-ua)3TaHOH;
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2-[6-[3-(audpTopmerokcn)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopaseruanH-1-ui)3TaHOH; U

2-[6-[3-(nudropmerun)-4-proppenmn|nupasono[4,3-bmupunun- 1-nmnl-1-(3-rop-3-
METHUJIA3€TUUH- | -UIT)3 TAHOH;

U X (papMaleBTUYECKH IPHUEMIIEMBbIE COJIH, COJIbBATHI, CTEPEON30MEPHI, H30TOMNYECKNE
BapUAHTbI WIH N-OKCHJIBL

36. @apmanieBTHUecKast KOMIo3uiwms, coxepxamast: (A) 3G QpeKTHBHOE KOIMYECTBO IO

MEHbBIIEH Mepe OHOTO COEMUHEHHS, BHIOPAHHOTO M3 coearHenuii hopmybl (1):

rme

R! npenctassier codoit H, ranmoren i CHjs;

Ar' BBIGpaH U3 IPYIIIbY, COCTOAMIEH H3:

(a) ¢ennna, 3aMelIEHHOrO OOHMM 3aMECTHUTENIEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIHI
cocrosmen u3: ranoreHa, Cjgankuna, OCigankmna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIUKJIOaNKUIIA,

(b) ¢enmna, 3aMeIIeHHOrO ABYMS HJIH TPeMsSl 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
HE3aBUCUMO BBIOMpPAIOT M3 TIpynmbl, cocrosimeit u3: rajoreHa, Cjeankuma, C.
enepranorenankuia, OCgankuna, OC¢nepramorenankmia u (C=0)CHs; u

(c) THeHWJa, HE3aBUCUMO 3aMEUIEHHOTO0 OJHUM WM JBYMS 3aMECTUTEJISIMH,
BbIOpaHHbIMU 13. ranoreHa, Cjeankuna u CjgneprajoreHalkuia;, U MUPUINHA, 3aMEIEHHOTO
CF;;

R’ BBIOUPAIOT U3 TPYTIIbIL, COCTOSLICH U3

£ @,
L

(d) ; TIe

R* He3aBMCHMO BBIOUPAIOT M3 IPyNmbI, cocrosime us: H, ranorena, OH, Csanxuna, Ci-
grasorenankuna, C,gankenmna, C,granorenankenuna, C,gankunmna, CH,OH, CH(OH)(CHj3),
CH,OCH;, OC;g¢ranorenankmna, OC;eankuna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuxknomnpomuia, N(CH3)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO.CH3;, SO.CHs, 1H-umupason-2-una, 2-nupuauia, 3-TIAPUAWIA, 4-MIAPUANIA,
NMPUMUIUH-4-UNa W NUPPONUAUH-2-OHA, MJM JABa 3amecturens R oObequHsIOTCS €
obpazoBanneM C3¢IUKJIOANKWIA M TETEPOLUKIOATKUIIA, TPHYEM LUKJIOAIKWI |

reTCPOLUKIIOATKNIT HEOO0s13aTEIBLHO 3aMECIIA0T OAHUM UJIU ABYMs 3aMECTUTEIIAMU F,

0
“f\)LN ’H>m
(e) LJ\(Rb}" , TIe
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o b o
kakabpii R™ He3aBucuMo BbIOMparoT u3 rpymmbl, coctosimed w3 H, OH, F, OCHs,

CH,OCH3; u NHC(=0)CH3; unu n1Ba 3aMecTUTeNst R® coenuusior BMecTe ¢ obpaszosanuem =0;
(0
0 O 0 0 0
){)’J\@ ji)j\N I ){)LN /SO ){)LN RIS MNiR/S
o Cl 4/ .
) ’ 1 ] H O [
R RIS N’go RISN-Xq RIS
H H U

O
) d
F AR

|

(®) R® | rre

R BBIGuparoT w3 rpymmsl, cocrosmeii us; Cigankmia, Cogankenun CiraloreHankuia;
CH2CH20CH3; CH2CH20H; CH2CN; NHz; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHMJIA, C3_
cLIMKJIOANIKMJIA, 3aMEIeHHOro AByMs 3amectutensimu F; 1-mernnasernans-3-una; U OKceTaH-3-
una;

R npencrasnsier coboit H umu CHs;

n paBHO | wim 2; u

m pasHO 1 nnm 2;

1 (papMaleBTHUECKH PUEMIIEMbBIE COJIH, CTEPEOH30MEPDI, H30TONMUYECKIE BAPHAHTHI, N-
OKCHIBbI WJIH COJIbBAThI coenuHeHuit popmyel (I);

(B) mo menbIueii Mepe onuH GpapMaieBTUIECKH TPUEMIIEMBbIH 3KCIIUITUEHT.

37. ®apmaneBTHUECKass KOMITO3ULUS, coaepramas 3(P¢eKTUBHOE KOJUYECTBO TIO
MEHBLIEH Mepe OHOTO COEAMHEHUS 110 BAPUAHTY OCYILECTBJIEHUs 34 U M0 MeHbLIEH Mepe OAUH
(dapmaLeBTHYECKH TPUEMJIIEMBIH SKCLIUTTHEHT.

38. Cnocob nedeHust CyObekTa, MMEIOIIEro OMOCPEIOBAHHOE aKTHBHOCTBIO peLenTopa
GIuN2B nuarHoctupoBaHHOEe 3a00jieBaHHE, PACCTPOUCTBO WMJIM METUIMHCKOE COCTOSTHHUE, WJIH
CTPAAIOLIEr0 OT HUX, BKJIIOYAIOLINNA BBEIEHHE TpPEOYIOIIEeMy TAaKOro JIEYeHUsT CYOBEKTY
5(¢(eKTUBHOrO KOJIMYECTBA IO MEHBbIIEH Mepe OIHOTO COENMHEHHs, BBIOPAHHOIO U3

coenuaeHni popmyier (1):

rie
R! npenctasisier codoit H, ranmoren i CHs;
Ar' BBIGpaH U3 IPYIIIbY, COCTOSAMIEH H3:
(a) ¢Qennna, 3aMelIEHHOrO OAHUM 3aMECTUTENIeM, KOTOPBI BBIOMPAIOT W3 TPYIIIHL
cocroswme u3: ranoreHa, Cieankuna, OCieankuna, Cienepranorenankuna, OC;.

snepranorenankuia, CN u Cs gluknoankuna,;
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(b) ¢enmna, 3aMeIIeHHOrO ABYMS HJIH TPeMsl 3aMECTUTENSIMH, KaKObIH U3 KOTOPBIX
HE3aBUCUMO BBIOMpPAIOT M3 TIpynmbl, cocrosimeidl u3: ramoreHa, Cjeankuma, C.
enepranorenankuia, OCgankuna, OC ¢nepramorenankmia u (C=0)CHs; u

(c) THeHMJA, HE3aBHCUMO 3aMELICHHOTO OJHUM WKW OBYMSI 3aMECTHTEJSIMH,
BbIOpaHHbIMU 13. ranoreHa, Cjeankuna u CjgleprajoreHaNkuia;, U MUPUINHA, 3aMEIEHHOrO
CF;;

R’ BBIOMPAIOT U3 IPYIIIBL, COCTOSIIEH U3

?"‘VJLN&:R‘M

(d) ; e

R? He3aBMCHMO BBIOMPAIOT M3 IPymbI, cocrosmei us: H, ranorena, OH, Csanxuna, Ci.
erasorenankuna, C,gankenmna, C,granorenankenuna, C,eankunmna, CH,OH, CH(OH)(CHs;),
CH,OCH;, OC,g¢ranorenankmna, OC;gankuna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuknomnpomuia, N(CH3)C(=0)CH;3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs;, 1H-umupason-2-una, 2-nupuauia, 3-NIAPUAWIA, 4-TIUPUANIA,
NMPUMUIUH-4-UNa W T[UPPONUAUH-2-OHA, MJIM JABa 3amecturens R oObequHsIOTCA €
obpazoBaHneM (3 ¢IHUKJIOANKIIIA WM TETEPOLMKIIOANKNIA, TPUYEM [HKJIOAJIKWI U

FreTCPOLUKIIOATIKNIT HEOO0s13aTEIBLHO 3aMEIA0T OAHUM WJIKU ABYMs 3aMECTUTEIISIMU F,

0
“ﬁ)"\m '{’Q)m
(e) L"(\(Rb}" , Te

kaxaeii R” HesaBHCHMO BhIOMparoT 3 rpymmsl, cocrosmedl ws: H, OH, F, OCHj,
b
CH,OCH3; u NHC(=0O)CH3; mnu nBa 3amectutens R° coenunstoT BMecte ¢ oOpasoBanuem =0;

(0
0

0 0 0 o}
MN’\ j{)LN 28 ?i/U\N S MN R/S ?{)J\Nj\ms
l_o | | &O ‘:21 " /{/ .
R RIS™N-"¢g RISN"S¢' RISV
H H u

O
£ A R

(2) R e
R BeIGuparoT w3 rpymmsl, cocrosmeii us: Cigankmia, Cosankenun CiraloreHankuia;
CH2CH20CH3; CH2CH20H; CH2CN; NHz; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHMJIA, C3_
cLIMKJIOANIKMJIA, 3aMEIeHHOro AByMs 3amectutensamu F; 1-mernnasernans-3-una; u okceTaH-3-
una;
R° npencrasnsier coboit H i CHz;
n paBHO | wim 2; u
m pasHO 1 nnm 2;

u (l)apMa]_IeBTI/ILIeCKI/I MNPUEMIIEMBIX COJ'IeI\/'I, CTEPCOU3OMEPOB, U30TOIMNYCCKUX BAPUAHTOB,
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N-okcuaoB mim cobpBaToB coenuHeHni popmysl (I).

39. Cnoco® mo BapuaHTy OCYLIECTBJIEHHUS 38, B KOTOPOM PacCTPOMCTBO, 3a00JieBaHNE
WIN COCTOsIHUE, orocpenoBaHHoe perientopoM GluN2B, BeiOpaHo W3 rpynmsbl, cocTosmeil u3
OUMONIPHOTO  PAaCCTPOMCTBA, OOJBIIOrO JAEMPECCUBHOIO pACCTPONCTBA, PE3UCTEHTHOW K
JIEUSHHUIO JIeNPECCHM, IOCIEPOIOBON AeNpeccuy, CEe30HHOro ag(eKTUBHOIO pacCTPOICTBa,
Oonesnun Aunbireiivepa, Oonesnu ITapkuHCOHA, XOper XaHTUHITOHA, PACCESHHOTO CKIIEpo3a,
KOTHUTHUBHOIO HApyLIEHMs], TPABMbI TOJIOBBIL, TPABMbI CIIMHHOTO MO3Ta, MHCYJIbTA, SMHIEIICHH,
OUCKUHE3WH, OOKOBOrO aMHOTPO(UYECKOrO CKJIepO3a, HeHpOAereHepaluy, CBsI3aHHOW C
OaxkTepuaJbHOW WM XPOHUYECKOH WH(pEKuusMu, OOJNIEBOr0 CHHAPOMA, IUAOETUYECKOM
HEMpOMaTHUH, MHUIPEHHU, HIIEMHH TOJIOBHOrO MO3ra, mu3odpeHun, sHuedanura, aytusma H
PaCCTPOICTB ayTUCTHYECKOTO CHEKTPA, HAPYIICHUS CIIOCOOHOCTH K OOYUEHHIO M HapyIIEHUs
naMsITH, OOCECCHBHO-KOMITYJIbCUBHOTO pAacCTPOMCTBA, CHHApPOMAa nAedUIUTa BHUMAHHUA U
runepaktTuBHOCTH (C/IBI') 1 aniIUKTUBHBIX PaCCTPONCTB.

40. Criocob 1Mo BapuUaHTy OCYIIECTBJICHUS 38, B KOTOPOM PacCTPOMCTBO, 3a0oyieBaHMe
WIA COCTOSTHHE BBIOPAHO W3 TPYIIBL, COCTOSIIEH M3 PE3UCTEHTHOH K JICYEHUIO IETPECCUH,
00JBIIOrO AETIPECCUBHOTO PACCTPOMCTBA M OUIOIPHOTO PACCTPONUCTBA.

Hacrosiiee onucanue JONOJHUTENBHO MPOWIIIOCTPUPOBAHO KOHKPETHBIMU BapUaHTaMU
ocylecTieHus 1-58 Huxke.

1. Coenunenue, nmeroree CTpyktypy Gopmyisr (I):

win ero (apMaleBTHUECKU MPUEMJIEMast COJIb, COJIbBAT, CTEPEOU3OMEpP, M30TOMUIYECKUI
BapUaHT WU N-OKCH.

rmue

R! npenctasisier codoit H, ranoren i CHjs;

Ar' BBIGpaH M3 IPYIIIbl, COCTOSLIEH H3:

(a) QeHmna, 3aMeIIEHHOrO OAHMM 3aMECTUTENIEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIHL
cocrosimend u3: ramoreHa, Cjigankmna, OC;gankmma, Cgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIUKJIOANKUIIA,

(b) ¢enmna, 3aMeIIeHHOrO ABYMS W TPEMSl 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimeidl u3: ramoreHa, Cjeankuma, Ci.
eniepranorenankmna, OCgankumna, OC,_gnepranorenankmia u (C=0)CHs; u

(c) TWeHWna, 3aMEUICHHOTO OJHUM WM JABYMs 3aMECTUTENISIMH, HE3aBUCHUMO
BbIOpaHHBIMU U3: TajioreHa, Cigankuna u CigleprajoreHaNKmIa, U MUPHINHA, 3aMEIIEHHOTO
CFs;

2 o
R” BBIOMPAIOT U3 rPyNIIbL, COCTOALIEH U3:
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O

f“)LN"LLtR‘Jn

(d) L , TIie

R* He3aBMCHMO BBIOMPAIOT M3 IPYyMIbI, cocrosimer u3: H, ranorena, OH, C; sankuna, Ci.
graoreHankmna, C,gankenmna, C,granorenankenuna, C,gankunmia, CH,OH, CH(OH)(CHj;),
CH,OCH;, OC,granorenankuna, OC;gankuna, NH(CHj3), NHCO,CH;, NHC(=0)CHj;,
NHC(=0O)CF;, NHC(=0O)uuknonponuia, N(CH3)C(=0O)CH;, C(=O)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs, 1H-umupason-2-wna, 2-nupuauia, 3-TIHPUAWIA,  4-TIUPUANIA,
NMPUMUIUH-4-UNa W NUPPONUAUH-2-OHA, MM fABa 3amecturens R oObeguHsIOTCS €
obOpazoBaHneM C;3¢LHMKIOANKIIA WM  TETEPOLUKIIOANKUIA, TPUYEM LHUKJIOAJKWI |

r€TEPOLUKIIOAIKNIT HEOOs13aTEIBLHO 3aME€al0T OAHUM UJIU ABYMs 3aMECTUTEIIIMU F,

0
“va\N 'H>m
(e) LJ\(Rb}" , TIe

kaxabii R® HesaBuCHMO BBIOMparOT w3 rpymmbl, cocrosimen w3: H, OH, F, OCHs,

CH,OCH3; u NHC(=0)CH3; wiu nBa 3aMeCTUTENs R® coemuusior BMecTe ¢ obpaszoBanuem =0;
(0
0 O 0 0 0
?{)'\D MN: s AN s F A s MNIR/S
O , . s s H 4/ ;
H H "
0
. Rd
& N
(2) R® | rne

R BeIGHparoT 13 rpymmbl, cocrosimeit u3: Cgankuna;, Ca.cankennia; CsraJoreHaIKmia;
CH2CH20CH3; CH2CH20H; CH2CN; NHz; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHMJIA, C3_
cLUKJIOAJIKUJIA, 3aMEIIeHHOTrOo ABYMs 3amecturensiMu F; 1-mernnaseruann-3-umna; u okceTaH-3-
Wna,

R° npencrasnsier coboit H ummu CHs;

n paBHO | wim 2; u

m paBHO | nunm 2.

2. CoenuHeHue MO BapUAHTY OCYIIECTBICHUsS | win ero papMaleBTHYECKH MPUeMIIeMast
COJb, COJIbBAT, CTEPEOU3OMEP, H3OTONMYECKUM BapuaHT UAM N-OKCHUI, B KOTOPOM R!
npencrasisier codoit H.

3. CoenuHeHUe TIO BApUAHTY OCYIIECTBICHUs | win ero apManeBTUYECKH preMiieMast
COJIb, COJbBAT, CTEPEOU3OMEP, H3OTONMYECKUM BapuaHT UAM N-OKCHUI, B KOTOPOM R!
npencrassier codoii F.

4. CoenuHeHHe MO BapHAHTY OCYIIECTBIEHUs | win ero papMaleBTHYECKU MpUeMIeMast

o 1
COJIb, COJIbBAT, CTEPEOU3OMEp, H30TONMUYECKUN BapuaHT uiau N-okcuna, B koropom R
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npencrasisier codoit CHs.

5. CoenuHenne 1o JIOOOMY OJHOMY W3 BapHUAaHTOB OCYIIECTBIEHUs |-4 wiu ero
(apMaLieBTHUECKU MTPUEMIIEMAsi COJIb, COJIBBAT, CTEPEON30OMEp, N30TONMUYECKH BapUaHT U N-
OKCHJI, B KOTOPOM Ar! npencrasisier cobod (heHWs, 3aMEIleHHBI OJHUM 3aMEeCTUTENIEM,
BbIOpaHHBIM U3 rpymmsbl, cocrosimmeit u3: Cl, F, CHs;, OCHs;, CH,F, CHF,, CF;, CHF,CHs,
OCHF,, CN u 1yKI0npomnu.

6. CoenuHeHue Mo JOOOMY OJHOMY W3 BapHAaHTOB OCYILIECTBICHUs 1-4 WM ero
(bapMaleBTHYECKU MPUEMIIEMAsT COJTb, COJIBBAT, CTEPEOU3OMEP, U3OTOITUYECKHI BapUaHT UK N-

okcuz, rae Ar' BBIOMPAIOT U3 TPYIIIIBI, COCTOSIIEN U3
F F,

T T OO

» , F , , , y ,

F

F ZN
-, ™ (@] F ~ ;;fr
iseiiondissiion

) ? U .

7. CoenuHeHwe TO JIFOOOMY OIHOMY W3 BapHaHTOB OCYIIECTBJIICHUs 1-4 Wil ero
(bapMaLeBTHYECKU MTPUEMIIEMAsi COJTb, COJTBBAT, CTEPEON30MEp, M3OTONMUYECKUI BapHaHT Wi N-
okcuz, rae Ar' NpencTaBisier OO0 (eHWI, 3aMEIIEeHHbIH IBYMs 3aMECTUTEIISIMU, KOKIbIA U3
KOTOPBIX HE3aBHCHMO BbIOMparoT u3 rpymisbl, coctosmei us: Cl, F, CHs, CHF,, CF;, CHF,CHjs,
OCHj;, OCHF; u (C=0)CHj;.

8. CoenmHenune 1o JIOOOMY OJHOMY W3 BAapHUAaHTOB OCYLIECTBJIICHUs 1-4 WK ero
(dapmaLieBTHUECKU MTPUEMIIEMAsi COJIb, COJIBBAT, CTEPEOU30OMEp, N30TONMUUECKHU BapUaHT U N-

1 o
OKCHI, I'A€ Ar BbI6I/IpaIOT U3 rpymnIibl, COCTOALICH U3.
cl F

F F
Vﬁja “r° w‘@rm M e ¥ ;w't/F ;{C M
’ @CI’ . @F' \C(C% ' F‘G:F’
F F F F
oot sl aloakicadio e
@ ’ ’ F' @ cl o Fe cl
F
F F F £ R F R r R s
* # ¥ ¥ ¥ A
(@] o
e g vl ol

9. CoenuHeHne moO JIFOOOMY OIHOMY M3 BapHaHTOB OCYIIECTBJIICHUs 1-4 wim ero
(bapMaLeBTHUECKU MTPUEMIIEMAsi COJTb, COJTBBAT, CTEPEOU30MEP, M3OTOMNIECKHII BapUaAHT UK N-

1 . . .
OKCHUJ, rae Ar mpencrasisier coboi (eHm, 3aMeIeHHbId TPeMs 3aMECTUTEIISIMU, KaXKAbIA U3

KOTOPBIX HE3aBUCHMO BBIOpPAH U3 IPYIIIBI, COCTOsALIeH 3 rajnorena u CHs.
10. Coenunenne mno J0OOMYy OJHOMY U3 BApUAHTOB OCYLIECTBIEHUs 1-4 win ero
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(hapMaLeBTHUECKU MTPUEMIIEMAasi COJIb, COJIBBAT, CTEPEOU30OMEp, N3OTONMUYECKHI BapUAHT U N-

1 .
OKCH], rae Ar BBIOUPAIOT u3 IPYIIIBL, COCTOsILIIEN u3:

F
W Fo Foou N
CL Tl Tl T
F F F

11. CoenuneHue mo JOOOMYy OZHOMY M3 BapUAHTOB OCYIIECTBIEHHS 1-4 WK ero

(apMaeBTHYECKH TIpUEMIIEMast COJIb, COJIbBAT, CTEPEOU30Mep, H30TOMMYECKUN BapHaHT Win N-
1 o o

OKCHIO, rae Ar MpeEACTaBIISAACT CO6OI/I THEHWUJI, 3aMCIICHHBIM OOHUM HJIU ABYMsS 3aMCCTHUTECIIAMU,

He3aBrcuMo BeiOpanubiMu u3: Cl, CHs, CF; u CHF..
12. CoenuHenne mo JFOOOMY OJHOMY W3 BAapUAHTOB OCYINECTBJICHUS 1-4 win ero

(hapmMareBTHYECKH TpUEMIIEMast COJIb, COJIbBAT, CTEPEOM30MEp, H30TOIMNYECKUN BapHaHT Win N-

OKCHZ, rae Ar' BBIOUPAIOT U3 CPYIIILL, cocTosiLen 3!
s S S S S
> Cl ~ > Cl~ CFy CHF
oy YO O O
13. CoenuHenne mo JOOOMY OJHOMY W3 BAapHAHTOB OCYINECTBJICHHS 1-4 wim ero

(dapMaLeBTHYECKU MMPUEMIIEMAsi COJTb, COJIbBAT, CTEPEON30MEp, U30TONMUYECKUI BapuaHT wiu N-

1 .
OKCHJI, rae Ar BBIOUPAIOT U3 TPYIIIBL, COCTOsILIEN u3:

i
v‘EJX 4 i ;‘OX

14. Coenunenne mo moOOMYy OJHOMY M3 BapHaHTOB ocyliecTBieHus 1-13 wmmm ero

¢dapmaneBTHYECKH ITpUEMIIEMasi COJIb, COJIbBAT, CTEPEOU30MEp, U30TOIMMYECKUI BAPUAHT WIIH N-

e
?”")Lﬂfjm*:n

2 .
okcHz, B kKoTopoM R™ npencrasisier codoit ; TIe

R? HesaBucumo BeIOMparoT m3 rpymmel, cocrosimei uz: H, Cl, F, OH, CH;, CH,CH;,
CH,F, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,OH,
CH(OH)(CH3), CH,OCHj3;, OCHF,, OCFs;, OCHi, OCH,CHis, NH(CH3), NHCO,CHs;,
NHC(=O)CH3, NHC(=O)CF;, NHC(=O)uuknonporun, N(CH3)C(=O)CHs3, C(=0O)N(CHj3),,
C(=0)CH3, CN, NHSO2CH3, SO,CHj3, 1H-umunazon-2-ui, 2-nupuani, 3-mupuaui, 4-napuan,
NMPUMUIUH-4-Ul W OUPPONUIAMH-2-OH, WM JBa 3aMecTHTeNss R" 00benMHSIOTCS ¢
oOpa3oBaHHEM LHKJIOMPOMWIA, LHUKIOOYTHIA WM OKCEeTAaHWIA, TMPHYeM ITUKJIOMPOITHIT
HeoO0s3aTeIbHO CONEPKUT OJIUH WU ABa 3amectures F

U n paBHO | nm 2.

15. Coenunenue mo moOOMy OZHOMY M3 BapHaHTOB oOcCyliecTBieHUs 1-13 wumm ero

(bapmMareBTHUECKH pUeMIIEMast COJIb, COJIbBAT, CTEPEON30MEP, M30TOMUYECKHH BapHaHT UITH N-
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OKCI/II[, B KOTOpOM R* BbI6I/IpaIOT u3 prr[l'[bl COCTos[LueI‘/'I u3:
?\)\N\j MN&MN\:}\ NQ\VLP NQ\ ?‘S\)LND\
i N ?iiN i N N N N
e =T s g(“""’* S CLCFQH
0 3()1\ :,F\)-I\
Y e, g om M &M e

CFy -

o e C\ .@\f

N , N” “CF,
H H H H B
M it P M
Y 0 WAy YN P o)
0
08, e A S
/N\

16. Coenunenne mo moOOMY OZHOMY M3 BapHaHTOB oOcyllecTBieHus 1-13 wmmm ero
(bapmMaleBTHUECKH TIpUeMIIEMast COJIb, COJIbBAT, CTEPEON30MEP, U30TONMNYECKUN BapHaHT Win N-

OKCHJI, B KOTOPOM R’ BBIOMPAIOT U3 IPYIIIBL, COCTOSIIEH H3:

e
\}M\D(M\A’M\jr/ M)R%\ | \j\/CFg

17. CoenuHeHne mo MOOOMY OIHOMY W3 BapHAaHTOB OCyliecTBiIeHUs 1-13 wmmm ero
(apmMareBTHUECKH TIpUEMIIEMast COJIb, COJIbBAT, CTEPEON30MEP, H30TONMNYECKUN BaAPHAHT MK N-

2 .
OKCHJI, B KOTOPOM R~ BBIOMPAIOT U3 IPYIIIBL, COCTOSALIEH U3:
0 O

TR Py

18. CoenmnHeHue mo mOOOMY OZHOMY W3 BapHAaHTOB oOcCyliecTBieHus 1-13 wmmm ero

(bapmMareBTHUECKH pUeMIIEMast COJIb, COJIbBAT, CTEPEON30MEp, M30TONMNYECKUN BapHAHT WK N-
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2 o
OKCHUJ, B KOTOPOM R BbI6I/IpaIOT u3 IPyIIBbL COCTOALIEH u3:

i ay g %

19. Coenunenue mo OOOMYy OIHOMY W3 BapHAHTOB ocyuiecTBieHHst 1-13 wmu ero
(bapMaleBTHUECKH TIpUeMIIeMast COJIb, COJIbBAT, CTEPEOM30MEp, H30TONMUYECKUN BAPUAHT MK N-

OKCHJ, B KOTOpOM R? BbI6I/Ipa}OT u3 prr[HbI COCTos[LueI‘/'I 1/13'

e N >y
O Qzlss*‘)\o :i)L\:Z Q QR/S | QSE
O ?()LN /sx'j\'\' 0 u
p %-{ HN—/( HO Q: '
MN OH
Q.

F

20. CoenuHenne mo JOOOMY OJHOMY W3 BapHaHTOB OcCyliecTBieHus 1-13 wmmm ero
(bapmareBTHUECKH IpUeMIIEMasi COJIb, COJIbBAT, CTEPEON30MED, M30TONMNIECKUN BapHAHT WK N-

OKCHJI, B KOTOPOM R’ BBIOMPAIOT U3 IPYIIIbL, COCTOSIIEH U3:
O O 0
gaeha ot ol
F
> H NJ\
F H
21. CoenunHenue mo moOOMY OAHOMY M3 BapHaHTOB OCylecTBieHus 1-13 wuam ero

(bapMaeBTHUYECKH TIpUeMIIeMast COJIb, COJIbBAT, CTEPEON30MEp, H30TOMMMYECKHI BApUAHT UK N-

OKCHJI, B KOTOPOM R? BBIOUPAIOT M3 TPYIIIbL, COCTOSIILIEH U3
0 0O 0 0 0 o)
?{)Lﬁ/ a{)Lrl\l/ }‘\)J\N/\ ‘\Ji)LN/\ ?()]\T/\/OH M\T/\/O\
i 3 H 4 | ' 1
0 O 0] O O -
0 N
MTV’ ;ULTACFa ){)LT/\‘:‘\N )QLHL ) MHL |
22. CoenuHeHne mo JOOOMY OJHOMY W3 BapHaHTOB OCyllecTBIeHUs 1-13 wmmm ero

(bapmMarneBTHUECKH pUEMIIEMast COJIb, COJIbBAT, CTEPEON30MEP, H30TONMNIECKUN BAPHAHT MK N-

2 o
OKCHJI, B KOTOPOM R~ BBIOMPAIOT U3 IPYIIIIBL, COCTOSAIIEH U3:
O

ON ?”\iw s ON S ON RIS MN YL)OLNR
O O s .

H H

H
' o R
0 S
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23. CoenunHenue mo oOOMY OAHOMY W3 BapHAaHTOB OCYLIECTBIEHUS 1-22 WM ero
(bapmareBTHUECKH TIpUeMIIEMast COJIb, COJIbBAT, CTEPEON30MEP, M30TONMNIECKUN BapHAHT WK N-
OKCHJ, A€ N paBHO 1.

24. CoepuHeHue 1o oOOMY OAHOMY W3 BapHaHTOB OCYLIECTBJICHUs 1-22 WM ero
(bapmManeBTHIECKH IpUeMIIeMast COJlb, COJIbBAT, CTEPEON30MEp, U30TONNYECKUN BapHaHT i N-
OKCHUJ, TJI€ N PABHO 2.

25. CoenuHenue no moOOMYy OIHOMY M3 BapUAaHTOB OCyLiecTBIeHHs 1-24 wnm ero
(apMaeBTHYECKH TIpUEMIIEMast COJIb, COJIbBAT, CTEPEOU30MEp, U30TOMUYECKHI BapUAaHT Win N-
OKCHJ, rae m paBHO 1.

26. CoenuHenue Mo moOOMY ONHOMY W3 BapHaHTOB OCYIIECTBIEHUS 1-24 WM ero
(apmManeBTHYECKH TIpUEMIIEMast COJIb, COJIbBAT, CTEPEOH30OMEp, H30TONMNYECKUN BapHaHT Win N-
OKCHJI, TA€ M PaBHO 2.

27. CoenuHeHHE N0 BapUAHTY OCyIIEeCTBICHUs | U ero apManeBTH4YEeCKH MpUEMIIEMbIE
COJIM, COJIbBATBI, CTEPEOM3OMEpBI, H30TONUYECKHE BAapUAHTBl MM N-OKCHIBL, HMEIOLINe
cTpykTypy hopmyiel (IA):

R1
N
s

| N
ATNFN o

u<
(a) N
LaRe),

rae

R! npenctasisiet codoit H, F mnu CHz;

Ar' BBIGpaH U3 IPYIIIIbY, COCTOAMIEH 13!

(a) ¢enmna, 3aMeINEHHOrO OIHUM 3aMECTHUTEIEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIHL
cocrosimeit  wu3: ramoreHa, Cjeankmna, OC;eankuna, CienepranoreHankmia, OC.
eniepranorenankuna, CN u Cs_gLIuKII0aNKUIIA,

(b) denunna, 3aMeIIeHHOrO ABYMsI WJIH TPEMSl 3aMECTUTENSIMH, KaKIbIH W3 KOTOPBIX
HE3aBUCHMO BBIOMPAOT M3 TIpymmbl, cocrosimeidt w3: ramoreHa, Cieankuma, Ci.
enepranorenankuia, OCsankuna, OC . ¢nepranorenankuna u (C=0)CHs; u

(c) THeHMIA, 3aMENIEHHOrO OIHHM WM JBYMS 3aMECTHTEJSIMH, HE3aBUCHMO
BbIOpaHHbIMU U3: TajioreHa, Ci.eankuna u CigleprajJoreHalKmia, U MUPUANHA, 3aMEIIeHHOTO
CFs;

R? He3aBMCHMO BBIOMPAIOT M3 IPyINbI, cocrosmer us: H, ranorena, OH, C¢ankuna, Ci-
grasorenankuna, C,gankenmna, C,granorenankenuna, C,sankunmia, CH,OH, CH(OH)(CHj3),
CH,OCH3;, OC;g¢ramorenankmna, OC;eankmna, NH(CH3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuknomnpomuia, N(CH3)C(=0)CH;3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH;, SO,CHs, 1H-umupason-2-una, 2-nupupuia, 3-NUAPUAWIA, 4-MUPUANIA,
NUPUMUIUH-4-UNa W T[UPPONUAMH-2-OHA, MJM JBa 3amecturens R oObequHsIOTCA €

obOpazoBaHneM (3 ¢IUKIOANKIIIA WIH TeTepOLUKIoaNKimIa, mnpudeM (3 ¢IUKIOANKUI U
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reTePOLMKIIOANKIIT HEOOs3aTeIbHO 3aMeIIat0T OAHUM HJTH IBYMS 3aMeCTUTENsIMU F; 1

n pasHO 1 nnn 2.

28. CoenuHeHHWe IO BapHAHTy OCYIIeCTBIeHUss 27 wiu ero (¢apMaleBTHYECKU
IpuemMIeMasi CoJib, COJIbBAT, CTEPEOU3OMED, U3OTONMNYECKUM BapUaHT Uiu N-OKCun, rae

R! npexacrasJsier codboit H, F unu CHj3;

Ar' npeacTasisier coOOW (eHWs, 3aMEeIeHHbIH ABYMsI WM TPeMsl 3aMECTHTENSIMU,
KaX/IbIii M3 KOTOPBIX HE3aBHCUMO BBIOMPAIOT U3 TPYIIIbI, cocTosiel u3: rajoreHa, C4ankuna,
C4qnepranorenankuna, OC4ankmna u OC;_qneprajoreHaaKuia,;

R? HesaBucumo BeIOMparoT mM3 rpynmel, cocrosmei us: H, Cl, F, OH, CH;, CH,CHs,
CH,F, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,0H,
CH(OH)(CH3), CH,OCHs;, OCHF,, OCF;, OCH;, OCH,CH;, NH(CH;3), NHCO,CHj;,
NHC(=0O)CH3;, NHC(=0)CF;, NHC(=O)uuknonporun, N(CH;)C(=0)CH;, C(=0)CHs, CN,
NHSO,CHj, 1H-umupazon-2-un 2-nupuawi, 3-MAPUAWI, 4-TUPUAWI, MUPUMUANH-4-UIT U
NMPPONMAMH-2-OH, MJIM ABa 3aMecTuTens R* oObemuHsAoTcs ¢ 06pa3oBaHMEM LMKJIOMPOINUIA,
UKJIO0YTHJIA UJTH OKCETAHWIIA, MPUYEM LUKJIOMPOIUII HeOOS3aTeIbHO COMEPKUT ONVH WU JIBa
3amectures F,

U n paBHO | nmm 2.

29. CoenvHeHNE MO BapUAHTY OCYLIECTBJIEHUs 27 WU BapUaHTy OCYyILeCTBIeHUs 28 uiu
ero (apMaleBTUYECKH TpUeMIIeMasi COJIb, COJbBAT, CTEPEOH30OMEp, M3OTOMUYECKUN BapUAHT
nm N-okenz, rae R' npencrasmsier coboit H.

30. CoenuHeHHe MO BapUAHTY OCYINECTBICHHs 1 U ero ¢apMaleBTHUECKU TIPUEeMIIEMbIe

COJin, COJIbBATBI, CTCPCOU3OMEPDBI, H3OTOMUYCCKUEC BapUAHTBI WA N-OKCI/II[bI, HMCHOIIINEC

cTpykTypy popmyinsl (IB):
Ptl'“ = N} 0
{18

rae

Ar' BBIGpaH M3 IPYIIIIbL, COCTOSLIEH H3:

(a) penmna, HE3aBUCUMO 3aMEIIEHHOTO OJHUM 3aMECTUTENIEM, BBIOPAHHBIM M3 TPYIIIIHI,
cocTositiel u3 rajnoresa u Cj¢leprajoreHankmia;

(b) denmna, 3aMeIIeHHOrO ABYMS HJIH TPEMSl 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBHCHUMO BbIOpaH U3 rpymmbl, coctosmel u3 ranorena, Cjgankuna, CiglieprajoreHalKuIa,
OC | ¢nepranoreHankuia; u

(c) TueHWNa, HE3aBHCHMO 3aMELICHHOIO OJHHUM WM JBYMS 3aMECTUTEISIMH,

BLIOpaHHBIMU u3: ranorena, Cieankuna u CjgneprajioreHankuna, 1 MUPUAMHA, 3aMEIEHHOrO
CF;;

KOJIBLIO @ BBIOMPAIOT U3 TPYIIIIBI, COCTOSIIIEH U3:
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"iN&n “{N/\| FNN\s N 25 | NlR,S
(R%, ; K/o ; \:Rk © RIS N’Ko R O'H AR/sk/o;
H

kaxaeii R” HesaBHCHMO BbIOMparoT 3 rpymmsl, cocrosmedl ws: H, OH, F, OCHj,
CH,0CH3 u NHC(=0)CHj3; nnu nBa 3aMeCTUTES R® coenunsitoT BMecTe ¢ obpazoBanuem =0,
n paBHo 1 wnu 2; u

m paBHO | nmm 2.
31. CoenuHeHwe 1O BapuaHTy ocyiecTBieHuss 30 win ero (¢apMaleBTHYECKU

npuemiiemMasi Cojlb, COJIbBAT, CTEPEOU30MEP, U30TOMMUECKUH BapraHT WiIM N-OKCHA, B KOTOPOM

KOJIBLIO @ NPEACTaBIISIET coboii
£ ;r<N Q ,?‘NQ Q :iNQ p ?‘NQ #‘iQ
Q QRIS ’ RIS gE , ! A Y ‘<

f“‘%« ;z faeiac ootk s & o)

, HITH .
R.'S RIS\ ¢ %/o

H

32. CoenuHeHNne N0 BapUaHTy OCYINECTBJIEHUs 1 U ero ¢papMaleBTHUECKU MPUEMIIEMbIe

COJix, COJIbBATBI, CTCPCOU3OMEPDBI, H3OTOMUYCCKUEC BapHUAHTbI WA N-OKCI/II[bI, HMCHOIINEC

cTpykrypy popmyunsl (IC):
Ri

rie

R! npenctasisietr codoit H, F wnmu CHs;

Ar' BBIGpaH M3 IPYIIIbL, COCTOSAMIEH H3:

(a) pennna, HE3aBUCUMO 3aMEIIEHHOTO OHUM 3aMECTUTENIEM, BBIOPDAHHBIM H3 TPYIIIBI
cocTosiiei u3 rajnoreHa u C.¢leprajoreHankmia;

(b) ¢enmna, 3aMeIIeHHOrO ABYMS HJIH TPEMSl 3aMECTUTENSIMH, KaKObIA U3 KOTOPBIX
HE3aBHCHUMO BbIOpaH U3 TPYIIBI, cocTosieil u3 ranorena, Ci ankuna, CiglieprajoreHaKkuIa,
OC|_¢nepranoreHankuia; u

(c) THeHWMJA, HE3aBHCUMO 3aMEIEHHOr0 OIHUM WM JBYMS 3aMeCTHTEJSIMH,
BbIOpaHHbiMU u3. ranoreHa, Cjeankuna u CieleprajoreHankuia;, U MUpUIUHA, 3aMEIEHHOTO
CFs;

R Bribuparot u3 rpymmel, cocrosimei u3; Csankmna; CH;CH=CH,; C)_ granoreHankuia;



250

CH,>CH,OCHj3; CH2CH>OH; CH,CN; NH,; NH-C(=O)CH3; uuknonponuia;, nukiodyTmna; 3-
oummkiio[1.1.1]nenranmna; 3,3-gudropuukiodyTwia; 1-merunazeTuanH-3-uia, U OKCeTaH-3-
uja; u

R° npencrasnsier coboit H wmu CH;.

33. CoenguHeHMe 1O BapUAHTy OCYyIIeCTBIeHUs 32 wiu ero (¢apMaleBTHYECKU
npuemiiemMasi CoJib, COJIbBAT, CTEPEOU30MEpP, U30TONMHUECKU BapuaHT Uil N-OKCHA, B KOTOPOM

Ar' npencrassier co6oit
RF
s S 5 S S S CFy S 2‘5\ ¥ ¢l X
e O O O e e
coak ol salivalcaksdi oy
F
©)\, @K : cr F cl - F'
F F
F K
O O O O Ay OO
@= F cl o F \©>(F \C[CIF ’
F
PN Fo F W
oy X X [&4
F' , AITH .
@FF , I I ! F

34. CoenuHenue, BHIOpaHHOE U3 COENMHEHMN M3 TaOmuIbl 1, U ero (apManeBTHUECKH
IIPUEMJIEMBIX COJIEH, COJIbBATOB, CTEPEON30MEPOB, N30TOMHBIX BAPUAHTOB U N-OKCHUIOB.

35. CoennHenue mo JOOOMy OAZHOMY M3 BapHaHTOB oOcyluecTBieHus 1-34 unm ero
(dapmMaLeBTHIECKH ITpHEeMIIEMasi COJIb UJTH COJIbBAT.

36. Coenunenne mo moOOMy OJHOMY M3 BapHaHTOB ocyiuecTBieHus 1-34 wim ero
¢bapmaneBTHIECKH TIPHUEMIIEMAst COJIb UM N-OKCHI.

37. CoenuHeHue mo JOOOMYy OJZHOMY W3 BapHaHTOB OCylIecTBIeHus 1-34 wiam ero
(bapManeBTHYECKH MTpHEeMJIEMasi COJIb.

38. CoenuHenue o J0OOMY OTHOMY M3 BAPUAHTOB OCyIllecTBIIeHus 1-34.

39. ®@apManeBTHYECKH TNpUEMIIeMasl COJIb COCOUHEHHs IO JIFOOOMYy OJHOMY W3
BApPUAHTOB OCYIIECTBICHUS 1-34.

40. @apmareBTHYECKast KOMITO3HLIUS, COEpIKallas COeANHEHUE 10 JFOOOMY OTHOMY U3
BAPUAHTOB OCylIecTBIeHHs 1-34 wmiu ero (papMaLeBTHYECKH NPUEMIIEMYIO COJIb, COJIbBAT,
U30TOMMYECKUH BapHaHT WU N-OKCHI, U (PapMaLeBTHUECKH TPUEMIIEMbIil SKCLIUTTHEHT.

41. @apmaneBTHYECKast KOMITO3HLIUS, COEPIKallasi COEAMHEHUE 10 JTI0OOMY OJHOMY U3
BAPHUAHTOB OCYIIECTBICHUs 1-34 min ero papManeBTHYECKH MPUEMIIEMYIO COJIb WIIH COJIbBAT, U
(bapmMareBTHIECKH TPHUEMIIEMbII SKCIIUTTHEHT.

42. dapmManeBTHYECKasi KOMITO3HMINS, COAEprKaIlas COSAMHEHUE 10 JI0O0OMY OIHOMY U3
BAPUAHTOB OCYINECTBIEHUs 1-34 nin ero ¢papMaLeBTHUIECKH IPUEMIIEMYIO COJIb U N-OKCH, U
bapmMareBTUYECKH TPUEMIIEMbII SKCIIUTTHEHT.

43. dapmarieBTHUYECKasi KOMITO3HMLINSA, COAEPIKaIlas COSAMHEHUE 10 JI0O0OMY OJHOMY U3
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BAapUaHTOB ocymecTsieHuss 1-34 wimm ero (QapmManeBTHUYECKH TNPUEMIIEMYIO COJb, M
(bapmMareBTHUECKH TPUEMJIIEMbIH HKCIIUTTHEHT.

44, dapmarieBTHYECKasT KOMITO3HMLINSA, COAEPIKaIlas COSAMHEHUE 10 JI0O0OMy OJHOMY U3
BAapUAHTOB ocylecTBiIeHus 1-34, 1 papmManeBTHYECKU IPHUEMIIEMBbI SKCIUITUEHT.

45. dapmaueBTHUECKass KOMIIO3ULMS, cojepsKamas (papMaleBTHUECKH NPUEMIIEMYIO
COJIb COEAMHEHHUS IO JII0OOMY OHOMY M3 BapHAHTOB OCyliecTBiIeHus 1-34, u hapMarieBTHUeCKH
IpUEMJIEMBIH SKCLIUITUEHT.

46. EpuHuuHas n03upoBaHHasi (opma, coiepskainas TeparneBTHuecku 3P ekTHBHOE
KOJM4eCTBO  (hapMaLEBTHUECKOW KOMIO3ULUH MO JI0OOMy OJHOMY M3 BapHAHTOB
ocyuectBieHus 40-45.

47. Cnoco® gedeHus cyObekTa, y KOTOPOrO IHUArHOCTHPOBAHO 3a0o0JeBaHME,
pPacCTPOMCTBO WM MEIULMHCKOE COCTOSHHUE WM KOTOPBbIH CTpagaeT oOT 3aboJeBaHus,
paccTpoiicTBa WJIM MEIULIMHCKOTO COCTOSIHUS, OINOCPEAOBAHHOIO AaKTHBHOCTBIO peLenTopa
GIluN2B, Bxmouaromuil BBEAEHHE CYOBEKTY TepaneBTHUECKH 3(P(EeKTHBHOrO KOJMYECTBA
COeAMHEHUs1 1O Jo00My OJHOMY W3 BapUAHTOB ocymecTtBieHuss 1-34 wimm  ero
(apMareBTHYECKHN MPUEMIIEMOH COJIH, COJIbBATA, U30TOMUYECKOr0 BapHaHTa MM N-OKCH/IA.

48. Cnoco0 geueHuss cyObekTa, y KOTOPOrO IHArHOCTHPOBAHO 3aboieBaHHE,
pPacCTPOMCTBO HMJIM MEIULMHCKOE COCTOSHUE WM KOTOPBbIH CTpagaeT oOT 3aboJeBaHus,
paccTpoiicTBa WJIM MEIULIMHCKOTO COCTOSIHUS, OINOCPEAOBAHHOIO AaKTMBHOCTBIO peLenTopa
GIluN2B, sBxmouaromuii BBeAeHHE CYOBEKTY TepaneBTHUeCKH 35(P(eKTHBHOro KoIu4ecTBa
COoeAMHEHUs 1o JoOOMy OJHOMY W3 BapHaHTOB oOcylnecTBieHus 1-34 wim  ero
(bapmareBTUIECKH TPUEMIIEMOM COJIU HJTH COJIbBATA.

49. Cnoco0 neueHuss CyObekTa, y KOTOPOrO JHMArHOCTHPOBAHO 3aloJieBaHUe,
pPacCTPOMCTBO WM MEQUIMHCKOE COCTOSIHHE MM KOTOPBIH CTpajgaeT OT 3a0oJeBaHmUs,
paccTpONCTBa WJIM MEIULIMHCKOTO COCTOSIHMs, ONOCPEAOBAHHOIO AaKTHUBHOCTBIO pELENTOpa
GIluN2B, Brmouarommii BBeAeHHE CyOBEKTY TepaneBTHYecKH 35(dekTHBHOro KoiudecTsa
CoeMHEHUsT 1O JoO00OMy OJHOMY W3 BAapUAHTOB oOcywecTtBieHus 1-34 wim  ero
(bapMaleBTUYECKU TPUEMJIEMON COJU Wit N-OKCH/IA.

50. Cmnocob neyeHuss cyObekTa, Yy KOTOPOro IHATHOCTHPOBAHO 3a00JieBaHUE,
pPacCTPOMCTBO WM MEOULMHCKOE COCTOSHUE WM KOTOPbIH CTpagaeT oOT 3aboJeBaHus,
paccTpoiicTBa WJIM MEIULIMHCKOTO COCTOSIHUS, OINOCPEAOBAHHOIO AKTHBHOCTBIO peLenTopa
GIluN2B, Bxmouaromuii BBEAEHHE CYOBEKTY TepaneBTHYeCKH 3(PQPEKTHBHOrO KOJUYECTBA
COeAMHEHUs1 1O Jo00My OJHOMY W3 BapUAHTOB ocymecTtBieHuss 1-34 wimm  ero
(hapMalleBTHYECKU TPUEMIIEMOU COJIH.

51. Cmocob nedyeHust CyOBeKTa, y KOTOPOrO JHATHOCTHPOBAHO 3a00JieBaHUE,
pPacCTPOICTBO WM MEOULMHCKOE COCTOSHHE WM KOTOPBIH CTpajaeT oOT 3a00JeBaHMS,
paccTpoiicTBa WJIM MEIULIMHCKOTO COCTOSIHUS, OINOCPEAOBAHHOIO AKTHBHOCTBIO peLenTopa
GIluN2B, sBxmouaromuii BBeAeHHE CYOBEKTY TepaneBTHUeCKH 35(PQeKTHBHOro Koim4ecTsBa
bapmarieBTUIECKONH KOMIO3HULIMH TIO JI0OOMY OJJHOMY M3 BapUaHTOB ocyiuecTsieHus 40-45 wun

€IMHUYHON JO03UPOBAHHON (POPMBI IO BAPUAHTY OCYLIECTBICHUS 46.
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52. Cnocob mo moboMy OZHOMY W3 BapUAHTOB ocyinecTBiieHus 47-51, B KOTOpOM
paccTpoiicTBO, 3a0o0NeBaHME WM METUIMHCKOE COCTOSIHHE, OINOCPEJOBAHHOE pPELENnTOpPOM
GIuN2B, BxiIO4aeT OHWMONPHOE PaACCTPOMCTBO, OOJBIIOE IEMPECCUBHOE PacCTPOUCTBO,
PE3UCTEHTHYIO K JICYEHHIO JENPECCUI0, PACCTPONCTBO HACTPOECHMUs], MOCIEPOAOBYIO IEMPECCHUIO,
ce30HHOe apPeKTHBHOE paccTpoicTBO, Oone3Hb Aublreiimepa, OonesHbp [lapkuHCOHA, XOperO
XaHTUHITOHA, PAaCCEesHHBIA CKJIEpO3, KOTHUTUBHOE HApylIEHUE, TPaBMy TIOJOBBI, TPaBMY
CIIMHHOTO MO3Ta, WHCYJIBT, STUJICNCUI0, AUCKUHE3UH, OOKOBOH aMHOTPO(MUYECKHI CKIIEpO3,
HEHpOJereHepalio, CBI3aHHYI0 C OakTepuajbHOW WM XPOHHUYECKOH HH(peKuuel, O0OoJeBoi
CHHIPOM, THA0ETUYECKYI HEHPONAaTHIO, MUTPEHb, UIIEMHUIO TOJOBHOTO MO3ra, MU30(PEHUIO,
sHUe(aTuT, ayTu3M WM PACCTPONCTBO AyTHCTUYECKOTO CIEKTPa, HAPYIICHHE MaMATH,
HApYLIEHHe CIOCOOHOCTH K OOy4eHUro, 00CECCHBHO-KOMITYJIbCUBHOE PACCTPOMCTBO, CHHIPOM
neduuuTa BHUMaHUs U runepaktuBHOCTH (C/IBI') M aiiMKTHBHOE PAaCCTPOMCTRO.

53. Cnoco® mo BapuaHTy OCYINECTBJCHHs 52, B KOTOPOM 3a00JieBaHUE, PacCTPOMCTBO
W MEAWIMHCKOE COCTOSIHHE, OMOCPEIOBAHHOE aKTHBHOCTHIO penentopa GluN2B, Bkimrouaer
OUIONIIPHOE PACCTPOICTBO, PACCTPOICTBO HACTPOCHUS, PE3UCTEHTHYIO K JIEUEHUIO JIETPECCHIO,
00JBIIOE IETTPECCUBHOE PACCTPONCTBO WIIH STTHIIETICHIO.

54. Cnoco® mo BapuaHTy OCYINECTBJICHHsS 52, B KOTOPOM pPaCCTPOHCTBO, 3a0oJjieBaHUE
WIH MEIULIMHCKOE COCTOsSIHHE, onocpenoBanHoe penenrtopamu GluN2B, Brirodyaer OumosipHoe
PacCTPOMCTBO.

55. Cnioco0 1o BapuaHTy OCYIIECTBIIEHUS 52, B KOTOPOM 3a00JIeBaHUE HITH METULIMHCKOE
COCTOSIHHE, OINOCPENOBAHHOE AKTUBHOCTHIO peuenTtopa GIuN2B, BkIO4aeT paccTpoNCTBO
HACTPOEHHUSI.

56. Croco0® mo BapuaHTy OCYIIECTBJIEHHS] 52, B KOTOPOM pPAacCTPONCTBO, 3ab0yieBaHUE
WIM MEIMLUHCKOEe COCTOsiHMe, omocpenoBaHHoe peuentopamu  GIuN2B,  Bkirodaer
PE3UCTEHTHYIO K JICUEHUIO AETPECCHIO.

57. Crioco0 1o BapuaHTy OCYIIECTBIIEHHUS 52, B KOTOPOM 3a00JIeBaHHE HJIK MEIULIMHCKOE
COCTOSIHHE, OMNOCPEeNOBAaHHOE aKTHBHOCTHIO peuentopa GIuN2B, Bximodaer Oonbinoe
JeNpPeCcCUBHOE PacCTPOMCTBO.

58. Cnoco® mo BapuaHTy OCYIIECTBJIEHHs 52, B KOTOPOM 3a00JieBaHUE, PACCTPOHCTBO
WK MEAWIIMHCKOE COCTOSIHHE, OMOCPEIOBAHHOE aKTHBHOCTHIO penentopa GIuN2B, Bkirodaer

STIUIICTICHIO.
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®OPMYVYJIA H30BPETEHUA

1. Coenunenue, nmeroree CTpyktypy Gopmyisr (I):

WK ero (papMaleBTHYECKU MTpUeMJIEMasi COJb, COJIbBAT, CTEPEOU30OMED, M30TOMHUUECKUM
BapuaHT Wi N-OKCHI.

rae

R! npenctasisier codoit H, ranmoren v CHs;

Ar' BBIGpaH M3 IPYIIIIbL, COCTOSALIEH H3:

(a) ¢eHwmna, 3aMeIIEHHOTO OJHUM 3aMECTUTENIEM, KOTOPBIA BBIOMPAIOT W3 TPYIIIIHI
cocrosimenn u3: ramoreHa, Cjigankmna, OCigankmna, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLUKJIOANKUIIA,

(b) ¢enmna, 3aMeIIeHHOTO ABYMS WM TPEMSl 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimedl u3: ramoreHa, Cjeankuma, Ci.
enepranorenankuia, OCgankuna, OC ¢nepramoreHankmia u (C=0)CHs; u

(c) THeHWna, 3aMEUICHHOrO OJHUM WM JABYMsS 3aMECTUTENISIMH, HE3aBUCHUMO
BbIOpaHHbIMU 13: TajioreHa, Cigankuna u CigleprajoreHaNKmIa, U MUPHIUHA, 3aMEIEHHOTO
CFs;

R’ BBIOHPAIOT U3 IPYIIIIbL, COCTOAMIEH H3:

O
?"‘JLN“‘J#tRm
(d) L

R” He3aBMCHMO BBIOUPAIOT M3 Ipymibl, cocrosimel u3: H, ranorena, OH, Cgankuna, Ci-

; THe

grasoreHankuia, Cogankenuna, Cogranorenankenuna, C,gankunmna, CH,OH, CH(OH)(CHs3),
CH,OCH;, OC;g¢ranorenankuna, OC;eankuna, NH(CHj3), NHCO,CHi;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=0O)uuxknonpomuia, N(CH3)C(=0)CH3, C(=0)N(CH3),, C(=0)CH3, CN,
NHSO,CH3;, SO,CHiz, 1H-umupazon-2-una, 2-nupupuna, 3-nupuauna, 4-Mupuauia,
NMPUMUIUH-4-UNa W TNUPPOJUAUH-2-OHA, MJIM JABa 3amecturens R oObeguHsIOTCS €
obOpasoBaHneM (3 ¢IHUKIOANKIIA WM  TEeTEPOLMUKIOATKUIA, TPHYEM LUKJIOAJIKWI |

FrETCPOLUKIIOATKHIT HEOO0s13aTEIBLHO 3aMEIAl0T OAHUM UJIU ABYMS 3aMECTUTEIIAMU F,

0
“f\)]\m m
(e) L‘;\(Rb}" , Te

o b o
kakapii R™ HeszaBucuMo BbIOMparoT u3 rpymmbl, cocrosimed w3: H, OH, F, OCHs,

CH,OCH3; u NHC(=0)CH3; wiu n1Ba 3aMecTUTeNs R® coemuusior BMECTE ¢ obpaszosanunem =0;

®
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RY BBIOMPAIOT U3 rpymibl, cocTosiimeii u3: Cygankuna; C, ¢ankenuna; C; ¢raJoreHanKuia,;
CH2CH20CH3; CH2CH20H; CH2CN; NHZ; NH-C(ZO)CH3; C3_6 IMHUKJIOAJIKHMJIA, C3_
cLIUKJIOQJIKMJIA, 3aMEIIeHHOT0 ABYMs 3amecturensiMu F; 1-merunaseruann-3-una; u okceTaH-3-
una,

R° npencrasnsier coboit H ummu CHz;

n paBHO | wim 2; u

m paBHO | numm 2.

2. Coenunenue mo m. 1 wimm ero QapmaleBTUYECKU MpUEMIIeMasi COJib, COJbBAT,
CTEPEON30MEpP, U30TONMUYECKHI BApUAHT WK N-OKCUJ, B KOTOPOM R! npencrasisier codoit H.

3. Coemunenne mo mn. 1 wmm ero QapmManeBTHYeCKH TpHeMiieMasl COJib, COJIbBAT,
CTEPEON30MepP, U30TOMUYECKHUI BAPUAHT WK N-OKCUJ, B KOTOPOM R! npencrasisier codoii F.

4. Coenunenue mo m. | wim ero ¢apMauLeBTHUECKHU MpPUEMIIeMasl COJib, COJIbBAT,
CTEPEOU30Mep, U30TOMUYECKHUIN BapUAHT WK N-OKCUJ, B KOTOPOM R! npexncrasisier codoit CHs.

5. Coenunenne mo m. 1 wmm ero (apManeBTUYECKH NpHeMjieMasl COJib, COJIbBAT,
CTEPEOU30Mep, U30TONMUUYECKUM BapUaHT WM N-OKCHI, B KOTOPOM Ar' npeacTasisier coboit
(peHn1, 3aMeleHHBIN OTHUM 3aMeCcTUTeNIeM, BIOpaHHbIM U3 rpymisl, cocrosimeit u3: Cl, F, CHs,
OCHs;, CH,F, CHF,, CF;, CHF,CH3, OCHF,, CN 1 nukJIomnpornus.

6. Coemunenne mo n. 1 wam ero (apMauLeBTUYECKH MpHEMJIeMas COJib, COJIbBAT,
CTEPEOU30MepP, H30TONMUYECKUN BapuUaHT WiIM N-OKCUA, rAe Ar' BBIOMPAIOT W3 TPYIIbI,

COCTOSIIEN U3;
Y LY T O
(oaons oo

7. Coemunenue mo n. 1 wmm ero QapManeBTUYeCKH TpHemiieMasl COJib, COJIbBAT,
CTepeon30oMep, M3OTOMUYECKUI BapHaHT WM N-OKCHI, TIe Ar! npencrasisier cobor deHum,
3aMeH_IeHHbII71 ABYMs1 3aMECTHUTEIIAAMU, Ka)KI[beI n3 KOTOprX HC3aBUCUMO BbI6I/IpaIOT u3 rpynnbl,
cocrositeit u3: Cl, F, CHs, CHF,, CF3, CHF,CH3, OCH3, OCHF, u (C=0)CHs.

8. Coemunenne mo m. 1 wmmm ero (apManeBTUYECKH NpHeMJieMasl COJib, COJIbBAT,

o 1
CTepeon3oMep, M30TONMYECKUH BapuaHT wiau N-okcupa, rae Ar  BbIOMPAOT W3 TPYIIIb,
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COCTOSIIEN U3:
¢ F F F
;J"@/CI ¥ cr . o ¥ cl =L N Foss oy F
F F F R
iedsdioli ool vaksalioy
Q/ ' : E’ \@F’ cl = cl
F
R T RUF R F RO_F R_F
svalicsvilvakioniiong
F F F
F ' F' F " " ©:C|F ’
o o—
¥ O\,/F R o
COY L, L

9. Coemunenne mo mn. 1 wmm ero QapmManeBTHYeCKH TpHemiieMasl COJib, COJIbBAT,
- 1 -
CTepeon3oMep, M3OTOMUYECKUI BapuaHT Wik N-OKCHI, Tae Ar mnpeacraBisieT coboil (enm,

3aMeH_IeHHbII\/'I TPEMA 3aMECTUTCIIAAMU, Ka}KI[beI N3 KOTOPbIX HE3aBUCHUMO BbI6I/IpaIOT U3 I'PyIIIbI,

cocrosiiei u3 rajgorena u CHs.
10. Coenunennie mo n. | wmimm ero ¢apManeBTUUECKH NpHEMJIeMas COJb, COJIbBAT,

o 1
CTepeon30oMep, M30TONMYECKUH BapuaHT wiau N-Okcupa, rae Ar  BbIOMPAlOT W3 TPYIIIbL,

F
LS S S ¥
sdhodhodiod
F F ;

11. Coennnenne mo m. 1 win ero ¢apmaueBTHUECKH IpUEeMiIeMasl COJb, COJIbBAT,

COCTOSIIIIEN U3!

CTEepPEeOon30Mep, U30TOMUYECKUI BapuaHT WU N-OKCHI, THe Ar' MPEeNCTaBiIsieT COOOM THUEHUI,
3aMEIEHHbIN OJHUM WJIHM JByMs 3aMeCTUTENSIMH, He3aBucumo BoiOpanubiMu u3: Cl, CH3, CFs u

CHF,.
12. Coemunennie mo n. | mimm ero (¢apMaueBTUUECKH NpHEMJIeMasi COJb, COJIbBAT,

CTEPEOU30Mep, H30TONUYECKUN BapuaHT WM N-OKCUA, Tae Ar! BBIOMPAIOT W3 TPYIIIHI,
S bl S S S
- Cl =~ - cl - CF; -~ CHF,
e O YO O

COCTOSIIIEH U3:
13. Coenunennie mo n. | mimm ero ¢apManeBTUUECKH NpHEMIIeMasi COJb, COJIbBAT,

o 1
CTEpeon30Mep, M3O0TONMMYECKUN BapuaHT wiu N-OKCcuA, rae Ar BbIOMPAOT W3 TPYIIIbL,

o O O
= , /N,I/I N/'

14. Coenunenne mo n. 1 wim ero (apmaueBTHYECKH NpuemyieMasi COJib, COJIbBAT,

COCTOSIIIEN U3:
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- 2 -
CTEpPeon30oMep, M3O0TONMMYECKUH BapuaHT miu N-OKCHI, B KOTopoM R” mpexncrammser coOoi
O

f\/lLN“ﬁﬂ:R*:n

L ;. TIe

R HesaBucumo BeIOMparoT M3 rpynmel, cocrosmeit u3: H, Cl, F, OH, CH;, CH,CHj,
CHyF, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,0H,
CH(OH)(CH3), CH,OCH;, OCHF,, OCF;, OCH;, OCH,CH;, NH(CHs;), NHCO,CHj;,
NHC(=0O)CH3;, NHC(=0O)CF3;, NHC(=O)uuknonponun, N(CH3)C(=0)CHs, C(=O)N(CHs),,
C(=0)CHs, CN, NHSO,CH3, SO,CHj3, 1H-umunazon-2-ui, 2-nmupuani, 3-mupuani, 4-mapuam,
NMUPUMHMANH-4-UT ¥ [UPPONMAMH-2-OH, MJM JBa 3aMmecTuTels R® OObemuHSIOTCS ¢
o0pa3oBaHMEM IHUKJIONPONWJIA, LHUKJIOOYTHIA WIM OKCEeTaHWJA, NPUYEM IUKJIOMPOIHI
Heo0s13aTeNIbHO COAEPIKUT OIMH WU IBa 3aMecTuTens F;

U n pasHO | nmm 2.

15. Coenunennie mo nm. 1 wimm ero ¢apManeBTHUECKH NpHEMIIeMasi COJb, COJIbBAT,
CTEPEOU30Mep, U30TONMUYECKUN BapUAHT WIH N-OKCHUJ, B KOTOPOM R* BBIOMPAIOT M3 TPYIIIHI,

COCTos[LueI?I n3:

?\)Ln\j ?X\)LNQ\MN\:I\ NQ\MP N\j\ ?‘S\)Lm\j\

MN ‘ N\j\/ MN DRHN\%/MN\.]\/F ' N&C e

0

?‘J\j\m ?"\j\w o o
MN\}\CFS . J\O«CFal \j\o’CFzH MN\:\\MN\J\,} _

CZUQJ 3\ .@\f

JLND\N" \f{/”\N\lNJOJ\ \TE\)LNQ\NJOK , \;J\NQ\NJ?V };\)LNQ\NJOKCF
WL sWhe Ve TR

/N\

16. Coenunennie mo nm. | wimm ero ¢apManeBTUYECKH NpHEMJIeMasi COJb, COJIbBAT,
o 2
CTepeon30Mep, M30TONMHUYECKUI BapHaHT uian N-OKcuz, B KOTOpoM R” BBIOMparOT W3 Ipymisl,

COCTOSIIIEN U3:
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S Tttt St
J(M\A/M D(M\j(/ M)DEOH | \:\/ca‘

RIS

17. Coenunenne mo m. 1 win ero ¢apmaueBTHUECKH NpUEeMIIeMasl COJb, COJIbBAT,
. 2
CTepeonu3oMep, M30TOMMYECKUI BapHaHT MM N-OKCHZ, B KOTOPOM R” BBIOMPAIOT W3 TPYIIIbI,

COCTOSIIIEH U3:
£ X I
0 ?\*N oy **N
N !
HN
o
18. Coenunenne mo m. | wimm ero ¢apManeBTHUECKH NpHEMIIeMasi COJb, COJIbBAT,

o 2
CTepeon30Mep, M30TOMUUECKUI BapHaHT WM N-OKCHA, B KOTOPOM R” BBIOMpArOT W3 TPYNIIbI,

COCTOSIIIEN H3:

i % %xﬂz

19. Coenunenne mo n. 1 wim ero (apmaneBTHYECKH NpUemyieMasi COJib, COJIbBAT

2

o 2
cTepeou3oMep, M30TONMUUECKHH BapuaHT Win N-OKCHA, B KOTOpoM R™ BRIOMpArOT M3 rpymibl,

COCTOSIIIIEN 1/13’

N N ?i)LN
gi/“\Q ‘:z/s;‘\l)'\o ?\)LQ !:72 QR/S ’ QR,S,
o iy T,
p QHNJ(O I-ITW-< Q\ o
MN OH
Q |

F

20. Coemgunenne mo m. | wimm ero (apMaLeBTUUECKH TNpHEMIIeMasi COJb, COJIbBAT,
. 2
CTepeon30Mep, M30TONMMUYECKUI BapHaHT MM N-OKCHA, B KOTOpPOM R” BBIOMpArOT W3 TPyIIb,

COCTOSIIIEN U3:

OO
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21. Coenunenne mo m. | wnmm ero (apMaleBTUYECKH NpHEMIIeMas COJb, COJIbBAT,
o 2
CTepeon30oMep, M30TONMHUYECKUI BapHaHT Win N-OKcuz, B KOTOpoM R” BBIOMparOT W3 Ipymisbl,

COCTOSIIIEH HU3:
0] 0 o) 0 O 0]
?{)Lﬁ/: p{)LT/ ?:\)LN/\ ?'\)J\N/\ ﬁ)LT/\/OH ?‘\)!\T/\/O\
Ho | ' !
o) 0 0 0 o 0 N
MTN/’; MTA% MT/\*‘N MHL ; ;QL”L |

22. Coenunenne 1o m. | wnmm ero (apMaLeBTUUECKH NpUEMJIeMasi COJib, COJIbBAT,
. 2
CTepeon3oMep, M30TOMMYECKUI BapHaHT MM N-OKCHZ, B KOTOPOM R” BBIOMPAIOT W3 TPYIIIbI,

COCTOSIIIEN U3:
0

o] O 0 0 0
LA ONE s e e e~
o R ’ RJSN/KO ’ %N\,ko , %/O R LRK/O'
H H
23. Coenunenue mo m. 1 u ero (apMaleBTUYECKH NPUEMIIEMbIE COJIH, COJIbBATHI,
CTepEOM30MEPhI, U30TONMMYECKUE BAPUAHTHI MJIM N-OKCHIBI, UMEIOLIHUE CTPYKTYPY (POPMYIIbI

(IA):
R1

(14) N
TR,

rae

R! npexacrasisier codboi H, F mnu CHj3;

Ar' BBIGpaH U3 IPYIIIIbl, COCTOSLIEH 13!

(a) ¢eHmna, 3aMEIIEHHOTO OIHHM 3aMECTHUTENIEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIIHL,
cocrosimenr u3: ramoreHa, Cjiganmkuna, OC gankmma, Cjgnepranorenankuna, OC;.
eniepranorenankuna, CN u C;_gLIUKJIOaNKUIIA,

(b) denmna, 3aMeIeHHOrO ABYMsI HJIH TPEMS 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpynmbl, cocrosimedi u3: ramoreHa, Cjeankuma, C.
enepranorenankuia, OCgankuna, OCy ¢nepramorenankuna u (C=0)CHs; u

(c) TWeHWna, 3aMEUICHHOTO OJHUM WM JABYMs 3aMECTUTENISIMH, HE3aBUCHUMO
BbIOpaHHBIMU H3. TajioreHa, Cigankuna u CigleprajoreHalKmia, U MUPUANHA, 3aMEIIeHHOTO
CFs;

R* He3aBMCHMO BBIOMPAOT M3 IPyMNbI, cocrosmer us: H, ranorena, OH, Cj¢ankuna, Ci-
grasoreHankuna, C,gankenmna, Cogranorenankenuna, Coeankunmia, CH,OH, CH(OH)(CHj3),
CH,OCH3;, OC;g¢ramorenankmna, OC;eankmna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=0O)uuknomnpomuia, N(CH3)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,



259

NHSO,CH3;, SO,CHiz, 1H-umupazon-2-una, 2-nupuauna, 3-nupuauia, 4-nupuauia,
NUPUMUIUH-4-UNa W TNUPPONUAMH-2-OHA, MJM JABa 3amecturens R oObequHsIOTCA €
obOpazoBanneM (3 ¢IUKIOANKIIA WIH TeTePOLUKIOANKa, mnpudeM (3 ¢IUKIOANKUI U
reTepPOLMKIIOANIKIIT HEOOs3aTeIbHO 3aMeLIat0T OAHUM WU IBYMS 3aMeCTUTeNsiMU F; 1

n paBHO 1 nnu 2.

24. CoemuHenue 1o m. 23 wiu ero (apMaleBTHYECKH MpHEeMIIeMas COJib, COJIbBAT,
CTEPEOU30Mep, U30TONMUYECKUIN BapUaHT Uiu N-OKCHUJ, IAe

R! npenctasisier codoit H, F unu CHj;

Ar' NpeacTaBisieT coO0Oi (eHwWN, 3aMelleHHbI IBYMs WM TPeMsl 3aMECTHUTEJISIMH,
KQKIbIA U3 KOTOPBIX HE3aBUCHUMO BBIOMPAIOT M3 TPYIIbI, COCTOsIEH u3: ranoreHa, C i jankuna,
C4qnepranorenankuna, OC4ankuna u OC;_qneprajoreHankmia;

R? mesaBucumo BeIOMparoT m3 rpymmel, cocrosimed usz: H, Cl, F, OH, CH;, CH,CHs,
CH,F, CHF,, CF;, =CH,, CH=CH,, CH=CH(CHj3), CH=CH(F), CH=CF(F), C=CH, CH,0H,
CH(OH)(CH3), CH,OCHs;, OCHF,, OCF;, OCH;, OCH,CHs;, NH(CH;3), NHCO,CH;,
NHC(=0O)CH3;, NHC(=0)CF;, NHC(=O)uuknonporun, N(CH;)C(=0)CH;, C(=0)CHs, CN,
NHSO,CHj, 1H-umupazon-2-un 2-nupuawi, 3-TAPUAWI, 4-TUPUAWI, MUPUMUANH-4-UT U
NMPPONMAMH-2-0H; MJIM ABa 3amecTuTens R* oObemuHsoTcs ¢ 0O6pa3oBaHMEM LMKJIOMPOINUIA,
UKJIO0YTHJIa WJIH OKCETAHWJIA, MPUYEM LUKJIOMPOITHI HeOOs3aTeIbHO CONEPIKUT ONUH WJIH JBA
3amectures F,

U n paBHO 1 num 2.

25. Coenunenue mo 1. 23 wim ero (¢apMaleBTHYECKH IpHeMIIeMas COJib, COJIbBAT,
CTEPEOU30MepP, U30TONMUYECKHUIN BapUAHT WK N-OKCUJ, B KOTOPOM R! npencrasisier codoit H.

26. Coenunenve mo m. 1 u ero (QapmaneBTUYECKU MPUEMJIEMbIE COJIH, COJIbBATHI,
CTepPeon30Mephl, M30TONMUYECKHE BapUAHTbI WM N-OKCHABI, UMEIOIIUE CTPYKTYPY (GOpMYyJibl
(IB):

rae

Ar' BBIGpaH M3 IPYIIIbL, COCTOSAMIEH H3:

(d) pennna, HE3aBUCHMO 3aMELIEHHOTO OAHUM 3aMECTHTENIEM, BBIOPAHHBIM M3 TPYIIIIEL
cocTosiiel u3 rajoreHa u Cj.¢leprajioreHankmia;

(e) (deHmna, 3aMeIEHHOTO IBYMS WM TPEMsl 3aMECTUTENSIMHU, KaKIObIH W3 KOTOPBIX
HE3aBUCHMO BBIOMPAOT W3 TIPymmbl, cocrosimed w3 rajoreHa, Cjeamkmma, Cp.
eniepranorenankmia, OC . ¢nepraJoreHaskuia;, u

(f) TueHuna, He3aBHCHMO 3aMEINEHHOTO OJHMM WJIH JABYMS 3aMECTUTEISIMH,
BbIOpaHHbIMU U3: TasnoreHa, Cisankuiaa u CjeneprajoreHankuia;, 1 NHPHIUHA, 3aMEIEHHOTO
CF;;
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KOJIBLIO @ BBIOUPAIOT U3 TPYIIIIbI, COCTOSIICH H3:

FN\RIS &
SN& NN ?N\ X e, | W Trs
R, NSO T TRENARy T R f/skfo;
H

kaxreiii R® HesaBucuMo BHIGMparOT w3 rpymmsl cocrosmeidi m3: H, OH, F, OCHs,
CH,0OCH3 u NHC(=0)CHj3; nnu nBa 3aMeCTUTES R’ coenunsioT BMecTe ¢ obpazoBanuem =0,
n paBHO | wim 2; u

m paBHO | numm 2.
27. CoenuHenue 1o m. 26 wim ero (¢apMaleBTHYECKH MpHEMIIeMasi COJib, COJIbBAT,

CTEPEOU30Mep, M30TONMUYECKUM BapUaHT WU N-OKCHI, B KOTOPOM KOJIBLIO @ MIPENCTABJISET

coboit

N N N ;‘éN ‘jd
?Q \QmﬁNQs‘Q ﬁQF,QR,S %Eﬁp EQ Q |
?NQ ?Q \:>=O #Q,OH Ay O Q( :ﬁU O
HN—/< HO .
¥ f\N R/S rY'fN RIS
?{‘l i %lo , HJIA ﬁ\/slo .

H

28. Coenuuenue mo m. | u ero (apmaueBTUYECKU MPUEMIIEMbIE COJH, COJbBATBHI,
CTepPEeOn30Mephl, M30TONMUYECKHE BAPUAHThI WM N-OKCHABI, UMEIOIIHUE CTPYKTYPY (GOpMyJibl
I1C):

rae

R! npenctasisiet codoit H, F wnu CHs;

Ar' BBIGpaH M3 IPYIIIbL, COCTOSAMIEH H3:

(d) pennna, HE3aBUCHMO 3aMELIEHHOTO OJHMM 3aMECTHUTENEM, BBIOPAHHBIM M3 TPYIIIIEL
cocTosiiiel u3 rajnoreHa u Cj.¢leprajoreHankuia;

(e) (deHmna, 3aMEIEHHOTO NBYMSI WJIM TPEMsl 3aMECTUTEISIMHU, KaKIObIH M3 KOTOPBIX
HE3aBUCHMO BBIOMpAOT W3  TIpymmbl, cocrosmed w3 rajoreHa, Cieankuma, Ci.
sniepranorenankmia, OC . ¢neprajoreHaakuia;, u

(f) TueHuna, HE3aBUCHMMO 3aMELIEHHOTO OJHUM WJIM JBYMS 3aMECTHUTENSIMH,



261

BbIOpaHHBIMU 13: TajioreHa, Ci.gankuna u CigleprajoreHaNKmIa, U MUPHINHA, 3aMEIEHHOTO
CFs;

R¢ BbIOUpArOT U3 rpymmsl, coctosiiei us: Cgankmna, CH,CH=CH,; C;_¢ramoreHankuna,;
CH,CH,OCHj3; CH,CH,OH; CH,CN; NH,; NH-C(=O)CHj3; nuknonponuia;, uukiodyrmna; 3-
oummkio[1.1.1]nenranuna; 3,3-pudropuukiodyruwna; 1-merunazeTuanH-3-uia, U OKCeTaH-3-
uia; u

R® npencrasnsier co6oii H unu CH;.

29. Coemunenue mo m. 28 wiu ero (¢apMaleBTHYECKH MpHEMIIeMasi COJib, COJIbBAT,

o 1 o
CTepeonu3oMep, U30TOMUYECKUH BapUaHT WM N-OKCHA, B KOTOPOM AT MpPEnCTaBIsieT COO0M

OO RO O ﬁ@* OGN
(ool eel ealeuiteak et g
?JJ@/F,;{@(F* \;CEEF, :ﬁ@f} fé&: :»”O:ZFF’

F
(cegirtpseN oy

30. CoenuHenme, BBIOPAHHOE U3 TPYIIIIBI, COCTOSIIEH U3

2-16-[3-(nudropmerun)-4-propdennn|nupazono[4,3-bnupunun- 1-unl-1-[3-ruapokcu-
3-(TpudTopmeTI)azeTHINH- | -1 |3 TaHOH,

2-16-[3-(audropmerun)-4-proppennn|nupazono[4,3-bmupuaun- 1-uil-1-(3-
METHJICHA3€TUIMH- | -UJT)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenmn|nupazono[4,3-b | nupunun- 1-un]-1-[3-
(MeTuIIaMUHO)a3eTHIUH- 1 -1 |3 TaHOH,

N-[1-[2-[6-[3-(mudTopmeTin)-4-prophenun|mupazono[4,3-bmupuaun-1-
W |areTun |azeTuauH- 3-1i | -N-MeTuIaeTaMumn,

2-[6-[3-(audpTopmermn)-4-propdpenmi|nupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-U)3TaHOH;

2-[6-[3-(audpTopmern)-4-propdenni|nupazono[4,3-b|mupunun- 1-un]-N, N-
TUMETHIIALETaMUT,

2-[6-(4-¢prop-3-metmndenmn)mupaszono[4,3-b | mupunun-1-mwi]-N, N-auMmerunaneramun;

N, N-numernn-2-[6-[6-(Tpudropmerin)-2-mupunni|nupazono[4,3-b mupunus-1-
WJl|aleTaMu;

2-[6-[4-xn0p-3-(nudTopmerokcu)denui | mupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopaseTunnH-1-ua)3TaHOH;

2-[6-[4-xn0p-3-(nudTopmerokcu)hennn | nupazono[4,3-b | mupuann- 1-un]-N, N-
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TUMETUIIALETaMU,

N, N-numernn-2-[6-[3-(rpudropmernn)pennn Jnupaszonol4,3-b|nupunus- 1-
WJi|aleTaMuz,

2-[6-[3-(nudropmerun)-4-proppenun|nupasono[4,3-bJmupunun- 1-nmnl-1-
MOP(OITMHO3TAHOH,

1-mopdonuno-2-[6-[3-(tpudropmernn)pennn|nupaszono[4,3-b | mupunun- 1 -un|3TaHOH;

N-nuknonponun-2-[6-[3-(tpudropmernn)dennn|nupasono[4,3-bmupuans-1-
Wi |aneTamMus;

N-(1-metunazerunus-3-mn)-2-[6-[3-(Tpudropmerin)pennn|nupasono[4,3-b nupuamn-1-
WJialeTamMusm;

1-(3-¢ropazerunun-1-mm)-2-[6-[ 3-(Tpudropmern)denun | mupasono[4,3-b | mupuams- 1-
WJI|3TaHOH,

1-(3,3-mudropazerunun- 1-mn)-2-[6-(2,4- nudpropdenmn)mupaszonol4,3-b mupuaus- 1-
WJI|3TaHOH,

1-(azerunus-1-um)-2-[ 6-(5-xnop-2-Tuennn)-3-gropnupaszono4,3-bnupuann- 1-
WJI|3TaHOH,

1-(azetuaun-1-mn)-2-[6-[5-(qudTopmeTn)-2-Tuenwn|-3-proprupaszono[4,3-b |mupunus-
1-un]3TaHoH,

1-(azerunus-1-um)-2-[3-prop-6-[5-(Tpudropmern)-2-TueHmn Jrupaszonol4,3-
b|nupuans-1-mi]3TaHoH,

1-(azerunus-1-um)-2-[6-(4-proppenmn)nupazono[4,3-bnupunun- 1-un|sTaHos;

1-(azerunus-1-um)-2-[6-(3-xnopdpennn)nupaszono[4,3-bnupuaun- 1 -un|s3TaHox;

1-(azerunus-1-um)-2-[6-[3-(pTopmernn)penun Jnupasono[4,3-bnupunus- 1 -un|3TaHoH;

1-(azerunun-1-un)-2-[6-[3-(audropmerin)penni|nupazono[4,3-b Jnupunun-1-
WJI|3TaHOH;

1-(azetuaun-1-mn)-2-[6-[3-(1,1-nudropaTun)penun Jnupazono[4,3-b Jnupuamn- 1-
WJI|3TaHOH,

1-(azetunun-1-mn)-2-[6-[3-(1,1-nudropatun)pennn]-3-proprupasosno[4,3-bnupuas-
1-un|sTaHoH,;

1-(azetunun-1-mn)-2-[6-[3-(TpudTopmerwn)penmn |mupazono[4,3-b | mupunun-1-
WJI|3TaHOH,

1-(azetunun-1-mn)-2-[ 3-metun-6-[ 3-(tpudropmern)dhennn|mupazono[4,3 -b | nupunus-
1-un|sTaHoH,

1-(azerunus-1-um)-2-[6-(3,4-nuxnopdernn)nupaszonol 4,3 -b [mupuans- 1-un|3TaHoH;

1-(azerunun-1-num)-2-[6-(2,3-nuxnopdernn)nupasonol 4,3 -b mupuans- 1-un|3TaHoH;

1-(azerunus-1-um)-2-[6-(3-xn0p-2-pTopdernn)nupasono[4,3-bnupuann- 1-mn|3raHoH;

1-(azerunus-1-um)-2-[6-(3,4-nudTopdernn)nmupasonol4,3-b|mupuans- 1-un]3taHoH;

1-(azetuaun-1-mn)-2-[6-[2-prop-3-(TpudTopmerin)denwn |mupaszomno[4,3-b | mupuaun-1-
WJI|3TaHOH,

1-(azeruaun-1-mn)-2-[6-[3-(1,1-nudropstun)-4-propdenun |mupasomnol4,3-b | mupuans-
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1-un]3TaHoH,

1-(azeruaun-1-mn)-2-[6-[3-(audTopmern)-4-propdhennn|mupazono[4,3-bmupunun-1-
WJI|3TaHOH,

1-(azerunus-1-un)-2-[6-[3-(audropmermn)-4-proppenun]-3-propnupasono[4,3-
b |nupuans-1-mn]3TaHoH,

1-(azerunun-1-mn)-2-[6-[3-(mudpropmernn)-4-propdpennn|3-mernnnupasomno[4,3-
b]nupunun-1-ui|3TaHoH;

1-(azeTunun- 1-mn)-2-[ 6-(4-x10p-3-Metundenun)nupa3ono| 4,3 -b nmupuaus- 1 -un|3TaHoH;

1-(azetunun-1-mn)-2-[6-(4-x0p-3-Merundenunn)-3-metmnnupasono| 4,3 -b Jmupunms- 1-
WJI|3TaHOH,

1-(azetunus-1-mn)-2-[6-(2-prop-3-merundenmn)mupazono[4,3-b|mupunun- 1-wn|3TaHoH;

1-(azetuaus-1-mn)-2-[6-[3-(qudTopmerokcu)-4-propdenwn|nupaszono[4,3-b Jnupuaun-
1-un]3TaHoH,;

1-(azerunus-1-um)-2-[6-[3-(nudropmerokcn)-4-proppenun]-3-proprmupazono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(azetunus-1-mn)-2-[6-[4-x10p-3-(mud ropmerokcu )penwnn |nupazono[4,3-b Jnupuaus- 1-
WJI|3TaHOH,

1-(azetuans-1-mn)-2-[ 6-[4-x10p-3-(nudropmerokcu ))penrn |-3-proprnupasono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(azetuaus-1-mn)-2-[6-(4-prop-2-merokcudernn)mupazonol 4,3 -b Jnupuamns- 1-
WJI|3TaHOH,

2-[6-(3-aueTmin-4-propdenwn)nupaszonol4,3-b Jmupunun- 1-mn]-1-(azerunun- 1-
WJT)3TaHOH;

1-(azerunun-1-un)-2-[6-(3,4,5-rpudropdenmn)mupasono[4,3-b Jnupunus- 1-un]3TaHoH,

1-(azerunun-1-mn)-2-[6-[2-(Tpudropmern)-4-nmupunmn|mupasono[4,3-b | mupuaus- 1-
WJI|3TaHOH,

2-[6-(5-x70p-2-THeHw)nupa3ono[4,3 -bmupunun- 1-ui]-1-(3-¢propazeruaun-1-
WJI)3TaHOH;

2-[6-(5-xn0p-2-Trenun)-3-dropnupasonol4,3-b Jmupuaun- 1 -un]-1-(3-propazerunun- 1-
WJI)3TaHOH;

2-[6-[5-(mudpTopmeTin)-2-Trennn |mupasono[ 4,3 -b | nupuaus- 1-un]- 1-(3-propazerunus-
1-u)3TaHOH;

2-[6-[5-(mudpTopmetmn)-2-trennn|-3-propnupazono[4,3-b Jnupuaus-1-wmn]-1-(3-
¢dTopazeTnauH-1-UI)3TaHOH;

1-(3-¢ropazerunun-1-mn)-2-[6-[ 5-(TpudTropmeTin)-2-TueHw |mupaszonol 4,3-b Jmupuaun-
1-un|3TaHoH,;

1-(3-propazernaun- 1-umn)-2-[ 3-prop-6-[5-(Tpudropmernn)-2-Tuernn Jnupasonol 4,3-
b|nupuans-1-mi]3TaHoH,

1-(3-¢ropazerunun-1-un)-2-[6-(3-prophennn)mupazonol4,3-b|nupunns- 1 -un|3TaHoH;

1-(3-propazernaun- 1-nn)-2-[6-(4-pTopdpernn)mupasonol4,3-b|nupuans- 1-un]3TaHoH;
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2-[6-(3-xnopdenwn)nupazono[4,3-b |mupuaun-1-mi]-1-(3-propasernaunn- 1 -un)3TaHOH;

1-(3-¢ropazerunun- 1-mi)-2-[6-(M-Tomun)mupazono[ 4,3 -b jnupuans- 1 -ui |3TaHoH,

1-(3-¢ropazerunun-1-mn)-2-[6-[ 3-(ropmermn)penmn|nmupasomnol4,3-b | mupunun-1-
WJI|3TaHOH,

2-[6-[3-(audpTopmermn)penwn |nupasono[4,3-b | mupunun-1-unl-1-(3-propazernaun- 1-
WJI)3TaHOH;

2-[6-[3-(1,1-nudropatun)dpennn|mupaszono[4,3-b Jnupuaun- 1 -ui]-1-(3-dpropasernaun- 1 -
WJI)3TaHOH;

2-[6-[3-(nudpTopmerokcu)denu |nmupazono[4,3-bnupunun-1-un]-1-(3-propazernaun- 1-
WJI)3TaHOH;

2-[6-(2,3-nudropdenmn)nupazonol4,3-b Jnupuaun-1-mn]-1-(3-propaseruaus- 1-
WJI)3TaHOH;

2-[6-(2,4- nudpropdenwn)nupasonol4,3-b Jnupunaun-1-un]-1-(3-propaseruaus- 1-
WJI)3TaHOH,

2-[6-(3,4-nudropdenwn)nupazonol4,3-b Jnupuaun-1-mn]-1-(3-propaseruans- 1-
WJI)3TaHOH,

2-[6-(3,5-nudropdenmn)nupazonol4,3-b jnupuaun-1-mn]-1-(3-propaseruans- 1-
WJT)3TaHOH,

2-[6-(3-x70p-2-propdenmn)mupazono[4,3-b Jnupuaun- 1-mn]-1-(3-propazernann- 1-
WJI)3TaHOH;

2-[6-(3-x0p-4-propdenmn)mupazono[4,3-b Jnupuaun- 1-mn]-1-(3-propazernann- 1-
WJI)3TaHOH;

1-(3-xnopazerunun- 1-un)-2-[6-[3-(nudpropmerun)-4-propdenwn |nupaszomnol4,3-
b]nupuaus-1-u|3TaHoH;

2-16-[3-(audropmerun)-4-proppennn]-3-propnupasonol4,3-b Jnupuaun-1-mn]-1-(3-
¢dTopazeTuarH-1-ua)3TaHOH;

2-[6-[3-(nudpTopmernn)-4-propdenun]-3-meTunnupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopazeTuarH-1-ua)3TaHOH;

2-[6-[3-(1,1-nudropatun)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-ua)3TaHOH;

2-[6-[3-(1,1-nudropaTun)-4-prophennn]-3-propnupazono[4,3-b Jmupuann-1-un]-1-(3-
¢dTopazeTuanH-1-1a)3TaHOH;

2-[6-[4-x10p-3-(1,1-nudropatun)pennn jnupazono[4,3-b Jnupuaus-1-wun]-1-(3-
¢dTopazeTuanH-1-1a)3TaHOH;

2-[6-[4-xm0p-3-(1,1-nudropatn)pennn|-3-propnupasono4,3-b Jmupunun-1-wmn]-1-(3-
¢dTopaseTuanH-1-ua)3TaHOH;

2-[6-[4-xn0p-3-(amudTopmerwn)penwt | mupaszono[4,3-b | mupunun- 1-mn]-1-(3-
¢dTopaseTunuH-1-ua)3TaHOH;

2-[6-(4-x0p-3-MeTundenmn)nupaszoino4,3-b Jnupunun- 1-mn|-1-(3-¢propazernaun-1-

WJI)3TaHOH;



265

1-(3-¢ropazerunun-1-mn)-2-[6-(4-pTop-2-meTokcudenmn)nupaszonol4,3-b Jnupuaun-1-
WJI|3TaHOH,

2-[6-[3-(mudpTopmerokcn)-4-prophennn|mupazono[4,3-bmupunun- 1-un]-1-(3-
¢dTopaseTunuH-1-un)3TaHOH;

2-[6-[3-(nudpTopmerokcn)-4-prophennn]-3-propnupazono[4,3-b Jnupuaun- 1 -un]-1-(3-
¢dTopazeTnanH- 1-1I1)3TaHOH;

2-[6-[4-xnop-3-(nudropmerokcu)dennn]-3-proprupaszono[4,3-b|nupunun- 1 -un]-1-(3-
¢dTopazeTuarH-1-ua)3TaHOH;

2-[6-(2,4- nudrop-3-metundenwmn)nupasoso4,3-b Jnupuaun- 1-wn|-1-(3-propazerunus-
1-n1)3TaHOH;

2-[6-(3,4-nudrop-5-metmndenmn)mupasono[4,3-b Jmupuaun- 1-un]-1-(3-propazerunus-
1-n1)3TaHOH;

1-(3-¢ropazerunun-1-mn)-2-[6-(3,4,5-rpudropdhennn)nupazono[4,3-b | mupunus-1-
WJI|3TaHOH,

1-(3-propazernaun- 1-nmn)-2-[6-[ 2-(TpudTopmeTin)-4-upunui|nupasono[4,3-
b|nupuaus-1-mi]3TaHoH,

1-(3-metunazerunus- 1 -nn)-2-[6-[ 3-(tpudTopmernn)pennn jnupaszonol4,3-b|mupuaus-1-
WJI|3TaHOH,

(Panemmueckuii) 1-(2-meTunazerunus- 1-mn)-2-[6-[3-
(Tpudropmermin)penni|nupazono[4,3-b|mupunun- 1 -unls>TaHoH;

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-mn]-1-(3-
METHUJIA3€TUUH- | -UIT)3 TAHOH;

2-[6-[3-(nudpTopmeTrn)-4-propdenun]-3-propnupazono[4,3-b|nupunun-1-wn]-1-(3-
METHUJIA3€TUIUH- | -UIT)3 TAHOH;

(Pauemuueckuit) 2-[6-[3-(mudropmernn)-4-dpropdennn|mupaszono[4,3-b|mupunun- 1 -mn)-
1-(2-meTunazeTuauH- 1 -ui1)3TaHOH;

2-[6-[3-(audpTopmeTokcu)-4-prophenun|mupazono[4,3-bnupunun- 1-un]-1-(3-
METHJIA3eTUIUH- | -UJT)3 TAHOH;

2-[6-[3-(nudpTopmeTokcu)-4-prophenunn]-3-propnupazono[4,3-b Jnupuann-1-un]-1-(3-
METHJIA3eTUIUH- | -UJT)3 TAHOH;

2-[6-[4-x10p-3-(mudTopmerokcu)henunn|-3-proprupasonol4,3-b Jnupuaus- 1-mn]-1-(3-
METHJIA3eTUUH- | -UJT)3 TAHOH;

2-[6-[3-(audpTopmeTin)-4-propdenmn|nupazono[4,3-b | mupunun- 1-un]-1-(3-
STUHWJIA3ETHINH- | -UJT)3TAHOH;

2-[6-[3-(audpTopmeTin)-4-propdenmn|nupazono[4,3-b | mupunun- 1-mn]-1-(3-
BUHWJIA3ETHIUH- | -1JT)3TaHOH;

2-[6-[3-(audpTopmeTn)-4-propdenni|nupaszono[4,3-b|nupunun- 1-unl-1-[3-[(Z)-npomn-
1-enmn]azeTunus- 1-mi|3TaHoH,

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-mn]-1-[3-

(¢ropmermn)azerunus- 1-un|3TaHOH;
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1-[3-(audpTopmermn)azerunun- 1 -ui]-2-[6-[ 3-(nudTopmernn)-4-
bropdhenun|mupazono[4,3-b|mupunun- 1-unj>TaHoH;

1-[3-(Tpudropmernn)azerunus- 1 -uml-2-[ 6-[ 3-(tpudTopmerni)penun|nupaszomno[4,3-
b |nupuans-1-mn]3TaHoH,

2-[6-[3-(audpTopmernn)-4-propdenmn|nupaszono[4,3-b|nupunun- 1-mn]-1-[3-
(TpudTopMeTHIT)a3eTUANH- | - UIT|3TaHOH;

2-16-[3-(nudropmerun)-4-propdennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-[(Z)-2-
(dbTOopBUHMI |a3eTUANH- | -UT|3TaHOH;

2-[6-[3-(nudpTopmermn)-4-propdenmn|nupazono[4,3-b | nupunun- 1-un]-1-[3-(2,2-
I TOPBUHMII )a3€THINH- 1 -UJT|3TaHOH,

1-(3-merokcuazernaus- 1-ni)-2-[ 6-[ 3-(tpudropmernin)penun |nupazono[ 4,3 -b [ nupunun-
1-un]3TaHoH,;

2-[6-[3-(audpTopmermn)-4-propdenmi|nupazono[4,3-b | mupunun- 1-un]-1-(3-
METOKCHA3ETHINH- | -1JT)3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenmn|nmupazono[4,3-b | mupunun- 1-un]-1-(3-
3TOKCHA3ETUANH- | -1IT)3TaHOH,

2-[6-[3-(aupTopmerin)-4-propdenmn|nupazono[4,3-b | mupunun- 1-mn]-1-[3-
(MeTOKCHMETHIT)a3eTUANH- | -1 |3TaHOH;

1-[3-(meTokcumeTmn)azeTuaus- 1-uil-2-[ 6-[ 3-(tpudTopmerni)penwn|nupaszomnol4,3-
b|nupuans-1-mi]3TaHoH,

(Panemmueckuii) 2-[6-[3-(nudropmerun)-4-propdenwn |mupasonol4,3-b Jmupuaun- 1-wmn]-
1-[3-(1-ruApOCKUATHIT)a3eTHIUH- | -UJT|3TaHOH;

1-[3-(mudTopmerokcu)azerunun- 1-mn-2-[6-[3-(qudropmernn)-4-
dropdenun|nupaszono[4,3-b|nupunus-1-un|3TaHOH;

2-[6-[3-(mudropmernn)-4-dpropdennn]|nupaszono[4,3-b|mupunun- 1-un]-1-[3-
(TpudTOopMeTOKCH)a3eTHIUH- 1 -HIT|3TaHOH,

2-[6-[3-(audpTopmermn)-4-propdenu|nupazono[4,3-b | nupunun- 1-un]-1-(3-
THIPOKCUA3ETUIHH- | -UIT)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenun]-3-propnupazono[4,3-bnupunun-1-wn]-1-(3-
THIPOKCUA3ETHIHNH- | -UIT)3TaHOH;

1-(3-ruppokcuazerunus- 1 -un)-2-[6-[3-(tpudTopmernin)penmn|nupaszomnol4,3-
bnupuaus-1-mi]3TaHoH,

2-[6-[3-(audpTopmermn)-4-propdenmn|nupazono[4,3-b | mupunun- 1-un]-1-[3-
(TMAPOKCHMETHIT)a3eTHINH- | -UJI[3TaHOH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-metun-2-TueHmn)mupaszofol 4, 3-b Jnupuaun-1-
WJI|3TaHOH,

1-(3,3-nu¢ropazerunun- 1-mn)-2-[6-(4-propdennn)nupaszono[4,3-b Jnupunnn-1-
WJI|3TaHOH,

2-[6-(3-xnopdenwn)nupazono[4,3-b |mupuann-1-mwi]-1-(3,3-nudropazernaun-1-

WJI)3TaHOH;
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1-(3,3-nudropazerunun- 1-mn)-2-[6-(M-Tonun)mupazono[ 4,3-b | nupuaus- 1 -un|3TaHoH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 3-(nudropmernn)pennn | nupazono[ 4,3 -b | mupuans-
1-un]3TaHoH,

1-(3,3-nu¢ropazerunun- 1-un)-2-[6-[ 3-(tpud ropmernn)pennn|nmupazono[4,3-
b |nupuans-1-mn]3TaHoH,

3-[1-[2-(3,3-nudropazeruann- 1-mn)-2-okcodTun | nupasono[4,3-b jnupuaun-6-
11| O€H3OHUTPHLIT,

1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 6-(TpudTropmeT)-2-Tupu i [upa3oo[4,3-
b|nupuaus-1-mn]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-[ 2-(Tpudropmerin)-4-nupunmn jnupaszonol 4,3 -
bnupuaus-1-mn]3TaHoH,

1-(3,3-mudropazerunun- 1-mn)-2-[6-[ 5-(Tpudropmerin)-3-nmupuawn jnupaszonol 4,3 -
b|nupunun-1-mn]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-(3,4- mudpropdennn)mupazono[4,3-b | mupunun-1-
WJI|3TaHOH,

1-(3,3-mudropazerunun- 1-mn)-2-[6-(3,5-nudpropdenmn)mmpaszonol4,3-b mupuaus- 1-
WJI|3TaHOH,

2-[6-(3-x0p-4-propdenmn)mupazonol4,3-b Jmupunun- 1-mi]-1-(3,3-gudTopaszeruans- 1 -
WJT)3TaHOH,

2-[6-(3-x70p-2-propdenmn)mupaszonol4,3-b Jmupunun- 1-mn]-1-(3,3-gudTopaszernans- 1 -
WJI)3TaHOH;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(4-prop-3-merundenun)nupazono[4,3-b Jnupuaun-
1-un]3TaHoH,

1-(3,3-nudropazerunun- 1-un)-2-[6-(4-prop-2-meTundenwn)mpaszonol4,3-b nupuaus-
1-unjstaHox;

1-(3,3-nudropazerunun- 1-mn)-2-[6-(2-prop-3-metundenun)nupasonol4,3-b Jnupuaus-
1-un]3TaHoH,;

1-(3,3-nudropaszerunun- 1-mn)-2-[6-[2-prop-3-(TpudTopMmerni )b enr Jnupaszonol4,3-
bnupuaus-1-mi]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-[4-prop-3-(TpudTopMmerni)denmn jmupaszonol 4,3 -
b|nupuaus-1-mi]3TaHoH,

1-(3,3-mudropazerunun- 1-mn)-2-[6-[2-prop-S-(TpudTopMmerni)denrn Jmupaszomnol 4,3 -
bnupuans-1-mi]3TaHoH,

1-(3,3-nudropazerunun- 1-mn)-2-[6-[2-metnn-3-(tpudTopmerni)penun jmupaszonol 4,3 -
bnupuans-1-mi]3TaHoH,

1-(3,3-mudropazerunun- 1-mn)-2-[6-(4-pTop-2-meTokcudenmn)nupazono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(3,3-nu¢ropazerunun- 1-mn)-2-[6-(3,4,5-tpudpropdpenun)nupaszomnol4,3-b nupuaus- 1-
WJ1|3TaHOH;

1-(3,3-numermnazerunus- 1 -mn)-2-[6-[ 3-(tpudropmern)penun | mupazono[4,3 -
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b |nupuans-1-mi]3TaHoH,

1-(3-¢prop-3-merunazerunun- 1-un)-2-[6-[ 3-(tpudropmernn)pennn |nupazonol4,3-
b |nupuans-1-mi]3TaHoH,

2-[6-[3-(nudropmerun)-4-proppennn|nupazono[4,3-bnupuaun-1-nun]-1-(3,3-
AUMETUIIa3€TUANH- | -1UIT)3TaHOH;

2-[6-[3-(nudropmernn)-4-dpropdennn|nupaszono[4,3-b|mupunun- 1-un)-1-(3-drop-3-
METHUJIA3eTUUH- | -UIT)3 TAHOH;

2-16-[3-(audropmermn)-4-proppennn|nupazono[4,3-bnupunun- 1-nmi]-1-(3-3Tun-3-
¢dTopazeTuanH-1-ua)3TaHOH;

2-[6-[3-(audpTopmeTin)-4-propdenmn|nupazono[4,3-b | nupunun- 1-un]-1-[3-pTop-3-
(¢ropmermn)azerunus- 1-ui|3TaHOH;

2-[6-[3-(audpTopmeTn)-4-propdenwni|nupazono[4,3-b|nupunun- 1-unl-1-(3-meTokcu-3-
METHJIA3eTUUH- | -UJT)3 TAHOH;

2-[6-[3-(audpTropmeTin)-4-propdenmn|nupazono[4,3-b | mupunun- 1-wn|-1-(3-31un-3-
THIPOKCUA3ETUINH- | -UIT)3TaHOH;

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszono[4,3-b Jmupunun- 1-mn|]-1-(3-rugpokcu-
3-MeTHUIa3eTHANH- | -UIT)3TAHOH;

2-[6-[3-(aupTopmeTrn)-4-propdenmn|nupaszono[4,3-b | mupunun- 1-mn|-1-[3-pTop-3-
(TUAPOKCUMETHIT)a3eTHANH- | -UJI[3TaHOH;

2-[6-[3-(audpTopmeTrn)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-mn|-1-[3-pTop-3-
(MeTokcUMeTHIT)a3eTUANH- | -WIT|3TaHOH,

[6-[3-(nudTopmermn)-4-pTopdenun|nupazono[4,3-b|nupunun-1-uinl-1-(3-rugpokcu-2-
METHUJIA3€TUUH- | -UIT)3 TAHOH;

1-[2-[6-[3-(Tpudropmerni)pernn|nupaszono[4,3-b Jnupuann- 1-uilanernn]aseTuans-3-
KapOOHHUTPUIL,

1-[2-[6-[3-(audropmeriin)-4-pTopdenun Jnupaszono[4,3-b|nupuaus-1-
Wi |aneT |a3eTuaAnH-3-KapOOHUTP T,

1-[2-[6-[3-(audropmeTin)4-propdhenun|mupazono4,3-b Jnupunun-1-un|anerwn | 3-
METHJIa3e THUH-3-KapOOHUTPUI;

1-(3-auerazerunus- 1-un)-2-[6-[ 3-(qudTopmeTn)-4-propdennn|nupazono[4,3-
b|nupuaus-1-mi]3TaHoH,

N-[1-[2-[6-[3-(audTopmeTin)-4-propdenmn |nupaszonol4,3-bnupuaun-1-
WJI|alleT! |a3eTH I H- 3-1J1 |alle TaMHI /T,

1-[2-[6-[3-(audropmerrn)4-dprophenmn|nmupazonol4,3-b mupunun-1-nnlanernn]-N, N-
IUMETHIIA3eTUINH-3-KapOOKCaMuI;

Metun-N-[1-[2-[6-[3-(mudTopmernn)-4-propdennn|nupazono[4,3-b jmupunus-1-
WJT|aneTi |a3e T ArH-3- 11 |[kapOaMmar,

N-[1-[2-[6-[3-(audTopmeTin)-4-propdennn |nupaszonol4,3-b]nupuaun-1-
Wi |aueTi |a3eTuans-3-mi |-2,2,2-TpudropareraMus;,

N-[1-[2-[6-[3-(audTopmeTin)-4-propdenun |nupaszonol4,3-b]nupuaun-1-



269

VT |alieTr |a3e TU AN H- 3-FJ | IUKJIONPONaHKapOOKCaMu,

N-[1-[2-[6-[3-(mudTopmetin)-4-prophennn|mupazono[4,3-b|mupuaun-1-
WJI|aneTi |a3eTuANH-3- 1 |[MeTaHCy IbhOHAMU L,

2-[6-[3-(audpTopmernn)-4-propdenmn|nupaszono[4,3-b|nupunun- 1-mn]-1-(3-
METWICYJIb()OHMITA3ETHINH- | - UJT)3 TAHOH;

1-[1-[2-[6-[3-(mudTopmernn)-4-dpropdennn|nupaszono[4,3-b]mupunun-1-
VT |aneTi |a3e T AN H-3- 1 |TUPPOSTUAUH-2-0H,

2-16-[3-(audropmerun)-4-prophennn|nupazono[4,3-b Jnupunun- 1-un]-1-[3-(1H-
UMUIA30J1-2-1J1)a3eTUANH- | -1 |3TaHOH;

2-16-[3-(audropmermn)-4-proppenmn|nupazono[4,3-bmupunun-1-nmn]-1-[3-(4-
TUPUIHI )a3€TUANH- | -WIT|3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenmi|nupazono[4,3-b | nupunun- 1-un]-1-(3-
MUPUMHIUH-4-UTa3e THIUH- | -WIT)3TaHOH;

1-(5-azacrupo[ 2.3 rekcan-5-un)-2-[6-[ 3-(audTopmerin)-4-propdennn|nupazono[4,3-
b|nupuans-1-mi]3TaHoH,

1-(2,2-nudrop-5-azacrupo| 2.3 Jrekcan-5-wun)-2-[ 6- 3-(audTopmeTin)-4-
dropdernn|nupasono[4,3-b|nupunnn-1-mn]3TaHoH;

1-(6-azacrupo[ 3.3 Jrenran-6-wmn)-2-[ 6- 3-(mudropmern)-4-dpropdennn Jnupazonol4,3-
b|nupuans-1-mi]3TaHoH,

2-16-[3-(audropmerun)-4-proppennn|nupazono[4,3-bmupuaun- 1-umnl-1-(3-okca-6-
azacriupo[ 3.3 ]renTaH-6-11)3TaHOH,

1-(6-okca-2-azacnupo[ 3.3 Jrenran-2-mn)-2-[6-[3-(Tpud ropmernn)pennn|nupazono[4,3-
b |nupuans-1-mn]3TaHox,

2-[6-(4-propdenmn)nmupazonol4,3-bnupuaus- 1-m]- 1 -nupponuanH-1- I3 TaHOH,

1-nmupponunu- 1-un-2-[6-[3-(tpudropmermn)pennn|mupasomnol4,3-b nupuans-1-
WJI|3TaHOH,

2-[6-(3-uuknonponuid enun )nupazono[4,3-b jrupuaun- 1-un |- 1-muppoauaus- 1-
WISTAHOH,

2-16-[3-(nudropmerokcn)-4-propdennn|mupasono[4,3-b Jnupunun- 1-um]-1-
MUPPONUANH-1-UII3TaHOH,

2-[6-[3-(audpTopmerin)-4-propdenwni|nupazono[4,3-b|nupunun- 1 -wn|- 1 -nupponuaus-
1-uasTaHoH,

2-[6-(3,5-nudrop-4-metundenmn)nupasonol4,3-b Jmupuaun- 1-wn|- 1-nmupponuaus- 1 -
WISTAHOH,

1-[(3R)-3-¢proprupponuaus- 1 -uin]-2-[6-[ 3-(TpudTopmernn)pennn|mupazono[4,3-
b|nupuans-1-mi]3TaHoH,

1-[(3S)-3-¢propnuppommans- 1 -nin]-2-[6-[ 3-(TpudTopmernn)penmn | mupaszomnol4,3-
b|nupuans-1-mi]3TaHoH,

(Panemmueckuii) (R, S)-2-[6-[3-(mudropmerokcu)-4-dpropdenwn Jnupasomno[4,3-

b Jnupuans-1-mn]-1-(3-propnupponuaus- 1 -ua)3TaHoH;
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(Pauemuueckwuit) (R, S)-2-[6-[3-(mudropmerin)-4-propdpenmn|nupazonol4,3-
b]mupunun-1-un]- 1-(3-gropnupponuanH- 1-1i)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenmn|nupaszono[4,3-b|nupunun-1-mn]-1-[(3R)-3-
dTopnupponuanH- 1-u|3TaHoH;

2-[6-[3-(mudpTopmermn)-4-propdenui|nupaszono[4,3-b|nupunun-1-mn]-1-[(35)-3-
bToprnupponuanH-1-ni|3TaHoH;

(Pauemuueckwuii) (R, S)-2-[6-[3-(mudTopmerokcu)-4-propdenun|nupaszono[4,3-
b |nupuaus-1-wi]-1-(3-ruapoKCUnuppoONUaUH- 1 -UIT)3TAHOH;

(Paniemuueckuii) (R, S)-2-[6-[3-(mudTopmeTin)-4-pTopdenun|nupa3ono[4,3-
b |nupuaus-1-wi]-1-(3-rugpoKcUnuppoNuanH- 1 - U1 )3TaHOH;

(Panemuueckuii) 2-[6-[3-(nudropmerun)-4-propdenwn |nmupasono4,3-bmupunun- 1-wn]-
1-(3-MEeTOKCUNMPPOUANH- | -UIT)3TAHOH;

2-[6-[3-(audpTopmermn)-4-propdenun|nupazono[4,3-b|nupunun- 1-un]-1-[(2R)-2-
(METOKCHMETHIT)TUPPOIUIANH- | -UIT|3TaHOH;

2-16-[3-(gudropmermn)-4-prophennn|nupazono[4,3-b | mupunun- 1-un]-1-[(2S)-2-
(METOKCHMETHIT)TUPPOJIUIANH- | -UIT|3TaHOH;

N-[(3S)-1-[2-[6-[3-(mudTopmeTn)-4-pTopdhennn|mupazono[4,3-bmupuaun-1-
WJI|alie T |TUPPOTUANH-3- 1T |alleTaM U,

N-[(3R)-1-[2-[6-[3-(mudTopmeTn)-4-dropdhenmn|mupazono[4,3-b |nupuaus- 1-
WJI|alieTUT |TUPPOTUANH-3- 1T |alleTaM UL,

1-(3,3-nudropruppomuaun- 1-mn)-2-[6-[3-(tpudropmermn)penun|mupazono[4,3-
b |nupuans-1-mn]3TaHoH,

2-[6-[3-(nudropmeroxcn)-4-propdennn|nupaszono[4,3-b Jnupunun-1-un]-1-(3,3-
AUMETUIIAa3eTUANH- | -UIT)3TaHOH;

2-[6-[3-(nudropmernn)-4-propdennn|nupaszono[4,3-bnupunun-1-mnl-1-(3,3-
TG TOPITUPPOTHINH- 1 -1JT)3TAaHOH,

(Panemuueckuii) 2-[6-[3-(nudropmerun)-4-propdenun |nupasonol4,3-b Jmupunun- 1-wn]-
1-(3-TuapOKCH-3-MeTHIITUPPOTHINH- 1 -FJT)3TAaHOH,

(Pauemuueckwuii) Tpanc-2-[6-[3-(nudropmerin)-4-propdenrn Jmupazonol4,3-
b Jnupuaus-1-wi]-1-(3-gTop-4-rugpoKCUTUppONTUINH- 1 -1 )3 TAHOH;

1-[2-[6-[3-(audropmernn)-4-dTopdernn nupaszono[4,3-b|nupuann-1-
WJI|alie T |TUPPOTHINH-3-0H;

1-[2-[6-[3-(audropmeTokch)-4-dpropdenmn nupaszono[4,3-b|mupuaun-1-
WJI|alie T |TUPPOTUINH-3-0H;

1-(1-munepunun)-2-[ 6-[ 3-(tpudropmern)dennn jnrupaszonol4,3-bnupuaun- 1-
WJI|3TaHOH,

1-(4,4-muropriunepunmi-1-un)-2-[ 6-[ 3-(tpudropmernn)penwn | nmupazonol4,3-
b|nupuans-1-mi]3TaHoH,

N-[1-[2-[6-[3-(audTopmeTnn)-4-propdennn |nupaszonol4,3-b]nupuaus- 1 -nnlanernn]-4-

NUNepUuanI|aleTaMun;
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2-[6-(4-propdennn)mupazono[4,3-b Jnupunun- 1-mn]- 1-mopphonnHOITaHOH,;

I-[(IR, 5S)-3-azabunukio|3.1.0]rekcan-3-wmi]-2-[ 6-[ 3-(nudpropmeTi)-4-
dropdperun|nupasono[4,3-b|nupunnn-1-unl3TaHoH;

2-[6-[3-(nudropmerun)-4-proppennn|nupazono[4,3-b Jrupunun- 1-un]-1-[(1S,45)-2-
okca-5-azabunukio[2.2.1]rentaH-5-un|3TaHoH;

2-16-[3-(nudropmerun)-4-propdhennn|nupazono[4,3-b Jnupunun-1-un]-1-[(1R,4R)-2-

okca-5-azabunmkiio[2.2.1]rentad-5-mi|3TaHoH,

(Paniemuueckuii) uc-5-[2-[6-[3-(mudropmernn)-4-propdenwn Jmupasono4,3-
boupunus-1-wilanerun]-3a,4,6,6a-rerparuapo-3H-muppono| 3,4-d]okcason-2-oH,;

(Paniemuueckuii) uc-5-[2-[6-[3-(mudropmerun)-4-propdenn Jmupasono4,3-
bnupuaun-1-wnlanerun]-1,3,3a,4,6,6a-rekcarugponupposio| 2,3 -¢ Jnupposo-2-oH;

2-16-[5-(audropmerin)-2-tuenun Jiupaszonol 4,3 -b | mupunun-1-umn]-N, N-
TUMETHIIALETAMUT,

N, N-numernn-2-[6-[5-(tpudropmeriun)-2-tueHmn|nupaszono[4,3-b | mupunun-1-
W |aleTaMusm;

2-[6-(5-x0p-2-TreHwn)nupa3ono[4,3-bmupunun-1-un]-N, N-mumeTnnaneramus;

2-16-(5-xn0op-4-metun-2-tueHuwn)nupazono 4,3-b jrupunun-1-ui]-N, N-
IUMETHIIALETaAMUL,

2-[6-[3-(audpTopmermn)penmn|mupaszono[4,3-b | mupunun-1-wi]-N, N-guMmernnaneramun;

2-[6-[3-(mudpTopmermn)penmn|-3-proprnupazono[4,3-b|nupunun-1-umn]-N, N-
IUMETUIIALETaAMUT,

2-[3-¢prop-6-(4-propdenmn)nupasono[4,3-b Jnupuaun-1-mn]-N, N-numernnaneramusn;,

2-[3-¢prop-6-(3-propdenmn)nupazono[4,3-bnupuaun-1-mn]-N, N-numernnaneramusn,

2-[6-(3-xnopdenmn)nupazono[4,3-b nupunun-1-wn]-N, N-numeTunaneraMusn;

N, N-numernn-2-[6-[2-(tpudropmern)-4-nmupuann|nupasono[4,3-bnupunun-1-
Wi |aleTamMus;

2-16-[3-(audropmermn)-4-propdenmn|nupaszono4,3-bnupunun- 1-mi]-N-
METHJIAIIeTaMHI],

2-16-[3-(nudropmermn)-4-proppenmn|nupaszono4,3-bmupunun- 1-mi]-N-
STUIIALIETAMUT,

2-[6-[3-(audpTopmerin)-4-propdenwni|nupazono[4,3-b|nupunun- 1 -un]-N-31mn-N-
METHJIAIIETAMHI],

2-[6-[3-(mudpTopmernn)-4-propdpenmn]-3-proprmupasono[4,3-b|mupunun-1-un]-N,  N-
IUMETHIIALETaMUT,

2-16-[3-(audropmermn)-4-proppenun]-3-merunnupasonol4,3-b jmupunnn-1-mn]-N,  N-

JAUMETHII-alICTaMU I,

2-[6-[4-xn0p-3-(mudTopmerwn)denmt |nupazono[4,3-b|mupunun- 1 -mi]-N, N-
TUMETHIIALETaMHIT;
2-[6-[3-(1,1-nudropatun)-4-prophennn|mupazono[4,3-bmupuaus- 1-un]-N, N-

JAUMCTHIIALICTAMH I,
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2-[6-(4-dprop-3-metundenmn)mupaszono[4,3-b|mupunun- 1-wi]|-N-metunaneramun;,

2-[3-¢prop-6-(4-drop-3-merundenmn)mupaszono[4,3-b|nupunun- 1-mi]-N, N-
TUMETHIIALETaMHIT;

2-[6-(4-xn0p-3-Mmetundenwn)nupaszono4,3-b Jnupunun- 1-mn]-N, N-gumernnaneramun;

2-[6-(3-xn0p-4-propdenun)nupasono[4,3-b Jnupuann-1-mn]-N, N-numernnaneramun;,

2-16-(3.4-nuxnopdenun)nupa3onol4,3-bnupuaun- 1-un]-N, N-numerunaueramun,

2-16-(3,5-nudropdenun)-3-¢propnupazono[4,3-b Jnupunun- 1-un]-N, N-
IUMETHITALETaAMU,

2-[6-(3,4-nupropdenwn)-3-proprnupazosno[4,3-b Jnupuaun- 1-mn]-N, N-
IUMETUIIALETaMUT,

2-16-[3-(1,1-gudTopstun)perun Jnupazono[4,3-bnupunus-1-ni]-N, N-
IUMETHIIALETaAMUT,

2-16-[3-(1,1-gudTopatun)pernn]-3-proprnupasono[4,3-b Jnupunus- 1-un]-N, N-
TUMETHIIALETaMUT,

2-[6-[3-(audpTopmerokcu)-4-prophennn |mupazono[4,3-bnupuans- 1-un]-N, N-
IUMETHIIALETaMUT,

2-[6-[3-(audpTopmerokcn)-4-prophennn]-3-propnupazono[4,3-b mupuans-1-un]-N, N-
IUMETHIIALETaAMUL,

2-[6-[2-Pprop-3-(TpudTopmern)denun Jnupaszonol4,3-bnupuaus-1-mn]-N, N-
IUMETUIIALEeTaMUT,

2-16-[3-(nudropmerin)-4-proppennn|nupasono4,3-bmupunun- 1-nn]-N-(2-
METOKCHATUI)-N-MeTunaneraMmusn;

2-[6-[3-(audpTopmeTnn)-4-propdenmn|nupazono[4,3-b Jnupunun- 1-mn]-N-(2-
'UAPOCKUATII)-N-MeTHIaneTaMus;

2-[6-[3-(nudropmernn)-4-dpropdennn|nupaszono[4,3-b|mupunun- 1 -mn]-N-merun-N-
(2,2,2-TpudTOpPITHIT)aLleTAMUI;

N-(unanomerun)-2-[ 6- 3-(qudropmerin)-4-propdhenun|mupasono[4,3-bmupunun- 1-
ui|-N-MeTunaneraMmus;

N-ammn-2-[6-[3-(nudropmernn)-4-propdenmn|mupaszonol4,3-bJmupunun- 1-wmn]-N-
METHJIAIIETAMH],

N, N-mumetun-2-[6-(3.4,5-tpudropdenmn)nupazono[4,3-b |nupuaus- 1 -ui|aneramun;,

2-16-(3.4-mudrop-5-merundennn)nupazono[4,3-b Jrupunun- 1-un]-N, N-
IUMETUIIALETaMUT,

2-16-(2.,4-mudrop-3-merundennn)nupazono[4,3-b Jrupunun- 1-un]-N, N-
IUMETHIIALETaMUT,

N-muknonpomnui-N-merun-2-[ 6-[ 3-(tpudropmernn)penwn |nupazono[4,3-b | mupunun-1-
WJi|aleTaMu,

N-muknonponun-2-[6-[3-(audropmern)-4-proppenmn|nupazonol4,3-bmupunun-1-
WJi|aleTamMuz,

N-muknonponun-2-[6-[3-(audropmern)-4-proppenun|nupazonol4,3-bnupunun-1-
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un|-N-MeTunamneramus;

N-muknonponun-2-[3-metni-6-[3-(tpudropmerun)pernn | mupasonol4,3-b | mupuann-1-
WJi|aleTaMuz,

N-nuknonponun-2-[6-[3-(audropmerokcn )-4-proppennn|nupazono[4,3-bnupunus- 1-
WJi|aleTamMmus;,

N-numknobytun-2-[6-[3-(nudropmernn)-4-propdennn|nupasono[4,3-b|nupuaus- 1-
WJI|areTamMun;

N-mukno0ytun-2-[6-[3-(audropmernn)-4-propdennn|nupazono[4,3-b | mupunun- 1-un]-
N-MeTuaneraMus;

N-mukno0ytun-2-[6-[3-(Tpudropmerin)penni | mupazono[4,3-bnupuamnn-1-
W |aleTamMusm;

N-(3,3-gudropuukinodyrun)-2-[6-[ 3-(tpudropmerwn)denun |nupazono[4,3-b Jnupuaun-
1-unjaneramus;

N-(3,3-gudropruknolyrun)-2-[6-[ 3-(audTopmetin)-4-propdennn|nupazono[4,3-
bnupuans-1-wi]aneramun;,

N-(3-6unumkio[ 1.1.1]nentanmn)-2-[6-[3-(nudropmernn)-4-propdenwn |mupasomnol4,3-
bnupuans-1-mi]-N-MeTunaneramun;

N-(okceran-3-mn)-2-[6-[3-(Tpudropmernn)dennn |nupasonol4,3-b Jnupuans-1-
WJ|aleTaMus;

2-(6-(3-(mupropmermn)-4-propdenmn)- | H-mupazomno[4,3-b Jmupunun-1-mn)-1-(3-
(upunuH-3-mn)aseTuanH- 1-un)3Tas- 1-oH;

2-(6-(3-(mudpropmernn)-4-propdpenmn)- | H-nmupaszomno[4,3-b Jmupunun-1-mn)-1-(3-
(mupunuH-2-un)a3eTuanH- 1-u)3ras- 1-oH;

Metun-(1-(2-(6-(3-(nudropmerin)-4-dpropdenun)-3-drop- 1 H-nupazono[4,3-
b]nupunun-1-wn)anernn)azeTuanH-3-wi)kapdamar;

(S)-N-(1-(2-(6-(3-(mudpropmerin)-4-propdhenun)-3-prop- 1 H-nupazono[4,3-b | nupuamH-
1-WJT)aeThI)IUPPOTHINH-3- 1T )alle TAMUI]T,

(R)-N-(1-(2-(6-(3-(mudropmerun)-4-propdenmn)-3-prop- 1 H-mupazomno[4,3-b Jmupunun-
1-WJT)ae T )TUPPOTHIUH- 3 - 1T )A€ TAMU]T,

1-(3-(¢prop-18F)azerunun- 1-mn)-2-[6-[ 3-(tpudTopmermn)penmn |- 1 H-nmupazono[ 4,3-
bnupuans-1-wn]3tan-1-oH;

Wi uX (PapMaLEeBTUYECKH TPUEMIIEMblE COJIH, COJIbBATBI, CTEPEOU3OMEPHI,
U30TOMMYECKUE BAPHAHTHI MITH N-OKCHJIBL.

31. CoenuHenue, BBIOPAHHOE U3 TPYIIIIBI, COCTOSIINEH U3

2-[6-[3-(audpTopmermn)-4-propdenmi|mupazono[4,3-b | mupunun- 1-un]-1-(3-
¢dTopaseTunnH-1-ua)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenwni|nupaszono[4,3-b|mupunun- 1-mn]-N, N-
IUMETHIIALEeTaMUT,

2-[6-(4-¢prop-3-metundenmn)mupaszono4,3-b|mupunun-1-mi]-N, N-gumernnaneramun;

2-[6-[4-xn0p-3-(mudTopmerokcu)penui | nupazono[4,3-bmupunun- 1-un]-1-(3-
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¢dTopazeTuauH-1-ua)3TaHOH;

1-(azeruaun-1-mn)-2-[6-[3-(audTopmern)-4-propdhennn|mupazono[4,3-bmupunun-1-
WJI|3TaHOH,

1-(azeruaun-1-mn)-2-[6-[3-(audTopmerokcn)-4-propdenmn|nupasomnol4,3-b Jnupuaun-
1-un]3TaHoH,;

2-16-[3-(audropmerun)-4-proppenunn|-3-propnupasonol4,3-b Jnupuaun-1-mn]-1-(3-
¢dTopazeTnanH- 1-1I1)3TaHOH;

2-[6-[4-xn0p-3-(nudTopmerin)penun |nupazono[4,3-b | nupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-ua)3TaHOH;

2-[6-[3-(nudpTopmerokcu)-4-prophenun|mupazono[4,3-bnupunun- 1-un]-1-(3-
¢dTopazeTuanH-1-ua)3TaHOH;

2-[6-[3-(audpTopmermn)-4-propdenmn|nupaszono[4,3-b | nupunun- 1-un]-1-(3-pTop-3-
METHJIA3eTUUH- | -UJT)3 TAHOH;

Wi  uX (PapMaLEeBTUYECKH TPUEMIIEMbIE  COJIM, COJIbBATBI, CTEPEOU3OMEPHI,
W30TOMMYECKUE BAPHAHTHI MJIH N-OKCHJIBL.

32. dapmaneBTHUeCKas KOMIO3uLUs, conepskammas: (A) 3ddexTuBHOE KOIUYECTBO MO

MEHBIIeH Mepe OTHOTO COSAUHEHUS], BBIOPAHHOTO 13 coeanHeHuit hopmysl (1):

U (papmManeBTHYECKU MPUEMIIEMBIX COJIEH, COJIbBATOB, CTEPEOHU30MEPOB, H30TOMHUYECKUX
BapuaHTOB U N-OKCHIOB coenuHeHuH GpopmyJsl (1),

rae

R! npexacrasisier coboit H, ranoren mnu CHs;

Ar' BBIGpaH U3 IPYIIIIbl, COCTOSLIEH 13!

(a) deHmna, 3aMelIEHHOrO OJHUM 3aMECTUTENIEM, KOTOPBI BBIOMPAIOT W3 TPYIIIIHL
cocrosimmeii  u3: ramoreHa, Cjigankuna, OCigankmma, Cjgnepranorenankuna, OC;.
eniepranorenankmna, CN u C;_gLIuKJI0aNKUIA,

(b) denuna, 3aMeIeHHOrO ABYMsS WM TPEMSl 3aMECTUTENSIMH, KaKIbIH U3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIpymnmbl, cocrosimeidt u3: ramoreHa, Cjgankuma, Ci.
enepranorenankuia, OCgankuna, OCy ¢nepramorenankuna u (C=0)CHs; u

(c) THeHWIA, 3aMENIEHHOrO OJHHM WM JBYMS 3aMECTHTEJSIMH, HE3aBUCHMO
BbIOpaHHbiMU u3. ranoreHa, Cieankuna u Cy ¢leprajoreHankuia;, U MUPUINHA, 3aMEIEHHOTO
CFs;

2 o
R” BBIOMpAIOT U3 rPyMIIbL, COCTOALIEH U3:

FA @,
3

(d) ; TIIe
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R* He3aBMCHMO BBIOMPAIOT M3 IPyMbI, cocrosimer us: H, ranorena, OH, Cankuna, Ci-
grasoreHankmna, C,gankenmna, C,granorenankenuna, C,gankunmia, CH,OH, CH(OH)(CHj;),
CH,OCHj;, OC;gramorenankuna, OCigankuma, NH(CH3;), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=0O)uuknomnpomuia, N(CH3)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CH3;, SO,CH;, 1H-umupazon-2-una, 2-nupupgwia, 3-nupuania, 4-MApUIWIA,
NUPUMUIWH-4-UNa ¥ TNUPPOIUAMH-2-OHA, MJM JaBa 3amecturens R oObequHstoTcs ¢
obpazoBanneM C;¢lUKIOATKMIA WM TeTEPOLMKIOANKIIA, MpUYeM  [HKJIOAJKUI |

reTCPOLUKIIOAIKHIT HE00s13aTENbHO 3aM€IIal0T OAHUM HJIU ABYMs 3aMECCTUTEIISIMU F,

0
“f\)]\m ‘H)m
(e) L“/\(Rb}" , TIe

kasnbii R® HesaBucHMO BBIOMparOT w3 rpymmbl, cocrosimen w3: H, OH, F, OCHjs,

CH,OCH; u NHC(=0)CH3;; wiu nBa 3aMecTUTENs R® coenunstor BMecTe ¢ obpaszoBanunem =0;

(0
o 0 0 0 Q
ey ¥y M“Q@o Ay e
K/O , R ' RIS H,&O ’ R/ H O’H ﬁs\/ ;
nu

O
£ A R

|
(®) R® | rre
R BriGuparoT w3 rpymmsl, cocrosmeii us; Cigankmia, Cosankernn CiraloreHankua;
CHQCHQOCH?,; CHzCHzOH; CHzCN; NHz; NH-C(=O)CH3; C3-6 IMUKJIOAJIKHMJIA, C3-
cLIMKJIOANIKUJIA, 3aMeIleHHOro AByMs 3amectutensamu F; 1-merunaseruaun-3-una; u okceras-3-
wia,

R° npencrasnsier coboit H i CHi;

n paBHO | wim 2; u

m pasHO 1 unm 2;

u

(B) mo menbIneit mepe onuH GpapMaeBTUIECKH MPUEMIIEMBbIH SKCITUITAEHT.

33. Cnocob nedyeHusi CyObeKTa, MMEIOIIErO OMOCPENOBAHHOE AKTUBHOCTBHIO PELenTopa
GIuN2B nmarHoctupoBaHHOE 3a00JIeBaHUE, PACCTPOUCTBO HMJIU METUIIMHCKOE COCTOSTHUE, WJIH
CTPAalOLIer0 OT HUX, BKJIIOYAIOLINN BBEIEHHE TPEOYIOIIEMy TAaKOro JIEYeHUs CYOBEKTY
5(¢(}eKTUBHOrO KOJWYECTBA [0 MEHBIIEH Mepe OMHOrO COENWHEHHs, BBIOPAHHOTO U3

coennHeHnH popmyer (1):

R‘I

M
| TN
A NF TN
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U (papManeBTHUECKH MPUEMIIEMBIX COJIEH, COJbBATOB, CTEPEON30MEPOB, U30TOMMYECKHIX
BapHUaHTOB U N-OKCHIOB coenuHeHni dpopmysl (),

rae

R! npenctasisier codoit H, ranmoren min CHjs;

Ar'! BBIOpAH U3 TPYIIIbI, COCTOSLIEH H3:

(a) ¢enmna, 3aMelIEHHOrO OIHHM 3aMECTHTENEM, KOTOPBIH BBIOMPAIOT W3 TPYIIIIBL
cocrosimeit wu3: ramoreHa, Cjeankmna, OC;eankuna, CignepranoreHankmia, OC.
sniepranorenankuna, CN u C;_gLIUKIIOaNKUIIA,

(b) denunna, 3aMeIIeHHOrO ABYMsI WJIH TPEMSl 3aMECTUTENSIMH, KaKIbIH W3 KOTOPBIX
HE3aBUCHMO BBIOMpPAIOT M3 TIPymmbl, cocrosimeidt u3: ramoreHa, Cjeankuma, C.
snepranorenankuia, OCgankuna, OCy ¢nepranorenankuna u (C=0)CHs; u

(c) THeHWJa, HE3ABUCUMO 3aMEUIEHHOTO OJHUM WM JBYMsI 3aMECTUTEJISIMH,
BbIOpaHHbIMU H3: ranoreHa, Cjeankuna u CjglieprajoreHaKmia, U NTHPUANHA, 3aMEIEHHOTO
CFs;

R? BBIOHPAIOT U3 IPYIIIIbL, COCTOALIEH 13!

fVJLN&tR“Jn

(d) , TIie

R* He3aBMCHMO BBIOMPAIOT M3 IPyMNbI, cocrosimer us: H, ranorena, OH, C; sankuna, Ci.
erasoreHankuna, C,gankenmna, C,granorenankenuna, C,gankunmia, CH,OH, CH(OH)(CHj;),
CH,OCH;, OC;g¢ramorenankmna, OC;eankmna, NH(CHj3), NHCO,CH;, NHC(=O)CHs,
NHC(=0)CF;, NHC(=O)uuknomnpomuia, N(CH3;)C(=0)CH3, C(=0)N(CHj3),, C(=0)CHj3, CN,
NHSO,CHj;, SO,CHs, 1H-umupazon-2-una, 2-nupuauia, 3-NUpUAWIA, 4-MUPUANIA,
NUPUMUIUH-4-UNa ¥ TMUPPOIUAMH-2-OHA, MJIM JBa 3aMecTuTens R o0bequHsIoTCsS ¢
obpazoBanneM C;¢lHMKIOATKMIA WM TeTEePOLMKIOANKIIA, MpUYeM  [HUKJIOAJTKUI |

reTCPOLUKIIOAIKHIT HE00s13aTENbHO 3aM€Ial0T OAHUM UJIU ABYMsS 3aMECTUTEIISIMU F,

0
“;"VJLN '{’Q)m
(e) L“J\(Rb}" , TIe

o b o
kakapii R” HeszaBucuMo BbIOMparoT u3 rpymmbl, coctosimed w3 H, OH, F, OCHs;,

CH,OCH; u NHC(=0)CH3;; wiu n1Ba 3aMeCTUTENs R® coenuusior BMeCTE ¢ obpaszoBanuem =0;
(0
0] O 0 0] o
){)LN(/\I ;,{)LN: . M\N‘:?@o N NN MNlms
3 ' ? 1 0 1
R RIS N/&O RISN-"X(q R/
H H "

O
. d
£ AR

(g) R* e
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R® BrGuparoT w3 rpymmsl, cocrosmei us; Cgankmia, Cosankerun CiraloreHankua;
CH2CH20CH3; CHZCHZOH; CH2CN; NHZ; NH-C(ZO)CH3; C3_6 IMUKJIOAJIKHUJIA, C3_
CLIMKJIOANIKMJIA, 3aMeIeHHOro AByMs 3amectutensamu F; 1-mernnasernans-3-una; u okceTaH-3-
una;

R° npencrasnsier coboit H mau CHz;

n paBHo 1 wnu 2; u

m paBHO 1 nnu 2.

34. Cnocob mo m. 33, B KOTOPOM pacCTPOMCTBO, 3a0o0jieBaHME WM COCTOSIHHE,
onocpenoBanHoe perentopoM GIuN2B, BbIOpaHO W3 TPYIIBL, COCTOSMIEH W3 OUIOJSIPHOTO
paccTpoiicTBa, OONBIIOTO JEMPECCUBHOIO PACCTPONCTBA, PE3UCTEHTHOMN K JICUEHUIO JENPECCHUH,
MOCJIEPOAOBON Jenpeccuu, Ce30HHOro ad(eKTHBHOIO PacCTpOiCcTBa, O0Je3HU AJbIreiiMepa,
6one3nn [TapkuHCOHA, XOpen XaHTUHITOHA, PACCESTHHOTO CKJIEPO3a, KOTHUTHBHOTO HAPYIICHUS,
TPaBMbI TOJIOBBL, TPaBMbl CIIMHHOTO MO3ra, WHCYJIbTA, JTIJIENICUH, TUCKUHE3HMH, OOKOBOTO
aMHOTPOPHUUECKOTO  CKJIEp03a, HeHponereHepauuy, CBsI3aHHOH ¢ OakTepHalbHOW WM
XPOHHYECKOH WH(EKIHsIMU, OOJNeBOro CHUHApPOMA, IUAOETHYeCKON HeWpomaTuu, MHIPEHH,
UIIEMHUH FOJIOBHOTO MO3Ta, N30 peHny, 3HnedanuTa, ayTu3mMa 1 pacCTPONHCTB ayTUCTHYECKOTO
CTHEKTpa, HApPYLIEHHs CIIOCOOHOCTH K OOyYeHHI0 W HapyIIeHWs NamsTH, OOCECCHBHO-
KOMITYJIbCUBHOT'O PacCTpOiCTBa, CHHApOMa nedurnura BHuManus u runepakrusaoctu (CABI) u
aAIVKTUBHBIX PACCTPOUCTB.

35. Crocob mo 1. 33, B KOTOPOM PacCTPOHCTBO, 3a00JIeBaHUE WM COCTOSIHUE BBIOPAHO
U3 TPYMIbIL, COCTOSIIEH M3 PEe3UCTEHTHOM K JICYEHUIO NEeNpeccur, OONBLIOro AETPECCHBHOTO
paccTpoiicTBa U OUITOISIPHOTO PaCcCTPOICTBA.

ITo noBepenHocTH
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