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N3obpeTtenre OTHOCUTCS K MPOM3BOAHBIM 3-((TeTepo-)apmi)-8-aMnHO-2-0Kco-1,3-nuazacnupo-[4,5]1e-
KaHa, UX MPUTOTOBJICHUIO U MPUMEHCHHIO B MCIUIIMHE, OCOOCHHO MPH Pa3HOOOPA3HBIX HEBPOJIOTUYECCKHUX pac-
CTPOHCTBaX, BKJIIOYasi, HO HE OIpaHUIMBAsICh UMH, 00JIb, HEHpOAETEHEPATUBHEBIE PACCTPONCTBA, HEHPOBOCTIAIH-
TENbHBIE PACCTPONCTBA, HEUPOICHXUATPHUECKUE PACCTPOICTBA, 3JIOYIOTPEOICHHE IICHXOAKTUBHBIMH BEIIECT-
BaMH/3aBUCHMOCTb.

OmnMouIHbIE PEIENTOPHI MPENCTABISAIOT COO0H TPyIITy pelenTopoB, CBA3aHHBIX ¢ Oenkamu Gi/o, KOTOpbIe
IIMPOKO PACIpPOCTPAHEHBI B OpraHm3Me denoBeka. OMronIHbBIe PEHenTOPEl B HACTOSIIEE BPEMS ITOIPa3AeisIioT-
Cs Ha YETHIPEe OCHOBHBIX KIJlacca, TaKUe KaK TPH perenTopa perentopa p-onuouansix (MOP) penentopos, k-
ormmmonHbIi (KOP) u §-ommounnsiii (JJOP) penenrtop, a Takke omuouaHbie petentop-nogoouneie (ORL-1), ko-
TOpHIA OBIT HEeZaBHO OOHApY)XEH B BHAY €r0 BBICOKOH TOMOJIOTHH C YKa3aHHBIMH KIACCHYECKHMH KJIaCCaMH
OTMMOUIHBIX perenTopoB. [locie maeHTHUKAMK dHAOTEHHOTO Juranga perentopa ORL-1, u3BecTHOro Kak
Houmnentun/oppanuH FQ, BRICOKOOCHOBHBIN 17-aMHHOKUCIOTHBIA TENTH, BBIICICHHBIA W3 TKAHEBBIX JKC-
TpakToB B 1995 rony, penentop ORL-1 6but mepenmenoBaH B "HoIMIIENITHHOBBIM ONMMOUIHBIN perenTop” U
numetomunit abopesuarypy "HOP-penentop”.

Knaccuueckue onmounansie perentopsl (MOP, KOP u JIOP), a takxe penenirop HOP mmpoko pacripo-
CTPaHCHBI/3KCIIPECCUPYIOTCS] B OPTaHU3ME YEIOBEKa, B TOM YHCJIE B TOIOBHOM MO3Te, CIIMHHOM MO3Te, Iepude-
PUYECKUX CEHCOPHBIX HEHPOHAX M KHIICYHOM TPAKTE, CTPYKTYpa PACHpEICIICHHUs OTINYACTCS MEKAY pas3iud-
HBIMH KJIACCAMH PELEITOPOB.

Hounmentun ne#icTByeT Ha MOJIEKYJIIPHOM M KJIETOYHOM YPOBHE TOYHO TakK ke, Kak W onmuouasl. OxHaKo
ero (apmakosiorndeckue 3PGeKThl MHOTIA OTIMYAIOTCS M JaKe MPOTHBOIOJIOXKHBI OMUOHIAM. AKTHUBAIUS
HOP-penentopa mpeBparmiaercss B CIOKHYIO (hapMaKOJIOTHIO MOIYJSIMK O0Jel, KOTopas B 3aBUCHMOCTH OT
MyTH BBEIEHUS, MOJeNN OO W BOBICUYCHHBIX BHUJOB MPUBOAUT MO0 K MPOHOIUIICTITUBHOHN, OO aHTHHOIIH-
HEeNTHUBHOW akTHBHOCTH. Kpome Toro, pernenroprast cucrema HOP perynmupyeTcss B COCTOSHHUAX XPOHHUYECKON
6onu. beuto 00HApYKEHO, YTO CHCTEMHOE BBEJICHHUE arOHUCTOB celleKTUBHBIX 11t HOP-pernentopoB oka3biBaet
MOIIHYIO ¥ 3()()EKTUBHYIO aHAIBIC3HI0 B MOJIEIIAX HEMEANKAMEHTO3HOW U BOCHAIUTEIHLHON OOJM Y TIPUMATOB
IPU OTCYTCTBHHU MOOOYHBIX 3 dekToB. bputo mpomeMoHCTpUpoBaHo, uTo akTuBanus HOP-penenropos numieHa
ycmmuBaromux 3G (HeKToB, HO Il MHTHOMPOBAaHUS OMOCPEIOBAHHOTO OMHUOUIAMH BO3HATPAXKICHUS Y TPHI3YHOB
1 HeuenoBeueckux mpuMaToB (Review: Schroeder et al., Br. J. Pharmaco., 2014; 171 (16): 3777-3800, u ccbutku
B TAaHHOM JJOKYMEHTE).

I[Homumo yuactus HOP pernenrropa B HOIMIENIINH, Pe3yIbTaTHl TOKINHAYECKUX IKCIIEPIMEHTOB TOKAa3bI-
BaIOT, YTO aroHUCTH penentopa HOP MoryT OBITH MPUTOAHBL, B YACTHOCTH, NIPH JICYCHUH HEHPOIICHXHATPUIC-
ckux paccrpoiictB (Witkin et al., Pharmacology & Therapeutics, 141 (2014) 283-299; Jenck et al., Proc. Natl.
Acad. Sci. USA 94, 1997, 14854-14858). [Ipumeuatensro, uto pernentop JJOP Takke ydacTByeT B MOMYJISIIHA
He TOJbKO 00JIM, HO U HEHpoTICUXuaTpuIecKux paccTpoiictB (Mabrouk et al., 2014; Pradhan et al., 2011).

CuiibHBIE ONUOUIBI, AeHcTByIONME Ha caifTe perentopa MOP, mMpoKko HCHONB3YIOTCS AJS JISUSHUST YMe-
PSHHOH U TSXKENION OCTPOd M XpoHMYeckor 0omu. OIHAKO TepareBTUYECKOS OKHO CHIBHBIX OIHOUIOB OTPaHU-
YCHO CEPHE3HBIMH MOOOYHBIMH 3((ekTaMu, TAKMMH KaK TOINHOTA W PBOTA, 3aI0p, FOJOBOKPYKCHHE, COHIHU-
BOCTb, YTHETCHUC JBIXaHUs, (PU3NUCCKAsT 3aBUCUMOCTh U 3JI0ynoTpedicHue. KpoMe Toro, M3BECTHO, YTO arOHH-
ctel perienitopa MOP MOKa3bIBalOT TOJIBKO CHIKCHHYIO 3()()EKTUBHOCTH B YCIOBHAX XPOHHYCCKON M HEBpOIIa-
TUYECKOH 0O,

W3BecTHO, 9TO HEKOTOPHIE U3 BHIIICYIOMSHYTHIX MOOOUHBIX 3()(DEKTOB CHIIBHBIX OMTHOUIOB OIIOCPEIYIOTCS
aKTHBaIMEH KIIACCUYECKUX OTHOUIHBIX PEIENTOPOB B IIEHTPaIbHON HEPBHOM cuctemMe. Kpome Toro, mepudepn-
YEeCKHE ONMHMOMIHBIE PELENTOPHl MPH aKTHBALMN MOTYT MHIHOHMpPOBATH IMepelady HOIMIENTHBHBIX CHTHAJIOB,
MOKa3aHHBIX KaK B KIMHHUYECKHX HCCIIENOBAHUAX, TaK M B HCCIENOBaHUAX Ha *)HUBOTHBIX (Gupta et al., 2001;
Kalso et al., 2002; Stein et al., 2003; Zollner et al., 2008).

Takum 00pa3zoM, 4To0bI M30€KaTh MOOOUHBIX 3P PekToB, cBsazaHHbIX ¢ [[HC, mocne cucreMHOro BBeAEHUS
OJIMH U3 MOJXOJO0B 3aKII0YANICS B IPEAOCTABICHUU TEPUPEPUICSCKH OTPAaHIMUYCHHBIX JIMTAHOB OIMAOUIHBIX pe-
LENTOPOB, KOTOPBIC C TPYIOM IEPECcEKaloT reMaTodHIe]ammueckuil 0apbep U MOITOMY IIOXO PacHpOCTpaHs-
I0TCS B IIEHTPAJIbHYIO HEPBHYIO cucTeMy (cM., Hanpumep, WO 2015/192039). Takue nepudepuuecku aeicr-
BYIOIIIUE COCIMHCHUS MOTYT cOYeTaTh 3(()EKTUBHYIO aHATIBIC3UI0 C OTPAHMICHHBIMUA TOOOYHBIME (P HEKTaMH.

Jpyroii moaxo/ 3akitoyaics B NPeNIOKEHUH COeIMHEHUH, KOTOpble B3aUMOACHCTBYIOT KaK C pELEeNTOPOM
HOP, tak u ¢ penentopom MOP. Takuwe coeawHeHus, Hampumep, ommcanbl B WO 2004/043967, WO
2012/013343 u WO 2009/118168.

Eme oxnH momxon 3akiovaics B TOM, YTOOBI MPEIOCTaBUTh AHAIBIETHKH JUISI HECKOJBKUX ONMMOMIHBIX
PenenTopoB, KOTOPhIE MOAYJIUPYIOT O0Jiee OJHOTO MOATHIIA OTIMOUTHBIX PEIIETITOPOB, YTOOBI 00ECIICUNUTH a/ITH-
TUBHYIO WJIA CHHEPTHYECKYIO aHAIBIC3UI0 /WM YMEHBIICHHBIE TOOOYHBIE A(PQPEKTH, Takue KaK MOTCHIIHAT
3JI0YHOTPEOICHIS MJIH TOJIEPAHTHOCTb.

C omHOW CTOPOHBI, OBITO OBI KEJTATEIBHO 00CCIICUYNTh aHAJIBIECTHKH, KOTOPbIC H30UPATEIFHO ICHCTBYIOT
Ha penentopuyio cucreMy HOP, HO MeHee BBIpa)Ke€HBI B KJIACCHYECKOW pelenTOPHONW pelenTopHOU cucTteMe,
ocobeHHO B perientopHoi cucteme MOP, Torna kak ObLTO OBI JKENATEIFHO Pa3lIUYaTh HEHTPAITEHYIO HEPBHYIO
AKTUBHOCTHh M TEPUPEPUUCCKYIO HEPBHYIO NEATENHEHOCTh. C JIpYyroil CTOPOHBI, OBLIO OBI XKelaTeabHO obecte-
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YUTh aHAJBICTHKH, JCHCTBYIOIIME Ha perentopHyro cuctemy HOP, a Takke cOamaHCHpPOBaHHYIO CTCIICHb Ha
peuenrtopayto cucteMy MOP, Torma kak ObUIO OBI JKETAaTEIBHO Pa3iWyaTh ICHTPAJIBHYIO HEPBHYIO JCATCIb-
HOCTH U TIepu(epuIecKyio HEpBHYIO ACATEIbHOCTb.

CyrmiecTByeT MOTPEOHOCTh B MEIMKAMEHTaX, KOTOPbIe A((EKTHBHBI TIPH JICICHUH O0JIM U KOTOPBIE UMEIOT
MPEUMYIIIECTBA [0 CPABHEHUIO C COCTUHEHUSAMH IPEAISCTBYIOIETO YPOBHI TEXHUKH. Tam, I1e 3TO BO3MOXKHO,
TaKWe JIEKapCTBEHHBIE CPEACTBA JOJDKHBI COACPXKATh TaKyl HEOOIBIIYIO /103y aKTUBHOTO KOMIIOHEHTA, YTO
YAOBIECTBOPUTENIbHAS OoJieTepanusi MOKET OBITh oOecriedeHa 0e3 BO3HUKHOBEHUS HEMEPEHOCHUMBIX IMOOOYHBIX
3¢ dexToB.

Lenblo m300peTeHUs SABISCTCS co3Manue (HapMaKOJIOTHYCCKH aKTHBHBIX COCIMHEHUH, MPEAMOYTHTEIEHO
AHAITBTeTUKOB, KOTOPEIC UMCIOT MIPEUMYIIECTBA IO CPABHEHHIO C TPEANICCTBYIOINM YPOBHEM TCXHUKH.

Orta 1enb OblIa JOCTUTHYTA B CYIIHOCTH (POPMYIIBI H300pETCHUS.

IepBBIil acmekT AaHHOTO W300pPETEHUS OTHOCUTCS K MPOU3BOAHBIM 3-((TeTepo-)apuir)-8-aMHUHO-2-0KCO-
1,3-nnazacniupo-[4,5]nexana oomeit Gpopmynsr (1)

R5

e R! npeacrasiseT coooit -H nmum -CHs;

R? npenacrasisieT coboit -H, -C,-Cg-ankui1, TUHSHHBIA WM pa3BETBICHHBIN, HACHIIIICHHBIN, HE3aMeIleH-
HBII; IIUKIONPOINI, coequHeHHbIN depe3 -CH,-; okcetanui, coequHeHHbIi yepes -CH,-; uim teTparuaponupa-
HUWII, coennHeHHbIN yepe3 -CH,-;

R? MpencTaBisieT co00k -peHmn, -0eH3m, ~-TUSHII, -OSH3UMUIA30JII, WIH -TIMPUIAHII, B KOKIOM CITy-
Jae He3aMEeIICHHBIN WU 3aMEeISHHBIA OHUM, IBYMS, TPEMsI HUIH YETBIPhMS 3aMECTHTEIISIMHU, HE3aBUCUMO JPYT
OT JApyra BEIOpaHHBIMH U3 rpymusl, cocrosmeit u3 -F, -Cl, -CN, -CH;, -CH,CHj3, -CH,F, -CHF,, -CF;, -OCFj;,
-OH, -OCHj3;, -C(=0)NH,, C(=O)NHCHj;, -C(=0)N(CH3),, -NH,, -NHCHj3;, -N(CHj),, -NHC(=0)CHj;, -CH,0H,
SOCH; u SO,CH;; R? npenactasisier coooi -H; -C;-Ce-anku, TUHEWHBIA UIN Pa3BETBICHHBIN, HACHIIIICHHBIN,
HE3aMCIICHHBIA WM 3aMCIICHHBIN OTHUM, ABYMS, TPEMs WU YCTHIPEMS 3aMECTUTCIISIMU, HE3aBUCHMO JPYT OT
JpyTa BEIOPaHHBIMU W3 TPYMIEL, coctosmei u3 -F, -Cl, -Br, -1, -CN, -OH, -O-C;-Cy-ankwuia, -C(=0)NH-C;-C-
ankmna, -C(=0)N(C,-C¢-ankni), mmu -C(=O)NRR', rre R un R' Bmecre ¢ aromoM a30Ta, K KOTOpOMY OHH IpH-
COEIMHEHBI, 00Pa3yIOT KONBIO U MpeacTaBisioT co6oit -(CH,);.s-; 3-6-1IIEHHBIA MUKIOANKHIII, HE3aMeIeHHBIN
WM 3aMEIICHHBIN OTHUM, TBYMS, TPEMS WIIH YETHIPHMS 3aMECTUTEIISIMU, HE3aBUCUMO JIPYT OT JIpyra BBHIOpaH-
HBIMH M3 Tpynibl, coctosmieit u3 -CHs, -F, -Cl, -Br, -1, -CN, -OH, u -O-C,-C,-ankuna, npudeM yKa3zaHHBIA 3-6-
YJICHHBIN ITUKI0anKua coenuteH yepes -C;-Cq-ayKiieH; 3-6-1IeHHBIH TeTepOITUKIOaTKII, He3aMEIIeHHbIN I
3aMEIICHHBIA OJHUM, ABYMS, TPEMs MM YETBIPhMS 3aMECTUTEIISIMH, HE3aBUCUMO JIPYT OT APyTa BEIOpAaHHBIMU
u3 rpymmnsl, cocrosieit u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C;-C,-ankuna, npudeM yKa3aHHBIA 3-0-4ICHHBIH Te-
TEPOIMKIIOANKIIT coequHeH depe3 -Ci-Cg-anmkuieH; -QeHnI, He3aMelleHHbIH win MoHo3amenleHHbid -OCHj3;
npUYeM yKa3aHHBINA -heHm coeanneH yepe3 -Ci-Cy-alKuiieH-; Wi -IIUPUIWI, He3aMeIeHHBIH, MOHO- U T0-
JU3aMEIICHHBIN; TPUYEM YKa3aHHBIH -TUPUAWT coequHeH depe3 -C-Cy-alKkuieH-;

R’ IpeJICTaBIsIeT cO00H -(heHu, -1,2-06H30IHOKCOI, ~-ITUPA3UHIL, ~-TTUPUIA3UHII, ~-TUPUAHHII, TTHPHMH-
JIUHUI, -TUEHW, -UMHUIA30JIAJ, -OCH3UMHIAa30/IMII, -THA30JIW, -1,3,4-THaaua3onui, -0eH30THA30IHII, -OKCa30-
JIWIT, -O€H30KCA30IHII, ~-ITUPA30JIMII, XHHOJIWHWII, ~-H30XUHOJIUHIII, ~XUHA30JIUHWI, ~-HHIOJIWI, -IATHAPOUH IO,
uHAoauHWI, -0eH30[c][1,2,5]okcannazonmi, -6en3o[c][2,1,3]okcaanazonmi, umunaso[l,2-ajnmupasuamr, -1H-
nuppotio[2,3-b]mupunuann, wim -1H-muppono[2,3-c] mupuauHmwI, B KaKIOM clydae He3aMeIleHHBIH WM 3a-
MEIICHHBIN OJHUM, BYMS, TPEMS WJIM YE€THIPbMSI 3aMECTUTEIISIMHA, HE3aBUCUMO JIPYT OT Apyra BHIOpaHHBIMHU H3
rpynmsl, cocrosimeid u3 -F; -Cl; -Br; -I; -CN; -C,-C4-ankuna; -C,-Cy-ankun-OH; -CF;; -C;-Cy-ankun-CFs;
-C-Cs-anxun-C(=O)NH,; -C-Cy-anxun-C(=O)NHC,-C¢-ankuna; -C-C4-anxnn-C(=0)N(C,-Cg-amkmn),;
-C;-Cy-ankxun-S(=0),-C-Cs-ankuna; -C(=0)-C;-Cy-ankuna; -C(=0)OH; -C(=0)0-C;-Cy-anxmna; -C(=O)NH,;
-C(=0)NHC,-Cy-anxmna; -C(=O)N(C;-Cy-ankmin),; -C(=O)NH(C,-C,-ankun-OH); -C(=O)N(C;-Cy-ankun)(C;-Cy-
ankmwi-OH);-C(=0)NH-(CH,CH,0),_3,-CH3; -NH,; -NHC,;-Cy-ankuna; -N(C;-Cy-ankun),; -NHC,-C4-ankun-OH;
-NCH;C;-Cy-ankun-OH; -NH-C;-Cy-ankun-C(=0)NH,; -NCH;-C;-C;-ankun-C(=0)NH,; -NHC(=0)-C,-C;-an-
kuia; -NCH;C(=0)-C,-Cs-ankuna; -OH; =0; -O-C;-Cs-ankuna; -OCF;; -O-CH,-CF;; -O-C;-Cy-ankun-CO,H;
-0-C;-C4-ankun-C(=0)0-C,-Cy-ankuna;-0-C;-Cy-ankmn-CONH,;  -S-C;-Cy-anmkmma;  -S(=0)C,-C,-ankma;
-S(=0),C,-C4-ankuna; u -S(=0),N(C,-Cy-ankmin),; -3-12-4JeHHOTO NUKIOATKHIIA, HACKIIEHHOTO HIIU HEHACHI-
MICHHOTO, He3aMeIeHHOT0, MOHO- WiH nosm3amenieHHoro -OH, -CF;; npudeM yka3zaHHBIN 3-12-4JI€HHBIA ITUK-
JOANKUI HeoOs3aTenbHo coenuHeH depe3 -CH,-, -O-, -NH-, -NCHj;-, -NH-(CH,);.3-, -NCH;3(CH,);.3-, -(C=0)-,
-NHC(=0)-, -NCH;C(=0)-, -C(=0O)NH-(CH,);3-C(=O)NCH;3-(CH3),3-; -3-12-4JIleHHOTO TeTEepOIMKIOAIKHIIIA,
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HACHIIIICHHOTO WJIM HEHACHIIICHHOTO, HE3aMEIEHHOT0, MOHO- win monu3amerienHoro -CH;, -F, -S(O),CH;,
-C(=0)CHj;, -CH,-C(=0)-0-CH;, -OH, -CH,-CH,-OH, -CH,-C(=0)-OH, -CH,-C(=0)-NH, wmu =0; npudem
yYKa3aHHBIN 3-12-uJieHHBIA TEeTePOIMKIOANKII Heobs3aTensHo coeauner depe3 -CH,-, -O-, -OCH,-, -NH-,
-NCHj3;-, -NH-(CH,),.3-, -NCH3(CH,),3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,),3-, -C(=0)
NCH;-(CHy);.3-; -6-14-1yeHHOTO apuia, He3aMeIIeHHOTo, MOHO- wiH moiu3amerieHHoro -CN, -CH,-C(=0)-
NH-, -CH,-C(=0)-N(CHs3)-, -C(=0)-N(CH3;)-CH,-, -C(=0)-N(H)-CH,-, -C(=0)-NH,, wnmu -F; npuuem ykazan-
HBI 6-14-uneHHBId apun HeoOs3artenbHO coemuHeH dYepe3 -CH,-, -O-, -NH-, -NCH;-, -NH-(CH,),.;.,
-NCH;(CH,);.3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,),.3-, -C(=O)NCH3-(CH,);_3-; miu -5-14-
YJICHHOTO TeTepOapuiia, HE3aMEIICHHOTO, MOHO- WU TOJU3aMEIICHHOTO -C; 4IKAIOM, -IIUKIOTPOITIIOM, HIIH
-CF3; mpudeM yka3aHHBIN 5-14-4ieHHBIN TeTepoapril HeoOs3aTenbpHo coequnaeH yepe3 -CH,-, -O-, -NH-, -NCHj;-,
-NH-(CH;);.3-, -NCH3(CH,);3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH;);.3-, -C(=O)NCHj;-
(CHy)15-; 1

R“, Rlz, RB, RH, RIS, Rl(’, R”, R18, R” uR¥ MPEJICTABISIOT co00i -H; B 3aBHCHMOCTH OT pa3Mepa KOoJbIia
"3-12-4sIeHHBIN TETePOLMKIOANKIWIBHBINA (parMeHT" U "3-6-4JICHHBIH T'eTepOIUKIOANKUIBHBINA (parMeHtT” 03-
HavYaeT HeapoOMaTHISCKUH, MOHOIMKINICCKUH, OMITMKINISCKUN WM TPUIUKINISCKU (hparMeHT, coaep Kamui
oT 3 10 12 aTOMOB B KOJbIIE I OT 3 10 6 aTOMOB B KOJIBIIE, T/I€ KK/ IIUKJI BKJIFOYAET HE3aBUCHMO JPYT OT
npyra 1, 2, 3, 4 unu Ooyiee TeTepOaATOMOB HE3aBUCHMO JIPYT OT JIpyra BBIOPAHHBIX M3 TPYIIIIBI, COCTOSIIEH W3
a30Ta, KHCJIOpOJia W CEephl, ToTaa Kak cepa MoxeT ObITh okucieHa (S(=0) mmm (S(=0),), mpudeM ocTajabHBIE
KOJIBIIEBBIC aTOMBI SIBIISIFOTCS aTOMaMH YIJIepoJia, TP 3TOM OWIMKJINYECKHE WIIM TPHIMKIAIECKHUE CHUCTEMBI
MOTYT UMETh 00IHii reTepoaToM(bl); U

"5-14-4uneHHbII reTepoapuiIbHBIA (parMeHT"' 03Ha4aeT apoMaTHYECKUH, MOHOLMKINYECKIH, OUIIMKINYe-
CKHUH WJIM TPULUKINYECKUH (hparMenT, conepkammuii 6-14 KoiIbLeBbIX aTOMOB, IPUYEM KaXIbIH UK COJAEPIKUT
HE3aBUCHMO JpyT OT apyra 1, 2, 3, 4 win Ooliee TreTepoaTOMOB, HE3aBHCUMO JPYT OT JPYra BBIOPAaHHBIX U3
TPYIINEL, COCTOSIIICH U3 a30Ta, KHCIOPOJa U CEpPhl, MPUYEM OCTAJIbHBIC KOJBIIEBEIC aTOMBI SBJISIOTCS aTOMaMU
yriaepoja, mpy 3TOM OUIMKINYECKUC WU TPUIUKIMYECKUES CUCTEMBI MOTYT UMETh OOIIHI reTepoaToM(bl);

WM eT0 (PU3HOJIOTHIECKH MPUEMIIEMYIO COJIb.

"(T'erepo-)apun" mpeacraBuseT coboit "reTepoapmi win apwn”. [IpenanouTuTebHO, apyil BKIIOYAET, HO HE
orpaHnunBaercs uMu, perm u Hag . [IpeanoyTuTensHO, TeTepOoapHIT BKIIIOYAET, HO HE OTPaHUIMBACTCS UMH,
-1,2-6eH30AMOKCOI, -TIMPA3UHUI, -TTUPUIA3UHII, -TTUPUAUHII, -MTAPUMHAIAHWI, -THCHWI, -UMUAa30WI, -OeH-
3UMUIA30IIII, -THA30JuN, -1,3,4-THamua3onui, -OCH30THA30JIHI, -OKCAa30JWI, -OE€H30KCA30JMII, -TTUPA30JIUII,
-XWHOJIMHUJ, -W30XWUHOJWHWI, -XWHA30JMHUJ, -WHIOJIWI, -WHAOMMHMI, Oenzo[c][1,2,5]okcamuazonun, -uMu-
nazo[1,2-almmupazuann, uim -1H-mppono[2,3-b]nupuaunm. [IpeanodTuTeasHO, NUKITOATIKII BKIIOYAET, HO HE
OTPAaHUYUBACTCS UMM, -IAKIOMPOIHII, ~-IIUKIO0OYTHII, -IIUKIONCHTIN U -IUKIOreKCiI. [IpemoYTuTeNsHo, reTe-
POLMKIIOATKIII BKIIFOYACT, HO HE OTPAHUYHUBACTCS UMH, -a3UPUIUHII, -a3CTUINHWI, ~-TUPPOTUIUHIII, -ITATICPU-
JUHWJI, -TIATICPA3HHIIT, ~-MOP(OIMHIL, -CyTb()aMop(OIMHIII, ~-OKCHPUIUHIII, ~-OKCETAaHIII, ~-TCTPAruAPONUPAHIIL,
U -TTUPaHUIL

Kornma ¢parmeHT coequHeH uepe3 aCHMMETPHYHYIO Tpymity, Takyto kak -C(=0)O- mim -C(=0)O-CH,-, To
yKa3aHHas aCUMMETPUYHAsI TPYTIa MOKET OBITh pacroliokeHa B JJr0OOM HampaBiennd. Hampumep, xorma R
COCIIMHEH CO CTPYKTYpOil sapa depes -C(=0)0-, pacronokeHne MoxeT ObITh Kak R*-C(=0)0-s1po, Tak u sapo-
C(=0)0-R%.

B mpeanouTHTEIHOM BAPHAHTE Pea3allii COSIMHEHIS 110 JaHHOMY H300peTeHmio R’ mpencrasisier co-
ooii -H; u R? npencraBiseT coboii -C,-Cg-amkui, TUHEHHBIH WM pa3BeTBICHHBIH, HACBHIIEHHBINA, HE3aMeEIICH-
up1ii. [IpennourutensHo, R' mpencrasmnser coboii -H u R* npeacrasiser codoit -CH;.

B JI0TIOTHHTETIEHOM TIPEIMOYTHTEIFHOM BAPHAHTE PeaTH3aliy COCIUHEHNS 10 JAHHOMY H306peTennio R
npezcrasisier coooit -CH;; u R? npencrapusier cobor -Ci-Cg-aNKui, THHCHHBIN WM Pa3BCTBICHHBIA, HACHI-
LICHHBIN, He3aMelleHHbIH. [IpennouruTensHo, R! npencrasiset coooit -CHj, u R? npencrapiset coboit -CHj.

B erie oTHOM IpEAIOYTHTEIHHOM BapHAHTE PEATU3AIIH H300PCTCHUS

R! npeacrasisiet coboit -H unu -CH;; u

R’ npencrasimsier co60ii -CH,-0KceTaHmIIL.

B [I0TIOTHATEIEHOM TIPE/IOYTHTEIFHOM BAPHAHTE PEaH3aNI COCANHEHNS 110 JAHHOMY H300peTeHHio R
npencTaBisieT coboit -heHnn HezaMeleHHbIH, MOHO- Win am3amemenusiid -F, -Cl, -CH;, -CF;, -OH, -OCHj,
-OCF;, npeamoururensHo -F. B apyroMm npeamodruTensHOM BapuaHTe pealu3anni m3o0pereHus R mpencras-
JI1eT co0OM -OeH3MII, He3aMelleHHbIH, MoHO- uin au3amemendslii -F, -Cl, -CH;, -CF;, -OH, -OCH;, -OCF;,
MpeAnoYTUTensHO -F.

B eme 0JHOM JONOTHUTEIEHOM MPEAMOYTHTEIEHOM BapUAHTE PEaTH3alii COSIUHCHUS 0 TAHHOMY H30-
6perennio R’ mpeacraBiser coGoi ~THEHNMI, -TUPUANHII HTH OSH3MMUIA30JII, B KAXKIOM CIIy4ae He3aMEICH-
HEII wi MoHo3ameleHHblH -F, -Cl wmm -CHj.

B NpeArnouTHTENFHOM BapHaHTE peanu3allii COSAHHEHHS 10 JaHHOMY m3o6perenmio R mpencrasmser
coboii -H.

B JI0TIOTHHTETEHOM TIPEIMOYTHTEIFHOM BAPHAHTE PeaTH3aliy COSIMHEHNS 10 JaHHOMY H306perennio R
npencraBisieT coboit -C-Cg-alkui, TUHSHHBINA WM pa3BETBICHHBIN, HACBHIIIICHHBIN WJIM HEHACHIIICHHBIN, He3a-
MeIIeHHbIH i MoHo3aMeneHHbIH -O-C-Cy-ankunom uii -C(=O)N(C,;-C4-ankuiiom),.
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B eme 0JHOM JONOTHUTENEHOM MPEAMOYTHTEIEHOM BapUAHTE PEaTH3alUU COSUHCHUS TI0 TAHHOMY H30-
OpeTeHuIo R* MPEJICTABISCT COO0N 3-0-WICHHBIH NUKIOANKIIBHBIN (parMeHT, HACHIIICHHBIA MU HEHACHIIICH-
HBI, HE3aMEICHHBIA WM 3aMEIICHHBI OJHUM, JABYMS, TPEMsS WM YETBHIPbMS 3aMECTUTEIISIMU, HE3aBHCHMO
JIPYT OT JpyTa, BRIOpaHHBIMH W3 Tpynmbl, cocrosmer u3 -F, -Cl, -Br, -I, -CN, -OH, -O-C;-C;-anxun, npudaeMm
YKa3aHHBIN 3-6-1ICHHBIN IUKIOATKIILHBIN pparmMenT coenuueH uepe3 -CH,- nnmm -CH,CH,-.

B mpeamodtuTensHOM BapHaHTE pealin3allid COSIUHEHUS MO JaHHOMY H300pETCHHIO R* MPEICTaBISAET
c000#i -OKceTaHWJ, -TeTparuapodypaHul WIA -TETPAruAPOTIMPAHWII, B KOKIAOM Cllydae HE3aMEIIESHHBIH WITH
3aMEIICHHBI OJHUM, IBYMSI, TPEMS FUTH YETBIPHMS 3aMECTHUTEIISIMU, HE3aBUCUMO APYT OT JPYyTra, BEIOPAaHHBIMH
u3 rpymnnsl, cocrosmei u3 -F, -Cl, -Br, -I, -CN, -OH, -O-C;-C,-ankuna; npu4eM YKa3aHHBIH -OKCETaHHUI,
-TeTparuipoypaHui WIN -TeTparuaponupanui coeauHer yepes -CH,- mmn -CH,CH,-.

B eme ofHOM TpeAIOYTUTEIFHOM BapHaHTE Pean3allii COCAMHEHU 10 JaHHOMY u300pereHuro R mpen-
CTaBIsACT COOOW -(heHWN, He3aMEIICHHBIH, MOHO3aMCIICHHEIN, MPUYEeM YKa3aHHBIA -(DEHWI COCAMHCH dYepe3
-CH,- unu -CH,CH,-.

B 1omoMHUTEIRHOM MPEAMOYTHTEIEHOM BApHAHTE PEaTU3allii COCIUHCHHS [0 TAHHOMY H300pPETCHUIO R*
TIpeCcTaBiIsieT coO0H -MUPUINHIII, HE3aMEIICHHBIN WM 3aMEIEHHBIA OHUM, ABYMsI, TPEMS WJIH YETHIPEMS 3a-
MECTHUTEIISIMU, HE3aBUCUMO JAPYT OT JApYyra, BEIOpaHHBIMH U3 TPYIIIbI, coctosimei u3 -F, -Cl, -Br, -I, -CN, -OH,
-C;-Cjankmna, -0O-C;-Cs-anxun, -C(=0)OH, -C(=0)OC;-Cy-amkmn, -C(=O)NH,, -C(=O)NHC,-C,-ankw,
-C(=0)N(C,;-C4-anxmi),, -S(=0)C,-C4-anmkun u -S(=0),C,-C4-ankui; npudeM yKa3aHHBIA -MUPUIAHUI, COCIH-
HeH uepe3 -CH,- nnmm -CH,CH,-.

B npeanoyTuTensHBIX BapuaHTaX pean3aiui H300peTeHus, COeTMHEHUE TI0 TAHHOMY M300peTEeHUI0 nMe-
€T CTPYKTYpY Jto0oii u3 odmux popmyn ot (II-A) no (VIII-C)

RS
~N N NH
& |
R4 P o7
X
(II-A) (I1-B)
;
RS, R\
~ N N<ge
R5\
N—
N R®
N
)\ N | \ (o]
o
\R4 /\/
RD
RC
(I1-C)
(II1-A)
5 R{ RS
R
\ N N ~ \ N N ~
Rs Rs
N o N
o]
RC R

II1-C
(II-B) o
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RD
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R
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(VII-B) RO

RS
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o)
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—
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RC
(VIII-A)

R5\

A

(VIII-C)

(VIIL-B)

r7€ B KaXKIOM cllydae Rl, Rz, R3, R* 1 R’ Haxoas1cst B COOTBETCTBHH C OIPEACIICHUSIMU BBIIIIE,
R€ npencrapisiet cooboit -H, -OH, -F, -CN wnn -C;-C-ankwn; npeamouturensro -H wmu -OH;

RP npezacTasiset coboit -H wm -F;
WK eT0 (PH3HOIOTHYECKH MPUEMIIEMON COJIH.

[IpenmoururenpHO, B coeauHeHUIX oo0mieit hopmynsl (I) mwin B 1000M U3 cOeAMHEHUH 00IMUX (GOPMYIT OT

(II-A) 10 (VIII-C) R’ BeIGpaH 3 rpyIimsl, COCTOSIICH 13
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B KOHKpETHOM MPEANMOYTHTEIHFHOM BapHAHTE PeaM3alii COSTUHEHUS TI0 JAHHOMY H300PETSHHUTO

RlnpeHCTaBnﬂerco6oﬁ—}IHHH—(HigIUHHH

R? npencraBisieT coboit -C,-Cg-amkui, JTUHSWHBIH WM pa3BETBIICHHBIN, HACHIIICHHBIN, HE3aMeICHHBIN;
npeamoururensHo R mpexacrasmsier co6oii -CH; mmn -CH,CHs; Gonee npeamoututensro R' u R? 06a mpeacras-
10T co0oit -CHs; n/vmu

R’ MPEIICTABISCT COOOH -(heHII, ~-TUCHIIT WM -IIAPUIUHII, B KOXKIOM CIy4Yae He3aMEIICHHBIN TN 3aMe-
IICHHBIA OJHUM, TBYMS, TPEMs WM YCTHIPhMS 3aMCCTUTEIISIMHU, HE3aBHCHUMO JPYT OT JIPYra, BEIOPAHHBIMHU U3
rpymmel, cocrosmiei u3 -F, -Cl, -CN, -CHj;, -CH,CHj;, -CH,F, -CHF,, -CF;, -OCF;, -OH, -OCH3;, -C(=0)NH,,
C(=0)NHCHj3;, -C(=0)N(CH3;),, -NH,, -NHCH3;, -N(CH3;),, -NHC(=0)CHj;, -CH,OH, SOCH; u SO,CHj3; npen-
MOYTUTENIbHO, R’ mpencraBnsieT co0oi -QeHw, -THSHIT WH -TIUPUANHII, B KaXIOM cilydac He3aMeIleHHBIN
WM 3aMeIIeHHBIN -F; 6oJiee MpeaAmoITuTeIhHO, R’ MpenCcTaBIsaeT co00l (eHWI, He3aMeIIeHHBIN; 1/WTH

R* npencrasusieT coboit -H; -C;-Cg-ankwi, THHEHHBIA WK pa3BETBICHHBIN, HACBHIIICHHBIH, HE3aMeIeH-
HBIA WK 3aMEIICHHBIA OTHUM, IBYMSI, TPEMS MU YETBIPHMS 3aMECTUTEIISIMHU, HE3aBUCHUMO APYT OT APYTa, BBI-
OpaHHBIMM U3 TPYMIEI, cocTosmel u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C,-C,-ankuna; win 3-6-4JIeHHbIN ITUKI0-
AJIKWI, He3aMEIIEHHBIH WM 3aMEIIEeHHBI OJHUM, JABYMS, TPEMS WIH YETHIPbMS 3aMECTUTEIISIMHU, HE3aBUCUMO
JPYT OT Apyra, BEIOpaHHBIMU W3 rpymibl, coctosmiei u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C;-C,-ankun, npudem
YKa3aHHbBIN 3-6-ujieHHBIA MUKIOANKWI coequHeH depe3 -Ci-Cg-alKuieH; mpearnouTUTENbHO, R* MpeACTaBIAET
co00¥ 3-0-4JICHHBIA ITUKJIOATKHJ, HE3aMCIICHHBIN WM 3aMEIICHHBIN OJHUM, TBYMS, TPEMs WJIH YETHIPHMS 3a-
MECTHUTEJISIMH, HE3aBUCHMO JPYT OT ApYra, BBIOPaHHBIMH W3 TpyMIsl, cocrosmeit u3 -F, -Cl, -Br, -1, -CN, -OH, u
-O-C;-Cy-ankun, mpuyeM yKa3aHHBIN 3-6-uJCHHBIA MUKIOANKWI coenuHeH depe3 -CH,- wmu -CH,CH,-; Goee
MPEANOYTUTEIBHO, R* MpeJCTaBIsIeT COOO0MH -IMKIIO0YTHII, He3aMEIICHHBIH Wi MOHO3aMeIeHHbIH -OH, npruem
YKa3aHHBIN -IIUKJIO0YTHII coenuueH depe3 -CH,-; n/umu

R’ npexcTaBisier co60it -(peHNT, -IMPA3HHIIT, ~-THPHAA3HHII, ~TAPHINHA, ~-TAPUMUIHHII, ~THSHII, WIH
nMuaa3o[ 1,2-ajmupasuH, B KaXKIOM Clydae HEe3aMEIISHHBIM WIIM 3aMEIICHHBIH OJHUM, NBYMS, TPEMs WJIH de-
TBIPbMSI 3aMECTUTEISIMH, HE3aBHCHMO NIPYT OT Jpyra, BEIOpaHHBIMH W3 Tpymmbl, coctosmei u3 -F; -Cl; -Br; -I;
-CN; -OH; -C,-Cs-ankuna; -CF3; -3-12-41eHHBIN UKIOAIKII, HACKHIIIEHHBIA WM HEHACHIIIIEHHBIH, He3aMeIleH-
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HBI, MOHO- WJIH MOJU3aMEUICHHBIN; MPEANOYTUTEIFHO HUKIONPONNI, HACBHIILEHHBIH, HE3aMEIIEeHHBIH; -3-12-
YJICHHBIN reTepOLUKIOANKNUI, HACHIIICHHbBIN WM HEHACBHIIIEHHBIA, HE3aMEIIeHHbIN, MOHO- WM MOJU3aMelIeH-
HBI; MPEATIOYTHTEIHHO -MAPPOSHIUHIII, ~-MOP(HOIUHUI, -TATIEPAZUHIII, ~-THOMOP(OIMHMI, WA -THOMOP(O-
JUHWI THOKCHU, B KaXJIOM CIydae HACHIIIICHHBIN, He3aMeIIeHHbBIN Win MoHo3amerneHHbIH -C -Cy-ankwmr; -6-14-
YJICHHBIN apwil, He3aMeleHHBIA, MOHO- WJIH IOJIM3aMEeIIeHHBIHN; PEANOYTHTEIbHO -(heHMI, He3aMenleHHbIH; -O-
C,-Cy-amxmn; -S-C-Cyanxmr; -C(=0)OH; -C(=0)O-C,;-Cy-ankmr; -C(=O)NH,; -C(=O)NHC,-C4-anmkui;
-C(=O)N(C,-Cy-anxmi),; -C(=O)N(C,-C4-anxun)(C,-C4-anknn-OH); -C(=O)NH-(CH,),_3-3-12-u1eHHBIA THKIIO-
aJIKWJI, HACBHIIIECHHBIA WM HEHACBINCHHBINA, He3aMEeNIeHHBIH WM MoHo3aMelleHHbIH -OH; mpenmodruTenbHo
-C(=O)NH-(CH,);_;-uuKI00yTHII, HACHIIICHHBIN MIIH HCHACHIICHHBIA, HE3aMCIICHHBIN MM MOHO3aMEIICHHBIN
-OH; -C(=0)-3-12-uyieHHBIN TeTepOUUKIOANKII, HACHIIICHHBINA I HEHACHIICHHBIN, HE3aMCIICHHBIH, MOHO-
WY TIOJIN3aMEelIeHHbIH; npeamnoututensHo -C(=0)-MopdonuHm, HackIeHHbIH, He3aMeleHHbIH; -S(=0)C,-Cy-
ankwi; -S(=0),C;-Cy-ankmr; u -S(=0),N(C;-C4-ankui),; u/wim

R'", R'% RY, R™ R”, R'® R R'™ R”uR¥ TPEJCTAaBISIOT co00#t -H.

[IpeanovTuTensHO, COCANHEHNE TI0 JAHHOMY H300PETEHUIO BBIOPAHO U3 TPYIIIBI, COCTOSIICH 13

uc-5-[ 1-(LuxaoOyTun-mernn)-8-1uMeTHIAMHHO-2-0KCcO-8-peHu-1,3-

SC 3001
- nuasacnupo[4,5]nekan-3-un]-nupuMunH-2-kapOOHUTpHIIA
SC 3002 muc-5-[ 1-(LuxiaoOyTun-mernn)-8-1uMeTHIAMHHO-2-0KCcO-8-peHu-1,3-
- nuasacnupo[4,5]nexan-3-un]-nupasuH-2-kapOoOHUTpHIIA
SC 3003 muc-5-[ 1-(LuxnoOyTuia-merun)-8-1uMeTHIaMUHO-2 -0KCOo-8-heHm-1,3-
- nuasacnupo[4,5]nexaH-3-mi]-4-MeTOKCH-TMPUMHANH-2-KapOOHUTpPHIIA
SC 3004 ic-5-[8-umernamuno- 1 -(2-MeTokcu-3Tii)-2-okco-8-pennn-1,3-
- nuasacnupo[4,5 | nexaH-3-wn]-nupuMuanH-2-KapOOHUTPUIIA
SC 3005 muc-5-[ 1-(LuxnoOyTri-meTin)-8-TuMeTHIIaMUHO-2 -0kCOo-8-heHm-1,3-

nuasacnupo[4,5 | nexaH-3-wi]-nupuMuanH-2-KapOOHOBOH KUCIOThI aMHA
uc-5-[ 1-(LuxnoOyTri-metin)-8-TuMeTHIaAMUHO-2 -0k COo-8-heHm-1,3 -
SC 3006 | nuasacrmpo[4,5]nexaH-3-mi]-2-MeTHICY TG OHUI-TUPUMUANH-4-
KapOoHHUTpHIIA

uc-5-[ 1-(2-MeTtokcu-3Th)-8-MeTiaMuHO-2-0kco-8-pennn-1,3-
Juasactnpol4,5]aexan-3-ui|-nmupuMuanH-2-KapOOHUTpUIIA

uc-2-[ 1-(LuxaoOyTun-mernn)-8-1uMeTHIaMHHO-2-0KkcO-8-peHu-1,3-
nuasacnupol4,5|nexan-3-mn]-5-metuncynbG oHUI-0eH30HUTPIIIA

SC 3007

SC 3008
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uc-2-[ 1-(ukaobytun-merin)-8-1uMeTHIaMHHO-2-0KCco-8-heHm-1,3-

$C_3009 nuasactmpol4,5]nekan-3-u]-OeH3amuza
3C 3010 uuc-3-[ 1-(Huknobytun-merin)-8-numeTiiaMuHo-2-0kco-8-¢enm-1,3-
— nuasactmpo[4,5]nexan-3-mn]-6eH3amrna
uuc-5-[8-AumetmnamuHo- 1 -[ (1-TuAPOKCH-LIKITIO0Y THIT )-MeTH |-2-0KCO-8-
SC 3011 | ¢penunn-1,3-guasacmupol4,5]nexan-3-mwi|-nupuMuguH-2-KapOOHOBOH  KHUCJIOTBI
amuaa
SC 3012 uc-5-[ 1-(HuknobyTun-meTin)-8-MeTHIaMuHO-2-0KCo-8-( erm-1,3 -
- Juasactmpol4,5 ] nexan-3-ui|-4-MeTOKCH-MHPUMUINH-2-KapOOHUTPHIIA
SC 3013 1uc-5-[ 8-AumernnamuHo- 1 -[ (1 -THAPOKCH-IIUKIIOOY THIT)-METHII |-2-0KCO-8-
- ¢bennn-1,3-guasacnupol4,5 ] nexan-3-wi|-nupuMugus-2-KapOOHUTPHIIA
SC 3014 uuc-2-[ 1-(Huknobytun-mern)-8-numeTiiaMuHo-2-0kco-8-¢peH-1,3-
- Jauazactmpol4,5]nexan-3-ui|-nupumMuanH-5-kapOoHNTpIIA
SC 3015 uc-8-Anmernnamuso- 1 -[( 1-ruapokcu-ukiIo0y TriI)-MeThi | -3-(2-MeTOK CH-
- MUPUMUANH-5-11)-8-hennn-1,3-nuazacnupo[4,5] nexan-2-oHa
SC 3016 nuc-2-[ 1-(IuknoOyTria-MeTin )-8-1MMeTHIaMUHO-2-0Kco-8-¢ennn-1,3 -
- nuasactmupol4,5]nekan-3-mi|-nupuMuIHH-5-kapOOHOBO# KHCIIOTHI aMH/IA
SC 3017 uuc-4-[ 1-(Huknobytun-mern)-8-numeTiiaMuHO-2-0kco-8-enm-1,3-
— nuasactmpol4,5]nexan-3-un]-N-meTun-oenzamuaa
SC 3018 1uc-5-(8-AumernnamMuHo-2-0kco-8-pennn- 1-mpomnmn-1,3-
- auasacnupo[4,S]aexan-3-min)-nupuMUIHH-2-KapOOHUTPHIA
SC 3019 uuc-5-[8-AumernnamuHo- 1-(3-MeTokcu-npomni)-2-okco-8-penm-1,3-
— | nuasactupo[4,5]nexkan-3-ui]-nupuMuarH-2-kapOoHUTpUIA
3C 3020 uc-5-[ 1 -(Lukaonpornui-mMeTin )-8 - TuMeTHIaMHAHO-2-0KC0-8-( ernit-1,3-
- Juazactupol4,5 ] nexan-3-ui|-nupuMuanH-2-kapOoHUTpUIA
SC 3021 nuc-4-[ 1-(IuknoOyTria-MeTin )-8-1MMeTHIaMUHO-2-0Kco-8-enmn-1,3 -
- nuasacnupol4,5]nekan-3-ui]-OeH3amuna
SC 3022 | WwaC- 1-(L{ukno0yTrin-metin)-8-aumerunaMuto-8-herni-3-[ 2-(tpudropmernit)-
- OUpUMUANH-5-m1]-1,3-muasacnupo[4,5]nekan-2-oHa
SC 3023 uc-8-JlumernnaMuHo- 1-[ (1-ruppoxcn-nnkiao0yTi)-meThi|-3-(2-rugpokcu-
- MUPUMUANH-5-11)-8-hennn-1,3-nuazacnupo[4,5] nexan-2-oHa
SC 3024 uuc-5-[8-Aumerunamuno- 1-(2-meTun-nponun)-2-okco-8-penun-1,3-
- nuasacrupo[4,S]aexan-3-mi]-nupuMuAnH-2-KapOOHUTPHIA
3C 3025 1pc-5-[8-AumerunamuHo- 1 -(2-ruapokcu-3Tun)-2-okco-8-penui-1,3-
- Juazactmpol4,5 ] nexan-3-ui|-nupuMuanH-2-kapOoHUTpHIA
SC 3026 nuc-5-[ 1-(IuknoOyTun-MeTin )-8-MeTunaMuHo-2-0kco-8-gennn-1,3-
- auasacnupol4,S]nexan-3-mi]-4-MeTun-nupuauH-2-KapOOHUTpHUIIA
SC 3027 | e 1-(ukno0yTun-meTiun)-3-(5-MeTOKCU-TIpa3suH-2-11)-8-MeTHIIAMHUHO-8-
- ¢denun-1,3-nuasacmupol4,5]|nexan-2-oHa
SC 3028 uc-4-[ 1-(uknobytun-mern)-8-1uMeTHIaMuHO -2-0Kco-8-hen-1,3-
- nuazactmpol4,S]nexan-3-un]-N,N-mumerun-oeHzamMuna
SC 3029 muc-4-[ 1-(uknoOytun-mern)-8-numMeTHIaMuHO-2-0Kco-8-eHm-1,3-
- nuasacmupo[4, 5] nexan-3-mn]-N-o1ina-N-(2-rugpokcu-3tun)-6eH3amuaa
SC 3030 muc-2-[ 1-(IuknoOyTun-meTin )-8-MeTnunaMuHo-2-0kco-8-gennn-1,3-
- nuasacnupo[4,S]aexan-3-mn]-5-meruncynboHnn-0eH30HUTpUIA
SC 3031 | e 1-(uk o0y THI-METHIT )-8-METUIIAMHHO-3 -[ 2 -MeTHIICY b OHMIT-4 -
- (rpudropmeriun)-penmn]-8-pennn-1,3-nuasacmupol4,5] nexan-2-ona
SC 3032 uuc-4-[ 1-(Huknobyun-meTin)-8-MeTHiaMuHo-2-0Kkco-8-¢p ermi-1,3-

jquazactmpol 4,5 nexan-3-ui]-N,N-mumernn-3-(tpudTopMeTnn)-
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6eH30J1CcyNbHOHOBOM KUCIOTHI aMUIa

uuc-4-[ 1-(LUukiao0yTun-mern)-8-(3THII-MeTHI-aMHHO )-2-0KCcO-8-¢eHm- 1,3 -

SC 3033 >
— nuasactmpol4, 5] nexan-3-un]-6eH30HUTpHIA
uc- 1 -(LHuknobytin-mMetni)-8-(3 THI-MeTHI-aMIUHO)-8-peHm-3-[ 2-
SC 3034
- (rpudropmerun)-mupumuanH-S-un|-1,3-nuazacnupo[4,5nekan-2-ona
uuc-5-[ 1-(LuknoOyrun-merni)-8-(3THi-MeTuin-aMuHo)-2-okco-8-¢perun-1,3-
SC 3035
- nuasacnupol4,5]aexan-3-mn]-nupumMuauH-2-kapOoHUTpUIA
uc-5-[8-Aumerinamuno- 1-[ (1 -MeTHI-LMKI00y THIT )-Me T |-2-0KCO-8- (e Hu-
SC 3036
- 1,3-nnazacnupo[4,5 | nekas-3 -ui]-nupuMuuH-2-KapOOHUTpHIA
A uc-2-[3-(2-1nano-nupuMuH-5-11)-8-1uMeTnIaMuHo-2-0kco-8-¢perun-1,3-
SC 3037
— nuasactupol4,S]nexan-1-un]-N,N-numeTun-aneraMmuna
uc- 1-(Luknobyun-mernn)-8-MeTunaMuHo-8-heHmn-3-[ 2-(Tpud TopMeTn)-
SC 3038 .
- nupuMuanH-5-mi)-1,3-muazacnupo[4,5]nexan-2-ona
\ uc-5-[8-Aumerminamuno-8-(3-dproppenun)-1-(4-meroxen-0yTuin)-2-okco-1,3-
SC 3039
- Juazactupo[4,5 | nexan-3-ui|-nupuMuanH-2-KapOOHUTPHIIA
uc-5-[ 8-AumerninamuHo- 1 -(3-MeToKcH-Tiporin)-2-0kco-8-penun-1,3-
SC 3040
- nuasacnupol4,5]aexan-3-mn]-4-MeTOKCH-TUPUMUINH-2-KapOOHUTpHIA
5 muc-5-[ 1-[(1-Luano-uuk o0y TriT )-MeTHI | -8 - TUME THIIAMIHO-2-0KCO- 8- e HuIT-
SC 3041
- 1,3-nnazacrimupo[4,5] nexan-3-ui|-mupuMuIuH-2-kapOOHUTpHIIA
muc-N-(IuknoOytun-mern)-5- 1-(uukno0y THI-MeTHIT)-8- IMMEeTHIAMUHO- 8-
SC 3042 | (3-propdenin)-2-okco-1,3-auazacnupo[4, 5] nexan-3-mn|-nupuMuanH-2-
KapOOHOBOH KHCIIOTHI aMHUJIa
uc-5-[ 1-(3-MetokcH-nponui)-8-MeTHIaMHHO-2-0KCO-8-(perni-1,3-
SC 3043 B
- nuasacnupol4,5]aexan-3-nn]-nupumMuauH-2-kapOoHUTpUIA
pc-5-[8-Aumermnamuno-8-(3-dpropdennn)-1-metnn-2-okco-1,3-
SC 3044
- nuasactupol4,5 ] nexan-3-ui]-nupuMunH-2-KapOOHUTPUIA
uc-4-Metokcu-5-[ 1-(3-MeToKCH-TTpOnHII )-8-MeTHIAMUHO-2-0KCO-8-(h e HHJI-
SC 3045
- 1,3-nuazacnupo[4,5]nekan-3-ui]-nupuMuanH-2-kapOoHUTpHIA
uc-4-[8-umerunamuno- 1 -(2-mMeToKcH-3111)-2-0KCO-8-(ern-1,3-
SC 3046
- auasacnupol4,S]aexan-3-ui]-nupuMuauH-2-kapOOHUTpUIA
uuc-5-[8-Aumernnamuno- 1 -(2-meTokcu-31ui)-2-0kco-8-¢perni-1,3-
SC 3047
- jauazactupo[4,5 | nexan-3-mui]-4-MeTOKCH-THPUMHUANH-2-KapOOHUTPIIIA
muc-4-[ 1-(Lukao0yTrin-meTnn)-8-AuMeTHIaMIHO-2-0KCco-8-hern-1,3 -
SC 3048
- auasacnupol4,S]aexan-3-mn]-nupuMuauH-2-kapOOHUTpUIIA
uc- 1-(uknobytun-mernn)-8-numMerniaMuHo-3-(6-meTmicy ib(anmn-
SC 3049
- MUpUMUANH-4-111)-8-hernn-1,3-mma3zacnupo[ 4,5 nekan-2-ona
uc-2-[3-(2-Inano-mupumMuanH-4-1i)-8-TUMeTHIaMUHO-2-0KCO-8-¢heHn-1,3 -
SC 3050
— nuazactupol4,S]nexan-1-un]-N,N-nuMeTuia-aueraMuna
A uc-6-[ 1-(Huknobyrun-mernn)-8-1uMeTuiIaMuHO-2-0Kco-8-(perm-1,3 -
SC 3051
- Juazactupo[4,5 | nexan-3-un]-mupuMunna-4-kapOOHUTPHIA
nuc-2-(8-Aumernnamuno-2-okco-3,8-nudenni-1,3-nuazacnupo[4, 5| nexan-1-
SC 3052
- wi)-N,N-numerun-aueramusia
uc- 1 -(LuknoOy tin-meTu )-8 - tuMeTnnaMuHo-3, 8- mudenumn-1,3-
SC 3053
— nuazacnupol4,S]nexaH-2-oHa
\ uc-2-[8-Aumeriinamuno- 1-(2-MeTokcu-311i)-2-0Kkco-8-penun-1,3-
SC 3054
- Juazactupo[4,5 | nexan-3-ui|-nupuMuanH-5-KapOOHUTPHIIA
nuc-8-Jlumerunamuno- 1-(2-merokcu-atun)-3,8-nudenun-1,3-
SC 3055
— nuasactmpo[4,S]nexan-2-oHa
SC 3056 | uue-5-[8-Tumerunamuto- 1-(2-mMeTokcu-oTIN)-2-0KC0-8-(penun-1,3-
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nuasacnupol4, S]nekan-3-un]-4-MeTua-nupuanH-2-kapOoHUTpUIA

ruc-N,N-Tumerni-2-(8-mMeTrnaMuao-2-0kco-3,8-nudenmn- 1,3 -

SC 3057
- nuazacnupol4,5]nexan-1-wmn)-aneramuaa
uc-5-[ 1-[(1-Luano-uuKio0y T )-MeTHII |-8-Me THITaMHHO-2-0KCO-8-(h e HIJI-
SC 3058 | |7,
- 1,3-nmazactmpo[4,5 | nexan-3 -m | -mupuMuanH-2-KkapOOHUTPIIIA
” - 5-[ 1-[(1-L{raHo-1IKI00Y THIT )-MeTHI |-8~(S THII-METHII-aMHHO))-2-0KCO-8-
SC 3059
- ¢enun-1,3-nuasacnupo[4,5 | nexan-3-mn]-nupumMuanH-2-KapOOHUTpUIA
uuc-4-[8-Aumermnamuto- 1-[(1-ruapokcu-unKino0y THI)-MeTHII | -2-0KCO-8-
SC 3060
- ¢bennn-1,3-nnazactmpo[4,5 ] nexan-3-ni|-0eH30HuTpHIA
rc-3-[ 8-Aumernnamiao- 1 -[ (1 -ruapoKCH-IIUKIOOY THIT)-MeTHII | -2-0KCO-8 -
SC 3061 p
- ¢ennn-1,3-nuasacnupo[4,5]nexan-3-mn]-OeH30HUTpHIA
. | muc-5-[1-[(1-Iuano-muKio0y THII )-MeTHI |-8-TUMEeTHIAMHHO-2-0KCO-8-(h e HILIT-
SC 3063
- 1,3-nuazacnupo[4,5 | nexan-3-ui|-nupuaus-2-kapOoOHUTpUIIA
1uc-2-[3-(2-LnaHo-nupuMHUIHH-5-11)-8-TUME TUIIAMIHO-2-0KCO-8-(eHn-1,3-
SC 3064
— nuasactupo[4,S]nexan-1-un]-N-nponmi-aneramMmuaa
c-5-[ 1-(Hukno0yTui-mern)-8-(3THil-MeTHII-aMHHO )-2-0Kco-8-(heHn-1,3-
SC 3065 N
- auasacnupol4,S]nekan-3-ui]-4-MeTokCH-IMPUMHANH-2-KapOOHUTpUIIA
uuc-4-[ 1 -(Hukinobyrui-mern)-8-meTraaMuHo-2-0Kkco-8-¢peHm-1,3-
SC 3066
- nuazactupol4,S]nexan-3-ui]-3-MeToKCu-OeH3OHUTPIIIA
” uc-5-[ 8-TumetunaMuHo- 1-(3-MeTOKCH-TTpOri)-2-0kco-8-henmn- 1,3 -
SC 3067
- auasacnupol4, S]nexan-3-mi]-6-MeTOKCH-IMPUANH-2-KapOOHUTpUIIA
uuc-4-[8-Aumerinamuto- 1 -[(1-ruapokcu-unuKIo0y THI)-MeTHII | -2-0KCO-8-
SC 3068
- bennn-1,3-nuasacnupol4,5 | nekan-3-un|-6eHzamuna
uuc-5-[8-Aumernnamuno- 1 -[ (1 -rugpoKcH-IUKIOOY THIT )-MeTHII |-2-0KCO-8 -
SC 3069 h
- ¢ennn-1,3-nuasacnupo[4,5|nexan-3-wn]-nupuanH-2-kapOoOHUTpHIA
uc-5-[8-AumerinamiHo- 1-[(1-ruapokcH-unuKIo0y THII)-MeTHII | -2-0KCO-8-
SC 3070 | ¢penun-1,3-guazactupol4,5]aexan-3-un]-N-[(1-rugpokcu-unukao0yTum)-
MeTHI |-NupuanH-2-KapOOHOBOI KUCIOThI aMUia
uc-2-[8-AumerinamiHo- 1-[(1-ruapokcH-unKIo0y THI)-MeTHII | -2-0KCO-8-
SC 3071
- ¢enunn-1,3-nuasacnupo[4,5 |nexan-3-mi]-OeH30HUTpHIA
uuc-3-[ 1-(Uuknobyrui-meru)-8-umMeTiiaMuHo-2-0kco-8-penmn-1,3-
SC 3072
— nuasactmpol4,S]nexan-3-ui]-6eH30HUTpUIA
” c- 1-(IuxnoOytun-mMeTin)-8- numeTnnaMuHo-8 - eHn-3 - 2-(tpudropmerin)-
SC 3073 .
— NUPUMUANH-5-1]-1,3-nnazacnupo[4,5]nekan-2-oHa
uc-5-[ 1 -(Huknobyrui-meru)-8-quMeTiiaMuHO-2-0kco-8-penmn-1,3-
SC 3074 | nnazacnupo[4,5]nekan-3-uin|-4-MeTUI-MUPUANH-2-KapOOHOBOI KUCJIOTBI
METHJIOBOTO d(upa
uuc- 1 -(Huknobyrun-mernn)-8-auMeTiHaaMuHo-3-(5-MeTOKCH-TTUpa3uH-2- 1T )-
SC 3075
- 8-henun-1,3-nuazacnupol4,5 | nekan-2-oHa
uc- 1-(L{uknoOy Tri-MeTHIT )-8 - AnMe TUITaMIHO-3 ~(2-METOKCH-TUPUMHIHH-5-
SC 3076 J
- un)-8-ennn-1,3-nuazacnupol4,5]nexan-2-oHa
uc-4-[ 1-(LuknoOyTri-mMeTin)-8-AuMeTHIAMUHO-2-0KCcO-8-penun-1,3-
SC 3077
- nuasactimpo[4, 5] nexan-3 -mn]-6eH3oHuTprIa
ruc-5-[ 1-(LuknoOyTiia-MeTu )-8-IuMeTHiIaMuHO-2-0kco-8-penun-1,3-
SC 3078
- nuazactupo[4,5 ] nexan-3 -mn]-4-MeTun-nupuauH-2-kapOoOHUTpHIIA
muc- 1 -(uknoOyrun-mernn)-8-aumernnamuto-3-(5-Grop-nupumMuanH-2-uin)-8-
SC 3079
- ¢denun-1,3-guazacnupol4,5]nexan-2-oHa
SC 3080 tuc-4-[ 1-(LuknoOyTri-mMeTin)-8-AMMeTHIaMUHO-2-0KCO-8-(penun-1,3-

nuazacnnpol4,5]nexas-3-mi]-3-mMeTokcH-OEH30HUTPIIIA
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muc-4-[ 1-(ukaobytun-merin)-8-nuMeTHIaMHHO-2-0Kco-8-heHm-1,3-

SC 3081 -
- nuasactmpol4,5]nexan-3-m]-0eH30HHOM KUCIOTBI METHJIOBOTO d(hHpa
uc- 1 -(Huxnobytun-merun)-8-numerunamMuno-8-denni-3-(2-nupponauans- 1-
SC 3082
— uia-nupumMunui-4-un)-1,3-nuazacnupo[ 4,5 nekaH-2-oHa
SC 3083 nuc- 1-(I{uknoOy Tra-mMeTin )-8-nuMeTniaMuHo-8-GeHu-3-(5-nupuanH-2-ui-

troen-2-mn)-1,3-nuaszacnupo[4,5]nekan-2-ona

uc- 1 -(uxnoby Tun-me T )-8- IuMe THIIaMUHO- 3 - 2-MeTUICy b OHMI-4-

SC_3084 (rpudropmerin)-pennn]-8-pennn-1,3-nuazacnmpol4,5 ] nexan-2-ona
uc- 1-(LuxnoOyTun-mernn)-8-nuMeTniaaMuHo-8-p eHui-3 -[ 6-(tpudropmerni)-
SC 3085
- nupupuH-3-wil-1,3-nuazaciupol4, 5] nexan-2-ona
c- 1 -(Huxnobytun-merun)-3-(2,4-aumeTokcH-G e H I )-8-AUMeTHIIAMUHO-8-
SC 3086
- ¢enun-1,3-nuasacmpol4,5]nexan-2-oHa
muc-2-[ 1-(uknobytun-mern)-8-numMeTHiiaMuHo-2-0kco-8-enm-1,3-
SC 3087
- nuasacnupol4,S]aexan-3-un]-4-metuicynbGoHnn-0eH3OHUTPUIIA
uc-5-[ 1-(Huknobyun-mernn)-8-1uMe THIaMuHO-2-0Kco-8-enmn-1,3-
SC 3088
- Juasactupol4,5 | nexan-3-ui]-2-grop-6eH30HUTpIIIA
uuc-4-[ 1-(ukiaobytun-merin)-8-1umMeTHiaMuHo-2-0kco-8-peHmn-1,3-
SC 3089 | nuasactupo[4,5]nexkan-3-ui]-N,N-gumernn-3-(tpudropmerin)-
GeH3051CYIb(OHOBOH KHCIOThI AMIIA
” nuc-2-[ 1-(IuknoOyTria-MeTin )-8-1MMeTHIaMiuHO-2-0Kkco-8-henun-1,3-
SC 3090
- nuasactmpol4,5]nexan-3-ui]-0eH30HUTpHIA
uuc- 1-(uxnoOyTuin-meri)-8-qumetniaMuao-3-(2-metmi-umunasol 1,2-
SC 3091
- a|nupasun-6-un)-8-henun-1,3-nuazacnupol4,5]nekan-2-oxHa
nuc- 1-(I{ukno0y ThiI-MeTN )-8- TMMeTHIIaMUHO- 3 -(4-MeTHUIICY Tb(OHUIT-HEHIT )-
SC 3092
- 8-(penmn-1,3-muazacomupol4,5]nekan-2-ona
uc-2-[ 1-(Huknobytun-mernn)-8-1uMeTHIaMuHO-2-0Kkco-8-denmn-1,3-
SC 3093
- nuasactmpol4,S]nexan-3-un]-5-MeTokcH-0eH30HUTpILIIA
uc- 1-(L{uxnoOytun-mern)-8-nuMeTnnaMuHo-3, 8-aug eHmn-1,3-
SC 3094
- nuazacnupo[4,5]nekan-2-oHa
uc- 1 -(Huxnobytun-mernn)-8-nuMernnaMuao-8-henni-3-nupasus-2-ui-1,3-
SC 3096
- Juazacnupo[4,5]nexan-2-oHa
nuc-8-JlumernnamuHo- 1-[(1-rugpokcu-unukio0yTwn)-metui|-3-(2-Mop oauH-
SC 3097
- 4-un-nupumMuauH-5-mn)-8-dpenunn-1,3-nuasacnupol[4,5] nexkan-2-ona
uc-8-Aumernnamuto- 1 -[( 1-ruapokcu-uukino0y T )-meti|-3-[ 2-(4-metun-
SC 3098 | mumepasun-1-un)-mupuMuauH-S-un|-8-pernn-1,3-muasacnupol 4,5 nexan-2-
OHA
muc- 1-[(1-I'uapoxcu-unknody ThI)-MeTiiI | -8-MeTHiIaMiHo-3-(2-MopdoanH-4-
SC 3099 A
- WJI-TTUPUMHUITUH-5-10)-8-hennn-1,3-nuazacnupo|[ 4,5 |nekan-2-ona
wuc-8-Anmernnamuso- 1 -[(1-rugpokcu-uuknooyTun)-meri]-8-dpennn-3-(2-
SC 3100 | munepasus-1-un-nupuMuauH-5-mn)-1,3-nuasacnupol 4,5 nekan-2-oxn
THAPOXJIOpPHIA
wc- 1-[(1-I'uapokcu-unknody ThI)-MeTHiI |-8-MeTHiIaMiHO-3-[ 2-(4-meTun-
SC 3101 | munmepasun-1-wn)-nmupumMuaus-S-un|-8-penni-1,3-quasacnupol4,5] nexan-2-
OHa
muc- 1-[(1-T'unpoxcu-uukao0y THIT)-MeTHIT | -8-MeTHIaMUHO- 8- e HrI-3 -(2-
SC 3102 | nunepasun-1-un-nupumMuans-5-un)-1,3-nuasacnupol4,5]nexkan-2-ox
JUTHAPOXJIOpHAA
SC 3103 uc- 1 -(uxnobytun-merun)-8-iuMeTiiaMiuHo- 3 -[4-meTun-6-(TpudropmeTn)-

nupunuH-3-mi|-8-pennn-1,3-nuasacnupol4,5] nekan-2-ona
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wuc- 1-(LuknoGyrun-mernn)-8-mernnamuno-3-[4-meTun-6-(Tpudropmernn)-

SC_3104 nupuanH-3-mi|-8-pernn-1,3-quazactupol 4,5 |nexan-2-ona

SC 3105 | WHC 1-(L{uKJI0npONHII-METIIT )-8-AUMETHIIAMHUHO-3-(4-METHJICY Tb( OHHII-
- (dennn)-8-dennn-1,3-nguazacnupol4,5]nexan-2-ona

SC 3106 | BHC- 1-(Lukaonponui-mMeTin )-8-MeTHiaMuHO-3 -(4-MeTHIICY 16 OHUIT- (D e HIIT ) -
- 8-¢penmn-1,3-muazacnupo[4,5 ]| nexan-2-oHa

SC 3107 | WC 1-(Luknonponui-mMeTiun )-8-1uMeTiiaMuHo-3-(2-prop-4-
— meruncyabdonmn-dpennn)-8-pennn-1,3-quaszacnupol4, 5] nexkan-2-ona

SC 3108 muc-2-[ 8-Aumernnamuno-1-[(1 —rnz[pOKCI/I—L[HKJT06yTHn)—MeTMn]—2—0Kc0—$—
- ¢$ennn-1,3-nuaszactmpo[4, 5] nexkan-3-mi]-6eH3aMI, MypPaBbHHONW KHCJIOTI

SC 3109 uc-2-[ 8-AumernnamuHo- 1 -[ 2-(1-MeTOKCH-IUKIOOY THIT )-3THII |-2-0KCO-8-
- ¢dennn-1,3-nuaszactmpo[4, 5] nexkan-3-mn]-6enzamina

SC 3110 uc-8-JlumerrnaMuHo- 1-[ 2-(1-MeTOKCH-IIKIO0Y THIT )-3TH |-3 -(2-MeTHIT-
- MUPUMHUIAUH-5-1)-8-ennn-1,3-auasacnupo[4,5 | nekan-2-oHa

SC 3111 muc-5-[ 1-[(1-I' mapokcH-unuKIo0y THIT)-MeTHIT | -8-MeTHIAMHHO-2-0KCO-8-(h €HHJI-
- 1,3-nnaszactmpo(4,5]nexan-3 -ui]-nupuMuauH-2-kapOoHUTpHIa

SC 3112 muc-2-[ 1-[(1-I' mapoxkcu-uruKIo0y THIT)-MeTHIT | -8-MeTHIAMHHO-2-0KCO-8-( HHJI-
- 1,3-guazactmpo[4,5]nexan-3-mi]-OeH30HUTpHIA

SC 3113 wuc-4-[ 1-[(1-I napokcu-ukao0y THI)-MeThI |-8-MeTHIaMHHO-2-0KCO-8-heHMII-
- 1,3-guazactmpo[4,5]nexan-3-mi]-3-MeTokCH-OEH30HUTPIIIA

SC 3114 uc-4-[8-Orunamuno- 1-[(1-ruapokcu-nukIo0y THIT)-MeTHII |-2-0Kco-8-he Hut-
- 1,3-guazactmpo[4,5 ] nexan-3-mi]-3-MeTokCH-OCH30HUTPIIIA

SC 3115 uc-2-[8-Orunamuno- 1-[(1-ruapokcu-nukIo0y THIT)-MeTHII |-2-0Kco-8-he Hut-
- 1,3-nuazacniupo[4,5 ] nexan-3-ui|-0eH30HUTp I

SC 3116 uc-5-[ 1-[(1-I napokcu-Lukao0y THI)-MeThI |-8-MeTHIaMHHO-2-0KCO-8-h e HIJI-
- 1,3-nuazactmpo[4,5 | nexan-3-mui|-4-MeTOKCH-MTUPHUMUAHH-2-KapOOHUTPIIIA

SC 3117 uc-2-[8-JIumeriiamuHo- 1 -(okceTaH-3-nun-mMetnn)-2-okco-8-penun-1,3-
- nuasacnupo[4,5]nexan-3-ui]-6eHzamuna

SC 3118 uc-4-Metokcu-5-(8-mMeTnnammuHo-2-okco-8-¢penun-1,3-
- nuasactipol4,5 ] nexan-3-wmin)-mupuMHTHH-2-KapOOHUTpHIIA

SC 3119 uuc-2-(8-MermnamuHo-2-0kco-8-penni-1,3-nuasacnupol4, S)nexan-3-un)-
— GeHzamma

SC 3120 uuc-8-umerninamuno-3-[2-(3-okco-nunepasuH- 1 -in)-nmupuMuanH-5-1i)]-8-
- (denun-1,3-nuasacnmpol4,5 | nexan-2-ona

SC 3121 1uc-3-(2-L{ukaonponui-IMpuMHANH-S5-11)-8-AUMeTHIaMUHO-8-PeHnn-1,3-
- nuasactmpo[4,5]nexan-2-ona

SC 3122 uuc-8-JlumerinamMuHo-3-[4-MeTui-0-(TpugTopMeTHI )-TUPUINH-3 -1 |-8-
- (dennn-1,3-nuaszactmpo[4,5]nexan-2-ona

SC 3123 uuc-8-JlumerinamMuHo-3-(2-metuicyabGonui-pennn)-8-penmn-1,3-
- nuasacrmpol4,5]nexaH-2-ona

SC 3124 uuc-8-nmernnamuno-8-¢pennn-3-(2-nunepasuH- 1 -mi-nupuMuIuH-5-mn)-1,3-
- nuasacrmpol4,5]nexan-2-oHa

SC 3125 TpaHc-2-(8-Jrunamuno-2-okco-8-pennn-1,3-quazacnupol4,5]nexan-3-mi)-
— GeHzamuna

SC 3126 uc--2-(8-OtmnaMuao-2-0kco-8-penn-1,3-nuazacnupo[4, S| nekan-3-mn)-
— Oenzamuza

SC 3127 uuc-2-(8-OtunamuHo-2-0kco-8-penun-1,3-nuasacnupol 4,5 | nekan-3-um)-

OeH30HUTpIIIA
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ruc-2-(8-3tunamMuHo-2-okco-8-henun-1,3-auazacnupo( 4,5 nexan-3-ui)-

SC 3128
- OeH30HUTpIIIA
SC 3129 uuc-3-[5-(8-AumerniaamuHo-2-okco-8-¢penmi-1,3-nuazacnupo[4,5 | nekaH-3-
- WIT)-TIUPUMUANH-2-111]-0eH30HUTpHIIA
3C 3130 nuc-8-Jumernnammuno-3-[2-(4-metuncyneoHun-nunepasus- 1 -um)-
— nupuMuanH-5-m]-8-¢pennn-1,3-nuasacnupo[4, 5| nekaH-2-oHa
SC 3131 uuc-3-[5-(8-AumernnamMuHo-2-0kco-8-¢penmi-1,3-nuasacnupo[4,5 | nekax-3-
— WIT)-MTUpUMUANH-2-11|-OeH3amuna
3C 3132 tuc-8-[(Llukionponun-MeTin)-MeTHiI-aMuHo | -8-¢eHnn-3-[ 2-(tpudropmerin)-
= mUpUMUANH-5-un|-1,3-muasactmpo[ 4,5 | nekan-2-oHa
3C 3133 uc-8-umernnamuno-3-[2-(4-mMetun-nunepasus- 1 -kapOoHWI ) -IMpUMHUANH-5-

wn|-8-pennn-1,3-muazactupol[4,5|nexaH-2-oHa

SC 3134

TpaHc-4-(8-Jtinamuno-2-okco-8-penun-1,3-auazacnupol4,5 | nexan-3-mn)-3-
METOKCH-OCH30HUTpHUIIA

uc-4-(8-Otunamuno-2-okco-8-dhennn-1,3-auazacnupol4, S nexan-3-mn)-3-

SC 3135
— METOKCH-OEH30HUTPHIIA
uc-3-[2-(4- Auerui-nunepasun- | -1 )-IuPUMATUH-5 -1 |-8-TUMETUIAMHUHO-8-
SC 3136
- ¢denun-1,3-nuasacmupol4,5 ]| nekaH-2-oHa
3C 3137 uuc-8-umernnaMuHo-8-¢p eHnn-3-(2-mupuanH-4-I-MUPUMHUANH-5-11)-1,3-

nuaszacnupol4,5]nexan-2-ona

SC_ 3138

uc-8-lumernnaMuHo-8-¢h eHnn-3-(2-MupUarH-3 - MI-MTUPUMHUANH-5-11)-1,3-
nuazacnupo[4,5]nexan-2-ona

SC 3139

ruc-5-(8-AumetnnamHo-2-okco-8-penmn- 1,3 -quasacnupol 4,5 | nexan-3 -mn)-
N-(2-ruapoKCU-3THI)-TUPUMUANH-2-KapOOHOBOM KUCIOTHI aMiIa

c-5-(8-Anmernnamuno-2-okco-8-penun-1,3-muasacmupol4,5 | nexan-3-wui)-

SC 3140 .
- MHPUMUANH-2-KapOOHOBO# KHUCJIOTHI aMUAA
ruc-8-JlnmernnamMuHo-3-[ 2-Mopd onuH-4-1-4-(Tprd TOPMETHIT )-THP MU H-
SC 3141 -
- S-wn]-8-¢pennn-1,3-guazacnupo[4,5])nexan-2-oHa
uc-4-[ 5-(8-Aumerunamuno-2-okco-8-penn-1,3-nuazacnupo[4,5 | nexan-3-
SC 3142
- WT)-TIUPUMUANH-2-1J1]-0eH30HUTpUIIA
SC 3143 uc-5-(8-3tunamMuHo-2-okco-8-henun-1,3-arazacupol 4,5 nexan-3-wuin)-4-
- METOKCH-TTUPUMHUIHH-2-KapOOHUTpHIIA
SC 3144 TpaHc-5-(8-Otunamuno-2-oxkco-8-penni-1,3-nuazacnupol 4,5 | nexan-3-mn)-4-

METOKCH-ITMPUMHANH-2-KapOOHUTPHUIIA

uuc-8-IumernnamuHo-3-[ 2-(MopdonuH-4-kapOOHWI)-TUPUMUANH-5-11]-8-

SC_3145 benun-1,3-nuasacmupo[4,5 ]| nekan-2-oHa
uuc-2-[4-[5-(8-Aumernnamuno-2-okco-8-penun-1,3-nuasacnupol4,5] nekan-3-
SC 3146 | wn)-nmupuMUANH-2-UJI|-THNepasHH- 1-UJI|-yKCYCHOH ~ KHCIOTBI ~ METHJIOBOTO

s¢upa

SC_3147

uc-8-umernnamuno-3-[2-(metuicynbpoHmi-merin)-perni]-8-penmn-1,3-
nuasacnupo[4,5]nexan-2-oHa

uc-8-JlnmernnaMuHO-3-(4-MeTHn-2-MophONNH-4-UT-ITUPUMUTIH-5 -1 )-8 -

8C_ 3148 ¢dennn-1,3-guasaciupo[4,5 ]| nekanH-2-oHa
uuc-8-Iumernnamuno-3-[2-(1, 1-guokco-[ 1,4 | TnasuHan-4-wui)-mupuMHIHH-5-
SC 3149
- nn|-8-¢enni-1,3-mnasacupo[4,5 ]| nekan-2-oHa
SC 3150 uc-8-umernnamuno-3-(4-¢Top-nupuaus-3-mn)-8-dernn-1,3-

nuaszacnupol4,5]nexan-2-oHa
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uc-5-(8-umerunamuno-2-0kco-8-penmn- 1,3-nuazacmnupol 4,5 | nexan-3-wmi)-

SC_3151 N-(2-runpoxcu-31un)-N-MeTHI-IUPUMHANH-2-KapOOHOBON KHCIIOTHI aMUAA
SC 3152 uuc-5-(8-AnmetnaMuHo-2-0kco-8-henmn-1,3-quazacnupol 4,5 | nexan-3-mn)-2-
= MOpOINH-4-1I-N30HUKOTHHOHUTPHUIIA
SC 3153 uuc-4-(8-AnmetnaMuHo-2-0kco-8-henmn-1,3-quasacnupol 4,5 | nexan-3-mn)-
= OeHzamia
” uc-8-JlumernnaMuHo-3-(2-GTop-4-Meruncy megonnn-penmnn)-8-pennn-1,3-
SC 3154
— nuazacnmpol4,S]nexaH-2-oHa
SC 3155 uc-4-(8-Anmernnamuno-2-okco-8-dennn-1,3-nuasacmnupol 4,5 | nexan-3-mn)-3-
= ¢$rop-OenzoHuTpHUIa
" uc-4-(8-Jlumermnamuno-2-0kco-8-penmn- 1,3-nuazacmnupol 4,5 | nexan-3-wmi)-
SC 3156 ~
- 3,5-nudrop-OeH3oHnTpHIA
” uc-8-JnumerninaMuHo-3-(2-MeTOKCH-MTUPUMHUIANH-5-1)-8-bernn-1,3-
SC 3157
- nuazacnmupol4,S]nexaH-2-oHa
” 1uc-3-[2-(ben3nnaMuHo )-upUMUAUH-5 -1 -8 - iumeTiaMuHo-8-henmn-1,3-
SC 3158
— nuaszacnupo|4,5]aexaH-2-oHa
” uc-8-JlumernnaMuHo-3-[2-(4-dpropdenmn)-mupumuans-5-nn]-8-hernin-1,3-
SC 3159
— nuazacnupol4,S]nexaH-2-oHa
” TpaHc-8-bensui-8- numernnamuHo-3-(2-MophonuH-4-1I-TUPUMUANH-5-1J1)-
SC_3160
— 1,3-nuazactupo[4,5]nexan-2-ona
” uc-8-bensnn-8-quMernnaMuto-3-(2-mopdonun-4-un-nupuMuuH-5-mm)-1,3-
SC 3161
— nuazacnmpol4,S]nexaH-2-oHa
” uc-8-AnmernnamuHo-8-¢p eHnn-3-(2-mupuanH-2 - LI-MUpUMHANH-5-11)- 1, 3-
SC 3162
— nuazacnupol4,5S]nexan-2-oHa
. uc-4-(8-Jlumermnamuno-2-okco-8-penmn- 1,3-nuazacmnupol 4,5 | nexan-3-wmi)-
SC 3163 ~
— 3,5-nudrop-6eHzamuna
SC 3164 uc-4-(8-Anmernnamuno-2-okco-8-dennn-1,3-nuasacmnupol 4,5 | nexan-3-mn)-3-
= ¢dTop-Oenzamuna
” uc-8-bensnn-8-qumernnaMuno-3-[ 2-(tpudropmerin)-nmupumMuanH-S-uil-1,3-
SC 3165
— nuazacnupol4,S]nexaH-2-oHa
” TpaHc-8-bensun-8-numernnamuHo-3-[ 2-(TpudropMeTH)-IUPUMHUANH-S - 11 |-
SC 3166
— 1,3-nuazacnupo[4,5]nexan-2-ona
\ uc-8-umernnamuHo-8-trnodeH-2-mi-3-[ 2-(tpud ropme i) -nupuMuAnH-5-
SC_3167
— un|-1,3-auazacnupo(4,5 |nexaH-2-oHa
TpaHc-8-IumeTiiaMiuH0-8-THodeH-2-u-3-[2-(TpudTOpMETHI )-THPUMHUTHH-5-
SC 3168 \
— unl-1,3-auazacnupo[4,5]nexan-2-oHa
SC 3169 uuc-2-[2-(8-AumernnamuHo-2-0kco-8-¢enmi-1,3-nuaszacnupol4,5 | nexan-3-
- 11)-(heHOKCH |-YKCYCHOH KHCIOTHI
” uc-8-umernnamuHo-8-¢p ernn-3-(2-nunepuanH- | -ui-nmupuMuaus-5-mn)-1,3-
SC 3170
— nuazacnupo[4,5]aexaH-2-oHa
” uc-8-umernnamuHo-8-¢h eHnn-3-(2-nupponuant- 1 -uiI-mupuMHARH-5-11)-
SC 3171
— 1,3-nuazacnupo[4,5]nexan-2-ona
” uc-8-lumernnamuHo-8-¢ eHnn-3-(2-MUpUMHINH-S - WI-THPUMUIHH-5-1)-1,3-
SC 3172
- nuasacrmpol4,5]nexan-2-oHa
uc-8-umernnamuno-8-¢pennn-3-[2-(nunepasut- 1 -kapOOHUIT )-TUPUMHIHH-5-
SC 3173
— un|-1,3-auazacnupo(4,5 |nexaH-2-oHa
SC 3174 TpaHc-8-beH3un-8-numernnamuHo-3-[4-meTrin-6-(TpudropMeTh)-nupuAnH-3-

nil-1,3-guazacmupo[4,5|nexkan-2-oHa
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1uc-5-(8-Anumerunamuno-2-okco-8-penui-1,3-nuazacnupol[4,5] nekan-3 -un)-2-

SC 3175 .
— MopdonnH-4-mn-nmupuanH-4-kapOOHOBOH KHCIIOTHI aMHUAA
ruc-8-IumerunaMuto-3-[2-(3,5-1uMeTHIT- 30K Ca301-4- 1T )-ITUPUMUTUH-5 - 11 | -
SC 3176
- 8-¢penut-1,3-guazacnupo[4,5]nekan-2-ona
N uc-3-[2-(ber3oTnazon-6-1ui)-mupUMUIUH-S -1 | -8 - AUME TUITAMHUHO-8-() € HHJI-
SC 3177
- 1,3-nuazactmpo[4,5]nexan-2-ona
uuc-8-Aumernnamuno-3-[2-grop-4-(tpudropmeriun)-pennn]-8-pennn-1,3-
SC 3178
- nuasactimpo[4,5]nexan-2-oHa
uuc-8-Anmernnamuno-3-(6-mopdonun-4-nn-nupuaus-3-mn)-8-pexun-1,3-
SC 3179
- nuazactmpol4,S5]nexaH-2-oHa
ruc-8-Jlumernnamuno-8-pennn-3-(2-pernn-tuazon-4-um)-1,3-
SC 3180
- nuazactmpol4,5]nexan-2-oHa
nuc-8-Anmernnamuno-8-henni-3-[ 2-(TeTparunpo-nupaH-4-1uiaMuHo)-
SC 3181
- NUPUMUANH-5-un]-1,3-auazacnupo[4,5 | nekan-2-oHa
uc-8-nmerninamMuno-3-[ 2-(4-ruapoKCH-TTUITEPUHH- | -1 -IUPUMHANH-5-1I1 |-
SC 3182
- 8-¢penmi-1,3-guazacnupo[4,5]nexkan-2-ona
ruc-8-Jlumernnamuno-8-pennn-3-(4-perni-tuazon-2-ui)-1,3-
SC 3183
- nuazactmpol4,5]nexaH-2-oHa
\ uuc-8-JIumermnamuno-8-pennn-3-[ 2-(1H-nupposno| 2,3-b Jnupuaus- 1-wm)-
SC 3184
- MHpUMUANH-5-11]-1,3-mnasacupol 4,5 nekan-2-oHa
tuc-8-Anmernnamuno-8-pennn-3-[2-(3,4,5-rpudrop-heHun)-nupumMuanH-5-
SC 3185
- unl-1,3-guazacnupo[4,5]nekan-2-oHa
SC 3186 ruc-8-JlumernnamMuHo-3 -o-tonmn-8-dennn-1,3-muasacnupol 4,5 | nekaH-2-oHa
SC 3187 uuc-8-Jlumerinamuno-3-M-Tonui-8-penmn-1,3-nuasacnupo[4,5 | nekaH-2-oHa
J
SC 3188 uuc-8-Jlumerunamuno-8-penni-3-xu-romun- 1,3-quasacmnupol 4, 5| nekaH-2-oHa
uuc-8-Anmernnamuno-8-¢dennn-3-[4-(tpudropmerun)-penun]-1,3-
SC 3189
— nuazactmpol4,5]nexaH-2-oHa
\ nuc-8-Jlumerinamuno-8-pennn-3-[3-(tpudropmermnoken)-pennn|-1,3-
SC 3190
- nuazactmpo[4,5]nexan-2-oHa
uuc-8-Anmernnamuno-8-pennn-3-[4-(tpudropmerunokcu)-pennn]-1,3-
SC 3191
- nuazacnupol4,5]nexan-2-oHa
SC 3192 uc-2-(8-Aumerunamino-2-okco-8-penni-1,3-quazacnupo[4,5] nexan-3 -1n)-
- OeH30ITHO KMCIIOThI METHUIIOBOTO d(upa
SC 3193 ruc-3-(8-Aumernnammao-2-okco-8-¢pennn-1,3-nrazacnupol 4,5 | nexan-3-mn)-
- OeH30ITHO KHCIIOTHI METHUIIOBOTO d(upa
SC 3194 nuc-4-(8-Anmerunammuno-2-okco-8-penun-1,3-nuazacnupol[4,5] nexan-3 -uin)-
— OeH30ITHON KMCIIOTBI METUIIOBOTO d(Hpa
uuc-3-(1,3-bensoauokcos-5-mn)-8-numernaaMuao-8-¢penmi-1,3-
SC 3195
- nuazacnupol4,5]nexaH-2-oHa
uuc-8-JIumermnamuno-8-Gpenmn-3-xunonud-5-un-1,3-nuasacnupo[4,5 | nexan-
SC 3196
- 2-0Ha
uc-3-(2,3-Aurunpo-1H-unnomn-6-umn)-8-gumerniaamuHo-8-¢pennn-1,3-
SC 3197
- nuasactmpo[4,5]nexaH-2-oHa
SC 3198 uuc-5-(8-Anmerunamuno-2-okco-8-penui-1,3-nuazacnupol[4,5] nexan-3 -un)-4-

METHI-TUPUANH-2-KapOOHOBOW KHCIOThI METHIIOBOro 3dupa

-33-




037598

SC 3199

ruc-8-/lumernnaMuHo-3-(6-MeTOKCH-4-MeTHIT-TUPUIUH-3 -1 )-8-penun-1,3-
nuasactupo[4,5]nexan-2-ona

SC 3200

nuc-8-JlumernnamuHo-3-[ 2-metun-5-(tpudropmernn)-2H-nupazon-3-uin|-8-
benun-1,3-guasacmupo[4,5]|nekan-2-oHa

SC 3201

uuc-8-/IumernnamMuno-3-(3-MeToKCU-upuaAnH-2-m)-8-perni-1,3-
nuasactupo[4,5]nexan-2-ona

SC 3202

uuc-8-Iumernnamuno-8-penun-3-[ S-(tpudpropmern)-nupuanus-2-un|-1,3-
nuasactupo[4,5]nexan-2-ona

SC 3203

nuc-5-(8-umerunamuno-2-okco-8-penun-1,3-quazacnupol4,5 | nekan-3-min)-
HUKOTUHOHUTpPUJIA

SC 3204

uuc-8-JlumernnamuHo-3-(3 -Metun-nupuaus-2-mwi)-8-dpenmn-1,3-
nuasactupo[4,5]nexan-2-ona

SC 3205

uuc-8-/IumernnamMuHo-3-(6-MeTOKCU-TUPUANH-3-1)-8-perni-1,3-
nuasactpo[4,5]nexan-2-ona

SC 3206

nuc-8-umernnamuno-8-pennn-3-[3-(rpudropmernn)penui]-1,3-
nuasactpo[4,5]nexan-2-ona

SC 3207

uuc-3-(1,3-benzoauokcon-4-un)-8-aumerunamuno-8-pennn-1,3-
nuasactupo[4,5]nexan-2-ona

uuc-8-/IumernnamMuHo-3-[2-(2-0kco- 1,3 -auruapo-uHI0a-4-11)-MTUPUMUAHH-5-

SC_3208 ni|-8-pennn-1,3-muaszactmpol[4,5]nexan-2-ona

SC 3209 nuc-8-umernnamuno-3-[2-(3,5-aumerni- 1 H-nupazon- 1 -mn)-nupumMuans-5-
- wi|-8-pennn-1,3-muasactupo[4,5|nexan-2-ona

SC 3210 uuc-8-JIumernnamMuHo-3-[ 2-(3-rugpoKcu-unepuIuH- | -1 )-MUPUMHAARH-5- 11 |-
- 8-(enu-1,3-nuazacnupo[4,5 ]| nexaH-2-oHa

SC 3211 uuc-8-JIumermnamMuHo-3-[ 2-(3-rugpoKCcu-unepuIHH- | -1 )-THPUMHAARH-5- 11 |-
- 8-henmn-1,3-guaszacnupo[ 4,5 nekan-2-oxHa

3C 3212 uuc-8-Jumernnamuno-3-[2-[4-(2-ruapokcu-3Tuin)-nunepasus- 1 -um|-
- mupuUMUANH-5-1n|-8-henun-1,3-nuazacrnupo[ 4,5 | nekan-2-ona

3C 3213 uuc-2-[4-[5-(8-Aumernnamuno-2-okco-8-penun-1,3-nguasacnupol4,5] nekan-3-
- WT)-TTUPUMUANH-2 -1 |-THTIepa3uH- 1 -1T|-yKCyCHAs KUCIIOTa

SC 3214 uuc-8-umernnamuno-3-[2-(1-merun- 1 H-nupposno[ 2,3-b Inupunun-4-mn)-
- MHPUMUANH-5-1]-8-pennn-1,3-nuasacimpo[4, 5] nekaH-2-oHa

3C 3215 1uc-8-bensnn-8-qumernnaMuao-3-[4-MeTui1-6-(Tpu TOPMETHIT ) -TUPUHH-3 -
- wi|-1,3-guazacmupo[4,5]nexan-2-oHa

SC 3216 TpaHc-8-Aumerninamuno-3-[4-mMeTnn-6-(TpuTOpMeTIII )-TUPUIHH-3 - 1] -8~

trodeH-2-ui-1,3-nuasacnupol4,5|nekan-2-oHa

SC 3217

uuc-8-umernnamMuHo-3-[4-meTun-6-(TpudropMernn)-nupuaAnH-3-uil-8-
TnoeH-2-mn-1,3-muazacmupol 4,5 nexan-2-oHa

uuc-8-JIumermnamuno-3-[2-(1, 1-guokco-[ 1,4 tnasunan-4-m)-4-

SC_3218 (TprdTopMeTIN )-IMpUMUTUH-S5 -1 |-8-henn-1,3-muasacmipol 4,5 | nexkan-2-oHa
3C 3219 uuc-8-Inmermnamuno-8-( 1 -metun- |H-6en3onmunazon-2-mn)-3-[2-
- (TprdTopmeTi)-upuMUIUH-5-1n]-1,3-nnasacimpo[4, 5] nekaH-2-0Ha
SC 3220 nuc-8-umernnamuno-8-(1-merun- 1 H-6enzonmunazon-2-wmi)-3-[4-meTnn-6-
- (Tpudropmernn)-nupuans-3-wmil-1,3-auasacoupo[4,5 ] nekaH-2-0Ha
SC 3221 uuc-8-/IumernnamMuHo-3-[ 2-(2-rugpOKCU-3THIIAMUHO ) -TUPUMUANH-5-11]-8-
— ¢bennn-1,3-guasaciupo[4,5 ]| nekan-2-oHa
SC 3222 uc-3-[ 2-(beH3un-MeTUIT-aMIHO )-TUPUMUAUH-5 -1 |-8- TUMe TUITaMUHO-8 -

¢dennn-1,3-guazacnupo[4,5]|nekaH-2-oHa
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SC 3223

1uc-5-(8-AumernnamMuHo-2-0kco-8-pennn-1,3-nuazacnupo[ 4,5 nexan-3-mn)-
N-[2-[2-[2~(2-METOKCH-3TOKCH)-3TOKCH|-3TOKCH -3 THJI | -TUPUMHUANH-2-
KapOOHOBO# KHCJIOTHI aMHJTA

uc-8-Anmernnamuno-3-[2-(1H-unaazom- 1-un)-nupumMuaus-5-un|-8-h ernn-

SC_3224 1,3-nuazacnupo[4,5]nexan-2-oHa
SC 3225 uuc-8-JIumerrnamMuHo-3-[ 2-[ (2-TuApOKCH-3THII )-METHUIT-AaMUAHO |-THPUMUAMH-5-
— ni|-8-penun-1,3-muasacnupol4,5 | nekan-2-oHa
SC 3226 uuc-3-(8-Aumernnamuno-2-okco-8-denun-1,3-guazacnupol4,5] nexan-3-mn)-
— GeH3amuna
SC 3227 uuc-8-/IumernnamuHo-3-[ 3-gprop-5-(tpudropmerin)-nupuauH-2-ui|-8-heHu-
— 1,3-nuazacnmpo[4,5 | nekaH-2-oHa
" nuc-8-JlumernnamMuHo-3-(5-meTun-nupasus-2-un)-8-penmn-1,3-
SC_3228 nuazacnupo[4,5]nexan-2-oHa
SC 3229 uc-8-JlumernnamMuHo-3-(5-grop-nmupumunis-4-un)-8-henun-1,3-
- nuazacnupol4,5]nexan-2-oHa
3C 3230 uc-8-Anmernnamuto-3-(5-prop-nupumMunuH-2-mn)-8-pennn-1,3-
- nuazacnupol4,5]nexan-2-oHa
SC 3231 uc-8-JlumernnamMuHo-8-¢eHn-3 -nupasun-2-ui-1,3-nuasacmupol 4,5 | nexan-2-
— OHa
SC 3232 uuc-3-([2,1,3]Benzoxadiazol-5-nn)-8-numernnamuuo-8-denni-1,3-
- nuasacnupo[4,5|nekan-2-oHa
SC 3233 uuc-2-[2-(8-dumernnamuHo-2-okco-8-permi-1,3-nuasacmnupol 4,5 | nekan-3-
- wi)-heHOKCH |-aeTamMuia
\ uc-8-JAnmernnamuHo-8-pennn-3 -(S-nupuans-4-un-ruodpen-2-un)-1,3-
$C_3234 nuasaciupo[4,5]nexan-2-oHa
SC 3235 uc-2-[2-(8-IumerninamuHo-2-okco-8-penni-1,3-nnasacmupo[ 4,5 | nekan-3-
- 11)-(peHOKCH |-yKCYCHOM KHCIIOThI METHIIOBOTO dupa
SC 3236 uc-8-JlnmernnaMuHo-3-(2-Mop G oTuH-4-mn-nupuMuauH-4-mn)-8-penmnn-1,3-
- nuazacnupo[4,5]nexan-2-oHa
SC 3237 uc-3-[2-(3,4-Audrop-¢b eHni)-mupUMIIIH-5 -1 | -8-TuMeTHIaMIHO-8-(h e HH -
- 1,3-nuazacnupo[4,5]nexan-2-oHa
SC 3238 uc-2-[5-(8-dumernnamuto-2-0kco-8-penn-1,3-nuasacmupo[4,5 | nexan-3-
- WIT)-TTHPUMUANH-2-11|-OSH30HUTpHIIA
SC 3239 1uc-3-(2-AMUHO-IUPUMUANH-5 -11T)-8-AUMe THIaMUHO-8-(h eHu- 1,3 -
— 777 | nuazactmpo[4,5]nexaH-2-oHa
SC 3240 uuc-N-[5-(8-Aumerunamuno-2-okco-8-dpenm-1,3-auaszacnupo[4, 5] nexas-3-
— TT)-TTHPUMUANH-2 -1 |- KJIONPONAaHKapOOHOBOH KHICIOTHI aMHIa
SC 3241 uuc-2-[4-[5-(8-Aumerunamuno-2-okco-8-¢penui-1,3-nuazacnupo[4,5 | nekan-3-
= WJT)-IIUPUMHIIH-2-1J1 | -TIMIIepa3uH- | -1t |-aneraMuaa
SC 3242 1uc-8-JlumernnaMuHo-8-h eHmn-3-(6-nunepasuH- 1 -mr-mupuane-3-min)-1,3-
- nuasacnupol4,5]nekaH-2-oHa
SC 3243 uuc-8-JIumernnaMuHo-3-[6-(4-meTun-nunepasus- 1 -wi)-nupuaus-3-mi|-8-
= ¢$enun-1,3-guasacmupol4,5|nexkan-2-oHa
SC 3044 uuc-8-Tumerunamuno-3-[2-(1, 1-quokco-[ 1,4 tnasunan-4-mn)-4-mMeTu-
- MUPUMUANH-5-11|-8-hennn- 1,3 -nuazacmupo[4,5 ] nexan-2-oHa
SC 3245 uc-8-/lumernnaMuHo-8-¢ eHnn-3 -[2-(TpudropMeTI ) -MUpUMUINH-5 -1 -1,3-

nuazacnupol4,5]nexan-2-oHa
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muc-2-[8-Aumernnamuno- 1 -(3-mMeTokcH-npornun)-2-okco-8-penun-1,3-

SC_3246 nuasacnupol4,S]aexan-3-mn]-nupuMuauH-5-kapOOHUTpHIIA

SC 3247 uc-8-JlumernnaMuHo-3-[ 2-(4-MeTHi-nunepasuH- 1 -1 ) -mupAMUARH-5-171]-8-
— ¢enun-1,3-nuasacimpo[4, 5] nekaH-2-oHa

SC 3248 uc-8-Jlumerunamuno- 1-[(1-rugpoKCH-IUKIO0y THIT)-MeTu |-8-(eHnn-3-[ 2-
- (Tpudropmerun)-nmupumMuauH-5-un]-1,3-nquaszacnupol4,5] nexan-2-ona

SC 3249 nuc-2-[ 1-(3-Merokcu-npomnun)-8-MeTHiIaMHHO-2-0KCo-8-penni-1,3-
— 77 | nuazactmpo[4,5]nexan-3-mn]-nupUMHINH-5-KapOOHUTpHUIIA

SC 3250 uuc-8-Jlumernnamuno-8-penun-3-[6-(Tpudpropmernn)-nupuans-3-mi-1,3-
— nuasactmpol4,S]nexan-2-ona

SC 3251 uc-5-(8-Anmernnamuno-2-okco-8-dennn-1,3-nuazacnupol 4,5 nexan-3-mn)-
— MUPUANH-2-KapOOHHUTpHUIIA

3C 3252 nuc-8-JlumerunamuHo-3-(2-MopdonuH-4-HI-mupuUMUIHH-5-11)-8-penmn-1,3-
— nuasactmpol4,5]nexan-2-ona

SC 3253 uuc-8-JnmernnamuHo-3-(2-MeTHI-TUPUMUANH-S-1)-8-hernn-1,3-
— nuasactmpo[4,5]nexan-2-ona

SC 3254 uc-8-umernnamuno- 1-[(2-meTokcudenun)-merni]-3-(2-MeTHII-TUPUMH AN H-
— 5-mn)-8-dpennn-1,3-muazacnupol 4,5 nexan-2-oHa

SC 3255 | e 1-[(1-T'unpokcu-uuknoOyTHI)-Me T | -8-MeTnnaMuHo-8-peHun-3-[ 2-
- (Tpudropmernn)-mapuMuanH-5-un|-1,3-muaszacnupo[4,5|nexan-2-ona

SC 3256 uc-8-Anmernnamuno- 1-[(1-rugpokcu-uukI00y THIT)-MeTHII | -3 -(2-MeTHII-
- MUPUMUANH-5-11)-8-ernn-1,3-mmaszacnupo[4,5]nexan-2-ona

SC 3257 | e 1-[(1-T'unpokcu-unknoOyTHI)-MeTi | -8-MeTnnaMuHo-8-peHm-3-
- MUPUMHUINH-5-Un-1,3-anazacnupol4,5 | nexan-2-oHa

SC 3258 uc-5-(8-Anmernnamuno-2-okco-8-dennn-1,3-nuazacnupol 4,5 nexan-3-mn)-4-
- METHI-NUPUANH-2-KapOOHUTpHUIIa

SC 3259 uc-8-JlumerTninaMuHo-3-(2-MeTHIT-TUPUMUAUH-5-11)-8-peHni-1-(mupuans-2-
- ni-mMetun)-1,3-nuasacnupol4, 5] nexan-2-ona

uc-8-JlnmernnaMuHo-8-¢ eHIn-3 -mupuMUARH-5-11-1,3-

SC_3260 nuasactupo[4,5]nekan-2-oHa

SC 3261 uc-8-Jumerunamuao- 1 -[(1-runp oK CH-IUKIO0y THIT )-MeTHII |-8-(heHmi-3 -
- UPUMUANH-S5-1-1,3-auazacnupo[4,5 ] nekaH-2-oHa

SC 3262 uc-8-AmuHo-1-[(1-ruapokcu-1ukiao0yTi)-metun ] -8-hennn-3-[2-
- (Tpudropmerin)-nupuMuauH-5-un]-1,3-nuazacnupol4,5] nexan-2-ona

SC 3263 uc-8-nmernnamuno-3-(3-¢propdennn)-8-dpennn-1,3-auasacnupo[4, S nexan-
- 2-ona

SC 3264 uc-8-JlumernnaMuHo-3-(3-metuncyabhonmn-hennn)-8-perni-1,3-
- nuazacnmpol4,S]nexaH-2-oHa

SC 3265 uc-8-JlumernnaMuHo-3-(4-metuncyabGonmn-hennn)-8-¢perni-1,3-
— nuazacnupol4,S]nexaH-2-oHa

SC 3266 nuc-8-umerunaMuHo-8-peHun-3-mupunasus-3-mi-1,3-
- nuazacnupol4,S]nexaH-2-oHa

SC 3267 uc-3-Metokcu-4-(8-mMeTnnamMuHo-2-0kco-8-penun-1,3-
- nuasacnupol4,5 | nexan-3-mui)-OeH30HUTpHIA

SC 3268 uc-8-Anmernnamuno-3-(2-¢propdenun)-8-dhernn-1,3-auasacnupo[4, 5] nexas-
- 2-oHa

SC 3269 wuc-8-umerninamuno-8-pennn-3-(2-pennn-nupuMuans-5-un)-1,3-

nuasactmpol4,S]nexan-2-ona
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1uc-8-Metunamuno- 1 -(okcetan-3-un-metun)-8-penun-3-[ 2-(tpudTopmeTin)-

$C_3270 nupuMuanH-5-mi]-1,3-nuasacnupol4,5 ] nekan-2-oHa
uc- 1 -(Lpxnonponui-mMerin)-8-MeTunaMuHo-8-permn-3-[ 2-(Tpud ropmeTin)-
SC 3271
- nupuMuanH-5-ui)-1,3-nuasacnupol4,5 ] nekan-2-oxHa
SC 3272 tuc-4-(8-AumernnamuHo-2-okco-8-¢penun-1,3-nuasacnupo[4,5] nexan-3-mn)-
- OeH30HUTpHUIIA
tuc-8-Jlumerunamuto-3-(4-gpropdennn)-8-penmn-1,3-quazacnupol4,5] nexas-
SC 3273
— 2-OHa
uc-2-(8-umernnamuHo-2-okco-8-¢penun-1,3-nuazacnupo[4,5] nexan-3-mn)-
SC 3274
- OeH30HHUTPHI
1uc-8-OrunamuHo-1-[(1-ruapokcu-unknodyTvn ))-merui)-8-penun-3 - 2-
SC 3275
- (rpudropmerun)-nupumMuanH-5-1mi]-1,3-nuasacuupo[4,5] nekaH-2-oxa
uc- 1-[(1-I'mapoxcu-unkino0y THIT)-MeTHI | -8-MeTHITaMHIHO- 3 -(2-MeTHIT-
SC 3276
- nUpUMHUANH-S5-11)-8-¢enun-1,3-nuazacnupol4,5]nexkan-2-ona
c-8-JlumernnaMuno-3-[2-(MopdonHH-4-UI-MeTHIT )-ITUpUMIUH-5 -1 | -8~
SC 3277
— ¢ennn-1,3-guasacnupol[4,5 | nexkan-2-oHa
uc-8-JluMeTniaMuHo-3-[ 2-(MeTHII-TeTparuApo-nupaH-4-uiI-aMIHO ) -
SC 3278
- nupuUMHANH-S5-ui]-8-¢penun-1,3-nuazacnupol4,5]nexkan-2-ona
uc-5-[8-Anmerunamuso- 1 -[(1-runpokcH-IUKI00Y THIT)-MeTHIT |-2-0KCO-8-
SC 3279 | penun-1,3-nuazacmupol4,5]nexan-3-umi]-N-[2-[2-[2-(2-METOKCH-3TOKCH )-
JTOKCH|-3TOKCH |-3THJI|-TUPUMHUINH-2-KapOOHOBOM KHUCJIOTHI aMHJA
uc- 1 -(Luknonponui-merui)-3-(2-gprop-4-meTuicynbpoHui-peHn)-8-
SC 3280
— MetnnamMuHo-8-(pennn-1,3-nnazacnmupol4,5] nexan-2-ona
SC 3281 uuc-2-[[5-(8-Aumerunamuno-2-okco-8-dpenmn-1,3-auazacnupo[4,5 | nexas-3-
— WJT)-ITUPUMUIVH-2 -1 |-METHJI-AaMHHO |-alleTaMIa
SC 3282 uuc-2-[[5-(8-Aumerunamuno-2-okco-8-dpenmn-1,3-auazacnupo[4,5 | nexan-3-
— WJT)-MTUPUMUANH-2-1J1|aMHHO | -ateTaMuia
uc- 1 -(Luknonponui-mern)-8-MeTunaMuHo-3-[ 4-meTiin-6-(TpudropmeTin -
SC 3283 .
- nupuauH-3-mi]-8-genmn-1,3-nuasacomupol4,5]nekan-2-ona
1uc- 1 -(L{IKIIonponuiI-MeTin)-8-AUMe THIaMHIHO- 3 -[4-Me THIT-6-
SC 3284 5
- (rpudropmerun)-nupunnH-3-uil-8-¢penun-1,3-nuazacnupol4,5]nexkan-2-ona
uc-N-[5-(8-IumeTinamMmuHo-2-0kco-8-henmn-1,3 -nuasacnupo[4, 5| nexkan-3-
SC 3285 N
— WJT)-MTUPUMUANH-2-11 |-THO( eHe-2-KapOOHOBOM KUCIIOTHI aMu/a
uuc-N-[5-(8-IumermnamMmuHo-2-0kco-8-¢enmn-1,3 -nuasacnupo[4, S| nexan-3-
SC 3286
— WT)-MTAPUMUANH-2-11]-0eH3aMIa
uc-8-JlumernnamuHo-8-penun-3-(S-penun-ruopen-2-mun)-1,3-
SC 3287
— nuasacnmpol4,5]nekan-2-oHa
uc- 1 -(Luknonponui-meTui)-8-1umMernnaMuHo-3 - 2-(MetuncynsoHun-
SC 3288
- metun)-dennn]-8-penun-1,3-nuazacnupol4, 5] nexkan-2-oHa
1uc- 1 -(Luknonponua-MeTi )-8-MeTHIaMUHO-3 -[ 2-(MeTHUIICY Tb( OHUIT-METH ) -
SC 3289
- ¢bennn]-8-dpenni-1,3-auasacnupol4,5]nexan-2-oxa
uuc-8-umerniaamuno-8-(3-propdenmn)-3-[2-(MeTUICY b OHUII-METHIT )-
SC 3290 .
— benun]-1,3-muaszacnupo[4,5]nekaH-2-oHa
uuc-8-umernaamuno-8-(4-propdenmn)-3-[2-(MeTHICY b OHUII-METHIT )-
SC 3291
— (ennn]-1,3-muazacrmpol4, 5] nekan-2-ona
1uc-8-[Merun-(terparuapo-¢dypan-3-ui-merun)-amuHo | -8-hernn-3-[ 2-
SC 3292 | (tTpudTopmMermn)-nupuMuAnH-5-11]-1,3-nrazacrmpol 4,5 nexan-2-ona

(sHanTHOMED 1)
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nuc-8-[Merui-(terparunpo-¢ypas-3-ui-MeTh)-aMUHO | -8-pernn-3-[ 2-

SC 3293 | (tpudropmernn)-nupumMuanH-5-uin]-1,3-auasacmnupol 4,5 nexkan-2-ona
(sHaHTHOMED 2)

SC 3204 uuc-8-/Iumerunamuno-8-(3-prophenmn)-3-(4-merun-2-mopdoauH-4-mi-
— nupuMUANH-5-un)-1,3-nuazacmupo[ 4,5 nekan-2-oHa

SC 3295 uuc-3-[6-(4- Auerni-nunepasus- 1 -ui)-4-MeTHiT-TUpUIHH-3 -1 | -8-
- IUMeTHIaMUHO-8-heHmn-1,3-nrazacmpol4,5] nexan-2-oHa

SC 3296 uuc-3-[2-(4- Auerun-nunepasus- 1 -ui)-4-MeTHII- TAPUMUAAUH-5-11] -8 -
- nuMeTHIaMuHo-8-enm-1,3-nrazacupol4,5] nekan-2-oxa

SC 3297 uc-8-AumeTiiaaMuHo-3-(4-MeTHI-6-TUPUIHH-4-UIT-THPHUIHH-3 -1 )-8-heHuJI-
- 1,3-nuazactmpo[4,5]nexan-2-oHa

SC 3298 nuc-3-[2-(4- Auernn-munepasus- 1 -mn)-4-(Tpud TopMeTHI )-TUPIMUANH-5-11 |-
- 8-numernnamuno-8-pennn-1,3-guaszacnupo[4, 5| nexan-2-ona

SC 3299 uuc-8-/IumernnamuHo-3-[2-(3-okco-nunepasuH- 1 -uin)-4-(TpudTopmern)-
- nupuMuInH-5-un|-8-pennn- 1,3-muaszactupo[4, 5 nexan-2-oHa

SC 3300 uuc-8-JlumernnaMuHo-3 -M30XuHOMUH-4-1iI-8-perni-1,3-
- nuasactpo[4,5]nexan-2-ona

SC 3301 uuc-8-JluMeTHIaMuHO- 3 -M30XUHOJIMH-5-11-8-(pern-1,3-
- nuasacnupo[4,5]nexan-2-oHa

SC 3302 uuc-8-Anmerunamuno-8-penni-3-(1H-nmuppono[ 2,3-b | nupunns-4-umn)-1,3-
- nuasacnupol4,5]nexan-2-oHa

SC 3303 nuc-8-Jlnmernnamuno-8-pennn-3-(2-mupunuH-4-un-ruason-4-mn)-1,3-
- nuasactupol4,5]nexan-2-oHa

SC 3304 uc-8-[Merun-(Terparuapo-¢ypan-3-ui-MeThi)-aMiHo |- 3-(2-mopdonun-4-u-
- TUpUMHIVH-5-1i)-8-penun- 1,3-muasacmpo[ 4,5 | nexan-2-oua (3anTromep 1)

SC 3305 nuc-8-[Merun-(terparunpo-dypas-3-nn-metnn)-aMuHo| -3-(2-mopdonuH-4-nn-
- TUPUMHIVH-5-1)-8-penun- 1,3-muasacmpo[4,5 | nexan-2-ona (3HaHTHOMED 2)

SC 3306 uuc-3-[2-(Aserunus- 1 -un)-nupumuaua-5-mi|-8-numermnamuno-8-penm-1,3-
- nuasacnupo[4,5]nexan-2-oHa

SC 3307 uuc-3-[2-(3,3-Audrop-azernans- 1 -uia)-nupuMuauH-5-1]-8- tuMeTnIaMuHO-8-
- ¢dennn-1,3-guasacnupo[4,5]nexan-2-oxna

SC 3308 uc-8-JlnmernnamMuHo-3 -[ 6-mMopdonuH-4-nn-5-(TprudTOpMeTHIT) - PUANH-3 -
- wi|-8-enmi-1,3-quazacnupol4,5] nexan-2-oHa

SC 3309 uc-8-MetunamMuHo-3-[ 6-MopdonuH-4-ui-5-(TpudTopMeTH )-TUPHIUH-3 -1 |-
- 8-henmin-1,3-nuasacnupo[4,5]nexan-2-oHa

SC 3310 uuc-8-lumernnamuno-8-pennn-3-[ S-(TpuTOpMETHIOKCH )-TUPUANH-2 -1 |-
- 1,3-nmuasacrmpo[4,5]nexan-2-oHa

SC 3311 nuc-8-Anmeruinamuno-3-(5-MeTuicynbhOHUI-TUpUANH-2-111)-8-henun-1,3-
- nuasacnupo|4,5]nexaH-2-ona

SC 3312 1uc-6-(8-AumeriiiaMuao-2-0kco-8-penmi-1,3-nuasacnupol 4,5] nexax-3-ui)-
- HUKOTHHOHHUTpHIIA

SC 3313 uuc-3-[2-(4-Huxnonponun-1H-[1,2,3 ] tprazon-1-un)-nupumuans-5-nun)-8-
— nuMmetuiaaMuHo-8-henmn-1,3-nuazaciupol4,5 | nekan-2-oHa

SC 3314 nuc-8-/lumerunamMuHo-3-[4-MeTni-2-(3-0kco-nunepasuH- 1 -ui)-nmupuMHIHH-5-
- wi|-8-enmn-1,3-quazacnupol4,5] nexan-2-oHa

SC 3315 c-5-(8-Aumernnamuno-2-0kco-8-penni-1,3-nuazacimpo[4,5 | nexan-3-mn)-

OUPUIUH-2-KapOOHOBOH KUCJIOTHI aMu/Ia
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uc-3-[4-(AsetnanH- 1 -1m)-2-MeTHIT-TUPUMUANH-5- 11| -8- TUMeTHIIaMHHO-8-

SC_3316 ¢ennn-1,3-guazactupo[4,5]nexan-2-oxa

SC 3317 uc-2-(8-AumMerninamMuao-2-okco-8-¢penni-1,3-nrazactmpo( 4,5 nexan-3-nin)-
- OeH3amuna

SC 3318 uc-8-/umernnamMuHo-3-[ 2-(MeTHIICY Tb( OHUIT-METHI )-PeHw |-8-THo(eH-2-
- un-1,3-nmuasactupol4,5 | nexan-2-oHa

SC 3319 nuc-8-Anmerunamuno-8-(3-propdennn)-3-[2-merun-S-(tpudropmernn)-2H-
- nupaszon-3-unl-1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3320 uuc-8-Aumerunamuno-3-(4-mMetun-2-MopHonuH-4-U-nupUMUITH-5-11)-8-

tuoeH-2-un-1,3-nuazacnupol4,5 ] nexan-2-oHa

uc-8-JlumernnamMuHo-3 -(6-MeTHIICY Tb(GOHUI-TUPUANH-3 -1 )-8-heHnt-1,3-

SC_3321 nuasactupol4,5]nexan-2-ona
nuc-8-Jlnmerunamuno-8-pennn-3-(1H-muppono[2,3-b |mupunun-5-un)-1,3-
SC 3322
- nuasactupol4,5]nexan-2-ona
SC 3323 ruc-N-[5-(8-umerunamuno-2-okco-8-penunn-1,3-nuazacnupol 4,5 | nekan-3-
- WT)-MTIPUMHINH-2-HJI|-aneTaMusa
uuc-3-[2-(4-Merun-nunepasuH- 1 -un)-nupuMHANH-5 -1 |-8-[ MeTHII-
SC 3324 | (rerparuapo-pypan-3-un-mertiin)-amuHo |-8-¢peHui-1,3-auazacnupol4,5] nexan-
2-oHa (3HaHTHOMED 1)
uc-3-[2-(4-Metun-nunepasuH- 1 -1i1)-mupUMHIHH-5 -1 | -8- MeTHII-
SC 3325 | (rerparuapo-¢ypaH-3-un-Merun)-aMiHo|-8-penun-1,3-nuasacnupo[4,5 | nexan-
2-oHa (3HaHTHOMED 2)
c-8-/lumernnamMuHo-3-(4,6-nuMeTnn-2-Moph OTHH-4-HIT-TAPUMHIHH-5-HT)-
SC 3326
- 8-¢enmn-1,3-nuazacnupo[4,5]|nekan-2-ona
nuc-8-Anmerunammno-3-(2-mopdosnH-4-nn-nupuMuinH-5-1i)-8-rnodp exn-2-
SC 3327
- un-1,3-nmuazactmpol4,5]nexan-2-oHa
SC 3328 uuc-6-(8-Aumernnamuno-2-okco-8-¢penni-1,3-nuazacnupol4,5] nexan-3-min)-
- MTUPUINH-3-KapOOHOBOH KHUCIIOTHI aMU/Ia
SC 3329 uuc-8-Aumerunamuno-3-[ 2-merun-5-(tpudropmerin)-2H-nnpazon-3 -ui-8-

tuoeH-2-mi-1,3-nuazacmnupol4,5] nexan-2-oHa

uuc-8-IumernnamMuno-3-[2-[(2-ruapoKCHU-3THI )-MeTHII-aMUHO | -TUPUMUAWH-5-

8C_3330 wi|-8-tuoden-2-un-1,3-nuazacrupol 4,5 nexan-2-oHa
SC 3331 nuc-8-JlumMerunaMuHo-3-[2-(2-okco-1,3-auruapo-unaon-4-umn)-nupuMuauH-5-
- wi|-8-tuoden-2-un-1,3-nuazacmpol4,5] nexkan-2-ox
SC 3332 nuc-8-Anmerunamuno-3-[4-metnn-6-(3-okco-numnepasuH- 1 -1in)-nupuaus-3-
- wi|-8-hennn-1, 3-muaszacnupo[4,5]nexan-2-ona
SC 3333 nuc-8-Anmerunamuno-3-(4-MeTun-6-nupuanH-2-U-MUPUIUH-3 -1 )-8-h eHuII-
- 1,3-auazactmpo[4,5]nexan-2-ona
SC 3334 nuc-8-Anmerunamuno-3-(4-MeTuicy nbGOHUI-IUPUANH-3-11)-8-henun-1,3-
- nuasacnupol4,5]nexan-2-oHa
SC 3335 uuc-3-(bensorunazon-7-un)-8-numerrnamuno-8-dpennn-1,3-
- nuasactupol4,5]nexan-2-ona
3C 3336 nuc-8-Anmerunamuno-8-(4-propdennn)-3-(4-mermn-2-mopponun-4-ui-
- MTUPUMHINH-5-11)-1,3-mnasacmupol 4,5 nexaH-2-oHa
SC 3337 uuc-2-[8-lumerunamMuno-3-[4-mMeTni-6-(TprudTopMe T )-TUPUANH-3 -1 ]-2-
- okco-8-henmi-1,3-nuaszacnupol4,5]nexan- 1-un]-N,N-qumernn-aneramuna
SC 3338 uuc-8-Jlumermnamuno-3-[ 2-(2-meTui- 1 -okco-2, 3 - IUruapo-u3onHA0I-4-1iT)-

MUpUMHINH-5-1]-8-ennn-1,3-uazacnupol4, 5] nexan-2-ona
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uuc-2-[[5-(8-Aumerunamino-2-okco-8-penm-1,3-nuazacnupol 4,5 | nexan-3-

SC 3339
- WIT)-2-MeTHII-ITUPUMUIUH-4- 1T |]aAMIHO | -alteTaMusia

SC 3340 uuc-2-[3-(8-AumernnamuHo-2-0kco-8-¢penmi-1,3-nuazacnupo[4,5 | nexaH-3-
— WJT)-TIUPUIUH-4-1JT |-alieTaMuia

SC 3341 1uc-8-Jlumernnamuno-3-[4-(MeTHICy b OHUI-METH )-TUPUIUH-3 -1 -8-
= ¢bennn-1,3-nrazacmupo[4,5 | nekaH-2-oHa

SC 3342 uuc-8-JIumernnamuHo-3-[ 6-(4-mMetuin-3-okco-nunepasut- 1 -mn)-nupuguH-3-
- wi|-8-pennn-1,3-nmuasactmpol[4,5S|nexan-2-ona

SC 3343 uuc-8-lumernnamuto-3-(2,4-AMMeTHII-TMPUMHANH-S5-11)-8-herunn-1,3-

nuasactupo[4,5]nexan-2-ona

SC 3344

uuc-8-JIumermnamuto-3-[2-(1-0kc0-2,3-auruapo-u3ouHA0I-4-1iT)-
MUPUMUANH-5-1]-8-pennn-1,3-nuasacmpo[4,5|nekan-2-ona; 2,2,2-tpudyrop-
YKCYCHOM KHCJIOTBI

1uc-8-/lumernnamMuHo-3-[ 6-[ (2-ruAPOKCH-3THII )-METHI-aMHHO |- 5-

SC_3345 (Tpudropmerin )-rmpunun-3-wi|-8-denmn-1,3-muazacnupo[4, 5] nexan-2-ona

SC 3346 nuc-8-/Iumernnamuno-8-penun-3-[2-[4-(tpudropmernin)-1H-[1,2,3 Jrprazon-
- 1-un]-nupumunus-5-unl-1,3-nuazacnupol4,5]nekan-2-ona

SC 3347 nuc-8-Jlumernnamuno-3-[2-(4-uzonpomn- 1 H-[ 1,2, 3 rpuazon-1-wmn)-
- nupuMuanH-5-1i]-8-¢pennn-1,3-auasacnupo[4,5]nekaH-2-oHa

SC 3348 ruc-8-JTumerunamuno-3-[6-(1, 1-quokco-[ 1,4]tuasnHan-4-ui)-mupuanH-3 -1 | -
- 8-¢penm-1,3-muazacnupo[4,5]nekaH-2-oHa

SC 3349 ruc-5-(8-AumetnnamHo-2-okco-8-henmn- 1,3 -auasacnupo[4,5 | nekan-3 -mn)-2-
- MOp(OINH-4-1I-HUKOTHHOHUTPUIIA

SC 3350 ruc-8-JlnmernnamuHo-3-(1-meruncynsponnn- 1H-muppono[ 2,3-b Jmupuaun-5-
— un)-8-¢penni-1,3-nuasacnupo[4,5]nekaH-2-oHa

SC 3351 ruc-8-JlnmernnamuHo-3-(1H-unnon-4-umn)-8-dennn-1,3-

nuasacnupo[4,5]nexan-2-oHa

SC 3352

uc-8-lumernnamuHo-3-(2-runpokcu-0en3okcason-7-mi)-8-penun-1,3-
nuasacnupo[4,5]nexan-2-oHa

uc-8-lumernnamuno-3-[2-drop-4-(Tpudropmernnokcn)-peHn|-8-benm-

SC_3353 1,3-nuazacnupo[4,5S]nexan-2-oHa
N uuc-4-[ 5-(8-AumernmaMuHo-2-0kco-8-penmi-1,3-nuasacnupo[4,5 | nexan-3-
SC 3354 . .
- WT)-MTUPUMUANH-2 -1 |-Oer3aMun; 2,2,2-TprudTop-yKCyCHONW KUCIOTHI
A uuc-8-Aumernnamuno-3-(1-merun- 1 H-nuppoio[ 2,3-bnupuaus-4-wm)-8-
SC 3355
= ¢bennn-1,3-nrazacmupo[4,5 | nekaH-2-oHa
3C 3356 uuc-3-(1-Auermn- 1H-unnon-4-un)-8-numermiamuao-8-¢penni-1,3-

nuasactmpol4,5]nexan-2-ona

SC 3357

uuc-8-Aumernnamuno-3-(1H-unnon-3-mn)-8-pennn-1,3-
nuasactmpol4,5S]nexan-2-ona

uuc-6-(8-Aumernnamuno-2-okco-8-penmn-1,3-quasacnupol 4,5 | nexka-3 -1mn)-5-

SC 3358
- METHJI-HUKOTHHOHHUTPHIIA

SC 3359 uc-6-(8-AumernnamMHo-2-0kco-8-penmn- 1,3 -quasacnupol 4,5 | nekan-3-wmn)-5-
- (TOP-HUKOTHHOHHUTPUIIA

SC 3360 uuc-8-JumernnamMuto-3-[4-mMeTun-6-(Tpud ropmerni)-nupuauH-3-uil-1-(2-
- OKCO-2-mupponuaus- 1 -mi-3tun)-8-enmn- 1,3-munasacrmpol4,5] nexkan-2-oHa

SC 3361 ruc-6-(8-Iumernnamuno-2-okco-8-penmn-1,3-muasacmupol 4,5 | nexkan-3 -m)-5-

METHI-TIUPUINH-3-KapOOHOBOI KUCJIOTHI aMHIa
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uc-6-(8-AumermiamMuHo-2-0kco-8-henn-1,3-nuasacnupo[4,5 | nexan-3 -wmw)-5-

SC_3362 .
- ¢dbrop-nmupuanH-3-kapOOHOBOM KHUCIOTHI aMUA
SC 3363 uc-8-/lumerniaaMuno-3-[4-MeTHI-6-(TpUTOPMETHI )-TUPUINH-3 -1 | -8-M-
- Tonui-1,3-nquazacrupol 4,5 nexaH-2-oHa
SC 3364 ruc-3-(8-Aumerunamuno-2-okco-8-penni-1,3-quazacnupol4,5 | nekan-3-mn)-
- M30HUKOTHHOHUTPIUIA
SC 3365 ruc-8-Jlumernnamuno-3-[3-grop-5-(2-okco-1,3-qurnnpo-naaon-4-m)-
- nupunuH-2-mi]-8-penmn-1,3-guazacnupo[4, 5] nexkan-2-oHa
SC 3366 uc-8-lumernnamMuto-3-[4-metui-6-(tpudTopMeTi)-nupuauH-3 -] -8-[ 3-
- (rpudTopmerniokcn)-dennn]-1,3-quasacnupol4,5]nexan-2-ona
SC 3367 uc-8-lumernnamuto-3-[4-metui-o-(tpudropMeTin)-nupuauH-3 -1 |-8-[3-
- (tpudropmernn)dennn]-1,3-nuazacnupol4,5]nexan-2-oHa
SC 3368 ruc-8-Jlumerniamuno-8-(3-mMetokcudenmn)-3-[4-merun-6-(tpudropmerin)-
- nupuanH-3-mi)-1,3-nuazacnupol4,5]nekan-2-oHa
SC 3369 1uc-8-(5-Xnop-truoden-2-nn)-8-aumerninamMuHo-3 -[4-MeTnn-6-
- (rpudropmerw)-nupuaus-3-unl-1,3-nuazacnupol4, 5] nexan-2-oHa
SC 3370 uc-8-umernnamuno-8-(3-propdennn)-3-[4-metun-6-(tpudropmerin)-
- nupuauH-3-unl-1,3-nuasacnupol4,5]nexaH-2-oHa
SC 3371 uc-8-JlumernnaMuHo-3-(2-MeTHIaAMUHO-TTUPUMHUANH-S-11)-8-eHunn-1,3-
- nuasacriupol4,5]nekan-2-oHa
3C 3372 uc-8-(5-Xnop-troden-2-muin)-8-qumeTnaaMiuao-3 -(4-mMeTui-2-MoppoH-4-
- WI-MTUPUMHUIUH-5-1)- 1,3 -nnazacnupo[4,5]nexkan-2-oHa
SC 3373 ruc-N-[5-(8-Aumernnamuno-2-okco-8-pennn-1,3-muazacnupol4, S| nekan-3-
- WJT)-IIUPUMHUIUH-2-11]-N-MeTHJI-IUKJIONPONaHKapOOHOBOH KHCIIOTHI aMHUA
ruc-N-[5-(8-/TumernnamMuHo-2-0kco-8-¢penni-1,3-muasacnupol4,5] nexan-3-
SC 3374 | wn)-nupumunus-2-un]-N,2,5-rpumernn-2H-nupason-3-kapOOHOBOH  KUCIIOTHI
amMuaa
SC 3375 uc-3-[4,6-buc(tpudropmernn)-nupuans-3-mn-8-numeTnnaMuHo-8-peHn-
= 1,3-nmuazactiupo[4,5]nexan-2-oHa
SC 3376 ruc-8-JlumerunaMuHo-3-[ 2-[ (2-TUAPOKCHU-3THIT )-METHII-AMUHO |-X MHA30JIHH-6-
- wi|-8-¢perm-1,3-muasacmpol4,5] nexkan-2-ona
SC 3377 uc-8-JlumernaaMuno-3-(2-MophomnH-4-nn-x nHa30IHH-0-111)-8-henmn-1,3-
- nuasacnupol4,5]nekan-2-oHa
SC 3378 uc-8-[Merun-(okceTaH-3-1iI-MeTi)-aMuHO |-8-bernt-3-[ 2-(Tpud ropmeTni)-
- nupuMuanH-5-ui]-1,3-nuasacnupol4,5]nexan-2-ona
SC 3379 uuc-3-(1-Auernn- 1H-unnon-3-wn)-8-gumernaMuao-8-¢pern-1,3-
- nuasaciupol4,5]nekan-2-oHa
SC 3380 uc-8-JlumernnamuHo-8-peHun-3-x uHa3onua-6-mi-1,3-
- nuasactiupol4,5]nekan-2-oHa
SC 3381 uc-5-(8-/lumernnamMnHo-2-0kco-8-¢ennn-1,3-nuazacnupo[4,5 | nexan-3 -wm)-2-
- (2-oxco-1,3-aurunpo-uHa0N-4-1I1)-M30HUKOTHHOHUTPUIIA
ruc-N-[5-(8-/TumernnamuHo-2-okco-8-¢penni-1,3-nuazacnupol4,5] nexan-3-
SC 3382 | wn)-nupuMuaiH-2-mi)-N-MeTun-TeTparuapo-niupaH-4-kapOOHOBOH  KHUCIIOTEI
amuaa
SC 3383 muc-N-[5-(8-TumermnamuHo-2-0kco-8-¢enn-1,3-guazacnupol4,5] nexan-3-
- Wn)-TpUMHAANRH-2-11]-N, 2, 2-TpUMeTHII-IIPONHOHAMHAA
SC 3384 uuc-8-Jlumerunamuno-3-[ 2-(1-metun-2-okco-1,3-auruapo-uHa0a-4-mi)-

nUpUMHANH-5-1i]-8-¢penn-1,3-nnazacnupol4,5]nekan-2-oHa
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uc-8-JlumernnaMuHo-3-(2-MopdomuH-4-mn- 1 H-6erzonmunason-5-nin)-8-

SC_3385 (benunn-1,3-nrazacnupo[4,5]nexan-2-oHa

SC 3386 uuc-8-AnmernnamuHo-8-(3-prop-S-merun-penu)-3-[4-meTun-6-
- (Tpudropmern)-mupuanH-3-ni|-1,3-auazacmupo[4, S| nexan-2-ona

SC 3387 nuc-8-/lumMerunaMuHo-3-[6-(2-0kco- 1,3-AUruapo-uHIO0A-4- 1T )-ITUPUANH-3-
— wi|-8-¢enn-1,3-nuasacnupo[4,5 ] nekan-2-oHa

SC 3388 uc-8-JlnmernnaMuHo-8-(3 -runpokcudenmn)-3-[4-metun-6-(Tpudropmeriun)-
- nupupuH-3-unl-1,3-nuazacnupol4,S]nexan-2-ona

SC 3389 uuc-3-[6-(Azernans- 1-ui)-5-(tpudropmernn)-nupuaun-3-un)-8-
= IUMeTUIaMuHO-8-¢enmn-1,3-nnaszacnupo[4,5]nexan-2-ona

SC 3390 uuc-3-[ 1-(ukaonponui-mMeTin)-8-1uMeTHIaMHHO-2-0KCco-8-perni-1,3-
- nuazacnupol4,5]nexan-3-mi]-n30HIKOTHHOHUTPHIIA

SC 3391 uc-3-[3,5-buc(tpudropmernn)-nmupunun-2-mi] -8-tumMeTiIaMuHO-8- e Hu-
- 1,3-nnazacnupo[4,5]nexan-2-ona

3C 3392 uuc-8-Anmernnamuto-3-(5-prop-6-mopdonun-4-un-nupuaus-3-mn)-8-heHn-
- 1,3-nuazacrnmpo[4,5 | nekan-2-oHa

SC 3393 nuc-8-(3-Xnopdenin)-8-numeTuaaMuHo-3 -[4-MeTu-6-(TpudTOpMETHT )-
- nupupnH-3-wil-1,3-nuazactupol4, S| nexan-2-ona

SC 3394 uuc-8-IumerunaMuHo-3-[ 5-(2-0kco- 1,3 - Aurunpo-uHI0A-4- 1) -TUPUANH-2-
- nn|-8-¢ennn-1,3-nuasacnupol4,5 | nexan-2-oHa

3C 3395 uuc-8-JIumernnamuHo-8-¢enmn-3-[ 5-(tpudropmernn)-[ 1,3,4]ruanuason-2-
- nil-1,3-muazacmupo[4,5]nexan-2-oHa

SC 3396 nuc-8-/lumerunaMuno-3-(2-okco-1,3-quruapo-unmnon-4-un)-8-¢penumn-1,3-
- nuazacnupol4,5]nekan-2-oHa

SC 3397 nuc-8-IumetunaMuHo-3-[ 2-[ (2-TuapOKCH-3THI )-MeTUI-aMUHO |- 1 H-
- 6enzonmMunazon-S-un|-8-penmn-1,3-muazacnupol4, 5] nekan-2-ona

SC 3398 uc-8-AnmernnaMuHo-3-(5-MeTuin-6-MopdonH-4-un-nupuans-3-mn)-8-
- ¢denun-1,3-nuasacmupol4,5|nexan-2-oHa

SC 3399 | HC- 1-(ukaonpomnun-merui)-8-numerniaaMuHo-8-(3-gropdenwn)-3-(5-
- meruicyiboHuI-nupuand-2-ui)-1,3-nuazacnupol4,5]nexkan-2-ona

SC 3400 | WaC 1-(IMuxnonpomnun-merwn)-8-(3 -propdennn)-8-mernnamuao-3-(5-
- MeTWICYIbGOHMIT-NNPUANH-2-11)- 1,3-razactmpol 4,5 | nekan-2-ona

SC 3401 | Lwe- 1-(I{ukno0ytun-merin)-8-(3-dpropdenun)-8-meTunamMuao-3-[ 2-
- (Tpudropmerin)-mupuMianH-5-ui]-1,3-muasacnupol4,5]nexan-2-oHa

SC 3402 uc- 1-(Luxnonponuia-mernn)-8-gumeTnnamuHo-8-(3-ptopd enmn)-3-[ 2-
- (rpudropmernn)-nupumuans-5-uil-1,3-auasacnupol[4,5]nexkan-2-oxna

SC 3403 | Wi 1-(IMuxnonpomnun-mernn)-8-(3-propdenmn)-8-mernnammuno-3-[ 2-
- (TpudTopMeTI)-upuMIIHH-5-11]-1,3-mnasacnupol4,5] nekan-2-oHa

SC 3404 uc-8-AnmernnamuHo-8-(3-propdenun)-3-[2-(tpudpTopMeTHI)-TUPUMUIUH-5-
- wil-1,3-guazacmupo[4,5]nexan-2-oHa

SC 3405 | Wwac- 1-(Lukonponui-mMeTui)-8-numMeTniaMuHo-8-(3-propdenu)-3-[ 2-meTui-
- 5-(tpudropmerin)-2H-nupaszon-3-unl-1,3-nuazacnupol4, 5] nexan-2-ona

SC 3406 | Wwc 1-({uxnonponui-merui)-8-(3-gpropdennn)-8-mernnammuno-3-[2-meTui-5-
- (rpudropmerin)-2H-nupaszon-3-unl-1,3-nuazacnupol 4,5 nexkan-2-oHa

SC 3407 uc-8-MetunamuHo-3~(4-MeTii-2-Mopd oNiH-4-UT-TUPUMUIH-5-11)-8-
— ¢denun-1,3-guasacmupol4,5|nexan-2-oHa

SC 3408 uc-3-[5-(Aserupun- 1 -ui)-3-MeTHI-MTUPUAHH-2-11 |-8-nuMe TrnaMuHO-8-(3 -

¢dropdenmn)-1,3-nuazacnupol4,5]nexan-2-oHa
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uc-8-Anmernnamuno-8-(3-hropdenun)-3-(5-meruncynboHnn-nupugnH-2-

SC_3409 wn)-1,3-nuazacnupo[4,5]nexkan-2-ona
Luc- 3-(6-(asernauH-1-nm1)-4-¢pTOpINPUANH-3 -1)-8-(TUMETHIAMIHO )-8~
SC 3410
- ¢dennn-1,3-guasacnupo[4,5 ] nekaH-2-oHa
uc-3-(6-(azernaus- 1 -un)mupuanH-3-m)-8-(muMeTHIaMuHO )-8-(3-
SC 3411 -
- ¢dropdenmn)-1,3-nuasacnupo[4,5]nexan-2-oHa
uc-3-(1-(uuknonponankapoonmn)-3-(tpudTopmernin)- 1 H-nupason-5-um)-8-
SC 3412 N
- (mumerunamuuo)-8-(3-dropdennn)-1,3-nuazacnupol4,S]nexan-2-ona
SC 3413 uc-8-(muMeTniaMuHo)-8-(3-dpropdhennn)-3-(1-(2-ruaporcnda Tin)-3-
- (rpudropmerun)-1H-nupaszon-5-un)-1,3-nuasacnupo[4, 5] nexaH-2-oHa
SC 3414 uc-3-(1-(uuknonpormnmerin)-3-(tpudTopmernn)- | H-nupasorn-5-wmm)-8-
- (mumerunamuno)-8-(3-dropdennn)-1,3-nuazacnupol4,S]nexan-2-ona
SC 3415 uc-8-(numerunamuno)-8-(3-dropdennn)-3-(1-(meruncyabdonmn)-3-
- (rpudropmerun)-1H-nupason-5-un)-1,3-nuasacnupo[4,S]nexan-2-ona
uc- 1 -( LUK ITONpOnHIMETH ) -8-(AuMeTriIaMiHO ) -8-(3-propdpernn)-3-(1-
SC 3416 | (meruncynsdonun)-3-(tpudropmerin)-1H-nupazon-5-un)-1,3-

nuaszacnupol4,5]nexaH-2-oHa

SC 3417

muc-2-(5-(8-(aumernnamuno)-8-(3-gropdpennn)-2-okco-1,3-
nuasacnupo[4,S]aexan-3-un)-3-(tpudropmerin)- 1 H-impazon-1-ui)-N,N-
JIMETHIALETAMIAA

SC 3418

muc-2-(5-(1-(uuxnonponunmerui)-8-(numerunamuHo)-8-(3-propdennn)-2-
okco-1,3-nuazacmmpol4,5]nexan-3-un)-3-(tpudTopmerui)- 1 H-nupason-1-mn)-
N,N-numeTunaneraMmuaa

uc-8-(numerunamuto)-3-(1-metun-1H-nuppono[ 2,3 -b Jnupunus-5-wm)-8-

SC_3419 ¢enun-1,3-nuasacmmpo[4,5]nekan-2-oHa
SC 3420 uc-8-(numerunamuto)-3-(3-¢prop-1H-nmuppono[2,3-b Jnupunus-5-mn)-8-
- ¢enun-1,3-nuazacmmpo[4,5]nekan-2-oHa
SC 3421 uc-8-(numerunamuno)-8-¢pennn-3-(1H-nuppono[ 2,3-cnupuans-4-un)-1,3-

Jquazacnupol4,5]nexan-2-oHa

Luc-8-(nuMeTnnaMuHo)-8-peHnn-3-(2-(nupunasuH-4- uinmMpUMHUIH-S-11)-

SC_3422 1,3-nuazacnupo[4,5]nexan-2-oHa
SC 3423 uc-8-(nuMeTnnaMuHo)-3-(2-(2-okco-1,2-nuruaponupuanH-4-1i) IMPUMHA N H-
- 5-mn)-8-denmn-1,3-nquazacnupol4,5 | nexan-2-oHa
SC 3424 uuc-8-(numernnamMuto)-8-(3-¢propdenun)-3-(1-merun-3-(tnodpen-2-mn)-1H-
- nupason-S-un)-1,3-nuazacupol4, 5] nexan-2-ona
SC 3425 Luc-8-(numerunamMuto)-8-(3-¢propdennn)-3-(1-merun-3-mopponuno-1H-
- nupason-S-un)-1,3-nuazactmupol4, S| nexan-2-ona
SC 3426 uuc-8-(qumeTniaMuHo)-8-genmn-1-(2,2, 2-rpudropatmn)-3-(2-
- (Tpudropmerin)mupumMuanH-5-un)-1,3-auazacmpol 4,5 nexan-2-ona
SC 3427 uc-8-(quMeTniIaMuHo)-8-peHun-3-(2-(TpupTopMeTHIT ) TUPUMUANH-S -1T)- 1 -
- (3,3,3-rpudropnponun)-1,3-nuazacnupol4,5]nekan-2-ona
SC 3428 uc-3-(4-metun-6-(tpudropMeTi) MUPHANH-3 -1 )-8-(MeTHIaMUHO )-8-peHut-
- 1,3-nuazacnupo[4,5]nexaH-2-oxa
SC 3429 uuc-3-(1-merun-3-(tpudropmernn)-1H-nupaszon-5-un)-8-(MeTunamuHo)-8-
- ¢ennn-1,3-nuazacnupo[4,5]nekaH-2-oHa
SC 3430 uc-8-(numernnamMuno)-8-(3-¢propdennn)-3-(4-(MeTHiacyabh OHII ) TUPUANH-3 -

ni)-1,3-nuazactupo[4,5 ]| nexan-2-ona
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SC 3431 uc-8-(numerunamuto)-3-(1-stun-3-(rpudropmern)- 1 H-nupaszon-5-ui)-8-(3-
- ¢bropdennn)-1,3-nuazacnupo[4,5]|nekaH-2-oHa
SC 3432 uc-3-(1-uuknonponui-3-(rpudtopmerin)- 1 H-nupazon-5-umn)-8-
- (mumeTunamuno)-8-(3-propdennn)-1,3-auazacnupol4,5 ] nekan-2-oHa
SC 3433 uc-8-(numerunamuto)-8-(3-dpropdennn)-3-(1-(oxceran-3-uamerin)-3-
- (rpudropmerin)- 1 H-nupazon-5-un)-1,3-nuazacnupo[4, 5] nekan-2-ona
SC 3434 uc-8-(numernnamuto)-8-(3-dpropdennn)-3-(1-(2-(MeTuncynbhoHnT)ITHI)-3-
- (rpudropmerin)- | H-nupazon-5-un)-1,3-nuazacnupo[4, 5] nekan-2-ona
SC 3435 uc-8-(numerunamuno)-8-(3-dropdenun)-3-(4-mernn-2-
- (MeTmIaMuHO)upuUMIIHH-5-11)-1,3-nuasacnupo[4, 5] nekaH-2-oHa
SC 3436 1HC- 3 -(2-IIUKJIONIPOTIOK CH-4-ME THITTHPUMHUTHH-S - 11 )-8 -(TIMe THIIaMIUHO ) -8-(3 -
- dropdennn)-1,3-nuasacnupo[4,5]|nekan-2-oHa
uc-N-(5-(8-(anmernnamuzo)-8-(3-propdenun)-2-okco-1,3-
SC 3437 | nuazacrtiupo[4,5]nexan-3-mi)-4-MeTHINHPUMHIUH-2-1J1)-N-
METHJILHKJIONPONaHKapOOKcaMuIa
ruc-N-(5-(8-(numernnamuHo)-8-(3-¢pTopdenmn)-2-okco-1,3-

SC_3438 nuasactmpol4,5 | nexan-3-mi)-4-MeTHAHPUMUANH-2-1T)-N-MeTHITHBAIAMUAA
SC 3439 uc-3-(4-(azeruans- 1-mi)-2-(TpudTOpMETI ) TUPUMUTUH-S5 -1T)-8-
- (mumerunamuno)-8-(3-dropdennn)-1,3-auaszacnupol4, 5] aexan-2-oHa
SC 3440 uc-8-(muMeTniaMuHo)-8-(3-dTopd enmn)-3-(4-(okceTaH-3 -HIMETOKCH)-2-
- (rpudropmerin)nupumuanH-5-ui)-1,3-nuasacnupol4,5 | nekan-2-oHa
SC 3441 c-3-(2-ruxonponui-4-(2,2, 2-TpuhTopI TOKCH )THPIMUAHH-5-11)-8-

(mumeTnnamuno)-8-(3-propdennn)-1,3-auazacnupol4,5 ] nekan-2-oHa
SC 3442 1uc-3-(2-uuknonponui-4-((2-ruApoKcua THI )(METHI ) aMHUHO ) TUPUMU AN H-5-
- nn)-8-(mumermnamuHo)-8-(3-dropdennn)-1,3-nuazacnupol4,5 | nexan-2-ona

1 UX (PU3UOTOTUIECKH MPUEMIIEMBIX COJICH.

B cooTBeTCTBHH ¢ TaHHBIM U300pETEHUEM, €CITH TIPSIMO He yKa3zaHo uHoe, "-C,-Cy-amkun", "-C;-Cq-anxmr"
1 IOOBIe APYTHE aKWIBHBIE OCTATKH MOTYT SIBJISITHCS IMHEHHBIMU WIIA Pa3BETBICHHBIMH, HACBHIIIICHHBIMHU FITH
HCHACBHIMICHHBIMY. JIMHEHHBIN HACHIIICHHBIN AJKII BKIIOYA€T METHII, ST, H-IIPOIHJ, H-OyTWII, H-TICHTHII U H-
rexcwi. IIpuMepbl pa3BETBICHHOI'O HACBHIIICHHOTO ajKWJIa BKIJIIOYAIOT, HO HE OTPAaHUYUBAIOTCS MMM, H30-
TPOTHII, BTOP-OyTHI U TpeT-OyTiin. [IpuMepsl THHEHHOTO HEHACBHIIICHHOTO aJKHIa BKJIFOYAIOT, HO HE OTpaHH-
YUBAFOTCS UMH, BUHIII, IPOTICHIJI, aJUTHIT ¥ TIPOTIAPTHLI.

B cooTBeTCTBUU ¢ TaHHBIM H300pETCHUEM, €CIIH MPSIMO He yKka3zaHo uHoe, "-C;-Cy-amkmn", "-C-Cg-ankun"
1 M00bIe IPYTHe alKWIBHBIE OCTATKH MOTYT SIBJIATHCS HE3aMEIICHHBIMH, MOHO- WJIH TIOJM3aMelIeHHbIMU. [1pn-
MepBl 3aMEeIeHHOTO aJIKMIa BKIIIOYaloT, HO He orpannmduBatorcs umu, -CH,CH,OH, -CH,CH,0OCHj;, -CH,CH,
CH20CH3, -CHzCHzS(:O)2CH3, -CHzC(:O)NHz, -C(CH3)2C(:O)NH2, -CHzc(CH3)2C(:O)NH2 u
-CH2CH2C(:O)N(CH3)2

B cooTtBercTBUU ¢ M300peTeHNEM, €CIIHM TPSMO He ykazaHo uHoe, "-C;-Cg-ankunen-", "-C;-C4-ankwmien" u
MO00M MPYrol aJKWUICHOBBIH OCTATOK MOJKET SIBIISITHCS HE3aMEUIEHHBIM, MOHO- WJIM TOJIM3aMeneHHbIM. [Tpu-
MEpbl HACHIICHHOTO AalKWICHA BKIIOYAlOT, HO He orpaHumumBaitorcs umu -CH,-, -CH(CHj)-, -C(CHj),-,
-CH,CH,-, -CH(CH3)CH,-, -CH,CH(CH;)-, -CH(CHj;)-CH(CH3;)-, -C(CHj3),CH,-, -CH,C(CHj3;),-, -CH(CH3)
C(CHj;),-, -C(CH;),CH(CH3;)-, C(CHj;),C(CHj3),-, -CH,CH,CH,- u -C(CH;),CH,CH,-. IIpuMepbl HEHACHITIICH-
HOTO aJKWJICHA BKIIOYAOT, HO He orpanmumBaiotcs umu -CH=CH-, -OC-, -C(CH;)=CH-, -CH=C(CH,)-,
-C(CH3)=C(CHj;)-, - CH,CH=CH-, -CH=CHCH,-, -CH=CH-CH=CH- u -CH=CH-C=C-.

B cooTBeTcTBHM C JaHHBIM M300pETCHHEM, €CIIM NPSAMO HE ykazaHo uHoe, "-Ci-Cg-ankmnen-", "-C;-Cy-
aJKWICH" W 000 IPYToi alKUICHOBBIM OCTATOK MOJKET SIBISTHCS HE3aMEIICHHBIM, MOHO- WJIH TTOJTM3aMeIeH-
HeIM. [Ipumepsr 3amemenHoro -Ci-Cg-ankuieH- BKIIOYaloT, HO He orpanuumBaroTcs wmu, -CHF-, -CF,-,
-CHOH- u -C(=0)-.

B cooTBeTcTBMHM ¢ HaHHBIM H300peTeHHEM (parMeHTHl MOTYT OBbITh coeawmHeHHBIMU depe3 -C;-Cg-
aJKWICH-, T.e. (parMeHTHl HE MOTYT OBITh HETOCPEICTBEHHO CBS3aHBI C OCHOBHOHM CTPYKTYPOH COCIUHEHUS
obmeit popmyisr (1), HO MOTYT OBITH CBSI3aHBI C OCHOBHOM CTPYKTYpO coeamHeHus oomieit hopmyisl (1) wmm ee
nepudepun uepes muHKep -C-Cy-alIKHIICH.

B cootBercTBHM ¢ maHHBIM H300peTeHHEM "3-12-uieHHBIH IUKIOANKWIBHBINA (parMeHT" NpeicTaBisieT
co0o0it HeapoMaTHUECKUH, MOHOIMKINYECKUH, OUIIMKINIECKUI WM TPULIUKINYECKUH (PparMeHT, coaepKallui
ot 3-12 aTOMOB yTiepo/a B KOJbIIE, HO HE TETEPOATOMEI B KOJbIIe. [[puMephl MPeIMOYTHTEIEHBIX HACHIIICHHBIX
3-12-4NeHHBIX IUKJIOATKWIBHBIX ()ParMEHTOB MO JAaHHOMY HM300pPETCHUIO BKIIOYAIOT, HO HE OTPAHUYHBAIOTCS
VMU, IUKIIOTIPOTIaH, TUKIO0yTaH, IUKIONEHTaH, MUKIOTEKCaH, IIUKJIOTENTaH, [IMKIO0KTaH, THAPUHIAH U JIeKa-
muH. [IpuMepsl IPeAMOYTUTETHHBIX HEHACHIIEHHBIX (PParMeHToB 3-12-1IeHHOTO ITUKIOATKUIHFHOTO parMeHTa
0 TaHHOMY M300pETEeHHUIO BKIIIOYAIOT, HO HE OTPAHUIMBAIOTCS UMH, ITUKIIONPOIICH, ITUKI0O0YTEH, ITUKIIONICHTEH,
LHUKJIOIIEHTAIUEH, IINKIOTEKCEH, 1,3-1nKIorekcaaue u 1,4-1uKIorekcaareH.

3-12-4sIeHHBINA TUKIOATKHUIBHBINA (PparMeHT, KOTOPHIH CBS3aH ¢ COSIMHEHUEM TI0 TaHHOMY H300pETeHHIO,
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Mo cBocH mepudepuu MOKET OBITh He0OsS3aTeIIbEHO KOHIACHCUPOBAH C 3-12-4ICHHBIM TeTePOIUKIOATKIIEHBIM
(hparMeHTOM, HACHIIICHHBIM MM HEHACHICHHBIM, HE3aMCIICHHBIM, MOHO- WU TTOJIM3aMEIICHHBIM; H/HIH C 6-
14-uneHHBIM apUIBHBIM (ParMEeHTOM, HE3aMEIIeHHBIM, MOHO- WJIM TTOJM3aMEIeHHBIM; H/HIH U3 5-14-4IeHHBIM
reTepoapwiIbHEIM (PparMEeHTOM, HE3aMEIICHHBIM, MOHO- WJIH IIOJIN3aMEIIEeHHBIH. B 3THX yCIOBMSAX KOJIBIIEBBIC
aTOMBI KOHJICHCHPOBAHHBIX ()ParMEHTOB HE BKIIOYAIOTCS B 3-12 KOJBIEBBIX aTOMOB 3-12-4JIEHHOTO ITHKJIOAIT-
kuipHOTO (hparmenTa. [Ipumepsl 3-12-4€HHBIX IUKIOATKUAIBHBIX (DparMeHThl, KOHACHCHUPOBAaHHBIE ¢ 3-12-
YICHHBIMH TeTePOIUKIOANKUIBHEIME (PparMeHTaMy, BKIIOYAIOT, HO HE OTPaHWYHMBAIOTCSA MMM, OKTaruapo-1H-
WHIOJ, NEeKaruAPOXUHOJNH, ACKATHIPOU30XUHOINH, OKTaruApOXUHOIUHXUHOMMH-2H-0en30[b][1,4]okcazun u
JICKaruAPOXUHOKCAINH, KOTOPBIC B KAXKJOM CITydae COCTUHBI uepe3 3-12-uIeHHBIH TUKITOAKWIBHEIA (parMeHT.
[Ipumeps! 3-12-4neHHBIX HHKIOAIKWIBHBIX (ParMeHTOB, KOHICHCUPOBAHHBIX C 6-14-4JICHHBIMH apHIbHBIMHU
OCTaTKaMH, BKIIOYAIOT, HO HE OTPAHUYUBAIOTCS MMHU, 2,3-muruapo-1 H-uHaeH u TeTpainH, KOTOPBIC B KaXKIOM
cilydae COCJUHEHbI Yepe3 3-12-uiIeHHbIH IMKIoaNKWIBHBIN (parmenT. [Ipumeps! 3-12-4eHHBIX UKIOATKWIIb-
HBIX (pparMeHTOB, KOHJICHCUPOBAHHEIX C 5-14-4ICHHBIMU TeTePOAPIIHHBIMU (PparMEeHTaMH, BKIFOYAIOT, HO HE
OTpPaHUYUBAIOTCS UMH, 5,6,7,8-TeTparupoXuHONIMH U 5,6,7,8-TeTparnpoXuHa30I1H, KOTOPbIE B KaXKAOM CITy-
Jae COCUHEHBI uepe3 3-12-4IeHHBIA MUKIOATKHILHBIA (PparMeHT.

B cooTBeTcTBUM ¢ MaHHBIM H300peTeHHEM 3-12-4JIeHHBIH IUKIOANKWIBLHBIA (parMeHT MOXKET OBITh He-
obs3aTensHO coenuHeHHBIM depe3 -Ci-Cg-anKkuinen-, T.e. 3-12-4JIeHHbI IUKIOATKIIEHBIN (parMeHT He MOXKET
OBITH HETIOCPEJICTBEHHO CBS3aH C coeanHeHrneM obOtmmel popmyisl (I) HO MOXeT OBITh CBSI3aH C HUM Yepe3 JIMH-
kep -C,-Cg-amkunen-. I[lpumepsl BKIIOYalOT, HO He orpaHuumBaroTcs uMmH, -CHp-muxmonponwmn, -CH,-
mukinooytun, -CH,-muxnonentmn, -CH,-tuknorekcnn, -CH,CH,-mmuxmmonpornmn,  -CH,CH,-niukmo0OyTwt,
-CH,CH,-ttuxnonentun u -CH,CH,-1iukiiorexcu.

B cooTBeTcTBUM ¢ HaHHBIM M300pETEHHEM, SCITU MPSAMO HE yKa3aHO MHOE, 3-12-4JICHHBIH MUKIOATKIIIb-
HBIA (hparMeHT MOKET SBIATHCS HE3aMEIICHHBIM, MOHO- HJIH TOJIM3aMeIIeHHBIM. [IpuMephl 3aMeneHHbIx 3-12-
YICHHBIX [UKIOAIKHIBHBIX ()ParMCHTOB BKIIOYAOT, HO He orpaHmdyuBarorcs umu, -CH,-1-rugpokcu-
UKJIO0Y THIL.

B cooTBeTCTBUM C JaHHBIM U300peTeHreM "3-12-4IeHHbII TeTepONUKIOATKIIBLHBIA PparMeHT" mpencTaB-
JseT co00l HeapOMaTHIECKUH, MOHOIUKIUYIECKIHN, OMIIMKINISCKUN WU TPUIMKIMYECKAH (PparMeHT, coJep-
JKarmid oT 3 1o 12 aTOMOB B KOJIbIIE, TJE KaXIbIi WK BKIIOYAeT HE3aBUCUMO JpYyT OT Apyra 1, 2, 3, 4 wnmm 6o-
Jiee TeTepoaToMOB HE3aBHCHUMO APYT OT ApYra, BEIOpAHHBIX M3 TPYIIHI, COCTOSIIEH U3 a30Ta, KUCIOPOa U Ce-
pBI, TOTJa Kak cepa MokeT ObITh okucieH (S(=0) wmm (S(=0),), mpudeM OCTaTbHBIC KOJBIIEBBIE ATOMBI SBJISIOT-
Csl aTOMaMH yTIJIepoJa, P dTOM OMIUKIMYECKUE WM TPULIHUKIMIECKIE CHCTEMBI MOTYT HIMETh OOIINi TeTepoa-
ToM(b1). [TpuMepBI MPEAMOYTUTEIBHBIX HACBIIICHHBIX 3-12-UICHHBIX T€TEPOIMKIOATKIIBHBIX (PAarMEHTOB MO
JTAHHOMY M300pPETEHUIO BKITIOYAIOT, HO HE OTPAaHHYMBAIOTCS VMU, a3UPHUINH, a3eTUINH, TUPPOIUIANH, UMUIA30-
JUJIAH, TTUPA30IUIUH, THIICPUINH, TUTICPa3uH, TPUA3OIUINH, TETPA30IUINH, OKCHPAH, OKCETaH, TETParuiapo-
(dypan, TeTparuaponupaH, THHPAH, TUCTAH, TETPATHIPOTHO(PCH, THa3eNaH, OKCAa30IUANH, N30KCA30IUINH, THA-
30JIMIUH, H30THA30IUIUH, THATHA30IHIUH, MOpdonuH, THOMOpGdomuH. [IpuMeps! MPeNmOYTHTEIBHBIX HEHACKI-
MICHHBIX 3-12-4JIEHHBIX TeTePOUMKIOAIKHIBHEIX (DParMeHTOB MO JAHHOMY HM300pPETEHUIO BKIIOYAIOT, HO HE
OTPAaHMUYMBAIOTCS UMM, OKCA30JIMH, MMUPA30JIMH, IMHIA30JIMH, N30KCA30JMH, THA30JIUH, U30THA30IHH U IUTH-
pormpaH. 3-12-4JI€HHBII TeTEPOIUKIOATKUIBHBINA (pParMeHT, CBSI3aHHBIA C COSAMHEHHEM IO JTaHHOMY H300pe-
TEHUI0, TI0 CBOCH Tieprudepruu MOXKET OBITh HEOOSI3aTEbHO KOHJISHCUPOBAH ¢ 3-12-1IEHHBIM TUKIOATKHIHLHBIM
(hparMeHTOM, HACHIIIEHHBIM WM HEHACHIIICHHBIM, HE3aMEIICHHBIM, MOHO- UM TIOJIM3aMeIICHHBIM; W/ HIH C 6-
14-uneHHBIM apHIIBHBIM (pParMEHTOM, He3aMEIIEHHBIM, MOHO- WJIM TTOJIM3aMeIIeHHBIM; W/HIH ¢ 5-14-4eHHBIM
reTepoapwibHEIM (PparMeHTOM, He3aMEIICHHBIM, MOHO- MM TIOJH3aMEIICHHBIM. B TaHHBIX YCIOBHUSIX KOJBIIC-
BBIC aTOMBI KOH/JICHCHPOBAHHBIX (PParMEHTOB HE BKIFOYAIOTCS B 3-12 KOJNBIEBBIX aTOMOB 3-12-UJICHHBIX reTe-
POLIMKJIOATKHUIIBHBIX  ()parMeHTOB 3-12-wIEHHBIX TeTEepPOLMKIOANKWIBHBIX (parMenToB. Ilpumepsr 3-12-
YIICHHBIX TETCPONUKIOATKUIBLHBIX (PAarMEHTOB, KOHICHCHUPOBAHHBIX C 3-12-9ICHHBIMH IUKIOATKAIbHBIMH
(hparMeHTaMH, BKIIIOYAIOT, HO HE OTPAHWYHMBAIOTCS UMH, OKTaruapo-1H-uHIO0M, neKkaruapoXuHOIMH, IeKarui-
POM30XHHONUH, OKTaruapo-2H-0en3o[b][1,4]JokcasuH U ACKATHAPOXHHOKCAIUH, KOTOPBIC B KAXKIOM CIIydac
coeMHEeHBI Yepe3 3-12-4IeHHBIH TeTepOIMKIOaIKMIbHBIN pparmMent. [Ipumeps 3-12-9IeHHOTO TETEPOIMKIO-
AJKWIBHOTO (PparMenTa, KOHACHCUPOBAHHOTO ¢ 6-14-1ICHHBIM apUiIbHBIM (PparMeHToM, BKIIOYAET, HO HE orpa-
HUYUBaeTCI UMH, 1,2,3,4-TeTparuiIpOoXUHOIUH, COSAUHEHHBIH depe3 3-12-wIeHHBIH TeTepOIKIOaTKUIbHBIN
¢dparment. Ilpumep 3-12-4IEHHOTO TETEPOUUKIOAIKHIBHOTO (parMeHTa, KOHISHCHPOBAHHOTO C 5-14-
YICHHBIMH TETepOAPIIFHBIMU (parMEHTaMHM, BKIIOYAaeT, HO HE OTpaHHYMBaeTCs WMH, 5,0,7,8-TeTparumpo-
[1,2,4]rpuazomno|1,5-a]nupasuH, coequHEHHBIH Yepe3 3-12-1IeHHBIH TeTePOIMKIOANKIIILHBIN (parMeHT.

B cootBeTcTBUM C TaHHBIM U300peTeHHEM 3-12-UJIeHHbIH IeTepOLUKIOATKHIBHBIA ()parMeHT MOXKET OBITH
HeoOs13aTenbHO coeuHeHHbIM udepe3 -C-Cg-ankuieH-, T.e. 3-12-4eHHBIH TeTepOLKIOANKIIBHBIN (hparMeHT
HE MOXKET OBITh HEMOCPEACTBEHHO CBS3aH ¢ coequHeHHeM oOmeil ¢popmynsl (I), HO MOXKeT OBITH CBSI3aH C HUM
yepes muHKep -C-Cg-ankuieH-. YKa3aHHBIN JIMHKEP MOXKET OBITh COCIUHCH C YIICPOIHBIM KOJBIEBBIM aTOMOM
WX C TETEPONUKINYECKUM KOJBIIEBEIM aTOMOM 3-12-4JIEHHOTO TeTePONUKIOATKIIFHOTO (hparMenTa. [Ipumepst
BKIIIOYAIOT, HO He orpaHuuuBaotcs wumu, -CH,-okceran, -CH,-mupponungun, -CH,-nmunepunus, -CH,-
mopdomun, -CH,CH,-okceran, -CH,CH,-muppommaun, -CH,CH,-munepuaun u -CH,CH,-mopdonun.

B cooTBeTcTBUM ¢ TaHHBIM H300pPETEHUEM, €CITH TIPSIMO HE YKa3aHO MHOE, 3-12-4JICeHHBIN TeTepOolnKIOoal-
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KWIBHBIH (hparMeHT MOXET SIBIISITHCS HE3aMELICHHBIM, MOHO- MJIHM HOJIM3aMelleHHbIM. [IpuMepsl 3aMeIeHHbIX
3-12-4NeHHBIX T'€TEPOLMKIOAIKMIBHEIX (ParMeHTOB BKIIOYAIOT, HO HE OrPaHUYMBAIOTCA HUMH, 2-
KapOokcaMu10-N-TTUPPOIUANHII-, 3,4-TUTHIPOKCH-N-TIUPPOTUANHNAT, 3 -THAPOKCU-N-TUPUMHIAHWI, 3,4-
IUTUAPOKCH-N-MUPUMUANHII, 3-0Kco-N-ITunepasuHm, -TeTparuapo-2H-tuonupanun auokcua u tuomopdo-
JIMHAT JUOKCHL.

B cooTBeTcTBHM ¢ maHHBIM H300peTeHreM "6-14-uneHHBIH apuIbHBIA (QparMeHT" mpencTaBisieT coOoi
apOMaTHIECKHI, MOHOIIMKIMYCCKHUH, OWUIMKINICCKUI WM TPUOUKINIECKUH (parMeHt, coaepxamuid 6-14
KOJIBIIEBBIX aTOMOB yTIJIEPOJa, HO HE CONEpIKAIIUii TeTepoaToMbl B KoJbIle. [IpuMepsl npeArnodTUTebHbIX 6-14-
YICHHBIX apWIBHBIX (PparMeHTOB 0 JaHHOMY M300PETEHHUIO BKIIOYAIOT, HO HE OIPaHUYMBAIOTCS UMM, OCH30I,
HadTanuH, aHTpaleH U peHaHTpeH. 6-14-uIeHHbIH apuIbHBINH (parMeHT, CBI3aHHbIH ¢ COEAMHEHUEM T10 JaHHO-
My M300pETeHHI0, IO CBOEH mepugeprur MOKET OBITh HEOOs3aTeIbHO KOHICHCUPOBAH ¢ 3-12-1IeHHBIM IMKJIIO-
IKWIBHBIM ()parMeHTOM, HACBIIIEHHBIM WM HEHACHIIICHHBIM, HE3aMEIIEHHBIM, MOHO- WJIM TIOJIN3aMELICHHBIM;
w/unu ¢ 3-12-4JeHHBIM T'eTePOUMKIOATIKIIBHEIM (ParMEHTOM, HACBHIIICHHBIM WIJIM HEHACHIIIEHHBIM, He3aMe-
IIEHHBIM, MOHO- WJIM TOJIM3aMELICHHBIM; W/WIN C 5-14-4JIeHHBIM T'eTepOapuiIbHBIM (parMeHToM, He3aMelleH-
HBIM, MOHO- WJIM TIOJIN3aMEIIEHHBIM. B 3THX yCIOBHSAX KOJBIIEBBIE aTOMbBI KOHICHCHPOBAHHBIX ()ParMEHTOB HE
BKITIOUAIOTCS B 6-14 KOJBIIEBBIX aTOMOB yriiepoza 6-14-ujeHHBIX TeTepOUUKIOAIKIILHEIX (parMenToB. [1pu-
MepBl 6-14-4NeHHBIX apHIIbHBIX PParMeHTOB, KOHJACHCUPOBAHHBIX C 3-12-4JICHHBIMHU MUKIOAIKIILHBIME (hpar-
MEHTaMH, BKIIIOYAIOT, HO HE OTPAaHMYMBAIOTCS WMH, 2,3-muruapo-1H-uHaeH u TterpannH, KOTOphIe B KaKIOM
ciIydae coequHEeHBI uepe3 6-14-1ieHHbli apuibHbIA GparMeHT. [Ipumep 6-14-11eHHOTO apriIbHOTO (hparMeHTa,
KOHJICHCHUPOBAHHOTO C 3-12-WIEHHBIM TeTepONNKIIOANKINIFHBIM (parMeHTOM, BKIIIOYAET, HO HE OTpaHMIHBACTCS
umH, 1,2,3,4-TeTparnApoXuHOINH, COCIUHEHHBIH Yepe3 6-14-uneHHblil apunbHblid Gparment. [Ipumepst 6-14-
YWICHHBIX apWJIBHBIX (ParMeHTOB, KOHACHCHPOBAHHBIX C S5-14-4jeHHBIMH T€TepOapWILHBIMH (parMeHTaMH,
BKJIIOYAIOT, HO HE OTPAaHWYMBAIOTCS MMM, XHHOJIHMH, N30XHHOJMH, (DeHa3WH U ()EHOKCA3HH, KOTOPHIE B KaKIOM
cilydae CoeIMHEHbI uepe3 6-14-uIeHHbIH apuiIbHbIA (parMeHT.

B cootBeTcTBUM ¢ HaHHBIM M300peTeHNEM 6-14-uneHHBII apHIbHBINA (parMeHT MOXKET OBITh HEOOsI3aTelb-
HO coemuHEeHHBIM 4epe3 -C,-Cg-ankuiieH-, T.e. 6-14-4jeHHbIN apuIbHBIA (BparMeHT HE MOXKET OBITh HETIOCPE/I-
CTBEHHO CBsI3aH ¢ coemuHeHUeM obOmel ¢popmyinsl (I), HO MokeT OBITH cBsi3aH ¢ HUM depe3 JuHKep -C;-Cg-
ANKWICH-. YKa3aHHBIN JMHKEP MOXKET OBITh CBA3aH C KOJIBIIEBBIM aTOMOM YTJIEpOJa WIIA C aTOMOM TeTepOIHK-
JIMYECKOTO KOJbIa 6-14-4jeHHOro apuibHOTO (pparMeHTa. IIpuMepsl BKIIOYAIOT, HO HE OTPAaHHYUBAIOTCS UMM,
-CHz-C6H5, -CH2CH2-C6H5 n -CH:CH-C6H5.

B cooTBeTCTBUM ¢ TaHHBIM H300pETCHUEM, ECIIH TPSMO HE yKa3aHO MHOeE, 6-14-4IeHHBIH apuIbHBIN par-
MEHT MOJKET SIBJISIThCS He3aMEUICHHBIM, MOHO- WJIM MOJHM3aMeIeHHBIM. [IpuMephl 3aMemeHHbIX 6-14-4IeHHbIX
apWIBHBIX (pParMeHTOB BKJIIOYAIOT, HO HE OrpaHWYMBAIOTCA UMH, 2-¢pTopdenwn, 3-propdenmn, 2-
METOKCH(EHMI U 3-METOKCH(EHHIL.

B cootBercTBUM ¢ maHHBIM H300peTeHneM "5-14-ueHHbIH reTepoapiiIbHBINA (parMeHT” MpeaAcTaBiseT co-
0011 apoMaTHYeCKHii, MOHOLIUKINIECKUH, OMIIUKINYECKIH WM TPULUKINYECKUH pparMeHT, conepxxamuii 6-14
KOJIBIIEBBIX aTOMOB, MPUYEM KaKIbIH IIMKJI COAEPKUT HE3aBUCUMO APYT oT apyra 1, 2, 3, 4 unu Ooiee retepoa-
TOMOB, HE3aBHCHUMO JAPYT OT Ipyra BEIOPAaHHBIX M3 TPYIIIBI, COCTOSINEH W3 a30Ta, KUCIOPOAA M CEpPbI, IPUIEM
OCTaJbHBIE KOJIBIICBBIE aTOMBI SBIIAIOTCS aTOMaMH yIJIepoaa, MPH 3TOM OWITMKINIECKHE W TPUIHKINISCKHEe
CHCTEMBI MOTYT UMETh 00muii rerepoaTtoM(sl). [IpuMeps! MPeAOYTHTENBHBIX 5-14-1IeHHBIX TeTepOapIbHBIX
(hparMeHTOB IO JTAHHOMY W300pPETEHUIO BKIIIOYAIOT, HO HE OTPAaHHYMBAIOTCS UMH, THPPOJL, THPA30JI, UMUIA30I,
TpHasol, TeTpa3od, ¢pypaH, THODEH, OKCa30J, W30KCAa30J, THA30J, N30THA30J, MTUPUANH, THPUAA3HH, TUPUMH-
JIIH, APa3uH, nHAoMHIWH, 9H-xuHoMH, 1,8-HadTupuanH, mypuH, nMuaas3o[ 1,2-ajnupa3uH u nTepuaut. 5-14-
YICHHBIH I'eTepOapWIbHBIN (parMeHT, CBSI3aHHBIH C COEANHEHUEM 110 JAHHOMY M300pETeHHIO, TI0 CBOEH Iepu-
(epun MOXeT OBITH HEOOS3aTENLHO KOHJACHCUPOBAH C 3-12-WICHHBIM IUKIIOANKHIBHBIM (pparMeHTOM, HACHI-
IIEHHBIM WJIM HEHACHIIICHHBIM, HE3aMEIIEHHBIM, MOHO- WIIH TOJIN3aMEUIeHHBIM; H/WIH ¢ 3-12-4JIeHHBIM TeTepo-
IUKJIOAIKWIBHBIM (PparMeHTOM, HACHIIICHHBIM WM HEHACHIIEHHBIM, HE3aMElIeHHBIM, MOHO- WJIM ITOJIM3aMe-
IIEHHBIM; W/WIH ¢ 6-14-4JICHHBIM apHiIbHBIM ()parMEeHTOM, HE3aMEIIEHHBIM, MOHO- WJIH ITOJIM3aMEIICHHBIM. B
JAHHBIX YCJIOBUSAX KOJBIIEBBIC aTOMBI KOHACHCHPOBAHHBIX ()ParMEHTOB HE BKIIOYEHHI B 6-14 KONBLEBHIX aTo-
MOB yTJiepoa 6-14-4JIeHHBIX TeTePOIUKIOATKIIBHBIX (hparMeHToB. [Ipumephl 5-14-4IeHHBIX reTepoapiibHBIX
(hparMeHTOB, KOHJICHCHPOBAHHBIX ¢ 3-12-4JeHHBIMH MUKIOATKUILHBIMA (PparMeHTaMH, BKJIIOYAIOT, HO HE OT-
paHUYUBAIOTCS UMH, 5,6,7,8-TeTparuApoXWHOIMH U 5,6,7,8-TeTparuipoXuHa30JWH, KOTOPBIE B KAKIOM ClTydae
coeMHEeHBI 4Yepe3 S5-14-ulleHHBI TeTepoapuibHbIi (parment. [Ipumepsl 5-14-4jJeHHOTO TETEpPOAPHIILHOTO
(parmMenTa, KOHICHCHUPOBAHHOTO ¢ 3-12-YJE€HHBIM TeTEPOIUKIOATKUIBLHBIM (ParMEeHTOM, BKIIOYAeT, HO HE
orpaHu4MBaeTcs UM, 5,6,7,8-terparunpo-[1,2,4]rpuazonol1,5-a]nupasus, coeauHeHHbIH udepe3 S5-14-uneHHBIN
rerepoapwibHbIA (parmenT. [Ipumeps! 5-14-uiIeHHBIX TeTepOoapWIbHBIX (parMeHTOB, KOHICHCHPOBAHHBIX C 6-14-
YWICHHBIMU apHIbHBIMH ()parMEeHTaMH, BKJIIOYAIOT, HO HE OIPaHHMYHMBAIOTCSI MMM, XUHOJIMH, H30XHHOJINH, ()eHa3HH
1 (peHOKCa3MH, KOTOPBIE B KQXKIOM CIIydae COSANHEHBI Yyepe3 5-14-uieHHbIH reTepoapiiIbHbIN ()parMeHT.

B cootBeTcTBUM C TaHHBIM H300peTeHHEM 5-14-uiIeHHbIH reTepoapIbHbIN GparMeHT MOKeT ObITh HeoOs-
3aTeNbHO coequHEHHBIM uepes -C-Cq-alKuieH-, T.e. 5-14-uIeHHbIH reTepoapubHbli (parMeHT He MOXKET OBITh
HETIOCPEACTBEHHO CBS3aH ¢ coeauHeHueM odmied Gopmynsl (I), HO MOXeT OBITh CBA3aH C HUM Yepe3 JIMHKEP
-C,-Cg-ankumeH-. YKa3aHHBIN JIMTHKEP MOKET OBITh CBSI3aH C KOJBLIEBBIM aTOMOM YIJIEPOJa WM C KOJIBIIEBHIM
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reTepoaToMoM 5-14-45IeHHOTO TreTepoapwmibHOTrO (parMeHTta. [IpuMephl BKIIIOYAIOT, HO HE OTPaHUYMBAIOTCS
umu, -CHj-okcazon, -CH,-uzokcazon, -CHy-umunazon, -CH,-nmupuaun, -CH,-nupumunus, -CH,-nupunasus,
-CH,CH;-okcazon, -CH,CH,-m3okcazon, -CH,CH,-umunazon, -CH,CH,-mupunnn, -CH,CH,-nmupumunua u
-CH,CH,-timpuaasuH.

B cooTBeTCTBHMH ¢ TaHHBIM H300pETEHUEM, €CITH TIPSIMO HE YKa3aHO MHOE, S-14-uleHHBINA TreTepoapriIbHbBIH
(hparMeHT MOXKET SBISATHCS HE3aMEIIEHHBIM, MOHO- MJIM MOJM3aMeIIeHHbIM. [Ipumeps! 5-14-uneHHBIX TeTepoa-
PWIBHBIX (parMeHTOB BKJIIOYAIOT, HO HE OrPaHWIUBAIOTCA WMH, 2-METOKCHU-4-TUPUINHUI, 2-METOKCH-5-
MUPHINHWI, 3-METOKCH-4-TIMPUANHUT, 3-METOKCU-O-TTUPUIUHIII, 4-METOKCU-2-TTMPUANHII, 2-MEeTHICYIb(Oo-
HWI-5-MUPUIUHAN, 3-METHIICYIb(QOHMI-6-MUPUINHIII, 3-METOKCHU-O-TUPUIa3HHII, 2-HUTPHI-S-TUPUMUINHIIL,
4-rupoKcu-2-MUPUMUINHNAT, 4-METOKCUMUPUMHUIUHII U 2-METOKCHU-0-TTUPa3UHUIL.

[IpeanoyrnTensHO, COEMHEHNE IO TAHHOMY N300pETEHHIO UMEET CTPYKTYypYy obmuierd popmyst (I')

(I

rze oT R! o RS, or R!! o R* HaXOATCS B COOTBETCTBHUH C OTPEICIICHUSAMH BBIIIE, WIN €T0 (hU3HOJIOTH-
YECKH MPUEMIIEMOU COJIH.

B oHOM mpeAnoYTHTENEHOM BapHaHTE Pean3alii W300peTeHus 30BITOK IUC-U30Mepa, 0003HAYCHHBIH
Tak, paBeH mo MeHbIneit Mmepe 50% de, Oonee mpeAmOYTUTENHFHO IO MEHBIIEH Mepe 75% de, emre Oonee mpen-
MOYTHUTENBHO 10 MeHbIneit mepe 90% de, Haubosee npeamoYTHTENLHO O MeHbLIeH Mepe 95% de u, B yacTHO-
CTH, TI0 MEHbIIeH Mepe 99% de.

B nmpenmouTuTeIsHOM BapHaHTe pean3alui H300peTeHHsI COSMHEHNE TI0 JAHHOMY N300pETeHUI0O UMEeT
cTpykTypy obmei hopmynsl (1X) mm (X)

A . RE

RFYV | RE Y’ |
U \
U\ \N \ N N‘-Hz
N ~R2
/QOZ e .
R? N
o N ©
HC

) (X) (CHah1.o

e R? npeacrasiseT coooit -H nmum -CHs;

R’ npencrasimsier co6oii -ernn win -3-hrophern;

R® npexacrasisieT coboit -H mmm -OH;

RF npezacrasisiet coboit -H, -CHj, -F, -CF;, -uknonpomi, -asupunuami, -OH; -O-C,-Cy-ankmn; -OCFs;
-0-C;-Cy-ankun-CO,H; -0-C;-Cy-ankmin-C(=0)0-C;-Cy-amxmr; mwin -O-C;_Cy-ankmi-CONH,;

RF npeacrasisier cobor -CFs, -muknonpommi, -S(=0),CHj, -NH,; -NHC-C,-ankwmn; -N(C;-Cy-ankun),;
-NHC,-C;-ankmn-OH; -NCH;C,-C;-ankmn-OH; -NH-C;-Cy-ankuin-C(=0)NH,; -NCH;-C;-Cjankui-C(=O)NH,;
-NHC(=0)-C,-Cy-anxui; -NCH;3C(=0)-C,-C4-ankun;

-6-14-uneHHbI apuil, HE3aMEILEHHBI, MOHO- WU MOJM3aMEIICHHBIN; Uiu -5-14-uieHHblil reTepoapui,
He3aMEIICHHBIN, MOHO- UJIH MOJIHU3aMEIICHHBIN;

U npencrasnsiet coboit =CH- nmu =N-;

V npencrasnsiet co6ori=CH- nmm =N-;

WM eT0 (PM3UOJOTHIECKH PUEMIIEMOM COJIH.

B mpenmnouTuTeIbHOM BapuaHTE peasn3aluy H300pPETCHHUS COSTMHEHUE TT0 JAHHOMY U300pETEHUIO NMEeT
CTpYKTYpY obrueit popmyisl (XI)
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RG

/]
\ \
XA

(XD

N

riue R? npencrasiset coodoit -H mmm -CHj;

R’ npejcraBiser co6oit -heHm i -3-propheHu;

R" npencrapnser coGoit

-CN; -C;-Cy-amxui; -CF3; -Ci-Cy-ankun-C(=0)NH,; -Ci-Cy-ankuin-S(=0),-C;-Cy-ankur; -C(=0)-C-Cy-
ankwr, -C(=0)OH; -C(=0)0O-C,-Cy-ankmr; -C(=0O)NH,; -C(=O)NHC,-Cs-anxun; -C(=O)N(C;-Cs-ankmn),;
-C(=0)NH(C,;-C4-anxmi-OH); -C(=O)N(C,-Cy4-amkmn)(C,-C4-ankmn-OH);-C(=O)NH-(CH,CH,0),.30-CHj3;

-3-12-yjleHHBIA MKIOAIKIII, HACBIIIEHHBINH UM HEHACHIIIEHHbBIN, He3aMEeIeHHbIH, MOHO- HIIH IIOJIM3aMe-
IIICHHBIN, PUYEeM YKa3aHHBIN 3-12-4JIeHHBIA TUKITIOATKUI HeoOs3aTenbHo coenuueH yepe3 -CH,-, -NH, -NCH;-,
-NH-(CH;);.3-, -NCH;3(CH;);.3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0O)NH-(CH,);3-, -C(=O)NCHj;-
(CHy),.3.; nm

-3-12-uneHHbIN TeTePOLUKIIOANKIII, HACBHIIIICHHBINA WK HEHACBIIECHHBIN, HE3aMEIIeHHbIH, MOHO- WJIH T0-
JU3aMelIeHHbIN; 6-14-uleHHbIN apuil, He3aMEeIEHHbI, MOHO- WJIM IMOJIM3aMEILEHHBIH; TpUYeM yKa3aHHbIN 3-
12-4eHHBIH TETePOIMKIOATKIII HeoOs3aTenmbHo coeauneH uepe3 -CH,-, -NH-, -NCHj;-, -NH-(CH,);.3-,
-NCH;3(CH,); 5-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0)NH-(CH,); 3-, -C(=O)NCH;~(CH,); 3-;

RE npezacrasisiet coboit -CF3, -S(=0),CHj; -NH,; -NHC,-Cy-ankui; -N(C;-Cy-ankmn),; -NHC,;-C -anxuin-
OH; -NCH;C;-Cy-amxmn-OH; -NH-C;-Cy-ankmin-C(=O)NH,; -NCH;-C,-C,-ankmn-C(=0)NH,; -NHC(=0)-C;-
Cy-ankmr; -NCH;3C(=0)-C,-C4-amxum;

-3-12-yjeHHBIA MKIOAIKIII, HACBIIIEHHBIH UM HEHACHIIIEHHbBIN, He3aMEIeHHbIH, MOHO- HIIH IIOJIM3aMe-
MICHHBIN; IpUYeM yKa3aHHBIN 3-12-1IeHHBIN IUKIOAIKII Heobs3aTenbHo coenuneH yepes -CH,-, -NH, -NCHj;-,
-NH-(CH;);.3-, -NCH;3(CH;);.3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0O)NH-(CH;);3-, -C(=O)NCH;-
(CHy),.3-; unu

-3-12-uneHHBIN TeTePOLUKIIOANKIII, HACBHIIIICHHBIA WJIM HEHACBHIIEHHBIN, HE3aMEIICHHBIH, MOHO- WJIH IT0-
JU3aMelIeHHbIN; 6-14-ujleHHbIN apuil, He3aMEeIEHHbIH, MOHO- WJIM TMOJIM3aMEILEeHHBIH; MpUYeM yKa3aHHbIN 3-
12-4eHHBIH TETePOIMKIOATKIII HeoOs3aTenmbHo coeauneH uepe3 -CH,-, -NH-, -NCHj;-, -NH-(CH,);.;-,
-NCH;3(CHy); 5-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0)NH-(CH,); 3-, -C(=O)NCH;~(CH,); 3-;

WK eT0 (PU3HOIOTUIECKH MPUEMIIEMON COJIH.

B mpeamodtuTenbHOM BapHaHTE peau3allid U300pETCHHS COCAMHEHUS M0 JaHHOMY U300pPETCHUIO HAXO-
IATCst B hopMe CBOOOHBIX OCHOBAHHH.

B npyrom mpeamodTHTEeNsHOM BapHaHTE peanu3aliiid H300peTeHHs COCTUHEHHS IO JaHHOMY H300peTe-
HUIO HAXOATCS B PopMe PU3NOTOTHISCKU TPUEMIIEMBIX COJICH.

Jlst enteld qaHHOTO OomUCcaHusl "coyp" cliemyeT MOHNMATh Kak JII00yio GopMy COSTUHEHHS, B KOTOPOM OHO
MIPUHUMAET HOHHYIO0 (OPMY HITH 3apsKEHO U COSAMHEHO C TIPOTHBOMOHOM (KAaTHOHOM WIJIM aHHOHOM) WJIA HaXO-
JUTCS B pacTBope. JlaHHBIH TEpMHH TaKXKe ClIeyeT MOHMMATh KaK 03HAYAIOIINH KOMIUIEKCHI COSTUHEHUS C IPY-
TUMH MOJICKYJIAaMH MOHAMH, B YaCTHOCTH KOMILICKCHI, KOTOPHIC CBS3aHBI ITOCPEICTBOM HMOHHBIX B3aUMOCHCT-
BuH. [IpemoYTHTENBHBIC CONU SBISFOTCS (PU3UOIOTHICCKU MPUEMIIEMBIMU, B YACTHOCTH (PH3HOIIOTUYECKH TIPH-
EMJIEMBIMHU COJIIMHU C aHHOHAMU WJIH KUCJIOTAMHU WM TaKKe COJIBIO, 00OPa30BaHHOW C (DU3HOIIOTUYCCKU TIPHEM-
JIEMOHN KHCIIOTOM.

OU3NOIOTUYECKU MTPUEMIIEMBIE COIM C AHMOHAMU WJIM KUCJIOTaMH SIBJISIIOTCSL COJIIMH KOHKPETHOTO COETH-
HCHHS, O KOTOPOM UJICT peYb, C HCOPTAaHMYCCKIMHU WIIA OPTAHUYCCKAMHU KUCIIOTAMU, KOTOPBIC SBISFOTCS (hPU3HO-
JIOTUIECKH TPUEMIIEMBIMH, B YaCTHOCTH, KOTJ]a OHW TIPUMEHSFOTCS JIJIS JTF0IeH W/ My MileKonuTatonux. [Ipume-
Pl PU3UOTIOTUIECKH TIPUEMIIEMBIX COJIEH KOHKPETHBIX KHCIOT BKJIIOYAIOT, HO HE OTPaHUYHMBAIOTCS UMH, COJIH
COJISTHOM KUCJIOTBI, CEPHOU KUCIIOTHI U YKCYCHOM KUCIIOTHI.

JlanHOE M300peTeHHEe TaKKe BKIIOYACT M30TOIMHBIE M30MEPHI COCIMHEHUH M0 JAaHHOMY H300pETCHHIO, B
KOTOPBIX TI0O MEHBIIIEH Mepe OJIMH aTOM COCIMHEHUS 3aMEHAETCS U30TOMOM COOTBETCTBYIOIIETO aTOMa, KOTOPBIH
OTIIMYACTCS OT €CTECTBEHHO MPEOOIIAAAIONIEro U30TOTA, a TAKXKE JIFOOBIX CMecell H30TOMHBIX U30MEPOB TAKOTO
coenuuenns. [IpenouTHTEIbHBIE H30TOMBI MPEACTABIIOT coboii “H (neiitepnit), *H (tputuii), °C u '*C.

Hexotopeie coeuHEHUS MO0 JAHHOMY H300pPETCHUIO MPUTOMHBI I MOAYISIUU (DapMaKoJMHAMUIECKOTO
OTBETA OT OJHOTO WMJIU OoJiee OMMOUAHBIX perenTopoB (U, O, K, HOP/ORL-1) kak meHTpalbHBIX, TaK U Tiepude-
pudeckux, mubo ux oboux. DapMakoIMHAMUYCCKHNA OTBET MOKET OBITH OTHECCH K COCAMHEHHIO JTUOO CTUMYJIs-
TOpY (arOHKCTOM), INOO UHTUOUTOPY (AHTATOHUCTOM) OJHOTO WM OoJiee perentopoB. HekoTopele coeTMHEHHS
M0 TAaHHOMY H300pPETCHUIO0 MOTYT BBICTYIIATh B KAYECTBE aHTATOHUCTOB OJHOTO OMHOUIHOTO PELENTOpPa, a TaK-
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K€ BBICTYIIaTh B Ka4ECTBE aroHKCTa OJJHOTO WK Oosee Apyrux peuentopos. CoeMHEHUs IO JaHHOMY H300pe-
TCHHIO, UMEIOINE arOHUCTHYECKYI0O aKTUBHOCTh, MOTYT OBITH JMOO NMPUrOJHBI B KauyecTBE arOHHUCTaMH, JINOO
YaCTUYHBIX arOHHUCTOB.

B xoHTeKCTE JaHHOTO TOKYMEHTa COCHMHEHUS, KOTOPHIC CBS3BIBAIOTCS C PELENTOpaMH U HMHUTHPYIOT pe-
TyJsaTopHbIe () (EKTH SHAOTCHHBIX JIUTAHJIOB, OMPENEAIOTCs Kak "aroHucTol". CoOeMHEHNs, KOTOPBIC CBSI3bI-
BAIOTCSI C PELIEITOPOM, HO HE MPOU3BOAAT PETYIATOPHOTO AP PeKTa, a ckopee OJIOKUPYIOT CBA3BIBAHUE JIUTAHAOB
C PEIenToOpOM, ONPEISISAIOTCS KaK ""aHTarOHUCTHI".

B HeKoTOpHIX BapHaHTaxX peam3alyuyd H300pEeTEHHs COCAWHEHHS II0 JAaHHOMY H300pPETEHHUIO SBISIOTCA
arOHUCTaMH W-OMUOUIHBIX penentopoB (MOP) u win k-onmuonnueix pernentopoB (KOP), n/nnm S-onmuonaHbIx
penieniropoB (JIOP), n/vnu HOIMIIENITHHOBBIX OMOUAHBIX perienrtopoB (HOP/ORL-1).

CoequHEHHs TI0 JTaHHOMY M300pPETEHHIO CHIIBLHO CBs3bIBaloTCs ¢ penentopamu MOP, n/umu KOP, w/unn
JOP, w/umu HOP.

CoequHEHHS 110 JaHHOMY M300pETEHHIO MOTYT SIBJISThCS MoayisiTopamu perentopoB MOP, u/nimm KOP,
w/umu JIOP, n/unun HOP, u nosToMy coenMHEHUS 10 JaHHOMY U300pETEHHIO MOTYT OBITH MPUMEHEHBI/BBEICHEI
JUISL JIeYeHHs1, 00JIErYeHuns] I TIPEeIOTBPAIEeHHs OO0ITH.

B HEKOTOpHIX BapHaHTaxX peajm3alydyd W300pEeTEHHs COCAWHEHHS II0 JAaHHOMY H300pPETEHHUIO SBISIOTCA
arOHHMCTaMH OIHOTO WK 00Jiee OMMOMAHBIX PELEenTOpoB. B HEKOTOPHIX BapHaHTaxX pealu3alid H300peTeHUS
COCIMHEHUS TI0 JAaHHOMY HM300pETeHHI0 SABIISIIOTCS aroHucramu perentopoB MOP, w/nmm KOP, w/unu JOP,
n/mm HOP.

B HEKOTOpHIX BapHaHTaxX peam3alyuyd H300pEeTEHHs COCAWHEHHS 10 JaHHOMY H300pPETEHHUIO SBISIOTCA
arOHMCTaMH OIHOTO WK 00Jiee OMMOMAHBIX PELHEeNnTOpoB. B HEKOTOPHIX BapHaHTaX pealu3ald H300peTeHUS
COCJIHCHUS M0 TaHHOMY H300pETCHHIO SBISAIOTCA aroHuctamu perentopoB MOP, w/unun KOP, w/umu JIOP,
w/um HOP.

B HeKkoTOpHIX BapHaHTax peaau3aliii W300pETEeHHsI COSAMHEHHUS TI0 JTaHHOMY M300pETeHHIO UMEIOT 00e,
(i) aroHucTHYECKYIO aKTUBHOCTH K peuentopy HOP; u (ii) aroHHCTHYECKYI0O aKTHBHOCTH K OJTHOMY MJIM OoJiee
peuentopos MOP, KOP u J1OP.

B HeKkoTOpBIX BapHaHTax peaau3alii W300pETEeHHsI COSAMHEHHMS TI0 JTaHHOMY M300pETeHHIO UMEIOT 00e,
(i) aroHHUCTHYECKYIO0 aKTUBHOCTH K perenitopy HOP; u (ii) aHTarOHUCTUYECKYI0 aKTUBHOCTh K OJTHOMY WJIH 00-
nee perentopoB MOP, KOP u JTIOP.

B HEKOTOpHIX BapHaHTaX pealn3aliy M300PETeHHs COCTUHEHMS MO TaHHOMY M300peTeHHI0 MMEIT o0e,
(1) aHTarOHUCTHUYECKYIO aKTUBHOCTD K penentopy HOP; u (ii) aroHMCTHYECKYI0 aKTHBHOCTh K OJHOMY WJIH 0O-
nee perenropoB MOP, KOP u DOP.

B HEKOTOpHIX BapHaHTaX pealn3aldy M300PETeHHs COCTUHEHMS MO TaHHOMY M300peTeHHI0 MMEIT o0e,
(i) aHTaroHNCTHYECKYIO aKTHBHOCTH K perentopy HOP; u (ii) aHTaroHUCTHYECKYIO0 aKTUBHOCTh K OJTHOMY HJIH
6onee perenropoB MOP, KOP u DOP.

B HekoTOpBIX BapHaHTax peasM3aliy N300pETEeHHs MPEIOYTUTEIRHO 110 OTHOIICHHIO K peLenTopaMm Iie-
pudeprudeckoil HEpBHOM CHUCTEMBI, COSANHEHUSI 110 JAHHOMY M300pPETEHHIO MMEIOT CEIEKTUBHYIO arOHHCTHYE-
CKYIO akTHBHOCTH K perentopy HOP. B HeKOTOpBIX BapHaHTax peaqu3anyuy H300peTeHHs MPEANOYTUTEIHHO 10
OTHOIICHHIO K PEeLenTopaM neprudepnaeckoil HepBHOH CHCTEMBI, COSIMHEHHS IT0 JAHHOMY H300pETCHHIO

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penenitopy HOP, HO He3HAaUHTENBHYI0O aKTHBHOCTH K PEIETITOPY
MOP;

HMMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K peneniropy HOP, HO He3HAaUNTENBHYI0O aKTHBHOCTH K PEIETITOpPY
KOP;

HMMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penenitopy HOP, HO He3HAaUnTENBHYI0O aKTHBHOCTH K PEIETITOPY
HOP;

HUMEIOT arOHUCTHYECKYIO aKTHMBHOCTH K penentopy HOP, HO He3HauMTENbHYIO aKTHBHOCTB K PELENTOpPY
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy KOP;

HUMEIOT arOHUCTHUYECKYIO0 aKTHMBHOCTH K penentopy HOP, HO He3HauMTENbHYIO aKTHBHOCTB K PELENTOpPY
MOP, taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy JOP; umu

HUMEIOT arOHUCTHUYECKYIO aKTHMBHOCTH K penentopy HOP, HO He3HauMTENbHYIO aKTHBHOCTB K PELENTOpPY
MOP, Taxke Kak ¥ HE3HAYUTEIbHYIO aKTHBHOCTH K perentopy KOP, Takke kak ¥ HE3HAUUTEIHHYIO aKTHBHOCTh
k pernieniropy J1OP.

B HEeKOTOpBIX BapHaHTax peanu3aliy H300peTeHHS MPEATIOUYTUTEIHHO IT0 OTHOIICHHUIO K PEIenTopaM Ie-
pudepuuecKoil HEPBHON CHCTEMBI COSAMHEHHS 10 JaHHOMY H300pPETEHHIO UMEIOT cOalaHCHPOBAaHHYIO arOHU-
CTHYECKYIO0 aKTUBHOCTH K perientopy HOP, taxke xak u x perienitopy MOP. B HekoTOpBIX BapraHTax peann3a-
MK N300pETEeHUs! MPEAIOYTHTENHFHO MO0 OTHOLIEHUIO K PElenTopaM nepudeprnyeckoidl HEpBHOH CHCTEMBI, CO-
€IMHEHUsI 110 TaHHOMY H300peTeHUI0

HUMEIOT arOHUCTUYECKYIO aKTUBHOCTH K perentopy HOP, Taxke kak M aroHUCTHYECKYIO aKTHBHOCTB K pe-
uenropy MOP;

MMEIOT arOHUCTUYECKYIO aKTHBHOCTH K perentopy HOP, Taxke kak M aroHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy MOP, Takxe Kak ¥ arOHUCTHUECKYIO aKTUBHOCTS K penenropy KOP;

HMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K perentopy HOP, Takke kak ¥ arOHUCTHYIECKYIO aKTHUBHOCTH K pe-
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nentopy MOP, Takxke Kak 1 arOHUCTHUECKYIO aKTUBHOCTS K penenropy JOP;

MOTYT PacCMaTPUBATHCSA KaK aTOHUCTBI ONIMOUIHBIX PELIENTOPOB, T.€. UMEIOT arOHUCTHYECKYIO aKTUBHOCTb
k perientopy HOP, Taxke kak W arOHHCTUYIECKYIO aKTUBHOCTH K perientopy MOP, Takke Kak W arOHUCTHYE-
CKYIO aKTUBHOCTH K penientopy KOP, Taxke kak 1 arOHUCTHYECKYIO aKTUBHOCTH K perientopy J1OP;

HMEIOT arOHUCTUYECKYIO aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy MOP, HO HE3HAYUTENLHYIO aKTUBHOCTD K perientopy KOP;

HMEIOT arOHUCTUYECKYI0 aKTHBHOCTH K perientopy HOP, Taxske Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy MOP, HO HE3HAUUTENLHYIO aKTUBHOCTD K perientopy JOP; wm

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
uentopy MOP, HO He3HaUNTENbHYIO aKTUBHOCTS K penentopy KOP, Takike kak 1 HE3HAUUTEIbHYIO aKTUBHOCTh
k perentopy HOP.

B HekoTOpBIX BapHaHTax peasM3aliy N300pETEHHs MPEIOYTUTEIRHO 110 OTHOIICHHIO K peLenTopaMm Iie-
pudeprudeckoll HEpBHOHM CUCTEMBI COSTMHEHHS MO JaHHOMY M300pETEHHIO UMEIOT cOalaHCUPOBAaHHYIO aroHH-
CTHYECKYIO0 aKTHBHOCTh K peuentopy HOP, Taxoke xak u k perentopy KOP. B HekoTOpsIX BapuaHTax peanusa-
X N300pETEHUs MPEAIOYTHTENBHO MO0 OTHOUIEHHUIO K PEenTopaM nepudeprdeckoi HEpBHON CHCTEMBI, CO-
€IMHEHUSI 110 JAHHOMY N300pETeHUIO

HMEIOT arOHUCTUYECKYI0 aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy KOP;

MMEIOT arOHUCTUYECKYI0 aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy KOP, Takxke kak U arOHUCTHUYECKYIO aKTUBHOCTH K perientopy MOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nenropy KOP, Takxke Kak 1 arOHUCTUUECKYIO aKTUBHOCTS K penenropy JOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nenropy KOP, HO He3HaUUTENBbHYIO aKTUBHOCTS K perientopy MOP;

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTB K penentopy HOP, Takke kak M arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy KOP, HO He3HAYNTENBHYIO aKTUBHOCTH K penienitopy JIOP; nmm

HUMEIOT arOHUCTUYECKYI0 aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy KOP, HO He3HaYNTEIbHYIO aKTUBHOCTH K perientopy MOP, Takke Kak ¥ HE3HAYUTEIbHYIO aKTHBHOCTh
k perieniropy J1OP.

B HEKOTOpBIX BapHaHTAX PeaIU3aluU W300PETEHHS MPEANOYTUTEIBHO 110 OTHOIIEHHUIO K PELENTOpaMm Iie-
pudeprudeckoit HEpBHON CHCTEMBI, COSANHEHUS 0 JaHHOMY M300PETEHUIO UMEIOT cOaaHCHPOBAaHHYIO arOHHU-
CTHYECKYIO0 aKTHBHOCTB K peuentopy HOP, Taxke kak u k peuenropy JOP. B HekoTOpBIX BapuaHTax peanusa-
MK N300pETEeHUs! MPEAIOYTHTEIHFHO MO0 OTHOLIEHHUIO K PElenTopaM nepudepryeckoidl HEpBHOH CHCTEMBI, CO-
€IMHEHUsI 110 JaHHOMY H300pETeHUI0

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
uentopy JOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy 1OP, HO HE3HAUUTENHHYIO aKTUBHOCTH K perienrtopy MOP;

HMEIOT arOHUCTUYECKYIO aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy 1OP, HO HE3HAUUTENBHYIO aKTUBHOCTH K perienrtopy KOP; wn

HMEIOT arOHUCTUYECKYI0 aKTHBHOCTH K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy JIOP, HO He3HAYUTENHHYIO aKTUBHOCTH K perientopy MOP, Takke Kak ¥ HE3HAYUTEIbHYIO aKTHBHOCTh
k perentopy KOP.

B HekoTOpBIX BapHaHTax peaM3aliy N300pETEeHHs MPEIOYTUTEIRHO 110 OTHOIICHHIO K peLenTopaMm Iie-
pudeprudeckoll HEpBHOH CHCTEMBI COCIMHEHUS 10 JaHHOMY M300pPETEHHIO MMEIOT CEJICKTHBHYIO arOHHCTHYE-
CKYIO aKTHBHOCTH K perenitopy KOP. B HEKOTOpBIX BapHaHTax peaau3aluy H300peTeHUs IPEANOYTUTEIBHO T10
OTHOIICHHIO K pelenTopam rnepudepruieckoii HEpBHOM CUCTEMBI, COEANHEHUS 10 JaHHOMY H300pETeHHUIO

HMEIOT arOHUCTHYECKYI0 aKTUBHOCTh K penentopy KOP, HO He3HauUUTENbHYI0 aKTHUBHOCTh K PELENTOpy
MOP;

HUMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy KOP, HO HE3HaUMTENbHYI0 aKTHBHOCTDh K PEIENTOPY
HOP;

HUMEIOT arOHUCTHUYECKYIO0 aKTHBHOCTH K penentopy KOP, HO He3HaUMTENbHYI0 aKTHBHOCTD K PELENTOPY
HOP;

HUMEIOT arOHUCTHUYECKYIO0 aKTHBHOCTH K penentopy KOP, HO HE3HaUMTENbHYI0 aKTHBHOCTB K PELENTOPY
MOP, Taxxe kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy HOP;

HMEIOT arOHUCTHYECKYIO0 aKTUBHOCTH K penentopy KOP, HO He3HauMTENbHYI0 aKTMBHOCTh K PELENTOpy
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy JOP; umu

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTh K penentopy KOP, HO He3HauMTENbHYI0 aKTMBHOCTb K PELENTOpy
MOP, Takxe Kak ¥ HE3HAUUTEJIbHYIO0 aKTUBHOCTH K perentopy HOP, Takike kak U He3HaUUTENbHYIO aKTUBHOCTh
k perenropy HOP.

B HEKOTOpBIX BapHaHTAaX PeaU3alny W300PETEHHS MPEINOYTUTEIBHO 110 OTHOIIEHHUIO K PELENTOpaMm Iie-
pudeprudeckoit HEpBHOW CHCTEMbI COEUHEHHUS 110 JaHHOMY M300PETEHUIO NMEIOT arOHUCTHIECKYIO aKTHBHOCTh
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K peuentopy MOP, aronuctudeckyro akTUBHOCTb K perentopy KOP u aHTaroHuCTHYECKYI0 aKTUBHOCTH K pe-
nentopy JJOP. B HEKOTOpPHIX BapHaHTax peaju3anuyl H300peTeHHs MPEANOYTHTEIHHO IO OTHOIICHHIO K pelerl-
TOopaMm nepupepruecKkoil HEpBHOW CHCTEMBI, COSIMHEHHS 110 JAHHOMY H300pETSHHUIO

HMEIOT arOHUCTHYECKYIO0 aKTUBHOCTE K penentopy MOP, Takke kKak M arOHUCTHYECKYIO aKTHBHOCTB K pe-
nentopy KOP, Takxke kKak 1 aHTarOHUCTUIECKYIO aKTUBHOCTH K perenrropy JIOP;

HMMEIOT arOHUCTHYECKYIO0 aKTUBHOCTE K penentopy MOP, Takke Kak M arOHUCTHYECKYIO aKTHBHOCTH K pe-
nentopy KOP, Takke Kak U aHTarOHUCTHYECKYIO aKTHBHOCTH K perienitopy JIOP, Takxke Kak M arOHUCTHIECKYIO
aKTHBHOCTH K penentopy HOP;

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy MOP, Takxke kak U arOHUCTUUECKYIO aKTUBHOCTH K pe-
uentopy KOP, Takke Kak ¥ aHTarOHUCTUYECKYIO aKTUBHOCTH K peuentopy JOP, Taxke kak U aHTaroHUCTHYE-
CKYI0 aKTUBHOCTS K perenropy HOP; unu

HMEIOT arOHUCTUYECKYIO aKTUBHOCTH K penentopy MOP, Takxke kak U arOHUCTUUECKYIO aKTUBHOCTH K pe-
nenropy KOP, Takxke kak ¥ aHTarOHUCTUYECKYIO aKTUBHOCTB K penentopy JJOP, He3HAUNTENbHYIO aKTUBHOCTh
K penentopy HOP.

B HEKOTOpHIX BapHaHTaxX pean3aliil H300pETCHUS NPEANOUYTHTEIHHO 0 OTHOMICHHIO K PeIenTopaM IeH-
TpaJbHON HEPBHOW CHCTEMBI, COCIMHEHHS M0 JAaHHOMY H300pETCHHIO MMEIOT CEJIEKTUBHYIO arOHHCTHYECKYIO
akTUBHOCTH K perienitopy HOP. B HeKOTOpHIX BapnaHTax peanu3ali W300peTeHus, MPEeaIOYTUTENHFHO 0 OT-
HOIICHHUIO K PEUENTOpaM IIEHTPAIHHON HEPBHOM CHCTEMBI, COCHEHHS 110 TAaHHOMY U300PETCHHIO

HMMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penienitopy HOP, HO He3HAaUNTENBHYI0O aKTHBHOCTH K PEIETITOPY
MOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTHUBHOCTh K PELENTOpY
KOP;

HMEIOT arOHUCTHYECKYIO aKTUBHOCTh K penientopy HOP, HO He3HauMUTENbHYI0 aKTMBHOCTb K PELENTOpY
HOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTb K PELENTOpY
MOP, Takxe Kak 1 HE3HAUUTEIHHYIO aKTHBHOCTH K pereniropy KOP;

HMMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penienitopy HOP, HO He3HAaUNTENBHYI0O aKTHBHOCTH K PEIETITOPY
MOP, Takxe Kak 1 HE3HAUUTEIHHYIO aKTHBHOCTH K penenrropy JJOP; nmu

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K perienitopy HOP, HO He3HAaUNTENBHYI0O aKTHBHOCTH K PEIETITOPY
MOP, Taxke Kak ¥ HE3HAYUTEIbHYIO aKTUBHOCTH K perentopy KOP, Takke kak ¥ HE3HAUUTEIbHYIO aKTHBHOCTh
k pernieniropy JIOP.

B HEKOTOpBIX BapuaHTax peatn3aliy U300peTeHHs NPEANOYTUTEIHHO 110 OTHOIICHHIO K PEeLenTopaM IieH-
TpalbHON HEPBHOW CHCTEMBI COSAMHEHUS 110 JAHHOMY N300PETEHHIO UMEIOT CEIEKTUBHYIO aHTarOHUCTHYECKYFO
aKTHBHOCTH K penentopy HOP. B HexoTOpBIX BapHaHTax peanu3aluyl W300peTeHUs NMPEIIOYTHTENHFHO 0 OT-
HOIICHHIO K PEeIenTopaM LEeHTPaJIbHONH HEPBHOW CHCTEMBI, COCIMHEHHS 110 TAHHOMY N300pETEHHIO

HUMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HaUNTENbHYIO0 aKTUBHOCTB K PELENTO-
py MOP;

HMEIOT aHTarOHHCTHYECKYI0 aKTUBHOCTH K perienitopy HOP, HO He3HAUNTENBHYIO aKTUBHOCTB K PEIENTO-
py KOP;

HMEIOT aHTarOHHCTHYECKYI0 aKTUBHOCTE K perienitopy HOP, HO He3HAUNTENBHYIO aKTUBHOCTB K PEIENTO-
py HAOP;

HMEIOT aHTarOHHCTHYECKYI0 aKTUBHOCTE K perienitopy HOP, HO He3HAUNTENBHYIO aKTUBHOCTB K PEIETO-
py MOP, Takxe kak U HE3HAUUTEIbHYIO aKTUBHOCTH K perentopy KOP;

HUMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HAUNTENbHYIO aKTUBHOCTh K PELENTO-
py MOP, Taxxe kak U He3HaUUTEIbHYIO aKTUBHOCTS K perentopy JOP; niu

HIMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HaUNTENbHYIO0 aKTUBHOCTB K PELENTO-
py MOP, takke Kak U HE3HAUUTENBHYIO aKTUBHOCTH K perentopy KOP, Taxke kak U HE3HAUNTEIbHYIO aKTUB-
HoOCTb K penentopy HOP.

B HEKOTOpHIX BapHaHTaxX pean3aliil H300pETCHUS NPEAIOYTUTEIHHO 0 OTHOMICHHIO K peIenTopaM IeH-
TpaJbHON HEPBHOM CHCTEMBI, COEIMHEHHUS 110 JTAaHHOMY M300pETeHUIO 00J1alal0T aHTATOHUCTHYECKOW aKTHBHO-
cThio k pernentopy HOP, a Taxke aroHHCTHYECKOW aKTUBHOCTBIO K perientopy JIOP. B HekoTopbhIX BapraHTax
peanu3anuyu U300pETeHUS MPEANOYTUTENFHO 10 OTHOUICHHUIO K PEelenTopaM IEHTPaTbHON HEPBHOW CHCTEMEI,
COGIIHEHUS 110 TaHHOMY U300pETeHHIO

HMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTE K perentopy HOP, Taxke Kak M arOHHCTHYECKYIO aKTHUBHOCTH K
peuentopy JOP;

HIMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K peuentopy HOP, Taxoke Kak M arOHHCTUYECKYHO aKTUBHOCTH K
peuenrtopy JIOP, HO HE3HAUUTENBHYIO AKTUBHOCTE K perentopy MOP;

HIMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K perentopy HOP, Taxke kak M arOHHCTUYECKYHO aKTUBHOCTH K
peuentopy JIOP, HO HE3HAUUTENBHYIO AKTUBHOCTE K penentopy KOP; unn

HIMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K perentopy HOP, Taxoke Kak M arOHHCTUYECKYHO aKTUBHOCTH K
penentopy J1OP, HO He3HAUHUTEIHHYIO aKTUBHOCTH K perientopy MOP, Takke Kak W HE3HAYUTEIHbHYIO aKTHB-
HOCTB K pernientopy KOP.
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C uenbro yToOYHEHHs "3HAYUTEIbHASI aKTUBHOCTH" 03HAYACT, YTO AKTUBHOCTH (AarOHHCT/aHTATOHUCT) JIaH-
HOTO COCJIMHEHUS ISl TaHHOTO perentopa Hrwke B 1000 win 6osee pa3 mo CpaBHEHHUIO C €r0 aKTHUBHOCTHIO (aro-
HUCT/aHTaTOHWCT) JJISL OJTHOTO HITK O0Jiee APYTUX ONMUOUIHBIX PEIETITOPOB.

JIOTIOTHUTEIBHBIN acTIeKT TaHHOTO N300pPETEHUs] OTHOCHUTCS K COSAMHEHISIM 110 JTAaHHOMY M300pPETEHUIO B
Ka4eCTBE JIGKAPCTBEHHBIX CPEJICTB.

Eme ogne acnekT n300peTeHus] OTHOCUTCSA K COCOMHEHHUSAM IO JTaHHOMY M300pETEHHIO I MPUMEHEHHUS
npu JedeHnu 6omu. Erne oMH actiekT JaHHOTO M300pETeHHsS OTHOCUTCS K CIOCO0Y JiedeHHs: 00JH, BKITIOYAIO-
IIeMy BBEICHHE OOJICYTOJSIOMIEr0 KOJIMYECTBAa COSANHEHHS TI0 TaHHOMY M300pETeHHIO CyOBEKTy, HyKAatoIie-
MYCsl B 3TOM, TIPEAMOYTHTEIBHO YeJIOBEKY. boJb SBISCTCS OCTPON WM XPOHUYCCKOW. Bob sIBIsIeTCS IpeAnoy-
TUTENBHON HOLMLENTUBHOM UM HEUPOTIaTUIECKOM.

Emie oavH acieKT AJaHHOTO M300PETCHUS OTHOCHTCS K COCAMHCHUSIM 10 TAHHOMY H300pPETCHHUIO JUTS TIPH-
MECHCHUS TPU JICUCHUH HEHPOJETCHEPATUBHBIX PACCTPONCTB, HEHPOBOCIAIUTEIHHBIX PACCTPOUCTB, HEUPOIICH-
XHATPHYCCKUX PACCTPOWCTB, 3IOYIMOTPEOICHUS IICHXO0AKTUBHBIMH BEIICCTBAMHU/3aBUCUMOCTH. EIlle OWH acIeKT
JTAHHOTO M300PETEHUSI OTHOCUTCS K CIIOCO0Y JICUCHHUSI TFOOOTO M3 BEHIIICYITOMSHYTHIX PACCTPOICTB, 3a00JICBaHIIA
WM TIATOJIOTHYECKUX COCTOSHHM, BKITIOYAIOMINX BBEJCHHUE TEPANEeBTHUECKU d()(HEKTHUBHOTO KOTMYECTBA COCIH-
HEHHA 110 JAHHOMY H300pETeHHUIO CYOBEKTY, HYKIAIOIMIEMYCS B 3TOM, IPEAIOYTUTEIFHO YETIOBEKY.

Jpyroii acmieKT TaHHOTO W300PETEHUSI OTHOCHUTCS K (hapMaIieBTUIECKON KOMIO3HIINH, KOTOPask COACPKUT
(hM3NOTOTHYECKH IPUEMIIEMBII HOCUTEIb U TT0 MEHBIIIEH Mepe OHO COCTUHEHHUE 110 TaHHOMY H300peTeHHIO.

[IpeanovTuTensHO, KOMIO3HIUS IO TaHHOMY H300pETCHHUIO SIBIISICTCS TBEPAOH, )KUAKON WK macToodpas-
HOW; W/WIIN COIEP>KUT COEANHEHHE 10 TaHHOMY n300perenuro B kommdectse oT 0,001 mo 99 mac.%, nmpennodru-
tenbHO 0T 1,0 mo 70 mac.% B pacueTe Ha OOIIYI0 MacCy KOMITO3HUIIHH.

®dapMarneBTHUCCKass KOMITO3UIIHS TI0 TAaHHOMY H300PETCHHIO MOXET HEOOS3aTeIbHO COJEPkKATh ITOAX0 -
mpe JO00aBKU W/WIIM BCIIOMOTATENBHBIC BEIIECTBA, W/WIIH HEOOS3aTEIbHO JOMOTHHUTEIBHBIC aKTUBHBIC KOMIIO-
HCHTEL.

[IpuMepaMu TPUTOAHBIX (PUIUOJOTHUYCCKH MPUEMIICMBIX HOCHUTENCH, NOOABOK W/WJIM BCIIOMOTATEIBHBIX
BEIIIECTB SBIITIOTCS HATIOJIHUTEIHN, PACTBOPUTEIH, pa30aBUTENN, KPAaCUTEIH W/WIH CBsA3ylomue. /laHHbIe Bere-
CTBA M3BECTHBI CIEIHATUCTY B AaHHON oOnactu TexHuku (cMm. H.P. Fiedler, Lexikon der Hilfsstoffe fur Phar-
mazie, Kosmetik and angrenzende Gebiete, Editio Cantor Aulendoff).

®dapmareBTHIeCKas KOMITO3UINSA 110 JAHHOMY H300pPETEHUIO COACPKUT COSAMHEHHUE TI0 TaHHOMY H300pe-
TEHHUIO B KOJIMYECTBE paBHOM mpeanodrutenasHo oT 0,001 no 99 mac.%, 6onee npeamourutenpHo ot 0,1 mo 90
Mac.%, emre 6onee peamouTuTesibHo ot 0,5 mo 80 mac.%, Hanbomnee npennoututesbHo ot 1,0 mo 70 mac.% u, B
YacTHOCTH, OT 2,5 1o 60 Mac.% B pacdere Ha O0IIYIO Maccy (hapMareBTHICCKONH KOMITO3HIINH.

®dapMareBTHUECKass KOMIIO3HIIUSA MO TaHHOMY H300pPETCHUIO SBISCTCS MPEIIOYTHTEIEHON ISl CHCTEMHO-
T0, HAPYKHOTO WM MECTHOTO BBEICHUS, MPEATIOYTUTEIHHO IS IIEPOPATHLHOTO BBEICHUS.

Jpyroii actiekT H300peTeHUsT OTHOCHUTCS K (hapMaIeBTHYCCKOM JIGKAPCTBEHHOU (hopMe, KOTOpask COACPIKUT
(hapMaIeBTHYCCKYI0 KOMIIO3UITHIO 110 TAHHOMY H300pETCHUIO.

B omHOM TpeAmOYTHUTENIFHOM BapUaHTE pealH3alud H300peTeHUs (apMaIeBTHICCKYIO JIEKAPCTBEHHYIO
(hopMy 10 M300PETEHNUIO IPOU3BOIAT IS €KETHEBHOTO BBEICHUS IBAXKIBI, ISl BBEACHHUS OJIUH pa3 B JICHb HIIN
JUTS BBEACHHUS peXe, YeM OJHH pa3 B IcHb. BBeieHNe SIBIACTCS CHCTEMHBIM, B YaCTHOCTH TIEPOPATHHBIM.

®DapMareBTHIECKyYIO JIEKapCTBEHHYIO (OPMY IO TaHHOMY H300pETEHHIO MOKHO BBOJIWTH, HAIPUMEp, B
BUZIE )KUIKOW JIEKapCTBEHHON (POPMEI, B BHIIE PACTBOPOB I MHBEKINH, Kallellb WM COKOB WJIA B BHJE IOJY-
TBEpAOH JIEKapCTBEHHON (OPMEI B BUAE TpaHyJ, TaOJETOK, TpaHy, TUIACThIPEH, KamcCyJ, TUIacThIpelt/crpes Ha
TUTACTBIPSIX WK a3p030JIiX. BEIOOP BCIIOMOTaTENbHBIX BEIIECTB U T.J. U UX KOJIHYECTBA, KOTOPEIC TOJDKHBI MPH-
MEHSTBCS, 3aBUCAT OT TOTO, CICIYET JIM BBOJIUTH MEPOPAITHHO, TAPEHTEPATEHO, BHYTPUBEHHO, BHYTPHOPIOIITIH-
HO, BHYTPHKOXHO, BHYTPUMEIIIICYHO, HHTPAHA3AIBHO, OYKKaJIbHO, PEKTAIhHO MM MECTHO, HAlPHUMEP B KOXY,
CJIM3HUCTYIO0 00OJIOYKY WIIH B TJa3a.

®dapManeBTHUYCCKHE JICKAPCTBEHHBIC POPMBI B popMe TabICTOK, Apaxe, Karcyi, TPaHyll, Kamelb, COKOB H
CUPOTIOB TIPUTOJHBI IJIsi TIEPOPATLHOTO BBEICHUS, a PACTBOPHI, CYCIICH3HH, JIETKO MOBTOPHO PACTBOPHMEIE CY-
XHe TIpernaparsl, a TaKKe CIPer MPUTOIHBI U MTapEHTEPATbHOT0, MECTHOTO U WHTASIIHOHHOTO BBeaeHus. Co-
eWHEHNS TI0 TaHHOMY H300pETeHHIO B IETI03NPOBAaHHOHN (hopMe, B paCTBOpPEHHON (popMe Wi B IJIacTHIpe, He-
00s13aTeNIbHO ¢ JOOABICHUEM areHTOB, CIIOCOOCTBYIOIINX IMPOHUKHOBEHHUIO Yepe3 KOXKY, SBIAIOTCS IpenapaTa-
MH, IPUTOIHBIMHE IS YPECKOKHOTO BBEICHHS.

KommuecTBo coennHeHNH 10 TaHHOMY M300PETEHUIO TSl BBEJCHHS MAIIMCHTY U3MEHSACTCS B 3aBUCIMOCTH
OT Beca IMalienTa, OT THIIa BBEAEHHUs, OT IOKa3aHMs U OT TshKecTH 3a0oaeBanus. O6sraao BBoagT oT 0,00005 1o
50 mr/kr, npeamourutensHo ot 0,001 go 10 MI/KT, IO MEHBIICH Mepe OJJHOTO COCIUHECHHUE TI0 H300PETCHHUIO.

Jpyroii acmiekT JaHHOTO M300PETCHHS OTHOCHTCS K CIIOCOOY IMOJNYYCHHS COCITUHCHHN MO JNaHHOMY H30-
opetenuto. [Toaxomsampe MpoONEccH A CHHTE3a COSANHCHIH MO JAHHOMY H300PETCHHIO B MIPUHIUTIC U3BECTHBI
CHCIHAIKCTY B TaHHOU OOJIACTH TEXHUKH.

[IpennodTuTeNbHBIC TyTH CUHTE3a OIACAHBI HIXKE:

CoeMHEHHS 0 TAHHOMY U300PETCHHIO MOTYT OBITh ITOJIYYCHBI C TIOMOIIBIO Pa3IMYHBIX MyTel cuHTe3a. B
3aBHCHMOCTH OT ITyTH CHHTE3a MOJYYAIOT PAa3IUIHBIC MIPOMEKYTOUYHBIE COSANHEHHS, KOTOphIe najiee BBOIAT B
JabHEUIINEe peakiuH.
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B NpeANOYTUTCIIBHOM BapUAHTE pCain3alluu I/I306peT€HI/I${ CHHTC3 COC,HI/IHCHI/Iﬁ o JaHHOMY I/I306p€TeHI/IIO
MPOTCKACT IO ITYTU CHUHTE3a, KOTOpLIﬁ BKJIIOYAeT B cels MOJTY4YCHUEC MPOMEIKYTOUYHOI0 COCAUHCHUSA 061116171

dhopmyer (111a)
R1
\
HN N~p2
)\ i
N
o H

(IITa)

s

rae R', R? 1 R Haxoms1cs B COOTBETCTBHIH C OMPEICICHHUSIMH BBILIE.
B apyrom mpenmoyTHTENEHOM BapUaHTE pean3aliii H300pEeTeHHs CHHTE3 COSAUHCHHN 110 JAHHOMY H30-
OpeTeHnIO MPOTEKaeT 10 IMyTH CHHTE3a, KOTOPHIA BKIIOYAET B CE0S IOIyUYEeHHE MPOMEKYTOUHOTO COCTUHEHUS

obmeit popmyisr (I11b)
R1
PG \
\N ~R?
)\ R®
N
o} H

(11Ib) ’

rae Rl, R? 1 R? HaX0o[ATCS B COOTBETCTBUH C ompeneneHusIMU BoIle U PG mpeacrasiser co0oii 3alIUTHYIO
Tpymmy.

[IpeamodTruTenpHO, 3aTUTHAS TPYIIA MPEICTABISIET COOOH -II-MeTOKCHOeH3MI. TakuM 00pa3oM, B JpyromM
MIPEAMOYTHUTEILHOM BapHUaHTE peaM3alliil N300pETEHUSI CHHTE3 COCIUHEHUH M0 M300PETCHUIO0 MPOTEKAET IT0
MTyTH CHHTE3a, KOTOPHIH BKITIOYAET B ce0s MOTydeHHE MPOMEKYTOUHOTO coenrHeHus oomei Gopmyasl (I1Ic)

R1
\
N ~R?
o /J'\ Re
N
o] H

(Illc)

rae R', R* u R HaxoasTest B COOTBETCTBHM C ONPEICICHHSIMHU BBIIIIC.

Kaxk yxe yxaspiBanioch, B oomei ¢popmyie (Illc) n-meroxcnOeH3mIbHbIN (parMeHT mpeacTaBisieT co0oi
3alIUTHYIO TPYIINY, KOTOPasi MOXKET OBITh paclieIuieHa B X0/Ie ITyTH CHHTE3a.

B eme ogHOM NpenNOYTUTENFHOM BapHaHTE pealn3alii M300peTeHHs] CHHTE3 COCIMHEHUH 10 TaHHOMY
M300pETEHHIO MPOTEKACT 110 ITyTH CHHTE3a, KOTOPBIH BKIIOYACT MOIyUYCHHE

MIPOMEXXYTOYHOTO coeaunenus oomeit popmyssr (111a) n obmet popmyast (I111b); nm

MIPOMEXXYTOYHOTO coeauHenus oomeit Gpopmymnsr (I11a) n obmeit popmysnsr (I1lc); nm

MIPOMEXYTOYHOTO coenuHeHus oomel hopmynsl (I11b) u obmeit popmyisr (I1lc); mmm

MIPOMEXYTOYHOTO coenuHeHus obmel popmynsl (I11a), obmei dopmysnst (I1Ib) u obmett hopmysr (111c).

Crenyromue IpuMepsl JOMOTHUTEIBHO WILTIOCTPUPYIOT JTaHHOE N300pETeHHE, HO HE HOJKHBI PaccMaTpu-
BaThCS KaK OTPaHUYHMBAIOIINE €r0 007IaCTh NPUMEHECHHS.

IIpumepbI

"KomH. Temn." npencrasnseT coboif koMHaTHYI0 Temneparypy (23+7°C), "M" sBnstoTcs mokazaTelsIMA
KOHIICHTPAIIMK B MOJIB/JI, "BOAH." MpeacTaBiseT cOO0H BOIHBIN, "HACKHIII." TpencTaBisieT co00i HACHIEHHBIN,
"p-p" mpezncrapisieT cobo0if pacTBOp, "KOHIL." 03HaYaeT KOHLEHTPUPOBAHHBIH.
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I[OHO.]IHI/ITeJIbeIe YCJI0BHBIC COKPALIICHUS

NaCl BogH.  HaCBIIIEHHBII BOAHBIN PACTBOP XJIOPHUIA HATPUS

CC KOJIOHOYHAs XpoMarorpadust

cHex LIUKJIOTeKCaH

dba MUOeH3UIIHIeHALIETOH

JAXM JUXJIOPMETaH

DIPEA N,N-1uu3onponuimsTHIaMuH

MDA N,N-gumetunpopmamug

Et STUN

sbup JIMSTUIOBBIH 3dup

EE JTUJIALETAT

EtOAc STUJIALETaT

EtOH STaHOI

4 4ac(br)

HO BONA

HATU 0-(7-a3a-6enzorpuazoi-1-wn)-N,N,N'N'-rerpame Tty poHuii
rexcadropdocdar

JIJIA JIUTUI TUAZOMPONUIAMHUT

Me METHUIL

m/z OTHOILEHKE MacChl K 3apsiny

MeOH METaHO

MeCN AIETOHUTPUIT

MHH MHHYTbI

MC Macc-CIeKTPOMETPHS

NBS N-GpOMCYKLITHUMHIL

NIS N-noncykumHIMuL

NEt; TPUITUIIAMUH

PE netpoeiinsiii 3¢up (60-80°C)

RM peaxKL1OHHAasi CMECh

KOMH. TEMII. KOMHaHTHasA TEMIIEpAaTypa

TPK TpUDTOPYKCYCHASE KUCIIOTA

T3P 2.,4,6-rpunponui-1,3,5,2,4,6-rpuokcarpudochopunan-2,4,6-TpUOKCUL
tBME TpeT-Oy THIMETHIIOBBLIT 3(up

TTo Terparuapodypan

00./00. 00BeM k 00beMy

Mac./Mac. Macca K Macce

Xantphos 4,5-6uc(mudpernndochuro)-9,9-1uMeTHIKCAHTEH

BrIX01BI TTOTyYEHHBIX COSNMHEHUH He OBLIH ONITUMHU3UPOBAHEL. Bee TeMiiepaTypsl He KOpPEeKTHPOBAJIHCH.

Bce ncxonnsie MaTepuaisl, KOTOPBIE SIBHO HE ONMCAHBI, SBISIINCH MO0 KOMMEPUYECKH JOCTYITHBIMH (IO~
pobOHOCTH MOCTaBIIMKOB, Hanpumep Acros, Aldrich, Bachem, Butt park, Enamine, Fluka, Lancaster, Maybridge,
Merck, Sigma, TCI, Oakwood, etc., MOTYT OBITh HaliJIecHBI B JOCTYITHONH XUMHUYECKON 0aze MaHHBIX Symyx® ot
MDL, Can-Pamon, CIIIA unm 6a3e manubsix SciFinder® ot ACS, Bammuarron, CIIIA, cOOTBETCTBEHHO, HAIIPH-
Mep) I UX CHHTE3 YK€ OBUT TOYHO OTHCaH B CIIEHHANFHON JUTEpaType (PYKOBOJACTBO MO SKCIEPUMEHTY MOXK-
HO HaliTh B 0a3e nmaHHBIX Reaxys® ot Elsevier, Amcrepaam, Hunepmanner wim 6aze ganaeix SciFinder® ot
ACS, Bammnarron, CIIIA, cooTBETCTBEHHO, HAIPUMEP) WM MOTYT OBITH TOJyYEHBI C MCIIOIh30BAaHUEM MTPHHSI-
TBIX CIIOCOOOB, M3BECTHBIX CICIHAJIMCTY B JAHHOW 00JIACTH TEXHUKH.

COOTHOIICHHUS ISl CMEIIMBAHUS PACTBOPUTEIICH HITH AJFOCHTOB JUTS XpoMaTorpaduu yka3zaHsl B 00./00.

Bce mpomexxyTouHBIe IPOAYKTH U WIDTFOCTPATUBHBIC MPUMEPHI COCAMHCHUH aHAIUTHYCCKU OXapaKTepH-
30BaHKI Macc-criektpomerpueii (MC, m/z ana [M+H]"). B nononuenne 'H-IMP u C CIIEKTPOCKOIHIO MPOBO-
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JUAITH JUTSL BCEX MJLTIOCTPATHBHBIX TIPUMEPOB COCTUHEHUH M BEIOPAHHBIX MPOMEKYTOYHBIX IPOTYKTOB.
3aMeyaHue OTHOCUTEIBHO CTCPCOXUMHUH.
[{yic OTHOCHUTCS K OTHOCHTENIbHOI KOH(QUTYpaIl[MU COEANHEHUI, OMTUCAHHBIX B JIAHHOM JOKYMEHTE, B KOTO-
pbix 00a aToma a30Ta n300paXkeHbI Ha OJTHOI M TOM jk€ CTOPOHE KOJIbLA IIMKJIOreKCaHa, Kak OMHCAHO B CIEIYyIO-
IIEM WLTIOCTPaTUBHOM IPHUMEpPE CTPYKTYpPbL. BO3MOXKHBI /iBa H300paskeHHSsI:

A
1M N—

Ay

Q H

ITHC xoudmrypamms
TpaHC OTHOCHUTCS K COSIMHEHHSM, B KOTOPBIX 00a aToMa a30Ta HaXOMAATCSI HA POTHUBOIOIOKHBIX CTOPO-
HaX KOJIbIIA IIUKIIOreKCaHa, KaK OIMMCAHO B CICAYIOLIEM HILTIOCTPATHBHOM IIpUMEpE CTPYKType. Bo3MOXKHBI [Ba
M300paKeHNSI:

HN

o7 R

TPAHC xordurypamus

CHHTE3 IPOMEKYTOYHBIX COCTHHCHUI.
Cunte3 INT-600: 5-(mmc-8-(mumermiiaMuHO)-2-0kco-8-penmn-1,3-auazacnupo[4,5 | nekan-3-ui)nupumMu-
JTNH-2-KapOOHUTPUIT

NG,
=
o N
HN \\,—/Z 0
NH N‘(
- NH
7~
N
| N~
|
INT-976 INT-600

Cs,CO; (1,1 1, 3,66 MMonb) mpHOaBHIM K pacTBOPY LHC-8-(IUMETHIAMUHO)-8-penu-1,3-auaza-
crimpo[4,5]nexan-2-ona (INT-976) (0,5 r, 1,83 mmons), Xanthphos (0,158 1, 0,274 mmons), Pd,(dba); (0,083 T,
0,091 mmoitb) 1 5S-6poMnupuMuanH-2-kapoonurpuna (0,52 r, 2,74 mmons) B 1,4-mrokcane (20 Mir) B atMocdepe
aprora. PeaknmoHHyto cMech InepeMmemuBaiy B TedeHue 16 1 npu 90°C, 3aTeM oXJaawivd 10 KOMH. TEMII. U
KOHIICHTPUPOBAJIH MPH MOHMKEHHOM JaBiieHnu. OctaTok cycnenaupoBaiu B EtOAc (20 M) 1 oThUIBTpOBaIH
yepe3 cyoi nenura. GuIbTpaT KOHIEHTPUPOBAIH TIPH IIOHMKEHHOM JIaBJIICHUX U TOJYYEHHBIH OCTaTOK OYHMINA-
U ¢ ToMoIIbpio (mdm-xpomarorpadhuy Ha CHIMKAarelle ¢ MOJIydeHHeM S-(mmc-8-(auMeTnIaMuHo)-2-0KCco-8-
dhennn-1,3-guazactupo[4,5 | nexan-3-wn)nmupuMuauH-2-kapoonutpuna (INT-600) (0,4 T) B Buae 6emoro TBepao-
TO BEIIECTBA.

Cunres INT-799:  1muc-8-mumernnamMuHO-1-[(1-ruapoKCcHITUKIOOYTHIT)METH |-8-PeHmt-1,3-nrazacmu-
po[4,5]nexan-2-oH

-0 i
UH H— \N
8] i HM -
- N N— cTamua 1\0 o}‘ N CTAMHA 2 A
\EJ —_— —_— o H
o }
OH

INT f94 INT-799

Cramus 1: 1uc-1-((1-(6eH3mIoKCH ) ITUKI00y THIT )MEeTH )-3-(3,4-AMMETOKCHOSH3M )-8 -( AMME THIIAMHHO )-8 -
(dhennn-1,3-gquazactmpo[4,5]nexkaH-2-0H.

NaOH (1,42 1, 35,5 MMoI1b) IpUOABWIIH K pacTBOpy 1uc-3-(3,4-mumMeToKCHOeH3mI )-8 -(TUMETHIIAMHHO )-8-
¢denmn-1,3-muazacnupo[4,5 ] nekan-2-ona (INT-794) (3 r, 7,09 mmoins) B IMCO (90 M) B aTMOC(epe aproHa u
peaknoHHylo cMmech nepememmBand npu 80°C B teuenue 30 muH. [IpubaBmmm ((1-(6poMMeETHI)IHUKIIO-
Oyroxcu)mermn)oenson (5,4 r, 21,3 MMOIb) ¥ TepeMeIBaHie MPOJOJDKWIN B TedueHue 2 ane mpu 80°C.
OxoHuaHHe peakiuu KoHTpoiuposanu ¢ momomipio TCX. Peaknmonnyoo cMech pazbaBuiu Bomoit (500 mi) u
JKCTParupoBalid AMITUIOBBIM dhupoM (4x300 mi). O0beIMHEHHBIC OpTaHUIECKIE YKCTPAKThI CYITHIIN Haj 0e3-
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BOoAHBIM Na,SO, U KOHIEHTPUPOBAIU NIPU MOHMKEHHOM JaBjeHUH. OCTaTOK OUMIIATIH C TIOMOIIBI0 KOJIOHOUHOMH
xpomatorpadpun (230-400 memr cunukarens; 65-70% EtOAc B nerposieiiHOM 3¢upe B KauecTBe JIIIOCHTA) C I0-
aygerneM 2.5 T (59%) mwmc-1-((1-(6er3unokcn)uukno0y T )MeTrN)-3-(3,4-IMMETOKCHOCH3MI )-8 -( TMME THII-
amMuHO)-8-(henmn-1,3-mnazactmpo[4,5]nexan-2-ona (TCX cucrema: 10% MeOH B IXM; Rf: 0,8).

Cramus 2: 1muc-8-guMmernnamMuHo-1-[(1-ruapokcu-mukino0y T )MeTwn |-8-penm-1,3-nnazacimpo[4,5 | ne-
KaH-2-OH.

TOK (12 mn) mpubaBwim k 1wmc-1-((1-(6eH3mIOKCH) KO0y THIT)MeTHN)-3-(3,4-TMMETOKCHOCH31IT)-8-
(mumeTnaMuHo)-8-penni-1,3-muazacnupo[4,5 | nexan-2-ony (2,5 r, 4,18 Mmmois) npu 0°C ¥ MOIy4YEeHHYIO CMECh
nepememuBanu npu 70°C B Teuenre 6 4. OkoHYaHUE peaku KOHTponupoBanu ¢ nomousto JXKX-MC. Peakuu-
OHHYIO CMECh KOHIIEHTPHUPOBAIIM TIpH MOHIDKEHHOM AaBieHnd. K octatky nmpubaBmimn Haceiml. BoaH. NaHCO;
npubasuy (1o pH 10) u oprannueckuit npoaykt sxkcrparupoBann XM (3x150 mur). O0berMHEHHBIE OpPTraHH-
YeCKHe DKCTPAKTHI CYIIUIN Hax 0e3BoaHbIM Na,SO, 1 KOHIIEHTPUPOBAIIM TIPH MMOHWKEHHOM AaBiieHnd. OCTaTok
OYMINAIN C TOMOIIBIO0 KOJIOHOYHOH XpoMaTorpaduu (230-400 memr cumikarens; 5% MeOH B JIXM B kauecTBe
anroeHTa) ¢ noxyuerueM 500 mr (33%) muc-8-guMermnaMuHo- 1 -[(1-THAPOKCHIIMKIOOY THIT)METHIN |-8- (e HIII-
1,3-nuazacrupo[4,5]nexan-2-ona (INT-799) (TCX cucrema: 10% MeOH B JIXM; Rf: 0,5). [M+H]" 358,2.

Cunte3 INT-951: muc-1-[(8-mumeTnnamMuHO-2-0kco-8-penni-1,3-auazacnupo[4,5 | nekaH- 1 -¥1)Me THI | ITUK-
n00yTaH-1-kapOOHUTPHI

A
Y H—
Ty Ty eraman 1 L
o OQOb_.. o
H

INT-375

INT 951

Cragusa 1: 1-((uuc-8-(mumerminaMuHo)-3-(4-MeTokcuOeH3m)-2-0kco-8-penmn-1,3-nuazacmupo[4,5 | nexan-
1-1IT)MeTHIT) K100y TAHKAPOOHU TP L.

NaH (50% B munepanbaom Macie) (2,44 r, 50,89 MMoub) npuOaBUIN K pacTBOPY LUC-8-TUMETHIIAMUHO-3-
[(4-meToxcudennn)meTmn|-8-denmn-1,3-auazacmupo [4,5]nekan-2-ona (INT-975) (5 1, 12,72 mmons) B IMDA
(100 mur) mpu 0°C o moprsm 3a 10 muH. 1-(bpomMmermn)uknoOyrankapooruTpui (4,4 T, 25,44 MMOITL) TIpH-
6aBwm 1o karmsMm 3a 10 muH npu 0°C. PeaknmoHHYI0 CMECh OCTaBUIIM TIEPEMENTUBATHCS MPHU KOMH. TEMII. B
TedeHue 3 9, 3aTeM IOTACHIN BOJOW W OPTaHMYECKUU MPOAYKT IKCTparupoBaiu dtwiameratoMm (3x200 mo).
OObeMHEHHBIE OPraHUYECKHE DKCTPAKTHl CyIIHMaH Haj Oe3BoHbIM Na,SO; M KOHIEHTPHPOBAIM IPU TTOHU-
JKCHHOM JIaBJICHHW C TojdydeHueM 5 T (cbipoit) 1-((1uc-8-(aumernnamMuHo)-3-(4-MeTOKCHOCH3IIT)-2-0KCOo-8-
¢ennn-1,3-muazacnupo[4,5]nexan- 1 -ua)MeTIIN)IUKI00yTaHKapOOHUTPIIIA B BUJIE JIMIKOH KOPHYHEBOH JKUAKO-
cti. MaTepual UCToIb30BaIN Ha CIISAYIONMEH CTaauu 0e3 TOMOTHUTEILHON OYHCTKH.

Cramus  2: 1-((mmuc-8-(muMeTHIIaMuHO )-2-0Kc0-8-peHmt-1,3-nuazaciupo[4,5 | aekaH- 1 -H1)MeTHIT) ITUKIIO0-
OyTaHkapOOKCaMU/I.

TOK (100 mi) mpubaswnm k  1-((ume-8-(mumerniamMuHo)-3-(4-MeToKCOSH3mI )-2-0KCco-8-herHni-1,3-
nuazacriupol4,5]nexan- 1 -mr)merun)unkinodyrankapoonutpuny (5 r, 10,28 mmoins) npu 0°C ¥ peakIMOHHYIO
CMeCh TepeMENINBAN P KOMH. TEMII. B Te4eHHe 2 nHel. PeaknnoHHyI0 cMech KOHIIEHTPUPOBAIH B BaKyyMe.
K ocrarky npubasuim Haceim. Bogd. NaHCO; (mo pH 10) u opranndeckuii mpoayKT SKCTPAruPOBAIH JUXIIOP-
MeTaHoM (3x150 mi). OObeMHEHHBIE OPTAaHUYIECKUE DKCTPAKTHI CYIIMIIM Hal 0e3BoaHBIM Na,SO4 M KOHIIEH-
TPUPOBAIH TPU TOHIKEHHOM JABJICHWH ¢ ToiydeHueM 3,5 T (cbipoit) 1-((mmc-8-(aumeTniaMuHo)-2-0Kco-8-
¢ennn-1,3-muazacnupo[4,5]nexan- 1 -un)MeTmn)MKI00yTaHKapOoKkcaMuia. MaTepran HCIHONB30Ball Ha Clle-
JYIOIIEH cTanuu 0e3 TOTOTHUTEILHOW OYHCTKH.

Cragus  3: 1-((uuc-8-(auMeTHIaMuHO)-2-0kco-8-penni-1,3-muazacnupo[4,5 ] nekan- 1 -1i1)Me THIT) [TUKIIO-
OyTaHKapOOHHUTPHIL.

Tuonmnxnopuny (35 wmn) mnpubaBuim  k  1-((muc-8-(aumeTnnamuHo)-2-okco-8-henni-1,3-auazacnu-
po[4,5]nekan-1-uwm)meTrn)mukinooyrankapookcamuny (3,5 r, 9,11 MMOJB) MpHU KOMH. TEMIL. M TOJYYCHHYIO
CMech TepeMEIINBaIH MPH KUISUYEHNH B TeUeHHe 2 4. PeakImoHHyI0 cMech KOHIICHTPHUpPOBAIH B Bakyyme. K
octatky npuoaswim Hackil. BogH. NaHCO; (mo pH 10) u opranndeckuii mMpoayKT SKCTParupoBalld TAXJIOpME-
taHoM (3x150 mur). OObeIMHEHHYIO OpraHndecKyto a3y cynmin Hax 6e3BomHbBIM Na,SO4 ¥ KOHIEHTPHPOBAIN
B BakyyMe. OCTaTOK OYHIAIN C IOMOIIBI0 KOJIOHOUHOW Xpomarorpaduu ¢ momysenuem 1,3 r (34% 3a tpu cra-
mun) 1c-1-[(8-mumeTmraMuHO-2-0kco-8-hennn-1,3-quazacnupo[4,5] nekan- 1 -nin)Mernin | uuknodyTan- 1 -kapoo-

-56 -



037598

mutpuna (INT-951). [M+H] 367.2.
Cunre3 INT-952: muc-1-(uuknoOyTHIMETHI)-8-AMMETHIIaAMHHO-8-eHmII-3-[(4-MeToKCH(eHIIT)METHII |-
1,3-nnazacrmpo[4,5]nexan-2-oH

INT-975 INT-952

K pactBopy muc-8-mumerminaMuHo-3-[(4-MeTokcudeHmn)metn|-8-penmn-1,3-muazacnupo [4,5]nexkan-2-
ona (INT-975) (10 r, 25 mmonb) B TT'® (500 mu) mpubdasmmu KOtBu (7,1 r, 63 mmons) npu 50°C. Peakiuon-
HYIO CMECh HarpeBajii JI0 KHIeHHUs], nukio0yTmimermiopomun (11,3 r, 76 MMonb) npubaBuin B OHOH HOPLUH
U NepeMelInBaHle TPOJOIDKHUIN IpH KumsiueHun B TeueHue 12 4. KOtBu (7,1 1) u nuknoOyrunmeTninopoMua
(11,3 r) npubaBmIM CHOBA. PeakIMOHHYIO CMECh OCTABHJIN TIEPEMEITUBATLCS JOMOJHUTENBHBIE 2 U TIPH KHUIISIe-
HUH, 3aT€M OXJIAJWIINA 10 KOMH. TeMII. pa3dasuin Bogoi (150 mu) u daser paznemm. Bogayro ¢asy skctparu-
posamm EtOAc (3x300 mit). O0beauHeHHBIe Opranndeckue (asel cymmm Haj Na,SO, 1 3aTeM KOHIEHTPUPOBa-
1 B BakyyMe. OCTaTok OTOUIBTPOBAIN Yepe3 CIIOH crimKaress, uermonb3ys cmech JJXM/MeOH (19/1 06./06.).
OuIbTpaT KOHIEHTPUPOBAIX B BaKyyMe H HOJXYYEHHOE TBEPAOE BEIIECTBO NEPEKPHUCTAILIM30BATIH M3 TOPSIETO
JTaHoJa ¢ TMoJiydeHueM 7,8 T 1uc-1-(IuKI00yTHIMETHI)-8-TuMeTHIaMUHO-8-Perm-3 -[(4-MeTokcudeHmI ) Me-
tnn]-1,3-quazaciupo[4,5]nexan-2-ona (INT-952). [M+H]" 461,3.

Cunre3 INT-953:  mwmc-1-(ukmo0yTHIMETII)-8-(MEeTHII(2 -METHIIITPOIINI )aMHUHO )-8-perm- 1,3-mua3a-
cniupo[4,5]nexkan-2-oH

OO ROV = 0+

lcra,:um ]

cra,mas cra,:um4 @’\ “
R S

INT-833

Cramus 1: 1-mmximoOyTwiMeTni-3-(4-metokcnOeH3nn)-9,12-mmokca-1,3-aquazaaucrupo [4,2,4,2]terpane-
KaH-2-OH.

K mnepememmBaeMomy pactBopy 3-(4-MeTokcmOeH3mn)-9,12-nmuokca-1,3-auazaqucnupol4,2,4,2]retpa-
nekan-2-ona (4 T, 12,04 mmois) B 6e3BogHOM MDA (60 M) mpubasmnu NaH (1,38 r, 60% aucnepcus B Mac-
ne, 36,14 MMOJIb) IpH KOMH. TeMIL. PeaklMoHHYyI0 cMech epeMelnBany B Tedyenne 10 MuH, MpuOaBmiIm 1o Kar-
JsiM OpoMMmeTmiukiooyTas (3 mit, 26,5 MMoIb) M iepeMernnBanne npoaosnkuian B TedeHune 50 u. TCX ananus
MoKa3aJl MOJHOE MOTIONICHUE HCXOAHOTO MaTeprana. PeakiimoHHyr0 cMech moracwiy Hackim. Bogd. NHyCl (50
wuit) u skcrparuposainn EtOAc (3x200 mur). O0beanHEHHYIO OpraHndeckyto ¢aszy cyman Hax Na,SO4 u KoH-
HEHTPUPOBAIM NPU MOHWKEHHOM AaBieHUH. [loJydeHHBIH OCTATOK OYHMINANN KOJOHOYHOW Xpomartorpadueit
(mewtrpanbHbIf okcua amomuams, EtOAc - merponeitasiii a¢up (2:8)) ¢ monydernneM 1-1ukno0yTuameTwn-3-(4-
MeTokcubensmn)-9,12-mmuokca-1,3-muazanucnupo[4,2,4,2 Jterpanekan-2-ona (2,4 v, 50%, 6emoe TBepaoe Bele-
ctB0). TCX cuctema: EtOAc - merponeitnslit 2¢up (6:4); R= 0,48.

Cramus 2: 1-uxno0yTuiaMeTi-3-(4-meTokcubensun)-1,3-auazacnupo [4,5]nexan-2,8-11oH.

K mepememmBaemMomy pactBopy |-mukioOyTmiMeTnia-3-(4-metokcnben3mn)-9,12-nmuokca-1,3-auazamvc-
mpo[4,2,4,2]terpanexan-2-ona (1 r, 2,5 mmons) B MeOH (7 m) npubasunu 10% Boxa. HCI (8 M) mpu 0°C.
PeakunoHHYI0 CMECh Harpesiu J0 KOMH. TeMIL. U NepeMemnBany B TedueHne 16 4. TCX aHamu3 moxasal ImoTHOe
TMOTJIOIIEHHE NCXOJHOT0 MaTepraia. PeaknunonHyto cMecs noracuiay Hacsim. Bogd. NaHCO; (30 mun) u skerpa-
rupoBainu EtOAc (3x50 mur). O0beauHeHHYI0 OopraHndeckyro ¢asy cymman Haa Na,SO4 U KOHIEHTPHPOBAIH
NIpY TIOHKEHHOM JaBiieHnH. [1oTydeHHBI OCTaTOK OYHIANIN ¢ TOMOIIBIO KOJIOHOYHOW Xpomarorpaduu (Cuiiu-
karenb, 230-400 mem, EtOAc - metposetinsiii a¢up (1:3) —(3:7)) ¢ nomydenuem 1-1ukno0yTraMeTri-3-(4-
MeTokcuOeH3mn)-1,3-auazacmnupo[4,5 | nekan-2,8-nuona (650 mr, 73%, OecupeTHOE Bsiskoe macio). TCX cucre-
Mma: EtOAc - metponeiinslit adup (6:4); R= 0,40.

Cramust  3:  1-(1umkiaoOyTmiMeTwn)-8-(M300yTHiI(MeTHIT)aMIHO)-3 -(4-MeToKkcuOe H3m)-2-0kco-1,3-amna3za-
cnnpo[4,5]nexan-8-kapOOHUTPHIL.

K nepememmBaemomy pactBopy N-n300ytmin-N-metmnamuna (1,34 v, 11,23 mmons) 1 MeOH/H,0 (8 mu,
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1:1, 06./06.) npubasumu 4N Boxn. HCI (1,5 Mi1) 1 peakIiMoHHYI0 cMeCh IepeMelnBaiIn B TeueHne 10 MuH npu
0°C (nmemsmast ©Oans). IlpmbaBwmu  pactBop  |-mukimoOyTriMeTH-3-(4-MeTokcnOeH3mn)-1,3-nuazacnu-
po[4,5]nekan-2,8-muonHa (1 r, 2,80 mmonb) 8 MeOH (7 mur) u KCN (548 mr, 8,42 MMOJTb) U pEaKIIMOHHYIO CMECh
nepememuBain npu 45°C B teuenue 20 4. TCX aHamu3 mokasali MOJHOE MOTJIONICHHE HCXOTHOTO MaTepHaa.
Peakmmonnyro cmech paszbasuim Bonoi (30 mir), skcrparupoBanu EtOAc (3x30 mir), 00beJMHEHHYIO OpTraHuye-
ckyio ¢a3y cymmwim Hag Na,SO, ¥ KOHICHTPHUPOBAIW MPU IMOHWKCHHOM JaBJICHUU C MOJMYYCHHEM |-
(tmKm00y THIIMETHII )-8 -(M300y THII(METILIT)aMUHO )-3-(4-MeTOKCHOCH3 1 ) -2-0KC0- 1,3 -1ra3zacmupo[4,5 | nexan-8-
kapoonutpmuia (1,3 r, Ba3koe xentoe macio). TCX cucrema: EtOAc - merponeitnstii adup (1:1); Ry = 0,45.
TIpoayKT UCTIONB30BAIM HA CICAYIOMIEH CTaaun 0e3 TOTOTHUTEILHON OYHCTKH.

Cramus  4: 1uc-1-(mumro0yTuiMeTnn )-8-(n300y THiI(METHIT)aMUHO )-3-(4-MeToKCcnOeH3 M) -8-henn-1,3-
nuazacnupo[4,5]nekan-2-0H.

Kpyrnomonnyto konby, comepxarmyio 1-(IIUKI00YTHIMETHII)-8-(M300y THII(METHIT)aMIHO )-3-(4-METOKCH-
Oensmi)-2-okco-1,3-guazacnupo[4,5 |nexan-8-kapobonutpun (1,3 r, 2,81 MMonb) oXmaauin Ha NeAsHOW OaHe
(~0°C) u pactBop ¢enmmMarauitopomuna (26 v, ~2M B TT'®) memienno npubasumu mpu 0-5°C. JlensHyro
0aHI0 yNaMWiIN W PEaKIHOHHYI CMECh MepeMeluBany B TeueHue 30 MuUH, 3aTeM pa30aBIIIM HACHIII. BOJH.
NH,4CI (25 mi) u axctparupoBasii EtOAc (4x30 mi). O0bemMHEHHYI0 OpraHuIecKyro a3y cymmiu Hax Na,SO,
Y KOHIICHTPUPOBATH MPU MOHIKEHHOM JIABJICHUH C IOJYYCHUEM OJICTHO-KEITOrO BI3KOTO Macia. YKa3aHHBIN
OCTaTOK OYMIIAIHM C IOMOIIBIO KOJIOHOYHOH Xpomarorpadun (cumkarens, 230-400 mem, smoent: EtOAc -
nieTposeinbtit 3¢up (15:85)— (2:4)) ¢ nonyyenuem mwc- 1 -(UKI00YTHIMETHIN)-8-(M300yTHII(METHIT)aMHHO )-3 -
(4-meroxcubensmn)-8-pennin-1,3-muazacnupo[4,5|nekan-2-ona (135 mr, 10%, Oenoe tBepmoe BemectBo). TCX
cucrema: EtOAc - merponerinsiii a¢up (1:1); R=0,6.

Craaus 5: 1uc- 1 -(MUKI00Y THIIMETHIT ) -8 -(ME THII-(2-MEeTHINIPONHI )aMHUHO )-8-(henni- 1, 3-auazacnu-
po[4,5]nexaH-2-0H.

Kpyrnomonnyto konlOy, conmepkamniyto 1wmc-l-(IuKI00yTHIMETI)-8-(1M300y THII(METHIT)aMUHO )-3 -(4-
MeTOoKcHOeH3m)-8-penmi-1,3-nuazactupo[4,5 | aexan-2-on (130 mr, 0,25 MMOITB) OXJTAAMIIA Ha JISASHON OaHEe U
cmech TOK/CH,Cl, (2,6 M, 1:1, 00./06.) Mmennenno npubasmmm npu 0-5°C. PeakIIMOHHYIO CMeCh HarpeBalid 10
KOMH. TeMII. ¥ TiepeMemnBany B TedyeHue 20 4, 3areM moracmiu MetanoibHeIM NH; (10 M, ~10% B MeOH) u
KOHIICHTPUPOBAIX TPH MOHIKCHHOM [aBJICHHH C TIOJydCHHEM OJIeIHO-)KENTOTO BI3KOTO Macia. YKa3aHHBIN
OCTAaTOK OYMINAIHM BBl C IOMOIIBI0 KOJOHOYHOW xpomaTtorpadum (cummmkarensb, 230-400 mermn, 3IIOCHT:
MeOH - CHCI; (1:99) — (2:98)) ¢ monmydenunem nuc-1-(ukiao0yTuimMeTnn)-8-(MeTui-(2-MeTHIIIPOITIIT ) aMHHO ) -
8-pennn-1,3-mnazactmpo[4,5]nexan-2-ona (INT-953) (65 mr, 66%, 6enoe TBepmoe BemecTBo). TCX cucrema:
MeOH-CHCl; (5:95); R= 0,25; [M+H]" 384,3.

Cunres INT-958: 4-okco- 1 -nupuanH-2-niI-IUKIOTeKcaH- 1 -kapOOHU TP

IN A“N
4 crama 1 4
—_—l O
NN NN

INT-958

Cramus 1: 3THII-5-11MaHo-2-0KCO-5-(TTUPUINH-2 - ITUKIOTeKCAaHKapOOKCHIIAT.

KOtBu (57,0 T, 508,4 mMMoup) mpubaBwim K pactBopy 2-(mmpuawn-2-un)anetroHutpun (50,0 r, 423,7
MMoJib) U dTmwiakpuiat (89,0 r, 889,8 mmone) B TT'® (500 mur) mpu 0°C u nepeMemuBaiy B TedeHue 16 4 npu
KOMH. TemIl. PeaknmonHyro cMech moracunu Hachim. BogH. NHyCl u skcrparuposanu EtOAc (2x500 mir). O0b-
eAMHEHHYIO OPTaHWYeCKyIo (ha3y MPOMBUIM HACHIIIEHHBIM BOIHBIM PACTBOPOM XJIOPWAA HATPHWSA, CYIIMIN HaJ
Na,SO4 1 KOHIEHTPUPOBAIX MIPH MTOHWKEHHOM JaBieHun ¢ nomydeHneM 68,0 r (60%; cbipoif) 3 THi-5-1mano-2-
OKCO-5-(TTMpHUINH-2-1IT)IHKJIOTeKcaHKapOokcmwiaTta B Buae KopuaHeBoi xuakoctu (TCX cucrema: 50% stmmn-
areTar B rerposeitaoM agupe ; Rf: 0,65).

Cranus 2: 4-0kco- 1 -mUpUArH-2-MII-IIUKIOTEKCaH- | -KapOOHUTPHIIL.

PactBop aTHII-5-11MaHO-2-0KCO-5-(TIMpUANH-2-MIT)IMKIIOTeKcaHkapOokcmiaTa (68,0 T, 250,0 Mmois) mpu-
OaBwm k cMecu koHI. BogH. HCl u nensHo#t ykcycHoi kuciotsl (170 mn/510 mur) mpu 0°C. PeakimoHHYIO
cMech HarpeBanu o0 100°C B teyenne 16 4. Bee nmeryune (pakuuu BBRITAPHIN MPU MOHKEHHOM JaBJICHUU.
Ocratok paszb6aBunu Hachiml. BogH. NaHCO; m skctparupoBanm stmianeratoM (3x300 mi). O0beTMHEHHYIO
OpPTaHUYECKYIO (pa3y MPOMBUIH HACHIIICHHBIM BOJTHBIM PACTBOPOM XJIOpHIA HATpus, cymmwiad Haj Na,SO, u
KOHIICHTPUPOBAIA TpPU TOHWKEHHOM maaBlicHud ¢ mnonydeHuem 44,0 r (88%) 4-okco-l-mupuamH-2-wi-
UKIIorekcan- 1 -kapoonurpuna INT-958 B Bune kopuuneBoro tBepaoro BemectBa (TCX cucrema: 50% 3tmi-
anerar B meTposneitnoMm a¢upe; Rf: 0,45). [M+H]" 201,1.

Cunre3 INT-961: 4-numeTnnaMuno-4-mUpuIuH-2-WI-IUKIOTeKCaH-1-0H
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Cranus 1: 8-(mupuann-2-mn)-1,4-muokcactupo[4,5 ] nekan-8-kapOOHUTPHIL.

PactBop 4-0okco-1-nmupuauH-2-mi-iukiaorekcad- 1 -kapoonutpuna (INT-958) (44,0 r, 220,0 MMonb), 3TH-
nenraukois (27,0 T, 440,0 mmons) 1 PTSA (4,2 1, 22,0 Mmmouts) B Touryoste (450 mi) Harpesanu no 120°C B Te-
yerne 16 4, ucnone3ys Hacanky Jduna-Crapka. Bee neryune ¢paknuy BEIIApHIIN IIPH TOHIDKEHHOM JaBIICHHH.
Ocratok paz6amwmn Hackinl. BogH. NaHCO; n sxcrparupoBany stuiareraroM (3x300 mir). O0beanHEHHYIO Op-
TaHWYIECKYIO (ha3y MPOMBUIM HACHIIIEHHBIM BOJHBIM PacCTBOPOM XJIOpWAA HATPHs, cymrid Hag Na,SO4 i KoH-
HEHTPUPOBAIN IpH TOHWKEHHOM JaBleHMH c moimydenneM 45,0 r (85%) 8-(mupuoms-2-mn)-1,4-
nmuokcacnupo[4,5]nexan-8-kapOoHUTpHIIa B BUIE CBETJIO-KOpUIHEBOTO TBeproro BemecTBa (TCX cucrema: 50%
JTUIANETaT B eTpoielinom a¢dupe; Rf: 0,55).

Cramus 2: 8-(rupuanH-2-nn)-1,4-muokcacnupo[4,5]nekan-8-kapOoKcaMuI.

Kapoownar kamus (50,0 T, 368,84 mmoinb) u 30% BomH. H,O, (210,0 mi, 1844,2 MMoIIb) nprbaBuiIn K pac-
TBOPY 8-(mmMpunun-2-mn)-1,4-nnokcactmpo[4,5]nekan-8-kapoonurpuna (45,0 r, 184,42 mmons) B JJIMCO (450
M) ipu 0°C 1 MOTydIeHHYIO0 CMeCh TIepEeMEIINBAIIN ITPU KOMH. TeMII. B TeueHue 14 4. PeaknimonHyto cMech pas-
6aBwm Bomoii (1,5 ) m mepemermBany B TeueHue | 4. BrimaBiiee B 0cafiok TBEpAOE BEIECTBO OTACIHIH
(unbTpOBaHKEM, IPOMBIBAIIM BOAOH, METPOICHHBIM 3()UPOM M CYLIHIH TP MTOHWKEHHOM JIaBJICHHUH C MOJTy4e-
auem 32,0 r (66%) 8-(mupunuH-2-un)-1,4-grokcaciupo[4,5]aekan-8-kapObokcaMuaa B BUIE OCIOTO TBEPAOTO
BerrectBa. (TCX cuctema: 10% MeOH B IXM R¢: 0,35).

Cramus 3: Mmetun-8-(mupuaun-2-un)- 1,4-nuokcactupo[4,5 | nekan-8-unkapoamar.

Cwmech 8-(mupuamn-2-un)-1,4-guokcacrupo[4,5 ]| nexan-8-kapookcamuaa (25,0 r, 95,41 MMoIIb), THIIOXJIO-
puta Hatpus (5 mac.%. BogH. pactBop, 700 mi, 477,09 mmoins) u KF-ALO;5 (125,0 r) B Metanosne (500 mi) Ha-
rpeBaiu 10 80°C B TeueHue 16 u. PeaknmoHHyto cMech OTQUIBTPOBANIN Yepe3 HETUT U TBEPbI OCTATOK Ipo-
MBUTH MeTaHoioM. OObeTMHEHHBIN (HUIBTPAT KOHIICHTPUPOBAJIH MPH MOHMKEHHOM naBieHnd. OcTaTok pa3da-
BWJIM BOJIOM W dKCTparupoBany stmianeratoM (3x500 mir). O0beAMHEHHYIO OpraHuuecKylo (azy mpoMbLIN Ha-
CBIIICHHBIM BOJHBIM PAacTBOPOM XJIOpHAA HATpHA, cymmind Hag Na,SO, M KOHIEHTPUPOBAIH MPH HOHMKEHHOM
nmasiieHun ¢ nonyderneM 18,0 r (66%) meTmn-8-(mupuana-2-mn)-1,4-muokcactupo[4,5 ] nexkan-8-mikapbamara B
BUZIE CBETJIO-KOpuaHEBOTO TBepaoro BemecTna. (TCX cuctema: 5% MeOH B IXM R¢: 0,52.)

Cranus 4: 8-(nupuaun-2-un)-1,4-guokcacnupo[4,5]nekan-8-aMuH.

CycrieH3uto MeTwiI-8-(mupuauH-2-ui)-1,4-nuokcacnupol 4,5 nexan-8-minkapbamara (18,0 r, 61,64 Mmois)
B 10 mac.%. Boga. NaOH (200 M) marpeBamm 10 100°C B Teuerne 24 4. PeakiioHHYI0 cMeCh OT(HUIBTPOBAIN
Yyepe3 CJIOW LENUTa, TBEPAbIH OCTATOK NMPOMBUIM BOJOW M OOBEIMHEHHBIH (QuibTpaT sKcTparupoBanu EtOAc
(4x200 mur). OObeIMHEHHYIO OpPTaHUIeCKYIo (ha3y MPOMBIBATIM HACKHIIIEHHBIM BOJIHBIM PAaCTBOPOM XJIOpHJA Ha-
Tpus, cyunui Hax Na,SO; M KOHIEHTPUPOBAJIH IIPH ITOHM)KEHHOM JaBJIeHUH ¢ noiydeHueM 12,5 r (88%) 8-
(upunuH-2-mw1)-1,4-nuokcactupo[4,5|nekan-8-aMHHA B BUJIC CBETJIO-KOPHYHEBOTO IMOJIYTBEPIOrO BEIICCTBA.
(TCX cucrema: 5% MeOH B JIXM Ry 0,22).

Cragus 5: 4-1uMeTUIaMUHO-4-TUPUTUH-2-WIT-UKIIOTeKCaH- | -0H.

Huanob6opruapun Hatpus (13,7 1, 0,213 Moab) 10 MOPIHSM MPUOABUIN K PacTBOPY 8-(MUPHINH-2-HIT)-
1,4-mmokcactmpo[4,5]nexan-8-amuaa (12,5 1, 53,418 Mmoip) u 35 mac.%. BogH. popmanbaeruaa (45 mi, 0,534
MoJb) B aneroHutpuie (130 mur) mpu 0°C. PeaknmoHHYI0 cMech Harpeiu 0 KOMHAaTHOW TeMIlepaTyphl U Iepe-
MeIBaIN B TeueHne 16 4. PeaknmonHyo cMech moracuia Haceinl. BoaH. NH,Cl n koHIIEHTpupoBaIH IpH T0-
HIDKEHHOM AaBieHuH. OCcTaToK pacTBOpWIN B Boze U akcrparupoBanu EtOAc (3x200 mi). O0beanHEHHYIO Op-
TaHWYIECKYIO (ha3y MPOMBUIM HACHIIIEHHBIM BOJHBIM PAaCTBOPOM XJOpHIa HATpus, cymwmwin Hax Na,SO, u KOoH-
HEHTPHPOBATH NPU TOHIDKEHHOM IaBieHuu ¢ momydenueMm 10,5 r (72%) 4-guMeTnnaMuHO-4-HpHITH-2-1IT-
muknorekcad-1-ona (INT-961) B Bume cBetno-kopuaneBoro tBepraoro BemectBa. (TCX cucrema: 5% MeOH B
JIXM Rg: 0,32). [M+H]" 219,1.

Cunres INT-965: 4-mumernnamMnHo-4-eHunnnkiIorekcan-1-oH
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Cranus 1: 8-(numeTunamuHO)-1,4-muokcactupo[4,5] nexan-8-kapOOHUTPHIL.

Jumermnamus ruapoxsopun (52 r, 0,645 Moins) mpubaBmim kK pactBopy 1,4-muoxcacnupo-[4,5]-nexan-8-
ona (35 r, 0,224 mmons) B MeOH (35 mur) mpu KOMH. TeMIl. B atMocepe aproHa. PacTBop mepememuBain B
teueHue 10 MuH u nmocnenoBarenpHO mpubdaBmwm 40 mac.%. BogH. quMetmtaMuH (280 mi, 2,5 momns) u KCN (32
T, 0,492 MoJp). PeakinoHHYI0 CMeCh TIepeMEeNTUBAIN B TeueHue 48 4 Mpu KOMH. TEMIL., 3aTeM pa30aBUIIM BOJOM
(100 mu) u sxcrparupoBay EtOAc (2x200 mir). O0beAMHEHHYIO OpraHUYecKyro (aszy cyuiu Haj O3B0 HBIM
Na,SO4 ¥ KOHIEHTPUPOBAIW MPH TMOHMKEHHOM JaBJICHHH C TMoydeHueM 44 r 8-(mumeTwiaMuHo)-1,4-
muokcactmpo[4,5]nexan-8-kapoornTtpuia (93%) B Buae 6e7I0r0 TBEPAOTO BEUIECTBA.

Cragus 2: N,N-qumetni-8-¢penmi-1,4-nnokcacnupo[4,5 | nekan-8-aMuH.

8-(Iumetnnamuno)-1,4-nuokcacmupo[4,5 | nekan-8-kapoouutpui (35 r, 0,167 monp) B TT'® (350 M) npu-
0aBWIIH TI0 KaIuTAM K pacTBopy 3M ¢eHmmmMarauiopoMuaa B AU THIOBOM 3dupe (556 M, 1,67 monb) mipu -10°C
B aTMocdepe aproHa. PeakmmoHHy0 cMech iepeMeluBaii B Tedenne 4 1 mpu ot -10 mo 0°C u 3aTeM mpu KOMH.
TeMIlL. B TeueHue 18 4. OxoHuaHue peakiuu KOHTpoaupoBaiu ¢ nomonibio TCX. PeakiinoHHyI0 CMECH OXJIaJUIIN
1o 0°C, pazoaswmm Hacki. BogHa. NH,Cl (1 i) u axctparupoBamu EtOAc (2x600 min). O0beTMHEHHYIO OpTaHH-
YyecKyro a3y cymmin Haja 6e3BoqHBIM NaySO, U KOHIIEHTPUPOBAIU TIPU TIOHMKEHHOM JIaBIICHHU C ITOTyYCHUEM
60 r N H-numetni-8-denmn-1,4-quokcacnupo[4,5 | nexan-8-aMuHa B BUE )KUAKOCTH.

Cranus 3: 4-(IMMeTHIaMHHO )-4-( e HIITIMKIIOTEKCAHOH.

PactBop N,N-mumernn-8-denmn-1,4-nuokcacnupo[4,5 | nekan-8-amuna (32 1, 0,123 mons) B 6N Bogn. HCI
(320 mur) mepementuBanu npu 0°C B TeueHUE 2 U U 3aTeM IPU KOMH. TeMII. B TeueHue 18 u. OKoHUaHHE peakiuu
KoHTposmpoBayn ¢ momonipio TCX. PeaknmonHyto cmech skctparupoBayi JIXM (2x150 mi). Boansrit cioit
noamenaduBau g0 pH 10 ¢ momomisio TBepmoro NaOH u skctparupoBanu dtuiamneratoMm (2x200 mi). O6be-
JTUHCHHYI0 OpTaHUYecKyro (a3y cymmin Hajx 0e3BogHbIM Na,SO4 M KOHIICHTPUPOBAIU TPU MOHMKCHHOM JaB-
neHud. TBEpIBI OCTATOK MPOMBUIM FEKCAHOM W CYIIMJIM B BaKyyMe C TOJy4eHUEM 7 T 4-IAMETHIaAMHHO-4-
¢enmn-nuknorexcad-1-ona (INT-965) (25% 3a 2 cragum) B BHIE KOPHYHEBOTO TBEpAOro BemecTBa. [M+H]
218,1.

Cunre3 INT-966: 3-[(4-MeTokcudenmn)meTmi|-1,3-muazacnupo[4,5 ] nekan-2,8-1noH
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INT-D63

Cramus 1: 9,12-nmnokca-2,4-nmua3acnupo[4,2,4"{8},2"{5} Jrerpanekan-1,3-11oH.

KCN (93,8 1, 1441,6 mmoms) u (NH,),CO3 (271,8 1, 1729,9 mMmoins) mpubaBunu k pactsopy 1,4-
nuokcactupo[4,5]nexan-8-ona (150 r, 961 mmomns) B MeOH:H,O (1:1 06./06.) (1,92 1) nmpu KOMH. TeMII. B at-
Mocdepe aprona. Peaknnonnyto cmech nepemeniBany npu 60°C B Tedenue 16 4. OkoHUaHHE peaknui KOHTPO-
mupoBanu ¢ nomousio TCX. Peakunonnyo cmech oxnaamiu g0 0°C, BbmaBiiee B 0CaJ0K TBEPAOE BELIECTBO
orpmnpTpoBaNIM W Cymnuin B BakyyMe c¢ moaydermem 120 v (55%) 9,12-mmokca-2,4-nmasa-
crmpo[4,2,4"{8},2"{5} rerpanekan-1,3-quona. dunbrpar skctparupoBamu JXM (2x1,5 1). OO0beauHCHHYIO
opraHuyeckyio ¢aszy cynrmm Haa 6e3BoaHbpM Na,SO4 M KOHIIEHTPUPOBAIH TIPY MTOHKEHHOM JIABJICHHUH C TIO-
nygerneM pononauTensHOro 30 T (14%) 9,12-mmoxca-2,4-mna3actimpo[4,2,4"{8},2"{5} JreTpanekan-1,3-nnona
(TCX cucrema: 10% Metanon B JIXM; Rf: 0,4).

Cramust 2: 2-[(4-merokcudenmn)meruin]-9,12-gnokca-2,4-muazacnupol4,2,4"{8},2" {5} Jrerpanexan-1,3-
JTIOH.

Cs,CO; (258,71, 796,1 mmouts) mpubasmiu kK pactBopy 73a (150 r, 663,4 mmons) B MeCN (1,5 1) B at™mo-
chepe aproHa M pEaKIHMOHHYK cMech mepememuBanu B TeueHue 30 wuH. [IpubaBwmu pactBop II-
MeTokcnoensmiopomuna (96 mi, 663,4 MMoib). PeaknnoHnHylo cMech nepeMelInBali P KOMH. TEMIL. B Tede-
Hue 48 4. OKoHYaHHE peakuuu KOHTposupoBaiu ¢ momouibio TCX. PeakinoHHYI0 cMech MOTacHiId HACHIIIL.
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BogH. NH4Cl (1,0 i) u opranmdeckuii mpoaykt skcrparupoanu EtOAc (2x1,5 ;). OO0benquHeHHYI0 OpraHude-
cKyto (azy cyuni Hax 6e3BogHbIM Na,SO4 M KOHIIEHTPUPOBAIH IIPH HOHMKEHHOM JaBiieHnu. OcTaTok mpo-
MBUIN AMATHIOBBIM 3(UPOM U IIEHTAHOM M CYIIWIN IPH MIOHMKEHHOM JIaBJICHHH ¢ mosrydenueM 151 r (65%) 2-
[(4-meToxcudenmn)meTmin]-9,12-nuokca-2,4-nmuazacnupo[4,2,4"{8},2" {5} J[rerpanekan-1,3-nuona B Bume Oeio-
TO TBEpPZOro BemecTBa ¢ MetammmaeckuM oTreHkoM (TCX cuctema: 10% MeOH B IXM; Rf: 0,6).

Cramus 3: 2-[(4-meTokcudenmm)mernin|-9,12-anokca-2,4-nuazacnupo[4,2,4"{8},2" {5} Jrerpanekan-3-oH.

AlCl; (144,3 1, 1082,6 mmons) npubasum k pactBopy LiAlH, (2M B TT'®) (433 mu, 866,10 mmons) B
TI'® (4,5 1) npu 0°C B atMocdepe aproHa u IMoJIlydeHHYIO0 CMECh IIEpEMEIINBAIIH IPH KOMH. TEMII. B TeueHHe |
4. 2-[(4-Merokcudennmn)mernn]-9,12-nmokca-2,4-nquazactmpo[4,2,4"{8},2" {5} Jrerpanekan-1,3-quon (150 T,
433,05 mmoib) npubasuny npu 0°C. PeaknnoHHyr0 cMech NepeMennBalIi Ipy KOMH. TEMII. B TeueHue 16 .
OkoHYaHMe peakuuu KOHTposupoBaiu ¢ noMombio TCX. Peakunonnyio cmech oxiaaunu 1o 0°C, moracuiu
Hacei. BogH. NaHCO; (500 mu) m oTuibTpoBanu depe3 ciioi menuta. OunbTpaTt 3kcTparupoBamm EtOAc
(2x2,0 ;1). OOBeIMHEHHYIO OpraHuYecKyo a3y cymmian Hajx 6e3BoaHBIM Na,SO4 M KOHIEHTPHPOBAIM B BaKyy-
Me ¢ nomyuerneM 120 1 (84%) 2-[(4-metokcudennn)mernn |-9,12-1nokca-2,4-qua3acriupo[4,2,4" {8} ,2" {5} JreT-
panekaH-3-oHa B BHE 0eJIOro TBEpAOTO BemecTBa ¢ MetammmmdeckuM oTTeHKoM. (TCX cucrema: 10% MeOH B
XM, Rf: 0,5).

Cranus 4: 3-[(4-merokcudenmn)merwin]-1,3-auazacnupo[4,5 | nexkan-2,8-11oH.

PactBop  2-[(4-merokcudenmn)mern]-9,12-mmokca-2,4-nuazacmnupo[4,2,4"{8},2" {5} |terpanekan-3-oHa
(120 1, 361,03 mmomp) B 6N Bogn. HCI (2,4 1) mepememmBanyu npu 0°C B TedeHne 2 9 U 3aTeM IMPU KOMH. TEMIT.
B TeueHue 18 u. OxoH4yaHue peakuuu KoHTpoauposanu ¢ nomompo TCX. PeaknnonHyro cMech 3KCTparupoBa-
mu JIXM (2x2,0 ). Bognslii cioit moamenaguBamu g0 pH 10 ¢ momonisio 50% Boxu. NaOH u 3atem skctparu-
poBaym JIXM (2 x 2,0 m). OObeAMHEHHBIE OPTaHUYECKUE IKCTPAKTHI CYITWIH HajJ 06e3BoaHbIM Na,SO4 U KOH-
LEHTPUPOBAJIM ITPY MOHIKEHHOM JaBJICHUH. TBEpAbIH OCTaTOK NPOMBIIHM FeKCAaHOM M CYIIMJIM B BaKyyMe C HO-
aydenneM 90 r 3-[(4-merokcudpenmn)mermi]-1,3-nuazaciiupo[4,5]nekan-2,8-auona (INT-966) B Buge Genoro
TBEPJIOTO BeliecTBa ¢ MetamtnieckuM otTeHKoM (TCX cucrema: 10% MeOH B JIXM; Rf: 0,4) [M-i-H]+ 289,11.

Cunrez INT-971: nwuc-1-(ouxno0yTHIMETH)-8-TMMeTHIIaMUHO-8-(3-ruapokcudenun)-3-[ (4-MeTokcu-

dbennmm)mernin]-1,3-muazacimpo[4,5 ] nekan-2-oxn
n

RO IO

INT-868 cTaHA i/
N
o (}}\N
OH
INT-§71

Cramus  1: 1uc-8-(muMeTninamMuHoO)- 1 -u300yTwi-3-(4-meTokcnbensmn)-8-penmn-1,3-mnazacimpo[4,5 ]| ne-
KaH-2-OH.

ITo amamormm ¢ meromoM, omucaHHbIM s INT-951 cramum 1 1uc-8-muMerniaamMuHO-8-[3-(MeTOKCH-
MeTmIokcH)penunn|-3-[(4-meTokcudenwn)meTui |- 1,3-auazacnupo[4,5 | nekan-2-on (INT-968) Obut ipeBparieH B
1uc- 1 -(MUKII00y THIIME THI ) -8-( TUME THIIaMUHO ) - 3 -(4-MeToKCHOe H3 1 )-8 -(3-(MeTokcuMeToKCH ) permn)- 1,3 -aua-
3aciupo[4,5 ] nexaH-2-0H.

Cragus 2: 1uc- 1 -(UKI00y THIAMETHIT) -8 - TMMe THIIaMHUHO-8 - (3 -ruipokcudenn)-3-[ (4-meTokcude-
Hu)Metui]-1,3-nuazacnupo[4,5]nekan-2-oH.

TOK (0,2 mim) mpubaBuiam K pacTBOpY IHc-1-(IIMKIOOYTHIMETHII)-8-(IMMETHIAMHUHO)-3-(4-MEeTOKCH-
oen3mn)-8-(3-merokcudennn)-1,3-nuazacnupo[4,5 | nekan-2-ona (300 mr, 0,57 mmons) B XM (1,5 M) npu
0°C. Peakunnonnyto cmech nepememmBany npu 0°C B Tedenne 3 4. OKOHYaHUE PEAKIIUU KOHTPOIHUPOBAIH C
nomouipio TCX. Peakunonnyto cmech noracuiu Haceil. BogH. NaHCO; u opranndeckuii IpoayKT SKCTparupo-
Bamu JIXM (3x10 mun). OObeqHEHHBIE OPTaHUIECKUE SKCTPAKTHI CYIIMIN Hax 0e3BoJAHBIM Na,SO4 M KOHIIEH-
TPUPOBAJIM TP HOHIKEHHOM naBieHnH. OuncTKa ocraTtka ¢ momoinsio npenaparusHoii TCX (3% MeOH B
JOXM B kauectBe moaBmwxkHON (aszer) mama 50 mr (18%) mwmc-1-(TUKIOOYTHIMETHI)-8-AMMETHIAMIHO-8-(3-
ruapokcudenn)-3-[(4-metokcudenmn)metwn |- 1,3-auazacnupo[4,5 ] nexan-2-ou (INT-971) B Bune 6emoro TBep-
JI0TO BemlecTBa ¢ MeTamndeckum orTenkoM. (TCX cucrema: 10% MeOH B JIXM; Rf: 0,20) [M+H]" 478,3.

Cunre3 INT-974: nuc-8-gumernnamuHo-8-(3-propdenmn)-3-[(4-meToxcudenmn)mernn]-1,3-nnazacmu-
po[4,5]nexan-2-oH
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Cranus 1: 8-(numeTnnaMuHo)-3-(4-MeTokcnOeH3mi)-2-okco-1,3-nuazacupo[ 4,5 nexan-8-kapOOHUTPHIL.

Jumermnamun ruapoxiopun (76,4 v, 936,4 MMois) pubaBUIU K pacTBOpy 3-[(4-MeTOKCH(DEHUT)METHI |-
1,3-mnazacrimpo[4,5]nexan-2,8-quona (INT-966) (90 , 312,13 mmons) B MeOH (180 M) mpu KOMH. TeMII. B
atMocdepe aproHa. PactBop mepememmBany B TedeHHe |5 MuH n mocienoBatensHO mpubaBmmm 40 mac.%.
BoaH. auMetriaamuna (780 mm) u KCN (48,76 T, 749,11 MMoutb). PeakimmoHHYIO0 cMech MepeMEeNnBaIi B Teue-
Hue 48 4 M 3aBepIleHUe peaknuyu KOHTPOJIUPOBaK ¢ momombsio IMP. PeaknnmonHyro cMech paz0aBwim BOJOH
(1,0 ) m opraHMYecKHil NMPOAYKT 3KCTparupoBainy sTwianeratoM (2x2,0 ). OObeJUHEHHYIO OPTaHHYECKYIO
(dhazy cymmnu Hax 6e3BomHbIM Na,SO4 W KOHIEHTPUPOBAIM NPH MOHMKEHHOM NaBJIeHUH C ToimydeHueMm 90 r
(85%) 8-(mumermnamMuHO)-3-(4-MeTOKCHOEH3MN)-2-0Kc0-1,3-mna3actupo([4,5]nexan-8-kapOoHuTpuiIa B BHIE
Oemoro TBepHoro BemecTBa ¢ MetammuaeckuM oTTeHKoM (TCX cucrema: TCX cucrema: 10% MeOH B IXM;
Rf: 0,35, 0,30).

Cragusa 2: muc-8-mumermiaMuHo-8-(3-gropdenmn)-3-[(4-metokcudenmwn)mernin]-1,3-auazacmupo[4,5 | e-
KaH-2-0H

3-dropdennnmaraniiopomun (1M B TT'®) (220 M, 219,17 MMoib) MpuOaBIIIK IO KAIUISIM K pacTBOpy 8-
(muMeTnIamMuHO)-3-(4-MeTokcHOeH3M )-2-0Kco- 1 ,3-mna3acnupo[4,5] nekan-8-kapobonutpuna (15 1, 43,83
mmonb) B TT'® (300 mur) mpu 0°C B arMocdepe aprona. PeakiiioHHyl0 cMech IepeMenInBaiy B TeueHue 16 u
npu KOMH. Temrr. OKOHYaHUE peakuy KOHTposrpoBany ¢ nomomsio TCX. PeaknnoHHyI0 cMeCh OXJIAIHIN 10
0°C, noracunu Hacki. BogH. NH,CI (200 mur) n opranuyeckuii mpoaykt skcrparupoBainn EtOAc (2x200 o).
OO0bemMHEHHYIO OpraHUYecKyto a3y cynrmu Hax 0e3BOAHBIM Na,SO4 M KOHIIEHTPHUPOBAIHU MPH MOHWKCHHOM
naBieHud. Peakiuio BeImogHWIN B 4 mopiusix (15 r x 2 1 5 1 x 2) 1 3arpy3Kd cMeIany JUisl OYUCTKU. OYUCTKY
CBIPOTO MPOAYKTa C IOMOIIBIO (hidm-xpomarorpadun Ha cunukareine (230-400 mem) (2 pasa) (0-20% meTtanon
B JIXM) nIIIO€HT ¥ TOCIIE0BATENFHO MPOMBIBAIN IEHTAaHOM C BbIxomoM 5,6 T (11%) nuc-8-mumerninaMuHo-8-
(3-dbropdennn)-3-[(4-meTokcudpenmn)meTmi|-1,3-muazactiupo[4,5 ] nekan-2-ona (INT-974) B Buzme 6eroro TBep-
Joro BemecTBa ¢ MetautnaeckuM oTTeHKoM. (TCX cuctema: 5% MeOH B JIXM B mpucyrctBun aMmmuaka; Rf:
0,1). [M+H]" 412,2.

Cunte3 INT-975: muc-8-gumernnamMuno-3-[(4-metokcudermn)meTin |-8-henm-1,3-auazacmupo[4,5 ] ne-
KaH-2-0H

\ \
—_— O
N N
INT-976 INT-975

KOtBu (1M B TT'®) (29,30 mu1, 29,30 MMOIIb) IpUOABHIIN K PacTBOPY LIUC-8-AUMETHIAMHHO-8-peHm-1,3-
muazacrupo[4,5]aekan-2-ona INT-976 (8,0 r, 29,30 mmoinp) B TT'® (160 M) B atMochepe aproHa v peakiHoH-
HYIO CMeCh nepememnBain B Tedyenne 30 muH. 4-Metokcubensninopomun (4,23 mi, 29,30 MMoIIb) IpUOaBUIIN U
nepeMeIuBaHue NPOJOKUIN NIPU KOMH. TeMIL. B TeueHue 4 4. OKOHYaHUE peakLud KOHTPOIMPOBAIH C IIOMO-
mpto TCX. PeakunonHnyto cmechk pasodaBuinu Hacki. BoaH. NH,Cl (150 mi1) u opraHuueckuii MpoayKT 3KCTpa-
rupoBaimu EtOAc (2x150 mu). OO0beMHEHHYIO OpraHuvecKyro a3y cymmian Haa 0e3BoaHbIM Na,SO, u KoH-
LEHTPUPOBAIH B BaKyyMe. Peakiiio BHIIOIHIIIN B ABYX MOPUHAX (8 T X 2) U 3arpy3KH CMEILIAIN Ul OYUCTKU.
OuucTKa CHIPOro MpoayKTa ¢ moMobio (mm-xpomarorpaduu Ha cunukarene (0-10% meranon B IXM) u no-
CJICJIOBATEIFHO MPOMBIBANIMA TIEHTAaHOM ¢ BbIxogoM 11 T (47%) 1mc-8-nuMeTnnamuHo-3-[(4-MeTokcude-
HIT)MeTni]-8-ernn-1,3-auasacrmpo[4,5]nekan-2-ona (INT-975) B Buae Georo TBepaoro semiectsa. [M+H]"
394,2.

Cunre3 INT-976: nuc-8-gumernnamuHo-8-hennn-1,3-mua3acnupo[4,5] nekan-2-o1
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Cramus 1: 8-(mumeTunamuHo)-8-pennn-1,3-qua3zacnupo[4,5]nekan-2,4-11oH.

B repmeTndHO 3aKpBITO MPOOHPKE CYCTIEHIUPOBAIH 4-THMeTHIaMHUHO-4-(eHnnukiorexcan-1-on (INT-
965) (2 1, 9,22 mmons) B 40 M EtOH/H,O (1:1 06./00.) npu koMH. Temn. B atMocdepe aprona. [Ipubasuinu
(NH,4),CO; (3,62 1, 23,04 mmoib) 1 KCN (0,6 T, 9,22 MMmoms). PeaknmmonHyro cmech nepeMenuBanu npu 60°C B
teuenune 18 4. Peaknmonnyio cmech oxmamm 10 0°C u pa3baBuiM JISASTHOW BOJION M OTQHIBTPOBAIH Hepes3
CTCKIISTHHBINA (QribTp. TBepAblid 0CTATOK CYIIMIIHM MPH MOHUKCHHOM JABJICHHH C MOJIyUYCHHEM 8-(IMMETHIaMHU-
HO)-8-(pennin-1,3-muazacnupo[4,5|nekan-2,4-nuona (1,8 r, 86%) B BuIe 0€I0ro KPHCTALTMYEKOTO BEIIECTBA C
MeTamumaeckuM otTeHkoM (TCX: 80% EtOAc B rekcane; Rf:0,25).

Cranus 2: 8-(numeTmnamuHO)-8-¢enmi-1, 3-muasaciupo [4, 5] qekaH-2-oH.

LiAlHy; 2M B TT'®) (70 mi, 139,4 mMone) npubaBmwiIM K pacTBOpY 8-(IuMeTHIaMHUHO)-8-penumi-1,3-
nurasacrinpol4,5]nexan-2,4-nmuona (10 T, 34,8 mmons) B TT'®/Et,O (2:1 00./06.) (400 M) mpu 0°C B atmMocdepe
aprona. PeakuoHHyro cMech niepeMenuBaiu B tedeHue 4 4 mpu 60°C. OkoHUIaHHE PeakIiiy KOHTPOJIUPOBAIHN C
nomornisio TCX. Peaknmonnyto cmech oxnamuin g0 0°C, moracuiii HachImeHHbIM pacTBopoM Na,SO4 (100 mur)
1 OTQWIBTPOBAIN Yepe3 clioi nenuta. OunpTpaT cymmwm Haa 6e3BoaHbM Na,SO,4 1 KOHIICHTPHPOBAJIH B Ba-
KyyMme ¢ nosrydenuem 5,7 T (59%) 8-(aumerunamuHo)-8-¢penni-1,3-1nazacnupo[4,5|nekan-2-oHa B BUae 0e10ro
TBEpJIOTO BemecTBa ¢ MetautnaeckuM oTTeHKoM. (TCX cuctema: 10% MeOH B IXM, Rf: 0,3).

Cramus 3: nuc-8-gumermnamMuHo-8-penmn-1,3-qua3zacnupo[4,5] nekan-2-0H.

CMech THC- W TpaHC-8-(IuMeTuiIaMuHO)-8-penm-1,3-nmuazacrimpo[4,5]nekan-2-o1a (8 r, 29,30 MMoIb)
OUHITANIA TIPENapaTUBHON XHUPaTbHONW CBEPXKPUTHUECKON KUAKOCTHON Xpomatorpadmm (komonka: Chiralcel
AS-H, 60% CO,, 40% (0,5% DEA B MeOH)) c momyueHmem 5 r 1Hc-8-auMeTmIaMuao-8-penmn-1,3-
nuasacrupo[4,5]nexan-2-ona (INT-976) B Buzne 6emnoro TBepaoro Bemectsa. [M+H]" 274,2.

Cunte3 INT-977: wuc-2-(8-auMeTmnaMuHO-2-0Kco-8-heHmi-1,3-nua3zacnupo[4,5] nekan-1-mn)ykcycHas
KUCIIOTa; oMb 2,2,2-TpUPTOPYKCYCHON KHCIOTHI

o

L s
140 |

F

\N— 5
Y ~ /©A j_‘ crama 2 HM a
M ~ ecramual © N
AT )\% o ﬁ%
” <
7(0 H

INT-877

INT-275

Cragus 1: uc-2-[ 8- quMeTnaMuHo-3-[ (4-MeTokcu(eHMIT)METHI | -2-0KCc0-8-peHn-1,3-mua3aciu-
po[4,5]nexan-1-un]ykcycHast KUCIOTHI TPET-OyTHIIOBBIH dup.

PactBop  1mc-8-muMerniamuHo-3-[(4-MeTokcupenmn)mermi]-8-pennn-1,3-mnazacnupol4,5 | nekan-2-oHa
(INT-975) (5,0 r, 12,7 mmone) B TT'® (18 mi) oxmammmm no 0°C u obpabortamu pactBopom JIJTA (2M B
TT'®/rentan/adup, 25,4 ma, 50,8 Mmmois). [TonydeHHyl0 cMech MEIUIEHHO HAarpeBajM 0 KOMH. TEMII. B T€UCHHUE
30 muH. PactBop 3atem oxmaguiu 1o 0°C u npubaBmim TpeT-OyTHi-opomanerar (5,63 mi, 38,1 mmous). Peak-
IIMOHHYIO CMECh MEepPEeMEIINBaIl MPU KOMH. TEeMII. B TeueHue 16 9, moracuiu BOJIOH M 3KcTparupoBaiu XM
(3x). O0benuHenHbIe Opranndeckue Gaspl cymmm Hag Na,SOy4, OTOHUIBTPOBAIN M KOHLIEHTPUPOBAIH TIPH T10-
HIDKCHHOM JaBiieHnn. O4HCTKa OCTaTKa C IMOMOIIBIO KOJIOHOYHOH XpoMaTorpaduy Ha CHIIMKarese IO3BOIHIA
MOJIYYUTh  IHC-2-[ 8-TuMeTIIIaMuHO-3-[ (4-MeToKCupeHIIT)MeTHI | -2-0Kc0o-8-perm- 1,3-mua3zacnupo[4,5 ] nekan-
1-un]ykCcyCHOM KHCIOTHI TPET-0yTHI0oBBIN ddup (4,4 T).

Cramus 2: TpUPTOPYKCYCHAsI COIb IUC-2-(8-TUMeTHIaMIHO-2-0Kco-8-permi-1,3-mua3acnupo[4,5]nekan-
1-1)yKCyCHOM KHCITOTHI.

uc-2-[ 8-AumeTrnamuno-3-[ (4-meTokcudeHm)MeTri | -2-0kco-8-penmi-1,3-muazacnupo[4,5 | nekan-1-
WII]YKCYCHOM KHCIIOTHI TpeT-0yTrinoBblit adup (200 mr, 0,4 Mmmois) pactBoprinu B TOK (5 mur) u Harpesamu 10
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KUIIEHUsI B TedeHne Houw. [lociie oxyaskaeHust 10 KOMH. TEeMIL. Bce JleTydne (pakiuy yaamum B Bakyyme. Oc-
tatok nepenecau B TT'® (1 mur) u mo xamisiM mpubaBwim K quaTHiIoBOMY 3¢upy (20 mi). IToxyueHHBIH 0camox
OTGWILTPOBATIM M CYIIMJIN TP TOHIKEHHOM JaBJICHHU C TIOTy4eHHEM IHC-2-(8-TuMeTHIaMUHO-2-0KCO-8-
(dhennn-1,3-guazactupo[4,5 ] nexan- 1 -mn)yKkCycHON KUCTIOTHI; coiu 2,2,2-TpuTop-ykcycHol kuciaotel (INT-977)
(119 mr) B BuzE 6eoro TBepaoro Bemectsa. [M+H]" 332,2.

Cunre3 INT-978: nuc-2-(8-gumeTnnaMuHo-2-0kco-8-penmi-1,3-nnazacrimpo[4,5 | nexan-1-mn)-|N,N-1nme-
THJIALIETAMHU]T

Ay i HN N—
— F
" e i

)\ F (o] N
o% N Fl— i)

O¥ o

OH N~
INT-977 INT-978

TpudropykcycHyto conp nuc-2-(8-muMeTriaMuHo-2-0kco-8-henni-1,3-auazaciupo[4,5]nexan-1-mr)yk-
cycHas kucimora (INT-977) (119 wmr, 0,35 mmois) pactBopunu B JIXM (5 mi). Tpwdtwiamun (0,21 Mo, 1,6
MMouTb), mumetmnamud (0,54 mo, 1,1 mmoins) u T3P (0,63 mu, 1,1 MMouIb) mociieoBatensHO pubaBuin. Peak-
IIMOHHYIO CMECh IEePEMEIINBAITN TTPH KOMH. TEMII. B TeUeHUE HOYH, 3aTeM pazbaBwim 1M BogH. Na,COs (5 mi).
Boanyto dazy skcrparuposamu JIXM (3x5 mi), oObenuHeHHbIe opranudeckne (assl cymman Hag Na,SO4 u
KOHIICHTPUPOBAIX TIPHU MOHMKEHHOM AaBlieHHH. OCTaTOK OYHINAIN C IIOMOIIBbI0 (hdmI-xpomarorpadun Ha cH-
JUKarelie ¢ TONydeHWeM  Iwc-2-(8-IuMeTHIIaMuHO-2-0Kco-8-hennn-1,3-aua3acnupo[4,5 | nexan- 1 -mr)-N,N-
mumetunaneramuaa (INT-978) (39 mr) B Bune 6enoro tBepaoro Bemectsa. [M+H] 359,2.

Cunres INT-982: c-8-aumetmiaMuHo- 1 -[(1-MeTrnunknoOytrn)meri | -8 -gpennn-1,3-muazacnu-
po[4,5]nexan-2-on

\ 3 \
/©/\h W— 1 /@”‘N N=— 3 HN N—
cTaqma 1~ CTA A
~ o% 7 O%N% —_— o’}‘ t
INT-875
INT-982

Cramus 1: nuc-8-(muMerninamMuHo)-3-(4-meTokcnOeH3un)- 1-((1-MeTmmukIo0y T ) MeTH)-8-henun-1,3-
nuazacnupo[4,5]nekan-2-0H.

PactBop NaOH (2,85 r, 71,2 mmomnb) B JIMCO (25 mur) mepemMemunBaiid Ipu KOMH. TeMIT. B TedeHue 10
MmuH. [TpubaBunm 1uc-8-auMeTunaMuHo-3-[(4-meTokcudenwn)meTwn |-8-penmi-1,3-nuazactmpo[4,5 | nekan-2-ox
(INT-975) (7,00 1, 17,8 MMoOnb) M HepeMeIIMBaHUE NPOAOJDKWIN B TeueHwe 15 mwmH. 1-(bpommerwn)-1-
MeTmukiooytas (8,7 r, 53,4 mmons) npubdaswiu npu 0°C. Peakimonnyto cmech HarpeBaiu 10 60°C B Tede-
Hue 16 4. [Tocne oxyaxaeHus 10 KOMH. Temrr. ipubasuiu Boxy (100 mur) u cMech skctparupoBaiu JIXM (3x150
mit). OObeMHEHHBIC OpraHmdeckue (a3bl MPOMBIBATH BoJoH (70 MIT), HACBHIIIIGHHBIM BOJHBEIM PAacTBOPOM XJIO-
puna zatpust (100 mi), cymmnm Hax Na,SO4 M KOHIEHTPUPOBAIN TP MMOHW)KEHHOM JaBieHnH. O4nCTKa OcTat-
Ka C TIOMOIIBIO0 KOJIOHOYHOHW XpoMatrorpaduy Ha CHIIUKAreje MO3BOJWIA MOTYYHTh IUC-8-(IMMETHIAMIHO)-3-
(4-metokcubensmn)-1-((1-meTmnumknoOy T )MeTHN)-8-penun-1,3-nuazacnupo[4,5] nexan-2-on (6,5 r) B BHIE
CBETJIO-XKEITOTr0 TBEPAOTO BELIECTRA.

Cragus 2: nuc-8-mumermiaMuHO- 1 -[(1-MeTunukno0yTin)metun |-8-penmn-1,3-auazacnupo[4,5 | nekan-2-
OH.

K pactBopy mmc-8-mumetmnamuno-1-[(1-MeTuin-iuknoOyTim)MeTw |-8-penwmn-1,3-nuazactmpo  [4,5]1e-
KaH-2-0Ha (6,66 T, 14,0 Mmmonb) B JIXM (65 mi) npubasmwmm TOK (65 M) 1 oTydeHHYIO CMECh TIepeMEITHBaTIN
IPY KOMH. TeMII. B Te4eHue 16 4. PeaknnoHHyr0 cMech KOHIIEHTPUPOBAIN MPH MOHWKEHHOM JaaBieHnu. OcTa-
Tok mepeHecn B JIXM (100 mi) u Bogs! (60 M) u moamenodwny 2M Boga. NaOH no pH 10. Opranudgeckyto
a3y oTmenMIM W TPOMBIBAIM HACBIMIEHHBIM BOJHBIM pacTBOpoM xyopwia Hatpus (40 M), cymwnm Hap
MgSO,, oTdnIbTpOBa M U KOHIEHTPUPOBAIHN IIPH HOHWKEHHOM JaBiieHnu. Kpucrammuzanus octatka n3 EtOAc
MO3BOJMJIA TONYYUTh  IIHC-8-AUMETHIAMHIHO- | -[(1-MeTHnuknoO0yTin)Metm |-8-perni-1,3-muazaciupo[4,5]
nekan-2-oH (INT-982) (3,41 1) B Bue 6eoro TBEpOTrO BEIIECTBA C METATHUECKUM OTTeHKOM. [M+H] 356,3.

Cunte3 INT-984: 1uc-1-(uukmoOyTHiIMeTHII)-8-(3THIAMETHIIAMUHO )-8-perm-1,3-nuazaciupo[4,5 | nekaH-
2-0H

N ™,

/©/\N - cTamma 1 ,©/\n - cramuor 2 M
s
il \\)

— ¥’k

‘{ INT-924

INT 9/%
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Cragus 1: 1wmc-8-(muMeTninaMuHO)- 1 -u300yTi-3-(4-mMetokcubeHsmn)-8-henm-1,3-auazacmupo[4,5 ] ne-
KaH-2-0H.

ITo amamormu ¢ metonoM, omucaHHbIM JIsi INT-951 cramuum 1, 1muc-8-muMerniaMuHO-3-[(4-METOKCH-
dbernm)mernin]-8-pennn-1,3-quazacnupo[4,5 ]| nekan-2-oH.

(INT-975) Obul mpeBpalieH B LUC-8-(AMMETHIAMHHO)-1-1m300yTHII-3-(4-MeTOKCHOCH3 M )-8-heHmt-1,3-
nmuazactupo [4,5]nexaH-2-0H.

Cramus 2: nuc- 1 -(IuKiI00y THIME T )-8 -(3THIIMEe THIIaMUHO )-8 - eHmi-1,3-nuazactmpo [4,5] nekan-2-oH.

ITo anamoruu ¢ MeTonoM, omrcaHHbIM st INT-982 cramum 2, nuc-8-(auMerninaMuHo)- 1 -u300yTIi-3-(4-
MeToKkcnOeH3mn)-8-penni-1,3-nnasacnupo[4,5]|nekan-2-oH OblI NpeBpalieH B IHcC-1-(IMKIOOYyTHIMETHI)-8-
(atmnMeTunamMuHO)-8-henm- 1,3-auazacupo[4,5 | nexkan-2-ou (INT-984).

Cunte3 INT-986: 1uc-1-(uukmo0yTHIMETHI)-8-(3THIMETHIIAMUHO )-8-penm-1,3-nuazaciupo[4,5 | nekaH-
2-0H

Y A
N— WH
oy cTamea 1 UN
Di_:P o 0;5
INT 450 l cTaHA 2

A N
HN 5 cTaTHa 3 @AN N
O)\N - O}*N

nf nf

INT-986

Cramust 1: 1mwmc-3-6en3mi-1-(umknoOyTmimeTnn)-8-(MeTHiIaMruHo )-8-¢pennn-1,3-nmuazacnupol4,5 | nexan-2-
OH.

N-Honcykmuanmun (3,11 1, 13,92 mmone) npubaBmiam K pacTBOpY IHc-1-(IMKIOO0YyTHIMETHIT)-8-
JTUMETHIaMUHO-8-(peHmn-3-[ penmmmernn]-1,3-quazacnupo[4,5 | nekan-2-ona (INT-950) (4 r, 9,28 mmonb) B
cmecH atnetoHuTpust 1 TT'® (1:1 06./06., 80 Mi1) ¥ MOTy4EeHHYIO CMECh IIEpEMEIINBAIN IPU KOMH. TEMII. B Te4e-
Hue 16 4. Peakunonnyro cmecs noamenoumnu 2N Bogs. NaOH no pH~10 u opranudeckuii mpogyKT SKCTparu-
poBamm [IXM (3x10 mur). OObeiHEHHbIE OpraHMYECKNUE IKCTPAKTHl CYIIMIN HaJ 06e3BomHbIM Na,SO; U KOH-
HEHTPUPOBAIH B BakyyMe. OCTaTOK MHTEHCHBHO NepeMeInuBaiy co cmechio 10 mac.%. BOH. TMMOHHOH KHCIIO-
161 (5 1) 1 IXM (10 mu1) mpu koMH. Temrr. B TedeHue 10 muH. Peaknmonnyro cMech nomenodmwtn SN BOJH.
NaOH no pH~10 u skcrparuposamu XM (3x10 mir). OObeIMHCHHYIO OpraHmdecKyro a3y Cymrmim Haj 0e3-
BogHbIM Na,SO, W KOHIIGHTPUPOBAJIM B BakyyMe ¢ modyderumeM 3,5 T (cwpoit) 1uc-3-6eH3mi-1-
(KI00y THAMETHIT )-8 -(METHIIaMIHO )-8-peHmI-1,3-nnazacriupo[4,5 ]| nekan-2-oHa B BHJE TMOJIYTBEPIOrO BeIlle-
ctBa (TCX cucrema: 10% MeOH B JIXM; Ry 0,60).

Cramqus 2: 1uc-3-6eH3mi- 1 -(MUKI00y THIIMETIUT) -8 - (3 THII(METHI )aMHHO )-8 -peHm- 1, 3-mrazaciupo
[4,5]nexan-2-0H.

nano6oprugpua watpust (1,56 r, 25,17 mmomb, 3 5KB.) mpubaBmwiIM K pacTBOpy umc-3-O6eH3mi-1-
(tmkmoOyTHIMETHN )-8 -(MeTHIaMUHO ) -8-pern-1,3-mua3aciupo[4,5 | nekan-2-oHa (3,5 T, 8,39 MMois), arerans-
neruna (738 mr, 16,78 mmounb, 2 5kB.) 1 ykcycHo# kucnoTs! (0,5 mut) B meranosne (20 mur). PeakunonHyio cmech
MepeMEeIBajI NpYU KOMH. TEMII. B TedeHue 3 4, 3aTteM noracwin Hachll. BogH. NaHCO; u oprannyeckuit mpo-
IykT 3kcTparupoBamu XM (3x50 mi). OObenrHEHHBIE OpPraHUYEeCKHe SKCTPAKThI CYIIMIA Hajl Oe3BOTHBIM
Na,SO, 1 KOHIEHTPUPOBAIM B BakyyMe. OUNCTKA OCTaTKa C MOMOIIBIO (hJIdII-XpomMaTorpauu Ha CHIIMKarelse
(230-400 wmemr) (20-25% osTmnamerar B merpoiedHoM ddupe) mama 2,3 T (62%) 1wmc-3-OeH3mi-1-
(KI00y THAME THIT )-8 -(ATHII( METHIT)aMUHO ) -8-pernn- 1,3-qua3acnupo[4,5 | nekan-2-0Ha B BUJE TBEPIOTO BEIIIe-
ctBa. (TCX cucrema: 50% EtOAc B nerporeitnom sdupe; Re: 0,65).

Cramuss  3: 1uc-1-(IuKI00y THIMETHN )-8-(ATHIIMETHIIaMIHO )-8-peHm- 1 ,3-nnazacriupo[4,5 | nekan-2-ox
(INT-986).

Mertammnaeckuit Hatpuit (1,18 r, 51,68 mmoinb, 10 9kB.) MpUOABHIN K KUIKOMY aMMHaKy (-25 M) mpu
-78°C. IlomyueHHyo cMech mepemenmBanu B TeueHne 10 muH mpu -78°C. PactBop mnmc-3-6eH3mi-1-
(KI00y THAME THIT )-8 -(3THII( METHIT)aMUHO ) -8-pernn-1,3-qua3acnupo[4,5 | nekan-2-ona (2,3 r, 5,16 Mmonb) B
TI'® (25 mur) npubdaswny npu -78°C. PeakimoHHYIO CMECh MepeMENINBaU B TeueHrne 15 MUH, 3aTeM TOTacHIn
Hacei. BogH. NH,Cl, HarpeBaiy 10 KOMH. TEMII. ¥ TIepeMenTuBain B TedeHue 1 4. OpraHndecKuii MpoayKT dKC-
tparupoBanu JIXM (3x50 mur). OObeAMHEHHYIO OpTaHWYECKYIO (ha3y MPOMBLIN BOJOH, HACHIIIEHHBIM BOJHBIM
pacTBOpPOM XJIOpHJIa HATPHSL U KOHIICHTPUPOBAIN NPH IMTOHM)KEHHOM JaBiieHuu ¢ nosydenueM 1,30 1 (72%) nuc-
1-(uuknoOyTunMeThi)-8-(3THi(MeTHI )JaMuHO)-8-¢erni-1,3-nnazacnupo[4,5 | nekan-2-ona  (INT-986) B BuIe
6eIoro TBEpOTo BelecTBa ¢ MeTammudeckum otTeHkoM. (TCX cucrema: 10% MeOH B JXM R¢: 0,15). [M+H]"
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356,3.
Cunrte3 INT-987: nuc-1 -(ukao0yTrMe T )-8 - quMeTriaMuHO-8-perm-1,3-nuazacnupo[ 4,5 | nekaH-2-oH
\ \
o Ky N
INT-952 INT-987

ITo anamoruu ¢ meromom, omucaHHbIM i INT-982 cragum 2, nwc-1-(IUKIOOYTHIMETHN)-8-THMETHII-
amMuHO-8-penmn-3-[(4-metokcudenun)mermn|-1,3-nuazacnupo[4,5 | nekan-2-on  (INT-952) Opu1 mpeBpaieH B
1uc- 1 -(1UKI00y THIMETI )-8 - TUMe THIaMUHO-8-(eHmI- 1,3 - auazacnupo[4,5 | nekan-2-on (INT-987).

Cunrez INT-988: 1mc-8-(aumernmnamuHo)-1-(2-(1-MeTOKCHIMKIOOY THIT)3THIT)-8-penmn-1,3-aua3zacmu-
po[4,5]nexan-2-oH

|
| i .
N M- cTamEa 1 N M cramma 2 M
PN - Ay OI;LN
o o CI] o
I

o]
INT 975 O =

INT-038

Cragus 1: wnuc-8-(qumerminaMuHO)-1-[2-(1-MeTOKCHIIMKIOOY THIT)3THI |-3-[ (4-MeTOKCH B eHIIT )METHII |-8-
(enmn-1,3-muazacnupo [4,5] nekaH-2-0H.

T'unpoxcun Hatpus (78,06 mr, 4,0 3kB.) cycnerauposanu B JJMCO (3,5 mi), mepemeruBaiu B TeueHue 10
MUH, TpubaBwm §-(TUMETHIAMUHO)-3-[(4-MeToKcueHm)MeTw |-8-penmi-1,3-nnazactmpo[4,5 | nexkan-2-ox
(INT-975) (192,0 mr, 1,0 5kB.), peakIIMOHHYIO CMECh MEPEMEIINBAIN B T€UEHUE 5 MUH C TIOCTEAYIONTUM TIpH-
GasierreM 2-(1-MeTOKCUIMKIOOYTHIN)ITHIT 4-MeTrIoeH30cynbdonaTa (416,2 mr, 3,0 3xB.) B JIMCO (1,5 mi).
ITonydyennyio cmech nepememinBain B TeueHue Hour mpu 5S0°C. PeakIMoHHYI0 cMech MOTacHId BOJIOHM U DKCT-
parupoBamu JIXM (3x20 mur). O0beqrHEHHBIE OpraHuYecKre (a3bl IPOMBIBAIN HACBHIIIIEHHBIM BOJIHBIM PacTBO-
POM XJlopuaa HaTpus, Cymwid Hall Na,SO,4 U KOHIIEHTPUPOBAIN MPH OHMKEHHOM naBieHnu. Octatok (283 mr
JKEJITOe MAaciio) OYHINAIN C MOMOIIBIO KOJOHOYHOH Xxpomatorpadum Ha cuukarene (dmoeHt JIXM/EtOH ot
98/2 no 96/4) c¢ momydenuem 8-(aEMeTHIAMHUHO)-1-[2-(1-MeTOKCHIMKIOOYTHIN)ITHI |-3-[(4-MeToKcH(e-
HIT)MeTH|-8-perni-1,3-mua3acimpo[4,5]nexan-2-o1a 163 mr (66%).

Cragusa 2: nuc-8-(auMeTtmnaMuHO)- 1 -(2-(1-MeTokcHITUKI00y T )3T )-8-penmn-1,3-nua3aciupo[4,5] ne-
kaH-2-0H (INT-988).

[To ananorum ¢ Meronom, onucanHbM Jurst INT-982 cragun 2, unc-8-(numerunamuHo)-1-[2-(1-MeTokcn-
UKI00yTHI )TN |-3-[ (4-MeTokcupennn)metnn|-8-penni-1,3-mnazacrnupo[4,5] nexaH-2-oH ObLT IpEBpalleH B
uc-8-(auMeTnnamMuHo)- 1-(2-(1-MeTokc K00y THIT )3 THI)-8-penmn-1,3-quazactmpo[4,5|nekan-2-on  (INT-
988). Macc-ciextp: m/z 386,3 (M+H)".

Cunre3 INT-989: 1uc-3-(2-xmopnupuMuInH-5-11)-8-(muMeTriIaMuHo )-8-herm-1,3-nuazactmpo[4,5 | ae-
KaH-2-OH

N7SN
Cl N
h Y YO
NH ~ N
Br SN N—
e
o7 NH N
INT-876 INT-989

uc-8-([umernnamuno)-8-penmn- 1,3-muazacnupol[4,5]nekan-2-on (INT-976) (1250 mr, 4,6 mMmonb), 5-
opom-2-xmoprupumuiuH (1,5 3kB., 6,7 Mmmoinsb, 1327 mr), Cs,CO; (2 3kB., 9,15 mmons, 2980 mr), XantPhos (0,15
9KB., 0,69 mmons, 397 mr) u Pd,(dba); (0,05 3ks., 0,23 Mmons, 209 mr) pacTBopwian B cyxoM 1,4-quokcane (120
9KB., 549 Mmoib, 47 M) B aTMOochepe azoTa u iepeMernuBai mpu 90°C B TeueHre HOYU. PeakIMOHHYIO0 CMeCh
oxJjanuiy, pasdaBunu Bomoi (50 mur), skcrparupoBanu JIXM (3x70 M), oObeMHEHHBIE OpraHndecKue (has3bl
cymmni Hajx Na,SO, ¥ KOHIGHTPUPOBAJIN NPH NMOHWKEHHOM jaBieHud. Ocratok (2,8 r) cycriennuposaiu B 10
it [IXM u nepemeniuBanu B TedeHue 10 Mun. IlomydeHHBIH 0ca oK OTGUIBTPOBAIN U TIPOMBIBAIN HEOOIBIIUM
konyectBoM JIXM c momyuenuem 1213 mr 1wc-3-(2-XI0pnupuMUANH-S-1T)-8-(IUMETHIaMUHO)-8-penui-1,3-
nmuaszacrupo[4,5]nekan-2-ona (INT-989) B Bune Oemoro TBepAoro BemecTBa. MaToUHBIA pacTBOpP KOHIICHTPUPO-
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BaJIM TIPU MOHIKeHHOM JnaBiieHnu (1428 mr), cycnenanpoBanu B 3 mu [IXM, mMemieHHO npubaBuian 3 M HeH-
TaHa M cMech nepeMemnBain B TeyeHne 30 MuH. Ocalok OTQHUIBTPOBAIIH, IPOMBIBAIM HEOOIBIINM KOJIMYECT-
BoM nieHTana u JIXM c mosrydaenreM Bropoit moprwm INT-989 (215 Mr) B BUE CBETIIO-XKEJITOTO TBEPOTO BEIIle-
cta. 'H SIMP (600 MI'ti, IMCO) & 8,94 (s, 2H), 7,88 (s, 1H), 7,41-7,33 (m, 4H), 7,27 (tt, 1H), 3,65 (s, 2H),
2,49-2,32 (m, 2H), 1,98-1,88 (m, 2H), 1,96 (s, 6H), 1,87-1,73 (m, 2H), 1,53-1,47 (m, 2H). Macc-cnexTp: m/z
386,2 (M+H)".

Cunre3 INT-991: mwuc-5-(8-(aumerninamMuHo)-2-0kco-8-hennn-1,3-auazacnupo[4,5 ] nexan-3 - mupuMuI-
WH-2-KapOOKCHIIAT JIUTHUS

_Li
o~ 0 "
N
o)\r/ | \ o)\N(/\J\ \
N\ N S N N-—
N - — A
)'“NH o7 NH

Metun-nuc-5-[ 8-(numeTnnamuHo)-2-0kco-8-penmi-1,3-nuazacmupo[4,5 | nekan-3-ui | IupuMUAHH-2 -Kap-
ookcmtat (INT-990) (950 wmr, 2,32 mmons) cycrieaaupoBanud B cmecd MeOH (140 sks., 325 mmonb, 13 mi) u
TT'® (70 skB., 162 mmomns, 13 mi). [IpudaBunu ruapokcun mutus 2M BoaH. p-p (1,3 min). Peaknronnyro cmech
nepeMeIInBaIy 5 1Held npu KoMH. TeM. JlomomHurensHble 1,3 M ruapokenaa mutus 2M BOAH. p-p NpHOaBHIH
1 PEaKIMOHHYIO CMECh ITEPEMEIINBAIH B TCUCHHUE 2 4 MPH KOMH. TEMIL., PACTBOPUTEIH YIATHIN MIPH TOHMKCH-
HoMm namienud. Octarok cycneHaupoBa B EtOAc (10 mu) u mepeMemmBanmu B TedeHue Houn. Ocalok OT-
dumpTpoBanmm (1,07 1) u npomeBam JIXM (3 mi1), MEHTAHOM W CYIIMJIM NPH TIOHMKEHHOM JaBieHuu. [lomy-
geHHOoe TBepaoe BemiecTBo (960 mr), comepxkamee INT-990 u ocTaToOUHBIE TUTHEBBIC COJIM MCITOJIB30BAIN HETIO-
CPEIICTBEHHO Ha CIIEIYIOMHX CTamusx. Macc-criekTp: m/z 394,2 (M-Li)".

Cunte3 INT-1008: muc-8-3trnamuno-8-henun-1,3-nuazacnupo[4,5 | nekan-2-on
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Cranus | u cragus 2: 3tin-(8-denmn- 1,4-nuokcacnupo[4,5 | nek-8-mwi)amun runpoximopun (INT-1004).

Cwmecs 1,4-muokcactupo([4,5]nekan-8-ona (25,0 r, 160,25 mmons, 1,0 3xB.) u 2M pactBopa EtNH, B TT'®
(200 M, 2,5 skB. 400,64 mmons) B EtOH (30 Mi1) nepemernnBaiy npu KOMH. TeMIL. B TeueHue 48 4. Peakunon-
HYIO CMECh KOHIIGHTPHPOBAJIM B aTMOc(epe aproHa M ocTaTtok pasodasminu a¢pupoM (60 mir) 1 npudaBUIN CBEXe-
noxydeHHslid pactBop PhLi [nmosydyennsiit myrem npubasnenus 2,5M H-BuLi B TT'® (70,5 M, 1,1 skB. 176,27
MMOJIb) K pacTBopy Opombensomna (27,675 r, 1,1 3xB. 176,275 mmons) B adupe (100 M) mpu -30°C u nepeme-
MIMBaJX NPH KOMH. TEMIL. B TedueHue 1 4). PeakimoHHyI0 cMech nepeMeluBany Ipyu KOMH. TeMI. B TeueHue 1,5
4, noracuii HackimeHHsIM pactBopoM NH,Cl (100 M) mpu 0°C 1 sxcTparupoBaiy stuianeratoM (2 x 750 mi).
OOBeIMHEHHYI0 OpraHuuecKylo a3y MpoMbuUTH Boaoi (3 x 350 M), HACBHIIIEHHBIM BOIHBIM PAaCTBOPOM XJIOPH-
na Hatpust (300 mu), cymunu Hag Na,SO4 U KOHLIEHTPUPOBAIU MPU MOHIKEHHOM JaBieHuH. [lonyueHHsli oc-
TaTOK PacTBOpWIM B dTHIAMETHIKeTOHOM (100 M) M mpubaBwm TpuMermicuanixiopun (37,5 mi) npu 0°C.
[NomydeHHyr0 CMeCh IEPEMEIINBAIM MIPH KOMH. TEMIL. B TedeHHe 16 4. BrimaBiee B 0caok TBEPAOE BEIIECTBO
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OTQMIBTPOBAIH U MPOMBIBAIN ALETOHOM C IOCIeAyIomuM npoMbiBanueM TI'® ¢ momyuenneM »tui(8-deHwmn-
1,4-mokcactmpo[4,5]nek-8-1in)aMuH THAPOXJIOPUAOM B BHAE OCIIOTO TBEPIOTO BEIIECTBA C METAJUTMYCCKAM
OTTEHKOM. J[aHHYIO PEaKIHIO BHITOJHIIIN B IBYX 3arpy3Kax ¢ 3arpy3Koi 25 T 1 BBIXOJ MPUBENEH ISl IBYX 00b-
eMHEHHBIX mapTHii. Berxon: 18% (17,1 T, 57,575 mmons). JKX-MC: m/z 262,2 (M+H)'".

Cramus 3: 4-3tunamuHo-4-penunmukiorekcanon (INT-1005).

K pactBopy atmn-(8-penwmi-1,4-nnokcactupo[4,5]nek-8-un)amun ruapoxiopuga (10,1 r, 34,0 mmoisb, 1
9kB.) B Boze (37,5 mu) nmpubasuin ko, BogH. HCI (62,5 mu) npu 0°C 1 mosrydeHHYI0 CMECh NepeMelIInBali
IpU KOMH. TeMIL B TeueHHe 16 u. Peakuuonnyro cmecs noamenounnu BoaH. NaOH (pH -14) mpu 0°C u sxctpa-
rupoBas [IXM (2x750 mur). Opranmdeckyto ¢asy npomsut Bogor (400 Mit), HAaCHIIICHHBIM BOJHBIM PacTBO-
pom xnopuaa Hatpus (400 M), cymmnu Hag Na,SO4 v KOHIICHTPUPOBAIH TIPH MOHUKSHHOM JaBJICHHUH C TIOJTY-
qeHUeM 4-3THIIaMHHO-4-(EHUIIMKIOTeKCAaHOHA, KOTOPBIN HCIOB30Bai Ha CIEAYIOMEH cTaauu 0e3 TOTIOTHH-
TEJIHHOU OYUCTKH. JIaHHYIO PEaKINio MPOBOJWIHA B APYTrOd MApTHU C 3arpy3koi 15,1 T ¥ BBIXOJ MPUBEACH AJIS
IBYX 00beArHEHHBIX apTuil. Bexon: 92 % (17,0 r, 78,34 MmMous).

Cragus 4: cMech IUC M TPAaHC HM30MEPOB 8-3THIAMUHO-8-(peHmi-1,3-qua3acnupol4,5]|nekan-2,4-11uona
(INT-1006 u INT-1007).

K pactBopy 4-3Trmnamuno-4-penmnukiorekcanona (17 r, 78,341 mmons, 1,0 3xB.) B EtOH (250 mu) u Bo-
ne (200 mur) mpubaBumu (NH,),CO; (18,8 T, 195,85 MMoib, 2,5 9KB.) B pPEaKIIMOHHYIO CMECh MIEPEMEIIHBAIH MTPH
KOMH. TemIl. B TeueHue 15 muH. [Ipudaumu KCN (5,09 r, 78,341 mmons, 1,0 9KB.) U IepeMeIIUBaHHE MTPOIOI-
skuu nipu 60°C B Teuenue 18 4. PeakioHHyo cMech OXJIaquiiv 10 KOMH. TeMIl. BblnaBiiee B 0caiok TBEpI0e
BEIIECTBO OTQUIBTPOBAIH, MpoMbIBaik Bojor (250 mi), EtOH (300 mur), rekcanom (200 M) U CyIIWIH TpU
TTOHIKEHHOM JIaBJICHUM C TIONYyYeHHEM CMECH IIHC W TpaHC H30MEpOB 8-3THiaMuHO-8-penwm-1,3-mmuaza-
cimpo[4,5]nexan-2,4-quona (13,0 r, 45,29 mmons, 58%) B Buzme Oenoro TBepaoro emiecta. Bexoma: 58 % (13
T, 45,296 MMomb). XKX-MC: m/z [M+1]" = 288,2.

Cramus 5: nuc-8-sTrmamuno-8-penmn-1,3-nmuazacnupo[4,5 | nekan-2,4-muon (INT-1006).

K pacTBOpYy cMecH IHC W TpaHC M30MEPOB S-3THIIaMHHO-8-(heHwI-1,3-nnazacimupo[4,5|nexan-2,4-11uoHa
(12 r) B MeOH-JIXM (1:1, 960 mi) mpubaBwnu pactBop L-BuHHON KuciIoTel B MeOH (25 Mur) u mosrydeHHYIO
CMECh MepeMEIIBaU MIPU KOMH. TEMII. B T€UEHHUE 2 4 U 3aTeM XpaHWIN B XOJOIWIbHUKE B TeueHue 16 4. Bei-
naBIlee B 0CaJ0K TBEPJOE BEUIECTBO OTGHIbTpoBaiy U npombiBam MeOH-AXM (1:5, 50 mi) ¢ nomydeHnem
BUHHOKHCIIOHN conu §-3TrnamMuHo-8-penmn-1,3-auazacnupo[4,5|nekan-2,4-nuona (7,5 r) B Buae 6€I0ro TBEpIO-
ro BeniecTBa. K maHHOMY TBepzomy BeriecTBy npudasmiy Hacsi. BoaH. NaHCO; (pH~8) u nomy4yennyio cmech
skctparupoan 25% MeOH-IXM (2 x 800 mur). O0benuHeHHast opranudeckast $aza mpoMbutd Bogoi (300
MJI), HAaCHIIIEHHBIM BOJHBIM pacTBOpoM xiopuza Hatpus (300 mur), cymmnum Han 6e3BoaHbM Na,SO4 M KOHIICH-
TPUPOBAIM MPU NOHMKEHHOM JaBieHuu. Octatok pactupanu 20% JIXM-rekcaHn U noy4eHHOE TBEPIOE Belle-
CTBO CYIIWIM TIPA TIOHWKCHHOM JaBJICHUM C TMOJYYCHHEM IHC-8-3THIIAMHHO-8-(eHmI-1,3-n1azacmm-
po[4,5]nekan-2,4-nroHa B Bue O6€I0ro TBEpAOTo BenlecTBa. JJaHHYI0 CTaauio BEITIONHIIIN B IBYX 3arpy3kax (12
r u 2,4 T) ¥ BBIXOX NpuBeneH i 2 o0benuHeHHBIX mapTuid. Berxoa: 31,2 % (5,0 T, 17,421 mmomns). KX-MC:
m/z [M+1]" = 288,0.

Cramus 6: nuc-8-sTmiaMmuno-8-penmn- 1,3-nmuazacnupo[4,5 | nekan-2-ou (INT-1008).

K cycnensun LiAlH, (793 wmr, 20,91 mmomns, 3,0 9kB.) B TI'® (15 mu) npubaBuim CyCHEH3HUIO ITUC-8-
sTIIaMuHO-8-penmn-1,3-auazaciupo[4,5 | nekan-2,4-nmuona (2,0 r, 6,97 mmons, 1,0 3xB.) B TI'® (60 M) mpu
0°C u peaknuoHHyIo cMech HarpeBam 10 65°C B Teuenne 16 4. Peakunonnyto cmech oxmanuinu a0 0°C, mora-
cuiy Hacel. BoaH. Na,SOy4 (20 mun), mepeMeIiBaiy pu KOMH. TEMIL. B TedeHne | 4 ¥ OTGHUIBTPOBAIN Yepes3
cioit emuta. Ocratok nmpoMeuta 15% MeOH-JAXM (500 mi). O0bemuHEHHBIH QUIBTPAT CYIIMIN Hal O0€3BOJ-
HbIM Na,SO4 ¥ KOHLEHTPUPOBAIU MPU MOHMKEHHOM JIAaBJICHUU C MOJYUYEHUEM CHIPOTO MPOJYKTa, KOTOPHIN pac-
tapanmu ¢ 15% JAXM-rekcaH ¢ nojy4eHHeM Iuc-8-oTinaMuHo-8-dhenmi-1,3-nuazacriupo[4,5]nekan-2-ona (INT-
1008) (1,6 r, 5,86 mmonb, 84%) B Buae Oenoro TBepaoro BemecTBa. Bexon: 84 % (1,6 T, 5,86 Mmois). XKX-MC:
m/z [M+1]" =274,2.

Cunre3 INT-1026: nuc-8-(Metmin((TeTparuapodypaH-3-miI)MeTHIT)aMUHO )-8-heHunn- 1 ,3-qua3acm-
po[4,5]nexan-2-oH
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INT-1026

Cramus 1: 2-metun-N-(1,4-nuokcacnupo[4,5]nexan-8-mineH ) mpomnan-2-cyabUHAMII.

Orokcun Tutana (58,45 r, 256,4 mmois) mpubaBUiIN K pacTBopy 1,4-nrokcacnupo[4,5]nekan-8-ona (20 r,
128,20 mmoup) 1 2-meTtunmnponad-2-cyiabhuHamuaa (15,51 r, 128,20 mmoinp) B TT'® (200 M) mpu KOMH. TEMTI.
W PEaKIMOHHYIO CMECh MEepeMEIINBaIN MIPH KOMH. TeMI. B TeueHne 18 4. PeakunoHHyro cMech OXJIaguin IO
0°C u moracwiu myTeM HpudaBiIcHus Mo KamiM Hackiml. BogH. NaHCO; (500 mur) B Tedenue nmepuoaa 30 MuH.
Oprannyecknii npoaykt skctparupoBanu EtOAc (3x100 mir). OObeqMHEHHBIE OPTaHUYECKUE KCTPAKTHI CYIIIN-
i Haj Oe3BomHbIM Na,SO, M KOHIICHTPHUPOBaIM B BakyyMe ¢ monydeHuem 10 1 (cwipoii) 2-metnn-N-(1,4-
nokcactupo[4,5 | nexan-8-mimaeH )nporman-2-cynbpuaaMus B Buae o6emoro tBepaoro BemecTtBa (TCX cucrema:
30% stunanerat B rekcane; Rf: 0,30).

Cranus 2: 2-metun-N-(8-denmin-1,4-nuokcacnmpo(4,5] nexan-8-nin)nponan-2-cyibhUHAMHI.

Oenmnmaruuitopomuy (1M B TI'®, 116 mi, 116 MMounb) nprbaBuiIM 10 KarisiM K pacTBOpy 2-MeTriI-N-(
1,4-nnokcactimpo[4,5]nekan-8-mmneH)nponan-2-cynspunamuna (10 r, 38,61 mmons) B TT'® (500 mi) npu
-10°C B atmocdepe aprona. PeakninoHHyto cMech nepemMemmunBaini B Tedenre 2 9 npu oT -10 mo 0°C. Oxonuanue
peakuuy KoHTposmpoBaiu ¢ momoinsio TCX. Peakimonnyio cmeck noracuiu Hackinl. Bogd. NH4Cl (50 mu) mpu
0°C u oprarmmueckui mpoAykT dskcTparupoBanu EtOAc (3x100 mir). OObemHEHHBIE OPTAaHHYECKAE IKCTPAKTHI
cymmi Hax 6e3BoaHbIM Na,SO4 M KOHIEHTPHPOBAIH B BakyyMe. OCTaTOK OYHMINAIN C TIOMOIIBIO KOJIOHOYHOH
xpomarorpaduu (cmmmkarens 230-400 menr; 40-60% sTunmarerat B rekcane) ¢ moxydenuem 6,0 T (46%) 2-
MeTI-N-(8-penmn-1,4-nnokcacnupo[4,5 ] nekan-8-wn)npomnan-2-cynbpuaamuna B Bune xuakoctu (TCX cuc-
teMa: 70% sTunanerata B rekcane; Rf: 0,30).

Cramus 3: 8-penmi-1,4-muoxcacnupo[4,5 ] nexkan-8-aMuH TUAPOXIOPHUIL.

2N pactBop HCI B mudTrmoBom adupe (17,80 M, 35,60 Mmmoms) npubaBmim K pactBopy 2-MeTria-N-(8-
(dhennn-1,4-quokcactinpo[4,5 | nekan-8-un)nponan-2-cynppuHamuna (6,0 r, 17,80 mmoins) B IXM (60 Mi) npu
0°C. PeaknnoHHyI0 cMeCh IEpEMEIIMBANIY NIPU KOMH. TEMII. B TeueHHE 2 4. PeakIMOHHYIO0 cMeCh KOHIIEHTPHUPO-
Bany B Bakyyme. OCTaTOK MPOMBUIH JUATHIIOBEIM 3(UpoM ¢ monydeHueM 3 T (ceipoit) 8-henmi-1,4-grokca-
cnnpo[4,5]nexan-8-aMuH THAPOXIJIOpHIA B BUIE KopuaHeBoro TBepaoro BemectBa (TCX cucrema: 5% MeOH B
JOXM; Rf: 0,10).

Cranus 4: 8-¢pennn-N-((terparuapodypan-3-un)mernn)-1,4-nquokcacnupo [4,5]nexan-8-aMuH.

nanoGoprunpun Hatpus (2,17 1, 33,45 mmons) mpubaBuimm K pacTtBopy 8-¢enmi-1,4-nuokcacmu-
po[4,5]nexan-8-amun rugpoxsopun (3,0 r, 11,15 Mmoins) u Terparuapodypan-3-kapoansaeruna (4,46 mi, 22,30
MMOJIb) U yKcycHO# kucioTsl (0,05 mur) B metanone (30 mur) mpu 0°C. PeakmmoHHYIO CMECh TIEpEeMENTUBAIH TTPH
KOMH. TeMII. B TedeHue 16 4. PeakImoHHYI0 cMech KOHIIEHTpUpoBaiu B Bakyyme 1ipu 30°C u k ocraTky mpuba-
B Hackim. BogH. NaHCOj;. Opraamueckuid mpoAaykt skctparupoBanu JIXM (3x30 mu). O0benuHeHHBIE Op-
TaHUYECKHME SKCTPAKTHI CYIIIN Haz 0e3B0qHbIM Na,SO4 M pacTBOPHUTENb KOHIEHTPUPOBAIH NP IIOHHKEHHOM
JaBJICHUH ¢ moiydeHueM 3 T (ceipoit) 8-penun-N-((terparnapodypan-3-mi)merun)-1,4-guokcactmpol4,5]ne-
KaH-8-aMuH B Buze nonyteepaoro Bemectsa (TCX cucrema: 10% MeOH B JIXM; Rf: 0,22).

Cramus 5: N-metwi-8-pernn-N-((terparuapodypan-3-un)mernn)-1,4-nuokcacnupo[4,5] nekan-8-aMuH).

Huano6opruapun Hatpus (1,76 T, 28,39 MMoup) nmpubdaBmiu K pacTBopy 8-pernn-N-((trerparuapodypan-
3-mm)metnn)-1,4-quokcactmpo[4,5|nexan-8-amuna (3,0 T, 9,46 mmons), 37% dopmamsaeruna B Boae (7,70 mi,
94,60 mmoutp) 1 yrcycHo kucaoTsl (0,05 mir) B meranoe (30 mur) npu 0°C. PeaknimoHHYIO cMech IepeMeIInBa-
JIM TIPY KOMH. TeMIL. B TedeHne 16 4. PeakinoHHyI0 cMech KOHIICHTPHPOBAJIHN B BaKyyMe U MPHOaBHUIIH K OCTaT-
Ky Hachi. BogH. NaHCO;. Opranmueckuii nmpoaykT skctparuposanmu JIXM (3x30 mur). OObenuHeHHbIE opra-
HUYECKHE DKCTPAKTHI Cymrmind Haja 0e3BogHeM Na,SO, M pacTBOpUTENs KOHIICHTPUPOBAIH NPH MOHIKEHHOM
naBiaeHUH. [10JIy9eHHBINM OCTAaTOK OYHINATH C IOMOIIBI0 KOJOHOYHOH Xpomarorpaduu (cmmukarenb 230-400
menr; 5-6% MeOH B AXM) ¢ nomyuenuem 2,50 r (83%) N-metnn-8-¢penmn-N-((Terparugpodypan-3-mi)me-
Tin)-1,4-nuokcacmupo[4,5 | nekan-8-amuna B Bume noxyTtBepaoro BemectBa (TCX cuctema: 10% MeOH B
JOXM; Rf: 0,25).

Cranus 6: 4-(metun((TeTparnapodypas-3-niI)MeTHI)aMUHO)-4-()eHITIMKIIOT €KCaHOH.

5% cephyro kucioty B BoJe (25 mi) npubasunu k N-metnin-8-penmin-N-((terparnapodypan-3-uia)MeTn)-
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1,4-nuoxcacnupo[4,5]nexan-8-amuny (2,50 r, 7,55 Mmmop) nipu 0°C 1 OTYyYEHHYIO CMECh TIEpEMENTHBAIN TTPH
KOMH. TeMII. B TeueHue 24 4. PeakunonHyto cMmech noracuiiv Hachil. BogH. NaHCO; u oprannueckuii npoayKT
skctparupoBanid JIIXM (2x50 muin). OO0bequHeHHBIE opraHwdeckne (a3pl Cymmian Hax 0e3BoaHbM Na,SO, u
KOHIICHTPUPOBAJIH B BaKyyMe ¢ roiydeHueM 2,0 1 (ceipoit) 4-(Metui((teTparuapodypaH-3-miI)MeTHI)aMHHO )-4-
(ernmnmukiorekcanona B Buae rycroit xuakoct (TCX cucrema: 10% MeOH B IXM, Rf: 0,20).

Cramus 7: 8-(Mmetun((TeTparuapodypaH-3-mi)MeTHI)aMuHo)-8-hennn-1,3-muazactupo [4,5] nexan-2,4-
JIVOH.

4-(Metwi((Tetparuapodypan-3-mi)MeTri1)aMuHO )-4-permnukiorekcanod (1,50 T, 5,22 MMoIb) CycIieH-
nmuposany B 30 M EtOH:H,O (1:1 06./06.) mpu koMH. TemIl. B atmocdepe aprona. [Ipudasmm (NH,),COs (1,9
r, 13,05 mmonb) u KCN (0,34 1, 5,22 mMounb). Peakimonnyto cMmech Harpeanu a0 70°C B TeueHue 16 4. Peak-
IIMOHHYIO CMeCh Pa30aBmIIM JIEA-BOa U OPraHMYECKUH MpoaAyKT sKcTparupoBanu JJXM (2x50 mir). O0beanHeH-
HYyI0 opranudeckyio $azy cymmu Hag 6e3BoaHbIM Na,SO4 M KOHIIEHTPUPOBAIN B BaKyyMme ¢ monyderuem 1,0 T
(cwipoit)  8-(Metmn((TeTparuapodypaH-3-mI)METHIT)aMUuHO)-8-hennn-1,3-muazactupo[4,5 | nekan-2,4-1MoHa B
Buze TBepaoro BemecTra (TCX cuctema: 70% stmmanerar B rekcane; Rf: 0,18).

Cramus 8: nwmc-8-(merun((Terparnapodypan-3-ui)MeTiI)aMuHo)-8-pernn-1,3-muazacnupo [4,5] nexaH-
2,4-nuoH.

JuactepeomepHyto  cMmech  8-(Metui((TeTparuapodypan-3-mi)MeTHI)aMUHO)-8-penun-1,3-auazacnu-
po[4,5]nekan-2,4-muoH (1,0 r) oTnenmm oOpameHHo-¢a3zHoN npenapatuBHoii BOXX ¢ momydyenuem 400 mr
m3omepa 1 (mue-8-(metun((terparuapodypan-3-wmm)MeTrin)aMuHo )-8-penni-1,3-1nazacnupo[4,5 | nekan-2,4-1u-
oHa) u 60 mr msomepa 2 (TpaHc-8-(MeTmi((TeTparunpodypaH-3-miI)MeTHI)aMHHO)-8-pennn-1,3-auazacmu-
po[4,5]nekan-2,4-quona) u 300 Mr cMmecn 000MX W30MEPOB. YCIOBHUS OOpaimeHHO-()a3HOW TpernapaTHBHON
BOXX: mogsmxknast ¢daza: 10 MM rugpokapoonat ammonust B H,O/aneronutpun, kononka: X-BRIDGE-C18
(150*30), 5 mxwMm, rpaguent (T/B%): 0/35, 8/55, 8,1/98, 10/98, 10,1/35, 13/35, ckopocTh ToTOKa: 25 MIJI/MHH,
pasbaBuTelnb: moaBkHas dazat TTO.

Cramus 9: 1uc-8-(merun((TeTparuapodypaH-3-mi)MeTrn)aMuHo)-8-hern-1,3-auazacnupo[4,5 | nexan-2-
oH (INT-1026).

LiAlH; (1M B TT'®) (4,48 M, 4,48 MMoib) pubaBuin K pacTBopy uuc-8-(mermn((terparuapodypan-3-
WI)METH)aMuHO )-8-enm-1,3-auazacnupo[4,5 | nekan-2,4-nuon (m3omep-1) (0,4 r, 1,12 mmons) B TT'D:Et,0
(2:1 06./06., 15 mu) mpu 0°C B atmMocdepe aprona. PeaknmmonHyro cMech nepememmnBainy npu 65°C B Teuenue 16
4. Cmech oxmamumm g0 0°C, moracwim HackIm. BogH. Na,SO, (1000 M) 1 oTGHIBTpOBAIH Yepe3 CIIOH IenuTa.
@unbrpaT cymuny Hag 6e3BonHbM Na,SO; M KOHIEHTPHPOBAIM B BakyyMme. OCTaTOK OYMINAIH C ITOMOLIBIO
KOJIOHOYHOW Xpomarorpaduu (cunukarens 230-400 menr; 5-6% MeOH B IXM) ¢ nomxyuenuem 0,3 r (78%) 1uc-
8-(metmi((TeTparunpodypan-3-mi)MeTnia)aMuHo )-8-herni-1,3-auazacriiupo[4,5]nekan-2-on (INT-1026) B Bune
6eroro TBepmoro BemiectBa ¢ MetanieckuM orteHKoM. (TCX cucrema: 10% MeOH B IXM, Rf: 0,2). JKX-
MC: m/z [M+1]" =344,2.

Cunre3 INT-1031: uc- 1 -(MuKI00y THIIME THI ) -8 - TUMeTHITaMHHO-8 -(3 - Topdhennn)-1,3-nnazacru-
po[4,5]nexan-2-oH
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Cramust 1: 1muc-1-(uuKio0y THIMETH )-8 - IMMe THIIaMHHO-8-(3 - Topdhernn)-3-[ (4-MmeTokcudeHT)MeTHII |-
1,3-nuazacrimpo[4,5]nexan-2-oH.

[To amamormm ¢ MmetojoM, omucaHHBIM Uit INT-952, muc-8-numernnamuno-8-(3-dropdhennn)-3-[(4-
MeTokcudpeHmn)MeTmI|-1,3-mua3zacupo[4,5 | nekan-2-on (INT-974) Obin mpeBpamieH B Iuc- 1 -(IUKIOOYTHII-
MeTH)-8-muMeTriaMuHo-8-(3-propdennn)-3-[ (4-meToxcudennn)mernin]-1,3-muazacrimpo[4,5 | nekan-2-oH.

Cramus 2: muc-1-(nukmo0yTrmmMeTi)-8-quMetrinaMuHo-8-(3-propdenmn)-1,3-auazactupo [4,5] nexan-2-
OH.

[To ananornu ¢ metooM, onrcaHHbM 11t INT-982 cramuu 2, 1-(LUKI00Y THIMETHIT)-8 - TMMETHIIaMUHO-8 -
(3-propdenmn)-3-[(4-merokcudenmn)mermi]-1,3-mnazacnupo[4,5 | nexkan-2-oH Obl1  mpeBpamieH B 1-(uukio-
OyrriMeTH)-8-quMeTriaaMuHo-8-(3-gropdenmn)-1,3-nnazacimpo[4,5|nekan-2-on (INT-1031).

Cunres INT-1037: 8-(mumernnaMuHo)-2-okco-1,3-nmuazacnupo[4,5 ] nexan-8-kapOoHUTpHI

ol .
cram{ﬂ 1 Hy CTATHA 2 HN CTAIEA 3H|\ \J—
ey T O T O
G}‘H L] tJ}‘H W

INT-1037

Cramus 1: 9,12-nmnoxca-2,4-nmua3acnupo[4,2,4"{8},2"{5} JreTrpagekan-3-oH.
Jlutnitamomunniiruapuy (2,2 5kB., 292 MMoib) cycrieHnuposany B TI'® (400 mMi1) ¥ CyCHEH3UIO OXJIa 1IN
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o 0°C. 8-(Iumerminamuno)-8-(M-tommn)-1,3-nmuazacnupo[4,5]nekan-2-on (B, 75 mr, 0,261 mMMmois) (ctamgus 1
INT-965) no mopumsm npudasmm pu 0°C. Peakuonnyro cmech nepememuBanu 1,5 1 npu 0°C, 3areM B Teue-
HUE HOYMW NP KOMH. TeMIl. 1 3aTeM 2 4 npu 40°C. Peaknmonnyio cMech oxnaamim 10 0°C, 0CTOPOXKHO IMOTach-
mm Hachl. BogH. Na,SO,, EtOAc (400 M) npubaBuiM 1 MOJy4YEHHYIO CMECh NEPEMELINBAIIN B TeUEHHE 2 9 U
3aTeM OCTaBHMJIM 0e3 MepeMenInBaHMs B Te4eHHE 2 4 NMpH KOMH. TeMrl. Ocafiok OTGHIBTPOBAIM U IPOMBIBAIIN
EtOAc u MeOH. Ilony4yeHHBIN TBEpABIA OCTATOK CYCHEHIUPOBAIU B METaHOJIEC U NMEPEMENIMBATM NPU KOMH.
TeMIl. B TeueHre Houu. Ocasok oThmIbTpoBanu u oTOpocwmin. OuibTpaT KOHIEHTPUPOBAIH TIPH TTOHWKEHHOM
JIaBJICHUH, OCTaTOK OCHOBATEJHHO cycneHanposainu B Boze (50 mi) npu 40°C, ocagok OTQHUIBTPOBAIH U CYIIIH-
JU TIpY TIOHIKEHHOM JaBIIeHWW ¢ monydeHueM 9,12-nmokca-2,4-nuazacrmpo[4,2,4"{8},2"{5}]rerpanekan-3-
ona (11,4 r, 41%). Macc-crextp: m/z 213,2 (M+H)".

Cramus 2: 1,3-nuazaciiupo[4,5]nexaH-2,8-110H.

Ilo amamormu c¢ MetomoMm, omucaHHbiM g INT-1003 cragus 3, 9,12-mumoxca-2,4-muasaciu-
po[4,2,4"{8},2"{5} ]reTpanekan-3-oH oOpaboramu koHr. BomH. HCl mis mpeBpamenus B 1,3-amazacmu-
po[4,5]nexan-2,8-mon. Macc-crextp: m/z 169,1 (M+H)".

Cranus 3: 8-(nuMeTminamMuHO)-2-0kco-1,3-nuazacnupo[4,5 ] nexan-8-kapoorutpun (INT-1037).

Io ananorum ¢ Meromom, omucanHbM st INT-965 craguu 1, 1,3-nuazacnupo[4,5]nekan-2,8-1uon oopa-
0OoTamy IUMETHIAMHHOM W LHAHHJIOM Kalus JUIs1 TpeBpamieHus B §-(IMMETHIAMHUHO)-2-0Kco-1,3-1maza-
ciiupo([4,5]nexan-8-kap6onutpun (INT-1037). Macc-cniektp: m/z 223,2 (M+H)".

Cunte3 INT-1038: muc-8-(numetmnamMuHo)-8-(M-Tomn)- 1,3-auazacnupo[4,5 | nekan-2-oH

\ \
o)\ N \Y o N
INT-1037
INT-1038

K cycnensun 8-(muMeTunamuHO)-2-0kco-1,3-mua3acupo[4,5]nekan-8-kapoonutpmia (200 wmr, 0,90
MMoJib) B TT'® (4 Mut) mpu KOMH. TeMIl. pubaBwiy mo KamsiM 1M 6pom(M-Tonmwi)marauii B TT'® (4 3ks., 3,6
MMOJIb, 3,6 MJI) ¥ PEaKIIMOHHYIO CMECh MEPEMEIIUBAIN B TeUeHUE | 4 mpu KoMH. Temi. [IpubaBuiau qOMOITHH-
TenpHy0 mopuuio 1M 6pom(Mm-tonmn)maraus B TT® (1 3ks., 0,8 Mi). PeaknoHHYI0 cMeCh MepeMEIIUBaIH MPH
KOMH. TEMIL. B TeYEHHE HOYM, 3aTEM IOracuin MetaHoioM/Boaoil. Teeproe Bemectso NH,Cl u JIXM npubasu-
JIM K TIOJTYYCHHOW CMECH M 0caiok oTduipTpoBanu. Opranmdeckyro a3y ¢puibTpara OTISIWIA U BOAHYIO a3y
skctparupoanu JIXM (3x). O0benuHeHHbIe Opranndeckre (as3el cymiy Hag 6e3BoaH. Na,SO,4 U KOHIIEHTPH-
pOBaNM TIPH MOHWKCHHOM AaBiicHHH. OCTaTOK OYHINAIH C IMOMOMIBIO (idm-xpomarorpaduu Ha CUIHKaresie
(IXM/MeOH, or 100/0 mo 65/35) c¢ mnomydeHueMm nuUc-8-(IUMETHIIAMHHO)-8-(M-ToMMIN)-1,3-1nazacnm-
po[4,5]nexan-2-ona (INT-1038) (81 mr, 31%). Macc-crekTp: m/z 288,2 (M+H)".

Cunre3 INT-1059: Tpanc-8-(numermamMmuno)-8-penmn-1,3-nmuazacnupo[4,5 | nekan-2-oH

i
) Y_ cTagma l " Y  cTagmHA 2 " e
G*I'“H G/’LH
INT-1059

Cranus 1: TpaHc-8-(quMeTminaMuHo)-8-penn-1,3-auazacnupo[4,5 | nekan-2,4-1uoH.

K nepememmBaemMoMy pactBopy 4-mumeTmiiaMuHo-4-permnukiorekcanona (250,0 r, 1,15 monb, 1,0 9kB.)
B EtOH (2,5 ) u Boas! (2,1 ;) mpubasumu (NH,),CO; (276,2 1, 2,87 MoIIb, 2,5 9KB.) U pEaKIMOHHYIO CMECh TIe-
peMeNMBaIy MpU KOMH. TeMIl. B Tedenue 15 mun. [Ipubasumm KCN (74,92 1, 1,15 moms, 1,0 2kB.). Peaknnon-
Hyl0 cMech nepeMernuBany npu 60°C B Teuenue 18 4 1 3aTeM QuIbTPOBaIM B rOpsYEM COCTOSHHU OT(HMILTPO-
BaJIM C MMOJIy9eHHEM OeJIoro TBEPIIOTO BEUIeCTBa, KOTOPOE MPOMBLIH BOIOH (2,5 ), atanosnom (1 1) u rekcanom
(2,5 m). TlomydueHHOE TBEpJOE BEMIECTBO CYIIWIM IPHU IOHWKCHHOM JaBIICHUH C TIOJYYCHHEM IHC-8-
TUMETHIaMUHO-8-perni-1,3-mma3zaciupo[4,5]nexan-2,4-quoHa (223 1, 0,776 Monb, 65%) B Buae Oenoro TBep-
Joro BerecTBa. OUIbTpaT cOOpaIM U3 HECKOJIBKUX MapTuii (~450 r), KOTOphie comepikall CMeCh ITUC U TPAaHC
n3oMepbl. PUIBTPAT KOHLUEHTPUPOBAIH TP MOHIWKEHHOM AaBJICHHHM M TBEPJOC BEIIECTBO OTQHIBTPOBAIH H
npoMbiBany Bojo# (1 1) u rexcanom (1 ). TBepplil MaTepHra CyIIHIM PY HOHIKEHHOM JaBJIEHUH C MOJyde-
H1eM ~100 r cmech e U TpaHc (TJ1aBHBIN) n30MepoB. CHIpOH MaTepuai YacTHYHO PAcTBOPSUIA B TOPSTYEM CO-
crostund MeOH (600 M) ¥ oxiaxkJIany 10 KOMH. TeMIl. (HIBTPOBAIN Yepe3 BOPOHKY M3 CIICUEHHOTO CTEKJIa
or¢unbTpoBasn, npoMbiBain MeOH (200 M) ¢ mocnenyronmM npomsiBanreM s¢upoM (150 mi) u cymmnm ¢
nomydenneM TPAHC-8-gumernnamuno-8-pennn-1,3-qua3acnupo[4,5]nekan-2,4-muona (50 r, 0,174 MMoib,
~9-10%).

Cramus 2: TpaHc-8-(quMeTrmiaMuHo)-8-henni-1,3-auazaciupo[4,5 |nexan-2-on (INT-1059).

ITo amanmormm ¢ MeromoMm, omucaHHbIM mist INT-976 cramum 2, TpaHC-8-THUMeTHIAMHHO-8-heHnn-1,3-
nmuazacniupo[4,5]nekan-2,4-nuon obpaboramm LiAlH,; mis mpespamenuss B TPAHC-8-(numermmamMuHO)-8-
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dennn-1,3-mmazacrupo[4,5]nexan-2-on (INT-1059). Macc-crextp: m/z 274,2 (M+H)".
Cunre3 INT-1068 u INT-1069: mmc- u Tpanc-8-(aumerniamuno)-8-dpenun-1-(2,2,2-rpudropatuin)-1,3-
nuazacnupo[4,5]nekan-2-oH

M- M— M—
cTaqeEa 1 CTATHA 2
—_— —_—. D
H:N" "GN )l“r-l M
G £ H
craqua 3

INI 1068 IN1 1D65

Cramus 1: 1-aMuHO-4-1UMeTHIAMUHO-4-(D e HIITITUKIIOTeKCAHKApOOHUTPHII.

K mepememmBaemoMy pacTBopy 4-aumMeTniaamMuHo-4-penummmiiorekcadona (50 r, 230,096 mMoins) B
MeOH (400 mur) mpubasmwmm NH4CI (24,6 T, 460,8 Mmmoinb) ¢ mocnenyronum npubasieauem NH,OH (400 o)
IpY KOMH. TEMII. ¥ PEaKIMOHHYIO CMECh TiepeMeInnBaiy B Tedenue 15 mun. [Ipubasnmm NaCN (22,5 1, 460,83
MMOJIb) H MOJTYYEHHYIO CMECh NTepPEMELINBAIN B T€YCHUE 16 4 MPH KOMH. TeMIl. PeakiMoHHYI0 CMech 3KCTparu-
poBaym JIXM (3x750 mir). O0beqMHEHHYIO OpraHudecKyro (a3y nmpoMbutd Boo# (750 mit), HACHIIIEHHBIM BOJI-
HBIM pacTBOpOM xytopuza Hatpus (750 mur), cynmnu Hax Na,SO4 M KOHIICHTPUPOBAIM NPU HOHMKEHHOM JIaBJIe-
HuH. Ocrarok pactupanu ¢ JIXM/rekcan ¢ TOJNydeHHEM CBIPOTO 1-aMHHO-4-IUMETHIIaMHHO-4-()eHIIHKIO-
rekcankapoonutpuna (50 r, 90%) B Bume 0er0ro TBEpPIOTO BELIECTBA C METAJUIMYECKHUM OTTEHKOM, KOTOpPOE
WCTIONIB30BaJIN HA CIEAYIOMEeH cTanuu 0e3 JonoHuTeNbHON ouncTKd. XXX-MC: m/z [M+H] = 244,2 (MW pacu.
244.09).

Cramus 2: N-(1-muano-4-qumeTrnaMuHo-4-GeHmukinorekcnn)-2,2,2-tpudropameraMu.

K pactBopy 1-amuHO-4-aumeTninaMmuHoO-4-heHumuKiIorekcankapoonutpuna (5,0 r, 20,57 mmomns, 1,0
9kB.) B TT'® (100 mur) mpubaBunu DIPEA (10,72 mu, 61,71 mmons, 3,0 2kB.), TpudTOpyKCycHYIO KUCIOTY (1,89
M, 24,69 mMonb, 1,2 3xB.) u T3P (18,2 mu, 30,85 mmonsb, 1,5 3xB.) npu 0°C. PeakiioHHYI0 CMECh MepeMelin-
BaJIM TIPH KOMH. TEMII. B TedeHue 16 4, 3atem pazbasmmu Bomoi (100 mi) u skcrparupoBamu 10 % MeOH B
JAXM (2x250 mum). OOBeTMHEHHYIO OpTraHUYecKyto (a3y MPOMBLIN HACBHIIIEHHBIM BOIHBIM PAaCTBOPOM XJIOpHIA
Hatpus (100 mur), cymum Hag Na,SO4 1 KOHIICHTPUPOBAIH MPU TOHIKEHHOM JIABJICHUH C ITOJTYICHHEM ChIPOTO
N-(1 -mmano-4-nmuMeTHiIaMuHO-4-()SHIITITUKIOTEKCIIT)-2,2, 2-Tpu TopareTaMuia B BUAC CBETIO-XKEITOTO JIHII-
KOTO MaTepuaia, KOTOPBIH UCTIONB30BAIH Ha CICIYyIOIIeH craquu 0e3 MomoNHUTeIbHON ounctku. KX-MC: m/z
[M+1]"=339,9 (MW pacu. 339,36).

Cranus 3: 1-amuno-metun-N',N'-numerni-4-penun-N-(2,2,2-tpudropa vt iukiIorekcan- 1 ,4-nuaMuH.

K cycnensnu LiAlHy4 (4,03 1, 106,19 Mmoins, 6,0 3xB.) B cyxom TT'® (40 mi) no xamsim rmpubasmim N-(1-
[aHo-4-TMMeTHIaMUHO-4-heHnunkiorekcun)-2,2,2-rpudropaneramun (6,0 r, 17,69 mmoins, 1,0 9kB.) B cy-
xoM TT'® (100 mur) mpu 0°C. PeakiiioHHyI0 cMech IepeMenInBaiy Ipyu KOMH. TEMIL. B TedeHue 16 4, 3aTeM Io-
racwy Hachil. BoxH. Na,SO4 npu 0°C, npubasuiu n36siTok TI'® 1 momydyeHHYI0 cMech IepeMeIIUBaId IpU
KOMH. TeMIL. B TeueHue 2 4. [lomydeHHyI0 CycrieH3uI0 OT(QMIBTPOBAIN Yepe3 LENUT U (QUIBTP-TIPEecCHYIO Jie-
nemky npoMeut 10% MeOH B AXM (150 mur). O6beauHeHHBIH QIIBTpAT KOHICHTPUPOBAIH MPH MTOHWKEH-
HOM JaBJICHWH C TIOdydeHueM chiporo l-ammaOMeTHI-N,N-nmumetmi-4-pernn-N-(2,2,2-tpudropaTin)-
uKIIorekcan- 1,4-nuamuna (4,2 T, CBIPOIl) B BUE CBETIO-XKEJITOTO JIMITKOTO MaTepraia, KOTOPBIA HEMOCPEACT-
BEHHO MCIIONB30BATN HA CIETYIOMEH cTamui 0e3 JONONHHTENbHON ouncTku. JKX-MC: m/z [M+1]" = 330,0
(MW pacu. 329,40).

Cranus 4: nuc- u TpaHc-8-numerunaMuHo-8-penmn-1-(2,2,2-rpudropatun)-1,3-muazacnupol4,5 | nexan-2-
oH (INT-1068 u INT-1069).

K pacrBopy 1-amunomermn-N',N'-numerun-4-dpennn-N-(2,2,2-tpudTopaTiin)IuKIorekcan- 1 ,4-1uaMun
(4,2, 12,76 mmons, 1,0 3kB.) B Tonyose (60 min) npubasunmu KOH (4,29 r, 76,56 mmoib, 6,0 3xB.) B Bome (120
mit) ipu 0°C ¢ mocneayromunm npudasnenuneM COC, (15,6 mi, 44,66 mmoins, 3,5 3kB., 20% B Tomyone) mpu 0°C
Y NIepeMEIINBAIM NP KOMH. TEMIL. B TedeHue 16 4. PeakoHHYyI0 cMech NOALIETaYMBaId HACHII. PACTBOPOM
NaHCO; u skctparupoami JIXM (2x200 mur). O0bennHEeHHYIO OpraHudeckyio ¢a3y cymuian Hag Na,SO, u
KOHIEHTPUPOBAJIM NPH MOHIKCHHOM JaBJICHUH C MOJYYECHHEM CHIPOH MPOIYKT, KOTOPHIM OYMINAIIM Iperapa-

-72 -



037598

tuBHOU BDXKX ¢ momydyenuem 1uc-8-auMermnaMuHo-8-penmi-1-(2,2,2-rpudropatun)-1,3-auazacmupo[4,5 | me-
kaH-2-oHa (INT-1068) (1,5 r) (rnaBHsIi n30Mep, noysipHoe matHo Ha TCX) u Tpanc-8-auMeTHIaMuHO-8-heHuIT-
1-(2,2,2-tpudropatun)-1,3-nuazacimpo[4,5 | nekan-2-ona (INT-1069) kak He3HAUHUTETHHBIA M30Mep (HEMOJISIp-
Hoe maTHO Ha TCX) (120 mr, 92,93% B3XX) B Buae GenbIx TBEPABIX BEIIECTB C METAIUIMICCKUM OTTEHKOM.
mmc-momep: KX-MC: m/z [M+1]" =356,2 (MW pacu.= 355,40). BOXKX: 98,53%, xomonka: Xbridge C-18
(100x4,6), 5 Mkm, pazdaButens: MeOH, noaemwkHas daza: A) 0,05% TDK B Boae; B) ACN ckopocth motoka: 1
mi/mun, R, = 5,17 mun. 'H SIMP (JIMCO-dg, 400 MI'n), & (M.1.) = 7,43-7,27 (m, 5H), 6,84 (s, 1H), 3,30-3,25
(m, 4H), 2,66-2,63 (d, 2H, J = 12,72 '), 1,89 (s, 6H), 1,58-1,51 (m, 2H), 1,46-1,43 (m, 2H), 1,33-1,23 (m, 2H).

Jna maneHEHIIX MPOMEXYTOYHBIX COCIMHEHUH CHHTE3 0 aHAJIOTHUH C pPaHee ONMMCAHHBIMH CIIOCOOaMHU
TIpUBEJICH B clienyromei Tadiumne. CHHTE3bI CTPOUTEIHHBIX OJIOKOB M MPOMEKYTOYHBIX MTPOTYKTOB MO0 ObLTH
OTIMCaHbI paHee B TAaHHOH 3asBKe, JINOO MOTYT OBITH BHITIONHEHB! aHAJIOTHYHO OMMCAHHBIM B JAHHOM JOKYMEHTE
crioco0aM HiH croco0aMu, U3BECTHBIMU CIICIHATICTY B TAHHOHM 001acTH TeXHUKH. Takoll YenoBek Takxke Oyaer
3HATh, KAKHAEC CTPOUTEIILHBIC OJIOKU U TIPOMEKYTOUHBIC TMPOAYKTHI JOJDKHBI OBITH BEIOPAHBI TSI CHHTE3a KaXII0-
TO WDTFOCTPATUBHOTO MPUMEpPa COCIHHCHHUS.

TIpomexy-
roamoe XHMHYECK0e HANMEHOBAHE Xummyeckast CTPyKTypa 10 AHATOTHY C | W/Z
coemme- M ¢ HAHMEHOB. (¥ PYKTYD: METOIOM [M+H]+
HHC
N
\/N
=

TIUC-5-(-8-(aumerrnamuso)-8-(3-Grophernn)-2-okco- N J \N—
INT-601 1,3-amazactupo| 4,5 | nekaH-3 - ) IHPUMHAMH-2- N INT-600 395.1

KapOOHHTPIT

o}\ﬂ

H
O
N N
HHC-3-(3,4-nuMeToKCHOS H3U)-8~( AHMCTHIAMUHO )-8 - - Y o\ _ .
INT-794 N INT-975 4243

(ermn-1,3-auazacmpo[4,5] aekan-2-0n

HN™ N
INT-796 LUC-8-AumeTunaMuHO-3 -[(4-McTOKCH(CHIIT) -MeTHIT] - /\©\ INT-974 3903
8-(3-MmeTokcH-nponmi)-1,3-1Hasacnupo|4,5 | nexan-2-oH oull

O
NS
/ H
C 8 13 NN N-p©
INT-797 IUC-8-(srun-merni-aMuso)-8-(erna-1,3- NH INT-976 288.2
nuazacmmpo[4,5]aekan-2-0H
\
C-8 1 8 1.3 HN N
INT-949 1UC-8-AumerunamMmuno-1-3THn-8-(ennn-1,3- INT-984 3022
muazacmpo[4,5] nekan-2-06 fo) ;
LI C-1-(uaKI00y THI-METHIT)-8- THME THIAMHHO -8 - N
INT-950 | (pemmwn-3-[(ermi-verin]-1,3-anazacmupo[4, 5] ackan-2- //J\ — INT-952 4323
N N
OH [o] /
S
PR 4-(5 2 \-s
INT-954 - THMETHIIAMHHO -4 ~( 5-MeTHI-THO DeH-2-HIT) - Y INT-965 238.1
IMKJIOTEKCaH-1-0H N
\
[e)
~
\ s
INT-955 4-nuMeTHIAMHHO-4-THO( S H-2-HIT- IIHKIOTeKCaH- | -0H N/ INT-965 2241
\
[¢]
7 N7
-(1- -1H- -3 -HT) -4+ - -1- =N
INT-956 1 (IFMCTM 1H-nupazon-3-mir)-4-0KCO-IHKIOrCKCaH- 1 - INT-958 204.1
KapOOHHTPHIT =N
INT-957 4-0kc0-1-THpa3sHH-2 -HI-IIHKIOTEKCAH- 1 -kKapOOHHTPHT INT-958 202,1
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4-mumeTuIaMuH0-4-(1-MeTia-1H-nmupason-3 -um)-

INT-959 INT-961 2222
IHKJIOTCKCAH-1-0H
N
7N
—N
INT-960 4-aUMETUIAMUHO -4 -MUPa3HH-2-UI-IHKI0TeKCaH-1-0H / INT-961 220,1
N
\
(o]
O,
AN
INT-962 4-qumeTnIaMUHO -4 -(3-MCTOKCH(PCHIT) -LIHKIIOTCKCAH-1 - , INT-965 2482
OH N
\
o]
INT-963 M C-3-6en3u1-8-1uMeTHIAMHHO -8-(heHi-1,3- N INT-975 3642
Awnasactipo [4,5] nexkaH-2-0H N
N
O" H I
INT-964 4-(3THI-METHI-AMHHO)-4-(DeHUT-IUKIIOTEKCaH- | -0H Vo INT-965 2322
N
\
(o]
{ H
U C-8-muveTHIaMHHO-8-[4-( METOKCHMETHIIOKCH)- —N N o)
INT-967 (ermwn]-3 -[(4-meToxcudermn)-mermi]-1,3- \f INT-974 4543
uazacupo [4.5] aexan-2-01 —_ N \/O/O\
(S e)
O o
U C-8-muveTnaaMHHO-8-[ 3-(METOKCHMETHIIOKCH)- HN\( ~
INT-968 (permn]-3 -[(4-meroxcupenmn)-veru]-1,3- So ™Mo N INT-974 4543
auazacmupo [4.5]ackaH-2-0H \N\
OH
LU C-1-(unKI00y THI-METHIT )-8 - THME THIAMITHO -8 -(4- N
INT-969 ruApokcH(peHI)-3-[(4-MeTokcH(peHT)-MeTHI]-1,3- . )\ _ INT-971 4783
uasactupo [4,5] aekan-2-0H [$) o N ’N
\
/@/\N N—
N,
LM C-8-mmvernraMuHO-8-(4-MeTokcHheHn)-3-[(4- O N - e
INT-970 MeTOKCH()CHIT)-MeTHII]-1,3-anasacupo[4, 5] ackan-2-0H o H $C_2017 4243
O_
\
LI X”
INT-972 ]_U/IC-AS-JI/IMGTH_H\IHHO -8-(3-meTokcu(pennm)-3-[(4- \0 SC_2017 4243
mMeTokcHbeHn:T)-MeTHi |- 1,3-anazacupo|4, 5] nexaH-2-0H o) H /
(0]
F
INT-973 LUC -8-;(mfe'm:la\mﬂo-8-(:’1-(1)T0p(1)emm)-3 -[(4- N INT-974 4122
meTokcH(pennT)-MeTH]-1,3 -1Hazacupo[4, 5] ackan-2-00 |
O O)\N N~
(o]
N )k NN
INT-979 M C-8-auveTiIaMuHO - 1 -(3-MEeTOKCH-TIPOITH)-8- INT-984 346.2
(bernn-1,3-anasacrmpo[4, 5] aexan-2-01
s N~
(o]
H N»\ N O
INT-980 ]_MC-?S-,JHMSTIi_lax{HHO-1-(2-MeTOKCll-BTHJ‘I)-8-(1)6Hlflﬂ- INT-984 3322
1,3-nmasacmmapo|4.5 | nekan-2-ox
el N~
HN
INT-981 omc -S-HHMG/TIEJBMHHO-8-(1)EHI[J'I-I-HPOHH,‘I-L??- )\ _ INT-984 316.2
uazacoupo[4.5]ackan-2-01 o N /N
1+ - ST - 8- HN
INT-983 LC-1-(UHKIONPOITHI-METH )-8 - THMETHIAMHHO-8 )\ INT-984 3282

(penmn-1,3-auasacnupo|4,5 ) nexan-2-0H
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LM C-1-(uuxio0y TI-METH)-8-(METHII-NPONTHI-aMHHO) -

INT-985 < INT-986 370.3
8-(herma-1,3-quazacmupo[4.5 ] exan-2-0H N O i
i 3 po[4.5] N
| NH
o
OJ\K/N
MeTHI-LIUC-5-(8-(TUMETHIAMHHO ) -2 -0KCO-8 -(pe HHI- \J\ \
INT-990 1.3-mmazacmmpo 4,5 aexan-3-Hm) TUPHMHIHH-2- Ny N N INT-989 410,2
KapOOKcHIaT
N
0" H
Cl N
d
ron 5 T \
I C-3-(2-xnop-4-MeTUNIMHPHMIIHH-5-HT)-8- Na N N—
INT-992 (muMeTHIaMiHO )-8 -(ennn-1,3-anazacrmpo[4. 5] ackan-2- INT-989 400,2
ox A
O H
\
N—
O
INT-993 4-0eH31I-4 -(TUME THIAMHHO ) IHK/IOTEKCAHOH INT-965 2323
\
HN N—
INT-994 LM C-8-0en3un-8-(aumeTwiaMuHo)-1,3- O)\N INT-976 288.2
JauasactHpo|4,5]aexan-2-on H
INT-995 TPAHC-8-6cH3um-8-(quMCTHIAMAHO)- 1,3~ INT-976 288.2
aunazacnupo[4,5]aexaH-2-0H
INT-997 LU/IC—8—(;[m(eT_]rI,‘[aMHHO)—S—(THO[DCH—Z—HJ'[)—] ,3- INT-976 2801
muasacupo|4,5]rekan-2-0H
INT-998 TPAHC»8-(zrm’le'rmxmﬂo)-8-(1‘140(1)eH-2-m1)-1,3- INT-976 280.1
muazacupo([4,5]ackaH-2-0H
N
- (o]
INT-999 4-(qumerraamMuno)-4-(1-meTun-1H-6enso[d]umuzason- —N INT-965 2722
2-HJT)IHKIOTEKCAHOH '
_N
\
HN N~
IUC-8-(aumerniamuno)-8-(1-verui-1H- )\
INT-1000 | 6enso[d]umuaazon-2-um)-1.3-auazacnupo[4,5]ackan-2- fo] N =N INT-976 328.2
OH H /N\Q
\
HN N~
TPAHC-8-(aumernnamuno)-8-(1-mctm-1H- &]\ A
INT-1001 | Genso|d]|ummmason-2-mwn)-1,3-auaszacnupo([4,5] nexan-2- o7 "NH =N INT-976 3282
oH /N\©
N/
XK \
INT-1002 LII/IC-3-(2-{,:nopnﬂp}{)lmm{-él—HJ)—8-(mmemnaMuHo)- Cl N N -~ INT-989 3869
8-(pernn-1,3-guazacnupo[4.5]ackan-2-oH )\
"N
H
N—
INT-1009 TPAHC-8-3trnavuHo-8-(ermi-1.3-amaza- HN v INT-1008 2742
crupo[4,5]aexan-2-o1 R
NH
0]
\
C-8. f 8-(3 1.3 HN N INT-977
INT-1024 LHC- -(mmer’n:mmmo)- -(3-propdennn)-1,3- )\ -977 2022
mmazacupo[4,5]ackan-2-0H o H (cTazus 2)
F
\
HN N
INT-1025 LUC-8-(aumeTniamMus0)-8-(4-prophennn)-1,3- O}\N INT-974, INT- 2922
muazacmmpo|4.5]nexan-2-0H H 977 (cTagus 2) ;
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INT-1027

TIUC-3-(2-X10pIHPUMHEAKH=5 -H1)-8-(JUMETHIAMHHO ) -
8-(tHo(eH-2-mm)-1,3-amazacnupo([4, 5] ackaH-2-0H

INT-989

392.1

INT-1039

LINC-8-(aumernnamuHo)-8-(3-
(rpuTopmeToxcH)pernm)-1,3 -nHazacmpo[4,5] necxkan-2-
OH

INT-1038

INT-1040

(LTUC)-8-(aumeTHIaMuHO )-8-(3-
(rpuTopmermm)pernm)-1.3-mmazacupo[4,5 | nexan-2-
OH

INT-1038

3422

INT-1041

(U C)-8-(aumeTHnaMuHO)-8-(3-meTokcupennn)-1,3-
Auasacmupo[4.5]nckan-2-0H

INT-1038

3042

INT-1042

(LTUC)-8-(5-xmopraoeH-2-11)-8-(AMMETHIAMHHO)- 1. 3-
Anasacmupo|4,5 | nexaH-2-0H

INT-1038

314.1

INT-1043

(LM C)-8-(aumeTnaamMuHo)-8-(3-¢rop-5-mermnpenn)-
1,3-mma3acnmpo|4,5]| aekan-2-0H

INT-1038

306,2

INT-1044

(TN C)-8-(3-xnopdenmm)-8-(aumeTHIaMHHO)- 1,3 -
auazacnupo|4,5]aexan-2-0H

INT-1038

308.2

INT-1045

(LIUC)-3-(5-xmop-3-hropnupumus-2-mr)-8-
(auMeTHIaMuHO)-8 -(perni- 1.3 -muaszacmupo| 4, 5| aexan-2-
OH

INT-989

INT-1047

(LML C)-8-(meTH(0KCCTaH-3-IIMCTHIT)AMHHO) -8 -(hCHILT-
1,3-nmazacmupo[4,5] ackan-2-01

HN INT-1026

INT-1048

(LU C)-3 -(6-XnopIHpHANH-3 -11)-8-(IHMCTHIAMHUHO) -8 -
(penun-1,3-1uazacnupo[4,5]aekan-2-0u

N INT-989

INT-1049

(LM C)-3-(5-xopnupuaun-2-mi)-8-(ITHMETHIAMHHO )-8 -
(ennn-1,3-muazacnupo[4.5] nexan-2-01

INT-989

385.2

INT-1061

TPAHC-1-(uMKIONPOTHI-MCTHT)-8 -THMCTHIAMHHO-8-
(pennn-1,3-quazacnupo[4,5] nexan-2-01

INT-984

328,2

INT-1063

LN C- 1 -(umKIonpomHIMeTHL) -8~(AUMET HIaMHHO) -8 -(3-
(ropderwn-1,3-1uasacnupo(4,5] nexan-2-on

o” N INT-1031

346,2

-76 -
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INT-1066 TPAHC-1-(upkI00y THIMCTH)-8-(THMCTHIAMHHO) -8~ INT-987 3423
(ennn-1,3-muasacrmpo|4,5 | aekaH-2-0H
|
HN N—
INT-1070 UC-8-(numermraMuso)-8-(ern1-1-(3,3.3- O)\N INT-1068 360.2
TpudTopnponun)-1,3-1uazacnupo|4,5| rekaH-2-0H 8
CF3
\
HN N—
LC-8-(aumernnamuHo)-8-(3-proppennn)-1-((1-
INT-1074 THAPOKCHITHKIOOY THI)MCTH)-1,3- le] N INT-1031 376,2
nauasacnupo|4,5]|aekaH-2-0H F
OH
Cl N
\r/
LIUC-3-(2-X10p-4-METHITHPAMIIHH-5-HT)-8- Ny ! \N—
INT-1076 | (aumernaamuso)-8-(3-¢ropdennn)-1.3- N INT-989 4182
nmuasacnmpo[4,5]aekan-2-0H )‘N
" H
F
F3C
3! Y N cl
L C-3-(4-x10p-2~(TPUPTOPMCTHI) THPHMHTHH-5 -1.1)-8- NJ \N—
INT-1077 | (xumerHmaMuHO)-8-(3-¢ropdenun)-1,3- N INT-989 4722
nmuazacoupo[4,5]ackan-2-00 )\N
0" H
F
&r/ N. o
T C-3-(4-X10p-2 -HUKIONPOTHITHP HMHTHH-5-HIT)-8 - N J \
INT-1078 | (aumerniamMuHO)-8-(3-¢ropdermn)-1,3- N N— INT-989 4442
auaszacnupo[4,5] nexan-2-0H )\
o N .

CuHTE3 WUTIOCTPATUBHBIX IPUMEPOB COCANHEHUI.
Cunres SC 3013:  mwmc-5-[8-mumermnaMuHo- 1 -[(1-ruapoKCcUIIMKIIOOy THIT)METHI | -2-0KCO-8-permn-1,3-
nuazacrupol4,5]nexan-3-mi | nupUMHUIIH-2 -KapOOHU TPHIT

NC>;N
N o
VZ“J(W@

NH o
B ——
N N~
| |
INT-600 SC_3013

NaH (60% B munepambrHoM Mmacie, 0,076 T, 3,19 mMMonb, 3 9KB.) mpUOaBWIM K pacTBOpy S-(mmc-8-
(mumeTrnamMuHO)-2-0kco-8-penni-1,3-nuazacnupo[4,5 | nekan-3-wn)nupuMuanH-2-kapoorutpmwia INT 600 (0,4
1, 1,06 Mmmonp) B JIM®DA (5 M) mipu 0°C. Cmech nepememmBaiv B TedeHre 30 MUH IPU KOMH. TEMIL. M 3aTeM
oxmamumu o 0°C. (1-(TpeT-ByTHiauMeTHICHITHIOKCH )IUKIOOyTIIT)MeTIT 4-MeTnnben3oncynbdonar (1,18 T,
3,19 MMoOb, 3 2KB.) MPUOABISUIH MO KAIUIAM B TEUCHUE MEPUOAa 5 MUH M PEaKIMOHHYIO CMECh MCIJICHHO Ha-
TpeBaIM 10 KOMH. TEMIL. M TOTIOTHUTENsHO HarpeBany 10 70°C B Tedenue 16 4. PeaknmonHyro cMech pa30oaBmim
Bozaoi (10 mur) u sxcrparupoBasit EtOAc (3 x 20 min). OO0beqHEHHBIE OpTaHnYecKue (a3bl CYIIIN Hax 0e3-
BOIHBIM Na,SO, 1 pacTBOpUTENh YIATHIN B Bakyyme. OCTaTOK OYHINAIN C MOMOIIBI0 (i3m-xpomarorpaduun
Ha CHJIMKAreje C IMOJNydeHWeM Huc-5-[8-guMermnaMuHo-1-[(1-THapOoKCHIMKIOO0YTHII)METHI |-2-0KCc0-8-heHm-
1,3-muazacnupo[4,5 | nekan-3-wi | mupuMuanH-2-kapoonutpmna (0,25 r).

Cunre3 SC 3014: uc-2-[ 1-(muKIo0y THIME THIT ) -8 - TUMETHIIAMHUHO-2 -0KCcO-8 -(heHnI- 1,3 - nuazacmm-
po[4,5]nexan-3 -1 |nupuMUIIH-5-Kap OOHUTPUIT

-77 -
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N
X
A\

\ [ 92 \

HN N~ N" N—
—_— >
PN AN
INT-987 SC_3014

uc- 1 -(LHuknoOyruamern)-8-(qumetmiaMuHo )-8-henm- 1,3-auazacmupo[4,5 | nekan-2-on INT-987 (500
mr, 1,464 MMOJIB), 2-XJI0pIUPUMUAANH-5-KapooHuTpmi (409 mr, 2,928 mmoins) u Cs,CO; (954 mr, 2,928 MMoIb)
B 1,4-nmnokcane (6 M) mepeMenmBaid B atMocepe azora B TeueHue 18 4 mpum 105°C. PeaknmoHHy0 cMech
OXJIaIWJIM JI0 KOMH. TeMIl., TpubaBmin 2N BoxH. pactBop NaOH (3 mit) u nepeMermmBanne MpoIOKIIN B Te-
yerne 10 muH. Cmech cHavana skcrparuposanu EtOAc u 3atem cmeckio IXM (30 mut) u meranona (5 mi). Op-
raHuueckue (a3pl OOBETUHIIN ¥ KOHIEHTPUPOBAIH IIPU ITIOHWKEHHOM JaBiieHnH. OCTaTOK OYMINAIN C MOMO-
melo ¢unII-xpoMaTorpaduu Ha cuinkarene (monpoBaHue crpaaueHToM JXM/EtOAc) mo3BosniIo moxyduTh
1uc-2-[ 1 -(MMKI00y THIIME THIT ) -8 - TMMETHITaMUHO-2-0KCc0-8-(heHni- 1,3 -auazaciupo[ 4,5 | nekaH-3 -1 | TUp UMHATA H-
5-kapoorutpun SC_3014 (57 mr).

Cunres SC 3016: 1uc-2-[ 1-(muKI00y THIIME THIT ) -8 - TUMETHIIAMHUHO-2 -0KCcO-8 -(heHni- 1,3 - nuazacmm-
po[4,5]nexan-3-wi |nupuMuIIH-5-KapOOHOBOH KUCIIOTHI aMUJT
N NH,

AN
O
N’(N N— N’QN N—
RO — "5
SC_3014 SC_3016

rmc-2-[ 1 -(HuknoO0yTuaMeTrn )-8-( ITMMETHIIaMIHO ) -2-0Kc0-8-peHm-1,3-mnazacnupo[4,5 | nekan-3-un | mu-
pumuanH-5-kapoorutpun SC 3014 (40 mr, 0,09 mmons) pactBopmwm B IMCO (1,2 ma) u K,CO;5 (25 wr, 0,18
MMOJIb) U npubaBmiIn nepokcua Boxopona (30%, 0,13 mun 1,260 mmois). PeakunoHHyI0 cMeCh IepeMeInnBaim
npu KOMH. TeMIl. B Teuenue 20 4, 3atem pazbaBuiau 2N NaOH (10 mur) u skcrparupoBamn XM (3x20 mu).
OO0benuHeHHBIe OpraHndeckre ¢asbl cymuian Hag Na,SO,, KOHIICHTpUpOoBail B BakyyMe. OCTaTOK OYHINAIH C
moMoIIpio  (pidmI-xpomatorpadur ¢ TodydeHHUEM ITUC-2-[ 1 -(MUKIOOYTHIMETHI)-8-TUMETHIAMHUHO-2-0KCO-8-
¢ennn-1,3-muazacnupo[4,5 ] nexan-3-un|mupuMuanH-5-kapoonoBoi kucnotsl amuna SC 3016 (40 mr) B Buae
0€eJI0TO TBEP/IOTO BEIECTRA.

Cunre3 SC 3022: mmc-1-(mukno0yTriMeTw)-8-(AuMeTHIIaMuHoO )-8-heHui-3-[ 2-(Tpud ropMeTHi ) mupu-
MuauH-5-ui]-1,3-auazacnupo[4,5]nexkan-2-on

FsC _N
\ E:J\ \
N— NS N N—
AN

— 5

INT-987 SC_3022

ruc- 1 -(Lukno0ytunmetwin)-8-(mumeTHiIaMuHo )-8-permn- 1,3-muazacnupo[4,5 | nekan-2-on  INT-987 (240
mr, 0,7 mmonb), Pd-XPhos moxonenue 2 (138 wmr, 0,17 mmons), Cs,CO; (457 mr, 1,4 mMonb) U 5-Opom-2-
(tpudropmernn)mupumuanH (319 mr, 1,4 MMoib) cycnenaupoBai B 6e3BogHOM 1,4-nmuokcane (3 Mi) B aTMO-
cdepe a30Ta ¥ MOJTYICHHYIO cMech nepemenuBany npu 100°C B TeueHHe HOUH. PeakiimoHHYI0 CMeCh OXJIaIyIn
JI0 KOMH. TeMI. u npubasuau Boay (3 mu). Bomayto dasy skcrparupoBanu JIXM (3x10 mir), o0benuHeHHBIC
oprannueckne (azer cymmn Hag Na,SO4 W KOHIEHTpHpPOBAIM B BakyyMe. OCTaTOK OYHWINAIH C MOMOIIBIO
(m-xpomarorpadui Ha CHJIMKArelle ¢ MOJMYYCHHEM YKa3aHHOTO B 3arojoBke coeanHeHms. OKOHYaTenbHas
OYHCTKA C HCHOJBb30BAHUEM CHJILHOW KaTHOHOOOMEHHOH CMOJBI Jana Iuc-1-(MUKIO0YTHIMETHI )-8-
(mumeTrnaMuHoO)-8-peHm-3-[ 2-(TpUPTOPMETILT ) TUPUMUIHH-S5 -1 |- 1 ,3-nua3zactupo[4,5 ] nekan-2-or  SC_3022
(145 mr) B BHIE 6EIIOTO TBEPIOTO BEIICCTBA.

Cunres SC 3028: uc-4-[ 1 -(umkno0y THIIME THIT) -8-AUME THITAMHHO-2 -0KCOo-8 -(peHmI- 1 ,3-tnazacnu-

-78 -
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pol[4,5]nexan-3-mwi|-N,N-1umeTunoeH3aMu

a ® o Q
g ) "N
!
4 1 !
M M~ cramma 1 M~ cTama 2 M Mo
E — A — e
5C_3084 SC_3028

Cramus 1: 4-(1mmuc-1-(muxmo0yTuiMeThn)-8-(auMeTniiaMuHo ) -2 -okco-8-perm- 1,3-muazacnupo[4,5 ] nekan-
3-num)0eH30aT JIUTHSL.

Merun-4-(1uc- 1 -(UKI00y THIAMETHII ) -8 -(JUMETHIIaMHHO ) - 2-0Kc0-8-penmn-1,3-nuazacnupo[4,5] nexan-3-
min)oenzoar SC 3081 (400 mr) pactBopuim B Metanode (5 mu) u JIXM (5 mi). [Ipubasnnm pactBop runpokcuia
mutust (2M B Boze, 1 Mil) U MOJIy4eHHYIO CMECh MEepEMEIINBAIIM B TEUEHUE HOUM NpU KOMH. TeMIl. Bce neryune
¢pakuM ypanmmwiM B BakyyMmMe ¢ moiydeHHeM 4-(1c-1-(IuKIo0y THIMETHI)-8-(JMMEeTHIaMIHO)-2-0KCO-8-
¢ennn-1,3-mnazacnupo[4,5]nexan-3-un)oenzoara autus (403 mr).

Cragus 2 muc-4-[1-(UUKI00Y THIMETHI )-8 - TUMETHIIAMUHO-2-0Kc0-8-penm-1,3-auazacnupo[4,5 | nekan-3-
i ]-N,N-nmumernnboensamun (SC_3028).

4-(mmc-1 -(IuknoOyTraMeTr )-8 -( IMMETHIIaMIHO ) -2-0Kc0-8-peHm-1,3-nuazacrupo[4,5 | nekan-3-muin)0eH-
3oat jutas (80 mr, 0,17 mmons) cycnienaupoBayi B JIXM (1 mut) u mocnenoBaTeIbHO MPUOABIIIN TPHATHIIAMIH
(0,23 ™, 1,7 mmois) u qumetniamud (2M pacteop B TI'®, 0,17 mi) u T3P (0,20 mn, 0,34 Mmmous). [Tomyden-
HYIO CMECh TIepeMeInBalid B TeueHue 18 1 mpu koMH. Temrr. [Ipubasumu Boay (10 mi1) 1 cMech dKCTparupoBaiu
JAXM (3x 20 mu). O0beauHeHHBIE opranndeckue (asbl cymmwi Han Na,SO,, KOHICHTPUPOBAIM B BaKyyMe H
OCTaTOK OYHIIAIA C TOMONIbI0 (udm-XxpoMarorpadhuu ¢ ToidydeHHueM 1uc-4-[ 1 -(MuKIo0y THIMETHIT)-8-
JTUMETHIIaMUHO-2-0Kc0-8-penm-1,3-nuazacnupo[4,5 | nekan-3-mwi]-N,N-qumermi-6enzamuna SC 3028 (28 wr)
B BHJIE OEJIOr0 TBEPJOTO BEIIECTBA.

Cunres SC _3045: 1uc-4-MeTokcH-5-[ 1-(3-MeTokcunpori)-8-(MeTHIIaMiHO ) -2-0kco-8-penu-1,3-

nurazacrupol4,5]nexan-3-mi | nupUMHUIIH-2-KapOOHU TPHIT
NCY N (/)
L
NS )N\ HN—

I
NC _N__0O
[ G-
AN

—_—
O ;
0 o)
\ \
SC_3040 SC_3045

N-noacykuuaumug (150 mr, 0,67 mMMonb) NpUOAaBWIM K CYCNEH3UH IHC-5-[8-(mumeTmiamMmuHo)-1-(3-
METOKCHIIPOTIIII)-2-0KCc0o-8-pern-1,3-muazacnupo[4,5] nekan-3-ni|-4-MeTOKCUTUPUMHIUH-2 -KapOOHUTpHIA
SC 3040 (214 wmr, 0,44 mmomns) B aneroHuTpriie/ TT® (2/1 06./06., 10 M) mpu KOMH. TEMII. U MOJIYYCHHYIO
CMech NEepeMENINBAIN B TedeHHe 16 9 mpHu KOMH. TeMIl. PeakIMoHHYI0 CMeCh MOMIIETOYIIN pacTBOpoM 2N
NaOH no pH~10 u opraundeckuii npoaykt skctparupoBaitn XM (10 min x 3). O0be1uHEHHbIE OpraHNYEeCKHe
SKCTPAKTHI CymuiH Hax 60e3BoaHsM Na,SO,, pacTBOPUTENH YAAIMIN B BAKyyMe W OCTaTOK OYHUINANIN TIperapa-
TUBHOHN (idmI-xpomarorpadueii ¢ momydeHHueM Iuc-4-MeToKCH-5-[ 1-(3-MeTokcutponi)-8-(MEeTHIaMHUHO )-2-
okco-8-¢penni-1,3-muazacnupo[4,5 ] nexan-3-wn|mupumuanH-2-kapoonurpuiaa SC 3045 (81 mr) B Buae TBEpIo-
TO BEIIECTBA.

Cunres SC 3064: nwmc-2-[3-(2-1imaHOTHPUMHIUH-S -1T)- 8- TMME THIIAMHUHO-2-0KCO-8-(heHm- 1 ,3-nna3a-
criupo[4,5] nexan-1-wn]-N-nponunaneTamus

NC__N NC. N
[ S R,
N — N N—
o)\ﬁ O)\N
o
INT-600 /\/NH

SC_3064
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I'mppoxcun Hatpus (51 mr, 1,3 Mmmouns) npubaswm x 6e3soxHomy JJMCO (4,5 min) 1 epemMenrBai B Te-
yenne 10 MuH Tpu KoMHaTHOM Temneparype. [lpmbaBmmm muc-5-[8-(nuMeTnnaMnHo)-2-okco-8-penm-1,3-
nmrazacriupo[4,5]xexan-3 - JmupuMuaua-2-kapoorutprit INT 600 (80 mr, 0,21 MMOJIB) U MOIYYEHHYIO CMECh
nepeMeIInBaii TPy KOMHATHOM TeMIeparype B Te4eHHe 5 MUH M 3ateM HarpeBanu 1o 50°C. Ilpubasunm 2-
opom-N-npomunaneramun (153 mr, 0,85 MMois) U mepeMemmmBanue mpoaoukmwin mpu 5S0°C B TeueHHE 0THOTO
yaca. PeakimoHHy10 cMech moracwiii BoJoi (25 mir) u akcTparuposaiu stuianeraroM (2x10 mir). O6benuneH-
HbIe OpraHnyeckre (aszbl MPOMBIBAIIM BOJOH (5 MJI) M HACHIIIIEHHBIM BOJAHBIM PacTBOPOM XJIopHa HaTpus (5 mi),
cymmd Haa Na,SO, v KOHIIEHTPUPOBAIHN TIPY MOHMKEHHOM AaBlieHHH. OCTaTOK OYMINAIH C TIOMOIIBIO (IIdIII-
Xpomarorpaduy Ha CHJIMKaresie ¢ MOMydeHHueM Iuc-2-[3-(2-IuaHomupUMHUINH-5-11)-8 - TUMETHIIaMHHO-2-0KCO-8-
(ernn-1,3-mmazacmupo[4,5 | nexan- 1 -mi]-N-npommmaneramuga SC 3064 (22 mr) B BUIE TBEPAOTO BEIIECTBA.

Cunte3 SC _3065: 5-(muc-1-(1mkno0yTunMeTin)-8-(3THi( MeTHIT)aMHUHO ) -2 -0Kco-8-enm- 1,3 -ana3zacnu-
po[4,5]nexan-3-mi)-4-MeTOKCHITUPUMHUIUH-2-Kap OOHU TP

N\\ /N
N \N/J:\ \/
AN

o

INT-986 SC_3065

HN
SN

Cs,CO; (274 wr, 0,84 MMoITh) TIpHOABHIN K pacTBOPY IHKC- | -(LIMKIIO0Y THIAMETHI )-8-(3THII(METHIT)aMUHO )-
8-hennn-1,3-muazacnupo[4,5]aekan-2-ona INT 986 (150 mr, 0,42 mmomns), Xanthphos (36 mr, 0,063 Mmonb),
Pd,(dba); (19 mr, 0,0211 mmoune) u 5-6pom-4-meTokcHnHpUMUANH-2-KapoonuTpmwia (135 mr, 0,633 MMmois) B
1,4-nnokcane (10 mu) B atMocdepe aprona. CMech CHOBa ITPOIyBajIM aproOHOM B TE€UEHHE 5 MUH U PEaKIHOH-
HyI0 cMech nepememuBany pu 90°C B Tedenue 5 4. PeakmmoHHYI0 cMeCh OXJIaJMIU 0 KOMHATHOW TeMIepa-
Typbl. OcTtaTtok paz6aBuiau BoaoH (20 M) M OpraHMYECKUAN MPOIYKT SKCTPArupoBaiu dTrianetatoM (3x10 mi).
OObeHEHHBIE OPTaHHMYECKHE IKCTPAKTHI CYIIMIN Hall 6e3BoaHbIM Na,SO4 1 pacTBOpPHUTENH KOHLIECHTPHUPOBAIIH
NP TIOHMKEHHOM JaBiieHnu. OcTaTok ounmany ¢ nomoiusio npenaparusHoil TCX (EFOAc/nerponeiinsim adu-
poM 1/9) ¢ momyaenuem Genoro TBeproro Bemectsa (0,15 r), KoTopoe anee NpOMBIBaIN H-NIEHTAHOM C TI0JTyde-
HueM 0,1 T 5-(mmc-1-(muknoO0yTuaMeTw)-8-(3Trin(MeThI)aMruHO )-2-0Kkco-8-penm-1,3-nmmazacnupo[4,5] nexan-
3-m)-4-MeToOKCUTApUMUINH-2-Kapoorutpmuiaa SC_3065.

Cunres SC 3008: uc-2-[ 1-(muKI00y THIIME THIT ) -8 - TUMETHIIAMHUHO-2 -0KCcO-8 -(heHni- 1,3 - auazacmm-
po[4,5]nexan-3-ui]-5-MeTHICyTb(HOHUIOESH30HUTPUIT

Q0

7 =N
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Ty
N N— N
770 e
SC_3008

ruc-2-[ 1 -(LuknoO0yTuameTnn )-8 -( ITMMETHIIaMIHO )-2-0Kc0-8-perm- 1,3-muazacrnupo[4,5 | nekan-3-un|-5-
MetwicynbdanmtoerzonuTpmn (320 mr, 0,66 MMOJb, MONMYYCHHBIH W3 2-HOJ-5-(METHITHO)OCH30HUTPIIIA U
INT-987 ananornuno SC 3022) pactBopuiu B cMecu MetaHouna (9 mur) u Bozsl (8 mu). [Ipubasunm oxone® (807
MT, 1,3 MMOJIB) TIPH KOMH. TEMII. ¥ TIOJyYEHHYIO CMECh IepEeMENINBAIIN MTPH KOMH. TeMIl. B TeueHue 18 4. [Tpu-
6aBwm Boay (10 M) m cMech skctparupoBaiin JJXM (3x 20 mur). OObequHEHHBIE OpraHndeckue (asbl CyIHin
Hag Na,SO,, KOHIEHTpUpOBaaK B Bakyyme. OCTaTOK OYHIIAIN C TMTOMOIIBIO (UIdII-XpoMaTorpapuu Ha CHITUKA-
ree ¢ nomydeHueMm  mmc-2-[ | -(IUKI00yTHIMETHII)-8-( IUMETHIIAMIHO )-2-0KCc0-8-heHun-1,3-auazacmm-
po[4,5]nexan-3-un]-5-meruncynsponunoensonurpuia SC 3008 (66 mr) B Buzie 6e0ro TBEPIOTo BEIIECTBa.

Cunte3 SC_3023: muc-8-guMermnaMuHoO-1-[(1-THApOKCUIMKIOOY THIT)METHI | -3 -(2-TUAPOKCUITUP UM U TUH-
5-un)-8-dpenun-1,3-nuazacnupo[4,5] nexan-2-oxn
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SC_3015 SC_3023

Tpubpomupg 6opa (1M B XM, 0,38 mu, 0,387 MMoIb) NpuOABUIN K PacTBOPY LHUC-8-AUMETHIAMHHO- 1 -
[(1-rumpokcUKIO0y THI)ME TN | -3 -(2-METOKCUTTUPUMHUTUH-5 -11)-8 -(heHni-1,3-nuazaciupo[ 4,5 | nexkaH-2-oHa
SC 3015 (180 wmr, 0,387 mmouns) B JIXM (2 M) npu 0°C. PeakumoHHyI0 cMech nepeMenyBaii B TedeHue 30
muH npu 0°C 1 3aTeM B TeyeHne 16 4 mpu KOMHATHOW TeMIiepaType, MoracHiIi METaHOJIOM (2 MiT), pacTBOpHUTe-
JY YA TIPU TIOHWKCHHOM JIaBIIEHUW M OCTAaTOK ouuniany npenapatuBHor BOYKX ¢ HopMansHOU ¢azoit ¢
MOJTydeHUEM  ITUC-8-TUMeTHIaMHUHO- 1 -[(1-THAPOKCHITUKIIOO Y THIT)METHI |-3-(2-THAPOKCH-TTUPAMH TAH-5 -1T) -8 -
(enmn-1,3-mnazacnmpo[4,5]nexan-2-ora SC_ 3023 (60 mr, 34%) B Bume Gemoro TBEPIOTO BEUIECTBA. 'H AMP
(400 MI', AMCO-d6, 6 B m.11.): & 8,43 (s, 2H), 7,35-7,25 (m, 5H), 5,50 (s, 1H), 3,67 (s, 2H), 3,19 (s, 2H), 2,69-
2,65 (m, 2H), 2,19-2,10 (m, 4H), 1,98-1,85 (m, 8H), 1,68-1,61 (m, 1H), 1,51-1,39 (m, 5H).

Cunte3 SC_3025: uc-5-[8-aumeTmnamMuHO- 1 -(2-THapOKCHITII)-2-0Kc0-8-(heHm-1,3-nnazacmmpo[4,5 ] ne-
KaH-3-WJ1 | TUPUMUANH-2-KapOOHUTPUIT
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Cramust 1:  5-(umc-1-(2-(TpeT-0yTHIINMETHIICHINIIOKCH)3TH )-8-( JTUMETHIAMHUHO)-2-0Kco-8-penmi-1,3-
nurazacniupol4,5]nexan-3-nn)mupUMHUITH-2-KapOOHU TPHIL.

NaH (60% B muHepansHOM Macie, 63,8 mr, 1,59 mmons) nmpubasmsun npu 0°C x pactBopy S-(umc-8-
(mumeTrnamMuHO)-2-0kco-8-pennn-1,3-nuazacnupo[4,5 | aekan-3-uwn)nupuMuanH-2-kapoorutpmia INT-600 (0,2
1, 0,53 mmoms) B JIMDA (8 M) B Teuenne 10 mun npu 0°C. PeakiMoHHYI0 cMeCh MepeMeIInBaii MPU KOMH.
Temrl. B Tedenue 30 muH, (3-OpoMnpornokcn )(TpeT-0yTmin)aumermwicuian (252 mr, 1,06 MMoip) nmpubaBuim 1o
KarisiM B Tedenne 5 muH nipu 0°C 1 cMech NepeMenluBaI B TeUeHUE JOTOJTHUTENBHBIX 16 9 MPU KOMH. TEMIT.
Peakmmonnyto cMech pazbaBuiu BoaoH (15 mit) U skcTparupoBaiid TUATHIOBBIM 3upom (3 x 25 mi). O6beau-
HEHHBIC OPraHWYeCKUE SKCTPAKTHI CyIIWIIN HaJ 6e3BoHBIM Na,SOy4, pacTBOPHUTENN YOI NIPH MTOHWKEHHOM
JIaBJICHUM M OCTaTOK OYMILAIH C MOMOIIBbI0 (IdII-XpoMaTorpaduy Ha CHIMKaresie ¢ noixydeHuem S-(umc-1-(2-
(TpeT-Oy THILAMMETHIICUITMIIOKCH )3THII )-8 -( IMMETHIIAMITHO )-2-0KC0-8-permn-1,3-mua3aciupo[ 4,5 | nekan-3-
wn)nupuMuInH-2-kapooruTpmia (100 mr, 34%) B Buae 6e0ro TBEpAOTrO BEIIECTBA.

Cramus 2: mwmc-5-[8-gumeTmiaMuHo- 1 -(2-TuApoKCHAITII)-2-0KCco-8-heHn- 1,3-nuazacnupo[4,5 | nexan-3-
Wi |[mapuMuInH-2-kapooauTpui (SC3025).

IM TBAF pactop B TT'® (0,36 mur, 0,36 mmoins) mpubaBuimu K S-(mmc-1-(2-(TpeT-OyTHIIuMeTHII-
CHITHIIOKCH )3THI)-8-(AMMeTHIIaMUHO )-2-0Kc0-8-penm-1,3-mua3zacnupo[4,5 | nekan-3 -ui) mupuMHuIH-2-Kap 60-
Hutpuiy (0,1 1, 0,18 mmoins) B TT'® (5 M) pu 0°C. PeaknmoHHYI0 cMech ITEpEeMENINBAIN IIPH KOMH. TEMIL. B
teuenne 30 muH, pa3baswiy Boxoi (10 M) ¥ SKCTparupoBaiy JUITHIOBBIM 3¢upoM (3x25 mir). O0beAnHEHHBIE
OpraHMYeCKHe IKCTPAKTH MpombiBaiay Hacwml. BogH. NaHCO;, Bomoil M HACHIIIEHHBIM BOJHBIM PacTBOPOM
XJIOpU/a HATPHS U CYMHiIN Hax Oe3BomHbIM Na,SO4. PacTBopuTenyu BRIIApWIN IPH MOHIKEHHOM IABICHUU H
0CTaTOK OYMINANK ¢ nomouipto npenaparuBHoit TCX (atmnanerar/H-rekcad = 45:55) m 3aTeM NpOMBIBajIH H-
meHTaHoM (5 MII) ¢ TONyYCHHEM IUC-5-[8-auMeTrnaMuHo- 1 -(2-ruapoKkcu3Tii)-2-okco-8-henm-1,3-amuaza-
cipo[4,5]nexan-3-wi|nupumunuH-2-kapoorurpuia (70 mr, 80%) B BuIe 0€10T0 TBEPIOTrO BEIICCTBA. 'H sMP
(400 MI'y, AMCO-d6, 6 B m.1.): 6 9,18 (s, 2H), 7,38-7,26 (m, 5SH), 4,84 (t, 1H), 3,82 (s, 2H), 3,55-3,51 (m, 2H),
3,26-3,20 (m, 2H), 2,73-2,70 (m, 2H), 2,17-2,11 (m, 2H), 2,00 (s, 6H), 1,57-1,43 (m, 4H).

Cunrez SC3097: uwmc-8-gumerninamuto-1-[(1-ruapokcunukiodyTum)meri]-3-(2-mopponnH-4-uin-nupu-
MUAUH-5-1mn)-8-henun-1,3-nuazacnupo[4,5 ] nekan-2-on
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HaYMHAas OTCIO/IA 10 KOHI[A pa3zena J0OaBHIIN BCE METOIUKH.

Cranus 1: 4-(5-6poMmupuMuIHH-2-HI)MOPQOIHH.

K,CO; (14,2 1, 103 mmonb) mpubaBuiu K pactBopy Mopdonuna (9,0 r, 103 mmons) B aneronntpuiie (900
MJT) ¥ TIONYYCHHYIO CYCIICH3UIO MEPEMEIINBAIA MIPU KOMH. TeMn. B Tedenue | 4. [lo moprumsm mpubaBmimu 5-
opom-2-xmoprupumuauH (20 T, 103 MMois). PeakimonHyto cMech nepeMmemuBain B Tedenue 16 1 mpu 80°C,
3aTeM OXJIAIMIN 10 KOMH. Temil. U pa3basmwmm EtOAc (100 mur) u Bogoit (50 mir). OpraHHyYecKuii MPOIyKT IKCT-
parupoBasii EtOAc (2x100 mi). OObeaAMHEHAYIO OpTaHUYECKyI0 (Da3y MPOMBLIN HACBHIIIEHHBIM BOJHBIM pac-
TBOpOM Xiopuaa Hatpus (100 mur), cymmmm Hag 6e3BoaHbIM Na,SO4 M KOHLEHTPUPOBAIH NPH ITOHWKEHHOM
nmaByieHun. [1oydeHHBIH 0CTaTOK OYHIIAIN C TOMOIIBIO0 KOJIOHOYHOM XpoMaTorpadun Ha cuaukareie (100-200
mem) (20% EtOAc B nerposeiinom s¢upe) ¢ norydernem 18,0 r (71%) 4-(5-6poMnupuMunuH-2-ui)MopQonnHa
B Buze Oemoro TBepaoro BemiectBa ¢ MetauimdeckuM orTeHKOM (TCX cucrema: 30% EtOAc B merposeiiHoM
a¢dupe, Rf: 0,6).

Cramus 2: 1uc-8-muMerninaMuHo- 1 -[(1-TuapokcHinkIo0yTHI)MeTHI |-3-(2-Mop G OTMH-4-UIT-TAPUM U THH-
5-mm)-8-penmn-1,3-quazaciupo[4,5|aexan-2-on (SC_3097).

K,CO; (0,53 1, 3,85 mmomb, 2,5 2KB.) mpuOaBWIA K CyCHeH3WH Iuc-8-(mumeTtmiaMuto)-1-((1-
THIPOKCUITUKIOOYTHI)METHN )-8-hermi-1,3-auazacnupo[4,5 |nekan-2-ona  (INT-799) (0,55 r, 1,54 mmois, 1
9KB.) U 4-(5-OpommmpumuauH-2-mwi)Mopdonuna (0,37 r, 1,54 MmMois, 1 5kB.) B truokcane (20 MiT) ¥ TOJTy4YEHHYIO
CYCIICH3HUIO TPOJYBAId a30TOM B TEUCHHUE 5 MUH mocienoBarensHo npubaswin wonua memu (1) (0,29 r, 1,54
MMoOJib, 1 3KkB.) u TpaHc-1,2-nuamunormkorekca (0,35 T, 3,085 MMoIb, 2 3KB.), pEaKIIMOHHBIA COCY TepMe-
TAYHO 3aKpHUIM M PEaKInOoHHYI0 cMech nepeMernuBayii ipu 130°C B Teuenne 4 4. PeakmmoHHyI0 cMech OXJia-
T 710 KOMH. TemIl. ¥ pa36asuin EtOAc (20 mur) n BogH. ammuakoM (10 mir). Opranndeckuii NpoIyKT 3KCTpa-
rupoBaiu EtOAc (2x50 mi). O0beIMHEHHYIO OPTaHUIECKYTO (ha3y MPOMBUIA HACBIIIEHHBIM BOJHBIM PAaCTBOPOM
xmopuaa Hatpus (50 mu), cymmmu Hajg 6e3BonHbIM Na,SO, U KOHIICHTPUPOBATHU MPU MOHMKCHHOM JABIICHUH.
OuucTKa MoJy4eHHOT0 OCcTaTKa ¢ MOMOIIBIO0 KOJIOHOYHOM Xpomarorpadun Ha cuimkarene (100-200 memr) (60-
70% EtOAc B merporneiinom »dupe) mama mnomyuuts 0,35 1 (48%) 1mc-8-(mumernimamunHo)-1-((1-
TUAPOKCUITUKIOO0YTHI )METHN )-3-(2-MOPPOTUH-4-MIT-MTUPUMHIUH-5-11)-8-hennn-1,3-nuazacnupo[4,5 | nexan-2-
ona (SC_3097) B Buzne 6emoro TBepA0ro BemecTsa ¢ MetaurnaeckuM oTreHkoM (TCX cuctema: EtOAc, Ry 0,7).
'H AMP (IMCO-d6): & 8,60 (s, 2H), 7,36-7,35 (m, 4H), 7,27-7,24 (m, 1H), 5,50 (s, 1H), 3,72 (s, 2H), 3,62-3,61
(m, 8H), 3,21 (s, 2H), 2,70-2,66 (m, 2H), 2,19-2,11 (m, 4H), 1,98 (s, 6H), 1,93-1,85 (m, 2H), 1,66-1,64 (m, 1H),
1,53-1,42 (m, SH). Macc-criexTp: m/z 521,3 (M+H)".

Cunre3  SC3099: 1uc-1-[(1-ruApOKCHITUKIOO0Y THIT ) METHII |-8-Me THIIaMUHO-3 -(2-MOp ) OTTHH-4 -HIT-TTUpH-
MUAUH-5-1m1)-8-henun-1,3-nuazacnupo[4,5 | nekan-2-oxn

O o
X (S

\/j\N = - . N
o}\j“% o)'\'\I
DZOH DZOH

SC_3097 SC_3099

N-Nopcyxkumaumug (162 wmr, 0,72 MMoib) NpuOaBWIM K pacTBopy Iuc-8-(mumernimamuHo)-1-((1-
TUAPOKCUITUKIOOYTHI)METHN )-3-(2-MOPPOTUHOTUPUMUINH-5-11)-8-hernn- 1,3-muazacnupo[4,5] nexan-2-ona
(SC-3097) (250 wmr, 0,48 mmois) B anetoruTprite (8,0 mir) u TT'® (8,0 M) mpu 0°C 1 MOTyYCHHYIO CMECh TIe-
peMenInBaiy B Te4eHne 16 9 mpu KOMH. TeMIl. PeaknnoHHYI0 CMeCh KOHIIEHTPUPOBAIIN IIPH TIOHIDKEHHOM JaB-
nenun. Octarok pactBopuiu B EtOAc (2x30 mur), opranndeckyto ¢aszy npomeiin 2N BogH. pactBopoM NaOH,
cymin Hax 6e3BogHbIM Na,SO4 M KOHIEHTPUPOBAIU TIPH TOHIKEHHOM naBiieHUH. OCTaTOK OYMINAIH 00pa-
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meHHo-(a3zHoi BOXX ¢ nomxydenunem 0,12 r (49%) muc-1-((1-ruapokcHIKIo0y THIT)METHIT)-8-(METHIIAMHHO )-
3-(2-mopdonmHOMPUMUANH-5-11)-8-penn-1,3-nmuazacnupo[4,5 | nekan-2-ona (SC_3099) B Bune Oenoro TBep-
Joro BemiectBa ¢ MetaymmnaeckuM otTeHkoM (TCX cucrema 5% MeOH B JIXM Rf: 0,5). YcnoBust obpameHHO-
(daznoit BOXX: komonka: Luna-Phenyl-Hexyl-C18 (150*19 mMm) 5 mxwm; moaBmwkHas daza: 10 MM ruapokap6o-
HaT aMMoHus/aneToHnTpwi, rpagueHt (T/%B): 0/50, 7/85, 7,1/98, 9/98, 9,1/50, 12/50; ckopocTh moToka: 25
MJI/MUH; pa30aBuTens: moaBmkHas (aza + TI'D. 'H AMP (AMCO-d6): 6 8,63 (s, 2H), 7,49-7,47 (m, 2H), 7,34-
7,30 (t, 2H), 7,21-7,17 (m, 1H), 5,60 (s, 1H), 3,76 (s, 2H), 3,64-3,62 (m, 8H), 3,35 (m, 2H), 2,26-2,20 (m, 3H),
2,12-2,08 (m, 2H), 1,90-1,88 (m, 7H), 1,79-1,73 (m, 2H), 1,65-1,63 (m, 1H), 1,52-1,44 (m, 3H). Macc-cuextp:
m/z 507,3 (M+H)".

Cunre3 SC3100: 1uc-8-aumernnamMuHo- 1 -[(1-TuapokcHIUKIOO Y THII)METHI|-8-heHnn-3-(2-nunepa3uH-1 -
WI-MUPUMUIUH-5-11)- 1,3 -1uazacnupo[4,5 | nekaH-2-0H TUIpOXIOPHUT

‘N"ﬁ HN‘\‘{
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Cranus 1: TpeT-0yTnin-4-(5-0poMImupuMuARH-2-1T)IAIepa3iH- 1 -kapOoKcHaT.

[To ananorunu ¢ meronom, onncanusM a1t SC 3097 cragum 1 Tper-OyTunnunepasus-1-kapOoKcHiIaT BBe-
JU B pEakmuio ¢ S5-0poM-2-XJIOPIMHUPUMHUIMHOM ISl TPEBpaIIeHusT B TPeT-0yTui-4-(5-OpoMmupuMuINH-2-
Wn)nunepasus- 1 -kapbokcumiar.

Cramuss  2: tpetr-Oytrnm  4-(5-((tme)-8-(mumerninamMuHo)- 1 -((1-THApOKCHITUKIO0 Y THIT ) METHIT )-2-0KCO-8 -
(dhennn-1,3-guazactupo[4,5 | nexaH-3 -1 TUpUMHATAH-2 -HT) TUTIepa3uH- | -kapOOKCHIIaT.

K,CO; (0,38 1, 2,8 MMomb, 2,5 9KB.) mnpuOaBWIM K CycleH3uH Iwc-8-(mumeTmiaMuto)-1-((1-
THIIPOKCUITUKIOOYTHI )MeTHN )-8-hermi- 1,3-auazacmupo[4,5 | nexkan-2-ona (0,4 t, 1,12 mmous, 1 3kB.) (INT-799)
U TpeT-0yTmi-4-(5-6poMnupuMUINH-2 -1 )Tunepasun- 1 -kapookcunara (0,38 T, 1,12 MMonb, 1 9KB.) B JHOKCaHe
(25 Mu1) ¥ TONTyYEHHYIO CMECh IIPOAYBAJIH a30TOM B TeueHHe 5 MuH. [lociieoBaTenbHO PHOABUIN HOIH] MEIH
(D (0,21 1, 1,12 mmonb, 1 2kB.) u Tpanc-1,2-guamunonukiaorexcad (0,25 r, 2,24 MMoJib, 2 9KB.), peaKLIMOHHBIN
COCYJl TEpMETHUYHO 3aKPBUIN U PEaKIIMOHHYIO0 cMech nepeMemuBaiy B Tedernue 10 1 mpu 130°C. Peakuonnyro
CMeECh OXJIAIMIH IO KOMH. TeMIl. ¥ paz6aBmmm EtOAc (20 M) u BoxH. ammuakoM (10 mir). Opranudeckuii mpo-
nykT skctparupoBaniu EtOAc (2x50 mur). O0bemuHEHHYI0 OpraHWMYEcKyIo (a3y MPOMBUIM HACHIIIEHHBIM BOJI-
HBIM pacTBOpoM xjopuaa Hatpus (50 mur), cymmin Hax 6e3BoAHbIM Na,SO4 M KOHLEHTPHUPOBAIH IIPH MTOHU-
JKEHHOM jaBiieHHH. OYHCTKa OCTaTKa C IOMOILBI0 KOJIOHOYHOH Xpomarorpadun Ha cuinkarene (100-200 mern)
(60-70% EtOAc B merponeitiom »dupe) mama mnomyauts 0,5 T (72%) Tper-Oyrnn-4-(5-((tuc)-8-
(mametnnamMuHO)- 1 -((1-THAPOKCUITMKIOOY THIT ) METHN )-2-0KCcO-8-henn-1,3-muazactmpo[4,5 | aexan-3 -win) mupu-
MUIH-2-H)TUIepa3uH- | -kapOOKCHIaT B Buie 6€7I0T0 TBEPAOTO BeliecTBa ¢ MeTaumndeckuM oTTeHKkoM (TCX
cuctema: 1:1 EtOAc/merponeitnsiii a¢up, Re: 0,3).

Cramus  3:  1uc-8-(aumeTmnaMuHO)- 1 -((1-ruapokcumkino0y v )MeThn)-8-pernn-3-(2-(mumnepasuH-1 -
W) IHPAMHIAH-5-101)- 1,3-1uazacmupo[4,5 | nexan-2-on runpoxmopun (SC_3100).

4N HCI B nmuokcane (2 mi) mpubaBwiu K TpeT-OyTHia-4-(5-(umc-8-(anmernnamuno)-1-((1-rugpokcn-
UKJIO0YTHIT)METHIT)-2-0Kc0-8-(eHni-1,3-mnuazacupo[ 4,5 | nexkan-3 - 1) TMpUMHIWH-2 -1T) IHIIepa3uH- | -kapOoK-
cunary (0,15 1, 0,24 mmonp). [Tomydaernyto cmech nepeMentuBaiy npu 0°C B TedeHue 6 4 U 3aTeM KOHIEHTPH-
pOBaN TIPH ITOHMKEHHOM JaBJICHUH C ITOJIydSHUEM OJIeTHO->KENITOTO TBEPAOTO BEIIECTBA, KOTOPOE pacTHpalH ¢
H-TICHTAaHOM M JIMO(MIN3UPOBAIM BOJOH B TeueHue 16 4 ¢ nosydenuem 0,14 r muc-8-(qumernnamuno)-1-((1-
THIPOKCHIMKIOOYTHI)MeTHI)-8-(eHnit-3 -(2-(nunepasus- 1 -wm) mupuMuanH-5-n)-1,3-nmuazacimpo[ 4,5 nexan-2-
o runapoxiopunaa (SC_3100) B Buzxe 611eIHO-KEITOTO TBEPAOTO BEIIECCTBA. 'H SIMP (JIMCO-d6): & 10,42 (br s,
1H), 9,34 (br s, 2H), 8,63 (s, 2H), 7,70-7,68 (m, 2H), 7,54-7,50 (m,3H), 3,88-3,86 (m, 4H), 3,77 (m, 4H), 3,16-
3,11 (m, 6H), 2,52-2,49 (m, 6H), 2,47 (m, 2H), 2,10-2,07 (m, 2H), 2,00-1,95 (t, 2H), 1,87-1,81 (m,3H), 1,70-
1,68 (m, 2H), 1,58 (m, 1H). Macc-cniekTp: m/z 520,3 (M+H)".

Cunrre3 SC3103: 1uc-1-(IUKI00y THIMETHI )-8 - TUMETHIIAMUHO-3-[4-MeTHII-6-( TPUP TOPMETIIT ) TUPHUTUH-3 -
nn|-8-bennn-1,3-quazacnupo[4,5]nekan-2-ox
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Cs,CO;5 (2 1, 6,451 MMonb) mpubaBWIM K MPOAYTOMY aproHOM PacTBOPY LHC-1-(LIMKIOOYTHIMETHI)-8-
(mameTtnnamuHO)-8-penm-1,3-muazacimpo[4,5 | nekan-2-ona (INT-987) (1,1 r, 3,225 mMmois, 1 3kB.), Xantphos
(279 wr, 0,483 mmousb, 0,15 sxB.), Pd,(dba); (295 wmr, 0,322 mmoms, 0,1 2kB.) m 5-Opom-4-meTmi-2-
(tpudropmernn)mupununa (774 mr, 3,225 mmonb, 1 3kB.) B 1,4-nmuokcane (55 mi). CMech CHOBa MPOIyBasid
aproHoM B TeueHue 15 MuH. Peaknuonnyro cmeck nepememmBan npu 90°C B Teuenue 18 u, 3ateM oxmagunu
JI0 KOMH. TeMIT. OTGHUIBTpOBAIN depe3 1enuT u nmpoMbiBai EtOAc (80 mur). @uinbTpaT KOHIEHTPUPOBAIH TIPH
TTOHIKEHHOM JaBJeHUH. [10ydeHHBIH OCTATOK OYHMIIAIN C TOMOIIBIO (uimI-xpomaTtorpaduu (HeHTpanbHBIH
okcun amomuamA, 0-3% wmeranon B JAXM) c momyuenmem 0,6 T (37%) mwc-1-(uukI00yTHIMETHI)-8-
(muMeTnnaMuHO)-3-(4-MeTHi-6-(TpudTOpMETIIT)IUPUANH-3-11)-8-penmn-1,3-muazacnupo[4,5] nekan-2-ona
(SC _3103) B Buzne Oenoro TBepaoro Bemiectsa ¢ metawmmdeckum oTteHKoM. (TCX cuctema: 5% MeOH B IXM;
Rf: 0,5). "H SIMP (IMCO-d6): & 8,56 (s, 1H), 7,80 (s, 1H), 7,34-7,24 (m, 5H), 3,71 (s, 2H), 3,17 (d, 2H), 2,70-
2,56 (m, 3H), 2,31 (s,3H), 2,17-2,11 (m, 2H), 2,03-2,00 (m, 8H), 1,82-1,73 (m, 4H), 1,54-1,41 (m, 4H). Macc-
criektp: m/z 501,3 (M+H)".

Cunrez SC3105: 1mc-1-(UMKIONPOIMIMETH )-8-ANMETHIIAMHIHO- 3 -(4-MeTnicyabdonnitdeni)-8-penun-
1,3-nuazacnupo[4,5]aexan-2-oxn
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SC_3105

NaH (60% B munepaxsaoM Macie) (36,80 mr, 0,92 MMOJB) 1O MOPIMSIM NMPHOABIIIA K PacTBOPY IHC-8-
(muMeTnIamMuHO)-3-(4-(MeTuncyabhoHmI)deHmn)-8-hennn-1,3-quazacnupo[4,5 | nekan-2-ona (200 wmr, 0,46
MMOJIb, noixydeHHoro u3 INT-976 u 1-6pom-4-(meruncynsdonun)oensona no ananoruu ¢ SC 3103) B IMOA
(30 mur) mpu 0°C B atMocdepe aproHa W TOIYICHHYIO cMech nepeMermuBayii B Tedenue 10 muH. (bpomme-
tan)uukionponad (122 mr, 0,92 mMoins) npubasmim no karwisM npu 0°C, nensHyro 0aHIO YAATWIA U peaKIly-
OHHYIO CMECh JlaJiee IIepeMEIINBaIN B TeUeHHe 4 4 MpH KOMHATHOH Temmeparype. X0 peakiui KOHTPOJIHPOBa-
1 ¢ nomotpio TCX. PeakumoHHyro cMech pa36asuiy Bogo (30 Mir) U BEINaBILee B 0CAJOK TBEPIOE BEILECTBO
ot¢unbTpoBaN. OYHCTKA C TOMOIIBIO KOJIOHOYHOH Xpomarorpaduu (cuumkarens 100-200 memr, 50-60% atui-
areTaT B FeKCaHe B KauecTBe aroeHTa) nana 80 mr (35%) nuc- 1 -(IuKIonponuiMeTin)-8-( JTUMeTHIIaMUHO )-3-(4-
(Metmncynshonnn)henun)-8-penmn-1,3-auazacnupo[4,5 | nekan-2-o1 (SC_3105) B Buge Oenoro TBepAoOro Be-
mecTBa ¢ MetammmueckuM orterkoM (TCX cucrema: 10% MeOH B JIXM; Rf: 0,70). 'H SIMP (CDCI3): & 7,85-
7,83 (d, 2H), 7,73-7,71 (d, 2H), 7,39-7,36 (m, 2H), 7,32-7,27 (m, 3H), 3,64 (s, 2H), 3,20 (d, 2H), 3,00 (s, 3H),
2,75-2,71 (m, 2H), 2,43-2,36 (m, 2H), 2,07 (s, 6H), 1,57 (m, 2H), 1,50 (m, 2H), 1,11-1,06 (m, 1H), 0,59-0,54 (m,
2H), 0,41-0,37 (m, 2H). Macc-criexktp: m/z 482,2 (M+H)". Cunre3 SC3109: muc-2-[8-aumernnamuno-1-[2-(1-
METOKCHITMKIOO0YTHI )ITHI |-2-0Kc0-8-penm-1,3-nmna3zacnupo[4,5 | nekan-3-un]0eH3amMun
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Cragus 1: uc-2-(8-(mumeTrnamuHo)- 1 -(2-( 1 -METOKCHITMKIIOO Y THIT ) 3THIT ) -2 -0KC0-8-(heHm- 1,3 -

nmuazacnupo[4,5]nekan-3-n1)0eH30HUTPHII.

Ilo amamormm c¢ meromoMm, ommcaHHbEIM 11 SC 3103 mwmc-8-(aumernmamMuHO)-1-(2-(1-MeTOKCHIUKII-
OyTri)aTin)-8-hennn-1,3-auazacnupo[4,5|nekaH-2-0H BBEIM B peaklnio ¢ 2-OpOMOCH30HHTPWIOM IS TIpe-
BpamieHuss B Iuc-2-(8-(mumeTrinaMuHo)- 1 -(2-(1-MeTOKCHITUKIO0 Y THIT )3TH )-2-0KC0-8-heHm-1,3-muazacmm-
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po[4,5]nexan-3-1)0CH30HUTPHIL.

Cramgus 2: uc-2-[ 8-quMeTmaMuHo- 1 -[ 2-(1-MeTOKCHIIMKIIO 0y THIT )3 THI | -2 -0KCcO-8-penm-1,3-
nmuazacnupo[4,5]nekan-3-ni]-6em3amun SC3109.

nuc-2-[8-(JIumermnamMuno)-1-[2-(1-MeTOKCHIIUKITOO Y THIT )3 THII |-2-0KCc0-8-(heHni- 1,3 -auazactmpo[ 4,5 | ne-
kaH-3-nuin]6enzonutpun (57,0 mr, 1,0 skxB.) pactBopuwau B IMCO (1,6 M), mpubaBHIN TEPOKCUI BOIOPOA
(0,167 mm, 14,0 sks., 30 mac.% B BomHOM pactBope) U K,COs (32,4 mr, 2,0 5KB.) B IepeMeITUBAIHA PEAKITHOH-
HYIO CMECh TIpH KOMH. TeMII. B TeueHne 18 4. Peakimonnyto cmech 3ateM moracwin 10 M1 BOABI, SKCTparupoBa-
m XM (3x10 mi1), oObeqMHEHHBIE OPraHUYECKHe KCTPAKThl cymuau Haa Na,SO4 M KOHIEHTPUPOBAIH TPU
TTOHIKEHHOM JaBiieHuH (24 MT chIpoit mpoaykT). BoaHyto da3y koHIeHTpupoBasn nocyxa (91 mr), cycnenau-
poBas B JIXM, ocasiok oTHUIBTPOBAIH M OPTAHUSACCKHI pacTBOP KOHIICHTPUPOBAIH TIPH MMOHMKEHHOM JIaBJie-
HUM C MOJYYCHHEM JOMOIHUTEIBHBIX 56 MT ChIporo mnpoaykra. OObeIUHCHHBIH CHIPOH MPOAYKT OYHUIIATH C
MIOMOIIBIO KOJIOHOYHO# Xpomarorpaduu Ha cumkarene (JJXM/EtOH 95/5) ¢ nomyuennem 37 mr (62%) 1uc-2-
[8-mumeTmnaMuHO-1-[2-(1-METOKCUIIMKIIOO Y THI )3THII | -2-0KCO-8-permn-1,3-muazacnupo[ 4,5 | nekan-3 -mi|-0eH-
samuga (SC 3109) B Buzme 6erroro TBEpAOTO BEMIECTBA. 'H SIMP (600 MTI't, IMCO) & 7,52-7,48 (s, 1H), 7,47-
7,31 (m, 7H), 7,29-7,23 (m, 1H), 7,25-7,22 (s, 1H), 7,24-7,18 (m, 1H), 3,68-3,65 (s, 3H), 3,13-3,10 (s, 2H), 3,09-
3,02 (m, 2H), 2,71-2,65 (m, 2H), 2,21-2,12 (m, 2H), 2,09-1,99 (m, 2H), 2,02-1,98 (s, 6H), 1,97-1,86 (m, 4H),
1,77-1,67 (m, 1H), 1,64-1,52 (m, 3H), 1,44-1,36 (td, 2H). Macc-cniektp: m/z 505,32 (M+H)".

Cunre3 SC3112: muc-2-(1-((1-ruapoKCUIMKIO0Y THI)METHI)-8-(METHIAMHUHO )-2-0KC0-8-herm-1,3-nna-
3acupo[4,5 | nexaH-3-1i1)0eH30HUTP T
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Cranus 1: nuc-2-(8-(aumeTnnaMuHo)-2-0kco-8-¢penni-1,3-muasacnupo[ 4,5 | nexan-3 -1i1) 0eH30HU TPHIL.

[To anamorun ¢ meronoM, ommcanHbM it SC 3103, 1-OpoM-2-imaHoOEH30I1 BBEIM B PEAKIHUIO C IHC-8-
(mumeTtnnaMuHO)-8-¢pennn-1,3-mmuazacnupol4,5 | nekan-2-onom  (INT-976) nns npespamenus B nuc-2-(8-
(mnMeTHIaMuHo)-2-0kco-8-penmi-1,3-nmuazacnupol4,5 | nexan-3-1ir)0eH30HUTPHIL.

Cramus  2: 1uc-2-(8-(mumeTmiaMuHo)- 1 -((1-THIpOKCUITMKIIOOY THIT)METHI)-2-0Kc0o-8-perm- 1,3-mua3a-
criupo[4,5]nekan-3-1i1)0eH30HUTPHIL.

K pactBopy 1uc-2-(8-(mumeTHiIaMuHO)-2-0kco-8-penmi-1,3-nuazacimpo[4,5 | nexan-3-wmi1)0eH30HUTpIIa
(500 mr, 1,336 mmoms, 1,0 3kB.) B JIMCO (16 M) npubaswin runpokcun Hatpus (213 mr, 5,334 mMonb, 4,0
9KB.) U cMech nepementnBaiu npu 60°C B teuenne 30 muH. [Ipnbasunu pactBop 1-okcacnmpo[2,3]rexcana (237
Mr, 6,68 MMoib, 5,0 3kB.) B JIMCO (4 Mi1) Ipu KOMH. TEMII. B PEaKIIMOHHYIO CMech mepeMeruBanu mpu 55°C B
tedenue 16 4. Peaknmuonnyro cMech pazbaswim Bojoi (100 M) u axctparupoBann EtOAc (100 mun). Oprannde-
CKyto (hazy mpoMbuTH BO0H (50 MIT) M HACBIIIEHHBIM BOAHBIM PAcTBOPOM XJtopuaa HaTpus (50 M), CyImInan Ha
6e3BoaHBIM Na,SO, ¥ KOHIICHTPUPOBAIU MPH TIOHMWKEHHOM JaaBiieHHH. OCTaTOK OYMINATIN C TOMOIIHIO KOJIO-
HOYHOH xpomartorpaduu Ha cwiukarene (EtOAc/T'ekcan, 7/3) ¢ monydenuem iuc-2-(8-(aumermnamuno)-1-((1-
THIPOKCHIMKIOOYTHII)METHIT)-2-0Kc0-8-erni-1,3-nnazacnupo[ 4,5 | nekan-3-wn)oenzonntpuna (200 mr, 0,436
MMONb, 32%) B BHAe O€lOro TBEpAOrO BEIIECTBA C METALIMYECKHM OTTEHKOM. Macc-criextp: m/z 4594
(M+H)".

Cramust  3: 1mc-2-(1-((1-ruapoKcHInKIO0y THIT)METHII )-8 -(METHIIAMHHO )-2-0KCc0-8-henn-1,3-anazacnu-
po[4,5]nexan-3-un)oenzonntpua (SC 3112).

ITo amamorum ¢ metomom, ommcanHbsM st SC 3099, mwmc-2-(8-(armmerunamuso)-1-((1-ruapokcuiukiio-
OyTri)MeTni)-2-okco-8-peHm-1,3-muazacnmpo[4,5 | nekan-3-uin)O0CH30HUTPHI BBETM B  pEakIWiO ¢  H-
HOJICYKITMHUMUIOM IS TIpeBpameHus B 1uc-2-(1-((1-ruap okCHIuKIo0y THIT ) METHII )-8-(METHITAMIHO )-2-0KCO-8-
¢enmn-1,3-mmazacnupo[4,5 | nexan-3-mr)oemzonutrpun (SC 3112). Bexom: 29%. 'H SIMP (JIMCO-d6, 400
MTIn), 6 (m.n.) =7,75 (dd, 1H,J=7,76 I'n, 1,16 I'n), 7,70-7,65 (m, 1H), 7,50 (d, 1H, J = 8,16 I'y), 7,44-7,42 (m,
2H), 7,35-7,25 (m,3H), 7,17-7,15 (m, 1H), 5,49 (s, 1H), 3,85 (s, 2H), 3,32 (s, 2H), 2,29-2,23 (m, 2H), 2,12-2,23
(m, 2H), 1,87 (bs, 6H), 1,73-1,46 (m, 6H). Macc-cniekTp: m/z 445,26 (M+H)".

Cunre3 SC3120: 1wc-8-(mumerunamMuHo)-3-(2-(3-okconunepasuH- 1 -nin)mUpUMUINH-5-101)-8-penm-1,3-
nuazacnupo[4,5]nekan-2-ox
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1uc-3-(2-XopnupUMUIIH- 5 -11) -8 -(IUMeTHIIaMUHO )-8 -penm- 1,3-nuazacinpo[4,5] nexan-2-on (INT-989)
(100 mr, 0,259 MMOITb) MOMECTHIIM B PEAKIMOHHBIN COCY/ AJIsl MUKPOBOJIHOBOTO peakTopa (5 Mir), cocya npoy-
T a30TOM, mpubaBwim O0e3BoAHbIH H-OyTanon (50 3kB., 13,0 MMob, 1,2 M), AUU3ONPOMIIITIIAMUH (5 3KB.,
1,30 mmouts, 0,224 mut) u nunepasus-2-oH (1,2 skB., 0,311 Mmouns, 31 Mr), cocya repMeTHYHO 3aKPBUIM U peak-
IIMOHHYIO CMeCh IepeMernnBani B Teuenne 2,5 1 npu 140°C (0ObIYHOE HAarpeBaHue). PeakmoHHy0 cMech OX-
JaJWIIH, TIEPEHOCITH B OJHOTOPIIYIO KOJIOY M KOHLIEHTPUPOBAIHM IPU NOHIKEHHOM JaBiieHnu. [lomydenHslii oc-
tatok (128 ™Mr) ounmmanu c TOMOIIBIO (UDII-XpoMaTorpapur Ha OKCHIE ATOMHUHUS (HEUTPaTbHBIN)
(AXM/MeOH rpaauent ot 100/0 mo 97/3) c momyuenmem 65 mr (56%) mwmc-8-(aumermnaMuHO)-3-(2-(3-
OXOTUTepa3nuH- 1 -ui) TupUMUAANH-5-11)-8-hennn-1,3-auazaciupo-[4,5 ] nexkan-2-ora (SC_3120). 'H SIMP (600
MI'n, IMCO) 6 8,60 (s, 2H), 8,01 (s, 1H), 7,46 (s, 1H), 7,43 -7,30 (m, 4H), 7,27 (td, 1H), 4,09 (s, 2H), 3,91-
3,75 (m, 2H), 3,62-3,40 (m, 2H), 3,30-3,09 (m, 2H), 2,61-2,51 (m, 2H), 2,44-2,25 (m, 2H), 1,97 (s, 6H), 1,93-
1,80 (m, 2H), 1,55-1,41 (m, 2H). Macc-ciextp: m/z 437,27 (M+H)".

Cunre3 SC3129: 1uc-3-(5-(8-(mumeTminaMuHo)-2-0kco-8-henwmn-1,3-muazactmpo[4,5 | nexan-3-wn) mupu-
MUJIMH-2-11)0€H30HUTPIIT
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1uc-3-(2-XopnupuMHUIH-5-111) -8 -(IUMeTHIIaMUHO )-8 -penm-1,3-muazacinpo[4,5] nexan-2-on (INT-989)
(1 »kB., 0,47 mmomb, 180 mr), Pd(PPh3), (0,1 3kB., 0,047 MmO, 54 Mr) u (3-1iHaHO(QESHIIT)0OPOHOBYIO KHCIOTY
(1,5 aks., 0,70 Mmmoitb, 103 Mr) pacTBOpWIN B JIETa3UPOBAHHOM CyXOM TeTparuapodypane (9,5 Mir) 1 nprubaBuiIn
kapOonat Hatpus 1M BomH. p-p (1,9 3kB., 0,89 Mmons, 0,89 mi). [TonydeHHYIO TIPO3pavHyI0 PEAKITMOHHYIO
cMech repeMeruBaty B TeueHue Houu pu 70°C. JomonauTensHyto mopruio Pd(PPh;), (0,1 2xB., 0,047 Mmonsb,
54 mr) npubaBWIN ¥ PEaKIIMOHHYIO CMECH JIOTIOHHUTENBHO nepemeninBaiy 12 4 npu 70°C. PeakunoHHyI0 cMech
pasbasuim EtOAc (50 M), mepememmBanu B TedeHne 10 MuH, 0caok OTQHUIBTPOBAIN M GUILTPAT KOHIICHTPH-
pOBIM TIpU TOHWKEHHOM JaBiieHWd. [losydeHHBIH ocTtaTok (285 Mr) OYHMIIATd C IOMOIILI0  (UIAII-
xpomarorpadun Ha cunukareie (rpagueHt JXM/MeOH, ot 100/0 go 80/20) ¢ momyuernem 130 mr (62%) muc-
3-(5-(8-(mumeTnnamMuHO)-2-okco-8-pennn-1,3-quazacnupo[4,5 ] nekan-3 -1 MMPUMUINH-2-11) O H30HUTPHITA
(SC_3129). 'H SIMP (600 MI'u, IMCO) & 9,13 (s, 2H), 8,60 (dp, 2H), 7,93 (dt, 1H), 7,88 (s, 1H), 7,72 (dd, 1H),
7,42-7,35 (m, 5H), 7,28 (d, 1H), 3,73 (s, 2H), 2,01-1,91 (m, 2H), 1,98 (s, 10H), 1,57-1,48 (m, 2H). Macc-
crekTp: m/z 453,24 (M+H)".
Cunre3  SC 3130: nmc-8-(mumernnaMuHo)-3-(2-(4-(MeTmwicynb(poHUT ) IHepa3uH- 1 - 1) MMpUMHIHH-5-
nn)-8-penni-1,3-quazacnupo [4,5]nekaH-2-0H
o, 0
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nuc-8-(JIlnmerunamuno)-8-penm-3-(2-(munepasus- 1 -un)mupuMuanH-5-un)- 1,3 -quazaciupo[4,5 | nexkan-2-
oH (SC_3124) (100 wmr, 0,23 mmons) pactBopwin B JIXM (150 sks., 34 mmons, 2,2 M) B atMochepe azota. K
MOJIy9€HHOMY pacTBOpy mpubOaBwin 4-nupuauHauMmeTmiaMmuaonupuand (0,05 sxs., 0,012 mMmoins, 1,4 Mr) u
JTUU30TpONIDTIIaMAH (3 2KkB., 0,67 MMoub, 0,119 M) u cmech oxmanumu 1o 0°C. Ilpubasuimm MeTaHCyIb¢ho-
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HIxsopun (2 sks., 0,46 mmons, 0,036 M), yaamuiy JIeasHyto OaHIO M PEaKIMOHHYIO CMECh IEPEMENINBAIN B
TEYEHHUE 2 U IPU KOMH. TeMI. PeaklmoHHYI0 cMech moracwiu Boaoit (5 mi), paz6asmwiu JIXM (10 mi), momy-
YEHHYI0 KOPUYHEBYIO CYCIIEH3UIO OT(QHIBTPOBAIHN Yepe3 CTEKISTHHBIA (QIIBTP, (GUIBTPAT MEPEHECIH B ACIH-
TENBHYI0 BOPOHKY, OT(QWIBTPOBAIN OpraHWYecKyio a3y oTmenmnu u BOAHYIO (azy skcTparupoBamu XM
(2x10 mi). OObenuHeHHbIe Opranndeckue ¢aspl cymnn Hag MgSO, U KOHIEHTPUPOBAIM NP IMOHWKEHHOM
nasieHun. [loydeHHbIi ocTaTok (81 MI) ouMIaNM ¢ TIOMOIIBIO (uIdII-XpoMaTorpadu Ha OKCHJE aTFOMHHUS
(rpamumenr AXM/EtOH ot 97/3 mo 96/4) ¢ momywuenumem 51 wmr (43%) wc-8-(numerniaamuno)-3-(2-(4-
(MetuncynshoHMIT)TUIEepa3uH- | -1 TUpUMUANH-5-10)-8-penmi- 1,3 -mma3zacnupo-[4,5|nekan-2-ora (SC_3130).
'"H SIMP (600 MI'u, IMCO) & 8,59 (s, 2H), 7,46 (s, 1H), 7,39 (d, 1H), 7,37 (s, 3H), 7,28 (d, 1H), 3,79-3,74 (m,
4H), 3,54 (s, 2H), 3,18-3,13 (m, 4H), 2,87 (s, 3H), 2,43-2,32 (m, 2H), 1,97 (s, 6H), 1,92-1,87 (m, 2H), 1,51-1,41
(m, 2H). Macc-cniektp: m/z 514,26 (M+H)".

Cunre3 SC3132: nuc-8-((IMKIONpONMIMETHIT)(METHIT)aMHUHO )-8-(eHmIt-3-(2-(Tprd TopMeTHIT ) TUPUMH-
nuH-5-un)-1,3-nmuazacnupo[4,5]nekan-2-on
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Cragus I: 1uc-8-(MeTHIIaMiHO)-8-peHun-3-(2-(Tpud TopMeTII) TUPUMHINH-5-11) - 1, 3-tnazacmm-

po[4,5]nexaH-2-0H.

ITo ananmormm ¢ meronom, onucanHbM 1t SC 3099, muc-8-(mumerniamMuHO)-8-pennn-3-(2-(Tpudropme-
THT)OUPUMHIIH-5-11)-1,3-auazacupo[4,5 | nekan-2-o0 (SC_3245) BBenw B peaknuio ¢ H-HOJICYKIWHUMHIIOM
JUTSL  TIpeBpamieHus] B  IUC-8-(METUIAMHUHO)-8-heHmt-3-(2-(TpudTopMeTHn) mupuMUuINH-5-11)- 1,3 -1ra3acm-
po[4,5]nexan-2-oH.

Cramus 2: 1uc-1-(4-metokcuOeH3nn)-8-(MeTmiaMuHo )-8-perm-3-(2-(Tprud TopMeTHIT ) TUPUMHUITHH-S5 -1 )-
1,3-nuazacrimpo[4,5]nexan-2-oH.

NaH (60% B murepansaOM Macie) (296,3 mr, 7,407 Mmoinb, 1,5 3KB.) M0 MOPIUSIM MPUOABIIIA K PACTBOPY
uc-8-(MeTmtaMuHo )-8-penni-3-(2-(tpud ropmeTn ) mupuMuanH-5-un)-1,3-nuazaciupo[4,5 | nekan-2-ona (2 T,
4,938 mmoutb, 1 9kB.) B JIM®PA (20 mur) mpu 0°C B aTMocdepe aproHa B MOJyYSHHYIO CMECh NIEpEeMEeNTNBaIHA B
teuenue 10 mun. [Ipubasmwmu mo kamisiMm 1-(6pommeriin)-4-metokcubenszon (1,092 r, 5,432 mmons, 1,1 3kB.).
PeakunoHHYI0 cMeCh MEIJICHHO HArpeBalid 10 KOMH. TEMII. M NIEpEMCIINBAIN B TeueHUEe 16 4. Xoa peaxiuu
KOHTpoJpoBanu ¢ momoinsio JKX-MC. Peakimonnyro cmech pasodasuinn Bogoid (150 mit) u opraHudeckuii mpo-
nykT skctparupoBanu EtOAc (3x60 mur). OObequHEHHBIE OPTaHUYECKUE DKCTPAKTHI CYIIWIN HaJ O€3BOIHBIM
Na,SO4 v KOHIICHTPUPOBATH NPU MOHUKCHHOM JIaBJICHUU. [10Ty4eHHBI OCTATOK OYHINAIU C MOMOIIBIO (I~
xpomarorpadun (cumukarens 230-400 wmenr; 0-4% MeOH/IXM) ¢ momydenumem 2 r (77%) nwmc-1-(4-
METOKCHUOCH3MIT)-8-(MeTUIaMUHO )-8 -heHnn-3-(2-(TpudropMeTrn ) mupuMuanH-5-1in)- 1,3 -quazacnupo[4,5 | ne-
KaH-2-OHa B Buze Oemoro TBepaoro BemecTBa ¢ MetammmdeckuM orteHKoM (TCX cucrema 5% MeOH B XM
Rf: 0,55).

Cramus 3: muc-8-((IUKIOTmpOTIIMETII )(METHIT ) aMUHO )- 1 -(4-MeTokcnben3mn )-8-permn-3-(2-(tpud ropme-
THN)TAPUMHUAUH-5-10)-1,3-1razaciupo[4,5 | nexkaH-2-0H.

(bpomMerwm)ukionpornan (0,461 mi, 4,762 MMoib, 5 9KB.) IpUOABWIM TI0 KarisAM K cMecH Iuc-1-(4-
METOKCHOEH3MI)-8-(METHIaMUHO )-8 -peHmI1-3-(2-(Tpud TopMeTIIN ) IUpUMUINH-5-11)- 1,3 -inazacnupo-[4,5] ne-
kaH-2-oHa (500 mr, 0,952 mMmoms, 1 3kB.) u K,CO3 (657 mr, 4,762 MMone, 5 3kB.) B aneToHUTpHie (20 M) npu
KOMH. TeMIl. B atMocdepe aproHa. PeakIMOHHBIN COCYZ FepMETHYHO 3aKPBUIA M CMECh MEPEMEIIUBAIHA TPU
95°C B Teuenme 24 4. XoI peakiuy KOHTpoJaupoBanu ¢ nmoMolbio JXX-MC. PeakoHHYI0 cMech pa30aBuiIn
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Bozo# (50 mur) m oprammdeckuil mpoaykT 3kctparupoBanu EtOAc (2x50 mi). OObequHEHHBIE OpTaHUYECKHe
9KCTPAKThI CyIIWIH Hajg 0e3BoAHBIM NaySO, M KOHIICHTPHPOBATH MPH MOHWKECHHOM HaBiieHUH. [1omydeHHBIH
0CTaTOK OYHMINAIM C ToMouIbio (im-xpomarorpaduu (cumukarens 230-400 memr; 0-40% EtOAc/meTposeiiHpiM
a¢upom) ¢ momyuerueM 220 mr (39%) mwmc-8-((IUKIONPOMMIMETHIT)(METHIT)aMHUHO)- 1 -(4-MeTOKCHOCH3 I )-8 -
dhennn-3-(2-(tpudTopMeTII ) IUPUMUAIINH-5-11)- 1, 3-1ra3acnupo[4,5 | nekan-2-oHa B BHIE OEIOro TBEPAOTO Be-
mecTtBa ¢ MetaumdeckuM oTTeHKoM (TCX 50% EtOAc B metposneitnom 3¢upe, Rf: 0,65) u 230 Mr mHenpopearu-
POBABIIETO UCXOIHOTO MaTepHaa.

Cramus 4: muc-8-((IIUKI0pOMHIMETH )(METHIT)aMUHO )-8-peHn-3-(2-(Tprud TOpMETHIT) TUPUMHTAH-S5 - 1T~
1,3-guazacmiupo[4,5]nekan-2-ou (SC_3132).

TOK (4,2 1) mo KamisM TpUOABMWIIM K PacTBOPY IHC-8-((MUKIOTPOTHIMETH)(METHII)aMUHO)- 1 -(4-
MeTOKcHOeH3m)-8-(eHmn-3-(2-(Tpud ropMeTrin) TupUMHANH-5-11)-1,3-mrazacnnpo[4,5]nexan-2-ona (210 wr,
0,363 mmois) B IXM (0,05 M) ipu 0°C B atMocdepe aproHa. PeakiimoHHYI0 CMECh MEIJICHHO HarpeBaJId J0
KOMH. TEMIL. U NepeMelInBaiy B TeueHue 16 4. XoJ peakunu KOHTpoaupoBainu ¢ nomousio XKX-MC. 130s1Tok
TOK Bblnapuiu Mpy NOHWKEHHOM JAaBIIEHUU U ocTaToyHoe KosndectBo TOK ynanunu B BuAe a3eoTpONMHON
cMmecu ¢ JIXM (2x5 mur). Ceipoit poayKT ounmainy npenaparuBaoii BOXX ¢ momyuenuem 105 mr (63%) muc-
8-((muKIIOnpOMUIAMETIIT ) (METHIT)aMHHO )-8 -(heHIT-3-(2-(TpU D TOPME T ) TUPUMHTUH-5-111) - 1, 3 -Arasacmu-
po[4,5]nekan-2-ona (SC_3132) B Buae Oenoro TBepAoro Bemiectsa ¢ MetammmmdeckiuM otTeHKoM (TCX cucrema
50% EtOAc B merpoeitnom s¢upe, Rf: 0,35). 'H AMP (JMCO-d6): & 9,17 (s, 2H), 8,10 (br s, 1H), 7,35-7,33
(m, 4H), 7,25-7,22 (m, 1H), 3,72 (s, 2H), 2,43 (m, 2H), 2,13 (s, 3H), 1,97-1,82 (m, 6H), 1,49 (m, 2H), 0,75-0,71
(m, 1H), 0,41-0,39 (m, 2H), 0,06-0,01 (m, 2H). Macc-cniekTp: m/z = 460,2 (M+H).

Cunares  SC3133:  muc-8-muMeTmiiaMuHO-3-[2-(4-MeTrimunepa3uH- 1 -kapOOHIIT ) TUPUMUATUH-5-111]-8 -
(dhennn-1,3-guazacnupo[4,5]nexan-2-oH

I
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INT-990 SC_3133

1-Merunmumnepasut (2 3kB., 0,5 MMoutb, 55 Mk) u [5-[8-(mumeTrnamMuHo)-2-0kco-8-penmn-1,3-nmuazacmm-
po[4,5]nexan-3-wun Jmupumu -2 -kapOooHwm Jokcmmutuit (INT-990) (100 mr, 0,25 MMONb) CyCIEHIUPOBAIU B
JAXM (1,6 M), tpuatrinamud (10 2kB., 2,5 MMoib, 336 MKIT) U MOCIeIOBaTEIbHO TIprbaBuin npornuidochoHo-
BBl aHTHapUA (>50 Mac.% pactBop B sTmnanerate) (2 3kB., 0,5 Mmoms, 297 MKIT) U peakIIMOHHYIO CMECh IIepe-
MEIIMBAJIA P KOMH. TeMII. B TedeHue 2 4. [Tomydennyio cmech noracwim 2M BogH. NaOH (2 mur), opranude-
CKyI0 (ha3y OTIOCNWIN U BOJHYIO (a3y 3KcTparupoBanu auxiopmeranoM (3x10 mir). OObeqMHEHHBIE OpraHude-
CKHE KCTpaKkThl cynin Haa Na,SO, ¥ KOHIEHTPUPOBAJIH TIPH ITOHWKEHHOM aaBieHnn. OcraTtok (88 mr) pac-
TBOpWIH B 3 M JIXM n MeuieHHO npubaBmwii 6 Mt neHTana. [lomydyeHHyro cMech iepeMeInnBaiy B Teuenue 30
MHUH. Ocafiok OTGUIBTPOBAIM M CYLIMIN IIPH MOHM)KEHHOM JaBJICHWU C moixydeHueM 69 mr (58%) mmc-8-
JUMETHIaMUHO-3-[2-(4-MeTmimuIepa3ut- 1 -kapOoHWT) IUpUMUANH-5 -1 |-8-¢enni-1,3-nnazacnupo[ 4,5 | nekan-
2-oma (SC_3133). '"H IMP (600 MI'u, IMCO) & 9,03 (s, 2H), 7,87 (s, 1H), 7,42-7,34 (m, 5H), 7,28 (d, 1H),
3,69 (s, 2H), 3,62 (dd, 2H), 3,17-3,12 (m, 2H), 2,57-2,51 (m, 2H), 2,36 (t, 2H), 2,25-2,21 (m, 2H), 2,21 (s, 3H),
1,98-1,89 (m, 2H), 1,96 (s, 6H), 1,56-1,46 (m, 2H). Macc-criexktp: m/z 478,29 (M+H)".

Cunre3 SC3146: 1uc-5-(8-(numerunaMnHo)-2-0kco-8-penni-1,3-muazacnupo[4,5]nexan-3 -1i) TMpuMH-
TUH-2-KapOokcaMu

o o}
N
oél\N o™ N
H
INT_990 SC_3140

Metun-nuc-5-(8-(numeTnnamuHo)-2-0kco-8-penmi-1,3-nuazacmupo[4,5 | nekan-3 -1 ) MupUMUIHH-2 -Kap-
6okcunar (INT-990) (100 mr, 0,244 mmoins) pactBopuiu B 7N NH; B metanone (25 sxB. NHj, 0,9 mir) B Mukpo-
BOJTHOBO# TipoOupKe. PeakIIMOHHEIA COCYT TepMETHYHO 3aKPBUTH, PEaKIIMOHHYI0 CMECh MePEMEIIHBAIN B TEUC-
HHUE 5 THEW MpHu KOMH. TEMIL. U 3aTeM KOHIICHTPHUPOBAIN IIPH IMOHKEHHOM JaBieHUH. OCTaTOK OYHUIANIHN C TI0-
MoIIbI0 QundnI-xpomaTtorpadun Ha HelTpaabHOM okcuze amoMuuus (JIXM/ EtOH, rpamuent ot 90/10 no 74/26)
¢ moimyderneM 38 mr (39%) nuc-5-(8-(aumeTnnamMuno)-2-0kco-8-pennn-1,3-nuazacnupo(4,5 | nekan-3-mwn)nupu-
MuHH-2-kapGokcamuaa (SC_3140). 'H SIMP (600 MI'u, IMCO) & 9,07 (s, 2H), 8,02 (d, 1H), 7,93 (s, 1H),
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7,59-7,55 (m, 1H), 7,38 (d, 4H), 7,28 (ddd, 1H), 3,72 (s, 2H), 2,49-2,37 (m, 2H), 1,99-1,92 (m, 8H), 1,88-1,75
(m, 2H), 1,56-1,45 (m, 2H). Macc-cnextp: m/z 395,22 (M+H)".

Cunre3 SC3146: merun-umc-2-(4-(5-(8-(mumernnamuHo)-2-0kco-8-henni-1,3-auazacnupo[4,5 ] nexan-3-
W) TAPUMUIAH-2 -1 TATIepa3yH- 1 -mm)aneTaT

HN Y\N
Cl\)J\ ~
N
N— B —— N
)\ o)\ N
SC_3124 SC_3146

nuc-8-(Jlnmerunamuno)-8-permn-3-(2-(munepasun- 1 -un)mupumMuanH-5-un)- 1,3 -quazacnupo[4,5 | nexkan-2-
oH (SC_3124) (200 mr, 0,46 MMOITB) PACTBOPIUIN B CYXOM arleTOHUTpwie (5 MiT) B atMocepe a3oTra, moCiIeno-
BarenpHO npubasmm K,CO; (1,2 3kB., 0,55 Mmmonb, 76 Mr) u MeTmi-2-xnopanerat (1,5 sks., 0,69 mmois, 0,06
MJI) ¥ PEaKLIHOHHYIO CMECh NTEPEMENINBAIN TIPU KUIISTYEHUH B TeueHne 5 4. [IpnbaBuiin HOBYIO MOPLHUIO METHII-
2-xnopanerata (1,5 sks., 0,69 MmMonb, 0,06 MiT) U peakIMOHHYIO CMECh NEpEeMEIINBAIIH IPH KUIITYCHUH B TeYe-
HHE HOYH. PeakMOHHYIO cMeCh KOHIIEHTPHPOBAIHU IIPH NMOHMKEHHOM NaBiieHnH. OCTAaTOK CYCIEHANPOBAIH B
XM, ocanok ordunsTpoBanu 1 npomMbBanu JJXM. OObequHeHHBINH (UIBTPAT KOHIEHTPUPOBAIN NPH TTOHHU-
JKEHHOM JIaBJIeHHH ¢ noxydeHueM 106 mr ceiporo mpoaykra. dmsmi-xpomarorpadus Ha cHiIMKareie (dIIOCHT
JXM/EtOH rpaguent ot 98/2 mo 96/4) mama 168 mr (72%) mermn-nuc-2-(4-(5-(8-(1umeTniniaMnuHO)-2-0Kco-8-
(enmn-1,3-mmazacnmpo[4,5] nexan-3-mn) mupUMHINH-2 -1 ) munepasus- 1 -un)anerar (SC_3146). 'H SIMP (600
MTI'n, IMCO) & 8,54 (s, 2H), 7,42 (s, 1H), 7,37 (m, 4H), 7,27 (m, 1H), 3,63 (t, 7H), 3,52 (s, 2H), 3,27 (s, 2H),
2,54 (t, 4H), 2,45-2,30 (m, 2H), 1,96 (s, 6H), 1,93-1,83 (m, 4H), 1,52-1,42 (m, 2H). Macc-criextp: m/z 508,4
(M+H)".

Cunre3 SC3162: muc-8-(auMeTnnaMuHO)-8-heHun-3-(2-(mupuanH-2-1ui1) MMpUMHUIAH-5-10)- 1,3 -nrazacmm-
po[4,5]nexan-2-oH

Cl N
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INT-989 SC_3162

Z/
/
z

ruc-3-(2-XmoprmupuMuArH-5-1i)-8-(IuMeTHIIaMuHo )-8-hennn- 1,3-quazacnupo[ 4,5 nexan-2-on (INT-989)
(200 wr, 0,52 mmoie), TpuOyTHA(2-upuauI)cTanHan (1,5 3kB., 0,78 mmonb, 286 mr) u Pd(PPh;), (0,1 3ks.,
0,052 mmomnb, 60 Mr) pacTBOpWIH B AerazupoBaHHOM Oe3BogHoM MDA (150 3kB., 77,7 MMOib, 6 M) B aTMO-
cdepe azota. [Ipubasumu ¢propun nesus (2,2 3kB., 1,14 MMoib, 173 Mr) U peakIMOHHYIO CMECh TIEPEMCIITUBAIIN
pu 90°C B TeueHne HouH. [ToTydeHHYIO CYCIIEH3UIO OXJIQIMIIN A0 KOMH. TeMII. pa3baBuiu Boaol (10 mur), skc-
TparupoBaiu sTmwianeratom (30 min), 3atem XM (30 i), dazy XM cymmnm vHag MgSO4 1 KOHIEHTpHPOBAIN
TPY TOHMKEHHOM JaBJICHUH ¢ moiiydeHneM 320 Mr chiporo mnpoaykra. dmam-xpomaTtorpadus Ha CHIHKArelie
(amoent JIXM/0,IN NH; B MeOH, rpaguent ot 95/5 no 70/30) nama 72 mr (33%) nuc-8-(AUMETHIAMIHO)-8-
¢ennn-3-(2-(mupuaAnH-2 -1 TAPAMUAIRH-5-1)- 1 ,3-nna3zactmpo[4, 5] nexan-2-ona  (SC_3162). 'H sAMP (600
MI'n, IMCO) & 9,13 (s, 2H), 8,71-8,67 (m, 1H), 8,30 (d, 1H), 7,92 (td, 1H), 7,86 (s, 1H), 7,46 (dd, 1H), 7,43-
7,35 (m, 5H), 7,31-7,25 (m, 1H), 3,73 (s, 2H), 2,48-2,33 (m, 2H), 2,00-1,78 (m, 10H), 1,57-1,47 (m, 2H). Macc-
crexTp: m/z 429,2 (M+H)".

Cunre3 SC3169: mwmc-2-(2-(8-(aumernnamMuHo)-2-okco-8-pernn-1,3-muazacnupo[4,5 ] nexan-3-m)heHok-
CH)YKCYCHasi KHCJIOTa

o

,.-N -—H
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INT 376
5 JEBD

Cramgus 1: 1wc-2-(2-(8-(auMeTtunamMuHO)-2-0kco-8-perni-1,3-muazacnupo[4,5 | nekan-3-un)peHoKCH )alie-
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TOHUTPHUIL.

Mo amanmormm c¢ wmeromom, ommcaHHbIM it SC 3103, muc-8-(mumermnamuHO)-8-heHmn-1,3-1ua3a-
criupo[4,5]nexan-2-o1 (INT-976) BBenmu B peaknuto ¢ 2-(2-6poMpEHOKCH )allEeTOHUTPHIIOM ISl TIPEBPAIICHUS B
ruc-2-(2-(8-(muMeTHIIaMIHO )-2-0Kc0-8-heHm-1,3-nuazaciupo[4,5 | nexaH-3-w1) e HOKCH ) alle TOHUTPHIL.

Cramus 2: 1muc-2-(2-(8-(mumeTrnaMuHo)-2-okco-8-permi-1,3-nmnazacrimpo[4,5 | nexan-3-min)peHOKCH ) yK-
cycHas kuciora (SC3169).

rmc-2-(2-(8-(JlumetrmiraMuHo)-2-0kco-8-penmn-1,3-nuazactupo[4,5 | nexaH-3-wm1) G eHOKCH )alle TOHUTPHIT
(134 wr, 0,331 mmons) pactBopwim B koHil. BoaH. HCI (1,4 miu, 50 5kB.). PeakumoHHYI0 cMech HarpeBajiu JI0
100°C B TeueHue 2 94 B OXJIaAWIN 1O KOMH. TeMIl. Ocazok OTGWIBTPOBAIH, MPOMBIBATIHM BOAOH (2X) W CYIIHIN
IpY TIOHM)KEHHOM JaBJeHHH ¢ moiyderuneM 31 mr (22%) nwmc-2-(2-(8-(aumerninaMuHoO)-2-0kco-8-hermn-1,3-
nmuazacriupo[4,5]nexan-3-wmn)peHokcn)ykcycHon kucaotsl (SC_3169). 'H SIMP (600 MI'r, AMCO) & 7,75-7,71
(m, 1H), 7,59-7,48 (m, 4H), 7,27 (dd, 1H), 7,15 (ddd, 1H), 6,97-6,90 (m, 2H), 4,65 (s, 2H), 3,43 (s, 2H), 2,70 (d,
2H), 2,56 (s, 6H), 2,31 (t, 2H), 1,93-1,86 (m, 2H), 1,33-1,22 (m, 2H). Macc-crextp: m/z 424,2 (M+H)".

Cunre3 SC3173: nmc-8-(mumeTHiaaMuHo)-8-penn-3-(2-(nmunepa3uH- 1 -kapOOHMIT) TMPUMHIUH-5-11)-1,3-
nuazacnupo[4,5]nekan-2-oH
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Cramus 1:  nuc-tper-OyTmi-4-(5-(8-(nuMernnamMuHo)-2-0kco-8-henni-1,3-guazacnupo[4,5 | nekan-3-
W) TAPUMUIAH-2-KapOOHUI ) TUIIepa3uH- | -kapOoKcHaT.

ITo amamormm ¢ mertomoMm, ommcaHHBIM aist SC 3133, mwmc-5-(8-(auMermnamMuHO)-2-0kco-8-permi-1,3-
nmuazacnupo[4,5 | nekan-3-un)mupumMuana-2-kapookcmiatr gutus (INT-990) BBenmm B peakmuio ¢ 1-(Tper-
OyTOKCUKapOOHWI)TUTIEPAa3MHOM JIJISl TIpeBpalieHusi B IUC-TpeT-OyTui-4-(5-(8-(auMeTniaaMuHo)-2-0Kco-8-
(dhennn-1,3-auazactupo[4,5 | nexaH-3-wiI) TUpUMHIAH-2 -KapOOHWIT ) TUTIepa3H- | -kapOOKCHIIAT.

Cramust  2: 1uc-8-(aumerninaMuHo)-8-henun-3-(2-(munepasun- 1 -kapOoHUT) TUpUMUARH-5-11)-1,3-11a-
3acnupo[4,5]nexan-2-on (SC3173).

uc-Tper-byTin-4-(5-(8-(mumernnaMuHo)-2-okco-8-penmi-1,3-nuazacnupo[4,5] nexan-3 -1 IUpUMUINH-
2-kapOoHmI)munepasnH-1-kapookcunar (230 mr, 0,41 mmonb) pactBopuin B TOK (2,2 mu, 28,6 mmonb, 70
9KB.). PeakionHyro cMech nmepeMemBaii Ipy KOMH. TEMIL. B TeUEHHE 2,5 4 M 3aTeM KOHIEHTPUPOBAIH IPU
HOHIWKEHHOM JaBieHuu. Octarok pactBopuiu B XM u npnbaswim BoxH. Hacen. Na,COs (no pH 10). Opra-
HUYeCKyIo a3y oTnesn u BoxH. dazy sxcrparupoBanmu XM (2x). OObeqHEHHbIE OPraHUYeCKUE IKCTPAKTHI
cymmau Hag MgSO, M KOHIEHTPHPOBAIM TIPH TOHIKCHHOM aBieHUH. [lepekpucrammm3anus ocTaTka M3
JAXM/nentan mana 105 mr (56%) mwc-8-(mumerniaMuHo)-8-penmi-3-(2-(nmunepaznH- 1 -kapOOHUIT ) THPUMHTHTH-
5-un)-1,3-muazacimpo[4,5]nekan-2-on (SC_3173). 'H SIMP (600 MI', IMCO) & 9,04 (s, 2H), 7,89 (s, 1H),
7,42-7,32 (m, 4H), 7,31-7,26 (m, 1H), 3,69 (s, 2H), 3,65 (t, 2H), 3,21 (t, 2H), 2,90 (t, 2H), 2,79-2,74 (m, 2H),
2,43 (s, 2H), 1,98 (s, 9H), 1,89-1,75 (m, 1H), 1,53-1,47 (m, 2H). Macc-criextp: m/z 464,3 (M+H)".

Cunre3 SC3182: muc-8-(qumeTrnaMuHo)-3-(2-(4-ruapOKCUITHITCPUANH- | -1 ) TAPUMUANH-S5 -1 )-8 -PeHIIT-
1,3-nuazacrmpo[4,5 ]| nexan-2-oH

HO

CIYN Q )

DR
YT —
) N
ON
H o//LN
H

INT-989 SC_3182

Et;N (0,39 1, 3,89 MMo:16) TpubaBMIIN K pacTBOPY IUC-3-(2-XITOPIMAPUMHIAH-S-1IT)-8-(IMME THIIAMHHO )-8 -
(dbennn-1,3-quazacnupo[4,5]nexan-2-ona (INT-989) (0,5 r, 1,29 mMmonp) u nunepunuu-4-oma (0,32 r, 3,24
mmoib) B IM®A (10 M) nmpu koMH. Temn. PeakunonHyio cMmech nepemerinBany npu 130°C B teuenne 16 4,
OXJIAIIIN 10 KOMH. TeMII. 1 KOHIIEHTPHUPOBAIN NPH MOHKEHHOM naBieHun. Ocrtatok pa3dasmmm 10% BomH.
NaOH wu opranuveckuii mpoayKT skcTparupoBaiu 1/9 00./06. MeOH/JIXM. OO0bequHEHHYIO OpTaHUIECKYIO
(dhazy cymmnn Han 6e3BogHBIM Na,SO4 ¥ KOHIIEHTPHUPOBAIU B Bakyyme. OCTaTOK OYHUIIIAIN C TIOMOIIBIO TIpera-
paruBHoit TCX, wucnonsdys 10% MeOH/AXM B kauectBe osmioeHTa ¢ monydeHueM 130 mr nmc-8-
(muMeTHIaMuHO)-3-(2-(4-rupOKCUITUIIEpUIUH- | - IUpUMUANH-5-11)-8-penni-1,3-mnazacmipo[ 4,5 | nekan-2-
ona (SC_3182) B Bune Oemoro TBepAoro Bemiectsa ¢ MetammnueckuM orteHKkoM (TCX cucrema: 10% MeOH B
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JIXM; Rf: 0,1). 'H AIMP (JIMCO-d6): & 8,50 (s, 2H), 7,39-7,26 (m, 6H), 4,68 (d, 1H), 4,19-4,16 (m, 2H), 3,69-
3,67 (m, 1H), 3,51 (s, 2H), 3,14 (t, 2H), 2,33 (m, 2H), 1,94-1,71 (m, 12H), 1,45 (m, 2H), 1,30-1,23 (m, 2H).
Macc-criextp: m/z 451,2 (M+H)".

Cunre3 SC3186: muc-8-(auMeTHiIaMuHO)-3-(3-MeTHIMHpHIUH-2-101)-8-penn-1,3-quazacnupo[4,5] nexan-
2-0H

N = IN
j\ ; N\ " \N_
N
" H O)\N
H
INT-976 SC_3186

CoequHeHHE CHHTE3UPOBAIHN B MapajUIEIbHOM 3KCIEpUMEHTe. B cyXoll peakIMOHHBIN COCYH C aproHOM,
CHa0>XeHHBIN cenToM, 3arpy3uwin pactBopsl INT-976 (0,1M, 1 mi) u 1-6pom-2-merundensona (0,15M, 1 mi) B
muokcane. K momyuennoit cmecu mpubasmmm Cs,CO; (200 mxmonb), XantPhos (10 mxmons) u Pdy(dba); (5
MKMOITb). PeakIlmOHHBIN COCY]T CHOBa MPOIYIH aprOHOM, TEPMETHYHO 3aKPBUIH U BCTPSXHUBATIH PEAKIIHOHHYIO
cmech ipu 100°C B Teuenne HouH. [loMydeHHYIO CMeCh OXJIATWINA 10 KOMH. TEMII. M PAaCTBOPUTENb yIAIHIN
NP TIOHWXEHHOM JiaBiieHHH. OCTaToK IepeHecr B 3 Ml ANXJIOpMEeTaHa U 3 MJI BOZbI, OpraHM4YecKyro ¢asy oT-
JISTAITN, BOMHYIO (Da3y dSKCTparmpoBasid quxiopMeraHoM (2x3 mur). OO0benquHeHHBIE opraHudeckue (pa3bl KOH-
HEHTPUPOBAIM NPHU TOHIKEHHOM naBiieHnH. OcTaTok ounmany c mnomouipio BOXKX ¢ momydenuem 1wc-8-
(mumeTraMuHo)-3-(3-MeTrnupuanH-2-un)-8-penmi-1,3-muazacnupo[4,5 | nekan-2-ona  (SC _3186). Macc-
crekTp: m/z 363,2 (M+H)".

Cunre3 SC3208: 1uc-4-(5-(8-(mumeTminaMuHo)-2-0kco-8-henmn-1,3-muazacimpo[4,5 | nexaH-3-wn) mupu-
MUIH-2-FJ1) UHI0JIHH-2-0H

Cl\ﬁ N ’

N \ \

X N N— N N—
N o
INT-989 SC_3208

ruc-3-(2-XnoprmupuMuArH-5-1i)-8-(auMeTHIIaMuHo )-8-pennn- 1,3-quazacnupo[ 4,5 nexan-2-on (INT-989)
(150 wmr, 0,38 mmomns), Pd(t-BusP), (0,1 »xB., 0,02 mmomb, 10 mr) u 4-(4,4,5,5-retpamermi-1,3,2-nuokca-
6opomnaH-2-ui1)UHA0INH-2-0H (2 3KB., 0,78 MMoub, 201 Mr) pacTBopuiH B AerazupoBanHoM Oe3BogHoM TT'® (80
9KB., 31 MMoutb, 2,5 M) u mpubaswm 1M BomH. Na,CO; (5,5 k8., 2,14 Mmons, 2,14 mi). [TonydeHHyrO cMech
nepememuBaiy nmpu 60°C B TeueHre 8 4 U 3aTeM IIPH KOMH. TEMII. B TeUeHHEe HOYH. PeakIMoHHyI0 cMech pa3ba-
BWJIM BOJIOHM 10 oOpasoBanmsi ocaznka. Ocanok ordwisTpoBanu, cycnesauposanmu B 30 mu JIXM, cHoBa oT-
(UIBbTpOBANH, MMPOMBIBATH MEHTAHOM (5 MJI) M CYIIWIM TPU MOHKCHHOM JABIICHUM C MONydeHHeM 143 mr
(76%) uc-4-(5-(8-(muMeTmIaMuHo )-2-0kco-8-henmi- 1,3-nuazacnupo(4,5] nekan-3 -1t TUpUM U TAH-2 -
win)unnonuH-2-ona (SC_3208). 'H IMP (600 MI'u, IMCO) 6 10,45 (s, 1H), 9,10 (s, 2H), 7,87 (d, 1H), 7,84-
7,80 (m, 1H), 7,39 (d, 5H), 7,29 (dt, 2H), 6,91 (d, 1H), 3,82 (s, 2H), 3,72 (s, 2H), 2,41 (d, 2H), 2,03-1,74 (m,
9H), 1,60-1,44 (m, 3H). Macc-criekTp: m/z 484,26 (M+H)".

Cunre3 SC 3221: muc-8-(aumetnnaMuHO)-3-(2-((2-TrApOKCHITHIT)aMUHO ) TUPUMHIAH-5 -11)-8-hern-1,3-
nuazacnupo[4,5]nekan-2-oH

\,Fr\j \ \cJ"'\.fN rj\)\

y
EJJ‘H eTam 1 Aﬁ% craga 2 OﬁLH

IN1 413 5C_3221

Cramus 1: muc-8-(mumeTmnaMuno)-3-(2-((2-MeTOKCHITHIT)aMHHO ) TUPUMUANH-5-1 )-8-perm-1,3-mua3za-
criupo[4,5]nexan-2-0H.

ITo amamorum ¢ meromom, ormmcaHHbM it SC 3103, 2-MeTOKCHATaHAMHH BBEJIH B PEAKUHUIO C muc-3-(2-
XJIOPIUPUMHINH-5-11)-8-(auMeTnnamuHo)-8-penun-1,3-auazacimpo[4,5nekan-2-onom (INT-989) nnsa mpe-
BpallleHus B IHC-8-(IUMETHIAMUHO)-3-(2-((2-MEeTOKCHATHII)aMUHO ) TUPUMHIUH-5-11)-8-hennn-1,3-auazacmu-
po[4,5]nexaH-2-0H.

Cramust 2: nuc-8-(muMeTtnnamMuHo)-3-(2-((2-ruapoKCHITHIT)aMUHO ) TMPUMHINH-5-11)-8-penm-1,3-aua3za-
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cniupo[4,5]nexan-2-on (SC3221).

BBr; (IM B IXM) (2,2 M, 2,22 MMoib) NpuOaBIsiid K pacTBopy Iwmc-8-(ammermnamuHo)-3-(2-((2-
METOKCHITHII )aAMHHO ) TUPUMUINH-5-1i)-8-perm-1,3-mnazacrimpo[4,5 | nekan-2-ona (0,55 r, 1,06 mmons) B
JAXM (20 mn) pm -78°C 3a 15 muH. PeaknunoHHyto cMech NepeMeIInBaIi IIpy KOMH. TEeMIL. B TeueHue 4 4, 3a-
TEM TIOTaCHIIA BOJOI M KOHIICHTPHPOBAIH IIPH TOHIKEHHOM JaBlieHHH. OCTaTOK OYHIaIN 00paieHHO-(ha3HOH
B3XX ¢ momyuenunem 82 mr (19%) nmc-8-(aumerminaMuHO)-3-(2-((2-ruapoKCHUI THII)aMIHO ) THPUMHUIWH-5 11T )-
8-pennn-1,3-mnazactmpo[4,5]nexan-2-ona (SC_3221) (TCX cucrema: 10% MeOH B IXM (atmocdepa ammmua-
Kka); Rf: 0,3). 'H SIMP (IMCO-d6): & 8,41 (s, 2H), 7,39-7,24 (m, 6H), 6,70 (t, 1H), 4,64 (br, s, 1H), 3,50-3,45
(m, 4H), 3,28-3,25 (m, 2H), 2,37 (br m, 2H), 1,94-1,86 (m, 10H), 1,45 (m, 2H). Macc-cnexTp: m/z
411,2(M+H)".

Cunre3 SC 3224: muc-3-(2-(1H-urnazo:mn- 1 -wn)mupuMuauH-5-1m)-8 -(numeTiiaMuHo )-8-pern- 1,3-mua3a-
cniupo[4,5]nekan-2-oH

Ch N <\;

— N—N N
)N\ R NS \ \N—
N
o’ N O)\H
INT-989 sc_3224

K,CO; (0,53 1, 3,89 MMoiIb) MpUOaBUIIN K PAacTBOPY LUC-3-(2-XJIOPIUPUMHUINH-5-11)-8-(AMMETHIIAMIHO )-
8-hennn-1,3-muazacnupo[4,5]nekan-2-ona (500 mr, 1,29 mmons) u 1H-urgazona (306 mr, 2,59 mmons) B
JAM®A (10 mm). Peakmmmonnyto cMmech nepemermuBany npu 140°C B teuenue 48 4, OXJIaauian 10 KOMH. TEMIL. U
KOHIICHTPUPOBAIX NP MOHMKEHHOM naBieHuu. Ocratok pazdaswmm JIXM (50 mir), ordunerpoBany yepes 1ie-
TUT U (QUIBTPAT KOHICHTPUPOBAIHM INPU TOHMKECHHOM HaBieHuH. OCTaTOK OYHMINAIA C MOMOIIBIO (hiam-
xXpoMmartorpadun, Ucros3ys HelTpaapHbelid okenn amomunust (0-10% MeOH/AXM) ¢ nocnenyromeil O4uCTKON
obpamenHo-¢pasnoit BOXX ¢ momyuenuem 77 wmr (13%) muc-3-(2-(1H-unnazon-1-wn)mupuMuaus-5-wui)-8-
(mumeTtnnamuHo)-8-perni-1,3-mua3zaciupo[4,5]nexan-2-ona (SC_3224) B Buae 6enoro TBEpAOTrO BEIIECTBA C
metamtaecknm orterkoM (TCX cucrema: 10% MeOH B JIXM; Rf: 0,6). 'H SIMP (IMCO-d6): 8 9,10 (s, 2H),
8,57-8,55 (d, 1H), 8,41 (s, 1H), 7,89-7,87 (d, 1H), 7,82 (br s, 1H), 7,57-7,53 (t, 1H), 7,39-7,28 (m, 6H), 3,72 (s,
2H), 2,45 (m, 2H), 1,98-1,93 (m, 10H), 1,52 (m, 2H). Macc-cnektp: m/z 468,2 (M+H)+.

Cunre3 SC3235:  mwmc-metmn-2-(2-(8-(nuMerninaMuHo )-2-0kco-8-henni-1,3-quazacnupo[4,5 | nexan-3-
nin)(peHoKcH )areTar

SC_3169 SC_3235

uc-2-(2-(8-(Jumernnamuno)-2-okco-8-thennn-1,3-nmazacnmpo[4,5] nexan-3-1mim)peHOKCH) yKCYCHYIO  KHCIIO-
Ty (120 mr, 0,28 MMmoib) pactBopri B Metanone (1,4 mi, 125 9kB.) ¥ npubaBUIM 1O KaruIsiM THOHWIXJIOpHT (4
9KB., 1,13 Mmonb, 83 MKi). PeakimoHHyI0 cMech IepeMeIInBaiy IpH KOMH. TEMIL. B T€UEHHE HOYH, pa30aBmIN
BozH. Hackll. NaHCO; u skerparupoBann JIXM (3x). O0beauHeHHble opranundeckue ¢assl cymmin Hax MgSOy, u
KOHIIEHTPHUPOBAJIN NPH MOHIKEHHOM AaBieHn. OctaTok (112 Mr) ouuimany ¢ moMoIsio ¢un-xpoMarorpadguu
Ha cmmukarene (rpaauent JIXM/MeOH ot 97/3 mo 88/12) ¢ momyuenwem 92 mr (74%) mmc-mermn-2-(2-(8-
(muMeTmmamMuHO)-2-0Kco-8-pennn-1,3-muazacnupo[4,5] nexan-3-mwi)perokcn)anerata (SC 3235). 'H SIMP (600
MI'u, IMCO) 6 7,40-7,33 (m, 4H), 7,29 (dd, 1H), 7,28-7,24 (m, 1H), 7,13 (td, 1H), 6,99-6,91 (m, 2H), 4,76 (s,
2H), 3,67 (s, 3H), 3,55 (s, 2H), 2,45-2,26 (m, 2H), 2,07 (s, 2H), 1,98 (s, 6H), 1,94-1,75 (m, 4H), 1,52-1,45 (m, 2H).
Macc-criexktp: m/z 438,2 (M+H)".

Cunre3 SC3238: 1muc-2-(5-(8-(mumeTnmnaMuHo)-2-0kco-8-henmn-1,3-muazactmpo[4,5 | nexaH-3-wi) mupu-
MUIH-2-¥JT)0CH30HUTP T
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INT-989 SC_3238

1uc-3-(2-XopnupuMUIIH-5-111) -8 -(IUMeTHIIaMUHO )-8 -penm- 1,3-nuazacinpo[4,5] nexan-2-on (INT-989)
(240 wmr, 0,56 mmounsb), xomiueke [1,1'-6nc(nudenundocduno)dpeppouet|auxnopnamwtagusa(Il) ¢ nuxnopmera-
HoM (0,05 akB., 0,028 Mmomb, 23 Mr) u (2-manodenmt)6oponoByro kuciory (1,125 sks., 0,63 MmoIb, 92 Mr)
pacTBopwIH B JerazupoBaHHOM 1,2-muMeroxcudtane (100 skB., 56 mmois, 5,8 mu) u npubasunu CS,CO; (3,3
9KB., 1,84 Mmob, 600 mr) B Boze (175 akB., 98 mmons, 1,8 mi).

INomyueHHyr0 MPO3pavHYI0 PEAKLMOHHYIO cMech mepeMemmuBanu 3 nHs npu 60°C. PeaknuonHyo cMmech
paszbasuiu Bonoi (15 mir) u skerparuposanu EtOAc (2x15 mur). OObeauHeHHBIE OpraHuyeckue (asbl CyInmm
Hag MgSQO, 1 KOHIICHTPUPOBAIH TP MOHIKEHHOM AaBiieHUH. OcTaTok (355 Mr) oummand ¢ MoMOIIbio (Id1I-
xpoMmatorpadun Ha cuiukarene (rpagueHt XM/ MeOH 95/5 to 70/30) ¢ nonydennem 60 MT TIpoaykTa, KOTO-
PBIH gonoIHUTENbHO ounmany ¢ momoisio BOXXX ¢ momydenunem 15,4 mr (6%) muc-2-(5-(8-(aumeTninaMuHO)-
2-oxco-8-pennn-1,3-nmuazactmpo[4,5]aexan-3-wn) mupuMuIuH-2-mn)oerzonutpmwia (SC_3238). 'H SMP (600
MTI'n, AMCO) 6 9,17 (s, 2H), 8,27 (dd, 1H), 7,94 (dd, 1H), 7,81 (td, 1H), 7,65 (td, 1H), 7,42-7,35 (m, 5H), 7,28
(ddt, II+{), 3,75 (s, 2H), 2,49-2,34 (m, 1H), 2,00-1,76 (m, 11H), 1,55-1,51 (m, 2H). Macc-criektp: m/z 453,24
(M+H)".

Cunre3 SC3239: nuc-3-(2-aMUHOTUPUMUANH-S5-11)-8-(AuMeTHIIaMuHO )-8-¢enni-1,3-nnazacmnupo[ 4,5 e-

KaH-2-0H
CIyN HoN _N
NJ\ \ E/J \
Pl - Pl

N
o N o N

INT-989 SC_3239

B cocyn st MUKpOBOJTHOBOT'O PEAKTOPA 3arpy3mMiIN MHC-3-(2-XIOPIUPUMUIHH-S -1 )-8-(TUMETHIIaMHUHO )~
8-hennn-1,3-guazacnupo[4,5|aexan-2-on (INT-989) (250 mr, 0,65 mMmomb), poaynu a3zotom, pudasmwmm 7N
pactBop NH; B metanose (108 3kB., 70 mmons, 10 mi) u nuokcas (37 3kB., 24 MMOJIb, 2 MIT), COCY T€PMETHIHO
3aKpBUTH U PEaKIUOHHYIO cMech nepeMemnuBany npu 115°C B Teuenue 12 4 B MEKpOBOIHOBOM peakTope. Peak-
IIMOHHYIO CMech 3aTeM oxnaxaanu 10 4°C B Tedenne Houn. OOpa30BaHHBIN 0CaI0K OTPHUIBTPOBAIIH, TPOMBIBA-
m JIXM (HeOombpuIoe KOJIMYECTBO), BOJOH (2x), apupom (2x) U CyIIMIN NpU MOHMKEHHOM JIaBJICHHH C TIOJTY-
yeaneM 180 mr (76%) 1wc-3-(2-aMAHOIMPUMUINH- S5 -1)-8-(IMMETHIIaMHIHO )-8-herm- 1,3-auaszacnupo[4,5 | ne-
kaH-2-oHa (SC 3239) B BHAe 0enoro TBEPAOTO BEIIECTBA C METAUIMYECKAM OTTEHKOM. 'H SIMP (600 MI'w,
JAMCO) & 8,39 (s, 2H), 7,40-7,32 (m, 5H), 7,26 (tt, 1H), 6,25 (s, 2H), 3,51 (s, 2H), 2,37 (s, 2H), 2,07 (s, 2H),
1,96 (s, 6H), 1,94-1,68 (m, 4H), 1,47 (d, 2H). Macc-criextp: m/z 367,23 (M+H)".

Cunre3 SC3240: mwmc-N-(5-(8-(muMeTminaMuHO)-2-0kco-8-henwmn-1,3-muazactmpo[4,5 | nexan-3-wi)nupu-
MUIUH-2 - ) IAKIOMPOIaHKapOOKCaMIT

HZNTJ \ V)J\CI HNT:j\ \
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1uc-3-(2- AMUHOTIMPUMUIMH-5-11 )-8-(TUMe THIIaMUHO )-8 -(heHni- 1,3 -auazacupo[ 4,5 | nexkaH-2-0H
(SC 3239) (50 wmr, 0,14 mmons) 1 4-numeTunamuaoTHpuIuH (1,3 3kB., 0,18 MMOITE, 22 MT') paCTBOPHIIH B CYXOM
mupuauHe (200 9kB., 27 MMonb, 2,2 M) B atMocdepe azorta. [uknonponankapoonmwtxiopun (1,3 sks., 0,18
MMOJIb, 16 MKIJ) IpUOABWIIA B OJHOW TOPITMH U PEAKIIMOHHYIO CMECh TIepEeMENTNBAIN TPU KOMH. TEMII. B Tede-
Hue 3 4. [[pubaBuIu TONOIHUTEIBHYIO TOPLUUIO IIMKIIONPOIIaHITKapOoHMIXIopuaa (3 9kB., 0,42 Mmous, 37 M)
1 PEaKIMOHHYIO cMech nepemermmBany mpu 90°C B Tedenne 1 4. PeaknmmoHHy0 cMech pa30aBmiid BoAoH (5 mir)
n BogH. Haceinl. NaHCO; (5 mu), axctparupoBas JIXM (3x10 mi), opranndeckue (a3pl MPOMBIBATN HACHI-
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MICHHBIM BOJHBIM PACTBOPOM XJIOpUAA HATpUs, cymrunu Haj Na,SO, ¥ pacTBOPUTENs YIATMIN MPU TOHMKCH-
HOM naBiieHuH. OCTaToOK THIATEIbHO cycreHnupoBanu B 3 Ma JIXM, ocafiok OTQHIBTPOBATIH, POMBIBAIN d(PH-
POM W CYIIWIIM TIPH MMOHIKEHHOM JaBJeHHH ¢ noiyderneM 47 mr (79%) muc-N-(5-(8-(anmeTnnaMuHo)-2-0Kco-
8-¢pennn-1,3-mnazactmpo[4,5 | nexan-3 - THpUMHITH-2- W ) IIUKIonponankapookcamuna  (SC 3240) B Buze
0eIoro TBEpPIOro BEIECTBA. "H SIMP (600 MIw, JAMCO) ¢ 10,66 (s, 1H), 8,81 (s, 2H), 7,67 (s, 1H), 7,41-7,33
(m, 4H), 7,31-7,21 (m, 1H), 3,62 (s, 2H), 2,45-2,32 (m, 2H), 2,01 (td, 1H), 1,96 (s, 6H), 1,93-1,78 (m,3H), 1,52-
1,47 (m, 2H), 0,82-0,72 (m, 4H). Macc-criextp: m/z 435,3 (M+H)".

Cunre3 SC3242: muc-8-(mumeTrnaMuHo)-8-hennn-3-(6-(munepasuH- 1 -wn)nupunna-3-mn)-1,3-nuazacmu-
po[4,5]nexan-2-oH

Hl N—
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a¥ Ty HN"\J
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NI N INT-976 N ) N
—_— = D —————————
T [& Az
gr CTamEA 1 = CTATHA 2 o? N
5C_3242

Cramus 1: 4-(5-OpoMIIpUMUIHH-2 -1 )THTISPA3HH.

[To ananoruu ¢ metonoM, onmcaabM 11t SC_3097 craguu 1, 5-0pom-2-XJTOPIHUPHUINH BBEIU B PEAKITHIO
C TIUIEPa3HHOM JIJIs TIpeBpamieHus B 4-(5-0poMIMpUMHIAH-2-HIT)TATIEPA3UH.

Cramus 2:  nwuc-8-(auMeTunamuHo)-8-peHmi-3-(6-(munepa3un- 1 -um)nupuan-3-ui)- 1,3-1uazacnupo
[4,5]mexan-2-on (SC3242).

nmc-8-(Jlmmerunamuno)-8-penm-1,3-muazacnupo[4,5 ] nekan-2-o1 (INT-976) (80 mr, 0,29 mmons), 4-(5-
OpoMIHMpUMHUIUH-2-MT)unepasuH (2 7xB., 0,56 Mmonb, 142 mr) u docdar kamus (4 skB., 1,17 Mmmonb, 248 mr)
cycneHaupoBai B N, N'-numetmmtrieaauamune (18 sxB., 5,27 mmous, 0,6 M) B atMocdepe a3ora. Peaknmon-
HYyI0 cMech nepememnnBany mpu 80°C B TeueHue 2 4, pazbasuim Boxoi (10 M) u axctparupoBamu JIXM (3x15
). OObeIUHEHHBIC OpTaHUYecKue (a3pl COICPIKAIN 0CaOK, KOTOPBIH OT(IIHTPOBAIU, MPOMBIBATH HU30IPO-
MIAHOJIOM M CYLIMJIM IIPU TOHMKCHHOM JIaBJICHHUH C mosrydeHueM 79 mr (62%) muc-8-(auMeTniaMuHo)-8-(enu-
3-(6-(nurepasun-1-wn)mupuana-3-un)-1,3-auazacnupo[4,5 | nexan-2-ona  (SC_3242). 'H SIMP (600 MI'n,
IMCO) ¢ 8,15 (d, 1H), 7,85 (dd, 1H), 7,41-7,33 (m, 4H), 7,32-7,23 (m, 2H), 6,74 (d, 1H), 3,51 (s, 2H), 3,30-
3,25 (m, 4H), 2,78-2,73 (m, 4H), 2,43-2,31 (m, 2H), 1,96 (s, 6H), 1,93-1,79 (m, 4H), 1,50-1,42 (m, 2H). Macc-
criektp: m/z 435,3 (M+H)".

Cunre3 SC3275: 1uc-8-(atmmaMuHo)-1-((1-ruapokcuukiao0ytun)metun)-8-permn-3-(2-(tpudropme-
TH)TUPUMUINH-5-11)- 1,3-nrazactmpo[4,5 | nexaH-2-oH

at PN
N\J\N NH, \J\
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Fon o

SC_3262 SC_3275

ruc-8-AmMuHO- 1 -((1 -THIPOKCUTTMKIOO0Y THIT )METHN )-8 - eHUI-3-(2-( TPUPTOPMETHIT ) TUPUMHUIUH-5-11)- 1,3 -
nurazacrinpol4,5]nexan-2-on (70 mr, 0,15 Mmous) pactBopuim B 6e3BonHoM JIXM (3,8 M) B atMocdepe a3oTa.
[ocnenoBarensHO npubaBmwiM ykcycHyto kucioty (0,1 sxB., 0,015 mmorns, 0,8 M) n aneranpaerun (1,1 aks.,
0,16 MMOITB, 9 MKJI) ¥ TTOJTY4EHHYIO CMECh ITEpPEMENINBAIN IPH KOMH. TeMIl. B TeyeHue 1 4. [IpubGasunm tpuane-
ToKcnOopruapu HaTpus (2 3kB., 0,29 MMOJIb, 62 MI') M PEaKIIMOHHYIO CMECh IIEPEMEIINBAIIH ITPU KOMH. TEMII. B
TedeHre Hour | 3aTeM npu S0°C B Teuenue 5 4. JlomonHuTeNbHBIE KOJIMYecTBa aneranpaeruaa (1,1 sks., 0,16
MMOJIb, 9 MKJ) M TpuaneTokcubopruapuaa Hatpust (2 sks., 0,29 Mmons, 62 Mr) npuOaBWIN U PEAKIHOHHYIO
CMeCh TIepeMeIBaIId JONOJHUTENBHBIX 24 1 ipu 50°C. TTony4eHHYI0 CMECh OXJIAMIIN 0 KOMH. TEMII. IoTa-
cwm BoaH. Hackin. NaHCO; mo pH > 7, pa3z6aBwim Bomoit u sxctparupoBaimu JIXM (3x). O6benHEHHBIE Op-
ranuueckre ¢aspl cymmian Hag Na,SO, M KOHIEHTPUPOBAIM NP HOHKEHHOM nasineHnd. Ocrarok (70 mr)
OUMIIATIH C oMoIIbIo (udnI-xpomarorpadun Ha cumkarene (IXM/EtOH rpaguent ot 99/1 no 95/5) ¢ momy-
yeaneM 43 wMr (58%) 1mc-8-(3tmnamuno)-1-((1-ruapokcuiukiio0y T )Metn)-8-penmn-3-(2-(tpudropme-
T TUPUMUIUH-5-11)- 1,3-auazacmupo[4,5 | nekan-2-ona (SC_3275). 'H SIMP (600 MI'u, IMCO) & 9,26 (s,
2H), 7,55-7,49 (m, 2H), 7,33 (t, 2H), 7,21 (d, 1H), 3,92 (s, 2H), 2,38 (td, 2H), 2,17-2,06 (m,3H), 2,00-1,87 (m,
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4H), 1,81 (td, 2H), 1,72-1,64 (m, 1H), 1,60-1,50 (m, 1H), 1,49-1,43 (m, 2H), 0,99 (t, 3H). Macc-cniekTp: m/z
504,3 (M+H)".

Cunre3 SC 3292 m SC 3293: suantmomep | um sHanTtHoMmep 2 mwmc-8-(Metmi((TeTparuapodypan-3-
WJT)METHIT)aMUHO )-8-pernn-3-(2-(Tpud ropMe T ) TupuMHINH-5-1)- 1, 3-nnazacrmpo[4,5 | nekan-2-oHa

\ P r\f\)\ FaC I\;\

N
o
\NP
HN N ;L
o”LH o

rac sHaHTMomep 1 SHaHTHOMED 2
INT-1026 SC_3292 5C_3291

(o)

Cs,CO; (0,85 1, 2,61 MMonp) mpubaBWiIM K TNPOAYTOMY aproHOM pacTBOpy Imc-8-(mermi((Terpa-
runpodypan-3-mwi)MeTHi )aMuHO )-8-penmn-1,3-auazacnupo[4,5 | nekan-2-ona (INT-1026) (0,3 r, 0,87 mMMoub),
Xanthphos (45 wmr, 0,087 mmons), Pd,(dba); (80 mr, 0,087 MMoins) u 5-6poM-2-(TprdTOPMETHIT) TUPUMHUINHA
(0,29 1, 1,30 mmonb) B 1,4-nuokcane (15 mir). CMech mpoyBany aproHOM B TEUEHHE 5 MHUH M IEpEMEIINBAIIH
mpu 90°C B Teuenue 16 4. PeakmMoHHYIO cMech OXJaawiM A0 KOMH. Teml., pa3daBmnu EtOAc (20 mm), ot-
¢unpTpOBANIN Yepe3 LEeNUT U QUIbTpaT KOHIEHTPUPOBAIM IPH NOHIKEHHOM JaBiieHHH. CHIPOH MPOIYKT OYH-
manm ¢ noMouipio umm-xpomartorpaduu (cumukarens 230-400 menr; 3% MeOH B IXM) ¢ momydeHnueMm co-
€IMHEHUsI, KOTOPOE JOTOJHUTEIIFHO OUHIIAIN o0paleHHo-(pa3Hoi nmpenaparusHoii BOJKX ¢ momydenuem 0,1 r
(23%) uc-8-(metmin((Terparunpodypan-3-mi)MeTHII )aMiuHO )-8-penm-3 -(2-(Tpud TopMeTHI ) TUPUMUAUH-5 -
nn)-1,3-mnazacnupo[4,5]nexan-2-ona (TCX cucrema: 10% MeOH B IXM; Rf: 0,4) B Bume cmecu SHaHTHOME-
poB. YcnoBus oOparieHHo-¢ha3Hoi npenaparuBHoii BOXXX: nonsmwxkHas ¢aza: 10 MM ruapokapOoHaTta aMMo-
uus B H,O/aneronutpur; komonka: X-BRIDGE-C18 (150%19), 5 mxm; monasmkHas ¢asza rpagueHt (Mua/%B):
0/30, 8/82, 8,1/100, 10/100, 10,1/30, 12/30; ckopocTs moToka: 19 mu/mMuH; pa3baBuTenb: MOABMKHAS (aza +
TI'®. Cmech sHaHTHOMEPOB 1HC-8-(MeTHI((TeTparuapodypan-3-uia)MeTniT)aMuHo )-8-penni-3-(2-(tpudropme-
THI)TUPUMHIUH-5-11)-1,3-1uazacnupo[4,5 | nexan-2-ona (100 Mr) pazgennny ¢ MOMOIIBIO CBEPXKPHUTHUECKOM
KUJIKOCTHOM xpomarorpaduu Ha 35 mr snanTHOMepa 1 (SC-3292) u 40 mr sHanTHOMepa 2 (SC-3293) B BUAE
0eJIbIX TBEpPABIX BEIECTB C METAJUIMYECKUM OTTEHKOM. Y CJIOBHS MPENapaTUBHOMN CBEPXKPUTHUYECKOH >KUIKOCT-
HOU xpomarorpaduu: xojonka: Chiralpak TA (250x30) mm, 5 Mxm; % CO,: 50,0%; % copactBopurens: 50,0%
(100% meTanomn); obmas ckopocts: 70,0 r/muH; oOpatHoe naBnenue: 100,0 6ap; Y®: 256 HM; kpaT4aiiiiee Bpe-
Ms: 13,5 MuH; 3arpy3ka/uabeKIL.: 9,5 mr; gucmo uabekui: 11. SC-3292: 'H IMP (IMCO-d6): & 9,15 (s, 2H),
8,23 (broad s, 1H), 7,37-7,25 (m, 5H), 3,68-3,58 (m, 5H), 3,37-3,36 (m, 1H), 2,32 (m, 3H), 2,13-1,89 (m, 10H),
1,47 (m, 3H). SC-3293: 'H SIMP (JIMCO-d6): & 9,15 (s, 2H), 8,23 (broad s, 1H), 7,37-7,36 (m, 4H), 7,26-7,24
(m, 1H), 3,68-3,56 (m, 5H), 3,37-3,36 (m, 1H), 2,31-2,28 (m, 3H), 2,13-1,86 (m, 10H), 1,48 (m, 3H). Macc-
criektp: m/z 490,3 (M+H)".

Cunre3 SC 3313: nuc-3-(2-(4-muknonpormin-1H-1,2,3-tprazon- 1 -wn)mupuMuuH-5-1) -8 -( IuMe THIaMu-
HO)-8-hennn-1,3-nquazacnupo[4,5]nekan-2-ox

"ls i INT-876 N b
- ] -
N"l*‘m NI M {/L
"\If/’l cTagHA 1 o CTATH 2 o N
Br Br

5C_3713

Cramus 1: 5-6pom-2-(4-umkmonponwi-1H-1,2,3-tprazon- 1 -wn) mupuMu s,

2-Azuno-5-opommupumunud (400 mr, 1,94 mmois) u sTuHWINMKIONponaH (1,3 3kB., 2,522 mMMmons, 0,21
MJI) pacTBOpHIIH B TpeT-OyTtanoine (5 mu). [locnenoBarensHo npubasuiay pacTBOpsl ackopbara Hatpust (0,1 9kB.,
0,194 mmouts, 38 mr) B Boze (2,5 mun) u nentaruapara cynsgara meau (1) (0,1 sxs., 0,194 mmois, 48 Mr) B BoC
(2,5 mi1). PeakumoHHyI0 CMecCh IepeMeIIMBAIIN B YCIOBUSIX OKpY’Karollel cpeasl B Teuenue 18 4, 3atem pasda-
Bun 20 ma 1M BomH. NH,OH u skerparupoBanu EtOAc (3x30 mur). O0bennHEHHBIE OpTaHUIECKHE YKCTPAKTHI
MPOMBIBAJIN HACBIIIIEHHBIM BOJHBIM PAaCTBOPOM XJIOpHIa HATpusl, Cylin Haj Na,SO4 1 KOHIEHTPHPOBAIH IIPH
MOHIKEHHOM JaByieHHu. Ceipo#t mpoaykt (510 Mr) ounimanyu ¢ moMoIsio ¢iani-xpomarorpadiy Ha CHIIMKarese
(AXM/EtOH 99/1) ¢ nomyuennem 143 mr 5-6pom-2-(4-muxmonpormi-1H-1,2,3-tprazon-1-wn)nupumMuanaa B
BUJIe 6e10T0 TBEPIOro BemecTa. Macc-criekTp: m/z 266,0 (M+H)".

Cramus  2: 1wmc-3-(2-(4-muxmonponwi-1H-1,2,3-tpua3zon- 1 -mn) mupuMuInH-5-1i)-8-(AMMe THIaMHHO )-8 -
dbennn-1,3-quazacnupo[4,5]nexan-2-on (SC3313).

ITo anmamormm c meromom, ommcaHHbIM it SC 3103, mwmc-8-(auMermnamMuHo)-8-henmi-1,3-auazacnu-
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po[4,5]nekan-2-oH (INT-976) BBenu B peaximio ¢ 5-0pom-2-(4-nuknonponui-1H-1,2,3-rpuazon-1-mn)nupumu-
IUH IS TpeBpamieHus B 1wmc-3-(2-(4-muknonpommi-1H-1,2,3-tpua3oi- 1 -mn) mupuMuinH-5-1i) -8 -( auMe THII-
amuHO)-8-¢ern-1,3-nmazacrupo[4,5 | nekan-2-ou (SC_3313). 'H SIMP (600 MTI'ii, IMCO) & 9,09 (d, 2H), 8,50
(d, 1H), 7,91 (s, 1H), 7,42-7,34 (m, 2H), 7,38 (s,3H), 7,31-7,25 (m, 1H), 3,72 (s, 2H), 2,48-2,31 (m, 2H), 2,10-
2,01 (H} 1H), 1,99-1,77 (m, 10H), 1,58-1,46 (m, 2H), 1,00-0,91 (m, 2H), 0,84 (tt, 2H). Macc-cniektp: m/z 459,3
(M+H)".

Cunares  SC3319:  mwmc-8-(metmn((Terparuapodypan-3-ui)MeTna)aMuHo )-8-peHmn-3-(2-(Tpud ropme-
THN)TUPUMUINH-5-11)- 1,3-nrazactmpo[4,5 | nexaH-2-oH

F3C

7
\ N\)E\ \
N— N
/

HN N N—
O//LH E 0//1':”%7':

INT-1024 SC_3319

Cs,COs5 (145 wmr, 0,45 mMonsb, 2 9KB.), nuc-8-(aumerunamMuHo)-8-(3-propdenun)-1,3-anazacnupo[4,5 | ne-
kaH-2-oH (INT-1024) (65 wmr, 0,223 mMons, 1 3kB.), Xanthphos (19 mr, 0,033 mmons, 0,15 3xB.), Pdy(dba); (10
mr, 0,011 mmonsb, 0,05 3kB.) u 5-6pom-1-metmi-3-(Tpudropmermn)nupazon (102 mr, 0,446 Mmmois, 2 9KB.) 3a-
TPY3WIH B COCYIl MHKPOBOJIHOBOTO peakTopa (2-5 M), COCyX IepMETHYHO 3aKpBUTM M MPOAYJH a30ToM (3x).
1,4-Inokcan (1,5 M) npubaBuiaM Yepes MIIIPHUIl U PEaKIMOHHYIO cMech nepemMemmBany npu 110°C B Mukpo-
BOJIHOBOM peakTope B TeueHue 10 4. [lomydeHHy0 cMmech OXJIaWIM 10 KOMH. TEMIL. NPHOABHIM PacTBOP
Xanthphos (19 mr, 0,033 Mmonb, 0,15 5kB.) u Pd,(dba); (10 mr, 0,011 Mmmoms, 0,05 5kB.) B 1,4 nuokcane (1 mi),
U IepeMelINBali PeaKUOHHYI0 cMech pu 130°C B MUKpOBOIHOBOM PEAKTOPE B TEUEHHUE JOMOJHUTEIBHBIX 10
4. [Tonmy4eHHYI0 CYCTIEH3UIO OXJIQAMIN 10 KOMH. TEMII. IToracwiii Bojoi u akctparupoBanu AXM (3x). O0be-
IUHEHHYIO OpraHmdecKkyio ¢a3y cymmmm Hag Na,SO4 U KOHIIGHTPHUPOBAIX TIPH TOHIKEHHOM faBieHun. [loiry-
YEHHBIH OCTAaTOK OYHINAIH C TIOMOIIbI0 un-xpomaTorpaduu (rpaguert ot 0 o 16% MeOH B IXM) ¢ moiry-
gyeaneM 41 wmr  (42%) 1mc-8-(Mmetmn((TeTparuapodypan-3-mi)MeTHII)aMIHO )-8-heHun-3-(2-(tpudTop-
METHJT) TUPUMHINHE-5-11)- 13- inasacrmpo|[ 4,5 | nexan-2-ona (SC_3319). 'H SIMP (600 MI'n, IMCO) & 7,71 (s,
1H), 7,41 (q, 1H), 7,21-7,12 (m, 2H), 7,09 (td, 1H), 6,63 (s, 1H), 3,75 (s, 2H), 3,55 (s, 2H), 2,42-2,27 (m, 2H),
1,99-1,89 (m, 8H), 1,88-1,73 (m, 2H), 1,56-1,49 (m, 2H). Macc-cniekTp: m/z 440,2 (M+H)+.

Cunres  SC3340: mwmc-2-(3-(8-(aumeTnnamMuHo)-2-o0kco-8-pernn-1,3-mua3zacnupo[4,5] nexan-3-ni)mm-
pUaMH-4-1n)aeTaMu

0. _HH;
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y
[ kY
HM 5 cTaguA 2 oy N—
M _—
9" H o N
INT-976 sc_3140

Cramus  1: 1wmc-2-(3-(8-(mumernnamMuHo)-2-0kco-8-henni-1,3-auazactupo[4,5 | nexan-3 -uin) mupuanH-4-
WIJT)alleTOHUTPHIL.

ITo amamormm ¢ meromoM, ommcaHHBIM it SC 3097 cramum 2, mwc-8-(mumerniamMuHO)-8-penni-1,3-
nmuazacniupo[4,5]nekan-2-o0 (INT-976) BBenm B peaknuio ¢ (3-OpoMIHUpUINH-4-HIT)alleTOHUTPHIOM JUISI TIpe-
BpalICHUs B uc-2-(3-(8-(mumernnaMuHo)-2-okco-8-henmn- 1,3-auazacmupo[4,5 | nexkan-3-wi) mupuana-4-

WJT)alleTOHUTPHIL.
Cragus  2: 1wmc-2-(3-(8-(aumeTmnamMuHo)-2-0kco-8-penni-1,3-muazacnupo[4,5 | nekan- 3 -mn) nupuauH-4-
wi)aneramun (SC3340).

K pactBopy 1mc-2-(3-(8-(aumeTinamMuHO)-2-0kco-8-penni-1,3-muazacnupo[4,5 | nekan- 3 -mn) nupuauH-4-
win)aneronntpuia (600 mr, 1,54 mmons, 1,0 sxB.) B EtOH (50 mur) npubasuinu NaOH (247 mr, 6,16 Mmmois, 4,0
9KB.). PeaknmoHHyI0 cMech mepeMemrBany MpH KUITYCHHN B T€UCHHE 16 9 W 3aTeM KOHIIEHTPHUPOBATIH IMPH
TTOHIKEHHOM JaBieHUH. [loMydeHHBIH OCTATOK OYMINAIH C ITOMOIIBI0 KOJOHOYHON Xpomarorpaduu (Hewn-
TpasbHBIN okcua amoMuHus, 4% MeOH B JIXM) u okoHYaTenpbHO ouyumamu ¢ momormbio BOXKX (komoHka:
Gemini NX-C18 (50x4,6), 3 kM, pasbasurens: JIMCO, monsmwknas ¢asa: rpaaument 0,05% HCOOH B
Boae/ACN ckopocTh moToka: 1 Mi/MHH) ¢ mosydeHueM nuc-2-(3-(8-(muMernnamMuHo)-2-0kco-8-henni-1,3-
nmuazacriupo(4,5]xexan-3-mnm)mupuaua-4-mwi)aneramuaa (SC_3340) (40 mr, 0,098 mmomnb, 4% BBIXOA 3a 1BE CTa-
JUH) B BUJIC OCJIOr0 TBEPAOTO BEIISCTBA C METAUITMYCCKUM OTTCHKOM. 'H aMP (AMCO, 400 MI') 6 8,40 (s,
1H), 8,32 (d, 1H, J = 4,92 T'm), 7,49 (s, 1H), 7,36-7,24 (m, 7H), 6,99 (s, 1H), 3,49-3,46 (m, 4H), 2,32 (bs, 2H),
1,94-1,77 (m, 10H), 1,52 (bs, 2H). Macc-cnektp: m/z 408,2 (M+H)".
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Cuntes  SC3352:  nmc-8-(muMerunamMuHO)-3-(2-rugapokcubenso|d]okcazon-7-min)-8-penmn-1,3-1ua3za-
cniupo[4,5]nekan-2-oH

N
HM CTE‘I,‘IHH 1 SE'-“N cra,:um 2

INI 9/6 $C_3152

Cramuss  1:  1wmc-7-(8-(muMeTniaMuHo)-2-okco-8-penmi-1,3-nuazacnupo[4,5] nexan-3-ui)-3-((2-(tpume-
THJICHIIMI)3TOKcH)MeTHi)0en3o[ d]okcazon-2(3H)-oH.

ITo amanormm ¢ merogom, omucanHbeM it SC 3103, muc-8-(aumernnamuno)-8-dennn-1,3-auazacnu-
po[4,5]nekan-2-on (INT-976) BBemu B peakiuioo ¢ 7-0poM-3-(2-TpUMeTHICHITaHWIITOKCHMETHN )-3 H-6eH30-
Kca3oJ-2-0HoM (TomydeH u3 7-6pomben3o[d]okcazon-2(3H)-oHa ¥ TPUMETHICHIMIITOKCUMETHIIXIIOpUIA, ClIe-
Iysl CTaHTApPTHOH METOAWKe) JUIA TpeBpamieHus B mwuc-7-(8-(aumernnamMuHo)-2-okco-8-penmn-1,3-
nmuazacnupo[4,5]nexkan-3-nm)-3-((2-(TpumeTmiicuinmn)3Tokcu)MeTrn)oen3o[d]okcazon-2(3H)-on. Macc-criekrp:
m/z 537,2 (M+H)".

Cramqus 2: nuc-8-(mumeTniaMuHo )-3-(2-ruapokcuden3o| d]okcazon-7-wm)-8-hennn- 1,3 -auazacmu-
po[4,5]nekan-2-on (SC3352).

K pactBopy 1mc-7-[8-muMeTHIaMUAHO-2-0KCO-8-PeHII- 1 -(2-TpUME THIICHIaHIIITOKCUMETI)- 1 ,3-Tna3a-
crimpo[4,5]nex-3-un]-3H-6en30kcazon-2-ona (350 mr, 0,65 mmoinsb, 1,0 3kB.) B 1,4-1u0KcaHe (2 MIT) IO KaruisaM
npubasunu 4M HCI B arokcane (6 mi) npu 0°C. PeakimoHHyI0 CMeCh TIepeMEIINBAIA TPH KOMH. TEMII. B TeUe-
HHe 48 4 ¥ 3aTeM KOHIIEHTPHPOBAIN NPH MOHMKEHHOM JaBieHnu. OctaTok nepenecyu B JJIXM (200 mi) u mpo-
mbIBasi Hackil. BogH. NaHCO; (100 mur). Opranndeckyro ¢asy cymmmi Hax Na,SO4 U KOHIECHTPHUPOBAIH TIPH
MOHIKCHHOM JaBJIEHUH C MOJIYYEHHEM CHIPOTO MPOJYKTa, KOTOPBIH OYHIIAIH C TOMOIIBIO KOJIOHOYHOM XpoMa-
Torpadun (HeiTpanbHbIi okcun amomunust; 2% MeOH/[IXM) ¢ nonydeHunem 1uc-7-(8-1uMeTHIaMUHO-2-0KCO-
8-pennn-1,3-mnazactmpo[4,5]nex-3-m)-3H-6en3okcazon-2-ona (SC_3352) (85 wmr, 0,21 mmoims, 32%) B BUIE
6eII0ro TBEPIOTro BEIIECTBA ¢ MeTa/uideckuM orterkoM. 'H SIMP (IMCO-d6, 400 MI'y mpu 100°C), & (M.1.) =
11,19 (bs, 1H), 7,37-7,23 (m, 6H), 7,14 (s, 1H), 7,04 (t, 1H, J = 8,06), 6,76 (d, 1H, J = 7,68 '), 3,69 (s, 2H),
2,38-2,26 (m, 2H), 2,08-1,76 (m, 10H), 1,56-1,51 (m, 2H). Macc-ciextp: m/z 407,1 (M+H)".

Cunre3 SC3354: muc-4-(5-(8-(mumeTmiiaMuHo)-2-0kco-8-penmi-1,3-muazacimpo [4,5]aexaH-3-wn)nmupu-
MUIWH-2-11)0eH3aMu 1 TpudTopareraTHas Coib

(o]
HaN
Cl _N _N
X \N— N%J\ \N— 0F
N N HOJH/F
_ =
N . ¢
INT-989 SC_3340

3-(2-XnopnupuMuauH-5-1i)-8-(nuMeTHiIaMuHo )-8-penm- 1,3-mnazaciupo[4,5 | nekan-2-on  (INT  989)
(200 wmr, 0,52 mmomb, 1 2kB.), 4-(4,4,5,5-terpamernin-1,3,2-nmuokcadboponan-2-min)oensamun (129 wmr, 0,52
MMoIb, 1 3kB.), Pdy(dba); (95 mr, 0,10 mmons, 0,2 5kB.), 2-gunukiorekcuiadochuno-2',4',6'-TpuU30NpoITmI-
ougennn (X-Phos) (99 mr, 0,21 mmouns, 0,4 3KB.) 3arpy3miIn B COCYA AJIsl MUKPOBOJIHOBOTO PEAKTOPA U MPOLYIIH
azotoM (2x). [TocnenoBarenpHo pubaBmiK 0e3BOAHBIN 1,4-mruokcan (9 mur) u kap6onar Hatpus (213 mr, 2,07
MMOJIb, 4 9KB.). PeaknmonHyto cMech nepeMemuBaiy 8§ 9 mpu 120°C B MEKPOBOJIHOBOM PEAKTOPE M 3aT€M KOH-
UCHTPUPOBAIH MPH MOHWKEHHOM aaBienuu. OcraTok cycrnenaupoBamu B EtOAc/Bona (1/1, 06./00.) u oTpunbT-
poBaiu uepe3 CTeKISHHBIN GuibTp. TBepasiit octaTtok pactBopmin B MeOH/IXM/T®K, ordpunbrpoBany uepes
cJIo 1ennTa ¥ QUIIbTpaT KOHIEHTPUPOBAIIM TIPH MOHM)KEHHOM JaBJICHUH ¢ noydeHueM 75 mr (25%) nuc-4-(5-
(8-(ammeTnnamuHo)-2-0kco-8-henni-1,3-anazacrnupo[4,5 | nekan-3 -1 MMpUMHINH-2-11)0eH3aMHA,  TpUPTOP-
aneratHoit comu (SC_3354). 'H SIMP (600 MTI'u, IMCO) & 9,05 (s, 2H), 8,42 (s, 1H), 8,34 (d, 2H), 8,03 (s, 1H),
7,98 (d, 2H), 7,74-7,65 (m, 2H), 7,58 (t, 2H), 7,56-7,52 (m, 1H), 7,40 (s, 1H), 3,58 (s, 2H), 2,70 (d, 2H), 2,60 (s,
6H), 2,25 (t, 2H), 1,91 (d, 2H), 1,39 (t, 2H). Macc-cniektp: m/z 471,3 (M+H)".

Cunrre3 SC3357: uuc-8-(mumerunamuno)-3-(1 H-uamon-3-nn)-8-pennn-1,3-auazacnupo [4,5]nexaH-2-oH.
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Cranus 1: muc-8-(quMeTmnaMuso)-8-enmn-3-(1-ro3mi- 1 H-urnon-3-un)-1,3-muazacnupo [4,5]nexaH-2-0H.

ITo amanormm ¢ meromom, ommcanHbeM it SC 3103, muc-8-(aumernnamuno)-8-denui-1,3-auazacnu-
po[4,5]nexan-2-oH (INT-976) BBenu B peakuuto ¢ 3-6pom-1-(tomyon-4-cynabpdonnn)-1H-ungonom s npespa-
IICHUS B IHC-8-(muMeTmiaMuHO)-8-pennn-3-(1-to3mi-1 H-unmon-3-mn)-1,3-quazacnupo[4,5 | nekan-2-o1. Macc-
criekTp: m/z 543,1 (M+H)".

Cramgus 2: uc-8-(aumermnamMuHo)-3-(1 H-urnomn-3-mi)-8-denmn-1,3-mnazactupo(4,5] nekan-2-oxn
(SC3357).

K pactBopy  8-mumermmamuHO-8-peHm-3-[ 1-(Tomyon-4-cynabdonnn)-1H-uamon-3-umn]-1,3-nnazacmm-
po[4,5]nexan-2-ou (275 mr, 0,51 mmons, 1,0 5xB.) B EtOH (24 M) npubasumu 10N Boan. NaOH (1,2 M) nipu
KOMH. TeMII. PeakImoHHyI0 cMech HarpeBajii 10 KHIIEHUs B Te4eHHE 1,5 9, 3aTeM KOHIICHTPUPOBAJIH, pa30aBmin
Bozoi (50 mi) u axctparupoBanu EtOAc (150 mur). Opranmdeckyto ¢a3y cymunu Hax Na,SO4 U KOHIIEHTPUPO-
BaJIM TIPH MTOHKEHHOM JaBiieHHH. OCTaTOK OYHINAIN C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpadun (HeHTpaabHBIH
okcun amomunus; 2% MeOH/JIXM) ¢ momydenueM 1wc-8-auMeTrnamuno-3-(1 H-unmon-3-mn)-8-dhenun-1,3-
nurazacrinpol4,5]nexan-2-ona (SC _3357) (130 mr, 0,33 mmonb, 65%) B BHUIE CBETIO-KOPUYHEBOTO TBEPIOTO
semtectea. 'H SIMP (JIMCO-d6, 400 MI'r ipur 100°C), & (m.1.) =10,55 (bs, 1H), 7,62-7,60 (d, 1H, J = 7,96 '),
7,37-7,23 (m, 7H), 7,04 (t, 1H, J = 7,48 I'n), 6,92 (t, 1H, J = 7,44 T'm), 6,71 (bs, 1H), 3,61 (s, 2H), 2,38-2,33 (m,
2H), 2,04-1,82 (m, 10H), 1,59-1,54 (m, 2H). Macc-cnextp: m/z 389,3 (M+H)".

Cunte3 SC3379: nwmc-3-(1-anerwn-1H-unmon-3-mn)-8-(aumerunamMuHo)-8-henmn- 1,3-nuazacnupo[4,5 ] ne-
KaH-2-0H
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K pactBopy 8-mmmermmamuno-3-(1H-unmon-3-mn)-8-dpennn-1,3-aqunazacnupo(4,5]|nekan-2-oa (SC_3357)
(150 mr, 0,38 mmomb, 1,0 3kxB.) B JIXM (6 mur) npubasuwmm NaOH (39 wmr, 0,96 mmons, 2,5 3kB.) 1 BuyNHSO,
(129 wmr, 0,38 mmos, 1,0 3kxB.) npu 0°C U peakIMOHHYIO CMECh NepeMeIInBaty B TeueHue 30 MUH ¢ IOCIeayo-
UM TpubaBieHueM anetunxiopuaa (54 mxm, 0,76 Mmmons, 2,0 5kB.). PeakinoHHYI0 cMeCh TIepeMEITHBAIH TTPH
KOMH. TeMII. B TeueHue 16 4, 3ateM pazbasmmm JJXM (150 mi) u mpombiBamu Bogoi (50 MiT) M HACHIIIICHHBIM
BOJHBIM pacTBOpoM xyopuna Hatpus (50 mi). Opranndeckyro ¢asy cymmian Hag Na,SO4 ¥ KOHIEHTPUPOBAIH
TPY TIOHIKEHHOM JIaBJiIeHUH. OCTaTOK OYHMIIATH C IIOMOIIBIO KOJOHOYHOH Xpomarorpaduu (HEHTpalbHBINH OK-
cun amromuHus; 1% MeOH/IXM) ¢ mocnenyroteit ounctkoit BOXKX ¢ nonydenuem 3-(1-anetwmn-1H-unmon-3-
wi)-8-nuMeTIIaMuHO-8-(enmn- 1,3-mua3zacnupo[4,5] nekan-2-ona (SC_3379) B Buae Oeoro TBEpAOTO BEIIECT-
Ba. [IpuMevanue. BbuTH MOMTy4YeHBI BE MOPIMH U3 OJAMHAKOBBIX PEAKIUH, U BBIXOJ OBLI PACCUUTAH COOTBETCT-
BeHHO. Brixoxa: 13% (45 wr, 0,1 MMoIb). 'H SIMP (IMCO-d6, 400 MI'y mpu 1000C), & (m.a.) = 8,34-8,32 (d,
1H,J=7,88Tm), 7,90 (d, 1H,J =7,36 I'n), 7,67 (s, 1H), 7,37-7,10 (m, 8H), 3,71 (s, 2H), 2,57 (s, 3H), 2,38-2,32
(m, 2H), 2,04-1,88 (m, 10H), 1,61-1,59 (m, 2H). Macc-cnektp: m/z 431,2 (M+H)+.

Cunre3 SC3388: muc-8-(mumeTrnaMuHo)-8-(3-runpokcudermn)-3-(4-MeTu-6-(Tpud TopMe T ) TUPUTHH-
3-un)-1,3-nuazactmpo[4,5 ] nexan-2-oH
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uc-8-(Jumetnnamuno)-8-(3-merokcudennn)-3-[4-metun-6-(tpudropmeTin)-3-mupuawi] - 1,3-quazacmu-
po[4,5]nexan-2-ou (SC_3368) (42 mr, 0,091 mmomns) pactBopmwm B JIXM (2 mi) u pactBop oxnmaawma go 0°C.
Tpubpomun 6poma (1M p-p B IXM, 4 3ks., 0,36 Mmoib, 0,36 Mi1) mpuOaBIIN B BUIE OJHOW MOpIUH. Peakim-
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OHHYIO CMECh OCTaBIJIH [IEPEMELINBATHCS TIPH KOMH. TEMII. B TEYCHUE HOYH, 3aTE€M ITOTaCHIM METAHOJIOM U pa3-
GaBwm Bomoi. [lomydeHHyro cMech skcTparupoBainu JIXM (2x), o0beTuHEHHBIE OpTaHUYECKUE (a3bl CYIIIN
Hag Na,SO; M KOHIEHTPUPOBAIHM TNPH IOHIKCHHOM pAaBieHHH. OCTaToK OUYMINAIM C TMOMOIIBIO (M-
xpomatorpadpun Ha cuimkarene (rpamueHT osmoeHTa JIXM/EtOH) c¢ momywenmem 16 mr (39%) muc-8-
(mametnnamuHO)-8-(3-ruapokcudennn)-3-(4-meTun-6-(Tpud TopMeTIIN ) TUpUIUH-3-11)- 1, 3-muazacnupo[4,5 | ne-
KkaH-2-oHa (SC_3388). ' H SIMP (600 MI', IMCO) & 8,57 (s, 1H), 7,80 (s, 1H), 7,52 (s, 1H), 7,14 (t, 1H), 6,77
(d, 1H), 6,74 (s, 1H), 6,66 (dd, 1H), 3,61 (s, 2H), 2,32 (s,3H), 2,31-2,19 (m, 2H), 2,01-1,89 (m, 8H), 1,88-1,70
(m, 2H), 1,54 (t, 2H). Macc-criekp: m/z 449,2 (M+H)". Cunres SC3396: muc-4-(8-(IMMeTnIaMiHO)-2-0Kco-8-
(dbennn-1,3-guazactupo[4,5 | nexaH-3-mi1)UHI0THH-2-0H
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Cramuss  1: 1uc-4-(8-(mumeTmiiaMuHoO)-2-0kco-8-penmi-1,3-muazacrimpo[4,5 | nekan-3-mun)-1-(4-MeTokcH-
OCH3WIT)MHIOIUH-2,3-THOH.

I[lo amamormm c¢ wmeromoMm, omucanHeIM st SC 3242, mwc-8-(numerniaMuHO)-8-penni-1,3-
nmuazacniupo[4,5]nekan-2-on (INT-976) BBenn B peakmuto ¢ 4-Opom-1-(4-merokcubensun)-1H-uanon-2,3-
JIMOHOM JJIsi TipeBparieHuss B muc-4-(8-(aumernnamMuHo)-2-okco-8-penmn-1,3-muazacnupo[4,5 ] nekan-3-mn)-1-
(4-MeTOKCHOEH3 M) MHA0MMH-2,3-oH. Macc-crekTp: m/z 539,2 (M+H)'.

Cramust  2: uuc-4-(8-(numeTrniaMnuHo)-2-okco-8-pennn-1,3-muazacnupol4,5 | nexan-3-un)-1-(4-metokcu-
OCH3MIT)MHIOIUH-2-0H.

K pactBopy mnmc-4-(8-mumerminaMuHo-2-0kco-8-penmi-1,3-auazacnupo[4,5]nek-3-mn)-1-(4-meTokcu-
oensmn)-1H-unnon-2,3-nuona (600 mr, 1,11 mmomns, 1,0 3xB.) B EtOH (9 M) npubaswmmu ruapasus-ruapar (9
MJT) TIPH KOMH. TeMIT. PEakIMOHHYI0 CMECh MEPEeMEIIUBATH MPH KUTISTYCHUH B TeUeHUE 16 9, 3aTeM KOHIICHTPH-
poBayn, pasdaswim Bojou (50 mu) u axctparupoBamu EtOAc (200 mm). Opranmdeckyio (asy CyIIHIH Haj
Na,SOy4, oTOUIBTPOBATN W KOHIEHTPUPOBAIN TPH ITOHIDKCHHOM JaBIeHUH. [10IyIeHHBIH OCTATOK OYHIIAIN C
MOMOIIIBI0 KOJIOHOYHOW XpomaTorpadun (HerTpansHBIi okenp amomuaus, 0,5% MeOH/IXM) ¢ momy4ueHneM
8-mumeTrnamMuHo-3-[ 1-(4-MeTokcnOeH3mI)-2-0KCc0-2,3-muruapo- 1 H-uamon-4-nn|-8-bennn-1,3-auazacnm-
po[4,5]nexan-2-ona (275 wmr, 0,52 mMmonb, 47%) B BuAe KOPHYHEBOTO TBEPAOTO BemIeCcTBa. Macc-CIEeKTp: m/z
525,2 (M+H)".

Cragus 3: 1mwmc-4-(8-(auMeTHIaMIHO)-2-0Kc0-8-penmi-1,3-mua3acnupo[4,5 | nekaH-3 - 1) HHIOTHH-2-0H
(SC3396).

PactBop 1mmc-8-numernnamuHo-3-[ 1-(4-MeTOKCHOCH3MIT)-2-0KC0-2,3-quruapo- 1 H-uanon-4-mi]-8-deHrm-
1,3-nuazacrmpo[4,5]nekan-2-ona (275 mr, 0,52 mmonb, 1,0 5kB.) B TOK (4 M) mepememmBanu mpu 90°C B
TEePMETHYHO 3aKpPHITOH MpoOupke B TeueHue 16 4. PeakIMOHHYI0 CMECh OXJIaUIId IO KOMH. TEMII. KOHIICHTPH-
pOBaM NpU OHMXEHHOM JaBJIeHHH, pa30aBmin Bogoi (50 mir), mommenounny Hacsn. Bogd. NaHCO; u skcT-
paruposamn EtOAc (200 mur). Opranmdeckyto (aszy MpoMbUTH HACHIIICHHBIM BOJHBIM PacTBOPOM XJIOpHZIA Ha-
tpus (50 M), cymwm Hax Na,SO,, OTGMIBTPOBAN M KOHIEHTPUPOBAIN TPU MOHIKEHHOM JaBieHuH. [lomy-
YEHHBIH OCTATOK OYMINAJHM C MOMOIIBI0 KOJOHOYHOW XpomaTtorpaduu (HEHTpampHBIN OKCHI aTIOMHHHA, 5%
MeOH B JIXM) c mony4eHHEeM IUC-8-AUMETHIaMUHO-3-(2-0kc0-2,3-quruapo- 1 H-unmnon-4-un)-8-penmn-1,3-
nmnaszacriupo[4,5]nexan-2-ona (SC_3396) (60 mr, 0,14 MmMomns, 28%) B Buae Oemoro TBEpPAOTO BEIIECTBA C Me-
Ta/uMgeckuM otreHkoM. 'H SIMP (AMCO-d6, 400 MI', 100°C): & (m.1.) = 9,98 (bs, 1H), 7,36-7,22 (m, 5H),
7,09 (t, 1H, J = 7,94 '), 6,95-6,88 (m, 2H), 6,59 (d, 1H, J = 7,52 I'n), 3,57 (s, 2H), 3,49 (s, 2H), 2,36-2,31 (m,
2H), 2,03 (s, 6H), 1,97-1,85 (m, 4H), 1,55-1,51 (m, 2H). Macc-crektp: m/z 405,3 (M+H)".
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CJ'IG,HyIOIIII/Ie COCAUHCHUS MTOJTYyHaJIU IO aHAJIOTUHU U ITYTEM COUYCTAaHUSA paHEC ONMMCAHHBIX MCTOJO0B!

110 AHAJIOTHH € | M/Z
Hpavep | XuMIUCCKOC HAHMCHOBAHHC Pearenr 1 Pearent 11 METOOM [M+H]"
SC 3001 | W© -5-| 1-(LlHKI06y THI-METHIT) -8 - THME THIAMHHO -2-0KC0-8-(herm-1,3- INT-987 5-OpOMIHPHMHTHH-2- SC-3022 1453
= amasacnupo[4,5]ackan-3 -un]-nupHMHIHH-2 -KApOOHUTPUIT ] KAPOOHUTPHIT i
SC_3002 ﬁ;:j;gl;égﬂxgjog g;l:;f;?iﬁ:;i?;:;{dgggg:?;;; :co-%-([)eu na-1,3- INT-987 5-OpoMrapasHH-2-kapooruTpHT | SC-3022 4453
1uc-5-[ 1-(LuKm06y THI-MCTHI)-8 - IHMCTHIAMHHO-2-0KC0-8-(heHma-1,3- - 5-OpoM-4-MCTOKCHITHPHMH/IHH- ~ .
SC_3003 HA3acnHpo[4,5] aeKaH-3 - 11 -4 -METOKCH-MHPHMHHH-2 -KapOOHHTPHIT INT-987 2-KapOOHHTPHIT SC-3022 4753
SC 3004 1Hc-5- [ 8-IUMeTHIAMHHO-1-(2-METOKCH-3TILT) -2 -0KCO-8 - (heHmn-1.3- INT-980 5-OpOMITHPHUMHTHH-2- SC-3022 552
= auasacrupo[4,5]ackan-3 -] -mHPUMHANH-2 -KapOOHHTPHIL KapOOHUTPHIT > o
SC 3005 uuc-5-[1 -(L[M|(J:looy'ru,1—we1‘nn)—8-,:lnMeTmmnluHO-Z—Olcc?—S-L[)eHu:l-lp— SC 3001 B SC 3016 4633
= auazacnupo[4,5]aexan-3 -wi]-nHPHMHAHH-2-KaPOOHOBOH KHCIIOThI AMHA — —
1mc-5-| 1-(L{HKI00y THI-MCTH)-8 - THMC TIDIAMHHO-2-0KCO-8-(heHma- 1, 3- 5-6pOM-2-(MCTHITHO)- (55_3 2;2 0
SC_3006 | nuasacnupo(4,5]ackan-3-un]-2-MeTHCY TbPOHUA-TTHPHMHANH-4- INT-987 P y afr,( | 5232
KapOOHHTPHIT THPHMHTHH-4-KAPOOHHTPHIT SC_3008
P ) (cTamms 2)
SC 3007 HHC-5-[1-(Z-M(’:'[‘OKCPI-STPLI)-g-MCTHJZU»II/IHO-Z-OIECO-8-(1)CH]{JI-1,3- SC 3004 B SC 3045 012
- JMA3acTHpo [4,5 | Aekan-3 -HiT|-MUpHMHTHH-2 -KADOOHHTPHIT - —
21015+ SC-3022
wuc-2-[ 1-(Lukno0yTua-yMeTna)-8-AuMe THIAMHHO -2-0Kc0-8-(penna-1,3- o987 - ~ (cragms 1);
$C_3008 JHa3aciupo 4,5 aekan-3 -mi|-5-MeTHICY b (HOHII-OCH30HHT PIUT INT-987 (MeTHTHO)GEHSORHTPHY SC_3008 213
(cramust 1) =
(cragms 2)
SC 3009 uuc-2-[1 -(LII/II(J:IOD'\’THJ—"VIeTMﬂ')—x-,ZlHMeTHJ‘IZ]Ml/IHO-Z—OI(CO—g-(l)eHIL‘I-Ip— SC 3090 _ SC 3016 4613
— Juaszacmupo|4,5 | aekan-3-mi|-OeH3aMu — =
SC 3010 c-3-[1 -(LIHKJ:[O6_VTI/[.‘I-MCT]{JI)-8 -AHMCTIJIAMHHO-2-0KCO-8-(hcHma-1,3- SC 3072 B SC 3016 46153
= auasacnupo[4,5]aexan-3-un]-0eHzamMua — —
1mc-5-[8-JuMeTunaMuHo-1- [ (1-ruIpOKCH-IHKIO0Y THIT) -METHII| -2 -0KCO-
SC_3011 | 8-henma-1.3-auazacnupo(4,5]ackan-3 -Hi]-THPHMHEIHH-2-KapOOHOBOH SC_3013 - SC 3016 479.3
KHCIOTBI MU
SC_3012 uuc-5-[1 -(ulflI(J:lODyTMJ—”VIETMﬂ)—x-“STMJH“PIHO—Z-OKCO-S—[[)S:{HJ‘I—],‘3— SC_3003 _ SC_3045 1613
Juasacnupo|4,5 | aexan-3 -1i| -4 -MeTOKCH-THPHMHIHH-2 -KapOOHHTPHIL
SC 3013 1mc-5-[8-/lumerHnamMuHoO- 1 -[(1-rlmp(ﬂmcn-nnmoﬁyrm) -Mcrug] -2-0Kco- INT-600 B SC 3013 46153
= 8-(penni-1,3-anasacnupol4,5])aekan-3 -1l -nupuMuIHH-2 -KapOOHUTPHI —
SC 3014 unc-2-[ 1-(LIHK 100y THI-METHT)-8- AHME THIAMHHO-2-0KCO-8-heHn-1,3- INT-987 2-XJOPNHPHMHANH-5- SC 3014 1453
— Juasacnupo| 4,5 | aekan-3 -] -MHpHMHIHE-S -KapOOHHTPHIL KapOOHHTPHI = ’
SC_3015 | mmc-8-JmverrmaMuso- 1-[(1-rHapokcH-HKI00y THT)-MeTHA-3-(2- INT-976 5-OpoM-2-MCTOKCHITHPHMHIHH SC 3013 466,3
MCTOKCH-IHPHMHIHH-3-1T)-8-(heHnn- 1,3 -anasacmupo[ 4,5 | ackan-2-0H (cramma 1); 1-(tpet-
Oy THIAHMETHII-
CHITHJIOKCH)INHKJIOOY THT)METHT
4-meTHnOCH301-Cy Th(hOHAT
(craams 2)
1uc-2-| 1 <(LuKI06y THI-MCTH) -8 - THMC THIAMHHO -2 -0KC0-8-(heHmn-1,3- y B a
SC_3016 auazacnupo[4,5]aekan-3-un]-nupHMHAMH-5-KapOOHOBOH KHCIOThI AMH SC_3014 SC_3016 4633
SC 3017 1pc-4-[ 1 -(L[HKI00Y THI-METHIT)-8 - THME THIAMHHO-2 -0KcO-8-(heHnn-1,3- SC 3081 MCTAHAMHH SC 3028 4753
= Aunazacnupo[4,5]ackan-3-un|-N-MeTHI-0eH3aMIT = = -
1uc-5-(8-JIuveTnaaMuHo -2-0kco-8-henun-1-nponn-1,3- g & ’ 2 T
SC_3018 AMAACTIDO| 4,5 ICKAH- 3 <H1)- M IMIUTHE- 2 -KAPGORATPAT INT-600 1-Opovmponan SC_3013 419.2
SC_3019 ;‘::j53&{%“4‘2‘?&“)"!inj(}m‘;f:;::;;:]’z‘“ggéfnzﬁﬁ4’6"““1’ INT-600 1-6pOM-3-METOKCHTIPONAH SC-3013 4493
SC 3020 | O-S-{1{(Lhmeronpomm-veTiy -8 -moTINAMIHO-2-0KC0-8- hor- INT-600 (6poMveTIT) K IONpONAH SC-3013 4312
- 1,3-muazacmupo[4,5]aekan-3-H1]-TUPHMHIHH-2-KAPOOHHTPHIT
SC 3021 uc-4-| 1 -(LJHKI00Y THI-MCTHIT)-8 - THME THIAMHHO-2 -0KcO-8-(heHm-1,3- SC 3081 aMMEAK SC-3028 1613
— Aunazacnupo[4,5]aexan-3-un]-6eHzamug — i
1c-1-(LIHKI0 0y THI-METHT)-8- THMETH TAMHHO -8 -(pe HIL1-3-[ 2- _OR7 5-6pom-2-
= TPH(TOPMCTHI)-IIMPHMUAHH-5-11]-1,3-ana3aciupo[4,5] ackan-2-0H TPH(TOPMCTHI) THPHMHIHH =
SC_3022 ( ) < 13 45 5 INT-987 ) SC_3022 4883
uc-8-Jlumerniamuzo-1-[(1-ruapokcu-un 100y THa)-MeTHI|-3-(2- AnTz _ PN )
5C_3023 THAPOKCH-ITHPHMIIHH-5-1)-8-(eHmn-1,3 -anazacnupo| 4,5 |ackan-2-00 SC_3015 §C_3023 4523
. muc-3-[8-{umerniaMuHO-1-(2-MeTHI-npomnHT)-2-0Kkco-8-(henun-1,3- . N 12
SC_3024 AnasACIHpO|4,5] KEKAH-3 -] -MHpHMHAHH-2-KAPGORHTPA INT-600 1-0pom-2-MeTuaAnponax SC_3013 4333
SC 3025 1Hc-5-[8-/IuMeTHIaAMHHO - 1 -(2-THAPOKCH-3THI)-2-0Kco-8-peHnn-1,3- INT-600 (3-OpoMnponoKCH)(TpeT- SC-3025 01
= auazacnupo|4, 5] ackan-3 -1 -mpHMHIHH-2 -KapOOHHT PHIT Y THII)THMCTH.ICHIAH
4.5 3 2 0 6 - .
uc-5-[1-(Ink100y THA-METHT)-8-METHIAMHHO-2-0KCcO-8-(penna-1,3- N _ Az Y
SC_3026 Jauazacmupo|4,5 | aekan-3 -mi|-4-MeTHII-THPHIHH-2 -KAPOOHHTPIIL 8C_3078 SC_3045 4443
SC 3027 uc- 1 -(L{ukno Oy THI-MCTHI) -3-(5-MCTOKCH-IIHPA3HH-2 - 1) -8~ SC 3075 R SC 3045 4363
= MeTHIaMHHO-8-(peHrI- 1,3 - muasactupo[4,5] 1ekan-2-0H — — ’
1uc-4-| 1 -(LuKI06y THI-MCTH)-8 - THMC THIAMHHO -2 -0KC0-8-(heHmn-1,3- B
SC_3028 auazacnupo[4,5] aekan-3-un]-N,N-anmerni-0e H3aMu 1 SC_3081 §C_3028 4893
1c-4-[ 1 -(L{uKI00y THA-METHIT)-8 - THME THIAM HHO-2 -0KcO-8-(peHun-1,3- - _ ~ cnn
SC_3029 auazacmmpo|4,5 | aekan-3 -m]-N-3Tmr-N-(2-TuapoKCcH-3THIT) -OcH3aMH T SC_3081 SC_3028 5333
. muc-2-[ 1 -(Lukn00y THI-MCTHT) -8 -MCTHIIAMHHO -2 -0KC0-8 -(heHma-1,3- p 07
SC_3030 auazacnupo[4,5]aekan-3-un]-5-MeTHICY Tb(HOHHI-OSH3OHHTPH T 8C_3008 B §C_3043 3072
SC 3031 | mwc-1-(LIukno0y THI-METHI)-8-METHIAMHHO-3-[ 2-METHIICY b (hOHHT-4 - SC_3084 - SC 3031 550,2
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(rpu¢ropymern)- e rn|-8-(permn-1,3-maszacmupo|4,5 | nekan-2-0H

muc-4-[ 1 -(I{uk100y THI-MCTH.T)-8 -MCTHIAMIHO-2 -0KCO-8-(heHm-1,3-

SC_3032 | mmasacmupo[4,5]aekan-3-mi]-N, N-1uMeTH1-3-(Tpu)TopMeTHT) - SC_3089 - SC_3032 5793
OCH30ICY Th(HOHOBOH KHCIOTHI AMHT
AT - ~ P g e R 4-6poMOCH30HHTPHI (cTazua 1);
SC 3033 | “© 4-[1-(Lyknody T Me:rm) 8-(3TH hleTMJ AMHHO)-2-0KCO-8 INT-797 (OpoMMETII)HITI0Gy TaK SC_3013 4573
= (permn-1,3-mmazacmupo|4,5) ackaH-3-11| -OCH30HUTPIIT
(cramms 2)
5-Bpom-2-
1 ~ - o . ~ o 2 (TPU(TOPMETHI) THPHMHUTHH
ey | LUl e e e T, e | G b fscans s
p P DHMI 2 HHA pols.oLx (OpoMMeTHT)LHKI00Y TaH
(ctagus 2)
5-OpoMIHPHMHANH-2-
SC 3035 mc-5-[1 -ELLHK.TIOGYTI/IJI-ME:IH,‘I)-x ~(3THJI-METHI-aAMHHO)-2-0KCO-8- INT-797 Ki|p60}m"rpnn (cragma 1) SC 3013 4593
= (pennn-1,3-nuazacnupo|4,5]aexan-3-1] -NUPUMHIMH-2-KAPOOHHTPHIT (OpoMMeTHT)LHKI00Y TaH
(cragus 2)
SC 3036 unc-b-[8-IIMMETMnaMMHO-] -[(1-mMeTun-upKnoSy THIT)-MeTH]-2-0KC0-8- INT-982 5-OpoMIHPHMHANH-2- SC 3022 4593
- (permr-1,3-nuazacmmpo | 4,5 | AekaH-3 -1 - MHPHMHTHH-2 -KAPOOHHTPHIT KapOOHHTPUIL -
SC 3037 wc-2-[3 -EZ-LII/IIIHO -m{plm_mnﬂ-S-nn) -8-AHMCTHIAMHHO-2-0KCO-8- INT-978 5-OpoMIHPHMHANH-2- SC 3065 1623
= (enun-1,3-nuazacnupo[4,5]aexan-1-11] -N,N-aumerni-aueramug KapPOOHHTPHT =
SC 3038 H!IC-1-(Ll!l'KJ'IOOyTHJ‘[—MeTI/l,‘l)-x—MeT!UHM!/l}lO-s-(l)eHHJ'IV-:;:[2— SC 3022 B SC 3038 4742
= (TpudrropmeTHa)-nupuMHInH-5-11]-1,3-auazacnupo[4, 5] aekan-2-oH — —
SC_3039 | we-38-Tuverunanuo-8-(3-ropdieus)-1-(4-meroxcn-Oyrin)-2- INT-601 1-6poM-4-MCTOKCHOYTAH SC_3064 4813
= oxco-1,3-nuazacnupo(4, 5] ackan-3 -1 -nupHMHIHH-2-KapOOHUTPHIT
SC 3040 HHC-D-[S—HHME:I‘HHH MHHO-1-(3-METOKCH-NPOTHIT)-2. -oxco-8-£beH11n-l J3- INT-979 3—Op0,1!(—4—\'!eT‘()I(CMan"M“:(HH— SC_3022 4793
= aunasacmupo[4,5]ackas-3-11]-4-MCTOKCH-THPHMHIHH-2-KapOOHHTPHT 2-KapOOHUTPHIL
SC 3041 uuc-5-[1 -[(l-T_InaHo—uuKﬂ(zoyTun)-me’run]-x-,:umemnaMnuo-Z-oxco-S- INT 600 (1-unaHoUHKIO0y THI)METH  4- SC 3013 4703
= (penmnn-1,3-mmazacmupo|4,5] ackaH-3 11| -mHPHMEIHH-2 -KAPOOHHTPHIT - MCTHIOCH30JICY Ib(hOHAT -
uuc-N-(Luka00y Tna-metia)-5-[ 1 -(uuki00y THA-MeTHT)-8-
SC_3042 | auvermmamuao-8-(3-(hrophenmn)-2-okco-1,3-muazacompo|4, 5| aekan-3- | INT-601 (6pOMMCTILT) IHKIO0Y TAH SC_3064 5493
H1|-TTHPUM UM H-2-KAPOOHOBOH KHC/IOTBI aMHL
SC 3043 llI/IC-D-[l-(3-Me.'[‘()KCI/I-l'l'p()l'm_‘l)-8-MeTHJ‘IﬂMI/IHO-2-0](C0-8-11)6HI/U1-1‘)- SC_3019 B SC_3043 4352
= amasacnupo|4,5] ackan-3-1i1| -MHPHMHIHHE-2 -KapOOHHTPHT
SC 3044 LIHC-b-[8-,[Lm\ie_nmammo-8-(g -(hrophenmn)-1 -M?TI/U[-Z-OKCO-I 3- INT 600 WoavMeran SC 3013 4092
= Jua3acnHpo[4,5]aekaH-3-11] -MHpUMHIHH-2 -KApOOHUTPHIT - -
SC_3045 | unc-4-Metokcu-5-[1-(3-MeToKCH-NPOnI)-8-METHIAMHHO-2-0KCO-8- SC_3040 - SC 3045 465,3
enni-1,3-muasacupo[4.5] nekaH-3 - 11| -THPHMHAHH-2 -KAPOOHHTPHI ]
SC 3046 1HC-4-| 8-/luMeTHIAMHHO -1 -(2-METOKCH-3TH.T)-2 -_OKco-8 -(herm-1.3- INT-980 4-6poMIHPHMHINH-2- SC 3022 4352
— auasacnupo(4,5]nexan-3-1a]-MTHPUMUANH-2 -KADOOHUTP U KapOOHUTPU -
SC 3047 LI;I/IC—J—[S—)J,I/IMS'II/IJA:\!I/IHO—I—( 2-METOKCH-3TH.T)-2-0Kc0-8-(perm-1.3- INT-980 5-OpoM-4-METOKCHITHPHMHTHH- SC 3022 4653
— Anazacupo 4,5 nekaH-3 -1 -4-MCTOKCH-TTHPUMHIHH-2 -KAPOOHUTPIIT 2-KkapOOHHTPHT
SC 3048 upc-4-[1 -(LIHK.:IOOyTM.‘l-weTHJ‘I)- AHMETHIAMHHO-2-0KCO-8-(hennn-1,3- INT-987 4-6poMNUPHMHANH-2- SC 3022 4453
- Juazacnupo|4,5 | aekas-3 -1 | -THPHMHIHH-2 -KapOOHUTPHIT KapOOHHTPHIL —
SC 3049 mrc-1-(Luk10 0y THI-METH)-8 - AHMETHIIAMHHO -3 -(6-meTHnCy Ib(aHmI- INT-987 4-0poM-6-(MCTHATHO)- SC 3022 4663
- THPHMETHH-4-K1)-8-(hermn-1,3-muaszacmupo| 4,5 1ekan-2-0H THPHMHIHH —
SC 3050 mrc-2-[3-(2 -Llnano-m/rpma_]{mm-4 -HT)-8- JUMCTHIAMHHO-2-0KC0-8- SC 3022 4-OpoMIHPHMHAHH-2- SC 3022 4623
- (pern-1,3-mrasacmupo[4,5 ] nekas- 1 -11]-N,N-quMeTHI-ane TaMu I — KapOOHHTPHIL —
SC 3051 1Hc-6-[ 1 -(LlHK 100y THI-MCTII)-8 - THMC THIAMHHO-2-0KC0-8-(herun-1,3- INT-987 6-OpOMIHPUMHAHH-4- SC 3022 4453
— Jua3acnupo|4,5] nexan-3 -1 | -MHPHMHIHH-4 -KApOOHHTPHIT KapOOHHTPHT —
SC_30s2 | We-2-(3-Mavemiianinio-2-oxco-3,8-aucpentir-1, 3- INT-987 GpomGerson SC 3022 4353
— aunazacnupo[4,5]nexan-1-n1)-N N-1uveTun-aneraMui
SC 3053 c- 1-(LIHK10 6y THI-METILT)-8 - THME THIAMHHO-3, 8 -1i(heHmt-1,3- INT-987 GpomGeson SC_3022 4183
- Aunazacnupo[4,5]aexkaH-2-0H
SC 3054 1HC-2-[8-/luMeTHIAMHHO-1-( 2-}»1e'rm<cn—3'1‘l_/l:1)—2 —_OKCO—S -(hermn-1.3- INT-980 S5-XJOpIHPHMHIHH-2- SC_3022 4352
= auasacnupo(4,5]aexan-3-1i]-MHPUMUAMH-5 -KapOOHUTP U KapOOHHTPH
SC 3055 1c-8-JHMETHIAMHHO - 1-(2-MeTOKCH-3THT)-3,8-1udernn-1.3- INT-980 Gpombemson SC_3022 1083
— Aunazacriupo[4,5]aekan-2-0H
SC 3056 1c-5-[8-TuMeTHIAMHHO-1-(2-METOKCH-3THT)-2-0KCO-8-(heHn-1,3- INT-980 5-6pom-4- SC_3022 4483
= auasacupo|4,5] nekan-3-H1] -4-MCTHI-THPHANH-2 -KAPOOHHTPHIT MCTHINUKOTHHOHHTPHI
SC 3057 uc-N,N-TumeTni-2-(8-MeTHIAMHHO-2-0KC0-3,8-andennn-1,3- SC 3052 R SC 3045 013
— JAnazacmupo[4,5] ackan-1-m)-ancTaMug = =
SC 3058 uwc—S—[l—[(1—L[uaH0-ul4|<n06y1‘nn)—:1$1‘nn]—S—MeTuJaMnH()—2—0Kco—8— SC 3041 R SC 3058 4562
= erni-1,3-muasacmpo[4.5] aekaH-3 - 11| -THPHMHIHH-2 -KAPOOHHTPHIT — -
S5-OpOMIHPHMEIHH-2-
uc-5-[1-[(1-Linano-uyKa08y THIT) -METHIT]| -8-(3THA-METHI-AMHHO)-2- xapSouutpun (cragus 1); 1-
SC_3059 | okco-8-(herma-1.3-auazacmmpo[4,5|ackan-3-Hi|-MHPAMHIHH-2 - INT-797 (6pom- SC 3013 4843
KapOOHHTPUIL METHT)IUKIO0Y TAHKAPOOHHTPIIT
(craaus 2)
4-6poybensonnTpun (ctagus 1);
SC_3060 LN C-4-[8-AumeTHnamMuHo- 1 -[ (1 -THAPOKCH-IHKI00Y THT)-MCTHT|-2- INT-987 (1-(tpet- SC 3013 4593

okco-8-(eHn-1,3-quazactupo 4,5 | ackaH-3 11| -OCH30HHTPHIT

Oy THIINMCTHICHTHIOKCH)ITHKT
OOYTHI)MCTHI  4-MECTHIOCH30.1-
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cyms(honar (2 cramin)

1uc-3-[8-JumerunamMuno-1-[(1-ru ApOKCU-UMKIOO0Y THT)-METH ] -2-0KCO-

3-6pombeHzoHMTpHA (cTagus 1);
(1-(tpet-

SC_3061 < pa INT-987 OyrumanveruncHmokenyuuka | SC_3013 4593
= 8-(rermn-1,3-quazacnupo| 4,5 |ackan-3 -1i|-6CH30 HUTPHI M P =
o0yTHT)METH  4-METHIOCH30-
cyab(honar (cTagus 2)
5-OPOMITHKOTHHOHHTPHIT
SC 3063 muc-5-[1 —[(1—HMHHO—L\HKJ‘I(BOyTHIl)—wETMJ‘I]-8—;{!1MeTHJ‘IE]MleO—2—0KCO—8— INT-987 (craaus 1); 1- SC_3013 4693
= (perna-1,3-auazactupo[4,5] ackan-3-1] -MHPHANH-2 -KAPOOHUTPUIT (OPOMMCTHI)LIMKIO-
OyTaHKAPOOHHTPHI (CTaaus 2)
1uc-2-[3-(2-1lnaHo-nupuMHu AMH-5-11)-8- IHMETUIAMHHO-2-0KCO-8- 2
SC_3064 1z INT-600 2-6poM-N-IpoNHIaneTaAMHA SC_3064 476,3
= (penna-1,3-auasacnupo[4,5]aekan-1-na]-N-npormun-anetavng
1uc-5-| 1-(LIuK106y THI-METHIT) -8 -(3THII-METH.T-AMHHO ) -2-0KCO-8- 56100 M~4-MCTOKCHITHDHM B H-
SC_3065 | ¢enmi-1.3-muazacnupo[4,5]aekaH-3-H1]-4-METOKCH-TTHPHMHHH-2- INT-986 P PHMRA SC_3065 4893
= 2-xapOOHUTPHI =
KapOOHUTpUI
SC 3066 Ll'[/lC-4-[1-(LLI/IKJ:[OGYT]/IJI-MCTHI?-S-MCTPIJIZJF\EIHO-Z-0KCO-8-(])CHII.‘1-1,3- SC 3080 R SC 3066 4593
= Auazacnupo[4,5]aekan-3-11] -3 -MeTOKCH-0E H30HHTPHT - =
SC 3067 unc-S-[X-ﬂm’rle‘mnanmnqo-l-(,»-MeTokcw-nponun)-2-0|<co-8-(1)eﬂn,1-1‘3- INT-979 5-6pom-6- SC 3022 4783
— Anazacrupo|4,5] ackaH-3-11|-6-MCTOKCH-IIHPHAHH-2-KapOOHUTPHT MCTOKCHITHKO THHOHHTPHIT
1uc-4-[8-/IumeTunaMuHo-1-[(1-rApOKCH-IMKIIO0Y THIT)-METH.T] -2-0KCO- R -
SC_3068 8-iernn-1,3-auazacnupo| 4,5 |ackan-3 -mi|-6cH3aMug SC_3060 SC_3016 477.3
5-OPOMIHKOIHHOHHTPHIT
e } S . o . Y ) (cTagust 1); 1-(TpeT-
SC_30069 gfl;e;ygi_’ﬁgye;iﬁﬁ?{g [i 51 er,:;f.p.g!.(ﬁf:] _1!;:0‘[;)0;:{1;‘[_)'( ;[e(::l;ll 2 :l’;(w INT-976 Oy THIIIHMCTHIICHITHIIOKCH)- SC 3013 460,3
»Ha pol=.>la P P P IHKIOOYTIWIMETHI ~ 4-MCTHI-
OeH30JI-CYIb(hOHAT (cTamus 2)
5-OpOMIHKOTHHOHUTPHIT
1Hc-5-| 8- AuMeTHIaMuHO - 1 -| (1 -THAPOKCH-UHKTOOY THIT) -MCTH.T| -2 -OKCO- (cTamus 1); 1-(TpeT-
SC_3070 | 8-(enmn-1,3-muazacnupo[4,5]nexan-3-mi]-N-[(1-ruapoxcn- INT-976 Oy THIAHME THIICIITHIIOKCH) - SC_3013 562,3
LHKIO0Y THIT)-METHI] -THPHAUH-2-KAPOOHOBOM KHCIOTHI AMU UHKIOOYTHI)METH  4-MeTHI-
OeH3071-Ccyab(hoHaT (cTamus 2)
2-0pomOeH30HUTpHA (cTagus 1);
) } 1-(Tper-Oy THIIHMETHIT-
SC_3071 gﬁ;ﬁ;{i:?{{?iﬂgﬂfmg a-ggl :;:;[[p_gl_\ﬁ;[]- fg;?;i“ THJ:?J;MCTHJ] -2-oxco- INT-976 CHIMIOKCH) LHKIO0Y THIT)METH SC 3013 4593
»2 POl 2 SOHHTP 4-MeTHIOCH30I-CY b (JOHAT
(cramus 2)
SC 3072 | WEC-3 -[1 -(L[}{KJ:[OﬁyTI/lJI-MCTI/IJ)-S -THMCTHIAMHHO-2-0Kc0-8-(heHn-1,3- INT-987 3-HoaGeHOHITDIA SC 3022 4433
= Juaszacupo|4,5)aexas-3-1n] -0 H30HHTPUI —
SC 3073 wuc- 1-(Llukno6y THI-MeTHT)-8-AMME THIAMIHO -8 -(he HIT-3-[ 2- INT-987 5-6pom-2- SC 3022 4883
= (Tpu)TOpMETII)-NMUPUMHANH-5-11] -1,3-1Hasacnupo([4, 5] aekan-2-0n (TPHTOPMETHI) THPHMUIUH -
mHC-5-| 1 -(LIMK106y THI-MCTH.T)-8 - THMC THIIAMHHO-2 -0KCO-8-(heHmT-1,3- < 1. ~
SC_3074 | mmasacmupo[4,5]aekan-3-1i]-4-MeTHI-THPHIHH-2 -KapOOHOBOTH INT-987 :;;gznﬂm 5-Opom-4-yeTi SC 3022 491.3
KHCJIOTBI METHJIOBOTO d(Hpa )
SC 3075 c- 1 -(L{HKI0 6y THII-METH.T)-8- THME THIAMHHO -3 ~( 5-ME TOKCH-TTHPA3HH- INT-987 P v e— SC 3022 4503
= 2-un)-8-penn-1,3-anasacnupo[4,5] ekan-2-01
SC_307¢ | 21c-1-(LUIOIOOY TILI-MCTILT)-8- BMCTILIAMILEO-3-(2-MCTOKCI- INT-987 5-Gpom-2-veroxcummpmvmmE | SC_3022 4503
— MHPHMHIHH-5-I)-8-(henmn-1,3-muaszacmupo [4,5] 1ekan-2-0H —
SC 3077 muc-4-[1 -(L[l{l(J:[OﬁyTHJI-MCTHJ)-S -THMCTHIAMHHO-2-0Kc0-8-(heHn-1,3- INT-987 F SC 3022 1433
- Juaszacupo|4,5 ]| aexas-3-1|-OCH30HHTPHI —
SC 3078 muc-5-[1 -(T_Imojoo}'rnn-Me'rm)-x-,:mMemnaMnHo-2-01<co-8-(1)eHnn-1,‘3- INT-987 5-0pom-4- SC 3022 4583
= auasacmupo| 4,5 | aekaH-3-11|-4-MCTHI-THPHIHH-2 -KapOOHHTPHI MCTHJITHKO.THHOHHTPHIL -
uuc-1-(I{ukn00y THA-METHT)-8-AMMETHIAMUHO-3 -( 5-()TOP-NUPHMHIHH- c ~ < A
Y 087 . 5 '
SC_3079 2-11)-8-(erun- 1 3-mmasacmupo[4, 5] ackan-2-on INT-98 2-0poM-5-(hTOPIHPHMHUTHH SC_3022 4383
SC_3080 mic-4-[1 _(H“,KJ}OG'VT"H;MeT"J)_S “METH aMuHo-2-01c0-8-pern-1,3- INT-987 4-6pom-3-merokcuber3onuTpn | SC_3022 4733
= anasacnupo[4,5]aekan-3-11]-3-MeTOKCH-OCH30HHTPHI
SC_3081 | w-41-(mnobymun-meru)-8-muvernmanuno-2-oxco-8-Gemi-1 3 | jp gg7 MeTi 4-Hox6eHI0aT SC 3022 4763
= aunazacnupo[4,5]aekan-3-11]-OeH30HHOH KHCIOTE METHIOBOTO (upa
SC 3082 mc-1 -(LLIIKIIO6}'THII-ME’1‘I/IJ)-S-ZIJ{MST]{J]I:MHHO -8 -(l)eHI/L'I-__) -(2- INT-987 4-n107-2-(HppoHHH-1- SC 3022 4893
= MUPPOIMANH-1-HI-MTHPUMHAHH-4-1)-1,3-nuazacnupo(4,5] sexan-2-on HI)MHPUMUIUH
SC 3083 mc-1 -(LLm(no6ymn—x£c:'rnJ)-S-mmch.]m\mHo -8-(heHm1-3-(5-MHpHAHH- INT-987 2-(5-6povTHO(CH-2- SC 3022 5013
= 2-un-tuopen-2-un)-1,3-auazacnupo[4,5] nexan-2-ou HI)NHPUATH = ’
SC 3084 | T 1-(Lukn00y THI-METH.T)-8- TUME THIAMHHO -3 -| 2. -Mgmnoyn}(homu— INT-987 1 -opm(-2-(Mem:1fynLd)o HHIL)-4- SC 3022 5642
= 4-(rpudropmern)-enin] -8-perna-1,3-quasacnupo[4.5] aekan-2-01 (tpudpropmeTHMOEH30T
SC 3085 -1 -(LLIH(JIO6yTHn-MCTH:11-8-/:umcTlmm\m}{o -8-(heHm1-3-6- INT-987 5-6pom-2- SC 3022 4873
- (Tpu¢yTOpMeTH)-MHpPHIHH-3-111]-1,3-aHa3acnupo [4.5] nekan-2-0H (TpH(TOPMETH) THPHIUH -
SC_3086 | WS- 1-Lmnoby min-voTn)-3-(2,4-mnveToxCH-(hori)-8- INT-987 1-6pon-2.4-muvietoxcubenson | SC_3022 4783
— JHMETHIAMHHO-8-(heHI1-1,3 - masacmupo|[4, 5| aekaH-2-0H —
uuc-2-[ 1-(LIHK 100y THI-METHT)-8 - TMME THIAMUHO-2-0KCO-8-(heHn-1,3- 2-10a-4-(METHITHO)- 8C_30227
SC_3087 o ) e INT_987 b 5213
= auasacmupo|4,5)ackaH-3-1) -4-MCTHICY Th(POHHI-OCH3OHUT PIIT = ocu3onnTpua (SC_3022) SC 3008
SC 3088 mHc-5-[1 —(LL]{KJ}OGy‘Tnn;Me’mJ)-S - TUMETHIIAMHHO-2-0KC0-8-(heHm1-1,3- INT-987 5-6poM-2-pTOpGCHAORHTPHI SC 3022 4613
= auasacnupo[4,5]aekan-3-u]-2-Top-Oe H3OHUTPHIT
muc-4-[ 1-(L{uk100y THA-METHI)-8 - ANMETHIAMUHO-2-0KCO-8-(pennn-1,3- 4-6pom-N,N-anmerni-3-
SC_3089 | amazacmmpo|4,5]mnckan-3-mi|-N N-qumerni-3-(tpudropmermn)- INT-987 (tpudropmerrm)bensoncyasdon | SC_3022 593.3
0EH30/1CY Ab(OHOBOI KHCIOTHI AMH AMU
SC 3090 mmc-2-|1 -(Llnmooy‘mn—ﬂmcrmn)-x -THMCTHJIAMHHO-2-0KCc0-8-(heHnn-1,3- INT-987 DN — SC 3022 4433
= Auazacnupo[4,5]nekan-3-111] -0 H30HUTPHT —
SC 3091 1uc-1-(Luka06y THI-METH)-8-AMMETHIAMHHO -3 -(2-M€TI/U'I-— INT-987 6-0poM-2-meTnauMuaasof1,2- SC 3022 4733
= nMua30] 1,2-a|mupazus-6-m1)-8-(eHi- 1,3-amaszacnupo 4,5 | nekaH-2-0H a|mupazHa =
uc-1-(LIHKI0 0y THI-METHIT)-8- IMME THIAMUHO -3 -(4-METHIICY Tb (PO HMI- _OR7 ” o SC_3022
SC_3092 (berna)-8-derna- 1.3-mmasacnupo[4. 5] ackan-2-on INT-987 (4-moa(ermm) (MeTHI)CY Ib(haH SC 3008 496,3
SC_3093 | o2 1-(mct06yTu-merun)-8-mnvermuanimo-2-oxco-8-pemiunt-1.3- | iy g7 2-Gpo-5-meroxcuGemonutpia | SC_3022 4733
= Auazacnupo[4,5]aekaH-3-11]-5-MeTOKCH-OE H30HHTPH.T
SC 3094 1rc-1-(LIEK 106y THIT-MCTIT)-8 - AMMC THIAMITHO -3, 8-qudhe Hi-1,3- INT-987 Gpombenson SC 3022 4183
— Auazacnupo[4,5]nekan-2-0H =
SC_3096 uc- 1 -(LuK 10 Oy THI-MCTH)-8 - AMMC THIAMHHO -8 -(DC HILT- 3 -THPa3HH-2- INT-987 2-GpommupasiK SC_3022 4203

un-1,3-maszacnupo|4.5] nekan-2-01

-102 -




037598

SC_3098 muc-8-/lpvernaamuHo-1-[(1- INT-799 5-6ponm-2-(4- SC_3097 1H SAAMP (IMCO-d6): & 8,56 (s, 2H), | 534.4
THAPOKCH-IHKIOOY THIT)-MCTHI|- MCTHIIHIICPA3HH-1- 7.36-7.35 (m, 4H), 7,27-7,24 (m, 1H),
3-|2-(4-MeTHI-nHICpa3HH- 1 -HIT)- ) THPHMHETHH 5,52 (s, 1H), 3.71 (s, 2H), 3,64 (m,
THPHMIIHH-5 -] -8-(heHmn-1,3- 4H), 3.21 (s, 2H), 2,69-2,67 (m, 2H),
Juazacmupo|4,5]ackan-2-0H 2,32 (m, 4H), 2,19-2,11 (m, 7H), 1,98

(s, 6H), 1,92-1,86 (m, 2H), 1.66-1,64
(m, 1H), 1,52-1,42 (i, 5H).

SC_3101 wc-1-[(1-Tuapoxcn- SC_3098 SC_3099 1H SIMP (IMCO-d6): § 8,58 (s, 2H), | 5204
KO0y THIT)-MCTHI|-8- 748 (d, 2H), 7,32 (t, 2H), 7,19 (t,
MCTHIAMHHO-3-[ 2-(4-MCTHIT- 1H), 5,61 (s, 1H), 3,75 (s, 2H), 3,66-
TIMICPA3HH- 1 -HIT)-TTHPUMHE IHH- 5~ 3,64 (m, 4H), 3,30 (s, 2H), 2,35-2,32
unl|-8-(ermn-1,3- (m, 4H), 2,25-2.19 (m, 5H), 2,12-2,07
JAuazacmupo|4,5|ackaH-2-0H (m, 2H), 1,90-1.88 (m, 7H), 1,79-1,73

(m, 2H), 1,65-1.63 (m, 1H), 1,50-1.44
(m, 3H)

SC_3102 muc-1-[(1-T'uapoxcn- SC_3100 SC_3099 1H SAMP (IMCO-d6): & 9.51 (br s, | 5063
K00y THIT)-MeTHI]-8- 2H), 9.15 (br s, 2H), 8,65 (s, 2H),
METHJIAMHHO-8-(heHUI-3-(2- 7,69-7.68 (m, 2H), 7,50-7,41 (m, 3H),
THNCPA3HH- | -HI-THPHMHINH-3- 3,88-3,86 (m, 4H), 3,79 (m, 2H), 3,65
wm)-1,3-amazacmupo|4,5] ackan-2- (m, 2H), 3,16-3,13 (m, 4H), 2,64-2,62
OH JHTHAPOXIOPHT (m, 2H), 2,38-2,33 (m, 2H), 2,16-2,04

(m, 7H), 1,90-1.84 (m, 2H), 1,76-1,70
(m, 3H), 1,60-1,58 (m, 1H).

SC_3104 mc-1~(LHKI106y THI-METHIT)-8- SC_3103 SC_3099 1H SIMP (IMCO-d6): 6 8,59 (s, 1H). | 4873
METHIAMHHO-3-[4-MeTHI-6- 7,81 (s, 1H), 7.44 (d, 2H), 7.30 (,
(TpH(yTOPMETIT) - MIUPHAHH-3 - 1] - 2H). 7,17 (t, 1H), 3.76 (s, 2H), 3.21
8-(pennn-1,3- (d. 2H), 2,61-2,57 (m. 1H), 2,32 (s,
Auazacmupo[4,5]aexan-2-0H 3H), 2.29-2.17 (m, 3H), 2,03-1,97 (m,

2H). 1,91-1.88 (m, 5H), 1,84-1,67 (m,
6H), 1,51-1.48 (m, 2H).

SC_3106 wuc-1-(Luknonponun-vernn)-8- | SC_3105 SC_3099 1H SIMP (AIMCO-d6): § 7,90-7.88 (d, | 468.2
METHIAMHHO-3-(4- 2H), 7,82-7,80 (d, 2H), 7,50-7,48 (d,
MCTHICY Th(hoHIT-(eHILT)-8 - 2H), 7.35-7,32 (m, 2H), 7,22-7,19 (m,
(permI-1,3- 1H). 3.80 (s. 2H), 3,14-3,10 (m, SH).
Juazacnupo| 4,5 | ackan-2-0H 2,29-2,23 (m, 3H), 1,91-1,79 (m, 7H),

1,42-1,39 (m, 2H), 1,05-1,04 (m, 1H),
0,50-0,47 (m, 2H). 0,34-0.32 (m, 2H).

SC_3107 wuc-1-(uxnonponuia-merin)-8- | INT-983 1-6pom-2-(yrop-4- SC3103  (cramus | 1H SIMP (IMCO-d6): & 7.85 (t, 1H), | 500,2
AHMCTHIAMHHO-3-(2-(Top-4- (mMetuacy mp(orn) | 1), SC 3105 | 7,79-7,76 (m, 1H), 7,72-7,69 (m, 1H),
MCTHICY Tb(OHUT-(CHHT)-8- ocH3o1 (cragma 1), | (ctamgms2) 7,37-7,33 (m, 4H), 7.27-7.24 (m, 1H),
(ernn-1,3- (BpPOMMCTHIT)LIHKITO 3,81 (s, 2H), 3,24 (s, 3H), 3,07 (d,
JAuazacnupo|4,5|ackaH-2-0H TIPOTIaH (CTaguA 2) 2H), 2,71-2,68 (m, 2H), 2,28-2,22 (m,

2H), 1.99 (s, 6H), 1,53-1,42 (m, 4H),
1,00-0,99 (m, 1H), 0,53-0,49 (m, 2H),
0,34-0,30 (m, 2H).

SC_3108 c-2-[8-Tumernmamuro-1-[(1- SC_3071 SC_3016 1H AMP (600 MT'n, IMCO) 8 7.59 — | 477.3
THAPOKCH-IUKIO0Y TIT)-METHIT]- 7,55 (s, 1H), 7,47 — 7,39 (m, 2H),
2-oxco-8-(peHmn-1,3- 7,39 - 7,31 (m, 5H), 7.30 — 7,21 (m,
Auazacmupo[4,5]nexaH-3-m|- 3H), 3,77 - 3,73 (s. 2H), 3,21 - 3,17
OCH3aMHJT; MypaBbHHAS KHCIOTA (s, 1H), 2,72 - 2,66 (d, 2H), 2,17 -

2,09 (m, 5H), 2,02 - 1,99 (s, 6H),
1,95 — 1,86 (m, 2H), 1,71 — 1,60 (m,
3H), 1,49 — 1,37 (m, 3H)

SC_3109 mc-2-|8-Jumernmamuro-1-[2-(1- | INT988 2- SC_3097 (cramma | 1H SIMP (600 MI'n, AMCO) & 7,52 — | 505.3
MCTOKCH-IHKIOOYTHI)-3THI| -2~ OPOMOCH30HHTPHT 1), SC 3109 | 7,48 (s, 1H), 747 — 7,31 (m, 7H),
oxco-8-erm1-1,3- (cramus 2) 7,29 — 7,23 (m, 1H), 7.25 - 7.22 (s,
Juazacnupo|4,5|aekan-3-mi|- 1H), 7.24 — 7,18 (m. 1H), 3.68 — 3,65
OCH3AMHT, (s. 3H), 3,13 — 3,10 (s, 2H), 3.09 —

3,02 (m, 2H), 2.71 — 2,65 (m, 2H),
2,21 - 2,12 (m, 2H), 2.09 - 1,99 (m,
2H), 2,02 — 1.98 (s. 6H), 1,97 — 1,86
(m, 4H), 1,77 — 1,67 (m. 1H), 1,64 —
1,52 (m, 3H), 1,44 — 1,36 (td, 2H).
SC_3110 1uc-8-Jlumerunamuno-1-[2-(1- INT-988 5-6pom2-meTui- SC_3103 1H SAMP (600 MI'u, IMCO) 6 8,94 — | 4783

MCTOKCH-IHKIOOYTHI)-3TH.I| -3~
(2-MCTHI-MHPHMHAHH-5-H1)-8-
(ernn-1,3-
JAuazacmupo|4,5]nekaH-2-0H

THPHMHAIHH

8,90 (s, 2H), 7.41 — 7,34 (d, 4H), 7,32
—7.24 (ddd, 1H), 3,76 — 3,72 (s, 2H),
3,15 — 3,08 (m, SH), 2,72 — 2,65 (m,
2H), 2,57 - 2,52 (s. 3H), 225 — 2,16
(m. 2H), 2,11 - 2,02 (m, 2H), 2,03 —
1.99 (s, 6H), 1,99 — 186 (m, 4H),
178 - 1,68 (1q, 1H), 1,65 — 1,51 (m,
3H), 1,50 — 1.44 (d, 2H).
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SC_3111 1uc-5-[1-[(1-Tuapoxcu- INT-799 5-6pom-2- SC_3103 (cramus | 1H SIMP (600 MI'n, IMCO) 6 9.24 — | 4473
IHKI00Y THIT)-MeTHI]-8- IMAHOTTHPUMHTUH 1), SC 3099 | 9,20 (s, 2H), 7,53 — 7,48 (m, 2H),
METHIAMHHO-2-0KCO-8-(eHna- (craams 2) 737 = 731 (1, 2H), 7,25 - 7,19 (1,
1,3-gnazacnupo[4,5]aexan-3-1un]- 1H), 3,93 — 3,89 (s, 2H), 3,42 - 3,36
NHPUMUAHH-2-KAPOOHUTPHT (m, 2H), 2,35 - 2,26 (1d, 2H), 2,18 —

2,10 (i, 2H), 2,09 - 2.04 (s, 1H), 1,97
— 1,88 (m, 2H), 1,93 — 1,90 (s, 6H),
1,86 - 1,77 (1d, 2H), 1,72 — 1,62 (s,
1H). 1,59 - 1.54 (d, 1H). 148 — 1,43
(d. 2H).

SC_3113 wc-4-[1-[(1-Tuapoxcu- INT-976 1-Gpom-4-umano-2- | SC_3112 1HAMP (JIMCO-d6, 400 MTw), & | 4753
WHKI00y THN)-MeTHI]-8- METOKCHOEH30J (M) =754 (s, 1H), 7,50 (d, 1H, T =
METUJIAMHHO-2-0KCO-8-(peHm - (cramus 1) 8,16 T'w), 7,46-7,39 (m, 3H), 7,30 (1,
1,3-amasacnupo(4,5] aexkan-3-m] - 2H,J=748Tw), 718 (t, IH,J =716
3-METOKCH-OCH30HUTPII Tm). 5,59 (s, 1H). 3.85 (s, 3H), 3,73

(s, 2H), 3,30 (s, 2H, merged with
JMCO-water), 2,32-2,08 (m, 4H),
1,91-1,87 (m, 7H), 1,68-1,47 (m, 6H).

SC_3114 mrc-4-[8-OrrmamunHo-1-[(1- INT-1008 4-Bpom-3-metokcn- [ SC 3112 (cramms | IHAMP (IMCO-d6, 400 MIm), & | 489.1
THAPOKCH-LUKIO0Y THIT)-MCTHIT|- OCH3OHHTPHIT 1, crazms 2) (m.a) = 754 (s, 1H), 7.51-7.45 (m,
2-oxco-8-(pennn-1,3- (cragus 1) 3H), 7,40 (d, 1H, J = 8,24 Tw), 7,29
aunazacnupo[4,5]aexan-3-un]-3- (t, 2H, T =758 Tuw), 7,17 (., 1H, J =
METOKCH-OCH3OHHTPHIT 7,12 (T'w), 5,60 (s, 1H), 3.85 (s, 3H),

3,73 (s, 2H), 3,21 (s. 2H, merged with
JMCO-H20), 2,32-2,27 (m, 2H),
2,08 (bs, 5H), 1.96-1,87 (m. 4H),
1,68-1,46 (m, 6H), 0,97 (1, 3H, T =4.0
T'm).

SC_3115 1wrc-2-| 8-OrumamuHo-1-[(1- INT-1008 2-6pom- SC 3112 (cramms | IHAMP (AMCO-d6, 400 MIm), & | 458,9
THAPOKCH-IHKIOOY THI)-MCTHI|- OCH3OHHTPII 1, cragmsa 2) (ma) =782 (d, 1H, J = 7,56 Tw),
2-okco-8-(ermn-1,3- (cramus 1) 771 (t, 1H, J = 6,98 I'm), 7.53-7.47
Auazacnupo|4,5|ackan-3-mi|- (m, 3H). 7.37-7.27 (m, 3H), 7,19-7,17
OCH30HHTPILT (m, 1H), 5,55 (s, 1H), 3.87 (s, 2H),

3,38 (s. 2H), 2,36-2.32 (m, 2H), 2,10
(bs, 4H), 1.94-1,86 (m. 4H), 1,75-
1,48 (6H), 0,98 (bs, 3H).

SC_3116 1Hc-5-|1-|(1-T'mapokcu- INT-799 5-6pom-4-metokcn- | SC 3103 (crammsa | IHAMP (AMCO-d6, 400 MIm, at | 477,2
UHKI00YTHT)-MeTHI]-8- THPHMMIMH-2- 1), SC_3099 | 100 0C), & (m.a.) = 8,79 (s, 1H), 7.46
METHIAMHHO-2-0KCO-8-(eHu.1- KapOOHUTpPHA (cTaaus 2) (d,2H,J=784Tu), 732 (L, 2H, T =
1,3-anazacmmpo| 4,5 | ackan-3 -u1| - (cramua 1) 7,12 Tw), 7,19 (t, 1H, J = 7.28 I'm),
4-MCTOKCH-TIHPUMHIHH-2~ 5,09 (bs, 1H), 4.05 (s, 3H), 3.85 (s,
KapOOHHTPHIL 2H). 3.38 (s, 2H), 2,31-2.15 (m, 4H),

1,98 (m, 7H), 1,74-1,51 (m, 6H).

SC_3117 c-2-[8-/umeTHnamuHO-1- SC_3274 TOIYOuI-4- SC_3105 (cramma | IHSIMP (IMCO-d6, 400 MT'm), § | 4634
(OKCETaH-3-H/I-MEeTH)-2-0KCO-8- cyab(hoHOBOIH 1). SC_3016 | (m.a) = 7.52 (s,1H), 7.43-7,33 (m,
(enni-1,3- KHCJIOTHI OKCETaH-3- | (cTamus 2) 6H), 7,30-7,17 (m, 4H), 4,63 (1, 2H, J
Auazacnupo[4,5]aexan-3-11]- MIMETHIOBBIH 3(up =69 T, 439 (t, 2H, J = 6,08 T'w),
Oen3amu (cragus 1) 3,64 (s, 2H), 3,38 (d, 2H, J = 7,32

Tw), 3.21-3,15 (m, 1H), 2,70-2,66 (m,
2H), 2,08-1,98 (m, 8H), 1,54-1,35 (m,
4H).

SC_3118 muc-4-Mertokcn-3-(8- INT-976 5-6pom-4-metoken- | SC_3103 (crammsa | IHAMP (IMCO-d6, 400 MIm), & | 393.0
MCTHIIAMHHO-2-0KCO-8-(hCHHT- THPHMHIHH-2 - 1), SC 3099 | (m.x) = 8,80 (s, 1H), 7.86 (bs, 1H),
1,3-auazacmupo[4,5] nexan-3-1w1)- KapOOHHTPHIT (cramusa 2) 7,43 (d, 2H, J=7,84Tn), 7,32 (t, 2H,
TIHPHMH/IUH-2 -KapOOHHUTPHIL (cragus 1) J=732Tw), 7,21-7,18 (m, 1H), 4,02

(s, 3H), 3,83 (s. 2H), 2,07-2,00 (m,
3H), 1,90-1.74 (m, 7H), 148 (d. 2H.,J
=13,8Tw).

SC_3119 wrc-2-(8-Merunamuno-2-0kco-8- | INT-976 2-Bpom- SC_3103 (cramms | IHSAMP (AMCO-d6, 400 MTw) & | 3794
(enna-1,3- OCH3OHHTPHI 1), SC 3099 | 7,51 (bs, 1H), 7,43-7,37 (m, 4H),
anazacnupo|4,5|ackaH-3-H1)- (cragus 1) (cTammst 2), | 7.33-2,29 (m, 3H, J = 8,28 T'w), 7,22~
OcH3aMAT SC 3016 (cramms | 7,16 (m, 3H), 6,93 (bs, 1H), 3,64 (s,

3) 2H), 2,03-1,97 (m, 2H), 1.86 (bs,
SH), 1,73-1,58 (m, 4H).

SC_3121 1c-3-(2-LHKIonponmi- INT-976 5-6pom-2- SC_3103 1H AMP (600 MI'u, AMCO) & 8.80 | 392.3
THPHMUTHH-5-H1)-8- IHKTOMPOTHI- (s, 2H), 7,67 (s, 1H), 7,41 — 7,32 (m,
AUMETHAAMHHO-8-(eHn1-1,3- TMHPHMUINH 4H), 7,31 — 7,22 (ddt, 1H), 3,60 (s,
Anazacnupo[4,5]aekan-2-0u 2H), 2,42 — 2,36 (m, 2H), 2,18 - 2,08

(m, 1H), 1,98 — 1,85 (m, 4H), 1,96 (s,
6H), 1,47 (s, 2H), 0,98 — 0,91 (m,
2H), 0,93 — 0,86 (m, 2H).

SC_3122 1uc-8- HMCTHIAMHHO-3-[ 4- INT-976 5-6pom-4-metun-2- | SC 3103 1H SIMP (600 MI'm, AMCO) & 8,57 | 433,2
MCTHI-6~(TpH{TOPMCTHIT) - (TpudTopMCTHI)IH (s, 1H), 7,79 (s, 1H), 7,52 (s, 1H),
THPHANH-3-11|-8-(eHun-1,3- PHAHH 7,40 — 7.32 (m, 4H), 7,30 — 7.22 (tt,
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anaszacmipo[4,5]aekan-2-on

1H), 3.61 (s, 2H), 2,39 — 2.30 (m,
5H), 1,96 (s, 6H), 2,00 — 1,91 (m,
2H). 1.84 (s. 2H), 1.57 — 1.53 (s, 2H).

SC_3123 unc-8-JlnmerniamMnso-3-(2- INT-976 1-6pom-2- SC_3103 1H SIMP (600 MTI'u, IMCO) & 7,98 — | 4282
MeTHICY Tb(QOHNI-(eHnT)-8 - METHICY TbpOHHMT- 7,92 (dd, 1H), 7.81 — 7,74 (d, 1H),
(ernn-1,3- 6cH30T 7,61 — 7,54 (td, 1H), 7,52 — 746 (m,
Juasacmupo|4,S|ackaH-2-0H 2H), 741 - 7.31 (m, 2H), 7,35 (s,

2H), 7.29 - 7.22 (tt, 1H). 3.49 (s. 2H).
3.25 (s, 3H), 2.37 (s, 2H), 1,99 - 1,96
(m, 1H), 1,98 — 1,94 (s, 6H), 1,95 —
191 (d, 1H), 1,83 - 1.79 (m, 2H),
1,58 — 1,55 (s, 2H).

SC_3124 uc-8-JlumerniamMuHo-8-Qermn- | INT-989 TlunepasuH-2-0H SC_3120 IH SIMP (600 MT'y, IMCO) & 8,52 | 436,3
3~(2-mumepasuH-1-H71- (s, 2H), 7.41 — 7,31 (m, 5H), 3,59 —
TMHPHMHIHH-5-H1)-1,3- 3,54 (m, 4H), 3.52 (s, 2H), 2,76 —
Jua3acmupo|4,5|aexaH-2-0H 2,70 (m, 4H), 2,55 (s. 3H), 2,49 —

2,33 (m, 2H), 1,96 (s, 6H),1,93 — 1,83
(m, 4H), 1,51- 1,43 (s, 2H).

SC_3125 Tpanc-2-(8-OrunammuHo-2-0kco-8- | SC_3127 SC_3016 1HAMP (AMCO-d6, 400 MIm). & | 393.1
(hermn-1.3- (M.1) = 7.56- 7,20 (m, 12H). 3,60 (s,
Auasacmupo|4,5]aexan-3-m)- 2H), 2,08-1,92 (m, 6H), 1,69 (bs,
OeH3aMH 2H), 1,56 (bs, 2H), 0,93 (t. 3H).

SC_3126 unc--2-(8-Ituramuno-2-okco-8- | SC_3128 SC_3016 THAMP (IMCO-d;, 400 MTw), & | 393.4
(enun-1,3- (m.a) = 7,51-2,38 (m, 5H), 7,32 -7,30
anaszactipo[4, 5] ackan-3-wim)- (m, 3H), 7,22-7,18 (m, 3H), 6,93 (s,
GcH3aMHI 1H), 3.63 (s, 2H), 2,07-1,98 (m, 4H),

1,86-1,72 (m, 4H), 1,60-1.57 (m. 2H).
0,93 (t. 3H).

SC_3127 1c-2~(8- ITHIAMHIHO-2-0KC0-8- INT-1009 2-Opom- SC_3103 THAMP (AMCO-d6., 400 MTm), & | 375.1
{ennn-13- OEH3OHUTPUIT (M.2) =777 (d. 1H, J= 6,8 T'w), 7.69-
JAuazacmupo|4,5|aekan-3-m)- 7,65 (m, 1H), 7,51 (d, 1H, J= 8,4 T'w),
OCH30HUTPILT 7,44 (d, 2H, J = 7,6 '), 7,39 (s, 1H),

7.34-7,28 (m, 3H), 7,17 (t. 1H, 7.2
Tm), 3.77 (s. 2H), 2,10-2,04 (m, 4H),
1,91-1,88 (m, 2H), 1,80-1.74 (m. 3H).
1,61-1,58 (m, 2H), 0.94 (t. 3H, ] =6.8
T'm).

SC_3128 HC-2-(8-DTHIAMHHO-2-0KC0-8- INT-1008 2-6pom- SC_3103 THAMP (IMCO-ds, 400 MIm), & | 375,1
(ermn-1,3- OCH3OHHTPIIT (v.a) = 7,89 (bs, 1H), 7,79 (d,1H, J =
auazacnupo[4,5]aekan-3-um)- 7,6), 7,69 (1, 1H, J = 7,6 Tw), 7.54-
OEH30HUTPUI 7,50 (m, 3H), 7,36-7,30 (m, 3H), 7,18

(t, 1H,J=7.2Tuw), 3,73 (s, 2H), 2,08-
1,92 (m, 7H), 1,71 (bs, 2H), 1,59 (bs,
2H,), 093 (. 3H,J =64 Tw).

SC_3131 Hc-3-| 3-(8-/IumMeTHIaMHHO -2 - SC_3129 SC_3016 1H SMP (600 MI'm, AMCO) & 9.11 | 4713
okco-8-(hermn-1,3- (s, 2H), 8,79 (. 1H), 8,43 (dt, 1H),
auasacupo|4, 5| ackaH-3-1m)- 8,09 (s, 1H), 7,94 (dt, 1H), 7.84 (s,
THPHMHIHH-2 -HIT|-0CH3aMHT 1H), 7.56 (t, 1H), 741 — 7.35 (m,

4H), 7.28 (ddd, 1H). 3.72 (s. 2H),
2.00 - 1,84 (m, 2H), 1,98 (s. 6H). 1,53
(s, 2H).

SC_3134 TpaHc-4-(8-OrunaMuno-2-0kco-8- | INT-1009 4-Bpom-3-metokcu- | SC_3103 1HAMP (IMCO-d6. 400 MI'm), & | 4053
(ennn-1,3- OCH30HUTPUIT (M) = 7,71 (bs, 1H), 7,56-7,49 (m,
auazacnupo|4, 5| ackaH-3-Hm)-3- 4H), 7,37 (d, 1H, J = 6,6 Tw), 7,31 (t,
MCTOKCH-OCH30HHTPHI 2H, J = 7,10 Tmw), 7,19-7.17 (m, 1H),

3.87 (s, 3H), 3.62 (s, 2H), 2.06-1,90
(m, 7H), 1,69-1,53 (m, 4H), 0,92 (t,
3H.J=6,70 I'm).

SC_3135 HCc-4-(8-DTHIAMHHO-2-0KCO-8- INT-1008 4-Bpom-3-mMetokcu- | SC_3103 1HAMP (JIMCO-d6, 400 MI'm), & | 405.2
(permn-1,3- OCH30HUTPHIT (M.a) = 7,52-7,50 (m, 2H), 7.44-7,43
auasacmupo[4,5] aexan-3-mm)-3- (m, 2H), 736 (d. 1H. J = 8,04 T'w),
METOKCH-OSH30HUTPUI 7.30-7,19 (m, 4H), 3,83 (s, 3H), 3,63

(s, 2H), 2,05-1,72 (m, 8H), 1.53-1,50
(m, 2H), 0,92 (1, 3H).

SC_3136 uuc-3-[2-(4-Auerun-nunepasun- | SC_3124 AUETHIXIOPHA SC_3130 4783
1-u1)-mHpUMHARH-5-1]-8-
JHMCTHIAMHHO-8-(he HILT-1,3-
Juaszacmupo[4,5]aekan-2-on

SC_3137 nuc-8-JIuverniamMuHo-8-enmn- | INT-989 THPUAMH-4- SC 3129 1H SIMP (600 MT'y, IMCO) 6 9,16 | 429.2
3-(2-nupuauH-4-H1-MTHPHMH/IHH- OOPOHOBYIO (s, 2H), 8,70 (d, 1H), 8,18 (s, 1H),
5-um)-1,3-auazacnupo[4,5]nexan- KHCJIOTY 7.91 (s, 1H), 742 - 735 (m, 4H),

2-on

7.28 (i, 1H), 3,73 (s, 2H), 2.49 - 2,37
(m, 2H), 1,98 (s, 6H), 2,01 — 1,87 (m,
2H), 1.58 - 1,47 (m, 2H).
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SC_3138 muc-8-/luvernmamuno-8-erm- | INT-989 THPHAHH-3- SC_3129 1H SIMP (600 MT'n, IMCO) & 9,43 | 429,2
3-(2-MHPUIHH-3 -WI-THPHMHIHH- GOPOHOBYIO (dd, 1H), 9.13 (s, 2H), 8.65 (dd. 1H).
5-um)-1,3-nuazacmmpo[4,5] aekan- KHCIIOTY 8,58 (dt,1H), 7,52 (ddd, 1H), 7,42 -
2-0H 7,36 (m, 4H), 7,28 (ddd, 1H), 3,72 (s,

2H), 1,98 (s. 6H), 2,02 — 1,89 (m,
4H), 1,57 — 1.46 (m, 4H).

SC_3139 1Hc-5-(8-JumernnamMuno-2-0kco- | INT-991 2-aMHHO3TAHOT SC_3133 1H SIMP (600 MI'n, IMCO) § 9,08 | 439.3
8-(enn-1,3- (s. 2H), 859 (t. 1H), 7.94 (s, 1H).
auazacmupo[4,5]nexas-3 -um)-N- 7,43 — 7,30 (m, 5H), 7.30 — 7,21 (m,
(2-THAPOKCH-ITHIT)-THPHMHUTHH- 1H), 3,72 (s, 2H). 3,51 (q, 2H), 2,49 -
2-KapOOHOBOH KHCIOTBI aMUL 2,37 (m, 2H), 2,00 - 1,90 (m, 10H),

1,89 — 1,74 (m, 2H), 1,57 — 1,48 (m,
2H), 1.38 - 1,32 (m, 1H).

SC_3141 Hc-8-JIHMCTHIAMHHO-3-[ 2- INT-976 4-|5-6pom-4- SC_3103 IH AMP (600 MI'n, AMCO) & 8.59 | 505.3
MopGhOTHH-4-HI-4- (tpudropmeTHI)IH (d, 1H), 7,39 — 7,35 (m, 5H), 7,27 (d,
(Tpr(TOPMCTII) -IIHPHMHTHH-5- PHUMHIHH-2- 1H), 3.73 (t, 4H), 3.67 (q, 4H). 3.28 -
ui]-8-enni-1.3- wia]mopdo s 3,22 (m, 1H), 2,41 - 2,28 (m, 2H),
aunazacnupo[4,5]aekan-2-ou 1,98 (s, 6H), 1,94 — 1,80 (m, 3H),

1,53 - 1,42 (m, 2H).

SC_3142 mHc-4-| 5-(8-JuMCTHIAMHHO -2~ INT-989 4- SC_3129 IH AMP (600 MI'm, AMCO) & 9.15 | 453.2
oxco-8-(ernn-1,3- IHAHO(PCHUIOOPOHO (s. 2H), 8.49 — 8,43 (m, 2H), 7.99 —
muazacnupo| 4,5 | ackaH-3-1m)- Bas KHCJIOTA 7,92 (m, 2H), 7.89 (s, 1H), 7.38 (m,
THPHMITHH-2 -1 -OCH30HUTPIIT 4H), 7.28 (td, 1H), 3,73 (s, 2H), 2,48

—2.35 (m, 1H), 2,03 - 1,90 (m, 10H),
1,55 - 1.48 (m,2H).

SC_3143 1uc-5-(8-OTHIaMHHO-2-0KCO-8- INT-1008 5-Bpom-4-vietokcu- | SC_3103 (IMCO-d6, 400 MTI'w), 6 (m.a) = | 4072
dennn-13- NHPUMHAHH-2- 8,79 (s, 1H), 7.60 (s, 1H), 7.41 (d,
aunazacnupo[4,5]aexan-3-1n)-4- KapOOHUTPHI 2H,1=7.72Tw), 7,28 (, 2H, I =7.54
METOKCH-MHPHMHINH-2- Tw), 7,16 (1, 1H, J =732 Tw), 3,97 (s,
KAPOOHHTPHT 3H), 3,72 (s, 2H), 2.02 (bs, 4H). 1.90-

1,69 (m, 5H). 1.51-1.48 (m, 2H), 0,89
(t, 3H, J = 6,56 I'n).

SC_3144 TpaHc-3-(8-OrunavuHo-2-0xco-8- | INT-1009 5-Bpom-4-vietoxen- | SC_3103 IHAMP (AMCO-d6, 400 MTm), & | 4073
(ernn-1,3- THPHMHAWH-2 - (M.a) = 8,87 (s, 1H), 8,10 (bs, 1H),
muazacnupo| 4,5 |ackaH-3-1m)-4- KApOOHHTPHT 7,50 (d, 2H, J =7.52T'm), 7,31 (t. 2H,
METOKCH-TIHPHMU/THH-2- J =720Tm, 7,18 (t. 1H, J = 6,88
KAPOOHHUTPHI Tw), 4,04 (s, 3H), 3.74 (s, 2H), 2,07-

1,95 (m, 6H), 1.70-1,54 (m, 4H), 0,93
(t. 3H,J = 6.62 T'n).

SC_3145 uuc-8-JnverniaMnHo-3-[2- INT-991 MOPOIHH SC_3133 IH SMP (600 MI'u, IMCO) & 9,04 | 4783
(MophomH-4-KapOOHHT)- (s, 2H), 7,88 (s, 1H), 7.42 — 7,30 (m,
TUHPUMITHH-5 -11]-8-(heHn-1.3- 5H), 7.30 - 7,22 (m, 1H), 3,75 -3.58
auaszacmipo[4,5]aekan-2-oxn (m, 6H), 3,51 (t, 2H). 3.20 (t, 2H),

2,50 — 2,33 (m, 2H), 1,99 — 1,90 (m,
8H), 1,89 — 1,74 (m, 2H), 1,54 — 1,44
(m, 2H).

SC_3147 mHc-8-IMMCTHIAMHHO-3-[ 2- INT-976 1-6pom-2- SC_3103 1H AMP (600 MI'n, AMCO) & 7.47 | 4422
(METHICY Tb(hOHHII-MCTHI)- (MeTHICy Th(hoHHIM (d, 1H), 7,42 — 7.31 (m, 6H), 7,30 —
(permn]-8-enmn-1,3- eTHI)OCH30T 7,22 (m, 3H), 4,50 (s, 2H), 3,56 (s,
auasacmupo[4,5]aexaH-2-0H 2H), 2,88 (s, 3H), 2,42 - 2,28 (m,

2H), 2,07 (s, 2H), 1,98 — 1,90 (m,
8H), 1,89 — 1,69 (m, 2H), 1,61 — 1,48
(d, 2H).

SC_3148 1Hc-8- JIMMCTHIAMHHO-3~(4- INT-992 MopdoHH SC 3120 1H SIMP (600 MI', IMCO) & 8,14 | 4513
METH.I-2-MOP(OTHH-4-1I1- (s, 1H), 7,40 — 7,32 (m, 4H), 7,26 (1d,
NUPUMUAHH-5-11)-8-(Perni-1,3- 1H), 7,21 (s, 1H), 3,69 - 3,60 (m,
aunazacnupo[4,5]aekaun-2-on 8H), 3,38 (s, 2H), 2,41 - 2,27 (m,

2H), 2,20 (s. 3H), 1,97 (s, 6H), 1,95 -
1,76 (m, 4H), 1,54 - 1,45 (s, 2H).

SC_3149 nuc-8-JlumerniamMuHo-3-[2-(1,1- | INT-989 thiomopomin-1,1- | SC_3120 1H SAMP (600 MI'm. IMCO) & 8.63 | 4852
JUOKCO-[1,4]THa3HHAH-4-11)- JHOKCHI (s, 2H), 7.50 (br s, 1H), 7,41 - 7.33
MUpUMIHH-5 -11]-8-(peHn-1,3- THAPOXIOPHT (m, 4H), 7,27 (td, 1H), 4,17 - 4,12
auaszacmupo[4,5]aekaun-2-on (m, 4H), 3,55 (s, 2H), 3,12 — 3,06 (m,

4H), 2,47 - 2,27 (m, 2H), 2,04 - 1,74
(m, 10H), 1,51 - 1,42 (m, 2H).

SC_3150 HC-8-JIMMCTHIAMHHO-3-(4- INT-976 3-6pom-4-(hrop- SC_3103 1H AMP (600 MI'n, AMCO) 6 8.70 | 369.2
(rop-nmupuauH-3 -1n)-8-(eHunI- THPHAHH (d, 1H), 8,36 (dd, 1H), 7.54 (s, 1H),
1,3-anazacnupo[4,5] aekan-2-0H 7,36 (1d, 5H), 7.26 (s, 1H), 3,61 (s,

2H), 2,44 - 2,28 (m, 2H), 2,01 - 1,74
(m, 10H), 1.92 (d, 2H), 1,56 — 1.45
(m, 2H).

SC_3151 unc-5-(8-AnmernaamMuno-2-0kco- | INT-991 2- SC_3133 IH SIMP (600 MI'y, IMCO) § 9,03 | 453,2
8-(enun-1,3- (METHIAMUHO)ITAHO (d, 2H), 7.86 (s, 1H), 7,40 - 7,23 (m,
Juasaciupo[4,5]aexan-3-mm)-N- s SH), 3,69 (s. 2H), 3,61 (q, 1H), 3.50
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(2-ruapoxcu-31um)-N-MeTHI-
THPHMHIHH-2 -KapOOHOBO
KHCIOTBI AMHJ

(t, TH), 3,45 (d, 1H), 3,17 (t, 1H),
3,01 and 2,83 (both s, together 3H,
amide rotamers), 2,49 - 2,36 (m, 2H),
2,00 - 1,89 (m, 8H), 1,89 - 1,73 (m,
2H), 1.55 — 1.47 (m, 2H).

SC_3152 mrc-5-(8-Jumernnamuno-2-oxco- | INT-976 5-6pom-2- SC 3103 IH SIMP (600 MI'u, IMCO) & 8.24 | 4613
8-(ern-1,3- MopommHO- (s, 1H), 7,67 - 7,30 (m, 5H), 7.29 (s,
auazacnupo|4,5 |ackaH-3-1m)-2- THPHAHH-4- 1H), 3,70 — 3,65 (m, 4H), 3,51 - 3.44
MophomiH-4-Hi- KapOOHHTPHT (m, 4H), 2,37 - 2.22 (m, 2H), 2,10 -
H30HHKOTHHOHHTPHII 1,87 (m, 10H), 1,53 - 1,31 (m, 2H).

SC_3153 uc-4-(8-Tumernnamuno-2-oxco- | SC_3272 SC_3016 1H SIMP (600 MT'y, IMCO) & 7,79 | 393,2
8-penna-1,3- (d, 2H), 7,62 (d, 2H), 7.41 — 7,34 (m,
Aunazacnupo[4,5]aexan-3-1n)- 4H), 7.27 (d, 1H), 7,13 - 7,09 (m,
OeHzamug 1H), 3,62 (s. 2H), 2,46 — 2,35 (m,

2H), 1,97 (s. 6H), 1,93 — 1,76 (m,
4H), 1,51 — 1.45 (m, 2H).

SC_3154 1HC-8-uMeTHIAMHHO-3-(2- INT-976 1-6pom-2-(hrop-4- SC 3103 1H AMP (600 MI', AMCO) & 7.89 — | 446.2
(rop-4-meruncy nb(onun- METHACY Tb(OHHI- 7,83 (m, 1H), 7,76 (dd, 1H), 7,70 (dd,
(ernm)-8-pennn-1,3- OeH30m 1H), 7,40 — 7,32 (m, 5H), 7,29 - 7,23
anasacnupo|4,5]ackan-2-0H (m, 1H), 3,69 (s, 2H), 3,23 (s, 3H),

2,43 — 2,30 (m, 2H), 1,96 (s, 6H),
1,94 — 1.88 (m, 2H), 1.53 — 1,47 (m,
2H).

SC_3155 1uc-4-(8-TumerunaMuno-2-okco- | INT-976 4-6pom-3-¢hTop- SC_3103 1H SIMP (600 MI'w, IMCO) 6 7,85 — | 393,2
8-(penni-1.3- OCH30HUTPUIT 7,79 (m, 2H), 7,73 (s, 1H), 7,62 (dd,
Auazacnupo[4,5]aexan-3-un)-3- 1H), 7,40 — 7,31 (m, 4H), 7,26 (U,
(rop-OeH3OHHTPHT 1H), 3,69 (s, 2H), 2,40 — 2,31 (m,

2H), 1,95 (s. 6H), 1,94 — 1,87 (m,
2H), 1,87 — 1,75 (m, 2H), 1,52 — 1,46
(m, 2H).

SC_3156 uc-4-(8-umernnamuno-2-oxco- | INT-976 4-6pom-3,5- SC_3103 1H SMP (600 MT'y, IMCO) & 785 | 411,2
8-penna-1,3- audrop- (d, 2H), 7.61 (s, 1H), 7.39 — 7,31 (m,
aunazacnupo[4,5]aexan-3-um)-3,5- OCH3OHHTPHIT 4H), 7.25 (i, 1H), 3,53 (s, 2H), 2,42 —
An(TOpP-OCH30HHTPHIT 2,33 (m, 2H), 1,98 — 1,89 (m, 8H),

1,82 — 1,78 (m, 2H), 1,54 — 1,47 (m,
2H).

SC_3157 1HC-8-AuMeTHIAMHHO-3-(2- INT-989 MeTaHo1 BMecTo H- | SC 3120 1H SIMP (600 MT'n, IMCO) & 8,76 | 3822
MCTOKCH-TTHPHMHIWH-3-111)-8- OyTaHOT B KAaYCCTBS (s, 2H), 7.41 — 7,33 (m, 3H), 7,27
(ermn-1,3- PACTBOPHTCI (ddt, 1H), 3,86 (s, 3H), 3,60 (s, 2H),
auaszacnupo[4,5]aekan-2-on 2,47 - 2,30 (m, 2H), 2,01 — 1,74 (m,

10H), 1,52 — 1,45 (m, 2H).

SC_3158 1HC-3-| 2-(BeH3HIaMHHO)- INT-989 OCH3HIAMHHE SC 3120 1H SIMP (600 MI'u, AMCO) & 8,43 | 457.3
TMHPHUMHIHH-5 -H1]-8- (s, 2H), 7,50 — 7,45 (m, 1H), 7,46 —
JUMETHIAMHHO-8-(peHn -1 3- 7,33 (m, 5H), 7,31 — 7,23 (m, 4H),
aunazacnupo[4,5]aekan-2-on 7,19 (1q, 1H), 4,46 (d. 2H), 4,02 (s,

1H), 3,50 (s, 2H). 2.41 — 2,31 (m,
2H). 1,97 (s, 6H). 1.88 (s, 2H). 1.49 —
1,41 (m. 2H).

SC_3159 unc-8-JlnmernnavMuHo-3-[2-(4- INT-989 - SC_3129 1H SIMP (600 MT'n, IMCO) 5 9.07 | 446,2
dropdenmm)-mupamuanH-3-1m]- dropdenumydoporo (s, 2H), 8,37 — 8,30 (m, 2H), 7,83 (s,
8-(ermn-1,3- Bas KHCIIOTA 1H). 7.44 — 7,35 (m. 4H), 7.34 - 7,25
auasacmupo|4,5|nexan-2-0H (m, 3H). 3.69 (s, 2H), 2,47 — 2,30 (m,

2H), 2,08 - 1,80 (m, 10H), 1.55 —
1,46 (m, 2H).

SC_3160 Tpanc-8-bensun-8- INT-995 4-(5- SC_3103 1H SMP (600 MI'n, IMCO) & 8,57 | 4513
JMMETHIAMHHO-3-(2-MOop{oIHH- OPOMNUPUMHINH-2- (s, 2H), 7.60 (s, 1H), 7.27 (1, 2H),
4-ua-nupUMHANH-5-11)-1,3- ummopdonun 7,22 - 7,15 (m, 3H), 3,68 — 3,62 (m,
muazaciupo|4, 3] ackaH-2-0H 4H), 3,64 — 3,57 (m, 4H), 3,49 (s,

2H). 2,66 (s, 2H). 2.22 (s, 6H). 1.80 —
1,70 (m, 4H). 1,51 — 1.43 (m, 4H).

SC_3161 unc-8-bensun-8-qumernnavinto- | INT-994 4-(5- SC_3103 1H SIMP (600 MT'n, IMCO) 5 8.45 | 4513
3-(2-vopdomiH-4-ym- OPOMIMUPHMHANH-2- (s, 2H), 7,27 (t, 2H), 7,22 — 7,15 (m,
TMHPHMHIHHE-5-11)-1,3- wIMopdomHH 3H), 7.11 (s, 1H). 3,68 — 3,56 (m,
Juazaciupo|4, 5] rexkaH-2-0H 8H). 2.64 (s, 2H). 2.26 (s, 6H). 1.87 —

1,77 (m, 4H), 1,42 (d, 2H), 1,15 (dt.
2H).

SC_3163 muc-4-(8-Anvernnamuno-2-okco- | SC_3156 SC_3016 1H AMP (600 MI'm, IMCO) & 8,08 | 429.2
8-pennn-1,3- (s, 1H), 7,65 — 7,58 (m, 2H), 7,48 (br
auazacnupo[4,5]aexan-3-11)-3,5- s, 1H), 7,39 — 7.31 (m, 4H), 7.28 —
aurop-OeHzamun 7,22 (m, 1H), 3,49 (s, 2H), 2,40 —

2,32 (m, 2H). 1.96 (s. 6H). 1,95 —
1,90 (m, 2H). 1.87 — 1,77 (m, 2H),
1,54 —1.49 (m, 2H).
SC_3164 nuc-4-(8-uMerunaMuHo-2-0kco- | SC 3155 SC 3016 1H SIMP (600 MI'u, AMCO) & 7,95 | 411,2
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8-(ernn-1,3-
auasacnupo|4,5|ackan-3-mm)-3-
(rop-Gerszavuzg

(s, 1H), 7,72 — 7.64 (m, 2H), 7.61 (t.
1H), 7,54 — 7,50 (m, 1H), 7.40 - 7.32
(m, 5H), 7.26 (it, 1H). 3.62 (s, 2H),
2,41 - 231 (m, 2H), 1,96 (s, 6H),
1,93 — 1,88 (m, 2H), 1,86 — 1,75 (m,
2H), 1,53 - 1,45 (m, 2H).

SC_3165 uuc-8-bersna-8-qumernaamuno- | INT-994 5-6pom-2- SC_3103 1H SIMP (600 MI'u, IMCO) & 9,07 | 434,2
3-[2-(tpudrropmerHm)- (TpudropvernmHI (s, 2H), 7,77 (s, 1H), 7,29 (t, 2H),
TMHPHMHANH-5-11]-1,3- PHMHINH 7,24 — 7,17 (m, 3H), 3,55 (s, 2H),
auaszacmupo|4,5]aekan-2-0H 2,66 (s, 2H), 2,26 (s, 6H), 1,86 (dt,

4H), 144 (d. 2H), 1.25 — 1,17 (m,
2H).

SC_3166 TpaHc-8-ben3mi-8- INT-995 5-Opom-2- SC_3103 1H SMP (600 MI', IMCO) & 9,16 | 434.2
JHMCTHIAMHHO-3-[2- (TpudrropmeTHI) I (s, 2H). 8.28 (s. 1H), 7.27 (t. 2H),
(TpUGTOPMETH.T)-MPUMITHH-5- PHMHIHH 7.22 — 7,16 (m, 3H). 3.67 (s, 2H),
ui]-1,3-auasacnupo[4,5] aexan-2- 2.66 (s, 2H). 2.24 (s. 6H), 1,84 — 1,72
OH (m, 4H), 1,49 (q, 4H).

SC_3167 muc-8-luMeTHIaMuHO-8-THO ficH- | INT-997 5-6pom-2- SC 3103 1H SMP (600 MI'm, AMCO) & 9,19 | 426,1
2-1u71-3-| 2-(Tpu(TOpMCTILT)- (TpurropMeTHI) I (d, 2H), 7,97 (s, 1H), 7,43 (t, 1H),
TMHPHMHIHHE-5-11]-1,3- PHMHINE 7,07 (dd, 1H), 6,97 (d, 1H), 3,78 (s,
Juasacmupo|4,5|aexaH-2-0H 2H), 2,40 — 2,27 (m, 2H), 2,04 (s,

6H), 1.96 (t, 2H), 1.90 — 1,79 (m,
2H), 1.60 — 1,52 (m, 2H).

SC_3168 Tpanc-8-JIuveTHIAMHHO -8~ INT-998 5-opom-2- SC_3103 1H SMP (600 MI'u, IMCO) 5 9,20 | 426.1
THO(eH-2-U1-3-[2- (Tpudrropmerun)nu (s, 2H), 8,00 (s, 1H), 7,45 (dd, 1H),
(TpU(TOPMETILT)-THPHMUAUH-5- PHUMHAHH 7,09 (dd, 1H), 7,02 - 6,97 (m, 1H),
ni]-1,3-amazacnupo[4,5] aexkan-2- 3,81 (s, 2H), 2,12 (d, 4H), 2,03 (s,

OH 6H), 1,85 (1. 2H), 1,62 — 1,54 (m,
2H).

SC_3170 muc-8-JlumerniamMuHo-8-(ernn- | INT-989 TIHICPHAHH SC 3120 1H SIMP (AMCO-d6): 6 8,49 (s, 2H), | 4353
3-(2-munepumuH-1-mw1- 7.39-7,24 (m, 6H), 3,65-3,63 (m, 4H),
MHPUMUAHH-5-1T)-1,3- 3,50 (s, 2H), 2,36-2,32 (m, 2H), 1,95-
auaszacmipo[4,5]aekan-2-on 1.86 (m, 10H), 1,61-1,56 (m, 2H),

1,50-1,44 (m, 6H).

SC_3171 muc-8-Jnverniavnno-8-gennn- | INT-989 NUPPOTHANH SC_3120 IH SAMP (CDCI3): & 843 (s, 2H), | 421,3
3-(2-nuppomuanH-1-un- 7,41-7.38 (m, 2H), 7,32-7,30 (m, 3H),
TMHPHMHARH-5-1)-1,3- 5,05 (brs, 1H), 3,53 (t, 4H), 3,45 (s,
Auazacnupo[4,5]nexaH-2-0H 2H), 2,30-2,06 (m, 10H), 1,99-1,96

(m, 6H), 1,62-1,58 (m, 2H).

SC_3172 uc-8-Jlnvernnamuuo-8-gpenna- | INT-989 TMHPHMHANH-5- SC_3129 1H SMP (600 MT'y, DMF) & 9,56 (s, | 430,2
3-(2-IHPHMHIHH-5-HIT- HI6GOPOHOBAS 2H). 9.27 (s, 1H), 9,17 (s, 2H), 8.35
THPHMHIHH-5-H1)-1,3- KHCIOTa (s, 1H), 7.89 (d, 2H), 7,63 (dq, 3H),
Anazacnupo|4,5|ackaH-2-0H 3,73 (s, 2H), 3,04 (d, 2H), 2,81 (s,

6H), 2,57 (td, 2H), 2,06 (d, 2H), 1,58
(td. 2H).

SC_3174 Tpanc-8-Bensun-8- INT-995 5-opom-4-merun-2- | SC_3103 1H SIMP (600 MI'n, IMCO) & 8.57 | 4472
AUMETHIAMHHO-3-[4-MeTHI-6- (TpudropMeTHI)IH (s, 1H), 7.80 (s, 1H), 7.67 (s, 1H),
(TpH¢TOPMETHT)-THPHANH-3-H1T] - pUAMH 727 (.. 2H), 7.23 - 7,15 (m, 3H),
1,3-auazacnupo[4,5]aekan-2-on 3,58 (d, 2H), 2,67 (s, 2H), 2,31 (s,

3H), 2,22 (d. 6H), 1,82 — 1,72 (m,
4H), 1,56 (dd, 2H), 1,48 (d, 2H).

SC_3175 wrc-3-(8-Aumernnamuno-2-okco- | SC_3152 SC_3016 480,6
8-¢enna-1,3-
anazacnupo|4,5]aekan-3-1m)-2-

MOP (o4 -HIT-TTHPH AHH-4 -
KapOOHOBOMH KHCIOTBI AMHT

SC_3176 c-8-Jlumernnamuno-3-[2-(3,5- | INT-989 (3.5- SC_3129 1H SIMP (600 MI'u, IMCO) & 9.05 | 4472
AUMETHI-H30KCA30.1-4-111)- JAUMETHITISOKCA30/1- (s, 2H), 7,80 (s, 1H), 7,43 — 7.34 (m,
THPUMHAMH-5 -un]-8-(enun-1,3- 4-un)dopoHoBas 4H), 7,28 (1, 1H), 3,68 (s, 2H), 2,69
Aunazacnupo[4,5]aekan-2-ou KHCJI0TA (s, 3H), 2,47 (s, 3H), 2,43 — 2,35 (m,

2H), 2,01 — 1,79 (m, 10H), 1,50 (s,
2H).

SC_3177 wc-3-[2-(BeH30THA30T-6 -1T)- INT-989 1,3-6cH30THas01-6- | SC_3129 1H SIMP (600 MI'u, IMCO) & 9.46 | 4852
THPHMHIWH-3-1]-8- HIOOPOHOBAS (s, 1H), 9,12 (s, 2H), 9,07 (s, 1H),
AHMCTHIAMHHO-8-(eHII-1,3- KHCIIOTA 8,49 (d, 1H), 8,16 (d, 1H), 7.84 (s,
Awuazacnupo|4,5|ackaH-2-0H 1H), 7.39 (d, 4H), 7,29 (d, 1H), 3,73

(s, 2H), 2,42 (d, 2H), 1,97 (d, 10H),
1,54 (d, 2H).
SC_3178 uuc-8-JlumeTunaMuno-3-[2- INT-976 1-Gpom-2-drop-4- SC_3103 1H SMP (600 MT'u, IMCO) & 7.80 | 436,2

(rop-4-(tpudpropmeTrn)-pennn|-
8-(ern-1,3-
Auazacmupo|4,5|nekaH-2-0H

(tpudrropmeTHmbeH
301

(t, 1H), 7,65 (dd, 1H), 7.53 (dd, 1H),
7.40 = 7,32 (m, 4H), 7,29 — 723 (m,
1H), 3.66 (s. 2H), 2,36 (s, 2H), 1,97 —
1,88 (m, 8H), 1,85 — 1.75 (m, 2H),
1,53 = 1.46 (m, 2H).
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SC_3179 nuc-8-JIuvMeTnIaMHHO-3-(6- INT-976 4-(5-6pom-2- Kak SC_3097 | IH SIMP (600 MI'y, IMCO) 5 8,20 | 4363
MOP()OTHH-4 -U 1-NHPUAHH-3 -1T)- mupuammopdonn | cragus 2 (d, 1H), 7,89 (dd, 1H), 7,37 (p. 5H).
8-¢pcrmn-1,3- H 7.27 (d, 1H), 6,79 (d, 1H), 3,71 - 3,66
Jauasacmupo|4,5|ackaH-2-0H (m, 4H), 3,53 (s, 2H), 2,43 — 2,32 (m,

2H), 1,96 (s, 7H), 1,91 — 1,85 (m,
5H), 1,49 — 1,42 (m, 2H).

SC_3180 muc-8-JlumeTniaMuHO-8-(herun- | INT-976 4-6pom-2- SC 3103 1H sAMP (OIMCO-d6): & 7,89-7,87 | 433,2
3-(2-(peHun-THaz01-4-11)-1,3- (permITHA0T (m, 2H), 7,55 (br s, 1H), 7.43-7,35
JHA3ACTHpPO|4,5] AekaH-2-0H (m, 8H), 7,29-7.26 (m, 1H), 3,82 (s,

2H), 2.45 (br m, 2H), 1.96-1.79 (m,
10H), 1,53-1,50 (m, 2H).

SC_3181 nuc-8-/luverniaMuHo-8-hermn- | INT-989 Terparuapo-2H- SC_3103 1H SIMP (IMCO-d6): 6 8.42 (s, 2H), | 451.3
3-[2-(TeTparuapo-nupaH-4- THPaH-4-aMHH 7.39-7,35 (m, 5H), 7,27-7,24 (m, 1H),
HITAMHHO )-IHPUMUUH-5-11] -1,3- 6.83 (d. 1H), 3,84-3.79 (m, 3H), 3,50
auasacnupo[4,5]nexaH-2-0H (s, 2H). 3,38-3,35 (m, 2H), 2.36-2,32

(m, 2H), 1.94-1,77 (m, 12H), 1.50-
1,40 (m, 4H).

SC_3183 muc-8-luMeTHiaMuHO-8-(hernn- | INT-976 2-6pom-4- SC 3103 1H SIMP (AMCO-d6): & 8,09 (br s, | 433,2
3-(4-¢enun-tHazo1-2-um-1,3- (permTHA0T 1H), 7.87 (d, 2H), 7,51 (s, 1H), 7.37-
Juasacmupo|4,S|ackaH-2-0H 7.24 (m, 8H), 3.87 (s, 2H). 2.43 (m,

2H), 1,96-1.84 (m, 10H), 1.54 (m,
2H).

SC_3184 nuc-8-JlumeTwiaMuHO-8-(herun- | INT-976 1H-nuppomo[2,3- SC 3103 1H SAMP (IMCO-d6): 8 9.07 (s, 2H), | 468.2
3-[2-(1H-muppomno[2.3- b]mupu s 8,35-8,33 (m, 1H), 8,10-8.04 (m, 2H),
b]mHpHANH-1-H)-THPAMHTHH-5- 7.83 (br s, 1H), 7.41-7,37 (m, 4H),
ui]-1,3-gua3acoupo([4,5] aexan-2- 7.29-7,21 (m, 2H), 6,72-6,71 (d, 1H),

OH 3.71 (s. 2H), 2,49 (m, 2H), 1,97 (m,
10H), 1,52 (m, 2H).

SC_3185 wuc-8-JIuveruiavuno-8-ennn- | INT-989 (3.4.5- SC_3129 1H SIMP (600 MT'u, IMCO) 5 9,11 | 481.2
3-[2-(3,4.5-tpudrop-penun)- TpHPTOpPheHUT)O0pP (s, 2H), 8,12 — 8,03 (m, 2H), 7.89 (s.
THPUMHIHH-5-11]-1,3- OHOBAsA KHCIOTA 1H), 7,42 — 7,34 (m, 4H), 7,28 (dq,
Jauazacmupo|4,5]ackan-2-0H 1H), 3,71 (s, 2H), 2,48 — 2,35 (m,

2H), 1,99 - 179 (m, 10H), 1.58 —
1.47 (m, 2H).

SC_3187 urc-8-JIMMETHIAMHHO-3-M- INT-976 1-6pom-3- SC_3186 363.2
Tom-8-(enun-1,3- MCTHIOCH307T
Juazacmupo|4,5|ackan-2-0H

SC_3188 wnc-8-Jlpvermnavnio-8-enmn- | INT-976 1-6pom-4- SC_3186 3632
3-n-Tommi-1,3- METHIOEH301
auazaciipo[4, 5] aekan-2-0H

SC_3189 wnc-8-Jlpvermnavnio-8-ernt- | INT-976 1-6pom-4- SC_3186 4172
3-[4-(tpurropmeTim)-(ennn]- TpuTOPMETHIOEHS
1.3-ma3actpo|4.5 | aexan-2-0H o

SC_3190 nuc-8-JlumeruaamMuHo-8-(ennn- | INT-976 1-6pom-3- SC_3186 4332
3-[3-(TpudrropMeTHIOKCH) - (TpH(TOPMCTOKCH)O
({enun]-1.3- CH301
aunazacnnpo[4, 5] aexas-2-01

SC_3191 nuc-8-/lpveTHnaMuno-8-pernn- | INT-976 1-6pom-4- SC_3186 4332
3-[4-(Tpr(TOPMETHNOKCH) - (TpHTOPMETOKCH)O
(ermn]-1.3- CH30.T
auazacnupo[4,5]aekan-2-0H

SC_3192 muc-2-(8-umeTnmamuno-2-oxco- | INT-976 METHJI-2- SC_3186 4072
8-(enni-1,3- Opombenzoar
auazacnupo|4,5|ackan-3-1m)-

OCH30IHOI KHCIIOTH! MCTHJIOBOTO
adupa

SC_3193 mHC-3-(8-ameTHnamuno-2-oxco- | INT-976 MeTun-3- SC_3186 407.2
8-herm-1,3- OpombeHsoaT
Auazacmupo[4,5]ekaH-3-mm)-

OCH30HHO KHCJIOTHI MCTHIIOBOTO
a¢upa

SC_3194 c-4-(8-/laMeTHnamMuHo-2-0kco- | INT-976 METHI-4- SC_3186 4072
8-erm-1.3- OpomOeH30aT
guazacnupo|4,5|aekan-3-1m)-

OCH30HHO¥ KHCIIOTH MCTHJIOBOTO
3(upa

SC_3195 uwc-3-(1,3-bensoauokcoa-5-um- | INT-976 5- SC_3186 3932
8-aumeTHIaMHHO-8-(eHm-1,3- opomoenso[d][1.3]a
auasacnupo[4,5]aekan-2-0H HOKCOIT

SC_3196 mrc-8-iumernmamMuHO-8-penun- | INT-976 5-OpOMXHHOIHH SC_3186 400,2
3-XHHOMHH-5-1-1,3-

Juazaciupo|4,5 | aekaH-2-0H
SC 3197 1uc-3-(2,3-Juruapo- 1 H-wamoa- INT-976 G-OpOMHHIOTHH SC_3186 390,2
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6-111)-8-THMETHIIAMHHO -8 -
(permn-1.3-
sauasacnupo[4,5]aexan-2-0H

SC_3198 muc-3-(8-Jlumerniamuno-2-oxco- | INT-976 METHI-5-Opon-4- SC_3186 4222
8-pennn-1,3- METHWINHKOJIUHAT
aunaszacnupo[4,5]aexan-3-un)-4-

METH.I-TTHPHINH-2-KaPOOHOBOH
KHCJIOTbl METUIOBOTO 3(hupa

SC_3199 uc-8-JInMeTHIaAMIHO -3 -(6- INT-976 5-6pom-2-metoxeu- | SC_3186 3942
METOKCH-4-METHI-NUPHIHH-3- 4-METHAMUPHANH
n1)-8-pennn-1,3-
auaszacnupo[4,5]aexan-2-ox

SC_3200 c-8-JMMeTHIAMIHO -3 -[ 2- INT-976 5-6pom-1-vetna-3- | SC_3186 4212
MeTHI-3-(tpudropmernt)-2H- (TpuQropveTHT)-
nupa3oa-3-unl-8-gennn-1,3- 1H-nupazon
aunazacnupo[4,5]aekan-2-on

SC_3201 muc-8-JlnMeTHIaMuHO-3-(3- INT-976 2-6pom-3- SC_3186 380,2
METOKCH-TTHPHAWH-2-1.T)-8- MCTOKCHITHPHIHH
(permn-1.3-

Jmazaciupo|4.5|ackan-2-0H

SC_3202 nuc-8-/luvernaaMuno-8-pernt- | INT-976 2-6pom-5- SC 3186 4182
3-[5-(Tpr(yTOpMETH.T) -THPH THH- TPU(TOPMETHIHPH
2-un]-1,3-auazacnupo[4,5] nexan- JHH
2-oH

SC_3203 1Hc-3-(8-JumeTnaaMuso0-2-0kco- [ INT-976 3-pom-5- SC_3186 3752
8-(permn-1,3- IHAHOTMHPHIHH
Auazacmupo[4,5]aexan-3-mw)-

HHKOTHHOHHTPHI

SC_3204 1uc-8-JlumerniaMunEo-3-(3- INT-976 2-6pom-3- SC_3186 3642
MCTH.I-THPHIUH-2-11)-8-(heHIT- METHIMHPHIHH
1,3-amasaciupo[4,5]aekan-2-0H

SC_3205 1HC-8-/IUMCTHIAMHHO -3 -(6- INT-976 5-opom-2- SC_3186 380,2
METOKCH-TIHPHAUH-3-1.1)-8- METOKCHITUPUUH
tdennn-13-
auaszacupo[4, 5] ackan-2-0H

SC_3206 wic-8-JlumeTnaamMuno-8-genn- | INT-976 1-Gpom-3- SC_3186 4172
3-[3-(tpupropmernmpennn]-1.3- TpuTopMeTHIOEH3
anazacnupo[4,5]aekan-2-01 o

SC_3207 muc-3-(1,3-Bensomnokcon-4-um- | INT-976 4- SC_3186 393.2
8-numeTunaMuno-8-enun-1,3- opombenso[d][1.3]a
auazacnupo[4,5]aekan-2-ou HOKCOJL

SC_3209 wuc-8-Jluverunamuno-3-[2-(3,5- | INT-976 3,5-guverun-1H- SC_3103 1H SIMP (AMCO-d6): 5 9,00 (s, 2H), | 446,2
muverun-1H-mipason-1-ni)- THPa3o1 7.81 (br s, 1H), 7,38-7,27 (m, 5H),
THPHMHIMH-S -1|-8-(eHmn-1,3- 6,07 (s, 1H), 3,69 (s. 2H), 2,45 (m,
Juazacnupo|4,5|ackaH-2-0H SH). 2,17 (s, 3H), 1,96-191 (m,

10H), 1.51(br m .2H).

SC_3210 1uc-8-JluverunamMu#o-3-[2-(3- INT-989 Tac-MUNepHIHH-3- SC_3182 1H SAMP (IMCO-d6): 8.48 (s. 2H). | 451.2
TUAPOKCH-NMUNEPHAMH-1-11)- on 7,39-7,35 (m, 5H), 7,27-7,24 (m, 1H),
MUPUMUAUH-5 -ua]-8-(enun-1,3- 4,82 (d, 1H), 4,39-4,36 (m, 1H), 4,24-
aunazacnupo[4,5]aekan-2-ou 421 (m, 1H), 3,51 (s, 2H), 3.41-3.36

(m, 1H), 2,92-2,87 (m, 1H), 2.77-2,72
(m, 1H), 2,42-2,32 (m, 2H), 2.00-1,66
(m, 12H), 1,46-1,39 (m, 2H), 1,34 (t,
2H).

SC_3211 nuc-8-uverwnamMuno-3-[2-(3- INT-989 Tac-MUNepHIHH-3- SC 3182 1H SIMP (IMCO-d6): 8.48 (s, 2H), | 451,3
THAPOKCH-TIHNEPHIHH- 1 -11)- on 7,35 (m, 5H), 7.25 (m, 1H), 4,82 (d,
nupuMuAHH-5-11]-8-Ppennn-1,3- 1H), 4,39-4,37 (m, 1H), 4,24-4.21 (m,
anazacnupo[4,5]aekan-2-0 1H), 3,51 (s, 2H), 3,40-3,39 (m, 1H),

2,90-2,87 (m, 1H), 2,77-2,72 (m, 1H),
2,37 (m, 2H), 2,00-1,66 (m, 12H),
1,45 (m, 2H), 1,34 (t, 2H).

SC_3212 1Hc-8-JluveTHnaMuHo-3-[2-[4-(2- | INT-989 2-munepasuH-1- SC_3120 1H SIMP (600 MI'u, IMCO) & 8,53 | 480.3
THAPOKCH-3TH.T)-IHIIEPa3HH-1- HIITAHON (s. 2H), 7,37 (p, 5H), 7.27 (d, 1H).

W] -THPHMHAUH-5-11]-8-(he Hi1- 3,62 (t. 4H), 3.53 (q. 4H), 2,49 - 2,27
1,3-auasacnupo[4,5] nexan-2-on (m, 7H), 1,96 (s, 6H), 1,94 — 1,73 (m,
4H), 1,51 — 1,40 (m, 2H).

SC_3213 wuc-2-[4-[5-(8-Anmerunamuno-2- | SC_3146 INT-991 1H SMP (600 MT', IMCO) & 8,53 | 494.3
okco-8-Perm-1,3- (s. 2H), 7.57 (s, 1H), 7,42 (d, 4H).
auazacnupo[4,5]aekaH-3-11)- 7,33 (d. 1H), 3,68 (1, 4H), 3.19 (s,
NHPUMHAHH-2-H]-HnepasuH-1- 2H), 2,62 (1, 4H), 2,37 (d, 2H), 2,20 -
HI|-yKCYCHas KHCIOTa 1,96 (m, 8H), 1,88 (t, 2H), 1,43 (t,

2H).
SC_3214 1ic-8-Jluverunamuao-3-[2-(1- INT-989 1-metun-4-(4,4,5,5- | SC 3208 1H SIMP (600 MT'y, IMCO + 2vol% | 4843
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Meru-1H-mapporno|2,3-

b mHpHIHE-4 KT -THPHMEIHH-5-
n1]-8-pennn-1,3-
aunazacnupo[4,5]aekaun-2-on

TCTpaMCcTHI-1,3,2-
JHOKCAboponaH-2-
un)-2,3-
JMTHAPONHPPOIo[2,
3-blnupuaun

TFA) 6 9.85 (s, 1H), 9.13 (s, 2H),
8.41 (d, 2H), 7,99 (s, 1H), 7,72 (s,
2H), 7.66 — 7.46 (m, 4H), 730 (s,
1H), 3.88 (s, 2H), 3,60 (s, 6H), 2,77 —
2,71 (m, 2H), 2,30 — 226 (m, 2H),
1,94 — 1,89 (m, 2H), 1,75 (s, 3H).
1.41— 1,35 (m, 2H).

SC_3215 muc-8-bensua-8-muMerniamuno- | INT-994 5-opom-4-mermn-2- | SC_3103 1H SMP (600 MI', IMCO) & 8,52 | 447.2
3-[4-MeTHa-6-(TpUpTOPMETILT)- (TpudrropmerHI)IH (s, 1H), 7,76 (s, 1H), 7,23 (dd, 2H).
nupHAuH-3-11]-1,3- PHIHH 7,19 — 711 (m, 4H), 2,62 (s, 2H),
auazacnupo[4,5]aekaun-2-on 2,27 (s, 6H), 2,25 (s, 3H), 1,86 (id,

2H), 1,80 (dt, 2H), 1,57 — 1,49 (m,
2H), 1,09 (1d, 2H).

SC_3216 Tpasc-8-HMETHIAMHHO-3-[4- INT-998 5-6pom-4-merun-2- | SC_3103 1H SIMP (600 MI', IMCO) § 8,61 | 439,2
METHI-6-(TpHBTOPMETH)- (TpufrropMeTHI) I (s, 1H), 7.83 (s. 1H). 7.53 — 7,49 (m,
mUpHAHH-3 -] -8-THO (e H-2- 1 PHIHH 1H), 7.45 (dd. 1H), 7.09 (dd, 1H),
1,3-mnazacmipo[4,5]ackan-2-01 6,99 (dd, 1H), 3,70 (s, 2H), 2,35 (s,

3H), 2,19 — 2,05 (m, 4H), 2.02 (s,
6H), 1,93 — 1.85 (m. 2H), 1.64 (dt,
2H).

SC_3217 nuc-8-/luvMeTHIaMHHO-3-[4- INT-997 5-6pom-4-vetun-2- | SC_3103 1H SMP (600 MI'u, IMCO) 5 8,58 | 439.2
METH.I-6-(TPHTOPMETI)- (TpudropmeTun) U (s, 1H), 7.80 (s, 1H), 745 (s, 1H),
nUpuAUH-3-un]-8-THoheH-2-1n- PHIMH 7,42 (dd, 1H), 7,05 (dd, 1H), 6,95
1,3-mnazacmipo[4,5]ackan-2-on (dd, 1H), 3,67 (s, 2H), 2,33 (s, 3H),

2,32 — 2,25 (m, 2H), 2,04 (s, 6H),
2,00 - 1,92 (m, 2H), 1,89 - 1,76 (m,
2H), 1.62 (dt, 2H).

SC_3218 nuc-8-Jlumeruiamuno-3-[2-(1,1- | INT-976 4-[5-6pom-4- SC_3103 1H SMP (600 MI'u, IMCO) 5 8,65 | 553.2
auokco-[1,4]tuazunan-4-un)-4- (Tpudrropmermn)nu (s, 1H), 742 (s, 1H), 741 — 7,31 (m,
(Tpu¢TOPMCTHT)-ITHPHMHIHH-5- puvHINH-2-11]-1,4- 5H), 7.25 (tt, 1H), 4,23 (t, 4H), 3,22
wil-8-(ermin-1,3- THA3HHAHC 1.1- (t. 4H), 2,40 — 2,26 (m, 2H), 1,97 -
Juasacmupo|4,S|ackaH-2-0H JHOKCHH, (TOTyYCH 1.88 (m, 8H), 1,87 — 1.75 (m, 2H),

Kak SC_3097 1,54 — 1,42 (m, 2H).
craaud 1)

SC_3219 1uc-8-JIumeTnIaMuHO-8-(1- INT-1000 5-6pom-2- SC 3103 1H SIMP (600 MT'h, IMCO) & 9,14 | 4742
MeTHI-1H-0CH30HMIIa301-2-11)- (TpHfTopMCTHI)IH (s, 2H), 8,65 (s, 1H), 7,63 (d, 1H),
3-[2-(tpudrropmerm)- PHMHINH 7,51 (d, 1H), 7,25 (ddd, 1H), 7,19
THPUMUIHHE-5-11]-1,3- (ddd, 1H), 4,02 (s, 3H), 3,61 (s, 2H),
Auazacmupo[4,5]aexan-2-0H 2,26 (d, 2H), 2,18 (s, 6H), 2,16 — 2,09

(m, 2H), 1,87 (s, 2H). 1.78 (d, 2H).

SC_3220 1HC-8-/luveTHIaMHHO-8-(1- INT-1000 5-6pom-4-vetnn-2- | SC_3103 1H SIMP (600 MT'm, IMCO) & 8,56 | 4873
MeTI-1H-0e H30MMHIa301-2-HIT) - (tpudTopMeTIL) N (s, 1H), 8,10 (s. 1H), 7,80 (s, 1H),
3-[4-MeTun-6-(TpuQTOpMETHIT)- puzHH 7,60 (d, 1H), 7,50 (d, 1H), 7.23 (ddd,
nupuanH-3-ui]-1,3- 1H), 7,17 (td, 1H), 4,02 (s, 3H), 3,50
Aunazacnupo[4,5]aekaun-2-oxn (s, 2H), 2,34 — 2,25 (m, 5H), 2,19 —

2,09 (m, 8H), 1,90 — 1,74 (m, 4H).

SC_3222 mc-3-| 2-(ber3ma-MeTnn-amuro)- | INT-976 N-6cm3ma-3-6pom- | SC_3103 1H SAAMP (IMCO-d6): 6 8.52 (s, 2H). | 471.2
THPHMIIHHE-5 -1 -8- N- 7,39-7,33 (m, 5H), 7,30-7,17 (m. 6H),
JHMETHIAMHHO-8-(pe HILT-1,3- METHITHPHMHIHH- 4,81 (s, 2H), 3.52 (s, 2H), 3,03 (s,
Auazacmupo[4,5]aexaH-2-0H 2-aMuH 3H), 2.45-2.32 (m, 2H), 1,95-1,86 (m.

10H), 1,47-1.43 (m, 2H).

SC_3223 uc-5-(8-Invernaamuno-2-oxco- | INT-976 ITHI-5- SC_3103 (cramms | 1TH SAMP (IMCO-d6): 8 9,04 (s, 2H), | 5853
8-(ernn-1,3- OpOMIHPHMHANH-2- | 1), INT-991 | 8,24-8,23 (m, 1H), 7,42-7,39 (m, 2H),
auazacnupo|4,5|ackan-3-mm)-N- KapOOKCHIaT (cTagusa 2), | 7,32-7.31 (m, 3H), 5,70 (s, 1H), 3,70-
[2-[2-[2-(2-MeTOKCH-3TOKCH)- (cragus 1), | SC_3133 (cramus | 3,60 (m, 16H), 3,54-3,52 (m, 2H),
3TOKCH]-3TOKCH]-3TH/]- 2,58,11- 3) 3,35 (s, 3H), 2,21-2,00 (m, 12H),
MHPHMHAHH-2-KapOOHOBO TETPAOKCATPHACKAH 1,66-1,64 (m, 2H).

KHCITOTBI AMHT, -13-amuH  (cTamms
3)

SC_3225 mHc-8-/IMMeTHIAMHHO-3 - [ 2-[ (2- INT-989 2- SC_3182 1H SAMP (JMCO-d6): 6 8.46 (s, 2H). | 4252
THAPOKCH-3THIT)-METHI-AMHHO|- (MCTHIAMITHO)3TAHO 7,39-7.33 (m, 5H), 7,27-7,24 (m, 1H),
upUMUAHH-5 -] -8-(pern-1,3- a 4,62 (t, 1H), 3,61-3,50 (m, 6H), 3,08
Auazacnupo[4,5]aekaun-2-oxH (s, 3H), 2,36-2,33 (m, 2H), 1,95-1,86

(m, 10H), 1,47-1.45 (m, 2H).

SC_3226 rc-3-(8-AuMeTnaaMuHo-2-0kco- | INT-976 5-6pom-4-metun-2- | SC_3103 (crammsa 4873
8-(erm-1,3- (tpudropmerumma | 1), SC 3016
Juazacnupo|4,5|aekan-3-mim)- PHIMH (cTagus 2)

OeHzavug

SC_3227 wc-8-Jlnvernaamueo-3-[3- INT-976 2-6pom-3-(hrop-3- SC_3186 4171
(prop-5-(tpudTopmeTn)- (TpudTopMeTII)IH
THpHAHH-2-11] -8-hernn-1,3- PHAUH
Awuaszacnupo|4,5|ackan-2-0H

SC_3228 muc-8-JlnvernaamMuHo-3-(5- INT-976 2-6pom-5- SC_3186 4591
METUJI-NHPa3HH-2-11)-8-(heHun- METH/NHPA3HH
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1,3-muazacnupo[4,5]aekan-2-0H

SC_3229 uc-8-Jlnvernnamuno-3-(5- INT-976 4-6pom-5- SC_3186 4332
(rop-nupuMuIHH-4-11)-8- (ropnupuMuIHE
(ermn-1,3-

Juaszacmupo[4,5]aekaH-2-0H

SC_3230 1uc-8-JlumernnamMuno-3-(5- INT-976 2-6pom-5- SC_3186 4581
(rop-nupuMuINH-2-11)-8- (ropnupuMuAHH
(Qenni-1.3-
aunazacnupo[4,5]aexan-2-01

SC_3231 muc-8-/lumerumamuno-8-ernn- | INT-976 2-6poMIHpa3HH SC 3186 471,1
3-mupasuH-2-mi-1.3-

Juazacnupo|4,5 | nekaH-2-0H

SC_3232 muc-3-([2.1,3]Benzoxadiazol-5- INT-976 5- SC_3186 4441
WI)-8-AUMETHIAMUHO-8-(De HHI- opombenso[c][1.2,5
1,3-anazacnupo[4.5]aexan-2-on ]-oxcaauazoa

SC_3233 mHc-2-[2-(8-AnverunamMnHo-2- SC_3169 XIOPHI AMMOHHS SC 3133 IH SIMP (600 MI'u, IMCO) & 7.73 | 423,2
oxco-8-penna-1,3- (s, 1H), 7,40 — 7,32 (m, 4H), 7,31 (s,
aunazacnupo|4,5|ackaH-3-1m)- 1H), 7,26 (dd, 1H), 7,18 (td, 1H),
(pcHOKCH|-aticTaMu 6,98 — 6,91 (m, 2H)., 4.50 (s, 2H),

3,52 (s, 2H), 2,42 - 2,29 (m, 2H),
2,01- 1,71 (m, 10H), 1,55 — 1,48 (m,
2H).

SC_3234 wuc-8-umernnamuno-8-gennn- | INT-976 4-(5-opomtrodpen- | SC_3103 IH SIMP (AMCO-d6): & 8.45-8,43 (d, | 433,2
3-(5-mupuanH-4-HI-THOCH-2- 2-HT)THPHINH 2H), 7,87 (br s, 1H), 7,54-7.53 (d,
um-1,3-auazacmupo|4, 5| aekan-2- 1H), 7.49-7.48 (m, 2H), 7,38-7.27 (m,

OH 5H), 6,35-6,34 (d. 2H). 3.64 (s, 2H),
2,42 (m, 2H). 1.96-190 (m, 10H).
1,51-1.49 (m, 2H).

SC_3236 1uc-8-JIuMeTHnaMuHo-3-(2- INT-1002 Mop(hoIHH SC_3120 1H AMP (600 MI'u, IMCO) 5 8,07 | 437.3
MOP(OIHH-4-HI-TUPHMHANH-4- (d, 1H), 7,93 (s, 1H), 7.37 (dt, 5H),
um)-8-penni-1,3- 727 (t, 1H), 3,65 (s, 2H), 3,38 (s,
Auazacnupo|4,5]ackaH-2-0H 8H), 2,40 — 2,27 (m, 2H), 1.94 (s,

6H), 1,92 — 1,80 (m, 4H), 1,43 (d,
2H).

SC_3237 muc-3-[2-(3,4-Tudrop-dermn)- INT-989 (34- SC_3129 1H SAMP (600 MI'n, IMCO) 5 9,08 | 463.2
THPUMHIMH-5-1n]-8- audropdenmn)dopo (s, 2H), 8,22 — 8,12 (m, 2H), 7,54 (dt,
ARMCTHIAMHHO-8-(eHI-1,3- HOBAs KHCTOTA 1H), 7,41 — 7,37 (m, 4H), 7.29 (s,
awnaszacmupo|4,5]ackan-2-0H 1H), 3,70 (s, 2H), 2,06 — 1,75 (m,

12H), 1,50 (d, 2H).

SC_3241 uc-2-[4-[5-(8-Tumernnamuno-2- | SC_3213 XIOPHI AMMOHHS SC_3133 1H SIMP (600 MT'u, IMCO) & 8.53 | 4933
okco-8-henmn-1,3- (s, 2H), 7,38 (d, 5H). 7.27 (s, 1H).
auazacmupo[4,5]aexau-3-um)- 7,23 (s, 1H), 7,11 (s, 1H), 3.67 (1,
THPHUMHAHH-2-H/I]-HnepasuH-1- 4H), 3.54 - 3,50 (m, 2H), 2,89 (s,
Hi]-aneTaMus 2H), 247 (t. 4H), 2,39 - 2,35 (m,

2H), 1.96 (s, 7H), 1,93 - 1,82 (m,
3H), 1,48 — 1,44 (m, 2H).

SC_3243 wuc-8-JlnverniamuHo-3-[6-(4- INT-976 1-(5-6pom-2- SC_3242 (cramms | 1H SIMP (600 MT'u, IMCO) & 8,16 | 4493
METHJI-MUNEPa3HH-1-11)- nupuaua)-4-metin- | 2) (d. 1H), 7.86 (dd, 1H), 7.41 — 7.33
nupuauH-3-un]-8-pennn-1,3- NHNEPA3UH (m, 4H), 7,32 (s, 1H), 7,27 (1, 1H),
Auazacnupo[4,5]aexaun-2-ox 6,78 (d, 1H), 3,51 (s, 2H), 2,55 - 2,45

(m, 4H), 2,42 — 2,27 (m, 6H), 2,21 (s,
3H), 1,96 (s. 6H), 1,93 - 1,73 (m,
4H), 1,46 (t, 2H).

SC_3244 mHc-8-/lumeTHIaMuH0-3-[2-(1,1- [ INT-976 4-(5-6pom-4-yetun- | SC 3103 1H AMP (600 MI'n, MCO) & 8,20 | 499.3
auoxco-|1,4]tHasuHan-4-m1)-4- THPHMHIHH-2 -HIT)- (s, 1H), 7,36 (h, 4H), 7,30 — 7,17 (m,
MCTHI-THPHMHIHH-5-11]-8- 1, 4-tHaziman 1.1- 2H), 423 - 4,17 (m, 4H), 3.13 (1,
(permn-1,3- JHOKCHI 4H), 2,44 — 2,28 (m, 2H), 2,24 (s,
Juazacnupo|4,5|ackaH-2-0H 3H), 1,97 (s, 6H), 1,91 (d, 4H), 1,55 —

1,44 (m, 2H).

SC_3245 muc-8-/luvMeTnIaMuHO-8-hermt- | INT-976 5-Opom-2- SC_3103 1H SMP (600 MI'n, IMCO) & 9.17 | 419.2
3-[2-(tpudrropmeTiI)- (TpuTOpMeTILT)- (s, 2H), 8,03 (s, 1H), 7,38 (s, 4H),
THPHMIIMH-5 -11)-1,3- THPUMUTHH 7,28 (tt, 1H), 3,73 (s, 2H), 2.49 - 2.35
JAuazacmupo[4,5]aexan-2-0H (m, 2H), 1,97 (s, 6H), 1,97 - 1,92 (m,

2H), 1,90 - 1,73 (m. 2H), 1,55 — 1.49
(m, 2H).

SC_3246 uc-2-[8-JInmernaamuno-1-(3- INT-979 2-xnopnupumugus- [ SC_3103 1H SAMP (600 MT'y, IMCO) 3 9,02 | 4493
MCTOKCH-TIPOIII)-2-0KCO-8- 5-kapOOHHTPHT (s, 2H). 7.40 — 7,31 (m. 5H), 3.86 (s,
(ermn-1,3- 2H), 3.26 (s, 3H), 3,29 - 3,19 (m.
aunazacnupo[4,5]aekan-3-un]- 2H), 2,73 - 2,67 (m, 2H), 2,16 (1d,
THPHMHIHH-5 -KapOOHHTPHIT 2H), 2,00 (s, 7H), 1,83 (dt, 2H), 1,50

— 1,40 (m, 5H).
SC_3247 uc-8-JlnverniaMnHo-3-[2-(4- INT-989 1-Merunnunepasin_| SC 3120 1H SAMP (600 MT'y, IMCO) 3 8,54 | 4503
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METHI-THIEPa3HH-1-11)-
NHPHMHAHH-5-1/1]-8-perni-1,3-
anaszacmupo[4,5]aekan-2-ox

(s, 2H), 7.48 — 7,33 (m, 5H), 7.31 —
7.21 (m, 1H), 3,63 (dd. 4H), 2,45 —
2,29 (m, 6H), 2,20 (s, 3H), 1,96 (s,
6H), 1,94 — 1.78 (m, 4H), 1,51 — 1,42
(m, 2H).

SC_3248 mHc-8-/luMeTHIaMuHO-1-[ (1- SC 3245 [1-[TpeT- INT-988 (ctamus | 1H SIMP (600 MI'm, IMCO) § 9,24 | 504,3
THAPOKCH-IHKIOO0Y THI)-METHI|- oyrma(muMeTHT)cHI | 1) (s, 2H), 7,38 (d, 4H), 7.27 (p, 1H),
8-(hernn-3-[2-(TpudropMeTIIT)- wil- 3.89 (s, 2H), 2,73 — 2,67 (m, 2H),
TMHPHMIIHH-5-1]-1,3- OKCHIHKIOOY THI|M 2,26 (ddd, 2H), 2,19 (it, 2H), 2,08 (s,
JHA3aCIHpPO[4,5] aekaH-2-0H eTHI 4- 1H), 2,00 (s, 6H), 1,92 (qd. 2H), 1,73

METHIOCH30.ICYIb() — 1,64 (m. 1H), 1,60 — 1,50 (m, 3H),
OHAT 1,50 — 1,45 (m, 2H).

SC_3249 nuc-2-[1-(3-Merokcu-npomun)-8- | SC_3246 SC_3099 1H SMP (600 MT'u, IMCO) 5 9,05 | 4353
METUIAMHHO-2-0KCO-8-(peHu- (s, 2H), 7,49 — 744 (m, 2H), 7,34 (1,
1,3-auazacnupo(4,5] aexan-3-un]- 2H), 7,21 (1, 1H), 3,90 (s, 2H), 3,26
NUPUMUAHH-5-KapOOHUTPH (s, 3H), 2,23 (1d, 2H), 2,07 (s, 1H),

1.91 (d. 5H). 1.86 — 1.78 (m, 2H),
1,73 (it, 2H), 1.42 (d, 2H).

SC_3250 nuc-8-/luvMernIaMuHo-8-hermn- | INT-976 5-Opom-2- SC_3103 1H SIMP (600 MT'n, IMCO) & 8,88 | 419.3
3-[6-(Tpr(yTOPMETI) - MHPHTHH- (TpuropMeTILI)IH (d, 1H). 8.24 (dd, 1H), 7.86 (s. 1H),
3-m1]-1,3-anazacmupo[4,5]rexas- PHIHH 7.78 (d, 1H), 7,41 — 7.34 (m, 4H),
2-0H 7.27 (t, 1H), 3.69 (s. 2H), 2.42 (s,

2H), 1,97 (s, 6H). 1.96 - 174 (m,
4H), 1.53 - 1,47 (m, 2H).

SC_3251 nuc-5-(8-Aumerunavuno-2-oxkco- | INT-976 5-6pomnupunuu-2- | SC_3103 1H SIMP (600 MTI'u, IMCO) & 8,92 | 376,2
8-pennn-1,3- KapOOHUTPHT (d, 1H), 8,15 (dd, 1H), 7.95 (br s,
aunazacnupo[4,5]aekaun-3-um)- 1H), 7,90 (d, 1H), 741 - 7,34 (m,
NUPUAUH-2-KAPOOHHTPH 4H), 7,27 (1, 1H), 3,69 (s, 2H), 2,44 -

2,40 (m, 2H), 197 (s, 6H), 1,96 —
1.89 (m, 3H). 1.90 — 1,70 (m, 1H),
1,53 — 1,46 (n, 2H).

SC_3252 uc-8-/luvMeTHIaMHHO-3-(2- INT-989 MophoTHH SC_3120 1H SIMP (600 MI'u, MCO) & 8,57 | 437.3
MOPQOTHH-4-HI-NMHPUMHINH-5- (s, 2H), 7.46 — 742 (m, 1H), 7,40 -
ni)-8-¢gennn-1,3- 7,34 (m, 4H), 7.27 (td. 1H), 3.64 (dd,
muasacupo|4, 3] ackan-2-oH 4H), 3,59 (dd, 4H), 3,54 (s, 2H), 2.46

=229 (m, 2H), 1.96 (s, 7H). 1.93 —
1,73 (m, 3H), 1,50 — 1,44 (m, 2H).

SC_3253 1uc-8-JIuMeTHIaMHHO-3-(2- INT-976 5-Opom-2-veTHn- SC_3103 1H SIMP (600 MT'y, IMCO) 6 8,86 | 366.3
METUI-TTHPHMHAMH-S5-H)-8- TUPUMUIHH (s, 2H), 7,69 (s, 1H), 7,41 — 7,33 (m,
(ermn-1,3- 5H), 7,31 — 7,19 (m, 1H), 3.62 (s,
Juasacmupo|4,S|ackaH-2-0H 2H), 2,53 (s, 3H), 2,48 — 2,31 (m,

2H), 1,97 (s, 6H), 1,95 — 1,77 (m,
4H), 1,52 — 1,46 (m, 2H).

SC_3254 nuc-8-/IuvMeTHIaMHHO- 1-[(2- SC_3253 2- SC_3105 1H AMP (JIMCO-d6): 6 8,90 (s, 2H), | 486.2
Metokcuenn)-meTua]-3-(2- METOKCHOEH3HI0PO 7.39-7,34 (m, 3H), 7,28-7,22 (m, 4H),
METUI-TTHPHMHIMH-5-H)-8- MHT 6,95-6,87 (m, 2H), 4,58 (s, 2H), 3,89
(enun-13- (s, 3H), 3,63 (s. 2H), 2,68-2.64 (m,
aunazacnupo[4,5]aekaun-2-on 5H), 2,35-2,28 (m, 2H), 2,01(s, 6H),

1,49-1.43 (m, 4H).

SC_3255 mwc-1-|(1-I'mapoxcn- SC_3248 SC_3099 1H SMP (600 MI'm, AMCO) & 9.26 | 490,3
WHKI00Y THIT)-MCTHI|-8- (s, 2H), 7,51 (d, 2H), 7,34 (t, 2H),
MCTHIAMHHO-8-(heHIT-3-(2- 7,22 (t, 1H), 3,92 (s, 2H), 3,41 (s,

(TP TOPMCTILT) -ITHPHMIIHH-5 - 1H), 2,31 (td, 2H), 2,15 (td, 2H), 2,07

ui]-1,3-auazacnupo[4,5] aexkan-2- (d, 1H), 1.93 (d, 7H), 1,83 (d(, 2H),

OH 1,67 (t, 1H), 1.56 (q. 1H), 1,47 (d.
2H).

SC_3256 c-8-JuMeTHiaMuHo-1-[ (1- SC 3253 [1-[TpeT- INT-988 (cramus | 1H SIMP (600 MI'm, AMCO) & 8,92 | 450,3
THAPOKCH-IHKIOOY THI)-MCTHI|- Oyrun(auMeTHI)cHI | 1) (s, 2H), 7,37 (d, 4H), 7,27 (1d, 1H),
3-(2-MCTHI-ITHPUMHAHH-5-HT)-8- wil- 3.79 (s, 2H). 3.27 (s, 1H), 2,72 - 2,65
(ermn-1,3- OKCHIHKIOOY THI M (m, 2H), 2,54 (s, 3H), 2,25 - 2,19 (m,
JHa3acIupo|4,5]aekan-2-0H CTHIL 4- 2H), 2.16 (tt, 2H), 2,07 (s, 2H). 2,00

METHIOCH30.ICYIb() (s, 6H), 1,95 - 1.86 (m, 2H), 1,67 (qd,
OHar 1H), 1,55 (td, 2H), 1,51 — 1,42 (m,
3H).

SC_3257 uuc-1-[(1-Tapokeu- SC_3260 SC_3099 1H SIMP (600 MT'u, IMCO) 5 9.07 | 422.3
UKA00Y TH)-MeTHN]-8- (s, 2H), 8,81 (s, 1H), 7,53 — 7,48 (m,
MCTHIAMHHO-8-(ieHIT-3- 2H), 7.33 (t, 2H), 7.24 - 7,18 (m,
TMHPUMHIHH-5-H1-1,3- 1H), 3,86 (s, 2H), 2,29 (td, 2H), 2,14
JHA3acIHpo|4,5] aekaH-2-0H (tt, 2H), 2,07 (s, 1H), 1,96 — 1,87 (m,

8H), 1.82 (td. 2H), 1.71 - 1,62 (m,
1H), 1,54 (dp, 1H), 1.49 — 1.43 (m,
2H).
SC_3258 mHc-5-(8-ImveTnaaMuHo-2-0kco- | INT-976 5-6pomM-4-MCTHII- SC_3103 1H SMP (600 MI', AMCO) & 8.57 | 3902

8-(ernn-1,3-

THPHIAHH-2-

(s. 1H), 7.92 (s. 1H), 7.61 — 7.57 (m,
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auasacnupo|4,5]aexan-3-mm)-4- KAPOOHHTPIT 1H), 7.42 - 7,32 (m, 4H), 7,25 (tt,
METHI-THPHIHH-2-KAPOOHUTPHIT 1H), 3.63 (s, 2H), 2,38 (d, 2H). 2,28
(s, 3H), 2,00 — 1,90 (m, 9H), 1,90 —

.72 (m, 1H), 1,59 — 1,49 (m, 2H).

SC_3259 Hc-8-/IMMCTHIAMHHO-3-(2- SC_3253 2- SC_3105 1H AMP (IMCO-d6): 5 8,94 (s, 2H), | 457.2
MCTHI-TTHPHMHAHH-3-H)-8- (OpOMMCTHI)THPHI 8,52-8,51 (m, 1H), 7,77-7,74 (m, 1H),
(peHmn-1-(MHPHANH-2 -HI-MCTHIT)- HH 7,45-7.42 (d, 1H), 7,38-7,22 (m, 6H),
1,3-mazacmmpo|4, 5| ackaH-2-0H 4.47 (s, 2H), 3.84 (s. 2H), 2,66-2,63

(m, 2H), 2.54 (s, 3H), 2,06-2,03 (m,

2H), 1,92(s, 6H), 1,57-1.42 (m, 4H).

SC_3260 INT-976 5-opommupumumus | SC_3103 1H SIMP (600 MT'n, IMCO) & 8,98 | 352,2

(s, 2H). 8,76 (s, 1H). 7,78 (s, 1H),

7.41 — 7,34 (m, 4H), 7.31 — 7,24 (m,

1H), 3,65 (s, 2H), 2,49 — 2,34 (m,

2H), 1,97 (s, 6H), 1.95 — 1,76 (m,

4H), 1,50 (t, 2H).

SC_3261 nuc-8-Jnverniamuno-1-[(1- SC_3260 [1-[tpeT- INT-988 (ctagus | 1H SAMP (600 MT'u, JIMCO) & 9,04 | 436,3
THAPOKCH-IHKIOOY THI)-MCTHI|- oyrun(auMeTHI)cHI | 1) (s, 2H), 8,80 (s, 1H), 7,37 (d, 4H),
8-(heHun-3-mpuMHIHH-5-171-1,3- uil- 7.27 (p, 1H), 3.83 (s, 2H). 3,28 (s,
JHa3acmupo|4,5]ackan-2-0H OKCHIHKIOOY THI|M 1H), 2,72 — 2,65 (m. 2H), 2,23 (td,

CTHI 4- 1H), 2.17 (tt, 1H). 2,07 (s, 2H). 2,00
MCTHIOCH30.ICY Ib() (s, 6H), 1,91 (dt. 2H), 1,72 — 1,63 (m,
OHAT 1H), 1.60 — 1,45 (m, SH).

SC_3262 nuc-8-AmuHo-1-[(1-ruapoxcu- SC_3255 SC_3099 1H SMP (600 MI'u, IMCO) 5 9,29 | 476.2
HUKI00Y THIT)-MeTHI]-8-(heHuT-3- (s, 2H). 7,68 — 7.63 (m, 2H), 7.33 (t.
[2-(TpH(TOPMETHIT)-MHPUMITHH- 2H), 7,26 — 7,18 (m, 1H), 3,97 (s,
5-un]-1,3-auazacnupo[4,5]nexan- 2H), 3,45 (s, 2H), 2,43 (1d, 2H), 2,14
2-0H (i, 2H), 1,99 (td, 2H), 1,96 — 1,90 (m,

2H), 1,71 - 1,54 (m, 4H), 1,52 - 1,47
(m, 2H).

SC_3263 1HC-8-/IuMeTHIAMEHO-3-(3- INT-976 1-6pom-3-(hTop- SC 3103 1H SAMP (600 MI'm, AMCO) & 7.58 — | 368,2
(prophenm)-8-pennn-1,3- OeH301 7.50 (m, 2H), 7.41 - 7,33 (m, 4H),
Jauaszacmupo[4,5]aekan-2-on 7,33 = 7,23 (m, 3H), 6,77 - 6,71 (m,

1H), 3.58 (s, 2H), 2,48 — 2,31 (m,
2H), 1,97 (s. 6H), 1,92 — 1,80 (m,
4H), 1,47 (t, 2H).

SC_3264 1Hc-8-/IuMeTHIaMEHO-3-(3- INT-976 1-6pom-3- SC 3103 1H SIMP (600 MT'n, IMCO) & 8,13 | 428,2
METHICY Tb(DOHIT-(heHILT) -8 - METHICY Tb(hOHIIOE (t, 1H), 7.88 (d, 1H), 7.65 (s, 1H),
tenmn-1,3- H301L 7.53 (t. 1H), 7.47 (dt, 1H). 7.41 -
awnazacmipo[4,5]aekaun-2-on 7,35 (m, 4H), 7,28 (qd, 1H), 3,66 (s,

2H), 3,16 (s, 3H), 2,49 — 2,36 (m,
2H), 1,97 (s. 6H), 1,96 — 1,74 (m,
4H), 1,53 — 1,47 (m, 2H).

SC_3265 Hc-8-/IuMeTHIAMEHO -3 -(4- INT-976 1-6pom-4- SC_3103 1H SIMP (600 MI'n, IMCO) & 7,83 — | 428,2
MCTHICY Th(pOHIT-(heHILT) -8 - MCTHICY Th(hoHHIOE 7,70 (m, 5H), 7,41 — 7,34 (m, 4H),
(ermn-1.3- H301T 7,27 (tt. J = 7.1, 1,9 I'n, 1H), 3,65 (s,
Jmazaciupo|4,5] aekan-2-oH 2H), 3,12 (s, 3H), 2,49 — 2,31 (m,

2H), 1,97 (s, 6H). 1.95 — 1,75 (m,
4H), 1,49 (t. J=8,6 I'n, 2H).

SC_3266 nuc-8-Jlumerniamuno-8-genun- | INT-976 3-OpoMnUpHAAZHH SC_3103 1H SIMP (600 MI'u, IMCO) & 8,82 | 3522
3-mupugasun-3-un-13- (dd, J =46, 1,4 Ty, 1H), 8,45 (dd, J =
auazacnupo[4,5]aekaun-2-on 9.2, 1,4 Ty, 1H), 7,95 (br s, 1H), 7,55

(dd, 7=9,2, 45T, 1H), 742 - 734
(m, 4H), 7.28 (t, ] = 6.8 ', 1H). 3.83
(s, 2H), 2,47 — 2.29 (m, 1H), 1,97 (s,
10H). 1,54 — 1.48 (m, 2H).

SC_3267 nuc-3-MeTokcu-4-(8- INT-976 4-6pom-3-metokcu- | SC_3103 (o | IHAMP (AMCO-d6, 400 MIm), & | 391,2
METHIAMHHO-2-0KCO-8-(peHmI- OCH30HUTPUIT cTaauH D), | (m.a) =7,50-7,50 (m, 2H), 7,42-731
1,3-auazacnupo(4,5] aexkan-3-mn)- (craaus 1) SC_3099 (s | (m, 5H), 7,18 (bs, 2H), 3,83 (s, 3H),
OEH30HUTPHUT craauu 2) 3,64 (s, 2H), 2,05-21,99 (m, 2H), 1,85

(bs, 5H), 1.70 (bs, 2H), 1.53-1,50 (m,
2H).

SC_3268 uuc-8-JlnMeTHIaMHHO -3-(2- INT-976 1-6pom-2- SC_3103 1H SIMP (600 MI'y, IMCO) & 7,46 | 3682
dropdennt)-8-hermn-1,3- (dropberzon (td, J = 8,0, 1,6 T'w, 1H), 7,40 — 7,32
Jauasacmupo|4,5|ackaH-2-0H (m, SH), 7,26 (td, J = 6,7, 3.3 I'm,

1H), 7.24 — 7,12 (m, 3H), 3,53 (s,
2H), 2,37 - 2,33 (m, 2H), 1,96 (s,
6H), 1,95 - 1,74 (m, 4H), 149 (4, T =
9.3 'y, 2H).
SC_3269 uuc-8-nverniamnno-8-¢ennn- | INT-976 5-6pom-2-enun- SC_3103 IH SMP (600 MI'u, IMCO) & 9,07 | 4283

3-(2-(eHHUN-TTHPUMHANH-5-H1T)-
1,3-mnazacmipo[4,5] ackan-2-01

TIHPHMHIAH

(s, 2H), 8.34 — 8,28 (m, 2H), 7.82 (s,
1H), 7.52 — 742 (m, 4H), 7.39 (s,
1H), 7,38 (s, 3H), 7,28 (1, T = 4.8 Tt
1H), 3,70 (s. 2H), 243 — 239 (m,
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2H), 2,06 - 1,72 (m, 10H), 1,52 (d, J
= 10,8 Ty, 2H).

SC_3270 muc-8-MeTtnnamuHo-1-(okcetan- | SC_3245 okcetaH-3-umernn | SC_3099 (ot | 1H SIMP (AMCO-d6): § 9,24 (s, 2H), | 476,2
3-ua-merua)-8-Qpern-3-[2- 4- craaunl), 7,49 (d, 2H), 734 (1, 2H), 7.21 (1,
(TpHQTOPMETH.T)-THPHMUAHH-3- metuadensoncyasd | SC_3105 (ams | 1H), 4,66-4,62 (m, 2H), 4,44 (t, 2H),
wil-1,3-anasacnupo(4,5]ackan-2- OHaT (cTagus 2) cramum 2) 3,87 (s, 2H), 3,55 (d, 2H), 3,28-3,23
OH (m, 1H), 2,36 (m, 1H), 2,20-2.14 (m,

2H), 1,95-1.91 (m, 5H). 1.84-1.77 (m.
2H), 1,43-1,40 (m, 2H).

SC_3271 nuc-1-(uxnonponun-verun)-8- | SC_3245 (OpommMeTIIT)- SC_3099 (ana | 1H SIMP (IMCO-d6): § 9.26 (s, 2H), | 460,1
METHIAMUHO-8-(pennn-3-[2- LUMKJIONPONAH craaunl), 7,50 (d, 2H), 7,35 (1, 2H), 7,22 (1,
(TpHQTOPMETH.T)-THPHMHAHH-5- SC_3105 (m | 1H), 3,89 (s, 2H), 3,13 (d, 2H), 2,29-
w|-1,3-auazacmupol4,5] ackan-2- cragum 2) 2,23 (m, 3H),1,92-1,82 (m, 7H), 1,47-

OH 1,44 (m, 2H), 1,08-1,05 (m, 1H),
0,52-0,48 (m, 2H), 0,36-0.36-0.32 (m,
2H).

SC_3272 nuc-4-(8-JumerniamMuno-2-okco- | INT-976 4- SC_3103 1H SAMP (600 MT'u, IMCO) § 7.82 — | 3752
8-(ernn-1,3- OPOMOCH3OHHTPHIT 7,71 (m, 3H), 7.72 — 7,67 (m, 2H),
Jua3acmupo|4,5|ackan-3-mi)- 7,41 — 7,33 (m, 4H), 7,30 — 7,23 (m,
OCH30HUTPIT 1H), 3,63 (s, 2H). 2.45 — 2,39 (m,

2H), 1,97 (s, 6H). 1.95 — 1,72 (m,
4H), 1,51 — 1,44 (m, 2H).

SC_3273 uuc-8-JlumeTniaMuuo-3-(4- INT-976 1-6pom-4-rop- SC_3103 3682
(propdenna)-8-pernn-1,3- OeH3om
jgnazactipo[4,5]ackan-2-0H

SC_3274 muc-2-(8-JuMeTnIaMiHo-2-0kco- | INT-976 2- SC_3103 1H SAMP (600 MI'm, IMCO) & 7.77 | 3752
8-(pernn-1,3- OPOMOCH30HUTPIIT (dd, J=7,5, 1,6 T'u, 1H), 7,66 (ddd. J
auaszacmipo[4,5]aexan-3-um)- =83, 7.5, 1,6 T'y, 1H), 7,60 (s, 1H),
OEH30HUTPHUT 748 (dd, 7 =8.3, 1,1 T'y, 1H), 7,39 —

7.34 (m, 4H), 732 (1d, J = 7.5, 1.1
T'm, 1H), 7,26 (tt. J =7.5, 1,6 I'm, 1H),
3,68 (s, 2H), 2,46 — 2,30 (m, 2H),
2,01 — 1,75 (m, 10H), 1,59 — 1,50 (m,
2H).

SC_3276 nuc-1-[(1-Trapokcn- SC_3256 SC_3099 IH SAMP (600 MI'u, IMCO) & 8,94 | 436,3
HKI00Y THIT)-MCTHI|-8- (s, 2H), 7.53 — 7,47 (m, 2H), 7,39 —
MCTH.IAMHHO-3-(2-MCTHII- 7,30 (m, 2H), 7.24 — 7,17 (m, 1H),
THPHMIIHH-5 -IT)-8~(heHu-1,3- 3,83 (s, 2H), 3,54 — 3,36 (m, 2H),
Juazacnupo|4,5|aekaH-2-0H 2,56 (s, 3H), 2,28 (td, 2H), 2,18 —

2,09 (m, 2H), 1,97 — 1,86 (m, 7H).
1,81 (td, 2H). 1,71 — 1,61 (m, 1H),
1,59 - 1,47 (m, 1H), 1.49 — 1,42 (m,
2H).

SC_3277 1uc-8-JIMMeTHIAMHHO-3 - [2- INT-976 4-[(5- SC_3103 1H AMP (600 MI'u, IMCO) & 8,93
(MOP(oNMHH-4-HI-METHIT)- OPOMITHPHMHIHH-2- (s, 2H), 787 — 7,65 (m, 1H). 7.42 —
THPUMIAHH-5 -111]-8-(peHn-1,3- WI)MeTHI]Mopdomm 7,34 (m. 4H), 7,28 (dq, 1H). 3.66 -
Auazacmupo[4,5]aexaH-2-0H H 3,62 (m, 2H), 3,61 (s, 2H), 3.54 (t,

4H). 2,43 (t, 4H), 1,98 (s, 6H), 1,96 —
1,74 (m, 4H), 1,52 — 1,46 (m, 2H).

SC_3278 1HC-8-JluMeTHIaMHHEO -3 -[2- INT-989 N- SC_3120 1H SAMP (JMCO-d6): 8 8.50 (s, 2H). | 4652
(METHII-TeTPAarHAPO-HPAH-4-HII- METHIATETPArHAPO- 7,39-7,35 (m, 5H), 7,27-7,24 (m. 1H),
AMHHO)-IHPHMHETHH-5 -11]-8- 2H-nupan-4-aMuH 4,74-4,67 (m, 1H), 3,94-3,90 (m. 2H),
(permn-1,3- 3,50 (s. 2H), 3.39 (t. 2H), 2,93 (s,
Auazacnupo[4,5]aekaun-2-oxn 3H), 2,35 (m, 2H), 1,99-1.71 (m,

12H), 1.50-1,44 (m, 4H).

SC_3279 uc-5-[8-Inverniamuno-1-[(1- INT-990 (1-(tper- SC_3105 (cramus | 1H SIMP (IMCO-d6): 6 9,12 (s, 2H), | 669.4
TUAPOKCH-UUKIO0Y THI)-METUI]- Oyrunaumeruncuin | 1), SC 3133 | 8,63 (1, 1H), 7.36-7.33 (m, 4H), 7.26-
2-oxco-8-(enun-1,3- JIOKCH)IMKNOOYTH) | (cTagms 2) 7,23 (m, 1H), 5,25 (s, 1H), 3,85 (s,
Auazacnupo[4,5]aexan-3-ui]-N- METIT 4- 2H), 3,52-3,34 (m. 16H), 3,35 (m.
[2-[2-[2-(2-MeTOKCH-3TOKCH)- METHIOCH30/1CY Ib() 2H). 3,19 (s. 3H), 2,69-2,66 (m, 2H),
ITOKCH]-3TOKCH]-3THII]- oHar (cramua 1), 2,25-2,13 (m, 4H), 1,97 (s, 6H), 1,92-
THPHMIIHH-2 -KapOOHOBOM 2,58.11- 1,87 (m, 2H), 1,57-1,44 (m, 6H).

KHCIIOTBI AMHT TETPAOKCATPHICKAH
-13-amMuH  (cTamms
2)

SC_3280 muc-1-(Iuxronpomin-merum-3- [ INT-976 1-6pom-2-(hrop-4- SC_3103 (o | 1H SIMP (IMCO-d6): 6 7,86 (t, 1H), | 486,2
(2-(prop-4-meTuncy bHoHuI- (meTuacy apdorn) | cranum 1), | 7,81-7,77 (m, 1H), 7,73-7,70 (m, 1H),
(eHnm)-8-mMeTHIAMHHO-8-(peHmT- oenson (cramus 1), | SC_3105 (cramus | 7,45 (d, 2H), 7.31 (t, 2H), 7,19 (1,
1,3-anazacnupo[4,5] aekaH-2-0H (BpommerHmuukio | 2), SC_3099 | 1H), 3,85 (s, 2H), 3,24 (s, 3H), 3,09

TponaH (cTazus 2) (cragus 3) (d, 2H), 2,29-2,22 (m, 3H), 1,93-1,90
(m, 5H). 1,74-1.68 (m, 2H), 1,49-1.46
(m, 2H), 1.04 (m, 1H). 0,51-0,46 (m.
2H), 0,34-0.30 (m, 2H).
SC_3281 mc-2-( | 5~(8-AuveTHIaMHEHO-2- INT-989 2- SC_3120 1H SAMP (IMCO-d6): & 8.48 (s, 2H). | 438.2
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okco-8-(hernn-1,3-

Juazacmupo[4,5]aekan-3-mm)-
NHPUMHAHH-2-HJT]-METHI-

AMHHO|-aLeTaMux

(METHIIAMHHO)aIeTa
MHI THIPOXJIOPHI

7,39-7,35 (m, 5H), 7,27-7.25 (m, 2H),
6.89 (s, 1H), 4,08 (s, 2H), 3.51 (s,
2H), 3,07 (s, 3H), 2,36-2,33 (m, 2H),
1.94-1,86 (m. 10H), 1,45 (m, 2H).

SC_3282

wic-2-| | 5-(8-AuveTHIaMHuHO -2~

oxco-8-(ernn-1,3-

Jauasacmupo|4,5|ackaH-3-mi)-
THPHMHIHH-2 -HIT|aMHHO |-

aNCTaMHT

INT-976

TpeT-OyTHI-(5-
OPOMITHPHMHIHH-2-
HT)(THAHOMCTHIKA
pbamar (cragus 1)

SC 3103 (mm
CcTagnH 1),
SC_ 3100 cramus
3 (mns cragmm 2)

1H SIMP (AMCO-d6): & 8,45 (s, 2H),
7,39-7.33 (m, SH), 7,27-7.22 (m, 2H),
6.92 (s, 1H). 686 (t 1H), 3.74 (d.
2H). 3.51 (s, 2H). 2.46-2.28 (m, 2H).
1.95-1,86 (m, 10H), 1.45 (m, 2H).

242

SC_3283

1Hc- 1 -(IHKI0mpOIHI-MeTHIL) -8-
METHIAMHHO-3-[4-MeTHI-6-
(TpUGTOPMETH.T)-IHPHAMH-3 -] -

8-(enmn-1,3-

auasacmupol4,5]aexaH-2-0H

SC_3284

SC_3099

1H SIMP (AMCO-d6): 5 8.61 (s, 11D),
7,82 (s, 1H), 7.46-7,44 (m, 2H), 7,30
(t, 2H), 7.18 (1. 1H), 3,80 (s, 2H),
3,08 (d, 2H), 2,33-2,25 (m, 6H), 1,92-
1.89 (m, 5H), 1,72 (1, 2H), 1,56-1,53
(m. 2H), 1,04 (m, 1H), 0,51-0.46 (m,
2H), 0.33-0.30 (m, 2H).

1733

SC_3284

nuc-1-(Luxaonponun-yerum)-8-
JUMCTHIAMHHO-3-|4-MCTHI-6-
(Tpu¢TOPMCTILT)-MHPHANH-3-11]-

8-(ermn-1,3-

JHA3acIHpo|4,5] aekaH-2-0H

INT-984

5-Opom-4-veTun-2-
(TpuTopMeTHI)IH
pHIHH

SC_3103

TH sIMP (JIMCO-d6): 5 8.59 (s, 1H),
7,82 (s, 1H), 7.35-7,34 (m, 4H), 7,27~
7,23 (m. 1H), 3,75 (s, 2H), 3.06 (d,
2H), 2,71-2,68 (m, 2H), 2,33-2.24 (m.
5H), 2,00 (m, 6H), 1,59-1.56 (m, 2H),
1,46 (t, 2H), 1,02-0,99 (m, 1H), 0,53-
0,48 (m. 2H), 0,33-0,30 (m, 2H).

SC_3285

1uc-N-[5-(8-/lumeTHaaMuHo-2-

okco-8-(permn-1,3-

auazacmupo[4,5]aexan-3-um)-
NUPUMHAHH-2 -1 -THO (e He-2-
KapOOHOBOI KHCIOTHI aMHJL

SC_3239

THO()eH-2-KAPOOHILT
XIOpHI

SC 3240

TH SIMP (600 MIn, AMCO) 5 8,90
(s, 2H), 8,08 — 8,04 (m, 1H), 7,84 (dd,
1H), 7.71 (s, 1H), 7.38 (d, 5H), 7.27
(td, 1H), 7.19 (dd, 1H), 3.66 (s, 2HD),
2,48 - 2,34 (m, 2H), 1,99 — 1,75 (m,
10H), 154 — 1.48 (m, 2H).

4772

SC_3286

unc-N-[5-(8-JuvernravMuno-2-

okco-8-(hernn-1,3-

JAuasacmupo|4,5]aexan-3-m)-
NMHPHMHIHH-2 -H1]-OEH3aMH

SC_3239

OCH30HIXTIOPHI

SC_3240

TH SIMP (600 MT'w, IMCO) 5 10,84
(s, 1H), 8.91 (s, 2H), 7.98 — 7,93 (m,
2H), 7.62 — 7,55 (m, 1H), 7.50 (t,
2H), 7.39 (d, 4H), 7.28 (dt, 1H), 3,67
(s, 2H), 2,48 — 2,32 (m, 2H), 2,05 —
1.76 (m, 10H), 1,55 — 1,49 (m, 2H).

SC_3287

1HC-8-/IMMCTHIAMHHO-8- (D HILT-
3-(5-(penun-taodieH-2-um-1,3-

INT-976

2-6pom-5-
(permTHO(ICH

SC 3103

1H AMP (JMCO-d6):  7,80-7,70 (br
s. 1H), 7.52 (d, 2H). 7,38-7.28 (m,

322

Juazacmupo|4,5]aexan-2-0H

7H), 7.20-7.17 (m, 2H), 6,27 (d, 1H),
3.61 (s, 2H), 2.49 (m, 2H), 1,95-1.91
(m, 10H), 1,48 (m, 2H).

SC_3288

nuc-1-(Luxnonponua-merun)-8-

JMMETHIAMUHO-3-[2-

(METHICY Tb(DOHUI-METHT)-

(perun]-8-denn-1,3-

Jauaszacmipo[4.5]1exan-2 -0

INT-984

1-6pom-2-
(MeTuncy Ib(poHUIM
eTH)OeH301

SC_3103

TH sIMP (CDCI3): & 7.49 (d, 1H),
7.41-7,22 (m, 8H), 4,45 (s, 2H), 3,64
(s, 2H). 3,15 (d, 2H), 2.79 (s, 3H),
2,71-2,67 (m, 2H), 2,37 (t. 2H), 2,06
(s, 6H), 1,67-1,64 (m, 2H), 1,55-1.44
(m, 2H), 1,10-1,06 (m, 1H), 0,57-0,52
(m. 2H), 0,39-0.35 (m, 2H).

1963

SC_3289

- 1-(Iukonponun-MeTi)-8-

METHIAMHHO-3-[2-

(METHICY Tb(HOHHII-METH.T)-

(permn]-8-(enna-1,3-

Juasacmupo|4,5]aexan-2-0H

SC_3288

SC_3099

1H sIMP (IMCO-d6). o 7.49-7.37
(m, 5H), 7.32-7,30 (m, 3H), 7,19-7.15
(m, 1H). 4,49 (s, 2H). 3,71 (s, 2H),
3,05 (d, 2H), 2,87 (s, 3H). 2,26-2.20
(m, 3H), 1,91-1,87 (m, 5H), 1,71-1,56
(m, 4H), 1,03-1,01 (m, 1H), 0,49-0.45
(m, 2H), 0,31-0,28 (m, 2H).

1823

SC_3290

nuc-8-umerntamuno-8-(3-

(dropdenna)-3-2-

(METHIICY Tb(OHUI-METHT)-

Ppenmn]-1,3-

auaszacmipo[4.5]aexan-2 -0

INT-1024

1-6pom-2-
(MeTHACY Ib(oHIIM
eTH)0eH301

SC_3103

IH SMP (600 MT, MCO) & 7,46
(dd, 1H), 7,39 (td. 2H), 7.33 (dd. 1H),
731 - 721 (m, 1H), 7,18 (d. 1H),
7,15 (dd, 15, 7,08 (id, 1ED), 4,50 (s,
2H), 3,56 (s, 2H). 2.88 (s, 3H), 2,42 —
224 (m, 2H), 1,99 — 1,89 (m, SH),
1.88 - 1,75 (m, 2H), 1,60 — 148 (m,
2H).

160,3

SC_3291

1Hc-8-J/luMeTHIAMHHEO-8-(4-

(ropdenn)-3-[2-

(METHICY Tb(hOHUII-METHT)-

(permn]-1,3-

auaszacnupo[4,5]aexan-2-ox

INT-1025

1-6pom-2-
(MeTHICY ThhOHHIM
ETHIN)OEH30T

SC 3103

1H SMP (600 MI'u, IMCO) & 7.46
(dd, 1H), 743 - 7,34 (m, 3H), 7.33
(dd, 1H), 7.28 (td, 2H), 7.16 (t, 2H),
4,49 (s. 2H). 3.55 (s. 2H), 2,88 (s,
3H), 2,35 - 2,32 (m, 2H), 1,95 (s,
6H), 1,94 — 1,88 (m, 2H), 1,88 — 1,65
(m, 2H), 1,59 — 1,47 (m, 2H).

1603

SC_3294

mc-8-/luMeTHIAMHHO-8-(3-
(Propdenm)-3-(4-MeTnn-2-
MOP(OTHH-4-UT-MTHPUMHAHH-5-
u1)-1,3-anazacnupo[4,5] aexan-2-

OH

INT-1024

4-(5-6poM-4-MeTHI-
THPUMHTHH-2-
wI)MOpQoH

SC 3103

1H sIMP (600 ML, AMCO) 5 8.13
(s, 1H), 7.40 (td, 1H), 7,22 - 7,11 (m,
4H). 7.08 (1d. 1H). 3,69 — 3,60 (m,
SH). 2,34 — 2,31 (m, 2H), 2.20 (s,
3H), 1,9 (s, 6H), 1,96 — 1,70 (m,

469.3
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4H). 1,56 — 1.43 (m, 2H).

SC_3295 unc-3-[6-(4-Auerun-nunepasun- | INT-976 1-[4-(5-6pom-4- SC_3103 THAMP (IMCO-d6, 400 MT'w at 100 | 491.,3
1-u:1)-4-MeTHI-THPHIWH-3 -11]-8- METHI-THPHIHH-2- 0C), 6 (v.a) = 7,88 (s, 1H), 7.35-7,22
JHMCTHIAMHHO-8-(he Hitt-1,3- HIT)-TTHIepa3HH-1- (m, 5H), 6,73 (s, 1H), 6,64 (s, 1H),
nuasacmupo[4,5] nexaH-2-0H HIT|-3TAaHOH 3,53-3,50 (m, 8H), 3.38 (s, 2H), 2,33-

2,30 (m, 2H), 2,14 (s, 3H), 2,03-1,88
(m, 13H), 1,56-1,51 (m, 2H).

SC_3296 mHc-3-| 2-(4-Ancrmr-numncpasus- | INT-976 1-[4-(5-6pom-4- SC_3103 1H-AMP (IMCO-d6, 400 MI'm at | 492.3
1-1.1)-4-MCTHI-THPH MU THH-5- MCTHI-THPHMHIHH- 100 0C), & (v.1.) = 8,11 (s, 1H), 7.35-
HIT)-8-AMMCTHIAMHHO-8- (e HULT- 2-HT)-IHnepasHH-1- 7,24 (m, SH), 6,88 (s. 1H), 3,73 (bs,
1,3-muaszacmupo(4,5] aexan-2-0H HIT|-3TaHOH 4H), 3,52 (bs, 4H), 3,38 (s, 2H), 2,33

(bs, 2H), 2,22 (s, 3H). 2,03-1.87 (m,
13H), 1,56-1,53 (m, 2H).

SC_3297 uuc-8-JIuMCTHIAMHHO-3-(4- INT-976 5-0pom-2-xmop-4- SC 3103 (am | 1H-IMP  (AMCO-d6, 400 MI'm at | 442.3
MCTHI-6-TTHPHAHH-4-H1- MCTHI-THPHAHH CTaTuu 1), | 100 0C), & (1) = 8,65 (d, 2H. J =
MHPHAHHE-3-I0T)-8- (e Hu1-1,3- (cramua 1), 4- | SC 3129 (am | 5,92 T'm), 8,50 (s, 1H), 7.96 (d, 2H, J
Jua3aciupo[4, 5] aexkan-2-0H NHPHAHHIIOOPOHOB | CTAIHH 2) = 5,96 T'm), 7.91 (s, 1H), 7,36-7.23

as kucmota (cramus (m, 3H), 7,07 (s, 1H), 3,57 (s, 2H),
2) 2,38-2,33 (m, 3H), 2,04 (s, 6H), 2,00-
1,88 (m, 4H), 1,61-1.57 (m, 2H).

SC_3298 muc-3-[2-(4-Anerwr-numnepasus- | INT-976 1-[4-(5-6pom-4- SC_3103 1H-AMP (IMCO-d6, 400 MI'm at | 546.3
1-u1)-4-(TpudhTopMern)- TpudTOpMETHI- 100 0C), & (m.a.) = 8,52 (s, 1H), 7.35-
MUPUMHAHH-5-11]-8- MUPUMHIHH-2-HT)- 7,22 (m, 5H), 7,07 (s, 1H), 3,79-3,78
AMMETHIAMHHO-8-(eHn-13- nunepaszuH-1-nil- (1, 4H, 5,08 T'w), 3,57 (1, 4H, 5,26 Tw),
auazacmupo[4,5]aekan-2-on ITAHOH 3,39 (s, 2H), 2,36-2,32 (m, 2H), 2,04-

1,85 (m, 13H), 1,54-1,50 (m, 2H).

SC_3299 1uc-8-JluMeTHaaMuH0-3-[2-(3 - INT-976 4-(5-Opom-4- SC_3103 1HAMP (IMCO-d6, 400 MIm), & | 518.2
OKCO-IUIEPA3HH-1-11)-4- TpuTOPMETHI- (M) = 8,55 (s, 1H), 7,77 (bs, 1H),
(TpU(TOPMETII)-THPUMHIUH-5- MUPHMHIHH-2-HT)- 7,35-7,23 (m, 5H), 7.09 (s, 1H), 4,20
nil-8-gennn-1, MUMEPA3HH-2-0H (s, 2H), 3,92 (1, 2H, J = 5,04 T'w), 3,39
Jauasacmupo|4,5|nexan-2-0H (s, 2H), 3,33 (bs, 2H), 2,36-2,33 (m,

2H). 2,03-1,85 (m, 10H), 1,54-1.39
(m, 2H).

SC_3300 1Hc-8-JIHMETHIAMHHO-3 - SC 3103 1THAMP (IMCO-d6, 400 MI'm at 100
H30XHHOJHH-4 -HI-8-(heHmn-1,3- INT-976 4-6pom- 00), & (o) = 9,16 (s, 1H), 8,41 (s, 1012
HA3ACTHpPO[4,5] AeKaH-2-0H H30XHHOJIHH 1H), 8,13 (d, 1H, J = 8,12 I'm), 7,91 ’

(d. 1H. J=864Tm, 771 (t. 1H,J =
7,58 Tm), 7,67 (t, 1H, J = 7.46 I'm ),
7,36-7,23 (m, 5H), 7.14 (s, 1H), 3,67
(s, 2H), 2,41-2,36 (m, 2H), 2.10-1,89
(m, 10H), 1,68-1,64 (m, 2H).

SC_3301 c-8-JIUMETHIAMHHO-3 - SC_3103 THSAMP (IMCO-d6, 400 MT'u at 100
H30XHHOIHH-3-ui-8-eHn-1,3- 0C), & (m.a) = 929 (s,1H), 848
aunasacnupo|4,5]ackan-2-0H 5-5pon- (d,IH, J = 592 Tu) 7,98-7,96 (m,

INT-976 ;BO‘(HHOJ‘IHH 1H), 7.70-7.64 (m, 3H), 7,36-7.23 (m, | 401,2
: 5H), 7.13 (s, 1H), 3.65 (s, 2H), 2.41-
2,36 (m, 2H), 2.10-1,90 (m, 10H),
1,68-1,63 (m, 2H).

SC_3302 muc-8-TumernmamuHo-8-ermn- | INT-976 4-6pom-1H- SC 3103 1H SAMP (600 MI'n, IMCO) § 11,42 | 390.2
3-(1H-muppoo|[2.3-b]mupuaus- mmppono[2,3- (s, 1H). 7,99 (d. 1H), 7,66 (br s, 1H),
4-um)-1,3-auazacmupo[4.5] nexkan- b]mipuius 743 - 733 (m, 5H), 7,27 (t, 1H),
2-0H 7.22 (t, 1H), 6,65 — 6,60 (m, 1H),

391 (s, 2H), 2,45 - 2,27 (m, 2H),
1,98 — 1,82 (m, 10H), 1,56 — 1,49 (m,
2H).

SC_3303 mmc-8-IumernmamuHo-8-ernn- | INT-976 4-6pom-2- SC 3103 1H AMP (IMCO-d6): & 8.62 (d, 2H). | 434.1
3-(2-mupuAHH-4-HI-THA30T-4- (mHpHIHH-4- 7,82 (d, 2H), 7,61 (broad s, 1H), 7,54
wn)-1,3-1uazacupo[4, 5] aekan-2- W) THA30]T (s, 1H), 7,40-7.37 (m, 4H). 7.29-7,27
OH (m, 1H), 3.84 (s, 2H), 2,49 (m, 2H),

1,96-1,79 (m, 10H), 1,51 (m, 2H).

SC_3304 c-8-[Merun-(terparuapo- INT-1026 4-(5- craaus 2 | 1H SIMP (IMCO-d6): & 8,56 (s, 2H), | 5073
(ypan-3-ui-merum)-amuno]-3-(2- opomnupumuaun-2- | SC_3097 (s | 7,65 (broad s, 1H), 7,36-7,23 (m, 5H),
MOPDOIHH-4-HA-TTHPHMHAUH-5- un)vmopdomun CHHTE3a), 3,66-3,55 (m, 10H), 3.49 (s, 2H), 3.38
un)-8-genna-1,3- SC_3292 u | (m, 1H), 2,32-2.26 (m, 3H), 2,11-1,94
Aunazacnupo[4,5]aekan-2-0H SC_3293 (s | (m, 6H),1,86-182 (m, 3H),1,50-
(snanTHOMEp 1) pasacneHus 1,41(m, 3H).

3HAHTHOMEPOB)

SC_3305 1uc-8-[MeTua-(Terparuapo- INT-1026 4-(5- craaus 2 | 1H AMP (IMCO-d6): & 8,56 (s, 2H), | 507.2
(ypan-3-ni-mernm)-amuno]-3-(2- opomnupumuann-2- | SC_3097 (ans | 7,66 (broad s, 1H), 7,35-7,24 (m, SH),

Mop (o mHH~-4 -HIT-TTHPHMHIHH-5- wI)MOPGO THH CHHTC32), 3,63-3.49 (m, 12H), 3,31 (m, 1H).
wn)-8-(enn-1.3- SC_3292 u | 227 (m, 3H), 2.11-1.84 (m, 10H),
Aunazacnupo[4,5]aekan-2-oH SC 3293 (anms | 1,42 (m, 3H).
(3HaHTHOMCD 2) pasacicHuA

JHAHTHOMEDOB)

-117 -




037598

SC_3306 muc-3-[2-(Aseruann-1-1m)- 2-aseTHanH-1-un-5- | cragus 2 | THSAMP (IMCO-d6, 400 MTI'mat 100 | 4072
TMHPHMHAMH-5 -11]-8- OPOM-TTHPHMHINH SC 3242 0C), & (m.x.) = 8,48 (s, 2H), 7,36-7,26
JHMETHIAMHHO-8-(pe HIT-1,3- INT-976 (m, 5H), 7,07 (s, 1H), 3,99 (t. 4H,J =
Jauazacnupo[4,5]nekan-2-on 7,18 T'w), 3,50 (s, 2H), 2,35-2,26 (m,

4H), 2,03 (s, 6H), 1,95-1,91 (m, 2H),
1,52-1,50 (m, 2H).

SC_3307 mHc-3-|2-(3.3- Auhrop-a3cTHAMH- 5-6pom-2-(3.3- cragma 2 | IHAMP (AMCO-d6, 400 MI'mat 100 | 4432
1-1)-mHpHMIIHH-5 -1 -8- AH(TOP-a3CTHIHH- SC 3242 0C), & (m.x) = 8,62 (s, 2H), 7,37-7,25
JHMCTHIAMHHO-8-(he HItT-1,3- INT-976 1-H1)-MHPHMETHE (m, 5H), 7,20 (s, 1H), 4,38 (t. 4H, J =
auaszacmupo[4,5] nexaH-2-0H 12,40 T'm), 3,55 (s, 2H). 2.36-233 (m,

2H), 2,03 (s, 6H) 1,97-1.89 (m, 4H),
1,53-1,51 (m, 2H).

SC_3308 wuc-8-JuvMeTHIaMHHO-3-[6- 4-(5-0pom-3- SC_3103 THSIMP (IMCO-d6, 400 MTIu at 100 | 504.3
MophomH-4-11-5- TPUPTOPMCTHI- 0C), & (m.x) = 8,63 (s, 1H), 8,38 (s,
(Tpr(TOPMCTIL)-IHPHAHH-3-H1| - INT-976 TIHPHIHH-2-HIL)- 1H), 7,37-7,25 (m, 6H), 3,71 (bs,
8-ernn-1,3- Mop(oTHH 4H), 3,65 (s, 2H), 3,03 (bs, 4H), 2,37-
aunazacnupo[4,5]nexaun-2-on 2,32 (m, 2H), 2,03 (s, 6H), 1,98-1.88

(m, 4H), 1,55-1,52 (m, 2H).

SC_3309 mHC-8-MeTHIAMHHO-3-[6- SC_3099 1HAMP (AMCO-d6, 400 MI'mat 100 | 4904
Mop(ho.mH-4-H1-5- 0C), & (m.x) = 8,68 (s, 1H), 8,42 (s,
(Tpu(TOPMETIL) -IHPHAHH-3-1I] - 1H), 7,48 (d, 2H, J = 8,12 T'w), 7,33
8-pernn-1,3- SC 3308 (t.2H. J =762Tm). 7.20 (&, 1H, J =
Jauazacnupo[4,5]nekan-2-on = 7,38 T'w), 7,14 (s, 1H), 3,75-3.71 (m,

6H), 3,03 (1, 4H, J = 8.88 T'w), 2,08-
2,02 (m, 2H), 1,95-1,79 (m, 8H),
1,58-1,55 (m, 2H).

SC_3310 muc-8-/lmvernnavuro-8-hermn- | INT-976 2-6pom-5- SC 3103 1H SIMP (600 MI', AMCO) 6 8.32 — | 4352
3-[5-(TpuTOpMETHIOKCH)- (Tpu(TOPMETOKCH)- 8.26 (m, 2H), 7.86 — 7.82 (m, 1H),
mpuauH-2-m]-1,3- TIHPUIHH 7.79 (dd, 1H), 7.41 - 7,33 (m, 4H),
aunazacnupo[4,5]aekan-2-on 7,27 (. 1H), 3,71 (s, 2H), 2,46 — 2,33

(m, 2H), 1,96 (s, 6H), 1,94 — 1,72 (m,
4H), 1,47 (t, 2H).

SC_3311 uc-8-Jnverunavuno-3-(5- INT-976 2-6pom-5- SC_3103 1H SMP (600 MI'u, IMCO) & 8,66 | 429.2
METHICY Ib(DOHHJI-MUPUAMH-2- METHICY Tb(HOHMUIITH (dd, 1H), 8.39 (dd, 1H), 8.14 (dd,
w1)-8-(eHm-1,3- PHAHH 1H), 8,06 (s, 1H), 7.42 — 7.33 (m,
awazacnupo|4,5|nexaH-2-0H 4H). 7,28 (t, 1H), 3,77 (s, 2H), 3,21

(s, 3H), 2,46 — 2,32 (m, 2H), 2,03 -
1,68 (m, 10H), 1,52 — 1,46 (m, 2H).

SC_3312 mrc-6-(8-umernaamMuso-2-okco- [ INT-976 6-6pommupranH-3- [ SC_3103 1H SMP (600 MI'u, IMCO) & 8,66 | 376,2
8-pennn-1,3- KapOOHHTPHT (d, 1H), 8,34 (d, 1H), 8,08 (dd, 1H),
Auazacmupo|4,5]aexan-3-mim)- 741 - 7,33 (m, 4H), 7,28 (t, 1H),
HHKOTHHOHHTPIIT 3,74 (s, 2H), 2,46 — 2,30 (m, 2H),

1,96 (s, 6H), 1,94 — 1,73 (m, 4H).
1,51 - 1,44 (m. 2H).

SC_3314 1Hc-8-J/luMeTHIaMHHEO -3 - [4- INT-976 4-(5-6pom-4-verun- | SC_3103 1HAMP (JMCO-d6, 400 MIu at | 464,2
MeTHI-2-(3-0Kco-THmepasHH-1- TUPUMAIHH-2 -HIT)- 1000C ), 8 (m.1.) = 8,14 (s, 1H), 7,65
W) -ITHPUMHTHH-5 -1 -8-(he Hu - THIepa3HH-2-0H (bs, 1H), 7,34-7.23 (m, 5H), 6,89 (s,
1,3-mua3acmupo(4.5] aekaH-2-0H 1H), 4.16 (s, 2H), 3,88 (bs, 2H). 3,39

(s, 2H), 3,29 (bs, 2H), 2.33 (bs, 2H),
2,24 (s, 3H), 2,03-1,87 (m, 10H), 1.53
(bs, 2H).

SC_3315 nuc-5-(8-lumerniamuno-2-okco- | SC_3312 SC_3016 1H SMP (600 MT'u, IMCO) & 8.80 | 3942
8-¢enmn-1,3- (d. 1H), 8.10 (dd, 1H), 7.95 — 7.89
auazacnupo[4,5]aexan-3-1um)- (m, 2H), 7,79 (s, 1H), 7.42 — 7,35 (m,
THPHAWH-2-KapOOHOBOH KHCITOTHI 5H), 7,28 (s, 1H), 3,67 (s, 2H), 2,48 —
aMHI 2,28 (m, 2H), 1,95 (d, 10H), 1,53 —

1,46 (m, 2H).

SC_3316 uc-3-| 4-(AseTHauH- 1-11)-2- INT-976 4-azeTHmuH-1-H1-5- | cTamma 2 | 1HSMP (IMCO-d6, 400 MI'm at 100 | 421,2
MCTHI-TIHPHMHEIHH-5-H1]-8- OpPOM-2-MCTHII- SC_3242 00), 6 (M.a) =785 (s, 1H), 7,34-7.23
JHMCTHIAMHHO-8-(heHIT-1,3- THPHMHIHH (m, 5H), 6,93 (s, 1H), 4,11 (t, 4H, ] =
mmazactupo|4,5 | ackan-2-0x 7.40 Tm), 3.33 (s, 2H), 2,33-2,30 (m,

7H), 2,02 (s, 6H), 1,96-1,87 (m, 4H),
1,53-1,48 (m, 2H).

SC_3317 Hc-2-(8-JuMeTnaaMuHO-2-0kco- [ INT-976 2- SC 3103 (cramms | 1H SIMP (600 MI'n, IMCO) & 7,50 | 393,2
8-ernn-1,3- OPOMOCH30HHTPHIT 1), SC 3016 | (s, 1H), 7.42 (dd, 1H), 7,42 — 7,32 (m,
Juazacmupo|4,5]aexan-3-mim)- (cramus 2) 5H), 7,31 (d, 1H), 7,26 (t, 1H), 7,23 —
OeHzaMuI 7,13 (m, 3H), 3,53 (s, 2H),

2,27 (m, 2H), 1,96 (s, 6H), 1,90 (L,
2H), 1,86 - 1,68 (m, 2H), 1,52 — 148
(m, 2H).
SC_3318 nuc-8-uMeTHIaMuHo-3-[2- INT-997 1-Opom-2- SC_3103 1H SIMP (600 MT'y, IMCO) 6 7,47 | 4482

(METHICY Tb(OHUI-MCTH.T)-
(permn]-8-THo(hen-2-m1-1.3-
auaszacmipo[4,5]aekan-2-0H

(MeTHICY Tb(OHHTM
eTHn)-0eH301T

(dd, 1H), 7.43 — 7,36 (m, 2H), 7.34
(dd, 1H), 7,29 (ddd, 1H), 7,19 (s, 1H),
7.05 (ddd. 1H), 6.94 (d. 1H), 4.50 (s.
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2H), 3,61 (s, 2H), 2,89 (s, 3H), 2,35 —
2,21 (m, 2H), 2,04 (s, 6H), 1,98 —
1,90 (m, 2H), 1,86 — 1,70 (m, 2H),
1,66 — 1,59 (m, 2H).

SC_3320 uuc-8-JnmMeTHIaMHHO-3-(4- INT-997 4-(5-6pom-4-metun- | SC_3319 IH SIMP (600 MI'u, IMCO) & 8,15 | 4572
MeTHI-2-MOP(DOTHH-4-H- NHPUMHIHH-2- (d, 1H), 7,41 (dt, 1H), 7,13 (s, 1H),
TMHPHMHARH-5-11)-8-THO(heH-2- ummophonnn 7,05 (ddd, 1H), 6,94 (dd, 1H), 3,71 —
ui-1,3-anazacnupol4, 5] aexan-2- 3,60 (m, 8H), 3,44 (s, 2H), 2,32 —

OH 2,24 (m, 2H), 2,21 (s, 3H), 2,04 (s,
6H), 1,98 — 1,88 (m, 2H), 1,87 - 1.75
(m, 2H), 1,62 — 1,54 (m, 2H).

SC_3321 Hc-8-/IuMeTHIAMEHO -3-(6- INT-976 5-6pom-2- SC_3103 1H SAMP (600 MI'm. IMCO) & 8.89 | 4292
METHICY (DO HIT-TTHPHIHH-3- METHICY Tb(hOHUIITH (d, J=2,6T'm. 1H), 8,28 (dd, J = 8.9,
un)-8-(erin-1,3- PHIHH 2,6 Ty, 1H), 7,93 (d, 1H), 7,42 - 7,34
Auasacmupol4,5]aexaH-2-0H (m, 4H), 7.31 — 7,25 (m, 1H), 3,71 (s,

2H), 3,18 (s, 3H). 248 — 2,33 (m,
2H), 2,04 — 1,76 (m, 10H), 1,54 —
1,48 (m, 2H).

SC_3322 nuc-8-luMeTHiaMuHO-8-(herun- | INT-976 TPeT-OyTHI-5- SC_3103 (wmt | 1H SIMP (600 MI'u, AMCO) & 11,45 | 390,2
3-(1H-mppomo|2,3-b | mupHmiH- 6pommuppono|2.3- | cramun 1), | (s. 1H). 8.38 (s, 1H), 8,00 (d, 1H),
5-um)-1,3-auazacmupo|4,5] nexan- b|miprame-1- SC 3173 (wmt | 7,85 — 7,81 (m, 1H), 7,70 — 7,66 (i,
2-0H KapOOKCHIAT cTamin 2) 2H), 7.57 — 7,53 (m, 3H), 741 (t,

(cTamma 1) 1H), 6.35 (dd, 1H), 3,54 (s, 2H), 2.75
— 2,41 (m, 8H, overlapps with solvent
residual peak), 2,30 — 2,26 (m, 2H),
1,89 (d. 2H), 141 — 1,37 (m, 2H).

SC_3323 nuc-N-[5-(8-JumeruramuHo-2- SC_3239 AUSTHIIXIOPHA SC_3240 1H SMP (600 MI'u, IMCO) 6 10,36 | 409,2
oxco-8-pennn-1,3- (s, 1H), 8.82 (s. 2H), 840 (s,
aunazacnupo[4,5]aekan-3-um)- rotamer), 7,67 (s, 1H), 744 — 731
THPHMHIHH-2 -HIT|-alcTaMH, (m, 4H), 7,27 (td, 1H), 3,62 (s, 2H),
(3HaHTHOMED 1) 2,46 - 2,30 (m, 2H), 2,11 (s, 3H), 2.08

(s, rotamer), 1,96 (s, 6H), 1,97 (s,
rotamer), 1,95 — 1,75 (m, 4H), 1,52 -
1,47 (m. 2H).

SC_3324 1uc-3-[2-(4-MeTwi-nunepasuH- INT-1026 5-6pom-2-(4- craaus 2 | 1H SIMP (AMCO-d6): & 8,52 (s, 2H), | 5183
1-p1)-mupuMuauH-5-1w1]-8- metwinunepasus-1- [ SC_3097 (s | 7,64 (broad s, 1H), 7.36-7,23 (m, 5H),
[MeTmn-(Terparuapo-dpypan-3-mw1- W) THPUMHUH CHHTE3a), 3,66-3,55 (m, 7H), 3.48 (s, 2H), 3,37-
MCTHI)-aMHHO |-8-(eHm-1,3- SC_3292 u | 3,36 (m, 1H), 2.33-2,13 (m, 11H),
Jauaszacmupo|4,5|ackan-2-0H SC_3293 (a1 | 2,01-1,82 (m, 9H), 1,50-1,41 (m, 3H).
(3HaHTHOMED 2) pazaeneHus

JHAHTHOMEPOB)

SC_3325 wuc-3-[2-(4-Metun-nunepasun- INT-1026 5-6pom-2-(4- crazms 1H SIMP (IMCO-d6): & 8,52 (s, 2H), | 5183
1-u1)-nHpUMHARH-5-11]-8- vetuanunepasuu-1- | SC_3097 (ams | 7,64 (broad s, 1H), 7,36-7,24 (m, 5H),
[mMerun-(teTparnapo-dypan-3-un- HI)THPHMHIWH CHHTE3a), 3,66-3,55 (m, 7TH), 3,48 (s, 2H), 3,36
MeTHI)-aMHHO|-8-(eHn-1,3- SC_3292 u | (m, 1H), 2,34-2,13 (m, 10H), 2,01-
anaszacmupo[4,5]ackan-2-0H SC_3293 (ams | 1,83 (m, 10H), 1,50-1,41 (m, 3H).

pasacncHuA
S3HAHTHOMCPOB)

SC_3326 1HC-8-/IMMETHIAMHHO-3-(4,6- INT-976 4-(5-6pom-4.6- SC_3103 - 4653
JUMETHT-2-MOP(OHH-4-HIT- JTHMCTHI-

THPHMITHH-5 -1 -8-(beHrt-1,3- THPUMHTHH-2-
Jguaszacmupo[4.5]1exkan-2-0H wMOPQoHH

SC_3327 nuc-8-JlumerniamMuHo-3-(2- INT-1027 Mop]o1uH SC_3120 1H SAMP (600 MT'y, JIMCO) & 8,58 | 4432
MOPQOTHH-4-HI-MHPHMHIHH-5- (s, 2H), 7,43 (dd, 1H), 7,40 — 7,32 (m,
u1)-8-THO(hCH-2-H1-1,3- 1H), 7.07 (dd, 1H), 6,96 (dd, 1H),
Juazacmupo|4.5]ackan-2-0H 3,67 — 3,61 (m, 4H), 3,62 — 3,57 (m,

6H), 2,31 — 2,27 (m. 2H), 2,04 (s,
6H), 191 (t, 2H), 1.86 — 1.82 (m,
2H), 1.56 — 1,50 (m, 2H).

SC_3328 uc-6-(8-/IuverniaMuso-2-0kco- | SC_3312 SC_3016 1H SMP (600 MI'u, IMCO) & 8.71 | 3942
8-¢enmn-1,3- (d, J=23Tu, 1H), 8,24 (d. J =89
auazacmupo[4,5]aexau-3-um)- T'u, 1H), 8,12 (dd, J = 9,0, 24 T'n,
NUPUAUH-3-KapOOHOBOH KHCIOThI 1H), 7.95 (s, 1H), 7.86 (s, 1H), 7,36
amua (dq, J=13.7,6,6, 5.6 Ty, 5H), 7,27 (1,

J=72Tu 1H), 3,74 (s, 2H), 2,41 —
2,37 (m, 2H), 1,96 (s, 6H), 1,94 —
1.87 (m, 2H), 1.86 — 1,80 (m, 2H),
1,51 - 1,44 (m, 2H).

SC_3329 1uc-8-J/luMeTHIaMuHEO -3 -[2- INT-997 5-6pom-1-vern-3- | SC_3319 1H SIMP (600 MT'n, IMCO) & 7,66 — | 428,2
MeTHI-5-(Tpudpropmernt)-2H- (TpudropmeTHI)IH 7,63 (m, 1H), 7,42 (dd, 1H), 7,06 (dd,
nupazon-3-ui-8-TnoeH-2-un- pason 1H), 6,95 (dd, 1H), 6,64 (s, 1H), 3,75

1,3-auazacnupo[4,5]aekan-2-o1

(s, 3H), 3,60 (s, 2H), 2,30 — 2,26 (m,
2H), 2,04 (s, 6H), 1,98 — 1,90 (m,
2H), 1,83 — 1,79 (m, 2H), 1,64 — 1,57
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(m, 2H).

SC_3330 mHc-8-JIMMeTHIAMHIHO-3 - 2-[ (2- INT-1027 2- SC_3120 1H SMP (600 MI'm, IMCO) & 8.48 | 431.2
THAPOKCH-3THIT)-METHI-AMHHO |- (METHIIAMHHO)3TaHO (s, 2H), 7.43 (d, 1H), 7,30 (s, 1H),
NHPUMHAHH-5-1]-8-THOdeH-2- a 7,07 (dd, 1H), 6,96 (d, 1H), 3,61 (dd,
ui-1,3-anazacnnpo(4, 5] nexan-2- 2H), 3,58 — 3,51 (m, 4H), 3,09 (s,

OH 3H), 2,34 - 2,22 (m, 2H), 2,04 (s,
6H), 1,96 — 1,76 (m, 4H), 1,56 — 1,50
(m, 2H).

SC_3331 nuc-8-/IuMeTHIAMUHO -3 -[2-(2- INT-1027 4-(4,4.5,5- SC_3208 1H SAMP (600 MT'u, IMCO) & 10.46 | 4892
0Kkco-1,3-1uruapo-uHao1-4-1m)- Terpamerui-1,3,2- (s, 1H), 9,12 (s, 2H), 7,87 (d, 1H),
NUPUMUAHH-5-1]-8-THOdeH-2- anokcadoponaH-2- 747 — 742 (m, 1H), 731 (1, 1H),
ni-1,3-nuazacnupo[4,5]aexan-2- HI)MHIONHH-2-0H 7,08 (dd, 1H), 6,98 (dd, 1H), 6,92 (d,

OH 1H), 3,83 (s, 2H), 3,77 (s, 2H), 2,35 —
2,30 (m, 2H), 2,05 (s, 6H), 1,96 (t.
2H), 1,88 (s, 2H). 1.60 — 1.54 (m,
2H).

SC_3332 1uc-8-JlumeTniaMuHo-3-[4- INT-976 4-(5-OpoM-4-MeTun- | crazus 2 | IH-SIMP (OAMCO-d6, 400 MI'm at | 4632
MCTHI-6-(3-0KCO-THICpazHH-1- THPHAHH-2-H1)- SC_3097 1000C), & (m.a.) = 7,89 (s, 1H), 7,62
WI)-IHPHANH-3 -1 -8-(heHmn-1,3- THICPA3HH-2-0H (bs, 1H), 7.35-7,22 (m, 5H), 6,73 (s,
auazacmupo|4,5]aexan-2-0H 1H), 6,62 (s, 1H), 3,96 (s, 2H), 3.68

(t. 2H, J = 5,2 Tw), 3.39 (s, 2H), 3.30
(bs, 2H), 2.35-2,30 (m, 2H), 2,15 (s,
3H), 2,03-1,86 (m. 10H). 1,56-1,51
(m, 2H).

SC_3333 mwc-8-JInMeTHIAMIHO -3 -(4- INT-976 5-0pom-2-xmop-4- SC_3103 (ams | TH-SIMP (IMCO-d6, 400 MTm at | 4423
MCTHI-6-IIHPHAUH-2 -HII- MCTHI-TIHPHIHH CTaguH 1), | 100 0C), & (m.x) = 8,64 (d, 1H, J =
THPHAHH-3-1T)-8-(QeHnn-1.3- (cramm 1), 2- | SC 3162 (st | 4,0 Tm), 8,45 (s, 1H), 8,31 (d, 1H,J =
Juasacmupo|4,5]aexan-2-0H TPHOYTWICTAHHAHH | CTAIHH 2) 8.68T'm), 8,22 (s, 1H), 7.88 (t, IH, ] =

J-THpHAMH  (CTaTua 7.04 Twy, 7,39-7,35 (m, SH), 7,26-
2) 7,23 (m, 1H), 7,03 (s, 1H), 3,57 (s,
2H), 2,39-2,33 (m, 5H), 2,04 (s, 6H),
2,01-1,88 (m, 4H), 1,61-1,57 (m, 2H).

SC_3334 1uc-8- JIMeTHIAMHHO -3 - (4- INT-976 3-6pom-4- SC_3103 (am | IHAMP at 1000C (AIMCO-d6, 400 | 4293
METHICY b (O HIT-THPHIHH-3 - METHICY Tb(haHmT- CTaTHH 1), | M), & (m.x) = 8.77-8,72 (m, 2H),
w1)-8-(eHm-1,3- mupuuH (cragus 1) | SC_3008 (s | 7,85-7,84 (m, 1H), 7,35-7,23 (m, 6H),
auasacmupo[4,5]aexan-2-0H cTaauu 2) 3,60 (s, 2H), 3,31 (s, 3H). 2,36 (bs,

2H), 2,03-1,82 (m, 10H), 1,60-1,58
(m, 2H).

SC_3335 mrc-3-(ben3oTnas3oa-7-1um)-8- 7-Gpon- SC_3103 4071

AnMCTHAAMHHO-8-(eHi-1,3- INT-976 i
OEH30THA301T
Jauaszacnupo|4,5]aekan-2-0H

SC_3336 1uc-8-JIuverniaMuHO-8-(4- INT-1025 4-(5-6pom-4-vetun- | SC_3319 1H SMP (600 MI'u, MCO) 6 8,13 | 4693
(ropdenmn)-3-(4-vetun-2- TMMPHMUAUH-2- (s. 1H), 7,41 - 7,35 (m, 2H). 7.22 —
MOP(OTHH-4-UI-NHPUMHANH-5- wn)MopQoaH 7,13 (m, 3H), 3,69 — 3,60 (m, 8H),
un)-1,3-auazacnupo[4,5] qexan-2- 2,35 - 2,31 (m, 2H), 2,20 (s, 3H),
oH 1,94 (s, 6H), 1,93 — 1,74 (m, 4H),

1,53 — 1.43 (m, 2H).

SC_3337 wwc-2-[8-JuverniamMuno-3-[4- SC_3122 2-xn0p-N,N- INT-988 (craams | 1H SIMP (600 MI'y, IMCO) & 8,59 | 5183
METHI-6-(TPHPTOPMETH.T)- Anvetun-aueTamua | 1) (s, 1H), 7,82 (s, 1H), 7,37 — 7,32 (m,
HPHAWH-3 -] -2-0Kkc0-8-(heHm- 4H), 7,25 (ddd, 1H), 4,00 (s, 2H),
1,3-gnazacmipo[4,5]aexan-1-un]- 3,80 (s, 2H), 3,07 (s, 3H), 2,87 (s,
N,N-mqumerni-aueramug 3H), 2,71 — 2,64 (m, 2H), 2,55 (s,

3H), 2,34 (s, 3H), 2,03 (td, 2H), 1,98
(s, 6H), 1,67 — 1,58 (m, 2H), 1,49 —
1,40 (m, 2H).

SC_3338 1uc-8-JIMMeTHIAMHHO-3 - [2-(2- INT-989 2-merun-4-(4.4,5.5- | SC_3208 1H AMP (600 MI'u, IMCO) & 9.57 | 4973
METII-1-0kc0-2,3 -Turuapo- TeTpaMeTui-1,3, (s, 1H), 9,08 (s, 2H), 8,52 (d, 1H),
H30MHI0J-4-1.T)-ITHPUMHETHH-5- JAHOKCA0OpOIaH-2- 8,43 (s, 1H), 7,77 (d, 1H), 7.72 (d,
wi]-8-(erm-1,3- IT)H30HH0.THH-1- 2H), 7.63 (t. 1H), 7,59 (t, 2H), 7,55 (1,
Auazacmupo[4,5]aexan-2-0H OH 1H). 4.86 (s, 2H), 3.59 (s, 2H), 3,13

(s, 3H), 2,72 (d, 2H). 2.61 (s, 6H).
2,25 (td, 2H), 1,91 (d, 2H), 1.43 -
1,35 (m, 2H).

SC_3339 uc-2-[[5-(8-AuveruiramuHo-2- INT-976 (5-0pom-2-meThi- craaus 2 [ THSMP at 100°C (AMCO-d6, 400 | 4384
oxco-8-(pennn-1,3- THPHMHAHH-4- SC_3242 (a1 | MTm), & (M.a) = 7,93 (s, 1H), 7,36-
aunazacnupo[4,5]aekau-3-um)-2- HJIAMHHO)- cTanuu 1), | 7,22 (m, 5H), 7,12 (s, 1H), 6,91 (bs,
METHI-MUPHMHANH-4-H1]aMuHO] - AUETOHHTPUI SC_3016 (a1 | 2H), 6,58 (bs, 1H), 3,94 (d, 2H), 3,46
aneTaMH (cramms 1) crammu 2) (s, 2H). 2,35-2,32 (m, 5H), 2,03-1,97

(m, 8H), 1,91-1,84 (m, 2H), 1,61-1.56
(m, 2H).

SC_3341 uc-8-JlnveTniaMnHo-3-[4- INT-976 3-6pom-4- cTaaus 2 | THSIMP at 1000C (IMCO-d6, 400 | 4434

(MCTHICY TH(OHHIT-MCTHT)- Merancymbornmme | SC_3097 M), & (M.a.) = 8,53 (s, 1H), 8,43 (d,

THpHANH-3-101] -8-hernn-1,3-
Juaszacnupo|4,5]1ekan-2-0H

THI-THPHAHH

1H, J = 4,88 T), 7,48 (d, 1H, J =
4,88 ['m), 7,36-7.23 (m, 5H), 7.15 (s,
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1H), 4,55 (s, 2H), 3,64 (s, 2H), 2.95
(s, 3H), 2.38-2,33 (m, 2H), 2,04 (s,
6H), 1,99-1,83 (m, 4H), 1,62-1,57 (m,
2H).

SC_3342 1tHc-8- JIUMETHIAMHEHO-3-[6-(4 - INT-976 4-(5-6pom-2- SC 3242 (cramus | 1H SIMP (600 MI'y, CDCI3) & 8,09 | 463.3
METHII-3-OKCO-IHICPA3HH- 1 -HT)- THpHAL)-1-MeTHT- | 2) (d, 1H), 8,00 (dd, 1H), 7.45 — 7,39
THPHANH-3 -] -8-(he Hin-1,3- THIEPa3HH-2-0H (m, 2H), 7,37 - 7,28 (m, 3H), 6,61 (d.
Auazacmupo|4,5]nekaH-2-0H 1H), 5.71 (s, 1H). 4,04 (s, 2H). 3.87 -

3,82 (m. 2H), 3,51 (s, 2H), 3.45 (t.
2H), 3,03 (s, 3H), 2,32 — 2,02 (m,
10H), 2,02 — 1.94 (m, 2H). 1.64 —
1,53 (m. 2H).

SC_3343 1uc-8-JIuMeTHmaMuH0-3-(2,4- INT-976 5-6pom-2.4- SC_3103 1H SAMP (600 MI'n, IMCO) 5 8,46 | 3803
JHUMETII-MTHPHMUTHH-5-HT)-8- JUMETHIT- (s, 1H), 7.45 - 7,33 (m, 5H), 7,28 —
(ermni-1,3- THPUMHIHH 7,24 (m, 1H), 3,51 (s, 2H), 2.54 (s,
Auazacnupo[4,5]nexaH-2-0H 3H), 2,41 - 2,28 (m, 5H), 2,03 - 1,77

(m, 10H), 1,56 — 1.49 (m, 2H).

SC_3344 mc-8-IuMeTHIAMIHO-3-| 2-(1- INT-989 4-(4.,4.5.5- SC_3208 1H SAMP (600 MI', AMCO) & 9,06 | 483.3
O0KCO-2,3-IHTHAPO-H30HHAOT-4- TeTpaMceTHa-1,3,2- (s, 2H), 8,67 (s, 1H), 8,52 (d, 1H),

) -ITHPAMHAHH-5-171| -8-(heHIT- JAnoKcabopoIaH-2- 8,39 (s, 1H), 7,75 (dd, 3H), 7.66 —

1,3-nuazacnupo|4,5|ackaH-2-0H; HI)H30HHAOTHH-1- 7,51 (m, 4H), 4,75 (s, 2H), 3.58 (s,

2,2.2-rpudyTop-yKCyCHAs KHCIOTA OH 2H), 3,18 (s, 2H), 2,75 (d, 2H), 2,60
(s, 6H). 2.27 (t, 2H), 1,91 (d. 2H).
1,39 (t. 2H).

SC_3345 1uc-8-IumeTHnaMuso-3-[6-[(2- INT-976 2-[[5-6pom-3- SC_3103 1H AMP (600 M, IMCO) 6 8,55 — | 4923
THAPOKCH-ITHII)-METII-aMHHO]- (tpuropMer)-2- 8,51 (m, 1H), 8,35 (d. 1H), 7,62 (s.
5-(TpH(YTOPMETILT)-ITHPH/THH-3 - THPHIHI]-METHII- 1H), 7,37 (td. 4H), 7,27 (td, 1H), 3,63
wi]-8-(eHm-1,3- AMHHO]3TaHOT (s, 2H), 3.50 (td, 2H), 3,20 (t, 2H),
Auazacmupo[4,5]nekaH-2-0H 2,78 (s, 3H), 2,43 - 2,36 (m, 2H),

1,96 (s, 6H), 1,95 — 1,75 (m, 4H),
1,48 (1, 2H).

SC_3346 mrc-8-Aumernmamuso-8-ernn- | INT-976 3,3,3-rpudyropmpon- | SC_3313 1H SIMP (600 MI'm, IMCO) § 9,56 | 487.3
3-[2-[4-(Tpudropmerna)-1H- 1-uH, 2-a3um0-5- (d, TH), 9,16 (s, 2H), 7,99 (s, 1H),
|1,2,3]Tpuazox-1-mal- OpOM-TIHPUMHTHH 7,42 — 7,35 (m, 4H), 7,31 — 7,25 (m,
NHPHMHAKH-5-1n]-1,3- 1H), 3,75 (s. 2H), 2,49 — 2,34 (m,
Auazacmupo|4,5]nekaH-2-0H 2H), 2,05 - 1,75 (m, 10H), 1,60 —

1,47 (m, 2H).

SC_3347 mrc-8-JinverniamuHo-3-[2-(4- INT-976 3-MeTHnOyT-1-HH, SC_3313 1H SMP (600 MI'u, IMCO) & 9,10 | 4613
m3onporua-1H-[1,2,3|prason-1- 2-a3um00-3-6pomM- (s, 2H), 8,50 (d, 1H), 7,91 (s, 1H),
WI)-THPHMUIHH-5-11] -8-(heHIT- THPUMUTHH 742 - 735 (m, 5H), 7,28 (1d, 1H),
1,3-anasacnupo[4,5] aexkan-2-0H 3,73 (s, 2H), 3.08 (hept, 1H), 2,44 (s,

2H), 2,01 — 1,76 (m, 10H), 1,59 —
1,48 (m, 2H), 1,30 (d, 6H).

SC_3348 muc-8-/lpvernaamuno-3-[6-(1,1- | INT-976 L4-tmasmran 1.1- | SC_3242 1H SAMP (600 MI', AMCO) & 8.23 | 4842
IHOKCO-| 1,4 | THA3HHAH-4-ILT)- AHOKCHA, 5-0poM-2- (d, 1H), 7.93 (dd, 1H). 7.41 — 7.33
THpHAHE-3-101] -8-heHnn-1,3- XJIOP-MHPHIHH (m, 5H), 7,27 (t, 1H), 6,98 (d, 1H),
JAuazacmupo[4,5]aexaH-2-0H (cramus 1) 3,97 (t, 4H). 3,53 (s, 2H), 3,04 (1,

4H), 2.43 — 2,28 (m, 2H), 1.96 (s,
6H), 1,92 — 1,72 (m, 4H), 1,51 — 1,40
(m, 2H).

SC_3349 mc-5-(8-ImvernaaMuHo-2-0kco- | INT-976 5-6pom-2- SC_3242 1H SAMP (600 MI'm, AMCO-d6) & | 4613
8-(erm-1,3- XTOPIHPHIHH-3- 8,66 (d, ] =2,9Tm, 1H), 825 (d, J =
Juazaciupo| 4,5 aekan-3-um)-2- KapOOHHTPH, 2,8 ', 1H), 7,60 (s, 1H), 7.41 — 7.33
MOPQOIHH-4-11- Mop(oauH (m, 4H), 7,30 — 7,24 (m, 1H), 3,74 —
HUKOTHHOHHTPUI 3,69 (m, 4H), 3,60 (s, 2H), 2,48 —

2,29 (m, 2H), 1,96 (s, 6H), 1,94 —
1,68 (m, 4H), 1,52 — 1.41 (m, 2H).

SC_3350 1Hc-8-JluverniamuHo-3-(1- INT-976 5-6pom-1- SC_3103 1H SAMP (600 MI'n, IMCO) & 8.64 | 4682
MeTwICy Ib(horm- 1H- METHIICY Tb(hOHIT- (d, 1H), 8,28 (d, 1H), 7.65 (dd, 1H),
mppo10[2,3-b]nupuaun-3-u1)-8- mppono[2,3- 7,57 (s, 1H), 7,38 (dd, 4H), 7.28 (dt,
(Qennn-13- b]nupuann 1H), 6,72 (dd, 1H), 3.68 (s, 2H), 3,65
Aunazacnupo[4,5]aekaun-2-ox (s, 3H), 2,48 — 2,29 (m, 2H), 1,98 (s,

10H), 1,53 — 1.44 (m, 2H).

SC_3351 1uc-8-AuvermiamMuHo-3-(1H- SC 3357 1H-AMP (AMCO-d6, 400 MIm at
HHIOT-4-1D)-8- (e Hu-1,3- 100 0C), & (v.1) = 10,77 (bs, 1H),
JAuazacmupo[4,5]exaH-2-0H 4-6pom-1-(ToIy0I- 7,37 (bs, 4H), 7.24-7,18 (m, 3H),

INT-976 4-cyappornm-1H- 7.02-6,94 (m, 2H), 6,81 (bs, 1H), 6,41 | 389.3
HHA01 (cTamus 1) (s, 1H), 3,66 (s, 2H), 2,36-2,33 (m,
2H), 2,05-1,96 (m, 10H), 1,60-156
(m, 2H).

SC_3353 1c-8-JIuMeTHIAMHHO-3-[2- INT-976 1-Gpom-2-(hrop-4- SC_3103 1H SMP (600 MI'n, IMCO) 6 7.62 | 4522
(prop-4-(TpHHTOPMETHIOKCH)- (TpH(TOPMCTOKCH)- (t, 1H), 7,50 — 7,46 (m, 1H), 7,40 (dd,
(ernn|-8-derna-1,3- ocH30m 1H), 7.38 — 7,31 (m, 4H), 7.25 (t,

Auasacnupo[4,5]aexan-2-0H

1H). 7,21 (d, 1H). 3,57 (s, 2H). 2,38
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(d, 2H), 1,97 — 1.88 (m, 8H), 1,84 —
1,79 (m. 2H). 1,53 — 1,46 (m. 2H).

SC_3355 mrc-8-Jinvernaamuno-3-(1- INT-976 4-6pom-1-meTHn- SC_3103 1H SMP (600 MI'u, IMCO) & 8,04 | 4043
Metna-1H-mppono|2.3- mmppono|2,3- (d, 1H), 7.70 (s. 1H), 7.47 (d. 1H),

b |mupuans-4-mm)-8-genun-1,3- b |mupHIHE 7.41 - 7,33 (m, 4H), 7.31 - 7,24 (m,
JAuazacmupo| 4,5 |ackaH-2-0H 2H), 6,65 (d, 1H), 3,91 (s, 2H), 3,74

(s, 3H), 2,44 — 2,25 (m, 2H), 2,08 —

1,74 (m, 10H), 1,52 (t, 2H).

SC_3356 mwc-3-(1-Auctin-1H-urmon-4- SC_3379 1H-SIMP  (AMCO-d6, 400 MIm at
HIT)-8-AMMCTHIAMHHO -8-(hCHILI- 100 0C), & (m.x) = 8,12 (d, 1H, J =
1,3-mmasacmmpo|4,5 | ackaH-2-0H 8,28 T'm), 7,68 (d, 1H, J = 3,64 I'm),

7,36-7,22 (m, 6H), 7,16 (d, 1H, J =

SC_3351 AUCTHIXIOPHA 7.80 Tw), 7.01 (s, 1H), 6.69 d. 10, J | ¥12
=38 Tw), 3,66 (s, 2H), 2,62 (s, 3H),

238233 (m, 2H), 2,05-1,92 (m,

10H). 1,61-1.56 (m, 2H).

SC_3358 mHc-6-(8-uvernaamuHo-2-0xco- [ INT-976 6-XJI0p-5-MeTHII- SC_3103 1H SMP (600 MI'u, IMCO) & 8,64 | 390,2
8-(herm-1,3- THPHIHH-3- (s, 1H), 8,12 (s. 1H), 7,76 (5. 1H),
Auazacnupo|4,5|ackan-3-um)-5- KapOOHHTPHT 7,39 — 7.34 (m, 4H), 7.27 (s, 1H).
MCTHI-HHKOTHHOHHTPHT 3,71 (s, 2H), 2,43 — 2,15 (m, 5H),

2.11- 1,70 (m, 10H), 1,52 (s, 2H).

SC_3359 1HC-6-(8-JuMeTnIaMuHO-2-0kco- [ INT-976 6-x710p-5-(hTOp- SC_3103 1H SIMP (600 MI'n, IMCO) & 8,64 | 394,2
8-(erm-1,3- THPHIHH-3- (d, 1H), 8,30 (dd, 1H), 7,95 (s, 1H),
Auazacnupo|4,5|ackan-3-mm)-3- KapOOHHTPHT 7,40 — 7.31 (m, 4H), 7,29 — 723 (m,
(TOP-HHKOTHHOHHTPHIT 1H), 3,72 (s, 2H), 2,36 — 2,33 (m,

2H), 1,96 (s, 6H), 1,94 — 1,79 (m,

4H). 1,52 (t 2H).
1Hc-6-(8-JIMMETHIAMHHO-2-0KCO- (l;-l ﬁv)lps((?g(i I;;A(l)_; (nilll\/éi?)fif ?:
8_(1)'“”1’3_4 5 3-um-5- | SC_3358 SC_3016 1H), 7.4 (s, 1H), 7.38 — 7.30 (. | 400 5

SC_3361 Auazacnupol ,3];;e1<an: —n,rl)-bu— |33 "_3016 SH) 727 — 721 (m 1H), 367 (s, 5
METHI-MHPHAMH-3-KapOOHOBOH 2H), 2,37 — 2,26 (m, 5H), 2.05 — 1,75
KHCTIOTBI AMHA (m. 10H), 1,51 (L. 2H).
1HC-6-(8- JUMCTHIAMHHO-2-0KC0- 1H SIMP (600 MI'n, IMCO) 6 8,65 —
8-(erm-1,3- ” 8,61 (m, 1H), 8,13 (s, 1H). 8,04 (dd, | ,

$C€_3362 auazacnupo[4,5]aexan-3-um)-3- SC_3359 SC_3016 1H), 7,76 (s, 1H), 7,59 (s, 1H), 7,39 — 412.2
(rrop-nupuanH-3-kapOoHOBOH 7,30 (m, 4H), 7,28 — 7.21 (m, 1H),
KHCJIOTHI AMHI 3,70 (s, 2H), 2,41 — 2,23 (m, 2H),

1.96 — 1.76 (m. 10H). 1.50 (t, 2H).

1H SIMP (600 ML, AIMCO) 6 8,56
uc-8-JlumernamMuno-3-[4- N S p— (s, 1H), 7,80 (s, 1H), 7.52 (s, 1H),
MeTH-6-(TpH{ITopMeTh)- p - 724 (1, 1H), 7,17 - 7,11 (m, 2H), | ,,

SC_3363 nnpmm_?_’nﬁxf’“_mmm_l.3_ INT-1038 (tpudropyermmmr | SC_3319 7,06 (@ 1K, 3,60 (s, 21, 230 - 2.8 | 472
Anasacnupo[4,5]acKkaH-2-0H P (m, $H). 2.01 — 1,78 (m, 10H), 1,58 —

1,48 (m, 2H).

1H SIMP (600 MLy, AMCO) 6 8,79
1trc-3-(8- JJUMCTHIAMUHHO -2 -0 KCO- (s, 1H), 8,50 (d, 1H), 7,84 — 7,80 (m,

y 8-(erm-1,3- 3-OpoMIHpHIHH-4- 1H), 7,37 (td. 4H), 7,26 (td, 1H), 3,79 | ,

SC_3364 auasacnupo[4,5]aekaH-3-1)- INT-976 KapOOHHTPHIL §C_3242 (s. 2H), 2.43 — 2,36 (m, 2H). 1.97 (s. 576,2
H30HHKOTHHOHHTPHI 7H), 1,96 — 1,91 (m, 2H), 1,88 — 1,81

(m, 2H), 1,61 — 1,45 (m, 2H).

TH SIMP (600 MT'n, IMCO) 5 10,51
mrc-8-JluMeTnmaMiHO -3+ 3- 4-(4,4,5,5- (s, 1H), 8,39 (d, 1H), 7,96 (dd, 1H),
(rop-5-(2-oxco-1,3-murHapo- TeTpaveTHa-1,3,2- 7,41 — 7,32 (m, 4H), 7,28 (dt, 2H),

SC_3365 HHI0.1-4-HT)-THPUTHH-2 - 101 -8~ INT-1045 JHOKCA00poIaH-2- SC 3354 7,08 (d, 1H), 6.88 (d. 1H), 3,71 (s, | 500,2
(enna-13- T)MHAOIMH-2-0H 2H), 3,67 (s, 2H), 2,44 — 2,22 (m,
Auazacnupo[4,5]aexkaH-2-0H (cTaaus 2) 2H), 1,98 — 1,87 (m, 11H), 1,58 —

1.46 (m, 2H).
1uc-8-JluMeTnnaMuHo-3-[4- IH SMP (600 MTx, Z[I\'/'[?O) 88,55

o (s, 1H), 7,79 (s, 1H), 7,51 (t, 2H),
METHI-6-(TpHyTOpMETHI)- 5-Opom-4-meTHn-2- 738 (dd, 1H), 7.26 (d, 2H), 3.62 (s
SC_3366 nupHANH-3-u]-8-[3- INT-1039 (rpu¢ropmerummu | SC_3319 : y . ’ T T 517.2

: 2H), 2,40 — 2,34 (m, 2H), 2.31 (s.
T ool ek 2-on pras 3H), 201 — 177 (m. 10H). 158 -

» A3 » § 1,49 (m, 2H).
1uc-8-JlumernnamMuno-3-[4- 1H SAMP (600 MI'u, IMCO) & 8,55
METUN-6-(TpUTOpMETHI)- 5-6pom-4-meTun-2- (s, 1H). 7,79 (s, 1H), 7,69 — 7.56 (m,

SC_3367 nupuH-3-1] -8-[3- INT-1040 (rpudropmerummu | SC_3319 5H), 7,52 (s, 1H), 3,61 (s, 2H), 2,44 — | 5012
(tpudropmermn)dhermal-1,3- PHIHH 2,36 (m, 2H). 2,31 (s, 3H). 2,02 —
guazacnupo|4, 5| ackaH-2-0H 1,80 (m, 10H), 1,60 — 1.47 (m, 2H).

] TH SIMP (600 MT, AMCO) & 8.56
11\'/3[:;3!;?!?(;)1:1::;‘}‘:{[&?;?;;;—1_(,_ 5-6pom-4-meTHn-2- (s, 1H), 7.80 (s, 1H), 7,51 (s, 1H),

SC_3368 (rpdyropwerin) mipmne-3 - | IVT-1041 (rpudpropmeramma | SC 3319 7,31 — 725 (m, 1H), 6,92 (dt, 1H), | 463,2

PHOTOPMETH/)-NHPHANH-3-1. pHTHH 6,87 — 6,82 (m, 2H), 375 (s, 3H),

1,3-anazacnupo[4,5]ackan-2-01

3,61 (s, 2H), 2,35 — 2,30 (m, 5H),
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1,98 (s, 7H), 1,96 — 1,90 (m, 2i),
1,88 — 1,80 (m, 2H), 1,60 — 1,49 (m,
2H).

1c-8-(5-X10p-THO (heH-2-11)-8-
JAHUMETHIAMHHO-3-[4-MeTHI-6-

5-6pom-4-meTHI-2-

1H SIMP (600 ML, IMCO) & 8,56
(s. 1H), 7,79 (s. 1H), 7.39 (s, 1H),
7,04 — 7,00 (m, 1H), 6,80 (d, 1H),

SC_3369 INT-1042 (rpudpropmeramma | SC 3319 3,64 (s, 2H), 2,31 (s, 3H), 2,22 — 2,15 | 473.1
- (puepTOpMETII)-MHpHH-3 -117]- PHIIH (m, 2H). 2.04 (s. 6H), 1,95 — 1,87 (m,
1.3-nuasacmupo[4. 5] aexan-2-on 2H). 1.83 — 177 (m. 2H), 1.63 - 1,57

(m, 2H).

1H SIMP (600 MT'w, AMCO) & 8,56

(s. 1H). 7,80 (s, 1H). 7,51 (s, 1H).
ﬁg%ﬁﬂ?‘??”&“ﬂ“ﬂ"fﬁ 5-GpoM-4-MeTH-2- 741 (i, 1H), 7.21 - 7,12 (m, 2E),

SC_3370 P s o INT-1024 (tpu¢ropmerummu | SC_3319 7,12 — 7,06 (m, 1H), 3,61 (s, 2H), | 451,2

= (TpH(IYTOpMCTHJT)-]TEl])H;[HH-3-H.ﬂ- U 238 — 2,30 (m, 5H), 1.97 (s, 6H)
1,3-gnazacnupo[4,5]ackan-2-0H 1’% 1 ’90 (m, 28 1 9(’) - 1%3 (m:
2H), 1,61 — 1.45 (m, 2H).
. 1H SIMP (600 MI', AMCO + TFA)
twie-8-Jluvernnamiuso-3-(2- 5 8.69 (s, 2H). 8.29 (s, 1H), 7,68 (d.
SC_3371 g‘_eq:::f:’;‘f;“?_'"“p““"“““'5'““)' INT-989 MCTHIAMHH SC 3239 2H), 7.52 (dt. 3H). 2.90 (s, 3H), 2.68 | 3812
-0 (d, 2H), 2,59 (s. 6H), 2.24 (t. 2H).
Auazacnupo[4,5]aekan-2-on 1,86 (d. 2H), 139 — 131 (m, 2H)

1H SIMP (600 M, AMCO) 8 8,15
1uc-8-(5-Xop-TuoheH-2-mn)-8- (d, 1H), 7,15 (s, 1H), 7,05 (d, 1H),
JHUMETHIAMHHO -3 -(4-MeTHI-2- 4-(5-6pom-4-MeTi- 6,82 (d, 1H), 3,70 — 3,61 (m, 8H),

SC_3372 MOPQOTHH-4-HI-THPHMHUH-5- INT-1042 THPHMUIUH-2 - SC_3242 3,44 (s, 2H), 2,31 - 2,12 (m, 5H), | 491,2
un)-1,3-nuazacnupo[4,5]aekan-2- un)MopQomuH 2,06 (s, 6H), 1,93 — 1,85 (m, 2H),
oH 1,82 — 1,69 (m, 2H), 1,64 — 1,49 (m,

2H).

IH SIMP (600 MTI'n, 1CO) 5 8,97
uc-N-[5-(8-Tumerniamuno-2- (s. 2H), 72;3 7 73 (fI[LN 1H)? 74 -
°"°°'8"1’e“?j';]]"" 3 1 p 734 (m, 4H), 7.30 - 7.24 (m, 1H),

SC_3373 Auazacupo|4, 3| Aekan-3 -1n)- SC_3371 MINIONPONIAHKAPO0 | g+ 3740 3,66 (s, 2H), 3.27 (s. 3H), 2.47 —2.29 | 4493

- THIMUHH-2-1L1]-N-MeTh- - HHJIXIOPHA - (m, 2H), 1,99 - 1.87 (m, 10H), 1.49
IIIONPONARKAPGOHOBOLt (t. 2H), 0,88 — 0,80 (m, 2H), 0,70 (dL,
KHCIIOTBI AMILX 20,

SC 3374 mic-N-[5-(8-Jumerumammmo-2-__ | SC_3371 2.5- SC 3240 1H SMP (600 ML, IMCO) & 8,83 | 503.3
oxco-8-pennn-1,3- AHMETHANHUPA301-3- (s, 2H), 7,77 (s, 1H), 7,41 — 7,32 (m,
aunazacnupo[4,5]aekau-3-um)- KapOOHMI XIOpHA 4H), 7,27 (1d, 1H), 5,48 (s, 1H), 3,80
THPHMHAHHE-2-111]-N,2,5- (s, 3H), 3.61 (s. 2H), 3,40 (5. 3H),
TpuMCTHI-2H-mmHpaszon-3- 2,46 — 2,31 (m, 2H), 1,96 (s, 3H).
KApOOHOBOH KHCIOTHI AMHI 1,96 (s, 6H), 1,94 — 1,74 (m, 5H).

1,52 — 142 (m, 2H).

1H SIMP (600 MT'w, IMCO) 6 8,98
1uc-3-[4,6-Buc(tpudropmerii)- S5-6por-2.4- (s, 1H), 8,20 (s, 1H), 7,79 (s, 1H),

- TUPUIHH-3-11]-8- 9 ~ i 7,40 — 7,32 (m, 4H), 7,26 (td, 1H), -

SC_3375 JHMETHIAMHHO-8-(e Hiut-1.3- INT-976 Gme(rprgpropmernm) | SC_3103 3,62 (s, 2H), 2,44 — 224 (m, 2H), 487.2
Anasacrupo[4,5]nexan-2-o1 THPHAH 1,98 — 1,91 (m, 8H), 1.86 (s, 2H),

1,53 (1, 2H).

THAMP at 1000C (IMCO-d6, 400

MTu), § (v.1.) = 8,99 (s, 1H), 8,28 (d.
mrc-8-JinvernaamuHo-3-[2-[(2- 2-[(6-Opom- 1H, T =924 Tu), 7,63 (s, 1H), 7.43-
THAPOKCH-3THIT)-METHI-AMHHO |- ey XWHA30JIMH-2-HIT)- , 7,26 (m, 6H), 7,13 (s, 1H), 431 (bs, 47

SC_3376 XHHA30MHH-6-11] -8 -(he Hitt-1,3- INT-976 METHI-AMHHO |- SC3242 1H), 3,78-3,76 (m, 2H), 3,66 (bs, 475.1
JAuazacmupol4,5]aexaH-2-0H JTAHOI 4H), 3,24 (s, 3H), 2,43-2,38 (m, 2H),

2,05-1,90 (m, 10H), 1.56-1,54 (m.

2H).

THAMP at 1000C (IMCO-d6, 400

. MT'w), 5 (1) = 9,05 (s, 1H), 8,34 (d,
‘?Ic'f'ﬂ““ﬁﬁ“'?“f]“f",”'(2'_ . 6-Gpov-2- 1H), 7,68 (s, 1H), 748 (d, 1H, T =94

SC_3377 ’I"l’_‘s’_"inm S s INT-976 vopdomnn-d-na- | SC_3242 Tw), 7.38-7,27 (m, 5H), 7.18 (s, 1H), | 487.2
“ﬂ) "m”‘4 ; _— XHHA30IMH 3,81-3,67 (m, 10H), 2,40-238 (m,
AuA3ACTIHPO| 4,3 | AcKan-2-01 2H), 2,05-1,90 (m, 10H), 1,57-1,54

(m, 2H).

1H SAMP (IMCO-d6): § 9.21-9.15 (s,
““°'8')[MeT“”i(‘;"g;Ta“'3;“[;' 2H), 819818 (broad s, 1H), 7.41-
MeTII)-aMHHO|-8-(e Hu1-3-[2- g " 34 (m 4. 797725 (m. 1

SC_3378 (rpudpropyeTH)-mupumEIHA-3- | INT-1047 ZTPUPTOPMETHIS- | g 33 34 (m 4H), 7.27-7.25 (m. 1H). | 00 )

- OPOMIHPHMUIUH = 4,58-4,56 (m, 2H), 4.18 (s, 1H), 3,69
w|-1,3-aunazacmupo|4,5] ackan-2- (s, 210, 3,052,990 (m, 1H), 2.41-2.36
oH (m, 4H), 1.91 (m, 7H), 147 (s, 2H).

IHSMP at 1000C CO-d6, 400
1c-8-JIMMeTHIAMHHO-8- (he HILT- MIm), & () = 9(§[§\4(s 1H), 9.10

SC_3380 3-xuHA30auH-6-11-1,3- INT-976 6-OpOM-XHHA30MHH SC_3103 N s B PG 402,2

Aunazacnupo[4,5]aekan-2-ox

(s.1H), 8,65 (d.1H, J = 9,04) 7,91-
7.89 (m, 2H), 7.39-7.27 (m, 5H), 3,75
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(s, 2H), 2,42-2.32 (m, 2H), 2,05 (s,
6H), 2,00-1.92 (m, 4H), 1,56 (bs,
2H).

1Hc-5-(8- JIMMeTHIaMHHO-2-0KCO-
8-(ernn-1,3-

5-O6pom-2-x70p-
THPHAHH-4-
KapOOHHTPH.T
(cramus 1, 4-

SC_3103 (s

1H SIMP (600 MT'n, IMCO) § 8.88
(s, 1H), 824 (s, 1H), 7.85 (s, 1H),
7,52 — 7,46 (m, 1H), 7.41 — 7.29 (m,

SC_3381 masactmpo|4, 5| xexan-3-um)-2- | INT-976 (4.4,5,5- grgn;lnzg (;1),; 6H), 7.27 (td, 1H), 6,92 (d, 1H), 3.84 | 507.3
(2-0kco-1,3 -THrHAPO-HHAOT-4- TCTpaMCeTHI-1,3,2- CTa_,ElH.H 2) - (s, 2H), 3,78 (s, 2H), 2,48 — 2,30 (m,
HIT)-H30 HHKOTHHOHHT PHIT AHOKcAbOponaH-2- 2H), 1,99 - 1,93 (m, 8H), 1,92 — 1,74
HT)HHIOMHH-2-0H (m, 2H), 1,58 — 1,54 (m, 2H).
(cragms 2)

1H SAMP (600 MIw, AMCO) 5 8,97
1wc-N-| 5-(8-/limveTHIAMARO -2+ (s, 2H), 7.80 (s, 1H), 7,42 — 7,34 (m,
oKkco-8-(permn-1,3- 4H), 7,31 — 7,25 (m, 1H), 3,79 (ddd,
anazacnupo[4,5]ackan-3-wim)- nam TCTPATHAPOTTHPAH- s 2H), 3,67 (s, 2H), 3,25 (s, 2H), 3,17 | ,

SC_3382 mrp}mﬂmgﬂ-Z-Hnj-N-Me'mn- SC_3371 4-K£p6031—r]zm xTop}m SC_3240 (td, 2H), 3,04 — 2,96 (m, 1H), 2,49 — 4933
TeTparHaApo-MHpaH-4-KapooHOBOIH 2,34 (m, 2H), 1,97 (s. 6H), 1.95 —
KHCJIOTBI AMHT 1,74 (m, 4H), 1,68 — 1,53 (m, 4H),

1,54 — 1,48 (i, 2H).
muc-N-[5-(8-JuverniaMuHo-2- (lsl:l 251].-11\;1P7(f20071>/ﬂ;f (ﬁflflg) g;ogﬁ
oxco-§-emn-1.3- 726 (m, 1H), 3.69 (s, 2H), 3,14 (s

SC_3383 auazacnupo[4,5]aexan-3-um)- SC_3371 TIHBANOHT XIOPHI SC_3240 o ’ 1 : 90 > | 4653
vs-2-1]-N,2,2- 3H), 2,46 — 2_,41 (m, Z-H)‘ 1,99 - 1.87
p (m, 10H), 1,54 — 1,45 (m, 2H), 0,97
TPHMETILT-TIPOIHOHAMET (s. 9H).

1H AMP (600 MI'n, CDCI3) & 9.05

(s, 2H), 8,08 (d, 1H), 7.47 — 7,39 (m,
i‘!’;:!fﬂg“g:f;“;a;‘";‘r’ég(l 1-MeTHI-4-(4.4.5,5- 3H), 7,38 — 7.31 (m, 3H), 6.91 (d,

N p B TeTpaMeTii-1,3,2- 1H), 5,46 (s. 1H), 4,04 (s, 2H), 3.64 | , -
SC_3384 gf{q}:)l::'—;—_liug:nnpn\m;mH-S—un]— INT-989 AOKCABOPOTAE.2- SC_3208 (s, 2H), 3.27 (s, 3H), 2.35 — 2.14 (m, 4973
o W) HHIOMHH-2-0H 4H), 2,10 (s, 6H), 2,08 — 2,01 (m,
aunazacnupo[4,5]aekan-2-oH 3H), 173 — 1.64 (m, 2H), 128 (s,

OH).

1rc-8-JIuMeTIIaMHHO -3 -(2- 6-6pom-1-(Tper- SC_3242 (x11 | IHAMP at 1000C (IAMCO-d6, 400

SC_3385 Mop(omH-4-n1-1H- INT-976 Oy THJICHIAHITT- craquu 1), cramus | MI'w), & (M.a) = 10,94 (bs, 1H), 7,50 | 475,2
OeH30 MK AA3071-5-11)-8-(eHna- METOKCHMETHIT)-2- 2 of SC 3352 | (bs, 1H), 7,39-7,27 (m, 5H), 7,06 (m,
1,3-qnazacmupo[4,5]ackan-2-01 MophoIuH-4-11- (ans craanu 2) 2 H), 6,84 (bs, 1H), 3,72 (1, 4H, 4,56
1H-6en30nMuIaz0n T ), 3,55 (s, 2H), 3.45 (1, 4H, 4,56
(cramms 1) T'm), 2,372.24 (m. 2H), 1,95-1.81 (m,

10H), 1,52-1,50 (m, 2H)

TH SIMP (600 M, IMCO) 6 8,57
uc-8-TumeruiaMuuo-8-(3- (s, 1H), 7,80 (s, 1H), 7,51 (s, 1H),
(drop-5-metnn-enun)-3-[4- 5-6pom-4-veTun-2- 6,99 (s, 1H), 6,96 — 689 (m, 2H),

SC_3386 METHI-6-(TPH(TOPMETHT)- INT-1043 (TpudropmeTun)nu SC 3319 3,61 (s, 2H), 2,34 (s, 3H), 2,32 (s, | 465.2
nupuauH-3-unl-1,3- PHAHH 3H), 2,07 (s, 1H), 1,97 (s, 6H), 1,96 —
aunazacnupo[4,5]aekaun-2-on 1,89 (m, 2H), 1,88 — 1,78 (m, 2H),

1,54 (d, 2H).

1H AMP (600 MIw, AMCO) & 8.83
uc-8-JlumeruiaMuHo-3-[6-(2- 4-(4,4,5,5- @ 'lH), 8,11 (dd’,lH)’ 7.,',/7 @ }H)’
0Kkco-1,3-11ruapo-uuaon-4-ui)- TerpameTui-1,3.2- 764 (s, 1H), 743 — 734 (m, 3H),

SC_3387 > : INT-1048 S SC 3129 7,31 — 7,24 (m, 2H), 6,84 (d, 1H), | 482,3
= nupuauH-3-un]-8-penni-1.3- JAHoKcadopoaH-2- Py N <
" PN 3,73 (s, 2H), 3.68 (s, 2H), 2,45 — 2,31
Juasacmupo|4,S|ackaH-2-0H HI)HHIOMHH-2-0H (m, 2H), 199 — 179 (m, 10H), 1.51
(L, 2H).
- i TH SIMP (600 MTw, IMCO) & 8,40
wic-3-[6-(AscTizgi-1-1)-5- 36pom-2-xn0p-3- | g 3193 (g | (d, 1H), 821 (d, 1H), 7.47 (5. 1H),
SC 3389 (rpucpropycTIT)-mAprE-3-1]- | o oo (m“¢mpf1eT‘m)"i’ craun 1), | 741 =7.33 (m, 4H), 7,30 = 7.24 (m, | 4o 5
= $-TMCTHIAMHHO-8-(cHm -1, 3 - g;’:i’“uﬁ“a*('?: u),; SC 3120 (mwu | 1H), 4.03 (t, 4H), 3.58 (s, 2H), 2.47 - |
Juasacmupo|4,S|ackaH-2-0H 2 i an cramun 2, 160 oC) | 2,29 (m, 2H), 2,25 (p, 2H), 1,96 (s,
6H), 1,89 (s, 4H), 1,47 (t, 2H).
1H SMP (600 ML, IMCO) & 8,82
N (s, 1H), 8,51 (dd, 1H), 7.81 (d, 1H),
gfmzlcuﬁi’;i‘;“g";f‘cg“;c"”’) 740 - 7,33 (m, 4H), 7.29 — 7.23 (m.
B ) OPOMMETHIIUKIION] < 1H), 3,93 (s, 2H). 3,10 (d, 2H), 2,76 - | ,
SC_3390 Pormn-13- i . SC 3364 Oﬁaﬂ P | INT-952 270 (on, 21, 2.9 (ddd. 2, 2.0 . | 4303
Auazaciupo| 4, 3| ackan-3-nl- 6H). 1,58 (d, 2H), 1.52 — 144 (m,
H3OHHKOTHHOHUTPHT 2H), 1,01 (ddt, 1H), 0,55 — 0,49 (m,

2H), 0,37 - 0,31 (m, 2H).

A IH SMP (600 MLy, AMCO) & 9,04
xc;'[3’_52'33“C](_E"q’"’p“”“‘“' 2-x10p-3,5- (d, 1H), 8.58 (d, 1H), 7,96 (s, 1H),

SC_3391 DHAH-2-11 M 3 INT-976 6uc(tpudropmerna) | SC_3103 7.41 — 7,32 (m, 4H), 7.29 — 7,23 (m, | 4872
AnveTnIaviHO-8-gerun-1,3- IMHpIIHE 1H), 3,75 (s, 2H), 2,41 — 225 (m,

aunazacnupo[4,5]aekaun-2-on

2H), 1,98 — 1.89 (m. 10H), 1.52 (i,

-124-




037598

2H).

1Hc-8- JuMeTHIaMHHO-3-(5-
(Prop-6-MopdotH-4-1m1-

4-(5-6pom-3-dTop-
2-

TH SIMP (600 MT'w, CDCI3) 6 8,13
(dd, 1H), 7,76 (d, 1H), 7,42 (t, 2H),
733 (dd, 3H). 5,84 (s. 1H), 3,84 (1,

SC3392 nuapuauH-3-um)-8-genmn-1.3- INT-976 nUpHAHTMOPPOIH 8C_3103 4H), 3,52 (s, 2H), 3,37 (1, 4H), 2.29 - 4343
auaszacmupo[4,5]aexan-2 -0 H 2,12 (m, 4H), 2,08 (s, 6H), 2,01 —

1.94 (m, 2H), 1,60 (1, 2H).

TH SIMP (600 MTw, MCO) & 8.57
uuc-8-(3-Xnopdenn)-8- < , (s, 1H), 7,80 (s, 1H), 7,55 — 7,49 (m,

5-6pom-4-MeTHI-2- o - -
JMMCTHIAMHHO-3-[4-MeTHIT-6- 1H), 7,43 — 7,37 (m, 1H), 7,38 — 7,29 -
8C_3393 (rpadyropveTin)-mpRwE-3-wa]- | LN L 10H (T"“‘lf’l“’p“m““)““ SC_3319 (m, 3H), 3.61 (s, 2H), 2.40 - 2,24 (m, | 4672
1,3-mnasacnupol[4, 5] nckan-2-o1 pH 5H), 1,99 — 1,90 (m, 8H), 1,90 — 1,76

(m, 2H), 1.60 — 1.47 (m, 2H).

1H SIMP (600 MI'm, AMCO) & 8,41

(d, 1H), 8,26 (d, 1H), 7.92 (dd, 1H),
1Hc-8- JUMCTHIAMHHO-3-[ 5-(2- 4-(4.4,5,5- 7.75 (s, 1H), 7.41 — 7,32 (m. 5H),
OKCO-1,3-IUrHapo-HHAO -4 -11T)- 1049 TeTpamMeTHn-1,3,2- R2a 7.30 — 7.23 (m. 2H). 7.01 (d, 1H).

SC_3394 nupuIuH-2-1]-8-penun-1.3- INT-1049 JAHOKCAdOpoIaH-2- 8C_3354 6,83 (d, 1H), 3,75 (s, 2H), 3,61 (s, 4823
auaszacnupo[4,5]aexan-2-0H HI)HHI0.IHH-2-0H 2H), 2,46 — 2,30 (m, 2H), 1,96 (s,
6H). 1,94 — 1,88 (m, 2H), 1.86 — 1,82
(m, 2H), 1,48 (1. 2H).
; ] 1H SIMP (600 MI'y, IMCO) & 8,69
131?1[27,1:3:? M;d M:,mo__s_d)eﬂm' 2-6pom-5- (s. 1H), 7.42 — 7,34 (m, 4H), 7.28 (t,
SC_3395 13 4]2’“ op efz_“; 113 INT-976 (tpugropmernm)- | SC_3103 1H), 3.89 (s. 2H), 245 — 231 (m, | 4262
. a”'“[fff “_2 "’H 1.3,4-rmamazon 2H), 2,07 — 1,88 (m, 8H), 1,88 — 1,84
AHASACIHPO[ . > [CKAH-2-0 (m. 2H), 1,60 — 1,53 (m, 2H).
1HSAMP (OMCO-d6, 400 MIu at
e A 2-{[6-6pom-1-(2- 1000C), & (m.a) = 10,62 (bs, 1H),
f::piéﬁ";im’x:::n1{12“}['(02] pmermicmam- | SC 3242 (amr | 748724 (m. 6H). 7.016.91 (m
< - » -1H- . f ~ 15
SC_3397 oemomaworSurls | INT9To | SO | (L 2K, T ~ 562 T, 331590 (. | 73
‘1”“3‘;'173;| 4, S)aexm2-0 wi]-Metw-aMuHo}- | crazum 2) 4H), 3,09 (s. 3H), 2,37-2,32 (m, 2H),
AMAZACTIMPO[, 7| ACKaH-2-OH sraox (cramus 1) 2.04 (s, 6H), 1,96-1,91 (m, 4H), 1,52-

1.40 (m, 2H).

1Hc-8- JuMeTHmaMuHo-3-(5- 4-(5-6poM-3-MeTHI- 1H SIMP (600 MI', IMCO) § 8,23
SC_3398 MCTHIT-6-MODPQOTHH-4-1T- INT-976 2- SC 3103 (s, 1H), 7.83 (s, 1H), 7,46 — 7,33 (m, | 450,3

nupuIuH-3-11)-8-(penna-1,3- nupuanmMopdonu 5H), 7,30 — 7,24 (m, 1H), 3,71 (,

Juaszacmupo[4.5]1ekan-2-0H H 4H), 3,55 (s. 2H), 2,93 (t, 4H), 2.41 —

237 (m, 2H), 196 (s. 6H), 1.91 —

1,82 (m, 4H), 1.49 — 1,44 (m. 2H).

THSAMP (OMCO-d6, 400 MTm), &

(L) = 8,68-8.68 (d, 1H, J = 2,32
1c-1-(LpKIomponuI-MeTHI) -8- T, 8,42-8,40 (d, 1H, J = 9,04 '),
JAHMCTHIAMHHO-8-(3- 8.18-8,15 (m, 1H), 7,44-7.38 (m, 1H),
(PropdernT)-3-(5- ) OPOMMCTH.IIHKIIOND N 7,20-7,08 (m, 3H), 3,90 (s, 2H), 3.22 ,

5C_3399 MCTHICY Tb(OHIT-THPHTHH-2- SC_3409 OTIaH SC_3105 (s, 3H), 3,11-3,10 (d, 2H, J = 6.68 014
u1)-1,3-quazacmupo(4, 5] nekan-2- Tw), 2,71-2,68 (d, 2H, J = 13,6 T'm),
oH 2,27-2,21(m, 2H), 2.00 (s. 6H), 1,53-

144 (m, 4H), 1,020.99 (m. 1H),

0,54-0,50 (m. 2H), 0,36-0.35 (m, 2H).

THSMP (JIMCO-d6, 400 MTm), &

() = 8,72-8.71 (d, 1H, J = 228

Tw). 8,42-8.40 (d, 1H, T = 9,04 Tu),
1c-1-(LEKI0IponHI-MeTH) -8- 8.18-8,15 (m, 1H), 7,40-7.31 (m, 3H),
(3-droptheHm)-8-MeTHIAMITHO- 7,05-7,01 (m, 1H), 3,93 (s, 2H), 3.23

SC_3400 3-(5-Mcrmiacyms(hormt-nupumuH- | SC_3399 SC_3099 (s, 3H), 3,14-3,13 (d, 2H, J = 6,76 | 4872
2-um)-1,3-auazacnupo[4,5] nexan- T'w), 2,42 (bs, 1H), 2,28-2,23(m, 2H),
2-0H 1.96-1,88 (m, 5H), 1,79-1.73 (m, 2H),

1.44-1,41 (d, 2H, J = 12,2 Tw), 1,06-

102 (m, 1H)., 0,52-047 (m. 2H),

0.36-0,33 (m. 2H).

1HSMP at 1000C (JMCO-d6, 400
muc-1-(Luxnodyra-vern)-8- SC 3105 (amn MTlm), & (M.a) = 9,23 (s, 2H), 7,38-
(3-¢ropdennm)-8-veTnnamMuHO- ’ ! T T 7,26 (m, 3H), 7,00 (1, 1H, J = 8,1 T'w),

SC_3401 3[2-(tprdyropyern)- SC_3404 GpOMMCTILINIIO0Y | CTazn D- | 386 (s, 2H), 3.30-3.28 (d, 2H, J = | 4921
- mapmyEE-5-un]-1,3- - Tau (crazu 1) SC3099  (amt | 55y iy 5682,65 (m, 1H), 227
e T cramum 2) > i e
Juazaciupo[4.5]1ekan-2-0H 2,16 (m, 3H), 2.06-1,78 (m, 13H),
1,46-1,43 (m, 2H).
1c-1-(Iuknonponun-MeTi)-8- 1HSAMP (JIMCO-d6, 400 MT'u), &
JMMETHIAMUHO-8-(3- (m.a) = 9.21 (s, 2H), 745-7,39 (m,
’ dropdenn)-3-[2- N OPOMMETHILUKIOND 1H), 7,22-7,18 (m, 2H), 7,14-7,09 (m,
SC_3402 (Tpu(TOPMETHT)-THPHMHAHH-5- SC_3404 onaH 8C_3105 1H), 3,84 (s, 2H), 3,09 (d, 2H, J = 6.4 492,0

ni]-1,3-auazacnupo[4,5] aexan-2-
OH

Tu). 2,70 (d. 2H, T = 9.6 Tu), 2,32-
2,21 (m. 2H), 2,01 (s. 6H). 1.59-1.46
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(m, 4H), 1,01-1,00 (m, 1H), 0,54-0,49
(m, 2H), 0,35-0,33 (m, 2H).

uuc-1-(Luxronponun-verum)-8-
(3-prophennm)-8-veTnIaMIHO-

IHAMP (IMCO-d6, 400 MTw), &
(La) = 925 (s, 2H), 7.41-7.30 (m,
3H), 704 (t, 1H, J = 68 Tm),
3,89 (s, 2H), 3,12 (d, 2, J = 6,8 I'm),

SC_3403 3-{2-(rpudpropueris)- SC_3402 SC 3099 241 (s, 1H), 227223 (. 2H) 4784
THpHMHARH-S -1]-1.3- 1,93-1,78 (m, 7H), 1.46-1.43 (m, 2H).
Avasactmpo|4, 5| ackan-2-on 1,08-1,03 (m, 1H).0,51-0,47 (m, 2H).
0,33-0,29 (m, 2H).
) N THSMP at 1000C (JMCO-d6, 400
(‘l‘gf);b ‘i‘{gﬁf;‘ﬁ"‘“‘*s'(‘ - MTw), & (v.2.) = 9,15 (s, 2H), 7,75 (s,
SC_3404 (tprdrropMerHT)-muprMEHE-5- | INT-1024 Zrpudropmerna-3- | g 354, 1), 744738 (m, 1H), 7.217,04 (m, | 3,
= N OpOMIUPHMHAHH 3H), 3,73 (s, 2H), 2,38-2,37 (m, 2H),
u]-1.3-uasaciupol 4. 3| acrar-2- 2.05 (s, 6H), 2,01-1,85 (m, 4H), 1,57-
oH 1.53 (m, 2H).

IHAMP at 1000C (AMCO-d6, 400
uc-1-(IHKIompomn-MeTHL)-8- M), § (M.A) = 7.39-7.36 (m, 1H),
JHMETHIAMHHO-8-(3- 7.19-7,05 (m, 3H), 6,56 (s, 1H), 3,78-
(propdenn)-3-[2-verna-5- N OPOMMETHIUKIIONP < 3,67 (m. 5H), 3,10-3,08 (d, 2H. J =

SC_3405 (tpudropmern)-2H-nupaszon-3- §C_3319 omaH SC_3105 6,12 Tm), 2,64-2,60 (d, 2H, J = 13,32 4943
ui]-1,3-auasacnupo[4.5] aexan-2- T'w), 2,37-2,26(m, 2H), 2.09 (s, 6H),
oH 1,61-1,49 (m, 4H), 1,10-1,02 (m, 1H),
0,54-0,52 (m, 2H), 0,36-0,33 (m, 2H).

THSMP at 1000C (AMCO-d6, 400

MT), § (M.1) = 7,39-7,24 (m, 3H),
1c-1-(LIEKnonponHI-MeTH) -8- 6.99-6.96 (m, 1H), 6,58 (s, 1H), 3,78~
(3-drroptheHinn)-8-MeTHIAMITHO- 371 (m, 5H), 3,11-3,10 (d, 2H, J =

SC_3406 3-[2-MeTHa-5-(TPHPTOPMETHT)- SC_3405 SC_3099 '5’40 ru)’ ‘230_2 ’2;(1'“' 2H), ’1 99’_1 9 480,0
2H-mupason-3-wi]-1,3- (m. 5H), 1,79-1,72 (m. 2H), 1.58-1.
aunazacmipo[4,5]aekaun-2-on (m. 2H), 1.10-1,00 (m. 1H), 0.

(m. 2H). 0,36-0.33 (m, 2H).
uuc-8-MeTuaamMuHO-3-(4-MeTHi-

SC_3407 2-vOppOMHH-A-HI-MPIMHANK-S- | g« 3148 SC_3099 4373

= um)-8-(enmn-1,3-

Juaszacmupo|4,5|ackan-2-0H

SC_3408 wuc-3-[5-(Asernaun-1-m1)-3- INT-1024 S-(aserwmun-1-wm)- [ SC 3103 1H SIMP (600 MT'y, IMCO) & 7.44 — | 4383
METHI-IIHPHIHH-2-Hn]-8- 2-X70p-3-MeTH- 7,36 (m, 2H), 7.20 — 7,05 (m, 4H),
JHMETHIAMHHO-8-(3- TMHPHIHH 6,69 (d, 1H), 3,82 (t, 4H), 3,51 (s,
dropennm)-1,3- 2H). 2.36 — 2.26 (m, 4H), 2,15 (s,
auaszacnupo[4,5]aexan-2-0H 3H), 1,96 (s, 6H), 1,94 — 1,76 (m,

4H). 1,49 (1, 2H).

TH SMP (600 MT'w, AMCO) & 8,67

(dd, 1H), 839 (dd, 1H), 8,14 (dd,
1uc-8- JumeTumamMuHo-8-(3- 2-6pom-5- 1H), 8,04 (s, 1H), 7,42 (1d, 1H), 7,19

SC_3409 (Qrropermm)-3-(5- INT-1024 metuacyasorn- | SC_3103 (d, 1H), 7,15 (dt, 1H), 7,11 (d, 1H), | 447.2
MCTHIICY TH()OHHI-THPHANUH-2- MUPHAHH 3,78 (s, 2H), 3.21 (s, 3H), 2,41 - 2,37
um-1,3-1uazacrupo[4,5] sexan-2- (m, 2H), 1,97 (s, 6H), 1,94 — 1,75 (m,
OH 4H), 1.54 — 1,45 (m, 2H).
(lf»?ﬁpmrpl;iiffﬁﬁfﬁ" -t 2-(asetuuH-1-wm)-

SC_3410 N INT-976 5-opom-4- SC_3103
(IUMETHIAMHHO)-8-(hcHm-1,3- ropmupmIH
Juaszaciupo[4,5] nexan-2-0H PIHPHA
nuc-3-(6-(aseTuans-1-

HI)TIHPHIRH-3-H1)-8- -

SC_3411 (HMCTHIAMHHO)-8-(3- INT-1024 ?:g‘“m“'l'““)' SC_3103
dropdor)-1,3- POMITHPHIHH
Juasaciupo|4,S |ackaH-2-0H

c-3-(1- ~ .
?uuxno(rrponaﬂmpﬁm-nm)-} (3-Gpow-3-
(Tpudpropmern)-
SC_3412 (rpugpropserin)-IH-mipason-5- | o o5y 1H-nupazon-1- SC_3103
= HT)-8-(TUMETHIAMHHO)-8-(3- -
WI)(LMKIONPONHI)
Ppropdenmn)-1,3-
) METaHOH
Juasaciupo[4,5] nexan-2-0oH
nuc-8-(aumeTHIaMuHO )-8-(3-
dropdennn)-3-(1-(2- 2-(5-6pom-3-
SC 3413 THAPOKCHITHI)-3 - INT-1024 (TpudrropmeTHI)- SC 3242
= (tpudrropmern)-1H-nupason-5- 1H-nupason-1- =
um)-1,3-guazacnupo[4,5]) aexan-2- HIT)ITAHOT
OH
uuc-3-(1-(UMKIONPOMIIMETILT) - 5-6pom-1-
SC 3414 3-(rpudrropmernm)- 1 H-nupason- INT-1024 (UHKIONPONHIMETH SC 3242 1802
— 5-1m)-8-(auMeTHIAMUHO)-8-(3- m)-3- = >
(dropdennm)-1,3- (TpudropveTni)-

- 126 -




037598

anazacnupo[4, 5] aexan-2-01 1H-mupason
IHC-8-(THMCTHIAMEHO) -8-(3-
(ropdenmn)-3-(1- 5-6pom-1-

(Meruncy abponuT)-3-

(METHICY Th(hOHIT)-

SC_3415 (tpudropmernn)-1H-nupazo1-5- INT-1024 3-(tpudropMeTHI)- SC_3242
nm)-1,3-anazacnupo[4,5] nexkan-2- 1H-nupaszon
OH
IHC- 1 -(MHKTONPOIHIIMETHIT)-8-
(AMMETHIAMHHO)-8-(3-
(propdpennn)-3-(1- 5
SC_3416 (MeTHCy ThpoHm)-3- SC 3415 POMMETHIMIIOND | g 3105
< onau
(tpudpropmerun)-1H-mupazo1-5-
nin)-1,3-auasacnupol4, 5] aexan-2-
OH
1Hc-2-(5-(8-(mIMCTRIAMUHO )-8~ 2-(5-6pom-3-
(3-(ropihermm)-2-okco-1,3- (tpudropmeTh)-
SC_3417 Auasacnupo|4,5|aekan-3-nm)-3- INT-1024 IH-nupason-1-um)- | SC_3242
(tpu¢ropmern)-1H-mmpason-1- N.N-
win)-N,N-guvmernmaneramu AUMETHIIANETaMH T
muc-2-(5-(1-
(IHKJIONPOTHIMETH)-8-
(IUMETHIAMHHO)-8-(3- &
SC_3418 (ropdermm)-2-0xco-1,3- SC_3417 POMMETHIIHIIOND | g 3105
< R onax
Auazacmupo[4,5]rexan-3 -um)-3-
(rpudpropmern)-1H-mpazon-1-
un)-N,N-qumerunaneramus
-8-(um MHHO)-3-(1-
e
SC_3419 b < i INT-976 1H-mappomno|2.3- SC_3103 4043
|mupHAnH-5-H1)-8-Qenun-1,3- b
Auazacmupo|4,5 | aekan-2-oH |mpra
5-6pom-3-drop-1-
(@-
(TPUMETHICHINI)ST
SC_3420 THC-8-(THMCTHIAMHHO)-3-(3- INT-976 oxcu)meTnt)-1H- SC_3352 4082
(prop-1H-mmppomo|2.3- mippomo[2,3-
b|mupuans-5-11)-8-dennn-1,3- blmuprans (crazms
Auasacnupo|4, 5] aekanH-2-0H 1)
4-6pom-1-((2-
IHC-8-(TUMCTHIIAMHHO ) -8-(heHUIT- (TPHMCTHICHIHIT)3T
SC_3421 3-(1H-nuppoo[2,3-clnupuauu- INT-976 oxcu)mernn)-1H- SC 3352 390,2
4-u1)-1,3-auazacnupo[4,5]ackaH- nuppono[2,3-
2-0H C|mupuauH
LHC-8-(TUMETHIAMUHO)-8-(Je HUIT- 4-(4,45,5-
SC 3422 3-(2-(nupugazun-4- INT-989 TeTpameTui-1,3.2- SC 3354 4302
= WI)THPUMHANH-5-1)-1,3- anokcadoponaH-2- =
auazacnupo|4, 3] ackaH-2-0H HI)THPHIA3HH
IHC-8-(THMETHIIAMHHO)-3-(2-(2- (2-okco-1,2-
SC 3423 0Kco-1,2-1UruAPONUpU IHH-4- INT-989 ,:mru,n_ponupyuuﬂ— SC 3354 4452
= W) THPUMHIMH-5-H)-8-peHn- 4-u1)BopoHoBas
1,3-amazactinpo|4, 5] nekan-2-oH KHCJIOTA
m[c-8-(:ume‘rfmzmpmo)-8:(3- 3.5-mubpom-1- SC 3103 (amn
¢ropdennn)-3-(1-meTn-3- meTu1-1H-nupason cramm 1
SC_3424 (tnoden-2-un)-1H-nupazoa-5- INT-1024 (cranus 1), THO(EH- SC 3354 (II‘U;
nm)-1,3-auazacnupo[4,5]nexan-2- 2-un60poHOBast — -
cTaanu 2)
OH KHCIIOTA (CTamus 2)
3,5-aubpom-1-
IHC-8-(AMMCTHIAMUHO ) -8-(3- metHI-1H-mHupazox ?Cj 103 (Him
SC_3425 ropfermn)-3-(1-MeTn-3- INT-1024 (cTamus 1, ;Tca'“f'l“m ),
Mop(homHo-1H-mupason-5-mwi)- Mop(oruH  (cTamus CTa};lI«[ '2) (aax
1,3-amazacnupo([4,5] nexan-2-ox 2)
1HC-8-(THMCTHIAMHHO ) -8-(heHUIT-
1-(2,2,2-TpupropaTim)-3-(2- 2-rpdTopMeTI-S-
SC_3426 (tpudropyernn)mpmymmE-5- | INT-1068 5 ;", preTi SC 3103 5022
um)-1,3-auaszacnupo[4,5]nexan-2- POMITHPUMHIHH
OH
IHC-8-(TUMCTHIIAMHHO ) -8-(he HUIT-
3-(2- <
SC_3427 (TpUTOPMETHI) IUPUMUTHH-5- INT-1070 %-TpH(bTOpMeTH.T-D- SC_3103
um)-1-(3,3,3-rpudropnpomi)- OPOMIHPHMIIHH
1,3-muazactmpo|4,5] ackan-2-0H
uuc-3-(4-MeTHI-6-
SC_3428 (rpudropuernnmipuan-3-11)- | g 3159 SC_3099

8-(MerunamMuHo)-8-(eHna-1,3-
Juasacnupo| 4,5 |nekan-2-0H
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umc-3-(1-merua-3-
(tpudpropvern)-1H-mupason-5-

SC_3429 H)-8-(MCTITANTIHO)-8-heHH - SC_3200 SC_3099
1,3-amazacnupo|4,5| aexan-2-00
THC-8-(TUMCTHIAMHHO)-8-(3 -
(ropenmm)-3-(4- 3-6pov-4-
SC_3430 (MeTHICY ThGOHIT)IHpHIMH-3 - INT-1024 (vetuacyabonn) | SC_3103
um-1,3-anasacnupo[4,5] aexan-2- THPHIHH
oH
L\'IIC-S:(DJ{MCTI/UIEIMHHO)-3 ~(1- 5-6pov-1-THI-3-
SC_3431 sra-3-(rpuropyctiy-1H- INT-1024 (puropyerim)- | SC_3242
= THpason-3-u1)-8-(3 -ropdernn)- =
. 4 1H-mapason
1,3-anasacninpol[4,5 | zexan-2-0H
1Hc-3-(1-IuKIonpon-3- <~
(tpu¢yropmernm)-1H-nupason-5- 3&};&2\;— 1(;111411-3-
SC_3432 WiT)-8-(AMMCTHIAMHHO)-8-(3- INT-1024 I’l . ;) TR SC_3242
(Qropdpennm-1,3- 1?1)2“ al"; lg_lﬂm
JHazactHpo|4,5 | aekan-2-0H 1pas0-
unc-8-(gn)1eTfma)11mo) -8-(3- 5-5pont-1-(oxceTar-
(ropdernn)-3-(1-(oxceran-3- 3-rieTIT)-3-
SC_3433 umvetn)-3-(Tpadropmernm)-1H- | INT-1024 1 I:l(l)TO ;»[e':nn)- SC_3242
THpazon-5-mm)-1,3- 115—111 a]'aso‘1
Juasactupo|4,5|ackaun-2-0H 1pasos
I.II/IC-8-(;[I/IMET.¥U12L\H]}IO)-8-(3- 5-5pos-1-(2-
(dropdernm)-3-(1-(2- )
SC_3434 (veTiicy mbpormmaTIN -3 - INT-1024 ?;:1?53 o> SC 3242
= (tpupropmernm)-1H-nupasoa-3- =
w1)-1,3-1uazacnupo[4,5] aexan-2- (rpugropweri)-
oK - ’ 1H-upaszox
IHC-8-(TUMCTHIAMHHO)-8-(3-
SC_3435 (ropdormn-3-(4-verin-2- INT-1076 MeTHIAMHH SC 3239
— (METUIAMHHO ) THPHMI IHH-3-1T)- : -
1,3-anazacnupo[4,5]nekan-2 -0
THC-3-(2-IHMKIONPONOKCH-4-
SC_3436 METHIITHP MR- 3-417)-8 - INT-1076 LHKIOMPONAHOT SC 3224 4403
= (TMMETHIAMHHO)-8-(3- =
(dropdennn)-1,3-
Juasacupo|4,5 | ackan-2-0H
1c-N-(5-(8-(auMeTHIaAMHHO )-8 - N-(5-6pom-4-
(3-drophennm-2-oxco-1,3- MCTHIHPHMHAHH-
SC_3437 guaszacmupo[4.5]aexan-3-um)-4- INT-1024 2-u1)-N- SC_3103 4813
METHIMHPHMHIHH-2-HI)-N- METHIIHKIONPONAH
MCTH.IIHKIONPONAHKAPOOKCAMIT KapOOKCaMHT
1uc-N-(5-(8-(auMeTHIaMHHO)-8- N-(5-6pom-d-
(3-droptenmm)-2-oxco-1,3- e —
SC_3438 Juazactupo|4.5]aekan-3-um)-4- INT-1024 Z-Mn)-N-p - SC_3103 4973
MCTH.IMHPHMHINH-2-H)-N- Ve THIHBANAM
MCTHINHBATAMHI ) A
wc-3-(4-(azeTHanH-1-11)-2-
(TpHGTOPMCTHT) IHPHMHAHH-5-
SC_3439 H1)-8-(MMCTHIAMHHO )-8 -(3- INT-1077 A3CTHANH SC_3120 4932
dropdenn)-1,3-
awnazacmipo[4,5]aekan-2-oH
Hc-8-(THMCTHIAMHHO)-8-(3-
dropdenna)-3-(4-(oxceran-3-
SC_3440 HIMCTOKCH)-2- . INT-1077 OKCCTAH-5- SC 3224 5242
= (TpHGTOPMCTHT) IHPHMIAHH-5- HIMCTAHOT =
u1)-1,3-quasacmupo|4,5 | nckan-2-
OH
Hc-3-(2-UHKTONPOrHI-4-(2,2,2 -
TPHGTOPITOKCH) THPHMHIHH-3- 220-
SC_3441 HT)-8-(AMMCTHIAMHHO )-8-(3- INT-1078 > P;(I)TO raHON SC_3224 508,2
Qropdenn)-1,3- ™ P .
awnazacnipo[4,5]aekan-2-oH
1HC-3 -(2-IUKT0IpOoTII-4-((2-
THAPOKCHITHI ) METUI)aMHHO)ITH 2
SC_3442 f}'ﬁfﬁl&iﬁﬁgsa INT-1078 (MeTHnaMuHO)TaHO | SC_3120 4833
I

dropdenna)-1,3-
mazacupo|4. 5| ackan-2-0H
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dapmakoIornyecKue UCCIe0BaHus.

OyHKIIMOHATBHOE UCCIIEIOBAHNE HA LI-OMHOUIHOM perenTope denoBeka (hMOP), k-omrouaHOM perenTo-
pe denoseka (hKOP), d-ommonnuom penientope denoBeka (hDOP) u Horunentua-opdanosom (HOP) ommona-
HOM rrentuHoM perentope FQ genoseka (hHOP).

AHanu3 CBA3BIBAHUS C -OMMMOUIHBIM MENTHIHBIM perentopoM denoeka (hMOP).

Amnanus cBsizeiBaHus pernentopa hMOP npoBoannu B Buzne romorenHoro SPA-anannza (CHMHTHIUISIIMOH-
HBI aHAM3 ONM30CTH) ¢ MCoJb3oBaHWeM Oydepa mis anammza 50 MM TRIS-HCI (pH 7,4) ¢ mo6askoii 0,052
MI/Mi1 ObIabero ceiBopoTouHOro anmpOymuua (Sigma-Aldrich Co.. Cesaroit Jlyn, Muccypu). OkoHUATEIbHBIN
00beM anamura (250 M1/ TyHKa) Btodan 1 aM [N-ammi-2,3-"H]nanokcon B kadectse mranna (PerkinElmer
Life Sciences. Inc. bocton, Maccauycerc, CIIIA) n kak TecTUpyeMOe COSIMHEHUE B CEPUN Pa3BEACHUN, TaK U
25 MxM HEME4YeHHOTO HAJIOKCOHA JJIS OIpeleSiCHHsI Hecnenn(uIeckoro CBSI3bIBaHUSA. TecTHpyeMoe COoequHe-
aue pazdasmwim 25% JAMCO B H,O ¢ norydennem okoHdarenpHOH kKoHIeHTpanuu 0,5% JAMCO, xoTtopas Taxxke
CITy)KHJIa B KAYeCTBE COOTBETCTBYIOILIETO KOHTPOJISI HECYIIIEH cpe/loi. AHaAIM3 HaYaIM IyTeM MPpUOaBIeHUs rpa-
Hy1 SPA, IOKPBITHIX arrmOTHHUHOM 13 npopoctkoB mueHunsl (GE Healthcare UK Ltd.. bakunremmmp. Benn-
KOOpUTaHUs), KOTOpbIe OBUIM TIpeIBapUTENBbHO 3arpykeHsl MemOpanamu peuentopa hMOP (PerkinElmer Life
Sciences. Inc. bocron, Maccauycetc, CILIA). ITocne naky6aunu B Teuenre 90 MUH IIpU KOMH. TEMIL. U LEHTPH-
¢yrupoBannu B Teuenue 20 mun npu 500 06./MuH. CKOpOCTh CHUrHaja U3Mepsuti ¢ momomnipio 1450 Microbeta
Trilux B-cuerumka (PerkinElmer Life Sciences/Wallac, Typky, ®unnsaaans). 3Ha4eHNs KOHIICHTPALUHU IOY-
MakcuManbHoro uaruouposanus (IC50) orpaxaror 50% 3amemenne [H]HanokcoH-crenudUIeckoro CBs3bIBa-
HUS perentopa OBIIM pacCUYNTAHBI C MMOMOINBI0 HEIMHEHHOTO PErpecCHOHHOrO aHanm3a M 3HadeHHs K; Obum
paccumTaHbl ¢ UCToab30BaHueM ypaBHeHHe Uenra-IIpycodda (Cheng u Prusoff. 1973).

AHanu3 cBA3BIBaHUS C K-OMHOUIHBIM MENTUAHBIM perentopoM uesoseka (hKOP).

AHanmu3 cBszpIBaHuA ¢ perientopom hKOP mpoBomsaT B Bunme roMoreHHoro SPA-aHanmm3a (CIIMHTHILISIIN-
OHHBIN aHAIN3 CONMKEHUS) C MCIIOJIb30BaHMeM aHanuTrdeckoro oydepa 50 MM TRIS-HCI (pH 7,4) ¢ nobGaBkoit
0,076 Mr BSA/mi. OkoHYaTeNbHEIH 06beM aHanuTa 250 MK Ha JIyHKY BKIodaer 2 HM [TH]U69593 B kauecTBe
JUTaHIa, U KaK TeCTHpPyeMOe COeAWHEHHE B Cepuu pas3BeneHuil, Tak 1 100 MKM HeMEYeHHOTO HAJIOKCOHA IS
oTIpeNieNIeHus HecTIen(pIecKoro Csa3pBaHus. Tectupyemoe coennHerne pasdasmunn 25% AMCO B H,0 c mo-
JTydyeHueM okoHuaTesnbHol KoHueHTpauuu 0,5% JIMCO koTopas Taxke cilyKuia B KaueCTBE COOTBETCTBYIOIIE-
TO KOHTpPOJISl Hecylel cpeoi. AHaJIM3BI HauyaJlu IyTeM NpuOaBiieHus Tpanya SPA, MOKPBITHIX arTIIOTHHUHOM
u3 npopoctkoB nmeHump! (1 Mr rpanyn SPA /250 MK OKOHYATEIbHOTO 00bEMa aHaINTa Ha JIYHKY), KOTOPBIC
OBLTH NIpeBapUTENLHO 3arpyxeHsl Memopanamu perenropa hKOP (14,8 mkr/250 Mki1 okoHUaTEIBHOTO 00beMa
aHaJIWTa Ha JYHKY) B TE€4eHHE 15 MUH IpH KOMHAaTHOH TeMmeparype. [locie KOpOTKOTro mepeMeInBaHus Ha
MUHH-IIEHKepe MUKPOTHTPAMOHHBIC TUIAHIIETH! TIOKPHIBAIOT KPBIIIKOW W aHAJUTHYECKHE TUIAHIICTH HHKYOH-
pytoT B TedeHne 90 MUH Tipu KOMHaTHOW Temueparype. [locie naHHOH MHKyOarMu MUKPOTUTPAIIHOHHEIE TUIaH-
MIeTHl TEPMETUIHO 3aKPBUTH CBepXY | IeHTpudyrupoBanu B Tederue 20 mua npu 500 06./MuH. CKOPOCTH CHUT-
Hajla U3MEpSIOT MOCJIe KOPOTKOU 3a7iepKKH B 5 MuH ¢ niomotbio 1450 Microbeta Trilux B-cuetunka (PerkinEl-
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mer Life Sciences/Wallac, Typky, ®unnsaaus). 3HadeHUs] KOHICHTPALMK NOJTYMaKCUMaJIbHOTO WHTHOMpPOBa-
mns (IC50) otpaxaror 50% 3amemenue ["H]U69,593-crienupuueckoro CBA3bIBAHMS PELENTOPA ObLIM PACCUHTA-
HBI C TIOMOIIBI0 HEJIMHEHHOTO PErPEeCCHOHHOTO aHaiW3a W 3Ha4eHus K; ObIIM paccYWTaHBI C UCIIOIB30BaHUEM
ypasaenne Yenra-IIpycodda, (Cheng u Prusoff, 1973).

AHanu3 CBA3BIBaHUS C O-OMUOUAHBIM MenTUAHBIM perenitopoM (hDOP).

AHanu3 cBs3eiBanus ¢ perienrtopoM hDOP npoBonsT B Buae romoreHHoro SPA-aHanm3a ¢ UCIOIb30BaHU-
eM aHaymtrdeckoro Oydepa 50 MM TRIS-HCI, 5 MM MgCl, (pH 7,4). OxoHuaTenbHbI 00beM aHamuTa (250
MK/ TyHKa) BKmogaer 1 HM [Tyrosyl-3,5-°H]2-D-Ala-deltorphin II B kadecTBe IHraHma, H Kak TECTHPYEMOE
COEIMHEHHNE B CEpUH pa3zBereHni, Tak 1 10 MKM HeME4eHHOrO HAJIOKCOHA IS OTIpeeIeHUs HeCTIeITN(pHIeCcKo-
ro ces3eIBaHUA. Tectupyemoe coequnenue paszoasmmu 25% JIMCO B H,O ¢ momyueHneM OKOHYATEIHHON KOH-
uentpauuu 0,5% AMCO, koTopas Takxke CIyXHujia B KaYeCTBE COOTBETCTBYIOIIETO KOHTPOJIA HECYIIEH Cpeoi.
AHanu3pl HaYaJIM MyTeM MpruoOaBiIeHus rpanysl SPA, MOKPHITHIX arrialOTHHHHOM M3 IPOPOCTKOB MIIeHUIBI (1 Mr
rpanyn SPA /250 MK OKOHYATeJILHOTO 00beMa aHAINTA Ha JIYHKY), KOTOpbIe OBUIM NMPEJBAPUTEIILHO 3arpyxKe-
HBl MeMOpanamu peutenropa hDOP (15,2 Mxr/250 MKI OKOHYAaTETLHOTO 00bEMa aHAINTA Ha JIYHKY) B TEUEHHUE
15 mMuH npu koMHaTHOW Temmeparype. Ilocie KOPOTKOro mepeMemrBanust Ha MUHH-IIEHKepe MUKPOTHUTPAIIH-
OHHBIC IIJIAHIIECTHI MTOKPHIBAIOT KPBIIKON M aHATUTHYCCKHE IDIAHIICTH HHKYOHPYIOT B TedeHne 120 MuH mpu
KOMHATHOW TeMIiepaType U neHTpudyrupyiot B Teuenne 20 muH npu 500 06./MuH. CKOPOCTH CUTHAJIA U3MEPSI-
etcst nocpenctBoM 1450 Microbeta Trilux B-cuerunka (PerkinElmer Life Sciences/Wallac, Typky, ®unnsHams).
3HayeHNsT KOHIICHTpAaIUU MoiyMakcumansHoro naruouposanus (IC50) orpaxaror 50% 3amemenue [Tyrosyl-
3,5-"H]2-D-Ala-deltorphin II-crienuduaeckoro CBS3BIBAHHS PELENTOPa ObLIM PACCIMTAHBI C IIOMOIIBIO HEIH-
HEHHOTO PETPecCHOHHOrO aHauu3a W 3HadeHWs K; OBIIM paccYMTaHBI C HCIONB30BaHHEM ypaBHeHHEe UeHTra-
IIpycodda, (Cheng u Prusoff, 1973).

AHanmu3 CBSA3BIBAHHUA C HOUUIENTHH-Op(aHOBEIM FQ ONMMOMIHBIM MENTHIHBIM PEIETITOPOM YeNIOBEKa
(hHOP).

Anamms cBs3piBanus ¢ perentopoM hHOP mpoBonsat B Buge romoreHHOro SPA-aHanmu3a (CHMHTHIUIAIU-
OHHBIIl aHaNMU3 COJIVMDKEHMS) C UCIIONIb30BaHHeM aHanuTHdeckoro oydepa 50 MM TRIS-HCI, 10 MM MgCl,, 1
MM DJITK (pH 7,4). OxonuatenbHbIil 06beM aHanuta (250 Mxn/nyHka) Bkmouan 0,5 uM [leucyl-"H]nociceptin
B kauectBe juranaa (PerkinElmer Life Sciences. Inc. bocron, Maccauycerc, CIIIA) n kak TecTupyemoe coeiu-
HEHHE B CEpPHH pa3BeAeHuH, Tak u 1 MKM HEMEUCHHOTO HOIUIICTITUHA IS ONpeleNICHIs HeCTe(puIecKoro
cBsa3piBaHMsA. Tectupyemoe coeaunenue paszdoasumn 25% JMCO B H,O ¢ momydeHreM OKOHYATEIbHOW KOHIICH-
tpamuu 0,5% JAMCO, xoTopasi TakXKe CIy)XKHiIa B Ka4eCTBE COOTBETCTBYIOIIETO KOHTPOIIS HECYIIEH Cpemoi.
AHanu3 HayaIu TMyTeM MpuOaBieHus: rpanyn SPA, MOKPHITHIX arrJIOTHHUHOM M3 MpopocTkoB mireHuIsl (GE
Healthcare UK Ltd. bakunaremmmmp, BenmukoOpuTanus), KoTopble OBIITN MPEeIBapUTEIHLHO 3arpyXeHbl MeMOpa-
Hamu penentopa hMOP (PerkinElmer Life Sciences. Inc. bocton, Maccaaycerc, CIIIA). TTocne nakyOanuu B
TedeHne 60 MHUH NPH KOMH. TeMIl. ¥ neHTpuyrupoBanuu B Tedenue 20 mus rnpu 500 00./MUH CKOPOCTh CHT'HA-
na m3Mepsua ¢ momomipio 1450 Microbeta Trilux B-cueranka (PerkinElmer Life Sciences/Wallac, Typky, ®un-
JSTHAYS). 3HaYeHUsI KOHIEHTpauuK rojymMakcumansHoro uarunouposanus (1C50), orpaxatomue 50% 3amere-
Hue [*H]|HOUMIENTHH-CIeH(UIECKOro CBA3BIBAHMS PELENTOPa, OBUIH PACCUMTAHBI C HOMOIIBIO HETHHEHHOTO
perpeccHOHHOTO aHaiHu3a M 3HaueHMs K; ObIM paccumTaHbl ¢ ucnois3oBanueM ypaBHeHus Yenra-IIpycodda
(Cheng u Prusoft, 1973).
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hNOP Ki [aM] hMOP Ki [aM]

wm % uHruu- wim % HHru-
Mpumep

poBanus mpu Ouposanust

IMeM apu ImxM
SC_3001 0,3 120
SC_3002 1,3 250
SC_3003 0.4 350
SC _3004 19,5 515
SC_3005 0,7 12
SC_3006 1,1 46
SC_3007 85.8 705
SC_3008 0,6 23
SC_3009 1,1 41
SC_3010 2,7 18
SC_3011 4.4 4.4
SC 3012 2.2 120
SC_3013 1.4 39
SC 3014 0.8 295
SC_3015 2,6 32,5
SC 3016 4.2 45
SC_3017 2 30
SC 3018 52 101,5
SC_3019 10,2 135
SC 3020 10,8 290
SC 3021 1,8 14,5
SC 3022 0.4 37,2
SC 3023 7.7 36
SC_3024 1 145
SC_3025 236,7 1530
SC_3026 4,6 300
SC 3027 5 136
SC_3028 0,6 10,4
SC 3029 1,8 7,3
SC_3030 22 59
SC 3031 4.1 45,5
SC_3032 11 245
SC 3033 107 38%@10MxM
SC_3034 12,2 730
SC 3035 6,6 1055
SC_3036 1.4 220
SC 3037 33,5 775
SC_3038 1 76
SC 3039 13 380
SC_3040 4 335
SC_3041 0,9 79,5
SC 3042 4.1 136,5
SC 3043 70 655
SC 3044 230 10920
SC_3045 55,5 520
SC_3046 13,9 63
SC 3047 10,1 2105
SC_3048 1 38,5
SC_3049 25 940
SC_3050 85 28
SC_3051 3.6 170
SC_3052 160 355
SC 3053 73,5 1200
SC_3054 16,5 29,5
SC 3055 94.5 215
SC_3056 9.8 49,5
SC_3057 955 245
SC 3058 5 7.8
SC_3059 114 320
SC_3060 3 65
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SC_3061 47 545
SC_3063 0.7 38
SC_3064 119 365
SC 3065 6.2 1990
SC_3066 22 96
SC_3067 415 995
SC_3068 5.9 50,5
SC_3069 2.6 49
SC 3070 28 12,5
SC_3071 8.2 170
SC 3072 5.9 235
SC 3073 1 110
SC 3074 1.6 55
SC 3075 8.1 260
SC_3076 0.6 353
SC 3077 32 325
SC 3078 0.6 775
SC 3079 1.6 385
SC_3080 1.6 90,5
SC 3081 3 1320
SC_3082 39 1110
SC_3083 12 117.3
SC_3084 1.8 22
SC 3085 1.6 107
SC_3086 1.1 135
SC_3087 28 99
SC_3088 3.1 770
SC 3089 3.3 235
SC_3090 13 67
SC_3091 2.3 24
SC_3092 22 330
SC 3093 1.1 17
SC_3094 5.4 45,5
SC_3096 14 250
SC_3097 17 18
SC 3098 2 6
SC_3099 13 19
SC_3100 1 1
SC 3101 1 3
SC 3102 2 1
SC 3103 7 1
SC 3104 - -
SC_3105 2 97
SC 3106 3 165
SC 3107 2 115
SC 3108 5 26
SC 3109 3 19
SC 3110 6 20
SC 3111 8 37
SC 3112 36 120
SC 3113 24 26
SC 3114 245 460
SC 3115 265 915
SC 3116 6 170
SC 3117 92 1380
SC 3118 80 5%
SC 3119 22% 10%
SC 3120 26 4950
SC 3121 44 30%
SC 3122 21 32%
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SC_3123 82 2260
SC_3124 5 1090
SC_3125 3%@10MKM 52%@10MM
SC_3126 0% 0%
SC_3127 0% 3945
SC_3128 0% 1%
SC_3129 6 2180
SC_3130 13 4530
SC_3131 4 3090
SC_3132 540 6%
SC_3133 19 6515
SC 3134 3%@10MKM 40%@10MxM
SC_3135 1% 1%
SC_3136 16 5840
SC_3137 5 4235
SC_3138 28 7%
SC_3139 59 1690
SC_3140 119 2355
SC_3141 34 7855
SC_3142 9 3750
SC_3143 0% 4%
SC_3144 0% 3590
SC_3145 46 1635
SC_3146 18 7675
SC_3147 27 3325
SC_3148 14 4575
SC_3149 18 6900
SC_3150 105 16%
SC_3151 115 3490
SC_3152 24 4775
SC_3153 77 2220
SC_3154 17 3575
SC_3155 34 3495
SC_3156 45 6375
SC_3157 35 5690
SC_3158 19 2540
SC_3159 13 19%
SC_3160 4% 5730
SC_3161 2% 13%
SC_3162 5 1325
SC_3163 28 2095
SC_3164 30 350
SC_3165 4% 17%
SC_3166 3% 1640
SC_3167 18 3745
SC_3168 11 5
SC_3169 635 3445
SC_3170 7 3610
SC_3171 15 2010
SC_3172 130 7%
SC_3173 10 2525
SC_3174 3% 1265
SC 3175 - -
SC_3176 13 3740
SC_3177 3 1630
SC 3178 6 6700
SC_3179 15 3950
SC_3180 125 2250
SC_3181 22 5490
SC_3182 11 2990

- 176 -




037598

SC_3183 165 1415
SC_3184 19 7645
SC_3185 335 15%
SC_3186 33 2210
SC_3187 87 2240
SC_3188 25 1060
SC_3189 57 3470
SC_3190 42 28%
SC_3191 27 20%
SC_3192 140 4270
SC_3193 100 2480
SC_ 3194 28 5120
SC_3195 15 1240
SC_3196 22 1595
SC_3197 44 1680
SC_3198 22 5885
SC_3199 19 4020
SC_3200 7 13%
SC_3201 115 3885
SC_3202 25 3210
SC_3203 68 1225
SC_3204 110 14%
SC_3205 20 2465
SC_3206 27 2445
SC_3207 39 1505
SC_3208 2 3285
SC_3209 - -
SC_3210 - -
SC_3211 - -
SC_3212 9 2005
SC_3213 52 18%
SC_3214 7 19%
SC_3215 0% 14%
SC_3216 11 14
SC_3217 23 2155
SC_3218 83 15%
SC_3219 0% 1%
SC_3220 10%@10MxM 24%@10MxM
SC_3221 33 1935
SC_3222 6 1910
SC_3223 155 6150
SC_3224 10 1695
SC_3225 13 2520
SC_3226 - -
SC_3227 16 3785
SC_3228 67 3135
SC_3229 105 3625
SC_3230 145 2485
SC_3231 120 2420
SC_3232 15 3475
SC_3233 38 1390
SC_3234 4 1350
SC_3235 30 1095
SC_3236 285 18%
SC_3237 20 17%
SC_3238 4 25%
SC_3239 35 2410
SC_3240 28 17%
SC_3241 8 4610
SC_3242 5 675
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SC_3243 6 695
SC 3244 27 4265
SC_3245 67 -
SC_3246 11 1025
SC_3247 16 1220
SC_3248 4 41
SC_3249 740 855
SC_3250 52 -
SC_3251 185 4550
SC_3252 30 -
SC_3253 205 -
SC_3254 22 240
SC_3255 23 150
SC_3256 12 61
SC_3257 150 240
SC_3258 58 7125
SC_3259 45 180
SC_3260 570 nd
SC_3261 10 63
SC_3262 540 3060
SC_3263 66 800
SC_3264 145 130
SC_3265 38 2405
SC_3266 245 1055
SC_3267 460 -
SC_3268 41 1625
SC_3269 13 5580
SC_3270 305 31
SC 3271 34 245
SC_3272 115 4175
SC_3273 - -
SC 3274 63 1880
SC_3275 155 124
SC_3276 24 130
SC_3277 37 13%
SC_3278 12 7035
SC_3279 17 78
SC_3280 6 300
SC_3281 19 2580
SC_3282 37 3510
SC_3283 12 1030
SC_3284 5 305
SC_3285 15 20%
SC_3286 18 5895
SC_3287 119 18%
SC_3288 15 115
SC_3289 84 430
SC_3290 16 6605
SC_3291 350 15%
SC_3292 4% 0%
SC_3293 3% 0%
SC_3294 9 12%
SC_3295 28 2975
SC_3296 10 4530
SC_3297 8 4270
SC_3298 20 17%
SC_3299 23 5705
SC_3300 22 565
SC_3301 33 2320
SC_3302 31 1025
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SC 3303 450 21%
SC_3304 9% 4%
SC 3305 10% 0%
SC 3306 9 4555
SC 3307 13 5345
SC 3308 2 2575
SC 3309 17 6910
SC_3310 7 23%
SC 3311 14 27%
SC 3312 23 1830
SC 3313 10 2400
SC 3314 9 4090
SC 3315 14 5325
SC 3316 255 5430
SC 3317 56 6045
SC 3318 35 1235
SC 3319 4 15%
SC 3320 11 1955
SC 3321 13 5715
SC 3322 12 1150
SC 3323 27 5530
SC 3324 12% 5%
SC 3325 53%i@10MxM 20%;i@10MxM
SC 3326 - -
SC 3327 17 3360
SC 3328 31 3295
SC 3329 13 4285
SC 3330 14 1505
SC 3331 2 5265
SC 3332 19 2055
SC 3333 5 1580
SC 3334 17 4005
SC 3335 30 2305
SC 3336 240 13%
SC 3337 10 1970
SC 3338 36 7%
SC 3339 10 6830
SC 3340 150 5750
SC 3341 15 3460
SC 3342 21 3845
SC 3343 27 16%
SC 3344 1 13%
SC 3345 4 1800
SC 3346 12 2580
SC 3347 15 4845
SC 3348 25 4090
SC 3349 8 3980
SC 3350 7 1485
SC 3351 20 2205
SC 3352 37 2160
SC 3353 53 15%
SC 3354 2 23%
SC 3355 52 4785
SC 3356 9 4805
SC 3357 13 555
SC 3358 51 7020
SC 3359 66 3520
SC 3360 7 2870
SC 3361 27 5095
SC 3362 28 29%

- 179 -




037598

SC_3363 33 8%
SC_3364 32 4685
SC_3365 2 1655
SC_3366 1285 14%
SC_3367 1220 8%
SC_3368 195 11%
SC_3369 51 3105
SC_ 3370 4 14%
SC_3371 350 9%
SC_3372 125 3535
SC_3373 19 18%
SC 3374 55 10%
SC_3375 13 12%
SC_3376 37 1720
SC_3377 22 980
SC_3379 11 635
SC_3380 102 5415
SC_3381 3 1235
SC_3382 29 13%
SC_3383 10 17%
SC_3384 6 11%
SC_3385 33 925
SC_3386 14 0%
SC_3387 2 1245
SC_3388 29 185
SC_3389 2 1970
SC_3390 18 465
SC_3391 53 10%
SC_3392 7 4490
SC_3393 88 13%
SC_3394 6 735
SC_3395 14 4990
SC_3396 44 1730
SC_3397 48 560
SC_3398 9 5640
SC_3399 5 45%
SC_3400 8 635
SC_3401 1 455
SC_3402 7 3630
SC_3403 9 1440
SC_3404 10 5%
SC_3405 12 925
SC_34006 24 805
SC_3407 77 13%
SC_3408 7 18%
SC_3409 11 25%

Ipotokon mist pyHKiHoHaTbHBIX [ S]GTPYS uccnenosanuii HOP/MOP/KOP/IIOP.

IIpenapater kinerounbix memOpan CHO-KI1, tpancumupoBanubeix perentopoMm MOP denoBeka (Ne
RBHOMM) unu penentopom JJOP yenoseka (Ne RBHODM) u xierok HEK293, TpanchunupoBaHHbIe peren-
topoM HOP genoseka (Ne RBHORLM) nim peuenropom KOP yenoseka (Ne 6110558), noctymus! ot PerkinEl-
mer (Yonrem, Maccauycerc). Taxxe ucnosnp3oBanu MemOpans! xetok CHO-K1, tpancdunupoBanHsle HOIHU-
uentuH-opdanoBeM nentuaHbiM FQ peneniropom uenoeka (hHOP) (Ne 93-0264C2, DiscoveRx Corporation,
®pumont, Kamboprus). [°S]JGTPyS (Ne NEGO30H; Ne 0112, Ne 0913, Ne 1113, xanmubpoBanubie k 46,25
TBk/Mmois) noctynusl oT PerkinElmer (Yonrem, Maccauycerc).

Anammssl [*>S]GTPYS BBIIONHSIOTCS B OCHOBHOM Tak, Kak ormicano Gillen et al. (2000). Onu mpoBogsitest
KaK CHMHTHUBIHOHHBINA aHanu3 cOmmkeHns (SPA) B MEKPOTHTPOBAJIBHBIX JIIOMUHECIIEHTHBIX TUIAHIIETaX, Te
Kaxas TyHKa cofaepxut 1,5 mr nokpsITbix WGA SPA-rpanyn. s TecTa arOHUCTUYECKON aKTUBHOCTH TECTH-
pyeMbIX coequHeHNH Ha kieTouHbix MeMmOparnax CHO-K1 wmn HEK293, skenpeccupyromux peKkoMOWHaAHTHBINA
hHOP, hMOP, hDOP u hKOP-penenrop,10 niam 5 MKkr MeMOpaHHBIN OeJToKk Ha aHaW3 WHKyOoupyroT ¢ 0,4 HM
[**S]GTPYS u cepHilHBIMH KOHIGHTPALHUSIMH PELENTOP-CIeN(UUIECKUX arOHHCTOB B Gydepe, conepxkameM 20
MM HEPES pH 7,4, 100 MM NaCl, 10 MM MgCl,, 1 MM 3ATK, 1 MM nmutnorpeurtona, 1,28 MM NaN; u 10
MKM GDP B Teduenue 45 MHH ITPY KOMHATHOM TeMIiepatype. MUKpOTHTPOBAILHBIC TIJIAHIIETHI 3aTeM EHTPHPY-
rupyioT B Tederue 10 mun npu 830 ais ocaxkneHus rpanya SPA. MUKpOTHTpOBaIbHBIC MJIAHIIETHI TEPMETHIHO
3aKPBIBAIOT M CBSA3AHHYIO PAAMOAKTUBHOCTH [Cpm] ONPEeAeNsIoT Mmocie 3aAepKKu 15 MuH ¢ momonipio 1450 Mi-
crobeta Trilux (PerkinElmer, Yonrem, Maccauycerc).

HectumynupoBannast 6a3anpHas cBsi3biBaromas aktuBHOCTE (UBS,,s [cpm]) ompenensiercst u3 12 Hectn-

- 180 -



037598

MYJHUpPOBAHHBIX WHKYO0aTOB M ycTaHaBimBaeTcs kak 100% OaszampHOe cBs3biBaHue. [ onpeaencuus 3¢ dek-
THBHOCTH ¥ ()()EKTHBHOCTH CPeIHEro apH(pMETHIECKOro HabmIoMaeMoro obmero ces3biBanms [ S]GTPYS r
(TBgbs [cpm]) Bcex nHKYOaTOB (J{yOJIMKATOB), CTUMYJIMPOBAHHBIX PELENTOP-CIENU(PUISCKUMH aroHuCTamMH (T.€.
N/OFQ, SNC80, DAMGO, umu U69,593), npeBpariarorcs B IpoIeHTh 00mero cBsa3bBanus (TByys [%]) oTHO-
CUTENbHO 0a3allbHOW aKTHBHOCTU cBs3bIBaHUA (T.e. 100%-HOTO cBa3pBaHms). AkTUBHOCTE (ECs0) cooTBeTCT-
BYIOILIETO arOHMCTA U €r0 MaKCUMaJIbHO JOCTHKUMOE CBSI3bIBAaHUE [3SS]GTPyS (TBcaic [%]) BBILLIE €0 pacyeTHO-
ro GazampHOTO CBs3bIBaHUS (UBS, . [%]) ompenensiorcs mo ero npeobpa3zoBanHbIM TaHHBIM (TBps [%0]) mo-
CPEICTBOM HEIMHEHHOTO perpecCHOHHOro aHaim3a ¢ XLfit 1 KaKa0l OTIENbHON cepuu KOHIeHTpamwid. To-
IJIa PACCUNTHIBACTCS PA3HHUIIA MEKIY HECTHMYIHPOBAHHBIM CBsi3biBaHHeM [ S]GTPYS (UBS . [%]) 1 cymmap-
HBIM MaKCHMAaJIbHO JOCTHKUMBIM CBSI3bIBAHUEM [3SS]GTPyS (TBeaie [%0]) O KaXKAOMY HCIBITYEMOMY arOHUCTY
(t.e. Bleye [%]). Hannas pazanma (Bl [%]) B KauecTBe Mepsl MaKCHMAaIBHOTO JOCTIDKUMOTO YBEIWYCHUS
cs3piBanus [°S]GTPYS MO JaHHOMY aroHHCTY MCIHONB3YeTCs JUI PacueTa OTHOCHTEIBHOH 3(P(EeKTHBHOCTH
TECTHPYEMBIX COCIMHEHUH B CPAaBHEHUH C MaKCHMAJIbHBIM JOCTH)KAMBIM YBEIHYCHHUEM CIICIIU(PUIHBIM IS pe-
1enTopa noiHbM aronuctoM, Hanpumep N/OFQ (B1cyenorg [%0]) KoTOpas ycraHaBnuBaeTcs kak 100% oTHOCH-
TeapHas 3QGeKTUBHOCTE s perientopa hHOP. Anamornyno, mpoueHTHas 3(()EKTHBHOCTh TECTUPYEMBIX CO-
equaennid s perienrropa hDOP, hMOP nimm hKOP omnpeznenseTcss o CpaBHEHHIO ¢ PaCCUUTAHHBIM MaKCH-
MaJbHBIM YBEITHYEHUEM CBS3BIBAHUEM [3SS]GTPyS nostHbIME aroHucTamMu SNC80 (B1 qe-sneso [%0]), DAMGO
(Bleae-pamco [%6]) 1 U69,593 (Bleaie-uso.so3 [%0]), KoTOpas ycranapinuBaercs kak 100%-Has oTHocuTenbHas 3¢-
(heKTHBHOCTH Ka)XKJJOTO PELENTOPa COOTBETCTBEHHO.

BrImren3nokeHHOE ONMMCaHKUE U MPUMEPHI OBLTH U3JIOKCHBI TOJIBKO JUTS WLTIOCTPAIMH U300pETCHUS U HE
TpeHa3HAYCHBI IS OTpaHmdYcHUs. [10CKOIbKY MOAU(DUKAIINN ONMCAHHBIX BAPUAHTOB pealTU3alliy, BKIFOYAIO-
mMX B ceOs MyX U CYIIECTBO M300PETCHHS, MOTYT BO3HHUKHYThH y CIICI[UATUCTOB B JAHHOH OOJIACTH TEXHUKH,
n300peTeHNE TOKHO TOJIKOBATHCS B IIMPOKOM CMBICIIE, YTOOBI BKIIFOYATh BCE M3MCHEHHS B 00BEME IpuUIarae-
MOt popMyIIBI H300pETEHUS U €€ YKBUBAJICHTOB.

DOOPMYVYIJIA N30BPETEHUA

1. Coennnenue obmeit popmysr (1)

e R! npeacrasiseT coooit -H nmum -CHj;

R? npencrasisieT coboit -H, -C,-Cg-ankui1, TUHSHHBIA WM pa3BETBICHHBIN, HACHIIIICHHBIN, HE3aMelleH-
HBII; IIUKJIONPOINI, coequHeHHbIN depe3 -CH,-; okcetanni, coequHeHHbIi yepes -CH,-; uim teTparuaponupa-
HUWII, coennHeHHbIN Yepe3 -CH)-;

R’ MIPEJCTABISCT cO00M -(heHIT, -OCH3MII, ~-THCHII, ~-OCH3UMUIA30JIMT WK -MTUPUANHIIL, B KQXKIIOM CITy4ae
HE3aMCIICHHBIA WM 3aMCIICHHBIN OTHUM, ABYMS, TPEMs WU YCTHIPEMS 3aMECTUTCIISIMH, HE3aBUCHMO JPYT OT
Jpyra BBIOpaHHBIMH U3 Tpymmsl, coctosmei u3 -F, -Cl, -CN, -CH3, -CH,CHj;, -CH,F, -CHF,, -CF;, -OCF;,
-OH, -OCHj3;, -C(=0)NH,, C(=O)NHCHj, -C(=0)N(CH3),, -NH,, -NHCHj3;, -N(CH}),, -NHC(=0)CHj;, -CH,0H,
SOCH; u SO,CHs;

R’ npeacrasnser cooi

_H’

-C,-C¢-ankwin, TMHEWHBIN WU pa3BETBJIICHHBIHN, HACBHIIEHHBIM, HE3aMEIICHHBIN WIIM 3aMEIICHHBIN OJHUM,
NIBYMSI, TPEMS UJTH YE€THIPbMS 3aMECTHTEIISIMH, HE3aBUCUMO JIPYT OT APYra BHIOPAHHBIMH U3 TPYIIIIHI, COCTOSIICH
n3 -F, -Cl, -Br, -I, -CN, -OH, -O-C,;-C;-anxuma, -C(=O)NH-C,-C¢-ankmma, -C(=O)N(C;-C¢-ankmr), wiu
-C(=O)NRR', rme R u R' BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHHU MPUCOEIUHEHBI, 00Pa3yIOT KOJBIO U MPE]I-
cTaBIAIOT c000it -(CH,)3.5-;

3-6-4JICHHBIA IMKIIOATKWI, He3aMEIICHHBIH WM 3aMEUICHHBIA OIHHUM, IBYMS, TPEMs WM YCTHIPbMS 3a-
MECTHTEIIIMHU, HE3aBUCHMO APYT OT JAPYyra BBIOpaHHBIMU U3 TPyMIbI, coctosmieit u3 -CHj;, -F, -Cl, -Br, -1, -CN,
-OH u -O-C,-C;-ankuna, npruueM yKa3aHHBIH 3-6-ujieHHBIA HUKIOaIKWI coeiruHeH yepes -C-Cg-ankureH;

3-6-4JICHHBIHA IeTePOIUKIOANIKII, He3aMEIICHHBIHN HITU 3aMCIICHHBIA OTHUM, IBYMs, TPEMS WIIH YCTHIPbMS
3aMECTUTEIISIMH, HE3aBICHMO JPYT OT JIpyra BBIOPaHHBIMH M3 IpymIisl, cocrosimied u3 -F, -Cl, -Br, -1, -CN, -OH
n -O-C,-Cy-ankuia, mpuieM YKa3aHHbBIN 3-6-1ICHHBIH FeTePOIMKIOANKIIT coenuueH uepes -C-Cg-aaKuieH;

(dennn, HezaMelmeHHBIH WM MoHo3amemeHHblid -OCH;, mpudeM ykazaHHBIH -(QEHHUT COSOUHEH dYepe3
-C,-Cg¢-ankuiieH-; uin

TIUPUINI, He3aMEeEHHBIH, MOHO- WJTU TTOJTM3aMEIIeHHBIH, MPUYeM YKa3aHHBIN -ITUPHUIAIT COSAMHEH Yepes -
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C,-C¢-ankuiieH-;

R’ npescrasiser coGoit

-penm, -1,2-6eH30IUOKCOI, ~-TTUPA3UHIII, ~-THPUIA3HHAN, ~-MTUPUIAHIII, TUPUMUAINHII, ~-THSHII, ~-UMHA/a-
30111, -O€H3UMHUAA30JIMII, ~-THA30IMII, -1,3,4-THaaua3oini, -0eH30THA30 NI, ~-OKCa30JIMII, -O€H30KCa30 111, ~IIH-
pa3oNni, XWHOJNWHWI, -W30XHHOJMHUJ, -XWHA30JWHWI, -WHAOMWI, -JIATHAPOWHIONWI, WHIOJWHWI, -OCH-
30[c][1,2,5]okcammazomun, -6en3o[c][2,1,3]Jokcaguazommn, umunaso[l,2-ajnupasuaun, -1H-mmuppono[2,3-b]mu-
punuHWI WK -1 H-muppono[2,3-c] mupuauHmI, B KaXXI0M ClTydae He3aMeIeHHbBIN MITH 3aMeIIeHHbIA OJTHUM, JIBY-
MsI, TPEMS WIIK YETHIPbMSI 3aMECTHUTENSIMU, HE3aBUCHUMO JAPYT OT IpyTa BHIOPAHHBIMU M3 TPYIIITEI, COCTOSIICH U3

-F; -Cl; -Br; I,

-CN; -C;-Cy-anxmna; -C;-Cy-anmkmwi-OH; -CF;; -C;-C4-ankun-CF;; -C;-Cy-ankun-C(=0)NH,; -C;-C4-an-
ki-C(=0)NHC,-Cg-ankuna; -C,-Cy-ankun-C(=0)N(C;-Cg-asnkmun),; -C;-C,-ankmn-S(=0),-C,-Cy-anxuna;

-C(=0)-C-Cy-anxmna; -C(=0)OH; -C(=0)O-C,-C-ankmna; -C(=O)NH,; -C(=O)NHC,-C4-ankuna;
-C(=0)N(C,-C4-ankuin),; -C(=0O)NH(C,-C,-ankun-OH); -C(=O)N(C,-C4-ankuin)(C,-C4-ankun-OH); -C(=O)NH-
(CH;CH;0),.3-CH3;

-NH,; -NHC,-Cs-ankwmna; -N(C;-C4-ankmn),; -NHC;-C,-anxun-OH; -NCH;C;-Cy-ankmn-OH; -NH-C,-Cy-
ankmwi-C(=0)NH,; -NCHj;-C,-Cy-ankun-C(=0)NH,; -NHC(=0)-C,-C,-ankuna; -NCH;C(=0)-C,-C4-ankuna;

-OH, :O, -O-CI-C4-EUIKI/UI3.; -OCF3, 'O'CHZ'CF3; -O-CI-C4-EUIKI/I.H-C02H; -O-C1-C4-3JIKI/IH-C(:O)O-C1-C4-
anxwia; -0-C,-C4-anxknia-CONH,;

-S-C;-Cjanxuna; -S(=0)C,-Cy-ankuna; -S(=0),C,-C,-ankuna; u -S(=0),N(C,-C4-amkun),;

-3-12-4eHHOTO MUKIOATKUIIA, HACHIIIIEHHOTO MM HEHACBHIIIIEHHOTO, HE3aMEeIEHHOTO, MOHO- WJIH TIOJIH3a-
memeHHoro -OH, -CF;; npudeM yka3aHHBIH 3-12-4JICHHBIA TUKIOANKII HE00s3aTenbHO coeauHeH uepes -CH,-,
-O-, -NH-, -NCH3;-, -NH-(CH,),.3-, -NCH;(CH,);_3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);_3-,
-C(=O)NCH3-(CHy),.3-;

-3-12-4JICHHOTO TeTEePOIMKIIOANKIIA, HACBHIICHHOTO WJIM HEHACBIIICHHOTO, HE3aMEIICHHOTO, MOHO- HJIH
nomm3ameniennoro -CHj;, -F, -S(0),CH;, -C(=0)CH3;, -CH,-C(=0)-O-CH3;, -OH, -CH,-CH,-OH, -CH,-C(=0)-
OH, -CH,-C(=0)-NH, nmu =O; npuueM yKa3aHHbBIH 3-12-4IeHHBIH TeTepONHKIOATKII HE00S3aTeTLHO COEIH-
HCH 4YE€pe3 -CHz-, -O-, -OCHz-, -NH-, -NCH3-, -NH-(CH2)1_3-, -NCH3(CH2)1_3-, -(C:O)-, -NHC(:O)-,
-NCH;C(=0)-, -C(=O)NH-(CH>);3-, -C(=O)NCH;-(CH>);.3-;

-6-14-uneHHoOro apmia, He3aMmelmeHHoro, MoHO- uiu nonu3amenieanoro -CN, -CH,-C(=0)-NH-, -CH,-
C(=0)-N(CHj3)-, -C(=0)-N(CH;)-CH,-, -C(=0O)-N(H)-CH,-, -C(=0)-NH,, umu -F, npuuem ykazaHHbIi 6-14-
YJICHHBIH apui HeoOs3artenbHo coemuHeH depe3 -CH,-, -O-, -NH-, -NCH;-, -NH-(CH,),.3-, -NCH;(CH,);.3-,
-(C=0)-, -NHC(=0)-, -NCH;3C(=0)-, -C(=0)NH-(CH,) 3-, -C(=O)NCHj3-(CH,),_3-; win

-5-14-uneHHOTO TeTepoapuiia, HE3aMEIIEHHOTO, MOHO- WM MOJH3aMEUIeHHOTO -Ci_4alKUIoM, -IIHKIIO-
nporwioM, ik -CF;; npudem ykasaHHbI 5-14-uneHHBIA rerepoapui HeoOs3aTenbHO coenuHeH 4epes3 -CH,-,
-O-, -NH-, -NCH3;-, -NH-(CH,),.3-, -NCH;(CH,);_3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);_3-,
-C(=O)NCH;3~(CHy),3-; n

R'", R'% RY, R™ R”, R R R'™ R”uR¥ TpeJICTaBIIIOT co00it -H;

B 3aBHCHMOCTH OT pa3Mmepa Kouyiblia "3-12-4IeHHbIH reTepOoKIOaIKmiIbHbINA GparmMeHT" u "3-6-4neHHbIH
TETePOIMKIOATKIMIBHBIN (pparMeHT" o3Ha4aeT HeapoOMaTHUECKHH, MOHOIMKIMYECKUN, OWUITUKINYCCKUH WIIH
TPUIMKIHYECKUN (YparMeHT, cofiepkammii oT 3 10 12 aToMOB B KOJIbIIE WIIH OT 3 70 6 aTOMOB B KOJIbIIE, T1IE
KOKIBIA ITUKI BKITIOYAET HE3aBUCUMO APYT OT npyra 1, 2, 3, 4 wiu Goyee TeTepoaToMOB HE3aBUCUMO JIPYT OT
JIpyra BEIOpaHHBIX U3 TPYIIIBI, COCTOSIIEH U3 a30Ta, KUCIOPOJa U CEPHI, TOTAa Kak cepa MOXKET ObITh OKHUCIICHA
(S(=0) unu (S(=0),), mprYeM OCTATBHBIC KOJBICBBIC aTOMBI SBJISIOTCS aTOMaMHU YTICPOJIa, IPH STOM OHIIUKITH-
YECKHE WIH TPUIHKINICCKUE CHCTEMBI MOTYT HMETh OOIIUI reTepoaToM(bl); U

"5-14-4neHHBIN reTepoapuiIbHBIA (parMeHT' 03Ha4aeT apoMaTHYECKUH, MOHOLMKINYCCKIH, OUIIMKINYe-
CKHUH WJIM TPULUKIIMYECKUH (pparMenT, cojepkamuii 6-14 KoibLeBbIX aTOMOB, IPUYEM KaXIbIH UK COJEPIKUT
HE3aBUCHMO JpyT OT apyra 1, 2, 3, 4 win Ooliee TeTepoaTOMOB, HE3aBUCUMO JIPYT OT JPYra BBIOPAaHHBIX U3
TPYIIIEL, COCTOSIIICH U3 a30Ta, KHCIOPOJa U CepPhl, MPUYEM OCTAJIbHBIC KOJBIICBEIC aTOMBI SBJISIOTCS aTOMaMU
yrieposa, pu 3TOM OUITUKINIECKIE UITH TPUITUKINYECKHE CHCTEMBI MOTYT HMETh OO reTepoaToM(bl);

WM er0 (PU3HOJIOTHIECKH MpUEMIIeMast COJTb.

2. Coenunenne no 1.1, rae R! npexacrasiseT coboit -H; u R? npexacrasisieT coboi -C;-Cy-anku, TnHeH-
HBIN WIKM pa3BETBIICHHBIHN, HACKIILICHHBIN, HE3aMEIIEHHBIN.

3. Coenqunenue 1o 1.1, rae R! npencrasisier coooi -CHs; u R? npexacraBisieT coboit -C-Cg-alKu, Ju-
HEWHBIN WM pa3BETBIICHHBIN, HACHIIIICHHBIN, HE3aMeICHHBI.

4. Coenuuenue mo 1.1, rae R' npencrasiser coboit -H wmu -CHj; u tae R? npezcraBisier coboit -CH,-
OKCETaHUII.

5. Coenmuenue no mo6omy u3 mim. 1-4, rae RY npencraiser co6oit -heHn, GeH3MII, B KakI0M CIydae He-
3aMEIICHHBIA WU 3aMEIICHHBIA OJHHUM, IBYMS, TPEMs WM YETBIPHMs 3aMCCTHTEIISIMU, HE3aBUCUMO JIPYT OT
JpyTa BIOpaHHBIMU U3 Tpymnmbl, coctosmeit u3 -F, -Cl, -CN, -CHj3, -CH,CHj;, -CH,F, -CHF,, -CF;, -OCF;, -OH,
-OCHj;, -C(=O)NH,, C(=O)NHCH;, -C(=O)N(CH;),, -NH,, -NHCHj3;, -N(CHj),, -NHC(=0O)CH;, -CH,0H,
SOCH3 n SOch3

6. Coenuuenne mo Jobomy u3 mm.l1-5, rme R} MIPEACTaBIsAET COOON -THEHWN, -OCH3MMUIA30MII I
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-IIUPUINHILI, B KaXIOM CITydac HE3aMEIICHHBIN MM 3aMEUICHHBIA OJHUM, JIBYMS, TPEMsI FITH YE€THIPbMsI 3aMeC-
TUTEISIMH, HE3aBUCHMO JIPYT OT JAPYra BBIOpaHHBIMHU W3 Ipymmbl, coctosmiei u3 -F, -Cl, -CN, -CHj;, -CH,CHj,
-CHzF, -CHFz, -CF3, -OCF3, -OH, -OCH3, -C(:O)NHz, C(:O)NHCHj,, -C(:O)N(CH3)2, -NHz, -NHCH3,
-N(CHj3;),, -NHC(=0O)CHj3;, -CH,0H, SOCH; u SO,CH;.

7. CoeiMHEeHHE 110 I0GOMY M3 MPEAMIeCTBYIOIINX TyHKTOB, Tae R* npencrasmser co6oii -H.

8. Coemuuenue mo moOomy w3 mi.l-7, rme R* npencraBisieT coboit -C,-Cg-amkui, TUHEWHBIH WIN pa3-
BETBJICHHBIH, HACHIIIEHHBIH, HE3aMEIEHHBIN MM 3aMEICHHBIA OJTHUM, ABYMS, TPEMS WJIH YETHIPHMS 3aMECTH-
TEJSIMH, HE3aBHCHMO YT OT Ipyra BbIOpaHHBIMH M3 Tpymibl, cocrosmeid u3 -F, -Cl, -Br, -I, -CN, -OH,
-O-C;-Cy-ankuna, -C(=0)NH-C,-C¢-ankuna, -C(=0)N(C,-C¢-ankun), win -C(=O)NRR', rne R u R' Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH NPUCOEIUHEHBI, 00pa3yloT KOJIbLO U MpeAcTaBstoT coboit -(CH,);.5-.

9. Coemmuenne no moGomy u3 mil-7, rae R* mpencrapnser co6oii 3-6-uneHHbIH IMKIOANKHI, He3aMe-
NICHHBIN, WM 3aMCIICHHBIN OJHUM, ABYMS, TPEMs WM YCTHIPbMS 3aMECTUTEIIIMU, HE3aBUCHMO JPYT OT JIpyTa
BBIOpaHHBIMU U3 TPyMIHI, cocTosmei u3 -F, -Cl, -Br, -1, -CN, -OH u -O-C,-C,-ankuna, npuyeM yka3aHHBIH 3-6-
YJICHHBIN UKIOANKWI coeinHeH uepes -C-Cg-anKkuieH.

10. Coenunenne 1o r06omMy u3 1. 1-7, rue R* MIPEACTaBIAET COO0M 3-6-1IICHHBINA TeTePOIMKIOATKII, He-
3aMEIICHHBIA WM 3aMEIICHHBIA OJHHUM, IBYMS, TPEMs WM YETHIPHMS 3aMECTHTEISIMH, HE3aBHCUMO IPYT OT
Jpyra BeIOpaHHBIMU U3 Tpynmbl, coctosmieit u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C,-C4-ankumna, npudeM yKa3aH-
HBIHA 3-6-4JIeHHBIN TeTePOIUKIOATKII coequHeH uepe3 -C-Cq-alKuieH.

11. Coenunenwne no modomy u3 1. 1-7, rie R* TIpeACTaBIsAET COO0M (eHMII, He3aMeIeHHBIA HITH MOHO3a-
merniernbiit -OCH;, npuyuem ykazaHHBIN -GeHmT coennteH depes -C-Cq-anKuieH-.

12. Coenuuenne 1o mobomy u3 mm. 1-7, rie R* npescrapnser co6oii mupum, He3aMeleHHbIH, MOHO- W
MOJIM3aMEIICHHBIN, TIPUYEM YKa3aHHBIN -MUPHUIIIT coearHeH uepe3 -C;-Cg-aaKuieH-.

13. Coenunenne mo MmoGOMy U3 NMPEIMIECTBYIOIIUX YHKTOB, Tae R’ mpescTapmser coGoii -henm, Hesa-
MEIIICHHBIH, 3aMEIICHHBIN OHUM, IBYMsI, TPEMS HIH YCT