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N3o0peTenrie OTHOCHTCS K NPOM3BOIHBEIM 3-((rerepo-)apmi)-8-amuHo-2-0kco-1,3-1na3a-ciupo-[4,5]-
JICKaHa, UX MPUTOTOBICHUIO W NMPUMCHCHUIO B MEIUIIMHE, OCOOCHHO IMPH Pa3HOOOPA3HBIX HEBPOJIOTHUCCKUX
paccTpoiicTBax, BKIItOUYas, HO HE OTPaHUYMBASICH UMH, 00JIb, HEHpOIETeHEPATUBHbBIE PACCTPONUCTBA, HEHPOBOC-
TANTENBHBIE PACCTPONCTBA, HEHPOIICUXHATPHUYECKUE PACCTPOMCTBA, 3JOYIOTPEOICHHE TICHXOAKTUBHBIMH Be-
IIECTBAMH/3aBUCHMOCTb.

OnMouIHbIE PEIENITOPHI MPENCTABISAIOT COO0H TPy pelenTopoB, CBA3aHHBIX ¢ Oenkamu Gi/o, KOTOpBIe
IIIPOKO PACIpPOCTPAHEHBI B OpraHM3Me denoBeka. OmMronIHbBIe PEHEenTOPEl B HACTOSIIEE BPEMS ITOIPa3AeiIIOT-
Csl Ha YeThIpe OCHOBHBIX KJlacca, TaKMe KaK TPU perenrtopa peunentopa Mro-omuounssix (MOP) pemenTopos,
karma-ormmounuelii (KOP) u genpra-onmounnsrii (JJOP) pemenTop, a Takke OMHOUIHBIC PEIETITOP-TIOT00HBIC
(ORL-1), xoTOpBIi OBIIT HEAAaBHO OOHAPYKEH B BHY €0 BHICOKOM T'OMOJIOTHH C YKa3aHHBIMH KIaCCHYECKUMHU
KJIacCaMU OTHOUIHBIX perentopoB. [locine uneHTH(GUKAIUN SHIOTeHHOTO Juranaa perenropa ORL-1, u3sect-
HOTO Kak HoIuuenTHH/opdanud FQ, BEICOKOOCHOBHBIN 17-aMUHOKHCIOTHBIN MENTH/, BHIICICHHBINA U3 TKaHE-
BBIX AKCTpakToB B 1995 roxy, penentop ORL-1 Obl1 nepermenoBan B "HouumenTHHOBBIM ONMOMIHBIA pelier-
Top", 1 uMeronmii abopesuatypy "HOP-penentop".

Knaccuueckune ommounansie perenropsl (MOP, KOP u JIOP), a Taxke peunentop HOP mmpoxko pacmpo-
CTPaHEHBI/3KCIIPECCUPYIOTCS] B OPTaHM3ME YEIOBEKa, B TOM YHCJIE B TOIOBHOM MO3Te, CIIMHHOM MO3Te, epude-
PUUYECKUX CEHCOPHBIX HEMpPOHAX W KHUIIEYHOM TpPaKTe, CTPYKTypa pacHpeAelCHHs OTIMYACTCS MEXIy pa3ind-
HBIMH KJIACCAMH PELETITOPOB.

Hounmentvn neiicTByeT Ha MOJIEKYJIIPHOM M KJIETOYHOM YPOBHE TOYHO Tak ke, Kak W omuouasl. OxHako
ero (apmakosiorndeckue 3PGeKThl MHOTIA OTIMYAIOTCS M JaKe MPOTHBOIOJIOXKHBI OMUOHIAM. AKTHUBAIUS
HOP-penentopa mnpeBparmiaeTcst B CIOKHYIO (hapMaKOJIOTHIO MOIYJISAIUU O0Jei, KOTopas, B 3aBUCUMOCTH OT
MyTH BBEJICHUS, MOJCTH OOJIM M BOBJICUCHHBIX BUJIOB, IPUBOAUT JHOO K MPOHOLHUICITUBHOM, THOO aHTHHOIIH-
HEeNTUBHOW akTUBHOCTU. Kpome Toro, penentopras cuctema HOP perymupyercss B COCTOSHUSX XPOHHYECKOU
6onu. beuto 00HApYKEHO, YTO CHCTEMHOE BBEJICHHUE arOHUCTOB celleKTUBHBIX 111 HOP-pernentopoB oka3biBaet
MOIHYIO ¥ 3()()EKTUBHYIO aHAIBIC3HIO B MOJIEIIAX HEMEANKAMEHTO3HOW U BOCHANUTEIHLHONH OO Y TIPUMATOB
TIPH OTCYTCTBUH MOOOYHBIX 3P eKkToB. bbuTo MpoaeMoHCTpUpoBaHo, uTo aktuBanus HOP-penenTopoB nuieHa
yeunmuBaromux 3¢ (eKToB, HO 111 MHTHOMPOBAaHUS OTIOCPEIOBAHHOTO OMMMOWIAMH BO3HATPAXKICHUS Y TPHI3YHOB
1 HevenoBeuecknx mpuMartoB (Review: Schroeder et al., Br J Pharmacol 2014; 171 (16): 3777-3800, u ccbUIKH B
JTAHHOM JTIOKYMEHTE).

I[Momumo yuactus HOP pernenrropa B HOIMIENIINH, PEe3yIbTAaTHl TOKIMHAYECKUX IKCIIEPIMEHTOB TOKAa3bI-
BAIOT, YTO aroHUCTH penentopa HOP MoryT OBITH MPUTOAHBL, B YACTHOCTH, NIPH JICYCHUN HEHPOIICHXHATPUIC-
ckux paccrpoiictB (Witkin et al., Pharmacology & Therapeutics, 141 (2014) 283-299; Jenck et al., Proc. Natl.
Acad. Sci. USA 94, 1997, 14854-14858). IlpumeuatensHo, uTo perentop JJOP Takxke y4acTByeT B MOAYJISILNAU
He TOJIbKO 00JIH, HO M HelpolcuXuaTpuueckux paccTpoiicts (Mabrouk et al., 2014; Pradhan et al., 2011).

CuiibHBIE ONUOUIBI, AeHcTByIONME Ha caiiTe perentopa MOP, mUpoKo HCHONB3YIOTCS AJIS JISUSHUST YMe-
PEHHOI U TSKENON OCTPOd U XpoHMYeckor 0omu. OIHAKO TepareBTUYECKOS OKHO CHIBHBIX OIHOUIOB OTPaHU-
YCHO CEPhE3HBIMH MOOOYHBIMH 3(deKkTaMu, TAKMMH KaK TOINHOTA W PBOTA, 3aIOp, FOJOBOKPYKCHHE, COHIHU-
BOCTb, YTHETCHHUE ABIXaHUs, PU3NUECKasi 3aBUCUMOCTH U 3J0ynoTpebiaerne. Kpome Toro, W3BecTHO, YTO arOHH-
cTel perienitopa MOP 1moKa3bIBafOT TOJIBKO CHIDKCHHYIO 3()()EKTHBHOCTH B YCIOBHAX XPOHWYECKOH M HEBpOIIa-
THYECKOH OOIH.

W3BecTHO, 9TO HEKOTOPHIE U3 BHIIICYIOMSHYTHIX MMOOOYHBIX 3()h(HEKTOB CHIIBHBIX OMTHOUIOB OITOCPEIYIOTCS
aKTHBaIMEH KIIACCUYECKUX OTHMOUIHBIX PEIENTOPOB B IIEHTPaIbHON HEPBHOM cuctemMe. Kpome Toro, mepudepn-
YECKHE ONMHMOMIHBIC PEUENTOPHl MPU aKTHBALMU MOTYT HMHIHOUpPOBATH IMepelady HOIMICHTHBHBIX CHTHAIIOB,
MOKA3aHHBIX KaK B KIMHUYCCKHUX HCCICIOBAHUAX, TaK W B MCCICOBaHUSIX Ha kHUBOTHBIX (Gupta et al., 2001;
Kalso et al., 2002; Stein et al., 2003;Zollner et al., 2008).

Takum o6pa3om, 4ToObI H30ekaTh MOOOUHBIX 3 dekroB, cBa3anubx ¢ [[HC, mocie cructeMHOT0 BBEACHUS,
OJIMH W3 MOJXOJOB 3aKJIIOYANICS B IPEAOCTABICHUU TEPUPCPUICSCKH OTPAaHIMUYCHHBIX JINTAHOB OIMAOUIHBIX pe-
LENTOPOB, KOTOPBIC C TPYIOM IEPECEKaloT reMaTodHIe]ammuecKuil 0apbep U MOITOMY IIOXO PacHpOCTpaHs-
I0TCS B IIEHTPAILHYIO HEPBHYIO cucTeMy (cM., Hampumep, WO 2015/192039). Takue nepudeprudeckn aeicT-
BYIOIIME COSAMHECHUS MOTYT cO9eTaTh 3P (HEKTUBHYIO aHAIBIE3UI0 C OTPAaHMYEHHBIMH MTOOOYHBIMU 3P PeKTamu.

Jpyroit moaxo 3aKitovalica B IPeAoKeHUN COeTUHEHU M, KOTOPbIE B3aUMOACUCTBYIOT KaK C PELENTOPOM
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 MPEIOCTaBUTHh AHAIBIETHKH JUISI HECKOJBKUX OIMMOMIHBIX
PeLenTopOB, KOTOPBIE MOAYJIHPYIOT 00JIee OJTHOTO MOITHITA OITHOUIHBIX PEUENTOPOB, YUTOOBI 00ECIICYUTh a1~
TUBHYIO WJIA CHHEPTUYECKYIO aHAIBI'C3UI0 /WM YMCHBIICHHBIC TOOOYHBIC (PPEKTHI, TaKHE KaK MOTCHIIAAT
3II0YHOTPEOJICHISI MJTH TOJICPAHTHOCTb.

C omHOW CTOPOHBI, OBLTO OBI KEJIATEIBHO 00CCIICUYNUTh aHAJIBICTHKH, KOTOPbIC H30UPATEIFHO ICHCTBYIOT
Ha penentopuyio cucreMy HOP, HO MeHee BbIpa)ke€HBI B KJIACCHYECKOW pelenTOPHONW pelenTopHOd cucTteMe,
ocobeHHO B perientopHOi cucteme MOP, Torna kak ObLTO OBI JKEJNATEIFHO Pa3lIUYaTh HEHTPAITEHYIO HEPBHYIO
aKTHBHOCTH W Tepudepudeckas HepBHaAs AeaTeabHOCTh. C ApyTroi CTOPOHBI, OBIIIO OB JKeNmaTeaIbHO 00eCTIeUnTh
aHAIBTeTHKY, ICHCTBYIONINE Ha penenTopHyto cuctemy HOP, a Taxke cOanaHCHPOBAaHHYIO CTETIEHBb HA pEIleTI-
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TopHyto cuctemy MOP, Torma kak ObUTO OBI JKEJATENHFHO pa3iMdaTh HEHTPAIGHYIO HEPBHYIO NCSATEIBHOCTD H
neprdepriecKyto HepBHYIO IESTEIbHOCTb.

Cy1iecTByeT MOTPEOHOCTh B MEIMKAMEHTaX, KOTOPbIe A((EKTUBHBI TIPH JICICHUH O0JIM U KOTOPHIE UMEIOT
MPENMYIIIECTBA [0 CPABHEHUIO C COCTUHEHUSAMH IPEAIECTBYIOIET0 YPOBHI TEXHUKH. Tam, r1e 3TO BO3MOXKHO,
TaKWe JIEKapCTBEHHBIE CPEACTBA JOJDKHBI COACPXKATh TaKyl0 HEOOIBIIYIO /103y aKTUBHOTO KOMIIOHEHTA, YTO
YAOBIETBOPUTENIbHAS OOJICYTOJISIONAs Tepamus MOXeT ObITh oOecriedeHa 0e3 BOZHUKHOBEHHS HETIEPEHOCUMBIX
MoO0YHBIX A (HEKTOB.

Lenbio maHHOTO M300pETEHUS SIBIETCS CO3AaHUe (papMaKOJIOTHUECKH aKTUBHBIX COCIWHEHUH, MPennoy-
TUTEIFHO aHABI'CTUKOB, KOTOPHIC UMEIOT MPEHMYIIECTBA 0 CPABHEHUIO C TPEANICCTBYIOIINM YPOBHEM TCXHU-
KU.

Drta 1enb OblIa JOCTUTHYTA B CYIIHOCTH (POPMYIIBI H300pETCHUS.

IepBBIil acmekT AaHHOTO W300pPETEHUS OTHOCUTCS K MPOU3BOAHBIM 3-((TeTepo-)apui)-8-aMHUHO-2-0KCO-
1,3-nnaza-crimpo-[4,5]-nexana ooueit popmynsr (1)

H13 RM‘H!S R‘IS
Al gz o
R A
N N~pe
H‘3
O

(0

rae R' u R? He3aBHCHMO JpYT OT Apyra MpeiCTaBIaioT co6oii -H;

-C,-C¢-ankwin, TUHEHHBIA WM pa3BETBJICHHBIN, HACHIIICHHBIN WM HEHACBHICHHBIA, HE3aMEIEHHBIH WITH
3aMEIICHHBI OJTHUM, IBYMSI, TPEMS FITH YETBIPhMS 3aMECTHUTEIISIMU, HE3aBUCUMO APYT OT JPYyTra, BEIOPAaHHBIMH
13 Tpynmsl, cocrosimeit u3 -F, -Cl, -Br, -1, -OH, -OCHj;, -CN u -CO,CHj;

3-12-4sIeHHBIH TUKIOATKUIBHBIA (BparMeHT, HACBHIIIICHHBIN WM HEHACHIIICHHbIN, He3aMeeHHBIH HITH 3a-
MEIICHHBIN OJTHUM, JBYMSI, TPEMS MJIH YE€THIPEMS 3aMECTUTEIISIMHU, HE3aBUCUMO APYT OT APYyTa, BEIOPAHHBIMH W3
rpynmsl, coctosmieit us -F, -Cl, -Br, -1, -OH, -OCHj3, -CN u -CO,CH;; npudeM yka3aHHBIN 3-12-4JeHHBIN TAK-
JOANKWIBHBIN (parMeHT HeoOs3aTenbHO coequHeH depe3 -C;-Cg-alaKuiieH-, TUHEHHBIH WIA Pa3BETBICHHEIH,
HACHIIICHHBIN WJIM HEHACHIIIICHHBIN, He3aMEeIEHHBIHN; UK

3-12-uneHHBII TeTepOLUKIOATKIIBHEIA (parMeHT, HACHIIIEHHBI WM HEHACBHIIICHHBIH, He3aMeleHHbIH
WM 3aMCIICHHBIA OJTHUM, ABYMS, TPEMs U YCTHIPHEMs 3aMECTUTEIISIMH, HE3aBHCHUMO APYT OT OpyTra, BEIOpaH-
HBIMH W3 Trpymmsl, coctosmen u3 -F, -Cl, -Br, -I, -OH, -OCHj;, -CN u -CO,CHj3; npudeMm yka3zaHHBIH 3-12-
YIICHHBIN TeTEPOIMKIOATKIIIEHBINA (pparMeHT HeoOs3aTenbHO coenuneH uepe3 -C-Cg-anKuieH-, THHSHHBIA W
pa3BETBICHHBIHN, HACBIIIEHHBIN WM HEHACHIIICHHBIN, HE3aMEIICHHBIH; WA

R' u R? B7MecTe ¢ aToMOM a30Ta, K KOTOPOMY OHH MPHUCOSAUHEHBI, 00pPa3yIOT KOJBIIO U MPEACTABIISIOT CO-
60it -(CHy)s.6-; ~(CH,),-O-(CH,),-; mmn ~(CH,),-NR™-(CH,),-, rme R* mpencrasmsier coGoii -H wmm -C;-Cy-
aJIKWJI, IMHEWHBINA WIM Pa3BETBJICHHBIN, HACHIIIICHHBIM WM HEHACHIIEHHbIN, HE3aMEILEHHbIN WU 3aMeIleHHBIN
OJTHUM, JBYMS, TPEMS WM YETHIPHMS 3aMECTUTEIISIMH, HE3aBUCHUMO JIPYT OT APYyra, BEIOpAaHHBIMHU W3 TPYIIIHI,
cocrosmeit u3 -F, -Cl, -Br u -I;

MPENNOYTUTENEHO IIPU YCIOBUHU, UTO R'uR? (ne OJTHOBPEMCHHO) PEACTABIISIIOT co00i -H;

R’ npeacrasmser cooit

-C,-Cg-ankui, TMHEHHBINA WK pa3BETBICHHBIN, HACHIIICHHBIA WM HEHACBHIUICHHBINA, HE3aMEIIeHHbIN, MO-
HO- WJIX TTOJTM3aMEIICHHBIN;

3-12-uyeHHBIN UKJIOATKUIBHEIA (PparMeHT, HACHIIICHHBIN WM HCHACBHIIICHHBIA, HE3aMEIICHHBIH, MOHO-
WM TIOJTM3aMEIIeHHBIN; TPUYeM YKa3aHHBIN 3-12-4ieHHBIA IUKIOATKIIBLHBIA PparMeHT Heo0sM3aTeIbHO COeIN-
HeH ugepe3 -C-Cg-anKuineH-, JMHEHHBIA WM pa3BeTBICHHBIN, HACBHIIIICHHBINH WM HEHACBHIMICHHBIN, HE3aMeIIeH-
HBIM, MOHO- WJIY TTOJIM3aMEIICHHBII;

3-12-4sIeHHBIA TEeTEPOIUKIOATKUILHBIA (parMeHT, HACHIIICHHBIN WM HEHACHIIICHHBIN, He3aMeIICHHBIH,
MOHO- WJIHM TIOJIU3aMEIICHHBIN; TPUYeM YKa3aHHBIN 3-12-wWICHHBIH TeTepOIUKIOATKHIBHBIA (parMeHT Heo0s13a-
TeabHO coenuHeH depes -C;-Cy-aNKuieH-, TMHSHHBIN WM Pa3BETBICHHBIN, HACBIICHHBIA I HEHACHIIICHHBIH,
He3aMEelICHHBIN, MOHO- WJIH MOJIN3aMECIICHHBIN;

6-14-uneHHbIi apUIIBHBIN (parMeHT, He3aMeIeHHbBIH, MOHO- WIIM MOJIM3aMECHHBIH; IPUYEM yKa3aHHbIH
6-14-uneHHBIN apUIIBHEIA (PparMeHT HeoOsA3aTeNbHO coequHeH depe3 -C-Cg-aaKuiieH-, TMHCHHBIN HITH pa3BeTB-
JICHHBIH, HACBIIICHHBIN WM HEHACHIIIICHHBINA, HE3aMEIICHHBIN, MOHO- FUIH TTOJTU3aMEIICHHBIN; WU

5-14-uneHHbIi TeTepoapUIIBHBII (parMeHT, He3aMEeIIEHHBIH, MOHO- WM TTOJU3aMEIICHHBIH; TPUYeM yKa-
3aHHBIA 5-14-ueHHBIH reTepoapwiIbHBIN (parMeHT HeobOs3aTenbHO coenuneH depe3 -C;-Cg-aykuieH-, TMHen-
HBIM WIN pa3BETBIICHHBIHN, HACKIIICHHBIN UM HEHACHIILIEHHBIN, HE3aMEIIeHHBIN, MOHO- WJIM MOJIM3aMEeLEHHBIH;

R* npencrasisier co6oii -H;

-C,-C¢-ankwin, TMHEWHBINH WM Pa3BETBICHHBIN, HACHIIICHHBIH WM HEHACBHIIICHHBIN, HE3aMEIICHHBIN, MO-
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HO- WU TOJIM3aMeIleHHbIN; mnpuueM ykaszaHHBIH -C;-Cg-ankumn HeoOs3arenbHO coenuHeH depe3 -C(=0)-,
-C(=0)0O- niu -S(=0),-;

3-12-4yIleHHBIH MUKJIOATKWIBHBIN (parMeHT, HACHIICHHBIN WM HEHACBIMCHHBIN, He3aMEIICHHBIH, MOHO-
WM TIOJTM3aMEIIeHHBIHN; TpHYeM YKa3aHHBIN 3-12-4eHHBIA TUKIOATKIIBLHBIA PparMeHT HeoOsM3aTeIbHO COeN-
HeH ugepe3 -C-Cg-anKuieH-, JMHEHHBIA WM pa3BeTBICHHBIN, HACBHIIIICHHBINH WM HEHACBHIMICHHBIN, HE3aMeIIeH-
HBIA, MOHO- WJIM TIOJIN3aMEIEHHBIN; WM TIPUYEM YKa3aHHBINA 3-12-wIeHHBIH IUKIOATKUIBHBINA (parMeHT He-
obs3atensHO coeauneH yepes -C(=0)-, -C(=0)0-, -C(=0)0O-CH,- unmu -S(=0),-;

3-12-4yIeHHBIA TEeTEPOIUKIOATKUILHBIA (parMeHT, HACHIIICHHBIN WM HEHACHIIICHHBIH, He3aMeIICHHBIH,
MOHO- WJIH MOJIM3aMEIICHHBIN; PUYEM YKa3aHHBIN 3-12-4ieHHBIH TeTepOLMKIOIKWIBHBIN (parMeHT HeoOs13a-
TedabHO coequHeH uepes -C;-Cg-anKuiieH-, TMHEHHbIN WM pa3BeTBICHHbBIN, HACBIIIEHHBIA WJIM HEHACHIILIEHHBIMH,
He3aMeUIeHHBINH, MOHO- WU TMOJIM3aMEIEeHHBIN; WIK NpUYeM YyKa3aHHbIN 3-12-4ieHHBIN TeTepOoLUKIOaTKIIb-
HBIH (parMeHT Heobs3aTenbHO coequneH uepes -C(=0)-, -C(=0)0-, -C(=0)O0-CH,- unu -S(=0),;

6-14-uneHHbI apUIIBHBIN (parMeHT, He3aMeIeHHbIH, MOHO- WIIM MOJIM3aMEICHHBIH; IPUYeM yKa3aHHbIH
6-14-uneHHBIN apUIBHEIA (PparMeHT HeoOsA3aTebHO coequHeH Yepe3 -C-Cg-aaKuiieH-, TMHCHHBIN WU pa3BeTB-
JIEHHBIHN, HAaChIIIICHHBIN MM HEHACHIIICHHBIHN, He3aMEIICHHBIN, MOHO- WJIA TIOJIM3aMEIIeHHBIN; UM MpUYeM yKa-
3aHHBIN 6-14-4ieHHBIH apwiIbHBI (PparMeHT HeoOs3aTenbHO coeamHeH depes -C(=0)-, -C(=0)0-, -C(=0)0O-
CH;- nmu -S(=0),-;

5-14-4yieHHBINA TeTepOAPWITBHBIN (PparMeHT, He3aMeIIeHHbBIH, MOHO- WU TIOJIM3aMeIIeHHbIN; TPUYeM yKa-
3aHHBIN 5-14-4JIeHHBIN TeTepoapwIbHEIN (hparMeHT Heobs3aTeNlbHO coenubeH depe3 -C-Cg-anKkuieH-, TuHeH-
HBIN WJIM Pa3BETBJICHHBIM, HACBHIIIEHHBIN WM HEHACHIIIICHHBIN, HE3aMEIlEHHbIN, MOHO- WJIHM MOJM3aMEeIleHHbIN;
WY TIpUYEM yKa3aHHBIH 5-14-weHHBIH TeTepoapwiIbHbIi pparMeHT HeoOs3aTenbHO coenuneH depe3 -C(=0)-,
-C(=0)0-, -C(=0)0O-CH,- mu -S(=0),-;

R’ npescrasiser coGoi

6-14-uneHHbIil apmIbHBIN (parMeHT, He3aMeNIeHHBIH, MOHO- WIIM TTOJIM3aMeIleHHBIN; HIIH

5-14-uneHHbIi reTepoapruIbHBIN PparMeHT, He3aMeleHHBIH, MOHO- WM TT0JIN3aMEIICHHBIH;

R”, Rlz, RB, R”, RIS, Rlé, R”, ng, R" u R* uesasucumo JIPYT OT ApyTa NpeacTaBisioT coboii -H, -F, -Cl,
-Br, -1, -OH, nmm -C,-Cg-anmkui, TUHEHHBIA WM Pa3BETBJICHHBIN, HACHIIIEHHBIA WM HEHACHIIIEHHBIN, HE3aMe-
[IECHHBIM, MOHO- MJTH TTOJIN3aM CIICHHBII;

puYeM "MOHO- WJTH TTOJIM3aMEeIeHHBIH" 03Ha4aeT, 9TO OJHMH WM 00Jiee aTOMOB BOZOPOJIa 3aMEIICHBI 3a-
MECTHUTENIEM, HE3aBHCUMO JPYT OT Jpyra BBIOPaHHBIMHU W3 rpymisl, coctosmei u3 -F, -Cl, -Br, -I, -CN, —Rzl,
-C(=0)R*, -C(=0)OR?, -C(=0)NR*'R*, -C(=0)NH-(CH,CH,-0),3-CHs, -O-(CH,CH,-O),3-H, -O-
(CH,CH»-0),3-CH;, =0, -OR*, -OC(=O)R*, -OC(=0)OR?, -OC(=0)NR*R*, -NO, -NR*R?*
-NR?'<(CH,),.c-C(=O)R*,  -NR?'-(CH,),.-C(=0)OR*,  -NR*”-(CH,),.c-C(=0)NR*'R*,  -NR*'C(=0)R*,
-NR?'C(=0)-OR*, -NR®C(=O)NR*'R* -NR*'S(=0),R*, -SR?!, -S(=0)R*, -S(=0),R*!, -S(=0),0R*!
-S(=0),NR*'R**; mpu oM R*', R* u R* He3aBucuMO pyT OT Apyra HpeicTaBIsioT coboii -H;

-C-Cg-ankui, TUHEHHBIA WIN pa3BETBICHHBIN, HACHIILIEHHBIN WM HEHACBHIICHHBINA, HE3aMEIEHHBIH WITH
3aMEIICHHBIA OHUAM, TBYMs, TPEMsI WIIK YETHIPEMS 3aMECTUTEIISIMH, HE3aBHCHUMO JIPYT OT JPYTa, BRIOPAHHBIMU
n3 rpymibl, cocrosmeid m3 -F, -Cl, -Br, -I, -CN, -OH, -NH,, -CO,H, -C(=0)0-C,-Cs-anxumna, -C(=O)NH,,
-C(=0)NHC,-C¢-anxuna, -C(=O)N(C,-C¢-ankuna),, -O-C,-Cg-ankuna u -S(=0),-C,-Cs-anmkuna;

3-12-4yIleHHBIH MUKJIOATKWIIBHBIN (parMeHT, HACHIIICHHbBIN WM HEHACBHIMCHHBIN, He3aMEICHHBIH, MOHO-
WM TIOJM3aMEIIeHHbIN; TpHYeM YKa3aHHBIN 3-12-4ieHHBIA TUKIOATKIILHBIA (PparMeHT HeoOsM3aTeIbHO COeIN-
HeH udepe3 -C-Cg-anKuieH-, JMHEHHBIA WM pa3BeTBICHHBIN, HACBHIIIICHHBIH WM HEHACBHIMICHHBIN, HE3aMeIIeH-
HBIH WJIM 3aMEIICHHBINA OJHUM, TBYMS, TPEMs HIIH YCTHIPHEMS 3aMECTUTEIISIMH, HE3aBHCUMO JPYT OT JAPYra, BBI-
OpaHHBIMU U3 TPpyMIbL, cocTosmei u3 -F, -Cl, -Br, -1, -CN, -OH, -NH,, -C;-C¢-ankuna u -O-C,-C¢-ankuna;

3-12-uneHHBII reTepOIMKIOAKWIBHBIN (parMeHT, HACHIILECHHBIH WM HEHACHINICHHBIH, He3aMEIICHHBIH,
MOHO- WJIH TOJIM3aMEIICHHBIN; IPUYEM YKa3aHHBIN 3-12-4ieHHBIH TeTepOLMKIOIKWIBHBIN (parMeHT HeoOs13a-
TedabHO coequHeH uepes -C;-Cg-anKuiieH-, TMHEHHbIN WM pa3BeTBICHHbBIN, HACBIIIEHHBIA WM HEHACHIILIEHHBIH,
HE3aMCIICHHBIA WM 3aMCIICHHBIN OTHUM, ABYMS, TPEMs WU YCTHIPEMS 3aMECTUTCIISIMU, HE3aBUCHMO JPYT OT
JIpyra, BEIOpaHHBIMH U3 Tpymmbl, cocrosimei u3 -F, -Cl, -Br, -1, -CN, -OH, -NH,, -C;-C¢-ankuna u -O-C,-C¢-
ANKWIa;

6-14-45IeHHBIH apUIBHBIA (parMeHT, He3aMeleHHbIH, MOHO- WJIM TIOJTU3aMEeIICHHBIN; PUYeM YKa3aHHBIH
6-14-4y1eHHBIN apUIBHBIN (hparMeHT HeoOs3aTenbHO coeanneH depe3 -C -Cy-aNKuieH-, JNHESHHBIA HITH Pa3BETB-
JIEHHBIHN, HACHIIIICHHBIN UM HEHACHIIIEHHBI, HE3aMEILICHHBIA WIIM 3aMEIICHHBIN OHUM, IBYMSI, TPEMS W de-
TBIPEMSI 3aMECTUTEISIMH, HE3aBUCHMO JPYT OT APYyTa, BRIOpaHHBIMU U3 Tpymiibl, coctosmieit u3 -F, -Cl, -Br, -1,
-CN, -OH, -NH,, -C,-C¢-ankuna u -O-C,-C4-ankuna;

5-14-uneHHbIi TeTepoapUIIBHBIN (parMeHT, He3aMeIEHHbIH, MOHO- WM TTOJU3aMEIICHHBINH; TPUYeM yKa-
3aHHBIA 5-14-uleHHBIA reTepoapmwiIbHBIN (parMeHT HeoOs3aTenbHO coenuneH uepe3 -C;-Cg-aykuieH-, TMHen-
HBIH WM Pa3BCTBICHHEIN, HACHIIICHHBIN WM HCHACBHIIICHHBINA, HE3aMCIICHHBIN WM 3aMEIICHHBIN OJHUM, IBY-
M1, TPEMsI FTH YETHIPEMSI 3aMECTHTEIISIMU, HE3aBUCUMO JPYT OT JIPYTa, BRIOPAHHBIMY M3 TPYIIIBI, COCTOSIICH 13
-F, -Cl, -Br, -1, -CN, -OH, -NH,, -C,-Cg-ankun u -O-C;-Cgs-anmxur,

wm R u R¥? B -C(=0)NR*R*, -OC(=0)NR*R?¥, -NR?R%, -NR*-(CH,),(C(=O)NR*'R*,
NRZC(=0)NR*'R* mm -S(=0),NR*'R* BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH IIPHCOSIHHEHBI, 00Pa3yiOT
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KOJIBIO U TpenacTaBisioT coboit -(CH,)se-; -(CHy)-O-(CH,),-; -(CH,),-S(=0),-(CHy),- wm -(CH,),-NR®-
(CH,),-, tne R® npencrasisger coboit -H, -C;-Cg-ankmi, -C(=0)-C;-Cg-ankuin, wmu -S(=0),-C;-C¢-ankui, npu-
geM yka3aHHBIH -C-Cg-allKuil SABISETCS JIMHEHHBIM WM PAa3BETBICHHBIM, HACHIIIICHHBIM WJIM HEHACBHIIEHHBIM,
HEe3aMEeIIeHHBIM HITH 3aMEIICHHBIM OJHHM, JABYMS, TPEMS WIIA YETBIPhMS 3aMECTUTEIISIMH, HE3aBUCUMO APYT OT
Ipyra, BBIOpaHHBIMH W3 Tpymmbl, coctosmeit u3 -F, -Cl, -Br -I, -OH, -CO,H, -C(=0)O-C1-C6-ankun u
-C(=0)NH,; n mpuieM yka3aHHOE KOJIBIIO HE 3aMEIICHO WJIA 3aMEIIEeHO OIHHMM, IBYMS, TPEMS WIIH YETHIPHMS
3aMECTHTEIISIMH, HE3aBUCUMO JPYT OT JPYyra, BBIOPAHHBIMH U3 TPYMIIbI, cocTosmei u3 -F, -Cl, -Br, -1, -CN, -OH,
-NH,, -C,-Cs-ankuna u -O-C,-Cg-ankuina;

WK eT0 (PU3HONIOTHIECKH MPUEMIIEMYIO COJIb.

"(I'etepo-)apwui" npeacTaBiseT coboi "rerepoapuin win apuia'. IIpennodTHTeNbHO, apiil BKIIOYAET, HO HE
OrpaHuYuBacTCs UMH, heHMI U HaQTHIL. [IpennoYTHTeNEHO, TeTepOapuIl BKITFOYACT, HO HE OTPAaHMYUBACTCS UMH,
-1,2-0eH30/IMOKCON, -TTUPA3UHUI, -THPHIA3UHWI, -MHAPUIUHWI, -MUPUMUAHHWI, -THCHWI, -UMHIA30JIHUIL,
-OCH3UMUIA30JIMI, ~-THA30JIWI, -1,3,4-THaua30uI, -OCH30THA3OIIHII, ~OKCA30JIIII, ~-OCH30KCA30IHII, ~[TUPA30IIUIL,
-XWHOJIMHUJ, -WU30XWHOJUHWI, -XWHA30JMHWJI, -WHAONHWI, -WHAONWHHI, OcH3o[c][1,2,5]okcaana3om,
-umunaso[ 1,2-ajmupasunmi, win -1H-muppoino[2,3-bmupunuann. [IpeamodrurensHo, TUKIOATKAT BKIIOYAET,
HO HE OTPaHWYMBACTCS UMH, -IIUKIOTPOTIHJI, ~-IUKIO0YTH, -IIUKJIONEHTIII B -IIUKJIOTeKCII. [IpeamodTurenapHo,
TETEPOIMKIOATKII BKJIIOYAET, HO HE OTPAaHUYMBACTCS WMH, -a3UPUAVHWI, -a3eTUIUHWI, -TIHPPOTMIWHUI,
-MUNCPUANHII,  -TUNEpasuHmWI, -MOpGONMHUI,  -CyabhaMop(ONMHHUN,  -OKCHUPHUIAWHWI,  -OKCETAHWII,
-TeTParuapONTUPAHIII, W -ITUPAHHUIL.

Korma ¢parmeHT coemuHeH depe3 aCUMMETPUIHYIO TpymTy, Takyio kak -C(=0)0- umu -C(=0)0-CH,-, To
yKa3aHHAs aCHMMETPHUHAs IPYIIa MOXKET OBITh PAaCIIONOXKeHa B TI060M Hampasmenun. Hampumep, koraa R*
COGIMHEH CO CTPYKTYpOii anpa uepes -C(=0)O-, pacronoxkenue MoxkeT 6bTh Kak R*-C(=0)0-s1po, Tak u sapo-
C(=0)0-R*.

B npe/IouTHTENBHEIX BAPHAHTAX Pealn3allii COSIMHEHNS 110 JaHHOMY H3o0perenmio, R'!, R'2 R, R™,
RIS, Rl(’, R”, R18, R" u R* nesaBucumo JPyT OT Apyra mpenactaBisioT coboit -H, -F, -OH wmn -C;-Cg-anku;
npeanoyTuTensHo -H.

B npe/IouTHTEIPHOM BAPHAHTE PEAlM3alii COSIMHCHNUS [0 JaHHOMY H3o0perenuto, R' mpencrapmser
coboii -H; u R? npeactaBisieT coboit -Ci-Ce-anmkui, TUHEHHBIA WM pa3BETBICHHBIN, HACBHINCHHBIH WM HEHa-
CBIIICHHBIN, He3aMEUIEHHbIN, MOHO- WU Toiu3aMeleHHbIi. [IpeanoururensHo, R! npencrasiser cooor -H u
R? npencrasiseT coboit -CH;.

B nomoTHUTENBPHOM MPEATIOYTHTEIHFHOM BapHaHTE pEAM3AIMK COCTUHEHUS M0 JAHHOMY H300pETEHHIO,
R' npezacTasisieT coboit -CHs; u R? npeactaBiseT coboit -C;-Ce-anKkui, TUHEHHBIN WK pa3BEeTBICHHBIN, HACKHI-
LICHHBI WM HEHACHIICHHBIN, HEe3aMEeIleHHBIH, MOHO- WM TMoju3aMeuleHHbIN. [IpennouTurensHo, R! npen-
crasisier co6oii -CH;  R? npeacrasmsier coGoii -CHj.

B emie oqHOM TOMOTHUTENFHOM MPEANOYTHUTELHOM BapHaHTE pean3allii COSIUHEHHS IO JaHHOMY HM30-
6perennio, R' i R? BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPHCOEIMHEHbI, 00pa3yloT KOMbIO H PEICTABIIA-
10T c000ii -(CH,);.¢-. [IpeanoururensHo, R' 1 R? BMecTe ¢ atomMoM a30Ta, K KOTOPOMY OHH MPUCOCTUHEHBI, 00-
Pa3yIoT KOJIBILIO M MPeACTaBIsAioT coboit -(CHy)s-.

B emme oHOM MPEeAIOYTHTENNHFHOM BapHaHTE PeaTu3alii N300pETEHIS

R! npencrasiseT codoi -H nmu -CHs; n

R’ npexcraBmsier co60it 3-12-4ieHHbIH THKIOAIKAIBHBIA (PAarMeHT, HACBICHHBI WM HEHACHIIICHHBIH,
He3aMeIIeHHBIN; TpUYeM YKa3aHHbBIN 3-12-4JIeHHBINH MUKIOANKWIBHEIN pparMenT cBszan depe3 -CH,-, HezaMe-
nieHHbIN; npeanoututenbHo -CH,-nmknoankmn, -CH,-muknooyTin wiu -CH,-IuKIoneHTT;, Wi R? MpeaCTaB-
asieT co0oii 3-12-uieHHBIH TeTepOLMKIOANKIIBHBIN (parMeHT, HAaChIIIEHHBIH WM HEHACHIICHHBIH, He3aMe-
IICHHBIH; IPUYEM YKa3aHHBIH 3-12-uiIeHHBIH reTepolMKIOIKIIIBHBIN (parMeHT coenuneH yepes -CH,-, Hesa-
MeIIeHHbIH; npennouTutebHo -CH,-okceranun wnu -CH,-teTparuapodypanm.

B nperouTHTEIPHOM BAPHAHTE Pealn3allii COSANHEHNS M0 TaHHOMY H300peTeHuio, R’ mpencraBmser
co6oii -C;-Cy-anKuit, THHEHHBINA WK Pa3BETBICHHBIH, HACBIIICHHBIA WM HCHACHIIICHHBIN, HE3aMEIICHHBIN, MO-
HO- WIH NoJin3amenieHHbI. [IpeanoyrurensHo, R’ npenctaBisieT coooit -C-Cg-alkuil, JIMHEHHBIA HITH Pa3BETB-
JICHHBIHM, HACBHIIICHHBIM MM HEHACBIIIEHHBIH, He3aMEeIeHHbIH 1 MoHo3aMeenubiii -OCH;.

B nomosHATENBPHOM MPEATIOYTHTEIHFHOM BapHaHTE peaM3alii COCTUHEHUS 0 JAaHHOMY HW300pETEHHIO,
R’ mpexncraBisier coGoii 6-14-uIeHHBINH apHIBHBIA (PPArMEHT, HE3aMEICHHEIH, MOHO- MM MONH3aMEICHHEIH,
HeoOs3aTenbHO coequHeHHbIN depe3 -C-Cg-aaKuieH-, TMHSHHBIN WM pa3BEeTBICHHBIN, HACBHIIIICHHBIH WK He-
HACBIIEHHBIN, HE3aMEIIeHHBIH. B MpenmodTuTeIbHOM BapHaHTe peanu3aliiil H300peTeHus, R’ MpeACTaBISET
co0oii -peHmIT He3aMeIIICHHBII, MOHO- WJIH TIOJM3aMeIICHHEIH. bonee mpenmouytuTensHo, R npeacrasiser coooi
-()eHUIT He3aMeIIeHHBIH, MOHO- mwiH nmu3amemnieHssli -F, -Cl, -CHj;, -CF;, -OH, -OCH3;, -OCF; wmu -OCH,0OCH3;,
npeanoutuTensHo -F. B Ipyrom mpeamouTHTENHHOM BapHAHTE pealn3aliy m3o0perTeHus, R’ mpencrasiser
c060il He3aMelIeHHBIH, MOHO- T MOIH3aMelleHHbIH Oensmn. Bosnee mpexmouTnTensHo, R’ mpeacrasmser co-
0ol -OeH3WI, He3aMeIllleHHbIH, MoHO- wiM au3amerieHHsii -F, -Cl, -CHj;, -CF;, -OH, -OCHj;, -OCF; wiun
-OCH,0CHj3;, npeanouyturensHo -F.

B emte ogHOM TOTIOTHUTETFHOM MPEIIOYTHTEILHOM BapHAHTE PEATH3AINK COSTUHEHHS TI0 TaHHOMY H30-
6perennio, R’ mpexcrapmsier coGoii 5-14-uneHHbI reTepoapuiIbHBIl (ParMeHT, He3aMEIICHHBIH, MOHO- HIIH
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nonu3aMenenusiit. [Ipeanourntensho, R’ mpeacrapnser coboil ~-THEHNT WIN -MTHPHANHHIN, B KOKIOM CIydac
He3aMCIIEeHHbIH, MOHO- HIIM TIOJH3aMeIIeHHbI. Bonee mpeamournrensho, R’ mpeacrapnser coGoi -THEHM,
-IUPUIUHIII, ~-AIMHAIA30JTAJT TUTH O€H3UMHUIA30JIMII, B KQKIIOM ClTydae He3aMeIIeHHBIN WM MOHO3aMeIleHHBIN -F,
-Cl umu -CH;.

B npe/IrouTHTEIPHOM BAPHAHTE PEAlN3allii COSINHEHNMS M0 JaHHOMY m3o0perenuio, R* mpencrapmser
coboii -H.

B nomosTHUTENPHOM MPEATIOYTHTEIHFHOM BapHaHTE pEAM3AIMK COCTUHEHUS 0 JAHHOMY H300pETEHHIO,
R* npencraBiser cobon -C,-Ce-amkun, JTUHEHHBIH WU Pa3BETBJICHHBIN, HACHIIMICHHBIN WM HEHACHIIICHHBIH,
He3aMEeUIeHHBIH, MOHO- WM MoJIM3aMeleHHbIN. [IpeanoyTuTensHo, R* npencrapusietr coboit -C-Cg-ankun, iau-
HEHHBIA WM pa3BETBJICHHBIM, HACHIILIEHHBIH UM HEHACHIIICHHbIN, HE3aMEIlEHHbIN UM MOHO3aMEILECHHBIN 3a-
MECTHTEJIEM BBEIOpaHHBIM W3 TPYIIbL, cocrosmeit u3 -F, -Cl, -Br, -1, -CN, -CF;, -OH, -O-C;-C;-ankuna, -OCF3,
-O-(CHzCHz-O)l_m-H, -O-(CH2CH2-O)1_30-CH3, -OC(:O)CI-C4-3J'IKI/IJ'IE[, -C(:O)Cl-C4-aJ'IKI/IJ'Ia, -C(:O)OH,
-C(=0)0C;-Cy-anmkmna, -C(=0)NH,, -C(=0)NHC,-C;-ankmna, -C(=0)NHC,-C,-ankunes-CN, -C(=0)NHC;-C,-
ankmieH-0-C,-Cy-anxmna, -C(=0)N(C,-Cy-ankuna),; -S(=0)C,-C-ankuna u -S(=0),C,-Cs-ankuna; nimm wu3
-C(=0)NR*'R* rze R*' u R* BMecte ¢ aTOMOM a30Ta, K KOTOPOMY OHH IPHCOCIHHEHBI, 0OPa3yioT KOJNBIO H
npenctaBisioT coboit -(CH,)s6-, -(CH,),-O-(CH,),- nmu —(CH2)2—NRB—(CH2)2-, rue R® npeacTaBisieT cooo -H
nmn -C-Cg-anxwr;, wm u3 -C(=O)NH-3-12-4yieHHBIA UKIOATKWII, HACHIIIICHHBIN WM HEHACHIIIICHHBIN, He3a-
MeIIeHHbIN Wi MoHo3amemeHHsiid -F, -Cl, -Br, -1, -CN, wm -OH; nin u3 -C(=0)NH-3-12-uneHnslii retepo-
LMKJI0AJIKHII, HACBIIEHHBIN I HEHACHIIIEHHBIN, HE3aMEIEHHBIM i MoHo3aMelienuslii -F, -Cl, -Br, -I, -CN,
nwm -OH. Boiiee mpenmnouTuTeNsHO, R* npencraBuseT coboi -Ci-Cg-ankui, TUHEHHBIH WIN pPa3BETBICHHBIH,
HACBHIIICHHBIM WJIM  HEHACHIIICHHBIM, He3aMelleHHbIM win MoHo3aMemeHHbll -O-Ci-Cy-ankuaom wim
-C(=O)N(C;-C4-anxuiom),.

B eme 0JHOM JONOTHUTENEHOM MPEAMOYTHTEIEHOM BapUAHTE PEaTH3aliU COSUHCHUS TI0 TAHHOMY H30-
6perenmio, R* mpencrapnser coGoii 3-12-uneHHbIi MKIOANKHIBHBIA (ParMEHT, HACHICHHBIH HIM HEHACHI-
IICHHBIH, He3aMEUIeHHBII, MOHO- WM TIOJIN3aMEIIECHHbIH; npuueM 3-12-4IeHHBIH [HUKIOAIKWIBHBIN (parMeHT
coenuHeH depe3 -C-Cg-anKuieH-, TMHEHHBINH WM pa3BETBICHHbIN, HACHIIIICHHBIA WM HEHACHIIICHHBIN, HE3a-
MEIICHHBIN, MOHO- WJIM TIOJIM3aMeneHHbIN. [IpennouTuTensHo, R* MIpeACTaBIsAeT cOO00H 3-12-4ICHHBIN TUKIIO-
AJKWIBHBIN (pparMeHT, HACHIIICHHBI WM HEHACHINICHHBINA, HE3aMEIIEeHHBIH, MOHO- WJIA TOJU3aMeEICHHbIH;
MIpUYeM yKa3aHHBIN 3-12-4JIeHHBIN UKIOATKWIBHBIN (parMeHT coequHeH depe3 -CH,- nwmm -CH,CH,-. boiee
npeamouturensHo, R mpencrasier co6oit 3-12-4IeHHBIN IHKIOATKIIbHBL (ParMeHT, HACHIIICHHBIN HITH He-
HACBIIECHHBIN, HE3aMEIICHHbBIN WM 3aMENICHHBIA OHUM, JABYMS, TPEMS WJIM YETBIPhMS 3aMECTUTEIISIMH, He3a-
BHUCUMO JPYT OT JPyTa, BRIOpAHHBIMH U3 Tpymmsl, coctosmeil u3 -F, -Cl, -Br, -I, -CN, -OH, -C;-C,-anxwuun,
-0O-C;-Cy-ankun, -C(=0)OH, -C(=0)OC,-Cs-ankmn, -C(=O)NH,, -C(=O)NHC,;-Cy-anxmi, -C(=0)N(C;-C;-
ankmn),, -S(=0)C;-Cy-amkun u -S(=0),C;-Cy-ankwir; mpudeM yKazaHHBIH 3-12-uiICHHBIH ITHKIOATKWIEHBINA
¢parment coenuneH yepes -CH,- nim -CH,CH,-.

B nperouTHTEIPHOM BAPHAHTE Pealn3alliii COSAMHEHNs M0 TaHHOMY H3o0perenuio, R* mpencrasmser
c000i1 3-12-uJIeHHBIH reTepOoNNKIOATKIIBHBIN (parMeHT, HaCBHIIIEHHBI MM HEeHACHIILICHHBIH, He3aMeIIeHHBIH,
MOHO- WJIHM TOJIN3aMEIIEHHBIN; TPUYeM YKa3aHHBIN 3-12-wICHHBIH TeTePOUUKIOATKIILHBIA GparMeHT COeIH-
HeH 4depe3 -C-Cg-anKuieH-, JMHEHHBIA WM pa3BeTBICHHBIN, HACBHIIIICHHBIH WM HEHACBHIMICHHBIN, HE3aMeIIeH-
HBIM, MOHO- WJIM ToJin3ameneHHbIi. [IpeanoyturensHo, R* MIpeACTaBIsAeT co00H 3-12-4IeHHBIN TeTepOIUKIO-
AJKWIBHBIN (pparMeHT, HACHIIICHHBI WM HEHACHINICHHBIH, HE3aMEIeHHBIH, MOHO- WJIA TOJU3aMeEICHHbIH;
MIpUYeM YKa3aHHBIN 3-12-4JeHHBINH TeTepOIMKIOAIKIIIbHEIN GparmMeHT coenudeH uepe3 -CH,- numu -CH,CH,-.
Bonee npeanouTuTensHo, R pecraBiseT co6oil -OKCETaHI, ~TeTparnapodypaHiI I ~TeTPariAPONHPAHIII,
B KQXKIOM ClTydac HE3aMCIICHHBIN WK 3aMEIICHHBINA OJTHUM, JABYMsI, TPEMsI WU YETHIPHMSI 3aMECTUTEIIIMU, HE-
3aBHCHUMO JIPYT OT ApYra, BEIOpaHHBIMU U3 Tpymmbl, coctosmei u3 -F, -Cl, -Br, -I, -CN, -OH, -C;-C,-ankuna,
-O-C;-Cy-ankuna, -C(=0)OH, -C(=0)0OC;-C;-ankuna, -C(=0)NH,, -C(=0O)NHC,-C4-ankuna, -C(=O)N(C;-Cy4-
ankmna),, -S(=0)C,-Cy-ankuna u -S(=0),C,-C,-ankuia; mpu4eM yKa3aHHBIH -OKCETaHWII, ~TeTParuIpodypaHmI
WK -TeTparuaponupanun coenuser yepes -CH,- nmm -CH,CH,-.

B cie OXHOM NPEIMOYTHTEIFHOM BAPHAHTE PEATH3allid COSHMHEHHS MO JAaHHOMY H300perTeHmio, R
MIPeNCTaBIsIeT cO00MH 6-14-ueHHBIN apUIBHBIA PparMeHT, He3aMeIleHHbIH, MOHO- WM TIOJN3aMeIIeHHbIHN; TIPH-
4eM yKa3aHHBIA 6-14-wIeHHBIH apwIbHBIH QparMeHT coeamHeH depe3 -Ci-Cg-anKkuieH-, JIMHSHHBIA WITH pa3-
BETBJICHHBIN, HACBHIIIICHHBIM WM HEHACHIIICHHBIM, HE3aMEIICHHBIN, MOHO- UK TIoJin3amenlieHHbIi. [Ipeamnouru-
tenbHO, R? MpeacTaBiseT co0oi -heHus, He3aMeIIeHHbBIH, MOHO- HITU TOJM3aMeIIeHHBIN; MPUYeM YKa3aHHBIH
-permn coennuen uepes -CH,- wm -CH,CH,-. Bonee mpemourntensro, R* npencrasmsier co6oit -henn, He-
3aMEIICHHBIA WU 3aMEIICHHBIA OJHHUM, IBYMS, TPEMs WM YETHIPHMs 3aMCCTHTEIISIMU, HE3aBUCUMO NIPYT OT
JpyTa, BBIOpaHHBIMHU U3 Tpymisl, coctosimeit u3 -F, -Cl, -Br, -I, -CN, -OH, -C;-C4-ankuna, -O-C;-C,-ankmia,
-C(=0)OH, -C(=0)0C;-Cy4-ankuna, -C(=0)NH,, -C(=O)NHC,-C,-ankuna, -C(=0)N(C,-C,-ankuna),, -S(=0)C;-
Cy-anxuna u -S(=0),C;-Cy-ankuia; npuveM yKa3aHHbIH -peHmn coequaeH uepes -CH,- wim -CH,CH,-.

B [OTONMHUTENFHOM MPENNOYTHTEIILHOM BapHAHTE pealiu3allii COCIUHCHUS M0 JaHHOMY H300pCTCHUIO,
R* mpencraBisier coGoit 5-14-ueHHbIH TeTepOAPUIbHBIH (PArMEHT, He3aMEIICHHBIH, MOHO- WIH TOJIH3aMe-
IICHHBIN; TIPUYeM YKa3aHHbBIH S5-14-uIeHHBIN TeTepoapWiIbHbIN (parMeHT coemamHeH yepe3 -C;-Cg-ankuieH-,
JIMHEWHBIA WJIM pa3BETBIICHHBIN, HACBHIIICHHBIM WM HEHACBHIIICHHBIM, HE3aMEIIeHHBIN, MOHO- WIHM MOJU3aMe-
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mennpii [peamournrensuo, R* mpencrasser coGoii 5-14-uneHHbIi reTepoapHiIbHbIl (ParMeHT, He3aMelleH-
HBIIf, MOHO- WJIM TTOJIN3aMEIEHHbIH; pUYeM yKa3zaHHBIN -QeHwt coequneH depe3 -CH,- mm -CH,CH,-. bBonee
MIPEAMOYTHUTENBHO, R* MIPEACTaBISACT COOOW -TIMPUIANMHIII, -TTUPUMUJANHAT, -TMTUPAZUHIIT WIH -TTUPA30JIUHIII, B
KOKIOM cllydae He3aMEeIeHHBIA WU 3aMEIeHHBIA OJHUM, ABYMS, TPEMS WJIH YETHIPbMS 3aMECTUTEIIIMH, He3a-
BHCHMO JIPYT OT JIpyra, BRIOPAHHBIMU W3 TPyMIkI, coctosimei u3 -F, -Cl, -Br, -I, -CN, -OH, -C,-C;-ankuna, -O-
C,-Cy4-ankun, -C(=0)OH, -C(=0)0C,-Cy-anmxun, -C(=0)NH,, -C(=O)NHC,-C4-anxui, -C(=O)N(C,-C4-amkmn),,
-S(=0)C;-Cs-anxun u -S(=0),C,-Cy-akuit; mpuieM yKa3aHHbIH -TTUPUINHII, ~-TTAPUMUATUHIII, -TAPA3HHIIT I
-nupaszonuHmI coequHeH yepe3 -CH,- mm -CH,CH,-.

B mpeAmnodTuTeThHOM BapHaHTE peaH3alid COCIUHCHUS 10 JaHHOMY H300pCTCHUIO, R’ MpeICTaBIseT
co0oii -(eHMI, HE3aMEIICHHBIA, MOHO- WM IOJIM3aMeIIeHHbBIN. [IpearmouTuTensHo, R’ MpeJICTaBIsIeT co0oM
-()eHUIT HEe3aMEIICHHBIN TN 3aMCIICHHBIA OJHUM, JBYMS, TPEMS WM YCTHIPHMS 3aMECTUTCIISIMH, HE3aBUCUMO
JPYT OT OpyTa, BEIOpaHHBIMU U3 TPYIIbI, cocTosmei u3 -F; -Cl; -Br; -I; -CN; -OH; -C,-C;-ankuna; -CF3; -3-12-
YJICHHOTO IMKJIOAJIKWIIA, HACHIIIICHHOTO MJIM HEHACBIIIEHHOTO, HE3aMEIICHHOT0, MOHO- WJIU TOJU3aMEIICHHOTO;
MPEANOYTUTENBHO, -IUKJIOMNPOIWIA, HACHIILIEHHOTO, HE3aMEIICHHOTO; -3-12-4JIEHHOr0 TeTepOLMKIOANKHIIIA,
HACBIIEHHOTO WJIM HEHACHIIIICHHOTO, HE3aMEIIEHHOTO0, MOHO- WJIM IMOJU3aMEeNIeHHOTO; MPEINOYTUTEIILHO
-IMUPPOTUANHATA, -TTUTIEPUIUHIIIA, -MOPGOIUHIIIA, -TIIEPA3HHIIA, ~-THOMOP(OIMHIIIA WA ~-THOMOP()OTHHUIT
JIMOKCHUIA, B KaXKIOM CIIydae HACBINEHHBIA, HE3aMEIIeHHbIH Wi MoHo3amemeHHbIi -C,-Cy-amkunom; -6-14-
YJICHHOTO apuia, He3aMeIIeHHOTO, MOHO- HJIH TIOJIM3aMEIIeHHOTO; TPEANOYTHTENLHO, ~-(peHIIa, He3aMeIeHHO-
ro; -O-C,-C4-anmkuna; -S-C;-Cs-ankmna; -C(=0O)OH; -C(=0)O-C,-Cy-ankmna; -C(=O)NH,; -C(=O)NHC,-C;-
ankmna; -C(=O)N(C,-Cs-ankmma),; -C(=O)N(C,-Cg-anxmn)(C,-Cs-anxmn-OH); -C(=O)NH-(CH,),;-3-12-
YJICHHOTO ITMKJIOAJIKWIIa, HACBIIIEHHOTO WM HEHACBIIICHHOT0, He3aMEIIEHHOTO WM MoHO3aMmenieHHoro -OH;
npeamnoututensHo, -C(=0)NH-(CH,) ;-uKkI00yTHIa, HACBIIICHHOTO WJIM HCEHACHIIICHHOTO, HE3aMCIICHHOTO
wi MoHo3amemneHHOTo -OH; -C(=0)-3-12-4JIeHHOTO TeTePOIMKIOATKIIIA, HACKIIIICHHOTO W HEHACHIIICHHO-
ro, He3aMEIICHHOTO, MOHO- WJIH IMOJU3aMEIeHHOT0; TpeanoututrenbHo -C(=0)-MopdonrHuia, HaChIICHHOTO,
He3aMmeeHHOT0; -S(=0)C,-C,-ankuna; -S(=0),C;-Cy-ankuna; u -S(=0),N(C,-C,-ankmna),.

B 10omMoTHATENPHOM MPEATIOYTHTEIHFHOM BapHaHTE peATM3aIMK COCTUHEHUS 0 JAHHOMY HW300pETEHHIO,
R’ mnpencraBmsier coGoif -1,2-GEH30IMOKCON, -THPA3UHMI, -THPHAA3UHAT, -TTHPHIMHAI, -ITHPHMHAIAHAIL,
-THEHHUJ, -UMHOA30/I1, -O€H3MMUIA30/IMI, -THA30JamiI, -1,3,4-TMagua3zoiinii, -0€H30THA30JIMII, -OKCa30JIMII,
-OCH30KCa30JWII, -TIMPA3ONIII, -XUHOJUHIII, -W30XWUHOJWHWI, -XWHA30JWHWI, -WHIOJNHJ, -WHAOTWHWI, OCH-
30[c][1,2,5]okcammazomwi, -umuaasof 1,2-ajmupasunwmn, wim -1H-muppoino[2,3-b]mupunuHui, B K&KIOM Ciydae
He3aMeIIeHHBIH, MOHO- WM ITOJIM3aMEIIEHHBIN; MPEAMOYTUTEBHO -TIUPA3UHII, -TTUPUJA3UHII, -TTUPYTTHILL,
-IIUPUMHUIUHIIT WK -THCHWI, B KQXIOM CITydac HE3aMEIICHHBIW, MOHO- U MoJu3aMemeHHblid. [Ipenmoyurn-
TenbHO, R’ MPECTABISCT COOON -ITUPA3UHIII, -ITUPUIA3UHIII, ~-TUPUANHII, ~-TAPUMHUIAHII WM -THCHUI, B Ka-
JKJIOM ClTydac HE3aMEIICHHBIN WIIH 3aMEIICHHBIA OJTHUM, IBYMs, TPEMs WJIH YCTHIPEMs 3aMECTHTEIISIMHU, HE3aBH-
CHUMO JpyT OT Jpyra, BRIOPAHHBIMH W3 Tpymmbl, coctosmed u3 -F; -Cl; -Br; -I; -CN; -OH; -C,-Cs-ankuna;
-CF3; -3-12-ujeHHOr0 IUKIIOAJKHIIA, HACBIIIEHHOTO WM HEHACBIIIEHHOTO, HE3aMEIIEHHOT0, MOHO- WJIU ITOJIH-
3aMEILEHHOr0; MPEANOYTUTENBHO -IUKIONPOINWIA, HACHIIIEHHOTO, He3aMEelEeHHOro; -3-12-4JIeHHOro reTepo-
IUKIIOATTKHIIA, HACBIIEHHOTO WM HEHACHIIIICHHOTO, HE3aMEIIEHHOTO, MOHO- MJIH TOJIN3aMEIIEHHOTO; MPEaIoY-
TUTENBHO -TIMPPOJIUAWHWIA, -TUNEPUIUHIIE, -MOPQOIUHIIIA, -THIEPA3UHWIA, -THOMOP(OIMHHUI N
-THOMOP(OJMHII AUOKCHIA, B KAXKIOM CIydae HACHIIIEHHOTO, HE3aMEIIEHHOTO I MOHO3aMeleHHOTOo -C-Cy-
AJKWIOM; -6-14-4JIeHHOTO apuiia, He3aMeIeHHOTO, MOHO- WJIH TIOJTU3aMEIICHHOTO; TPEANOYTHTENHHO -QeHIIIa,
HezamenieHHoro; -0O-C-Cy-anmkmna; -S-Ci-Cy-anmxuma; -C(=0)OH; -C(=0)0O-C,-C4-anmkmna; -C(=0O)NH,;
-C(=O)NHC,-Cy-anmkuna; -C(=O)N(C,;-Cs-ankuna),; -C(=O)N(C;-Cy-ankun)(C,-C4-ankun-OH); -C(=O)NH-
(CH,);.3-3-12-u1eHHOTO MKJIOATKWJIA, HACBIIICHHOTO WM HEHACHIIIEHHOTO, HE3aMEIICHHOTO MJIM MOHO3aMe-
menHoro -OH; npeamouturensro -C(=0)NH-(CH,);.3-IIMKIO0YTHIOM, HACBHIIIEHHOTO WM HEHACHIIICHHOTO,
He3aMeIleHHOro Win MoHo3aMemmeHHoro -OH; -C(=0)-3-12-uieHHOro reTepolrKIOaKiIIa, HACHIIIIEHHOTO HIIH
HCHACBIIMICHHOTO, HE3aMEIICHHOTO, MOHO- WU TOJIM3aMEIICHHOr0; mpeanoututensHo -C(=0)-Mopdonuamia,
HACHIIIEHHOTO, He3aMeleHHOro; -S(=0)C;-Cy-ankuna; -S(=0),C,-C,-ankuna; u -S(=0),N(C;-Cy-ankuia),.

B emre 01HOM TOTIOTHUTETHFHOM TPEIIOYTHTEILHOM BapHAHTE PEATH3AINK COSTUHEHHS 110 TaHHOMY H30-
6perenmio, R mpencraBmsier co6oii GHUMKIMIECKHi 9-10-wICHHBIH reTepoapiiIbHbIi (DPArMeHT, He3aMeIeH-
HBIi, MOHO- HII MOJTH3aMeIIeHHbI, IPeANoYTHTENbHO, R® mpencraBmser coboii nmuaso[ 1,2-a]mupasus, Hesa-
MEIIEHHBIN NI MOHO3aMeleHHbIH -C;-C4-aJIKuiIioMm.

[IpenmodruTensHO, R’ MIpeACTaBIsAeT coO00U -peHwmI, -1,2-0eH30MOKCOI, -TIMPA3HHUI, -TTUPHIA3HHII,
-MUPUIUHWI, -TIAPUMHUIUHWI, -THCHHJ, -UMHUOA30JWI, -OCH3WUMHIA30/IMI, -THA30Jwd, -1,3,4-THaana3omnu,
-0CH30THA30JIWII, -OKCA30JIWI, -OCH30KCA30MI, -MUPA30JIMI, -XHHOJIMHWI, -W30XHHOJWHIUI, -XHHA30JIAHUIL,
-MHJOMWI, -WHIOMMHWI, OeH30[c][1,2,5]okcanmazommn, -umunasoll,2-aJmupasunmn, wim -1H-muppomno[2,3-
bnupuIMHUI, B KQXKIOM CIy4ae HE3aMCICHHBIN WU 3aMEIICHHBIN OTHUM, ABYMs, TPEMs MU YETHIPbMs 3a-
MECTHTEIIIMHU, HE3aBUCUMO JIPYT OT JPYyTra, BRIOPAHHBIMU U3 TPYIIIEI, COCTOSIICH 13

-F; -Cl; -Br; I,

-CN; -C,-Cy-anmkuna; -CF;; -C-Cy-amkmn-C(=0)NH,; -C;-Cy-ankun-S(=0),-C;-Cy-ankuna;

-C(=0)-C,-Cy-anxmna; -C(=0)OH; -C(=0)O-C,-C4-ankmna; -C(=O)NH,; -C(=O)NHC,-C;-anxuina;
-C(=0)N(C,-C4-anxumna),; -C(=0)NH(C,-C4-ankmi-OH); -C(=O)N(C,-C4-anxun)(C;-C4-ankmi-OH);
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-C(=O)NH-(CH,CH,0);.30-CHz;

-NH,; -NHC,-C4-ankuna; -N(C;-Cy-ankuna),; -NHC,-Cy-ankun-OH; -NCH;C,-C,-ankun-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-C,-C4-ankuna; -OCF3; -O-C,-Cy4-anxun-CO,H; -O-C,-C4-ankun-C(=0)0O-C;-Cy-ankmna; -O-C;-
C-anknin-CONH,;

-S-C,-Cy-anxmna; -S(=0)C;-C;-ankuna; -S(=0),C;-C4-ankmia; u -S(=0),N(C;-C,-anxuna),;

-3-12-4JICHHOTO LMKJIOAJIKHIIA, HACKIIIEHHOTO0 WM HEHACHIIIEHHOTO, HE3aMEILIEHHOI'0, MOHO- HJIH TI0JIN3a-
MEIICHHOTO; MPUYEeM yKa3aHHBIA 3-12-uJeHHBIA MHUKIOANKIII HeoOs3aTenbHo coemauHeH udepe3 -CH,-, -NH-,
-NCH3-, -NH-(CH,);3-, -NCH;3(CH,);3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);;-,
-C(=O)NCH3-(CHy),.3-;

-3-12-uneHHBIN TeTePOLUKIIOANKIII, HACBHIIICHHBINA WK HEHACBIIECHHBIN, HE3aMEIIeHHbIH, MOHO- WJIH T0-
JM3aMEIeHHBIN; PHYEM yKa3aHHBIN 3-12-uIeHHBIH reTeponMKIOaIKiI HeoOs3aTenpHo coequneH yepes -CH,-,
-NH-, -NCHj3-, -NH-(CH,;),3-, -NCH;(CH),3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);.-,
-C(=O)NCH3-(CHy),.3-;

-6-14-uneHHOr0 apwia, HE3aMEMIeHHOTO, MOHO- WM TIOJM3aMEIICHHOTO; MpUYeM YKa3aHHBIA 6-14-
YJICHHBIN apui HeoOs3atenbHo coenuaeH depe3 -CH,-, -NH-, -NCHj;-, -NH-(CH,),_3-, -NCH3(CH,), 3-, -(C=0)-,
-NHC(=0)-, -NCH;3C(=0)-, -C(=O)NH-(CH,);.3-, -C(=O)NCHj3-(CH,);_3-; mu

-5-14-aneHHoOroO reTepoapuia, He3aMeIleHHbIH, MOHO- WM TIOJM3aMEIICHHbIN; MpHYeM yKa3aHHBIH 5-14-
YJICHHBIN TeTepoapui HeoOs3arenbHO coemuHeH depe3 -CH,-, -NH-, -NCHjs-, -NH-(CH,);.3-, -NCH;3(CH,), 3-,
-(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);_3-, -C(=O)NCH3-(CH,);_3-.

B npennoyTHTENEHBIX BapUAHTAX Pean3allii H300pETCHHUS, COSMHCHUC 110 JAHHOMY H300pETCHHIO UMe-
eT CTPYKTYpY Jto00i u3 odmux dpopmyn ot (II-A) no (VIII-C):

I\ (1-B)

RD
11-C) R
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R
RS \ RS, \
) - XK
Rs
)\ N R3 )‘\ N
o o]
R® R®
(I11-C)
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R! R!
RS \ RS, \
~ N N<ge ~ N N
R® )\ Rs
o N o \
(CH2)z3 /(CH2)2-3
HsCO HoCO
AV-A) (IV-B)
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I B KOXIOM CITydae

Rl, Rz, R3, R* 1 R’ HAXOATCS B COOTBETCTBHI C OIPEEIICHUSIMH BBIIIIE,

R npenacrasisieT coooit -H, -OH, -F, -CN wmm -C,-Cy-ankun; npeanoururensHo -H wim -OH;

R npencrasmser co6oit -H wmn -F;

WM eT0 (PM3UOJOTUIECKH PUEMIIEMOM COJIH.

[IpenmoururenpHO, B coeauHeHUIX oomelt hopmynsl (I) mwin B m000M U3 cOeAMHEHUH 00IMUX (GOPMYIT OT
(IT-A) mo (VIII-C) RS BBIOpaH 13 TpyMIIbl, COCTOSIIEH U3:
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B KOHKpETHOM MPEANMOYTHTEIHFHOM BapHAHTE PeaM3aUN COSTUHEHUS TI0 JAHHOMY H300PETCHHUTO

R! npencrasiseT codoi -H nmu -CHs;

R? npencraBisieT coboit -C,-Cg-amkui, JTUHSWHBIH WM pa3BETBIICHHBIN, HACHIIICHHBIN, HE3aMEIICHHBIN;
IIUKJIOTIPOTIHJI, COeAMHEHHBIN uepe3 -CH,-; nim TeTparuaponupanmi, coenuaeHHbIi gepes -CH,-;

R’ mpencraBiser coGoii -heHmT, GEH3WI, ~THSHIT WIN -MHPHANHIN, B KAXKIOM CIydae He3aMEIICHHbIH
WX 3aMCIICHHBIA OTHUM, ABYMS, TPEMs U YCTHIPHEMs 3aMECTUTEIISIMH, HE3aBHCUMO APYT OT JIpyra, BEIOpaH-
HBIMH W3 rpymmsl, coctosmei u3 -F, -Cl, -CN, -CH;, -CH,CH;, -CH,F, -CHF,, -CF;, -OCF;, -OH, -OCHj,
-C(=O)NH,, C(=O)NHCHj;, -C(=0O)N(CHs;),, -NH,, -NHCHj;, -N(CHj3),, -NHC(=0)CH;, -CH,OH, SOCH; u
SO,CHj;; nim

R* npecTaBisieT coboit -H;

-C,-C¢-ankwin, TMHEWHBIN WU pa3BETBJIICHHBIN, HACBHIIEHHBIH, HE3aMEIICHHBIN WIIM 3aMEIICHHBIN OJTHUM,
JIBYMSI, TPEMSI WIIA YETHIPbMsI 3aMECTHTEIISIMHU, HE3aBUCUMO JPYT OT Ipyra, BRIOPAaHHBIMH W3 TPYIIIBI, COCTOSIICH
n3 -F, -Cl, -Br, -I, -CN, -OH, -O-C;-Cs-anxun, -C(=O)NH-C,-C¢-anxuna, -C(=O)N(C,-Cs-ankwmna), wiu
-C(=O)NRR' rae R u R' BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHH NIPHCOEIAMHEHBI, 00pa3yIOT KOJIBIIO M MPEJ-
cTaBisioT co6oit -(CH,)s.5-;

3-6-4JIeHHBIN TUKIIOATKHII, He3aMEIEHHBI MM 3aMEIISHHBIA OHUM, JBYMS, TPEMs WJIA YETHIPbMS 3a-
MECTHUTEIJISIMH, HE3aBUCHMO JPYT OT JpYra, BBIOPaHHBIMH W3 TpyMIsl, coctosimeit u3 -F, -Cl, -Br, -1, -CN, -OH, u
-0-C,-Cy-ankuna, npudeM yKazaHHBIN 3-6-4I€HHbIN HUKIOANKII coequHeH uepe3 -C -Cq-alKuiieH;

3-6-4JICHHBIH reTePOIUKIIOANIKII, He3aMEIICHHBIHN WU 3aMCIICHHBIA OTHUM, IBYMs, TPEMs WIIH YCTHIPbMS
3aMECTHUTEISIMU, HE3aBHCUMO JIPYT OT APYra, BEIOPaHHBIMHU U3 TPYINbI, cocrosieit u3 -F, -Cl, -Br, -1, -CN, -OH,
u -0-C,-Cy-ankuna, NpuueM yKa3aHHBIN 3-0-uJIeHHBINA TeTePOLUKIOANKII coeAuHeH uepes -C;-Cg-anKkues;

-peHwI, He3aMeNIeHHBIN W MoHo3ameIeHHbIi -OCH3; mpudeM ykazaHHbIH -pennn coenuneH depes -C; -
C¢-aJIKHIIEH-; TN

-IIUPHUIIIT, He3aMEeIICHHBIH, MOHO- WITH MOJIN3aMEIIEHHBIN; MPUYeM YKa3aHHBIN -TIMPUINIT COSAMHEH Yepe3
-C,-Cg¢-anxuiieH-;
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R’ npescrasiser cooit

-pennn, -1,2-06H30TMOKCOJ, -TUPA3HHWI, -TUPUAA3HHWI, -MUPUIWHWI, -MHPUMUIAWHWI, -THCHHI,
-UMHUAAQ30JM,  -OCH3UMMOA30JuiI,  -THa3ouwi,  -1,3,4-tmaguazonwy,  -O€H30THA30JMI,  -OKCa30JIHII,
-OCH30KCA30JIWII, -MAPA30JWJ, -XUHOJWHWI, -W30XWHOJWHWI, -XWHA30JWHWI, -WHIOIWI, -WHIOJHHIII,
-6en3o[c][1,2,5]okcamnazomun, -umunasoll,2-ajoupasuann wim -1H-tmuppono[2,3-b]nmupuauami, B KaxaoM
CiIydae He3aMEIICHHBIN WM 3aMEIIeHHBIH OJHUM, IBYMS, TPEMs W YETBHIPbMS 3aMECTUTEIISIMU, HE3aBUCHMO
JIPYT OT IpyTa, BRIOPaHHBIMH U3 TPYIIIBI, COCTOSIICH 13

-F; -Cl; -Br; -I;

-CN; -C;-Cy-anmkuna; -C;-Cy-ankun-OH; -CF;; -C;-Cs-ankun-CF;; -Ci-Cy-ankun-C(=O)NH,; -C;-Cy4-
ankmwi-C(=0)NHC,-Cg-ankuna; -C,-Cy-anxun-C(=0)N(C,-Cg-ankuna),; -C-C4-ankun-S(=0),-C,-C4-ankuna;

-C(=0)-C-Cy-anxmna; -C(=0)OH; -C(=0)O-C,-C-ankmna; -C(=O)NH,; -C(=O)NHC,-C4-ankuna;
-C(=O)N(C;-C4-anxmuna),;  -C(=0O)NH(C;-C4-anxun-OH);  -C(=O)N(C;-Cy-amxmn)(C;-C4-ankun-OH); -
C(=0)NH-(CH,CH,0),.3-CH3;

-NH,; -NHC,-Cy-ankuna; -N(C;-C-ankuna),; -NHC,-C4-ankun-OH; -NCH;C,-C,-ankun-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-C,;-Cy-ankuna; -OCF3; -O-C,-C4-ankun-CO,H; -O-C;-Cy-ankun-C(=0)0-C,-C,-anxun; -O-C-Cy-
ankun-CONH,;

-S-C,-Cy-anxmna; -S(=0)C;-Cs-ankuna; -S(=0),C;-C4-ankmia; u -S(=0),N(C;-C,-ankuna),;

-3-12-4€HHOTO MUKIOATKUIIA, HACKIIIIEHHOTO MM HEHACBHIIIIEHHOTO, He3aMEeIEHHOTO, MOHO- WJIH TIOJIH3a-
MEIICHHOTO; MTPUYEM yYKa3aHHBIN 3-12-uJIeHHBINH UKI0ATKAI HeoOs3aTenbHo coennueH yepe3 -CH,-, -O-, -NH-,
-NCH3-, -NH-(CH,);3-, -NCH3(CH);3., -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);;-,
-C(=O)NCH3-(CHy),.3-;

-3-12-4JICHHOTO TeTEePOIMKIOANKIIA, HACBHIIICHHOTO WJIM HEHACBIICHHOTO, HE3aMEIICHHOTO, MOHO- HJIH
MOJM3aMEIICHHOTO; MPUYEM YKa3aHHBIN 3-12-4JCHHBIA TETEPOIMKIOATKII HEOOs3aTeIbHO COCAMHCH dYepe3
-CH,-, -O-, -NH-, -NCHj;-, -NH-(CH,;);.3-, -NCH3(CH,);.3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-
(CHy)1.3-, -C(=O)NCH3-(CHy),.3-;

-6-14-uneHHOr0 apwia, HE3aMEMIeHHOTO, MOHO- WM TIOJM3aMEIICHHOTO; MpUYeM YKa3aHHBIA 6-14-
YJICHHBIH apui Heobs3artenbHo coemuHeH depe3 -CH,-, -O-, -NH-, -NCH;-, -NH-(CH,),.3-, -NCH;(CH,);.3-,
-(C=0)-, -NHC(=0)-, -NCH;3C(=0)-, -C(=0O)NH-(CH,);.3-, -C(=O)NCHj3-(CH,);.3-; i

-5-14-uneHHoro rerepoapmiia, He3aMeIEeHHOT0, MOHO- WJIH MOJM3aMeNIeHHOTO; IpUYeM YKa3aHHbBIH 5-14-
YJIGHHBIH TeTepoapui HeoOs3aTenbHO coeamHeH uepe3 -CH,-, -O-, -NH-, -NCHj;-, -NH-(CH,);-,
-NCHj3(CH,); 3+, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0O)NH-(CH,);3-, -C(=O)NCH;3-(CH,); 3-;

R'", R"% RY, R™ R”, R'® R R"™ R”uR¥ MPEJCTaBISIOT 000t -H.

B KOHKpETHOM IPEAMOYTUTEIHFHOM BapUAHTE PEATU3AIUH COCTUHCHUS 110 TaHHOMY H300pPETCHUIO

R' npezacrasuset coooi -H wim -CHs; w/mmu

R? npeactaBisieT co0oit -Ci-Cg-amkuin, TUHCHHBIA WU Pa3BETBICHHBIN, HACHIICHHBIH, HE3aMEIICHHBIN;
MPEANOYTUTEIBHO, R? npenctapisier codoit -CH; mmn -CH,CHj;; Gonee mpeanodYTuTensHO, R' u R? 06a npea-
cTaBistoT co6oii -CH;; u/nnn

R’ MIpeACTaBIsAET cOO0H -(heHU, ~-THSHHUIT WU -TTUPHIAHIII, B KQXKIOM CIydae He3aMEIIeHHBIH M 3aMe-
MICHHBINA OJHUM, IBYMSI, TPEMs WM YETHIPbMS 3aMECTHTEIISIMU, HE3aBUCHUMO APYT OT APyTa, BHIOPAHHBIMH W3
rpynmsl, cocrosimein u3 -F, -Cl, -CN, -CHjs, -CH,CHj;, -CH,F, -CHF,, -CF3, -OCF;, -OH, -OCHj;, -C(=O)NH,,
C(:O)NHCH3, 'C(:O)N(CH3)2, -NHz, -NHCH3, -N(CH3)2, -NHC(:O)CHj,, -CHon, SOCH3 u 802CH3, npea-
noururensHo, R° npeJCTaBIsIeT co00i -(heHW, ~-THEHIT WIH -MUPUANHIWI, B KOXKIOM CIIydae He3aMCICHHBII
WM 3aMCIIeHHEIH -F; OoJiee MpeAmoYTHTENbHO, R’ MpeJCTaBIsIeT COOOU (hCHMI, He3aMEIICHHBIHN; 1/UIH

R* npeacTaBisieT coboit -H;

-C,-C¢-ankui, TMHEWHBIN WU pa3BETBICHHBIHN, HACBIILEHHBIN, HE3aMEIICHHBIN WM 3aMEUICHHBIN OJHUM,
JIBYMsI, TPEMSI WJIH YETHIPHMS 3aMECTUTEIISIMH, HE3aBUCHMO JIPYT OT JPYTa, BEIOPAHHBIMH M3 TPYIIITBI, COCTOSIICH
u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C,-C;-anxuna; uin

3-6-4JIeHHBIN TUKIIOATKWI, HE3aMEIEHHBI WM 3aMEIISHHBIH OHUM, JBYMSI, TPEMsI WJIA YETHIPMS 3a-
MECTHUTEIISIMU, HE3aBHCUMO APYT OT APYyra, BEIOpaHHBIMU U3 TPyMIIbI, cocTosmei u3 -F, -Cl, -Br, -1, -CN, -OH u
-O-C,-Cy-ankwi, mpudeM yKa3aHHBIA 3-6-4JIeHHBIH MUKIOANKWI coenuueH depe3 -C -Cg-anKuieH; mpeamnoITh-
TEIBHO, R* MIPECTaBIsIeT cOO00H 3-6-WICHHBIN MUKIOATKII, HE3aMEIICHHBIA WM 3aMEIIeHHBIA OJHUM, JIBYMS,
TpPEMS WIH YETHIPEMS 3aMECTHTEIISIMU, HE3aBUCUMO APYT OT ApyTa, BRIOPAaHHBIMH U3 TPYIIILI, cocTosMmEeH u3 -F,
-Cl, -Br, -1, -CN, -OH, u -O-C,-C;-ankui, mpudeM yKa3aHHBIN 3-6-1IeHHBIA MTUKI0ATKHUI coequHeH uepe3 -CH,-
wmn -CH,CH,-; 6osee nmpeAmnoyTHTENbHO, R* MpEeJCTaBIsICT COOON -IUKIO0YTHII, He3aMEIICHHBIN HIIM MOHO3a-
MemeHHbIH -OH, nprdeM ykazaHHBIN -IUKIOOYTHI coequueH yepes -CH,-; w/nm

R’ MPECTABISACT cO00# -heHwWI, -TUpasuHI, ~-TUPUIA3HHII, ~-TUPUIANHIII, ~-ITUPAMUTAHII, ~-TUCHIJ, HITH
uMuaas3o[ 1,2-ajnupasuH, B KaXXIOM cllydyae He3aMEIEHHBIM WM 3aMEIICHHbIN OJHUM, NBYMs, TPEeMsl WIH 4e-
TBIPHMSI 3aMECTHTEIISIMU, HE3aBUCUMO JIPYT OT JAPYra, BRIOPaHHBIMHU W3 TPYIIbL, cocrosieit u3 -F; -Cl; -Br; -I;
-CN; -OH; -C;-Cy-ankuna; -CF3; -3-12-4JIeHHBINA [UKIOAJIKWI, HACBHIIIEHHBIN UM HEHACHIIICHHBIHN, HE3aMEIIICH-
HBIIA, MOHO- WJIM TIOJU3aMEIIeHHBIN; MPEANOYTUTEIHHO TUKIIONPOIHI, HACBHIIEHHBIH, HE3aMEIIeHHBIH; -3-12-
YJICHHBIH TeTePOIMKIOATKHI, HACHIIIICHHBIN WM HEHACBHIIEHHBINA, He3aMEIICHHBINH, MOHO- HITH TIOJM3aMelIeH-
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nimn

-THOMOP(OIHHWI TUOKCUI, B KQXKIOM CIydae HACBIIICHHBIN, HE3aMCIICHHBIN WM MOHO3aMeIeHHbIH -Ci-Cy-
AJKWT, -6-14-4yIeHHBIA apwil, He3aMeleHHbIA, MOHO- WIIH TTOJIM3aMEeeHHBIN; TPEOYTUTELHO ~(heHUII, He3a-
memennbii; -O-C;-Cy-ankun; -S-C;-Cy-ankmr; -C(=0)OH; -C(=0)0-C,-Cy-ankui; -C(=0)NH,; -C(=O)NHC;-
Cyganxmmr;  -C(=O)N(C,-Cs-anxmn),; -C(=O)N(C,-C,-anxun)(C,-Cy-anknn-OH); -C(=O)NH-(CH,),;-3-12-
YJICHHBIN ITUKJI0ATKWII, HACKIIICHHBIN MW HEHACHIIIICHHBIH, He3aMEIICHHbBIN WM MOHOo3aMenIeHHbIi -OH; mpen-
noututesibHO -C(=0)NH-(CH,),_3-1InKI00yTHII, HACBIIIEHHBIN WITM HEHACKHIIICHHBIH, He3aMeIeHHBIH HITH MOHO-
3amemeHubiii -OH; -C(=0)-3-12-4yieHHBIH TeTepONUKIOATKIII, HACHIIIEHHBIH WM HEHACHIICHHBIH, HE3aMe-
IIEHHBIH, MOHO- WJIM IOJM3aMeIeHHBIN; npennodytutenasHo -C(=0)-MoponnHui, HACHIILCHHBIH, He3aMelleH-
HbIi; -S(=0)C;-Cy-anxmr; -S(=0),C;-Cy-ankui; u -S(=0),N(C,-C,-ankmn),; w/wim
R'", R'% RY, R™ R”, R'® R R'™ R”uR¥ MPEJCTaBISIOT 000t -H.

Hpe[[HO‘ITI/ITCJ'ILHO, COCAMHCHUC 110 JaHHOMY I/I306peTeHI/IIO BLI6paH0 13 I'pYIILL, COCTOS[HIeﬁ us3

SC 3001

uc-5-[ 1-(UuknoOyTui-mernn)-8-guMeTHIaMUHO-2-0KcO-8-(p eHni-1,3 -
auasacrupol4,5]aexan-3-mi]-nupuMuanH-2-kapOOHUTpHIA

SC 3002

uc-5-[ 1-(HuknoOyTui-mernn)-8-1uMeTniIaMuHo-2-0kco-8-penm-1,3-
auasactupol4,S]aexan-3-mi]-nmipasuH-2-KapOOHUTPHIIA

SC 3003

uc-5-[ 1-(UuknobyTui-mernn)-8-1uMeTHIaMUHO-2-0Kco-8-(p eHmi-1,3 -
auasacrupol4,S]aexan-3-mn]-4-MeTOKCU-NMUPHUMUIUH-2-KapOOHUTpHIIa

SC_3004

uc-5-[8-AumernnamuHo- 1-(2-MeTokcu-3Tu)-2-0Kco-8-penun-1,3-
auasactupol4,S]aexan-3-mi|-mupuMHInH-2-KapOOHUTPHIA

SC_3005

uc-5-[ 1-(UuknobyTui-mernn)-8-1uMeTHIaMUHO-2-0Kco-8-¢p eHn-1,3 -
nuasacnupol4,5]nexan-3-mwi]-nupuMuanH-2-KapOOHOBOW KUCJIOTHI aMUIA

SC_3006

uc-5-[ 1-(LuknoOyTun-merui)-8-1uMeTHIaMIHO-2-0KCco-8-peHm-1,3-
nuazactmpo[4,5 ] nexan-3-wmi]-2-MeTHICY b OHUIT-TUPUMUATUH-4-
kapOoHuTpHIa

SC 3007

uc-5-[1-(2-MeTtokcH-3Tuin)-8-MeTHIIaMIHO-2-0KCO-8-(ermn-1,3-
nuasactupol4,S]nexaH-3-ui]-nupuMHANH-2-KapOOHUTPHIIA

SC_3008

uc-2-[ 1-(Iukno6yTri-meTnn)-8-1uMeTHIaMuHO-2-0Kco-8-h ern-1,3-
auasacrupol4,S]aexan-3-mnl-5-MeTHICY b OHII-OSH30HUTPHIIA

SC_3009

uc-2-[ 1-(LuknoOyTun-mMeTni)-8-1uMeTHIaMIHO-2-0Kco- 8- eHm-1,3-
nuasactupol4,S]nexaH-3-ui]-6eHzamuna

SC 3010

uc-3-[ 1-(Iukno6yTria-meTnn)-8-1uMeTHIaMuHO-2-0Kco-8-h ern-1,3-
nuasacnupo[4,5]nexan-3-wmi]-6enzamuna

SC 3011

uc-5-[8-Aumerunamuno- 1 -[ (1 -rugpokcu-uuKiIo0y THIT )-Me T |-2-0KCO-8 -
(dennn-1,3-guazacnupol4,5 | nekan-3-wi|-mupuUMUIHH-2-KapOOHOBOH  KHCIIOTBI
amuaa

SC 3012

uc-5-[ 1-(uknoOyTun-meTni)-8-MeTHiIaMiHO-2-0kco-8-permn-1,3-
nuazactinpol4,5 ] nexan-3-min]-4-MeTOKCH-TINPUMUITHH-2 -KapOOHUTPHUIIA

SC 3013

uc-5-[8-Tumerunamuno- 1 -[ (1 -ruapokcu-unkiao0y THIT)-MeTHIT|-2-0KCO-8 -
¢benni-1,3-nuazacnupo[4,5]nexas-3-un]-nupuMuIuH-2-KapOOHUTPHIA

SC 3014

uc-2-[ 1-(uknoOyTun-mMeTni)-8-AuMeTHIaMIHO-2-0Kco- 8- eHm-1,3-
nuazactnpol4,5 ] nexan-3 -] -mipuMuIrH-5-KapOOHUTPIIIA

SC 3015

uuc-8-umernnamuno- 1-[( 1 -ruapokcu-nuknodytin)-merii|-3-(2-MeTokcu-
OHPUMIIHAH-5-11)-8-ernn-1,3-nmuasacoupol 4,5 | nexan-2-oHa

SC 3016

uc-2-[ 1-(LuknoOyTun-mMeTni)-8-TuMeTHIaMIHO-2-0Kco- 8- eHm-1,3-
nuazactnpol4,5 ] nexan-3-wi]-mupuMuInH-5-KapOOHOBOM KHCIOTH aMHU/IA

SC_3017

ruc-4-[ 1-(IuknobyTui-mernn)-8-1uMeTriIaMuHO-2-0kco-8-h ern-1,3-
nuasacnupol4,5 ] nexan-3-min]-N-metun-OeHzamuna

SC 3018

uc-5-(8-umernaamuHo-2-0kco-8-penm- 1 -mpommn-1,3-
nuazactupol4,5] nexaH-3 -wn)-MpuMuInH-2-KapOOHUTPIIIA

SC 3019

c-5-[8-IumernnamuHo- 1-(3-metokcu-mpornun)-2-okco-8-penni-1,3-
auasactupol4,S]aexan-3-1mi|-mupuMHIHH-2-KapOOHUTpHIA

SC 3020

tuc-5-[ 1-(Luknonponun-mMe )-8 - THMe THIIaMIHO-2-0KCO-8-(peHm-1,3-
nuazactupol4,5 ] nexan-3 -wi]-mupuMuanH-2-KapOOHUTPIIIA

SC 3021

uc-4-[ 1-(uknoOyTun-mMeTni)-8-TuMeTHIaMIHO-2-0Kco- 8- eHmi-1,3-
nuasactupol4,5]nexan-3-wmn]-benzamuna

SC 3022

uc- 1-(HuknobyTrun-mMernn)-8- nuMeTninaMuHo-8-¢ eann-3-[2-(TpudTopMeTHII)-
NUPUMUANH-5-1]-1,3-nuazacnupo[4,5] nexkaH-2-oHa

SC 3023

uc-8-Jnmernnamuno- 1-[(1-ruApokcH-IUKIOOY THIT)-MeTHI |-3-(2-THAPOKCH-
TUPUMUINH-5-101)-8-hennn-1,3-nuaszacnmpo[4,5] nekan-2-oHa

SC 3024

1uc-5-[8-lumernnamuHo- 1-(2-MeTnun-npomnun)-2-okco-8-penmn-1,3-
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auasacrupol4,5]aexan-3-mi]-nupuMuanH-2-kapOOHUTpHIA

SC_3025

uc-5-[8-Iumernnamuto- 1-(2-ruapokcu-Tin)-2-okco-8-dermnn-1,3-
auasactupol4,S]aexan-3-1mi|-mupUMHIHH-2-KapOOHUTpHIA

SC 3026

uc-5-[ 1-(UuknoOyTun-metnn)-8-MeTHIaMHHO-2-0KCO-8-perni-1,3 -
nuasactupol4,5 ] nexan-3-wi]-4-meTun-nupuanH-2-kapOOHUTPIIIA

SC 3027

uc- 1 -(IukmoOy Tr-MeTHn )-3 -(5-METOKCH-TTMPa3HH-2-1J1)-8-METHIAMHHO-8-
¢benn-1,3-gnazacnupo[4,5]nexan-2-ona

SC 3028

uc-4-[ 1-(LuknoOyTun-mMeTni)-8-AuMeTHIAMIHO-2-0Kco- 8- eHm-1,3-
nuazactnpol4,5 ] nexan-3-wi]-N N-mumernn-OeHsamuia

SC 3029

uc-4-[ 1-(Iukno6yTria-meTnn)-8-1uMeTHiIaMuHO-2-0Kco-8-h ern-1,3-
auasacrupol4,5]aexan-3-mi]-N-3tun-N-(2-rugpoxcu-3tun)-OeH3aMuaa

SC 3030

ruc-2-[ 1-(uknoOyTun-merni)-8-MeTHiIaMiHo-2-0kco-8-penmn-1,3-
nuasactupol4,S]nexas-3-ui]-S-MeTuncynbHoHI-0eH30HUTPHIIA

uuc- 1-(L{ukao0y THI-Me T )-8 -MeTUIIaMUHO-3 -[ 2-MeTHIICY b OH -4 -

5C_3031 (rpudropmerun)-dpennn]-8-pennn-1,3-nuazacnupol4,5nexan-2-ona
tuc-4-[ 1-(LuknoOyrun-merni)-8-mMeTHiaMuHo-2-0kco-8-denmn-1,3-
SC_3032 | nuasacrupo[4,5|nexan-3-m]-N,N-gumeTni-3-(Tpad TopMeTIT)-

0eH30JICYIb(OHOBOI KUCIOThHI aMUIA

SC_3033

ruc-4-[ 1-(IuknobyTusa-mernn)-8-(3ThI-MeTHII-aMHUHO )-2-0kco-8-penun-1,3-
nuazacnupol4,5 ] nexan-3-mi]-6eH30HUTpIIIA

SC_3034

uc- 1-(Huknobytun-mMernn)-8-(3Tui-MeTHI-aMiHo )-8-p eHm-3-[ 2-
(rpudropmermn)-nupumMuanH-5-mn]-1,3-nuasacnupol4, 5] nexan-2-ona

SC 3035

uc-5-[ 1-(IuknobyTuia-mern)-8-(3Thi-MeTHI-aMHUHO )-2-0kco-8-penun-1,3-
auasactupol4,S]aexan-3-1mi|-mupuMHIHH-2-KapOOHUTpHIA

SC 3036

uc-5-[ 8- AumernnaMuHo- 1 -[ (1 -MeTUI-LUKJIOOY THIT )-METHT | -2-0KCO-8-(he HIII-
1,3-nmasacrimpo[4,5 ] nekan-3-ui]-mupuMunH-2-KapOOHUTpHIIA

SC 3037

1uc-2-[3-(2-1TuaHo-MTupUMHUIHH-5 - 1T )-8 - THMETHIIAaMHUHO-2-0KCO-8-hernn-1,3-
nuasacnupo[4,5]nexan-1-ua]-N,N-auMerun-aneramusia

SC 3038

uc- 1-(uknobyTun-mernn)-8-meTuiaMuHo-8-¢peHut-3-[ 2-(Tprd TopMeTHII )-
NUPUMUANH-5-1]-1,3-nuaszacnupo[4,5] nekaH-2-oHa

SC 3039

uuc-5-[8-Aumerunamuno-8-(3-propdenun)-1-(4-mertokcu-6yTin)-2-okco-1,3-
auasacrupol4,S]aexan-3-mi]-nupuMuanH-2-kapOoOHUTpHIA

SC 3040

c-5-[8-lumernnamuHo- 1-(3-mMeTokcu-mpomnun)-2-okco-8-penu-1,3-
auasactupol4,5]aekan-3-min]-4-MeTOKCH-NINPIMUIHH-2-KapOOHUTpHIIa

SC_3041

uc-5-[ 1-[(1-Lnano-1uKI00y THIT)-MeTIT | - 8- TUMEe THIIaMUHO-2-OKCO-8-(h eHII-
1,3-nuazacrmpo[4,5 | nexan-3-wi]-nmupumMunnH-2-kapOOHUTPHIIA

SC 3042

tuc-N-(LukinoOyTuia-metin)-5-[ 1-(tukno0y Trir-MeTrI1)-8-AnMe THiIaMHHO - 8-
(3-dTopdenmn)-2-okco-1,3-nraszacupol 4,5 nekan-3- 1] -MHPUMIIHH-2-
KapOOHOBO# KHUCITOThI AMH/Ta

SC_3043

uc-5-[ 1-(3-MeTtokcu-nporui)-8-MeTHIaMHHO-2-0Kco-8-herm-1,3-
auasactupol4,S|aexan-3-1mi|-mupUMHIHH-2-KapOOHUTPHIA

SC 3044

uc-5-[8-Aumernnamuno-8-(3-¢propdenmn)-1-metnn-2-oxco-1,3-
nuasactupol4,S]nexaH-3-ui]-nupuMHANH-2-KapOOHUTPHIIA

SC_3045

ruc-4-Metokcu-5-[ 1-(3 -MeTOKCH-TIPOTIHIT )-8 -Me THIIAMHHO-2-0KCO-8-p e HuI-
1,3-nuasacrmpo[4,5] nexan-3-ui|-mupuMuanH-2-KapOOHUTPHIIA

SC_3046

ruc-4-[8-Tumerunamuuo- 1 -(2-mMeToKCH-3T1 )-2-0KCO-8-herm-1,3-
auasacrupol4,5]aexan-3-mi]-nupuMuanH-2-kapOOHUTpHIA

SC 3047

uc-5-[8-lumernnamuHo- 1-(2-MeTokcu-3T1)-2-0kco-8-penun-1,3-
anasactupol4,5]aexan-3-mn]-4-MeTOKCH-NNPIMUIHH-2-KapOOHUTpHIIA
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mc-4-[ 1-(Huknobytun-metnn)-8-guMeTHIaMuHO-2-0Kco-8-¢p eHni-1,3 -

SC_3048 nuasacnupol4,S]aexan-3-mn]-nupumMuanH-2-kapOoHUTpHIA

SC 3049 | WC 1-(I{uxioby Trn-MeTHn)-8- 1MeTHIaMUHO-3 ~(6-MeTHIICY TbhaHuT-
- nupUMUAHH-4-111)-8-hernn-1,3-muasacupo[4, 5| nexan-2-oHa

SC 3050 c-2-[3-(2-Huano-nmupuMuguH-4-11)- 8- TMMeTHIIaMUHO-2-0Kco-8-herm-1,3-
— nuazacnupo[4,S]nexan-1-ni]-N,N-aumerun-aneramusia

SC 3051 1uc-6-[ 1-(LuknoOyrun-merni)-8-1umMeTniIaMiHo-2-0kco-8-penm-1,3-
- nmasactupol4,S]aexan-3-nn]-nupuMuInH-4-kapOOHUTpHIA

SC 3052 uc-2-(8-Aumerunamuno-2-okco-3,8-nudenni-1,3-nuazacnupo[4, 5] nexan-1-
— wi)-N,N-numeruni-aneraMmusia

SC 3053 | e 1-(uxnobytun-merun)-8-numerunamMuHo-3,8-nudennn-1,3-
- nuasacnupol4,5]nexaH-2-oHa

SC 3054 1c-2-[ 8-AumernnamMuHo- 1 -(2-MeTOKCH-3THIT )-2-0KCO-8-hermn-1,3 -
- nuasactupol4,S]aexan-3-un]-nupuMIIHH-5-kapOOHUTpHIA

SC 3055 uc-8-JlumernnamuHo- 1-(2-merokcu-3tun)-3,8-nqud ernn-1,3-
— nuasactupol4,5]nexan-2-oHa

SC 3056 1c-5-[ 8-AumernnamMuHo- 1 -(2-MeTOKCH-3THIT )-2-0KCcO-8-herm-1,3-
- nuasacnupol4,S]aexan-3-mn]-4-MeTHI-IHPUANH-2-KapOOHHTpUIA

SC 3057 c-N,N-/Tumerui-2-(8-meTunaMuHo-2-0kco-3,8-nudenun-1,3-
— nuasacnupo[4,S]nexan-1-ni)-aueramuna

SC 3058 uc-5-[ 1-[(1-Lnano-1mkI00y THIT)-Me T | -8 -MeTHIaMHHO-2-0KCO- 8- h e HHIT-
- 1,3-nuasacnupo[4,5 ] nexan-3 -1 |-nmupuMUIUH-2-KapOOHUTPIIIA

SC 3059 uc-5-[ 1-[(1-Linano-1MKI00y THIT)-Me I |-8-(3THUII-METUII-AMHIHO)-2-0KCO-8-
— ¢benmn-1,3-guasacnupol4,5 | nexkas-3-wi|-nmupuMuarH-2-KapOOHUTPHIIA

SC 3060 uc-4-[8-Tumerunamuno- 1 -[ (1 -ruapokcu-unkiao0y TrIT)-Me T |-2-0Kco-8 -
- ¢ermn-1,3-nuasacnupol4,5]nexan-3-mi]-0eH30HUTpHIA

SC 3061 uc-3-[8-Aumerunamuno- 1 -[( 1 -rugpoKcu-UuKIo0y THI )-Me T |-2-0KCO-8 -
— bernn-1,3-nuaszacnupo[4,5]nexan-3-mi]-0eH30HUTpMITA

SC 3063 uc-5-[ 1-[(1-L{naHo-1IMKIOOY THII )-METHT | -8 - TUMETHIIAMHHO-2-0KCO-8-(h eHMJT-
- 1,3-nuazacnupo[4,5]nexan-3 -ui|-nupuauH-2-kapOOHUTPHIA

SC 3064 uc-2-[3-(2-L{naHo-MUpIMITUH-5-11)-8 - TUMETHIIAMUHO-2-0KCcO-8-(eHm- 1,3 -
— nuazacnupo[4,S]nexan-1-ni]-N-nponun-aneramuna

SC 3065 yc-5-[ 1-(uknoOyrun-merni)-8-(3Trn-meTnin-aMiuHo)-2-0kco-8-ern-1,3-
- nuasacupol4,S]aexan-3-mn]-4-MeTOKCU-NMNPHUMUIUH-2-KapOOHUTpHIa

SC 3066 ruc-4-[ 1-(uknoOyrun-merni)-8-MeTHiIaMiHo-2-0kco-8-penmn-1,3-

nuazacnupol4,S]nexaH-3-ni]-3-MeTokCcH-OEH30HUTpHIIA

SC 3067

uc-5-[8-Iumernnamuno- 1 -(3-MeTOKCH-TIpOTIHIT)-2-0KCO-8-(herm-1,3-
auasacupol4,S]aexan-3-ni]-6-MeTOKCH-INPHUH-2-KapOOHUTPIIIA

ruc-4-[8-AumernnamuHo- 1-[ (1 -ruapoKcH-IUKIIO0Y THIT)-MeTHIT|-2-0K CO-8 -

$C_3068 bernn-1,3-nuasacnupo[4, 5| nekan-3-mn]-6enzamuna
SC 3069 uc-5-[8-umernnamuno- 1 -[ (1 -ruapokcu-unkiIo0y THIT)-MeTHIT|-2-0KCO-8 -
- ¢ermn-1,3-nuasacnupol4,5 | nexan-3 -ui|-nupuanH-2-kapOOHUTPHIIA
uc-5-[8-Iumernnamuno- 1 -[ (1 -ruapokcu-unkiao0y THIT)-MeTHIT|-2-0KCO-8 -
SC 3070 | ¢penun-1,3-nuasacrupo[4,5]nexan-3-mi]-N-[(1-ruapokcu-nuKI00yTHII)-
METII |-IHPUNH-2-KapOOHOBOH KHUCIOTHI aMHIA
SC 3071 uc-2-[8-AumernnamuHo- 1-[ (1 -ruapokcH-IUKIO0y THIT)-MeTHIT |-2-0K Co-8 -
- ¢ermn-1,3-nuasacnnpol4,5 ] nexan-3-mi]|-0eH30HUTpHIA
SC 3072 uc-3-[ 1-(LuknoOyTun-merni)-8-1umMeTHIaMiHO-2-0kco-8-penm-1,3-

nuasacnupol 4,5 nexan-3-un]-6eH30HUTpIIIA
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SC 3073

uc- 1-(LuknobyTun-mMernn)-8-nuMeTniaaMuHo-8-¢p eHnn-3-[2-(TpudTopMeTHII)-
OUPUMUANH-5-1]-1,3-nuaszacnupo[4,5] nekaH-2-oHa

SC_3074

uuc-5-[ 1-(LHuxnobyTun-mern)-8-1uMeTHIaMHUHO-2-0KCO-8-peHmn-1,3 -
nuazacnupol4,5]nexan-3-wmwi]-4-MeTun-nupuanH-2-kapOOHOBOI KUCJIOThI
METHJIOBOTO 3¢ 1pa

SC 3075

uc- 1 -(L{ukmoOy Tri-MeTwin) -8 - IMMeTHIIaMHUHO- 3 -(5-MEeTOKCU-TTHPA3HH-2-1IT)-
8-¢penun-1,3-nuasacnupol4,5]nekan-2-oHa

SC 3076

c- 1-(uknobyTun-mMernn)-8- tuMeTHiIaMuHO-3 ~(2-MeTOKCH-TUPUMUAHH-5-
win)-8-penmn- 1,3-nuazacnupo[4,5]nekaH-2-oHa

SC 3077

uc-4-[ 1-(Iukno6yTri-meTnn)-8-1uMeTHIaMuHO-2-0Kco-8-h ern-1,3-
nuasacnupol4,5]nexan-3-mi]-6eH30HUTpIIIA

SC 3078

uc-5-[ 1-(LnknoOyTun-mMeTui)-8-1uMeTHIaMIHO-2-0Kco- 8- eHm-1,3-
nuasactupol4,S]nexaH-3-ui]-4-MeTHI-TUpUIHH-2-KapOOHUTPHUIIA

SC 3079

uuc- 1-(L{ukao0y THI-MeTHI )-8 - AIUMeTHIaMHHO-3 -( 5-) TOp-MUPUMHU I H-2-11)-8-
¢benn-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3080

tuc-4-[ 1-(UuknoOyTui-mernn)-8-1uMeTHIaMuHo-2-0kco-8-penm-1,3-
nuazacupol4,5 ] nexan-3-mi]-3-MeTOKCH-OeH3OHUTPHIIA

SC 3081

muc-4-[ 1-(HuknobyTui-mernn)-8-1uMeTHIaMUHO-2-0Kco-8-(p eHmi-1,3 -
nuazacnupol4,5]nexan-3-wmwi]-6eH301HOM KHCIOThI METHIIOBOTO d(upa

SC 3082

c- 1-(Huknobytun-mernn)-8-tuMeTniIaMuHO-8-(peHnn-3-(2-nupponuans- 1-
wi-nupuMunuH-4-un)-1,3-guazacnupo[4, 5] nexan-2-ona

SC 3083

uc- 1 -(LukmoOytun-meTwn)-8 - numMmeTunaMuHo-8-peHnn-3-( S -nupuaua-2-ui-
Troden-2-un)-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3084

c- 1-(Iuknobytun-mernn)-8-nuMeTniaMuHO-3-[ 2-meTiicy b oHmn-4-
(TpudTopmerun)-penn]-8-henun-1,3-nrazacnupol4,5]nekan-2-oHa

SC_3085

uc- 1 -(HuknobyTrun-mMernn)-8- nuMeTninaMuHo-8-¢p ernn-3-[ 6-(TpudTopMeTHIT)-
nupuanH-3-uil-1,3-auazacnupol4,S]nekan-2-oHa

SC_3086

c- 1-(Huknobyrun-mernn)-3-(2,4-numerokcu-h eHu)-8-1HMeTHIaAMHHO-8-
¢dennn-1,3-nuazacnupol4,5|nekan-2-ona

SC_3087

uc-2-[ 1-(UuknoOyTui-metnn)-8-TuMeTHIaMUHO-2-0Kco-8-p eHmi-1,3 -
auasacrupol4,5]aexan-3-min]-4-MeTHicy b OHII-Oe H30HUTPHIIA

SC_ 3088

tuc-5-[ 1-(uknoOyrun-merni)-8-aumeTuiaMiuHo-2-0kco-8-penn-1,3-
nuazacnupol4,5 ] nexan-3-un]-2-prop-OeH3oHUTpHNA

SC_3089

muc-4-[ 1-(UuknoOyTui-metnn)-8-TuMeTHIIaMUHO-2-0Kco-8-p eHmi-1,3 -
nuasacrupol4,5]aexan-3-mn]-N,N-aumerun-3-(tpudropmernn)-
0eH305cyNb(OHOBOI KUCIOTHI AMHIA

SC_3090

uc-2-[ 1-(HuknoOyTun-mMeTni)-8-AuMeTHIaMIHO-2-0Kco-8-herm-1,3-
nuasactinpol4,5]nexan-3-wmin]-6eH30HUTpIIIA

SC_ 3091

c- 1-(uknobytun-mernn)-8-numerniamuHo-3-(2-metmn-umuaasof 1,2-
a|nupasuH-6-mn)-8-henun-1,3-auazacnupol4, 5] nekan-2-oHa

SC 3092

muc- 1 -(Huxnoby Trn-mMeTnn)-8- tnMeTHIaMuHO-3 -(4-MeTHicy b OH M- (D e HIT)-
8-(pennn-1,3-nuasacnupol4,5]nexkan-2-ona

SC 3093

uc-2-[ 1-(UuknobyTui-mernn)-8-1uMeTHIIaMUHO-2-0Kco-8-¢p eHmi-1,3 -
nuazacnupol4,5]nexan-3-wmwi]-5-MeToKCH-OeH3OHUTPHUIIA

SC_3094

uc- 1 -(IukmoOy TrHI-MeTrn )-8 - nuMeTunaMuHo-3, 8- nudernn-1,3 -
nuasacnupol4,5]nexaH-2-oHa

SC_3096

uc- 1 -(IukroOy Tr-mMeTwn )-8 - ntumMeTunaMuHo-8-hennn-3-nupasus-2-un-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3097

uc-8-Jlumerrnamuto- 1-[ (1-ruapokcu-1uknody T )-metin |-3-(2-mopd osuH-
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4-un-nupumMuanH-5-mn)-8-¢ennn-1,3-nuaszacnupo[4,5] nekaH-2-ona

SC_ 3098

uc-8-JAnumernnamuto- 1-[(1-rugpoxcu-uknody i )-merui|-3-[2-(4-metun-
nunepasuH- 1 -wmn)-nupuMuant-5-min|-8-penunn-1,3-quazacnupol4, S| nexan-2-
OHa

SC 3099

uc- 1-[(1-I'mapokcu-rukno0yTui)-Metmn |-8-MeTuinamuHo-3-(2-MoppoauH-4-
WI-MUpUMHANH-5-1)-8-henni-1,3-quasacnupol4,5 | nekan-2-oxna

SC 3100

uc-8-JAnmernnamuno- 1-[(1-runpoxcH-IuKI00y TIT)-MeTHII | -8-(eHmn-3-( 2-
nunepasuH-1 -u-nupuMuauH-5-mn)-1,3-nuasacnupo[4, S nexan-2-ox1
THAPOXIIOpHIA

SC 3101

uc- 1-[ (1-T'unpokcu-nuknoOy THIT)-Me T |-8-MeTUITaMIHO-3 -[ 2-(4-MeTu-
nunepasut- 1 -wi)-nupumuans-5-ui|-8-penmn-1,3-quazacnupol4,5 | nexkan-2-
OHA

SC 3102

uc- 1-[ (1-T'unpokcu-muknody T )-MeTH | -8-MeTunamMuHo-8-pernn-3-(2-
HHnepasyuH- 1 -m-nupuMuauH-5-mn)-1,3-nuasacnupo[4, S| nexaH-2-ox
JUTUIPOXJIOPUAA

SC_3103

uc- 1 -(ITukmo0y THIT-MeTHIT ) -8 - THMETHIIAMHUHO- 3 - [ 4-MeTHIT-6-(Tpud TOpMETHIT )-
nupunun-3-wi)-8-penui-1,3-nuasacnupo[ 4,5 nexan-2-oHa

SC 3104

uc- 1-(Luknobytun-mernn)-8-merniaamuHo-3-[4-meTnn-6-(Tpud ropmernit)-
nmupunuH-3-un]-8-penmi-1,3-nuazacnupo[4, S| nekaH-2-ona

SC 3105

uc- 1 -(L{uKIonpOniI-MeTHIT )-8 - TUMETHIAMUHO-3 -(4-MeTHUIICY b OHMIT-
(bennn)-8-pennn-1,3-nuasacnupo[4,5]nekaH-2-oHa

SC 3106

wpc- 1 -(Luknonponi-Me i )-8-Me THIaMuHO-3 -(4-MeTHIICY Tb( OHHII-(D e HILT )-
8-dennn-1,3-muazacnupo[4,5]nexkan-2-oxna

SC 3107

uc- 1 -(L{uxronponii-MeTHI )-8 -TUMeTHIaMUHO-3-(2-gTop-4-
metmicybhonn-hennn)-8-pennn-1,3-nuasacnupol4,5 | nexan-2-oHa

SC 3108

uc-2-[8-Aumernnamuao- 1 -[ (1 -rugpokcu-uuKIO0y THIT)-MeTHI |-2-0KCO-8 -
¢bennn-1,3-nuazacnupo[4,5]nexan-3-mi]-0eH3aMua; MypaBbHHOM KUCITOTI

SC_3109

uuc-2-[8-umerunaMuHo- 1 -[ 2-(1-MeTOKCH-LIUKIOO Y THIT )-3THII |-2-0KCO-8-
¢$ennn-1,3-gnaszacnmpo[4,5]nexan-3-mi|-0ensamuna

SC 3110

riuc-8-Jlumerunamuto- 1-[2-(1-MeTOKCH-TTUKI00Y THI )-3T1J1 |-3-(2-MeTHII-
MUPUMUAINH-5-101)-8-hennn-1,3-nuazacnupo[4,5] nekan-2-oHa

SC 3111

tuc-5-[ 1-[(1-T napoxkcu-Lukao0y i )-MeTHI |-8-MeTHIaMHHO-2-0KCO-8- P e H I
1,3-nmuazactpo[4,5] nexaH-3-ui|-mupuUMUIUH-2-KapOOHUTPHIIA

SC 3112

ruc-2-[ 1-[(1-I'mapokcH-IukI00y THIT)-MeTHI |-8-MeTHIIAMHHO-2-0KCO-8-h e HILI-
1,3-muasacrupo[4,5]nexan-3-mi|-6eH30HUTpHITA

SC 3113

uc-4-[ 1-[(1-I'mapokcH-ukI00y THIT)-MeTHI |-8-MeTHIIAMHHO-2-0KCO-8-h e HILI-
1,3-nuazacrpo[4,5 ] nexan-3 -] -3-MeToKCH-OEH3OHUTPHITA

SC 3114

uc-4-[8-OrmnaMiHO- 1-[(1-THAPOKCH-IIUKIO0Y THIT )-MeTHII|-2-0KcOo-8-(h e HrII-
1,3-nuazacnupo[4,5] nexan-3-mi]-3-MeTOKCH-OEH30HUTPHUIIA

SC 3115

uc-2-[8-OrmaMuHo- 1-[( 1 -rHApOKCH-IIUKIO0Y THIT )-MeTHII|-2-0KcOo-8-(h e HrII-
1,3-muazacrmpo[4,5]nexan-3-ui|-OeH30HUTpHITA

SC 3116

uc-5-[ 1-[(1-I'mapokcH-IukI00y THIT)-MeTHI |-8-MeTHIIAMHHO-2-0KCO-8 - e H LI
1,3-nnasacmpo(4,5 | nexan-3-mi|-4-MeTOKCH-MHPUMHANH-2-KapOOHUTpHIIA

SC 3117

uc-2-[ 8- AumernnaMuHo- 1 -(OkceTaH-3-UiI-MeTH)-2-0kco-8-perni-1,3 -
nuasacrupol4,5]nexan-3-mn]-6eHsamuna

SC 3118

ruc-4-Metokcu-5-(8-meTrnaMuHo-2-0kco-8-hennn-1,3-
nuasacrupol4,5S]aexan-3-mn)-nupuMHIHH-2-KapOOHUTpHIA
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SC 3119

uc-2-(8-Merunamuto-2-0kco-8-pennn- 1,3-muasacnupo[4, 5| nexan-3-wmn)-
OeHzaMuma

SC 3120

uuc-8-Iumernnamuno-3-[2-(3-okco-numnepasuH- 1 -1)-nuapuMUIHH-S - 11| -8-
¢bennn-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3121

uc-3-(2-LukIonponuI-mMupUMHANH-5-1111)- 8- ATUMeTHIaMIHO- 8- hern-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3122

uc-8-JAnmernnamMuHo-3-[4-MeTin-6-(TpudTOpMETHI )-THPHANH-3 -1 -8~
¢bennn-1,3-auazacnupo[4,5]nexan-2-ona

SC 3123

uc-8-Jlumerinamuno-3-(2-metuncynbporun-¢pennn)-8-penun-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3124

uc-8-Jnmernnamuno-8-¢ ernn-3-(2-nunepasns- 1 -mi-nmupuMuns-5-um)-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3125

TpaHc-2-(8-OrunaMuno-2-0kco-8-pennn-1,3-muazacnupo[4,5] nexan-3 -m)-
OeHzaMuma

SC_3126

uc--2-(8-OtunamMuHo-2-0Kkco-8-penm-1,3-muazacnupol 4,5 nexan-3 -mi)-
OeHzaMuma

SC 3127

uc-2-(8-OtunamMuHo-2-0kco-8-henm-1,3-auasacmupol 4,5 nexan-3-mn)-
OeH30HUTpHMITA

SC 3128

uc-2-(8-OtunamMuHo-2-0kco-8-penmn-1,3-quazacnupol 4,5 | nexan-3-wmn)-
OeH30HUTpHIIA

SC 3129

uc-3-[5-(8-JumeTmnamuHo-2-0kco-8-henmn-1,3-nuazacupol 4,5 nexan-3-
HIT)-TTAPUMUAIVH-2 - 1T |-OEH30HUTpHIIa

SC 3130

uc-8-JnmernnamMuHo-3-[2-(4-MeTHICY (G OHUII-TTUIEePA3HH- 1 -1T)-
nupuMunH-5-mi]-8-ennn- 1,3-nuasacnupo[4,5] nekan-2-oHa

SC 3131

uc-3-[5-(8-dumermnamuno-2-okco-8-henmn-1,3-nuazacoupol 4,5 nexan-3-
WIT)-TTAPUMHIVH-2 -1 | -OeH3amuna

SC 3132

uc-8-[ (LIukIonponmi-MeTu)-MeTui-aMuHO | -8-pennn-3-[ 2-(tpudropmerin)-
MUPUMUANH-5-1]-1,3-nuazacnupo[4,5] nexkaH-2-oHa

SC 3133

uc-8-JnmernnamMuno-3-[2-(4-MeTun-nunepasus- 1-kapOoHNN ) -MTHPUMHIANH-5 -
wi|-8-penmn-1,3-nuaszacnupo[4,5]nekaH-2-oHa

SC_ 3134

TpaHc-4-(8-OtunaMuno-2-okco-8-penmn-1,3-quazacnupol 4,5 nexan-3-un)-3-
METOKCH-OEH30HUTPIIIA

SC 3135

uc-4-(8-OtunamuHo-2-0kco-8-penmi-1,3-auasacmupol 4,5 | nexan-3-mn)-3-
METOKCH-OEH30HUTPHIIA

SC 3136

uc-3-[2-(4- Auerui-nunepasuH- 1 -1i)-TupHMUIHH-5-11 | -8-TUMeTHIaMUHO-8-
¢bennn-1,3-anazacimpo[4,5]nexan-2-ona

SC 3137

uc-8-JlumernnamuHo-8-¢ eHnn-3-(2-mupuanH-4--MHPUMIIUH-5-11)- 1, 3-
nuasacnupol4,5]nexan-2-oHa

SC 3138

c-8-lumernnamuHo-8-¢ eHnn-3-(2-mupuanH-3 -UI-MHPUMHAUH-5-11)- 1, 3-
nuasactmpol4,5]nexaH-2-oHa

SC 3139

c-5-(8-Aumerniaamuno-2-okco-8-penmi-1,3-nuazacnupol 4,5 nexan-3-m)-
N-(2-ruapoKCH-3THI)-TUPUMHINH-2-KapOOHOBO# KHCIOTHI aMHa

SC_3140

uc-5-(8-lumetnnamMuao-2-0kco-8-penni- 1,3-nuaszacnupol4,5 | nexan-3-mn)-
HMHPUMHIHH-2-KapOOHOBOH KHCJIOTHI aMIIa

SC_3141

nuc-8-nmernnamuHo-3-[2-mopdonuH-4-un-4-(Tpud TopMeTHI) -IMPUMH AN H-
5-un]-8-pennn-1,3-nuasacmupo[4,5]nekaH-2-oHa

SC_3142

muc-4-[ 5-(8-dumeTtunamMuHo-2-0kco-8-henmn-1,3-nuazacupol 4,5 nexan-3-
WIT)-NUPUMHUANH-2 -1 |-OeH30HUTpHIIA
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SC_3143

uc-5-(8-OtrunamMuHo-2-0kco-8-penun-1,3-nmuazacnupol 4,5 | nexan-3-wm)-4-
METOKCH-ITUPUMHUANH-2-KapOOHUTpHIIA

SC_3144

TpaHc-5-(8-OtunaMunao-2-0kco-8-penmn-1,3-quazacnupol 4,5 nexan-3-um)-4-
METOKCH-MUPUMUINH-2-KapOOHUTpHIA

SC_3145

uc-8-Jnmernnamuno-3-[2-(Moponun-4-kapOOHUT )-THPIMHUIIH-5-11] -8~
¢bennn-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3146

uc-2-[4-[ 5-(8-Aumerunamuno-2-okco-8-pennn-1,3-nuasacnupo[4,5 | nexan-3-
WIT)-TTUPUMHIVH-2-UJI|-TUIIepasuH- 1 -MiI|-yKCYCHOH ~ KHCIIOTBI ~ METHIJIOBOTO
s¢dupa

SC 3147

nuc-8-Jumerninamuno-3-[2-(Metuncyabh oHun-metin )-penmn|-8-pennn-1,3-
nuasacnupol4,5]nexan-2-oHa

SC_3148

nuc-8-Jlumernnamuno-3-(4-metun-2-mophoauH-4-1I-MHPUMIAMH-S5 - 1) -8-
(dennn-1,3-guazacnupol4,5 | nekan-2-ona

SC 3149

uc-8-Jlumerunamuno-3-[2-(1,1-nuokco-[ 1,4 tnasunHas-4-u)-MUPUMUIUH-5-
nn|-8-¢penun-1,3-guaszacnupo[4,5]nexaH-2-oxa

SC 3150

nuc-8-nmernnamuno-3-(4-¢prop-mupunun-3-mn)-8-henmn-1,3-
nuasacnupol4,5]nexan-2-oHa

SC 3151

uc-5-(8-lumerniaamuno-2-okco-8-penmi-1,3-nuazacnupol 4,5 nexan-3-m)-
N-(2-rugpoxcu-31mn)-N-MeTII-MHPUMHINH-2-KapOOHOBOH KHCIIOTHI aMHZA

SC 3152

uc-5-(8-lumernnamuno-2-okco-8-penni-1,3-nuasacnupo[4,5 | nekan-3-mn)-2-
MOpP(ONHUH-4-UI-H30HIKOTHHOHUTPHIIA

SC 3153

uuc-4-(8-lumerniaamuno-2-okco-8-penni-1,3-auazacnupol4,5] nexan-3-mn)-
OeH3aMuIa

SC 3154

uuc-8-Jnmernnamuno-3-(2-¢prop-4-meruncynbhonnn-pennn)-8-penun-1,3-
nuasaciupol4,5]nexaH-2-oHa

SC 3155

uc-4-(8-lumerniaamuno-2-okco-8-penni-1,3-nuazacnupol 4,5 nexan-3-mn)-3-
¢rop-OenzoHNTpHIA

SC 3156

ruc-4-(8-Jlumernnamunao-2-okco-8-henn- 1,3-nuaszacnupol4, S| nexan-3-mn)-
3,5-mudrop-6eH3oHuTpIIIa

SC 3157

uc-8-JlumeTrnamMuHo-3-(2-MeTOKCH-TTMPUMHAIHH-5-1)-8-Perni-1,3-
nuasacuupol4,5]nexan-2-oHa

SC 3158

1iuc-3-[ 2-(beH3UIaMIHO )-TUPUMAANH-5-1I1]-8-muMe TriTaMuHO-8-hern-1,3 -
nuasacnupol4,5]nexan-2-oHa

SC 3159

uuc-8-umerunamuno-3-[2-(4-propdenun)-mupumuaus-5-uin]-8-penun-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC_3160

Tpanc-8-bensun-8-mumernnamMuHo-3-(2-MopdONHH-4-HIT-TIHPUMHAITITH-5-11T)-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3161

uc-8-beHs3uin-8-numeTrnaMuno-3 -(2-mMoponuH-4-mi-nupuMuauH-S-mun)-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3162

uuc-8-JlumerunaMuto-8-¢ eHun-3-(2-mupuanH-2-WI-MUPUMUIUH-5-11)- 1,3 -
nuasactupol4,5]nexan-2-oHa

SC 3163

uc-4-(8-Aumernnamuno-2-okco-8-penun-1,3-nuaszacnupol4,5]nexan-3-mn)-
3,5-nudrop-Oenzamia

SC 3164

uuc-4-(8-JlumernnaMuHo-2-okco-8-pennn- 1,3-nuazacnupo[4,5 | nexan-3-mn)-3-
¢dTop-OeHzamuna

SC 3165

uc-8-bensmn-8-quMeTunaMuao-3-[ 2-(TpudTopMe T )-TUpUMUAKH-5 -1 |- 1,3 -
nuasacrtupol4,5]nexaH-2-oHa
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SC 3166

Tpanc-8-bensun-8-mumernnaMuHo-3-[ 2-(TpudTOpMETHIT ) -TIMPUMATNH-S - 11T |-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3167

uuc-8-IumerunamMmuno-8-tuodeH-2-un-3-[ 2-(Tpu TopMeTHI )-TUPUMHTHH-5 -
wil-1,3-auazacrupo(4,5 | nekan-2-oHa

SC 3168

TpaHc-8-AumeTmiaMiHO-8-THod eH-2-11-3 - [ 2-(Tpu TOPMETHIT )-THPUMHUTIH-5-
nnl-1,3-auazacrupo(4,5 | nekan-2-oxHa

SC 3169

uc-2-[2-(8-JumermnaMuHo-2-0kco-8-henmn-1,3-nnazacmpol 4,5 nexan-3-
11)-(eHOKCH |-yKCYCHOM KUCIIOTHI

SC 3170

uc-8-Jlumernnamuno-8-pennn-3-(2-nunepuanH- 1 -un-mupuMunuH-5-mn)-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3171

uc-8-JAnmernnamMuHo-8-¢h eHnn-3-(2-muppoauaAnH-1 -HI-THPUMHAAHH-5 - )-
1,3-nuazacnupo[4,5]nexaH-2-oHa

SC 3172

uc-8-JAnmernnamMuHo-8-¢ eHnn-3-(2-THPIMIIIH- 5 -UI-TAPIMUIUH-5-1)-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3173

uc-8-Jnmernnamuno-8-¢ ernn-3-[ 2-(nunepasnH- 1 -xkapOOHIIT )- TP AMUTHH-5-
wil-1,3-auazacnupo(4,5 | nekaH-2-oHa

SC_3174

TpaHc-8-bensui-8-tuMerniaMuHO-3-[4-MeTHI-6-( TPUGTOPMETHI)-TUPUANH-3 -
wil-1,3-auazacnupo[4,5|nekaH-2-oHa

SC 3175

uc-5-(8-AumernnamMuHo-2-0kco-8-pernn- 1,3-nuaszacnupo[4, 5] nekaH-3-mn)-2-
mMophonuH-4-un-nupuant-4-kapOOHOBOM KUCIOTHI aMHJIA

SC 3176

uc-8-JumerrnamMuno-3-[2-(3,5-IUMeTHII-U30KCa301-4 - 1T )-ITUPUMHU T H-5 - 1T | -
8-dennn-1,3-muazacnupo[4,5 ]| nexkan-2-oxHa

SC 3177

uc-3-[ 2-(beH30THa3on-6-mi)-MupUMHIUH-5 - 11| -8- TUMe THIaMUHO- 8- eHIT-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3178

ruc-8-JAnmernnamuno-3-[2-drop-4-(tpudTopmernn)-¢pennn)-8-penmn-1,3-
nuasacrtupo[4,5]nexaH-2-oHa

SC 3179

uc-8-Jumernnamuno-3-(6-MopdoauH-4-un-nmupuauH-3-mn)-8-pennn-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3180

ruc-8-JAnmernnamuno-8-¢p ennn-3-(2-¢pennn-ruazon-4-m)-1,3-
nuasactupo[4,5]nexaH-2-oHa

SC 3181

uc-8-Jumernnamuno-8-¢ ennn-3-[2-(TeTparuapo-nupan-4-uiaMmuHo -
MUPUMUINH-5-11]-1,3-nuazacnupol 4,5 nexan-2-oHa

SC 3182

uc-8-JumerninamMuno-3-[2-(4-ruapoKCH-MUNePUANH- | -HIT)-TUPUMUTUH-5-11 |-
8-dennn-1,3-muazacnupo[4,5 ]| nexkan-2-oxHa

SC 3183

nuc-8-Jumernnamuno-8-¢pennn-3-(4-pennn-ruason-2-m)-1,3-
nuazacnupol4,5]nexan-2-oHa

SC_ 3184

uc-8-Jnmernnamuno-8-¢pennn-3-[2-(1H-nuppono| 2,3-b Jmupuaun- 1 -u)-
MUPUMUINH-5-11]-1,3-muazacnupol4,5 | nexan-2-oHa

SC 3185

nuc-8-JAnmernnamuno-8-¢pennn-3-[2-(3,4,5-tpudrop-denun)-nupumMuun-5-
nnl-1,3-auazacrupo(4,5 | nexaH-2-oHa

SC 3186

uc-8-JlumerunamMuno-3-o-ronun-8-penmn- 1,3-quazacnupol 4, 5] nexan-2-oHa

SC_3187

uc-8-JlumetinamMuHo-3-M-Tonun-8-gennn-1,3-nuasacmupol 4,5 | nekaH-2-oHa

SC 3188

iuc-8-Jlumerunamuto-8-enwn-3-n-romui- 1,3-nuasacnupol4, 5] nexan-2-oHa

SC 3189

uc-8-JAnmernnamuno-8-¢ernn-3-[4-(tpudTopmerin)-permn]-1,3-
nuasacnupo[4,5]nexaH-2-oHa
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SC 3190

uc-8-JAnmernnamuno-8-pernn-3-[ 3-(tpudTopmermnokcn)-penmn]-1,3-
nuasacrnupol4,5]nexaH-2-oHa

SC 3191

uc-8-JAnmernnamuno-8-¢ernn-3-[4-(TpudTopmerinokcn)-penmn]-1,3-
nuasactupo[4,5]nexaH-2-oHa

SC 3192

uc-2-(8-AnmernaamuHo-2-0kco-8-penmi-1,3-nuaszacnupol 4,5 | nexan-3-m)-
OeH30IHON KHCIIOThI METHIIOBOTO 3(Hpa

SC 3193

uc-3-(8-AnmernaamuHo-2-0kco-8-penmi-1,3-nuasacnupol 4,5 | nexan-3-m)-
OeH30MHOM KUCIOTHI METHIOBOTO d(dupa

SC_3194

uc-4-(8-AnmernaamuHo-2-0kco-8-penmi-1,3-nuaszacnupol 4,5 nexan-3-m)-
OeH30MHOM KUCIOTH METHIOBOTO d(dupa

SC 3195

uc-3-(1,3-bensoauokcon-5-mn)-8-numerunamuno-8-penunn-1,3-
nuasactupo[4,5]nexaH-2-oHa

SC 3196

uc-8-Jlumerunamuno-8-penun-3-xunonun-5-ui-1,3-guaszacnupol 4,5 nexan-
2-0Ha

SC 3197

muc-3-(2,3-Auruapo-1H-unnon-6-wmn)-8-numerunamuHo-8-penun-1,3-
nuasacrtupol4,5]nexaH-2-oHa

SC 3198

uc-5-(8-lumerunamuno-2-okco-8-penni-1,3-nuaszacnupo[4,5 | nekan-3-mn)-4-
METHIT-TTUPUIHH-2-KapOOHOBOM KHCIOTHI METHIIOBOTO d(upa

SC 3199

uc-8-JumerninaMuHo-3-(6-MeTOKCH-4-MeTHIT-TUPUANH-3 -11)-8-(penmn-1,3-
nuazacnupol4,5]nexan-2-oHa

SC 3200

uc-8-Jnmernnamuno-3-[2-mMetun-5-(tpudropmernn)-2H-nupason-3-mn)-8-
¢bennn-1,3-gnazacimpo[4,5]nexan-2-ona

SC 3201

uc-8-JlumerunamMuHo-3-(3-MeTokcu-nmupuanH-2-mi)-8-penun-1,3-
nuasactupo[4,5]nexaH-2-oHa

SC 3202

uuc-8-Jlumernnamuno-8-¢pennn-3-[ 5-(rpudropmerin)-nupuaus-2-mn)-1,3-
nuasacnupol4,5]nexan-2-oHa

SC 3203

uc-5-(8-lumerniamuno-2-okco-8-penni-1,3-nuazacnupol 4,5 nexan-3-mn)-
HIKOTHHOHHTPHIIA

SC_3204

c-8-JumernnamuHo-3-(3-metun-nupuanH-2-un)-8-dpennn-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3205

uc-8-JlumerinamMuHo-3-(6-MeToKCH-TIupuanH-3 -1 )-8-penun-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3206

uuc-8-Jlnmernnamuno-8-¢pennn-3-[3-(tpudropmerin)bennn]-1,3-
nuasacnupol4,5]nexan-2-oHa

SC 3207

uc-3-(1,3-berzonunokcon-4-wmn)-8-numerunamuto-3-pennn-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3208

uc-8-Jlumerrnamuto-3-[ 2-(2-0kco- 1,3 - TUruapo-uHma0M-4- 11 )-TUPUMHTHH-5-
wi|-8-¢penun-1,3-guasacnupo[4,5]nexan-2-ona

SC 3209

ruc-8-Jlumerunamuto-3-[2-(3,5-numerwin- | H-riupason- 1 -wn)-mupuMuanH-5-
wn|-8-¢penun-1,3-guasacnupo[4,5]nexan-2-ona

SC 3210

tuc-8-Jlnumerninamuno-3-[2-(3-ruapoKCH-MUNePUANH- | -HIT)-THPUMUAUH-5-11]-
8-¢penun-1,3-guazacnupo[4,5 | nekan-2-oxHa

SC 3211

uc-8-JnmernnamMuHo-3-[2-(3 -ruapoKCH-MHNePUANH- | -1IT)-THPUMUTAH-5- 1T |-
8-(penun-1,3-nuazacnupol4,5]nexkan-2-oHa

SC 3212

uc-8-JnmernnamuHo-3-[2-[4-(2-ruapokcu-3Tin)-nunepasus- 1 -un|-
NUPUMUANH-5-1|-8-pennn-1,3-muazacnupol 4,5 | nekaH-2-oHa

SC 3213

uc-2-[4-[ 5-(8-Aumerunamuno-2-okco-8-pennn-1,3-nuasacnupo[4,5 | nexan-3-
WJ1)-NUPUMUANH-2-WI|-TUNepa3sus- 1 - 1] -yKCyCcHast KUCJIoTa
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SC_ 3214

uuc-8-Jlumerunamuno-3-[2-(1-metun- 1 H-upposo[ 2,3-bnupunun-4-un)-
MUPUMUAINH-5-11]-8-ennn-1,3-muazacnupo[4,5] nekan-2-oHa

SC 3215

uc-8-bensmn-8-quMernnaMuao-3 -[4-MeTHiI-6-(TprudTOpMe T )-TUPUANH-3-
wn|-1,3-nuazacrmpo(4,5]nexan-2-ona

SC 3216

TpaHc-8-uMeTiIaMiHO-3-[4-MeTUn-6-(TpUTOPMETHIT )-TUPUAUH-3 -1 ]-8-
TodeH-2-un-1,3-nuaszacnupo[4,5]nexkaH-2-oHa

SC 3217

c-8-Jlumernnamuno-3-[4-MeTun-6-(TpudTopMeTHIT )-TUpHANH-3 -1 ] -8-
TrodeH-2-un-1,3-nuasacnupol[4,5]nexkaH-2-oHa

SC 3218

uc-8-Jlumerunamuno-3-[2-(1,1-nuokco-[ 1,4 tuasunan-4-umn)-4-
(TpudTopMeTHN )-UPUMHINH-5-1|-8-penun-1,3-auazacnupo[ 4,5 | nekan-2-oHa

SC 3219

uc-8-Jlumerunamuno-8-(1-metuin- 1 H-6ensonmunaszon-2-um)-3-[2-
(Tpudropmern)-mupuMuInH-5-1)- 1,3-nuazactmupol4,5] nekan-2-oHa

SC 3220

uc-8-Jlumerunamuno-8-( 1-merun- 1H-6enzonmunazon-2-ui)-3-[4-meTun-6-
(rpudropmermn)-nupuanH-3-mi]-1,3-guasacnupo[4, 5] nexaH-2-oHa

SC 3221

uc-8-JumernnamMuHo-3-[2-(2-ruapoKCH-3THIIAMIHO ) -TUPHMUTHH-5-11] -8~
¢bennn-1,3-nuaszacrnmupo[4,5]nexan-2-ona

SC 3222

uc-3-[2-(beH3u-MeTHII-aMUHO )-ITUPUMHAUH-5 - 11 | -8-AMMETHIIAMUHO- 8-
¢bennn-1,3-nuasacrupo[4,5]nexan-2-ona

SC_3223

uc-5-(8-AnmernaamuHo-2-0kco-8-penmi-1,3-nuaszacnupol 4,5 | nexan-3-m)-
N-[2-[2-[2-(2-METOKCH-3TOKCH )-3TOKCH |-3TOKCH | -3 THJI |-ITUPHUMH A H-2-
KapOOHOBOH KHCIIOTHI aMIIA

SC_3224

nuc-8-Jnmernnamuno-3-[2-(1H-unnazon- 1 -mn)-nmupuMuanH-5-ui)-8-heHun-
1,3-nuasacrnpo[4,5] nekan-2-oHa

SC 3225

c-8-JumernnamMuno-3-[2-[(2-ruapOKCH-3THIT)-METUII-AMHHO |-TUPUMHIANH-5-
wi|-8-penmn-1,3-nuaszacnupo[4,5]nekaH-2-oHa

SC 3226

uc-3-(8-Anmernaamuno-2-0kco-8-penmi-1,3-nuaszacnupol 4,5 | nexan-3-m)-
HeHsammna

SC 3227

ruc-8-JAnmernnamuno-3-[3-drop-5-(tpudTopmernn)-nupuauH-2-mn]-8-peHun-
1,3-nnazacriupo[4,5] nexaH-2-ona

SC 3228

uc-8-Jumernnamuno-3-(5-metun-nupasus-2-mn)-8-pennn-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3229

nuc-8-Jnmernnamuno-3-(5-¢prop-mupumuann-4-un)-8-penun-1,3-
nuasactupo[4,5]nexaH-2-oHa

SC 3230

uc-8-Jnmernnamuno-3-(5-¢pTop-mupumuann-2-un)-8-penun-1,3-
nuasactupol4,5]nexaH-2-oHa

SC 3231

uc-8-Jlumerunamuno-8-penmn-3-nupasud-2-wi-1,3-nuazacnupol 4,5 | nexan-2-
OHA

SC 3232

uc-3-([2,1,3]Benzoxadiazol-5-wun)-8-numerunamuno-8-penunn-1,3-
nuasactupol4,5]nexkaH-2-oHa

SC 3233

uc-2-[2-(8-JumeTmnamMmuHo-2-okco-8-henmn-1,3-nuazacupol 4,5 nexan-3-
wi)-peHokcH|-aneramMuaa

SC_3234

uc-8-JAnmernnamuno-8-¢ ernn-3-(5-nmupunns-4-un-ruoden-2-mn)-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3235

uc-2-[2-(8-JumernnaMuHo-2-0kco-8-henmn-1,3-nnazacmupol 4,5 nexan-3-
m1)-(HhEeHOKCH |-YKCYCHOM KHCIOTBI METHJIOBOTO S(rpa

SC 3236

uuc-8-Jlnmernnamuno-3-(2-mopdoauH-4-mn-nupumMuauH-4-mn)-8-¢dernn-1,3-
nuasactupol4,5]nexan-2-oHa
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uc-3-[2-(3,4-Androp-heHnn)-mupUMHANH-5 -1 |-8-AUMe THIAMHHO- 8- e HI -

S$C_3237 1,3-nuasactmpo[4,5]nekaH-2-oHa

SC 3238 uc-2-[ 5-(8-dumernnamuno-2-okco-8-¢peni-1,3-quazacnupol 4,5 nexan-3-
- YUT)-TTUPUMUANH-2 -1 |-O€H30HUTpHIIa

SC 3239 1uc-3-(2-AMUHO-NUPUMUIHH-5-1T)-8- IUMeTHIIaMIUHO- 8- e -1, 3-
- nuazacnupo[4,5]nexaH-2-oHa

SC 3240 c-N-[5-(8-Aumerunamuno-2-0kco-8-pennn-1,3-nuazacnupol4,5 | nexan-3-
— HT)-TIMPUMUANH-2 -HJI | -LHKJIONPONIAHKapOOHOBON KHMCIIOTHI aMHUAa

SC 3241 uc-2-[4-[5-(8-Aumerunamuno-2-okco-8-penmn-1,3-nuazacnupo[ 4,5 | nexkan-3-
- WJT)-IIUPUMUIHH-2-1JI | -TUTepasun- | -ui|-aeramuna

SC 3042 uc-8-JumernnamMuHo-8-¢p ernn-3-(6-nunepasuH- 1 -mi-nupuaus-3-mn)-1,3-
- nuazacnupo[4,5]nexaH-2-oHa

SC 3243 uc-8-JlumetiiaMuHo-3 -[ 6-(4-MeTHII-MunepasuH- 1 -u)-nupuanH-3-m|-8-
= bernn-1,3-nuasacnupo[4,5]nekan-2-ona

SC 3244 uc-8-Iumerunamuno-3-[2-(1,1-quokco-[ 1,4 tnasunan-4-wmn)-4-meTun-
- mupuMuInH-5-m]-8-dhennn-1,3-muazacnupo[4,5 ] nexan-2-ona

SC 3245 uc-8-umerunamMuHo-8-penmn-3-[ 2-(TpuTopMeTHI)-THPUMIIUH-5-1] -1, 3-
- nuazacnupo[4,5]nexaH-2-oHa

SC 3246 c-2-[ 8-AumernnamuHo- 1 -(3-MeTokcu-nmponun)-2-okco-8-¢perun-1,3-
- nuasacrupol4,S]aexan-3-nun]-nupuMIIUH-5-kapOOHUTpHIA

SC 3247 c-8-JlnmeTiunaMuHo-3 - 2-(4-MeTHII-MTUNepasuH- | -1iT)-MTUpUMHIIHH-5-11]-8-
= ¢benun-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3248 uc-8-Jlumerrnamuao- 1 -[ (1-TuapoKCH-TTUKIO0 Y THIT ) -MeTw |-8-heHn-3 -[ 2-
- (Tpudropmerin)-nupumuanH-5-mn]-1,3-nuasacoupol4, 5] nexan-2-ona

SC 3249 1uc-2-[ 1-(3-MeTokcu-nporin)-8-MeTHIaMiHO-2-0kco-8-perni-1,3-
- nuasacnupol4,S]aexan-3-mun]-nupuMHANH-5-kapOOHUTpHIA

SC 3250 uc-8-JlumerrnamuHo-8-henun-3-[6-(TpudTopmernn)-upuann-3-uil-1,3-
— nuazacnupo[4,5]nexaH-2-oHa

SC 3251 uc-5-(8-Jlumernnamunao-2-0kco-8-henn- 1,3-nuazacnmpo[4, S nexkan-3-mn)-
- NUPHANH-2-KapOOHUTpPUIIA

SC 3252 uc-8-JIumerunaMuuo-3-(2-mopdonun-4-un-nupuMuanH-5-1mn)-8-penun-1,3-
- nuazacnupol4,5]nexaH-2-oHa

SC 3253 uc-8-JlumMeTnnaMuHo-3~(2-Me THI-TUPUMUTHH-5-11)-8-penmi-1,3-
- nuazacnupol4,5]nexaH-2-oHa

3C 3254 uc-8-JlumerrnamuHo- 1 -[ (2-meTokcudenwn)-mern]-3-(2-MeTHI-THPUMUIITH-
- 5-mn)-8-¢penmn-1,3-nuasacupo[4,5 ] nexan-2-ona

SC 3255 | W 1-[(1-T uppoKCH-IIMKIOOY THIT)-MeTHI |-8-MeTUIaMiuHO-8-(h e Hr-3-[ 2-
- (Tpudropmermin)-mupuMuANH-5-1i]-1,3-nuasacoupol4, 5] nexan-2-oHa

SC 3256 uc-8-Jlumernamuao- 1 -[(1-TuapokCH-1uKIo0y T )-Me T |-3-(2-MeTri-
- nupuMUAHH-5-11)-8-ernn-1,3-auasacmpo[ 4,5 | nexan-2-oHa

SC 3257 | e 1-[(1-T unpokcu-1uKI00y THIT)-MeTHI |-8-MeTHIaMIUHO-8-(h eHItIT-3 -
— MUPUMHUANH-5-1-1,3-auaszacnupol 4,5 nekan-2-ona

SC 3258 uc-5-(8-Aumernnamuno-2-okco-8-penn-1,3-nuazacnupol 4,5 nexan-3-mn)-4-
- METII-MHPUANH-2-KapOOHUTpHIIA

SC 3259 uc-8-JluMeTninaMuHo-3~(2-Me TUII-ITIUPUMUUH-5-101)-8-p eH- 1 -(mupuanH-2-
- wi-metin)-1,3-nuasactupol 4,5 nekaH-2-oHa

SC 3260 nuc-8-JlnumerninamuHo-8-¢ eHnn-3-nupuMuauH-5-mi-1,3-

nuasactmpol4,5]nexan-2-oHa
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uc-8-JIumerrnamMuHo- 1 -[(1-ruapokcH-1ukIo0y THI )-Me T |-8-(peHn-3 -

SC_3261 MUPUMHIIHH-5-11- 1,3-nnasacnupo[4,5 ] nexan-2-oHa

uc-8-AmuHo-1-[(1-rugpokcu-ukao0yTin)-mMetun|-8-penun-3-[ 2-

$C_3262 (TpudTopmern)-mupumuanH-5-un]-1,3-quazacnupol4,5 | nekan-2-ona

uc-8-umerninamuHo-3-(3-propdennn)-8-penmi-1,3-quazacnupol 4,5 nexkan-

SC 3263
- 2-0Ha

uc-8-JnmerniaamMuHo-3-(3-MeTuncynbhonmi-perm)-8-pernn-1,3-

SC_3264 nuazacrnupo[4,S]nexaH-2-oHa

uc-8-nmerniaaMuHo-3-(4-MeTuncynb(ponm-Germ)-8-pernn-1,3-

5
8C_326 nuazacrnupo[4,S]nexaH-2-oHa

uuc-8-Iumerunamuno-8-pennn-3-nmupunasus-3-mi-1,3-

SC_3266 auazacnupo[4,5]nexkan-2-oHa

uuc-3-Metokcu-4-(8-MeTunamMuHo-2-okco-8-penun-1,3-

SC_3267 auazacnupo[4,5]nekan-3-ui)-0eH30HuTpuIa

uc-8-Jlumerunamuno-3-(2-¢propdennn)-8-pennn-1,3-nuazacnupo[4, 5] nexan-

SC 3268
— 2-0Ha

ric-8-Jlumerunamuto-8-penn-3-(2-beHmn-nupuMuanH-5-mn)-1,3-

$C_3269 nuazacrnupol4,S]nexaH-2-oHa

uuc-8-MetminamuHo- 1 -(okceran-3-mn-metin)-8-penun-3-[ 2-(tpudropmernn)-

SC 3270 NUPUMUANH-5-u]-1,3-1nazacnupo[4,5 | nekan-2-oxHa

uc- 1 -(L{uxnonpomnuia-merin)-8-metunaMiuao-8-penn-3-[ 2-(tpudropmern)-

SC 3271 MIHPUMUAMH-5-1]-1,3-1uazacnupo[4,5 | nekan-2-ona

uc-4-(8-AumerninaMuHo-2-0kco-8-penun-1,3-quazacnupol 4,5 nekan-3-uin)-

SC_3272
- OGeH30HUTpIITA

SC 3273 uc-8-umernnamuHo-3-(4-propdennn)-8-penmn-1,3-quazacnupol 4,5 nexkan-
- 2-0oHa

SC 3274 uc-2-(8-AumerninaMiHo-2-0kco-8-pennn-1,3-quazaciupol 4,5 nekan-3-uin)-
- OGeH30HUTPIIT

1uc-8-OTraMiuHO- 1-[ (1 -ruAp OKCH-IUKIIO0Y TIIT )-MeTHI |- 8- eHi-3 - 2-

SC_3275 (TpI/I(bTOpMCTHH)_HHpHMHHHH_S_H‘H]_ 1 ’3 -[[1/133&01‘[1/1[)0[4,5]HeKaH-z-OHa

uuc-1-[(1-I'uapoKCH-LIUKIO0Y THIT)-Me T |-8-MeTHIIaAMIHO-3 ~(2-MeTHJI-

SC_3276 nupuMuAnH-5-1)-8-ennn-1,3-auasacnupol4,5 ] nexan-2-oxna

nuc-8-JlnmeTunamMuHo-3 -[ 2-(MopHOoTHH-4-1I-METHIT )-IIUPUMH I AH- 5 -1 | -8-

SC 3277 (1)eHI/IH' 1,3-nuazacnupo[4,5]nexaH-2-oHa

uuc-8-JIumernaaMuno-3-[ 2-(MeTUII-TeTparuApO-nupaH-4-un-aMHHO )-

SC_3278 nupumuanH-5-ui]-8-pennn-1,3-muazacnupol 4,5 nekan-2-oHa

uc-5-[ 8- umermnaMiHo- 1-[(1-ruapoKCH-IHKIO0Y THIT)-METHII | -2-0KCcO-8-
SC 3279 | denun-1,3-nuazacnupo[4,5]nexan-3-mi]-N-[2-[2-[2-(2-METOKCH-ITOKCH )~
9TOKCH |-3TOKCH |-3THJI|-TUPUMHUINH-2-KapOOHOBOM KUCIOTHI aMUIa

c- | -(ukonpornun-meTin)-3-(2-GTop-4-meTrncynbh onunn-ennn)-8-

SC_3280 MeTunamMuHo-8-genun-1,3-nuazacnupo[4,5 | nekan-2-oxa

uuc-2-[[5-(8-AumernaaMuHo-2-0kco-8-¢penmn-1,3-nuazacnupo[ 4,5 nexan-3-

SC 3281
- WJT)-TTAPUMMIH-2 -1 | -METHII-aMHUHO | -aIle TAM /1

uuc-2-[[5-(8-AumermiamMuno-2-okco-8-¢penmn-1,3-nuazacnupo[ 4,5 nexan-3-

SC 3282
- WJT)-TTAPUMMIIH-2-1J1 |aMHHO | -alieTaMuia

uc- 1 -(L{uxnonponi-meTi )-8-Me THIIaMHHO- 3 -[ 4-MeTun-6-(Tpud TopMeTILT ) -

SC_3283 nupuanH-3-1i]-8-pennn-1,3-nuasacnupo[4,5] nexan-2-ona

-39 -
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SC_3284

uc- 1 -(Luknonponun-mMetin)- 8- TuMe THIIaMHHO-3 - [4-MeTHI-6-
(rpudropmerm)-nupuanH-3-mi]-8-pennn-1,3-nuasacnupol4, S]nexan-2-ona

SC 3285

1ic-N-[5-(8-Tumerunamuao-2-0kco-8-benmn-1,3-nnasacnupo[4, S| nekan-3-
WT)-NHPUMHANH-2-11|-THO( eHe-2-KapOOHOBOH KHCIOTHI aMHAA

SC 3286

1uc-N-[5-(8-Tumerunamuao-2-0kco-8-benm-1,3-nnazacmupo[4, S| nekan-3-
WT)-NHPUMHANH-2-11|-OeH3amMuaa

SC 3287

uc-8-umerninamuno-8-perni-3-(5-pennn-rnopen-2-mun)-1,3-
nuasacnupo[4,5]nexan-2-oHa

SC 3288

uc- 1-(Luknonponun-metun)-8-1iuMeTHIaMUHO-3 -[ 2-(MeTHIICY b OHMI-
metwn)-ennn]-8-bennn-1,3-nuazacupo[4, 5] nekan-2-oHa

SC_3289

uc- 1-(Luknonponun-mMern)-8-MeTUIaMUHO-3 -[ 2-(METHICY Tb(OHHI-METHIT)-
(dennn]-8-pennn-1,3-muazacnupo[4,5] nexan-2-ona

SC 3290

uc-8-Anmernnamuno-8-(3-dprophennn)-3-[ 2-(MeTnncy nbH OHUI-MeTHIT)-
(dennn]-1,3-mnazacmupol[4,5 ] nexaH-2-oHa

SC 3291

nuc-8-Inmerunamuno-8-(4-propdenmn)-3-[ 2-(meTuncynbh OHUI-METHIN )-
(dennin]-1,3-mnazacnupol4,5]nexaH-2-oHa

SC 3292

uc-8-[Merun-(Terparuapo-Qypas-3-mui-MeTin)-aMuHo | -8-¢p eHu-3-[ 2-
(Tpudropmerii)-nupuMuauH-5-mn)-1,3-nuazacnupol 4,5 nexkan-2-ona
(oHanTHOMED 1)

SC 3293

uc-8-[Merun-(Terparuapo-(ypas-3-mui-MeTin)-aMuHO | -8-¢p eHr-3-[ 2-
(rpudropmeriin)-nupuMuauH-5-n)-1,3-quaszacnupol 4,5 nexkan-2-ona
(oHaHTHOMED 2)

SC 3294

uc-8-Jlumernnamuto-8-(3-bropdennn)-3-(4-metui-2-mopdonun-4-w-
MUPUMHINH-5-11)-1,3-nuasacnupol 4,5 nexan-2-oHa

SC 3295

uc-3-[6-(4-Auerni-nunepasuH- 1 -iin)-4-MeTHI-TUPHH-3 -1 ] -8~
IUMeTHIaMuHO-8-genmn-1,3-nnasacnupol4,5 | nexan-2-oHa

SC 3296

uc-3-[2-(4-Anerun-numnepasus- 1 -ui)-4-MeTHI-THPUMIHH- 5 -1 ] -8-
nuMerniaMuHo-8-pennn-1,3-auazacnupol4,5 | nekan-2-oxHa

uc-8-umMerniaMuHo-3 -(4-MeTH-6-THPUAHH-4-UIT-MTHPUAWH-3 -1T)- 8- eHI -

SC_3297 1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3298 uc-3-[2-(4- Auernn-nunepasus- 1 -mn)-4-(TpupTOpMETHI )-THP MU IH-5-11 |-
- 8-numernnamno-8-benni-1,3-nuasacnupo[4, 5] nekaH-2-oHa

SC 3299 uc-8-JumerniaaMuHo-3-[ 2-(3-0kco-munepasuH- 1 -im)-4-(Tpud TopMeTHIT)-
- nupumMuanH-5-uil-8-ennn-1,3-nuazacnupol4,5] nekan-2-oHa

SC 3300 1uc-8-nMeTniIaMuHO- 3 -n30XHHONMNH-4-11-8-¢ ernn-1,3-

nuasacnupo[4,5]nexkan-2-oHa

SC 3301

1uc-8-JluMeTHIIaMIHO-3 -U30XUHOMNH-5-11-8-pern-1,3-
nuasacnupo[4,5]nexkan-2-oHa

SC 3302

tuc-8-JlumernnamuHo-8-pennn-3-(1H-nuppono[2,3-b Jnupunun-4-mn)-1,3-
nuasacnupo[4,5]nexkan-2-oHa

SC 3303

1uc-8-JlumernnamuHo-8-pennn-3-(2-nupuanH-4-un-tuazon-4-uin)-1,3-
nuasacnupol4,5]nexan-2-oHa

uc-8-[Merun-(terparuapo-dypan-3-un-metnn)-aMuHo |- 3-(2-mopdonrH-4-m-

SC_3304 MUpUMHAIMH-5-1n)-8-hennn- 1,3-nmuasactmpol4,5] nekan-2-oHa (9HaHTHOMED 1)

SC 3305 uuc-8-[Merun-(terparuapo-dhypaH-3-uia-mMeTin)-aMiuHo | -3-(2-MopdoanH-4-11-
- THPUMHIHH-5-11)-8-ennn-1,3-nuasacmupol4, 5] nexan-2-oHa (SHaHTHOMED 2)

SC 3306 nuc-3-[2-(Azeruans- 1 -wn)-nmupuMuanH-5-1i|-8-muMeTnnaMuHo-8-heHun-1,3-

nuaszacnupol4,5]nexkaH-2-oHa

- 40 -
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SC 3307

uc-3-[2-(3,3-AudTop-azeTuaun- 1 -1i)-mHpUMHIUH-5-11 | -8- THMeTHIIaMUHO-8-
(dennn-1,3-nuaszacimpo[4,5]nexan-2-ona

SC 3308

uc-8-nmerniaaMuHo-3-[ 6-Mopd osiH-4-1-5-(TpHGTOPMETHI)-THPUANH-3 -
ni]-8-penmn-1,3-nuazacnupo[4,5|nekaH-2-oHa

SC 3309

uc-8-MetmaMuHo-3-[ 6-MopdonuH-4-1-5-(TpudTopMeTHIT )-THPUANH-3 -1 |-
8-enmn-1,3-quazacrnupo[4,5|nekan-2-ona

SC 3310

uc-8-AnmernaamuHo-8-¢ eHni-3-[ 5-(TpHGTOPMETHIIOKCH )-THPUANH-2 -1 |-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3311

uc-8-nmerniaMuHo-3-(5-MeTHNCY Tb(OHMIT-TUPUAUH-2-11)-8-peHm-1,3-
nuasacnupo[4,5]nexkaH-2-oHa

SC 3312

uc-6-(8-AumerniaMiHo-2-0kco-8-penmi-1,3-quazaciupol 4,5 | nexan-3-mm)-
HUKOTHHOHUTpUJIA

SC 3313

uc-3-[2-(4-Huknonpomnun-1H-[ 1,2,3]tprason- 1 -im)-nmupuMuAnE-5-11)]-8-
nuMmeTraMuHo-8-penun-1,3-nnazacnpol4,5 | nexan-2-oHa

SC 3314

uc-8-nmerniaamMuHo-3-[4-MeThn-2-(3-0kco-mumnepasuH- 1 -1i)-MHpUMUIIH-5-
ni]-8-hennn-1,3-mmazactmpo[4,5]nexan-2-ona

SC 3315

uc-5-(8-AumerniaMiHo-2-0kco-8-pennn-1,3-quazacupol 4,5 | nexan-3-mm)-
THPUIHUH-2-KapOOHOBOW KHUCIOTH aMHU/Ia

SC 3316

uc-3-[4-(AzerTnauH- 1 -1t)-2-MeTUII-THPHUMUIH-5- 11| -8 - TUMETHIIAMHHO-8-
¢dennn-1,3-nuaszacnupo[4,5]nexan-2-ona

SC 3317

uc-2-(8-AumerniaMiHo-2-0kco-8-penn-1,3-quazaciupol 4,5 | nexkan-3-mi)-
OeHzamuma

SC 3318

uc-8-nmerniaMuHo-3-[ 2-(MeTIiIcy 1b¢ OHUI-Me T )-peHn |-8-Trnod en-2-
nui-1,3-nuazacnupol4,5]nekaH-2-oHa

SC 3319

uc-8-Anmernnamuno-8-(3-¢prophenmn)-3-[ 2-meTuin-5-(tpudropmerin)-2H-
nupazon-3-uil-1,3-auazacnupol4,5]nekan-2-ona

SC 3320

uc-8-AumernaaMuHo-3 -(4-MeThn-2-Mop ¢ OTUH-4- - MTHPUMIHH-5 - 1T )-8~
tropeH-2-mi-1,3-nuazacmnupol4,5] nexan-2-oHa

SC 3321

uc-8-nMeTniaMuHo- 3 -(6-MeTHICY Tb( OHUII-TIUPUAUH- 3 -11)-8-peHm-1,3-
nuasacnupo[4,5]nexkaH-2-oHa

SC 3322

uc-8-Anmernaamuno-8-¢ernn-3-(1H-mppono[2,3-b jmupuann-5-mn)-1,3-
nuasacnupo[4,5]nexkaH-2-oHa

SC 3323

nuc-N-[5-(8-AumernnamMuHo-2-0kco-8-pennn-1,3-muasacnupo[4, 5] nexkas-3 -
WT)-TTUPUMUNH-2-1JT|-alleTaM i ia

uc-3-[2-(4-Merun-nunepasus- 1 -imn)-mupuMuaAnH-5-ui]-8-[ Metnn-

SC 3324 | (rerparuapo-dypan-3-un-meTin)-aMuHo |-8-benni-1,3-nuasacrmpo[4,5 | nexkaH-
2-oHa (9HaHTHOMED 1)
uc-3-[2-(4-Merun-nunepasus- 1 -in)-nmupuMuaAnH-5-ui]-8-[ mern-

SC_3325 | (terparuapo-¢ypaH-3-mI-MeTI)-aMiHO |-8-penmn-1,3-quazacimpo[ 4,5 nexan-
2-oHa (9HaHTHOMED 2)
uc-8-umerniaamMuHo-3-(4,6-1uMeTHI-2-MOP () OTHH-4 - HJT-THPUMHHH-S - T ) -

SC_3326 -

- 8-benmn-1,3-mnazacmupo[4,5]nekaH-2-oHa
uc-8-nmernaaMuHo-3-(2-MopHoanH-4-U-THPUMUIIH-5-11)-8-THod e H-2-
SC_3327
- ui-1,3-nuazacnupol4,5]nexan-2-ona
SC 3328 uuc-6-(8-AumernnaMmuHo-2-0kco-8-pennn- 1,3-nuazacmnupo[4,5 | nexan-3-mn)-
- UpHANH-3-KapOOHOBOH KHUCIIOTHI aMHAA
SC 3329 uc-8-umerniaamuno-3-[2-metun-5-(rpudropmeriun)-2H-nupason-3-nn]-8-

troeH-2-un-1,3-nuasacnupol4,5 ] nexkan-2-oHa

-4] -
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SC 3330

uc-8-JnmernnaMuHo-3-[2-[(2-rUAPOKCH-3THIT )-METHII-AMHHO | -MTUPUMHANH-5-
wi]-8-tnoden-2-un-1,3-nuaszacnupol4,5]nexan-2-ona

SC 3331

uc-8-JlumetrnamMuHo-3-[ 2-(2-0kco- 1,3 - TUruApo-uHAON-4-11) - PUMHIIUH- 5 -
wi]-8-tnoden-2-un-1,3-nuazactmpol4,5 ] nexan-2-oH

SC 3332

uc-8-JAnmerninamuno-3-[4-MeTnn-6-(3-0kco-THmnepasuH- 1 -1i)-upuIIH-3 -
wn]-8-¢ennn-1,3-nuazacnupo[4,5] nexan-2-ona

SC 3333

uc-8-JnmerninaMuHo-3-(4-MeTH-6-MHPUANH-2-HI-MHPUANH-3 -1T)-8-(h eH -
1,3-nuazacnmpo[4,5]nexan-2-oHa

SC_ 3334

uc-8-JnmernnaMuHo-3-(4-MeTUICY Tb(GOHUI-TIMPUAUH-3-1)-8-pern-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3335

uc-3-(bensornason-7-mi)-8-gumerniaMiHo-8-hernn-1,3-
nuasactupol4,5]nexkaH-2-oHa

SC 3336

ruc-8-JAnmernnamuno-8-(4-¢proppenmn)-3-(4-metui-2-mopdonrH-4-mn-
MUPUMHUANH-5-1)- 1, 3-nuaszacnupo[4,5] nexkaH-2-oHa

SC 3337

uc-2-[ 8- AumetnnaMuno-3 -[ 4-MeTHI-6-( TP TOPMETILT ) -TUPUIUH-3 - 11| -2-
okco-8-¢penmn-1,3-nuazacnupo[4,5]nexan- 1-mn]-N,N-qumeTui-aneraMuaa

SC 3338

uc-8-Jlumerunamuno-3-[ 2-(2-meTui- 1 -okco-2, 3 - AUrHapO-U30UHI0JI-4-1J1)-
nupuUMHANH-5-1]-8-hernn-1,3-nuasacrupol4, 5] nexan-2-ona

SC 3339

uc-2-[[ 5-(8-Aumerunamuuo-2-okco-8-penn-1,3-nuaszacnupo[4,5 | nekan-3-
WJ1)-2-MEeTUI-TUPUMUANH-4- 1T |aMHHO | -alleTaMuia

SC 3340

uc-2-[3-(8-AumermnamuHo-2-okco-8-dhenmn-1,3-nuazacmupol 4,5 nexan-3-
WT)-MTUPUIH-4-1]-anieraMyaa

SC 3341

uc-8-JlumetTrnamMuHo-3-[4-(MeTHIICY Ib( OHUJI-METHII )-TUPU U H-3 -1 | -8~
¢enmn-1,3-nnasacinpo[4,5]nexan-2-oHa

SC 3342

c-8-Jlumerninamuno-3-[6-(4-MeTnn-3-0KCco-IHIepasuH- 1 -1 )-nupuinH-3-
wn|-8-¢penun-1,3-guaszacnupo[4,5]nexaH-2-ona

SC 3343

tuc-8-Jlumernnamuno-3-(2,4- 1MMeTUI-TUPUMUTHH-5-11)-8-penn-1,3-
nuasacnupol4,5]nexan-2-oHa

SC_3344

iuc-8-Jlumerrnamuto-3-[2-(1-0kco-2,3 - TUruapo-u30HHI0T-4- 1)~
nupuUMHINH-5-1]-8-hennn-1,3-auasacnupo[4,5 | nexan-2-oxa; 2,2, 2-tpudrop-
YKCYCHOM KHCJIOTBI

SC_3345

uc-8-JlumerrnamMuHo-3-[ 6-[ (2-ruapOKCH-3THIT)-METHIT-aMHAHO |- 5-
(Tpudropmermn)-nupuaus-3-mn]-8-dpennn-1,3-nuasacnupo[4, 5] nexan-2-ona

SC_3346

uc-8-Jlumerunamuno-8-hennn-3-[2-[4-(tpudropmerun)-1H-[ 1,2, 3 rpuazos-
1-un|-nupumunun-5-unl-1,3-nuasacnupol4, 5] nexan-2-ona

SC_3347

uc-8-Jlumerunamuto-3-[ 2-(4-uzonponun- 1H-[ 1,2,3 Jrpuazon- 1 -mn)-
nUpuUMuInH-5-m]-8-dennn-1,3-nuazacnupol4,5] nekan-2-ona

SC_3348

ruc-8-Jlumerunamuno-3-[6-(1, 1-nuokco-[ 1,4]tnaznnan-4-mn)-nupuaus-3 -1 | -
8-(penun-1,3-nuasacnupol4,5]nekan-2-oHa

SC_3349

uc-5-(8-Jlumernnamunao-2-0kco-8-penni-1,3-nuasacnupo[4,5 | nekan-3-mm)-2-
MOp(ONHH-4-1I-HUKOTHHOHHUTpPUIIA

SC 3350

nuc-8-Jumernnamuno-3-(1-metuncynsdonun- 1 H-nuppono[2,3-b nupuann-5-
wi)-8-penmn- 1,3-nuazacnupo[4,5] nekaH-2-oHa

SC 3351

uc-8-Jumerunamuno-3-(1H-unnon-4-un)-8-pennn-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC_3352

muc-8-JlnmernnamuHo-3-(2-ruapokcu-0eH30kca3on-7-mi)-8-pennn-1,3-
nuasactupol4,5]nexaH-2-oHa

-4 -




045034

SC 3353

ic-8-JlumerrnamMuto-3-[ 2-dTop-4-(Tpud TopMeTrnokcu -errn ] -8-henn-
1,3-nuasacnupol4,5]nexan-2-ona

SC 3354

uc-4-[ 5-(8-Aumerrnamuno-2-okco-8-¢peni-1,3-quazacnupol4,5] nexan-3-
WJ1)-ApUMUIHH-2-11]-0eH3amun; 2,2,2-TpuPpTop-yKCYCHON KHCIIOTHI

SC 3355

uc-8-Iumermnamuno-3-( 1-metun- 1 H-nupposno| 2,3-b Jnupunun-4-w)-8-
(enun-1,3-guazacnupo[4,5]nexan-2-ona

SC 3356

uuc-3-(1-Auerun- 1H-unnon-4-mn)-8-numeruinamuto-8-¢penun-1,3-
nuaszacnupol4,5]nexan-2-oHa

SC 3357

uc-8-Aumerninamuno-3-(1H-unnon-3-mn)-8-denmn-1,3-
nuazacnupol4,S]nexaH-2-oHa

SC 3358

uuc-6-(8-Aumernnamuno-2-okco-8-¢pennn-1,3-nuaszacnupo[ 4,5 nexan-3-mn)-5-
METUJI-HUKOTHHOHUTPHJIA

SC 3359

nuc-6-(8-AumernnaMuno-2-okco-8-¢pernn-1,3-nuaszacnupol 4,5 nexan-3-nn)-5-
(TOP-HUKOTHHOHHUTPHIIA

SC 3360

nuc-8-nmeTunaMuno-3 -[4-MeTHI-6-(TpuH TOPMETHI )-TUPUANH-3 -1 |- 1-(2-
OKCO-2-upponuani- 1 -un-otun)-8-benn-1,3-nuazacnupo[4,5 | nekan-2-ona

SC 3361

nuc-6-(8-AumernnaMuao-2-okco-8-¢pernn-1,3-nuazacnupol 4,5 nexan-3-nn)-5-
METHJI-UPHANH-3-KapOOHOBOI KHUCIOTHI aMHAA

SC 3362

uuc-6-(8-AumerunaMmuHo-2-okco-8-pennn- 1,3-nuazacnupol 4,5 | nexan-3-mn)-5-
($rop-nuprauH-3-KapOOHOBON KUCIOTHI aMIIa

SC 3363

uuc-8-JIumernnamuno-3-[4-meTun-6-(TpudropMeT )-NMupUaHH-3 -1 |-8-M-
tonun-1,3-nuaszacnupo[4,5]nexan-2-oxna

SC 3364

uc-3-(8-Aumernnamuno-2-okco-8-dernn-1,3-nuazacnupol 4,5 nexan-3-mn)-
HN30HHKOTHHOHUTPHIIA

uc-8-JlumernnamuHo-3-[3-dhrop-5-(2-okco-1,3-guruapo-uHnoa-4-ui)-

SC_3365 nupunuH-2-wi)]-8-¢pennn-1,3-nuaszacnupo[4,5]nekaH-2-oHa

SC 3366 uc-8-JlumernnaMuHo-3-[4-metun-6-(TpudropmMeTr)-nupuanH-3 -1 |-8-[ 3-
- (tpudTopmermiokcH )-pennn|-1,3-nuazacnupo[4,5]nekaH-2-oHa

SC 3367 uc-8-JlumernnaMuHo-3-[4-mMeTun-6-(TpudropMeTHI)-HupUANH-3 -1 |-8-[ 3-
— (tpudropmernn)denun]-1,3-nuazacnupol4,5]nexan-2-ona

SC 3368 uc-8-JlumernnamuHo-8-(3-merokcudenun)-3-[4-meTun-6-(tpudropmMeTr)-
- nupuanH-3-ui|-1,3-nuazacnupo[4,5]nekaH-2-oHa

SC 3369 uc-8-(5-Xnop-tuoden-2-uin)-8- AuMeTHiIaMuHo-3-[ 4-MeTHI-6-
- (tpudropmernn)-mupunun-3-mn|-1,3-nuazacnupo[4, 5] nekaH-2-oHa

SC 3370 uc-8-AnmerniaamuHo-8-(3-propdennn)-3-[4-meTun-6-(tpudropmernn)-
- nupuanH-3-ui|-1,3-nuazacnupo[4,5]nekaH-2-oHa

SC 3371 uc- 8-l uMeTHIaMiHO- 3 -(2-MeTHIaMHHO-THPUMIAHH-5-11)-8-hernn-1,3-
- nuazacnupo[4,S]nexaH-2-oHa

SC 3372 uc-8-(5-Xnop-tuoden-2-un)-8- auMeTninaMuHo-3-(4-MeTin-2-Moph onnH-4-
= wi-mupuMuIuH-5-un)-1,3-nuasacnupo[4, 5| nexan-2-ona

SC 3373 uuc-N-[5-(8-AumernnamuHo-2-0kco-8-penni-1,3-nuasacnupo[4, 5| nexan-3-
- WIT)-IIUPUMUANH-2-111|-N-MeTHII-LIHKJIONPONaHKapOOHOBOH KHMCIIOTHI aMHAa

uc-N-[5-(8-Aumerunamuno-2-0kco-8-penun-1,3-nuasacnupol4,5 | nexan-3-
SC_3374 | wn)-mupumuans-2-ui]-N,2,5-tpumerin-2H-mmpason-3-kapOOHOBOH ~ KHUCIIOTBHI
amuzaa
3C 3375 1uc-3-[4,6-buc(rpudTopmMeTHi)-nupuarH-3-1] -8-AuMeTHIaMUHO-8- (e HILI-

1,3-guazacnupo[4,5]nexan-2-ona
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SC 3376

uc-8-JlumetrnamMuHo-3-[ 2-[ (2-ruapOKCH-3THIT )-METHII-AMIHO | -X UHA30JTNH-6-
wn]-8-¢pennn-1,3-nuasacnupo[4,5]nexan-2-ona

SC 3377

uc-8-JAnmernnamuHo-3-(2-MopdHoIHH-4-1IT-XHHA30JIHH-6-1111)-8-permi-1,3-
nuasaciupol4,5]nexaH-2-oHa

SC 3378

uc-8-[Metun-(okceTaH-3-1iI-MeTwi)-aMuHO | -8-hermn-3-[ 2-(Tpud ropmetiun)-
NUPUMUANH-5-1i]-1,3-nuazacnupo[4,5] nekaH-2-oHa

SC 3379

uc-3-(1-Aunermn- 1H-unnon-3-un)-8-gumernnamMuao-8-gperun-1,3-
nuazacnnpol4,5]nexan-2-oHa

SC 3380

uc-8-JlumernnamuHo-8-peHun-3-x uHa3omuH-6-1i-1,3-
nuasacnupol4,5]nexaH-2-oHa

SC 3381

uc-5-(8-umerunamunao-2-okco-8-penni-1,3-nuaszacnupo[4,5 | nekan-3-mn)-2-
(2-oxco-1,3-murnapo-uHnon-4-ui)-u30HNKOTHHOHUTPHIIA

SC 3382

1uc-N-[5-(8-lumerunamuno-2-0kco-8-pennn-1,3-nuazacnupol[ 4,5 nexan-3-
WT)-MTUPUMHINH-2 -1 |-N-MeTHII-TeTparuapo-nupat-4-kapOOHOBOH  KHCIIOTBI
amuaa

SC 3383

uc-N-[5-(8-umerunamuno-2-okco-8-pennn-1,3-nuazacnupol 4,5 nekan-3-
WT)-MUPUMHIAH-2 -1 ]-N, 2, 2-TpUMETHII-TPONIMOHAMU A

SC_3384

nuc-8-Jlnumernnamuno-3-[2-(1-metun-2-okco-1,3-1uruapo-uHmoa-4-ui)-
MUPUMUAINH-5-11]-8-ennn-1,3-mnazacnupol4,5] nexkan-2-oHa

SC 3385

uc-8-Jlumerunamuno-3-(2-mopdonun-4-imn- 1 H-6enzonmunazon-5-mm)-8-
¢bennn-1,3-gnazacnmpo[4,5]nexan-2-ona

SC 3386

uuc-8-Jlumernnamuno-8-(3-¢prop-5-merun-dhennn)-3 -[4-metun-6-
(Tpudropmermn)-nupuans-3-mi]-1,3-guasacnupo[4, 5] nexan-2-oHa

SC_3387

uc-8-Jlumerunamuto-3-[6-(2-0kco- 1,3 - quruapo-uHm0-4-1i)-upuanH-3 -
wi|-8-¢penun-1,3-guasacnupo[4,5]nexan-2-ona

SC 3388

uuc-8-Anmernnamuno-8-(3-ruapokcudennn)-3-[4-mernin-6-(tpudropmerin)-
nupuanH-3-uil-1,3-auazacnupol4,5]nexan-2-oHa

SC_3389

uc-3-[6-(Aseruaun- 1 -un)-5-(Tpud TOPMETHIT )-TUPUIAIH-3 -1 |-8-
JIUMeTIIIaMUHO-8-eHm-1,3-nnazacnupol4,5] nekan-2-ona

SC 3390

1uc-3-[ 1 -(IIuKa0mponui-Me T )-8- TuMeTHIIaMIHO-2-0KCO-8-penn-1,3-
nuasacnupol4,5]nexaH-3-1i]-u30HUKOTHHOHUTPHIIA

SC 3391

uuc-3-[3,5-buc(rpudTopmerin)-nupuanH-2-mi] -8-TuMeTHIaMuHO-8- (e HiI-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3392

uc-8-Jlumerrnamuto-3-( 5S-G Top-6-Mop b OMH-4-UIT-THPUITHH-3 - 1T )-8- e HiT-
1,3-nuazacnupo[4,5]nexan-2-oHa

SC 3393

uc-8-(3-Xnopdennn)-8-qumeTrnaMuHo-3-[4-MeTHI-6-(TpudTOpMETHII)-
nupuanH-3-uil-1,3-auazacnupol4,S]nexan-2-ona

SC_3394

uc-8-JlumerrnamMuHo-3-[ 5-(2-0kco- 1,3 -Turuapo-uHmoN-4-1)-TupuAnH-2-
wn|-8-¢pennn-1,3-nuaszacnupo[4,5]nexan-2-ona

SC 3395

uuc-8-lnmernnamuno-8-¢ernn-3-[ 5-(rpudropmerin)-[ 1,3,4]rnagnazon-2-
ninl-1,3-auazacmupo(4,5 | nexan-2-oxHa

SC_3396

uc-8-JlumerunamuHo-3-(2-okco-1,3-auruapo-ungon-4-mn)-8-penni-1,3-
nuasactupol4,5]nexkaH-2-oHa

SC 3397

uc-8-JlumerrnamMuHo-3-[ 2-[(2-ruapoKCH-3THIT )-MeTHII-aMiHO | - 1 H-
Oenzonmupaason-5-mil-8-¢pennn-1,3-nuaszacnupo[4,5]nekan-2-ona

SC 3398

uuc-8-JnmernnamuHo-3-(5-metnn-6-mophonnH-4-ua-nupuanH-3-11)-8-
(dennn-1,3-quazacnupol4,5 | nekan-2-ona
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SC 3399

uc- | -(LTukronpon-MeTri )-8 -numMeTiiIaMuHo-8-(3-propd erni)-3-(5-
MeTWICYIb(OoHmI-upunuH-2-un)-1,3-nuasacnupo[4,5 | nekaH-2-ona

SC_3400

iuc- | -(Iuknonponun-merui)-8-(3 -dropdhern)-8-meTrmmamuHo-3-(5-
MeTwICyIb(oHmI-mupunud-2-un)-1,3-nuasacnupo[4,5 | nekaH-2-ona

SC_3401

uc- 1 -(IuknoOytrn-meTin)-8-(3-hTopd eHrn)-8-MeTrmnaMuHo-3-[ 2-
(Tpudropmermn)-nupuMuanH-5-mn]-1 3-nuasacnupol4,5]nexan-2-ona

SC_ 3402

1uc- 1 -(Lukmonponi-mMeTri )-8 -nuMeTiniaMuHo-8-(3-gpropdermn)-3-[ 2-
(rpudropmermn)-nupumMuanH-5-un]-1,3-nuasacnupol4, 5] nexan-2-ona

SC_3403

uc- 1 -(Huknonpommn-merin)-8-(3-¢proppennn)-8-mernnamuao-3-[ 2-
(Tpudropmermn)-nupuMuanH-5-mn]-1 3-nuasacnupol4,5] nexan-2-ona

SC_3404

uc-8-JAnmernnamuno-8-(3-¢prophenmn)-3-[ 2-(TpudropMeTn)-MpUMHANH-5-
wil-1,3-auazacrupo[4,5|nekaH-2-oHa

SC_3405

uc- 1 -(Huknonpomun-meriun)-8-auMetiunaMuao-8-(3 -gropdenmn)-3-[ 2-meTm-
5-(tpubropmernin)-2H-nmupazon-3-mn]-1,3-nuazacnupo[4,5]nexan-2-ona

SC 3406

uc- 1-(Huknonpomun-merin)-8-(3-¢proppenmnn)-8-merunamuno-3-[ 2-MeTHn-5-
(rpudropmerun)-2H-nmpason-3-ui]-1,3-nuasacnupol4,5 | nexan-2-oHa

SC_3407

uc-8-MeTtuinaMuHO-3-(4-MeTii-2-Mop b ONnnH-4-HI-ITHPUMHAWH-S5-HT)-8-
(dennn-1,3-quazacnupol4,5 | nekan-2-ona

SC 3408

uc-3-[5-(Azerunun- 1-un)-3-MeTUI-IUpUIHH-2 -1 |-8-TUMeTHIIaMUHO-8-(3 -
dropdenwn)-1,3-nuasacnupo[4,5]nekaH-2-oHa

SC 3409

uc-8-JAnmernnamuno-8-(3-¢prophenmn)-3-(5-MeTHiICynbh OHUI-MUPUANH-2-
wi)-1,3-nuazacnupo[4,5]|nekaH-2-oHa

SC_3410

uc- 3-(6-(azerunun-1-mn)-4-pTopnupuaAnH-3-1i)-8-(JUMETHIAMIHO)-8-
¢bennn-1,3-gnazacimpo[4,5]nexan-2-ona

uc-3-(6-(asetunuH- 1 -un)mupuauH-3-mn)-8-(IuMeTHIaMIHO )-8-(3-

SC_3411 ¢dropdenmn)-1,3-guasactupo[4,5]nexan-2-oHa
SC 3412 nuc-3-(1-(uuknonponankapdonmnn)-3-(tpudropmerin)- | H-impazon-5-wui)-8-
- (mnmetnnamuHo)-8-(3-gropdernn)-1,3-nuazaciupol4,5]nexkan-2-ona
SC 3413 uuc-8-(mumernnamMuso)-8-(3-dropdennn)-3-(1-(2-rugpoxcnati)-3-
- (rpudropmermn)- 1 H-mupaszon-5-nm)-1,3-guasacoupo[4, 5 nexan-2-ona
SC 3414 uc-3-( 1 -(muknonpormnmerni)-3-(tpudropmerin)- | H-upason-5-wi)-8-
- (mnmernnamuHo)-8-(3-gropdennn)-1,3-nuazacnupol4,5]nexan-2-ona
SC 3415 uuc-8-(mumernnamuo)-8-(3-dropdennn)-3-(1-(meruncynbdonnn)-3-
- (rpudropmermn)- 1 H-nmupaszon-5-nn)-1,3-nuasacoupol4, 5] nexan-2-ona
1uc- 1 -(uuKTonponIMeTH)-8-( uMe TIIIaMiHO )-8-(3 - ropenm)-3-(1-
SC 3416 | (meruncynbhonnn)-3-(tpudropmernn)-1H-nmupason-5-un)-1,3-
nuasacnupol4,5]nexan-2-oHa
uc-2-(5-(8-(aumernnamuHo)-8-(3-propdernn)-2-okco-1,3-
SC_3417 | nnasactmpo[4,5]nexan-3-mn)-3-(rpudTopmernn)- 1 H-mupaszon-1-mm)-N,N-
JMETHIALICTAMHAA
uc-2-(5-(1-(uuKIonponuIMeTI )-8-(TuMeTHiIaMuHO))-8-(3-¢p Topdenmn)-2-
SC 3418 | okco-1,3-guazacnupo[4,5]nexan-3-mn)-3-(tpudropmermi)- 1 H-nupazomn-1-umn)-
N,N-aumerunaleraMmmuaa
SC 3419 uuc-8-(numerunamuHo)-3-(1-metin-1H-tiupposno[ 2,3-b Jnupunus-5-m)-8-
- (dennn-1,3-quazacnupol4,5|nekan-2-ona
SC 3420 uc-8-(nuMernnamMuHo)-3-(3-drop- 1H-nuppono[ 2,3-b Jmupuaus-5-m)-8-

¢benn-1,3-nuazacnupo[4,5]nexan-2-ona
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uc-8-(muMernnamMuHo)-8-dernn-3-(1H-muppono| 2,3-¢ Jnupuaus-4-mn)-1,3-
nuazacnupo[4,S]nexaH-2-oHa
uc-8-(IuMeTHnaMuHo)-8-hermnn-3-(2-(mpuna3suH-4- 1) IHPUMUIHH- 5 -HIT)-
1,3-nuazacnupo[4,5]nexan-2-oHa
uc-8-(IMMeTHIAMHHO)-3-(2-(2-0Kkco-1,2- AT UAPONH P UH-4- 1T ) T PIMUTAH-
5-un)-8-penns-1,3-nuazacnupo[4,5]nekan-2-ona
uc-8-(aumernnamMuHo)-8-(3-proppernn)-3-(1-merun-3-(tnoden-2-wun)-1H-
nrpaso-S-mn)-1,3-nuasacnupo[4, 5] nekaH-2-oHa
uc-8-(nuMeTnnamMuHo)-8-(3-gropdennn)-3-(1-mermn-3-mopdonuno- 1 H-
nrpaso-S-mn)-1,3-nuasacnupo[4, 5] nekaH-2-oHa
uc-8-(auMeTnnamMuHo)-8-ermn-1-(2,2,2-rpudropatrn)-3-(2-
(rpudropmeri)nupumuanH-5-mi)-1,3-nuasacnupo[4, 5] nexan-2-oHa
uc-8-(IuMeTHnaMuHo)-8-herm-3-(2-(tpudropmerin) mupuMuuH- 5-1)- 1 -
(3,3,3-tpudropnpomun)-1,3-nuasacnupo[4,5]nexan-2-oHa
1uc-3-(4-MeTun-6-(Tprud TOPMETHI ) IUPUANH- 3 -1IT)-8-(METHIIAMIHO)-8-( e HiLI-
1,3-nuazacnupo[4,5]nexan-2-ona
ic-3-(1-metun-3-(rpudTopmernn)- 1 H-mupazon-5-mn)-8-(MeTrunaMuHo )-8-
¢dennn-1,3-nuazacnupo[4,5]nexan-2-ona
nc-8-(mumerrnamuto)-8-(3-dpropdennn)-3-(4-(MeTuincy b OHUI ) TUPHITHH-3 -
un)-1,3-nuazacnupo[4,5]nexan-2-oHa
mic-8-(mumerrnamMuto)-3-(1-s1un-3-(rpudropmern)- | H-mupason-5-um)-8-(3-
¢dropdenun)-1,3-nuazacnupo[4,5]nexan-2-ona
ic-3-(1-mkmonporni-3-(tpudropmerun)- | H-mupason-5-u)-8-
(mumeTunamuHoO)-8-(3-propdennn)-1,3-guasactupo[4,5 | nexaH-2-oHa
ic-8-(mumerrnamMuHo)-8-(3-dpropdennn)-3-(1-(okceran-3-unmeTn)-3-
(tpudropmermn)- 1H-mupason-5-un)-1,3-muaszacnupo[4,5 | nekan-2-ona
1uc-8-(numernnamMuno)-8-(3-dropdennn)-3-(1-(2-(metuncynbornn)aTui)-3-
(tpudropmermn)- 1H-mupason-5-un)-1,3-muaszacnupo[4,5 | nekan-2-ona
uc-8-(aumermnamuno)-8-(3-dropdenmn)-3-(4-mernn-2-
(MeTHIaMHHO)TUPUMUIHH-5-1)-1,3-1rasacnupo[4,5 | nekan-2-oHa
1HC-3~(2-LUKJIONPONOKCH-4-Me THIINTU PUMU AN H-5-11)-8-(aumeTrnaMun0)-8-(3-
¢dropdennn)-1,3-nuazacnupo[4,5]nexkan-2-ona
uc-N-(5-(8-(aumerunamuno)-8-(3-¢pTopdenmn)-2-okco-1,3-

SC 3437 | nuaszacniupo[4,5]nexan-3-ui)-4-MeTHITUPUMUINH-2-1T)-N-
METHIIHKJIONPONaHKapOOKcaMua
1uc-N-(5-(8-(aumernnamuzo)-8-(3-propdenur)-2-okco-1,3-
auasacupol4,S]aexan-3-mn)-4-MeTHIMTHPUMUIIH-2-11)-N-MeTHITHBATAMIAA
1uc-3-(4-(azerunus-1-mn)-2-(TpudTOPMETHI ) TMPUMHUAKH-S -1111)-8-
(mumeTunamuHoO)-8-(3-propdennn)-1,3-guasactupo[4,5 | nexaH-2-oHa
uc-8-(numMernnamMuno)-8-(3-dhropdennn)-3-(4-(okceraH-3-MIMeToKCH )-2-
(TpudTopMeTII)IUPUMHUANH-5-111)- 1,3 -nnasacupo[4, 5 | nexaH-2-0Ha
1uc-3-(2-uuxionponui-4-(2,2,2-tpudTopa TOKCH ) THPHUMUTHH-5-11)-8-
(zumeTnnamMuHO)-8-(3-propdennn)-1,3-nuasactupo[4,5]nexaH-2-oHa
1uc-3-(2-nuxnonponii-4-((2-ruapoKcHaTHI)(METHIT )aMUHO ) THPUMHNH-5-
un)-8-(numernunamuno)-8-(3-propbenmn)-1,3-nuazacnupo[4,5 | nekan-2-oHa

SC 3421

SC 3422

SC 3423

SC_ 3424

SC 3425

SC 3426

SC 3427

SC 3428

SC 3429

SC 3430

SC 3431

SC 3432

SC 3433

SC_3434

SC 3435

SC 3436

SC 3438

SC 3439

SC_3440

SC 3441

SC 3442

U MX (PU3UOJIOTHICCKH TPUEMIIEMBIX COJICH.

B cooTBeTCTBUU ¢ TaHHBIM H300pETCHUEM, €CIH MPSIMO He yka3zaHo uHoe, "-C;-Cy-amkmn", "-C;-Cg-ankun"
1 IOOBIe APYTHE aKHIBLHBIE OCTATKH MOTYT SIBIISITHCS IMHEHHBIMU WIIA Pa3BETBICHHBIMH, HACHIITICHHBIMHU FITH
HEHACHIIICHHBIMU. JIMHEHHBIN HACBHIMEHHBIA AJIKHJI BKJIFOYAeT METUJI, ITHJI, H-TIPOTHII, H-OyTHJI, H-TICHTHI U H-
rexcui. IlpuMepsl pa3BETBICHHOTO HACBHINEHHOTO AJIKWJIA BKJIIOYAIOT, HO HE OTPAHMYUBAIOTCS WMH, H30-
TIPOITHJI, BTOP-OYTHII W TpeT-OyTui. [IpuMepsl JIMHEHHOTO HEHACHIIICHHOTO AJIKWJIa BKIIOYAIOT, HO HE OTPaHHU-
YUBAIOTCS UMH, BUHWI, TIPOTICHIJI, AJIJTFIT ¥ TIPOTIAPTHIL.

B cooTBeTCTBHMH ¢ TaHHBIM U300pETEHUEM, €CITH TIPSIMO He yKa3zaHo uHoe, "-C-Cy-amkun", "-C;-Cq-anxmr"
1 JTr00BIC IPYTHE ANKIIBHBIC OCTATKU MOTYT SBJIATHCS HE3aMEIICHHBIMHI, MOHO- WM MoJu3aMenieHHbIMH. [1pu-
Mepbl 3aMEIEHHOr0 alKujia BKIIOYalT, HO He orpannuyuBatorcs umu -CH,CH,OH, -CH,CH,OCHs;,
-CH,CH,CH,0CH;, -CH,CH,S(=0),CH;, -CH,C(=O)NH,, -C(CH;),C(=0O)NH,, -CH,C(CH;),C(=O)NH, u
-CH,CH,C(=0)N(CHy),.

B cooTBeTcTBHM C JaHHBIM H300peTCHHEM, €CIIM MPSAMO HE ykazaHo uHoe, "-Ci-Cg-ankmnen-", "-C;-Cy-
ANKWICH" U 000U PYroi alKUICHOBBIA OCTATOK MOXET SBISATHCS HE3aMCIICHHBIM, MOHO- FJTH TIOJIH3aMEIICH-
HbIM. [IpuMephl HACBHIMIEHHOTO AalKWJeHA BKIIOYAIOT, HO He orpanmunBatorcs mmu -CH,-, -CH(CHj)-,
-C(CHs),-, -CH,CH,-, -CH(CH;)CH,-, -CH,CH(CH;)-, -CH(CHj3)-CH(CHj3)-, -C(CH;),CH,-, -CH,C(CHj),-,
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-CH(CHj3)C(CHj3),-, -C(CHj3),CH(CHj3)-, C(CHj3),C(CH3;),-, -CH,CH,CH,- u -C(CH;),CH,CH,-. Ilpumeps! He-
HACBIIIIEHHOTO alKWJIeHa BKIIOYAIOT, HO He orpanmymBaiorcss mmu -CH=CH-, -C=C-, -C(CH;)=CH-,
-CH=C(CHj;)-, -C(CH3)=C(CHj3)-, - CH,CH=CH-, -CH=CHCH,-, -CH=CH-CH=CH- n -CH=CH-C=C-.

B cooTBeTcTBHM C JaHHBIM H300peTCHHEM, €CIIM MPSAMO HE ykazaHo uHoe, "-Ci-Cg-ankmnen-", "-C;-Cy-
aNKWiIcH" U MI00OW PYroi alKUIICHOBBIA OCTATOK MOXET SBISATHCS HE3aMEIICHHBIM, MOHO- FJTH TIOJH3aMEIICH-
HeIM. [Ipumeps! 3amenieHHoro -C;-Cg-allKiiieH- BKIIOYA0T, HO He orpanunauBaroTcs nmu -CHF-, -CF,-, -CHOH-
u -C(=0)-.

B cootBercTBMM C JaHHBIM H300peTeHHMEM, (parMeHThI MOTYT ObITh coemuHeHHBIMU depe3 -C;-Cg-
aNKWICH-, T.¢. ()parMeHTsl HE MOTYT OBITh HEMOCPEICTBEHHO CBS3aHBI C OCHOBHOM CTPYKTYPOHl COCITMHEHHS
obmeit popmyisl (I), HO MOTYT OBITH CBSI3aHBI C OCHOBHOM CTPYKTYpO# coeamHeHus oomieit hopmyisl (1) wmm ee
nepudepun yepes auHKep -C-Cg-amKuieH.

B cootBercTBHM ¢ maHHBIM M300peTeHHEM, "3-12-4JeHHBIN IMKIOANKWIBHBIN (parMeHT” NpeacTaBIseT
co00if HeapoMaTHUECKUH, MOHOLMKIINYECKUH, OUIIMKIMIECKUI WM TPULIUKINYECKHH (parMeHT, coaepKallui
ot 3-12 aTOMOB yTJepo/ia B KOJbIIE, HO HE TETEPOATOMEI B KOJbIIe. [[pUMephl MPeIMOYTHTEIEHBIX HACHIIICHHBIX
3-12-4NeHHBIX IUKJIOATKWIBHBIX ()ParMEHTOB MO JAaHHOMY HM300PCTCHUIO BKIIOYAIOT, HO HE OTPAHUYHBAIOTCS
MU [UKJIOMPONaH, IUKIO0YTaH, IUKIONCHTAH, IIMKIIOTCKCaH, IIUKIOTENTaH, IIMKIOOKTaH, THIPUHIAH U JeKa-
nvH. [IpuMephl IPeAOYTHTEIBHBIX HEHACKHIICHHBIX ()ParMEHTOB 3-12-4JIEHHOTO IHMKJIOATKWIBHOTO (parMeHTa
M0 TaHHOMY M300pPETEHUIO BKIIIOYAIOT, HO HE OTPaHUYMBAIOTCS UMH IUKJIONIPOIICH, IUKJIO0YTEH, IIUKIIOIEHTCH,
LMKJIOIIEHTAAUEH, IIUKIOTEeKCeH, 1,3-1uknorekcaaned u 1,4-1uknorexkcagnes. 3-12-uIeHHbIH IUKIOATKUILHBIN
(bparMeHT, KOTOPBIA CBS3aH C COSANHEHUEM MO JTAaHHOMY M300pETEHUIO, 10 CBOEH mepudepun MOXKeT OBITh He-
00s13aTeNTbHO KOHACHCUPOBAH C 3-12-4ICHHBIM TeTepONNKIOAIKIIIBHBIM ()parMeHTOM, HACHIIIIEHHBIM MIIA HEHa-
CBIIIICHHBIM, HE3aMEIICHHBIM, MOHO- WJIM TIOJM3aMEIICHHBIM; W/WIN C 6-14-4JIeHHBIM apHIBHBIM (pParMEeHTOM,
He3aMeIIeHHBIM, MOHO- WJIH TTOJIM3aMENIeHHBIM; W/UIN U3 5-14-4JIeHHBIM TeTepOapmIIbHBIM (PparMeHToM, He3a-
MEIIIEHHBIM, MOHO- WJIM TIOJM3aMCIICHHBIA. B 3THX yCIIOBHSX KOJBIICBBIC aTOMBI KOHJICHCUPOBAHHBIX ()parMeH-
TOB HE BKJIIOYAIOTCS B 3-12 KOJBLEBHIX aTOMOB 3-12-4JIEHHOTO IUKIOAIKHWIBLHOTO (parmenra. [Ipumepsr 3-12-
YICHHBIX [UKIOATKIIBHBIX (PAarMeHTHI, KOHICHCHUPOBAHHBIC C 3-12-4JCHHBIMH T'€TEPOIUKIOATKAIbHBIMH
(hparMeHTaMH BKIIIOYAIOT, HO HE OTPAHWYHMBAIOTCS MMM OKTarunpo-1H-wHAON, AeKaruapOXWHONUH, ICKAarujI-
POM30XHMHOJUH, OKTATHIPOXUHOMMHXUHONMUH-2H-0eH30[b][1,4]0KCa3uH U JEKAaruAPOXUHOKCAIWH, KOTOPHIC B
KOKIOM ClIydae COCOUHEHBI depe3 3-12-ujeHHBIN MUKI0aNKWIbHBIN GparMeHT. [Ipumeps! 3-12-4IeHHBIX K-
JIOANKIIBHBIX (parMEeHTOB, KOHACHCHUPOBAHHBIX C 0-14-4JIeHHBIMH apMIIBHBIMH OCTaTKaMH BKIIIOYAIOT, HO HE
OTpaHUYUBAIOTCS UMH 2,3-1uruapo-1 H-uHeH u TeTpannH, KOTOphIe B KaXKIOM cllydae COeAWHEHbI depe3 3-12-
YJICHHBIN UKJIOATKWIBHBIN (parMeHT. [Ipumepsl 3-12-4IeHHBIX TUKIOATKAIBHBIX (GparMeHTOB, KOHIACHCHPO-
BaHHBIX C 5-14-4JICHHBIMHU T€TEPOAPWILHBIMHU (parMeHTaMH BKIIOYAIOT, HO HE OTPaHUYMUBAIOTCS MMH 5,6,7,8-
TETPArUAPOXUHONUH U 5,6,7,8-TeTparuipoXWHA30JIMH, KOTOpPHIE B KaXKIOM cllydae COCIWHEHBI depe3 3-12-
YJICHHBIN [UKIOATKUILHBIA ()parMeHT.

B cootBeTcTBHM C TaHHBIM H300peTeHHeM, 3-12-4yIeHHBIH IUKIOAJKWIBHBIA (parMeHT MOXET OBITh He-
00s13aTennbHO coeAnHEHHBIM 4epe3 -Ci-Cg-alKuieH-, T.e. 3-12-4IeHHBIN TUKIOANKIIBHEIN (JparMeHT He MOXKET
OBITH HETIOCPENICTBEHHO CBSI3aH C coeluHeHHeM o0mei Gpopmyisl (I) HO MoXeT OBITH CBSI3aH C HUM 4epe3 JIHMH-
kep a -C,-C¢-ankunen-. Ilpumepsl BkmouaroT, HO He orpaHuuuBarorcs umu -CH,-nukmonpomnun, -CH,-
muknooyTun, -CH-nmknmonentnn, -CHj-tmknmorexcun, -CH,CHj-tmknonpormn,  -CH,CH,-nmknoOyTtw,
-CH,CH,-muknonentui u -CH,CH,-IIUKIOTeKCHIT.

B cooTBeTCTBUM C JaHHBIM M300pETCHHEM, €CIH MPSMO HE yKa3aHO WHOE, 3-12-4IeHHBIA MUKIOATKIIIE-
HBIH (hparMeHT MOXKET SBIATHCA HE3aMEIIeHHBIM, MOHO- WJIH TONH3aMeIIeHHbIM. [Ipumeps! 3amemeHHpIx 3-12-
YIEHHBIX NHKIOAJKIIFHBIX (ParMEHTOB BKIIOYAIOT, HO He orpaHmduBaroTcs umu -CH,-l-ruapokcu-
UKIOO0yTHIT.

B cootBeTcTBHE ¢ JaHHBIM H300peTeHUEM, "3-12-UJICHHBIA TeTEPOIMKIOANKIIBHEIA (QparMeHT" mpen-
CTaBISACT COOOHM HEapOMATUYCCKHUH, MOHOUMKIMYCCKUHA, OMIMKIMYCCKUN MM TPULIUKIHYCCKUN (parMeHT, co-
Jepxaiuii oT 3 10 12 aTOMOB B KOJIbIIE, II€ KaXAbIi LUK BKIIOUAET HE3aBUCUMO APYT OT apyra 1, 2, 3, 4 unu
OoJiee TETEPOATOMOB HE3aBUCHMO JIPYT OT JApyra BBIOPAHHBIX M3 TPYMIIBI, COCTOSILICH M3 a30Ta, KHCIOpoJa H
cepsl, TOrAa Kak cepa MoxeT ObITh okucieH (S(=0) mwm (S(=0),), mpuueM ocTaJbHbIE KOJIBIIEBBIE aTOMBI SIBJISI-
IOTCSl aTOMaMH YTIIEPOia, IPU 3TOM OMIUKIMYCCKUE FITU TPUIMKINISCKAE CUCTEMbI MOTYT UMETh OOIIHIA reTe-
poarom(bl). [TprMepsl MPEANOYTHUTENHHBIX HACHIMEHHBIX 3-12-UJeHHBIX T€TePOIUKIOATKIIBLHBIX (PparMeHTOB
M0 TAaHHOMY M300pETEeHHIO BKIIOYAIOT, HO HE OTPAaHIMYUBAIOTCS UMHU a3UPUINH, a3€THIANH, IMPPOITUANH, IMUAIA-
30JMIUH, APA30IUINH, THIICPUINH, MANICPa3uH, TPUA3OIUANH, TETPA30ININH, OKCHPAH, OKCETaH, TeTParui-
podypan, TeTparuaponupaH, THHPaH, THETaH, TETPAaruApOTHO(EH, AMa3eraH, OKCAa30JIUAWH, M30KCA30IHINH,
THA30JIUINH, U30THA30IUINH, THATNA3OIUANH, MopdonnH, THoMopdonuH. [IprMeps! npeAnoYTHTEIHHBIX HEHA-
CBIIICHHBIX 3-12-4JI€HHBIX TeTEPOIMKIOATKIIIBHEIX (pparMEeHTOB O JaHHOMY M300pPETEHUIO BKIIOYAIOT, HO HE
OTPAaHUYUBAIOTCS UMH OKCA30JIMH, THPA30JIUH, IMUAA30IMH, U30KCA30JIMH, THA30JIUH, H30THA30IHH U TUTUAPO-
nupaH. 3-12-4IeHHBIH TeTepOIMKIIOANKIWIEHBIN (PparMeHT, CBSI3aHHBIN C COCTUHEHHEM 10 JaHHOMY H300peTe-
HHIO, TI0 CBOEH nepudepry MOXEeT OBITh HeoOsA3aTEeIbHO KOHAECHCHPOBAaH C 3-12-wIeHHBIM HUKIOATKUIHLHBIM
(hparMeHTOM, HACHIIICHHBIM MM HEHACHIICHHBIM, HE3aMCIICHHBIM, MOHO- WU TTOJIM3aMEIICHHBIM; H/HIH C 6-
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14-ueHHBIM apUIIEHBIM (PPAarMEHTOM, HE3aMEIICHHBIM, MOHO- WIIM TOJIM3aMEIICHHBIM; W/HIH ¢ 5-14-4IeHHBIM
reTepoapwibHbIM (PparMeHTOM, He3aMEIICHHBIM, MOHO- HITH TIOJH3aMEIICHHBIM. B TaHHBIX YCIOBHUSIX KOJBIIC-
BBIE aTOMBI KOHJICHCUPOBAaHHBIX ()ParMEHTOB HE BKIIOYAIOTCS B 3-12 KOJBIEBBIX aTOMOB 3-12-4JICHHBIX TeTe-
POIMKJIOANKIIIBHBIX  (pparMeHTOB 3-12-4JI€HHBIX TeTepOIUKIOANKWILHBIX (GparMeHToB. I[lpumepsr 3-12-
YIEHHBIX TeTePONMKIOAIKIIBHBIX (ParMeHTOB, KOHICHCHPOBAHHBIX C 3-12-wICHHBIMH IHKIOATKAIbHBIMA
(parMeHTaMH BKIIIOYAIOT, HO HE OTPAHWYMBAIOTCS MMM OKTarunpo-1H-uHmox, mexaruapOXWHONNH, AEKarua-
poM30XUHONNH, OoKTaruapo-2H-6en3o[b][1,4]okca3snH U MEeKaruApOXWHOKCAINH, KOTOPHIE B Ka)JIOM CIIydae
coeMHEeHBI Yepe3 3-12-4IIeHHBIH TeTepOIKIOaTKMIbHBIN pparmMent. [Ipumeps 3-12-9I€HHOTO TETEPOIMKIO-
ANKWIHLHOTO ()parMeHTa, KOHACHCUPOBAHHOTO C 0-14-4JICHHBIM apHIBHBIM ()parMEHTOM, BKJITFOYACT, HO HE Orpa-
HU4MBaeTcs uMmu, 1,2,3,4-TeTparuIpoXUHOINH, COCAUHEHHBIH depe3 3-12-uleHHBbI reTepolUKIOaTKUIbHBIN
¢parment. IIpumep 3-12-wI€HHOTO TeTEPOLUKIOATKHIBHOTO (hparMeHTa, KOHASHCHPOBAHHOTO C 5-14-u1eHHbIH
TeTepOapWITHBIME  ()parMeHTaMH  BKJIIOYaeT, HO HE OrpaHuWYuBaercs wumH, 5,6,7,8-terparuapo-
[1,2,4]tpuazono[1,5-alnupa3uH, COCIMHCHHBIH Yepe3 3-12-4IIeHHBIH reTepOIUKIOAIKIIBHEIN (parMeHT.

B cootBercTBHM € maHHBIM H300peTeHHEM, 3-12-4ieHHBIH TeTePOUMKIOATKIIBHBIN (parMeHT MOXKET
OBITH HEOOSM3aTENBHO coeMHEHHBIM depe3 -C-Cg-anKkuineH-, T.e. 3-12-1IeHHBIH TeTepONUKIOATKIIBLHBIA (par-
MEHT HE MOKET OBITh HEMOCPEACTBEHHO CBs3aH ¢ coenuHeHueM o0mei Gopmymsl (I) HO MOXKET OBITH CBS3aH C
HUM depe3 JuHKep -Ci-Cg-ankuieH-. YKa3aHHBIH JTHHKEP MOXXET OBITh COCTUHEH C YIIIEPOIHBIM KOJIBIIEBHIM
aTOMOM WJIM C TETEPOIHKINIECKUM KOJIBLIEBBIM aTOMOM 3-12-94JIeHHOTO TeTepONHKIOAIKIIIBHOTO (hparMenTa.
IIpumeps! BKITIOUatoT, HO He orpannumBaroTcs nMu -CH,-okceran, -CH,-muppomuans, -CH,-nunepuaun, -CH,-
mopdomun, -CH,CH,-okceran, -CH,CH,-muppommaun, -CH,CH,-munepuauna u -CH,CH,-mopdonus.

B cooTBercTBUM C 1aHHBIM N300pETEHUEM, €CIIH MPSIMO HE YKa3aHO MHOE, 3-12-4JeHHbII TeTepoIyKiIoal-
KWJIBHBIA (DparMeHT MOXKET SIBIIATHCS HE3aMEIICHHBIM, MOHO- HIJIH MMOJIN3aMeIIeHHBIM. [IprMepsl 3aMeIeHHbBIX
3-12-4eHHBIX TETEPOUUKIOANKILIFHBIX (PParMeHTOB BKJIFOYAIOT, HO HE OTPAHUYHUBAIOTCS UMH 2-KapOOKCaMHIIO-
N-nupponuauuui-, 3,4-Turuapokcu-N-TUPPOTUANHUI, 3-TUAPOKCU-N-UPUMUANHUI, 3,4-AUruapokcu-N-
TUPUMHUIUHUI, 3-0KCO-N-THIIEpa3sHHII, ~-TeTparuapo-2H-THOMupaHuI THOKCHT B THOMOPGOITUHII TUOKCH].

B cootBercTBUM C MaHHBIM WM300peTeHUEM, "6-14-ueHHBIA apUaBHBIA (parMeHT” MpencTaBiseT coOoi
apOMaTHIECKHI, MOHOITMKIMYCCKHH, OWUIMKINICCKUI WM TPUOUKINISCKUH (parMeHnt, coaepxamuid 6-14
KOJIBIIEBBIX aTOMOB yIJIEPOJa, HO HE CONEpIKAIINil TeTepoaToMbl B KoibIle. [IpuMeps! mpearnodTUTebHbIX 6-14-
YICHHBIH apHIBHBIX (PPArMEHTOB IO TaHHOMY W300pETEHHIO BKIIOYAIOT, HO HE OTPAHWYIMBAIOTCS UMH OCH30I,
Ha()TaIMH, aHTpaleH U peHaHTpeH. 6-14-4neHHbIH apIbHBIN (parMeHT, CBA3aHHBIN C COSTMHEHUEM TI0 JTAHHO-
My HM300pETEeHUI0, TI0 CBOCH Mepudeprur MOXKET OBITh HEOOS3aTENFHO KOHACHCHPOBAH ¢ 3-12-4JIEHHBIM ITUKIIO-
ANKWIHHBIM ()parMEHTOM, HACHIIICHHBIM WJIM HEHACKHIIICHHBIM, HE3aMEIIICHHBIM, MOHO- HJIH ITOJIN3aMEIICHHbBIM;
Wi ¢ 3-12-4ICHHBIM TETePONMKIOANKIIIBHBIM (ParMEHTOM, HACHIIICHHBIM I HEHACBIIICHHBIM, HE3ame-
MICHHBIM, MOHO- WJIM MOJU3aMEIICHHBIM, W/UIH C 5-14-4JICHHBIM TeTepOapIIbHBIM (pparMEHTOM, HE3aMEIICH-
HBIM, MOHO- WJIM MOJIN3aMEIICHHBIM. B 3THX yCIOBUAX KONBICBBIC aTOMBI KOHICHCHPOBAHHBIX (hparMEHTOB HE
BKJIIOYAIOTCSl B 6-14 KOJBIIEBBIX aTOMOB yryiepojia 6-14-uwIeHHbIX TeTepOLUKIOUIKWIEHBIX (hparmMeHTos. [Ipu-
MepbI 6-14-4IeHHBIX apUIBHBIX (PParMEeHTOB, KOHACHCHPOBAHHBIX C 3-12-4JICHHBIMY [IUKJIOATKAIBHBIME (par-
MEHTaMH, BKIJIIOYAIOT, HO HE OTPAaHMYMBAIOTCS MMHU 2,3-murunapo-1H-uHaeH U TeTpanuH, KOTOpPBEIE B KaKIOM
ciIydae coequHeHbI uepe3 6-14-wieHHbli apuibHbIA GparMeHT. [Ipumep 6-14-11eHHOTO apriIbHOTO (hparMeHTa,
KOHJICHCHUPOBAHHOTO C 3-12-1IEHHBIM TeTepONNKIIOANKINIEHBIM (parMeHTOM, BKIIIOYAET, HO HE OTpPaHMIHBACTCS
umu, 1,2,3,4-TeTparupoXuHOMH, COSIUHCHHbBIN depe3 6-14-wieHHblid apuibHBIA GparMeHT. [Tpumepsr 6-14-
YIEHHBIX apWIbHBIX (ParMEeHTOB, KOHICHCHPOBAHHBIX C 5-14-4leHHBIMH Te€TEepOapWIbHBIMH (parMEHTaMH,
BKJIIOYAIOT, HO HE OIPaHNWYMBAIOTCS UMHU XHHOJMH, M30XWHOINH, ()eHa3uH U (PEHOKCA3HH, KOTOPHIE B KaXKIAOM
cilydae CoeIMHEHbI uepe3 6-14-ueHHbIH apuiIbHbIA (parMeHT.

B cootBercTBHM ¢ maHHBEIM H300peTeHHEM, 6-14-ujeHHBIH apmIbHBINA (parMeHT MOXeT ObITH HeoOs3a-
TENBHO coequHeHHBIM uepe3 -Ci-Cg-ankuieH-, T.e. 6-14-4eHHBI apuiIbHBIA ()parMeHT HE MOXKET OBITh HEMNo-
CPE/ACTBEHHO CBs3aH ¢ coeanHeHneM odmelt popmyisl (1), HO MOXKeT OBITH CBsI3aH ¢ HUM 4epe3 JuHKep -Ci-Cg-
IKWICH-. YKa3aHHBIN JIMHKEP MOXKET OBITh CBSI3aH C KOJIBIIEBBIM aTOMOM YTJIEPOJa WK C aTOMOM T'eTePOLIUK-
JIMYECKOTO KoNbla 6-14-uneHHoro apmwibHOTO GparmMeHTa. [IpuMepsl BKIIOYAIOT, HO HE OTPAHUYMBAIOTCS MU
-CHz-C6H5, -CH2CH2-C6H5 n -CH:CH-C6H5.

B cooTBeTCTBUM ¢ TaHHBIM M300pETCHUEM, ECIIH TPSMO HE yKa3aHO MHOE, 6-14-1IeHHBIH apyIbHBIN (par-
MEHT MOXET SBJITHCSA HE3aMEUICHHBIM, MOHO- MJIM IMOJIM3aMemleHHbIM. [Ipumeps! 3aMemenHbIx 6-14-4IeHHbIX
apWIBLHBIX (PArMEHTOB BKIIOYAIOT, HO HE OTPaHUIHMBAIOTCS UMH 2-PTopdeHm, 3-propdennn, 2-MmeTokcudeHm
1 3-METOKCU(EHUIT.

B cootBercTBHM C naHHBIM HM300peTeHUEM, "S-14-uieHHBIN reTepoapwiIbHBINA (QparMeHT” NpeacTaBiseT
co00¥ apOMAaTHYCCKUI, MOHOIMKIHYCCKUH, OUITUKITHICCKIIA I TPULIUKIMYCCKUI (parMeHT, ColepxKamui 6-
14 KOJBLIEBBIX aTOMOB, IPUYEM KaXKABIA LIUKJI COAEPIKUT HE3aBUCUMO JpYr OT apyra 1, 2, 3, 4 wim Oonee rere-
pOaTOMOB, HE3aBHCUMO JPYT OT JApyra BEIOpPAHHBIX M3 TPYIIIBL, COCTOSAIIEH M3 a30Ta, KUCIOPOJa U CEphl, MpH-
YEM OCTAJIbHBIC KOJBIICBEIC aTOMBI SBIISIFOTCS aTOMaMH YriepoJia, IPU 3TOM OUIMKINYCCKHUE WU TPUIIUKITHYC-
CKHE CHUCTEMBI MOTYT MMETh oOmmi rerepoatom(bl). IIpuMepsl MpEeANOYTUTENBHBIX 5-14-4JeHHBIX reTepoa-
PUIBHBIX (pparMEHTOB 110 TaHHOMY H300pPETEHHIO BKIIOYAIOT, HO HE OTPaHHUYMBAIOTCS UMM MUPPOJ, TTHPA30J,
UMHIA30J1, TPHA30JI, TeTPa3oll, GhypaH, THODEH, OKCA30JI, H30KCA30Jl, THA30J, H30THA30J, MHPUANH, MTUPHUIA3HH,
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TUPUMUINH, THpa3uH, WHIoAUIUH, 9H-xunomuH, 1,8-HadTupuauH, mypuH, uMuas3o[l,2-ajnupasuH U NTEpH-
JIUH. 5-14-4IeHHBIA TeTepoapyiIbHBIA (PAarMeHT, CBS3aHHBI C COEIMHEHHEM 10 JaHHOMY H300pETEHHIO, IO
cBoci mepudepur MOXeT ObITh HEOO3aTEIbHO KOHACHCUPOBAH ¢ 3-12-4JICHHBIM ITUKIOATKWIBHBIM (hparMeH-
TOM, HACBHIIICHHBIM WJIM HEHACHIIIEHHBIM, HE3aMEIICHHBIM, MOHO- WJIM MOJH3aMEUIeHHBIM; W/wian ¢ 3-12-
YIEHHBIM TE€TEPOIMKIOATKIIBHEIM (pparMeHTOM, HACHIIICHHBIM WJIM HEHACHIIICHHBIM, HE3aMEIICHHBIM, MOHO-
WM TIOJIM3aMeIICHHBIM; W/HIH ¢ 6-14-1IeHHBIM apiiIbHBIM (parMeHTOM, He3aMeIeHHBIM, MOHO- WIIH TI0JIH3a-
MEIIEHHBIM. B JaHHBIX yCITOBHSAX KOJBIIEBBIE aTOMBI KOHACHCHPOBAaHHBIX (parMEHTOB HE BKIIIOYCHHI B 6-14
KOJIBIIEBBIX aTOMOB yriieposa 6-14-4iIeHHBIX TeTepOIMKIOANKIWIBHEIX (parMeHToB. [lpumepsr 5-14-uneHHBIX
TeTepOapWIbHEIX (PParMEHTOB, KOHICHCHPOBAHHBIX C 3-12-WICHHBIMH IMKIOATKWIGHBIMU (DparMEHTaMH,
BKJIIOYAIOT, HO HE OTPAHUYUBAIOTCS UMU 5,6,7,8-TETParuApOXUHOIUH U 5,6,7,8-TeTparuipoXuHa3ouH, KOTOpbIe
B Ka)XIOM Cllydae COeAMHEHBI uyepe3 5-14-uneHHslil rerepoapuibhblii Gpparment. [Ipumeps! 5-14-uienHoro re-
TEPOAPWILHOTO (PparMeHTa, KOHIACHCHPOBAHHOTO C 3-12-WJICHHBIM TeTEPOLUUKIOANKHIBHEIM (ParMEHTOM,
BKIIIOUAET, HO HE OrpaHUYMBaeTcs umH, 5,6,7,8-rerparuapo-[1,2,4]rpuazomno[1,5-ajnupa3uH, coeJUHEHHBIN Ue-
pe3 5-14-uneHHbli rerepoapuiabHbI (parMeHt. [IpuMepsl 5-14-wIeHHBIX TeTepoapHiIbHBIX (ParMeHTOB, KOH-
JIEHCHPOBAHHBIX C 0-14-4JeHHBIMH apWIbHBIMH (PparMEHTaMH, BKIIOYAIOT, HO HE OTPAaHWYMBAIOTCS UMM XHHO-
JIMH, W30XHHOJINH, ()eHa3uH U (PEHOKCA3UH, KOTOPHIE B KaKJIOM CITydae COCIMHEHBI depe3 S-14-uieHHbli reTe-
POApUITBHBIN QparMeHT.

B cooTBeTcTBUM ¢ MaHHBIM H300peTeHUEM, 5-14-4IeHHBIN TeTepoapHIbHBIN (parMeHT MOXKET OBITh He-
o6s3aTensHO coearHeHHBIM depe3 -Ci-Cg-aakuieH-, T.e. 5-14-1IeHHbI reTepoapuibHbIA (YParMeHT HE MOXKET
OBITH HETTOCPEICTBEHHO CBS3aH ¢ coearHeHneM ooOmel Gopmynsl (1), HO MOXeT OBITh CBS3aH C HUM 4epe3 JIMH-
kep -C;-Cg-anmkuieH-. YKa3aHHBIH JTHHKEP MOXKET OBITh CBSI3aH C KOJBIIEBBIM aTOMOM YTJICPOJA U C KOJBIIC-
BBIM T€TEPOATOMOM 5-14-4JIEHHOTO reTepoapuiabHOTO (parMeHTa. [IpuMephl BKIFOYAIOT, HO HE OTPaHMYHBAIOT-
cs1 umu -CH,-oxcazon, -CH,-u3okcazon, -CH,-umuaazon, -CH,-nupunun, -CH,-nupumuaun, -CH,-nupunaszum,
-CH,CH;-okcazon, -CH,CH,-u3okcazon, -CH,CH,-umunazon, -CH,CH,-nupuaun, -CH,CH,-nmupumugud u
-CH,CH,-nupuna3zuH.

B cooTBeTCTBHMH ¢ TaHHBIM U300PETEHUEM, €CITH TIPSIMO HE YKa3aHO WHOE, S-14-uleHHBINA TreTepoapriIbHbBIN
(hparMeHT MOXKET SBISATHCS HE3aMEIIEHHBIM, MOHO- MJIM MOJM3aMeIIeHHbIM. [IpuMeps! 5-14-uneHHBIX TeTepoa-
PWIBHBIX (ParMEeHTOB BKIIIOYAIOT, HO HE OTPAaHWUYMBAIOTCS HMHU 2-METOKCH-4-TIMPUINHWI, 2-METOKCH-S-
MTUPHATAHAIT, 3-MeTOKCH-4-TTUPHUINHUIT, 3-MeTOKCH-6-TTUPHUTUHIIT, 4-MeTOKCH-2-TTMPUAUHIII, 2-
METWICYJTb(QOHUI-5-TTHPUANHII, 3-METHICYIb()OHUI-6-TTUPUANHNAT, 3-METOKCH-O-TIMPUIA3UHIII, 2-HUTPHI-5-
MUPAMHTAHAI, 4-THAPOKCU-2-TTUPUMHUIUHII, 4-METOKCU-TIMPUMUINHAI U 2-METOKCH-O-TTMPA3UHHUIL.

[TpeanoyrnTensHO, COEMHEHNE IO TAHHOMY N300pETEHHIO UMEET CTPYKTYypYy obuierd popmyst (I')

oe Ri4Rs Qs

RS, \
N N2
ne
0

(1

rae ot R' 10 R, or R'' 1o R*® HaxomaTcst B COOTBETCTBHM C ONPEICTCHHAMH BBIIIE, HIIH €r0 (H3HOIOTH-
YECKH MPUEMIIEMOU COJIH.

B oxgHOM IpeArnouTHTEIHFHOM BapHaHTE peann3aii H300peTeHns, H30BITOK NHC-U30Mepa, 0003HAYCHHBIN
Tak, paBeH 1o MeHbmeil Mmepe 50% de, Gonee mpeamOYTHTENHFHO IO MEeHbIIeH Mepe 75% de, eme Oonee mpen-
MOYTHTENBHO 10 MeHbIei Mmepe 90% de, Hanbomee MpeaIOYTUTENHFHO 0 MeHbIIeH Mepe 95% de u B yacTHOCTH
o MeHbIIe mepe 99% de.

B mpennouTHTeEHOM BapHaHTE pealn3alud H300PETCHUS, COCMHCHUE 10 TaHHOMY H300PETCHUIO UMEET
cTpyKTYpYy obmeit popmysnst (IX) mm (X)

RFYV RE Yf
| I \
u \ \ N, s
\ N ~ge N R
RS
R® N
N o]
o]
ne
(%) (X) {CHalv2

e R? npeacrasiseT coooit -H nmum -CHs;
R’ npescraBiser coGoit -heHu i -3-propheHu;
R® npenctapisiet coboit -H mm -OH;
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RF npezcrasisiet coboit -H, -CHj, -F, -CF;, -uknonpommi, -asupunuami, -OH; -O-C,-Cy-ankmn; -OCFs;
-0-C;-Cy-ankun-CO,H; -0O-C;-Cy-ankmn-C(=0)0-C;-Cy-anmkwmr; win -O-C;-Cy-ankuin-CONH,;

RF TIpeCTaBIsIET COO0M

-CF;, -uknonpornmi, -S(=0),CHj,

-NH,; -NHC,-C4-ankwmr; -N(C,-Cy-ankuin),; -NHC,-Cs-ankun-OH; -NCH;C;-Cs-ankun-OH; -NH-C,-C4-
ankmi-C(=0O)NH,; -NCH;-C,-Cy-ankun-C(=0)NH,; -NHC(=0)-C,-Cy4-ankun; -NCH;C(=0)-C,-C4-ankmu;

-6-14-uneHHBI apuyl, HE3aMEIEHHBI, MOHO- HMJIU TOJM3aMEIICHHbIN; WU -5-14-4JIeHHBIH reTepoapu,
He3aMEIICHHBIN, MOHO- UJIH MOJIHU3aMEIICHHBIN;

U npencrasinset co6oit =CH- unu =N-; u

V npeacrasnser coooit =CH- min =N-;

WK eT0 (PU3HOIOTUYECKH MPUEMIIEMON COJIH.

B mpennouTHTeEHOM BapHaHTE pealn3alud H300pETCHUS, COCMHCHHE 110 TaHHOMY H300pETCHUIO UMEET
CTpYKTYpY obreit popmyinsl (XI)

RG

/]
N
\N N \N\Rz
j /QO(
RM R®
o N

XI)

e R? npeacrasiseT coooit -H nmum -CHs;

R’ npencrasimsier co6oii -ermn mwin -3-hrophern;

R" npencrasnser coGoit

-CN; -C,-Cy-ankmi; -CF;; -Ci-Cy-anxun-C(=O)NH,; -C;-Cy-ankmi-S(=0),-C,-Cy-anmkmi; -C(=0)-C,-Cy-
ankwr, -C(=0)OH; -C(=0)0-C,-Cy-ankmr; -C(=0O)NH,; -C(=O)NHC,-Cs-anxun; -C(=O)N(C;-C;-ankmn),;
-C(=O)NH(C,-C4-anxun-OH); -C(=0)N(C;-C;-anxun)(C;-C4-ankmwi-OH); -C(=O)NH-(CH,CH,0);.3,-CHj;

-3-12-4JIeHHBIA IHMKIOAIKHII, HACBHIIICHHBINA UM HEHACHIIICHHEIN, He3aMeIlleHHbIA, MOHO- HJIH IIOJIM3aMe-
IICHHBIN; TPUYEM yKa3aHHBINA 3-12-uIeHHBIN UKIOATKIIT Heo0s3aTebHO coeauneH uepe3 -CH,-, -NH, -NCHj;-,
-NH-(CH,);.3-, -NCH3(CH,);3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH,);.3-, -C(=O)NCHj;-
(CHy),.3-; nu

-3-12-uneHHbIN TeTePOLUKIIOANKIII, HACBHIIIICHHBINA WM HEHACBIIECHHBIN, HE3aMEIIeHHbIH, MOHO- WJIH T0-
TU3aMelIeHAbBIN; 6-14-4JeHHBIN apuil, He3aMeIeHHBIH, MOHO- WJIM ITOJIM3aMEIIEeHHBIN; IPUYeM YKa3aHHbBIN 3-
12-4neHHBIA TETEPOIMKIOANKIIT HeoOs3aTenbHo coenuaeH depe3 -CH,-, -NH-, -NCHj-, -NH-(CH,),.3-,
-NCH;(CH,); 5-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0)NH-(CH,); 5-, -C(=O)NCH;-(CHy) 3-;

RS npencrasiseT coooit -CF3, -S(=0),CHj;

-NH,; -NHC,-C4-ankwmr; -N(C,-Cy-ankuin),; -NHC,-Cs-ankun-OH; -NCH;C;-Cs-ankun-OH; -NH-C,-C,-
ankmi-C(=0O)NH,; -NCHj;-C,-Cy-ankun-C(=0)NH,; -NHC(=0)-C,-Cy4-ankui; -NCH;C(=0)-C,-C4-ankmu;

-3-12-4JIeHHBIA IHMKIOAIKHII, HACBHIICHHBINA UM HEHACKIIICHHEIN, He3aMeIlleHHbBIA, MOHO- HJIH IIOJIM3aMe-
IICHHBIN; TPUYEM yKa3aHHBINA 3-12-uIeHHBIN UKIOATKIIT Heo0s3aTebHO coeaunneH uepes -CH,-, -NH, -NCHj;-,
-NH-(CH;);.3-, -NCH3(CH,);3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-(CH;);.3-, -C(=O)NCHj5-
(CHy),.3-; nu

-3-12-uneHHBIN TeTePOLUKIIOANKIII, HACBHIIIICHHBINA WK HEHACBIIECHHBIN, HE3aMEIIeHHbIH, MOHO- WJIH T0-
JU3aMelIeHHbIN; 6-14-ujleHHbIN apuil, He3aMEeIEHHBI, MOHO- WJIM MOJIM3aMEILEeHHBIH; TpUYeM yKa3aHHbIN 3-
12-4neHHBIA TETEPOIMKIOANKII HeoOs3aTenbHo coenuaeH depe3 -CH,-, -NH-, -NCHj-, -NH-(CH,), .-,
-NCH;(CH,); 5-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0)NH-(CH,); 5-, -C(=O)NCH;-(CHy) 3-;

WM eT0 (PH3UOJIOTUIECKH PUEMIIEMOM COJIH.

B npenmouTuTelsbHOM BapuaHTE peaau3aliii H300peTeHUs, COSTMHEHUS 10 JAHHOMY U300pETEeHHIO HAXO0-
ZATCst B hopMe CBOOOHBIX OCHOBAHHH.

B npyrom mpeamouTUTENTFHOM BapHaHTE peallu3alliyl M300pETCHUs, COCAMHCHUS TI0 JaHHOMY H300peTe-
HUIO HaXOIATCsA B opMe (PU3NOIOTHUCCKH MMPUEMIIEMBIX COJICH.

Jlns neneit qaHHOTO OMMCAHUS "COJb" CIIeyeT MOHUMATh KakK JI00YI0 (POPMY COCIMHEHUS, B KOTOPOM OHO
MPUHUMAET HOHHYIO (OPMY HITH 3apsHKCHO U COSMHEHO ¢ MPOTHBOMOHOM (KaTHOHOM WIJIM aHUOHOM) WJIK HAaXo-
JIuTCsl B pacTBope. [[aHHBIA TEpMUH TaKKe ClelyeT MOHMMAaTh, KaK O3HAYAIOIIUNA KOMIUIEKCHl COCIUHEHHS C
JIPYTUMH MOJIEKYJIaMH HOHAMU, B YaCTHOCTU KOMILIEKCHI, KOTOPBIE CBSI3aHbl IOCPEICTBOM HOHHBIX B3aUMOMEH-
ctBui. [IpennouTHTENbHBIE CONMH SBISIOTCS (PU3UOIOTUICCKH MPHUEMIIEMBIMU, B YaCTHOCTH (PU3NOJIIOTHICCKU
MIPUEMJIEMBIMH COJISIMH C aHUOHAMU WJIM KUCJIOTAaMH WJIM TaKXKe COJIbI0, 00pa3oBaHHON ¢ (PU3UOJOTHIECKHU TIPH-
e€MJIEMOI KHCIIOTOM.

OU3NOIOTUIECKH MTPUEMIIEMBIE COJTH ¢ AHMOHAMU WJIM KUCJIOTAMH SBJISIIOTCS COJIIMH KOHKPETHOTO COEITH-
HEHUS, 0 KOTOPOM HJIET PeUb, C HEOPTAaHMUECKUMH WM OPTAaHUIECKUMU KHUCIOTaMH, KOTOPBIE SBISIOTCS (DH3HO-
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JIOTUYECKH MPHUEMJIEMBIMH, B YaCTHOCTH, KOTJJa OHH IPUMEHSFOTCS JUTS JTI0JeH /iy MitekonmTaromux. [Ipume-
pBl QU3HOJIOTHYECKH MPUEMJIIEMBIX COJICH KOHKPETHBIX KHCJIOT BKIIIOYAIOT, HO HE OIPaHWYMBAIOTCS MMH COJIH
COJISTHOM KUCJIOTBI, CEPHOU KUCIIOTHI M YKCYCHOM KUCIIOTHI.

JlanHOEe M300peTeHne TaKKe BKIIOYAET M30TOMHBIC M30MEPHI COCIUHEHHWH MO JAaHHOMY H300pETCHUIO, B
KOTOPBIX MO MEHBIIEH MepE OJMH aTOM COSAMHEHHUS 3aMEHSIETCSI H30TONIOM COOTBETCTBYIOIIETO aTOMa, KOTOPBIH
OTJINYACTCS OT ECTECTBEHHO MPEO0OIIaJaioIero H30TOMa, a TakkKe JI00BIX CMECeH M30TOMHBIX N30MEPOB TAKOTO
coeuHeHnst. [IpeImouTHTEIbHBIC H30TOIIBI PEACTaBISIOT coboit “H (neitrepwuit), *H (tpurwit), °C u C.

HexkoTopslie coenuHeHNs 0 JAaHHOMY M300pPETEHHIO IPUTOAHBI AT MOIYISALMH (papMaKoIHHAMHIECKOTO
OTBETa OT O/HOTO HJIM OoJiee OTIMONIHBIX PElenTOpoB (MIo, enbTa, Kanmna, HOP/ORL-1) kak neHTpaJIbHBIX, TaK
U niepuepuIecKux, JMdo ux ooonx. PapMakoAMHAMUYECKUH OTBET MOXKET OBITh OTHECEH K COEANHEHUIO JIN0O
CTUMYJIATOPY (aroHUCTOM), MO0 MHIMOMTOPY (@HTarOHHCTOM) OXHOTO WM Ooiee perentopoB. Hexoropsle
COCIMHEHUS 110 TaHHOMY M300pETeHHIO MOTYT BHICTYNATh B KAUeCTBE aHTarOHHWCTOB OJHOT'O OIHOWIHOTO pe-
IENTOPa, a TaKKe BBICTYNAaTh B KayecTBE aroOHUCTa OJHOTO WIM Oosiee Apyrux peuentopoB. CoeluHEHHS 110
JTAHHOMY M300pETCHUIO MMEIOINE arOHUCTUYECKYI0 aKTUBHOCTh, MOTYT OBITh JINOO HPUTOJHEI B Ka4ECTBE aro-
HHUCTaMH, 1100 YaCTUYHBIX arOHUCTOB.

B KOHTEKCTe JaHHOTO JOKYMEHTA, COCIMHEHHS, KOTOPBIE CBA3BIBAIOTCS C PEIENTOPAaMH U UMHTHPYIOT pe-
TyJsaTopHbIe 3()(PEKTH SHAOTCHHBIX JIUTAHJIOB, OMPENEAIOTCs Kak "aroHucThl". CoeMHEHNs, KOTOPBIC CBSI3BI-
BAIOTCS C PELENITOPOM, HO HE TIPOU3BOIST PETyISTOPHOTO 3 (eKTa, a cCKopee OJIOKUPYIOT CBA3bIBAHHE JINTAHIOB
C PEIenToOpOM, ONPEIEISIOTCS KaK ""aHTarOHUCTHI".

B HEKOTOpBIX BapuaHTaxX pealu3aldl W300pETEHHs, COCTUHEHHS IO JaHHOMY H300pPETEHUIO SIBIISIOTCS
aroHMUCTaMH MIO-oMouAHBIX peuentopoB (MOP) u wnn kanma-onuongueix penentopos (KOP) n/unu nenpra-
ormonaHbIX perentopoB (JAOP) n/umm HonunenTHHOBBIX onmonaHbIX petentopoB (HOP/ORL-1).

CoequHEeHHsI IO JaHHOMY M300pETEHHIO CHIIBHO CBs3bIBaroTcs ¢ peuenrtopaMu MOP w/mnmn KOP, w/un
JOP, w/umu HOP.

CoequHEHHS TI0 aHHOMY M300pETEHHIO MOTYT SIBIATHCS MoxyisTtopamu penentopoB MOP n/mmu KOP,
n/umu JIOP, w/wim HOP, u moaToMy coeuHEHHS MO0 JAaHHOMY W300pETEHHIO MOTYT OBITH TIPUMEHEHBI/BBEICHBI
JUIS JICUCHHUS, OOJIErYeHNUs WM TIPEIOTBPAILEHHs OO0ITH.

B HEKOTOpBIX BapuaHTaxX pealu3aldl W300pETEHHs, COCIUHEHHS IO JaHHOMY H300pPETEHHIO SIBIISIOTCS
aroOHMUCTaMH OJHOTO WM 0oJiee OMMOUIHBIX PELENTOPOB. B HEKOTOPBIX BapHaHTaxX peanu3alliy M300peTeHN,
COCIMHEHUS TI0 NaHHOMY H300peTEeHUIO sBIISIOTCS aroHuctamMu perentopoB MOP w/mmu KOP, w/wmm JIOP,
n/mm HOP.

B HekoTophIX BapuaHTaxX peanu3alii W300pETEeHHs, COCITUHEHHS IO JAHHOMY H300pPETEHUIO SIBIISIOTCS
arOHMUCTAaMH OJTHOTO WM 0oJiee OMMOMIHBIX PELENTOpPOB. B HEKOTOPHIX BapHaHTaxX peanu3aliy M300peTeHMS,
COCJIMHEHUS 110 JaHHOMY H300pPETCHHUIO SABILSIIOTCA aroHucrtamu perentopoB MOP w/mmu KOP, w/wmm JIOP,
w/umn HOP.

B HekoTOphIX BapuaHTax peanu3aliy N300pETEeHHs, COSTMHEHHS 110 JAHHOMY HM300pETEeHHI0 UMEIOT 00e,
(i) aroHucTHYECKYIO aKTUBHOCTH K peuentopy HOP; u (ii) aroHHCTHYECKYIO aKTHBHOCTH K OJTHOMY MJIM OoJliee
penenropoB MOP, KOP u JIOP.

B HEKOTOpBIX BapuaHTaX pealn3aliy U300PETEHHs, COSTUHEHHS TI0 JaHHOMY H300pETEHHI0 UMEIOT 00€,
(i) aroHUCTHYECKYIO0 aKTUBHOCTH K penenitopy HOP; u (ii) aHTarOHUCTUYECKYI0 aKTUBHOCTh K OJTHOMY WJIH 00-
nee perentopoB MOP, KOP u JTIOP.

B HeKOTOpBIX BapuaHTaX pealn3aliy U300pETEeHHs, COCIUHEHHS TI0 JaHHOMY H300pETEHHIO UMEIOT 00€,
(1) aHTaroHUCTHYECKYI0 aKTUBHOCTH K perentopy HOP; u (i1) aroHHCTHYECKYyI0 aKTUBHOCTD K OJJHOMY WK 00-
nee peuentopoB MOP, KOP u DOP.

B HekoTOphIX BapuaHTax peanu3aliy N300peTeHHs, COCIMHEHHS 110 JTaHHOMY HU300pETEHHI0 UMEIOT 00e,
(1) aHTaroHNCTHYECKYIO aKTHBHOCTH K perentopy HOP; u (ii) aHTaroHUCTHYECKYI0 aKTUBHOCTh K OJTHOMY HJIH
6onee perenropoB MOP, KOP u DOP.

B HexoTOpBIX BapuaHTax peann3aluu N300peTeHHs], IPEATOYTUTEIHHO 110 OTHOIICHHIO K pellenTopam Iie-
pudeprudeckoit HEpBHOW CHCTEMBI, COSIUHEHHS M0 JaHHOMY M300pETCHUIO MMEIOT CEJICKTHBHYIO arOHHUCTHYE-
CKyI0 aKTHBHOCTB K penenropy HOP. B HekoTOpsIX BapnaHTax pealn3alny H300peTeHNUs, MPEANOYTHTEIBHO 10
OTHOIIIEHHIO K peLenTopaM IMepu(epudeckoil HEpBHOH CHCTEMBI, COCIUHEHHS 10 JAaHHOMY M300pETEHHIO HMe-
FOT arOHUCTHYECKYIO aKTUBHOCTH K perienrtopy HOP, HO He3HAYMTENbHYIO aKTUBHOCTH K pernentopy MOP;

HUMEIOT arOHHUCTHUYECKYIO0 aKTHBHOCTH K penentopy HOP, HO He3HaUMTENbHYI0 aKTHBHOCTB K PELENTOPY
KOP;

HMEIOT arOHUCTUYECKYI0 aKTUBHOCTH K penientopy HOP, HO He3HauMTENbHYI0 aKTHUBHOCTb K PELENTOpY
HOP;

HMEIOT arOHUCTHYECKYIO0 aKTUBHOCTH K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTb K PELENTOpy
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy KOP;

HMEIOT arOHUCTHYECKYIO0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTh K PELENTOpy
MOP, Tarxe KaK ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy 1OP; nin uMeloT aroHUCTHYECKYI0 aKTHBHOCTD
k peuentopy HOP, HO He3HAUNTENBbHYIO aKTUBHOCTD K perientopy MOP, Takke Kak ¥ HE3HAUUTEIHHYIO aKTHB-
HOCTH K perientopy KOP, Takke Kak ¥ HE3HAUNTENBHYIO aKTHBHOCTH K perienitopy JJOP.
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B HexoTOpBIX BapuaHTax peann3alu N300peTeHHs], IPEATOYTUTEIHHO 110 OTHOIICHHIO K pellenTopam Iie-
pudepruieckoll HEpBHOW CHCTEMBI, COSIUHEHHUS 110 JAHHOMY M300pPETEeHHIO NMEIOT cOAaHCHPOBAHHYIO arOHH-
CTHYECKYIO0 aKTUBHOCTH K perientopy HOP, taxke xak u x perienitopy MOP. B HEekoTOpBIX BapraHTax peann3a-
IIUH M300pETEeHNUs, MPEAMOYTUTEIRHO 0 OTHOIICHHIO K perenTopaM nepudeprniecKkod HEpBHOW CHCTEMBI, CO-
eAWHEHNS 10 JTaHHOMY W300pETeHHIO MMEIOT aroHHCTHYECKYI0 aKTHBHOCTH K pemenrtopy HOP, takxke kak u
arOHUCTUYECKYIO0 aKTHBHOCTH K perentopy MOP;

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K perentopy HOP, Takke Kak 1 arOHUCTHYIECKYIO aKTHUBHOCTH K pe-
nentopy MOP, Takke Kak ¥ arOHUCTUIECKYIO aKTUBHOCTD K perientopy KOP;

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy MOP, Takxke Kak 1 arOHUCTHUECKYIO aKTUBHOCTS K penenrtopy JOP;

MOTYT PacCMaTPUBATHCSA KaK aTOHUCTHI OTIMOUIHBIX PELIENTOPOB, T.€. UMEIOT arOHUCTHYECKYIO0 aKTUBHOCTb
k peuentopy HOP, Taike kak U aroHUCTUYECKYIO0 aKTUBHOCTh K peuentopy MOP, Takke Kak W aroOHUCTHYE-
CKYyI0 aKTUBHOCTS K perentopy KOP, Takxke kak 1 arOHUCTUYECKYIO aKTUBHOCTS K penenropy HOP;

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy MOP, HO HE3HAYUTENLHYIO aKTUBHOCTD K pernientopy KOP;

HMMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy HOP, Takke Kak 1 arOHUCTHYIECKYIO aKTHBHOCTH K pe-
nentopy MOP, HO HE3HAYUTENLHYIO aKTUBHOCTD K perientopy JOP; wm

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penentopy HOP, Takke Kak 1 arOHUCTHIECKYIO aKTHBHOCTH K pe-
nentopy MOP, HO HE3HAUUTENBLHYIO aKTUBHOCTH K perienitopy KOP, Takke kak ¥ HE3HAYUTEIbHYIO aKTUBHOCTh
k pernieniropy J1OP.

B HexoTOpBIX BapuaHTax peann3alu N300peTeHHs], TPEATOYTUTEIHHO 110 OTHOIICHHIO K pelienTopam Iie-
pudepudeckoll HEpBHOW CHCTEMBI, COSIUHEHHUS 110 JAHHOMY M300pPETEeHHIO NMEIOT cOAaHCHPOBAHHYIO arOHH-
CTHYECKYIO0 aKTHBHOCTB K peuentopy HOP, Taxoke xak u k perentopy KOP. B HekoTOpsIX BapuaHTax peanusa-
IIUM U300pETEeHHs, TIPEIIOUYTHUTEIFHO M0 OTHOIICHHIO K PELenTopaM Iepu(epuuecKoil HEpBHOHW CHCTEMBI, CO-
€IMHEHUsI 110 TaHHOMY H300peTeHUI0

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penentopy HOP, Takke kak 1 arOHUCTHIECKYIO aKTHUBHOCTH K pe-
nentopy KOP;

HMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy HOP, Takke kak 1 arOHUCTHYIECKYIO aKTHBHOCTH K pe-
nentopy KOP, Takxke kak U arOHUCTHUYECKYIO aKTUBHOCTH K perientopy MOP;

HMMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K perentopy HOP, Takke Kak 1 arOHUCTHYIECKYIO aKTHBHOCTH K pe-
nentopy KOP, Takxke kak U arOHUCTHUYECKYIO aKTUBHOCTH K pernientopy J1OP;

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

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy KOP, HO He3HAaUUTENBbHYIO aKTUBHOCTS K perientopy JOP; nunu

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTB K perentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nentopy KOP, HO He3HauHTENBHY0 aKTUBHOCTE K pernientopy MOP, Takike kak U HE3HAUUTEIbHYIO0 aKTUBHOCTh
k pernieniropy J1OP.

B HEKOTOPHIX BapHaHTaX pean3alliyl H300pETeHHS, IPEAIOYTUTENHFHO IT0 OTHOLICHHIO K PEeLenTopaM Ire-
pudepuuecKoil HEpBHOW CHUCTEMBI, COSANHEHHS TI0 JAHHOMY H300pPETeHHI0 NMEIOT cOaaHCHPOBAHHYIO arOHH-
CTHYECKYIO0 aKTUBHOCTH K penientopy HOP, takke kak u k penentopy JJOP. B HEKOTOpHIX BapHaHTaX peain3a-
IIUH M300pETEeHNUs, MPEAMOYTUTEIRHO 0 OTHOIICHHIO K perenTopaM nepudeprdecKkod HepBHOW CHCTEMBI, CO-
€IMHEHUsI 110 JaHHOMY H300peTeHUI0

HIMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takike kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
uentopy JOP;

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy HOP, Takke kak U arOHUCTHYECKYIO aKTUBHOCTD K pe-
nenropy JJOP, Ho He3HAUUTENBHYIO aKTUBHOCTH K penentopy MOP;

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

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K perentopy HOP, Takke Kak 1 arOHUCTHYIECKYIO aKTHBHOCTH K pe-
nentopy JIOP, HO He3HAYUTENBHYIO aKTUBHOCTH K perientopy MOP, Takke Kak ¥ HE3HAYUTEIbHYIO aKTHBHOCTh
K perienitopy KOP.

B HEKOTOPHIX BapHaHTaX pean3alliil H300pETeHHS, IPEAIOYTUTENFHO IT0 OTHOLICHHIO K PEeLeNTopaM Ire-
pudepuuecKoil HEPBHOHN CHCTEMBI, COCTUHEHHUS TI0 JAHHOMY M300pPETCHHIO0 MMEIOT CEIeKTHBHYIO arOHHUCTHYC-
CKYIO aKTHBHOCTH K perentopy KOP. B HekoTOpBIX BapnaHTax pea3aliy H300peTeHus, PEAIOYTHTEIBHO 10
OTHOIICHHIO K perenTopam rnepudepruieckoii HEpBHOHM CUCTEMBI, COEANHEHUS 10 JaHHOMY H300pETeHHUIO

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTh K penentopy KOP, HO He3HAaUUTENbHYI0 aKTMBHOCTh K PELENTOpy
MOP;

HMEIOT arOHUCTUYECKYI0 aKTUBHOCTh K penentopy KOP, HO He3HAaUUTENbHYI0 aKTUBHOCTh K PELENTOpY
HOP;

HMEIOT arOHUCTHYECKYI0 aKTHBHOCTH K penenitopy KOP, HO He3HAUHTENBHYI0O aKTHBHOCTH K PEIETITOPY
HOP;
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HMEIOT arOHUCTHYECKYIO0 aKTUBHOCTH K penentopy KOP, HO He3HaUUTENbHYI0 aKTMBHOCTh K PELENTOpY
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy HOP;

HUMEIOT arOHUCTHUYECKYIO0 aKTHBHOCTH K penentopy KOP, HO HE3HaUMTENbHYI0 aKTHBHOCTDh K PELENTOPY
MOP, Takxe Kak 1 HE3HAUUTEIHHYIO aKTHBHOCTH K penenrropy JJOP; nmu

HUMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy KOP, HO HE3HaUMTENbHYI0 aKTHBHOCTBh K PELENTOPY
MOP, Taxke Kak ¥ HE3HAYUTEIbHYIO aKTUBHOCTH K perentopy HOP, Takke kak M HE3HAUUTEIHHYIO aKTHBHOCTh
k pernieniropy JIOP.

B HexoTOpBIX BapuaHTax peann3alyu H300pETEeHHs], IPEANOYTUTEIBHO 110 OTHOIICHHIO K pEIenTopaMm Iie-
pudepudeckoil HEpBHON CHUCTEMBI, COCTUHEHHS MO TaHHOMY M300pETEHHIO MMEIOT arOHUCTHYECKYIO aKTHB-
HOCTh Kk perentopy MOP, aronnctuueckyro akTUBHOCTb K pernientopy KOP u aHTaroHncTu4eckyro akTUBHOCTh
K peuenropy JJOP. B HekoTOpBIX BapHaHTaX peaju3allil M300pETeHHUs], MPENIOUYTUTENHFHO 10 OTHOIICHHUIO K
peuentopam neprdepraeckoil HEpBHOM CHCTEMBI, COETMHEHHS 110 JAHHOMY N300pETEHHIO

HUMEIOT arOHUCTUYECKYIO aKTUBHOCTH K penentopy MOP, Takxke kak U arOHUCTUUECKYIO aKTUBHOCTB K pe-
nenropy KOP, Takxke kak 1 aHTarOHUCTUYECKYIO aKTUBHOCTH K perentopy JOP;

HMEIOT arOHUCTUYECKYIO aKTUBHOCTH K penentopy MOP, Taxke Kak M arOHUCTHIECKYIO aKTUBHOCTB K pe-
nentopy KOP, Takke Kak U aHTarOHUCTHYECKYIO aKTHBHOCTH K perienitopy JIOP, Takke Kak 1 arOHUCTUIECKYIO
aKTHBHOCTH K penentopy HOP;

HMEIOT arOHUCTUYECKYIO aKTUBHOCTH K penentopy MOP, Taxke Kak M arOHUCTHIECKYIO aKTUBHOCTB K pe-
nentopy KOP, Takke Kak ¥ aHTarOHUCTHYECKYIO aKTHBHOCTH K perientopy JJOP, Taxke kak U aHTaroOHUCTHYC-
CKYIO aKTUBHOCTH K penientopy HOP; mmu

HUMEIOT arOHUCTUYECKYIO0 aKTUBHOCTH K penentopy MOP, Takxke kak U arOHUCTUUECKYIO aKTUBHOCTD K pe-
nenropy KOP, Takxke kak ¥ aHTarOHUCTUYECKYIO aKTUBHOCTB K penentopy JOP, He3HAUNTENbHYI0 aKTUBHOCTh
K penentopy HOP.

B HeKkoTOpHIX BapHaHTax pealu3alud M300pETeHHUs, NMPEIIOYTHTEIFHO MO OTHOIICHHIO K perenTopam
HEHTPAILHON HEPBHOM CHUCTEMBI, COCANHEHUS MO JAHHOMY W300PETEHHIO MMEIOT CENEKTHBHYIO aroOHHCTHYE-
CKyI0 aKTHBHOCTH K penenropy HOP. B HekoTOpsIX BapnaHTax pealu3aluy H300peTeHNUs, MPEANOYTHTEIBHO 110
OTHOIIICHHIO K PEIENTOpaM LIEHTPATbHONH HEPBHON CHCTEMBI, COEIUHEHHMS 110 TAHHOMY U300PETEHHIO

HUMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy HOP, HO He3HauMTENbHYI0 aKTHBHOCTH K PELENTOPY
MOP;

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

HMEIOT arOHUCTUYECKYIO0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTh K PELENTOpy
HOP;

HMEIOT arOHUCTUYECKYI0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTb K PELENTOpY
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K perentopy KOP;

HMEIOT arOHUCTHYECKYI0 aKTUBHOCTh K penientopy HOP, HO He3HauMTENbHYI0 aKTMBHOCTb K PELENTOpY
MOP, Taxxe Kak ¥ HE3HAUUTEIbHYIO aKTUBHOCTH K penentopy JOP; umu

HUMEIOT arOHUCTHYECKYIO0 aKTHBHOCTH K penentopy HOP, HO He3HaUMTENbHYI0 aKTHBHOCTB K PELENTOPY
MOP, Taxke Kak ¥ HE3HAYUTEIbHYIO aKTUBHOCTH K perentopy KOP, Takke kak ¥ HE3HAUUTEIbHYIO aKTHBHOCTh
k pernieniropy J{OP.

B HEKOTOpHIX BapHaHTax pealu3alud M300pETCHHUS, NMPEANOYTHTENHFHO MO OTHOIICHHIO K PElenTopam
LEHTPAJIILHON HEPBHOW CHCTEMBI, COSANHEHUS 110 JAHHOMY N300PETEHUIO UMEIOT CEJICKTHBHYIO aHTarOHUCTHYE-
CKYIO aKTHBHOCTH K perenrropy HOP. B HekoTOpBIX BapnaHTax peasn3alyy H300peTeHus], IPEAIOYTHTEIHHO 10
OTHOIICHHIO K PEelenTopaM LEeHTPaIbHONH HEPBHOW CHCTEMBI, COEIMHEHHMS 110 JAHHOMY U300PETEHHIO

HUMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HaUUTENbHYIO0 aKTUBHOCTB K PELENTO-
py MOP;

HMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HaUNTENbHYIO aKTUBHOCTB K PELENTO-
py KOP;

MMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K penentopy HOP, HO He3HAUNTENbHYIO aKTUBHOCTB K PEIEHTO-
py HAOP;

MMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K penentopy HOP, HO He3HAaUNTENbHYIO aKTUBHOCTB K PEIEHTO-
py MOP, Taxxe kak ¥ HE3HAUUTEIHHYI0 aKTHBHOCTH K perentopy KOP;

MMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTH K penentopy HOP, HO He3HAUNTENbHYIO aKTUBHOCTB K PEIEHTO-
py MOP, Taxxe Kak ¥ He3HAUUTEIHHYIO aKTHBHOCTH K pereniropy JIOP; nmu

HMEIOT aHTarOHHCTUYECKYI0 aKTUBHOCTH K perientopy HOP, HO He3HaUNTENbHYIO0 aKTUBHOCTB K PELENTO-
py MOP, takke Kak U HE3HAUUTENBHYIO aKTUBHOCTH K perentopy KOP, Taxke kak U HE3HAUUTEIbHYIO aKTUB-
HOCTb K perentopy HOP.

B HeKkOTOpHIX BapHaHTax peall3alny M300pETeHHUs, NMPEIIOYTHTEIFHO MO OTHOIICHHIO K pelenTopam
HEHTPAIFHON HEpBHOM CHCTEMBI, COCIUHEHHS 110 JaHHOMY M300pETCHHIO 00JagaroT aHTaroHHCTHYECKOM ak-
TUBHOCTBIO K penientopy HOP, a Taxxke aroHucTrueckoil akTUBHOCTBIO K perentopy JJOP. B HekoTopbIX Bapu-
aHTaX pealn3aliy N300peTeHNUs, MPEAIMOUTHTEIHFHO M0 OTHOLIEHHUIO K PELETNTOpaM LEHTPaIbHONW HEPBHOI cHC-
TEMBbI, COEAMHEHHSI 10 TAHHOMY H300PETEHHUIO
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HUMCIOT aHTaTOHUCTUYECKYIO aKTUBHOCTH K perientopy HOP, Takke Kak M arOHHCTHYECKYIO aKTUBHOCTH K
peuentopy JOP;

HMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTE K perentopy HOP, Taxke Kak M arOHHCTHYECKYIO aKTHUBHOCTH K
penenropy JIOP, HO HE3HAUNUTENBHYIO aKTHBHOCTH K perentopy MOP;

HMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTE K perentopy HOP, Taxke Kak M arOHUCTHYECKYIO aKTHUBHOCTH K
penenropy JIOP, HO HE3HAUNUTENBHYIO aKTHBHOCTH K penentopy KOP; wm

HMEIOT aHTarOHUCTUYECKYI0 aKTUBHOCTE K perentopy HOP, Taxke Kak M arOHHCTHYECKYIO aKTHUBHOCTH K
penenropy J1OP, HO He3HAUHUTEIHHYIO aKTUBHOCTH K perientopy MOP, Takke Kak W HE3HAYUTEIbHYIO aKTHB-
HOCTb K perentopy KOP.

C uenbro yToOYHEHHs "3HAYUTEIbHASI aKTUBHOCTH'" 03HAYACT, YTO AKTUBHOCTH (AarOHHCT/aHTATOHUCT) JIaH-
HOTO COCITMHEHUS JJIs JaHHOoTO perienrropanmke B 1000 wiu Ooyiee pas Mo CpaBHEHHIO C €0 aKTUBHOCTBIO (aro-
HUCT/aHTarOHUCT) AJIS1 OJHOTO MM 00Jiee APYTHX OMUOUTHBIX PEECHTOPOB.

JIOTIOMTHUTEIBHBIHN acTIeKT NaHHOTO W300PETEHUS] OTHOCHUTCS K COCAMHCHUSIM TI0 TAHHOMY H300pPCTCHUIO B
Ka4yeCTBE JICKAPCTBEHHBIX CPEJICTB.

Eme ogne acnekT n300peTeHus] OTHOCUTCSA K COCOMHEHHUSAM TI0 JaHHOMY M300pETEHHIO I MPUMEHEHHUS
npu JedeHnu 6omu. Erne oJMH actiekT JaHHOTO M300pETeHHsS OTHOCUTCS K CIOCO0Y JiedeHHs 00JH, BKITIOYAIO-
IeMy BBeICHHE OOJICYTOJSMIOMIEr0 KOJIMYECTBAa COSANHEHHS TI0 TaHHOMY M300pETeHHIO CyOBEKTy, HyKAatoIie-
MYCsl B 3TOM, MPEANOYTHTENIHHO YeIOBEKY. bob ABJIsIeTCS OCTpOil MM XpOHHUECKOW. bosb siBisieTcst mpennoy-
TUTENHOW HOIMIENITUBHON UITM HEHPOTIaTHUECKO.

Eme oanH acekT JaHHOTO M300pETeHUsI OTHOCHTCS K COSIMHEHHSIM 0 TaHHOMY M300pPETCHHUIO LTS TIPH-
MECHCHUS TPU JICUCHUH HEHPOJETCHEPATUBHBIX PACCTPONCTB, HEHPOBOCIAIUTEIHHBIX PACCTPOUCTB, HEUPOIICH-
XHATPHYCCKUX PACCTPOWCTB, 3IOYIMOTPEOICHUS IICHXO0AKTUBHBIMH BEIICCTBAMHU/3aBUCUMOCTH. EIlle OMH acIeKT
JTAHHOTO M300PETEHUS OTHOCUTCS K CIIOCO0Y JICUCHHUSI TFOOOTO M3 BEHIICYITOMSHYTHIX PACCTPOICTB, 3a00JICBaHIIA
WM TTATOJIOTHYCCKUX COCTOSHUM, BKIFOYAIOIINX BBEJCHHUE TEPAEBTUUCCKU 3(H(HEKTUBHOTO KOTUYCCTBA COCIH-
HCHHS 110 JAHHOMY H300PETCHUIO CYOBEKTY, HYKAAIOMIEMYCS B 3TOM, MPEIMOYTHTEIEHO YSIIOBEKY

Jpyroii acriekT TaHHOTO W300PETEHUS OTHOCHUTCS K (hapMaIieBTHIECKONH KOMIO3HIINH, KOTOPasi COACPKUT
(hM3NOTIOTHYECKH IPUEMIIEMBII HOCUTEIb U TI0 MEHBIIIEH Mepe OHO COCTUHEHHUE 110 TAaHHOMY H300peTeHHIO.

[IpeanovTuTensHO, KOMIO3HIUS [0 TaHHOMY H300pPETCHHUIO SIBIISICTCS TBEPAOH, KUAKON WM macToobpas-
HOW; W/WIIN COIEP>KUT COEANHEHHE 10 TaHHOMY n300perenuro B kommdaectse oT 0,001 mo 99 mac.%, nmpennodru-
tenbHO 0T 1,0 1o 70 mac.%, B pacdeTe Ha 0OUTYI0 Maccy KOMITO3HIINH.

®dapmareBTHIEeCKass KOMITO3UIHA TI0 TaHHOMY H300pETCHHIO MOXKET HEOOS3aTeNbHO COAePkKATh ITOAXO -
mpe J00aBKU W/WIIM BCIIOMOTATENFHBIC BEIIECTBA, W/WIIH HEOOS3aTEIbHO JOMOTHHUTEIBHBIC aKTUBHBIC KOMIIO-
HCHTEI.

[IpuMepaMu TPUTOAHBIX (PUIUOTOTHUYCCKH MPUEMIICMBIX HOCHUTENCH, NOOABOK W/WIM BCIIOMOTATEIBHBIX
BCIIIECTB SBJISTFOTCS HATIOJHUTEIH, PACTBOPUTEITH, Pa30aBUTEIN, KPACUTEIHN W/WIH CBsA3yIomue. [laHHbIC Bere-
CTBa M3BECTHHI CICIUANUCTY B AaHHOW oOmactu TexHukH (cM. H. P. Fiedler, Lexikon der Hilfsstoffe fur Phar-
mazie, Kosmetik and angrenzende Gebiete, Editio Cantor Aulendoff).

dapmareBTHIECKass KOMIO3HINS IT0 JAHHOMY H300pETEHHIO CONEPKHUT COSIUHEHHE 110 JAHHOMY H300pe-
TEHHUIO B KOJIMYECTBE paBHOM mpeamnodrutenasHo oT 0,001 no 99 mac.%, 6onee npeamourutenpHo ot 0,1 mo 90
Mac.%, emie 6osee npeanodTurensHo ot 0,5 mo 80 mac.%, Hanbosee npeanoutuTensHo ot 1,0 g0 70 mac.% u B
Y4acTHOCTH OT 2,5 1o 60 Mac.%, B pacdeTe Ha 00IIyI0 Maccy apMarieBTUIECKON KOMITO3HIINH.

dapmareBTHIECKass KOMIO3HUIHUS IO TAaHHOMY H300PETEHHUIO SBILIETCS MPEANOYTUTENEHON IS CHCTEMHO-
T0, HAPYKHOTO WM MECTHOTO BBEICHUS, MPEANIOUYTUTEIHHO IS IIEPOPATHHOTO BBEICHUS.

Jpyroii acnekT H300peTeHUs OTHOCHUTCS K (hapMaIleBTHYCCKOM JIGKaPCTBEHHOU (hopMe, KOTOpask COACPIKUT
(hapMaleBTHYCCKYH0 KOMITO3UIUIO 110 TAHHOMY H300pETCHUIO.

B ogHOM mpeanmoYTHTENFHOM BapUaHTE pealu3alliy H300peTeHUs, (PapMaleBTHUCCKYIO JIEKAPCTBCHHYIO
(dhopMy 1Mo HJaHHOMY U300PETECHHUIO TIPOU3BOIAT IS SKCJHEBHOTO BBEICHUS IBAaXKIBI, JJIs BBEIACHUS OJIUH pa3 B
JICHb WM JUTS BBEACHUS PEKE, YeM OJUH pa3 B JIcHb. BBeJCHUE SBISCTCS CHCTEMHBIM, B YaCTHOCTU MEPOPalIh-
HBIM.

dapmarneBTHUECKas JIEKapCTBEHHAs (popMa M0 JaHHOMY H300pETEeHHIO MOKHO BBOANTH, HAIIPUMED, B BUIC
JKUJIKOH JIeKapcTBEHHON (DOPMBI B BU/IE PACTBOPOB JJISl MHBEKIINIA, KalleJIh WX COKOB WM B BHJIE MOIYTBEPIOH
JIEKapCTBEHHOH (pOPMBI B BUIE TpaHyJl, TaOJIETOK, TPaHyJI, INIACTHIPEHi, KaIlCyJ, IIaCTRIPeH/crpes Ha IJIacThIPSX
W a3po30aX. Bei0op BcioMoOraTenbHBIX BEMIECTB H T. J. M X KOJIWYECTBA, KOTOPHIC MOJDKHBI IPUMEHSTHCS,
3aBHCAT OT TOTO, CIEAYET JIM BBOAWUTH MEPOPATBHO, TAPEHTEPATBHO, BHYTPUBEHHO, BHYTPUOPIOIIMHHO, BHYTPH-
KO’KHO, BHYTPUMBIIIICYHO, HHTPAHA3aIbHO, OYKKAIbHO, PEKTATBHO WIIM MECTHO, HAPUMEP, B KOXKY, CITU3UCTYIO
000JI0YKY WM B TJa3a.

dapmarieBTHUCCKUE JIEKapCTBCHHBIC POPMEI B popMe TabIeTOK, Apake, Karcys, TpaHyll, Kanellb, COKOB H
CUPOTIOB IPUTOJHBI IJIs1 TIEPOPATLHOTO BBEACHUS, a PACTBOPHI, CYCIICH3HH, JIETKO MIOBTOPHO PACTBOPHMEIC CY-
XHe TPErnaparkl, a TAKXKE CIPEr MPHUTOHEI I MapeHTEPATBHOT0, MECTHOTO U WHTAJSIIMOHHOTO BBeAcHusA. Co-
CAMHECHUS TI0 TAaHHOMY H300pETCHHIO B JICMTIO3UPOBAaHHON (hopMe, B paCTBOPEHHOU (popMe HITH B IUIACThIpE, He-
00s13aTeNFHO ¢ J0OaBICHHEM areHTOB, CIIOCOOCTBYIOIINX ITPOHUKHOBEHHUIO Yepe3 KOXKY, SBIIOTCS IpenapaTaMu
MPUTOAHBIMH JJIS1 YPECKOKHOTO BBEIICHHUS.
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KonudecTBo coeMHEHMI IO TaHHOMY M300PETCHUIO T BBEJICHHS MAIIUCHTY H3MCHSACTCS B 3aBUCUMOCTH
OT Beca MaleHTa, OT THIA BBEACHHUS, OT MOKa3aHHWS M OT TsbKecTu 3aboieBanusa. O0braHo BBOAAT oT 0,00005
Mr/kr 1o 50 mr/kr, npenmourutesnbHo oT 0,001 Mr/kr mo 10 MI/kr, MO MEHBIIEH Mepe OIHOTO COSTUHEHHE IO
JTAHHOMY H300pETCHHIO.

Jlpyro# acrexT JaHHOTO M300PETCHHS OTHOCHTCS K CIIOCOOY IMOJYYCHHS COCIMHCHHIN IO JTAaHHOMY H30-
opetenuto. IToaxomsamue MPOLECCH A1 CHHTE3a COSANHCHHH IO JAHHOMY H300PETCHHIO B MPHHITUIIEC U3BECTHBI
CICHHAIKCTY B JaHHOU 00JIACTH TCXHHUKH.

IIpeanouTuTeIbHBIC ITyTH CHHTE3a OMMCAHBI HIKE.

CoeMHEeHHS 0 TAHHOMY U300PETCHHIO MOTYT OBITh ITOJIYYCHBI C TIOMOIIBIO Pa3IMYHBIX MyTel cuHTe3a. B
3aBHCHUMOCTH OT IIyTH CHHTE3a, TOIYYAIOT Pa3IMYHBIC MPOMEKYTOUHBIC COCAUHCHHS, KOTOPBIC ajiee BBOIAT B
JATbHEHIITNE PEaKIINU.

B mpeamouTuTeIbHOM BapHaHTE pealn3aldd W300pEeTEHUs, CHHTE3 COCIUHCHUI MO JaHHOMY H300peTe-
HUIO TIPOTEKACT MO ITyTU CHHTE3a, KOTOPHIN BKIIOUACT B CeOs MOTyYCHHUE MPOMEIKYTOUHOTO COSAMHCHUS O0IICH

¢dopmyast (111a):
1
R\
HN ~R?
)\ "
N
o) H

(1ITa)

rae Rl, R*uR’ HaxoJsTCsl B COOTBETCTBUU C OMPEIECTICHUSIMHU BBIILIE.
B apyrom mpennodTuTeIbHOM BapHaHTe peain3aliii N300pETeHHsI, CHHTE3 COSTUHEHHH 0 TaHHOMY H30-
OpeTeHuIo MPOTEKaeT IO MyTH CHHTE3a, KOTOPBIH BKIIIOYAET B CeOsI MONYICHHE MPOMEKYTOTHOTO COSTUHEHUS

obmeit popmysr (I11b):
PG R
\
Ny N~g2
)\ R®
N
o H

(IIIb)

>

rae R', R? u R? HaxomsTcst B COOTBETCTBHH ¢ ompeseneHrusMu Boimre 1 PG nmpencrarisier co00 3alTUTHYIO
Tpymiy.

[IpeanogrnuTensHO, 3alUTHAS TPYIIIA MPEICTABIAET cO00i -n-MeToKcnOeH3WI. TakuM 00pazom, B IpyroM
MPEIIOYTUTEIFHOM BapHaHTe pean3alyuy N300peTeHHs, CHHTE3 COCAMHEHHUH 10 TaHHOMY M300pEeTEeHHIO Ipo-
TEKaeT MO IyTH CHHTE3a, KOTOPHIA BKIIOYAET B ceOs IMOydIeHNE TPOMEXYTOUHOTO COeTUHEHNUS 00mmen popmy-

net (I11e):
R1
\
N ~R?
\O )\ R?
o N

(Illc)

rae R', R u R? Haxo/aTcs B COOTBETCTBUY C OIpPE/ICICHHUSIMH BBIILIE.

Kak yxe ykaswsiBasoch, B obmielt popmyne (I1Ic), n-MeTokCHOSH3MIBHBIN (hparMeHT mpencTaBisieT coooi
3aIIUTHYIO TPYHILY, KOTOpast MOJKET OBITh pacIleIlieHa B X0Je ITyTH CHHTE3a.

B ermme ogHOM MpennoYTHTEIFHOM BapHaHTE peai3aluy N300pETeHHs, CHHTE3 COSANHEHUN TI0 TaHHOMY
N300pETEHHIO IPOTEKAET M0 MTyTH CHHTE3a, KOTOPHIi BKIIIOYAET MOTYICHNE

MIPOMEXYTOUHOE coequHeHne oomeit popmyisr (I11a) u o6mett popmymnsr (I11b); wmu

MIPOMEXYTOUHOE coequHerne oomieit popmynsr (I11a) u obmeit popmynsr (Ic); wmn

poMexXyTouHOe coenuHenune oomeit popmysr (I11b) u obwmeit popmyinst (LLc); nmu

IpOMeXXyTOoYHOe coequHenne oomeit Gpopmysr (I11a), oomeit popmynst (111b) n obmelt popmymer (I11c).

Crenyromue puMepsl TOMOTHUTEIBHO HWILTIOCTPUPYIOT TaHHOE N300peTeHne, HO He J0JDKHBI paccMaTpu-
BaThCS KaK OTPaHUYHMBAIOIINE €r0 00JIaCTh NPUMEHECHHSI.

Ipumepsr
"KomH. TeMmIL." mpencTaBiser co0oil KoMHaTHYIO TemrepaTypy (23+£7°C), "M" aBistoTCS TOKa3aTeIIMH
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KOHIICHTPAI[MH B MOJIB/J, "BOAH." TpeACTaBiIsieT cO00¥ BOMHBIN, "HACKIIL." MPEACTABIACT COOOM HACHIIICHHBIM,
"p-p" mpezncrapinsieT coboii pacTBOp, "KOHIL." 03HaYaeT KOHLEHTPUPOBAHHBIH.

JloTmoTHUTEIBHBIE YCIIOBHBIE COKPAIICHUS:

NaCl: BoH. HACHITIIEHHBIN BOIHBIM PACTBOP XJIOPHIa HATPHS,

CC: xooHOYHAs1 XpomaTorpadus;

cHex: muknorekcan;

dba: nnOeH3MINIEHAIIETOH,

JXM: nuxigopMeras;

DIPEA: N,N-1uu30nponidTHIaMUH;

JIM®A: N,N-numeTunpopmMamMu;

Et: atum;

3¢up: AUITHIOBEIH 3QUp;

EE: stunanerar;

EtOAc: aTunanerar;

EtOH: sranou;

q: gac(bl);

H,O: Boxa;

HATU: O-(7-a3a-6en3otpuazon-1-mr)-N,N,N',N'-rerpameTriryponuii rekcadgropdocdar;

JIJA: muTuit AMU30MPONTHIIaAMUT,

Me: metnn;

m/z: OTHOIIICHNE MACCHI K 3apsay;

MeOH: meraHou;

MeCN: aneToHUTpUI;

MUH: MAHYTHI,

MC: macc-crieKTpoMeTpus;

NBS: N-OpoMCYKIMHUMU;

NIS: N-foICyKIIMHUMUT,

NEt;: TpusTUIamMuH;

PE: metponeiinsiii 3¢pup (60-80°C);

RM: peakuinonHas cMech;

KOMH. TeMIL.: KOMHATHAasI TEMIIepaTypa;

T®K: TpudropykcycHas KUcIOTa;

T3P: 2,4,6-tpunpomi-1,3,5,2,4,6-tpuokcatpudochopunan-2,4,6-TpHOKCHUTT;

tBME: TpeT-OyTnnMeTniIoBsIi 3¢up;

TI'®: Terparuapodypan;

00./06.: 00beM K 00BEMY;

Mac./mMac.: Macca K Macce;

Xantphos: 4,5-6uc(mudennndocduno)-9,9-1uMeTHIKCAHTEH.

BrIX0/1BI TTOTYYEHHBIX COSIMHEHHH He OBLITH ONITUMHU3UPOBAHEL. Bee TeMIiepaTypsl He KOPPEeKTHPOBAJIHCH.

Bce ncxonnsie MaTepraiisl, KOTOPBIE SIBHO HE ONMCAHBI, SBISIINCH MO0 KOMMEPUYECKH JOCTYITHBIMH (IO~
poOHOCTH TOCTaBIIMKOB, HanpuMep, Acros, Aldrich, Bachem, Butt park, Enamin, Fluka, Lancaster, Maybridge,
Merck, Sigma, TCI, Oakwood, etc. MOTYT OBITh HaWICHBI B JOCTYIHON XMMHYECKON 0a3e MaHHBIX Symyx® ot
MDL, Can-Pamon, CIIIA wmu 6a3e ganubix SciFinder® ot ACS, Bammarton, CIIA, cOOTBETCTBEHHO, HAIPU-
Mep) WM UX CHHTE3 YK€ OBUT TOYHO OTHCAaH B CIIEHHAIFHON JUTEpaType (PYKOBOJACTBO MO SKCIEPUMEHTY MOXK-
HO Haiitu B Oa3e nmaHHbIX Reaxys® ot Elsevier, Amcrepnam, Hunepnanaer winn 6ase manueix SciFinder® ot
ACS, Bammnarron, CIIIA, cooTBEeTCTBEHHO, HAIPUMEP) WM MOTYT OBITH TOJyYEHBI C MCIIOIh30BAHUEM MTPHHSI-
TBIX CTIOCOOOB, H3BECTHBIX CIICIMAJIMCTY B JAHHOW O0aCTH TEXHUKH.

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

Bce mpomexxyTouHBIC TIPOAYKTHI U WIDTFOCTPATUBHBIC MPUMEPHI COCAMHCHUH aHAIUTHYCCKU OXapaKTepH-
30BaHbl Macc-criektpomerpueit (MC, m/z ana [M+H]"). B nononuenne 'H-IMP u “C CIIEKTPOCKOIHIO MPOBO-
JUAITH JUTSL BCEX MJLTIOCTPATHBHBIX TIPUMEPOB COCTUHECHUH M BEIOPAHHBIX MPOMEKYTOYHBIX TPOTYKTOB.

3aMeyaHue OTHOCUTEIBHO CTCPCOXUMHUHL.

I{uc OTHOCHUTCS K OTHOCUTEIHHON KOH(DUTYpALUU COSTMHCHHIIA, OTIMCAHHBIX B JAHHOM JIOKYMEHTE, B KOTO-
pBIX 00a aTOMa a30Ta N300pakeHBl Ha OJHOM M TOH jkKe CTOPOHE KOJIbIIa IUKJIOTEKCaHa, KaK OMICAaHO B CIEAYIO-
IIeM WLTIOCTPATUBHOM IpUMeEpPEe CTPYKTYPHL. BO3MOXKHEI 1Ba M300paXKeHNUS:
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,
VAR iy
, W
ﬁf‘l\'N W/\W*..x \W’/
R
s /
ITHC xoudurypanus

TpaHC OTHOCHTCS K COCIUHCHHSAM, B KOTOPBIX 00a aTOMa a30Ta HaXOMAATCS Ha MPOTHBOIMOJIOKHBIX CTOPO-
Hax KOJIbLIA [IMKJIOTEKCaHa, KaK OMUCAHO B CICAYIONIEM HILUTIOCTPATUBHOM MPUMEpE CTPYKType. Bo3aMokHBI 1Ba
M300paKeHNSI:

HE ™, /_\ N— HN ™ J=
‘\k_,) "\
TPAHC xouduryparms

CuHHTE3 NPOMEXYTOUHBIX COCUHEHUI.
Cunre3 INT-600: 5-(umc-8-(muMeTHITaMIuHO )-2-0Kco-8-(enm- 1,3 -nuazacmupo-[4,5]-nekan-3-
W) TMPUMHIMH-2 -KapOOHUTPHI

O N\ / o
HN_(IH \/ZN’/(

- o NH
7~
N
| N7
|
INT-976 INT-600

Cs,CO; (1,1 1, 3,66 MMOIIb) TIpUOABMIIM K PACTBOPY IHC-8-(IUMETHIIAMHHO)-8-peHm-1,3-nmma3zacnupo-
[4,5]-nexan-2-ona (INT-976) (0,5 T, 1,83 mmous), Xanthphos (0,158 r, 0,274 mmo:b), Pd,(dba); (0,083 1, 0,091
MMOJIb) U S-OpommmupumuanH-2-kapoonutpuna (0,52 T, 2,74 mmons) B 1,4-nuokcane (20 mi) B atMocdepe ap-
roHa. PeakimoHHyIo cMech nepeMemmmnBaii B TeueHue 16 4 mpu 90°C, 3aTeM oXJaauiau 10 KOMH. TEMII. U KOH-
IEHTPUPOBAIIA TP TOHIKEHHOM JnaBieHun. OctaTok cycnenaupoBaid B EtOAc (20 mn) u ordumsTpoBamu
yepe3s cnoi nenuta. OuIbTpat KOHICHTPUPOBAIH MPU MOHMKEHHOM JABJICHUH M TOTYYCHHBIH OCTATOK OYHIIA-
JM C TOMOMIBIO (udUI-XpoMarorpaduy Ha CHIMKArene ¢ IoydeHueM S-(1uc-8-(IuMeTHIaMUHO)-2-0KCo-8-
¢ennn-1,3-muazacnupo-[4,5]-nexan-3-wn)nupumuana-2-kapoonurpuna (INT-600) (0,4 ) B Buge Genoro TBep-
JIOTO BEILECTBA.

Cunte3 INT-799: muc-8-mumermnaMuHo-1-[(1-ruapokcu-nukiooyTmn)Metun|-8-penmn-1,3-qua3acnupo-
[4,5]-nexan-2-oH

N
O
b }"“I«&m ), ctaml % ’é'“ 1 A X’:x cTagua 2 x fy\/:}l
f . a N =
i [Te \\ 7
V. — ) E:?OH =

e
INT-794 g\:} INT 799

Cramus 1: 1uc-1-((1-(6eH3mIoKCH) ITUKI00y THI ) MeTH )-3-(3,4-AMMEeTOKCHOSH3M )-8 -(AMME THIIAMHHO )-8 -
¢enmn-1,3-muazacmupo-[4,5]-nexkaH-2-0H.

NaOH (1,42 r, 35,5 MMoub) npubaBmiIn K pacTBopy Imc-3-(3,4-1uMeToKcnOeH3M)-8-( TMMETHIaMUHO )-8 -
(denmn-1,3-muazacnupo-[4,5]-nekan-2-ona (INT-794) (3 r, 7,09 mmons) 8 JIMCO (90 mi) B atMocdepe aprosa u
peakumoHHylo  cmech nepememmBanu  npu  80°C B Tewenme 30 wmumH.  [lpnbGaBwmm  ((1-
(6pomMmeTHn)IUKI00yTOKCH)MeTIN)0eH30 (5,4 T, 21,3 MMOJb) M TIEpEeMEIINBAHUE MIPOJODKUIN B TCUCHHE 2
nmaeit mpu 80°C. OkoHYaHHE peaKkuu KOHTpoJarupoBaiu ¢ moMoimpio TCX. PeaknuonHyo cMech pa30aBuiIn BO-
no# (500 M) ¥ BKCTparupoBalll MATHIOBBIM 3¢upoM (4x300 mur). OObeMHEHHBIE OPraHUYECKHE IKCTPAKTHI
cymian Hax 6e3BogHbIM Na,SO4 M KOHIEHTPHUPOBATW MPH TOHMKEHHOM JaBieHuH. OCTaTOK OYMINAIH C TIO-
MOIIBIO KOJIOHOYHOH XpomaTorpadun (230-400 memm crumkarens; 65-70% EtOAc B merponeiiHoM 3¢dupe B Ka-
yecTBe OJdIoeHTa) ¢ momydeHmeM 2,5 1T (59%) uwmc-1-((1-(6en3mtokcu)ukinooy T )MeTn)-3-(3,4-
JTUMETOKCHOCH3MIT)-8-(IUMEeTIIIaMIHO )-8-heHun-1,3-mmazacnupo-[4,5]-nekan-2-ona (TCX cucrema: 10% Me-
OH B IXM; Rf: 0,8).

Cramuss  2: 1uc-8-puMerniamMuHo- 1 -[(1-Tuapokcu-mmkino0ytun)metnn |-8-penmn- 1,3-nuazacrnupo-[4,5]-
JeKaH-2-0H.

TOK (12 mi) mpubaBwmm k muc-1-((1-(6eH3mnoken)ukino0yTrn)Metnn)-3-(3,4-1MMeToKCHOeH3 1T ) -8-
(mumeTnnaMuHo)-8-penni-1,3-mmazacnupo-[4,5]-nexan-2-ony (2,5 1, 4,18 mMmons) npu 0°C M HOIyYEHHYIO
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cMmech nepememuBany npu 70°C B Teuenue 6 4. OxoHUaHME peakLuU KOHTpoaupoBanu ¢ nomomso XX-MC.
PeakimoHHYI0 cMeCh KOHIIEHTPHPOBAIN TIPH IMOHMKCHHOM AaBieHWH. K ocTaTKky nmpuOaBMIIM HACBHII. BOMH.
NaHCO; npubasunu (no pH 10) n opranngeckuii npoaykt skcrparuposamn XM (3x150 mi). O0benuHeHHBIE
OpTraHWYecKHe HKCTPAKTHI CYMIWIN Hajx 0e3BoAHBIM Na,SO, M KOHIEHTPHPOBAIU MPH TOHWKEHHOM JaBJICHUU.
OCTaTOK OYHINANH C TIOMOMIIBIO KOJIOHOUHOW Xpomartorpaduu (230-400 mem cunukarens; 5% MeOH B JIXM B
KagecTBe 3moeHTa) ¢ noxydenueM 500 mr (33%) uunc-8-mumerniamMuHo- 1 -[(1-rHIPOKCH-TIUKIO0Y THIT)MEeTHH |-8-
denun-1,3-muazacmupo-[4,5]-nexan-2-ona (INT-799) (TCX cucrema: 10% MeOH B JIXM; Rf: 0,5). [M+H]"
358,2.

Cunre3 INT-951: mwuc-1-[(8-gumeTrnamMuHo-2-0kco-8-henmn-1,3-muazaciupo-[4,5]-nexan- 1 -mn)metun|-
MUKI00yTaH- | -KapOOHUTPIIT

A O e “f”*ﬂ:;@”g
\ O

INT-575

HN- 7
HN“’y\ cmmm 3 o %LNX\—' >_\\
@ 2w
D”“‘w = HWE
INT- 851

Cramms  1:  1-((upc-8-(mumeTrnamuHO)-3-(4-MeToKCHOEH3MI)-2-0Kc0-8-heHmn- 1,3-nnazacnupo-[4,5]-
JieKaH- | -H1)MeTHIT) INKI00y TaHKapOOHUTPHIL.

NaH (50% B munepanbaom Macie) (2,44 r, 50,89 MMoIb) mpuOaBUIN K pacTBOpPY LUC-8-TUMETHIIAMUHO-3-
[(4-meToxcudennn)meTmin ]|-8-denmn-1,3-auazacmupo [4,5]nekan-2-ona (INT-975) (5 1, 12,72 mmons) B JIMDA
(100 mur) mpu 0°C o moprwmsim 3a 10 muH. 1-(Bpommernn)unkinodyrankapoonntpui (4,4 r, 25,44 MMomb) mpu-
GaBwm o karsiM 3a 10 muayT nipu 0°C. PeaknmmoHHYI0 CMeCh OCTaBWIIM TIEPEMEIINBATHCS TIPH KOMH. TEMII. B
TeUeHHe 3 4, 3aTE€M IOTacCWJIM BOJOW M OPraHWYECKUH MPOIYKT HKCTparupoBayn sTianeratoM (3x200 mo).
OObeMHEHHBIE OPTAaHMYECKUE DKCTPAKTH CYMWIH Haj 0e3BomHBIM Na,SO, M KOHIEHTPUPOBAIN TPU TOHH-
JKEHHOM JIaBJIeHHW C ToiaydeHueM 5 T (ceipoit) 1-((1uc-8-(mumeTunaMuHo)-3-(4-MeTOKCHOESH3MIT)-2-0KCO-8-
dhennn-1,3-guazactupo-[4,5]-nekan- 1 -ua)MeTH ) IUKIO0yTaH-KapOOHUTPHIIA B BUJE JIUTTKOH KOPUIHEBOU KHJI-
KOCTH. MaTepual UCIIOIb30BAIN Ha CIIEAYIONEH CTaauu 06e3 TOMOTHUTEILHON OYMCTKH.

Cramqus 2: 1-((tmc-8-(mumeTrnamMuHoO)-2-0kco-8-penm-1,3-mmazacnupo-[4,5]-nexan-1-
WJT)METHIT ) IUKII00 yTaHKapOOKcaMu .

TOK (100 mn) mpubaumm k  1-((uwc-8-(qumerniaMuHo)-3-(4-MeTokcnOeH3m)-2-okco-8-pennn-1,3-
nuazacnupo-[4,5]-nexan- 1 -mn)merun)unkinoOyrankapoorutpuiny (5 r, 10,28 Mmons) npu 0°C 1 peakMOHHYTO
CMecCh MepeMELINBAIN IPU KOMH. TeMII. B TeueHue 2 nHell. PeakinoHHy10 cMech KOHLEHTPUPOBAIU B BaKyyMe.
K ocrarky npubaswiau Hacein. BoaH. NaHCO; npubasuiu (no pH 10) 1 opranndecknii IpogyKT SKCTparuposa-
i quxsmopMeranoM (3x150 mir). O0beMHEHHBIE OPTAHUYECKHE dKCTPAKTHI CYIIMIN Haj 0e3BoaHbIM Na,SO4 u
KOHIICHTPUPOBAIX TPU MOHWKCHHOM JaBJIICHUH ¢ TmoiydeHueM 3,5 T (cbipoit) 1-((muc-8-(auMeTunaMuHo)-2-
okco-8-penni-1,3-muazacnupo-[4,5]-nekan- 1 -mn)MeTrn ) IUKI00yTaHKapOokcamua. MaTepuan HCIOJb30BaIN
Ha CIIeAyIoei cTaauy 6e3 TOTOTHUTEILHON OYHCTKH.

Cramqus 3: 1-((mmc-8-(mumeTrnamMuHo)-2-0kco-8-penm-1,3-mmazacnupo-[4,5]-nexan-1-
WJT)METHIT ) IUKITI00 yTAaHKapOOHUTPHII.

Tuonmnxmopun (35 mur) npudaswm k 1-((uc-8-(qumeTrnaMuHo)-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-
nekaH- | -um)Metnn)uukiodyrankapookcamuay (3,5 r, 9,11 MMOIb) MPU KOMH. TEMIL. U TOTYYSHHYIO CMECh Tie-
peMeIINBaIy NpH KUIITYCHUH B Te4eHHe 2 4. PeakImoHHYyI0 cMech KOHIIGHTPHpPOBAIM B Bakyyme. K ocraTky
npubasuiyn Hacei. BogH. NaHCO; npu6asnmm (o pH 10) 1 opranmyeckuii NpoayKT 3KCTParupoBaiv TUXJIOP-
MeTtaHoM (3x150 mur). OObeAMHEHHYIO OPTaHUYECKYIO a3y Cymmiau Hal 6e3BoaHbIM Na,SO, U KOHIIEHTPUPO-
BaJIM B BakyyMe. OCTaToOK OYHIIAIM ¢ TOMOIIBIO KOJIOHOYHOH Xpomarorpaduu ¢ nonydenueM 1,3 T (34% 3a tpu
cramuu) 1nwc-1-[(8-auMeTrnamMuHO-2-0Kc0-8-heHm-1,3-nuazacnupo-[4,5]-nexaH- 1 -ua)Me T |-uukiIo0yTan-1-
kap6onuTpuna (INT-951). [M+H]" 367,2.

Cunrez INT-952: nuc-1-(MKI00yTHII-METHI)-8-ANMeTHIIaAMHHO-8-peHmn-3-[ (4-MeToKcHdeHT)MeTHII |-
1,3-nuazacnupo-[4,5]-nexaH-2-oH

INT-975 INT-952

K pactBopy muc-8-mumerminaMuHo-3-[(4-MeTokcudeHmn)metmn|-8-penmn-1,3-muazacnupo [4,5]nexkan-2-
ona (INT-975) (10 r, 25 mmonb) B TT'® (500 mur) nmpubasmmu KOtBu (7,1 r, 63 mMoins) mpu 50°C. Peakunon-
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HYIO CMECh HarpeBajv 0 KUIEeHHs, nuKiIo0yTuimeTninopomun (11,3 v, 76 MMoib) npubaBuiy B 0JHOI mopuuy,
U NepeMelInBaHue TPOJOIDKHUIN IpH kumsiueHun B TeueHue 12 u. KOtBu (7,1 1) u nuknoOyrunmerninopoMua
(11,3 r) npubaBmM CHOBA. PEakIMOHHYIO CMECh OCTABHIIN TIEPEMEITUBATELCS JOMOJHUTENBHbIE 2 U TIPH KHUIISUe-
HUH, 3aTe€M OXJIAJUIN A0 KOMH. TeMII., pa3baBuiu Bomoi (150 mur) u dassl paznemnu. Bonnyro a3y skcrparu-
poBamm EtOAc (3x300 mir). O0beanHeHHBIE opranuyeckue ¢as3sl cymy Haa Na,SO4 1 3aTeM KOHLEHTPUPOBa-
mu B Bakyyme. Octatok oTduiabTpoBamu depe3 ciod of cuimkarens, ucmoibdys cmech JIXM/MeOH (19/1
00./00.). ®unbTpaT KOHIEHTPUPOBAIN B BaKyyMe M TOJYyYE€HHOE TBEPJIOE BEIIECTBO MEPEKPHUCTATIIN30BATN U3
TOpSYETO JTaHONA C TModydeHueM 7,8 T 1uc-1-(UKI00yTHI-MEeTH)-8-TuMeTHIaMIUHO-8-henni-3-[(4-
MeTokcupeHmT)MeTHn]-1,3-mmasacupo-[4,5]-nexan-2-ona (INT-952). [M+H]" 461,3.

Cunres INT-953: nuc- 1 -(IMKI00y THI-MeTH ) -8-(MeTHII-(2 -MEeTHII-TIPOTTHIT )aMiHO ) -8-heHn - 1,3 -
nuazacnupo-[4,5]-nekan-2-ox

S

’ n*; -
o,ﬂl;w \W)%] CTﬂm l\u"‘ ??\ f\r’i 3 CTE!,E{HX:. e L\J,I%;}(}G

H“'Mg_, eS|y e Dgf a4 T O
o -

d Y E{ W

INT-253

Cramqus 1: 1 -nmkmoOyTrIMeTHII-3-(4-MeTokcH-0eH3mi)-9, 1 2-nnokca- 1,3-muaza-
nucnupo[4,2,4,2]TeTpagexaH-2-oH.
K [IEPEMEIINBAEMOMY pactBopy 3-(4-metokcu-6en3mn)-9,12-nuokca-1,3-nuaza-

mucnupo[4,2,4,2retpanekan-2-oHa (4 1, 12,04 mmons) B 6e3BogHOM MDA (60 M) mpubasunu NaH (1,38 T,
60% nucnepcus B macie, 36,14 MMoOJIb) IpH KOMH. TeMIl. PeaknmoHHyIo cMech nepeMenrBaiy B TeueHue 10
MUH, TPUOABIIM O KaIUIAM OpoMMETWINUKIOOyTaH (3 Mi, 26,5 MMOJb) M MEpEMCIIUBAHUE TPOODKUAIH B
teyerne 50 4. TCX aHanm3 mokasza MoTHOe MOTJIONIEHHEe UCXOMHOTO MaTeprala. PeakinoOHHYI0 CMeCh ToTacH-
mu Hackimn. BogH. NHyCI (50 M) u sxctparupoBanmu EtOAc (3x200 mut). OObeIMHCHHYIO OpPTaHUYECKYIO (ha3y
cymmnd Hax NaySO, ¥ KOHIEHTPUPOBAIN TIPH HOHIKEHHOM JTaBieHUH. [10TydeHHBIH 0CTaTOK OYHINAIH KOJIO-
HOYHOU XpomaTorpaduet (HeHTpambHbI okcua amroMuaus, EtOAc - metponeiinsiii 2¢up (2:8)) ¢ momyuaeHnem
1-nukmoOyTrIMeTHIT-3-(4-MeTokcn-0eH3mn)-9, 1 2-nnokca- 1,3-nmnaza-gucnmpo[4,2,4,2 Jterpanekan-2-ona (2,4 ,
50%, 6emoe TBepaoe BemecTBo). TCX cucrema: EtOAc - metporneitnsrii a3¢up (6:4); R=0,48.

Cramus 2: 1-uKn00yTHIMeTHII-3-(4-MeToKcH-0eH3mn)- 1,3-1nasza-criupo-[4,5]-nexaH-2,8-11oH.

K mnepememmBaemoMy pactBopy |-mmkimoOyTummMeTmin-3-(4-MeTokcu-6en3mn)-9,12-nnokca-1,3-mua3za-
mucnpo[4,2,4,2 | retpanekan-2-oHa (1 1, 2,5 Mmmons) B MeOH (7 mur) nmpu6aswmu 10% Bomu. HCI (8 M) npu
0°C. PeakumoHHYyI0 CMeCh Harpeiu 0 KOMH. TeMII. U nepememnBainu B tedyeHue 16 4. TCX ananu3 mokasan
TIOJTHOE TIOTJIOIIEHUE HCXOIHOTO Marepuana. PeakiimonHyo cMech noracuin Hachkinl. BogH. NaHCO; (30 mu) u
skctparupoaiii EtOAc (3x50 mur). O0bequHEeHAYIO OpraHudeckyto a3y cymumn Hag Na,SO4 1 KOHIIEHTPHPO-
BaJIM TIPU TIOHIKEHHOM JIaBJcHUU. [0ydeHHBIH OCTaTOK OYHUINAIK C TIOMOIIBIO KOJOHOYHOHN Xpomarorpaduu
(cunmukarens, 230-400 mem, EtOAc - netposnetinsiii a¢up (1:3)—(3:7)) ¢ nonyueHuem 1-muKI00YTHIMETHI-3-
(4-metoxcu-6en3mn)-1,3-muaza-cnupo-[4,5]-nexan-2,8-nuona (650 mr, 73%, GecuseTHOE Bsizkoe Macio). TCX
cucrema: EtOAc - metponeiinsriii a¢up (6:4); R=0,40.

Cramqus 3: 1-(tukmo Oy TrIMeTIIT) -8 -(M300 y THII(METHIT)aMUHO ) -3 -(4-MeTOKCHOeH3 1 )-2-0Kco- 1, 3-
nrazacnupo-[4,5]-nexaH-8-kapOoOHUTPHII.

K mepememmBaemomy pactBopy N-n300ytun-N-metmnamuna (1,34 mi, 11,23 mmons) 1 MeOH/H,O (8 mur,
1:1, 06./06.) mpuGasmmu 4N Boxu. HCI (1,5 Mi1) 1 peakIIMOHHYIO cMeCh TepeMeliBaId B TeueHne 10 MUH mpu
0°C (nensnast Ganst). [IpubaBwmu pactBop 1-1UKIOOyTHIMETHII-3-(4-MeTOKCH-0eH3mN)-1,3-11a3a-cimpo-[4,5]-
nekan-2,8-nmuona (1 t, 2,80 mmonb) B MeOH (7 M) u KCN (548 wmr, 8,42 MMOJITb) U PEakIIMOHHYIO CMECH TIepe-
MemuBanu npu 45°C B Tedenue 20 u. TCX ananu3 nokaszaji MoJHOE TOIMJIOIIEHUE UCXOTHOTO MaTepuaia. Peak-
IIMOHHYIO cMech pa3baBmin Bojoi (30 mur), skctparupoBanu EtOAc (3x30 M), 00beIUHEHHYIO OPTAHHYECKYIO
¢dazy cymmmm Hax Na,SO, ¥ KOHICHTPUPOBAIA TpPU TOHWKCHHOM JABICHUM C TMOJNy4YeHHEM |-
(1uKI00y THIIMETHIT )-8 -(M300y THII(METHLIT)aMUHO )-3-(4-MeTOKCHOCH3 1 ) -2-0KC0- 1,3 - nua3zacmupo-[4,5]-nekaH-8-
kapOonutpuna (1,3 T, Bsa3koe xkenroe Macio). TCX cucrema: EtOAc - metponeitnsiit adup (1:1); R=0,45. IIpo-
JYKT UCTIOJIb30BAJIH Ha CIEIYIOLICH cTaauu 0e3 JOTOIHUTEIIEHOW OYHCTKH.

Cramust  4: 1uc-1-(uuknoOyTunmeTn)-8-(1300y Tmii(MeTHIT)aMIHO )-3-(4-MeTokcnOeH3mn )-8 -penm-1,3-
nuasacnupo-[4,5]-nexaH-2-0H.

Kpyrnononnyto KOJI0Y, coiepKaIyro 1-(mukmo Oy TrIIMETHIT) -8 -(M300 y THIT(METHIT)aMUHO ) -3 ~(4-
METOKCHOEH3MI)-2-0KkC0-1,3-nmnazacrupo-[4,5]-nexan-8-kapobonutpun (1,3 r, 2,81 MMoIb) OXJIamWIA Ha JEmIs-
Hoit Oane (~0°C) u pactBop pernnmaruuiiopomuna (26 miu, ~2M B TI'®) memnenno npubdasmim npu 0°C-5°C.
JlensHyto 6aHIO yAATWIM U peaKIIMOHHYI0 CMECh TepeMelmBaii B TedeHre 30 MUH, 3aTeM pa30aBHIIN HACHIIIL.
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BoaH. NH,Cl1 (25 M) u akctparupoBanu EtOAc (4x30 mi). OObeIUHEHHYIO OPTaHHYECKYIO a3y CYIIMIN HaT
Na,SO, 1 KOHIIEHTPUPOBAJIH MPU TIOHKEHHOM JIaBJICHHUH C MTOJy4eHHEM OJIeJHO-XKEITOro BI3KOTO Macia. YKa-
3aHHBIM OCTATOK OYMIIAJIHM C IOMOIILI0 KOJOHOYHOW Xpomarorpadun (cuimkarenb, 230-400 memr, 3IIIOCHT:
EtOAc - merponeiinwiii  adup  (15:85)—>(2:4)) ¢  momydeHueM  1UC- 1 -(IMKIOOYTHIIMETHI )-8-
(1300yTHI(METHIT)aMIHO)-3-(4-MeTokcnOeH3un )-8-pennn-1,3-mnasacupo-[4,5]-nekan-2-ona (135 wmr, 10%,
6emoe TBepaoe BemectBo). TCX cucrema: EtOAc - metposneiinsiii a¢up (1:1); R=0,6.

Cramus  5:  mwmc-1-(muknoOyTrn-meTrn )-8-(MeThII-(2-MeTHII-TTPOITHI )aMHUHO )-8-peHm- 1, 3-mua3zacnupo-
[4,5]-nexan-2-0H.

Kpyrnomonnyto konlOy, comepkamniyto 1wuc-l-(IIUKIo0yTHIMETI)-8-(1M300y THII(METHIT)aMUHO )-3-(4-
MeTOoKcHOeH3m)-8-penmi-1,3-nuazacimpo-[4,5]-nexan-2-ou (130 mr, 0,25 MMoIb) oXIaauian Ha JeAsHON OaHe
u cmech TOK/CH,Cl, (2,6 M, 1:1, 06./06.) MmeanenHo npudasmm rpu 0°C-5°C. PeakmmoHHYI0 CMeCh HarpeBa-
JIU 710 KOMH. TE€MII, U NepeMelnBani B Tedenue 20 4, 3ateM noracwin metanonbHbiM NH; (10 mi, ~10% B Me-
OH) n KOHIEHTPUPOBAIM MPH MOHWKEHHOM JaBJICHUH C ITOJyYeHUEM OJICIHO-)KEJITOrO BSA3KOro Macia. YKa-
3aHHBIM OCTAaTOK OYMINAIN IBAXKIBI C IOMOIIBIO KOJOHOYHOH XpoMaTtorpaduu (cummkarens, 230-400 mem, amro-
eaT: MeOH - CHCIl; (1:99) — (2:98)) ¢ momydenueM 1uc-1-(TMKIO0YTHI-METHI)-8-(METHII-(2-METHIT-
PO )aMUHO)-8-penm-1,3-nuazacnupo-[4,5]-nekan-2-ona (INT-953) (65 mr, 66%, Gemoe TBepoe BEIECT-
B0). TCX cucrema: MeOH - CHCI; (5:95); R=0,25; [M+H]" 384,3.

Cunre3 INT-958: 4-okco- 1 -nupuanH-2-niI-IUKIOreKcaH- 1 -kapOOHU TPHIT

P N
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INT.-858

Cranust 1: 5THiI-5-11MaHo-2-0KCO-5-(TTMPUIMH-2 -1 [IUKIIOT €KCAaHKapOOKCHIIaT.

KOtBu (57,0 1, 508,4 mMonp) mpubaBmin K pactBopy 2-(mupuauH-2-min)auetoHutpun (50,0 r, 423,7
MMoJib) U dTmiakpuiat (89,0 r, 889,8 mmone) B TT'® (500 mur) mpu 0°C u nepeMemuBaiy B TedeHue 16 4 npu
KOMH. TeMTI. PeaknimoHnyto cmech noracwin Hachim. BogH. NH,Cl u skcrparuposanu EtOAc (2x500 mur). O0b-
CJAMHCHHYIO OPTaHUYeCKYI0 (ha3y MPOMBUIN HACHIIICHHBIM BOJIHBIM PaCTBOPOM XJIOPUAA HATPHWS, CYIIHIH HaJ
Na,SO, 1 KOHLEHTPUPOBAJIH ITPU HOHMKEHHOM JIaBiieHuH ¢ nosrydenueM 68,0 T (60%; coIpoif) aTun-5-nnano-2-
OKCO-5-(TIMpUIMH-2-WIT)[IUKJIOTeKCaHKapOoKcmwiaTta B Buae kopuaHeBoi xunkoctu (TCX cucrema: 50% 3tmn-
arerat B retpoineitnom adupe ; Rf: 0,65).

Cramus 2: 4-0kco- 1 -mupuanH-2-WI-IUKIOTeKCaH- | -KapOOHUTPHIL.

PactBop aTHI-5-1IMaHO-2-0KCO-5-(MTUPUINH-2 -1 )IUKIOTekcankapOookcunara (68,0 T, 250,0 MMons) nipu-
OaBmm k cmecu koHI. Bogu. HCl u nensHo#t yrcycHoi kuciotsl (170 mn/510 mur) mpu 0°C. PeakimoHHYIO
cMmech HarpeBanu o0 100°C B teyenne 16 4. Bee nmeryune (pakuuy BRIIAPHIN MPU MOHKEHHOM JaBJICHUU.
Ocratok pas6aBwim Hacein. BogH. NaHCO; u skcrparupoBanu stunaneratoM (3x300 mur). OObequHEHHYTO
OpraHMYecKyro (a3y MPOMBUIM HACHIIIEHHBIM BOTHBIM PAacTBOPOM XJIOpHIA HATpwsA, Ccymwian Haj Na,SO, u
KOHIICHTPUPOBAIA TpPH NOHIKEHHOM maBleHnn ¢ mnomydeHuem 44,0 r (88%) 4-okco-l-mupuamH-2-mi-
UKIIorekca- 1 -kapoonurpuna INT-958 B Bune kopuuneBoro TBepaoro BemectBa (TCX cucrema: 50% 3tmi-
anerat B meTponeitnom sdupe; Re: 0,45). [M+H]" 201,1.

Cunre3 INT-961: 4-L[I/IMGTI/IJIaMI/IHO-4-HI/IpI/IL[I/IH—z-I/IJI-HI/IKHOFeKcaH—1-OH
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INT-961

Cramus 1: 8-(mupuanu-2-un)- 1,4-nuokcactupo-[4,5]-nekan-8-kapOOHUTPHIL.

PactBop 4-0kco-1-nmupuauH-2-mi-rukiaorekcan- 1 -kapoonutpuna (INT-958) (44,0 r, 220,0 MMonb), 3TH-
nenrnukois (27,0 T, 440,0 mmons) 1 PTSA (4,2 1, 22,0 Mmmouts) B Tosryoute (450 mir) Harpesanmu no 120°C B Te-
yeHue 16 4, ucronp3ys Hacaaky JnHa-Crapka. Bee nerydne ¢ppakuny BIIapuiy Ipy MOHWKEHHOM JIaBJICHHU.
Ocratok paszb6aBunu Hachiml. BogH. NaHCO; m skctparupoBanm stmianeratoM (3x300 mi). O0beTMHEHHYIO
OpraHnveckyo (a3y NpOMBIIM HACHIIIEHHBIM BOJHBIM PacTBOPOM XJIOpHIa HaTpws, cymin Haa Na,SO4 m
KOHIICHTPUPOBAIA TPW TOHW)KEHHOM JaBiicHHH ¢ mnoiyueHuem 45,0 r (85%) 8-(mmpunua-2-mn)-1,4-
IHoKcacnupo-[4,5]-nexan-8-kapOOHUTpUIIa B BHIE CBETIO-KopuuHeBoro tBeproro semectBa (TCX cucrtema:
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50% stunanerat B netponieiinoM adupe; Rf: 0,55).

Cranus 2: 8-(mupuanH-2-wmin)-1,4-muokcactupo-[4,5]-nexkan-8-kapOoKcaMu I

Kap6onat kamus (50,0 r, 368,84 mmoins) u 30% Bogn. H,O; (210,0 mi, 1844,2 Mmmois) nmpubaBHiIu K pac-
TBOpPY 8-(mupuanH-2-un)-1,4-muokcacnupo-[4,5]-nexan-8-kapoonurpmna (45,0 r, 184,42 mmons) B IMCO (450
M) ipu 0°C 1 MOTydIeHHYIO0 CMeCh TIepEeMEIINBAIIN ITPU KOMH. TeMII. B TeueHue 14 4. PeaknimonHyto cMech pas-
GaBwm Boxoi (1,5 m) m mepememBany B TedeHHe | 4. BrlmaBimee B 0cajiok TBEpAOE BEIIECTBO OTICITHIN
(unbTpOBaHUEM, ITPOMBIBAIH BOJOH, ETPOJICHHBIM 3(PUPOM M CYIIWIN NP HOHIKEHHOM JTaBICHUH C TOTyde-
aueM 32,0 T (66%) 8-(mupuanH-2-1m1)-1,4-nuoxcacmupo-[4,5]-nekan-8-kapOokcamMuia B BHJE OSIOTO TBEPIOTO
BerrectBa. (TCX cuctema: 10% MeOH B IXM R¢: 0,35).

Craaus 3: MeTun-8-(mupuaun-2-mn)- 1 ,4-nuokcacmnupo-[4,5]-nekan-8-mnkapdamar.

Cwmech 8-(mmupuanH-2-1n)-1,4-muokcacnupo-[4,5]-nekan-8-kapookcamuna (25,0 r, 95,41 MMomb), rumo-
xnoputa Hatpus (5% mac. BogH. pactBop, 700 mut, 477,09 mmons) u KF-ALO;3 (125,0 r) B meranome (500 mur)
HarpeBany 10 80°C B TedeHue 16 4. PeakiMoHHYI0 cMech OT(QHIBTPOBAIM UYepe3 LENUT M TBEPJbIl OCTATOK
OPOMBUTH MeTaHOIOM. OOBeAMHEHHBIH (WIBTPAT KOHICHTPUPOBAIHM NPU MOHIKCHHOM NaBiicHHH. OCTaTok
pa30aBuii BOIOW M SKCTparupoBaiy dTrianeraTtoM (3x500 mir). O0beAMHEHHYIO OPraHN4ecKyIo a3y IMpOMbUIN
HACHIIIEHHBIM BOJAHBIM PacTBOPOM XJIOpHAA HATpws, cymmin Hax Na,SO, M KOHIEHTPUPOBAIHN NPH MOHMKEH-
HOM papneHnn ¢ mnoxydeHuem 18,0 r (66%) wmetmn-8-(tmmpuanH-2-nn)-1,4-nuokcacimpo-[4,5]-gexan-8-
nikapbamaTa B BUAE CBETIO-KOpHIHEBOTO TBepaoro BemecTna. (TCX cuctema: 5% MeOH B JIXM R¢: 0,52).

Cramus 4: 8-(mupuanu-2-nn)-1,4-nuokcactupo-[4,5]-nekan-8-aMuH.

CycrnieH3nto  MeTWI-8-(mupuanH-2-mn)- 1 ,4-mnokcacnupo-[4,5]-nekan-8-unkapdbamara (18,0 1, 61,64
Mmodb) B 10% mac. Boga. NaOH (200 mur) marpeBanu a0 100°C B Teuenne 24 4. PeakimoHHyI0 cMech OTHHIBT-
pOBaK Yepe3 CIIOH IEeNnTa, TBEPAbIH OCTATOK MPOMBUIH BOJOW M OOBCAMHEHHBIH (DUIBTPAT IKCTPArHPOBAIU
EtOAc (4x200 mur). OObeAMHEHHYIO OPTAaHUYECKYIO (ha3y MPOMBIBAIIN HACHIIICHHBIM BOJIHBIM PAaCTBOPOM XJIO-
puzaa Hatpus, cymund Hag Na,SO, ¥ KOHLEHTPUPOBAIU NpPU MOHWKEHHOM [AaBJICHUM C MONydeHueM 12,5 T
(88%) 8-(tmpuanH-2-nn)-1,4-nquokcacnupo-[4,5]-nekan-8-aMuHa B BUAE CBETIIO-KOPHYHEBOTO IIOJIyTBEPAOTO
BemectBa. (TCX cucrema: 5% MeOH B JIXM Ry 0,22).

Cragus 5: 4-1uMeTUIaMUHO-4-TUPUIUH-2 -WIT-UKIOTeKCaH- | -0H.

nano6oprunpua Hatpus (13,7 r, 0,213 Monp) Mo moprusM NpuOaBUIN K pacTBopy S-(MMpHIMH-2-HIT)-
1,4-mokcactmpo-[4,5]-nexan-8-amuna (12,5 r, 53,418 mmois) u 35% mac. BoaH. popmansaeruga (45 mi, 0,534
Moutb) B atteToruTprite (130 mi) mpu 0°C. PeakImoHHYIO CMeCh Harpeiu 10 KOMHATHON TEMIIepaTyphl U Tiepe-
MeIBaIN B TeueHne 16 4. Peaknmonnyo cMech moracuia Haceil. BoaH. NH,Cl n koHIIEHTprpoBaIH TpH T0-
HIDKEHHOM AaBieHuH. OCcTaToK pacTBOPWIN B Boze M akcrparupoBainn EtOAc (3x200 mir). O0beanHEHHYIO Op-
TaHWYIECKYIO (ha3y MPOMBUIM HACHIIIEHHBIM BOJHBIM PacTBOPOM XJIOpWAA HATpHs, cyurid Hag Na,SO4 i KoH-
HEHTPHPOBAIH NPY TOHIDKEHHOM JaBieHuu ¢ momydeHueMm 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-mumernnaMnHo-4-(eHII-IUKIoreKcat- 1 -on
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Cranus 1: 8-(numeTunamuHO)-1,4-muokcacupo-[4,5]-nexaH-8-kapOOHUTPILIL.

Jumetmnamun ruapoxiopun (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 mepememuBaim B
tedeHnue 10 MuH 1 mocaenosatensHo mpudasmwm 40% mac. BogH. quMetmnaMuH (280 mur, 2,5 mons) 1 KCN (32
T, 0,492 Moip). PeakinoHHYI0 CMeCh TIepeMEeNTNBAIN B TeueHue 48 9 MpU KOMH. TEMIL., 3aTeM pa30aBWIIM BOJOM
(100 mur) u sxcrparupoBanu EtOAc (2x200 mir). O0beAMHEHHYIO OpraHUYecKyro (asy cyluiy Haj O3B0 JHBIM
Na,SO4 W KOHICHTPUPOBAIM TPH TIOHMKEHHOM JaBleHWH C monydeHuneM 44 r §-(mumermiamuHO)-1,4-
Irokcacnupo-[4,5]-nexan-8-kapoonurpmia (93%) B Buae 6emoro TBEpAOro BEIIECTBA.

Cragus 2: N,N-nqumerni-8-¢penmi-1,4-nnokcacnupo-[4,5]-nekaH-8-aMuH.

8-(mumetnnamuno)-1,4-nuokcacnupo-[4,5]-nekan-8-kapobouutpun (35 1, 0,167 moms) B TI'®D (350 mu)
npuOaBUIIM 110 KarjIsiM K pacTBopy 3M ¢enunmaranitopomua B TU3THIOBOM ddupe (556 mu, 1,67 Moib) npy -
10°C B armocdepe aproHa. PeaknuonHyio cMech nepeMemnBany B TedeHue 4 4 npu ot -10°C mo 0°C u 3atem
OpY KOMH. TeMIl. B TedeHue 18 u. OxoHuaHHe peakuuu KOHTponupoBanu ¢ nomousto TCX. PeaknuonHyIO
cMmech oxyammm a0 0°C, paz6aBunu Haceim. BogH. NH,CI (1 1) u sxctparupoBamm EtOAc (2x600 mi). O0be-
JUHEHHYIO OpraHnYecKyro ¢a3y cymuin Haj 0e3BoaHbM Na,SO, M KOHIEHTPHPOBAIHU IIPY IMTOHW)KEHHOM JaB-
neHun ¢ nmosryaenreM 60 T N H-mumeTn-8-pern- 1,4-mmokcactupo-[4,5]-nexkan-8-aMuHa B BUIE KHUIKOCTH.

Cramus 3: 4-(mumMeTHIaMuHo )-4-heHUIIUKIOTeKCAHOH.

PactBop N,N-gumetun-8-penwmn-1,4-nuokcacnupo-[4,5]-nexan-8-amuna (32 r, 0,123 monp) B 6N BOAH.
HCI (320 M) nmepemermmBanu npu 0°C B TedeHue 2 4 W 3aTeM IpH KOMH. TeMI. B TedeHue 18 4. OxoH4YaHme
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peakuu KoHTposmpoBany ¢ momonisio TCX. Peaknnonnyto cMech dkctparupoBainu JIXM (2x150 mur). Boxusrid
cioit moamenauuBany g0 pH 10 ¢ momompio TBepmoro NaOH u skcrparupoBanu stunaneratoM (2x200 mor).
OOBeIMHEHHYIO OpPraHUYECKYH0 a3y CyIImiu Haja 0e3BOIHBIM Na,SO4 U KOHICHTPUPOBAIHU MPH NOHWKEHHOM
JaBJIcHUH. TBEpIbIA OCTATOK MPOMBUIA F€KCAHOM U CYIIHIU B BaKyyMe C MONydeHHEM 7 T 4-IUMETHIAMHHO-4-
dennn-muknorekcan-1-ona (INT-965) (25% 3a 2 craaum) B BHe KOPUYHEBOTO TBEpAoro BemiecTsa. [M+H]
218,1.

Cunre3 INT-966: 3-[(4-MeTokcudenmn)meTmi|-1,3-muazacnupo-[4,5]- ,I[CKaH -2,8-mmon

><::\=0 ci:m;l iiw oh} cmz}ml ]/\N’&D?j

lcramlm 3

AT o T AT T O
Dc‘ﬂ E—-{ L —

INT-066

Cranus 1: 9,12-nuokca-2,4-nnazacmupo(4,2,4°{8},2" {5} ]rerpanekan-1,3-1noH.

KCN (93,8 1, 1441,6 mmoms) u (NH,),CO; (271,8 1, 1729,9 mmone) npubaBunm K pactBopy 1,4-
nrokcacnupo-[4,5]-nexan-8-ona (150 r, 961 mmons) B MeOH:H,O (1:1 06./06.) (1,92 1) mpu KOMH. TeMmI. B
atMoc(epe aproHa. Peakimonnyto cmech nepemennBany rnpu 60°C B Tedyenne 16 4. OkoHYaHHE peakInul KOH-
TposupoBaiu ¢ nomoulsio TCX. Peaknmonnyto cmech oxyaamiu 1o 0°C, BbinaBiiee B 0CaloK TBEPAOE BEILECT-
BO OTQWIBTPOBAIM W CYMMIM B Bakyyme ¢ momyueHuem 120 1 (55%) 9,12-mmokca-2,4-
nuazacrinpol4,2,47{8},2"{5} Jrerpanexan-1,3-nquona. @unbrpar skctparuposann XM (2x1,5 m). O0bennHen-
HYIO OpraHudeckyio ¢a3y cymwi Haa 6e3BoaHbiM Na,SO4 1 KOHIICHTPUPOBAIH TIPH TIOHMKEHHOM JTaBJICHUH C
nonydeHneM ponoiauTensHOro 30 T (14%) 9,12-mmokca-2,4-nua3zacnmpo(4,2,4"{8},2" {5} ]rerpanexan-1,3-
muona (TCX cuctema: 10% Metanon B JIXM; Re: 0,4).

Cramus 2: 2-[(4-merokcudennn)mernn]-9,12-nmnokca-2,4-mua3acnupo[4,2,4~{8},2"{5}] Terpanekan-1,3-
JIVOH.

Cs,CO; (258,71, 796,1 mmouts) mpubaBmiu k pactBopy 73a (150 r, 663,4 mmons) B MeCN (1,5 1) B at™mo-
cepe aproHa M peakUUOHHYIO cMech NepememmBany B TedeHne 30 wmuH. [IpuGaBmim pactBop n-
MeTokcnbensmiopomuna (96 mi, 663,4 MMoib). PeaknnoHHylo cMech nepeMelInBalii TPy KOMH. TEMIL. B Tede-
Hue 48 4. OKoHYaHHE peakuuu KOHTposupoBaiu ¢ nomouibio TCX. PeakinoHHy0 cMech MOTacHid HACHIIIL.
BogH. NH4Cl (1,0 i) u opranmdeckuii mpoaykt skcrparupoanu EtOAc (2x1,5 ;). O6benuHeHHYI0 OpraHude-
ckyro (aszy cymmam Hax 6e3BogHBIM Na,SO, M KOHIICHTPHPOBAIH MPU MOHWKEHHOM JaBicHUU. OCTaToOK Mpo-
MBUIM AUATHIOBBIM 3(UPOM U IIEHTAHOM U CYIIWIN IPH MIOHMKEHHOM JIaBJICHHH ¢ mosrydenueM 151 r (65%) 2-
[(4-meToxcudpenmm)metmin]-9,12-auokca-2,4-nnazacimpo[4,2,4"{8},2" {5} rerpanekan-1,3-nnoHa B Bume Oelo-
TO TBEpPIOTo BemecTBa ¢ MetamtmaeckuM oTreHkoM (TCX cuctema: 10% MeOH B IXM; R¢: 0,6).

Cramus 3: 2-[(4-meTokcudenmn)mernin|-9,12-auokca-2,4-nuazaciupo[4,2,4"{8},2" {5} ] reTpanekan-3-oH.

AlCl; (144,3 1, 1082,6 mmons) npubasuim k pactBopy LiAlH,; (2M B TT'®) (433 mu, 866,10 mmons) B
TI'® (4,5 ) mpu 0°C B atMocdepe aproHa U MOJTYICHHYIO CMECh TIepEeMENINBAIIN ITPH KOMH. TEMIL. B TedeHue 1
4. 2-[(4-metoxcudennn)mernn]-9,12-muokca-2,4-nuazacnupo(4,2,4"{8},2" {5} Jrerpanekan-1,3-quon (150 T,
433,05 mmoub) npubasuny npu 0°C. PeaknoHHyr0 cMech NepeMenInBalId Py KOMH. TeMII. B TeueHue 16 .
OkoHuaHMe peakuuu KOHTposupoBaiu ¢ nomompbio TCX. Peakunonnyio cmech oxiaaunu 1o 0°C, moracuiu
Haceil. BogH. NaHCO; (500 mi) u ordunbrpoBanu yepes cioil nennta. @uiptpar skerparuposanu EtOAc
(2x2,0 m). O6BearHEHHYIO OpraHrYeckyto a3y cymm Haj 6e3BoaHBIM Na,SO4 U KOHIIEHTPUPOBAIN B BaKyy-
Me c MIOJIy4YEHHUEM 120 r (84%) 2-[(4-meTokcudenmn)mernn]-9,12-nmuokca-2,4-
nmuazacrupo[4,2,4"{8},2" {5} [reTpanekan-3-oHa B BHIE OCIIOTO TBEPAOTO BEIIECTBA C METALUIMYCCKUM OTTCH-
koM. (TCX cucrema: 10% MeOH B IXM, R¢: 0,5).

Cramus 4: 3-[(4-meToxcudenmn)mernn]-1,3-nuazacimupo-[4,5]-nexaH-2,8-110H.

PactBop 2-[(4-meTokcudenmn)meTwin]-9,12-nnokca-2,4-muazacrmpo[4,2,4"{8},2*{5}] Terpamekan-3-oHa
(120 1, 361,03 mmoms) B 6N Boau.HCI (2,4 1) nepemenuBaym rpu 0°C B TedeHre 2 9 ¥ 3aTeM IIPH KOMH. TEMIT.
B TeueHue 18 4. OKoOHYaHHUE peakuu KOHTpoupoBaH ¢ momonisio TCX. PeakimoHHYI0 CMECh DKCTparupoBa-
i JIXM (2x2,0 ). Bogssrii cioit nommenaunsanu 10 pH 10 ¢ momomrsio 50% Boms. NaOH u 3aTem 3kcTparu-
poBamm IXM (2x2,0 ). O0beIrHEHHBIE OPTaHUYECKUE SKCTPAKTHI CYIIMIN Haj O0e3BogHbIM Na,SO4 U KOHLEH-
TPUPOBAIH MPU MOHIKEHHOM JaBICHUHU. TBEpIBIii OCTaTOK MPOMBIIN T'€KCAHOM W CYIIWJIA B BaKyyMe C ITOJTY-
geaueM 90 1 3-[(4-meTokcudenmwn)meTmia]-1,3-mua3zacnupo-[4,5]-nekan-2,8-mmona (INT-966) B Bume Oenoro
TBEpJOTO BelecTBa ¢ MeTamtiaeckuM oTTeHkoM (TCX cuctema: 10% MeOH B IXM; R¢: 0,4) [M+H]" 289,11.

Cunre3 INT-971: uc- 1 -(IUKI0 0y THII-METHIT )-8 - TUMEe THIIaMUHO-8 -(3-runpokcud ern )-3-[ (4-
MeTokcueHmn)Met|-1,3-nuazactupo-[4,5]-nexkas-2-oH
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Cramust  1:  1wuc-8-(aumernnamuHoO)-1-n300yTHi-3-(4-metokcndensmn)-8-penun-1,3-mmazacnupo-[4,5]-
JeKaH-2-0H.

ITo amamormm ¢ w™erogoMm, omnucaHHbIM st INT-951 cramum 1 1uc-8-mumernnamMmuHO-8-[3-
(Merokcumetmiiokcn ) herun |-3-[(4-merokcudenmn)metn]-1,3-muazacnupo-[4,5]-nekan-2-on  (INT-968) Obun

TpeBpanieH B 1uc- 1 -(MUKII00y THIIME THI ) -8-( TUMETHIIaMUHO ) -3 -(4-Me TOKCUOeH3MIT)-8-(3 -
(MeTokcuMeTokcHn)denmn)-1,3-muazacnupo-[4,5]-1ekaH-2-oH.
Cramqus 2: nuc- 1 -(IMKI00y THA-METH )-8-TMMeTHIIaMUHO-8-(3-Tuapokcudennn)-3-[(4-

MeTokcudpeHmn)MeTI|-1,3-muazacnupo-[4,5]-nexkaH-2-0H.

TOK (0,2 wi) nmpubaBwiIu K  pacTBOpy  IHc-1-(IHUKIOOYTHIMETHN)-8-(IMMeTHIIaMUHO)-3-(4-
MeToKcuOeH3m)-8-(3-meTokcudennn)-1,3-nuazactupo-[4,5]-nexan-2-ona (300 mr, 0,57 mmomns) B JAXM (1,5
M) npu 0°C. Peaknmonnyto cmech nepememusanu npu 0°C B redenue 3 4. OkoHYaHUE peakIUd KOHTPOIUPO-
Basnu ¢ nomotnpio TCX. Peaknmonnyto cmeck noracuiu Haceil. BoaH. NaHCO; u oprannyeckuit IpoayKT SKCT-
parupoBasii JIXM (3x10 mur). OObeTMHEHHBIE OpTraHUYECKHe dKCTPAKTHI CYIIMIA Haa 0e3BoAHbIM Na,SO, u
KOHIICHTPUPOBAJIH TIPH HOHWKEHHOM NaBieHnu. O4ucTKa ocrartka ¢ nmomoinsio npenaparusHoit TCX (3% Me-
OH B IXM B kauecTBe MoJBMKHOM (a3bl) nana 50 mr (18%) nmc-1-(umkinoOyTHII-MeTHII)-8-TMMETHIaMUHO-8 -
(3-runpoxcudennn)-3-[(4-meTokcudenmn)mernin|-1,3-nquazacnupo-[4,5]-nexan-2-on (INT-971) B Buge Genoro
TBEpIOTO BelecTBa ¢ MeTammueckum orTeHkoM. (TCX cucrema: 10% MeOH B IXM; Ry 0,20) [M+H]" 478,3.

Cunre3 INT-974: nuc-8-gumerunamuHo-8-(3-propdennn)-3-[(4-meTokcudpenmn)mernn]-1,3-nuazacrupo-
[4,5]-nexan-2-oH
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Cramus 1: 8-(mumeTunaMuHo)-3-(4-MeTokcnbeH3m)-2-okco-1,3-nuazacupo-[4,5]-nexan-8-kapOOHUTPHIL.

Jumetmnamun ruapoxiopun (76,4 , 936,4 Mmois) pubaBUIu K pacTBopy 3-[(4-MeTOKCH(DEHUT)METHI |-
1,3-nuazacrmpo-[4,5]-nexan-2,8-quona (INT-966) (90 r, 312,13 mmons) B MeOH (180 M) mpu KOMH. TEMIL. B
aTMocdepe aprona. PactBop mepemenmBainy B Te4eHne 15 MUH U mociieoBaTensHO npudasuian 40% mMac. BOAH.
mumermiamuna (780 mim) u KCN (48,76 T, 749,11 MMonp). PeakiinoHHYI0 cMeCh IepeMeInBaiy B TeucHue 48 u
U 3aBEpIICHUE PEaKIMK KOHTPOIUPOBain ¢ nmomomipio SIMP. Peakimonnyro cMmechk pasz6aswmmu Bomoit (1,0 m) u
OpraHWYECKHH MPOAYKT dKCTparupoBayu dtuianeratom (2x2,0 ). O0beIMHEHHYIO OpraHUIecKyIo a3y CyIIn-
m1 Hap 6e3BomHBIM Na,SO4 M KOHLIEHTpPHPOBAJIM IPH MOHIKEHHOM JaBiieHWH ¢ noiydeHuem 90 r (85%) 8-
(mumeTHnaMuHoO)-3-(4-MeTOKCHOCH3IT)-2-0KC0- 1 ,3-nrazacnupo-[4,5]-nekaH-8-kapOOHUTpIWIIa B BUIE O€I0ro
TBepAoro BemecTsa ¢ MeTamudaeckuM oTTeHKoM (TCX cucrema: TCX cucrema: 10% MeOH B IXM; Ry 0,35,
0,30).

Cramus 2: 1uc-8-guMmerunaMuHo-8-(3-propdennn)-3-[(4-Meroxcudpenmn)mernn]-1,3-nmuazacrnupo-[4,5]-
IEKaH-2-0H.

3-dropdpernnmmaraniiopomu (1M B TT'®) (220 M, 219,17 MMoms) mpubaBUIM TIO KaIlIsaM K pacTBOpy 8-
(muMeTnIaMuHO )-3-(4-MeTOKkCHOEH3M )-2-0KC0- 1 ,3-mna3acnupo-[4,5]-nekan-8-kapoonutpmna (15 1, 43,83
MMoutb) B TT'® (300 M) mpu 0°C B atmocepe aproHa. PeakimoHHYIO CMeCh TIepeMEeNTuBaId B TeUeHue 16 4
npu KOMH. Temrl. OKOHYaHHE peakuy KOHTposurpoBany ¢ nomomsio TCX. PeaknnoHHyI0 cMECh OXJIAIHIH 10
0°C, moracwmm Haceiml. BogH. NH4CI (200 M) u opranmdeckuii mpoayKTt skcrparupoBanu EtOAc (2x200 mo).
OOBeIMHEHHYIO OpraHUYECKYI0 a3y Cylmiu Haja 0e3BoIHBIM Na,SO4 U KOHIECHTPUPOBAIHU MPH NOHWKEHHOM
naBiaeHUH. Peakiuro BHIMOTHWIN B 4 mopiusix (15 rx2 u 5 rx2) u 3arpy3ku cMemany s 09ucTkd. OYUCTKY
CBIPOTO MPOAYKTa C HOMOIIBIO (hdm-xpomartorpaduu Ha cuimkaresne (230-400 mem) (2 pasa) (0-20% meraHon
B JIXM) nIIFOCHT ¥ TOCIIEOBATEIILHO MPOMBIBAIN TIEHTAaHOM C BhIXoqoM 5,6 T (11%) nuc-8-mumerninaMuHO-8-
(3-propdenun)-3-[(4-merokcudpennn)merun]-1,3-nnazacnupo-[4,5]-nexkan-2-ona (INT-974) B BuHnme Oernoro
TBEpAOTO BeuiecTBa ¢ MeTaumueckuM oTTeHKOM. (TCX cucrema: 5% MeOH B JIXM B npuCyTCTBHHM aMMHaKa;
R¢ 0,1). [M+H] 4122,
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Cuntes INT-975: 1mmc-8-numernnamuno-3-[(4-meTokcudenmn)meTun]-8-penmn-1,3-muazacnupo-[4,5]-

JeKaH-2-0H
\ \
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P — e P

INT-976 INT-975

KOtBu (IM B TT'®) (29,30 M1, 29,30 MM0JIb) IpHOABHIIH K PaCTBOPY ITUC-8-TUMETHIAMUHO-8-heHnn-1,3-
nmuazacnupo-[4,5]-nexan-2-ona INT-976 (8,0 r, 29,30 mmons) B TT'® (160 mi) B aTMocdepe aproHa U peakiu-
OHHYIO CMeCh IepeMennBain B Teduenue 30 MuH. 4-meTokcndensmnopomun (4,23 mi, 29,30 MMoib) npubaBuiIu
U NepeMeIIMBaHUE MPOJOJIKUIN IPU KOMH. TeMII. B TedeHue 4 4. OkoH4YaHUe peakIi KOHTPOIHUPOBAIH C MO-
momrsio TCX. Peakimonnyto cmechk pa3zdapmwin Hackinl. BogH. NH,Cl (150 M) u opraHHYecKui IpOIyKT IKCT-
parupoBasii EtOAc (2x150 mi). O6beanHEHHYIO OpraHndecKyro (hazy cymmm Han 6e3BoaabiM Na,SO4 1 KOH-
[EHTPHPOBAIHN B BaKyyMe. Peakunio BEIIONHWIN B ABYX MOPIHAX (8 TX2) M 3arpy3Ku CMEIIaIH I OYMCTKH.
OuucTKa CHIPOro MpoayKTa ¢ moMobio (mm-xpomatorpaduu Ha cunukarene (0-10% meranon B IXM) u no-
CJIEJIOBATENIFHO  NPOMBIBAIM  MEHTaHOM ¢  BeixogoM 11 1 (47%) uwc-8-guMerunamMuHo-3-[(4-
MeTokcupeHmn)MeT |-8-pennn-1,3-muazacnupo-[4,5]-nexan-2-ona (INT-975) B Bune Genoro TBepIoro Bele-
ctBa. [M+H]" 394,2.

Cunre3 INT-976: nuc- 8—,£[I/IMeTI/IHaMI/IHO 8-bennn-1,3-nquazacnupo-[4,5]-nexkan-2-on
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Cramus 1: 8-(mumeTmnamuHo)-8-hennn-1,3-aua3zacnupo-[4,5]-nekan-2,4-11oH.

B repmeTnyHO 3aKpBITON MIPOOHPKE CYCTICHIUPOBAIHN 4-TuMeTHIaMUHO-4-perun-nuknorekcad-1-on (INT-
965) (2 1, 9,22 mmonp) B 40 M EtOH/H,O (1:1 06./06.) mpu koMH. TeMIl. B atMocdepe aprona. [IpudaBmin
(NH,4),CO; (3,62 1, 23,04 mmoip) 1 KCN (0,6 T, 9,22 MMmonb). PeaknmmonHyro cmech nepeMentuBanu npu 60°C B
tTeueHue 18 4. Peaknmonnyro cMech oxnmaawnu 1o 0°C u pa30aBiiiu JICASHON BOJOW W OT(PHUIBTPOBAIH UYepe3
CTCKNISTHHBIA  (uibTp. TBepHaplii OCTATOK CYIIWIM TPH TOHWKCHHOM JaBICHUM C TMONYyYCHHEM 8-
(mumeTunamuHoO)-8-penmn-1,3-mua3zacnupo-[4,5]-nexan-2,4-muona (1,8 r, 86%) B Buie 6€IOr0 KPUCTAILTHYCKO-
ro BeniecTBa ¢ MmetaummueckuM oTTeHKoM (TCX: 80% EtOAc B rekcane; R¢: 0,25).

Cranus 2: 8-(nuMeTmnamuHO)-8-¢henmi-1,3-muazacnupo([4, S|aekan-2-oH.

LiAlHy; 2M B TT'®) (70 mi, 139,4 mmone) npubaBmwiIM K pacTBOpY 8-(IuMeTHIaMHUHO)-8-penmi-1,3-
nuazacnupo-[4,5]-nekan-2,4-guona (10 r, 34,8 mmons) B TT®D/Et,O (2:1 06./06.) (400 mur) mpu 0°C B atmMocde-
pe aprona. PeakimmoHHyio cMech nepememunBaii B TedeHue 4 4 mpu 60°C. OxoHUaHHEe PeakIui KOHTPOJIUPOBaA-
1 ¢ nomotbio TCX. Peakimonnyto cmech oxmanuiu 10 0°C, moracmiii HackIeHHBIM pacTBopoM Na,SO4 (100
MJI) ¥ OTHHUIBTPOBAIM Yepe3 cioi nenura. OuibTpar cymuin Haj 6e3BoaHbM Na,SO, B KOHIIEHTPUPOBAIN B
BakyyMe ¢ moxydeHueMm 5,7 T (59%) 8-(mumernnamuHo)-8-dpennn-1, 3-nuazacnmpo-[4,5]-nexan-2-oHa B BHIE
6emoro TBepaoro BemecTa ¢ MetantmdeckuM oTTeHKOoM. (TCX cucrema: 10% MeOH B IXM, R¢: 0,3).

Craaus 3: uuc-8-muMeTniiaMuHo-8-peHmn- 1 ,3-nua3zacnupo-[4,5]-nekaH-2-0H.

CMech 1Hc- U TpaHc-8-(IUMeTHIIaMHIHO)-8-(peHm- 1,3-nua3zacnupo-[4,5]-nexan-2-ona (8 r, 29,30 MMoIIb)
OUMIIATH TpENapaTuBHON XUPAIBHOH CBEPXKPHUTHUYECKOH >KUIKOCTHOH Xxpomarorpaduu (komonka: Chiralcel
AS-H, 60% CO,, 40% (0,5% DEA B MeOH)) c momyueHueM 5 r Iuc-8-auMeTHIaMuHO-8-penmn-1,3-
nmuazacrupo-[4,5]-nekan-2-ona (INT-976) B Buze 6e10ro TBEpAOTO BEUICCTBA. [M+H]" 274,2.

Cunre3 INT-977: muc-2-(8-nuMeTmiiaMuHO-2-0Kkco-8-hennn-1,3-mua3acnupo-[4,5]-nekan- 1 -un)ykcycHas
KHCII0Ta; COJTb 2,2,2-Tpu(TOPYKCYCHOM KHCIIOTHI
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Cramust 1: muc-2-[8-nmumernnamuno-3-[(4-metokcndpennn)merin]-2-okco-8-penun-1,3-quazacnmupo-[4,5]-
JieKaH- 1 -1iI|yKcycHast KHCJIOTHI TPET-0yTHIIOBBIH ddup.
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PactBop nmc-8-numermiamuno-3-[(4-merokcudenmn)merui]-8-penmn-1,3-quazacnupo [4,5]nexan-2-ona
(INT-975) (5,0 r, 12,7 mmons) B TT'® (18 mi) oxmagmmm no 0°C u obpabortamu pactBopom JIJIA (2M B
TI' ®/renran/>dup, 25,4 mi, 50,8 mmons). [TonydeHHyI0 cMeCh MEIICHHO HarpeBajy J0 KOMH. TEMII. B TeUCHHE
30 muH. PactBop 3atem oxmamamau 10 0°C u npubdaswny tpeT-OyTrin-opomarnerat (5,63 mi, 38,1 Mmmons). Peak-
IIMOHHYIO CMECh MEePEeMEINBaIl MPU KOMH. TEeMII. B TeueHue 16 9, moracuiau BOIOH M 3KcTparupoBaiu XM
(3x). O0benuHeHHBIE OpraHndeckue (Ga3el cymmin Haj Na,SO,, OTQUIBTPOBAIN B KOHIIEHTPUPOBAIN TIPH TI0-
HIDKEHHOM jAaBiieHnH. OYUCTKa OCTaTKa C IOMOIIBI0 KOJIOHOYHON XpoMaTorpaduu Ha CIIIHMKAarese IMO3BOJIIIIA
MOJTYYUTH ITUC-2-[ 8-1uMeTHIaMUHO-3-[(4-MeTOKCU(EHIIT)METHII |-2-0KCc0-8-heHni-1,3-auazacnupo-[4,5]-nexan-
1-m11]-yKCycHON KHCIOTHI TPET-0yTHIIOBHBIH 3¢up (4,4 1).

Cramust 2: TpuQTOpyKCycHass coib Iuc-2-(8-aumeTmiaMuHo-2-0kco-8-penu-1,3-nquazacnupo-[4,5]-
JIeKaH- 1 -UT)yKCYCHON KUCIIOTHI.

uc-2-[8-mumeTunamunao-3-[ (4-MeToKcH(eHImT)METHI | -2-0KC0-8-penmn-1,3-mua3acnupo[4,5]  mexan-1-
WJT]-yKCYCHOW KHCIIOTHI TpeT-0yTrinoBsil a¢up (200 mr, 0,4 mmois) pactBoprwin B TOK (5 mur) u HarpeBanm 10
KUIIEHUsI B TedeHne Houw. [lociie oxnaskaeHust 10 KOMH. TEeMIL. Bce JleTydne (pakiuu yaamum B Bakyyme. Oc-
TaTok neperecny B TT'® (1 mi1) u mo kamisMm npudaBmiv K AudTHI0BOMY 3Gupy (20 Mi). [TomyueHHBIH 0camok
OTGUILTPOBANIM M CYIIMJIN TP TOHIKEHHOM JaBJICHHH C TIOTyYeHHEM IHC-2-(8-TuMeTHIaMUHO-2-0KCO-8-
(dhennn-1,3-auazactupo-[4,5]-nexan- 1 -ua)ykCyCHOW KHUCIIOTBI, colu 2,2,2-TpudTopykcycHoit kumcmotel (INT-
977) (119 mr) B Buze 6enoro TBepaoro Bemectsa. [M+H]" 332,2.

Cunre3 INT-978:  1uc-2-(8-muMerniamMuHO-2-0kco-8-pennn-1,3-quazacnupo-[4,5]-nexan-1-mm)-N,N-
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INT-977 INT-978
TpudropykcycHyto  comb  muc-2-(8-auMeTnnaMuHo-2-0kco-8-penwmi-1,3-nquazacnupo-[4,5]-nexan-1-
mn)ykcycHas kucnora (INT-977) (119 mr, 0,35 mmons) pacrBopunu B IXM (5 mi). Tpustunamus (0,21 Mo, 1,6
MMoIb), mumetmwiamu (0,54 v, 1,1 mmons) u T3P (0,63 M, 1,1 MMoub) mociaeqoBaTenbHO pudaBmwin. Peak-
IIMOHHYIO CMECh TIEPEMEINBAIIH [IPY KOMH. TEMII. B TeUeHHE HOUH, 3aTeM pazbaswin 1| M BoaH. Na,CO; (5 mi).
Bomnyro dazy sxctparupoBamu JIXM (3x5 mir), oObeauHeHHBIE opraHudeckue (aspl cymmian Hag Na,SO4 u
KOHILEHTPUPOBAJIHM NPU NOHIKEHHOM JaBiieHnH. OCTaToOK OYUIIAIH C MOMOLIBIO (IdII-XpoMarorpaduu Ha CH-
JUKarele C TMOdydeHueM [uc-2-(8-guMernnamMuHo-2-0kco-8-peHm-1,3-muazacimpo-[4,5]-nexan-1-mm)-N,N-
anmeTni-anetamuna (INT-978) (39 mr) B Buze 6eoro TBeporo semectsa. [M+H]™ 359,2.
Cunre3 INT-982:  nuc-8-gumerunamuHo-1-[(1-MeTH-ukao0yTun)Metnn |-8-germi- 1,3-muazacnupo-
[4,5]-nexan-2-oH
\

/rj/\ —"::'ra:mxl g ;\_/ &:Tammb ;} @

INT-982

Cramust 1: umc-8-(numermiamuHo)-3-(4-meTokcubensun)- 1-((1-metunuukiodyTrum)mern)-8-penm-1,3-
nuazacnupo-[4,5]-aexaH-2-0H.

PactBop NaOH (2,85 r, 71,2 mmomnp) B JIMCO (25 mur) mepemMemnBaii Ipu KOMH. TeMII. B TedeHue 10
muH. [TpubaBunu 1uc-8-gumernnaMuHo-3-[(4-MeTokcudeHwm)MeTw |-8-penmn-1,3-nuazacimpo-[4,5]-nexan-2-
oH (INT-975) (7,00 r, 17,8 MMonb) B TIepeMeIIMBaHUE TPOJODKMWIN B TedeHue 15 muH. 1-(OpoM-meTwin)-1-
MeTwI-1ukiIo0yTan (8,7 1, 53,4 Mmonp) npubasmmm npu 0°C. PeaknnonHyro cMech HarpeBanu 10 60°C B Teue-
Hue 16 u. [locie oxnakaeHus A0 KOMH. Temil., npubaBuian Boxy (100 mur) m cMmech a3kcTparupoBamm XM
(3x150 mi). O6beanHEHHBIE OpraHuyeckre (as3bl MpoMbIBaid BogoH (70 MiT), HACBHIIIEHHBIM BOJHBIM PacTBO-
pom xnopuaa Hatpus (100 mur), cymmmmm Hag Na,SO, ¥ KOHIICHTPUPOBAIH MPU MOHWKEHHOM JaBieHnd. O49ucT-
Ka OCTaTKa C TIOMOIIBI0 KOJOHOYHON XpoMaTorpaduu Ha CHJIUKAreiae IMO3BOJMIA TONYYHUTh IIHC-8-
(mumeTrnamuHoO)-3-(4-mMeTokcubeH3mn)-1-((1 -METHIIUKIOO YT )Me TN )-8-Qenmt-1,3-muazacnupo-[4,5]-
JiekaH-2-0H (6,5 T') B BUJIE CBETIIO-XKEITOTO TBEPIOTO BEIIECTBA.

Craaus 2: nuc-8-mumeruinamuHo- 1 -[(1-MeTu-1ukno0yTr )MeTi | -8-henm- 1,3-auazacnupo-[4,5]-nexaH-

INT-875

2-0H.

K pactBopy uc-8-TuMeTIIaMuHO- 1 -[ (1 -MeTHI-IMKI00y THIT ) MeTHIT | -8 -perm- 1, 3-mua3acnupo
[4,5]nexan-2-oHa (6,66 T, 14,0 MmMoup) B JIXM (65 mn) npubaBunu TOK (65 mi1) u MOIyIeHHYIO CMECh Tiepe-
MEIINBAIIM IIPH KOMH. TEMII. B TedeHHe 16 4. PeakiimoHHy0 cMech KOHIIEHTPUPOBAIIN MIPH MOHWKEHHOM JIaBJe-
auu. OcTatok nepeneciu B JIXM (100 mut) u Boas! (60 mi) u nmoamenodriy 2M Boan. NaOH no pH 10. Opra-
HUYECKYI0 (Da3y OTACIHIN W MPOMBIBATIM HACBHIIIEHHBIM BOJHBIM PAacTBOPOM XJiopuaa HaTpus (40 M), Cyrmim
Hax MgSO,, oThUIBTPOBANN W KOHIICHTPUPOBAIH NPH MOHIKEHHOM IaBlieHHH. KpucTaamu3amust ocTaTka u3
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EtOAc II03BOJIMIIA IIOJIy4UTh c-8-numerunaMuHo- 1 -[(1-MeTui-nukno oy i )Metri | -8-ernn-1,3-
muaszacrupo[4,5] nekan-2-ou (INT-982) (3,41 1) B Bume 0en0ro TBEpAOro BEIIECTBA C METAIUIMYCCKHM OTTCH-
koM. [M+H]" 356,3.

Cunre3 INT-984:  mwmc-1-(ukmoOyTHI-METHI )-8-(3THII-METHIIaMHHO )-8-peHu- 1,3-nmuazacnupo-[4,5]-
IeKaH-2-0H

’}h r} = ﬂa
— ‘“‘f ~ =

INT-BY5 N INT-S84

nf\ Lm%cram 1 /@ f cTazna 2 *;"{’“x"—‘f_

Cramuss  1: 1uc-8-(muMeTmIaMuHoO)- 1 -u300yTHi-3-(4-MeTokcnbensmn)-8-penm- 1,3-nuazacrnupo-[4,5]-
IEKaH-2-0H.

I[To anamormm c¢ wmeTtomoM, omucaHHbiM is INT-951 cragum 1, 1uc-8-gumernnamMuHo-3-[(4-
MeTOKCUpeHIT)MeTII|-8-hennn-1,3-nmnazactupo-[4,5]-nexan-2-oa  (INT-975) 061 mpeBpamieH B IUC-8-
(mumeTnmamMuHO)- 1 -u300yTHI-3-(4-MeTOKCHOEH3 M )-8-penmt-1,3-nnazacriupo [4,5]nekan-2-oH.

Craaus 2: nuc-1-(uKI00y THI-MeTHII)-8-(3THI-ME THIAMIHO )-8-heHmi- 1,3 - nuazacmupo-[4,5]-nekaH-2-0H.

ITo anamorum ¢ MetoaoM, onucanubM st INT-982 cragum 2, nuc-8-(mumeTnnaMuHo)- 1-u300yTuin-3-(4-
MeToKkcnOeH3mn)-8-penni-1,3-nnasacnupo-[4,5]-nexan-2-oH ObUT MpeBpamieH B Iuc- 1 -(IUKIO0Y THI-METHII)-8-
(aTmn-MetrinaMuHoO)-8-pernn- 1,3-nuazacnupo-[4,5]-nekan-2-ou (INT-984).

Cunrez INT-986:  muc-1-(uuknoOyTHiI-MeTHII)-8-(3THII-METHIIaMUHO )-8 -penni-1,3-nuazacnupo-[4,5]-
JeKaH-2-0H

N
Epo e QELINSR NGy
3% = TE%

INT-950 l cTagua 2

SR ) - /
oﬁlr{{:}{ g a3 [:/\f/ ;j\

pa
S b
g = S

INT-986

Cragus 1: 1wc-3-0eH3mi- 1 -(UKIO0 Y THIMETHI )-8 -(METHIIAMUHO )-8-(heHu- 1,3 -nuazacnupo-[4,5|-nexaH-
2-0H.

N-tioncykmuanmuy (3,11 1, 13,92 Mmonb) npubaBuiam K pacTBOpy Huc-1-(IMKIOOYTHI-METHII)-8-
JTUMETHIaMUHO-8-(peHmn-3-[ penmn-metmn|-1,3-mua3zacnupo-[4,5]-nekan-2-ona (INT-950) (4 1, 9,28 mmois) B
cmecu anetoHuTpua U TT'® (1:1 06./06., 80 M) 1 MOYISHHYIO CMECh MTEPEeMEIINBaIN PU KOMH. TEMII. B TeUe-
Hue 16 4. Peakmmonnyto cMmech nommenodnian 2N Boaa. NaOH mo pH~10 u opranndeckuii mpoIyKT dKCTparu-
poBammm JIXM (3x10 mur). OObeniHEHHbIE OpraHMYECKNUE IKCTPAKTHl CYIIMIN HaJ 06e3BomHBIM Na,SO, U KOH-
HEHTPHPOBAIH B BakyyMe. OcTaTOK HHTEHCHBHO IepEeMEIINBaI co cMechio 10% Mac. BOJH. TMMOHHOM 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 skcrparuposanu XM (3x10 mir). OObeIMHCHHYIO OpraHndeckyro a3y Cymmim Haj 0e3-
BogHbIM Na,SO, W KOHIIGHTPUPOBAJIM B BakyyMe ¢ modydeHumeM 3,5 T (cwpoid) 1uc-3-6eH3mi-1-
(MKI00y THAMETHIT )-8 -(METHIIAMIHO )-8-peHmI- 1,3-nnazacriupo-[4,5]-nexaH-2-0Ha B BUE TOTYTBEPAOTO BEIlle-
ctBa (TCX cucrema: 10% MeOH B JIXM; R¢: 0,60).

Cragus 2: 1uc-3-0en3ui- 1 -(uukio0yTnnmerni)-8-(atrui(mMeTrin)aMuHo )-8 -penmi-1,3-auazacimpo
[4,5]nexan-2-0H.

uano6oprugpua Hatpust (1,56 r, 25,17 mmomb, 3 5KB.) mpubaBmwiIM K pacTBOpy umc-3-6eH3mi-1-
(tmkmoOyTHIMETHN )-8 -(MeTHIaMIHO ) -8-pern-1,3-mua3aciupo-[4,5]-nekan-2-ona (3,5 r, 8,39 mmons), are-
tanpaeruaa (738 mr, 16,78 MmMounb, 2 3kB.) U ykcycHoi kucioThl (0,5 mim) B Metanone (20 mur). Peakimonnyro
CMech MepeMeIInBaIy PU KOMH. TEeMIL. B TeueHue 3 4, 3aTeM moracwiu Hacelm. BogH. NaHCO; u oprannde-
cKuif ponykT skcrparuposanu XM (3x50 mi). O0beinHEHHbIE OpraHMYEeCKUe SKCTPAKThl CYyLIMIN HaJ Oe3-
BoAHBIM Na,SO4 B KOHIIEHTPHUPOBAIH B Bakyyme. O4HCTKa OCTaTKa ¢ TIOMOIIBIO (QIdII-XpoMaTorpauu Ha CH-
mukarene (230-400 memr) (20-25% »sTuinanmerat B meTpoieitHoM 3dupe) mama 2,3 r (62%) mwmc-3-6en3ni-1-
(ukI00y THAME THIT )-8 -(3THII( METHIT)aMUHO ) -8-pernn-1,3-qua3acnupo [4,5]aekaH-2-oHa B BHIIE TBEPJOTO Be-
mectBa. (TCX cuctema: 50% EtOAc B netponeitnom s¢upe; Re: 0,65).

Cramus 3: nuc-1-(TMKI00y THI-MeTH)-8-(3THII-METHIIaMUHO ) -8-hern- 1,3-qua3acnupo-[4,5]-nekan-2-oH
(INT-986).

Merammyeckuit Hatpuit (1,18 r, 51,68 Mmoins, 10 3kB.) nprbaBUiIM K XKUIAKOMY aMMHaKy (~25 mur) npH -
78°C. IlomyuyenHyro cmech nepememuBanu B TeueHwe 10 mun mpu -78°C. PactBop mnmc-3-OeH3mi-1-
(umknoOyTrmiMeTn)-8-(3Trin(MeTHI)aMuHO )-8-henmi-1,3-nnazacnupo-[4,5]-nexkan-2-ona (2,3 r, 5,16 MmMoinb) B
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TT'® (25 mu) npubasunu npu -78°C. PeakiMoHHYIO CMeCh IEpEMEIINBAIM B T€YEHUE 15 MUH, 3aTe€M MOTACHIIH
Haceil. BogH. NH4Cl, HarpeBany 10 KOMH. TeMII. ¥ IepeMeIInBaiy B Tedenne 1 4. OpraHndecKuid IpoayKT IKc-
tparupoBainu XM (3x50 min). OObeTMHEHHYIO OpraHyYecKyro (ha3y MPOMBIIM BOJOH, HACHIIICHHBIM BOIHBIM
pacTBOpPOM XJIOpHJIa HATPHSI U KOHICHTPUPOBAIN NPH IMTOHM)KEHHOM JaBiieHuu ¢ nosydenueMm 1,30 1 (72%) nuc-
1-(tukn0 0y THIMETHIT)-8-(3THI(METHI )aMHHO )-8-penm- 1, 3-muazacriupo-[4,5]-nexan-2-ona (INT-986) B Buze
6eJI0ro TBEpIOTO BelecTBa ¢ MeTamnudeckum otTenkoM. (TCX cuctema: 10% MeOH B IXM Rg: 0,15). [M+H]"
356,3.

Cunre3 INT-987: muc-1-(IIuKI00yTHI-METHN)-8-TUMeTIIIaMUHO-8-peHmI- 1 ,3-mnazacriupo-[4,5]-nexan-2-

OH
\

o o

INT-952 INT-987

I[Mo amanmormm c¢ wMeromoMm, omucaHHbIM s INT-982 cramum 2, nwmc-1-(QUKIOOYTHI-METHI)-8-
JTUMETHIaMUHO-8-(peHmn-3-[ (4-metokcudenmwn)meTmin |- 1,3-muazacnupo-[4,5]-nekan-2-on (INT-952) Obu1 mpe-
BpallleH B IHcC- | -(MUKI00Y THII-METHIT)-8-TUMeTHIaMUHO-8-(henni-1,3-1nazacnupo-[4,5]-nexan-2-on (INT-987).

Cunre3 INT-988: muc-8-(qumerminamuno)-1-(2-(1-MeTokcHInKIoOy Tvi)3THN)-8-penu-1,3-nuazacnupo-
[4,5]-nexan-2-oH

I’:f NW Nw CTB,IHHI /E\j’ ’X (;CTMPIHE N“N@ \?

Z’ %,
o
INT.875 ,j:fa\ /L} -
“ Y
INT-388

Cramus  1: 1uc-8-(mumMeTminaMuHoO )-1-[2-(1-MeToOKCHTTUKITI00y THIT)3TH | -3-[ (4-MeTOKCU (D eHMIT)METHIT |-8 -
dbennn-1,3-quazactupo-[4,5]-nekan-2-oH.

T'unpoxcun Hatpus (78,06 mr, 4,0 3xB.) cycnenauposanu B JIMCO (3,5 mun), nepememuBanu B TedeHue 10
MUHYT, TpuOaBuUIM §-(IUMETHIIaMUHO)-3-[(4-MeToKcupeHmT)MeTH |-8-henmn-1,3-nuazactupo-[4,5]-nexan-2-
oH (INT-975) (192,0 mr, 1,0 3kB.), pEakIIMOHHYIO CMECh NMEPEMEIINBaIN B TEYCHHE 5 MHUH C MOCIEAYIONUM
npubasieHreM 2-(1-MeTokcHMKIo0yTHI)ITII 4-MeTmioen3oncynsdoHnara (416,2 mr, 3,0 sxs.) B JIMCO (1,5
min). I[TonyueHnyro cMmech nepememuBanu B TedeHne Houu npu 50°C. PeakiMoHHYI0 cMech MOTacUiIM BOJOH U
skctparupoBad JIXM (3x20 mur). OO0bequHEHHBIE OpraHUYecKne (a3bl MPOMBIBAIN HACBHIIEHHBIM BOJHBIM
pacTBOpoM xJyiopuaa Hatpus, cynmui Hag Na,SO4 M KOHIEHTPUPOBAIM NP MOHIKEHHOM JaBiieHHH. OcTaTok
(283 Mr xenroe Macio) OYMINANM C TOMOIIBIO KOJIOHOYHOM Xpomartorpaduu Ha cuimkaresne (9JIFOSHT
OXM/EtOH ot 98/2 mo 96/4) c¢ momydeHuem 8-(IUMETHIAMUHO)-1-[2-(1-MeTOKCUIIMKIOOY TN THA]-3-[(4-
MeTokcupeHmn)MeT]-8-pennn-1,3-muazacnupo-[4,5]-nexan-2-ona 163 mr (66%).

Cramus 2: nuc-8-(aumeTrnnamMuHo)-1-(2-(1-MeTOKCHIMKIIOO0YTHIT)ITHI)-8-hern-1,3-aua3actmpo[4,5] ne-
kaH-2-0H (INT-988).

ITo amamormm ¢ MeromoMm, omucaHHbIM i INT-982 cragmm 2, nwmc-8-(aumermmamuHo)-1-[2-(1-
METOKCHITMKIOO0Y TN )ITHI|-3-[(4-MeToKcudermn)MeTw |-8-henwmn-1,3-nuazacimpo-[4,5]-nexkan-2-o1 ObLT TIpe-
BpalleH B IHC-8-(IuMeTHIaMuHO)- 1-(2-(1-MeTokcHIUKITO0y THIT)3THN )-8-PeHm-1,3-nnazacimpo-[4,5]-nexan-2-
oH (INT-988). Macc-criexkTp: m/z 386,3 (M+H)".

Cunrez INT-989: 1mc-3-(2-xnopnupuMuaAnH-5-1i)-8-(TUMeTHIaMUHO )-8 -penmi-1,3-muazacnupo-[4,5]-
JeKaH-2-0H

X
NN
Cl N
\ v N .
NH N— N N
)\ Br -~
o7 NH y )"NH
INT-976 INT-989

uc-8-(aumeTmnamuno)-8-henmn-1,3-muazacnupo-[4,5]-nekan-2-o1 (INT-976) (1250 mr, 4,6 MMois), 5-
opom-2-xmop-mupumuauH (1,5 3kB., 6,7 mmois, 1327 mr), Cs,CO; (2 3kB., 9,15 Mmomns, 2980 mr), XantPhos
(0,15 3ks., 0,69 Mmmonb, 397 mr) u Pdy(dba); (0,05 3ks., 0,23 Mmmoib, 209 Mr) pacTBopuIu B cyXoM 1,4-1uokcane
(120 »kB., 549 mmons, 47 M) B atMochepe a3ora u nepememuBanu npu 90°C B TedeHne HOUU. PeakmmoHHyIO
CMecCh OXJIaIuiH, pa3dasuiu Boxoi (50 mur), skcrparupoBan JIXM (3x70 mir), oObeAMHEHHBIE OPTaHUYECKUE
(daswl cymunu Hax Na,SO4 1 KOHIEHTPUPOBAIU MIPH MOHMKEHHOM JaBieHnn. OctaTok (2,8 T) cyceHanpoBaIn
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B 10 Ma1 IXM u nepememmBanyu B TeueHne 10 muH. [ToxydeHHBIH 0cafok OTQUIBTPOBAIN U IIPOMBIBAIN HE-
6osbiinM KommuecTBoM JIXM ¢ momywenuem 1213 mr nuc-3-(2-XJ10pnupuMuIHH-5-11)-8-(IUMETHIAMIHO)-8-
(dhennn-1,3-nguazacnupo-[4,5]-nexkan-2-ona (INT-989) B Bume Gemoro TBepaoro BemecTBa. MaTOYHBIH pacTBOp
KOHIICHTPUPOBAJIN MPH TIOHMKeHHOM naBieHun (1428 mr), cycnermupoBanu B 3 Ma JIXM, MenieHHO MprbaBH-
M 3 MJT TIEHTaHa ¥ cMech niepeMernmuBaid B TedeHue 30 MuH. Ocamok OTQMILTPOBAIN, IPOMBIBAIN HEOOIHIITHM
KonmuecTBOM TieHTana u JIXM ¢ nmomyuenuem Bropoit mopimu INT-989 (215 Mr) B BUIEe CBETIO-KEITOTO TBEP-
JIOTO BEIIECTBA.

'H SIMP (600 MI't, 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-cniexTp: m/z
386,2 (M+H)".

Cunres INT-991: uc-5-(8-(numeTrnamMuHo)-2-0kco-8-penm-1,3-auazacnupo-[4,5]-nekan-3-
WT)TUPUMHUTAH-2-KapOOKCHIIAT TUTHS

°)\,f:J\N \ )\(J\

O}NH > )‘NH

Metun-nuc-5-[ 8-(numeTHnamMuHo)-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nekan-3 -wi |nIupuUMHITAH-2 -
kapOokcunar (INT-990) (950 mr, 2,32 mmonb) cycnienaupoBaiu B cmecu MeOH (140 skB., 325 mmois, 13 M) u
TT'® (70 skB., 162 mmomns, 13 mi). [IpudaBunu ruapokcun mutus 2M BoaH. p-p (1,3 min). Peakionnyro cmech
nepeMeIInBaIy 5 1Held pu KoMH. TeMI. JlomomHurensHeie 1,3 M rugpokcnaa mutus 2M BOAH. p-p NpHOaBHIH
Y PEaKkIMOHHYIO CMECh NepeMEIINBall B T€UCHUE 2 U MTPHU KOMH. TEMIL., PACTBOPUTEIH YIIMIN TP IIOHWKEH-
HOM nasieHun. Octatok cycrienmupoBanu B EtOAc (10 M) m mepemenmmBanu B TedeHue HouM. Ocamok oOT-
dumsTpoBanmm (1,07 ) u npomeBaim JIXM (3 mi1), TEHTAHOM W CYIIMJIM NPH TOHMKEHHOM JaBieHuu. [lomy-
qeHHOe TBepaoe BemecTBo (960 Mmr), comepxkamee INT-990 u ocTaToOUHBIC TUTHEBBIC COJIM MCITOJIB30BANIN HETIO-
CPEIICTBEHHO Ha CIIEIYIOMHNX CTamusx. Macc-crekTp: m/z 394,2 (M-Li)".

Cunrre3 INT-1008: muc-8-atunamunao-8-hennn-1,3-1uaza-crimpo-[4, 5]-z[eKaH—2-0H

o L NN
J {§ HM\ p ==/
( ] crammal - cTanma 2 S cragmi 3
S e————— £ } R —— f ] [ I —d J
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HN™ Ay, w————  HN ?(13% e HY
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T 5, [
L0
INT- 4007

Cramus 1 v ctangus 2: atun-(8-pennn-1,4-mmuokca-crimpo[4,5 | nex-8-mn)amud ruapoxiopua (INT-1004).

Cwmech 1,4-mrokca-cimpo-[4,5]-nekan-8-ona (25,0 r, 160,25 mmonb, 1,0 5kxB.) m 2M pactBopa EtNH, B
TT'® (200 mu, 2,5 sxB. 400,64 mmoins) B EtOH (30 mir) nmepememmBaiy Ipu KOMH. TeMIl. B TedeHue 48 4. Peaxk-
IIMOHHYIO CMECh KOHIIEHTPHPOBAIM B aTMocdepe aprona u ocrarok pazbasuiau sdupom (60 M) u npubaBuiIn
CBEKeToNy4eHHbIH pacTBop PhLi [momyyennstit myrem npubasnenus 2,5M u-BuLi B TT'® (70,5 mi, 1,1 skB.
176,27 mmoib) k pactBopy Opombensona (27,675 r, 1,1 skB. 176,275 mmons) B adupe (100 mm) npu -30°C u
HepeMeIInBalIi IpH KOMH. TEMIL B TeueHue | u). Peakiimonnyro cMech nepeMeInBaiy Ipu KOMH. TEMII. B Teye-
aue 1,5 4, moracwm HacwimeHHBIM pactBopoM NH4CIl (100 mur) mpu 0°C m dKCTparupoBalid ITHIAIETATOM
(2x750 mu). OOBEqMHEHHYIO OpraHyYecKyo a3y npoMbun Boao# (3x350 MiT), HACHIIIEHHBIM BOJHBIM PAacTBO-
pom xmopuaa Hatpust (300 M), cymmnn Hax Na,SO4 ¥ KOHIEHTPUPOBAIW MPHU MMOHWKEHHOM NaBieHuu. [1omy-
YEeHHBIH OCTATOK PACTBOPWIIM B ATHIMETHWIKeTOHOM (100 M) m mpuOaBwim TpuMeTHICHITHIXIopun (37,5 M)
mpu 0°C. TlomydeHHYIO cMech TIepeMEeNTUBaIA TTPH KOMH. TeMIT. B TedeHue 16 4. BrimaBiiee B ocazok TBEpIoe
BEIIECTBO OT(HIIBTPOBAIN U MIPOMBIBAIH allETOHOM C IOCJIEAYIOINUM IpoMbiBaHueM TI'® ¢ momydeHueM 3Tui-
(8-thennin-1,4-nuokca-criupo[4,5]nek-8-min)aMuH THAPOXIOPUIOM B BHIIE OEJIOTO TBEPAOTO BEMIECTBA C METAJI-
JIMYECKUM OTTEHKOM. [[aHHYIO peakIfio BRITIOJIHIIIN B IBYX 3arpy3Kax ¢ 3arpy3Kod 25 T 1 BBIXOJ MPHUBEIEH IS
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JBYX 00BbeIMHEHHBIX MapTuit. Beixon: 18% (17,11, 57,575 mmois). XKX-MC: m/z 262,2 (M+H)".

Cranus 3: 4-3tunamuno-4-penmn-muknorekcadod (INT-1005).

K pacrBopy strn-(8-penwmn-1,4-muokca-crimpo[4,5]nex-8-mm)amun ruapoxiopuna (10,1 r, 34,0 mmons, 1
9kB.) B Boze (37,5 mn) mpubaswnu koHil. Bogd. HCI (62,5 mi) npu 0°C u monydeHHYI0 CMeCh TepeMelTHBaIH
MIPY KOMH. TeMTI. B TeueHue 16 4. Peaknnonnyto cMmech noamenouaniu BoaH. NaOH (pH ~14) npu 0°C u skcTpa-
rupoBas [IXM (2x750 mur). Opranmdeckyto ¢asy npomsu Bogor (400 Mir), HAaCHIIICHHBIM BOJHBIM PacTBO-
pom xnopuaa Hatpus (400 M), cymmnu Hag Na,SO4 v KOHIIEHTPUPOBAIH TIPH MIOHUKEHHOM JaBJICHHUH C TIOTY-
YeHUEM 4-3THIIAMHHO-4-(EHWI-ITUKIIOTEKCAHOHA KOTOPBIA MCIIONB30BAIA HA CICAYIOMEH CTaauu Oe3 TOTIOTHH-
TEJIHHOU OYUCTKH. [IaHHYIO PEaKINio MPOBOJIWIHA B APYTrOod MApTHU C 3arpy3Kkoi 15,1 T U BBIXOJ MPUBEACH AJIS
IBYX 00beAnHEHHBIX mapTuil. Bexon: 92% (17,0 T, 78,34 MmMomns).

Craaus 4: cMech IIMC M TPAHC U30MEPOB 8-3THIIaMUHO-8-(peHmn-1,3-mua3a-cnupo-[4,5]-nekan-2,4-11uona
(INT-1006 u INT-1007).

K pactBopy 4-3THnamuno-4-¢pennn-uukiorekcanona (17 r, 78,341 mmons, 1,0 sks.) B EtOH (250 M) u
Boze (200 mur) mpubasmwmu (NH4),CO; (18,8 T, 195,85 MMomb, 2,5 9KB.) ¥ PEaKIIMOHHYIO CMECh TIEPEMCITUBAIIN
npu KOMH. Temil. B Teuenue 15 muH. [Ipudasunu KCN (5,09 T, 78,341 mmons, 1,0 9KB.) U mepeMenInBaHue mpo-
nmomxuid pu 60°C B Teuenne 18 4. PeakimmoHHYI0 cMeCh OXJIATUIHA 10 KOMH. TeMII. BrITlaBiiee B 0caioK TBEP-
JIO€ BEIIECTBO OTHUIBTPOBAIH, TpoMbIBaIIH BogoH (250 mi), EtOH (300 M), rekcanom (200 MiT) ¥ CYIIFITH TIPH
TTOHIKEHHOM JAaBJICHUU C TIOJIYICHHEM CMECH ITUC U TPAHC M30MEPOB S8-3THIIAMHHO-8-(heHmI-1,3-11a3a-crmpo-
[4,5]-nexan-2,4-nuona (13,0 r, 45,29 mmoub, 58%) B Buae Oemoro TBepaoro BemiecTBa. Bwixom: 58% (13 T,
45,296 mmois). XKX-MC: m/z [M+1]" = 288,2.

Cramus 5: nuc-8-sTrmamuno-8-peHmn- 1,3-nmuaza-cnupo-[4,5]-nekan-2,4-muon (INT-1006).

K pacTtBOpy cMecH ITUC U TpaHC U30MEPOB 8-3THiIaMuHO-8-(peHmn-1,3-mua3a-cnupo-[4,5]-nekan-2,4-11uoHa
(12 ) B MeOH-AXM (1:1, 960 M) npudaBmim pactBop L-BuHHO#M kKuciotel B MeOH (25 mi) U monydeHHYIO
CMECh TMePEMEIINBAN IPU KOMH. TEMII. B TCUCHHE 2 U M 3aTEM XPaHWIN B XOJIOJWILHUKE B TeucHHe 16 4. BhI-
naBIlee B 0CaJ0K TBEPJOE BEUIECTBO OTGHIbTpoBaiy U npombiBan MeOH-AXM (1:5, 50 mi) ¢ nomydeHnem
BUHHOKHCIIOHN conu §-3TrnamMuHo-8-penmn-1,3-auasza-cnupo-[4,5]-nexan-2,4-nuona (7,5 r) B BIIe 0I0T0 TBEP-
noro BemiectBa. K manHoMy TBepiomy BemecTBy mnpubaBmwin Hachinl. BogH. NaHCO; (pH~8) u noxyuennyro
cMmech dKkcTparupoBanu 25% MeOH-JIXM (2x800 mur). O0benuHenHass opraHudeckas (asa NPOMBIIM BOHOH
(300 M), HACHIIIEHHBIM BOJHBIM pacTBOpoM xjopuaa Hatpus (300 mur), cymwmm Hax 6e3BomHbIM Na,SO, u
KOHIICHTPUPOBAIX NIPH MOHKEHHOM faBieHun. Octatok pactupanmu 20% JAXM-rekcaH U MOIydeHHOE TBEpHOe
BEIIECTBO CYIIWJIN MPH TOHMKEHHOM JABJICHHH C TIONyYeHUEM IHC-8-3THIaMHHO-8-(heHnI-1,3-ama3a-crupo-
[4,5]-nexan-2,4-nroHa B Buae 0ei0ro TBEPAOTO BemecTBa. JJaHHYI0 CTaIUI0 BRITIOTHIIIN B ABYX 3arpy3kax (12 v
1 2,4 T) ¥ BBIXOJ NpHUBEJEH Ui 2 00bequHeHHBIX mapTuid. Berxon: 31,2% (5,0 T, 17,421 mMonp). XKX-MC: m/z
[M+1]" = 288,0.

Craaus 6: nuc-8-3TrnamMuno-8-penmn-1,3-auasza-crupo-[4,5]-nexan-2-ox (INT-1008).

K cycnensun LiAlH, (793 wr, 20,91 mmoinsb, 3,0 3kB.) B TT'® (15 M) npubaBuim CyCHeH3MIO MUC-8-
sTIIaMuHO-8-penm-1,3-auasza-cnupo-[4,5]-nexan-2,4-nuona (2,0 r, 6,97 mmons, 1,0 3xB.) B TT'® (60 M) mpu
0°C u peakuuoHHylo cMech HarpeBanu 10 65°C B Teuenue 16 4. Peakunonnyio cmech oxiaauiau go 0°C, mora-
cuiy Haceim. BoaH. NaySOy4 (20 min), mepeMeIiBaiy pu KOMH. TEMIL. B TedeHne | 4 ¥ OTGHUIBTPOBAIN Yepes3
cioit emuta. Ocratok nmpoMeuta 15% MeOH-AXM (500 mi). O0bemuHEHHBIH QHIBTPAT CYIIMIN Hal 0€3BO-
HBIM Na,SO,4 ¥ KOHIICHTPHPOBAJIH TIPH ITOHIDKEHHOM JaBJICHHUH C TIOIY4€HHEM CHIPOTO MPOIYKTa, KOTOPBINA pac-
tupam ¢ 15% JIXM-rekcaH ¢ TMOJydeHHWEM IHC-8-3THiIaMHHO-8-henm-1,3-amasza-cnupo-[4,5]-nexan-2-oHa
(INT-1008) (1,6 r, 5,86 mmomnb, 84%) B Bume Oemoro TBepaoro BemecTBa. Bexom: 84% (1,6 T, 5,86 MMob).
KX-MC: m/z [M+1]"=274,2.

Cunre3 INT-1026: muc-8-(metmn((Terparuapodypan-3-ui)MeTnia)aMuHo )-8-penmi-1,3-muazacnupo-[4,5]-
JeKaH-2-0H
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INT-1026
Cramus 1: 2-metun-N-(1,4-nuokcacnupo-[4,5]-nekan-8-uiuaeH)mponan-2-cyabhHHaMuU/L.
Orokcun tutana (58,45 r, 256,4 Mmoip) mpubaBmin K pacTBopy 1,4-nuokcactmpo-[4,5]-nekan-8-ona (20
r, 128,20 MMonp) n 2-metnnnponas-2-cynbdunamuna (15,51 r, 128,20 mmons) B TT'® (200 M) mpu KOMH.
TEMII. U PEaKIIMOHHYIO CMECh NepEeMEIINBaIN IPU KOMH. TEMIL. B TedeHHue 18 u. PeakioHHyI0 cMech OXJIaAnuIn
o 0°C u moracwiy myteM npuOaBieHus Mo KarsiM Hackim. BogH. NaHCO; (500 min) B Teuenue nepuona 30
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MuH. Opraaudeckuit mpoaykT dkctparupoaiin EtOAc (3x100 mi). OObeAMHEHHBIE OPTAHUIECKUE IKCTPAKTHI
cymmn Haz 6e3BoaHbIM Na,SO4 M KOHIICHTPUPOBAIH B BakyyMe ¢ nosrydenueM 10 r (ceipoit) 2-metnn-N-(1,4-
JIroKcacnupo-[4,5]-nexan-8-unuaeH)nponan-2-cynbGuaamua B Buzae Genoro tBepaoro Bemectsa (TCX cucre-
Ma: 30% stunanerart B rekcane; Re: 0,30).

Cramus 2: 2-metun-N-(8-pennn-1,4-quokcactmpo-[4,5]-nexan-8-m)npomnan-2-cyibOUHAMHAL.

denmnmmvarauiiopomun (1M B TT'®, 116 M, 116 MMoab) pudaBWIN IO KAIUIAM K PacTBOpy 2-MeThiI-N-
(1,4-mnokcacnimpo-[4,5]-nexan-8-nmuneH)nponad-2-cyiabpuHamuaa (10 r, 38,61 mmons) B TT'® (500 mur) mpu -
10°C B atmocdepe aprona. PeakimonHyto cMech nepememmBany B Tedenue 2 1 npu ot -10°C go 0°C. OxoHua-
HUE peakIy KOHTposmpoBanu ¢ momornpio TCX. PeaknnonHyto cMech moracuiu Haceiml. BogH. NH,Cl (50 mun)
npu 0°C u opranndeckuit mpoaykT skcrparupoBann EtOAc (3x100 mur). OO0beMHEHHbIE OpraHUYECKHE JKC-
TPaKThI CYIIHIU Haa 0e3BoAHBIM Na,SO, ¥ KOHIIGHTPUPOBAIH B BakyyMe. OCTaTOK OYHINATH C IIOMOIIBIO KOJIO-
HOYHOU Xpomarorpaduu (cumukarens 230-400 mernr; 40-60% sTunaneTar B rekcane) ¢ noxydenueM 6,0 T (46%)
2-metun-N-(8-pennn-1,4-muokcacnupo-[4,5]-nekan-8-wn)nponan-2-cynspuHamuaa B Bume xuakoctu (TCX
cucrema: 70% sTunanerara B rekcane; Re: 0,30).

Cranus 3: 8-denwmin-1,4-quokcacnupo-[4,5]-nekan-8-aMuH THIPOXIOPH].

2N pactBop HCI B muatunoBom 3¢upe (17,80 M, 35,60 Mmmonb) npubaBuim K pactBopy 2-metuia-N-(8-
¢ennn-1,4-nnokcacnupo-[4,5]-nekan-8-mn)nponan-2-cynspunamuaa (6,0 r, 17,80 mmons) B IXM (60 mi) npu
0°C. PeakImmoHHYIO CMECh TIEPEMENTUBAIM TIPY KOMH. TEMII. B TedeHHe 2 4. PeakIMoHHyI0 CMeCh KOHIICHTPUPO-
Bamu B Bakyyme. OCTaTOK MNPOMBUIM AMATHIOBBEIM 3dupom ¢ momydernwem 3 T (chipoil) 8-denmn-1,4-
IHoKcacnupo-[4,5]-nexan-8-aMuH THAPOXJIOpHIA B BHIE KOopruuHeBoro TBepaoro BemectBa (TCX cuctema: 5%
MeOH B IXM; R¢: 0,10).

Cramus 4: 8-penmn-N-((terparunpodypan-3-uwn)metun)- 1 ,4-quokcacrupo-[4,5]-nexan-8-aMuH.

Huanob6opruapun Hatpus (2,17 t, 33,45 Mmons) ipubaBuiIn K pacTBopy 8-henmi-1,4-auokcacrnmpo-[4,5]-
nexaH-8-amuH ruapoxiopun (3,0 T, 11,15 mmonb) m terparunpodypan-3-kapbanbaeruna (4,46 mu, 22,30
MMOJIB) U yKkcycHOH kucaoTsl (0,05 mur) B Meranosne (30 mur) npu 0°C. PeakimoHHYI0 cMech NepeMeIInBali TIPH
KOMH. TeMIL. B TeueHue 16 4. PeakunoHHyIo cMech KOHIEHTpUpoBain B Bakyyme npu 30°C 1 Kk ocTtaTKy npuda-
B Hackim. BogaH. NaHCOj;. Opranmueckuid mpoAykt skctparupoBanu JIXM (3x30 mu). O0benuHeHHBIE Op-
TaHUYECKHME YKCTPAKTHI CYIIIN Haz 0e3B0oqHbIM Na,SO4 M pacTBOPHUTENb KOHIEHTPHPOBAIHN NP IIOHMKEHHOM
JaBlIeHUM ¢ mnoxydeHueM 3 T (cbipoit) 8-enmin-N-((terparuapodypan-3-mm)mernn)-1,4-quokcacupo-[4,5]-
JekaH-8-aMuH B Buje moiyteepaoro BemectBa (TCX cuctema: 10% MeOH B IXM; Ry 0,22).

Cramus 5: N-metwi-8-pernn-N-((terparuapodypan-3-un)mernn)- 1 ,4-nuokcactupo-[4,5]-1ekan-8-amMuH).

Huanob6opruapun Hatpus (1,76 T, 28,39 MMoup) nmpubdaBwin Kk pacTBopy 8-pernn-N-((trerparuapodypan-
3-mm)mernn)-1,4-quokcactmpo-[4,5]-nexan-8-amuna (3,0 T, 9,46 Mmmons), 37% dopmansaeruga B soze (7,70 mu,
94,60 MmMoutb) 1 yrcycHo# kucioTsl (0,05 mur) B metanose (30 mur) mpu 0°C. PeakimoHHYIO CMeCh IepeMeIInBa-
JIM TIPA KOMH. TeMIL. B TedeHne 16 4. PeaknnoHHyI0 cMech KOHIICHTPHPOBAJIHN B BaKyyMe U IPHOaBUIH K OCTaT-
Ky Hachinl. BogH. NaHCQO;. Opranmueckuii nmpoaykT skctparuposanmu JIXM (3x30 mur). OObenuHeHHbIE opra-
HUYECKHE HKCTPAKTH Cymrmd Haja 0e3BomHbIM Na,SO, M pacTBOpUTENs KOHIICHTPUPOBAIH NPH MOHIKEHHOM
naBiieHUH. [1oMydYeHHBI OCTATOK OYHWINAIH C TTOMOIIBIO KOJOHOYHOHN Xxpomartorpaduu (cmmmkarenb 230-400
mem; 5-6% MeOH B JIXM) c¢ momydenuem 2,50 r (83%) N-mernin-8-penmn-N-((terparuapodypan-3-
wn)MeTwn)- 1,4-nuokcactupo-[4,5]-nexkan-8-amruHa B Buze noiyrsepnoro Bemecrsa (TCX cucrema: 10% MeOH
B JIXM; R¢: 0,25).

Cranus 6: 4-(metun((TeTparnapodypat-3-miI)MeTHI)aMUHO )-4-()eHIIIMKIIOT €KCaHOH.

5% Cepuyto kucimory B Boxe (25 wmu) mpubGaBwm kK N-metmin-8-denmn-N-((terparnapodypan-3-
nn)Merun)-1,4-nunokcacnupo-[4,5]-nekan-8-amuny (2,50 r, 7,55 mmons) nmpu 0°C u MOTydEeHHYIO CMeCh Tepe-
MEIIMBAIIN NIPU KOMH. TeMII. B TeueHne 24 4. PeaknmonHyro cmech noracwin Hacki. Bogd. NaHCO; u opranu-
YyecKuil npoayKT skcTparupoBamn JIXM (2x50 min). OObenvHEHHBIE OpraHudecKie (as3pl Cymmim Haa 0e3Boj-
HIM Na,SO4 U KOHIEHTPUPOBAIK B BakyyMe ¢ mosydaeHueM 2,0 T (cwipoit) 4-(metmn((terparuapodypan-3-
WIT)METHI)aMIHO )-4-(heHMmIIKIorekcanona B Buae rycroit xuakoctu (TCX cucrema: 10% MeOH B IXM, R¢:
0,20).

Cramus 7: 8-(mermn((terparunpodypan-3-ui)MeTnia)aMuHo)-8-pern-1,3-muazacnupo-[4,5]-nexan-2,4-
JIVIOH.

4-(metun((Terparuapodypas-3-mI)MeTH)aMuHo)-4-penmnmkiaorekcanon (1,50 r, 5,22 Mmoinb) cycren-
muposaiu B 30 mi EtOH:H,0 (1:1 06./06.) mpu koMH. Temil. B atmochepe aprona. [Ipubasmmu (NH,),CO; (1,9
r, 13,05 mmonb) u KCN (0,34 1, 5,22 mMounb). Peakimonnyio cMmech Harpesanu g0 70°C B TeueHue 16 4. Peak-
IIMOHHYIO CMECh pa30aBWIIH JIeA-BOJIa M OPTaHUIECKUH MPOAYKT dkcTparupoBan JIXM (2x50 mi). O6benuHeH-
HYIO OpraHn4ecKyo a3y cymmnn Haj 6e3BogHbM Na,SO4 1 KOHIIGHTPUPOBAIN B BakyyMe ¢ roiydeHueM 1,0 r
(cbipoit) 8-(MeTtmin((TeTparunpodypaH-3-mi)MeTHI)aMuHo)-8-hennn-1,3-auazacnupo-[4,5]-nekan-2,4-m1ona B
Buze TBepaoro BemecTa (TCX cuctema: 70% stumanerar B rekcane; Ry 0,18).

Cramus 8: 1uc-8-(Metun((TerparuapodypaH-3-miI)MeTHI)aMuHO)-8-henni-1,3-auazacnupo-[4,5]-nexkan-
2,4-1HOH.

JnactepeomepHyio cMech  8-(MeTui((TeTparuapodypaH-3-miI)METHII)aMUHO)-8-heHn- 1,3 -aua3aciupo-
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[4,5]-nexan-2,4-muon (1,0 T) ormenmmm oOpamenHo-¢pa3Hoi npenapatuBHoi BOXX ¢ momyuenuem 400 mr
m3omepa 1 (mue-8-(mernn ((TerparuapodypaH-3-miI)MeTHI)aMiHo)-8 -penui-1,3-nuazaciupo-[4,5]-nexan-2,4-
nmuona) u 60 MT m3oMmepa 2 (Tpanc-8-(MeTui((TeTparuapodypaH-3-mi)MeTHI)aMIuHO )-8-heHni-1,3-1ra3acupo-
[4,5]-nexan-2,4-nuona) u 300 Mr cmecu oOoWX H30MEpOB. YcioBHsA oOpameHHO-(pa3HOW TpermapaTHBHOM
BOXX: monsmxknast ¢daza: 10 MM ruapokapoonat ammonust B H,O/aneronutpun, kononka: X-BRIDGE-C18
(150*30), 5 mxmMm, rpamuent (T/B%): 0/35, 8/55, 8,1/98, 10/98, 10,1/35, 13/35, ckopocTh moTOKa: 25 MIJI/MHH,
pasbaBuTelnb: moaBkHas dazat TTO.

Cramus 9: muc-8-(metmn((TeTparuapodypan-3-mi)MeTHI)aMHHO )-8-peHm-1,3-nnazacriupo-[4,5]-nexan-2-
oH (INT-1026).

LiAlH4 (IM B TT'®) (4,48 mi1, 4,48 MMoI1b) IpUOABUIIN K pacTBOPY Luc-8-(MeTnia ((Terparuapodypan-3-
WIT)METHI)aMHuHO)-8-henn-1,3-anazacrupo-[4,5]-nexan-2,4-nuon (n3omep-1) (0,4 T, 1,12 mmons) B TTD:Et,0
(2:1 06./00., 15 M) mpu 0°C B atmocdepe aproHa. PeakiponHyto cMech nepemernuBany npu 65°C B TeucHue 16
4. Cmech oxnamumi g0 0°C, moracwmm Hackim. BoaH. Na,SO,4 (1000 mur) 1 oTduibTpoBaiy Yepe3 CION LenuTa.
@unprpaT cymmny Hag 6e3BonHbM Na,SO; ¥ KOHIEHTPHPOBAIM B BakyyMme. OCTaTOK OYMINAIH C ITOMOLIBIO
KOJIOHOUHOM XxpomaTorpadun (cummukarens 230-400 memr; 5-6% MeOH B IXM) ¢ monydernem 0,3 T (78%) 1uc-
8-(meTun((terparuapodypan-3-uia)MeTnin)aMuHo)-8-pernn-1,3-mua3zacnupo-[4,5]-nekan-2-on  (INT-1026) B
Buze Oemoro TBepaoro BemecTBa ¢ MetamummdeckuM oTTeHKOM. (TCX cuctema: 10% MeOH B IXM, Rg 0,2).
KX-MC: m/z [M+1]" = 344.2.

Cunre3 INT-1031:  mwc-1-(mukno0yTHI-MeTHN )-8-TMMETHITIaMHHO-8-(3-hTopdhennn)- 1,3-nuazacrnupo-
[4,5]-nexan-2-oH
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Cramus 1: muc-1-(mukiro0yTiir-MeTn)-8-guMetTuiiaMuHo-8-(3-propdenrn)-3-[ (4-MeTokcneHIT)METHI | -
1,3-nnazacrimpo-[4,5]-nexan-2-oH.

I[To amamormm ¢ MmeTojoM, omucaHHBIM Uit INT-952, muc-8-numernnamunao-8-(3-hropdhennn)-3-[(4-
MeTokcudpeHm)MeTI|-1,3-mna3zacupo-[4,5]-nexkan-2-on (INT-974) Obur mpeBpamieH B IUc- 1 -(IUKIOOYTHII-
MeTH)-8-uMeTrinaMuHo-8-(3-propdernn)-3-[ (4-meTokcupenmn)mernin]-1,3-mnazacrmpo-[4,5]-nekaH-2-0H.

Cramus 2: 1uc-1-(IuKIo0yTHII-MeTHI)-8-aruMeTnnaMuHo-8-(3-propdennn)-1,3-auazactmpo-[4,5]-nexan-
2-0H.

Io anamorum ¢ meroaom, onucaHHbM it INT-982 cragust 2, 1-(1MKIO0YTHI-METHIT)-8-THMMETHIAMIHO-
8-(3-propdenun)-3-[(4-merokcudenmwn)mermn]-1,3-auazacnupo-[4,5]-nekaH-2-o8  ObLT  mpeBpamieH B 1-
(umkin00yTHII-MeTHI)-8-TnMeTHIIaMUHO-8-(3-dTopdhenmn)-1,3-muazacnupo-[4,5]-nexan-2-on (INT-1031).

Cunres INT-1037: 8-(L[I/IMGTI/IJ'IaMI/IHO)-2—OKCO-1,3-L[I/IaSaCHI/IpO—[4,5]—,HeKaH—8—Kap60HI/ITpI/IJ'I
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Cranus 1: 9,12-nuoxkca-2,4-nmuazaciupo[4,2,4" {8} ,2" {5} JreTpanekan-3-oH.

Jlutnitamomunniiruapun (2,2 5kB., 292 MMoib) cycrieHauposany B TI'® (400 mMi1) ¥ CyCHEH3UIO OXJIaJHIN
no 0°C. 8-(muMeTtminaMuHO)-8-(M-Toimmn)-1,3-nua3actupo-[4,5]-nexan-2-ou (B, 75 mr, 0,261 mmonb) (ctaaus 1
INT-965) no mopumsm npudasmmm pu 0°C. Peaknuonnyro cmech nepememuBanu 1,5 1 npu 0°C, 3areM B Teue-
HUE HOYMW NP KOMH. TeMIr. 1 3aTeM 2 4 npu 40°C. Peaknmonnyio cMech oxnaamim 10 0°C, 0CTOPOXKHO IMOTach-
71 Hackiml. BogH. Na,SO,, EtOAc (400 mim) mpubaBUiIM U TIOTYyYEHHYIO CMECh TIEpEMEINBAIIA B TEUCHHE 2 9 H
3aTeM OCTaBWIHM O3 MepeMeNInBaHus B TeueHre 2 9 mpu KOMH. TeMIl. Ocaliok OTGMIBTPOBAINA U MPOMBIBAIH
EtOAc m MeOH. IlonmydeHHBINH TBEPIBIH OCTATOK CYCIICHIUPOBAIM B METAHOJIE M MEPEMENTUBAIA TPH KOMH.
TeMIl. B TeueHne Houu. Ocanok oTGUIbTpoBaIN U 0TOpocIn. OUIbTpaT KOHIESHTPHUPOBAIN TP MTOHWKEHHOM
JIaBJICHUH, OCTaTOK OCHOBATENBHO cycneHanposainu B Boze (50 mi) npu 40°C, ocagok OTOHUIBTPOBAIH U CYIIH-
JM TIpYU TIOHVPKEHHOM JaBJICHHM ¢ moiydeHueM 9,12-nmuoxca-2,4-muazacnupol4,2,4"{8},2"{5} rerpanekan-3-
ona (11,4 1, 41%). Macc-crextp: m/z 213,2 (M+H)".

Cragus 2: 1,3-auazacnupo-[4,5]-nekan-2,8-11oH.

Ilo amamorum ¢  MeromoM, omnucaHHeiIM jiag  INT-1003 cragus 3, 9,12-muokca-2,4-
nmuazacnupo[4,2,4°{8},27{5} J[retpanexan-3-on obOpabotasm koum. BomH. HCl mms mpespamenuss B 1,3-
anasacrmpo-[4,5]-nexan-2,8-amon. Macc-ciextp: m/z 169,1 (M+H)™.

Cramus 3: 8-(mumeTHinaMuHo)-2-0kco-1,3-auazacnupo-[4,5]-nekan-8-kapoouutpur (INT-1037).

ITo amanmoruu ¢ mMetoaoM, onucaHHbIM it INT-965 cranuu 1, 1,3-nuazacrmpo-[4,5]-nexan-2,8-quon 00-
paboTaiu JUMETHJIAMHHOM H [HAaHWUAOM Kalus JUIsA TpeBpamieHuss B 8-(AMMETHIaMHHO)-2-0Kco-1,3-
nnazactmpo-[4,5]-nexan-8-kapoorurpun (INT-1037). Macc-criektp: m/z 223,2 (M+H)".

Cunte3 INT-1038: muc-8-(numetmaMuHo)-8-(M-Tommn)- 1,3-auazacnupo-[4,5]-nekaH-2-0H
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HN = HN N
23@\ —
INT-1037
INT-1038
K cycnensun 8-(muMernimaMuHO)-2-0kco-1,3-muazacmupo-[4,5]-nexan-8-kapbonurpmna (200 mr, 0,90
MMoutb) B TT'® (4 mur) mpu KOMH. TeMmI. pubaBuiu 1mo kammsiM 1M 6pom(M-tommn)marauit B TT'® (4 2xB., 3,6
MMOJIb, 3,6 MJT) M peaKIIMOHHYIO CMECh NIepeMEeITNBAIA B TeUeHHUE | 4 MpW KOMH. TeMmIl. [IpubaBuim qOMMOTHA-
TenapHyI0 nopwio 1M 6poM(M-tommn)maraus B TT'® (1 sks., 0,8 mur). PeakninoHHy!0 cMech IMepeMeNInBaiy Ipu
KOMH. TEMIL. B TeYEHHE HOYM, 3aTEM IOracuin MetaHoioM/Bonoil. Teeproe Bemectso NH,Cl u JIXM npubasu-
JIM K TOJTy9YEeHHOH CMECH M 0caIoK OTGHIbTpoBaii. Opranudeckyo a3y GUiIbTpaTa OTACIWINA U BOAHYIO (Qazy
skcrparupoBasn JIXM (3x). O6benuHeHHbIe opranndeckue (assl cymmin Haja 6e3BoaH. Na,SO4 1 KOHLEHTpPH-
pOBaM TIpH TOHMXEHHOM JaBiieHWH. OCTaTOK OYHMIIANN C IOMOINBI0 (idmI-Xxpomarorpaguu Ha CHIIMKarese
(IXM/MeOH, ot 100/0 mo 65/35) ¢ mony4yeHuem Iuc-8-(AUMETHIAMHHO)-8-(M-TomN)-1,3-nrazacnupo-[4,5]-
nexan-2-ona (INT-1038) (81 mr, 31%). Macc-criektp: m/z 288,2 (M+H)".
Cunre3 INT-1059: Tpanc-8-(numerninaMuHo)-8-perm-1,3-nuazacrnupo-[4,5]-1ekan-2-oH

/_\\\J_ cTagma 1 HNA\,”“\\“— cTagMAa 2 HA AT
G% 'f i \_&.!X‘ )"“N \\.W.M/
— o "_“*\ o
- O

INT-1059

Cranus 1: TpaHc-8-(quMeTnmnaMuHo)-8-penm-1,3-auazacnupo-[4,5]-1ekan-2,4-1H0H.

K mepememmBaemMomy pacTBopy 4-aumernnamuHo-4-GeHun-nukiaorekcanona (250,0 r, 1,15 mons, 1,0
9kB.) B EtOH (2,5 n) u Boxs! (2,1 m) npubasumm (NH,),CO; (276,2 1, 2,87 Momb, 2,5 3KB.) H PEaKIMOHHYIO
CMeECh TepeMeIIuBaIN MpU KOMH. TeMIl. B Teuenue 15 muH. [Ipubasmwm KCN (74,92 1, 1,15 mous, 1,0 3kB.).
Peakmnmonnyto cmech nepememuBany npu 60°C B Teuenue 18 4 u 3areM QUIbTPOBaIN B TOPSIEM COCTOSIHHU
OTQUILTPOBAIIN C TIOTyUIEHHUEM OEJIOTO TBEPIOTO BEMIECTBA, KOTOPOE MPOMBUIH BoAoH (2,5 i), aTanonoMm (1 m) u
rexcanoMm (2,5 m). IlomydeHHOE TBEpIOE BEUMIECTBO CYIIWIIM MIPHU TIOHKEHHOM JaBJICHUU C TIONyYEHUEM ITHC-8-
IUMETHIaMUHO-8-penni-1,3-mma3a-ciupo-[4,5]-nekan-2,4-quona (223 r, 0,776 moms, 65%) B BHAe Oemoro
TBepAOro BemecTBa. OUIbTpaT coOpaal M3 HECKONBKUX MapTHil (~ 450 r), KOTOpBIE COAEPKAIH CMECh IHC H
TpaHc u3oMepbl. PUIbTPAaT KOHLUEHTPUPOBAIIH ITPH IMOHMKEHHOM JIaBJICHUH M TBEPJ0€ BELIECTBO OT(HMIBTPOBA-
1M n npoMbiBany Bozoit (1 1) u rexcanoM (1 ). TBepaplil MaTepral CymImIN IpH MOHM)KEHHOM JABJICHUH C TO-
aydeHueM ~ 100 r cMech mUc U TpaHC (TIaBHBIH) M30MepoB. ChIpoi MaTeprall YaCTUYHO PacTBOPSUIM B TOPSYEM
coctostan MeOH (600 mu1) n oxnaskaanu 10 KOMH. TeMII., pUIbTpoBaIN 4epe3 BOPOHKY M3 CIICUCHHOTO CTEKJIa
or¢unbTpoBasn, npoMbiBain MeOH (200 M) ¢ mocnenyronmm npomsiBanreM s¢upoM (150 mir) u cymmm ¢
MOJTydeHUEM TpaHC-8-auMeTriaMuHo-8-hennn-1,3-mua3a-cmpo-[4,5]-nexan-2,4-nmmona (50 r, 0,174 mmoub, ~9-
10%).

Cramus 2: TpaHc-8-(quMeTmiaMuHo)-8-hennn-1,3-aqua3zacnupo-[4,5]-nekan-2-o1 (INT-1059).

ITo amanmormm ¢ MeromoMm, omucaHHbIM mist INT-976 cramum 2, TpaHC-8-THUMeTHIaMUHO-8-heHnn-1,3-
nuaza-cupo-[4,5]-nekan-2,4-quoH  obpadoramu LiAlH, mms mpeBpamieHuss B TpaHC-8-(IUMETHIAMHHO )-8-
denmn-1,3-muazacrmpo-[4,5]-nexan-2-on (INT-1059). Macc-criektp: 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-ox

=N, [""ﬂ \ 7
W Y Q N A

i
ﬁ R Q‘ wwéﬂ

= yw - e cTamua 4
OO ™
P P ,&N%\ NH;
g N Y R }mmﬁﬂ Fy
A—NH o
INT. 1068 INT- 1069

Cramus 1: 1-aMuHO-4-1UMeTHIAMUHO-4-() eHUIT-IIMKJIOT€KCAaHKApOOHUTPHIL.

K mepememmuBaeMoMy pacTBOpy 4-muMeTmIIaMHHO-4-peHmI-1nkiaorekcanona (50 r, 230,096 mmons) B
MeOH (400 mm) mpubasumu NH,Cl (24,6 T, 460,8 Mmmois) ¢ mocienyromuM npudasienrnem NH,OH (400 o)
MIPH KOMH. TEMII. ¥ PEaKIMOHHYIO cMech TiepeMemuBain B Tedenne 15 muH. [Ipubasmmm NaCN (22,5 r, 460,83
MMOJIb) H MOJYYEHHYIO CMECh MEPEMEIIMBAIN B TeYCHUE 16 4 MPH KOMH. TeMIl. PeakIIMOHHYIO0 CMeCh 3KCTparu-
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poBaym JIXM (3x750 mur). O0beqMHEHHYIO OpraHudecKyro (ha3y nmpoMbua Boxo# (750 mit), HACHIIIIEHHBIM BOJI-
HBIM pacTBOPOM xyopuna Hatpus (750 ), cymmm Han Na,SO,4 ¥ KOHIEHTPUPOBAIM NPY TOHMKEHHOM JIaBJie-
HuH. Ocrtatok pactupamu ¢ JXM/rekcaH C HOIyYeHHEM CBIPOro 1-aMHHO-4-IuMeTHIIaMUHO-4-(peHu-
mukiorekcankapoonntpuna (50 v, 90%) B Buae 6esoro TBEpIOTO BEIIECTBA C METAUIMYECKUM OTTEHKOM, KOTO-
pOE MCIIONBb30BANIM Ha CIEAYIONIeH CTaauu 0e3 JONOMHUTENbHOM ouncTki. XKX-MC: m/z [M+H]" = 2442 (MW
pacu. 244,09).

Cramus 2: N-(1-1uano-4-qumeTrnaMuHo-4-(QeHmI-IMKIoreKcmn)-2,2,2-Tpud TopaneTaMuI.

K pactBopy 1-amuHO-4-aumMeTnnaMuHO-4-heHuI-uKiIorekcankapoonurpmwna (5,0 r, 20,57 mmons, 1,0
9kB.) B TT'® (100 mur) mpubasumu DIPEA (10,72 mu, 61,71 mmons, 3,0 2kB.), TpudTOpyKCycHYIO KUCIOTY (1,89
M1, 24,69 MmMonb, 1,2 3xB.) u T3P (18,2 mu, 30,85 mMmois, 1,5 3xB.) ipu 0°C. PeaknimoHHYIO CMECh MepeMeIln-
BJIM IIpM KOMH. TeMII. B Tedenue 16 4, 3atem pazdasuiu Boaoii (100 mir) n skerparuposamu 10% MeOH B JIXM
(2x250 mm).

OOBbeIMHEHHYIO OpTaHUYECKyI0 (ha3y IMPOMBUIN HACHIIEHHBIM BOJHBIM pacTBOpoM Xxiopuaa Hatpus (100
M), cymmnd Hax Na,SO, ¥ KOHIEHTpUPOBAIU IpU MOHIKEHHOM JAaBICHUU C NOTyuyeHreM chiporo N-(1-mmaHo-
4-numeTninaMiuHO-4-(heHUII-IIUKIIOTeKCi)-2,2,2-Tprd TopaneTaMuia B BUIE CBETIO-KENTOTO JIMIIKOTO MaTepua-
73, KOTOPBIH MCIIONB30BaIM HA CIEAyIOMeH cTamuu 6e3 JomonHuTenbHol ounctku. JKX-MC: m/z [M+1]" =
339,9 (MW pacu. 339,36).

Cramus 3: 1-amuaO-MeTHI-N',N'-mumeTmin-4-pernn-N-(2,2,2-tpud TopaTrin) iuKiIorekcan- 1 ,4- mmaMuH.

K cycnensun LiAlH, (4,03 1, 106,19 Mmmomb, 6,0 9kB.) B cyxom TT'® (40 mur) mo karursim mprubasmmm N-(1-
MaHO-4-TUMETHIIaMUHO-4-QeHIT-ITUKIIoTeKcrn)-2,2,2-tpudrop-anetamun (6,0 r, 17,69 mmons, 1,0 3kB.) B cy-
xoMm TT'® (100 mur) mpu 0°C. PeakmmoHHYIO cMech TepeMeNInBalId MPU KOMH. TEMII. B TedeHue 16 9, 3aTeM Io-
racwi Hacel. BogH. Na,SO,4 nipu 0°C, npubaBuian m30bTok TT'® 1 MONyIeHHYIO CMECh TepeMEIINBAIN TIPH
KOMH. TeMII. B TedeHne 2 4. [lomydeHHy0 CyCHneH3HI0 OTQMIBTPOBAIN Yepe3 HENUT U (QIIBTP-IPECCHYIO Je-
nenky npomsiin 10% MeOH B IXM (150 mir). O0beanHEeHHBIH (QUIBTPAT KOHIEHTPUPOBAIIM MPH TIOHHKEH-
HOM JaBlI€HHM C Tody4yeHueM cwiporo  l-amuHO-MeTmi-N',N'-numernn-4-pennn-N-(2,2,2-tpudrop-
STHI)IIUKIIOTeKcaH-1,4-muamMuna (4,2 T, CBIpO) B BUJE CBETIO-KEJITOTO JIUIIKOTO MaTepHaia, KOTOPHIH Hero-
CPEICTBEHHO MCIONBb30BAIM HA CIeAyIOmei cTaauu 6e3 JONONHMTENbHON ouncTku. KX-MC: m/z [M+]" =
330,0 (MW pacu. 329,40).

Cramuss 4: 1uc- W TpaHc-8-auMeTunamMuHo-8-henun-1-(2,2,2-rpudrop-3tin)-1,3-nnaza-cnupo-[4,5]-
nekaH-2-0H (INT-1068 u INT-1069).

K pactBopy 1-ammaOMeTHI-N',N'-mumernn-4-peamn-N-(2,2,2-tpudTop-3THin)ukiorekcan- 1 ,4-nuaMuH
(4,2 T, 12,76 mmous, 1,0 3kB.) B Tomyose (60 mur) npudaswau KOH (4,29 T, 76,56 mmois, 6,0 5kB.) B Boae (120
min) ipu 0°C ¢ mocnenyromum npudasieanem COCI, (15,6 mim, 44,66 Mmos, 3,5 3kB., 20% B Toxyone) mpu 0°C
U TIepeMeIINBajI P KOMH. TEMII. B Te4eHHe 16 4. PeaknnoHHyI0 cMeCh MOIMIETaYUBAIN HACHIIL. PacCTBOPOM
NaHCO; u skcrparupoBami JIXM (2x200 mur). O0bennHEHHYIO OpraHudeckyio ¢a3y cymuian Hag Na,SO, u
KOHIICHTPUPOBAIX IIPH MOHIKEHHOM JaBJICHUU C MOJIYYCHHEM CBHIPOH MPOIYKT, KOTOPBIA OYHINANA IIperapa-
tuBHOM BOXKX ¢ momyuennem nuc-8-anmermnamuHo-8-dpenun-1-(2,2,2-rpudrop-atnin)-1,3-auaza-crupo-[4,5]-
nexan-2-ona (INT-1068) (1,5 r) (rmaBHbIH H30Mep, nonsgpHoe msaTHO Ha TCX) M TpaHC-8-AMMETHIIaMHHO-8-
¢dennn-1-(2,2,2-tpudrop-stun)-1,3-nuaza-cimpo-[4,5]-nekan-2-ona (INT-1069) kak He3HaYUTENBHBIA H30MEp
(wemonsproe msatHO Ha TCX) (120 mr, 92,93% BIXX) B Bue OIIbIX TBEPIBIX BEIIECTB ¢ METAJUIMYCCKUM OT-
tenkom. 1{uc-m3omep: JKX-MC: m/z [M+]]" =356,2 (MW pacu.= 355,40). BDXKX: 98,53%, Kononka: Xbridge
C-18 (100x4,6), 5 mxMm, Pazbasurens: MeOH, Iloxsmxnas daza: A) 0,05% TOK B Bozne; B) ACN ckopocTs no-
toka: 1 mi/muH, R=5,17 MuH.

'H SIMP (IMCO-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 T'm), 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 M0 aHAJIOTHWH C paHee ONMMCAHHBIMH CIIOCOOaMHU
TIpUBEJICH B clienyromei Tadmumne. CHHTE3bI CTPOUTEIHHBIX OJIOKOB M MPOMEKYTOYHBIX MTPOTYKTOB JHOO0 ObLTH
OTIHCaHbI paHee B TaHHOH 3asBKe, JINOO MOTYT OBbITH BHITIOTHEHB! aHAJIOTHYHO OMMCAHHBIM B JAHHOM JOKYMEHTE
crocobaM M cTioco0aMu, N3BECTHBIMY CIICIIUAIMCTY B JAHHOHN 00JI1aCTH TeXHUKH. Takoi J4eloBeK Takke OymeT
3HaTh, KAKWE CTPOUTEIBHBIC OJIOKH M MPOMEKYTOUHBIE TIPOAYKTHI JOJDKHBI OBITH BEIOPAHBI TSI CHHTE3a KaXII0-
T'O WJUTIOCTPATUBHOT'O PUMEPA COCTUHEHHS.
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Mpomexy-
Totmoe XuMHUecKkoe HAHMEH0BAHNC XuMuueckast CTpyKTypa Ho awaorun ¢ | m/z
coeHHe- : " B PyKTYP: METOAOM [M: +H]+
HHE
Na
\\/ N
=
LM C-5-(-8-(mumeTnmaMuH0)-8-(3-propdhenun)-2-okco- N J \N—
INT-601 1,3-muazacmmpo[4,5] ackan-3-HT) THPHMHIHH-2- N INT-600 395,1
KapOOHUTPHI )\N
0" H
F
H
/l‘i N\(o o
TC-3-(3,4-1iMCTOKCHOCH3MT) -8 -(AMMETHIIAMHHO )-8 ~ - N
INT-794 N INT-975 4243
(pennn-1,3-auazacnupo[4,5]nexan-2-01 _
[¢]
X
HN" N
INT-796 L],'VIC-X-}Ilime'rnna\nmo -3:[(4 -)ICTOKCI«[(I)F:]-{I«UI) -MCTHI]- INT-974 3903
8-(3-MeTokcH-mporm)-1,3-anasacnupo[4,5] aexan-2-oH o~
_O
N
/ H
C-8 8 13 NN N~p°
INT-797 LUC-8-(sTr-MeTHI-aMHHO) -8-(eHmn-1,3- NH INT-976 2882
aunasacnupo[4,5]aexaH-2-0H
\
C-8. 1 8 1,3 HN N
INT-949 LUC-8-AumerrnamMuHO-1-3THI-8-herm-1,3- INT-984 3022
nmuasacmupo[4,5]aexaH-2-0H o ;
LA C-1-(UHKI00Y THI-METHT)-8 - THME THIAMIHO -8 -
INT-950 (herm1-3-| perma-merni)-1.3-anazacnmpo| 4,5 nekan-2- INT-952 4323
OH
INT-954 4-muMeTHIAMHHO -4 -(5-MeTHI-THO (peH-2 -IT) - INT-965 238.1
IHKJIOTCKCAH-1-0H
INT-955 4-TEMETHIAMHHO -4 -THO(DCH-2-HII-IIUKJIOTCKCAH-1-0H INT-965 224,1
INT-956 1-( I:Menu- 1H-nupazon-3-m11)-4-0KkCo-LUKI0reKCaH- 1 - INT-958 2041
KapOOHHTPHUIT
INT-957 4-0Kkco-1-mHpa3sHH-2 -HI-ITHKIOTEKCAH-1 -KapOOHHTPHIT INT-958 202,1
INT-959 4-aumernnamuno-4-(1-merii- 1H-nupazon-3-mwi)- INT-961 222
LHKIOrekcaH-1-0H
INT-960 4-TUMETHIAMHHO -4 -ITUPA3HH-2 -UNI-UUKIOTEKCAaH-1-0H INT-961 220.1
0]
N\
INT-962 ;;umemnammo -4-(3-MCTOKCH()CHILT)-IHKIOTCKCAH- 1 - P INT-965 2482
N
\
o]
INT-963 Lll/IC-3-oeH'sn:l‘-X-zmmeTuna\umo-8-(bemm-14.>- N INT-975 3642
Auazacmupo|4,5 ]| aekan-2-01 )\ -
o N N
H /
INT-964 4-(3THI-METHI-aMHHO)-4-()CHHI-IHKIOTEeKCAH- 1 -0H Vo INT-965 2322
N
\
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4

/
LM C-8-amveTnnaMHHO -8 [ 4-(METOKCHMETHIIOKCH)- —N H fo)
INT-967 (herma)-3-[(4-meTokcu(enmm)-mer] -1, 3- \f INT-974 4543
auazacnupo([4,5]ackan-2-on —~— N\/@/o\
Q” O
0 o
IUC-8-auveTunaMuHO -8-[ 3-(MCTOKCHMETHIOKCH)- H N\‘( ~
INT-968 (denna]-3-[(4-merokcudennn)-verun]-1,3- So ™o N INT-974 4543
Auasacmupo|4.5]aexan-2-01 ~—~N
\
OH
LHAC-1-(UHKI00Y THI-METHIT)-8 - THME THIAMIHO-8~(4 - N
INT-969 ruapokcu(eHn1)-3-[(4-MeTokcHpeHmT)-MeTHI] - 1,3~ ~ )\ _ INT-971 4783
auasacnupo[4,5] ackan-2-on o o N ;‘l
\
oS e'E
g LIAC-8-auvernnamuHo-8-(4-metokenbenun)-3-[(4- O N o
INT-970 MeTOKCH()eHILT)-MeTHT|-1,3-1Hasacupo[4,5 ] 1ekan-2-0H o H SC_2017 4243
0 —
\
N N—
¥ M C-8-auvermnamun0 -8-(3-MeTokCH(peHI)-3-[(4- N
INT-972 MeToxcH(ernT)-MeTH1|-1,3-1rasacmupo|4,5] aekan-2-0H o o H / SC_2017 4243
o]
F
g TUC-8-aumerunamuHo-8-(4-gropenun)-3-[(4- y
INT-973 MeTokcH(eHIT)-MeTr|-1,3-1uasacnupo[4,5 ] 1ekan-2-0H ~ N INT-974 412.2
o -
oA
o
N )\\ NN
M C-8-anmerunamuzo-1-(3-MeTOKCH-TIPOIIIT)-8-
-0Q7¢ . A 1
INT-979 (ennn-1,3-quaszacnupo[4,5] aekaH-2-0H INT-984 346,2
s N~
(o]
)\\ N O
LM C-8-1uMeTHIaMHHO - 1 -(2-METOKCH-3TH)-8- e HII- HN
INT-980 1.3-auazacmupo[4, 5] ackan-2-01 INT-984 3322
pd N~
HN
g 1M C-8-anverunamuao-8-(heHu- 1 -mpomua-1,3- /@p y
INT-981 auaszacmupo| 4.5 aekan-2-0H O)\N ;‘l/ INT-984 316,2
TINC-1-(UMKIOIPONHI-METHT )-8 -AUMETHIAMHHO -8~ HN
X _0%1
INT-983 (enn-1,3-uazacmpo|4,5] iekaH-2-0H o N N~ INT-984 328.2
/
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LU C-1-(uHKI00y THI-METH.T)-8-(METUI-NPOMUI-AMUHO)-

INT-985 8-(enmn-1,3-mmasacimpo[4, 5] aekan-2-0H N.__O INT-986 3703
SN
| NH
o~
02\// N
MeTuI-LIUC-5-(8-(TuMETHIAMHHO ) -2 -0KCO-8-(pe HMT- \J\ \
INT-990 1.3-nuazactmpo 4. 5] ackas-3-H1) THPHMHIHH-2- Ny N N— INT-989 410,2
KapOOKCHIAT
o)\ N
H
Cl N
Y
LMC-3-(2-x70p-4-MeTHIMHPHMHIHH-5-H1T)-8~ N j }\1 —
INT-992 (auMeTHIAMIHO )-8-(eHn-1,3-1uazacnupo[4, 5] iekan-2- N INT-989 400,2
OH O)\H
INT-993 4-0eH31T-4-(THMETHIAMITHO ) IHKJIOTCKCAHOH INT-965 2323
INT-994 LNC-8-6cH3un-8-(auMeTHIaMHHO)-1,3- INT-976 288.2
nmuasactupo[4,5]nekan-2-01
INT-995 TPAHC-8-6eH3un-8-(aumeTnaamMuHo)-1,3- INT-976 288.
Awuazacnupo|4,5]aexan-2-01
¥ LM C-8-(auveTHaaMuHoO)-8-(THO(heH-2-H1)-1,3-
INT-997 aunazacnupo[4,5]ackan-2-ox INT-976 2801
TPAHC-8-(miuMeTHnaMiHO )-8-(THodeH-2-11)-1,3- -
INT-998 mmazacmupo[4,5] ackan-2-01 INT-976 280,1
\
N—
(o]
INT-999 4-(aumerniamuno)-4-(1-merun-1H-6enso[d]umunason- —N INT-965 2722
2-HJT)IHKIOTEKCAHOH ’
_N
\
HN N—
LAC-8-(aumernnamuHo)-8-(1-merun-1H-
INT-1000 | 6enso[d]umuaaszon-2-um)-1,3-quazacnupo[4.5]acxan-2- fo) N =N INT-976 3282
OH /N\©
\
HN N—
TPAHC-8-(aumeTmnamuno )-8-(1-meTma-1H- )\ X
INT-1001 | 6enso[d]umugazon-2-um)-1,3-mmasacmipo[4,5] rexan-2- oZ "NH =N INT-976 3282
OH P N\Q
N ‘d
BNy N
_ LU C-3-(2-xnopnHpuMuIHH-4-H1)-8-(IMMCTHIAMHHO) - Cl N N ~
INT-1002 8-ernn-1,3-1uaszacmupol4.5]aexan-2-on )\ INT-989 386,9
o N
H
N—
INT-1009 TPAHC—§—3THMBMHO—8—(1JSHMH-] J3-auaza- HN \ INT-1008 2742
crnupo[4,5] ackan-2-0H I\IH
0]
\
HN N—
INT-1024 1UC-8-(qumernnamuro)-8-(3-¢ropdermn)-1.3- )\ INT-977 2922
Juasacmupo[4,5] nekan-2-0H fo) ” (cramms 2) ;
F
\
HN N—
INT-1025 LU C-8-(xumeTHIaAMHHO )-8~(4-¢pTropdeHm)-1.3- )\N INT-974, INT- 2922
~ | anasacnmpo(4,5]ackan-2-0H o H 977 (cramus 2) ’
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LIAC-3-(2-XA0PTHPHMUIMH-5-H1)-8-( ANMETHIAMHHO ) -

INT-1027 8-(tnoden-2-mm)-1,3-muazacmupol4,5 ] 1exan-2-0H INT-989 392,1
L C-8-(auveTnaamuHo)-8-(3-
INT-1039 | (tpudropmeroxch)pennt)-1,3-nuaszacupo|4,5 | aekan-2- INT-1038 358.2
OH
(LU C)-8-(aumeTunamMuHo)-8-(3-
INT-1040 | (tpudropmermm)penmn)-1,3-auazacnupo[4,5]aekan-2- INT-1038 3422
OH
INT-1041 (LIUC)-8-(aumeTrnamuHo)-8-(3-meTokcu(enmm)-1,3- INT-1038 3042
aunazacnupo[4,5]ackan-2-on
INT-1042 (ITMC)-8-(5-xnoprrodeH-2-1nn)-8-(xumeTnIamuHo)-1,3- INT-1038 3141
aunazacnupo[4,5]ackan-2-on
\
HN N—
INT-1043 (LE[/IC)-8-(HIILICTWR{MHO)-8-(3 -(prop-5-meTundernn)- O}\N INT-1038 306.2
1,3-auazacnupo[4,5] nexan-2-oH H F
\
C)-8-(3 8 1,3 HN o
INT-1044 | (HHO-8-G-xaopdernn)-8-(anviernmavmo)-1,3- A INT-1038 308.2
Aunazacnupo[4,5]aexan-2-oH o H
Cl
Cl P F
(LIUC)-3-(5-xn0p-3-proprupraus-2-um)-8- \N ! \Nf
INT-1045 | (qumeTnnamuno)-8-(hennn-1,3-muazacmupol4,5]aexan-2- N INT-989 403,2
OH )\N
S
o]
e
INT-1047 (LEI/IC)-8-(Me1‘nn(oz<ce1‘aﬂ-3 ~HIIMETHIT)aMHHO)-8-(eHIII- HN INT-1026 330.5
1,3-amasacrmpo|4,5]| nexan-2-01 )\
o” N
Cl
=
N I \N
INT-1048 IIUC)-3 -’v(é-xnopnnpmm-l_-g -I0T)-8-(TUMETHIAMHHO )-8 - N INT-989 3852
(enn-1,3-auazacrupo[4,5] ackan-2-0H )\
o N
H
Cl
=
| \
INT-1049 (LIUC)-3~(5-x10pnHpuIuH-2-HT)-8-(TUMETHIAMHHO )-8 - N N INT-989 3852
(ennn-1,3-auazacnupo[4,5] ackan-2-0H )\
o” N
H
INT-1061 TPAHC-£—(].[HKJIOHpOl‘I]/UI-MeTPIJ)—8—L(W\'Ie’l'm'laM"HO—g— INT-984 3282
(pennn-1,3-quazacnupo[4,5|exan-2-00
INT-1063 LU C-1-(uHKIONPOTTHIMETH ) -8-(IUMCTHIAMHUHO) -8 -(3 - INT-1031 346.2

(ropdernm)-1,3-auasacmupo[4, 5] aekan-2-oH
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INT-1066 TPAHC-I-(uumooy'mmue:'rm)-8-(m4x1e’rmumm{o)-8- INT-987 3423
(hennn-1,3-auazacmmpo[4,5]) ackan-2-0H
|
HN N-—
INT-1070 L[[/IC-8-(,1uMeTn.m1“nﬂo)-8-(1)61{11.!1-1-(3,3_3- O)\N INT-1068 360.2
TpudTopnponun)-1,3-auaszacnupo|4, 5| 1ekaH-2-0H
CF3
\
HN N—
1M C-8-(aumerraamuHO)-8-(3 -(hrophermm)-1-((1-
INT-1074 | rHAPOKCHIHKIOOYTHI)METHT)-1.3- o N INT-1031 376,2
auazacnupo[4.5]ackan-2-oH F
OH
Cl N
e
TIAC-3-(2-x10p-4-METHIMHPH MU AHH-5-11)-8- NJ \N—
INT-1076 | (numeTnmamuHO)-8-(3-¢ropdenmn)-1,3- N INT-989 418,2
Auazacmupo|4.5]aekan-2-00 O)\N
H F
FSCY cl
L C-3-(4-x10p-2-(TPHYTOPMETHI) THPHMHHH-5-H.T)-8- NJ \N—
INT-1077 | (aumernnamuno)-8-(3-¢roppenmn)-1,3- N INT-989 4722
muasacmupo|4,5]aekaH-2-0H O)\N
R F
Aﬁ” o
1K C-3-(4-x10p-2 - KIIONPOTHIITHP MM HTHH-5 -HJT)-8 - N J \
INT-1078 | (aumerunamuno)-8-(3-gropdenmmn)-1,3- N N— INT-989 4442
Auazacnupo|[4,5]nekan-2-on
o)\ﬁ .

CHHTe3 WUTIOCTPATUBHBIX PUMEPOB COCAMHEHUIA.
Cunres SC 3013: 1wc-5-[8-mumeTnnamuno- 1 -[(1-ruApOKCcH-IMKIOOY THIT)METHII | -2-0KCO-8-ern-1,3-
nrazacnupo-[4,5]-nexaH-3-wi |HTUpUMATIH-2-KapOOHUTPHIT

NC>/N
Nx.z o
o {0
NH N oH
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-
(mmMeTHIaMuHO)-2-0kco-8-penmi-1,3-nmuazacnupo-[4,5]-nexan-3-wi)nupuMuani-2-kapoonutpmna  INT 600
(0,4 1, 1,06 Mmoms) B IMDA (5 mur) ipu 0°C. Cmech nepemerniBaiy B TedueHne 30 MUH IpH KOMH. TEMIL. U 3a-
teM oxyaawn 10 0°C. (1-(TpeT-OyTHIIUMETHICHITIIIOKCH ) TUKJIOOY THIT)METHT 4-MeTrmioeH3ocynbdonar (1,18
T, 3,19 MMOB, 3 9KB.) MPUOABIISIIN IO KAIUISIM B TEYCHUE MEPHOa 5 MUH M PEAKIIMOHHYIO0 CMECh MEJICHHO Ha-
TpeBaIIM 10 KOMH. TEMIL. ¥ TOTIOJHUTENsHO HarpeBany 10 70°C B Tedenune 16 4. PeaknnmonHyro cMech pa30oaBmim
Bozo# (10 M) u axcTparupoBamu EtOAc (3x20 mur). O0benuHEHHbIE OpraHmyeckne ¢as3pl CyIIM Haj 0e3B01-
HbIM Na,SO4 ¥ pacTBOpPHUTENs yAATWIA B BakyyMe. OCTaTOK OYWIIAIN € MOMOIIBI0 (idmI-xpomaTtorpadun Ha
CHJTMKArese ¢ MOodydeHHeM uc-5-[8-guMerunaMuHo- 1 -[(1-THapoKCH-TTUKIO0 Y THIT ) MEeTHII |-2-0Kco-8-heHni-1,3-
nuazacnupo-[4,5]-nexan-3-wi |nupuMuauH-2-kapoonutpuia (0,25 r).

Cunrtes SC 3014:  mmc-2-[1-(muKIo0yTHI-METH )-8 -TUMEe THIIaMIHO-2-0Kc0-8-hernn- 1,3-graszacmupo-
[4,5]-nexan-3-ui1 | MUpUMUAANH-5-KapOOHU TP

N

AN
\ %N \
HN N— Né{N N—
o;\}% —

INT-987 SC_3014
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uc-1-(mukno0yTriame )-8 -(TuMeTiiaMuHo )-8-henm- 1, 3-auazacmupo-[4,5]-nekan-2-on INT-987 (500
mr, 1,464 MMOJIB), 2-XJIOpIUPUMUANH-5-KapooHuTpmi (409 mr, 2,928 mmois) u Cs,CO; (954 mr, 2,928 MmMoIb)
B 1,4-nmnokcane (6 M) mepeMenmBaiu B atMochepe azora B teueHue 18 4 mpum 105°C. PeakmoHHymo cMech
OXJIAIUITN IO KOMH. TeMIL., mpubaBmwin 2N BoaH. pactBop NaOH (3 M) u mepemMermmmBaHue MPOIOJHKIIIN B Te-
genue 10 muH. CMmech cHauana sxcTparupoBain EtOAc u 3atem cmecwio JIXM (30 M) u metanona (5 mi). Op-
raandeckue (azbl OOBEAUHIIIA M KOHIICHTPUPOBAJIH MIPH MTOHWKEHHOM JaBiieHNH. OCTaTOK OYHIIAIHN C ITOMO-
mpio QuII-XpoMaTorpadguu Ha cuinkarene (dmonpoBanue ¢ rpaarneHToM JIXM/EtOAC) mo3BOJIMIO TIOTYYUTh
1uc-2-[ 1-(muKI00y THIT-METHI) -8 - TUME THIIaMHUHO-2-0KC0-8-henm-1,3-nnazacrimpo-[4,5]-nexan-3-

Wi | mupuMuauH-5-kapoorntpun SC_3014 (57 mr).

Cunre3  SC 3016: nwmc-2-[1-(MKI00YyTHI-METHII)-8-ANMETUIIAMHHO-2-0KC0-8-penui-1,3-mmazacnupo-

[4,5]-nexaH-3-un |nupUMHTUH-5-KapOOHOBOW KUCIOTHI aMUJT
N NH;

Q\i/\ Oj%\
[ N [ N
Py e oy e
Hoo %S

SC_3014 SC_3016

[uc-2-[ 1-(unknoOyTunmeTn)-8-(AMMeTHIIaMUHO )-2-0Kco-8-¢ermi-1,3-nnasacnupo-[4,5]-nexan-3-
wi | mupumMuauH-5-kapoorntpun SC 3014 (40 mr, 0,09 mmons) pactBopuiu B IMCO (1,2 miu) u K,CO; (25 wr,
0,18 mmois) 1 mpubaBmm nepokcua Bogopoaa (30%, 0,13 mi 1,260 mMois). PeaknnonHyro cMech epeMentn-
BaJIM TIPY KOMH. TeMIl. B TeucHue 20 4, 3aTeM pazoasmmm 2N NaOH (10 mu) u sxctparupoBam XM (3x20 mi).
OO0benuHeHHBIe OpraHndeckre ¢asbl cymuian Hag Na,SO,, KOHIICHTpUpOoBail B BakyyMe. OCTaTOK OYHINAIH C
moMoIIpio iduI-xpomarorpadgum ¢ mosydeHueM 1uc-2-[ 1-(IMKI00y THI-METH)-8-TUMETHIIAMUHO-2-0KCO-8-
¢ennn-1,3-mnazacnupo-[4,5]-nexan-3-un|mupuMuaAnH-5-kapooroBoit kucnotel amuna SC 3016 (40 mr) B Buzme
0eIroTo TBEpI0TO BEIIECTRA.

Cunres SC 3022: 1uc- 1 -(MUKI00y THIIME THI )-8 -( TUME THIIaMUHO ) -8-heHm-3-[ 2-
(rpudropmernn)mupuMuanH-5-mi|-1,3-auazacnmpo-[4,5]-nekaH-2-oH

F3C __N
Y
HN N— N%J\N N—
;?Ob IS

o
INT-987 SC_3022
uc-1-(mukn00y THaAMETHI )-8 -(TMMETHIIaMUHO )-8-perm- 1, 3-mua3acnupo-[4,5]-nekan-2-on INT-987 (240
mr, 0,7 mmonb), Pd-XPhos nokxonenune 2 (138 mr, 0,17 mmoins), Cs,CO;3 (457 wmr, 1,4 Mmomnb) u 5-Opom-2-
(tpudropmernn)mupumuanH (319 mr, 1,4 MMoib) cycnenaupoBai B 6e3BogHOM 1,4-nuokcane (3 Mi) B aTMO-
chepe a30Ta B MONyYeHHYIO cMech repemenBany npu 100°C B TedeHne HOYHM. PeakmmoHHyI0 cMech OXJIaIriIN
JI0 KOMH. TeMI. u npubasuau Boay (3 mu). Bomnyto ¢asy skcrparupoBanm XM (3x10 mir), o0benuHeHHBIC
oprannueckne (azer cymman Hag Na,SO4 W KOHIEHTpHUpPOBAIM B BakyyMe. OCTaTOK OYHWINAIH C MOMOIIBIO
(m-xpomarorpadui Ha CHJIMKArelle ¢ MOJTYYeHHEM YKa3aHHOTO B 3arojioBke coeanHeHms. OKOHYaTenbHas
OYHCTKA C HCHOJB30BAHUEM CHIIFHOW KAaTHOHOOOMEHHON CMOJBI Jana Iuc-1-(MUKI0O0YTHIMETHI )-8-
(mumeTrnaMuHO)-8-peHm-3-[ 2-(TpUPTOPMETILT ) TUPUMUIHH-S5 -1 |- 1 ,3-nua3zactupo-[4,5]-nexan-2-on SC_3022
(145 mr) B BHIE OEITIOTO TBEPIOTO BEIICCTBA.
Cunrez  SC 3028: nmc-4-[1-(MKI00YyTHI-METHII)-8-AUMETHIIAMHHO-2-0KC0-8-penmi-1,3-mrnazacnupo-
[4,5]-nexan-3-un]-N,N-1uMeTHI-Oe H3aMHU T
0 W o a
oA . @OJS/\\ ;4*‘(( -
& & R
é{:"] i y {f}*{ g v 2 erl - He
™ eTamma 1 e ~  cTagmal 1
Gﬁ»Lw F«><‘__x i G%p;y\__%f,\ e ﬂéLN ; -
Ef O Y SR
uf O

SC_3081 5C_3028

Cramus  1:  4-(uc-1-(MuKI00y THIMETHI )-8 -( TUME THIIaMUHO )-2-0Kc0-8-peHu- 1,3-nnazacnupo-[4,5]-
JleKaH-3-11)0eH30aT JTUTHSL.

MeTtmn-4-(1uc- 1 -(MuKII00y THIIME THI ) -8 -(TUMe THIIaMUHO ) - 2-0Kkco-8-perm- 1, 3-mua3zacnupo-[4,5]-nexan-
3-mm)6enzoar SC_3081 (400 mr) pactBopumu B Metanoue (5 mu) u AXM (5 mi). [IpubaBunm pactBop TUAPO-
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keuna autust (2M B Boje, 1 MiT) M IOMYyYEHHYIO CMECh NepeMeIInBali B TEYCHUE HOYM NPU KOMH. TeMIl. Bce
aeryune (GpakyM yIaTWIM B BakyyMe ¢ moiydeHueM 4-(1uc-1-(IuKiIo0yTHIMETHI)-8-(JUMEeTHIaMHHO)-2-
okco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-mn)oenzoara qutus (403 mr).

Cramus 2 nuc-4-[ 1-(KI00y THI-MeTHI )-8 - TUMETHIIaMHUHO-2-0KCc0-8-(heHn- 1 ,3-nua3actupo-[4,5]-nexan-
3-mn|-N,N-nmumernn-6emsamun (SC_3028).

4-(mc- 1 -(MKI00y THAMETHI ) -8 -( TMMETHIIAMUHO ) -2-0Kc0-8-peHm-1,3-nnazacimpo-[4,5]-nexan-3-
nn)oenzoar autus (80 mr, 0,17 Mmons) cycienaupoBanu B JIXM (1 mur) u mocienoBaTensHO MPUOABUIIN TPH-
stwnamuH (0,23 mi, 1,7 mmons) u qumetmnamut (2M pactBop B TT'®, 0,17 M) u T3P (0,20 M, 0,34 MMoIIB).
[omydeHnyro cMech nepeMernBany B Tedenne 18 4 npu komH. temr. [Tpn6asmim Boxy (10 Mir) m cMech dKCT-
parupoBasi JIXM (3x20 mu). O0bennHeHHBIE OpraHudeckne (a3pl cymmwim Hag Na,SO,4, KOHIEHTPHPOBAIH B
BaKyyMeé M OCTaTOK OYMIIAIM C TOMOIIBI0 (umiu-xpoMmatorpaduu c momydenueMm Iwuc-4-[1-(auxmnoOyTui-
METH)-8-IUMETHIAMHHO-2-0KC0-8-(eHun- 1,3 -nuazacmupo-[4,5]-nexkan-3-un]-N,N-quMeTiin-0eH3zamuna
SC 3028 (28 mr) B Buie 0€10TO TBEPIOTO BEIICCTBA.

Cunres SC _3045: 1uc-4-MeTokcH-5-[ 1-(3-MeToKcupoIi)-8-(MeTHIIaMIHO )-2-0Kco-8-penu-1,3-
Juazacnupo-[4,5]-nexan-3-mwi | IMpUMUINH-2-KapOOHUTPHUIT

[ |
NC.__N NC_ N
Y o Y (o]
NJN N— NJN HN—
Iy P

oZ N

o} 0O
\ \
SC_3040 SC_3045

N-tioncyknuanmuy (150 mr, 0,67 Mmonp) mpubaBwIM K cycreH3uH nuc-5-[8-(aumermiamuno)-1-(3-
METOKCHIIPOITIII)-2-0Kc0-8-(enni-1,3-nuazacnupo-[4,5]-nexan-3-mi]-4-MeTOKCU-TUPUMUANH-2 -KapOOHUTPHIIA
SC 3040 (214 wmr, 0,44 mmoins) B auetoHutpuie/TT'® (2/1 06./06., 10 Mi1) Ipy KOMH. TEMII. U HOIYYCHHYIO
CMecCh NepeMelIBalld B T€U4eHHE 16 4 mpu KOMH. TeMIl. PeakIMOHHYIO cMech MOIIIENIOYMIN pacTBopoM 2N
NaOH no pH~10 u opranndeckuii mpomykT skctparupoanu JIXM (10 mi x 3). OObennHEHHBIE OpTaHUIECKIE
9KCTPAKTHI Cymy Haj 6e3BoaubiM Na,SOy4, pacTBOpUTENh YAAIWIN B BAKyyMe U OCTAaTOK OYMIIAJM Iperapa-
TUBHOHM (dm-xpomarorpadueii ¢ momydeHHueM Iuc-4-MeToKCH-5-[ 1-(3-MeTokcutponmi)-8-(MEeTHIaMHUHO )-2-
okco-8-(penni-1,3-muazaciupo-[4,5]-nexan-3-mwn|nupumuaua-2-kapoorurpmia SC 3045 (81 mr) B BUme TBep-
JIOTO BEIIIECTBA.

Cunre3 SC 3064: 1uc-2-[ 3-(2-1maHo-mupUMUIUH-5-111) -8 - TAME TUIIaMUHO -2 -0KCOo-8-perm-1,3-
nuazacnupo-[4,5]-nexan- 1 -mi]-N-mponui-ameTaMmu
NC__N NC_ N

Y

r I

%\ \N— N \N—
N

X
° /3% ooi;

INT-600 NH
ot

SC_3064

T'unpoxcun Hatpws (51 mr, 1,3 MMous) pubasuim k 6e3sogaomMy JIMCO (4,5 Mi1) U mepeMeIuBaliy B Te-
yenue 10 MHHYT npu KOMHATHOW Temmeparype. IIpubaBummm muc-5-[8-(aumernnamMuHo)-2-0kco-8-penni-1,3-
nuazactupo-[4,5]-nexan-3-mi | nupumunus-2-kapoorutpuit INT 600 (80 mr, 0,21 MMOJIB) U TOTY4EHHYIO CMECh
HepeMeIInBaIi Py KOMHATHOM TeMmeparype B Te4eHHe 5 MUH M 3ateM HarpeBanu 1o 50°C. Ilpubasumm 2-
6pom-N-nponuin-aneramug (153 mr, 0,85 Mmous) u nepemermBanne npoaosnkuian npu 50°C B TeueHHe 0THOTO
gaca. PeakiimoHHy0 CMECh MOTackiIi BOJOH (25 MiI) B 3KCTparupoBaimu dtunameratom (2x10 mi). OObeTuHeH-
HBle OpraHudeckue (ha3pl MPOMBIBAIN BOJIOW (5 MJI) M HACHILICHHBIM BOJHBIM PacTBOPOM XJyopuna HaTpus (5
1), cymian Hax Na,SO, ¥ KOHIEHTPHPOBAIM IPH IOHMKXEHHOM jAaBieHHH. OCTaToK OYMINAIH C ITOMOLIBIO
(dmm-xpomarorpaduu Ha CHIIMKAresie ¢ MoJiydeHueM 1uc-2-[3-(2-1maHo-MupuMHATAH-5 -1T)-8-TUME THIIaMHO-
2-oxco-8-penni-1,3-nmuazactmpo-[4,5]-nexan-1-mn]-N-npormn-artetamuaa SC 3064 (22 Mr) B Bume TBEPAOTO
BEILIECTBA.
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Cunres SC 3065: 5-(uc-1-(uuKIo0y THIME T )-8 -(3THII(METHIT)aMHHO )-2-0Kco-8-(enn-1,3-
Juazacnupo-[4,5]-nexan-3-mi)-4-MeTOKCUITUPUMHIHH-2 -KapOOHUTPIIT

N
\/ I R
HN N NJ N
- N
.
INT-986 SC 3065

Cs,COs5 (274 wr, 0,84 MMOIIB) IPUOABUIN K PacTBOpPY LHC- | -(IMKIO0YTHIMETHI)-8-(3THII(METHIT)aMHHO )-
8-hennn-1,3-muazacnupo-[4,5]-nekan-2-ona INT 986 (150 mr, 0,42 mmoins), Xanthphos (36 mr, 0,063 Mmonb),
Pdy(dba); (19 wmr, 0,0211 MMoub) 1 5-6poM-4-MeTOKCHTTUPpUMHIUH-2-KapobonuTpuia (135 mr, 0,633 MMoib) B
1,4-nuoxcane (10 M) B atmocdepe aproHa. CMech CHOBa MPOYBaJIM aprOHOM B T€UCHHE 5 MHH W PEaKIHOH-
HyI0 cMech nepeMemuBainy pu 90°C B Teuenue 5 4. PeakmMoHHYI0 cMeCh OXJIaJWIN 0 KOMHATHOHW TeMmIepa-
Typbl. OcTaTok pa3daBuin Boaoi (20 Mi1) 1 opraHMYecKUi IPOIYKT dKCTparnpoBaiy dtinaneTatoM (3x10 mi).
OO0beMHEHHBIE OPTaHUIECKUE YKCTPAKTHI CYIIHIN Haj 0e3BOAHBIM Na,SO, U pacTBOpHUTENh KOHIIEHTPUPOBAIH
TIpH TTOHIMKEHHOM naBiieHuH. OcraTok odumamu ¢ momomisio npenapatuBHod TCX (EtOAc / meTponeiHbIM
3dupom 1/9) ¢ momyuenuem Gemoro TBepaoro BemecTsa (0,15 1), KOTOpoe nanee MPOMBIBATH H-TIEHTAHOM C TI0-
nyderueM 0,1 r 5-(uwmc-1-(UuKI0O0YTHIMETHN)-8-(3TIII(METHI)aMUHO )-2-0KCc0-8-heHm- 1,3-nua3zacnupo-[4,5]-
JieKaH-3-111)-4-MeTOKcUnupuMuIiH-2-kapoorutpuna SC_3065.

Cunre3  SC 3008: nwmc-2-[1-(MKI00YyTHI-METHII)-8-AUMETHIIAMHHO-2-0KC0-8-penui-1,3-mmazacnupo-
[4,5]-nexan-3-ui]-5-MeTHICY I OHII-0CH3OHUTPHIT

_S //N /S’ //N
T T
N N— N N—
O% O?

SC_3008

[uc-2-[ 1-(unknoOyTunmeTn)-8-(AMMeTHIIaMIHO)-2-0Kc0-8-(ermi-1,3-nnasacnupo-[4,5]-nexan-3-mi]-5-
metwicynbdanuia-oenzonntpun (320 mr, 0,66 MMOb, TONYyYEHHBIH U3 2-HOI-5-(METHIITHO)OCH30HUTPHUIIA |
INT-987 anamormuno SC_3022) pactBopunu B cMecu MeTanouna (9 mur) u Boapi(8 mur). [Ipubasmmm oxone® (807
Mr, 1,3 MMOJIb) IIPY KOMH. TEMIL. U MOJIYYEHHYIO CMECh IEpEeMEIINBaIN IPU KOMH. TeMIl. B TeueHue 18 u. [Ipu-
6aswm Boxy (10 M) u cMech akctparupoBau JIXM (3x20 mir). O0bequHeHHBIE OpraHuveckie (as3bl CYIIHIN
HaJ Na,SO,4, KOHIEHTpHUPOBaIHN B BakyyMme. OCTaTOK OYMINAIN C MOMOIIBIO (dII-XpoMaTorpaduy Ha CHIIMKa-
reje C HoJydeHueM Iuc-2-[1-(umkiao0yTunmernn)-8-(anmMeTmiaMuHo )-2-0kco-8-¢enni-1,3-nnazacnupo-[4,5]-
nekaH-3-mi|-5-metmicynshoumn-oer3onutpmna SC 3008 (66 Mr) B Buje 06€10ro TBEpIOro BEUICCTBA.

Cunres SC 3023: uc-8-auMeTunaMuHoO- 1 -[ (1 -THIPOKCH-TTUKIIO0 Y TFIT) METHI |-3-(2-THAPOKCH -
MUPUMHATAH-5 -11)-8-henni-1,3-auazacnupo-[4,5]-nekan-2-ox1
—0 HO,

N’<N N— N N—
—_—
o% o)\ N
DZOH EIZOH
SC_3015 SC_3023

Tpubpomupg 6opa (1M B XM, 0,38 mu, 0,387 MMoIb) NpuOABUIN K PacTBOPY LHUC-8-AUMETHIAMHUHO- |-
[(1-runpoxcH-IMKI00y THIT)METHIT | -3 -(2-METOKCH-TIMPUMUIUH- 5 -1101) -8 -penm- 1 ,3-nuazacnupo-[4,5]-nexan-2-
ona SC 3015 (180 wmr, 0,387 mmons) B AXM (2 mi) mpu 0°C. PeakunoHHYIO CMeCh TIEpEMEIINBATN B TCUCHHE
30 mun mipu 0°C u 3aTeM B TedeHue 16 9 mMpu KOMHATHOW TeMIiepaType, MOTracuiii METaHOoJIoM (2 MiT), pacTBO-
PUTENN YIAIWIN PU TIOHWKEHHOM JIaBJICHUH M OCTaTOK OouWIainu npemnaparuBHoi BOXKX ¢ HOpmanbHO# da-
30 C TONYYCHHEM IHC-8-TUMETHIIAMUHO- | -[(1-THAPOKCH-TIMKIO0Y THI)METH|-3-(2-THAPOKCH-TTUPUMUTHH-S -
nn)-8-penni-1,3-quazacimpo-[4,5]-nexan-2-ona SC_3023 (60 mr, 34%) B Buae 6€7I0T0 TBEPIOTO BEIIECTBA.

'H SIMP (400 M, IMCO-dg, & B M.11.): 8 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, SH).

Cunre3 SC 3025: nuc-5-[8-gumerninamuno-1-(2-runpokcu-oTin)-2-okco-8-penun-1,3-quazacnupo-[4,5]-
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Cramust 1:  5-(umc-1-(2-(TpeT-0yTHIINMEeTHIICHINIOKCH)3TH )-8-( JUMETHIAMHUHO))-2-0Kco-8-penm-1,3-
nazacnupo-[4,5]-nexaH-3-wi) TUpUMUATIH-2-KapOOHUTPHIL.

NaH (60% B muHepansHOM Macie, 63,8 mr, 1,59 mmons) mpubasmsun npu 0°C x pactBopy S-(umc-8-
(muMeTnIaMuHO )-2-0Kkco-8-hennn-1,3-auazacnupo-[4,5]-nekan-3-uin) MMpUMUIHH-2 -KapOOHUTPHUIIA INT-600
(0,2 T, 0,53 mmonp) B IM®PA (8 mu) B Teuenue 10 muna npu 0°C. PeakimoHHYI0 CMeCh MEpEeMENINBAIN MPH
KOMH. TemIl. B TeueHue 30 mMuH, (3-OpoMmpornokcu)(TpeT-0yTii)aumeTiickian (252 mr, 1,06 MMoutb) mpubaBu-
JIM 10 KarisiM B TeueHue 5 MuH npu 0°C u cMech nepeMelnBaii B TeUeHHUE TOTOTHUTENbHBIX 16 4 IpU KOMH.
TeMIl. PeaknimoHHyt0 cMmech paz0aBuiam BoJo# (15 MII) M DKCTparupoBay JUATHIIOBBIM 3PHpOM (3x25 mi).
OOBbeIMHEHHBIC OPraHMYCCKUE DKCTPAKTHI CYIIMIN Hal 0e3BomHBIM Na,SO,4, pacTBOPHUTENN YAATHIN IPHU TO-
HIDKCHHOM JaBIICHUH M OCTATOK OYHIIAIU C TIOMOIIBIO (IdII-XpoMaTorpadui Ha CHIIMKATelle ¢ MOIYICHUEM S-
(umc-1-(2-(TpeT-0y THITIMME THIICHITMIIOKCH )3 THII )-8 -(IMMETHIIaMUHO ) -2 -0Kc0-8-penm-1,3-muazacnupo-[4,5]-
JIeKaH-3-mi1)mupuMuInH-2-kapoornutpuna (100 mr, 34%) B BuIe 6eIoro TBEPOTO BEIIECTBA.

Craaus 2: uuc-5-[ 8-quMeTHIaMuHO- | -(2-THIPOKCH-ITHI)-2-0Kc0-8-heHm- 1,3-nua3zacmupo-[4,5]-nexaH-3-
Wi mupuMuIuH-2-kapoornTpun (SC_3025).

IM TBAF pacteop B TI'®d (0,36 w™mm, 0,36 wmmons) mpubaBmwmu K S-(muc-1-(2-(Tpet-
Oy THIIIUMETHUIICHITHIIOKCH )3THIT )-8 -( IMMETHIIAMHHO )-2-0Kc0-8-heHm-1,3-nmuazacimpo-[4,5]-nexan-3-
wn)nmapuMuanH-2-kapoouutpwty (0,1 1, 0,18 mmons) B TT'® (5 mur) npu 0°C. PeakoHHYI0 cMeCh IepeMelIIn-
BaJiM TPU KOMH. TeMIl. B TedeHre 30 MuH, pa3daBuiau Bomoi (10 MiT) U 9KCTparupoBad JUITUIOBEIM dPUPOM
(3x25 mur). OObEeTMHEHHBIC OPraHUYECKIE IKCTPAKTHI MPOMBIBaIH Hachinl. BogH. NaHCO;, BOJOH U HACBIIICH-
HBIM BOJHBIM PAacTBOPOM XJIOpWAA HATpUS M CyHIHIN Han O6e3BomHbiM Na,SO,. PacTBopuTenn Bemapwuinu mpu
TTOHIKEHHOM JIaBJICHUH W OCTATOK OYHMINAINA ¢ TIOMOIIbIo npenapatuBHoil TCX (aTrmaneraT/H-rekcan = 45:55)
W 3aTeM MPOMBIBAIH H-IICHTAHOM (5 MJI) C TIOTYYCHUEM LUC-5-[ 8-AUMeTHIAMIHO- | -(2-THIPOKCH-ITHII)-2-0KCO-
8-penun-1,3-quazacnupo-[4,5]-nexan-3-wi|nupumMuanH-2-kapoonurpuina (70 mr, 80%) B Buae 6e1oro TBepAOTO
BEIIIECTBA.

'H SIMP (400 MT', IMCO-dg, & B Mm.11.): & 9,18 (s, 2H), 7,38-7,26 (m, 5H), 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).

Cunarez  SC 3097:  nuc-8-mumermnamuHo-1-[(1-runpokcu-unkiaodytun)merui]-3-(2-mopponuu-4-ui-
MUPUMUANH-S5-1)-8-pennin-1,3-muazacnupo-[4,5]-nexan-2-on
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HaYMHAas OTCIO/IA 10 KOHI[A pa3zena J0OaBHIIN BCe METOIUKH.

Cramus 1: 4-(5-6poMImapuMUIHH-2-1T)MOPHOITHH.

K,CO; (14,2 1, 103 Mmoup) mpubaBmin kK pactBopy Mopdonuna (9,0 T, 103 mmons) B anerorutpriie (900
MJI) U TIOJTY9€HHYIO CYCIIEH3HIO TIEpEMEITMBAIIN TTPH KOMH. TeMII. B TedeHue 1 4. [To moprusam npubaBuiau 6pom-
2-xnoprmpumuarH (20 T, 103 MmMons). PeaknmonHyo cMech nepemMemmBany B Tedenue 16 1 npu 80°C, 3atem
OXJIAIUITH 10 KOMH. TemIl. 1 pa3dasmin EtOAc (100 M) u Bogoii (50 min). OpraHu4ecKuii MpoayKT SKCTParupo-
Bamu EtOAc (2x100 mur). OObenMHEHHYIO OpraHUYecKyto (a3y MpOMBUTH HACKHIIIEHHBIM BOJHBIM PAacTBOPOM
xnopuaa Hatpust (100 mi), cymmnn Han 6e3BoaHbIM Na,SO4 M KOHIEHTPUPOBAIN IPH OHMXEHHOM JaBJICHHH.
[NoydeHHBIH 0CTaTOK OYHUIIAIH C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha cuinkarene (100-200 menr) (20%
EtOAc B merponeiinoM 3¢upe) ¢ nomyuennem 18,0 T (71%) 4-(5-6pommupuMuanH-2-mi)MopdoiarHa B BHIE
Oemoro TBepaoro BemecTBa ¢ MertammmdeckuM oTTeHKoM (TCX cuctema: 30% EtOAc B merponeitHom 3dwupe,
R¢ 0,6).

Cranus 2: muc-8-nmuMerinaMuHo- 1-[(1-ruapoken-unkio0ytrn)MeTwi]-3-(2-MopdosuH-4 - 1iI-MTUpUMHHH-
5-mm)-8-penmn-1,3-quazaciupo-[4,5]-nexan-2-oun (SC_3097).
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K,CO; (0,53 r, 3,85 mmomb, 2,5 3kB.) npubOaBwim K CychneH3uH muc-8-(auMetunamMuHo)-1-((1-
THIIPOKCUITUKIOOYTHI )MeTHN )-8-henmi- 1,3-auazacnupo-[4,5]-nekan-2-ona (INT-799) (0,55 r, 1,54 mmons, 1
9KB.) U 4-(5-6pommupumuuH-2-min)mopdommna (0,37 r, 1,54 mmods, 1 3kB.) B quokcane (20 MiT) ¥ MOTyISHHYIO
CYCIICH3UIO TIPOJYBalld a30TOM B T€UEHHE 5 MHH. IMociieqoBarenbHo nmpuoaswm woaun meau (1) (0,29 r, 1,54
MMOJIb, 1 9KB.) 1 TpaHc-1,2-muamuHonukiorekcan (0,35 r, 3,085 Mmonb, 2 9KB.), peaKIIMOHHBIH COCY/ repMe-
THYHO 3aKpHUIM M PEaknOHHYI0 cMech nepeMeruBayid ipu 130°C B Teuenne 4 4. PeakmoHHyI0 cMech OXJia-
JIATH IO KOMH. TeMII. ¥ pa3dasmiu EtOAc (20 mur) u Boan. ammuakoM (10 mur). OpraHudecKuit mMpoayKT dKCTpa-
rupoBasi EtOAc (2x50 mir). O0beIMHEHHYIO OpPTraHUYecKy1o (ha3y MPOMBIIH HACHIIIEHHBIM BOJAHBIM PaCTBOPOM
xyopuna Hatpus (50 mur), cymn Haa 6e3BogHBIM Na,SO, U KOHIEHTPHUPOBAIU PU TMOHMKEHHOM JaBJICHHH.
O4ncTKa MOJYYCHHOTO OCTaTKa C MOMOIIBIO KOJOHOYHOH xpoMaTtorpaduu Ha cumkarene (100-200 memr) (60-
70% EtOAc B mnerponeiinom »dupe) nama nomyuutrs 0,35 1 (48%) muc-8-(qumerniaamuno)-1-((1-
THIPOKCHIUKIOOYTHI)METHI)-3~(2-MOp G OINH-4-NIT-TUPUMUIIH-5-111)-8-penmi-1,3-muazacnupo-[4,5]-nexan-
2-ona (SC 3097) B Buae Oenoro TBepAoro Bemectsa ¢ MetamandeckuM orteHKoM (TCX cuctema: EtOAc, Ry
0,7).

'H SIMP (JIMCO-de): & 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-cnextp: m/z 521,3 (M+H)".

Cunres SC 3099: 1uc-1-[(1-ruapOKCU-TIMKIIOO0Y THIT)METHII | -8 -Me THITaMUHO-3 -(2-MOp h OJTMH-4 - 1JT-
MUPUMHATIH-5 -11)-8-henn-1,3-auazacnupo-[4,5]-nekan-2-oxn

k/NZI/j\ N— N NH
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SC_3097 SC_3099

N-tioncykuuanmuy (162 wmr, 0,72 MMosb) mpuOaBWiIM K pacTBOpy LHUC-8-(auMeTHiaaMuHo)-1-((1-
THIAPOKCHIUKIOOY THI)METHI)-3~(2-MOp G OIMHOMUPUMUANH-S5-111)-8-penni-1,3-1nazacnupo-[4,5]-nekan-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-
peMennBaiy B Te4eHne 16 9 mpu KOMH. TeMIl. PeakinoHHYI0 cMeCh KOHIIEHTPUPOBAIIN IIPH TOHIDKEHHOM JaB-
nenun. Octarok pactBopmid B EtOAc (2x30 mur), opranndeckyto ¢aszy npomerin 2N BogH. pactBopoM NaOH,
cymwin Hax 6e3BoaHbIM Na,SO, ¥ KOHIICHTPUPOBAIM TIPU MMOHMKEHHOM AaBiieHnH. OCTaToK OYHIIain oopa-
menHo-¢a3zHoi BOXX ¢ momyaenuem 0,12 r (49%) mmc-1-((1-TuApOKCHINKIOOYTHII)METHI)-8-(METHIIAMIHO )-
3-(2-mopdoruHOTIHPUMUAHNH-5-1)-8-pennn-1,3-auazacnupo-[4,5]-nexan-2-ona (SC _3099) B Buzme Oenoro
TBeporo BemiecTBa ¢ MertauimaeckuM orTeHKoM (TCX cmerema 5% MeOH B IXM Ry 0,5). Ycmosus obpa-
menno-¢pasznoit BOYXXX: kononka: Luna-Phenyl-Hexyl-C18 (150*19 mMm) 5 mMxwm; moaBmwkHas ¢asza: 10 MM run-
pokapboHat ammonust/aneToHuTpu, rpagueHt (T/%B): 0/50, 7/85, 7,1/98, 9/98, 9,1/50, 12/50; ckopocTh MOTO-
Ka: 25 mi/mMuH; pa3daBuTens: noaBmwxkHas daza + TI'O.

'H SIMP (JIMCO-de): & 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-crextp: m/z 507,3 (M+H)".

Cunte3 SC _3100: mwmc-8-numeTmnamuHO-1-[(1-ruapokcu-1ukno0y T )MeTw | -8-heHun-3-(2-nunepa3uH-
1-un-nmupumuann-5-un)-1,3-guazacnupo-[4,5]-nexkan-2-oH ruAPOXIOPULA

Bog,

R ™,
[ ] 7 )
K_,NT(M\ N N}'J{Q 2HCH
N s
Boo I«f _,:L \‘\J - M, %

Br g R Y Ny ,—\1”_—
h cramun 1 j\‘:{j“‘r“ cragmd 2 B {}\N% cTamua 3 arfL”NXLw f’f_
. P - - — ) -
T Fae e waygww\%— E'ZC(H N/ [:j‘oH <\J
:)AL ""i = SC_3100
ok s
‘ INT-18%

Cranus 1: Tper-0yTni-4-(5-0poMIupuMuARH-2-1T)IAIepa3iH- 1 -kapOoKcHIaT.

[To ananornm ¢ meromom, ommcanHbIM It SC 3097 cramum 1 Tper-OyTHia-nunepasuH-1-kapOokcmiiaT
BBEJIM B PEAKIHIO C 5-OpOM-2-XJIOPIUPUMHUIUHOM ISl NIPEBpalleHus B TpeT-0yTi-4-(5-0poMnupuMuIna-2-
WIT)IMnepasuH- 1 -kapOoKcuar.

Cramus  2: t1per-Oytmnm  4-(5-((cis)-8-(mumetninamuHO)- 1 -(( 1 -ruAPOKCUITUKIOOY THIT ) METHI )-2-0KCO-8-
dbennn-1,3-guazactupo-[4,5]-nexan-3-un) MMpUMHUIHH-2 -1 ) TATIepa3ruH- | -kapOoKcHaT.

K,CO; (0,38 1, 2,8 ™MMomb, 2,5 2KB.) mnpuOaBWIM K CycleH3uH Iuc-8-(mumeTminaMuto)-1-((1-
TUAPOKCUITUKIOOYTHI )MeTHN )-8-penm-1,3-muazacupo-[4,5]-nexan-2-ona (0,4 r, 1,12 mmoms, 1 3xB.) (INT-
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799) u tper-0yTHn-4-(5-0poMIUpUMUANH-2-mT)IHNepa3uH- 1 -kapookcunara (0,38 r, 1,12 mMous, 1 9kB.) B au-
okcaHe (25 MII) W IOJyYEeHHYIO CMECh POYBaJIM a30TOM B TedeHue 5 MuH. [locnenoBaTensHo npubaBmiM io-
man menu (I) (0,21 1, 1,12 MmMoub, 1 9kB.) u TpaHc-1,2-muamMuHoMKIOTeKcaH (0,25 T, 2,24 MMOITB, 2 JKB.), peak-
IIMOHHBIN COCYJl TEPMETHYHO 3aKPBUIN U PEAKIIMOHHYIO cMech mepememnBaiy B Tedenne 10 1 mpu 130°C. Pe-
aKIIMOHHYIO CMECh OXJIAIMIIN IO KOMH. TeMIl. 1 paz6aBuiu EtOAc (20 mi) u BogH. ammuakom (10 mir). Oprann-
yeckuil mpoayKT skcTparupoBamn EtOAc (2x50 mir). OObeIMHEHHYIO OpraHUYecKylo a3y NPOMBIIH HaChIIICH-
HBIM BOIHBIM PacTBOpOM xjopuna Hatpus (50 M), cynrwim Hax 6e3BoaHbIM Na,SO4 M KOHIICHTPHUPOBAIH MPU
MTOHIKEHHOM faBieHnn. OYHnCcTKa 0CcTaTKa ¢ TIOMOIIBIO KOJIOHOYHOH XpomMarorpaduu Ha cumkarerne (100-200
mem) (60-70% EtOAc B merponeitHom 3¢upe) mama momyuute 0,5 r (72%) tper-Oytmn-4-(5-((uuc)-8-
(mametnnamMuHO )- 1 -((1-TuAPOKCHITUKIOO0 Y THIT) METHIT )-2-0KCO-8-(henn-1,3-aua3actupo-[4,5]-nexkan-3-
WIT)TMPUMUIMH-2 -WJT)TUIIepa3uH- 1 -kapOoKcHIaT B Buae 0EJIoro TBEpAOro BEUIECTBA C METAUIMYECKUM OTTEH-
koM (TCX cuctema: 1:1 EtOAc/nmerponeiinsiii adup, R 0,3).

Cramust  3:  1wmc-8-(mumermnamuHO)-1-((1-ruapoKcHIMKIOOy THIT)ME TN )-8 -(heHnn-3-(2-(munepa3un-1 -
W) TUPUMUIUH-5-11)- 1,3-auazacnupo-[4,5]-nekan-2-oH ruapoxiopun (SC_3100).

4N HCl B numokcane (2 wi) mnpubaBwim K Tper-OyTHin-4-(5-(muc-8-(aquMerniaamuno)-1-((1-
TUAPOKCUITUKIOOYTHI ) METHI )-2-0KC0-8-heHn-1,3-nmua3actupo-[4,5]-nexan-3-ui) MMpUMHUTHH-2 -
nn)nunepasus- 1 -kapookcumnary (0,15 r, 0,24 mmons). [Tonydernyio cmech nepememuBany npu 0°C B Tedenue 6
9 ¥ 3aTeM KOHIICHTPHPOBAIN IPU MOHMKEHHOM JaBICHUH C TIOIy4eHHEM OJIeTHO-)KEITOTO TBEPAOTO BEIIECTRA,
KOTOpPOE PacTUpaI ¢ H-TIEHTAHOM W JHO(MUIU3UPOBAIN BOJOW B TedeHue 16 4 ¢ momydenueM 0,14 r muc-8-
(mametnnamMuHO)- 1 -((1-ruAPOKCUTITUKIOO0Y THIT ) MeTHN )-8 -peHrT-3-(2-(TTunepas3uH- | -un) mupuMuanH-5-1i)-1,3-
nmnazacriupo-[4,5]-nexan-2-on rugpoxiopuna (SC_3100) B Buzxe 01e1HO-KEITOTO TBEPIOTO BEIIECTRA.

'H SIMP (JIMCO-dq): & 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-cnextp: m/z 520,3 (M+H)".

Cunre3 SC_3103: muc-1-(IMKI00yTHII-METHII)-8-AUME THIIAMHHO- 3 -[4-MeTHIT-6-(TpUTOPMETHI ) TUPHUHH-
3-mn|-8-penmn-1,3-muazacnupo-[4,5]-nekan-2-on
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Cs,CO; (2 1, 6,451 MMonb) mpubaBWIM K MPOAYTOMY aproHOM PacTBOPY LHC-1-(LIMKIOOYTHIMETHI)-8-
(mumeTunamuHo)-8-penmn-1,3-muazacnupo-[4,5]-nexan-2-ona (INT-987) (1,1 r, 3,225 mmons, 1 3kB.), Xantphos
(279 wr, 0,483 mmoms, 0,15 3kB.), Pdy(dba); (295 wmr, 0,322 mmonb, 0,1 3kB.) u 5-Opom-4-meTmi-2-
(rpudropmernn)nupuauna (774 mr, 3,225 mmons, 1 9kxB.) B 1,4-nuokcane (55 mir). Cmech CHOBa NPOAYBaIH
aproHoM B TeueHue 15 mMuH. Peaknuonnyro cmeck nepememnBany npu 90°C B Teuenue 18 u, 3ateM oxmaguiu
JI0 KOMH. TeMII., OTQUIHTPOBAIH Yepe3 meauT u npombiBaian EtOAc (80 mir). @uiabTpaT KOHIEHTPUPOBAIH TIPH
TTOHIKEHHOM JaBJeHWH. [10ydeHHBIH OCTATOK OYHMIIAIN C TOMOIIBIO (unmI-xpomaTtorpaduu (HeHTpanbHBIH
okcun amomuamA, 0-3% wmeranon B JXM) c momyuenmem 0,6 T (37%) mwmc-1-(uukiIo0yTHIMETHI)-8-
(muMeTnIaMuHO )-3-(4-MeTHI-6-(TpudTOPMETHI ) TUPUANH-3-11)-8-pennn- 1,3-mua3zacnupo-[4,5]-nekan-2-oHa
(SC _3103) B Buzne 6emoro TBepaoro Bemiectsa ¢ MetammmdeckiuM oTTeHKoM. (TCX cucrema: 5% MeOH B IXM;
Rfl 0,5)

'"H AIMP (JIMCO-dq): & 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-
criextp: m/z 501,3 (M+H)".

Cunare3  SC 3105:  nmc-1-(UMKIONPONHMI-METHI)-8-TUMETHIAMUHO-3~(4-MeTHICY b (G OHII-(heHHIT )-8~
(ennn-1,3-muazacnupo-[4,5]-nexan-2-oH
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NaH (60% B munepaapaoM Macie) (36,80 mr, 0,92 MMOIB) O MOPIUSIM MPUOABIIIA K PACTBOPY IIHC-8-
(mumeTnnaMuHo)-3-(4-(Metuncynsponun)penmn)-8-penm-1,3-muazacnupo-[4,5]-nexan-2-ona (200 mr, 0,46
MMOJIB, TToay4eHHoro U3 INT-976 n 1-6pom-4-(MeTmncynsdonmn)oen3ona mo ananoruu ¢ SC 3103) B IMDA
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(30 1) mpu 0°C B aTMoOcdepe aproHa U MOMYYCHHYIO CMech mepeMermBanu B TeueHue 10 muH. (Bpomme-
tun)uuktonponad (122 mr, 0,92 mmons) npubasuim mo KamwisiM npu 0°C, seastHas 6aHs yJaliiIn U peaKnoH-
HyI0 cMech was further mepememmBanu B TeueHue 4 9 mpu KOMHATHOH Temrmeparype. X0 peakiiui KOHTPOJIH-
poBayn ¢ momombkio TCX. PeaknnonHyto cMech pa3daBmin Bomoit (30 MiI) W BBINaBIee B OCAZA0K TBEPJIOE Be-
mecTBO OTGMIbTpOoBATH. OYHUCTKA ¢ TIOMOIIBIO KOJOHOYHOHM Xpomarorpaduu (cunmmkarens 100-200 mem, 50-
60% »sTwnamerar B TekcaHe B KadecTBe oamoeHTa) mama 80 mr (35%) mmc-1-(umkiomponmameTnn)-8-
(mumeTnnamuHo)-3-(4-(MeTuncynbdormn)pennn)-8-pernn- 1,3-mnazactmpo-[4,5]-nexan-2-ou (SC 3105) B BH-
nie Gerroro TBEpAOTo BemecTBa ¢ MetayunaeckuM oTTeHkoM (TCX cucrema: 10% MeOH B JIXM; Ry 0,70).

'H SIMP (CDCls): & 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-cnextp: m/z 482,2 (M+H)".

Cuntes SC _3109: 1uc-2-[8-numeTrnamMuHO-1-[2-(1-METOKCH-ITUKIO0 Y THI )-3THI | -2-0KCcO-8-penmi-1,3-
nuazacupo-[4,5]-nekan-3-un|0eH3aMun
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Cramqus 1: nuc-2-(8-(mumernnamMuHo)- 1-(2-(1-MeTOKCHIIUKITOO Y THIT)3THIT )-2-0KCO-8-heHn-1,3-
nazacnupo-[4,5]-nexaH-3-11)0eH30HUT P

I[lo amamormm ¢  wmeromoMm, omumcaHHbiM it SC 3103 nwmc-8-(mumermmamuso)-1-(2-(1-
METOKCHITMKIOOYTHN )ITIN)-8-bennn-1,3-aua3acnupo-[4,5]-nekan-2-o8 BBeTW B pEaKOUui0 ¢ 2-
OpOMOEH3OHUTPHUIIOM JUIsl TpeBpalleHust B muc-2-(8-(auMeTnnamMuHo)-1-(2-(1-MeTOKCUIUKIOOY THIT)ITHII)-2-
okco-8-(penni-1,3-muazacnupo-[4,5]-nekan-3-mn)0eH30HU TPILL.

Cragus 2: uc-2-[ 8-quMeTmiaMuHo- 1 -[ 2-(1-MeTOKCH-IIUKI00Y THIT)-3THII |-2-0KCc0-8-heHm-1,3-
nmuazacupo-[4,5]-nekan-3-un|oen3zamun SC_3109.

uc-2-[8-(mumeTrinaMuHo)- 1 -[2-(1-METOKCHIIMKIIOO Y THIT )3THII | -2-0KCO-8-(peHmn- 1 ,3-nua3zacnupo-[4,5]-
nekaH-3-uin]oenzonutpuia (57,0 mr, 1,0 skB.) pacrBopwiu B JIMCO (1,6 M), mpubaBuiau MepOKCH BOIOPOIA
(0,167 mm, 14,0 skB., 30% mac. B BogHoM pactBope) u K,COs (32,4 mr, 2,0 9KB.) ¥ MEepeMeITUBAIA PEAKITHOH-
HYIO CMECh TIPH KOMH. TeMII. B TeueHne 18 4. Peakimonnyto cmech 3ateM moracwin 10 Mi1 BOABI, SKCTparupoBa-
m XM (3x10 mi1), oObeqMHEHHBIE OPraHUYECKHe KCTPAKThl cymuau Haa Na,SO4 M KOHIEHTPUPOBAIH TPU
TTOHIKEHHOM JaBiieHuu (24 MT chIpoit mpoaykT). BoaHyto da3y KoHIeHTpupoBasn nocyxa (91 mr), cycnenau-
poBas B JIXM, ocaiok OTOHUIBTPOBAIA W OPTAHUIECKUH PACTBOP KOHIICHTPUPOBAIH NPH MIOHUKCHHOM JaBJie-
HUH C IONyYeHHEM JOTOIHUTEIBHBIX 56 MT chIporo mpoxykra. OOBeIWHEHHBIH CHIPOH MPOAYKT OYMIIAIH C
MIOMOIIIBIO KOJIOHOYHOM XpomaTorpadun Ha crmukarene (JIXM/EtOH 95/5) ¢ momyuenunem 37 mr (62%) mwc-2-
[8-mumeTmnamunO-1-[2-(1-METOKCH-IIMKIO0Y THIT)-3THII |-2-0KCc0-8-(eHm- 1,3 -nua3zacnupo-[4,5]-nexan-3-
wi|oenzamuna (SC_3109) B Buge 6e1oro TBEPOTO BEIIECTBA.

'H SIMP (600 MT', 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)".

Cunare3  SC 3112:  mmc-2-(1-((1-ruapoKcHuKIo0y THI )METII)-8-(METHIaMUHO )-2-0KC0o-8-penni-1,3-
nrazacnupo-[4,5]-nexan-3-wmi)0eH30HUTPHIT
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Cramus 1: nuc-2-(8-(muMerninamMuHo )-2-0kco-8-henni-1,3-auazacnupo-[4,5]-nekan-3-un)0eH30HUTPHIL.

ITo anamorum ¢ meroxom, omucanabM st SC 3103, 1-Opom-2-nmaHOOEH30JI BBEIH B PEAKIHIO C IHC-§-
(mumeTnnamuHo)-8-penmn-1,3-muazacnupo-[4,5]-nexan-2-onom (INT-976) s mnpepamienus B 1muc-2-(8-
(mmMeTHIaMuHO)-2-0kco-8-penn-1,3-muazacnupo-[4,5]-nexan-3-1a)0eH30HUTPUIL.

Cragus 2: uc-2-(8-(mumernnaMuHo)-1-((1-ruapoKCHIMKIO0y THIT ) METHIT ) -2-0KCco-8-henm-1,3-
nrazactupo-[4,5]-nexan-3-1n)0eH30HUTPHIL.

K pactBopy nuc-2-(8-(mumeruinamuHo)-2-0kco-8-penmn-1,3-auazacnupo-[4,5]-nekan-3-m)0eH30HUTPHIA
(500 wmr, 1,336 mmomb, 1,0 3xB.) B IMCO (16 M) npubaswmmu ruapokcuy Hatpus (213 mr, 5,334 mmons, 4,0
9KB.) U cMech nepememuBany mpu 60°C B tedenne 30 muH. [IpubaBunmm pactBop 1-okca-crmpo[2,3]|rekcana
(237 wr, 6,68 Mmmomb, 5,0 5kB.) B JIMCO (4 M) Ipy KOMH. TEMII. U pEaKIIMOHHYIO CMECh MEePEMEIINBaIH MPH
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55°C B teuenue 16 4. Peakumonnyto cmech pazdasmii Bopoit (100 mir) u sxctparuposanu EtOAc (100 mu). Op-
raHudeckylo a3y npoMsun Boor (50 Mi1) M HAaCHIIIEHHBIM BOJHBIM pacTBOPOM Xjopuaa Hatpus (50 mu), cy-
T Hag 6e3BomHBIM Na,SO4 ¥ KOHIICHTPUPOBAIHN TPH MMOHMKEHHOM JaBlieHuH. OCTaTOK OYHINAIA C TTOMO-
mpl0  KOJOHOWHOH xpomatorpadum Ha cwmkarene (EtOAc/T'ekcan, 7/3) ¢ mnomydeHuem 1uc-2-(8-
(mametnnamMuHO)- 1 -((1-TuAPOKCHITUKIOO Y THIT) METHIT )-2-0KCO-8-(henn-1,3-aua3acnupo-[4,5]-nexkan-3-
nm)6enzonutpuia (200 mr, 0,436 Mmmonb, 32%) B Bue 6eoro TBEPIOTO BEIIECTBA C METAIUIMICCKIM OTTEHKOM.
Macc-cniextp: m/z 459.4 (M+H)'.

Cramus 3: muc-2-(1-((1-ruapoKCHIHKIOO0y THIT)METHI)-8-(METHIIAMUHO ) -2 -0KCc0-8-peHm- 1,3-mna3zacimpo-
[4,5]-nexan-3-un)oenzonntpun (SC 3112).

I[lo amamormm ¢  wmeromoMm, omucanHeiM st SC 3099,  mwmc-2-(8-(ammerunamuno)-1-((1-
THPOKCHIMKIOO0YTHII)METHIT)-2-0Kco-8-(enni-1,3-nnazacnupo-[4,5]-nexan-3-1in)0CH30HUTPHII BBEJIN B PEak-
IIUIO C H-HOACYKIMHUMUIOM JUIsl TipeBpatneHus B muc-2-(1-((1-ruapoKcHumKiio0y THII) METHII )-8 -(METHIIAMIHO ) -
2-okco-8-¢penmi-1,3-nuazacnupo-[4,5]-nexan-3-uwin)oer3onutpuit (SC_3112). Berxoa: 29%.

'H SIMP (IMCO-dg, 400 MI'n), & (m.1.) = 7,75 (dd, 1H, J=7,76 'y, 1,16 T'w), 7,70-7,65 (m, 1H), 7,50 (d,
1H, J= 8,16 I'n), 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 SC 3120: mmc-8-(aumeTmnaMuHo)-3-(2-(3-okconumepasuH- | -1 TupUMHAIIH-5-11)-8-perni-1,3-

nrazacnupo-[4,5]-nexan-2-oxH
0
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INT-989 SC_3120

Cl

uc-3-(2-xnopnupuMHuIUH-5-11)-8-(TUMeTIIIaMUHO )-8 -permn-1,3-auazacnupo-[4,5]-nekan-2-on  (INT-
989) (100 mr, 0,259 MMOJIb) TOMECTHIIM B PEAKIIMOHHBINA COCYH JJIT MUKPOBOJIHOBOTO peakTopa (5 MiI), coCyn
MIPOIYSTH a30TOM, MpuOaBUiIM 0e3BOAHBIN H-OyTaHou (50 5kB., 13,0 MMomb, 1,2 MIT), TUU3OTPOTIIATHIIAMUH (5
9KB., 1,30 MMoub, 0,224 M) u nunepasuH-2-oH (1,2 7kB., 0,311 MMoub, 31 Mr), cocya TepMETUIHO 3aKPBLIH U
PEaKIMOHHYIO CMeCh TiepeMemuBatn B TedeHue 2,5 4 nmpu 140°C (oObraHOE HarpeBaHue). PeakmoHHyo cMech
OXJIQJINIIM, TIEPEHECTH B OJHOTOPJIYIO KOJOY M KOHLEHTPUPOBAIM MPH MMOHW)KEHHOM JaBlieHUH. [1omydeHHbIH
octarok (128 wmr) ouwmmanu C TOMOIIBI0 QuDII-XpoMaTorpaguu Ha OKCHUAC ATIOMUHHUS (HEHTpaIbHBIN)
(AXM/MeOH rpaguent ot 100/0 mo 97/3) ¢ momyuenumem 65 wmr (56%) nmc-8-(agumerniaaMuHo)-3-(2-(3-
OXONHIIEPa3uH- 1 -1iT) TMpUMHIHH-5-11)-8-henmn-1,3-auazacimpo-[4,5 | nexan-2-ona (SC_3120).

'H SIMP (600 MI', JIMCO) & 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-cniektp: m/z 437,27 (M+H)".

Cunre3 SC 3129: uc-3-(5-(8-(muMerrmnaMuHo )-2-0kco-8-heHmi- 1 ,3-nua3zacnupo-[4,5]-nexan-3-
WJT)TAPUMUTUH-2 -1JT) OCH30HU TPUIT
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INT-989 SC_3129

uc-3-(2-xnopnupuMHUIUH-5-11)-8-(TUMEeTHIIaMUHO )-8-perm-1,3-nuazacnupo-[4,5]-nekan-2-on  (INT-
989) (1 skB., 0,47 mmonb, 180 mr), Pd(PPh;), (0,1 3kB., 0,047 MMoms, 54 Mr) u (3-nmaHoeHIT)0OPOHOBYIO KH-
ciory (1,5 axB., 0,70 MMonb, 103 Mr) pacTBOpHIM B JEera3sMpOBAaHHOM CyXOM TeTparuapodypane (9,5 miu) u
npubaBuin kapooHat Hatpust 1M BoxH. p-p (1,9 3ks., 0,89 mmouns, 0,89 mi). [ToxydeHnylo Ipo3payHyro peax-
IIMOHHYIO CMech IepeMemnBain B TeueHne Houn npu 70°C. Jonmomautensuyro nopruio Pd(PPhs), (0,1 aks.,
0,047 mmoub, 54 Mr) mpubaBWIM ¥ PEaKIMOHHYIO CMECh JOMOJIHUTENBHO nepemernuBany 12 4 npu 70°C. Peax-
MOHHYIO cMech pazbaBminm EtOAc (50 mur), mepememmBamu B TedeHue 10 MUH, 0caloK OTQWIBTPOBATIH U
(bUITBTPAT KOHIEHTPUPOBAIHN TPH TIOHWKEHHOM JaBieHuH. [lonmydeHHbIi ocTaTok (285 Mr) ouuIagy ¢ MOMO-
mpio hram-xpomarorpadun Ha cuukarene (rpaguent JJXM/MeOH, ot 100/0 no 80/20) ¢ monxydernem 130 mr
(62%) 1uc-3-(5-(8-(aumeTmnaMuHo )-2-0Kkco-8-perni- 1 ,3-nnazaciupo-[4,5 |- nexad-3-mi) THpUMHIRH-2 -
nm)oenzonutpuina (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-cuexTp:
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m/z 453,24 (M+H)".
Cunre3  SC 3130: nmc-8-(mumerunaMuHo)-3-(2-(4-(MeTmwicynbpoHUT ) IHepa3uH- 1 - 1) TMpUMHIH-5-
nn)-8-pennn-1,3-auazacnupo-[4,5]-nekan-2-on
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SC_3124 SC_3130

uc-8-(mumetninamMuHo )-8 -peHmn-3-(2-(munepa3us- 1 -un) mupuMuauH-5-1mi)- 1,3 -1uazacnupo-[4,5]-nekan-
2-ou (SC_3124) (100 mr, 0,23 mmonb) pactBopmin B JIXM (150 sks., 34 Mmoib, 2,2 M) B atMocdepe azota. K
MOJIY4YEeHHOMY pacTBOpy npubaswmn 4-nupuausanmerwiamunonupunus (0,05 sks., 0,012 mmoins, 1,4 Mr) u
JTUH30MpOmIIITIIaMuH (3 3kB., 0,67 mMois, 0,119 M) u cmeck oxnaamwmm no 0°C. [Ipubasmimm Metancynbho-
HIxsopun (2 sks., 0,46 mmons, 0,036 M), yaamuiy JeasHyo 0aHIO M PEaKIMOHHYIO CMECh IEPEMENINBAIN B
TEYEHHUE 2 Y IPU KOMH. TeMI. PeaklmoHHYI0 cMech moracwiu Boaoi (5 mi), paz6asmwiu JIXM (10 mi), momy-
YEHHYIO KOPUYHEBYIO CYCIEH3UIO OTQMIBTPOBAIN Yepe3 CTEKISHHBIN (QHUIbTp, QuibTpaT mepeHecin B JAEiHU-
TENBHYIO BOPOHKY, OT(HUIBTPOBAJH, OPTaHUYECKYIO a3y OTIENWIH W BOAHYIO (a3y skcTparupoBamn XM
(2x10 mi). O6benuHEeHHBIE Opranndeckue (aspl cynmin Hax MgSO4 M KOHIIEHTPHPOBAIU TPH ITOHWKEHHOM
nasieHur. [lorydeHHbI ocTaTok (81 MI) ouMIaNM ¢ TIOMOIIBIO (UIdII-XpoMaTorpaduu Ha OKCHJE aTFIOMHHUS
(rpamumenr AXM/EtOH ot 97/3 mo 96/4) ¢ momyuenmem 51 wmr (43%) wc-8-(numerniaamuno)-3-(2-(4-
(MeTuncyns(hOoHMIT)TUIEpa3uH- | -1 TUpUMUANH-5-101)-8-henm- 1,3 -auazacupo-[4, 5 nexan-2-ona (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-criekTp: m/z 514,26 (M+H)".

Cunre3 SC 3132: 1uc-8-((IUKIOMPONIIME THI ) (METHIT )aMHUHO )-8-(heHu-3-(2-
(TpudTopmMeTHn)MUpUMUANH-5-1)-1,3-1nazacnupo-[4,5]-nekaH-2-oH
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Cramus 1: muc-8-(mMeTmiraMuHo)-8-perni-3-(2-(TpudTropMeTin) IupuMHIAH-5-1)- 1,3-nmnazacnupo-[4,5]-
IEeKaH-2-0H.

I[lo amamormm c¢ wmeromoMm, omnmcaHHbIM 111 SC 3099, nwmc-8-(auMermnamMuHO)-8-denwmn-3-(2-
(TpudTOopMeTHI ) TUPUMHUINH-S5-1)- 1 ,3-nna3zacnupo-[4,5]-nekan-2-on  (SC_3245) BBenmum B peaknui C H-
HOACYKIMHUMUIOM JUIS TIPEBpalIeHUst B IHC-8-(MeTmiIaMuHO)-8-peHnn-3-(2-(TpudropmMeTiin) IMpUMHUINH-5-
wn)-1,3-nuazacnupo-[4,5]-nexan-2-oH.

Cramust 2: uuc-1-(4-metoxcubensmn)-8-(MeTmiaMuHo )-8-¢erni-3-(2-(Tprud TopMeTHIT) TUPUMHINH-5-1I1)-
1,3-nuazacnupo-[4,5]-nexan-2-oH.

NaH (60% B munepansaOM Macie) (296,3 mr, 7,407 Mmmoib, 1,5 3KB.) 1Mo mopIisiM MpHUOaBIIIA K PacTBOPY
uc-8-(MeTHIaMuHO )-8-heHn-3-(2-(tpud ropMeTrn ) mupuMuAH-5-1n)- 1,3 -auazacnupo-[4,5]-nekan-2-ona (2 r,
4,938 mmoutb, 1 9kB.) B JIM®PA (20 mur) mpu 0°C B aTMocdepe aproHa B MOJYyYSHHYIO CMECh NIEpEeMEeNTNBaIHA B
tederne 10 mun. [TpubaBunm mo kammiM 1-(6pommeTwn)-4-metokcubenzon (1,092 r, 5,432 mmonb, 1,1 2kB.).
PeakunoHHyI0 cMeCh MEIVICHHO HarpeBalii IO KOMH. TEMII. M IIepeMeIInBaiu B TeueHne 16 4. Xox peaxiun
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KOHTpoJrpoBany ¢ momoinsio JKX-MC. Peakionnyro cmech pasodasuian Bogoid (150 mit) n opraHndeckuii mpo-
nykT skctparupoBanu EtOAc (3x60 mur). OObequHEHHBIE OPTaHUYECKUE DKCTPAKTHI CYIIWIN HaJ O€3BOIHBIM
Na,SO, 1 KOHIIEHTPUPOBAIN NPH HOHMKEHHOM AaBiIeHUH. [10IyueHHBIH 0CTaTOK OYMINAIM C MTOMOIIBIO (IIdII-
xpomarorpapun (cumukarens 230-400 wmenr; 0-4% MeOH/IXM) ¢ momydenmem 2 1 (77%) nwmc-1-(4-
METOKCHUOCH3MIT)-8-(MeTUIaMUHO )-8 -heHnn-3-(2-(Tpud ropmeTrn ) mupuMuanH-5-un)- 1,3 -auazacnupo-[4,5]-
JeKaH-2-0Ha B BHJE 0enoro TBepaoro Bemiectsa ¢ MeramumndaeckuM orteHKoM (TCX cucrema 5% MeOH B IXM
R¢ 0,55).

Cramqus 3: U C-8-((IUKIOTPOTHIIMETHIT )( METHIT)aMUHO )- 1 -(4-MeTokcnbeH3mn )-8 -permn-3-(2-
(TpudTopMeTHI)TUPUMHUINH-S5-11)- 1 ,3-nnazacimpo-[4,5]-1exaH-2-0H.

(bpomMmerwm)ukionpomnan (0,461 mi, 4,762 MMoib, 5 9KB.) IpUOABWIM TI0 KallIsAM K cMecH Ituc-1-(4-
METOKCHOEH3MI)-8-(METHIaMUHO)-8 - eHmII-3-(2-(TpudTOpMETHI ) IUPUMHUIUH-5 -111)- 1, 3 - inazacnupo-
[4,5]nexan-2-oHa (500 mr, 0,952 mmomnb, 1 3xB.) u K,CO; (657 mr, 4,762 MModb, 5 9kB.) B aneronutpuie (20
MJI) TIPH KOMH. TeMIL. B aTMocdepe aprona. PeakmoHHBIH cocyl TepMETHYHO 3aKPBIIM U CMECh TIEpEMEIINBAIIH
npu 95°C B Teuenue 24 4. XoJ peakuuy KOHTponmposain ¢ nomolnsio JKX-MC. Peakiuonnyio cmeck paz0aBu-
11 Bojio# (50 M) M opraHMdecKuid MpoayKT dKcTparupoBain EtOAc (2x50 mur). O0bemuHEHHBIE OpTaHNYECKHE
9KCTPAKTHl Cymuian Haja 0e3BomHbIM Na,SO4 M KOHIEHTPUPOBAIM NMPU HOHWKEHHOM JAaBieHHH. lomydeHHBIH
0CTaTOK OYHMINAIM C ToMouIbio (im-xpomarorpaduu (cummkarens 230-400 memr; 0-40% EtOAc/meTposeiiHpiM
a¢upom) ¢ momyuerneM 220 mr (39%) mwmc-8-((IHKIONPONHIMETII)(METHII)aMHHO)- 1 -(4-MeToKCHOCH3MIT )-8 -
bennn-3-(2-(TpudTopMeTII ) IUPUMUAINH-5-11)- 1, 3-1ra3acnupo-[4,5]-nekan-2-ona B BHIe O€JI0r0 TBEPIOTO
BerecTBa ¢ MetanmmdeckuM oTTeHKoM (TCX 50% EtOAc B metponeitnom a¢upe, Ry 0,65) u 230 mr mHenpopea-
THPOBABIIETO HCXOAHOTO MaTepHaa.

Cramus 4: muc-8-((IIUKI0POMHIMETH )(METHIT )aMUHO )-8-peHn-3-(2-(Tprud TOPMETHIT) TUPUMHTAH-S5 - 1T~
1,3-gnazacnupo-[4,5]-nexan-2-ou (SC_3132).

TOK (4,2 mMi1) mo KamisiM NpHOaBHIM K pPacTBOPY LHUC-8-((LMKIOMPONMIMETII)(METHI)aMUHO)-1-(4-
METOKCHOCH3MN)-8-PeHmI-3-(2-(TpUPTOPMETHIT ) TUPUMHUIUH-5-11)- 1,3 -1ua3zacnupo-[4,5]-nekan-2-ona (210 wmr,
0,363 mmons) B IXM (0,05 M) nmpu 0°C B atmocdepe aprona. PeakunonHyio cMech MEJICHHO HarpeBajf JI0
KOMH. TE€MIL. U NepeMelInBaii B TeueHue 16 4. XoJ peakunu KOHTpoaupoBanu ¢ nomoursio XKX-MC. M30s1Tok
TOK Bblnapuiu npy NOHWKEHHOM JAABJIEHUU U ocTaToyHoe KosndecTBo TOK ynanunu B BuAe a3e0TpONMHON
cmecH ¢ JIXM (2x5 mu). Ceipoit npoaykT ounnianu npenapatuBHoii BOXKX ¢ momydenuem 105 mr (63%) 1wc-
8-((mUKIIOTPOMUAMETIT ) (METHIT)aMHHO ) -8 -(heHIT-3-(2-(TpU D TOPMETIIT ) TUPUMHTUH-5-111) - 1, 3 - Arazacmupo-
[4,5]-nexan-2-ona (SC_3132) B Buzme 6eioro TBepAOro BemecTBa ¢ MetaummaeckuM orTeHKoM (TCX cuctema
50% EtOAc B metponeitaom 3¢upe, Re: 0,35).

'H SIMP (JIMCO-dg): & 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).

Cunre3 SC 3133:  1uc-8-guMeTnnaMuHO-3-[2-(4-MeTHiI-TunepasuH- 1 -kapOoHwIT ) T pUMUAWH- 5 -1 -8 -
dhennn-1,3-guazactupo-[4,5]-nexan-2-ox
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INT-990 SC_3133

I-mMeTmmnunepasun (2 3kB., 0,5 MMmomb, 55 wmkm) u [5-[8-(aumeTmmamuHO)-2-0kco-8-penmi-1,3-
nuazacnupo-[4,5]-nexan-3-mi | nupumMunnH-2-kapoormwt Jokcmwmtuid (INT-990) (100 mr, 0,25 MMomb) cycrnieHan-
poBas B JIXM (1,6 mi), TpudTiamus (10 9kB., 2,5 MMob, 336 MKII) U TIOCIIEIOBATEIHHO TPHUOABYIIN MPOITHII-
tdocdonoBrrit anrumpun (=50 mac.% pactBop B sTHianerate) (2 3kB., 0,5 MMonb, 297 MKI) U PEaKIIHOHHYIO
CMECh MepPEeMEIINBAIU TIPH KOMH. TeMIl. B Teuenue 2 4. [Tomydennyro cMmech moracuinu 2M BonH. NaOH (2 o),
OpPTraHUYECKYIO (ha3y OTACIHIN M BOAHYIO (ha3y 3KcTparupoBaiu auxiopmeTanoM (3x10 mur). OO0bequHEHHBIE
OpraHWYeCKHe 3KCTPAKThHI cymin Haa Na,SO4 ¥ KOHIIEHTPHUPOBAIM TP MOHIKEHHOM AaBiieHnd. OcraTok (88
Mr) pactBopwin B 3 mut JIXM u MemieHHo mpubaBuiy 6 MII MeHTaHa. [1oydeHHyI0 CMeCh TIEpeMEeNTuBaIA B
tedenue 30 muH. Ocafok OTOMIBTPOBAIN U CYIIHIIN MPU TOHIKCHHOM JaBJICHUH C rmosrydeHueM 69 mr (58%)
U C-8-TUMETUIAMHUHO-3 -[ 2-(4-MeTI-TTuTiepa3uH- | -kapOOHWIT ) TUPUMUINH-5 -1 |-8-herm-1,3-nnazacrimpo-
[4,5]-nexan-2-ona (SC_3133).

'H SIMP (600 MTI'ti, 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-cnextp: m/z 478,29 (M+H)".

Cunre3 SC_3146: uc-5-(8-(mumernnamMuHo)-2-0kco-8-penmi-1,3-auazacnupo-[4,5]-nekan-3-
W) TMPUMUIHH-2 -KapOoKcaMu L
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INT_990 SC_3140

Metun-nuc-5-(8-(numeTrnamMuHo)-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nekan-3 -mn) IupUMHITAH-2 -
kapookcmnat (INT-990) (100 mr, 0,244 mMonb) pactBopriu B 7N NH; B meranone (25 sxB. NHs, 0,9 M) B
MHUKPOBOJTHOBOH MpoOupKe. PeakmmoHHEIH cocy T TepMETHIHO 3aKPBUIH, PEAKIIMOHHYIO CMECh IIEPEMEIINBAIIHN B
TEYeHHUE 5 THEeH MpHu KOMH. TEMII. W 3aTeM KOHIIEHTPHUPOBAIIN MIPH MMOHWKEHHOM JaBieHHH. OCTaTOK OYUIIAIH C
MOMOIIBI0 (udII-XpoMaTorpaduu Ha HelTpaapbHoM okcuae amromuaus (IXM/ EtOH, rpagment ot 90/10 mo
74/26) ¢ nonyuenuem 38 mr (39%) nuc-5-(8-(aumeTmnamMuHO)-2-0Kkco-8-perni-1,3-mua3zactmpo-[4,5]-nexan-3-
W) nupuMHIIuH-2-kapookcamuaa (SC_3140).

'H SIMP (600 MTI'ti, IMCO) & 9,07 (s, 2H), 8,02 (d, 1H), 7,93 (s, 1H), 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-
criekTp: m/z 395,22 (M+H)".

Cunrez SC 3146: mermin-muc-2-(4-(5-(8-(mumeTnnaMuno)-2-okco-8-penmi-1,3-nuazacnupo-[4,5]-nexan-
3-1JT) TMPUMHIUH-2 - W) TUTIepa3uH- | -1 )aneraT
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SC_3124 SC_3146

uc-8-(mumetnnamuHo )-8 -penmn-3-(2-(munepa3us- 1 -wn) mupuMuauH-5-1m)- 1,3 -nuazacnupo-[4,5 |- nekan-
2-ou (SC_3124) (200 mr, 0,46 MMOITB) PaCTBOPWIIA B CyXOM arleTOHUTpHIiIe (5 MiI) B aTMOcdepe a30Ta, OCIe10-
BarenpHO npubasmm K,CO; (1,2 3kB., 0,55 Mmmonb, 76 Mr) u MeTmi-2-xyopanerat (1,5 sks., 0,69 mmois, 0,06
MIT) U PEaKIHOHHYIO CMECh MEPEMEIINBANIN MIPH KUIITICHUN B TeueHue 5 4. [IpnbaBmim HOBYIO MTOPITHIO METHII-
2-xnopamnerata (1,5 skB., 0,69 MMoinb, 0,06 MJT) U PEAKITMOHHYIO CMECh TIEpEMEITMBAIIN MPH KUIISTYCHUH B TeUe-
HHE HOYM. PEakImoHHYI0 cMeCh KOHIICHTPHPOBAIHN IIPH HMOHIKEHHOM JaBiieHHH. OCTaTOK CYCHEHIUPOBAIN B
XM, ocanok ordunsTpoBanu U npomMbiBanu JJXM. OObequHeHHBINH (UIBTPAT KOHIEHTPUPOBAIN NP TTOHHU-
JKEHHOM JIaBJIeHHH ¢ noxydeHueM 106 mr celporo mpoaykra. dmsmi-xpomarorpadus Ha CHIMKareie (dIIOCHT
JOXM/EtOH rpanuent ot 98/2 no 96/4) nana 168 mr (72%) meruin-uc-2-(4-(5-(8-(auMeTHiIaMuHO)-2-0KCco-8-
¢ennn-1,3-muazacnupo-[4,5]-nexan-3 -1 IupuUMUINH-2-1wi)numepasus- 1 -un)amnerat (SC_3146).

'H SIMP (600 MI'n, JIMCO) & 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-
criektp: m/z 508,4 (M+H)".

Cunres SC 3162: 1uc-8-(IMMeTHIIaMHIHO )-8-PeHm-3 -(2-(MupuauH-2 -1 TUpUMHATAH-5-11)- 1, 3-
nazacnupo-[4,5]-nexan-2-oxH
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INT-989 SC_3162

uc-3-(2-xnopnupuMuIUH-5-11)-8-(TUMeTIIIaMUHO )-8 -permn-1,3-auazacnupo-[4,5]-nekan-2-on  (INT-
989) (200 mr, 0,52 MMmomb), TpUOYTHI(2-mupuawI)cTanHaH (1,5 3xB., 0,78 mmons, 286 mr) u Pd(PPhs), (0,1 3kB.,
0,052 mmomnb, 60 Mr) pacTBOpWIH B AerazupoBaHHOM Oe3BogHoM MDA (150 3kB., 77,7 MMOib, 6 M) B aTMO-
coepe azota. [Ipubasumu ¢propun nesus (2,2 3kB., 1,14 MMmoib, 173 Mr) U peakIIMOHHYIO CMECh TIEPEMCIITUBAIIN
npu 90°C B Teuenne Houn. [lonydeHHYI0 CyCIIEH3NIO OXJIa MM 0 KOMH. TeMII., pa3baBmin Boao (10 mi), akc-
TparupoBanu 3tunanerarom (30 mi), 3atem XM (30 mn), dhazy XM cymumnm Hag MgSO,4 1 KOHIIEHTPHPOBAIH
TP TIOHWYKCHHOM JIaBJICHUU ¢ ToyrydeHneM 320 MT chIiporo npomaykra. dmdm-xpomarorpadus Ha CHIHKarese
(amoent IXM/0,IN NH; 8 MeOH, rpaguent ot 95/5 no 70/30) nama 72 mr (33%) muc-8-(AuMeTHIaMIHO)-8-
tenmn-3-(2-(mupuaAnH-2 -1 TUPAMAIHH-5-1)- 1 ,3-ntna3zacnupo-[4,5]-nexan-2-ona (SC_3162).

'H SIMP (600 MI'u, 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)".

Cunres SC 3169: uc-2-(2-(8-(aumernamMuHo)-2-0kco-8-¢penni-1,3-nnazacrnupo-[4,5]-nexan-3-
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Cramus 1: uc-2-(2-(8-(muMeTniaMuHo )-2-0kco-8-heHmi- 1 ,3-nua3zacnupo-[4,5]-nexan-3-

1) (pEeHOKCH )alle TOHUTPHIL.

ITo amanormm ¢ metomom, omucanHbiM aias SC 3103, mwc-8-(mumermnaMuHo)-8-penni-1,3-mua3acnupo-
[4,5]-nexan-2-ou (INT-976) BBenu B peakiuio ¢ 2-(2-6poM(EHOKCH ))alleTOHUTPUIIOM JJIsl TIPEBpAICHHS B ITUC-
2-(2-(8-(mumeTnnamMuHO)-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-wmi)hEeHOKCH )alle TOHU TP,

Cramqus 2: ruc-2-(2-(8-(muMeTnIaMuHo )-2-0kco-8-penmn-1,3-nuazacimpo-[4,5]-nexan-3-
ni)peHokcn)ykcycHas kuciora (SC_3169).

uc-2-(2-(8-(mumeTnnaMuHO )-2-0kco-8-henni-1,3-auazacnupo-[4,5 ]-nexan-3-mi)peHoKCcH )arle TOHU TPHIT
(134 wr, 0,331 mmons) pactBopwim B koHil. BoaH. HCI (1,4 M, 50 5kB.). PeaknmoHHYI0 cMech HarpeBajiu JI0
100°C B Teuenune 2 4 ¥ OXJAJWIHA 10 KOMH. TeMI. Ocalok OTGHILTPOBAIIN, IPOMBIBAIH BOJOH (2X) M CYLIHIH
IpY MTOHW)KEHHOM JAaBieHHH ¢ noiydeHueM 31 mr (22%) nmc-2-(2-(8-(mumernnaMuHo)-2-okco-8-penmi-1,3-
nuazacnupo-[4,5]-nexan-3-mn)peHokcn)ykcycHoi kuciotsl (SC_3169).

'H SIMP (600 MT', IMCO) & 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-cniektp: m/z 424,2 (M+H)".

Cunre3 SC 3173: nuc-8-(mumeTHiaaMuHo)-8-penm-3-(2-(nmunepa3uH- 1 -kapOOHMIT) TMPUMHIUH-5-11)-1,3-
nrazacnupo-[4,5]-nexan-2-ox
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INT-350 3¢ 3173

Cramus  1:  1wmc-tper-OyTi-4-(5-(8-(muMeTninaMuHo)-2-okco-8-penmi-1,3-nmuazacnupo-[4,5]-nexan-3-
W) TAPUMUIMH-2 -KapOOHWIT) THIIepa3yH- | -kapOoKcHIIaT.

ITo amamormu ¢ MetogoM, onmcaHHbM aiust SC 3133, mwmc-5-(8-(auMeTmnamMuHo)-2-0kco-8-permi-1,3-
nuasacnupo-[4,5]-nexan-3-mn)nupuMuanH-2-kapookcunar autus (INT-990) Beenmn B peakuuro ¢ 1-(Tpet-
OyTOKCHKapOOHWI)TMIIEPa3HHOM JUIS TpeBpalleHuss B HUC-TpeT-0yTmin-4-(5-(8-(qumeTniaMuno)-2-0Kkco-8-
(dhennn-1,3-auazactupo-[4,5]-nexkan-3-un)MupUMHUIRH-2-KapOOHHI ) THIIepa3uH- | -kapOOKCHIIaT.

Cramqus 2: uc-8-(IuMeTHIaMuHO )-8 - eHmt-3-(2-(munepa3us- 1 -kap OOHII ) TUPUMUAIIH-5-11)- 1,3 -
nmnazacrinpo-[4,5]-nexan-2-on (SC_3173).

Huc-tper-0yTrn-4-(5-(8-(mumerniaamMuHo )-2-0kco-8-henni- 1,3-auazacnupo-[4,5]-nexan-3-

W) TAPUMUIAH-2-KapOoHW ) murepa3uH- 1 -kapookcunar (230 mr, 0,41 mmons) pactBopuinu B TOK (2,2 mi, 28,6
MMOJIb, 70 9KB.). PeakunoHHyI0 cMech IepeMEnINBaIl IPH KOMH. TEMII. B T€UCHHE 2,5 9 U 3aTeM KOHIICHTPHPO-
BaJIM NIpH TIOHMXEHHOM faBieHnu. Ocratok pactBopwin B JIXM u npubasunu BoxH. Hackim. Na,CO; (no pH
10). Opranmdeckyro ¢a3y oTaenwid u BoaH. pazy akctparupoBanu JXM (2x). OObeIUHCHHBIC OPTaHUYCCKUE
9KCTPaKThl cymian Hag MgSO, M KOHIEHTPHPOBAIM TIPH IOHW)KEHHOM JlaBlieHHH. [lepekpucTammusanus oc-
tatka w3 JXM/menrtan gama 105 wmr (56%) nwmc-8-(auMernnaMuHO)-8-heHun-3-(2-(munepasun-1-
KapOOHWI)TUPUMUANH-5-1)-1,3-1uazactimpo-[4,5]-nekan-2-on (SC_3173).

'H SIMP (600 MI'u, 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-criekTp: m/z 464,3 (M+H)".

Cunre3  SC 3182:  mmc-8-(auMerninaMuHO)-3-(2-(4-THAPOKCUITHTICPUANH- | -FIT) TUPUMUIHH-S -1T) - 8-

dhennn-1,3-guazactupo-[4,5]-nexan-2-ox
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INT-989 SC_3182
Et;N (0,39 1, 3,89 MMo:16) TpubaBMIId K pacTBOPY IUC-3-(2-XITOPIAPUMHIAH-S-1IT)-8-(IMMETHIIAMHHO )-8 -

dbennn-1,3-quazacnupo-[4,5]-nekan-2-ona (INT-989) (0,5 r, 1,29 mmons) n munepunni-4-oma (0,32 1, 3,24
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mmoinb) B IM®A (10 M) nmpu koMH. Temn. PeakunonHyio cMech nepemermBany npu 130°C B teuenne 16 4,
OXJIQIWJIM 10 KOMH. TEMII. 1 KOHLEHTPHUPOBAIM IIPHU NOHIKeHHOM aaBieHHH. Ocratok paz6aswmm 10% BoxH.
NaOH wu opranudeckuii mpoaykT skcTparupoBaiu 1/9 00./06. MeOH/JIXM. OO0bequHEHHYIO OpTaHUIECKYIO
(dhazy cymmnm Han 6e3BogHBIM Na,SO4 ¥ KOHIIEHTPHUPOBAIU B Bakyyme. OCTaTOK OYHUIIIAIN C TIOMOIIBIO TIpera-
paruBHOM TCX, wmcmoms3ys 10% MeOH/AXM B kadecTBe dmoeHTa ¢ mnomydeHuem 130 mr mwmc-§8-
(muMeTnIamMuHO )-3-(2-(4-TUAPOKCUTTATICPU TN H- | -WT) TUPpUMUIAH-5-11)-8-heHni- 1,3 -auazacnupo-[4,5]-nexan-
2-ona (SC_3182) B Buze Oenoro TBepaoro emiecta ¢ MetanmmdeckuM oTTeHkoM (TCX cuctema: 10% MeOH B
JAXM; Rg: 0,1).

'H SIMP (JIMCO-dy): & 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-
criektp: m/z 451,2 (M+H)".

Cunre3 SC 3186: nuc-8-(quMeTHinaMuHO)-3-(3-MeTHIInUpUIUH-2-10)-8-penn-1,3-quazacnupo-[4,5]-
JeKaH-2-0H
HN N—
o}‘ N )\

INT-976 SC_3186

CoequHeHHE CHHTE3UPOBAIHN B MapajuUIeIbHOM 3KCIEpUMEHTe. B cyXoll peakIIMOHHBIN COCYH C aproHOM,
CHAOXXEHHBIH cenToi, 3arpy3uiu pactBopbl INT-976 (0,1 M, 1 mi) u 1-6pom-2-meTtmnbensona (0,15 M, 1 mn) B
muokcane. K momydennoit cmecu mpubasmm Cs,CO; (200 mxmonb), XantPhos (10 mxmoins) u Pdy(dba); (5
MKMOJIb). PeakIMoHHbBII cocyll CHOBa MPOJYJU aprOHOM, TePMETUYHO 3aKPBUTH U BCTPSIXHBAIH PEAKI[HOHHYIO
cmeck nipu 100°C B Teuenne Houm. [lodaydeHHYI0 cMech OXJNAAWiINd A0 KOMH. TEMIL. M PAaCTBOPHUTEINb YIAIHIIH
NP TIOHWXEHHOM JiaBiieHHH. OCTaToK IepeHecIr B 3 Ml ANXJIOpMETaHa U 3 MJI BOZbI, OpraHM4YecKyro ¢asy oT-
JISTAITN, BOJHYIO (Da3y dSKCTparmpoBasid quxiopMeraHoM (2x3 mur). OO0bequHeHHBIE opraHndeckue (pa3bl KOH-
HEHTPUPOBAIM NPU TOHIWKEHHOM naBiieHHH. OcTaTok oumnmany ¢ mnomouipio BOXKX ¢ momydenuem 1wc-8-
(mumeTnnaMuHo)-3-(3-MeTrmupuanH-2-un)-8-penmi-1,3-mnazacnupo-[4,5]-nexan-2-ona  (SC 3186). Macc-
criekTp: m/z 363,2 (M+H)".

Cunre3 SC 3208: uc-4-(5-(8-(muMerrnaMuHo )-2-0kco-8-henmi- 1 ,3-nua3zacnupo-[4,5]-nexan-3-
WIT)TAPUMUIUH-2 -1JT)-MHA0JINH-2-0H

Y—% g
HN

)\% 0)\ ?%

INT-989 SC_3208
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uc-3-(2-xmopupuMHUIAH-5-11)-8-(AuMeTHIaMUHO )-8 -henwm-1,3-nmnazaciupo-[4,5]-nexan-2-oa  (INT-
989) (150 wmr, 0,38 mmonb), Pd(t-BusP), (0,1 »xB., 0,02 mmoms, 10 mr) u 4-(4,4,5,5-terpamerun-1,3,2-
JIMOKCabopoIaH-2-ui)MHI0JUH-2-0H (2 3kB., 0,78 MMob, 201 MT) pacTBOPHIIA B JeTa3UPOBAHHOM OE3BOTHOM
TI'® (80 skB., 31 Mmonb, 2,5 M) u npubasmwmm 1M Bogn. Na,COs (5,5 3kB., 2,14 mmous, 2,14 mi). [Tomyden-
HyI0 cMech nepeMeminBaiy npu 60°C B TeueHue § 4 U 3aTe€M MPU KOMH. TEMII. B Te€UeHHE HOUU. PeakIMoHHyI0
cMech pa30aBWiIM BOJOW 10 oOpasoBaHust ocaaka. Ocanok oTduibTpoBaiy, cycnenaupoBaid B 30 mi JIXM,
CHOBa OT(IIBTPOBAIH, MPOMBIBAIU MEHTAHOM (5 MII) U CYIIMIU NPU MOHWKCHHOM JABJICHUU C MOTYyYCHHEM
143 mr (76%) muc-4-(5-(8-(aumetnnamuno)-2-0kco-8-¢penni-1,3-anazacnupo-[4,5]-nexan-3 -1 IupuMuIIH-2-
wn)uanonuH-2-ona (SC_3208).

'H SIMP (600 MI'n, IMCO) & 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)".

Cuntes SC 3221: 1wmc-8-(mumerniaaMuHo)-3-(2-((2-THAPOKCHATIIT)aMUHO ) TUPUMHUIAH-5-111)-8 -(h eH LI
1,3-nnazacrimpo-[4,5]-nexan-2-oH

[ ey, ,S M Mi"‘\»“w
1, e T
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Cragus I: 1uc-8-(IMMeTHIIaMIHO)-3-(2-((2-MEeTOKCHATHIT ) aMUHO ) TUPUMHANH-5-11)-8-hern-1,3-
nuazacnupo-[4,5]-aexaH-2-0H.

[To amamorum ¢ meroxom, ormmcaHHbM it SC 3103, 2-MeTOKCHATaHAMHH BBEJIH B PEAKLHUIO C Iuc-3-(2-
XJIOPIUPUMUANH-5-11)-8-(TuMeTHIIaMuHO ) -8-hennn- 1,3-quazacnupo-[4,5]-nekan-2-onom (INT-989) mist mpe-

BpaIICHUS B 1uc-8-(IuMeTHIaMuHO )-3-(2-((2-MeTOKCHUATHIT ) aMHHO ) TUPUMU TUH-5-11)-8-heHn-1,3-
nmuazacnupo-[4,5]-nexaH-2-0H.
Cramqus 2: uc-8-(IMMeTHIaMHIHO )-3-(2-((2-TUAPOKCUITHI ) aMHHO ) TUPUMUIUH-S5 -1 )-8-peHmn-1,3-

nmuazacrinpo-[4,5]-nexan-2-on (SC_3221).

BBr; (IM B IXM) (2,2 mu, 2,22 MMoib) NpuOaBIsiid K pacTBopy Iwmc-8-(ammerminamuHO)-3-(2-((2-
METOKCHITIII)aMUHO ) TUPUMUIHH-5 -11)-8-pennn-1,3-nuazacnupo-[4,5]-nekan-2-osa (0,55 r, 1,06 mmons) B
JAXM (20 mn) pm -78°C 3a 15 muH. PeaknunoHHyto cMech NepeMeIInBaIi Ipy KOMH. TEMIL. B TedyeHue 4 4, 3a-
TEM IOTaCHJIN BOJOH M KOHIIEHTPUPOBAIIN TIPH MOH)KEHHOM JaBiieHnH. OCTaTOK O4YHIIaI oOparieHHO-(ha3HOH
BD2XX ¢ momyuenunem 82 mr (19%) mwc-8-(numermiaMuHO)-3-(2-((2-ruapoKCHITUIT)aMUHO ) TMPUMHIHH-5-1I1)-
8-hennn-1,3-muazacnupo-[4,5]-nekan-2-ona (SC_3221) (TCX cucrema: 10% MeOH B JIXM (atmoctepa am-
muaka); Rg: 0,3).

'H SIMP (IMCO-dg): & 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-ciextp: m/z 411,2 (M+H)".

Cunre3  SC 3224:  muc-3-(2-(1H-unmazon-1-nwn)nupumMunu-5-mi)-8-(tumMmeTriaMuHo )-8-penni-1,3-
nrazacnupo-[4,5]-nexan-2-oxH

)N\ —_— N \N—
N
o N o )\ﬂ

INT-989 SC_3224

K,CO; (0,53 1, 3,89 MMomb) iprOaBWIIH K PAcTBOPY MHC-3-(2-XJIOPIUPUMUIHH-S -1 )-8-(TUMETHIAMUHO )-
8-hennn-1,3-guazacnupo-[4,5]-nexan-2-ona (500 mr, 1,29 mmons) u 1H-unnazona (306 mr, 2,59 mMMonb) B
JAM®A (10 mm). Peakmmmonnyto cMmech nepemernmBany npu 140°C B teuenue 48 4, OXJIaauiad 0 KOMH. TEMIL. U
KOHIICHTPUPOBAJIN MPHU MOHMKEHHOM naBieHnn. Octatok pa3dasmiu JIXM (50 mur), oTMIETpOBaAIN Uepe3 Iie-
JUT U (QUIBTPAT KOHIEHTPHPOBAIHM INPH MOHIKEHHOM HaBieHHH. OCTAaTOK OYHINAIA C ITOMOINBIO (hidmI-
xpomarorpaduu, ucronb3ys HelTpanpHbld okcua amoMuaus (0-10% MeOH/JIXM) ¢ nmocnenyromei 09ucTKO’
obpamenHo-¢pasnoit BOXX ¢ momyuenuem 77 wmr (13%) muc-3-(2-(1H-nnnazon-1-wn)mmpuMuaus-5-wui)-8-
(mumeTnnamuHo)-8-penmi-1,3-muazacnupo-[4,5]-nekan-2-ona (SC_3224) B Buge 6eroro TBEPIOTO BEIISCTBA C
MeTamumaeckuM otTeHkoM (TCX cucrema: 10% MeOH B JIXM; Ry: 0,6).

'H SIMP (JIMCO-dy): & 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-
criektp: m/z 468,2 (M+H)".

Cunrez SC 3235: mmc-metwi-2-(2-(8-(auMeTninaMuHo)-2-okco-8-penm-1,3-nmuazacnupo-[4,5]-nexan-3-

i) (heHoKCH ))areTar
o}
P A
o

SC_3169 SC_3235

uc-2-(2-(8-(mumeTnnaMuHo )-2-0kco-8-henni-1,3-auazacnupo-[4,5]-nekan-3-nia)peHOKCH) yKCYCHYTO
kucioty (120 mr, 0,28 MMoIs) pacTBopuiu B MeTaHoje (1,4 M, 125 5kB.) 1 nmprubaBWIIH MO KAIIAM THOHUIXJIO-
pun (4 9kB., 1,13 MMoutb, 83 MKiT). PeaknmmoHHyI0 CMECh TIEpEMEIUBAIM TP KOMH. TEMII. B TEUCHUE HOYH, pa3-
6aswm BonH. Hackiml. NaHCO; u skcrparupoBanu JIXM (3x). O0bequHEHHBIE OpraHuYeckue (a3bl CYIIFIN
Hag MgSQO,4 1 KOHIICHTPUPOBAIH TPH NMOHMKEHHOM aaBiieHuU. OcTaTok (112 Mr) oummand ¢ moMoIIbio (idi-
xpomarorpadun Ha cwiukarene (rpaguent IXM/MeOH ot 97/3 no 88/12) ¢ nonyuennem 92 mr (74%) 1mc-
meTmi-2-(2-(8-(aumeTmiiaMuHo)-2-0kco-8-¢enmn-1,3-1nazacrnupo-[4,5]-nexan-3-mi)peHokcun )anerara
(SC_3235%).

'H SIMP (600 MI'y, JIMCO) & 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-crextp: m/z 438,2 (M+H)".

Cunre3 SC 3238: uc-2-(5-(8-(muMetnaMuHo )-2-0kco-8-heHmi- 1 ,3-nua3zacnupo-[4,5]-nexan-3-
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INT-989 SC_3238

Cl

uc-3-(2-xnopnupuMuIUH-5-11)-8-(TUMeTHIIaMUHO )-8 -permn-1,3-nuazacnupo-[4,5]-nekan-2-on  (INT-
989) (240 wmr, 0,56 Mmoib), kommeke [1,1'-6uc(andpennndocduno)deppouen]nuxnopnamiaausi(ll) ¢ muxmop-
metanoMm (0,05 3kB., 0,028 MMoib, 23 Mr) u (2-rmanodenmt)oopoHoByI0 Kucioty (1,125 3ks., 0,63 MMois, 92
MT') pacTBOPWJIM B Aera3upoBaHHOM 1,2-muMerokcudTane (100 skB., 56 MMonb, 5,8 M) u npudasmm Cs,CO;
(3,3 7kB., 1,84 Mmomb, 600 mr) B Boze (175 skB., 98 MMoutb, 1,8 mir). [TorydeHHYIO TPO3padHYIO0 PEAKITMOHHYIO
cMech mepememuBan 3 aHA npu 60°C. PeakruoHHyro cMech pa30aBuiau Bomoi (15 Mi1) M dKCTparupoBasid
EtOAc (2x15 mur). OObenuHeHHbIe opranndeckue (asel cymmnn Hag MgSO, M KOHIEHTPUPOBAIH NPU TTOHHU-
>keHHOM JaBiieHnd. Octatok (355 MI) ounIamy ¢ MOMONIBI0 (UIdII-XpoMaTorpadu Ha cHiIMKaresie (TpaaueHT
JAXM/ MeOH 95/5 to 70/30) ¢ monmydenuem 60 Mr mpoayKTa, KOTOPBIH TOTOTHATEIHHO OYHUIIAIN C MIOMOIIBIO
BOXX c¢ momydenmem 15,4 mr (6%) muc-2-(5-(8-(auMermnaMuHo)-2-0kco-8-¢pennn-1,3-mmrazacnupo-[4,5]-
JeKaH-3-1i1)TupuMuanH-2-1m1)0ersonntpmna (SC_3238).

'H SIMP (600 MI';, IMCO) & 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, 1H), 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)".

Cunrez SC 3239: muc-3-(2-aMUHOIMPUMHUINH-5-1T)-8-(JUMETHIaMUHO)-8-penui-1,3-nuazacupo-[4,5]-

JeKaH-2-0H
CIYN
N%J\

Y
. N NJ\N N
ROY — TRON

INT-989 SC_3239

HN( N

B cocyn st MUKpOBOJTHOBOT'O PEAKTOPA 3arpy3miIN IMHC-3-(2-XIOPIUPUMUIHH-S -1 )-8-(TUMETHIIAMUHO )~
8-hennn-1,3-guazacnupo-[4,5]-nexan-2-o1 (INT-989) (250 mr, 0,65 MMoIIB), POy a30TOM, TpudaBmIH 7N
pactBop NH; B Mmetanose (108 3kB., 70 Mmmons, 10 mi) u nuokcas (37 3kB., 24 MMOJIb, 2 MIT), COCY T€PMETUIHO
3aKPBUIA M PEaKIMOHHYIO cMech TiepeMentnBaiy rpHu 115°C B Tedenne 12 4 B MEKpOBOJIHOBOM peaktope. Peak-
IIMOHHYIO CMech 3aTeM oxnaxanu 10 4°C B Tedenne Houn. OOpa30BaHHBIN 0CaI0K OTYHUIBTPOBAIH, TPOMBIBA-
m JIXM (HeOobloe KOJMYecTBO), BOAOH (2X), 3¢upoM (2X) 1 CYIIWIN IPH NOHIKEHHOM JIaBJICHHUH C ITOJIyde-
muem 180 wmr (76%) nwuc-3-(2-aMUHONMPUMUTUH-5-11)-8-(TuMeTIIaMuHO )-8-penni-1,3-mua3acnupo-[4,5]-
nexaH-2-oHa (SC_3239) B Buze 6esoro TBEpJ0To BEIIECTBA C METANIMYECKUM OTTEHKOM.

'H SIMP (600 MTI'ti, IMCO) & 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-cnextp: m/z 367,23 (M+H)".

Cunres SC 3240: uc-N-(5-(8-(qumeTninamuno)-2-okco-8-dpenmn-1,3-quazacnupo-[4,5]-nexan-3-
W) TAPUMHUIHH-2 -1 ) IUKJIOTIponIaHKapOoKcaMu g
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SC_3239 SC_3240

HoN

uc-3-(2-aMuHOMUPUMUIHH-S5-11)-8-( TUMe THIIaMUHO ) -8-h eHni- 1,3 -auazacupo-[4,5]-nekan-2-oH
(SC 3239) (50 wmr, 0,14 mmons) 1 4-numeTnnamuaOoTIHpHIuH (1,3 3kB., 0,18 MMOITE, 22 MT') paCTBOPHIIH B CYXOM
mupuauHe (200 9kB., 27 MMmonb, 2,2 M) B atMocdepe azorta. [uknonponankapoonwixiopua (1,3 sks., 0,18
MMOJIb, 16 MKJ) TpUOABWIA B OJHOW TOPITMH U PEaKIIMOHHYIO CMECh TIepEeMENTNBAIN TPU KOMH. TEMII. B Tede-
Hue 3 u. [IprbaBuiIy NONONHUTENBEHYIO MOPIHIO HUKIONpONaHKapOooHmIxinopuaa (3 sks., 0,42 MMoib, 37 MKII)
U PEeaKIHOHHYI0 cMech nepeMemmBany npu 90°C B Tedenue 1 4. PeaknmonHyro cMech pa30oaBuin BoJoH (5 M)
1 BogH. Haceinl. NaHCO; (5 mu), axctparupoBas JIXM (3x10 mi), opranndeckue (a3pl MPOMBIBATN HACHI-
IICHHBIM BOJHBIM PACTBOPOM XJIOpUAA HATpUs, cymrunu Haj Na,SO, ¥ pacTBOPUTENh YIATMIN PU TOHMKCH-
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HOM gaBieHnH. OcTaToK TIIATENbHO cycneHaupoBanu B 3 ma JIXM, ocagok oThMILTPOBAIN, IPOMBIBAIHN 3()U-
POM U CYIIWJIM TIPH TIOHKEHHOM JaBiieHnt ¢ noyuenneM 47 mr (79%) unc-N-(5-(8-(numernnamMnHo)-2-0Kco-
8-¢pennn-1,3-mnazaciupo-[4,5]-nexan-3-mwn) mupuMHInH-2 -1 ) IuKIonponankapookcamuga (SC 3240) B Bume
0eIroTo TBEpI0TO BEIIECTRA.

'H SIMP (600 MI'u, IMCO) & 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)".

Cunres SC 3242: uc-8-(IMMeTHIIaMIHO )-8 -peHm-3-(6-(tunepasun- | -un ) mupuaua-3-uin)-1,3-

nrazacnupo-[4,5]-nexan-2-ox
HN"\ h—
\.W.f o
A HN
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SC_3242

Cramus 1: 4-(5-OpoMIpUMUIHH-2 -1 )TATIEPA3HH.

[To anamoruu ¢ metonomM, omucanasM st SC_3097 crapum 1, 5-6poM-2-XI0p-MUPHUANH BBEIH B PEAKIIUIO
C TIUIIEPa3HHOM JIJIsl TIpeBpamieHus B 4-(5-0poMIMpUMUIAH-2-HIT)[TATIEPa3UH.

Cramus 2:  nwuc-8-(auMerunamMuHo)-8-peHmi-3-(6-(munepa3un- 1 -um)nupuan-3-mn)- 1,3-1uazacnupo
[4,5]nexan-2-on (SC_3242).

[uc-8-(numeTnnamuno)-8-denmi-1,3-muazacnupo-[4,5]-nekan-2-on (INT-976) (80 wmr, 0,29 mmons), 4-(5-
OpoMIMpUMHUIUH-2-MT)unepasuH (2 5kB., 0,56 Mmonb, 142 mr) u docdar kamms (4 skB., 1,17 Mmmonb, 248 mr)
cycneHaupoBasid B N, N'-numetmmtrinenauamune (18 sxB., 5,27 mmous, 0,6 M) B aTMocdepe a3ora. Peaknnon-
HYyI0 cMech nepememmuBany mpu 80°C B TeueHue 2 4, pazbasuim Boxoi (10 M) u axcTparupoBamu JIXM (3x15
wit). O0beaArHEHHBIE OpraHrdeckre (a3bl, COAEPIKANIN 0CaTIO0K, KOTOPBIH OT(HIBTPOBAIIN, TPOMBIBAIN H30IIPO-
MaHOJIOM M CYLIMJIM IIPU HOHMXXCHHOM JIaBJICHHUH C mosrydeHueM 79 mr (62%) muc-8-(aquMeTniaMuHo)-8-(enu-
3-(6-(munepasuH- 1 -un)mupunus-3-mn)- 1,3-nuazacnupo-[4,5]-nexan-2-ona (SC_3242).

'H SIMP (600 MI'u, 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 SC 3275: 1uc-8-(3TunamMuHo)- 1 -((1-ruApOKCHTTUKIOOy THIT ) MEeTHI )-8 -peHm-3-(2-
(TpudTopmMeTHI)MUPUMUANH-5-1N)-1,3-nnazacimupo-[4,5]-nexan-2-oH
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SC_3262 SC_3275

uc-8-amuHo-1-((1-rEAPOKCUIMKIOOY THIT)METHN)-8-heHUI-3-(2-( TPUPTOPMETHIT ) TUPUMHUIUH-5-11)- 1,3 -
nmuazacnupo-[4,5]-nexan-2-ou (70 mr, 0,15 MMoub) pactBopuiu B 6e3BomHoM JIXM (3,8 M) B atmMmocdepe azoTa.
ITocnemoBarensHo MpubaBmwiIK ykcycHyro kucioty (0,1 sxB., 0,015 mmons, 0,8 mxi) u aneranpaerun (1,1 skB.,
0,16 MMoITB, 9 MKJI) ¥ TIOTYYEHHYIO CMECh TIEpEMEIIMBAIIN TTPH KOMH. TeMTI. B Teuenue 1 1. [IpubaBmiu Tpuare-
ToKcnOopruapu HaTpus (2 3kB., 0,29 MMOJIb, 62 MI') U PEaKIIMOHHYIO CMECh IIEPEMEIINBAIIH ITPU KOMH. TEMII. B
TeueHue Houu u 3aTeM npu 50°C B TeueHue 5 4. JJomomHUTENBHBIC KOJMIMYecTBa aneTanbpaeruna (1,1 sks., 0,16
MMOJIb, 9 MKJI) ¥ TpuaneTokcubopruapuaa Hatpust (2 sks., 0,29 Mmonb, 62 Mr) npuOaBWIN U PEAKIHOHHYIO
CMECh MepeMeInBaiy JonoMHUTENbHBIX 24 4 ipu 50°C. TlomyuyeHHyI0 cMech OXJIAWIN 10 KOMH. T€MIL., [ToTa-
cuiu BojH. Hackin. NaHCO; no pH > 7, pa3t6aBunu Bomo# u sxctparuposanu JJIXM (3x). O0bennHeHHbBIE Opra-
Hu4eckre (aspl cymn Hag Na,SO4 M KOHIEHTPUPOBAIM NPHU NMOHIKeHHOM naBiieHn. Ocrarok (70 mr) oun-
AT ¢ TIOMOIIBI0 (umm-xpoMarorpadun Ha cumkarene (JIXM/EtOH rpanuent ot 99/1 no 95/5) ¢ mony4enn-
eM 43 MI (58%) uc-8-(3TnnaMuHo)- 1 -((1-ruAp OKCHIUKIOO Y THIT) MEeTHI ) -8 -PpeHnIT-3-(2-
(TpudTOopMeTHI) IUPUMUANH-S5-1)- 1 ,3-mna3zactmupo-[4,5]-nexan-2-ona (SC_3275).

'H SIMP (600 MI', 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, 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)".

Cuntez SC 3292 u SC _3293: snantnomep 1 um sHanTHOoMep 2 mnmc-8-(Metmi((Terparuapodypan-3-
WJT)METHIT)aMHHO )-8-heHm-3-(2-(Tpud ropmeTin ) mupuMuuH-5-11)-1,3-1uazacnupo-[4,5]-nexan-2-oxa
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Cs,CO; (0,85 1, 2,61 w™Mmonp) mpubaBmIM K  TNPOAYTOMY aproHOM  pacTBOpy — IHc-8-
(metmn((rerparuapodypan-3-miI)MeTHI1)aMuHo)-8 -hennn-1,3-auazacnupo-[4,5]-nekan-2-ona (INT-1026) (0,3
r, 0,87 mmomp), Xanthphos (45 wr, 0,087 wmmoms), Pd,(dba); (80 wmr, 0,087 mwmomb) u 5-Opom-2-
(tpudropmernn)mupumuanna (0,29 t, 1,30 mmonb) B 1,4-muokcane (15 mir). CMech TpoyBaii aprOHOM B Te-
yeHue 5 MuH U niepemernuBaiiv mpu 90°C B TeueHue 16 4. PeakmmoHHYI0 cMeCh OXJIQAMIN O KOMH. TEMIL., Pa3-
6asmmm EtOAc (20 M), oTGUIBTPOBAIH Yepe3 ST U QUIBTPAT KOHIICHTPHUPOBAIHU MPU MOHIKEHHOM JIaBJIe-
HuH. CBIPOH MPOAYKT OYUINAIHA ¢ MOMOIIBI0 (m-xpomarorpaduu (cummkarens 230-400 menr; 3% MeOH B
JAXM) c monmydeHHueM COEIWHEHWs, KOTOPOE JOIMOJHUTEIBHO OYHIIAIN OOpalieHHO-Pa3HOH TpernapaTHBHON
BOXX c¢ momysenmem 0,1 r (23%) nuc-8-(Merun((TerparnapodypaH-3-uiI)MeTHI)aMUHO)-8-penmn-3-(2-
(TpudTopMeTH)mUpUMUANH-5-1)-1,3-1nazacrimpo-[4,5]-nexkan-2-ona (TCX cucrema: 10% MeOH B JIXM; R¢:
0,4) B Bue cMecH HYHaHTHOMEPOB. Y ciloBHs oOpaineHHo-(azHol npenaparusHoii BOXKX: noasmwknas ¢dasza: 10
MM ruzapokapbonara ammonus B H,O/aneronntpui; xononka: X-BRIDGE-C18 (150*%19), 5 MkMm; moxsmkHas
(aza rpaguent (mun/%B): 0/30, 8/82, 8,1/100, 10/100, 10,1/30, 12/30; ckopocTts moToka: 19 mu/mMuH; pazdaBu-
Tenb: moaBmwkHaS Gaza + TI'D. CMech 3HAHTHOMEPOB IHC-8-(MeTI((TeTparuapodypaH-3-mi)METHI )aMUHO )-8 -
heann-3-(2-(TpudTopMeTHI ) IUPUMUAIINH-5-11)- 1, 3-1uazacnupo-[4,5]-nekan-2-ona (100 Mr) pasmenwan ¢ mo-
MOIIIBIO CBEPXKPUTHUECKOHN KHUIKOCTHOW xpoMmaTtorpaduu Ha 35 mr sHaHTHOMepa 1 (SC-3292) u 40 Mr 3HaH-
tromepa 2 (SC-3293) B Buae OenbIX TBEPHABIX BEIIECTB C METAJUTMYECKAM OTTEHKOM. Y CIIOBHS TperapaTHBHON
CBEPXKPUTHUYECKON JXMIKOCTHOW Xpomarorpadum: kononka: Chiralpak IA (250x30) mM, 5 MrM;% CO;:
50,0%;% copactBoputenb: 50,0% (100% Metanon); obmas ckopocts: 70,0 r/mMuH; obpaTHOoe aaBnenue: 100,0
Oap; Y®: 256 um; stack time: 13,5 MuH; 3arpy3ka/uHbeKIL.: 9,5 Mr; 4uciao WHbeKIi: 11.

SC_3292: 'H SIMP (IMCO-de): 8 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-de): 8 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-criextp: m/z
490,3 (M+H)".

Cunres SC 3313: 1uc-3-(2-(4-uuxmmonponui-1H-1,2,3-rprazon- 1 -un) nmupumMuus-5-1i)-8-
(mumeTnnamuHo)-8-penmi-1,3-muazacnupo-[4,5]-nexan-2-on
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Cramus 1: 5-6pom-2-(4-umkmonponwi-1H-1,2,3-tprazon- 1 -wn) mupuMu s,

2-A3uno-5-6pom-mupumuana (400 mr, 1,94 MMonp) u stuHmmuKIonponad (1,3 sks., 2,522 mmons, 0,21
MJI) pacTBOpUIIH B TpeT-OyTanoie (5 mur). [TocnenoBareabHO MpUOABIIIA pacTBOPHI ackopbata Hatpus (0,1 »kB.,
0,194 mmouts, 38 mr) B Boze (2,5 mun) u nentaruapara cynsgara meau (1) (0,1 sxs., 0,194 mmois, 48 Mr) B Boe
(2,5 mi1). PeakumoHHyI0 CMecCh IepeMEeIINBAIN B YCIOBUSX OKpY’Karollel cpeasl B Teuenue 18 4, 3atem pasda-
Bun 20 Ma 1M BomH. NH,OH u skerparupoBanu EtOAc (3x30 mur). O0bennHEHHBIE OPTaHUIECKUE YKCTPAKTHI
MPOMBIBAJIN HACBIIIIEHHBIM BOJHBIM PAaCTBOPOM XJIOpHJa HATpusl, cymin HaJl Na,SO4 1 KOHIEHTPUPOBAIH IIPH
MOHIKEHHOM JaByieHHu. Ceipo#t mpoaykt (510 Mr) ounimanm ¢ moMoIbio ¢iani-xpomarorpadiy Ha CHIIMKarese
(AXM/EtOH 99/1) ¢ nomyuennem 143 mr 5-6pom-2-(4-muxnonpormi-1H-1,2,3-tprazon-1-wn)nupumMuanaa B
Buse Georo TBEpIOro BemecTa. Macc-crekTp: m/z 266,0 (M+H)".

Cramust  2: 1wuc-3-(2-(4-uuknonponwi-1H-1,2,3-rpuazon- 1 -wn) mupuMuIuH-5 -11) -8 -( JTUMETHIaMHHO ) -8 -
(ennn-1,3-mmazacnupo-[4,5]-nexan-2-on (SC_3313).

ITo amanormm ¢ mertomom, ommcanHbM aiasi SC 3103, muc-8-(aumerniaMuHo)-8-penni-1,3-aua3acnmpo-
[4,5]-nekan-2-on  (INT-976) BBenmm B peaknuio ¢ 5-O0poM-2-(4-muknonpormi-1H-1,2,3-tpuazon-1-
WI)IAPUMHUIAH JUIS TipeBpamieHuss B 1mwuc-3-(2-(4-uukmonponwi-1H-1,2,3-tpuazon- 1 -wn)mupuMuuH-5-mr)-8-
(mumeTtunamuHo)-8-penni-1,3-mua3zacupo-[4,5]-nexan-2-on (SC _3313).

'H SIMP (600 MTI'ti, 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 (m, 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)".

Cunres SC 33109: uc-8-(metm((TeTparuapodypan-3 -1i)MeTHI )JaMHHO )-8 - eHnt-3 -(2-
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(TpudTopMeTHn)mUpUMUANH-5-1)-1,3-1nazacnupo-[4,5]-nekaH-2-oH
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Cs,CO; (145 wr, 0,45 mMmomb, 2 2KB.), muc-8-(auMeTniaamMuHo)-8-(3-dpTopdenwnn)-1,3-nmuazacrnupo-[4,5]-
nekaH-2-oH (INT-1024) (65 mr, 0,223 mmoinb, 1 2kB.), Xanthphos (19 mr, 0,033 mMomns, 0,15 3kB.), Pd,(dba); (10
mr, 0,011 Mmmonb, 0,05 3kB.) u 5-6poMm-1-meTmin-3-(Tpudropmermn)nupason (102 mr, 0,446 MMoIb, 2 JKB.) 3a-
TPY3WIH B COCYJI MUKPOBOJTHOBOTO peakTopa (2-5 M), COCYy TEPMETHIHO 3aKPBUTH U TIPOAYIH a30ToM (3X). 1,4-
muokcad (1,5 mi) mpubaBwIn Yepes WINPUIl ¥ PeakIHOHHYI0 cMech nepemeninBany npu 110°C B MUKpOBOITHO-
BOoM peaktope B Teuenue 10 4. [ToiyueHHyr0 cMech OXJIaIiiIN 10 KOMH. TeMIL., pubaBmin pactBop Xanthphos
(19 wmr, 0,033 mmouns, 0,15 3kB.) u Pdy(dba); (10 mr, 0,011 mmoms, 0,05 3kB.) B 1,4 muokcane (1 M), u nepeme-
MIMBaJM PeaKMOHHYI0 cMech Ipu 130°C B MUKPOBOIHOBOM peakTOpe B T€UeHUe NononHuTenbHbIX 10 u. Iomy-
YEHHYIO CYCIICH3HIO OXJIaJMIH A0 KOMH. TEMIL., IOracHiIi BooH 1 skcTparupoBamu JIXM (3x). O0benuHEeHHYIO
opranmdeckyro (asy cymrmm Hag Na,SO4 W KOHIICHTPHPOBAJIH NPU IMOHKEHHOM HaBiieHHH. [lomydeHHbIH oc-
TaTOK OYHIAIH C MOMOIIbI0 (m-xpomarorpaduu (rpaauert ot 0% g0 16% MeOH B IXM) ¢ momrydeHnem
41 mr (42%) 1wc-8-(mermn((TeTparuapodypan-3-mI)MeTHI)aMUHO )-8-heHmt-3 -(2-(TpudTopMeTHI ) THPUMH-
IuH-5-nn)-1,3-1razacnupo-[4,5]-nekan-2-ona (SC_3319).

'H SIMP (600 MI'u, 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-
crekTp: m/z 440,2 (M+H)".

Cunres SC 3340: ruc-2-(3-(8-(muMeTmraMuHo )-2-0kco-8-henm-1,3-muazacimpo-[4,5]-nexan-3-
WT) TP IAH-4 - V1T ) alle TAMHA]T
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Cramus 1: 1muc-2-(3-(8-(mumeTriiaMuHoO)-2-0kco-8-penm-1,3-nuazacrnupo-[4,5]-aexan-3-wn)mupunH-4-
WJT)alleTOHUTPHIL.

ITo amamormm ¢ meromoM, ommcaHHBIM it SC 3097 cramum 2, mwc-8-(mumerniamMuHO)-8-penni-1,3-
nmuazacnupo-[4,5]-nexan-2-oH (INT-976) BBenu B peaxiuio ¢ (3-OpoM-IUPUAHH-4-H)alleTOHUTPUIIOM IS TIpe-
BpameHus B nuc-2-(3-(8-(aquMeTniaMuHo)-2-0kco-8-denmn-1,3-aquazacnupo-[4,5]-nexan-3-min)nupuanH-4-
WJT)alleTOHUTPHIL.

Cragus 2: mwmc-2-(3-(8-(numeTnnamMuHO)-2-0kco-8-penmn-1,3-muazacnupo-[4,5]-aekan-3-mn) mupuanH-4-
umn)aneramun (SC_3340).

K pactBopy mwc-2-(3-(8-(numeTrnamMuHo)-2-0kco-8-penmn-1,3-muazacnupo-[4,5]-aexan-3-mn) mupuanH-4-
win)aneronutpuia (600 mr, 1,54 mmons, 1,0 sxB.) B EtOH (50 mur) npubasuinu NaOH (247 mr, 6,16 Mmois, 4,0
9KB.). PeaknmoHHyI0 cMech IepeMemrBaNy MpH KUITYCHHH B T€UCHHE 16 9 W 3aTeM KOHIIEHTPHUPOBAIH IMPH
TTOHIKEHHOM JlaBlieHUH. [lOMydeHHBIH OCTATOK OYMINAIH C IOMOIIBI0 KOJOHOYHON Xpomarorpaduu (HEH-
TpasbHBIN okcua amoMuHus; 4% MeOH B JIXM) u okoHYaTenpHO o4yumaiu ¢ momombio BOXKX (komoHka:
Gemini NX-C18 (50x4,6), 3 kM, pasbasurens: JIMCO, monsmwknas ¢asa: rpaaument 0,05% HCOOH B
Boae/ACN ckopocTh TOTOKa: 1Mi/MHH) ¢ mosydeHueM 1uc-2-(3-(8-(anumernnaMuno)-2-0kco-8-penunn-1,3-
nmrazacriupo-[4,5]-gexan-3-wn)mupuanH-4-uwn)anetamuga (SC 3340) (40 mr, 0,098 mmons, 4% BBIXOA 3a /B
CTaIuM) B BUE OEJI0r0 TBEPAOTO BEIIECTBA C METAITMIECKUM OTTEHKOM.

'H IMP (JIMCO, 400 MTI'y) & 8,40 (s, 1H), 8,32 (d, 1H, J=4,92 T'ny), 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-cniektp: m/z 408,2 (M+H)".

Cunres SC 3352: uc-8-(aumeTnamMuHo)-3-(2-ruapokcuden3o d Jokcaszon-7-mn)-8-penni-1,3-
nuazacnupo-[4,5]-nekan-2-ox
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Cramqus 1: nuc-7-(8-(muMeTniIaMuHO )-2-0kco-8-hennn-1,3-muazacimpo-[4,5]-nexan-3-mm)-3-((2-

(TpuMeTmIICHIIIT)dTOKCH )MeTrn)0eH30[ d]Jokcazon-2(3H)-oH.
ITo amanmormm ¢ metomom, ommcanHbM aiasi SC 3103, muc-8-(aumernramMuHo)-8-penni-1,3-auasacimpo-
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[4,5]-nexan-2-on  (INT-976) BBenim B peakuuioo c  7-0poM-3-(2-TpUMeTHICHIIAaHWI-3TOKCHMeTH)-3H-
OcH30KCca3011-2-0HOM (TonydyeH u3 7-0pomoOen3o[d]okcazon-2(3H)-oHa v TPUMETHICHIHIITOKCUMETHIIXJIOPUAA,
clemysl CTaHAAPTHOW METOMWKE) Ul TpeBpameHuss B 1uc-7-(8-(muMeTunaMuHo)-2-0kco-8-henunn-1,3-
nuazacnupo-[4,5]-nexan-3-mi)-3-((2-(TpuMeTHIICHIINAN )3TOKCH )MeTHI ) 0eH30[ d Jokcazon-2(3H)-oH. Macc-
crekTp: m/z 537,2 (M+H)".

Cramus 2: 1muc-8-(aumeTmiiaMuHo)-3-(2-ruapokxcndenso|d]okcaszon-7-mn)-8-penmn-1,3-muazacrnupo-[4,5]-
nekan-2-oH (SC_3352).

K pactBopy mwmc-7-[8-mumeTnnaMuHo-2-0Kco-8-heHun-1-(2-TpuMeTHICHIaHII-3TOKCuMeTh)-1,3-1raza-
crmpo[4,5]nex-3-un]-3H-6en30kcazon-2-ona (350 mr, 0,65 mmonsb, 1,0 3kB.) B 1,4-1u0KcaHe (2 MIT) IO KaruisaM
npudasunn 4M HCI B muokcane (6 M) npu 0°C. PeakiimoHHyr0 cMech epeMeInBaiIy IpH KOMH. TEMII. B Teue-
HHe 48 4 ¥ 3aTeM KOHIIEHTPHPOBAIN NPH MOHMKEHHOM JaBiieHnu. OctaTok nepenecyu B JJIXM (200 mi) u mpo-
mbIBasi Hackil. BogH. NaHCO; (100 mur). Oprannyeckyro ¢asy cymmni Hax Na,SO4 1 KOHIEHTPUPOBAIH TIPH
MOHIKEHHOM JaBJIEHUH C MOJIYYEHHEM CHIPOTO MPOJYKTa, KOTOPBIH OYHIIAIH C TOMOIIBIO KOJIOHOYHOI XpoMa-
Torpadun (HeiTpanbHbIi okcun amomunust; 2% MeOH/[IXM) ¢ nonydeHunem 1mc-7-(8-1uMeTHIaMIHO-2-0KCO-
8-pennn-1,3-nmnaza-crmpo(4,5]nek-3-mn)-3H-6er3okcazon-2-ona (SC 3352) (85 mr, 0,21 mmons, 32%) B BHIE
6€JI0T0 TBEPIOTO BEIIECTBA C METAJUINIECKIM OTTEHKOM.

'H SIMP (IMCO-d6, 400 MI'u 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 I'r), 3,69 (s, 2H), 2,38-2,26 (m, 2H), 2,08-1,76 (m, 10H), 1,56-1,51 (m,
2H). Macc-cniektp: m/z 407,1 (M+H)".

Cunres SC 3354: ruc-4-(5-(8-(muMeTmTaMuHo )-2-0kco-8-penmn-1,3-nuazacimpo-[4,5]-nexan-3-
W) TAPUMUIAH-2-11)0eH3aMu] TpUTOpaIieTaTHAS COJTb
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3-(2-XmopnupUMUINH-5-1T)-8-(IUMETHIaMUHO)-8-penmi- 1,3-muazacnupo-[4,5]-nexkan-2-on  (INT 989)
(200 mr, 0,52 mmomb, 1 3kB.), 4-(4,4,5,5-TeTpamerni-1,3,2-muokcaboponan-2-mwn)oenzamun (129 wmr, 0,52
mMmonb, 1 9kB.), Pdy(dba); (95 wmr, 0,10 wmmome, 0,2 »53kB.), 2-gunukiIorekcuiadochuno-2',4',6'-
tpumsonponmnoudennn (X-Phos) (99 wmr, 0,21 mmons, 0,4 5KB.) 3arpy3uiIf B COCYl A7sl MUKPOBOJIHOBOTO pPeak-
TOpa U POy azotoM (2x). [TocnenoBarenpHO prbaBUaN 6€3BOHBIN 1,4-1r0KcaH (9 MiT) 1 KapOOHAT HATPHUS
(213 wr, 2,07 mmomnb, 4 9kB.). Peaknmonnyro cmech nepememuBaiy 8 4 mpu 120°C B MUKPOBOITHOBOM peakTope
Y 3aTeM KOHIIEHTPHUPOBAIM NIPH MOHWKEHHOM AaBiieHnd. OcTtatok cycnenauposaiu B EtOAc/Bona (1/1, 06./06.)
1 oTGUIBLTPOBAIM Yepe3 CTEKISHHBIA GunbTp. TBepabiii octaTok pactBopuiu B MeOH/AXM/T®DK, otdunbt-
poBam 4yepe3 CIOi menuTa M QIIbTPAT KOHICHTPHPOBAIH MPH IMOHMKEHHOM [ABJICHHHU C IONyYeHHEM 75 MT
(25%) uc-4-(5-(8-(auMeTmaMiHo )-2-0Kkco-8-perni- 1 ,3-nnazaciupo-[4,5]-nexad-3-mi) THpUMHIAH-2 -
win)0enzamun TpudropaneratHoit conn (SC_3354).

'H SIMP (600 MI', JIMCO) & 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-crextp: m/z 471,3 (M+H)".

Cunte3 SC_3357: muc-8-(mumernnamuno)-3-(1 H-unnon-3-un)-8-pennn-1,3-nquazacnupo-[4,5]-nekan-2-on

2 ¢

5 T~ ; il

e i T N P o N e

HH, / cTamug 1 W, cTagud 2 W,

/J*w Nt Y, T &«w - - e P AN -

oy y o7 ““\ o7y %\)
W 4 w NS

NT 476 $C_ 3357

Cramus 1: nwmc-8-(mumerninamuHo)-8-permn-3-(1-ro3un-1H-unmon-3-mn)-1,3-nuazacimpo-[4,5]-nexan-2-
OH.

ITo amanormm ¢ metomom, omucanHbiM g SC 3103, mwc-8-(mumermnaMuHo)-8-penni-1,3-mua3acnupo-
[4,5]-nexan-2-on (INT-976) BBenu B peakuuto ¢ 3-6pom-1-(Tomayon-4-cynsponun)-1H-unnonom s npespare-
HUS B 1uc-8-(auMetminaMuHo )-8-penmn-3-(1-ro3mi-1H-unnon-3-un)-1,3-quazacnupo-[4,5]-nexan-2-on. Macc-
criektp: m/z 543,1 (M+H)".

Cramus 2: mic-8-(mumermnamuHo)-3-(1 H-mamon-3-mn)-8-¢denun- 1,3-mmazacmpo-[4,5]-nexan-2-ou (SC_3357).

K pactBopy 8-mumermmamunO-8-heHnn-3-[ 1-(tomyon-4-cynabponrmn)-1 H-urmon-3-un]-1,3-auaza-crmpo-
[4,5]-nexan-2-ou (275 wmr, 0,51 mmoms, 1,0 2xB.) B EtOH (24 Mn) nmpubaswiu 10N Bogn. NaOH (1,2 mur) nipu
KOMH. TeMII. PeakImoHHyI0 cMech HarpeBajii 10 KUIIEHUS B TeYeHUE 1,5 9, 3aTeM KOHIICHTPUPOBaJH, pa30aBmiIn
Bozoi (50 mi) u axctparupoBanu EtOAc (150 mur). Opranmdeckyto ¢a3y cymunn Hax Na,SO4 U KOHIIEHTPUPO-
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BaJIM TIPY MOHMKCHHOM JaBiieHUH. OCTaTOK OYHINAN C TIOMOIIBIO KOJIOHOYHOU XpoMaTorpadun (HeHTpambHbINH
okcup amomuuus; 2% MeOH/JIXM) ¢ monydenueM 1wc-8-auMeTmnamuno-3-(1 H-unmon-3-mn)-8-henmn-1,3-
nmnasza-cnupo-[4,5]-nexkan-2-ona (SC_3357) (130 wmr, 0,33 mmomnb, 65%) B Buae CBETIIO-KOPUIHEBOTO TBEPIOTO
BEIIIECTBA.

'H AMP (IMCO-dg, 400 MT'it at 100°C), & (m.1.) =10,55 (bs, 1H), 7,62-7,60 (d, 1H, J=7,96 T'w), 7,37-7,23
(m, 7H), 7,04 (t, 1H, J=7,48 I'm), 6,92 (t, 1H, J=7,44 I'n), 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-crextp: m/z 389,3 (M+H)".

Cunte3 SC 3379: nmc-3-(l-anermn-1H-unnon-3-mn)-8-(aumetnnamMuHo)-8-penmi- 1,3-mua3zacupo-[4,5]-
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SC_3357 SC_3379

K pacrtBopy 8-nmumerunamuHo-3-(1H-unnon-3-nn)-8-denni-1,3-anaza-cnupo-[4,5]-nexan-2-on (SC_3357)
(150 wmr, 0,38 mmomb, 1,0 3kB.) B AXM (6 M) npubasumu NaOH (39 mr, 0,96 mmodns, 2,5 3kB.) u Buy/NHSO,
(129 wmr, 0,38 mmois, 1,0 3kxB.) npu 0°C 1 peakIMOHHYIO CMECh NIepeMeIInBaIy B TeueHue 30 MUH ¢ OCIeayo-
muM npubasieHneM anetmwixyopuaa (54 mxi, 0,76 Mmodb, 2,0 9kB.). PeaknnoHHyI0 cMech nepeMeIInBaIy pH
KOMH. TeMII. B TeueHue 16 4, 3ateM pazbasmmm JJXM (150 mi) u mpombiBamu Bogoi (50 MiT) M HACHIIIICHHBIM
BOJHBIM pacTBopoM xjopuaa Hatpus (50 mur). Opranuueckyto ¢asy cynmmm Haa Na,SO4 1 KOHIEHTPHUPOBAIH
TIPY TIOHIDKEHHOM JaBieHHH. OCTaTOK OYHMINAH C IIOMOIIBI0O KOJOHOYHOHM Xpomarorpaduu (HEHTpaabHBIN OK-
cun amomuHus; 1% MeOH/IXM) ¢ mocnenyromeit ounictkoit BOXKX ¢ nomyaenuem 3-(1-anerwmn-1H-ungomn-3-
WI1)-8-TMMeTHIaMUHO-8-(eHm- 1,3-1na3a-cimpo-[4,5]-nexan-2-ona (SC_3379) B Bume 0enoro TBEpIOTo BeIIe-
ctBa. [Ipnmeyanne. beum mosydeHs! ABe OPIMH U3 OJMHAKOBBIX PEaKIWH, M BBIXOJ OBUT pacCYUTaH, COOTBET-
ctBeHHO. Beixon: 13% (45 mr, 0,1 MMoIb).

'H SIMP (JIMCO-d, 400 MI'r mpm 100°C), & (m.1.) = 8,34-8,32 (d, 1H, J=7,88 I'my), 7,90 (d, 1H, J=7,36
I'm), 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-cniektp: m/z 431,2 (M+H)".

Cunre3 SC 3388: uc-8-(aumeTmnamMuHo)-8-(3-ruapokcueHun)-3-(4-MeTHI-6-
(TpudTOop™MeTHI)IUPHUINH-3 -I/IJ'I)—l 3-guaszacnupo-[4, 5]-aeKaH—2 -OH
F C Fsc
I \
O
pob A
SC_3368 SC_3388

uc-8-(mumetninamuHo)-8-(3-MeTokcudennn)-3-[4-meTun-6-(tpud ropmetin)-3-mupuann]-1,3-
nmnazacriupo-[4,5]-gexan-2-on (SC_3368) (42 mr, 0,091 Mmmoins) pactBopma B JIXM (2 mir) U pacTBOp OXJaau-
mu go 0°C. Tpubpomuna 6poma (1M p-p B JIXM, 4 3kB., 0,36 mmonb, 0,36 M) mpuOaBWIA B BHIE OJHOW TOP-
K. PeakIMOHHYI0 CMECh OCTaBWIIM IIEPEMENINBATLCS MPH KOMH. TEMII. B TEUEHHE HOYH, 3aT€M IIOTacHIN Me-
TaHOJIOM M pazbaBwin Bomoi. [lomyuennyto cMmech skcTparupoBanmu JIXM (2x), 00ObeTMHEHHbIE OPTaHUYECKUE
¢a3sl cymmnu Hax Na,SO4 ¥ KOHLEHTPHUPOBAIH MPU MOHKEHHOM JaBieHUH. OCTaTOK OYMINAIM C TOMOIIBIO
¢mm-xpomaTorpaduu Ha cunmkarene (rpaauest amoeHta JJXM/EtOH) ¢ nomyuenunem 16 mr (39%) mmc-8-
(mametnnamuHO)-8-(3-runpokcudennn)-3-(4-MmeTun-6-(TpudTOPMETHI ) TUPUTUH-3-11)- 1, 3-mrnazacnupo-[4,5]-
nekan-2-ona (SC_3388).

'H SIMP (600 MI'u, 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-criekTp: m/z 449,2 (M+H)".

Cunres SC 3396: nuc-4-(8-(muMeTnIaMuHO )-2-0kco-8-henun-1,3-nuazacnupo-[4,5]-nexan-3-
WJT)UHIOJNH-2-0H
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Cramus 1: uc-4-(8-(numeTnnamMuHo)-2-0kco-8-penun-1,3-auazacnupo-[4,5]-nexkan-3-wm)-1-(4-
METOKCHOCH3WI)MHI0JINH-2,3 - IUOH.

ITo amanmormm ¢ metomom, ommcanHbIM aisi SC 3242, muc-8-(aumerniaMuHoO)-8-penni-1,3-ana3acimpo-
[4,5]-nekan-2-on (INT-976) BBenmu B peakmuio ¢ 4-Opom-1-(4-meTokcu-0eH3mn)-1 H-unn0n-2,3-quoHoM  aiis

TIpEeBPAIICHUS B nuc-4-(8-(IuMeTHIIaMIHO )-2-0Kkc0-8-hennn-1,3-nuazactmpo-[4,5]-nexan-3-mn)-1-(4-
METOKCHOCH3MI)MHI0IMH-2,3-110H. Macc-criekTp: m/z 539,2 (M+H)'.
Cramqus 2: nuc-4-(8-(muMeTnIaMuHO )-2-0kco-8-henwnn-1,3-nuazactupo-[4,5]-nexan-3-min)-1-(4-

METOKCHUOCH3HIT ) MHIOJTHH-2-0H.

K pactBopy 1mc-4-(8-mumeTHiaMuHO-2-0Kc0-8-pernn-1,3-nua3a-cnupo[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-ruapat (9
MIT) IpH KOMH. TeMIl. PeakliuoHHYI0 cMech MepeMeIlNBaIy NpH KUMSYEHUH B TeueHue 16 4, 3aTeM KOHIEHTPHU-
poBanm, pasbaBuiu Bopor (50 mu) u skcrparupoBanmu EtOAc (200 mur). Opranudeckyro (aszy CymIMiau Hax
Na,SO,, oTGUIABTPOBAIN U KOHIEHTPUPOBAIH IPU ITOHWKEHHOM JaBJeHUH. [10JTydeHHBI 0CTaTOK OYHIIAIHN C
MIOMOIIIBI0 KOJIOHOYHOH Xpomartorpaduu (HeWTpanbHbIH oxcuy amomunus, 0,5% MeOH/IXM) ¢ nomydennem
8-mumeTnnamMuHo-3-[ 1-(4-MeTokcu-0eH3mi)-2-0kco-2,3-quruapo- 1 H-uanon-4-wmi]-8-denwmn-1,3-nuaza-cnupo-
[4,5]-nexan-2-ona (275 mr, 0,52 mMoinb, 47%) B BHAe KOPUYHEBOTO TBEPIOrO BEIIECTBAa. Macc-CIIeKTp: m/z
525,2 (M+H)".

Cramus 3: 1uc-4-(8-(mumeTminaMuHoO)-2-0kco-8-permi-1,3-nmuazaciupo-[4,5]-nekaH-3 -1 HHA0INH-2-0H
(SC _3396).

PactBop 1uc-8-nuMerninaMunoO-3-[ 1-(4-MeTOKCH-0eH31)-2-0KC0-2,3-nuruapo- 1 H-unmnon-4-un|-8-penm-
1,3-mua3a-cupo-[4,5]-nexkan-2-ona (275 mr, 0,52 mmons, 1,0 3kB.) B TOK (4 M) nepemernmBanu mpu 90°C B
TepMETHYHO 3aKpbITOH MTPpOoOUpKe B TeuyeHne 16 4. PeakimoHHyr0 cMech OXJIaIuian 10 KOMH. TEMII., KOHIIEHTPH-
pOBaM NpU OHMXEHHOM JaBJIeHHH, pa30oaBumin Bogoi (50 min), mommenounny Hacsn. Bogd. NaHCO; u skcT-
paruposamn EtOAc (200 mur). Opranmyeckyto (aszy MpoMbBUTH HACHIIICHHBIM BOJHBIM PacTBOPOM XJIOpHZIA Ha-
tpust (50 M), cymmnm Haa Na,SOy, oTOUIBTPOBATN M KOHIEHTPUPOBAIU MPU ITOHWKEHHOM AaBieHuH. [lomy-
YEHHBI OCTATOK OYMINAJHM C MOMOIIBI0 KOJOHOYHOW XpomaTtorpaduu (HEHTpaapHBIH OKCHI aTIOMHHHA, 5%
MeOH B JIXM) c mony4eHHWEeM IUC-8-AUMETHIaMUHO-3-(2-0kc0-2,3-quruapo- 1 H-uanon-4-un)-8-penmn-1,3-
nmnasza-cupo-[4,5]-nexan-2-ona (SC_3396) (60 wmr, 0,14 mmonb, 28%) B Buae 0e10ro TBEpAOTO BEHIeCTBA C Me-
TAJTTYECKUM OTTEHKOM.

'H SIMP (IMCO-dg, 400 MI', 100°C): & (m.1.) = 9,98 (bs, 1H), 7,36-7,22 (m, 5H), 7,09 (t, 1H, J=7,94
I'm), 6,95-6,88 (m, 2H), 6,59 (d, 1H, J= 7,52 '), 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-criektp: m/z 405,3 (M+H)".

Crnenyromue coeIMHCHNS TOTYYalIH [0 aHAJIOTHH U IIyTeM COUYETaHUS paHee ONMMCAHHBIX METOHOB!

- " 110 AHAJIOIHNA C | M/Z
HOpumep | Xuvuueckoe HAMMCHOBAHHC Pearenr 1 Pearenr II METONOM [M+H]"
SC 3001 mwc-5-[1 -(L[zlmoﬁy‘rnn:nenu)-S -mmem.m)mﬂg-Z -okco-8-pernn-1,3- INT-987 5-6EOMHPIPI/IMILI[H'H-2- SC3022 4453
- Juazaciupo[4,5]aekaH-3-Hi] -MIpHMEAHH-2 -KapOOHHTPHI KapOOHHTPHIT
SC 3002 uc-3-[1 -(L[uKJ'IOOyTHﬂ-MSTlL‘I)-S -AMMETHIAMHHO-2-0KCO-8-(henmn-1,3- INT-987 5-SpoMmupasis-2-kapGoumTpit | SC-3022 4453
— Auasacnupo[4.5]aexan-3-ua|-nupa3us-2-KapooHUTPHIL
SC 3003 nuc-5-|1 -(LLI/HO}Oﬁ}'TI/lJ‘I-MSTI/L‘I)—B -AMMETHIAMHHO-2-0KCO-8-(heHmn-1,3- INT-987 5-OpOM-4-METOKCHITHPHMHTHH- SC-3022 4753
- Juaszacnupo|4,5 | aekan-3 -1 -4-MeTOKCH-MUPAMHIHH-2 -KapOOHHTPHIT 2-kapOOHHTPHIT
SC 3004 HC-5-[8-IHMCTHIAMHHO- 1 -(2-MCTOKCH-3THIT)-2-0KcO-8-(heHmm-1,3- INT-980 J-Gliohmnpmnmnﬂ-z- SC-3022 4352
= JWA3ACTTAPO [ 4, 5] ACKAH-3-HT] -THPHMHIHH-2 -KapOOHATPHIT KapOOHHTPHIT
SC 3005 uuc-5-[1 -(L[xm_looy‘mn-nem:l)-s-,:nmem:mmmo-Z-omg-S-d}eHm-l.}- SC 3001 R SC 3016 4633
- Juaszacnupo|4,5 |nexan-3-m| IHH-2-KapOOHOBO I KHCIOTHI AMHT — —
wc-5-[1-(LIHK 106y THIT-MCTHT)-8 -IHMCTHITAMHHO-2-0KC0-8-(hcrm-1,3- 5-GpOM-2-(MCTHITHO)- (SC'-S ?;2 :
SC_3006 | mmaszacrHpo[4,5]ackar-3-HT]-2-MCTHICY Mb(HOHHIT-TTHPHMHIHH~-4- INT-987 po CTHUITHO. CM'E[, S| 5232
= - N TIHPHMHINH-4-KapOOHHTPHT SC_3008
KapGOHHTPHIT
(crannsa 2)
SC 3007 uuc-S-[l-(2-Memxcn-arym)-8-Mernnammo-l-onico-s-(beﬂua-1‘3- SC 3004 R SC 3045 212
— Auazacnupo|4,5]aexan-3-mwi| JHH-2-KApOOHUTPII — —
2e03-5- SC-3022
SC 3008 muc-2-[1 —(LLmo}OiSymn—,\lemn)-B -,:ll/mIS'IjI/lJZIMI/IHO—2 -0kco-8-(ennn-1,3- INT-987 (METHTHO)GEHIORHTH (cTagus 1); 5213
= auazacnupo | 4,5 | rexaH-3-mwi|-5-MeTuicy b (GoHUI-OCH3OHUTPHIT SC_3008
(cramus 1)
(cragus 2)
SC 3000 unc-2-[1 -(L[I/IKJTOﬁ_V‘I‘HJI-"\ICTH,‘I’)-S-JJIMICTH,‘I}I\MHO-Z-OKCO-X-(l)CHHJT-l 3- SC 3090 R SC 3016 4613
= Juasacipo 4, 5] ackan-3-H] -6¢H3aMuT — =
SC 3010 muc-3-[1 -(L[xlmoo5'rnn-)1er!l])-8 -AMMETHIAMHHO-2-0KCO-8-(henun-1,3- SC 3072 R SC 3016 4613
— Auazacnupo[4,5] aexan-3-un]-6eH3amMun - —
1uc-3-[8-Tumerunamuno-1-[(1-ruapoKCU-1HKA00Y THT)-MeTHI | -2-0KCO-
SC_3011 | 8-(penmn-1,3-auazacnupo|4,5|nexan-3-11|-nupHMEIHH-2-KapOOHOBOH SC_3013 - SC_3016 4793
KHCIIOTHI AMHT
SC 3012 1uc-5-[1-(1THK 106y THI-METH.T)-8-METHIAMHHO-2 -0KCO-8 -rpefmn-lj - SC_3003 R SC_3045 4613
— JAuazacnupo[4,5]aexas-3-11]-4-MeTOKCH- THPUMUTHH-2 -KAPOOHUTPILT
SC 3013 1Hc-5-| 8-AiverrmaMuHo -1 -[ (1-THAPOKCH-IHKIOOY THIT) —MeTHJ;lJ -2-0KCOo- INT-600 R SC 3013 4613
= 8-(ermn-1,3-amasacmupo[4, 5] ackan-3 -H1] -MIHPHMH IHH-2-KapOOHHTPHIT =
SC 3014 1uc-2-[1 -(L[um}ooymn—nemj)-s -;umenu?)mﬂ(z-Z -0Kkco-8-(henmn-1,3- INT-987 2-XTOpIHPHMUIHH-S- SC 3014 4453
= Jauasacnupo[4.5]aexan-3-un| MHH-5-KApOOHUTPUI KapOOHHTPH.L
SC_3015 | mwc-8-JInvetraamMuHo-1-[(1-rHIpOKCH-IHKIO0Y THIT)-MCTHA]-3-(2- INT-976 5-6pOM-2-MCTOKCHITHPHMHIHH SC 3013 466,3
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METOKCH-MHPHMHAHH-5-11)-8-(herun-1,3-auazacmmpo[4,5] qekaH-2-01

(cTanus 1);
6yTHJT)I"\TCTH,1—
CHJIHJIOKCH)LIUKIO0Y THI)METHIL
4-MeTHIOCH30T-Cy Tb(hoHAT
(cramus 2)

1-(Tpet-

1rc-2 - 1-(LuK100y THI-MCTHIT) -8 - THMCTHIAMIHO -2 -0KC0-8-(peHmT-1,3-

SC_3016 < N - o SC_3014 - SC_3016 463,3
= auazacmupo|4,5 | nexkaH-3-ui| -THpHMHIHH-5 -KapOOHOBOH KHCIOTHI AMH — —
SC 3017 1uc-4-| 1-(LUuxno6y Tia-mMeTum)-8 -mmeT_nnamuuo-Z -oKco-8-(penui-1,3- SC 3081 METAHAMHH SC 3028 4753
= auasacmupo|4,5]aekan-3-un]-N-meTna-0eH3amMu = =
SC_3018 1uc-5-(8-JuMeTunaMuH0 -2 -0Kco-8-(le HiL1- l-flp(inun-l 3- INT-600 1-6povnponan SC_3013 4192
uazaciupo [4,5] aexkaH-3-H1) -MHPAMHIHE-2 -KapOOHHTPHIT
SC_3019 wc-5-{8 -H“MCT"MM"HS-] -3 _MCTORC“-HPOHWH):Z -OKCO-8-orm-1,3- INT-600 1-6poM-3-MCTOKCHTIDOTIAH SC-3013 4493
- uasactupo 4, 5] ackaH-3 -HIT] -MHPAMHINH-2 -KapOOHHTPHIT
SC 3020 mc-5-[1 -(L[m(non;zonnn—\mnn) -8-TUMCTHIAMHHO-2-0KCO-8-(hCHII- INT-600 R s w——— SC-3013 4312
= 1,3-nmazacnupo|4,5 | aekan-3 - i1 | -MHPHMHIHH-2 -KAPOOHHTPILT
SC 3021 1uc-4-] 1-(Luxi06y THI-MeTHIT) -8 - THME THIAMUHO -2 -0KCO-8-(heHm1-1,3- SC 3081 JRp— SC3028 4613
— auazacmupo|4,5] aekan-3-un]-0enzamug —
SC 3022 1uc-1-(Iux00y Tua-MeTin)-8- JuMe THIAMHHO -8 - (he Hi1-3-[ 2- INT-987 5-6pom-2- SC 3022 4883
= (TpHQTOPMETHI)-MHPUMHANH-5-11] -1, 3-1Ha3acmapo[4,5] aekan-2-0H (TpHGTOPMETHI) THPHMHIHE =
SC 3023 mc-8; -Z[u\chvma\mHo-l--[(l -THAPOKCH-IHKIOOY THIT) -MCTII.‘I] -3-(2- SC 3015 _ SC 3023 4523
— THAPOKCH-THPHMHHH-5-1H1)-8-(hcHm-1,3-anaszacnmpo[4, 5] ackan-2-0H - —
SC 3024 1mc-5-[8-JuMeTHIAMHHO - -(2-McTHn-np0rmJT)-2:01(00-8-(])0}11/111-1 3 INT-600 1-6poM-2-MeTmmpoTaK SC_3013 4333
= JaHa3acTiHpo[4,5]ackan-3 -u1] -MAPHMHIHH-2 -KApOOHHATPHIT
SC 3025 lmc-:»-[x-jlmfc:mnaumio-l -(Z-I“H:\I)DKCHGTHJT)-Z’—OKCO-S-LIJCH'HH-I 3- INT-600 (?ﬁpoMrrponchn)(Tch- SC-3025 012
= guasactpo| 4,5 | iekaH-3 -1 | -MTHPHMHIHH-2 -KapOOHATPHIT OV THII) THMCTHIICHJIAH
SC 3026 mme-5-[1 -(Lln]o}OOyTyLi:);CTnn)-S -MCTH/IAMHHO-2-0KCO-8-(heHm1-1.3- SC 3078 _ SC 3045 4443
- auazacoupo| 4,5 [aekan-3-ui|-4-MeTHI-NTHPHANH-2 -KAPOOHHTPHIL = =
SC 3027 nuc-1-(Luxnoby TllJ'l-MeTﬁLﬂ)—J -(J—,\lSTOK?lt—ﬂllpa%llﬂ-z—llﬂ)—s- SC 3075 _ SC 3045 4363
— MeTuIaMuHo-8-(e - 1,3-aunazacnupo|4,5] aexan-2-oH = =
SC 3028 1uc-4-[1-(Lux100y TII-MeTHT)-8 —;lmuemnmiuﬂo-Z -okco-8-(henmi-1,3- SC 3081 _ SC 3028 4893
- uazactupo[4,5]nekan-3 -] -N, N-muMeTHI-0e H3aMH T = - 7
SC 3029 1uc-4-[ 1-(Luk100y TII-METHT) -8 - AHMETHIAMIHO-2. -0KCO—8-(1)6HPL‘1-1 3- SC 3081 _ SC 3028 5333
= auazacmupo|4,5]aexan-3-mwi]-N-311-N-(2-ruApoKcH-THI) -Oe H3aMU — —
SC 3030 mmc-2-[1 -(Lluxj-looyrn1:3leTllu)-8 -METHIAMHHO-2-0KCO-8-(eHn-1.3- SC 3008 _ SC 3045 5072
= uasacupo 4,3 |aexaH-3-m| -3 -MeTHICY Ib(hOHIT-OCH30HHT PILT - =
SC_3031 | mmc-1-(LIMKI06Y THI-MCTHI)-8-MCTHIAMHHO-3 - 2-MCTHIICY Th(hOHHIT-4- SC_3084 - SC_3031 550.2
(tpudropmeri)-Ger]|-8-(penn-1,3-quazaciupo| 4.5 | exan-2-0H
1uc-4-| 1-(L K100y THI-METHT)-8-METHIAMHHO-2 -0KCO-8-(heHn-1,3-
SC_3032 | auasacmupo(4,5]aexan-3-u1]-N,N-gumernn-3-(tpudropmerun)- SC_3089 - SC 3032 579.3
OCH30ICYIB()OHOBOIH KHCIOTHI AMHT
A § 4-6pombensonuTpI (cTaams 1),
SC 3033 | tue-d-11-(Hhunobyrii-verus)-8-(ymut-veri-amuo) -2-oxco-8 INT-797 (GPOMMETHI)LMKIO0Y TAH SC 3013 4573
= (erun-1,3-guazacmupo|[4.5] aexkan-3-un] -G HIOHUTPHI
(ctaaua 2)
5-6pom-2-
= ; (TPH(TOPMETHIT)THPHMH THH
R e ranmerk ane o L S
P PMCTHLD-THPHMEITH =2 S-AHasacpol S, S ek (GpOMMETHI)HKI06Y TAH
(cramua 2)
5-OpoMmHpUMHANH-2-
SC 3035 1uc-5-[1-(Lux1006y THAI-METHT)-8-(ITHI-METH T-AMUHO) -2 -01(_(:0-8- INT-797 KngQﬂm‘pun (c’rzgm 1); SC 3013 4593
= (enun-1,3-1uazacmipo[4,5]nexkan-3-11] -NHPHMHIHH-2 -KapOOHHTPHI (OpoMMETHIT)IHKIO0Y TaH -
(cragus 2)
1mc-5-[8-TumeTHaamMuHo - 1-[(1-MCTHI-IHK TOOY THIT)-MCTHIT]| -2-0KCO-8- 5-OpOMITHPHMHIHH-2 - N 120 2
SC_3036 )9 < N N = INT-982 . SC_3022 4593
= (ermn-1,3-mmasacmmpo[4,5 | ackaH-3 -] -MHPHMEHH-2 -KapOOHHTPHIT KapOOHHTPHI —
SC 3037 1mc-2-[ 3-(2-Linano-mupuMuIHHE- 5 -11)-8 - TUMCTHIAMHHO -2 -0KCO-8 - INT-978 S-OpPOMITHPHUMHIHH-2- SC 3065 462.3
= (hermn-1.3-muasacmmpo[4,5] nekan-1-1m] -N, N-mmMeTHi-ate raMug KapOOHHTPHI —
SC 3038 mc-1-(L{rkT0! oynm-Mc'mn)-8-—Mc‘mnmﬂvmno-8-l])cmn-} [2- SC 3022 _ SC 3038 4742
— (tpudTopMCTHT)-MHpUMEIHH-5-11]-1,3-1 crpo[4,5]ackan-2-0H — —
SC_3039 | Twe-S-{8-TmvcTrmannmo-8-(3-gropdemm)-1-(4-metokem-Gyi-2- INT-601 1-6poM-4-METOKCHOY TAH SC_3064 4813
- 0Kco-1,3-anazacnupo| 4,5 | eKan-3 -H1| -MHPHMHTHH-2-KapOOHHTPHIT
SC 3040 1uc-5-|8-umernnaMuHo-1 -(3]—,\IETOI(CI/I-Hp01'II{J'I) -2-01(00-8-(1)emm-1 3- INT-979 5-6poM-4-METOKCHIIUPHMHUTHH- SC 3022 4793
= auazacnupo|4,5 ] aekan-3-ui|-4-METOKCH-THPHMHU THH-2-KAPOOHHTPUIL 2-KapOOHHTPHT =
SC 3041 1uc-5-1-[(1-Luano-1ux 100y THI)-MeTH | -B-Jymle'm_mmmo_ -2-0KC0-8- INT 600 (1 -Luiafmummooyrun)menm 4- SC 3013 4703
— (perun-1,3-guazacmupo 4. 5] aekaH-3 -] -nUpUMHIHH-2 -KAPOOHHTPUIL - MeTHIOCH30ICY Ib(hOHAT —
1uc-N-(Lux1o6y Tia-MeTun)-5-[ 1-([HK 100y THI-MeTHI) - 8-
SC_3042 | xmverniaMuHO-8-(3-(ropdermm)-2-okco-1.3-amazactmpo[4,5]qekan-3- | INT-601 (OpoMMETHI)IHKI00Y TAH SC_3064 5493
1| -MTHPHMHIHH-2-KapOOHOBOH KHCTOTEI AMH.T
SC 3043 mc-5-[1 -(3-M(ETchn-n'gomn)-X-WC'nnawmo-Z-cho-S-q)cmm-] 3= SC 3019 _ SC 3043 4352
= anazactmpo[4.5] ackaH-3-HT] -MHpAMHANH-2 -KapOOHHTPHT — -
SC 3044 u‘nc-b-[X-Hm\lc:mmmnmo-8-(,7-¢ropd)cmm)-l -MCTHII-2-0Kkc0-1,3- INT 600 e — SC 3013 4092
— anazactmpo[4.5] ackaH-3 -] -MHpAMHANH-2 -KapOOHHTPHT - -
SC_3045 | mmc-4-MeTtokcH-5-[1-(3-MCTOKCH-TIPOITHII)-8-MCTHIAMHHO-2-0KC0-8- SC_3040 - SC 3045 4653
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(enmn-1,3-aHazacnpo[4, 5] ackan-3 -1 -MHPHMHIHH-2 -KapOOHHTPHIT

1mc-4-[8-TuMeTHIAMHHO - 1 -(2-MCTOKCH-3THI) -2 -0kcO-8 -(hermn-1,3-

4-6pOMIIHPHMHTHH-2-

SC_3046 1< TNT-980 SC_3022 4352
— auasacTpo[4.5]AckaH-3-11] -THPHMHIIH-2 -KAPOOHHTPHT KapPGOHHTPHIT -
SC 3047 me-5-[8 -HHMCTPL‘R[}\{PI‘HO-] -( 2—\lcTol<cn-3TI(n) -2-0Kc0-8: -d)CI—IﬂJ‘I-] 3- INT-980 5-6})0:{-4-\1c'rolccnn'npmm;um- SC 3022 1653
= auazactupo[4.5] aekan-3-u1]-4-MeTOKC THH-2-KapOOHHTPHT 2-KapOOHHTPHT
SC 3048 | C -4-[1 -(Hﬁijoo}'Tnn— CTH.T)-8-THMCTHIAMHHO-2-0KCO-8-(peHm-1,3- INT-987 4-6pOMIIHPHMHTHH-2- SC 3022 4453
= auasactmpo[4,5] ackaH-3 -] -MHpHMHINH-2 -KapOOHATPHT KapPGOHHTPHIT
SC 3049 | C -1-(I{uK: 10 0y THI-MCTHIT) -8 - THMCTHIAMHHO -3 -(6-MeTHACY Mb(aHMT- INT-987 4-6poM-6-(MCTHIITHO)- SC 3022 1663
- THPUMHIHH-4-11)-8-(eHmn-1,3 -muasacnupo| 4,5 | aexan-2-0H THPHMUIHH
SC 3050 1uc-2-|3-(2-Linano-mupuMu AHH-4-1.1)-8 - TUME THIAMHHO-2 -OKCO-8- SC 3022 4-6}30,\[1‘[1/1‘})%[1/],!(!/1.[{-2- SC 3022 1623
— (ennn-1,3-guazacmupo|4,5] aexan-1-mwi|-N,N-qumerun-aneramua — KapOOHUTPUI —
SC 3051 uue-6-[1 —(HHKJEOG)'THJI—METM_‘I)-S—;ulMeT}L‘laMl/lH(—l -2-0kco-8-(ernn-1,3- INT-987 6-6130)1nupmuum1—4- SC 3022 4453
- auazacnupo[4.5] nexan-3-11]-mHpHvMuAHHE~4 -KapOOHHTPHI KapOOHHTPHI -
SC 3052 c-2-(8: —Z[I«lMe:l‘Il.‘Hll\ﬂlHO -2-0kc0-3,8-1u(ennn-1.3- INT-987 GpoMeron SC 3022 4353
= anazactiupo[4.5] aexan-1-11)-N N-TiMeTHI-aleTAM AT —
SC 3053 wc- 1 -(Lnk1o! o_yTn:r-Mc'mn) -8-TMMCTHITAMHHO-3, 8-AneHnn-1,3- INT-987 GpomGerIoN SC 3022 4183
- amnasactmpo[4,5] aekaH-2-0H
SC 3054 mc-2-[8 -}II{Me_m,mmmo-l -(2-Me'r01<cn-3n'm) -2-0Kc0-8-(ernn-1.3- INT-980 S-XJIOpIHPHMHIHH-2~ SC 3022 4352
= auazacnupo|4,5 | aekaH-3 -] -MpHMHANH-5 -KapOOHUTPHIT KapOOHUTPHI
SC 3055 mlc-X-/ZlumeTw_lamuﬂo- 1-(2-meroxcu-31i)-3,8-muerun-1,3- INT-980 Gpombenzon SC_3022 1083
= auazacnupo[4,5]aexan-2-o1
SC_3056 1uc-5-[8 -Hnme.rxl.mf\ixlﬂo-l -(2-MeTokcu-3TUN)-2-0KC0-8-hennn-1,3- INT-980 5-0poM-4- SC_3022 4483
auazacmupo[4.5] nexan-3-H1] -4-MCTHI-THPH M H-2 -KapOOHH TPHIT METHIITHKOTHHOHHTPHII
1uc-N,N-{imeTun-2-(8-MeTHIAMHHO-2-0kc0-3, 8- 1udernn-1,3- anc o
SC_3057 anasactipo[4,5] ackaH-1-HT)-ancTaMu 8C_3052 3 SC_3045 4213
SC 3058 mc-5-[1-[(1 -L[mlHo-umc:roﬁyﬂim)-mcﬂm] -8-\[QTHIIEIMI/IHE)-Z:DKCO-s- SC_3041 ~ SC 3058 1562
= (hernn-1,3-uazacnmpo [4,5] nekaH-3-HT] -MAPAMHIHE-2 -KApOOHHTPHIT
5-BpoMIHpHMHIHH-2-
1Hc-5-[1-[(1-LHaHO-IHKIO0Y THIT)-MCTHI] -8-(3THI-MCTHI-AMHHO)-2 - xapGonutpun (ctammsa 1); 1-
SC_3059 | oxco-8-(ennn-1,3-auasacmupo 4.5 nexan-3-mn| -MHpUMHIHHE-2 - INT-797 (6pom- SC_3013 4843
KapOOHHTPHIL METHI)IHKIO0Y TAHKAPOOHUTPHIT
(cTaaus 2)
4-6pombensonuTpm (cTagus 1);
SC 3060 1M C-4-[8-umernnamuno-1-[( 1-l:ld,:lp()KCl/l-].lHl(Jl()6)’1‘1’]_‘1)—1\13’]‘!”1] -2- INT-987 (1-(Tper- SC 3013 4593
= okco-8-(enm-1,3-1uazacnupo[4,5] aexan-3-mi| -0 H3OHUTPILT Oy THIMME THIICHIHIO KCH) LUK
00yTHI)METHI  4-METHIOCH30I-
cyab(onar (2 cragus)
3-6pombensonuTpun (craamsi 1);
4 ov " (1-(rper-
SC 3061 wc-3-[8-IumerHmamuHo-1 [( 1-ruapoxcu u_mc:rooy THIT)-MCTHIT]-2-0KCO! INT-987 6y THIME THIIC IO k) KK SC 3013 4593
= 8-eri-1,3-quazacnupo[4, 5] aekaH-3-1.1] -G H3OHUTPHIL -
OOYyTHI)METHI  4-MCTHIOCH30.1-
cynb(oHaT (cTanns 2)
S5-OpPOMITHKO TMHOHHTPHIT
SC 3063 1uc-5-| 1-| (1-Luaso-muKI00Y THIT)-METH | -8- TUME THIAMHHO-2-0KCO-8 - INT-987 ((i'ra,:;m 1y, 1- SC 3013 4693
= (penun-1,3-auazacnupo|4,5]aexan-3-mn]-nupuann-2-KapoOHHTPHIL (OPOMMETHT)IHKIO-
OyTaHKapOOHHTPHT (CTAIHs 2)
SC_3064 mc-2-[3 -SZ-HHHHO-HH])ITM;H}]I/IH-D-HII)-X-,Zl'l’I'ATCTH,'IHIWHHO-2-OKCO-8- INT-600 2-6poM-N-TiponHIancTaAMAT SC_3064 476.3
= (enmn-1,3-auazacmuipo[4,5]ackan- 1-mm] -N-IIpOmHI-ane TaMu T
1uc-5-| 1 (K100 y THI-METHIT)-8-(3THII-METH.T-AMHHO) -2 -0KCO-8- -5 1OM-4-METOKCHIUDHMHHE-
5 penun-1,3-quazacmupo(4,5 | aexan-3-un|-4-MeTOKCH-THPUMUAMH-2- - P 5 489,
SC_3065 13 pol4.5] 3-u]-4 D 2 INT-986 >-op pHMII SC 3065 489.3
— : 2-KapOOHUTPIT
KapOOHHTPHI
1uc-4-[1-(LInkno6y THI-MeTH.T)-8-MCTHIAMHHO-2-0KC0-8-(heHn-1,3- ~ N <01
SC_3066 auasactmpo|[4,5] ackaH-3-H:1]-3-MCTOKCH-OCH30HHTPHT SC_3080 §C_3066 4593
SC 3067 1HC-5-[8-IHMETHIAMHHO -1 -(3-MCTOKCH-TIPOTIH)-2-0KCO-8-(heHn-1.3- INT-979 5-6pom-6- SC 3022 4783
= auazacnupo|4,5 | aexan-3-ui|-6-MeTOKCH-NHPHANH-2 -KapOOHUTPHT METOKCUIHKOJIHHOHUTPUIL —
SC_3068 lulC—4-I8—H%‘lMeTHJ‘lﬂMHHQ—l -[( l—rmpoxcu-l.v,’mcmﬁy'mn) -METH|-2-0KCO- SC_3060 _ SC 3016 4773
8-(penn-1,3-auazacnupo|4.5 | sexan-3 -ua|-6enzaMun
5-OPOMITHKOIHHOHHTPHI
) . . (cTamus 1); 1-(tpet-
SC_3069 gf'di fng_il?_we'?f?‘u:_gﬂo [_11 5] Tﬁg'f;%}g;c‘fo):;? C“Z"":EITZ P(I)'\CO INT-976 Oy THIIHMCTHIICHITHIOKCH) - SC_3013 460,3
CHILT-1, 3 =/IMa3ACTTHPO| 2. MICKAR-= -1 prH APOOHHTPIT TUKIOOYTHIT)MCTHT 4-MCTHI-
Oen3ou-cyas(oHar (crazus 2)
5-OpPOMIIHKONHHOHHTPHI
muc-5-[8-JIumeTHraMuHO0-1-[(1-TrHAPOKCH-IHKI00Y THT) -METH] -2-0KCO- (cTamus 1); 1-(Tpet-
SC_3070 | 8-(ormn-1,3-qwasacmupo[4,5]ackan-3-wa]-N-[(1-ruapoxcH- INT-976 Oy THITIHMCTHIICHITHIIOKCH) - SC_3013 562.3
IHKI00Y THIT)-MCTHI| -THPHIHH-2 -KapOOHOBOI KHCIOTHI MU TUKIOOYTHIT)METHT 4-MmeTHI-
OeH3ou-cyab(oHar (crazus 2)
2-OpoMOCH30HHTpPHN (CTamus 1);
. . ~ . 1-(TpeT-Oy THIIHMETHI-
SC_30m 1uc-2-[8-TumeTunamuuo-1-[(1-ruapoKCu-1HKI00y THI)-METHII] -2 -0KCO INT-976 CHAIIOKCH) MO0y T METHI SC 3013 4593

8-(enn-1,3-auazacnupo|4.5 | aekan-3-1u:1] -0 H3OHHTPHT

4-MeTHIOCH30T-Cy Th(pOHAT
(cTaaus 2)
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SC 3072 HHC-3-[1-(L[HKJIOﬁyTlL‘l:\ISTHH)-&-,IHMSTHMMHHO-Z-0KCO-8-ll)eHlL‘l-l,J- INT-987 S E—— SC 3022 4433

= auazactupo[4,5] aekaH-3-H1] -OCH30 HHTpHIT =

SC 3073 1mc-1-(Iik10 0y THI-METH)-8- THMC THIAMHHO -8 -(he HiT-3-[ 2- INT-987 5-6pom-2- SC 3022 4883

= (tpudropMeTin)-nupumuann-5-m1|-1,3-aua3acnupo[4,5]aexan-2-ou (TpU(YTOPMETHIT)IUPHMUTHH -
1uc-5-[ 1-(Luxi00y Ti-vMeTnn)-8 - AHMe THIAMIHO- 2-0KCO-8-(henmi-1,3- [ P I
SC_3074 | auazacmupo(4,5]aexan-3-un]-4-MeTnn-nupuauH-2-KapooHOBOH INT-987 i‘lﬂKOﬂﬂHaT >-op SC_3022 4913
KHCIIOTBI METHJIOBOTO 3(hupa
SC_3075 1uc-1-(I K100y THA-METH)-8-THME THIAMHHO -3 -(5-METOKCH-THPA3HH- INT-987 2-GpOM-5-MeTOKCHINpASHE SC_3022 4503
2-11)-8-(hennn-1,3-quasacmupo|4, 5] aekan-2-ox
1uc-1-(Iix100y THA-METHI)-8- THME THIAMHHO -3 -(2-METOKCH- » I . <

SC_3076 FPHMHHA-5-111)-8-penm-1, 3-mrasacnmpo[4,5]texan-2-on INT-987 5-6poM-2-MEeTOKCHITHPHMHIHH SC_3022 4503

SC_3077 1uc-4-[1-(LIHK100y THI-MEeTHI) -8 - IHMETHIAMHHO-2-0KCO-8-(heHm1-1,3- INT-987 T — SC_3022 4433

uasacmupo[4,5] nexaH-3-H] -OCH30 HHTPHI

SC 3078 HHC-D-[]-(L[HKJIOﬁyTlL‘l:\(STHH)-&-,Z[HMSTI«IJ‘IHMHHO-Z-0KEO-8-(DEH]L‘1-1,J- INT-987 5-6pom-4- SC 3022 4583

= auasactupo [4,5] ackaH-3 -] -4-MCTHT-THPHANH-2 -KapOOHHTPHIT MCTHIITHKO.THHOHHTPHIT = ’
1uc-1-(L{iK 10 Oy THI-MCTHIT)-8 - THMC THIAMHHO -3 -(5-(yTOP-ITHPHMHTHH - 0% P ~ ~

SC_3079 2-11)-8~(hcrm-1 3 -masacmpo[4, 5] ackar-2-0m INT-987 2-GpOM-5-(hTOPITHPHMAIHH SC_3022 4383

SC_3080 me-4-[1 -(u“m.moynm:“m"n)-x-':mMCTnim MITHO-2-0KCO-8-(hommr-1.3« INT-987 4-6pom-3-merokcubeHsornTpHT | SC_3022 4733

- masactupo[4,5] ackaH-3-1i1] -3-MCTOKCH-OCH30HHTPHT =
SC 3081 HHC-4-[]-(L[HKJ;[OUyTIL‘l:\ICTHJT)-X-,JI{MC"I:HJ‘I‘(IMHHO-Z-OKCO-K-[I)CHIL‘[-],3- INT-987 MOTHT 4-HoaGeH30aT SC 3022 4763
- masactupo[4,5 ] ackaH-3 -] -OCH30 HHOH KHCIIOTHI MCTHIOBOTO 3(Hpa —

SC 3082 wc- 1-(LHKI06Y THIT-MCTHIT)-8 - THMC THITAMIHO -8 - (pCHHT-3-(2- INT-987 4-noxa-2-(mappomanH-1- SC 3022 4893

= THPPO.HIHH- 1 -HI-HprMAIHH-4 -11)-1,3-anasacrmpo[4,5] ackan-2-0H ) THPUMHIHH —

SC 3083 HHC-I-(LIH'KHDGYTHJT-MCTHJT)-S-JH'MCTHJ;H]\"THO-8-¢c}m,‘l-3-()-l‘l‘ﬂpﬂ,ﬂﬂﬁ- INT-987 2-(5-6pomrHO(CH-2- SC 3022 5013

= 2-mw1-tHoen-2-un)-1,3-auazacmupo[4,5] ekan-2-0x M) THPHIHH —

SC_3084 imc-l-(L[m(noﬁymn-memn)—ii-Jlulerunmmﬂo-}-[Z-Me’:mncyflbtpomm- INT-987 1-opOM-Z-(h!erujlf}':mbomln)-4- SC_3022 5642

4-(tpudrropmermn)-¢pennn] -8-hennn-1,3-maszacupo[4, 5] nekan-2-00 (TpudTopMETH)OCH30MT

SC 3085 HHC—I-(L[llRHOGyTI«m-Me‘I‘PlHZ—g-:[HMeTPlHHMHHO-8-(.1)61-_11[.‘[-)—[6- INT-987 5-6pom-2- SC 3022 4873

— (TpuTOpMETH)-TTHPHARH-3-11]-1,3-1Hasacniupo[4.5] iekan-2-0H (TpHQTOPMETHI) THPHANH =
$C_3086 | re-1-(mknoGy Trn-verin-3-(2.4-AumeTorCH-perin)-8- INT-987 1-6pou-2.4-mmveTokcnbemson | SC_3022 4783
= JAMCTHIAMHIHO -8-(hcHmu-1,3 -muasacnimpo[4, 5| ackan-2-0H —
1uc-2-] 1-(LuK100y THI-METHI)-8-IHMETHIAMUHO-2 -0KCO-8-(heHi1-1,3- - 2-n04-4-(METHITHO)- SC_3022/

SC_3087 ~ e INT_987 B4 5213

= uasactpo[4,5] ackaH-3-1] -4-MCTHICY Mb(QOHHT-OCH30HUT PHIT - ocrzonrmuTpHn (SC_3022) SC 3008 ’

SC_3088 mc-3-| l-(Ll,nmooyrm-neum)-i{-mm’emnamnﬂo-z-oxco-x-t[)eum-l73- INT-987 5-GpOM-2-TOPOSHIOHHTPIA SC_3022 4613

anaszactiHpo[4,5]ackan-3-ui]-2-(pTop-Oe H3OHHTPHIT
1HC-4-| 1-(LuK100y THI-METHIT)-8 - THME THIAMHUHO -2 -0KCO-8-(heHmT-1.3- 4-6poM-N.N-aumeTmn-3-
SC_3089 | auasacmupo|4,5]aexan-3-un]-N,N-guverni-3-(tpudropmerun)- INT-987 (rpudyropmernm)densoncynspon | SC_3022 5933
OCH30JICYIb(OHOBOI KHCIOTHI AMHT aMHI
SC 3090 I.IIIC-2-[1-(LlPHO,IOOyTPL‘I:MCTHJ‘I)-S-;[I{MCTI/U!ZIMPIHO-2-0](60—8-(])CH!/UI-1A3- INT-987 D — SC 3022 4433
- auazacmupo 4,5 | nexan-3-ni|-6eH30 HUTpHIT
SC 3091 I.IIIC-l-(L[PLKJ'IOﬁyTHJ‘[-Me’I‘HJI)—B-;[l/]ZMETHJIﬂ.MI{HO-3-(Z-NIETI{F— INT-987 6-0pom-2-MeTHIHMKA30] 1,2- SC 3022 4733
= uMuaa30| 1,2-a|nupasus-6-wn)-8-Qpennn-1,3-auazacnupo[4,5] aekan-2-ou a|nupazux =
1c-1-(LuKI0 6y THI-METHIT) -8 - IUME THIAMUHO -3 (4 -METHCY Ib(DOHM- 0% i X SC_3022

SC_3092 (enwn)-8-penun-1,3-auazacnupo[4, 5] sexan-2-o0 INT-987 (-moagennm)(veruncy adar SC 3008 496.3

SC_3003 uc-2-[1 -(LIgmoo_wm-nenm)-iZ -THMETUIAMMHO-2-0KCO-8-(henmn-1,3- INT-987 2-Gpos-5-MeTokcubensomTp | SC_3022 4733

auazacnupo[4.5]aexan-3-1]-5-MeTOKCH-OCH30 HUTPHT

SC 3094 HHC-]-(L[MKJTOO‘yTHJT-Me‘l‘WJT)-S-:[H'MeTWJT(lMWHO-3‘8-,![M(1)€HHJ1-1,‘- INT-987 GpomGeR3on SC 3022 4183

= guasactipo[4,5]ackaH-2-0H =

SC 3096 I.IIIC-lﬂ-(ul/ﬂ{J'IOGYTI/UI-]s{C’I‘HJI)—S-;[mICTHJ'[aJsIHHO-8-(1)0!-1‘[/],‘1-3-]‘[!/[[)213!{!{-2— INT-987 2-Gpommapasem SC_3022 4203

= un-1.3-auazacnupo|4,5 | sexan-2-on

SC_3098 wc-8-JImvieTrmamuro-1-[(1- INT-799 5-6pom-2-(4- SC_3097 1H SIMP (AMCO-d6): & 8,56 (s, 2H), | 534,4
THAPOKCH-LHKIOOY TIT)-MeTHII|- METHIHIEPA3HH-1- 7.36-7,35 (m, 4H), 7,27-7,24 (m, 1H),
3-[2-(4-meTwr-nunepasus-1-wn)- M) IHPUMHAMH 5,52 (s, 1H), 3,71 (s, 2H). 3,64 (m,
mupuMuIuHE-3 -1 -8-Perm-1,3- 4H), 3,21 (s, 2H), 2,69-2,67 (m, 2H),
auaszacupo|4,5|ackan-2-00 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 (m, 5H).

SC_3101 mwc-1-[(1-I axpoxkcH- SC_3098 SC_3099 1H AMP (IMCO-d6): & 8,58 (s, 2H), | 520.4
LHKI00Y TILT)-MeTI]-8- 7.48 (d, 2H), 7,32 (t, 2H), 7.19 (t,
METHIAMHUHO-3-[2-(4-MeTH- 1H), 5,61 (s, 1H), 3,75 (s, 2H), 3.66-
THINEPasHH- 1 -HT)-THPHMHIHH-S5 - 3,64 (m, 4H), 3,30 (s, 2H), 2,35-2,32
wn]-8-¢ernn-1,3- (m, 4H), 2,25-2,19 (m, 5H), 2,12-2,07
Juazaciupo|4,5]nexkaH-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 uwc-1-[(1-T wapoken- SC_3100 SC_3099 1H SIMP (AMCO-d6): & 9.51 (br s, | 506,3
IHKI00Y TH.T)-MeTHI]-8- 2H), 9.15 (br s, 2H), 8,65 (s. 2H),
MeTHIaMuHO-8-penmn-3-(2- 7,69-7,68 (m, 2H), 7,50-7,41 (m, 3H),
TTHNCPA3HH- | -HI-THPHMHIHH-5~- 3.88-3,86 (m, 4H), 3,79 (m, 2H), 3,65
un)-1,3-nuazacnupo[4, 5] aexanH-2- (m, 2H), 3.16-3,13 (m, 4H), 2.64-2.62
OH AUCUAPOXIOPUA (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 1uc-1-(Iukno6y THI-MeTH)-8- SC 3103 SC 3099 1H SMP (IMCO-d6): 6 8,59 (s, 1H), | 487.3
METHIAMUHO-3-[4-MeTHI-6- 7,81 (s, 1H). 7,44 (d, 2H), 7,30 (L,
(TpU(YTOPMETHT)-ITHPHIUH-3-HIT| - 2H), 7,17 (t, 1H), 3,76 (s. 2H), 3,21
8-¢enmn-1,3- (d, 2H), 2,61-2,57 (m, 1H), 2,32 (s,
Juasacupo(4,5]ackanH-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), 1.51-148 (m, 2H).

SC_3106 mrc-1-(Luknonporun-meram-8- | SC_3105 SC_3099 1H SMP (IMCO-d6): & 7,90-7,88 (d, | 468,2
METHIAMHHO-3-(4- 2H), 7.82-7.80 (d, 2H), 7,50-7.48 (d,
MCTHICY ThYOHHT-(eHIT) -8 - 2H), 7.35-7,32 (m, 2H), 7,22-7,19 (m,
(enmn-1,3- 1H), 3.80 (s, 2H), 3,14-3,10 (m, 5H),
auazacnupo(4,5]aexkan-2-01 2,29-2,23 (m, 3H), 1,91-1,79 (m, 7H),
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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 wmc-1-(uxnonponun-verum-8- | INT-983 1-6pom-2-hrop-4- SC3103  (cramms | TH AMP (AMCO-d6): & 7.85 (t, 1H), | 500,2
JUMeTHIAMHHO-3-(2-dTop-4- (Metiacyasdornn) | 1), SC_3105 | 7.79-7.76 (m, 1H), 7,72-7.69 (m, 1H),
MCTHIICY Th(JOHHIT-(BCHIT)-8 - Gensor (cragms 1), | (craams 2) 7.37-7,33 (m, 4H), 7.27-7.24 (m, 1H),
(erm-1,3- (BpoMMeTHIIHKIO 3,81 (s, 2H), 3.24 (s, 3H), 3,07 (d,
auazacnupo| 4,5 ) aekaH-2-0H nponas (crazus 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 mc-2-[8-TiveTrmazuso-1-[(1- SC_3071 SC_3016 1H SIMP (600 MI'n, IMCO) § 7,59 — | 477.3
THAPOKCH-IHKIOOY THIT)-METHI |- 7 (s. 1H), 7.47 — 7,39 (m, 2H),
2-oxco-8-pennn-1.3- 7,39 - 7,31 (m, 5H), 7,30 — 7.21 (m,
auazacrupo[4, 5] nexkan-3-m]- 3H), 3,77 - 3.73 (s, 2H). 3,21 - 3,17
OCH3aMHT; MyPaBBHHAS KHCIOTA (s. 1H), 2,72 — 2,66 (d, 2H), 2,17 —

2,09 (m, SH), 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 1mc-2-|8-TumeTinamuno-1-[2-(1- | INT988 2- SC_3097 (ctamms | 1H AMP (600 MT'u, IMCO) & 7.52 — | 505,3
METOKCH-IHKI00Y THIT)-3THA|-2- OPOMOCH3OHHTPUT 1), SC 3109 | 7.48 (s, 1H), 747 — 7,31 (m. 7H),
okco-8-ernn-1,3- (crazms 2) 7.29 — 7,23 (m, 1H), 7,25 — 7.22 (s,
anasacrupo 4, 5] aekan-3-m]- 1H), 7,24 — 7.18 (m, 1H). 3,68 — 3.65
OenzaMu (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 (1d, 2H).

SC_3110 uuc-8-/lumernnamuno-1-[2-(1- INT-988 5-6pom2-meTui- SC 3103 1H AMP (600 MT'u, AMCO) & 8,94 — | 4783
METOKCH-IHKIOOY THI)-ITH-3- THPHUMHIHHE 8,90 (s. 2H). 7.41 — 7,34 (d. 4H), 7,32
(2-MeTHI-IUPUMHANH-5-1T)-8- —7.24 (ddd, 1H), 3,76 — 3.72 (s. 2H),
(enun-1.3- 3,15 - 3,08 (m, 5H). 2,72 - 2,65 (m,
auazacnupo|[4,5]aekas-2-0H 2H). 2,57 - 2,52 (s, 3H), 2.25 - 2,16

(m, 2H), 2.11 - 2,02 (m, 2H), 2,03 -
199 (s, 6H), 1,99 — 1,86 (m, 4H),
1,78 — 1,68 (tq. 1H), 1,65 — 1,51 (m,
3H), 1,50 — 1,44 (d, 2H).

SC_3111 muc-5-[1-[(1-THapokcu- INT-799 5-Gpom-2- SC_3103 (cramms | 1H SIMP (600 MI'u, IMCO) 6 9,24 — | 4473
THKTOOYTHIT)-MCTHT]-8- THAHOTTHPHMHIHH 1), SC_3099 | 9.20 (s, 2H), 7,53 — 748 (m, 2H),
METHIAMHHO-2-0KCO-8-(he I~ (cTazms 2) 737 - 731 (t, 2H), 7.25 - 7.19 (.
1,3-muazacmupo[4,5] aekan-3-m1] - 1H), 3,93 — 3.89 (s, 2H), 3.42 — 3,36
THPHMHIHH-2-KapOOHUTPHIT (m, 2H), 2,35 — 2,26 (td, 2H), 2,18 —

2,10 (tt, 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), 1,48 - 1,43
(d, 2H).

SC_3113 1uc-4-[1-[(1-Tuapoxcu- INT-976 1-6pom-4-1pano-2- | SC 3112 THAMP (AMCO-d6, 400 MTm), & | 4753
THKJIOOVTHIT)-MCTHT]-8- METOKCHOCH301T (M.x) =754 (s, 1H), 7,50 (d, 1H, T =
MCTHIIAMHHO-2-0KCO-8-(hCHIT- (cramusa 1) 8,16 Tmw), 7.46-7.39 (m, 3H), 7,30 (t,
1,3-nmazacrmpo[4, 5] aexan-3-mi) - 2H.J=7.48Tm), 7,18 (t, IH, I =7.16
3-METOKCH-OCH30HHTPH.T I'm), 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 1uc-4-|8-Orumamuno-1-[(1- INT-1008 4-bpom-3-metokcu- | SC_3112 (cragms | IHAMP (IMCO-d6, 400 MIm). & | 489,1
THAPOKCH-IHKIO0Y THI)-METH |- OCH3OHUTPHI 1, cragus 2) M.a) =754 (s, 1H), 7,51-745 (m,
2-okco-8-(enua-1.3- (cTamms 1) 3H), 7.40 (d, 1H, J = 8,24 T'w). 7,29
auazacmupo|[4,5]aexkan-3-m1]-3- (t.2H, J=758Tm), 717 (1. IH, J =
MCTOKCH-OCH30HHTPHIT 7,12 (Tw), 5,60 (s, TH), 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, J = 4.0
T'm).

SC_3115 1mc-2-8-Orumamuno-1-[(1- INT-1008 2-Bpom- SC_3112 (ctamms | IHAMP (IMCO-d6. 400 MIm). & | 458,9
THAPOKCH-IHKIO0Y THIT)-METHII |- OCH3OHHTPIT 1, cragms 2) (.a) = 7,82 (d, 1H, J = 7,56 '),
2-oxco-8-penun-1,3- (cragus 1) 7,71 (4, 1H, J = 6,98 I'w), 7,53-7.47
auazacmupol[4,5]aexkan-3-u1]- (m, 3H), 7,37-7.27 (m, 3H), 7.19-7,17
OCH30HHTPHT (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 1uc-3-[1-[(1-Tuapoxcu- INT-799 5-6pom-4-merokcu- | SC 3103 (craaus | IHAMP (JIMCO-d6, 400 MI'y, at | 477,2
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K100y TII)-MeTn|-8- MUPUMHINH-2- 1). SC_3099 | 100 0C), 6 (m.a.) = 8,79 (s, 1H), 7,46

METHIAMHHO-2-0KCO-8-(he HILT- KapOOHUTPHI (cragus 2) (d, 2H,J =784 Tu), 7,32 (t, 2H, J =

1,3-auazacnupo|4, 5] aekan-3-ual- (cragus 1) 712 Tw), 7.19 (t, 1H, J = 7,28 I'm).

4-METOKCH-NMPHMHAUH-2- 5,09 (bs, 1H), 4,05 (s, 3H), 3,85 (s,

KapOOHHTPH.T 2H), 3.38 (s, 2H), 2,31-2.15 (m. 4H),
1,98 (m, 7H), 1,74-1.51 (m, 6H).

SC_3117 1mc-2-[8-TumeTniamuso-1- SC_3274 TOIyOT-4- SC_3105 (cragua | IHAMP (IMCO-d6, 400 MI'm), & | 463.4
(OKCCTAaH-3-HI-MCTHIT)-2-0KCO-8- cyTe(hoHOBOIH 1), SC_3016 | (m.x) = 7,52 (s,1H), 7,43-7,33 (m,
(ennn-1.3- KHCJIOTHI OKCCTAaH-3- | (CTammA 2) 6H), 7,30-7,17 (m, 4H), 4.63 (t, 2H. J
Auazacnupo|4,5]nexan-3-un|- WIMETHJIOBBLA dup =6,9 I'm), 439 (t. 2H. J = 6,08 I'm),
OeHzamu (cranus 1) 3,64 (s, 2H), 3,38 (d. 2H, J = 7,32

Ty, 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 1mc-4-MeTokcH-5-(8- INT-976 5-6poM-4-metoken- | SC_3103 (cramua | 1THAMP (IMCO-d6, 400 MI'm), & | 393,0
MCTHIAMHHO-2-0KC0-8-(pCHIH:T- THPHMHIHH-2- 1. SC_3099 | (m.1) = 8,80 (s, 1H), 7,86 (bs, 1H),
1,3-auazacnupo[4,5]aekan-3 -nm)- KapOOHHTPHI (cragusa 2) 743 (d, 2H, J =7.84 T'm), 7,32 (t, 2H,
THPUMHIHH-2-KapOOHHTPHT (cragms 1) J=732Tm), 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), 1,48 (d, 2H. J
=13.8Tw).

SC_3119 muc-2-(8-MeTunamuno-2-okco-8- | INT-976 2-6pom- SC_3103 (cragua | IHAMP (JAMCO-d6, 400 MIm) & | 3794
(penun-1,3- OCH30HUTPUI 1), SC 3099 | 7,51 (bs. 1H), 7,43-7,37 (m, 4H),
auazacnupo[4,5]aexan-3-uwn)- (cragus 1) (cragms 2), | 7.33-2,29 (m, 3H, J = 8,28 T'w), 7,22-
OeHzamMug SC_3016 (cragmsa | 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 1wc-3-(2-Liuknomponmui- INT-976 5-Opom-2- SC_3103 1H SIMP (600 MI'y, IMCO) 3 8,80 | 3923
THPHMHINH-5-HT)-8- TUKJIOIPOIIHII- (s, 2H), 7,67 (s, 1H). 741 — 7,32 (m,
JTHMCTHIAMHHO-8-(eHn-1,3- THPHMUIHH 4H), 7,31 — 7.22 (ddt, 1H), 3,60 (s,
Jawnasactinpo[4,5]ackan-2-00 2H), 2,42 — 2,36 (m, 2H), 2,18 — 2,08

(m, 1H), 1,98 — 1.85 (m, 4H), 1,96 (s,
6H), 147 (s, 2H), 0,98 - 0,91 (m,
2H), 0,93 — 0,86 (m, 2H).

SC_3122 1uc-8-JInMeTHIaMHHO-3-[4- INT-976 5-6poM-4-meTun-2- | SC_3103 1H AMP (600 MI'u, IMCO) § 8.57 | 433,2
MCTHI-6-(TpHpTOPMCTHI) - (TpudrropMeTHI)ITH (s, 1TH), 7.79 (s, 1H), 7,52 (s, 1H),
mupuuHE-3-wi]-8-¢eHmr-1,3- PpHINH 7,40 — 7,32 (m, 4H), 7,30 — 7,22 (it,
Jawnasactinpo[4,5]ackan-2-00 1H), 3,61 (s. 2H), 2.39 - 2,30 (m,

SH), 1,96 (s. 6H), 2,00 — 1,91 (m,
2H), 1,84 (s, 2H), 1,57 — 1,53 (s, 2H).

SC_3123 1mc-8-JveTHIaMAHHO -3-(2- INT-976 1-6pom-2- SC_3103 TH SIMP (600 MT'u, IMCO) 3 7,98 — | 428.2
MCTHICY Th(poHHI-(cHIT) -8~ MCTHIICY Tb(OHHT- 7,92 (dd, 1H), 781 — 7.74 (td, 1H),
(enun-1,3- GeHzon 7,61 - 7,54 (td. 1H), 7.52 — 7,46 (m,
auasacnupo|4,5]aexan-2-oH 2H), 7,41 - 731 (m, 2H), 7,35 (s,

2H), 7,29 - 7,22 (u, 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 muc-8-luveTiavuHo-8-pernn- | INT-989 Iunepasus-2-0H SC_3120 1H SIMP (600 MI'u, AMCO) & 8,52 | 436,3
3-(2-nunepasus-1-n1- (s, 2H), 7,41 - 7.31 (m, 5H), 3.59 —
MUPUMUARH-5-171)-1,3- 3,54 (m, 4H), 3,52 (s, 2H), 2,76 —
auazacnupo[4,5]aexan-2-01 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-(8-3runaMuHo-2-0kco-8- | SC_3127 SC_3016 1HAMP (AMCO-d6, 400 MTm), & | 3931
tennn-1,3- (M.a.) = 7.56- 7.20 (m, 12H), 3,60 (s,
mmaszactiipo[4.5]ackan-3-wm)- 2H), 2,08-1,92 (m, 6H), 1,69 (bs,
OCH3aMHIT 2H), 1,56 (bs, 2H), 0,93 (t, 3H).

SC_312¢6 mmc--2-(8-Jrumamuo-2-0kco-8- | SC_3128 SC_3016 THAMP (IMCO-d,, 400 MTm), & | 393.4
(ennn-1.3- (M) = 7,51-2.38 (m, 5H), 7,32 -7,30
auazacnupo|4,5 | nexan-3-um)- (m, 3H), 7,22-7.18 (m, 3H), 6,93 (s,
OeH3aMuL 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 1mc-2-(8-3THIAMHHO -2-0KC0 -8~ INT-1009 2-6poM- SC_3103 THAMP (JIMCO-d6, 400 MI'm), & | 375.1

(ermn-1,3- OCH3OHHTPHIT (m.1) =777 (d, 1H, J= 6,8 T), 7,69-

muaszacnupo[4,5]aexan-3-1m)-
OCH30HHTPHIT

7.65 (m, 1H), 7.51 (d. 1H, J= 8.4 Tw),
744(d, 2H, T =76 Tm), 7,39 (s, 1H),
734728 (m, 3H), 7.17 (t, 1H, 7.2
T, 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, T = 6.8
Tm).
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SC_3128 1uc-2-(8-3THIaMHHO-2-0KCO-8- INT-1008 2-6pom- SC 3103 THSIMP (AMCO-ds, 400 MIw), & | 3751
(ermn-1,3- OCH30HHTPHI (m.3.) =789 (bs, 1H), 7,79 (d,1H, J =
masacmpo| 4,5 | mexan-3 -w)- 7,6), 7,69 (t, 1H, ] = 7.6 Tm), 7,54-
OCH30HUTPII 7,50 (m, 3H), 7,36-7,30 (m, 3H), 7,18

(L, 1H, J=72Tm), 3,73 (s, 2H), 2,08-
1,92 (m, 7H), 1,71 (bs, 2H), 1,59 (bs,
2H,).0.93 (t. 3H, 7= 6.4 Tm).

SC_3131 wc-3-[5-(8-InMeTHIAMAHO -2~ SC_3129 SC_3016 TH SIMP (600 MT'n, IMCO) 8 9,11 | 4713
oxco-8-hernn-1,3- (s, 2H). 8.79 (t. 1H), 843 (dt, 1H),
auazacupo| 4.5 nexaH-3-ni)- 8,09 (s, 1H), 7,94 (dt. 1H), 7,84 (s,
MHPHMEARH-2-11|-Oe H3aMu 1H). 7,56 (1, 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 Tparc-4-(8-JTHnaMiHo-2-0kc0-8- | INT-1009 4-Bpom-3-meTokcn- | SC_3103 THAMP (AMCO-d6, 400 MTm), § | 4053
(ermn-1,3- OCH30HHTPHIT (m.3) = 7,71 (bs, 1H), 7.56-7.49 (m,
auazacmupo[4,5]aexkan-3-1m)-3- 4H), 7,37 (d, 1H, J = 6,6 T), 7,31 (t,
MCTOKCH-OCH30HHTPHIT 2H, J =710 Tw), 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 Tm).

SC_3135 1uc-4-(8-3rHnamMuH0-2-0KCo-8- INT-1008 4-Bpom-3-meToxeu- | SC_3103 1HAMP (AMCO-d6, 400 MIu), & | 405,2
(ermn-1,3- OCH3OHHTPHI (M.a.) = 7,52-7.50 (m, 2H), 7,44-7.43
auazacmupo[4,5]aexkaH-3-1m)-3- (m, 2H), 736 (d, 1H, J = 8,04 T'w),
MCTOKCH-OCH30HHTPHIT 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 (t, 3H).

SC_3136 1mc-3-|2-(4-Anernn-nunepasus- | SC_3124 AUCTHIXIOPHT SC_3130 4783
1-u)-nupuvuub-5-un|-8-
IUMCTHIAMHHO -8- (e HirT-1,3-
auazacmupo| 4.5 aekaH-2-0H

SC_3137 muc-8-/lumermnamuno-8-permwt- | INT-989 MHPHIHH-4- SC_3129 1H SMP (600 MI', AMCO) 8 9,16 | 429,2
3-(2-nupuauH-4-HI-IHPHMEIHH- GOPOHOBYI0 (s, 2H), 8.70 (d, 1H), 8,18 (s, 1H),
5-nm)-1,3-anazacnupo[4,5] qexan- KHCIOTY 791 (s, 1H), 742 — 7,35 (m, 4H),
2-0m 7.28 (tt, 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).

SC_3138 mmc-8-JlmveTrnamuao-8-ermt- | INT-989 THPHIWH-3- SC_3129 1H SIMP (600 MI'm, IMCO) § 9.43 | 429,2
3-(2-THpHIHH-3 -HI-THPHMHTHH- GOPOHOBYIO (dd, 1H), 9,13 (s, 2H). 8.65 (dd, 1H).
5-um)-1,3-grazacupo[4.5] ackan- KHCITOTY 8,58 (dt,1H), 7,52 (ddd. 1H), 7.42 -
2-0m 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 1mc-5-(8-Juvermnavuno-2-0kco- | INT-991 2-aMHHOYTAHOL SC 3133 1H SIMP (600 MI'n, AMCO) 8 9,08 | 439,3
8-(enni-1.3- (s, 2H), 8,59 (L 1H), 7.94 (s, 1H),
auazacnupo|4,5]aexan-3-1m)-N- 743 - 7,30 (m, 5H), 7.30 - 7.21 (m,
(2-THAPOKCH-3THT)-ITHPHMHIHH~ 1H), 3,72 (s, 2H), (q. 2H), 2,49 —
2-KapOOHOBOH KHCIIOTHI aMHI 2,37 (m, 2H), 2,00 - 1,90 (m, 10H),

1,89 — 1,74 (m, 2H), 1,57 — 1,48 (m,
2H), 138 - 1,32 (m, 1H).

SC_3141 C-8-IHMCTHIIAMHHO-3-| 2- INT-976 4-[5-Gponi-4- SC_3103 TH SIMP (600 MT, IMCO) 6 8,59 | 505.3
Mopdomu-4-na-4- (rpudropMeTHI) N (d, 1H), 7,39 — 7.35 (m, 5H), 7,27 (d,
(tpudrropMeTnn)-nupUMHAHHE-5- PUMHANH-2- 1H), 3.73 (1, 4H), 3,67 (q, 4H), 3,28 -
wi|-8-(emn-1,3- wi|Mopdome 3,22 (m, 1H), 2,41 - 2,28 (m, 2H),
auazacoupo|4, 5] aekaH-2-0H 1,98 (s, 6H), 1,94 — 1.80 (m, 3H),

1,53 - 1.42 (m, 2H).

SC_3142 1uc-4-[5-(8-Jumernnamuno-2- INT-989 4- SC_3129 1H SIMP (600 MTI'u, AMCO) & 9,15 | 453,2
okco-8-(pennn-1,3- HHAHO (e HHTOOPOHO (s, 2H), 8,49 — 8,43 (m, 2H), 7,99 —
auazacrupo|[4, 5] aekan-3-1m)- Bast KHCIIOTA 7.92 (m, 2H). 7.89 (s, 1H). 7.38 (m,
TIHPHUMHIHH-2-HJT]-OCH30HHTPHT 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 1HC-5-(8-DTHIAMHHO -2-0KCO -8~ INT-1008 5-Bpom-4-metoxen- | SC_3103 (AMCO-d6, 400 Mlm), & (ma) = | 407,2
(ermn-1,3- MHPUMHIHH-2- 8,79 (s, 1H), 7.60 (s, 1H), 7,41 (d.
auazacnupo|4,5]aexan-3-1m)-4- KapOOHUTPHI 2H,J=7,72Tu), 7.28 (|, 2H, J 54
METOKCH-TTHPHMHIHH-2- Tw), 7,16 (t, 1H, J = 7,32 Tw), 3.97 (s,
KAPOOHHTPHIL 3H). 3,72 (s, 2H), 2,02 (bs, 4H), 1,90-

1,69 (m, 5H), 1,51-1.48 (m, 2H), 0,89
(L. 3H,J=6,56 T'm).
SC_3144 TpaHc-5-(8-OrHnaMuHo-2-0kco-8- [ INT-1009 5-Bpom-4-metoken- | SC_3103 1THAMP (JIMCO-d6, 400 MTI'm), & | 407.3

(ernn-1,3-

auazacmupo |4, 5| nexan-3 -um)-4-
METH OKCll-l'lllpl/LMH,Ill/LH-z -
KapOOHHTPH.T

THPHMHAIHH-2-
KapOOHHTPHI

(m.1) = 8,87 (s, 1H), 8,10 (bs, 1H),
7,50 (d, 2H, J =7,52 Tm), 7,31 (t. 2H,
J =720 Tuw. 7.18 (1, 1H, J = 6,88
Tw), 4,04 (s. 3H). 3.74 (s, 2H), 2.07-
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1,95 (m, 6H), 1,70-1,54 (m, 4H), 0,93
(t.3H, 7= 6,62 T'm).

SC_3145 HC-8-JIMMCTHIAMARO -3-[2- INT-991 Mop(oTHH SC_3133 1H SIMP (600 MT', IMCO) & 9,04 | 478.3
(mMoponmH-4-KapdoHuT)- (s, 2H), 7,88 (s, 1H), 7.42 — 7,30 (m,
THPHMHAHH-5-171]-8-ermn-1,3- 5H), 7,30 — 7,22 (m, 1H), 3,75 - 3,58
anasacrupo (4, 5] ackaH-2-0H (m, 6H), 3,51 (t, 2H), 3,20 (1, 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 uuc-8-/luverunamMuso-3-[2- INT-976 1-6pom-2- SC_3103 1H SAMP (600 MI'u, AMCO) & 747 | 442,2
(METHICY Tb(OHHT-METHI)- (MeTHICY Tb(OHIIM (d, 1H), 7,42 - 7.31 (m, 6H), 7,30 —
thermn]-8-derma-1,3- CTHT)OCH30T 7.22 (m, 3H), 4,50 (s, 2H), 3.56 (s,
auasacrupo[4, 5] ackan-2-0H 2H), 2.88 (s, 3H), 2,42 — 228 (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 uuc-8-Jlumernnamuno-3-(4- INT-992 Mophoaun SC_3120 1H SMP (600 MI'y, AMCO) & 8,14 | 451,3
METHI-2-MOP(OTHH-4 -1 (s, 1H), 7,40 — 7,32 (m, 4H). 7.26 (td.
THPHMEAHH-5-101)-8-(erm-1,3- 1H). 7,21 (s, 1H), 3,69 — 3.60 (m,
auazacnupo[4,5]aekan-2-01 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 1mc-8-Jlpvernnamuro-3-[2-(1,1- | INT-989 thiomoppomm-1,1- | SC_3120 1H SAMP (600 MI'n, IMCO) 6 8,63 | 4852
anokco-[1,4]TnaswHan-4-nm)- JHOKCHT (s, 2H), 7,50 (br s, 1H), 7,41 - 7.33
THPUMHTHH-5-H0]-8-(enma-1,.3- THAPOXTOPHT (m, 4H), 7,27 (td, 1H), 4,17 — 4,12
auazacmupo| 4,5 aekaH-2-0H (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 1uc-8-JIuMeTunamMuHo-3-(4- INT-976 3-6pom-4-(Top- SC_3103 1H SAMP (600 MI'u, MCO) & 8,70 | 369,2
rop-mupumiH-3 -1m)-8-heHmT- TMHPHAHH (d. 1H), 8,36 (dd, 1H), 7.54 (s, 1H),
1.3-auazacmupol[4.5] qexan-2-ox 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 Hc-5-(8- imveTHmamMuHo-2-0kco- | INT-991 2- SC_3133 1H SIMP (600 MT', IMCO) 3 9.03 | 453,2
8-(pert-1,3- (METIIAMEHO)3TAHO (d, 2H), 7.86 (s, 1H), 7.40 - 7,23 (m,
auazacnupo[4,5]aekan-3-u1)-N- a 5H), 3.69 (s. 2H). 3,61 (q. 1H), 3,50
(2-ruapoxcH-THII)-N-MeTHI- (t, 1H), 345 (d, 1H), 3.17 (1, 1H),
TMHPHMHANH-2-KAPOOHOBOH 3,01 and 2.83 (both s, together 3H,
KHCJIOTHI AMHT 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 1uc-5-(8-Jlumerunamuno-2-oxco- | INT-976 5-6pom-2- SC_3103 1H SAMP (600 MI'u, JMCO) 6 8,24 | 461,3
8-¢ermn-1,3- MopoauHO- (s, 1H), 7,67 - 7,30 (m, 5H), 7.29 (s,
muasacnupo[4,5]ackan-3 -nm)-2- THPHIHH-4- TH), 3,70 — 3,65 (m, 4H), 3.51 - 3,44
MOphomH-4-HT- KapOOHHTPHIT (m, 4H), 2,37 - 2,22 (m, 2H), 2.10 -
H30HHKOTHHOHHTPHIL 1,87 (m. 10H), 1,53 - 1,31 (m, 2H).

SC_3153 1mc-4-(8-/lumermnamuno-2-0xco- | SC_3272 SC_3016 1H SIMP (600 MI'y, IMCO) § 7,79 | 393.2
8-(ennn-1.3- (d, 2H), 7.62 (d. 2H), 7.41 — 7.34 (m,
auazacnupo(4,5]aexan-3-un)- 4H). 7,27 (1d, 1H), 7,13 — 7.09 (m,
OeH3aMuIT 1H), 3.62 (s, 2H), 2,46 — 2.35 (m,

2H), 1,97 (s, 6H), 1,93 — 176 (m,
4H), 1,51 — 1,45 (m, 2H).

SC_3154 1mc-8-JIMMCTHIAMIHO-3-(2- INT-976 1-6pom-2-(rop-4- SC_3103 1H SIMP (600 MT'u, IMCO) & 7.89 — | 446.2
(rop-4-merTuncy eonmN- MCETHIICY Th(OHHIT- 7.83 (m, 1H), 7,76 (dd, 1H), 7,70 (dd,
(ennm)-8-¢ernn-1,3- ocH30T 1H), 7.40 — 7.32 (m, 5H), 7,29 - 7,23
auasactupo[4,5] qexan-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-Jlumerunamuno-2-oxco- | INT-976 4-6pom-3-grrop- SC_3103 1H SIMP (600 MI'u, IMCO) & 7,85 — | 393,2
8-¢ermn-1,3- OCH30HUTPHT 7.79 (m, 2H), 7,73 (s, TH), 7,62 (dd,
muasacnupo[4,5]ackan-3 -nm)-3- 1H), 7,40 — 7,31 (m, 4H), 7.26 (it
(rop-GCH30HUTPHIT 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 mHC-4-(8- JIuMCTHIAMHHO -2-0kco- | INT-976 4-6pom-3.5- SC_3103 1H SIMP (600 MI', AIMCO) & 7,85 | 411.2
8-(ermwr-1,3- muyrop- (d, 2H), 7,61 (s, 1H), 7,39 — 7,31 (m,
auasacnupo|4,5]aexan-3-um)-3.5- OCH30HHTPIIT 4H). 7,25 (i, 1H), 3,53 (s. 2H), 2,42 -
aurop-6eH30HUTPHT 2,33 (m, 2H), 1,98 — 1,89 (m, 8H),

1,82 - 1,78 (m, 2H), 1,54 — 1,47 (m,
2H).
SC_3157 1mc-8-JIMMCTHIaAMIHO-3-(2- INT-989 MeTaHoN BMecTo H- | SC 3120 1H SAMP (600 MI'u, IMCO) & 8.76 | 382,2
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MCTOKCH-ITHPHMHIHH-5-111)-8-

(’)yTIiHOJ'I B Ka4yeCTBC

(s. 2H), 741 — 7,33 (m, 5H), 727

(ennn-1,3- PACTBOPHTCIA (ddt, 1H), 3,86 (s, 3H), 3,60 (s, 2H),
auazacnupo[4,5]aexan-2-01 2,47 - 2,30 (m, 2H), 2,01 — 1,74 (m,
10H), 1,52 — 1,45 (m, 2H).

SC_3158 1mc-3-[2-(BeH3HmaMiHo)- INT-989 OCH3HIAMHH SC_3120 1H AMP (600 MI'n, IMCO) & 8.43 | 4573
TIHPAMAIHH-5-11] -8~ (s, 2H), 7.50 — 7.45 (m, 1H), 746 —
AUMCTHIAMHIHO-8-(eHm-1,3- 7,33 (m, SH), 7.31 — 7.23 (m, 4H),
Auasacnupo|4,5|nekan-2-on 7,19 (tq, 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 1mc-8-JInMeTHIaMHHO-3-[2-(4 - INT-989 “- SC_3129 1H SIMP (600 MI'u, IMCO) & 9.07 | 446,2
(ropdheHIT)-THpHMATIH-S5-H0T] - dropgcHnm)GOpoHO (s, 2H). 8,37 — 8,30 (m, 2H), 7,83 (s,
8-(erm-1,3- BAS KHCTIOTA 1H), 7,44 — 7,35 (m, 4H), 7,34 - 7,25
Auazacnupo|4,5|nexan-2-on (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 AMP (600 MI'm, MCO) § 8,57 | 4513
AUMETHIAMHHO-3-(2-MOp(honuH- OPOMIUPUMHTHH-2- (s, 2H), 7,60 (s, 1H), 7.27 (t, 2H).
4-pr-nupuMuanMH-5-w1)-1,3- wr)mopoaun 7,22 - 7,15 (m, 3H), 3.68 - 3,62 (m,
quazacnupo(4,5]aekan-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 mmc-8-BersnT-8-mumeTnaamuao- | INT-994 4-(5- SC_3103 1H SIMP (600 MI'u, MCO) 3 8,45 | 451,3
3-(2-MophomH-4-11- OPOMIMPHMITHH-2- (s, 2H), 7,27 (t, 2H), 7.22 - 7,15 (m,
THPHMUIHH-5-11)-1,3- wnMophoHHE 3H), 7,11 (s. 1H), 3,68 - 3,56 (m,
auazacnupo|4,5]|aexan-2-oH 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 1mc-4-(8-IumeTrIaMun0-2-0kco- | SC_3156 SC_3016 1H SAMP (600 MI'u, AMCO) & 8.08 | 429.2
8-(enn-1.3- (s, 1H), 7,65 — 7,58 (m, 2H), 7,48 (br
muaszacnupo[4.5]aexan-3-um)-3,5- s, 1H), 7.39 — 7,31 (m, 4H), 7,28 —
TuTop-OCH3aMH 7,22 (m, TH), 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 1uc-4-(8-Jlumerniamuno-2-okco- | SC 3155 SC 3016 1H SIMP (600 MI'u, AMCO) & 7,95 | 411,2
8-pernn-1,3- (s, 1H), 7,72 — 7,64 (m, 2H), 7.61 (t,
muasactiipo[4.5]ackan-3-wm)-3- 1H), 7,54 — 7,50 (m, 1H), 7,40 — 7,32
(rop-Genzanmug (m, 5H), 7,26 (1, 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 muc-8-ber3n1-8-mumeTnunamuro- | INT-994 5-0poM-2- SC_3103 1H SIMP (600 MI', AIMCO) § 9,07 | 434.2
3-|2-(TpudpropmeTh)- (Tpu(propMeTHI)IH (s, 2H), 7,77 (s, 1H), 7.29 (t, 2H),
nupuEMuAnH-5-1]-1,3- PHMEANH 7.24 - 7,17 (m, 3H), 3,55 (s, 2H),
Auazacnupo[4,5]aexan-2-ou 2.66 (s, 2H), 2,26 (s, 6H), 1,86 (dt,

4H), 144 (d, 2H), 1,25 - 1,17 (m,
2H).

SC_3166 Tpanc-8-Bensnn-8- INT-995 5-Opom-2- SC_3103 1H AMP (600 MI'n, IMCO) & 9,16 | 4342
JAMCTHIAMIHO-3-[2- (TprdrropMeTHI)ITH (s, 2H), 828 (s, 1H), 7,27 (t, 2H),
(TpuyTOPMCTHT) -ITHPHMHTHH-5- PHMHITHH 722 — 7,16 (m, 3H). 3,67 (s. 2H),
unl-1,3-auazacnupo| 4.5 qexau-2- 2,66 (s, 2H), 2,24 (s. 6H), 1,84 — 1,72
oH (m, 4H), 1,49 (q, 4H).

SC_3167 mwc-8-JImveTrHIaMIHO-8-THO(IcH- | INT-997 5-0pom-2- SC_3103 1H SIMP (600 MI'u, MCO) 3§ 9,19 | 426,1
2-u1-3-[2-(TpHdTOpMETHI)- (TpudrropMeTHI)IH (d, 2H). 7.97 (s. 1H), 7,43 (t, 1H),
THPHMHIHH-5-17]-1,3- PHMHIHH 7.07 (dd, 1H). 6,97 (d. 1H), 3,78 (s,
Auasacnupo|4,5]|aekan-2-on 2H), 2,40 - 2,27 (m, 2H), 2,04 (s,

6H), 1,96 (1. 2H), 1,90 — 1,79 (m,
2H), 1,60 — 1,52 (m, 2H).

SC_3168 Tpanc-8-JuMeTHIaMuHO -8- INT-998 5-0poM-2- SC_3103 1H SMP (600 MI'u, IMCO) & 9.20 | 426,1
THO(CH-2-11-3-[2- (TpudropMeTHI)ITH (s, 2H), 8,00 (s, 1H), 7.45 (dd, 1H),
(TpuyTOPMCTH.T)-ITHPHMHIIH-5- PUMHIHH 7,09 (dd, 1H), 7,02 — 6,97 (m, 1H),
un]-1,3-anazacnupo[4. 5] aexan-2- 3.81 (s. 2H). 2,12 (d. 4H). 2.03 (s,

OH G6H), 1.85 (t. 2H). 1,62 — 1,54 (m,
2H).

SC_3170 1uc-8-Jluverwamuno-8-gernun- | INT-989 MUNEPHIANH SC_3120 1H SIMP (AMCO-d6): & 8,49 (s, 2H), | 435.3
3-(2-mumnepuauH-1-11- 7.39-7,24 (m, 6H), 3,65-3.63 (m, 4H),
THPHMUIHH-5-11)-1,3- 3.50 (s, 2H), 2,36-2.32 (m, 2H), 1,95-
auazacnupo|4,5]aexan-2-oxH 1.86 (m, 10H), 1,61-1,56 (m, 2H),

1,50-1,44 (m, 6H).

SC_3171 muc-8-JlnveTniaMuHo-8-herun- | INT-989 TTHPPOTHANH SC_3120 4213

3-(2-mmppoTHanH-1-H-
THPHMHIHH-5-17)-1,3-

TH SIMP (CDCI3): 6 843 (s, 2H).
7,41-7.38 (m, 2H), 7,32-7.30 (m, 3H),
5,05 (brs. 1H), 3,53 (t, 4H), 3.45 (s,
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quazacnupo[4.5]ackan-2-0H

2H), 2,30-2.06 (m, 10H), 1,99-1.96
(m, 6H), 1,62-1,58 (m, 2H).

SC_3172 mwc-8-JmvicTHTamuHO-8-erna- | TNT-989 THPUMHIHH-5- SC_3129 TH SIMP (600 MI', DMF) § 9,56 (s, | 430,2
3-(2-nHpHMEIHHE-5-11- HI60POHOBAs 2H), 9.27 (s, 1H), 9,17 (s, 2H), 8,35
THPUMHIHH-5-11)-1,3- KHCTIOTA (s, 1H), 7.89 (d, 2H), 7.63 (dq, 3H).
muasactupo[4,5] ackan-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-bensu1-8- INT-995 5-6pom-4-metun-2- | SC_3103 1H SIMP (600 M, IMCO) & 8,57 | 4472
AMMETHIAMHHO-3-[4-MeTun-6- (Tpudropmernm)nn (s, 1H), 7.80 (s, 1H), 7,67 (s, 1H),
(TpudrropMeTHT)-MHpHAMH-3-11]- PUIHH 7.27 (1, 2H), 7.23 - 7.15 (m, 3H),
1,3-mmazacnupo[4, 5] ackan-2-0H 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 (td, 2H).

SC_3175 mHc-5-(8-JluMeTHIaMuHo-2-0kco- | SC_3152 SC_3016 480.6
8-(ernn-1.3-
auazacnupo|4,5]aexan-3-ni)-2-

MOP(HOIHH-4 -HIT-THPHAHH-4 -
KapOOHOBOH KHCIOTBI aMHJ

SC_3176 nuc-8-JluveTwiamuno-3-[2-(3.5- | INT-989 3.5- SC_3129 1H SIMP (600 M, IMCO) & 9,05 | 4472
AMMETHI-H30KCA301-4-11)- JAUMETHIIISOKCA30.1- (s, 2H), 7,80 (s, 1H), 7.43 — 7.34 (m,
THPUMUANH-5-1.1]-8-hennn-1,3- 4-nn)6opoHoBas 4H), 7.28 (tt, 1H), 3,68 (s, 2H), 2,69
quasacnupo[4.5]ackan-2-0H KHCIIOTA (s, 3H), 2,47 (s, 3H), 2,43 — 2,35 (m,

2H), 2,01 - 1,79 (m, 10H), 1,50 (s,
2H).

SC_3177 1mc-3-[2-(BeH3oTHa301-6-HIT)- INT-989 1,3-6em3oTrazon-6- | SC_3129 1H SIMP (600 MI', IMCO) § 9,46 | 485.2
THPHMHINH-3-11|-8- WIOOPOHOBAA (s, 1H), 9.12 (s, 2H), 9.07 (s, 1H),
AUMETHIAMHHO-8-(eHmn-1,3- KUCJI0TA 8,49 (d, 1H), 8,16 (d, 1H), 7.84 (s,
auazacnupo[4,5]aexan-2-on 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 unc-8-JlumeTHIaMHHO-3-[2- INT-976 1-6pom-2-rrop-4- SC_3103 1H SIMP (600 MI'u, AMCO) & 7,80 | 436,2
(prop-4-(tpudTopMeTIT)-(eHmHT]- (tpu(ropMeTHI)OCH (t, 1H). 7,65 (dd, 1H), 7,53 (dd, 1H),
8-¢enun-1,3- 3001 7.40 — 7,32 (m, 4H), 7,29 — 7,23 (m,
muasactupo[4,5] qexan-2-0H 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).

SC_3179 1Hc-8-JInMeTHIAMHAHO -3-(6- INT-976 4-(5-6pom-2- Kax SC_3097 | 1H AMP (600 MI'n, IMCO) & 8,20 | 436.3
MOPHOITHH-4-HIT-TTHPHIHH-3 -HIT)- nmpranmmopoms | cramws 2 (d. 1H), 7,89 (dd. 1H), 7.37 (p, 5H),
8-(enni-1.3- H 7,27 (d, 1H), 6,79 (d, 1H), 3,71 - 3,66
anazacmupo[4, 5] ackan-2-0H (m, 4H), 3,53 (s, 2H), 2,43 — 2,32 (m,

2H), 1,96 (s, 7H), 191 — 1.85 (m,
SH), 1,49 — 142 (m, 2H).

SC_3180 mmc-8-Jluverunavmao-8-gernt- | INT-976 4-Bpom-2- SC_3103 1H SAMP (JIMCO-d6): & 7.89-7.87 | 433,2
3-(2-dpermr-ruazon-4-mwn-1,3- (ernarrazon (m, 2H), 7.55 (br s, 1H), 743-7,35
auazacnupo|4,5]aekan-2-oH (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 1mc-8-Jlpvernnamuro-8-perna- | INT-989 Terparuapo-2H- SC_3103 1H AMP (AMCO-d6): & 8,42 (s, 2H), | 451.3
3-[2-(TcTparuapo-TpaH-4- THpaH-4-aMUH 7.39-7.35 (m, 5H), 7.27-7.24 (m, 1H),
HMTAMHHO)-TIHPHMH IHH-5-101] -1.3- 6,83 (d, 1H), 3,84-3,79 (m, 3H), 3.50
auazacmupo| 4,5 aexaH-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 mmc-8-Jlpverunavmno-8-gernt- | INT-976 2-Bpom-4- SC_3103 1H AMP (IMCO-d6): & 8,09 (br s, | 433,2
3-(4-dpermr-ruazon-2-wn-1,3- (ernarrazon 1H), 7,87 (d, 2H), 7,51 (s, 1H), 7,37-
auazacnupo|4,5]aekan-2-oH 7,24 (m, 8H), 3,87 (s, 2H), 2,43 (m,

2H), 1,96-1,84 (m, 10H), 1,54 (m,
2H).

SC_3184 1mc-8-Jlpvernnamuro-8-pernt- | INT-976 1H-mmappono[2.3- SC_3103 1H AMP (AMCO-d6): & 9,07 (s, 2H), | 468.2
3-[2-(1H-mmppomno[2,3- b]mupumns 8,35-8.33 (m, 1H), 8,10-8,04 (m, 2H),

] mupranH-1 -0 -THpUMETHE-5- 7,83 (br s, 1H), 7.41-7,37 (m, 4H),

u|-1,3-auazacnupo|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 1uc-8-/luverunamuno-8-gerni- | INT-989 (3.45- SC_3129 1H SAMP (600 MTI'u, MCO) 6 9,11 | 481,2
3-[2-(3.4.5-tpudyrop-eram)- TpudropheHnT)GOp (s, 2H), 8,12 — 8,03 (m, 2H), 7.89 (s,
mupUMEAHHE-5-1a]-1,3- OHOBAsI KHC.I0TA 1H). 7.42 — 7,34 (m, 4H), 7.28 (dq.
anazacripo[4, 5] aekaH-2-0H 1H), 3.71 (s, 2H), 2,48 — 2,35 (m,

2H), 1,99 — 1.79 (m, 10H), 1,58 —
1.47 (m, 2H).

SC_3187 1Hc-8-/IMMCTHIAMHHEO -3 -M- INT-976 1-6pom-3- SC_3186 363,2

TommI-8-peHna-1.3- METHIOCH301

aunasacupo (4. 5] aekaH-2-0H
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SC_3188 Hc-8-JlnMeTHIaMIHO-8-(enmn- | INT-976 1-6pom-4- SC_3186 363,2
3-n-tomz-1,3- METHIOEH301
Anazacmupo(4,5]aekan-2-01

SC_3189 Hc-8-JlnMeTHIaMIHO-8-(enmn- | INT-976 1-Gpom-4- SC_3186 4172
3-[4-(rpudpropmerhn)-dheru]- TpupTOPMETHIOCH3
1,3-mmasacnupo[4,5] aexkan-2-0H o1

SC_3190 muc-8-Jumerunamuno-8-genun- | INT-976 1-6pom-3- SC_3186 4332
3-|3-(rpudropmMeTHIOKCH)- (Tpu¢TOpMETOKCH)O
dermal]-1,3- CH30TT
auazacmupo[4,5]aekan-2-on

SC_3191 Hc-8-JlumeTHnamMuHo-8-Penmn- | INT-976 1-Gpom-4- SC_3186 4332
3-[4-(rpudpropMCTHNIOKCH)- (tpudropmeTokcH)6
(ern]-1.3- €H30.
Juasacnupo|4,5|nekan-2-0H

SC_3192 uuc-2-(8-JumerniaMuHo-2-0kco- | INT-976 METHIT-2- SC_3186 407,2
8-(enn-1.3- O6poMOCH30aT
auazacnupo[4,5]aekan-3-m)-
OCH301THOH KHCIOTBl METIIIOBOTO
3¢upa

SC_3193 1uc-3-(8-Aumeriiamuno-2-0kco- | INT-976 MCTHIT-3- SC_3186 4072
8-¢ermn-1,3- Spombensoar

azactpo[4, 5] ackas-3-1m)-

OCH30HHON KHCIOTEL METHIOBOIO
sdupa

SC_3194 nuc-4-(8-/uverniamMuno-2-0kco- | INT-976 METHIT-4- SC_3186 407,2
8-(ennn-1,3- GpoMOCH30aT
muasacniupo[4,5] nexan-3-um)-
OCH30HHOH KHCIOTEL METHIOBOTO
s¢mpa

SC_3195 mwmc-3-(1,3-Bensomokcon-5-un)- | INT-976 5- SC_3186 393.2
8-mumeTHIAMHHO-8-(eHun-1,3- 6pomoenso[d][1.3]a
Jauasacnupo|4,5|aekan-2-0H HOKCOTT

SC_3196 1uc-8-JuverntaMuno-8-genun- | INT-976 5-OPOMXHHOMHH SC_3186 400,2
3-XHHONHH-5-H71-1,3-
Jwnasactinpo[4,5]ackan-2-on

SC 3197 1mc-3-(2,3-Jurnapo-1H-usom- INT-976 6-OPOMHHIOIHH SC 3186 390,2
6-H.1)-8- THMCTHITAMHHO -8 -
(ennn-1.3-
uasacniipo[4.5]ackan-2-0H

SC_3198 mc-5-(8-/IumeTrIaMuHo-2-0kco- | INT-976 MCTHI-5-Gpon-4- SC_3186 4222
8-(ern-1.3- MCTH/IHKOTHHAT
auazacnupo|4,5|aexas-3-um)-4-
METHII-THPHIHH-2-KapOOHOBOM
KHCTIOTHI MCTHIIOBOTO J(hmpa

SC_3199 1uc-8-JIMMCTHIAMHHO -3~(6- INT-976 5-6pom-2-mertokcn- | SC_3186 3942
METOKCH-4-METHI-IIUPHAHH-3 - 4-METHIMHPUIUH
un)-8-eri-1,3-
auaszacnipo[4.5]aekan-2-06

SC_3200 1mc-8-JIPMeTHIAMAHO =3[ 2- INT-976 5-6pom-1-meTun-3- | SC_3186 4212
MeTHI-5-(TpudTopMeTHT)-2H- (TpuropMeTHIT)-
nupazon-3-mwi|-8-(hermwn-1,3- 1H-nupazon
auazacnupo(4,5]aekan-2-oH

SC_3201 1uc-8-JlHvMeTHIaMuHo-3-(3- INT-976 2-6pom-3- SC_3186 380,2
MCTOKCH-TTHPHIWH-2 -H.T)-8- MCTOKCHITHDHIWH
(enun-1,3-
Jwuasactinpo[4,5]ackan-2-0H

SC_3202 muc-8-JmveTriayuHo-8-permn- | INT-976 2-6poM-5- SC_3186 418,2
3-|S-(TpudyropMeTIT)-nHPHAHH- TPH(TOPMETHIIHPH
2-u1]-1,3-auasacnupo[4,5] aexan- JH
2-0H

SC_3203 1mc-5-(8-IumeTrIaMuHO-2-0kco- | INT-976 3-6pom-5- SC_3186 3752
8-(ermr-1,3- IHAHOIHPHIUH
auazacnupo|4,5|aexan-3-um)-
HUKOTHHOHHTDHI

SC_3204 1uc-8-JlpverniaMuano-3-(3 - INT-976 2-0poM-3- SC_3186 364.2
MCTHII-TTHPHIHH-2-HIT)-8-(hcHIT- MCTHTITHPHIAH
1,3-anazacrupo|4. 5| rekan-2-00

SC_3205 1HC-8-JIHMeTHIaAMHHO-3-(6- INT-976 5-6pom-2- SC_3186 380,2
METOKCH-ITHPUHH-3 -1.1)-8- METOKCHIHPHIUH
(ennn-1,3-
Juazacnupo(4,5]aekan-2-0H

SC_3206 muc-8-uveTraayuao-8-pernn- | INT-976 1-6pom-3- SC_ 3186 417,2
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3-[3-(rpudrropmerum)pennn|-1,3- TpufropmernndeH’
auasacnupo[4,5]aekaH-2-0H on

SC_3207 uuc-3-(1,3-bensoanoxcon-4-um- | INT-976 4- SC_3186 3932
8-mumeTHnaMuHO-8-(pennn-1,3- SpombGensold]|1,3]x
auazacnupo|4,5]aexan-2 -0 HMOKCOJ1

SC_3209 uuc-8-JTuvermiamuno-3-[2-(3,5- | INT-976 3,5-numerni-1H- SC 3103 1H SIMP (IMCO-d6): 6 9,00 (s, 2H), | 446,2
qumeTni-1H-nupazon-1-mm)- IHPa3o. 7.81 (br s, 1H), 7,38-7.27 (m, 5H).
THPUMIIHH-5-171]-8-(ermT-1,3- 6,07 (s, 1H), 3,69 (s, 2H), 2.45 (m,
Jawnasactinpo[4,5]ackan-2-00 5H), 2,17 (s, 3H), 1,96-191 (m,

10H). 1,51(br m .2H).

SC_3210 1uc-8-JluMeTHIaMHHEO -3 2-(3 - INT-989 rac-TMHICPHIHH-3- SC_3182 1H AMP (IMCO-d6): 8.48 (s, 2H). | 451,2
THAPOKCU-NIMNEPHAHH- 1 -1T)- on 7,39-7,35 (m, 5H), 7,27-7.24 (m, 1H),
MUPUMUANH-5-11]-8-(erwi-1,3- 4.82 (d, 1H), 4,39-4.36 (m, 1H), 4,24-
auazacnupo[4,5]nexan-2-01 4.21 (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 1mc-8-JAmveTHIaMHHO-3-[2-(3 - INT-989 FaC-ITHTICPHANH-3- SC_3182 1H SAMP (IMCO-d6): 8.48 (s, 2H), | 4513
THAPOKCH-TIMTICPHANH- | -HIT)- on 7,35 (m, SH), 7.25 (m, 1H), 4,82 (d.
mHPHEMEANH-5-11]-8-he - 1,3- 1H), 4,39-4,37 (m, 1H), 4,24-4.21 (m,
auazacnupo|4,5]aexan-2-oH 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 mHc-8-JIIvMeTHIAMIHO-3-[2-[4-(2- | INT-989 2-numcpasuH-1- SC_3120 TH SIMP (600 MI'm, IMCO) & 8.53 | 480,3
THAPOKCH-ITII)-IHNICPa3HH-1- HITAHOT (s, 2H), 7,37 (p, 5H), 7,27 (d, 1H),
| -nupuMEAuH-3 -] -8-(e Hut- 3,62 (1, 4H), 3.53 (q, 4H), 2,49 - 2,27
1,3-auazacnupo[4,5]aekan-2-ox (m, 7H), 1,96 (s, 6H), 1,94 — 1,73 (m,

4H), 1,51 - 1,40 (m, 2H).

SC_3213 1uc-2-[4-[5-(8-Tumernnamuno-2- | SC_3146 INT-991 1H SMP (600 MI'u, IMCO) & 8.53 | 4943
oxco-8-(pennn-1,3- (s, 2H), 7,57 (s, 1H), 7,42 (d, 4H),
auazacnupo[4,5]aexan-3-mn)- 7.33 (d, 1H), 3,68 (1, 4H), 3,19 (s.
TMHPHMUAHH-2-HI]|-NHnepasuH-1- 2H), 2,62 (t, 4H), 2,37 (d, 2H), 2,20 —
HIT]-YKCYCHAs KHCIOTA 1,96 (m, 8H), 1,88 (t, 2H), 1.43 (t,

2H).

SC_3214 1uc-8-JlnvermamMuno-3-[2-(1- INT-989 1-metna-4-(4,4,5,5- | SC 3208 1H AMP (600 MTI', IMCO + 2vol% | 484.3
MeTni-1H-mmuppono[2,3- TerpameTni-1.3.2- TFA) & 9,85 (s, 1H), 9,13 (s. 2H),
bIMHpHIHH-4-H.T)-IHPHMHTIH-5- JHOKCaBopoTan-2- 8,41 (d, 2H), 7,99 (s. 1H), 7.72 (s,
wn]-8-erm-1,3- n1)-2,3- 2H), 7.66 — 7.46 (m. 4H), 7.30 (s,
mmasactiipo[4.5]nckan-2-00 JUTHAPOTTHPPOTO[2, 1H). 3.88 (s, 2H), 3.60 (s, 6H), 2,77 —

3-b]mupunus 2,71 (m, 2H), 2,30 — 2,26 (m, 2H),
1.94 — 1,89 (m, 2H). 1.75 (s. 3H).
1.41-1,35 (m, 2H).

SC_3215 uuc-8-ben3wi-8-aumerunamuno- | INT-994 5-6pom-4-mermn-2- | SC_3103 1H SIMP (600 MI'u, IMCO) & 8,52 | 447.2
3-[4-meTun-6-(tpudropmernn)- (TpudropMeTHI)IH (s, 1H), 7.76 (s, 1H), 7,23 (dd, 2H),
mupuauH-3-1n]-1.3- PUIHH 719 - 711 (m, 4H), 2,62 (s, 2H),
mmasactinpo[4.5]nckan-2-00 2,27 (s. 6H), 2,25 (s. 3H), 1,86 (td,

2H), 1.80 (dt, 2H), 1.57 — 149 (m,
2H), 1.09 (1d, 2H).

SC_3216 TpaHc-8-uMeTHIAMHHO-3-[4- INT-998 5-6pom-4-merun-2- | SC_3103 1H SIMP (600 MI'n, IMCO) & 8,61 | 439.2
MeTHI-0-(Tpu(TOpMeTIII)- (Tpudropmern)nn (s, 1H), 7,83 (s, 1H), 7.53 — 7,49 (m,
mupHHE-3-1i1]-8-THoheH-2-1ni- PUIHH 1H), 7.45 (dd, 1H), 7.09 (dd, 1H),
1,3-auazacnupo[4,5]aekan-2-0H 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 1wc-8-JuveTrIaMuHo-3-[4- INT-997 5-6pom-4-mernn-2- | SC_3103 1H SAMP (600 MI'u, IMCO) § 8,58 | 439,2
MCTHI-6-(TpH(TOPMETH)- (TpudropMeTHI)IH (s, 1H), 7,80 (s, 1H), 7,45 (s, 1H),
THPHIHH-3-11]-8-THO (e H-2-u1- PHIMH 7.42 (dd. 1H), 7,05 (dd, 1H), 6,95
1,3-auazacnupo[4,5]aexan-2 -0 (dd, 1H), 3.67 (s, 2H), 2,33 (s, 3H),

232 - 225 (m, 2H), 2,04 (s, 6H),
2,00 - 1,92 (m, 2H), 1,89 — 1,76 (m,
2H), 1,62 (dt, 2H).

SC_3218 mmc-8-JmvcruraMuro-3-[2-(1,1- | INT-976 4-[5-Gpom-4- SC_3103 1H SIMP (600 MI'y, IMCO) 3§ 8,65 | 553,2
AuoKco-| 1,4 |tuasuHan-4-mr)-4- (TpudropMeTHI)IH (s, 1H), 7,42 (s, 1H). 7.41 - 7,31 (m,
(TpHGTOPMCTH.T)-THPHMAIHH-5- pUMHIHH-2-10]-1,4- 5H), 7.25 (tt, TH), 4,23 (t, 4H), 3,22
] -8-¢crm-1,3- THA3HHAHC 1.1- (t, 4H), 2,40 — 2,26 (m, 2H), 1,97 —
Jauazacnupo|4,5]nexan-2-on JUOKCHT  (TIOIyHEH 1.88 (m. 8H). 1,87 — 1,75 (m. 2H),

KaK SC_3097 1.54 - 1,42 (m, 2H).
cramus 1)

SC_3219 1uc-8-JluveTiamuso-8-(1- INT-1000 5-6pom-2- SC_3103 1H SIMP (600 MI'u, IMCO) & 9,14 | 474.2
MeTui-1H-6en3onMuaaszon-2-w)- (TpudropMeTHI)IH (s, 2H), 8,65 (s, 1H), 7,63 (d, 1H),
3-[2-(Tpudropmerim)- PUMHIHH 7,51 (d, 1H), 7.25 (ddd, 1H), 7.19
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TMHPHMHANH-5-171]-1,3-
amasacrapo[4.5]nekan-2-06

(ddd, TH), 4,02 (s, 3H), 3.61 (s. 2H).
2.26 (d, 2H), 2,18 (s, 6H), 2,16 — 2,09
(m. 2H). 1,87 (s, 2H). 1,78 (d, 2H).

SC_3220 1uc-8-lumeririamuno-8-(1- INT-1000 5-6pom-4-metun-2- | SC_3103 1H AIMP (600 MT'y, IMCO) & 8,56 | 4873
metui-1H-6en3onmMuaason-2-mi)- (tpudropmerH)nn (s, 1H), 8,10 (s, 1H), 7.80 (s, 1H),
3-[4-MeTHa-6-(TpudTopMeri)- pHIHH 7,60 (d, 1H), 7,50 (d, 1H), 7,23 (ddd,
nmupHaEH-3-1n]-1,3- 1H), 7,17 (td, 1H), 4,02 (s, 3H), 3,50
amaszacmapo[4.5]nexan-2-06 (s, 2H), 2,34 — 2.25 (m, 5H), 2,19 —

2,09 (m, 8H), 1,90 — 1,74 (m, 4H).

SC_3222 wrc-3-[2-(Bersun-MeTna-aMuno)- | INT-976 N-6eH3HT-5-0poM- SC_3103 1H AAMP (IMCO-d6): & 8,52 (s, 2H), | 471.2
THPHMHAHH-5-171]-8- N- 7.39-7,33 (m, 5H), 7.30-7,17 (m, 6H),
JHMCTHIAMAHO-8-(erm-1,3- MCTHIITHPHMHAHH- 4.81 (s, 2H), 3,52 (s, 2H), 3,03 (s,
amazactupo[4,5]nekan-2-00 2-aMuH 3H), 2,45-2,32 (m, 2H), 1,95-1.86 (m,

10H), 1,47-1,43 (m, 2H).

SC_3223 Hc-5-(8-/lumeTiiaMun0-2-0kco- | INT-976 ITHI-5- SC_3103 (cramms | 1H AMP (AMCO-d6): 5 9,04 (s, 2H), | 585,3
8-permn-1,3- OpoMmupHMHANH-2- | 1), INT-991 | 8,24-8,23 (m, 1H), 7,42-7.39 (m, 2H),
auazacnupo|4,5]nexan-3-um)-N- KapOOKCHIAT (crazusa 2), | 7,32-7,31 (m, 3H), 5,70 (s, 1H), 3,70-
[2-[2-[2-(2-MCcTOKCH-3TOKCH)- (crazns 1), | SC_3133 (cramms | 3,60 (m, 16H), 3,54-3,52 (m, 2H),
3TOKCH]-3TOKCH]-3THI]- 2,58.11- 3) 3,35 (s, 3H), 2,21-2,00 (m, 12H),
MHPHMEIHH-2-KapOOHOBOH TETPAOKCATPHACKAH 1,66-1,64 (m, 2H).

KHCIOTBI aMHT] -13-amun  (cragus
3)

SC_3225 uc-8-JluMeTHIaMuH0-3-2-[ (2- INT-989 2- SC_3182 1H AMP (IMCO-d6): & 8,46 (s, 2H), | 425,2
THAPOKCU-ITHI)-METHI-AMHHO |- (METHIAMHHO)3TaHO 7,39-7,33 (m, 5H), 7,27-7.24 (m, 1H),
mupuMUARH-5-11]-8-(erw-1,3- a 4,62 (1, 1H), 3.61-3.50 (m, 6H), 3,08
auazacnupo[4,5]aexan-2-ox (s, 3H), 2,36-2,33 (m, 2H), 1,95-1,86

(m, 10H), 1, A5 (m, 2H).

SC_3226 uc-3-(8-Iumeriiamuno-2-okco- | INT-976 5-6pom-4-metun-2- | SC 3103 (craams 4873
8-thennn-1,3- (tpudropmerumma | 1), SC_3016
muasacmapo[4.5]aexan-3-mwm)- pHIHH (craams 2)

OeH3aMu

SC_3227 1uc-8-JluMeTHIaMIH0-3-[3- INT-976 2-6pom-3-(rop-3- SC_3186 417,1
drop-5-(tpudTopmeTn)- (TpudropMeTHI)IH
THPHAHH-2-HT]-8-(eri-1.3- puIuH
Anasacmupo[4,5]ackan-2-0H

SC_3228 Hc-8-JInMeTHIAMHHO -3 (5 - INT-976 2-6pom-5- SC_3186 459,1
METHI-MUPA3ZHH-2-11)-8-(eHuI- METHJIIHPA3HH
1,3-mmasacmupo[4,5] ackanH-2-0H

SC_3229 1mc-8-JInMeTHAAMHEO -3-(5- INT-976 4-Bpom-3- SC_3186 4332
(prOp-MHPUMHINH-4-1T)-8- (ropnupHMEIIH
(ermn-1,3-
anasacupo |4, 5] aekaH-2-0H

SC_3230 1mc-8-/IuMeTHAAMHEO -3-(5- INT-976 2-Bpom-3- SC_3186 458,1
(pTOP-NHPUMHIUH-2-1T)-8- (ropnupuMHIHH
(enun-1,3-
auazacnupo|4,5]aekaH-2-0H

SC_3231 1uc-8-/luverunamuno-8-germa- | INT-976 2-6poMIHpaszuH SC_3186 471,1
3-nupasun-2-wi-13-
anasacrupo[4, 5] ackaH-2-0H

SC_3232 mmc-3-([2,1,3]Benzoxadiazol-5- INT-976 5- SC_3186 4441
H1)-8-THMETHIAMHEHO -8- (D HUIT- 6pombensolc][1,2,5
1,3-muazacmupo|4.5|aexan-2-01 |-oxcaamasox

SC_3233 nuc-2-|2-(8-JumeTunamMuno-2- SC_3169 XJIOPH AMMOHHA SC 3133 1H SMP (600 MI'u, AMCO) 8 7,73 | 423,2
okco-8-(penun-1,3- (s, 1H), 7.40 — 7.32 (m, 4H), 7,31 (s,
auazacmupo|[4,5]aexkaH-3-11)- 1H), 7.26 (dd, 1H), 7.18 (td, 1H),
(heHOKCH]-atcTAMA T 6,98 — 6,91 (m, 2H), 4,50 (s, 2H),

3,52 (s, 2H), 2,42 — 229 (m, 2H),
2,01 - 1,71 (m, 10H), 1,55 — 1,48 (m,
2H).

SC_3234 tmc-8-JInvermnavuro-8-permt- | INT-976 4-(5-GpomrHodcH- SC_3103 1H SIMP (JIMCO-d6): 5 8,45-8.43 (d, | 433.2
3-(5-mmupumuH-4-1-THO eH-2- 2-HI)IHPHAHH 2H), 7,87 (br s, 1H), 7,54-7,53 (d,
u1)-1,3-auasacnupo|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), 1,96-1,90 (m, 10H),
1.51-1,49 (m, 2H).

SC_3236 wc-8-JImveTHIaMIHO -3-(2- INT-1002 MophoTHH SC_3120 1H SMP (600 MTI'n, IMCO) & 8.07 | 437.3
MOP(OIHH-4 -HIT-THPHMHTHE-4- (d. 1H), 7,93 (s, 1H), 7,37 (dt, 5H),
um)-8-(enna-1,3- 7,27 (t, 1H). 3,65 (s. 2H). 3.58 (s,
auazacmupo| 4,5 aekaH-2-0H 8H). 2,40 — 2,27 (m, 2H), 1,94 (s,

6H), 1,92 — 1.80 (m, 4H), 143 (d,
2H).

SC_3237 mc-3-2-(3,4-Audrop-Phermm)- INT-989 (3.4- SC_3129 1H SAMP (600 MI'm, MCO) 3 9.08 | 463,2
TMHPHUMHAKH-5-17]-8- auropperumdopo (s, 2H), 8,22 — 8,12 (m, 2H), 7,54 (dt,
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JHMETHIAMHHO-8-(peHun-1,3-
mmasactiipo[4.5]nekan-2-00

HOBAsSI KHCIIOTa

1H), 741 — 7.37 (m. 4H). 729 (s.
1H). 3.70 (s. 2H), 2,06 — 1.75 (m,
12H), 1,50 (d, 2H).

SC_3241 1uc-2-[4-[5-(8-Tumernnamuno-2- | SC_3213 XJTOPH AMMOHHS SC 3133 1H SMP (600 MI'y, IMCO) & 8,53 | 493.3
oxco-8-(ernn-1,3- (s, 2H), 7,38 (d, 5H), 7.27 (s. 1H),
auazacnupo[4,5]aexan-3-uwm)- 7,23 (s, 1H), 7,11 (s, 1H), 3,67 (t,
THPHMHAHH-2-HJT]|-IHnepasuH-1- 4H), 3.54 - 3,50 (m. 2H), 2.89 (s,
HIT]-aeTaMHT 2H), 2,47 (t, 4H), 2,39 — 235 (m,

2H), 1,96 (s, 7H), 1,93 — 1.82 (m,
3H), 1,48 — 1,44 (m, 2H).

SC_3243 1wc-8-JnveTrIaMuHO-3-[6-(4- INT-976 1-(5-6pom-2- SC_3242 (cragma | 1H SIMP (600 MI'u, IMCO) § 8,16 | 4493
MCTHI-TTHTICPA3HH- 1 -HT)- THPHIMI)-4-MCTHA- | 2) (d, 1H), 7.86 (dd, 1H), 741 — 7,33
THPHIHH-3 -1] -8-(ermT-1,3- THTICPA3HH (m, 4H), 7,32 (s. 1H), 7.27 (t, 1H),
Jauazactupo|4,5]nexan-2-0n 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 - 173 (m,
4H), 146 (t, 2H).

SC_3244 mmc-8-JmvcrrraMuro-3-[2-(1,1- | INT-976 4-(5-Bpom-4-mernn- | SC_3103 1H SIMP (600 MTI', AMCO) § 8,20 | 4993
Juoxco-[ 1.4]rrasuHan-4-1m1)-4- THPAMHAIHH-2-HT)- (s, 1H), 7.36 (h, 4H), 7,30 — 7,17 (m,
MCTHI-THPUMHANH-3 -1 -8- 14-tnasunan 1.1- 2H), 423 - 417 (m, 4H), 3,13 (t,
(enmn-1,3- JHOKCHJ, 4H), 2,44 — 2,28 (m, 2H), 2,24 (s,
Auasacnupo|4,5]|aexkan-2-on 3H), 1,97 (s, 6H), 1,91 (d, 4H), 1,55 -

1,44 (m, 2H).

SC_3245 nuc-8-Jluverwamuno-8-gerun- | INT-976 5-6pom-2- SC 3103 1H SMP (600 MI'y, IMCO) & 9,17 | 419.2
3-[2-(tpudrropmeriun)- (Tpudrropmerim)- (s, 2H), 8,03 (s, 1H), 7,38 (s, 4H),
MUPUMUANH-5-11]-1,3- MUPUMHAUH 7,28 (1, 1H), 3,73 (s, 2H), 2,49 - 2,35
auazacnupo[4,5]aexan-2-01 (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 1uc-2-[8-TumerHiamuno-1-(3 - INT-979 2-xnopmupumuanH- | SC_3103 1H SMP (600 MI'u, IMCO) & 9.02 | 449.3
METOKCH-IPOIIILT)-2-0KCO-8- 5-kapOOHUTPHI (s, 2H), 7.40 — 7,31 (m, 5H), 3,86 (s,
(ermn-1,3- 2H), 3,26 (s, 3H). 3,29 - 3,19 (m,
auazacnupo[4,5]aexan-3-ual- 2H), 2,73 - 2,67 (m, 2H), 2,16 (1d,
TMHPHMAIHH-5-KapOOHHTPHIT 2H), 2,00 (s, 7H). 1,83 (dt, 2H), 1,50

— 1,40 (m, 5H).

SC_3247 1mc-8-JImveTHIaMHHO-3-[2-(4 - INT-989 1-Mcrummumncpasur_| SC_3120 1H AMP (600 MTI'u, IMCO) & 8,54 | 450.3
MCTHII-TTHTICPA3HH-1-H.T)- (s, 2H), 7.48 — 7.33 (m, 5H), 731 —
THPHMAIAH-5-101]-8-(heHmt-1,3- 7,21 (m, 1H), 3,63 (dd, 4H), 2,45 —
quazacnupo[4,5]aekaH-2-0H 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 1mc-8-Jmverrravuao-1-[(1- SC_3245 [1-[rpeT- INT-988 (crammsa | 1H SIMP (600 MI'm, IMCO) & 9.24 | 504.3
THAPOKCH-ITHKIO0Y THIT)-MCTHIT]- GyTHa(aumerHmcHn | 1) (s, 2H), 7,38 (d. 4H), 7.27 (p, 1H),
8-(hermT-3-[2-(TpudTopMeTHI) - wil- 3,89 (s, 2H). 2,73 — 2,67 (m, 2H),
THPHMHTHH-5-171]-1,3- OKCHIHKTOOY THT|M 2,26 (ddd, 2H), 2,19 (tt. 2H), 2,08 (s.
Auazacnupo|4,5]|nexan-2-on eTun 4- 1H), 2,00 (s, 6H), 1,92 (qd, 2H), 1,73

METIIOCH30ICY Tb () — 1,64 (m, 1H), 1,60 — 1,50 (m, 3H).
OHAT 1,50 — 1,45 (m, 2H).

SC_3249 muc-2-|1-(3-Metokcu-npomun)-8- | SC_3246 SC_3099 1H SAMP (600 M, JMCO) & 9,05 | 4353
METHJIAM HHO-2-0KCO-8-(he HILT- (s, 2H), 7,49 - 7,44 (m, 2H), 7,34 (1,
1.3-auazacnupo[4,5]aexan-3-uil- 2H), 7.21 (1, 1H), 3,90 (s, 2H), 3,26
TMHPHMUAHH-5-KapOOHUTPHT (s, 3H), 2,23 (td, 2H), 2,07 (s, 1H),

191 (d. 5H), 1,86 — 1,78 (m, 2H),
1,73 (it, 2H), 1.42 (d, 2H).

SC_3250 nuc-8-Jluverwiavu#o-8-gerun- | INT-976 5-0pom-2- SC 3103 1H SIMP (600 MI'n, AMCO) & 8,88 | 419,3
3-[6-(TpuyropMeTILT)-nHpHAHH- (Tpudropmern)nn (d, 1H), 8,24 (dd, 1H), 7.86 (s, 1H),
3-na]-1,3-auazacnupo[4,5]aexan- PUIMH 7,78 (d, 1H), 7.41 — 7,34 (m, 4H),
2-0H 727 (1, 1H), 3.69 (s, 2H), 2,42 (s,

2H), 1,97 (s, 6H), 1,96 - 1,74 (m,
4H), 1,53 — 1,47 (m, 2H).

SC_3251 1nc-5-(8-Iuveriiamuno-2-0kco- | INT-976 5-opommmpraur-2- | SC_3103 TH SIMP (600 MI'n, IMCO) & 8,92 | 376,2
8-¢ermn-1,3- KapOOHHTPHI (d, 1H), 8,15 (dd. 1H), 7.95 (br s,
mmasactiipo[4.5]ackan=-3-wm)- 1H), 7.90 (d, TH), 741 — 7,34 (m,
THPHIHH-2-KapOOHHTPHIT 4H), 7,27 (t, 1H), 3.69 (s, 2H), 2,44 —

2,40 (m, 2H), 1.97 (s, 6H). 1,96 —
1,89 (m, 3H), 1,90 — 1,70 (m, 1H),
1,53 — 1,46 (m, 2H).
SC_3252 1uc-8-JAMMCTHIAMHHO -3-(2- INT-989 MopQomH SC_3120 1H SIMP (600 MT'n, MCO) 3 8,57 | 4373

MOp(oIMH-4 -1 I-IHPUMHAMH-5-
um)-8-¢crm-1,3-
auasacnupo|4,5|aexan-2-o1

(s. 2H), 7.46 — 7.42 (m, 1H), 7.40 -
7,34 (m, 4H), 7.27 (td, TH), 3.64 (dd.
4H), 3,59 (dd, 4H), 3.54 (s, 2H), 2.46
~ 2,29 (m, 2H), 1,96 (s, 7H), 1,93 —
1,73 (m, 3H), 1,50 — 1.44 (m, 2H).
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SC_3253 1uc-8-JIHMeTHIaAMIHO-3-(2- INT-976 5-OpoM-2-MeTHII- SC_3103 1H SMP (600 MI'u, IMCO) & 8.86 | 366.3
MCTHII-TTHPHMHHH-5-11T)-8- TTHPAMHAIHH (s, 2H). 7.69 (s, TH), 741 — 7.33 (m,
(enun-1,3- 5H), 7.31 — 7,19 (m, 1H), 3,62 (s,
quasacnupo[4,5]ackan-2-0H 2H), 2,53 (s, 3H), 2,48 — 231 (m,

2H), 1,97 (s, 6H), 1,95 — 1,77 (m,
4H). 1,52 — 1,46 (m, 2H).

SC_3254 mHc-8-JlmveTHIaMIHO-1-[(2- SC_3253 2- SC_3105 1H SIMP (IMCO-d6): § 8,90 (s, 2H). | 486.2
Metoxcupenun)-merun|-3-(2- METOKCHOCH3HIOPO 7,39-7,34 (m, 3H), 7,28-7.22 (m, 4H),
METHI-MHPHMHAMH-5-11)-8- Mg 6,95-6,87 (m, 2H), 4,58 (s, 2H), 3,89
(enun-1,3- (s, 3H), 3,63 (s, 2H), 2,68-2,64 (m,
quazacnupo[4.5]ackan-2-0H 5H), 2,35-2,28 (m, 2H), 2,01(s. 6H),

1.49-1.43 (m, 4H).

SC_3255 mwc-1-[(1-T wapokcH- SC_3248 SC_3099 TH AMP (600 MT'm, MCO) & 9,26 | 490.3
THKTO0Y THIT)-MCTHI]-8- (s, 2H), 7.51 (d. 2H), 7,34 (t, 2H),
METHIAMMHO -8-(heHmn-3-|2- 7,22 (t, 1H), 3,92 (s, 2H), 341 (s,
(tpupropmeTiI)-mupuMuAH-5- 1H), 2,31 (1d, 2H), 2,15 (1d, 2H), 2,07
unl-1,3-auazacnupo|4,5] nexan-2- (d, 1H), 1,93 (d, 7H), 1.83 (dt, 2H),

OH 1,67 (1, 1H), 1.56 (q. 1H), 1.47 @,
2H).

SC_3256 1uc-8-JTuverriamuno-1-[(1- SC_3253 [1-[TpeT- INT-988 (craams | 1H SIMP (600 MI'u, IMCO) & 8,92 | 450,3
THAPOKCH-ITHKIOOY THIT)-METHI]- OyTHa(auMeTum)cun | 1) (s, 2H), 7.37 (d, 4H), 7.27 (td, 1H),
3-(2-MCTHIT-THPHMH THH-5-H1T)-8- wil- 3.79 (s, 2H), 3.27 (s, 1H), 2.72 - 2,65
(ennn-1,3- OKCHIHKTO0Y THIT|M (m, 2H), 2,54 (s, 3H), 2,25 - 2,19 (m,
muasacnupo|4,5]ackan-2-0H CTHI 4- 2H). 2,16 (tt, 2H), 2,07 (s. 2H). 2,00

METHIOCHOICY Ib() (s, 6H), 1,95 — 1.86 (m, 2H), 1,67 (qd,
OHaT 1H). 1,55 (d, 2H), 1,51 - 142 (m,
3H).

SC_3257 nuc-1-[(1- uapokcu- SC_3260 SC_3099 1H SMP (600 MI'u, IMCO) & 9,07 | 4223
HKI00Y THT)-MeTHN]-8- (s, 2H), 8,81 (s, 1H), 7,53 — 7,48 (m,
METHIAMHHO-8-(heHI1-3- 2H), 7,33 (1, 2H), 7,24 - 7.18 (m,
THPHMUARH-5-11-1,3- 1H), 3.86 (s, 2H), 2,29 (1d. 2H), 2,14
auasactupo[4,5] ackan-2-0H (tt. 2H), 2.07 (s, 1H), 1,96 — 1,87 (m,

8H), 1.82 (1d, 2H). 1,71 - 1,62 (m,
1H), 1.54 (dp, 1H), 149 — 143 (m,
2H).

SC_3258 wnc-5-(8-umeTnnamuno-2-0kco- | INT-976 5-6poM-4-meTHT- SC_3103 1H SMP (600 MI'u, AMCO) & 8,57 | 390.2
8-(hermr-1,3- THPUIHH-2- (s, 1H), 7,92 (s, 1H). 7.61 — 7.57 (m,
Jmasactinpo[4,5]ackan-3 -nm)-4- KapOOHHTPHIT 1H), 7.42 — 7,32 (m, 4H), 7.25 (it
MCTHJI-TMPHIHUH-2-KAPOOHUTP T 1H), 3.63 (s, 2H), 2,38 (d, 2H), 2,28

(s, 3H), 2,00 — 1,90 (m, 9H), 1.90 —
1,72 (m, 1H), 1.59 — 1,49 (m, 2H).

SC_3259 1HC-8- JIHMETHIAMHEHO-3-(2- SC_3253 2- SC_3105 1H SIMP (IMCO-d6): & 8,94 (s, 2H). | 457.2
METHI-THPUMHANH-3 -1L)-8- (OpoMMeTILT)IHPHT, 8,52-8,51 (m, 1H), 7,77-7.74 (m, 1H),
(leHun-1-(MUPHAUH-2-WI-MeTUI)- MH 7.45-7,42 (d, 1H), 7,38-7,22 (m, 6H),
1,3-auazacnupo[4,5]aekan-2 -0 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 S-opommupnvuane | SC_3103 1H SIMP (600 MI', AIMCO) & 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 1mc-8-Jmveraravuiao-1-[(1- SC_3260 [1-[rpeT- INT-988 (cramus | 1H SIMP (600 MI'n, IMCO) § 9,04 | 436,3
THAPOKCH-ITHKIOOY THIT)-METHI |- OyTHn(auverim)cun | 1) (s, 2H), 8,80 (s, 1H), 7,37 (d, 4H),
8-(heHmT-3-mupuvuaiH-5-1u0-1,3- wil- 7.27 (p, 1H), 3,83 (s, 2H), 3,28 (s,
mmasactiipo[4.5]ackan-2-00 OKCHIHKTOOY THIT|M 1H), 2,72 - 2,65 (m, 2H), 2,23 (td,

eTun 4- 1H), 2.17 (tt, 1H). 2,07 (s. 2H). 2,00
METHIOCH30ICY b () (s, 6H), 1,91 (dt, 2H), 1,72 — 1,63 (m,
OHAT 1H), 1,60 — 1,45 (m, 5H).

SC_3262 1uC-8-AMHHO-1-[(1-ruapoxcu- SC_3255 SC_3099 1H SIMP (600 MI'u, IMCO) § 9,29 | 476,2
WHKI00Y THT)-MeTHN]-8-peHnn-3- (s, 2H), 7,68 — 7,63 (m, 2H), 7.33 (t,
[2-(TpHQTOPMCTHT)-THP HMIINH- 2H), 7.26 — 7.18 (m, 1H), 397 (s,
5-ua]-1.3-auaszacrmpo[4,5] ackan- 2H), 3,45 (s, 2H), 2,43 (td, 2H), 2,14
2-0H (tt, 2H), 1,99 (td, 2H), 1,96 — 1,90 (m,

2H), 171 - 1,54 (m, 4H), 1,52 - 1,47
(m, 2H).

SC_3263 1HC-8- JIHMETHIAMHIHO-3-(3- INT-976 1-6pom-3-(prop- SC_3103 1H AMP (600 MI'n, AMCO) & 7.58 — | 368.2
(ropdennt)-8-Penmn-1,3- oenzon 7.50 (m, 2H), 7,41 - 7,33 (m, 4H),
Auazacnupo[4,5]aexan-2-ox 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 1mc-8-JinverHIaMurHo-3-(3- INT-976 1-6pom-3- SC_3103 1H AMP (600 MI'u, IMCO) § 8.13 | 4282
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METHICY Th(hoHHN-(heHHT)-8- MeTHIICY Th(hOHHTOS (1, 1H), 7,88 (d, 1H), 7.65 (s, 1H),

(ennn-1,3- H30T 7,53 (t, 1H), 7.47 (dt, 1H), 741 —

auazacnupo[4,5]aexan-2-01 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 1HC-8- JIIMETHIAMHIHO -3-(4- INT-976 1-6pom-4- SC_3103 1H SIMP (600 MI'n, IMCO) 5 7.83 — | 4282
MeTHICY 1b(hoHII-(peHmT)-8- meTiwicy 1b(hoHIIOe 7,70 (m, 5H), 7,41 — 7.34 (m, 4H),
(penun-1,3- H301 727 (. J=7.1, 1,9 T, 1H), 3,65 (s,
auazacnupo[4,5]aexan-2-01 2H), 3,12 (s, 3H), 2,49 - 2,31 (m,

2H), 1,97 (s, 6H), 1,95 — 1,75 (m,
4H), 1.49 (1, J=8,6 T'm, 2H).

SC_3266 mwc-8-Jimvctrnavuao-8-(ermn- | INT-976 3-GpoMIHpHIA3HH SC_3103 TH SMP (600 MTI'm, IMCO) 6 8.82 | 352.2
3-mupuIa3uH-3-mi-1,3- (dd, J=4.6. 1,4 T', 1H), 8,45 (dd, J =
Auazacnupo|4,5|nexan-2-on 9,2, 1,4 T, 1H), 7,95 (br s, 1H), 7,55

(dd, ] =92, 45Tu, 1H), 742 - 7,34
(m, 4H), 7,28 (t. J = 6,8 T', 1H), 3,83
(s, 2H), 2,47 - 2.29 (m, 1H), 1,97 (s.
10H). 1,54 — 1.48 (m, 2H).

SC_3267 1uc-3-Metoxcu-4-(8- INT-976 4-6pom-3-metoxeu- | SC_3103 (ans | IHAMP (JIMCO-d6, 400 MIw), & | 391.2
METHIAMHHO-2-0KCO-8-(he HILT- OCH30HHTPHI CTaIHH 1), | (M) = 7,50-7,50 (m, 2H), 7.42-7.31
1,3-amazaciiupo[4,5] nekan-3 -nn)- (craams 1) SC_3099 (ana | (m, 5H), 7,18 (bs, 2H), 3.83 (s, 3H),
OCH30HUTPHIT craanm 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 1HC-8-JIHMeTHIaAMHIHO-3-(2- INT-976 1-6pom-2- SC_3103 1H AMP (600 MIm, JMCO) & 7,46 | 368,2
(properin)-8-pernn-1,3- dropdenzon (1d, J = 8,0, 1,6 T'y, 1H), 7,40 — 7,32
auazacnupo(4,5]aexan-2-0H (m, 5H), 7.26 (td, J = 6.7, 3.3 I'n,

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), 1.49 (1, ] =
9.3 T, 2H).

SC_3269 mmc-8-JmveriravuHo-8-ermn- | INT-976 5-6pom-2-¢ennn- SC_3103 TH SIMP (600 MT'u, AMCO) § 9.07 | 4283
3-(2-(heHUN-TTHPHMHAHH-5 -HT)- THPAMHATHH (s, 2H), 8,34 — 8.28 (m, 2H), 7,82 (s.
1.3-ana3acnupo|4,5 | aexkaH-2-0H 1H), 7,52 — 7.42 (m, 4H), 7,39 (s.

1H), 7.38 (s. 3H). 7.28 (1, ] =48 ',
1H), 3.70 (s, 2H), 2,43 — 2,39 (m,
2H), 2,06 - 1,72 (m, 10H), 1,52 (d. J
=108 T'm, 2H).

SC_3270 mrc-8-MeTrmammHo-1-(okceran- | SC_3245 okcetan-3-waveran | SC_3099 (ur | TH SIMP (IMCO-d6): § 9,24 (s, 2H), | 476,2
3-n1-MeTHI)-8-heH1-3-[2- 4- craguul), 749 (d, 2H), 7.34 (t, 2H), 7.21 (t,
(TpH(TOPMCTH.T)-TTHPHMHAHH-5- metHndeHsoncymbg | SC_3105 (urs | TH), 4.66-4.62 (m, 2H), 4.44 (t, 2H).
un]-1,3-auazacnupo[4, 5] ackan-2- OHaT (cTaaus 2) cTaamuu 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 wuc-1-(Hukonpomui-merun-8- | SC_3245 (OpommeTiLT)- SC_3099 (am | 1H SIMP (IMCO-d6): 6 9,26 (s, 2H), | 460,1
METHIAMHHO-8-(heHu1-3-[2- LHKIONPONaH craauul), 7,50 (d, 2H), 7.35 (t, 2H), 7.22 (t,
(TpH(TOPMETH.T)-TTHPHMHAHH-5- SC_3105 (mma | TH), 3,89 (s, 2H), 3,13 (d, 2H), 2,29-
un]-1,3-auazaciupo[4, 5] ackan-2- craanm 2) 2,23 (m, 3H),1,92-1,82 (m, 7H), 1,47-
oH 144 (m, 2H), 1,08-1,05 (m, 1H).

0,52-0,48 (m, 2H), 0,36-0.36-0,32 (m,
2H).

SC_3272 uuc-4-(8-umerunamuno-2-oxco- | INT-976 4- SC_3103 1H SMP (600 MTI'y, IMCO) 6 7,82 — | 375,2
8-(ermn-1.3- OPOMOCH30HUTPHIT 7,71 (m, 3H), 7,72 — 7,67 (m, 2H),
auasacnupo|4,5 ] qexan-3-m)- 7,41 - 7,33 (m, 4H), 7,30 — 7.23 (m,
OCH3OHUTPILT 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 1Hc-8-JIHvMeTHIaMIHO-3-(4- INT-976 1-6pom-4-¢irop- SC_3103 3682
(ropdermm)-8-phermT-1,3- 6eH3om
uasacoupo[4,5]aexan-2-0H

SC_3274 mHc-2-(8-lHMETHIAMUHO-2-0Kkc0- | INT-976 2- SC_3103 1H SIMP (600 MI', AIMCO) & 7.77 | 375.2
8-(ernn-1.3- OPOMOCH30HUTPHIT (dd, J =75, 1,6 T, 1H). 7,66 (ddd, J
auazacnupo|4,5]aexan-3-uu)- =83,75, 1,6 Ty, 1H), 7.60 (s, 1H),
OEH30HHTPHT 748 (dd, J=83, 1,1 I'n, 1H), 7,39 —

734 (m, 4H), 732 (td, T = 7.5, 1.1
Ty, 1H), 7,26 (1, J =7.5, 1.6 ', 1H),
3,68 (s. 2H), 246 — 2,30 (m, 2H),
2,01 - 1,75 (m, 10H). 1,59 — 1,50 (m,
2H).
SC_3276 muc-1-[(1-T uapoxcu- SC_3256 SC_3099 1H AMP (600 MI'm, JMCO) & 8,94 | 436,3

WHKI00Y TH)-MeTi]-8-
MCTHIAMHHO-3~(2-MCTHJI-

(s, 2H), 7.53 — 7.47 (m, 2H), 7.39 -
7,30 (m, 2H), 7,24 — 7,17 (m, 1H),
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THPAMHIHH-5-H)-8-(eHm-1,3-
auazacupo| 4.5 ) aekaH-2-0H

3.83 (s, 2H), 3.5% — 3,36 (m, 2H),
2,56 (s, 3H), 2.28 (td, 2H), 2,18 —
2,09 (m, 2H), 1,97 — 1,86 (m, 7H),
1,81 (td, 2H), 171 — 161 (m, 1H),
1,59 — 1,47 (m, 1H), 149 — 1,42 (m,
2H).

SC_3277 uuc-8-/luverunamuso-3-2- INT-976 4-[(5- SC_3103 1H SAMP (600 MI'u, AMCO) & 8,93
(MopdonHH-4-H-MeTHI)- OPOMIHPHMHIHH-2- (s, 2H), 7.87 — 7,65 (m, 1H), 7.42 —
THPHMHAHH-5-171]-8-ermn-1,3- ummMeTHI|MophoTH 7.34 (m, 4H), 7.28 (dq, 1H), 3.66 -
anasacrupo (4, 5] ackaH-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 1uc-8-JIMMeTHIAMIHEO -3 [ 2- INT-989 N- SC_3120 1H AMP (IMCO-d6): & 8.50 (s, 2H), | 465,2
(METUA-TEeTParuAPO-NHpaH-4-1ui- METH.ITETParuapo- 7,39-7.35 (m, 5H). 7.27-7.24 (m, 1H),
AMHHO)-THPHMHAHH-5-11]-8- 2H-nupaH-4-aMuH 4,74-4.67 (m, 1H), 3,94-3.90 (m, 2H),
(ern-1,3- 3.50 (s, 2H), 3.39 (t, 2H), 2,93 (s,
auazacnupo|[4,5]aekaH-2-0H 3H), 2,35 (m, 2H), 1,99-1.71 (m,

12H), 1,50-1,44 (m, 4H).

SC_3279 1mc-5-[8-Tuvernmamuao-1-[(1- INT-990 (1-(rper- SC_3105 (crammsa | 1TH SAMP (IMCO-d6): & 9,12 (s, 2H). | 669.4
THAPOKCH-INKTO0Y THIT)-MCTHI] - Gyrrnmumerancunn | 1), SC_3133 | 8,63 (t, 1H), 7.36-7.33 (m, 4H), 7.26-
2-oxco-8-permr-1,3- JokcH) K00y TI) | (cTaams 2) 7,23 (m, 1H). 525 (s, 1H). 3,85 (s,
auazacnupo|4, 5] aexan-3-uia|-N- METHI 4- 2H), 3,52-3.34 (m, l6H), 3,35 (m,
[2-[2-[2~(2-METOKCU-3TOKCH)- MeTHIOeH30.1CY 1b() 2H). 3,19 (s, 3H), 2.69-2.66 (m, 2H),
3TOKCH]-3TOKCH]-3THN]- oHar (ctamms 1), 2,25-2,13 (m, 4H), 1,97 (s, 6H), 1,92-
THPHMHIHH-2-KapOOHOBOTT 2,5811- 1.87 (m, 2H), 1,57-1,44 (m, 6H).

KHCIOTHT AMHX TCTPAOKCATPHACKAH
-13-amun  (crazus
2)

SC_3280 nuc-1-(Uuxnonponun-verun)-3- | INT-976 1-6pom-2-drop-4- SC 3103 (amt | 1H SIMP (IMCO-d6): & 7,86 (1, 1H), | 486,2
(2-(rop-4-meTHaCy mb(oHmI- (veTHICY Th(oHHT) | cTamuH 1), | 7.81-7.77 (m, 1H), 7.73-7,70 (m, 1H),
(peHn)-8-MeTUIAMHHO-8-(JeHIT- Gemsox (cragma 1), | SC_ 3105 (cramms | 7,45 (d, 2H). 7,31 (t. 2H), 7.19 (.
1,3-auazacnupo[4,5]exan-2-01 (Bpommerumuukio | 2), SC_3099 | 1H), 3,85 (s, 2H), 3,24 (s, 3H), 3,09

nponad (crazus 2) (cTaaus 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 wc-2-[[5-(8-AnMeTHIaMHHO -2~ INT-989 2- SC 3120 1H SAMP (IMCO-d6): & 8,48 (s, 2H), | 438.2
oxco-8-(penmi-1,3- (METHIAMEHO)aLETa 7,39-7.35 (m, 5H), 7,27-7.25 (m, 2H),
auazacnupo|4,5]aexan-3-uu)- MM THAPOXIOPHA 6,89 (s, 1H), 4,08 (s, 2H), 3,51 (s,
THPHMHTHH-2-H.1|-MCTH.I- 2H). 3,07 (s, 3H), 2,36-2,33 (m, 2H).
aAMHHO|-aneTaMuT 1,94-1,86 (m, 10H), 1,45 (m, 2H).

SC_3282 1HC-2-[| 5-(8-uMeTHIaMHHO-2 - INT-976 Tper-OyTHI-(5- SC_3103 (am | 1H AMP (IMCO-d6): & 8,45 (s, 2H), | 424,2
oxco-8-(hermwi-1,3- OPOMOUPHMUIUH-2- | CTAAUH 1), | 7,39-7,33 (m, 5H), 7,27-7.22 (m, 2H),
quazacnupo[4,5]aexan-3-nu)- wn)(uuanometumka | SC_ 3100 cramua | 6.92 (s, 1H), 6,86 (t, 1H), 3,74 (d.
THPUMHIHH-2-H.T]aMHHO] - pOamar (crazusa 1) 3 (x1g cramm 2) 2H), 3.51 (s, 2H), 2.46-2.28 (m, 2H),
ACTAMHAT 1,95-1.86 (m, 10H), 1.45 (m, 2H).

SC_3283 mwc-1-(Luktonporma-merum)-8- | SC_3284 SC_3099 1H SIMP (IMCO-d6): 6 8,61 (s, I1H), | 473.3
MCTHIAMHHO-3-[4-MCTHI-6- 7,82 (s, 1H), 7.46-7 44 (m, 2H), 7,30
(TpudyTopMeTHT)-MUpHAHH-3-H1|- (t, 2H), 7.18 (t. 1H), 3,80 (s, 2H).
8-(ennn-1.3- 3,08 (d, 2H), 2,33-2.25 (m, 6H), 1.92-
auazacnupo[4,5]aexan-2-0H 1.89 (m, 5H), 1.72 (t, 2H), 1,56-1,53

(m, 2H), 1,04 (m, 1H), 0,51-0,46 (m,
2H), 0,33-0.30 (m, 2H).

SC_3284 mwc-1-(LukTonporma-merum)-8- | INT-984 5-6pom-4-mernn-2- | SC_3103 TH SIMP (IMCO-d6): & 8,59 (s, 1H), | 487.3
TUMETHIAMHHO-3-[4-MeTHI-6- (TpHGTOpPMETHI)IH 7,82 (s, 1H), 7,35-7.34 (m, 4H), 7,27-
(TpuyTOpMETHT)-TTHPHIHH-3-H.1]- PUIHH 7.23 (m, TH), 3.75 (s, 2H), 3.06 (d.
8-(ormn-1,3- 2H), 2,71-2,68 (m, 2H), 2,33-2,24 (m,
muasacnupo|4,5]ackan-2-0H 5H). 2,00 (m, 6H), 1,59-1.56 (m, 2H).

1,46 (1, 2H). 1,02-0,99 (m, 1H), 0.53-
0,48 (m. 2H), 0.33-0,30 (m. 2H).

SC_3285 uuc-N-[5-(8-JumeTunamMuno-2- SC 3239 Tro(en-2-xkapdonun | SC_3240 1H SIMP (600 MI'u, IMCO) & 8.90 | 477,2
okco-8-(heri-1,3- XIOPHI (s, 2H), 8,08 — 8,04 (m, 1H), 7.84 (dd,
quazacnupo[4,5]ackan-3 -nm)- 1H), 7.71 (s, 1H), 7,38 (d, 5H), 7.27
TIHPHMHIHH-2-H.T]-THO()CHC-2- (td, 1H), 7,19 (dd. 1H), 3,66 (s, 2H),
KapOOHOBO# KHCIOTHI aMHT 2,48 — 2,34 (m, 2H), 1.99 — 1.75 (m,

10H), 1,54 — 1.48 (m, 2H).

SC_3286 nuc-N-| 5-(8-JimveTnmamMuno-2- SC_3239 OCH30MIXIIOPHT SC_3240 1H SIMP (600 MI', IMCO) & 10,84 | 471,3
OKCO-8-(hcHm-1,3- (s, TH). 8,91 (s, 2H), 7.98 — 7.93 (m,
auasacnupo|4,5 | qexan-3-mi)- 2H), 7,62 - 7,55 (m, 1H), 7,50 (t,
THPUMHTHH-2-H.T]-OCH3aMHT 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 muc-8-JmveTHmaMuHo-8-perna- | INT-976 2-6pom-3- SC_3103 1H SIMP (IMCO-d6): 6 7.80-7.70 (br | 432,2

3-(5-enun-tuoden-2-um-1,3- QeruaTnoden s, 1H), 7,52 (d, 2H), 7,38-7,28 (m,
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quazacnupo[4.5]ackan-2-0H

7H), 7,20-7,17 (m, 2H), 6,27 (d, 1H).
3.61 (s, 2H), 2,49 (m, 2H), 1,95-191
(m. 10H). 1.48 (m. 2H).

SC_3288 1uc-1-(Iuxtonpoma-metun)-8- | INT-984 1-6pom-2- SC 3103 1H SIMP (CDCI3): & 7,49 (d, 1H), | 496,3
THMCTHIAMHHO-3-[2- (MCTHICY ThHOHHTM 7.41-7.22 (m, 8H), 4,45 (s, 2H), 3,64
(MCTHICY TB(OHHII-MCTHT)- CTHT)OCH30T (s, 2H), 3.15 (d, 2H), 2,79 (s, 3H),
(ermn|-8-(ormn-1,3- 2,71-2,67 (m, 2H), 2,37 (t, 2H), 2,06
auasacnupo|4,5|aekan-2-0H (s, 6H), 1,67-1,64 (m, 2H), 1,55-1,44

(m, 2H), 1,10-1,06 (m, 1H), 0.
(m, 2H), 0,39-0.35 (m, 2H).

SC_3289 muc-1-(Huktonpormua-merun)-8- | SC_3288 SC_3099 1H AMP (IMCO-d6): & 7,49-7,37 | 4823
MCTHIAMHHO-3-[2- (m, 5H), 7,32-7,30 (m, 3H), 7,19-7,15
(MCTHIICY Mb(JOHAII-MCTHT)- (m, 1H), 4,49 (s. 2H), 3,71 (s, 2H),
(ermn|-8-(ormn-1,3- 3,05 (d, 2H), 2.87 (s, 3H), 2,26-2,20
auasacnupo|4,5 | qexan-2-0H (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).

SC_3290 1mc-8-JAuvMeTHIaMHHO-8-(3- INT-1024 1-6pom-2- SC_3103 1H SIMP (600 MI', IMCO) & 7.46 | 460,3
(ropperin)-3-[2- (MeTuncy m(HoHHTM (dd, 1H), 7,39 (1d. 2H), 7,33 (dd, 1H),
(MeTuicy 1b(hOHUI-METHI)- eTun)OeH30 1 7,31 = 7.21 (m, 1H), 7.18 (d, 1H),
(enun]-1,3- 7,15 (dd, 1H), 7,08 (td, 1H), 4,50 (s,
quasacnupo[4.5]ackan-2-0H 2H), 3.56 (s, 2H), 2.88 (s, 3H), 2.42 —

2,24 (m, 2H), 1,99 — 1,89 (m, 8H),
1,88 - 1,75 (m, 2H), 1,60 — 1,48 (m,
2H).

SC_3291 1uc-8-/luMeTHIaMHHO-8-(4- INT-1025 1-6pom-2- SC_3103 1H SIMP (600 M, IMCO) & 7.46 | 460,3
(ropeni)-3-[2- (MeTuncy i(GoHnT (dd, 1H), 743 - 7,34 (m, 3H), 7,33
(MeTHICY Tb(HOHHI-METHI)- eTHn)OeH301 (dd, 1H), 7,28 (ud, 2H), 7,16 (t, 2H),
(ermn]-1,3- 4,49 (s, 2H), 3,55 (s, 2H), 2.88 (s,
auazacnupo(4,5]aexan-2-oH 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).

SC_3294 1wc-8-JAnveTHIaMrHO-8-(3- INT-1024 4-(5-Bpom-4-mernn- | SC_3103 TH SIMP (600 MI'u, IMCO) 3 8,13 | 469.3
(rophermm)-3-(4-meTHI-2- THPUMHIHH-2- (s, 1H), 7,40 (td, 1H), 7,22 - 7,11 (m,
MOP(OIHH-4-HI-THPHMHTHH-5- wnMOphoIHH 4H), 7,08 (td, 1H), 3,69 — 3.60 (m,
un)-1,3-auazacnupo[4,5]aexan-2- 8H), 2,34 — 2.31 (m, 2H), 2,20 (s,

OH 3H), 1,96 (s, 6H), 1.96 — 170 (m,
4H), 1,56 — 1,43 (m, 2H).

SC_3295 uuc-3-[6-(4-Anerun-nunepazus- | INT-976 1-[4-(5-6pom-4- SC_3103 1HAMP (IMCO-d6. 400 MT'n at 100 | 4913
1-um)-4-MeTHN-THPHAHH-3-H01]-8- METHI-THPHIHH-2- 0C), 8 (m.a) = 7.88 (s, 1H), 7,35-7.22
AUMeTHIAMHHO-8- (e miwt-1,3- HI)-nUnepasud-1- (m, 5H), 6,73 (s, 1H), 6,64 (s, 1H),
auazacnupo|4,5]aekas-2-oH M| -3TAHOH 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 1mc-3-[2-(4-Ancrun-nuncpasun- | INT-976 1-[4-(5-Gpom-4- SC_3103 TH-SIMP  (AMCO-d6, 400 MTm at | 4923
1-11)-4-MCTHI-THPHMATHH-5- MCTHI-TTHPHMHIWH- 100 0C), & () = 8,11 (s, 1H), 7,35-
11| -8-THMETHIAMHHO-8-(heHuI- 2-un)-nunepasuH-1- 7,24 (m, SH), 6.88 (s. 1H), 3.73 (bs.
1.3-nuazacnupo|4,5| aexan-2-ox HII|-9TaHOH 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 wc-8-JuverHnaMuHo -3-(4- INT-976 5-6poM-2-xnop-4- SC_3103 (ums | ITH-SIMP  (IMCO-d6, 400 MTw at | 442.3
MCTHI-G-TTHPHIWH-4-H T MCTHT-THPHAWH CTaanu 1), | 100 0C), & (m.x) = 8,65 (d. 2H, J =
THpHHH-3-11)-8-(heHmnn-1,3- (cragms 1). 4- | SC_3129 (s | 5,92 Tm), 8,50 (s, 1H), 7,96 (d, 2H, J
auasacmupo|4.5|ackan-2-0H TMHPHIMHIIOOPOHOB | CTaauu 2) = 5,96 I'm). 791 (s. 1H). 7.36-7,23

ad KWcmoTa (cragns (m, 5H), 7,07 (s, 1H), 3.57 (s, 2H),
2) 2,38-2,33 (m, 5H), 2,04 (s, 6H), 2,00-
1,88 (m. 4H), 1,61-1,57 (m, 2H).

SC_3298 uc-3-]2-(4-Anermr-munepasun- | INT-976 1-[4-(5-Gpom—4- SC_3103 TH-SIMP (JIMCO-d6, 400 ML at | 5463
1-nm)-4-(tpudyropmeriin)- TpuTOpMETII- 100 0C), 8 (m.a.) = 8,52 (s, 1H), 7,35-
MHPHMHAHH-5-111]-8- MUPUMEARH-2-HT)- 7.22 (m, 5H), 7,07 (s, 1H), 3.79-3,78
JUMETHIAMUHO -8- (e Hi-1,3- nHIepasHH-1-11]- (1, 4H, 5,08 Tw), 3,57 (1, 4H, 5,26 T),
anazacmupo([4, 5] ackan-2-0H 3TAHOH 3,39 (s, 2H), 2.36-2,32 (m, 2H), 2,04-

1,85 (m, 13H), 1,54-1,50 (m, 2H).

SC_3299 mc-8-JlpveTiimEO3-[2-(3- | INT-976 4-(5-Gponi-4- SC_3103 THAMP (JIMCO-d6, 400 MTm), & | 518.2
OKCO-TIHIICPA3HH-1-11)-4- TpuTOPMETHI- (m.3) = 8,55 (s, 1H), 7,77 (bs. 1H).
(tpudyropmernn)-nupuMHAHHE-5- IHPUMHIHH-2-HI)- 7,35-7,23 (m, 5H), 7.09 (s, 1H). 4,20
wi|-8-(ermwn-1,3- MUNepa3HH-2-0H (s, 2H), 3,92 (1,2H, J = 5,04 T'), 3,39
auazacmupo| 4,5 aekaH-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 1THSMP (IMCO-d6, 400 MI'u at 100
H30XHHOTHH-4-11-8-(cHm-1,3- INT-976 4-6pom- 00), & (m.x) = 9,16 (s, 1H), 8,41 (s, 1012
anasacrupo[4, 5] aekaH-2-0H H30XHHOJHH 1H). 8,13 (d. 1H, J = 8,12 T'w), 7,91 ”

(d, 1H, ) = 8,64 'm), 7,71 (t. 1H, J =
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758 Tw), 7.67 (1, 1H, ] = 746 T'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 1mc-8-JIMMCTHIAMHHO -3~ SC_3103 1HAMP (IMCO-d6, 400 MI' at 100
HM30XHHOJIHH-5-H-8-(ennn-1,3- 0C). & (m.3) = 929 (s.1H), 848
auazacnupo|4,5|aexan-2-0H 5-6povt- (d,1H, J = 592 I'm) 7,98-7,96 (m,

INT-976 ;I%OX!;HOHHH 1H), 7.70-7.64 (m, 3H), 7,36-7.23 (m, | 401,2
o 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 wuc-8-Jlnvermmavmuao-8-ermn- | INT-976 4-6pom-1H- SC_3103 1H SIMP (600 MT', IMCO) & 11,42 | 390,2
3-(1H-muppono|2,3-b | mupurus- mmppono|2,3- (s. 1H), 7,99 (d, 1H), 7,66 (br s, 1H),
4-um)-1.3-auazacoupo|4,5] aexaH- b|nupuaus 743 - 733 (m, 5H), 7,27 (t. 1H),
2-0n 7.22 (1, 1H), 6,65 — 6,60 (m, 1H),

3.91 (s, 2H), 2,45 — 2,27 (m, 2H),
1,98 — 1,82 (m, 10H), 1,56 — 1,49 (m,
2H).

SC_3303 1uc-8-/luverunamuno-8-genun- | INT-976 4-6pom-2- SC_3103 1H AMP (IMCO-d6): & 8,62 (d, 2H), | 434.1
3-(2-MHpHAHH-4-HI-THA3071-4- (mupHaHH-4- 7,82 (d, 2H), 7,61 (broad s, 1H), 7,54
wm)-1,3-auasacupo[4,5] ackan-2- WIT)THA30T (s, 1H), 7.40-7.37 (m, 4H), 7,29-7.27
on (m, 1H), 3,84 (s, 2H), 2,49 (m, 2H),

1,96-1.79 (m, 10H), 1,51 (m, 2H).

SC_3304 1uc-8-|MeTtua-(Terparuapo- INT-1026 4-(5- cragus 2 | 1H SMP (IAMCO-d6): & 8,56 (s, 2H), | 507.3
({ypan-3-mi-meriw)-amuno|-3-(2- opommupumuun-2- | SC_3097 (am | 7,65 (broad s, 1H), 7,36-7,23 (m, 5H),
MOp(OIIH-4-HI-THPHMUANH-5- wmmopQoH CHHTE32), 3,66-3,55 (m, 10H), 3.49 (s, 2H), 3,38
n1)-8-permr-1.3- SC_3292 u | (m, 1H), 2,32-2,26 (m, 3H), 2,11-1.94
anazacnupo[4, 5] ackan-2-0H SC_3293 (1 | (m, 6H).1,86-182 (m, 3H),1,50-
(3HanTHOMCp 1) Pa3ACICHHS 1.41(m, 3H).

JHAHTHOMCPOB)

SC_3305 uc-8-[MeTnu-(TeTparuapo- INT-1026 4-(5- cragust 1H AMP (AMCO-d6): & 8.56 (s, 2H), | 507.2
(dypan-3-H1-MeTHI)-aMHHO]-3-(2- SpommupnMuTEH-2- | SC_3097 (a1 | 7,66 (broad s, 1H), 7,35-7.24 (m, SH).
MOPQOIHH-4-H I-THPHMUAHH-5- unMopQomH CHHTE3a), 3,63-3,49 (m, 12H), 3,31 (m, 1H),
w1)-8-(eHmr-1,3- SC_3292 u | 227 (m, 3H), 2,11-1.84 (m, 10H),
auazacnupo|4,5]aexan-2-0H SC_3293 (a1 | 1,42 (m, 3H).

(3HaHTHOMCP 2) pasaciIcHus
3HAHTHOMEPOB)

SC_3306 wc-3-[2-(AseTHmuH-1-11)- 2-a3eTHIMH-1-11-5- | cTagma 2 | THAMP (AMCO-d6, 400 MTI'm at 100 | 407.2
THPUMHTHH-5-17T] -8~ GPOM-TIHPHMHINH SC_3242 0C), 6 (m.a) = 8,48 (s, 2H), 7,36-7.26
AUMeTHIaMUHO-8-(eHna-1,3- INT-976 (m, SH), 7,07 (s, 1H), 3,99 (t, 4H, T =
mmasactipo[4.5]nckan-2-01 7,18 T'm), 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 1mc-3-[2-(3,3-Aubrop-azernanH- 5-6pom-2-(3,3- cragus 2 | IHSMP (IMCO-d6, 400 MI'm at 100 | 443,2
1-p1)-nupuvuauH-3-11|-8- au(yTop-aseTHanE- SC 3242 0C), 6 (p.a) = 8,62 (s, 2H), 7.37-7,25
JUMETHIAMHHO-8-(eHun-1,3- INT-976 1-un)-nupumMuus (m, 5H), 7,20 (s, 1H), 4,38 (L, 4H,J =
auazacnupo[4,5]aexan-2-01 ' 12,40 Tw), 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 1mc-8-JuveTiIaMuHO -3-[6- 4-(5-Gpom-3- SC_3103 THAMP (IMCO-d6, 400 MI'm at 100 | 504,3
MopdomH-4-11-5- TpUPTOPMETHI- 0C), 3 (M.1) = 8,63 (s, 1H). 8,38 (s.
(TpuyTOPMETHIT)-THPHTHH-3-HIT| - INT-976 MUPUIUH-2-HIT)- 1H), 7.37-7,25 (m. 6H), 3.71 (bs.
8-(ermwr-1,3- : mop(oaun 4H), 3,65 (s, 2H), 3,03 (bs, 4H), 2,37-
auazactupo|4,5]nekan-2-00 2,32 (m, 2H). 2,03 (s, 6H), 1,98-1,88

(m, 4H), 1,55-1,52 (m, 2H).

SC_3309 nuc-8-MeTuaMuHo-3-|6- SC_3099 1HSAMP (IMCO-d6, 400 MI'u at 100 | 490,4
Mopdomn-4-11-5- 0C), 6 (m.4.) = 8,68 (s, 1H), 8.42 (s,
(TpudrropMeTHI)-MUPHIHH-3-H1]- 1H), 7.48 (d, 2H, J = 8,12 Tw), 7.33
8-(porm-1,3- SC 3308 (t, 2H, T = 7.62 Tw), 7,20 (t, 1H, T =
amasactiipo[4.5]ackan-2-00 = 7,38 Tm), 7,14 (s, 1H), 3.75-3.71 (m,

6H), 3,03 (t, 4H, J = 8,88 T'm), 2,08~
2,02 (m, 2H), 1,95-1.79 (m, 8H),
1,58-1,55 (m, 2H).

SC_3310 1uc-8-Tuverwiamuno-8-genun- | INT-976 2-6poM-5- SC 3103 1H SIMP (600 MT'y, AMCO) 6 8,32 — | 4352
3-[5-(TpuTOPMETHIOKCH)- (TpH(TOPMETOKCH)- 8,26 (m, 2H), 7,86 — 7,82 (m, 1H),
mapuaEH-2-11]-1,3- TTHPHIHH 7.79 (dd, 1H), 7.41 — 7,33 (m, 4H),
auazacnupo|4,5]aexan-2-oH 7,27 (1, 1H), 3,71 (s, 2H), 2.46 — 2,33

(m, 2H), 1,96 (s, 6H), 1,94 — 1.72 (m,
4H), 147 (1, 2H).
SC_3311 1mc-8-JIPMeTHIaAMHHO -3 ~(5 - INT-976 2-6poM-5- SC_3103 1H SIMP (600 MI'u, MCO) § 8.66 | 429,2

MCTHIICY Th()OHUNI-TTHPHTHH-2~
wi)-8-(erwt-1,3-
auazacnupo|4,5]aexan-2-oH

MCTHIICY Mb(OHHIIH
pranH

(dd, 1H), 839 (dd, 1H), 8,14 (dd.
1H), 8,06 (s, 1H), 742 — 7,33 (m,
4H), 7.28 (1, 1H), 3,77 (s, 2H), 3,21
(s. 3H), 2,46 — 2.32 (m. 2H). 2,03 —
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1.68 (m, 10H), 1.52 — 1,46 (m, 2H).

SC_3312 1mc-6-(8-IumeTnnamuno-2-0kco- | INT-976 6-0poMmupuanH-3- | SC_3103 1H SMP (600 MI'u, IMCO) § 8.66 | 376,2
8-¢ermn-1,3- KapOOHHTPHIT (d. TH), 8,34 (d, 1H), 8,08 (dd, 1H),
auazacnupo[4,5]aexan-3 -n)- 741 — 7.33 (m, 4H), 7.28 (t, 1H),
HAKOTHHOHHTPHIT 3.74 (s, 2H), 2.46 — 2,30 (m, 2H),

1.96 (s, 6H). 194 — 1,73 (m, 4H),
1,51 — 144 (m, 2H).

SC_3314 1Hc-8-JAMMCTHIAMHHO -3 -[4- INT-976 4-(5-Bpom-4-merun- | SC_3103 1HAMP (IMCO-d6. 400 MIm at | 4642
METHI-2-(3-0KCO-NHUNepasHH-1- THPUMHIHH-2-UIT)- 1000C ), & (3.1.) = 8,14 (s, 1H), 7.65
W) -NHPUMHINH-5-11]-8-(eHmn- MUNEPA3HH-2-0H (bs, 1H), 7,34-7,23 (m, 5H), 6,89 (s,
1,3-auazacnupo[4,5]aexan-2-01 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 mHc-5-(8-JluMeTHmaMuHo-2-0kco- | SC_3312 SC_3016 1H SIMP (600 MI'n, IMCO) § 8,80 | 394.2
8-(permn-1,3- (d, 1H), 8,10 (dd, 1H), 7.95 — 7.89
auazacnupo|4,5]aexan-3-ui)- (m, 2H), 7,79 (s, 1H), 7,42 — 7,35 (m,
THPHIHH-2-KapOOHOBOH KHCITOTHI 5H). 7.28 (s, 1H). 3,67 (s, 2H), 2,48 —
avug 2,28 (m, 2H), 1,95 (d, 10H), 1,53 —

1,46 (m, 2H).

SC_3316 1uc-3-[4-(Aseruans-1-wm)-2- INT-976 4-azeruaun-1-un-5- | craams 2 | IHAMP (IMCO-d6, 400 MI'u at 100 | 421,2
METHI-MTHPHMHAMH-5-11]-8- OPOM-2-MeTHI- SC 3242 0C), & (m.a.) =7.85 (s, 1H), 7,34-7.23
JUMCTHIAMHHO-8-(eHmn-1.3- TTHPAMHAIHH (m, 5H), 6,93 (s, TH), 4,11 (t, 4H, T =
mmnasactupo[4,5] ackan-2-0H 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 nuc-2-(8-/lumerunamuno-2-oxco- | INT-976 2- SC_3103 (craams | 1H SIMP (600 MI'y, IMCO) & 7,50 | 393,2
8-(ennn-1.3- OPOMOCH30HUTPHI 1), SC_3016 | (s, 1H), 7.42 (dd, 1H), 7,42 - 7,32 (m,
auazacnupo[4,5]aexan-3-1i)- (cTaaus 2) 5H), 7,31 (d, 1H), 7.26 (1, 1H), 7.23 —
OcH3aMIT 7.13 (m, 3H), 3.53 (s, 2H), 2.41 -

2,27 (m, 2H), 1,96 (s, 6H), 1.90 (1,
2H), 1,86 - 1,68 (m, 2H), 1,52 — 148
(m, 2H).

SC_3318 1uc-8-JluMeTHIaMuHO-3-[2- INT-997 1-6pom-2- SC_3103 1H SIMP (600 MI'u, AIMCO) & 7,47 | 4482
(MCTHICY Tb(HOHUII-MCTHIT)- (MeTHICY TB(HOHHIM (dd, 1H), 7,43 — 7,36 (m, 2H), 7,34
(pennn]-8-tHoden-2-ui1-1,3- €THT)-0eH301 (dd, 1H), 7,29 (ddd, 1H), 7,19 (s, 1H),
uasactupo[4,5]aexan-2-0H 7,05 (ddd, 1H), 6,94 (d, 1H), 4,50 (s,

2H), 3,61 (s, 2H), 2,89 (s, 3H), 2.35 —
221 (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 nuc-8-Jlumerniamuno-3-(4- INT-997 4-(5-6pom-4-metun- | SC_3319 1H SIMP (600 MTI'u, AMCO) 6 8,15 | 457.2
MeTHI-2-MophoauH-4-11- MUPUMHAMH-2- (d, 1H), 7.41 (dt, 1H), 7.13 (s, 1H),
THPHMHIHH-5-171)-8-THOheH-2- nmMopdoHH 7,05 (ddd, 1H), 6,94 (dd, 1H), 3,71 —
un-1,3-amazacupo[4,5] nckan-2- 3,60 (m, 8H), 3.44 (s, 2H), 2,32 —
on 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 1HC-8-J[UMETIIAMHEO-3-(6- INT-976 5-6pom-2- SC 3103 IH $IMP (600 MTn, AMCO) & 8,89 | 429,2
METHICY Ib(JOHH I-IHPHAHH-3- METHICY Tb(OHIIIH (d,J=2,6Tu, 1H), 8,28 (dd. J = 8.9,
un)-8-era-1,3- PUIHH 2.6 Ty, 1H), 7,93 (d, 1H), 7.42 - 7,34
mmasactiipo[4.5]ackan-2-00 (m, 4H), 7.31 = 7,25 (m, 1H), 3,71 (s,

2H), 3.18 (s, 3H), 2.48 — 2.33 (m,
2H), 2,04 — 1,76 (m, 10H), 1,54 —
1,48 (m, 20).

SC_3322 urc-8-JimveTraavuHo-8-dermn- | INT-976 TPCT-Oy THI-5- SC_3103 (ana | TH SIMP (600 MT', IMCO) § 11.45 | 390,2
3-(1H-mppono[2,3-b]mupuamH- Spommupposo[2.3- | cragum 1), | (s, 1H), 8.38 (s, 1H), 8,00 (d, 1H),
5-u1)-1,3-guazacmupo|4,5 | aexan- b|mupuaue-1- SC_3173 (ana | 7,85 - 7,81 (m, 1H), 7.70 — 7,66 (m,
2-0H KapOOKcHIaT craguu 2) 2H), - 7,53 (m, 3H), 741 (t,

(cTamus 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), 1.41 — 1.37 (m, 2H).

SC_3323 1wc-N-[5-(8-TnmeTunamuno-2- SC_3239 AUCTHIXIOPHT SC_3240 1H SIMP (600 MI'n, IMCO) & 10,36 | 409,2
oxco-8-permi-1,3- (s, 1H), 882 (s, 2H), 840 (s.
auasacnupo|4,5 | nexan-3-um)- rotamer), 7,67 (s, 1H), 7.44 — 731
TIHPHMATHH-2 -HJT] -aUCTaMHAT (m, 4H), 7,27 (td, 1H), 3.62 (s, 2H),
(smanTHOMED 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-MeTun-nunepasuH- INT-1026 5-0poM-2-(4- cragusa 2 | 1H sAMP (AMCO-d6): & 8,52 (s, 2H), | 518.3
1-11)-MHpHMHIHH-5-11]-8 - mMeTHmHnepasuH-1- | SC_3097 (mma | 7,64 (broad s, 1H), 7,36-7,23 (m, SH),
[McTHI-(TCTparnapo-(ypan-3-ui- W) THPAMHINH CHHTC3a), 3,66-3.55 (m, 7H), 3.48 (s, 2H), 3,37-
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METHI)-aMHHO|-8-(erm-1.3- SC_3292 u [ 336 (m, 1H), 2.33-2,13 (m, 11H),
muasacnupo[4,5]ackan-2-0H SC_3293 (g | 2,01-1,82 (m, 9H), 1,50-1.41 (m, 3H).
(sHaHTHOMED 2) paszeneHus

SHAHTHOMCPOB)

SC_3325 1mc-3-[2-(4-MeTH1-nunepasHH- INT-1026 5-6poM-2-(4- cTaaus 2 | 1TH AMP (IMCO-d6): & 8,52 (s, 2H), | 518.3
1-no1)-HpIMEAWH-5-H01] -8 - mermmwanepasua-1- | SC_3097 (s | 7,64 (broad s, 1H), 7,36-7.24 (m, 5H),
[MeTHn-(TeTparuapo-Gypan-3-un- M) THPHMETHH CHHTC3a), 3,66-3.55 (m, 7H), 3.48 (s. 2H), 3.36
METHI)-aMuHO | -8-(permi-1,3- SC_3292 u | (m. 1H), 2,34-2,13 (m. 10H), 2.01-
auazacnupo|4,5]aexan-2-0H SC_3293 (umt | 1,83 (m, 10H), 1,50-1,41 (m, 3H).

pazaeneHus
SHAHTHOMCPOB)

SC_3326 1mc-8-JIHMeTHIaMIHO -3 -(4,6- INT-976 4-(5-6pom-4.6- SC_3103 - 4653
JAMCTHIT-2-MOP O THH-4-11T- JHMCTHIT-
THPHMHTHH-5-H1)-8-(Pernn-1,3- TMHPUMHIHH-2-
auaszacnupo|4,5|aexan-2-0H wi)mMophomH

SC_3327 1HC-8-IHMeTHIAMEHO-3-(2- INT-1027 mop(onus SC_3120 1H AMP (600 M, JMCO) & 8,58 | 4432
MOPp(OIHH-4 -HIT-IHPHMHAHH-5- (s, 2H), 7,43 (dd, 1H), 7,40 — 7,32 (m,
um-8-ruopen-2-un-1,3- 1H). 7,07 (dd, 1H), 6,96 (dd, 1H),
auasacnupo|4,5]jexan-2-0H 3,67 - 3,61 (m, 4H), 3,62 — 3,57 (m,

6H), 2,31 — 2,27 (m, 2H). 2,04 (s,
6H), 1,91 (1, 2H), 1,86 — 1.82 (m,
2H), 1,56 — 1,50 (m, 2H).

SC_3328 1mc-6-(8-/IumeTnnamuno-2-0kco- | SC_3312 SC_3016 1H SAMP (600 MI'u, IMCO) & 8,71 | 394.2
8-pormn-1,3- (d. T7=23Tu 1H), 8,24 (d. J = 89
muasacoupo[4,5] qexan-3-m)- T'm, 1H). 8,12 (dd, J = 9.0, 2,4 I'm,
THPHIHH-3-KapOOHOBOH KUCIOTHI 1H). 7,95 (s, 1H), 7.86 (s, 1H), 7,36
amua =13,7,6,6 Tu, 5H), 7,27 (1,

7.2 T, 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 mc-8-JInMeTHIaMIHO-3-[2- INT-997 5-6pom-1-meTin-3- | SC_3319 TH SAMP (600 MT'n, IMCO) & 7.66 — | 428.2
MeTHI-5-(TpudTopMeT)-2H- (TpuhropMeTHI)IH 7,63 (m, 1H), 7,42 (dd, 1H), 7.06 (dd,
Tipason-3-un]-8-ruodeH-2-ur- pasox 1H), 6,95 (dd, TH), 6,64 (s, 1H), 3,75
1.3-gua3acnupo|4, 5] nexkan-2-0H (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
(m, 2H).

SC_3330 1uc-8-JIpMeTHIaMiHo-3-[2-[(2- INT-1027 2- SC_3120 1H SIMP (600 MI'u, IMCO) & 8.48 | 431,2
THAPOKCH-3THIT)-MCTHI-aMHHO] - (MCTHITAMHHO)3TAHO (s, 2H), 7.43 (d, 1H), 7,30 (s, 1H),
THPUMHAHH-5-171]-8-THO heH-2- n 7.07 (dd. 1H), 6,96 (d. 1H), 3,61 (dd,
un-1,3-auazacnupo[4,5] nekan-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 1HC-8-JIHMeTHIAMHIHO-3-[ 2-(2- INT-1027 4-(4,4.5,5- SC_3208 1H SMP (600 MI'n, JMCO) 3 10,46 | 4892
oxco-1,3-auruapo-uH10n-4-1w)- Terpamerui-1,3,2- (s, 1H), 9,12 (s, 2H), 7,87 (d, 1H),
TMHPUMUAHH-5-171]-8-THO hen-2- auokcabopoIan-2- 747 — 742 (m, 1H), 731 (t, 1H),
un-1,3-1mazacnupo[4,5] nekan-2- HIT) HHIOJHH-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-JluverwiaMuHo-3-[4- INT-976 4-(5-6pom-4-meTun- | cragus 2 | IH-SIMP (IMCO-d6, 400 MI'u at | 463,2
METHI-6-(3-0KCO-TIHICPa3HH-1- TUPHIUH-2-H1T)- SC_3097 1000C), & (M.3.) = 7.89 (s, 1H), 7,62
W) -mupuanH-3-11]-8-permi-1,3- IHOEPA3HH-2-0H (bs, 1H). 7,35-7,22 (m, 5H), 6,73 (s,
auazacnupo|4,5]aexan-2-oH 1H), 6,62 (s, 1H), 3.96 (s. 2H), 3,68

(t, 2H, J =52 Twm), 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 1HC-8- JIHMCTIIAMEHO -3-(4- INT-976 5-6pom-2-xmop-4- SC_3103 (a1 | 1H-SIMP  (JIMCO-d6, 400 ML at | 4423
METHI-6-TIHPHIANH-2 -~ METHI-TTHPHIHH CTagun 1), | 100 0C), & (m.3) = 8,64 (d, 1H, J =
nupuAnH-3-w)-8-(Pern-1,3- (cramust 1), 2-| SC_3162 (ami | 4,0 T'w), 8,45 (s. 1H), 831 (d, IH, J =
Auazacnupo[4,5]aexan-2-ox TPHOYTHICTAHHAHM | CTaIuH 2) 8,68T'w), 8,22 (s, 1H), 7.88 (1, 1H, J =

J-TIHPHANH (CTagHs 7.04 Tw), 7,39-7.35 (m, 5H), 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 1HC-8-JIHMeTHIAMHIHO-3-(4- INT-976 3-6pom-4- SC_3103 (ant | IHAMP at 1000C (IMCO-d6, 400 | 429.3
MCTHIICY Th(h)OHHI-TUPHIHH-3 - MCTHIICY Th(haHmT- cTagnn 1), | MI'm), & (m.x) = 8.77-8,72 (m, 2H),
um-8-(enni-1,3- mupugus (cragus 1) | SC_3008 (o | 7.85-7,84 (m, 1H), 7,35-7.23 (m, 6H),
mmaszacnipo[4.5]nekan-2-01 craanu 2) 3,60 (s, 2H), 3,31 (s, 3H), 2,36 (bs,

2H), 2,03-1,82 (m, 10H), 1.60-1,58
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(m, 2H).

SC_3335 1mc-3-(Bersoruason-7-um)-8- 75 SC_3103 4071
JAMCTHIAMIHO-8-(cHun-1,3- INT-976 o P(N_ §

) OCH30THA30TT
auazacnupo[4,5]aexan-2-06

SC_3336 1uc-8-JInMeTHIaMHHO-8~(4 - INT-1025 4-(5-6pom-4-metnn- | SC_3319 1H SIMP (600 MI'u, AMCO) & 8,13 | 469.3
dropheriT)-3-(4-MeTHI-2- THPHMHIHH-2- (s, 1H), 7.41 — 7.35 (m, 2H), 7,22 —
MOP(OIHH-4 -HT-THPAMHIIH-5- wnmopdhomH 7,13 (m, 3H), 3.69 — 3,60 (m, 8H),
um)-1,3-auazacnupo|4.5] ackan-2- 2,35 - 2,31 (m, 2H). 2,20 (s. 3H),

OH 194 (s, 6H). 1,93 — 1.74 (m, 4H),
1,53 — 1.43 (m, 2H).

SC_3337 1uc-2-[8-lumerniamuno-3-[4- SC_3122 2-xnop-N,N- INT-988 (cramus | 1H SIMP (600 MI'u, IMCO) & 8,59 | 518.3
METHI-0-(TpH(TOPMETHI)- auMeruin-aneraMud | 1) (s, 1H), 7.82 (s, 1H), 7,37 — 7,32 (m,
THPHANH-3-11]-2-0Kco-8-(e HILT- 4H), 7.25 (ddd, 1H), 4,00 (s. 2H),
1,3-amazactiupo[4, 5] aekan-1-m] - 3,80 (s, 2H), 3,07 (s. 3H), 2,87 (s,
N.N-auMeTuI-aneTaMug 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 1HC-8- JIHMETHIAMHIHO-3-[ 2-(2- INT-989 2-metn1-4-(4.4.5.5- | SC_3208 1H AMP (600 MI'm, MCO) & 9,57 | 4973
METHI-1-0Kco-2,3-auruapo- TerpameTwi-1,3,2- (s, 1H), 9,08 (s, 2H), 8,52 (d, 1H),
H30UHA0I-4-H1)-THPUMHIHH-5 - Auoxcadoposan-2- 843 (s, 1H), 7,77 (d, 1H), 7,72 (d,
un]-8-er-1,3- M) H30HHIONHH-1- 2H), 7,63 (t, 1H), 7.59 (t, 2H), 7.55 (t,
mmasactipo[4,5]nekan-2-06 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). 143 —
1,35 (m. 2H).

SC_3339 1Hc-2-| | 5-(8-/luveTHnaMuEo -2- INT-976 (5-6poM-2-meTun- cTagus 2 [THAMP at 100°C (IMCO-d6, 400 | 438,4
oxco-8-(pennn-1,3- mupUMHAH-4- SC 3242 (amwt | MTw), & (m.a) = 7,93 (s, 1H), 7,36-
auazacnupo|4,5]aexaH-3-1m)-2- HIAMHHO )~ CTaauu 1). | 7.22 (m, 5H), 7,12 (s, 1H), 6,91 (bs,
MCTHI-TTHPHMHIHH-4 -} T]aMHHO] - AUCTOHHTPHIT SC_3016 (mma | 2H), 6,58 (bs, 1H), 3,94 (d, 2H), 3,46
aueTamuz (craams 1) craguu 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 wc-8-JnvernnaMuHo-3-[4- INT-976 3-6poM-4- cragns 2 | THSAMP at 1000C (MCO-d6, 400 | 443 4
(MCTHIICY TB(HOHHIT-MCTHIT)- mcTarcyb(ormme | SC_3097 M), & (m.x.) = 8,53 (s, 1H), 8,43 (d,
THPHIHH-3 -11] -8-(eHnn-1,3- THI-THPHIUH 1H, J = 488 Tm). 748 (d, 1H, J =
Jauasacnupo|4,5|nekan-2-on 4,88 I'm), 7,36-7,23 (m, 5H), 7,15 (s.

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 1uc-8-JluMeTHIaMuH0-3-[6-(4- INT-976 4-(5-6pom-2- SC_3242 (craaus | IH JAMP (600 MI'n, CDCI3) & 8,09 | 463.3
METHII-3-OKCO-MHNEePa3uH-1-1w1)- mupuaun)-1-merun- | 2) (d, 1H), 8,00 (dd, 1H), 7.45 — 7.39
mupuaEHE-3-1i1]-8-te rmn-1.3- THNCPA3HH-2-0H (m, 2H), 7,37 — 7,28 (m, 3H), 6,61 (d,
mmaszactiipo[4.5]ackan-2-00 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-JTuverniamuno-3-(2,4- INT-976 5-0pom-2.4- SC_3103 1H SIMP (600 MT'u, AMCO) & 8,46 | 380,3
THMETHI-THPUMHINH-5-11)-8- JUMETHII- (s, 1H), 7.45 — 7,33 (m, 5H), 7,28 —
termn-1,3- TTHPAMHAIHH 7,24 (m, 1H), 3,51 (s, 2H). 2,54 (s,
Jawnasactinpo[4,5]ackan-2-00 3H), 2,41 — 2,28 (m, 5H), 2,03 - 1,77

(m, 10H), 1,56 — 1,49 (m, 2H).

SC_3344 1Hc-8-JlHMeTHIaMuHO-3-[2-(1- INT-989 4-(4,4,55- SC_3208 1H SAMP (600 MTI'u, AMCO) & 9,06 | 4833
OKCO-2,3~TUTHAPO-H30 HHIOM-4- TerpameTra-1.3.2- (s, 2H), 8.67 (s, 1H), 8,52 (d, 1H),

L) -ITHPAMATUH-5 -101] -8-(he HAT- HOKCaBopoIan-2- 8,39 (s, 1H), 7,75 (dd, 3H), 7.66 —

1.3-gma3acnupo| 4.5 | nexkaH-2-0H; M) H30HHAOHH- 1 - 7,51 (m, 4H), 4,75 (s, 2H), 3,38 (s.

2.2,2-1pu(TOp-y KCYCHAS KHCI0TA OH 2H), 3,18 (s, 2H), 2,75 (d, 2H), 2,60
(s, 6H), 2.27 (1, 2H), 1,91 (d, 2H),
1,39 (t, 2H).

SC_3345 1yc-8-JinvernraMinao-3-[6-[(2- INT-976 2-[[5-6pom-3- SC_3103 TH AMP (600 MI'u, IMCO) & 8,55 — | 4923
THAPOKCH-3THIT)-MCTHI-aMHHO] - (tpr¢rropMeTHIT)-2- 8,51 (m, 1H), 8,35 (d, 1H), 7,62 (s,
S-(TpH(TOPMCTHIT)-TTHPHIIH-3- TTHPH U] -MCTHI- 1H), 7.37 (td, 4H), 7.27 (td. 1H), 3,63
unl-8-pern-1,3- AMHHO|3TaHOT (s, 2H), 3,50 (td, 2H), 3,20 (t. 2H).
auazacnupo|4,5|nexan-2-0H 2,78 (s, 3H), 2,43 — 2,36 (m, 2H),

1,96 (s, 6H). 1,95 — 1,75 (m, 4H),
148 (t, 2H).
SC_3346 muc-8-JluveTwiavuso-8-gerun- | INT-976 3,3,3-rpudyropmpon- | SC_3313 1H SIMP (600 MI'u, AMCO) & 9,56 | 4873

3-[2-[4~(Tpudropmern)-1H-
[1,2,3]tpuazox-1-w1]-
THPUMEAHH-5-17]-1,3-
amasactipo[4.5]ackan-2-01

1-un, 2-a3u10-3-
OPOM-NUPUMHIHH

(d, 1H). 9,16 (s, 2H). 7.99 (s, 1H),
742 - 735 (m, 4H), 7.31 - 7.25 (m,
1H), 3,75 (s, 2H), 2,49 - 2,34 (m,
2H), 2,05 — 1,75 (m, 10H), 1,60 —
1,47 (m, 2H).
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SC_3347 1mc-8-JAMCTHIAMIHO =3[ 2-(4- INT-976 3-MCTHIOY T-1-HH, SC_3313 1H SIMP (600 MI'u, IMCO) & 9,10 | 461.3
msonporm-1H-[1,2.3]tprason-1- 2-a3u100-5-Gpom- (s, 2H), 8,50 (d, 1H), 7,91 (s, 1H),
HT)-ITHPHMEHH-5 - 1] -8-(he Hun- THPAMHTHH 7.42 — 735 (m, 5H), 7,28 (td, 1H),
1,3-anasaciupo[4,5] ackan-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 mmc-8-JAmveranamuro-3-[6-(1,1- | INT-976 14-tuaspman  1,1- | SC_3242 1H SMP (600 MT'u, IMCO) & 8,23 | 4842
Jawnoxco-[1.4]tnasrHan-4-m)- JHOKCHT, 5-OpomM-2- (d, 1H), 7.93 (dd, 1H), 7,41 — 7.33
THPHIHH-3-11]-8-(pennn-1,3- XTOP-THPUIHH (m, 5H), 7.27 (t. 1H), 6,98 (d, 1H),
JAuazacnupo|4,5|aekan-2-0n (cramus 1) 3,97 (t. 4H). 3,53 (s, 2H), 3.04 (t.

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 1uc-5-(8-Jumerrnamuno-2-okco- | INT-976 5-0pom-2- SC 3242 1H SMP (600 MI'u, JMCO-d6) & | 461,3
8-(enmn-1,3- XIOPIHPHAUH-3- 8,66 (d, J =2,9Tu, 1H), 825, J =
auazacnupo[4,5]aekan-3-1m1)-2- KapOOHUTPHI, 2.8 T, 1H), 7,60 (s, 1H), 7.41 - 7,33
Mopdome-4-1i- Mopdomus (m, 4H), 7,30 — 7,24 (m, 1H), 3,74 —
HHKOTHHOHHTPHI 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 1uc-8-Jluverunamuno-3-(1- INT-976 5-6pom-1- SC_3103 1H AMP (600 MI'u, IMCO) 6 8,64 | 4682
Metuicy b(onun-1H- METHICY Tb(OHIT- (d, 1H), 8,28 (d, 1H), 7.65 (dd, 1H),
muppono[2,3-b]mupuanH-5-1m)-8- mppono[2.3- 7.57 (s, 1H), 7.38 (dd, 4H), 7.28 (dt,
tenmn-1,3- blmupras 1H). 6,72 (dd, 1H), 3.68 (s, 2H), 3.65
Jamasactiipo[4,5]ackan-2-0H (s, 3H), 2,48 — 2,29 (m, 2H), 1,98 (s,

10H). 1,53 — 144 (m. 2H).

SC_3351 1mc-8-JAmveraramuro-3-(1H- SC_3357 1H-SIMP (AIMCO-d6, 400 MTi at
HHIOT-4-111)-8-(heHMT-1,3- 100 0C), & (m.x) = 10,77 (bs, 1H),
Jauaszactupo[4,5]ackan-2-0H 4-6pom-1-(T01y0.1- 7.37 (bs., 4H), 7.24-7.18 (m, 3H),

INT-976 4-cymsponm)-1H- 7.02-6,94 (m, 2H), 6,81 (bs, 1H), 6,41 | 389.3
wHIoN (cTamms 1) (s, TH), 3,66 (s, 2H), 2,36-2,33 (m,
2H), 2.05-1,96 (m, 10H), 1,60-156
(m, 2H).

SC_3353 1101C-8- JIUMETHIAMUHO -3 | 2- INT-976 1-6pom-2-Qrop-4- | SC_3103 1H SIMP (600 MT'w, IMCO) & 7,62 | 452.2
(prop-4-(TpudropmeTHIOKCH)- (TpudropmeToKCH)- (L, 1H), 7,50 — 7.46 (m, 1H), 7.40 (dd,
(ennn]-8-deri-1,3- Ben3on 1H), 7.38 — 7,31 (m, 4H), 7,25 (t,
Jwnasactinpo[4,5]ackan-2-00 1H), 7,21 (d, 1H), 3,57 (s, 2H), 2,38

(d, 2H), 1,97 — 1,88 (m, 8H), 1,84 —
1,79 (. 2H), 1,53 — 1.46 (m, 2H).

SC_3355 uuc-8-Jlumermnamuno-3-(1- INT-976 4-6pom-1-meTn- SC 3103 1H SIMP (600 MI'u, AMCO) 6 8,04 | 404.3
meTun-1H-mupporo|2,3- mEpposo|2,3- (d, 1H), 7.70 (s, 1H), 7,47 (d. 1H).
b|mupuann-4-un)-8-deruwn-1,3- b|nupuaus 741 - 7,33 (m, 4H), 7,31 — 7,24 (m,
auazacnupo[4,5]aekan-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 (1, 2H).

SC_3356 wmc-3-(1-Ancrrn-1H-nHxom-4- SC_3379 TH-5IMP  (IMCO-d6, 400 MTI'm at
1) -8 - TMMCTHIAMHHO -8 - (e HIIT- 100 0C), 3 (m.x) =812 (d, 1H,J =
1.3-nmazacnupo|4,5|aexan-2-0H 8,28 I'm), 7.68 (d, 1H, J = 3,64 I'w),

< . 7,36-7,22 (m, 6H), 7,16 (d, 1H, J =| ,,
SC 3351 AUETHIXIOPHT 780 T, 7,01 (s, 1H), 6,69 (d, 1H, J 431,2
=38 Tw), 3.66 (s, 2H), 2,62 (s, 3H),
238233 (m, 2H), 2,05-192 (m,
10H), 1,61-1.56 (m, 2H).

SC_3358 1mc-6-(8-JumeTrnamuHo-2-0kco- | INT-976 6-XJI0p-3-MCTHI- SC_3103 1H SIMP (600 MI'm, AMCO) & 8,64 | 390,2
8-¢orn-1,3- THPHIWH-3- (s, 1H), 8,12 (s, 1H), 7.76 (s, 1H),
muasacmupo|4,5]ackan-3-1m)-3- KapOOHHTPHI 739 — 7.34 (m, 4H), 7.27 (s, 1H),
METHII-HUKOTHHOHHTPHIT 3,71 (s, 2H). 2,43 - 2.15 (m, 5H),

2,11 - 1.70 (m, 10H), 1.52 (s, 2H).

SC_3359 1uuc-6-(8-Jumerunamuno-2-okco- | INT-976 6-x10p-3-(rop- SC 3103 1H SIMP (600 My, AMCO) & 8,64 | 394,2
8-(heri-1,3- MUPHIHH-3- (d, 1H), 8,30 (dd, 1H), 7,95 (s, 1H),
auazacrupo|[4, 5] aekan-3-mm)-3- KapOOHHTPHIT 740 — 7.31 (m, 4H), 7.29 - 7.23 (m,
()TOP-HIKOTHHOHHTPHIT 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).
1uc-6-(8-IMMETHIAMIHO-2-0KCO- (lé:l fﬁ\;{l’ 8,((?(?(1 I;Lg;’(l’il\gg?) 723:’?:

SC 3361 8_(1@”143_4 5 3aun)5- | SC 3358 SC 3016 L), 744 (s, 1H), 7.38 — 730 (. | 4445
- ool S| S35 - a7 ot S |40
KHCHOTH AMH 2H), 2,37 - 2,26 (m, 5H), 2,05 - 1,75
) (m, 10H), 1,51 (¢, 2H).

1HC-6-(8-IHMETHIAMHHO -2 -0KCO- 1H SMP (600 MI'u, AMCO) & 8,65 —

SC 3362 8-(porr-13- SC_3359 SC_3016 8,61 (m, 1H), 8,13 (5, 1H), 804 (dd, | ;o

auazacrupo|[4, 5] ackan-3-mm)-3-
(rop-mrpmIH-3 -KapOOHOBOH

1H), 7.76 (s, 1H), 7.59 (s, 1H), 7,39 —
7.30 (m. 4H), 7.28 — 7.21 (m, 1H),
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KHCJIOTBI AMHI

370 (s, 2H), 2,41 — 2,23 (m, 2H),
1,96 — 1.76 (m. 10H), 1.50 (t, 2H).

1uc-8-JIuMeTHnaMuHEo -3-[4-
METHI-G-(TPHTOPMETHIT)-

5-6poM-4-MeTHT-2-

TH SIMP (600 MT'w, AMCO) & 8.56
(s. TH), 7.80 (s, 1H). 7.52 (s, 1H).
724 (. 1H), 7,17 — 711 (m, 2H),

SC_3363 rpr-3-na]-8-moromr-1,3- | VL1038 (rpdropvermmmr | SC_3319 7.06 (d. TH), 3.60 (s, 2H), 2.39 - 225 | *472
mazactnpo|4, 5| AeKan-2-01 pru (m, 8H), 2,01 — 1,78 (m, 10H), 1,58 —

1,48 (m, 2H).

IH SIMP (600 M, AMCO) 5 8,79
uuc-3-(8-JIumeTHiaMuHO-2-0KCO- (s, 1H), 8,50 (d, 1H), 7,84 — 7.80 (m,

) 8-(her-1,3- . 3-GPOMIHpHAHH-4- ) 1H), 7.37 (td, 4H), 7.26 (td, 1H), 3.79 | -,
$C_3364 AMa3acTHpPO[4, 5] neKkaK-3 1) INT-976 KAPOOHUTPHT SC3242 (s, 2H), 2,43 - 236 (m, 2H), 1.97 ¢s, | >76?
H30HUKOTHHOHHTPHT 7H), 1,96 — 1,91 (m, 2H), 1,88 — 1.81

(m, 2H). 1,61 — 1.45 (m, 2H).

1H SIMP (600 MI'n, IMCO) & 10,51
-8~ JIHMETHIAMHHO-3-| 3- 4-(4,4.5.5- (s, 1H), 8.39 (d, 1H), 7,96 (dd, 1H),
(rop-5-(2-oxco-1,3-aurunapo- Terpamerun-1,3,2- 741 - 7,32 (m, 4H), 7,28 (dt, 2H),

SC_3365 HHAOT-4-HT)-MTHPHIHH-2-11] -8~ INT-1045 HOKCabopoIan-2- SC_3354 7,08 (d, 1H), 6,88 (d, 1H), 3,71 (s, | 500,2
(ermr-1,3- HJI)HHIONUH-2-0H 2H). 3,67 (s, 2H), 2.44 — 2,22 (m,
auazacnupo|4,5]aekan-2-oH (craaus 2) 2H). 1,98 — 1.87 (m, 11H). 1,58 —

1,46 (m, 2H).

1H SIMP (600 MTw, AMCO) 6 8,55
1Hc-8-JIpveTunaMuHo-3-[4- - (s, 1H), 779 (s, TH). 7.51 (t, 2F),
MCTHI-6-(TPHGTOPMCTHIT)- 5-0poM-4-MCTHT-2- 7,38 (dd, 1H), 7.26 (d, 2H), 3.62 (s

SC_3366 THpHAHH-3-11]-8-[3- INT-1039 (tpudrropmerummr | SC_3319 2;[) 5 4’0 _ 53:1 (. .2H)’i-31 (S’ 517,2
(Tpu(yTOPMETHIOKCH)-(SHILT]- PUIME 3H)~ 2'01 _ 1’7_/ (m; lOl—i) i58 -
1.3-nuazacnupo|4,5| exan-2-oH 1 49‘ (“;_ 2H) ° s
uuc-8-JluvernnamMuno-3-[4- 1H SMP (600 MI'y, AMCO) 3 8,55
METHI-0-(TPHTOPMETILT)- 5-6pomM-4-MeTHI-2- (s, 1H), 7,79 (s, 1H), 7,69 — 7,56 (m,

SC_3367 THPHAHH-3-11]-8-[3- INT-1040 (rpudropmerummu | SC_3319 5H), 7,52 (s, 1H). 3,61 (s, 2H). 2.44 — | 501.2
(tpudrropmern)denun]-1,3- PHAKE 2,36 (m, 2H), 2,31 (s, 3H). 2,02 —
auazacnupo|4, 5] aekan-2-0H 1.80 (m, 10H), 1,60 — 1,47 (m, 2H).

) TH SMP (600 MT'w, IMCO) 5 8.56
3;:@'{1?:;’;‘“;";"\2816 5-GpoM-4-MCTH-2- (s. TH), 7,80 (s, 1H), 7.51 (s, 1H),
SC_3368 (xputpropaerun) mupr3.al- | NT1041 (rpudpropyerrmma | SC_3319 731 = 7.25 (m, 1H), 6,92 (dt, 1H), | 463.2
P " puauK 6,87 — 6.82 (m, 2H), 3,75 (s, 3H),
1.3-auazacoupol4.5] qexan-2-ox 3.61 (s, 2H), 235 — 230 (m. SH)

1.98 (s, 7H), 1.96 — 1,90 (m, 2H),

1.88 — 1,80 (m, 2H), 1,60 — 1,49 (m,

2H).

TH SIMP (600 M, IMCO) & 8,56

(s. 1H), 7,79 (s. 1H). 7.39 (s, 1H),
I_mc-S-(STX:mp-TnO(I)CH-Z-HJT)'S' 5-OpoM-4-MeTHIT-2- 7,04 — 7,00 (m, 1H), 6,80 (d, 1H),

SC_3369 ABCTHAGMHRO-3-[4-MCTHT-6- INT-1042 (rpudropmermmmn | SC_3319 3,64 (s. 2H), 231 (s, 3H), 222 - 2,15 | 473.1
(pudropeThy)-mapus-3-47]- PHmH (. 2H), 2,04 (s, 6H), 1,95 — 1.87 (m,
1,3-auasacmupo| 4,5 |aeican-2-ox 2H), 1,83 — 1,77 (m, 2H), 1,63 — 1,57

(m, 2H).

TH SIMP (600 M, IMCO) & 8,56

) (s. 1H), 7,80 (s, 1H), 7.51 (s, 1H),
uic-8-Jlmvueriamiso-8-(3- 5-GpoM-4-MCTH-2- 741 (td, TH), 7.21 - 7.12 (m, 2H),

SC_3370 (ropgermn)-3-L4-meTH-6- INT-1024 (rpudropmermmmi | SC_3319 7.12 - 7.06 (m, 1H), 3.61 (s, 2H), | 451.2

= (TpuyTOPMETHIT)-THPHIHH-3-H1] - 238 — 230 -
< PHIHH ,3 .30 (m, 5H), 1,97 (s, 6H).
1.3-auasacmpo| 4,5 |nercan-2-ox 196 — 1,90 (m, 2H), 1,90 — 173 (m,

2H). 1,61 — 145 (m, 2H).

J +
1HC-8-/IMMETHIAMHHO-3 -(2'- ;}; ,}6];;\4(1; (g 1(;(;) I;gf)" él\/llﬁg 7, ;;thi

SC_3371 ’;E;“Eﬁj“;’_'““pm’m‘“"'”“>' INT-989 METHAAMHH SC 3239 2H), 7,52 (dt, 3H), 2,90 (s, 3H), 2,68 | 381,2

: (d. 2H), 2,59 (s, 6H), 2,24 (1, 2H),
quazacnupo[4.5]aekan-2-0H 1.86 (d, 26D, 1,39 — 131 (m, 2H)

TH SIMP (600 MI'w, IMCO) 6 8,15
mHc-8-(5-X1op-THo(eH-2-H)-8- (d. 1H), 7,15 (s, 1H), 7,05 (d, 1H),
JTHUMCTHIAMHHO-3-(4-MCTHI-2- 4-(5-6pom-4-veTni- 6,82 (d. 1H), 3,70 — 3,61 (m, 8H),

SC_3372 MOP(OIHH-4-HI-THPHMHTHH-5- INT-1042 THPUMHIHH-2- SC_3242 3,44 (s, 2H), 2,31 - 2,12 (m, 5H), | 491,2
un)-1,3-auazacnupo(4,5]aexan-2- wi)mophonun 2,06 (s, 6H), 1,93 — 1,85 (m, 2H),

OH 1,82 — 1,69 (m, 2H), 1,64 — 1,49 (m,
2H).

=

l.luc—N-[S—(S-Z[mieTunmluuo-Z- (ISH 25]1'{[\;1?_/ (gg(l “.;n;'; (i[)[\/[lc}?)) .?jigﬁ

okco-8-pernt-1.3- . 734 (m, 4H), 7.30 — 724 (m, 1H),

SC_3373 Amasaciupold, S| exan-3-ux- SC 3371 Imcronponasiapso | g 3940 3,66 (s, 2H), 3,27 (s, 3H), 2,47 - 2,29 | 4493

= Ill/lpl/ll\ll’l.‘llflﬂ-z-l/l.‘ll—N-Me’l"vl/lJ'l— HHIXJIOPHA (m, 2H), 1.99 — 1.87 (m. 10H), 149
LK TONPOTAHKAPOOHOBOH (L, 2H), 0.85 — 0.80 (m, 2H). 0,70 (dt,
KHCIIOTbI aMH 2H).
SC_3374 1uc-N-[5-(8-/ImveTnmaMuHo-2- SC 3371 2,5- SC_3240 1H SIMP (600 MT'n, IMCO) 3 8.83 | 503,3
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oKco-8-(hermwn-1,3-
auazacnupo(4,5]aexan-3-un)-
THPHEMHIHH-2-11]-N.2,.5-
Tpumerun-2H-nmupason-3-
KApOOHOBOH KHCIOTBI AMUA

,SlllMSTHIll'lllpa'iOJ’l-S -
KapOOHIT XI0PHA

(s, 2H), 7,77 (s, 1H), 741 — 7.32 (m,
4H). 7,27 (4d, 1H), 5.48 (s, 1H), 3.80
(s, 3H), 3,61 (s, 2H), 340 (s, 3H),
246 - 2,31 (m, 2H), 1.96 (s, 3H),
1,96 (s, 6H), 1.94 — 1,74 (m, 5H),
1,52 — 1,42 (m, 2H).

mwc-3-[4,6-Brc(Tprdyropmeri)-

TH SIMP (600 MT'1, IMCO) 5 8,98
(s. TH), 8.20 (s, 1H), 779 (s, 1H),

5-6pom-2.4-
THpHIAH-3-1]-8- -~ 740 — 7,32 (m, 4H), 7.26 (td, 1H),
SC_3375 MMETHIAMHHO-8-(e -1, 3 INT-976 6““”“}‘?“’”“““) SC_3103 3,62 (s, 2H), 244 - 224 (m, 2H), | ¥¥72
Amasacupo|4,5|nexan-2-0n i 1,98 — 1,91 (m, $H), 1.86 (s, 2H),
1,53 (1, 2H).
1HSIMP at 1000C (IMCO-d6, 400
MT'm), & (M.1) = 8,99 (s, 1H), 8,28 (d.
wc-8-JAnveTHTaMuHO-3-[2-[(2- 2-[(6-Gpom- 1H, J = 9,24 Tw), 7,63 (s, 1H), 7,43-
. THAPOKCH-3TH.T)-MCTHT-aMHHO| - 97, XHHA30JTHH-2-HT)- 7,26 (m, 6H), 7.13 (s, 1H), 4,31 (bs, | ,
SC_3376 XHHA30TMH-6-11]-8-(erni-1,3- INT-976 METHIT-AMHHO]- SC_3242 1H), 3,78-3,76 (m, 2H), 3.66 (bs, 4751
muasacnupo[4,5]ackan-2-0H 3TaHON 4H), 3.24 (s, 3H), 2.43-2,38 (m, 2H),
2,05-1,90 (m, 10H), 1,56-1,54 (m,
2H).
1HAMP at 1000C (AMCO-d6, 400
e e MTw), 5 (m.2.) = 9,05 (s, 1H), 8,34 (d,
i“ﬁ“ (;ﬁﬂ“:i“ﬁf::;gﬂfm 6-6pom-2- 1H), 7.68 (s, 1H), 7.48 (d, 1H, T =94
SC_3377 nn)PiX-LiJemn-l.# i INT-976 MophomuH-4-u- SC 3242 Tw), 7,38-7.27 (m, 5H), 7,18 (s. 1H). | 487.2
e XHHA30THH 3.81-3.67 (m, 10H), 2,40-2.38 (m,
Amasactpol4. 5] xckan-2-on 2H), 2,05-1,90 (m, 10H), 1,57-1,54
(m, 2H).
1H sIMP CO-d6): 5 9,21-9,15 (s,
1mc-8-| MeTua-(okceTan-3 -ui- 2H), 8 19(-,3148 (broa)d s 1H), 7 4(1_
MeTHI)-aMuHO | -8-(ermi-3-[2- < D ° - -
~ <. 1047 2-rpudrropmeTni-5- 7,34 (m, 4H), 7,27-7.25 (m, 1H),
SC_3378 (TpI/ld)lq‘Op)lele/L‘I) l'EPl'pI/l)’lH,‘_'ﬂ/]'H 5 INT-1047 - SC_3103 458456 (m, 2H), 418 (s, H), 3.69 476,2
ual-1,3-amasacnupol4, 3| nexan-2- (s, 2H), 3,05-2,99 (m. 1H), 2,41-2.36
o (m, 4H), 1,91 (m, 7H), 1,47 (s, 2H).
) 1HSIMP at 1000C (JIMCO-d6, 400
. HH?-S-I[!IMETHI{MHHO-8-(1)61-[]4!1- _ MTm. 6 (M) = 935 (s,1H), 9,10
SC_3380 3-XHHA30MHH-6-H1-1,3- INT-976 6-6pom-xurazomin | SC_3103 (s.1H), 8,65 (d,1H, T = 9.04) 7.91- 402,2
muasactimpol4,5]ackan-2-on 7.89 (m, 2H), 7.39-7.27 (m, 5H), 3.75
(s. 2H), 2,42-2.32 (m, 2H), 2,05 (s,
6H), 2,00-1,92 (m, 4H), 1,56 (bs,
2H).
5-6pomM-2-x10p-
TTHPHAHH-4- 1H SIMP (600 MTI'y, IMCO) & 8,88
1nc-5-(8-JMMCTHIAMHHO -2-0KCO- KapOOHATPHT SC 3103 (ama (s, 1H), 8.24 (s, 1H), 7.85 (s, 1H),
8-enmn-1,3- (cramms 1),  4- cmﬁﬂ u :'1) 7,52 — 7,46 (m, 1H), 7,41 — 7,29 (m,
SC_3381 muasaciupol4,5|gexan-3-wn)-2- | INT-976 . scﬂ3 129 (am | OB 727 (td. 1H), 6.92 (d, 1H), 3,84 | 507.3
(2-okco-1,3-qurnapo-uuaon-4- Terpamerui-1,3.2- - & (s, 2H), 3,78 (s, 2H), 2,48 — 2,30 (m,
cTaauH 2)
HT)-H30 HHKOTHHOHUTPHI aHoKcabopoIaH-2- 2H), 1,99 - 1.93 (m, 8H), 1,92 — 1,74
WI)WHIOTHH-2-0H (m, 2H), 1,58 — 1,54 (m, 2H).
(craana 2)
TH SIMP (600 MT'w, IMCO) & 8,97
1uc-N-[5-(8-JuMeTnIaMuHO-2- (s, 2H), 7,80 (s, 1H), 7,42 — 7,34 (m,
OKCO-8-(hermwt-1,3- 4H), 7.31 — 7,25 (m, 1H), 3,79 (ddd,
auazacnupo[4.5] exkan-3-11)- TETPAruaPONHPAH- N 2H), 3,67 (s, 2H), 3,25 (s, 2H), 3.17 | ,,
SC_3382 THPUMHIHH-2 -] -N-MeTHI- sc_3m 4-xapGoHmI XI0pHT 8C_3240 (td, 2H), 3,04 — 2,96 (m, 1H). 2,49 — 4933
TETPArHAPO-IHPAH-4-KAPOOHOBOH 2,34 (m, 2H), 1,97 (s, 6H), 1,95 —
KHCIOTbI AMHJ 1,74 (m, 4H), 1,68 — 1,53 (m, 4H),
1,54 — 1,48 (m, 2H).
1HC-N-[5-(8-TTuMeTHIAMHHO -2~ (ISH 2H) ,,(:’2 07 1\,/,[1;2(’ (i:n[MfI—?)) 3 i?ﬁ
oxco-8-(herm-1,3- P - PRy
SC_3383 AT 4,5 | Aekan-3-1m)- SC 3371 rmsanomn xropr | SC_3240 Zé)(’ ;‘j‘fé 1@4381 (251*&)2}1)’93 7141 gs, 4653
mapunmy-2-1|-N,2,2- (m, 10H), 1,54 — 1,45 (m, 2H). 0,97
TPUMETHI-IPOTIHOHAMMU/L (s, 9H).
1H SIMP (600 MI'u, CDCI3) § 9.05
; e (s. 2H), 8,08 (d, 1H), 7.47 — 7.39 (m,
32’:;‘5“(‘)‘;1"?";";::&5(1 1-veTHn-4-(4,4.5.5- 3H), 738 — 7.31 (m, 3H), 6.91 (d,
R . R0 TerpaMerui-1,3.2- 1H), 5,46 (s, 1H), 4,04 (s, 2H), 3.64 | ;o -
SC_3384 gfl(;g:ﬂiflln‘)_nnpmmmm S5-p11] INT-989 AHOKCABOPOTAH-2- SC_3208 (s. 2H), 327 (s, 3H), 2.35 — 2,14 (m, 4973
e WI)HHAOTHH-2-0H 4H), 2,10 (s, 6H). 2,08 — 2,01 (m,
Juasactupo[4,5]ackan-2-0H 3H), 173 — 1,64 (m, 2H), 128 (s
OH).
nuc-8-/lumernnaMuso-3-(2- 6-6pom-1-(Tper- SC_3242 (uut | ITHSMP at 1000C (AMCO-d6, 400
SC_3385 Mopoaun-4-un-1H- INT-976 Oy TH/ICHIAHUIT- craguu 1), cragus | MTw), & (s.a.) = 10,94 (bs, 1H), 7.50 | 475,2

OCH30HMHAA30.1-5-111)-8-(peHH-

METOKCHMETHI)-2-

2 of SC 3352

(bs. 1H). 7.39-7.27 (m. 5H). 7.06 (m.
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1,3-muazacmupo([4, 5] nekan-2-0H

MOp(OTHH-4-HJI-
TH-GersomMmIa3om
(cTamus 1)

(s cragum 2)

2 H), 6.84 (bs, 1H). 3.72 (t, 4H, 4.56
T ), 3.55 (s, 2H), 3.45 (t. 4H, 4.56
Tw). 2,372.24 (m, 2H), 1,95-1.81 (m.
10H). 1.52-1,50 (m. 2H)

mc-8-JImMeTHIaMHHO -8 (3 -
(rop-5-metun-Perns)-3-[4-

5-6poM-4-MeTHI-2-

TH SIMP (600 MT'w, IMCO) 5 8.57
(s. TH), 7,80 (s, 1H), 7.51 (s, 1H),
6,99 (s. 1H), 6,96 — 6,89 (m, 2H),

SC_3386 MeTHI-G-(TpH(TOPMETHT)- INT-1043 (rpudpropmerummu | SC_3319 3,61 (s. 2H), 2,34 (s. 3H), 2,32 (s, | 465.2
nupuans-3-u1]-1,3- PHAHH 3H), 2,07 (s, 1H), 1,97 (s, 6H), 1,96 —
auazacnupo(4,5]aexan-2-0H 1,89 (m, 2H), 1,88 — 1,78 (m, 2H),

1,54 (d. 2H).
TH SMP (600 MT'w, IMCO) 5 8.83
< | 1H), 8,11 (dd. 1H), 7.77 (d, 1H),
1mc-8-JInMeTHIAMHHO-3-[6-(2 - 4-(4,4.5.5- gd64 (; 1H) (SiS 7)7 34 (lfg SH;

SC_3387 OKCO-1,3-MIUAPO-UHAOT-4-UI)- | 1\i7 40 TeTpaMETHI-1, 3,2 | g 559 731 - 7,24 (m, 2H). 6,84 (d, 1H), | 482.3

= mupuaus-3-ui|-8-erma-1,3- Amokcadoponan-2- 3,73 (s, 2H), 3.68 (s, 2H), 2,45 - 2,31
anasacrupo[4, 5] aekan-2-0H HIT)HHIONHH-2-0H (lIL ZH) 1 99 ~ 1 7’9 (m: 1’01‘_[) 1’ 51
(t, 2H).

- 1H SIMP (600 MTw, IMCO) 6 8,40
1wp1c-3-[6-(AseTmH- 1-11)-5- SOpoM-2-X10D3- | g0 3103 (| (@, IH), 8.21 (d, 1H), 7.47 (s, LH),
(TpH(TOPMETII)-MHPHIHH-3-11] (tpudropyeTinnn CTagHH 1), | 7.41 — 7,33 (m, 4H), 7.30 — 7.24 (m,

- -3-u1]- - > AL =0 ar), 7,00 = /. 153

SC_3389 FS——— a—— . Zg“;}:?,;cmﬁ?«, L)ﬂ SC 3120 (um | 1H), 4.03 (t, 4H), 3,58 (5. 20), 2,47 — | ¥32
wazacmpo[4,5]nckan-2-01 2 . A crazgmn 2, 160 0C) | 2,29 (m, 2H), 2.25 (p, 2H), 1,96 (s.

6H), 1,89 (s, 4H), 1.47 (t. 2H).

1H SAMP (600 MI'm, AMCO) & 8,82

s, 1H), 8,51 (dd, 1H), 7,81 (d, 1H),
1uc-3-| 1-(uxnonponun-MeTuT)- (_/ 30 _)7 33 (II(L 4H) 2/. 29 ,(/. 23 (“{
8-AUMETHIAMHHO-2-0KCO-8- ~ L PRSI Vo

$C_3390 ormr-1 3 SC_3364 OPOMNETIIMIIION | INT-952 s ()r}?)z(psf) _zg)zvg’égsd’zﬁg” 2026(5 4303
anazacnupo([4, 5] ackan-3 -mn]- GH)A 1.58 (d. éH)A 15‘2 _ 144 (m_’
H3OHHKOTHHOHUTPIL 2H), 1,01 (ddt, 1H), 0,55 — 0,49 (m,

2H), 0,37 0,31 (m, 2H).
e 1H sIMP (600 ML, IMCO) & 9,04
I”;:“"'5{’:’2'3:‘:](_;13“‘1“"1’”‘"““)' 2-x10p-3.5- (d, TH), 8,58 (d. 1H), 7.96 (s, 1H),

SC_3391 pI:: a ‘0-8—(1)6 13- INT-976 ouc(tpudropmermn) | SC_3103 7,41 — 732 (m, 4H), 7.29 — 7,23 (m, | 487.2
AMMETHIAM HH HUI-1, THpHANK 1H), 3,75 (s, 2H), 2,41 — 2.25 (m,
anasacrpo[4,5]ackan-2-0H 2H), 1,98 — 189 (m, 10H), 1,52 (t

20).

TH SMP (600 MI'n, CDCI3) 6 8.13
1Hc-8- JIIMCTHIAMHIHO-3-(5- 4-(5-Gpom-3-rrop- (dd. 1H), 7.76 (d, TH), 7.42 (t. 2H),
(rop-6-mophomH-4-m- o7 - A 7.33 (dd. 3H), 5,84 (s, 1H), 384 (1, | .,

8C_3392 THpuanH-3-1m)-8-¢ernn-1.3- INT-976 THpHIHmMOpdoIH 8C_3103 4H), 3,52 (s, 2H), 3,37 (t, 4H), 2.29 — 4543

Jawnasactinpo[4,5]ackan-2-00 H 2,12 (m, 4H), 2,08 (s, 6H), 2,01 —
1,94 (m, 2H). 1,60 (t, 2H).
TH SIMP (600 ML, IMCO) 6 8,57
1uc-8-(3-Xaophenwn)-8- 5 , (s, 1H), 7,80 (s, 1H). 7,55 — 7,49 (m,
5-6poM-4-meTHn-2- P - - -
JAMMETHIAMMHO-3-[4-MeTn-6- " 1H), 743 - 7,37 (m, 1H), 7.38 - 7,29 | | -
SC_3393 (TpudrropMeTILT)-MUPHAHH-3-11]- INT-1044 (TPI:LI:OPMSTM)MI SC3319 (m, 3H), 3,61 (s, 2H), 2,40 — 2,24 (m, 4672
1,3-anazacrmpol4, 5] xekan-2-o pr 5H), 1,99 — 1,90 (m, 8H), 1,90 — 1.76
(m, 2H). 1,60 — 1.47 (m, 2H).
TH SIMP (600 MT'm, IMCO) 6 8.41
(d, 1H), 8.26 (d, 1H), 7,92 (dd, 1H),
nuc-8-/luveriamuHo-3-[5-(2- 4-(4,4.5,5- 7,75 (s, 1H), 7,41 — 7.32 (m, 5H),
0Kco-1,3-auruapo-uH10n-4-1w)- 1049 TerpameTni-1,3,2- no 7,30 — 7,23 (m, 2H), 7,01 (d, 1H),

SC3394 THPHIHH-2-11] -8-(eHnn-1,3- INT-1049 JHOKCaBOpOTaH-2- SC_3354 6,83 (d. 1H). 3.75 (s. 2H). 3,61 (s. 4823

Auasacnupo|4,5|nekan-2-on MWI)HHAOJIMH-2-0H 2H), 2,46 — 230 (m, 2H), 1,96 (s.
GH), 1,94 — 1,88 (m, 2H), 1.86 — 1,82
(m, 2H), 1,48 (¢, 2H).
) N i 1H SIMP (600 M, IMCO) 5 8.69
z‘lﬁfﬂi‘&‘:ﬂﬁ’“:“)" 8-perma 25povi-5- (s. TH), 7.42 — 7.34 (m, 4H), 7.28 (1,
SC_3395 i3 4]?;1' o ”21 13 INT-976 (pugropmerin)- | SC_3103 1H), 3.89 (s, 2H), 245 — 231 (m, | 4262
»2 - THAARASON-2-1n] - 1. 1,3, 4-THammason 2H), 2,07 — 1,88 (m, 8H), 1,88 — 1,84
Auazactupo|4,5]nexan-2-0n (m, 2H), 1,60 — 1,53 (m, 2H).
1HAMP (AMCO-d6, 400 ML at
e e 2-{[6-6pom-1-(2- 1000C), & (m.a) = 10,62 (bs, 1H),
::;pi Iﬁi;‘iﬁ;ﬁ;:ﬁ&;{ﬁﬂﬁ tpuveniichann- | SC 3242 (mns | 7.48-7.24 (m, 6H), 701691 (m,
= e o7 sToKCHMeTH)-1H- cramzum 1), cramua | 2H,), 6,76 (s, 1H), 4,58 (bs, 1H), 3.66 |
SC_3397 }ﬁ:"“ﬁ"’;‘_"“‘“a“’“ S-aal-8 INT-976 Gemsomwnason2- |2 SC 3352 (uwi | (L 2H. J = 5,62 T, 3.54-3.50 (m, | 633
mmrm [4,5]1cKan-2-0x WT]-MCTHT-aMHHO }- | cTagnm 2) 4H). 3,09 (s, 3H), 2,37-2.32 (m, 2H),
AHAACIIPOLS, > |ACKAH=2-0 yraon (cramut 1) 2,04 (s, 6H), 1,96-1,91 (m, 4H), 1,52-
1,40 (m, 2H).
muc-8-JluveTHiaMuHo-3-(5- 4-(5-Opom-3-MeTHI- 1H SIMP (600 MI'm, AMCO) & 8,23
SC_3398 METHI-6-MOp(OAHH-4-H1I- INT-976 2- SC_3103 (s. 1H), 7.83 (s. 1H), 7.46 — 7.33 (m, | 450,3

THPHIHH-3-H1)-8-(eHnn-1,3-

mpHTHIMopdoTH

SH), 730 — 7.24 (m, 1H), 3.71 (t.
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auazacnupo|[4,5]aekaH-2-0H H 4H), 3,55 (s, 2H), 2,93 (t, 4H), 2,41 —

237 (m, 2H), 1,96 (s, 6H), 1,91 —

1,82 (m, 4H). 1,49 — 144 (m, 2H).

1HAMP (AMCO-d6, 400 MTu), &

(1) = 8,68-8,68 (d, 1H, J = 2,32
c-1-(L{pxnonponmun-MeTHm)-8- T), 8.42-840 (d, 1H, T = 9,04 Tw),
JAMCTHIAMHHO-8-(3- 8,18-8,15 (m, 1H), 7,44-7.38 (m, 1H),
dropdhenmnm)-3-(5- OPOMMCTH/IIHKIOND o 7,20-7,08 (m, 3H), 3,90 (s, 2H), 3.22 | .

SC_3399 METIACY T5()OHILI- MU HAHH-2- SC_3409 oman SC_3105 . 3H), 3,11-3.10 @ 2H, J = 6.68 501,4
un)-1.3-anazacnupo[4,5]aexan-2- T'w), 2,71-2,68 (d, 2H, J = 13.6 I'w),
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).

THAMP (IMCO-d6, 400 MTm), &

() = 8,72-871 (d, 1H, J =228

T, 8,42-840 (d, 1H, J = 9,04 Tm),
wc-1-(LpKmonpommT-MeTH) -8~ 8,18-8,15 (m, 1H), 7,40-7.31 (m, 3H),
(3-¢ropdennm)-8-MeTHIAMHHO- 7,05-7,01 (m, 1H), 3,93 (s, 2H), 3.23

SC_3400 3-(5-metuncyasdonmwr-mupuaue- | SC_3399 SC_3099 (s, 3H), 3,14-3,13 (d, 2H, J = 6,76 | 4872
2-un)-1,3-anazacnupo[4,5] sexan- 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 T, 1,06-

1.02 (m, 1H), 0,52-047 (m, 2H),

0,36-0.33 (m, 2H).

THAMP at 1000C (JMCO-d6, 400
1uc-1-(LuxnodyTun-mernm)-8- SC 3105 (am Mrlm), & (m.x.) = 9.23 (s, 2H), 7,38-
(3-dropdennn)-8-merniamuHo- GpOMMETHALHKIO0Y Cm; - - D 7,26 (m, 3H), 7,00 (, 1H, J = 8,1 '),

SC_3401 3-[2-(tpupropmerin)- SC_3404 ran (cramw 1) | SC._3099 (:w; 3,86 (s, 2H), 3.30-3,28 (d, 2H, J = | 492,1
mupuyEEH-5-unl-1,3- > 7,24 T, 2,68-2,65 (m, 1H), 2,27-
auazaciupo(4, 5] nexan-2-ou craauu 2) 2,16 (m, 3H), 2,06-1,78 (m, 13H),

1,46-1,43 (m, 2H).
1uc-1-(Luknonponun-MeTHm)-8- 1HAMP (IMCO-d6, 400 MI'n), §
JUMCTHIAMHHO-8-(3- () = 9,21 (s, 2H), 7,45-7.39 (m,

bropdicrmm)-3-[2- N OpOMMCTHITIIHK TOM PO 1H), 7,22-7.18 (m, 2H), 7,14-7,09 (m,

SC_3402 ((lTpnpd()lTopMC'mn)-m{pHMmmH-S- SC_3404 ofmn P | scs0s 1H). 3.84 (s, 2H), 3,00 (d. 2H, T = 6.4 | ¥920
u|-1.3-1mazacnupo|4,5|sexan-2- T'w), 2,70 (d, 2H, J = 9,6 T'm), 2,32-
on 2,21 (m, 2H), 2,01 (s, 6H), 1,59-146

(m, 4H), 1,01-1,00 (m, 1H), 0,54-0,49

(m, 2H), 0.35-0,33 (m, 2H).

IHSMP (IMCO-d6, 400 MIm), &
nuc-1-(Luxronpomwi-mMeTn)-8- gl:l’)l) _/7 03'2? . (s,lﬁﬁ)) /ill-(z,;() F(Ll:)l’
(3-(ropdernn)-8-MeTunamMuHO- . q 89’ s ,2H) 3’ 2 ((i SH. T = ,6 3 l'u), .

SC_3403 i;;%ﬁ;g?ﬁ;uf% SC_3402 SC_3099 241 (bs, TH), 227222 ﬂ(m) 2H), 478.4
- 1,93-178 (m, 7H). 1.46-143 (m. 2H),

1,08-1,03 (m, 1H),0,51-0,47 (m, 2H),
0,33-0,29 (m, 2H).
n 1HSIMP at 1000C (AMCO-d6. 400
fl‘)ﬁp%b?ﬁ;ﬁ?-mm -G ) MIm), 3 (.2) = 9,15 s, 2H), 775 (.
SC 3404 (tpudrropyeTh)-nupivmanE-5- | INT-1024 ZTPHOTOPMETHI-S- | g 355 1H). 7.44-7.38 (m. 1H), 7.21-7.04 (m. | 55
— wal-1.3-uasacrpol 4, 5] aekar-2- OPOMIUPUMHIUH 3H), 3,73 (s, 2H), 2.38-2,37 (m, 2H),
2,05 (s, 6H), 2,01-1,85 (m, 4H), 1.57-
o 1,53 (m, 2H).

THSIMP at 1000C (JMCO-d6, 400
1uc-1 -(I{HK IO MPOMILT-MeTHT) -8~ M), & (M) = 7,39-7.36 (m, 1H),
JAMCTHIAMIHO-8-(3- 7,19-7,05 (m, 3H), 6,56 (s, 1H), 3,78~
(dropderiT)-3-[2-MCTHI-5- GPOMMCTHIILHKIIONP 3,67 (m, 5H), 3,10-3,08 (d, 2H, J =

SC_3405 (tpudropmermm)-2H-nmpason-3- SC_3319 omaH §C_3105 6,12 T'm), 2,64-2.60 (d, 2H, J = 13,32 4943
]-1,3-muasacnupo| 4,5 ) sexan-2- Tw), 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).

THSIMP at 1000C (JIMCO-d6, 400

MI'm), & (m.a) = 7,39-7.24 (m, 3H),
Ceropbemn S e 69569 (m 18, 058 (5 1) 378

< < 7 . 3,11-3, ,2H, J = | |

SC_3406 ;lenﬁglgﬂ’3(f$d)lrip\1ﬂm) SC_3405 SC_3099 40T, 2.30:2 230, 250, 199192 4800

rsacpol4.3 a0 (m. SH), 1.79-1,72 (m, 2H), 1,58-1.56
’ (m, 2H), 1,10-1,00 (m, 1H), 0,54-0,52

(m, 2H), 0,36-0,33 (m, 2H).
nuc-8-MeTuaMuHO-3-(4-MeTHI-

SC_3407 2-MOPGOIMH-4-UT-MPUMUANH-5- | v 314g SC_3099 1373
un)-8-er-1,3-
auasacmipo[4.5]aekan-2-06

SC_3408 uwc-3-[5-(AseTramn-1-11)-3- INT-1024 S-(aseruamn-1-nm)- | SC 3103 1H SIMP (600 MT'n, IMCO) & 7,44 — | 438.3
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METHI-NMPHAMH-2-HT]-8-

2-x110p-3-MeTHII-

736 (m. 2H). 7,20 — 7.05 (m, 4H),

AuMeTUnaMuHo-8-(3- THPHIANH 6,69 (d, 1H), 3.82 (t, 4H),
droppennn)-1,3- 2H), 2,36 — 2.26 (m, 4H), 2.15 (s,
auazacnupol4,5]aexan-2-00 3H), 1,96 (s, 6H), 1,94 — 1,76 (m,
4H), 1.49 (. 2H).
1H SIMP (600 MI'y, AMCO) 5 8.67
(dd, 1H), 8,39 (dd, 1H), 8.14 (dd,
wc-8-InMeTHIaMIHO-8-(3- 2-6pom-5- 1H), 8,04 (s, 1H), 7,42 (1d, 1H), 7,19
SC_3409 (rophernm)-3-(5- INT-1024 METHIICY Ib(JOHMII- SC_3103 (d, 1H), 7.15 (dt, 1H), 7,11 («d, 1H), | 447.2
METHIICY Tb(OHUI-TIHPHIAHH-2- TIHPHIHH 3,78 (s, 2H), 3,21 (s, 3H), 2.41 — 2,37
wun)-1.3-auazacnupo[4,5] nekan-2- (m, 2H), 1,97 (s, 6H), 1,94 — 1,75 (m,
OH 4H), 1,54 — 1,45 (m, 2H).
SC_3410 INT-976 5-Gpom-4- SC_3103
(auMCTHIAMHHO)-8-(eHmn-1,3- F o ——
Juazacnupo|4,5]aekan-2-01
nuc-3-(6-(azeTuanH-1-
W) THPHAHH-3-H.T)-8-
SC_3411 (WMETHTAMAHO)-8-(3- INT-1024 gg‘“e“‘“““‘l"'”" SC 3103
(roppenm)-1,3- POMITHPIIH
Auazacnupol4,5]aekan-2-on
1uc-3-(1- <
(UMKTONPONAHKAPOOHHT)-3 - (3-Gpow-3-
(rpudpropmermm)-1H-nupazon-3- (rpugropueri)- o
SC_3412 i o INT-1024 IH-mmpason-1- SC 3103
1)-8-(AMMCTHIAMHHO)-8-(3-
dropdemmn)-1,3- 1) (UMKIONPOIIILT)
MCTAHOH
Auazacnupo|4,5|aekan-2-0H
1HC-8-(AUMETUIAMHHO)-8-(3-
(ropenna)-3-(1-(2- 2-(5-Gpom-3-
SC 3413 THAPOKCHITH)-3- B INT-1024 (TpudropMeTHIT)- SC 3242
- (tpudyropmeriun)-1H-nmpasorn-5- 1H-trupason-1- =
un)-1,3-auazacnupo[4,5]ackan-2- TT)ITAHOT
OH
1uc-3 -(1-(IMK IO NPOMTHIIMCTHIT) - 5-6pom-1-
SC_3414 2'(“’"4“"1’“""")']H'm"m"' INT-1024 (IKIOPOMILIVETH | g+ 374y 480.2
5-nm)-8-(aEMCTHIAMUHO)-8-(3- 1)-3-
(drophermn-1,3- (tpuropmeTi)-
auazacmupo[4,5]aexan-2-06 1H-mmmpaszoa
1HC-8-(IUMeTHIAMHHO)-8-(3-
(ropdennn)-3-(1- 5-6poni-1-
SC 3415 (MeTHICY Ib(oHuT)-3- INT-1024 (MCTHIICY (O HIT)- SC 3242
= (rpudpropmernn)-1H-mupason-5- 3-(TpudTopMeTH)- =
un)-1,3-anazacnupo[4, 5] nekan-2- 1H-mpasox
OH
1HC-1-(UMKTOMPOIHIMETHIT) -8~
(TMMETHIAMHHO)-8-(3-
dropdernm)-3-(1- -
SC_3416 (MCTHIICY THOHIN)-3 - SC_3415 OPOMMETHIMMIIONP | v 3105
< onas
(tpudropmerm)-1H-nupason-5-
wi)-1,3-qnazacrmpo(4, 5| sexan-2-
OH
nmc-2-(5-(8-(amveTnaMuHO)-8- 2-(5-6pom-3-
(3-¢ropdernn)-2-oxco-1,3- (Tpu(TOpMeTIT)-
SC_3417 JAuasacnupo|4,5|aekan-3-u1)-3- INT-1024 1H-mapazon-1-um)- | SC_3242
(tpudpropmeTri)-1H-nupazoxn-1- N,N-
11)-N, N-uveTH: n JMMETHIALETAMHT
mmc-2-(5-(1-
(UHKTOTIPOTIHIMCTHIL)-8-
(AuMETHIAMHHO)-8-(3- <
SC_3418 droperm)-2-0xco-1.3- SC_3417 OPOMMETHIMMKIOND | g+ 37105
Auazacnupo|4,5]aexkan-3-mw1)-3- onax
(tpudyropmerun)-1H-nmpasorn-1-
11)-N, N-qumeTniaucraMmmg
1HC-8-(AMMETHIAMUHAO)-3-(1- 5-5pos-1-oTH-
$C 3419 yerr-1F-nipposof2.3- INT-976 IH-mpporo[2,3- | SC 3103 4043
blmupuaun-5-um)-8-pennn-1,3- b mpraH
Juasacnupo[4,5]aekan-2-06
5-6pom-3-¢rop-1-
((2-
(TPHMCTHIICHIIHIT)3T
SC_3420 THC-8-(ANMCTHITAMHHO )-3-(3- INT-976 oxcmmernn)-1H- SC_3352 4082

¢rrop-1H-mmppoo[2,3-
b|mupuans-5-um)-8-pernn-1,3-
Auazacnupo(4,5]aekan-2-on

nuppono|2,3-
blmupuane (cTagus
D
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4-6poM-1-((2-

THC-8-(AMMCTHIAMHHO )-8-(heHIIT- (TPHMCTHIICHITHIN)3T

SC_3421 3-(1H-muppono[2,3-c|nupuaun- INT-976 oxcu)merin)-1H- SC 3352 390,2
4-um)-1,3-auazacnupo[4,5]aexan- muppono[2,3-
2-0H c|mupuIHH
1HC-8-(AMMETHIAMHHO) -8-he HuI- 4-(4,4,55-

SC 3422 3-Q-(mupnasim-d- INT-989 TetpaMeTiai-3.2- | g 3354 4302
HI)THPHMUIHH-5-H1)-1,3- JHOKCabopoTan-2-
auasacniupo[4.5]ackan-2-06 W) THPHAA3HH
THC-8-(IMMCTHIAMHHO )-3~(2-(2- (2-oxco-1,2-

SC 3423 0KCcOo-1.2-THTHAPOIHPH THH -4~ INT-989 JATHAPOTTHPHANH- SC 3354 4452

= HITHPHMHIHH-S-1T)-8-(hCHI- 4-um)GopoHOBaT = ’
1,3-amazaciupo[4.5] ackan-2-0H KHCJIOTA
THc-8-(IMMCTHIAMHHO )-8-(3- 3,5-mubpom-1-
(ropphermT)-3-(1-MeTHn-3- MeTHI-1H-mmpason grcjy;:)} (IT;

SC_3424 (tHo(heH-2-mm)-1H-mpazon-3- INT-1024 (cTaams 1), THopen- SCQJBS 4 ( ﬂ;

um)-1,3-auazacnupo|4,5| aexan-2- 2-unbopoHOBas il .
craznu 2)
OH KHCITIOTA (CTamus 2)
3.5-am6pom-1-
THC-8-(IMMCTHIAMHHO )-8-(3- MeTHT-1H-mmpaso S(;—ZL(B (Hlfl )H

SC_3425 ropherm)-3-(1-MeTHN-3- INT-1024 (cTazms 1, grc":‘m} o
MopdomHo-1H-mupason-5-ui)- Mopdomur  (cTagus cramum 2) ot
1.3-amazacnupol4,5 | sexan-2-on 2) 0
1(HC-8-(AUMETHIAMHHO ) -8- (e HmT-
1-(2,2,2-tpudropstmn)-3-(2- 2-rpufrropyeit-5-

SC_3426 (tpudrropyerin)mupuvnans-5- | INT-1068 TPROTOPMETII-S- | v 303 502.2

el . - OPOMIUPHMUIUH
un)-1,3-auazacnupo[4,5] sexan-2-
OH
1uc-8-(auMeTunaMuHO ) -8-heHu-
3-(2- <

SC_3427 (Tpu¢TopMeTH)mHpMuANH-5- | INT-1070 é_?ﬁg; Fﬁr}en:i_} SC_3103
un)-1-(3,3,3-rpudropnponin)- P PHMUAL
1.3-auasacnupo[4.5]ackan-2-0H
nuuc-3-(4-MeTuI-6-

SC_3428 (TPRQTOPMCTHIMHPHNH-3-HI)- | g« 319, SC_3099

= 8-(Merunamuno)-8-permwn-1,3- - =
Jwnasacninpo[4,5]ackan-2-00
1uc-3-(1-meTnn-3-
(rpudpropmerna)-1H-nupason-3-

SC_3429 )-8 (seri 28O ST SC 3200 SC 3099
1,3-aua3acnupo[4,5] ackan-2-o0
1uc-8-(auMeTHIAMHHO ) -8-(3-

(rophennn)-3-(4- 3-6pom-4-

SC_3430 (MeTHIICY Th()OHHM)MHPHIHH-3- INT-1024 (metuncyms(onnT) | SC_3103
wn)-1,3-amasacnupo|4,5 | nexan-2- THPUIUH
OH
rc-8-(IMMCTHIAMAHO)-3-(1- s~ 2
STHI-3-(TpHropMeTin)-1H- 3-6pout-1-51ia-3-

SC_3431 ~>-{TpHATop INT-1024 (tpuropmerin)- | SC_3242
THpaso-5-um)-8-(3-dhrophenuni)-

o - 1H-nupazox
1,3-amazacupo[4,5] aekan-2-0H
1mc-3-(1-MHKIompoTLI-3- <
(tpupropmerm)-1H-nupazo-5- Dm:l_lo_mln-“-

SC_3432 11)-8-(IUMETHIAMHHO)-8~(3- INT-1024 u P 2 SC_3242
o (TpudTOpMETHT)-
(ropdhermn)-1,3- IH-nupasos
anasacripo[4, 5] ackas-2-0H )
THC-8-(TUMCTHIAMHHO )-8-(3- <
- 5-6pom-1-(oxceran-

(rropermm)-3-(1-(okceTan-3- 3-maveria)-3-

SC_3433 umverHm)-3-(rpudropmernn)-1H- | INT-1024 > SC 3242

< (TpudTopMeTILT)-
THpason-3-um-1,3-

i y 1H-nupason

auazacmupo| 4.5 | aekaH-2-0H
uc-8-(auMeTHIaMuHO )-8-(3- <~
(roppernmn)-3-(1-(2- 5-Gpon-1-(2-

i 3 (MeTHICY Th(POHHM)?

SC_3434 (ernacy o omup3rir)-3- INT-1024 )3+ SC 3242
— (tpudropmerin)-1H-nmpasor-5- - =

u1)-1,3-auazacnupo[4,5]acxan-2- (rprdpropviey)-
on . pols.>lack: 1H-nmpason
1HC-8-(TUMETHIAMHHO)-8-(3-

SC_3435 dropderim-3-(4-viernn-2- INT-1076 MCTHIAMHH SC_3239

= (METHIAMHHO)IHPHMHATHH-5-H.T)- =
1,3-mmasacrupo[4,5] aekan-2-oH
1uc-3-(2-UHKIONPOTOKCH-4-
-5-511)-8-
SC_3436 MCTITIMPITMIAMH-5-11)-8 INT-1076 wnkronponano1 | SC 3224 4403

(auMernnaMuno)-8-(3-
(rophermm)-1.3-
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Juaszacnupo[4,5]aekan-2 -0

1uc-N-(5-(8-(IHMETHIAMIHO)-8- N-(5-6pom-4-
(3-ropdermm)-2-okco-1,3- MCTHITHPHMHIHH-
SC_3437 auazacnupo(4,5]aekan-3-u1)-4- INT-1024 2-um-N- SC_3103 4813
METHIMHPHMHAHH-2-H.1)-N- METHIIHUKIONPOTAH
MCTHTIHKIIOIPOTIARKAPOOKCAMHT KapGoKCaMHT
1C-N-(5-(8-(IMMCTHIAMIHO)-8- N~(5-Gponr-4-
(3-dropgermn-2-oxco-1.3- MCTHIITTHPHMHTHH-
SC_3438 Jamasactinpo[4,5]ackan-3 -n)-4- INT-1024 2 )-N—p SC_3103 4973
MCTHIMHPHMHIHH-2-H.T)-N- "
METHIIHBATAME
METH/IUBAIAMHT

1uc-3-(4-(aseTuun-1-1m)-2-
(TpuyTOPMETHII) IMPUMEAHH- 5~
SC_3439 1un)-8-(aumeTiiamMuno)-8-(3- INT-1077 A3CTHIMH SC_3120 4932
(roppenin)-1.3-
Juaszacnupo[4,5]aekan-2 -0

1HC-8-(AMMETHIAMHHO)-8-(3-
¢dropderm)-3-(4-(okceran-3-
HIMETOKCH)-2- INT-1077 OKCEeTaH-3-
(TpuropMeTHI) IHPHMUANH-5- HIMETaHOT
un)-1,3-auasacnupo[4,5]ackan-2-
OH

SC_3440 SC 3224 5242

1wc-3-(2-muKI0mponHT-4-(2,2,2-
TPHGTOPITOKCH)THPHMUINH-3-
SC_3441 win)-8-(auveTHIaMuHO) -8-(3- INT-1078
(ropperm)-1,3-
JAuasacnupo|4,5|aekaH-2-00

222~

SC_3224 508.2
TpupTOpPITAHONT -

1HC-3-(2-muKI0mpomI-4-((2-
THAPOKCHITHIT)(MCTH.T)aMHHO JITH
PHMHIHH-5-H1)-8-
(aumMerunamMuHo)-8-(3-
(ropperin)-1,3-
Juaszacnupo[4,5]aekan-2-0H

2-
INT-1078 (mMeTumamuno)ytano | SC_3120 4833
n

SC_3442
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DapmMakoIIOrHYeCcKne HCCIIEIOBAHMS.

DyHKITMOHATIFHOE HCCIIeIOBaHNE Ha MIO-OMHOUAHOM perentope denoBeka (hMOP), kamma-onmroumaHoOM
penenirope denoeka (hKOP), menmbra-onmuonmmuom penentope denoeka (hDOP) u HommmentrH-opdhaHOBOM
(HOP) ommonmuom nenrtugHoM perienitope FQ wenmosexa (hHOP).

AHanu3 CBA3BIBAHUS C MIO-OITMOMIHBIM MENTHAHBIM perentopoM genoBeka (hMOP).

AHanmu3 cBs3biBaHus perientopa hMOP npoBonuiau B Buzie rToMoreHHoro SPA-aHanmm3a (CIMHTHIIISIIUOH-
HBII aHaiIM3 OJIM30CTH) ¢ UcTonb3oBaHUeM Oydepa s ananuza 50 MM TRIS-HCI (pH 7,4) ¢ no6askoii 0,052
MI/MJI OBIYBETO ChIBOpOoTOYHOTro ansOymmHa (Sigma-Aldrich Co. Cesaroit Jlyn. Muccypn). OxoHYaTeIBHBIH
o6beM ananuta (250 MK1/1yHKa) BKmouan 1 M [N-allyl-2,3-’H]naloxone B kauectse nuranma (PerkinElmer
Life Sciences. Inc. bocton, Maccauycerc, CIIIA) u kak TecTupyeMoe COCIUHEHHE B CEpUM pa3BelCHHH, TaK U
25 MKM HEMEYeHHOT0 HaJIOKCOHA JUIS OTIpEeIICHUs] HecTe(pUIecKoro CBs3bIBaHus. TecTupyeMoe coeluHe-
Hue pazdaswin 25% JAMCO B H,0 ¢ nonydenuem oxondarenbHo# koHIeHTpanuu 0,5% AMCO, koTopas Takxke
CITy’KHJIa B KAUECTBE COOTBETCTBYIOIIETO KOHTPOJIS HECYIeH cpeoi. AHAIN3 HAYaIH IyTeM MTPpHOaBIEeHUs Tpa-
Hyll SPA, MOKPHITEIX arrmoTuHUHOM U3 mpopocTkoB mmeHutbl (GE Healthcare UK Ltd. bakuaremmmp. Bemn-
KOOpHUTaHUs), KOTOPhIEe OBLIM TpeBapHUTEIbHO 3arpykeHsl MmemOpaHamu perientopa hMOP (PerkinElmer Life
Sciences. Inc. bocton, Maccauycerc, CIITA). TTocne nakyOanuu B TedeHne 90 MUHYT TTPH KOMH. TEMIL. M II€H-
Tpudyrupoannn B TedeHne 20 muH mpu S00 o6/muH. CKOPOCTH CHTHANIAa M3MEpsUH ¢ TIoMotipio 1450 Mi-
crobeta Trilux B-cuerunka (PerkinElmer Life Sciences/Wallac. Typky, @unnsaans). 3HaueHUs] KOHIEHTPALUH
nosnymakcumanbHoro uarubuposanns (IC50) orpaxaior 50% 3amerenue [H]HaTOKCOH-CIIEIH(HIECKOr0 CBsI-
3BIBaHUS perenTopa ObIIM PacCUUTAHBI C TIOMOIIBIO HEJTMHEHHOTO PErpecCHOHHOTO aHaiu3a U 3HadeHus Ki Obl-
JIM pacCYMTaHBI C UCIOTb30BaHueM ypaBHeHue Yenra-IIpycodda. (Cheng u Prusoff. 1973).
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AHanu3 CBA3BIBaHUS C KalIla-OMUOUIHEIM IIENTHIHBIM perienitopoM denmoBeka (hKOP).

Anamms cBs3piBanus ¢ perentopoM hKOP mpoBonsat B Buge romoreHHOTo SPA-aHanmm3a (CHMHTHIUIALU-
OHHBIN aHaN3 CONMKEHUS) C HCIIOJIb30BaHueM aHanuTrdeckoro oydepa 50 MM TRIS-HCI (pH 7,4) ¢ mobGaBkoit
0,076 Mr BSA/mi. OkoHYaTeNbHEI 06beM aHanuTa 250 MK Ha JIyHKY BKIodaer 2 HM [TH]U69593 B kauecTBe
JUTaHAa, U KaK TeCTHpPyeMOe COeAWHEHHE B CepuH pas3BeneHuil, Tak 1 100 MKM HeMeYeHHOTO HAJIOKCOHA IS
oTIpeNieNIeHus HecTIen(pIecKoro CBsa3pBaHus. Tectupyemoe coennHerne pasdasmnn 25% AMCO B H,0 c mo-
Jy4eHneM oKoHdJaTenbHoU KoHIeHTpanuu 0,5% JIMCO kotopas Takke CIyXKuja B Ka4eCTBE COOTBETCTBYIOIIE-
TO KOHTPOJI HECYyIIeH cpenoil. AHaIM3bl Ha4aal IMyTeM InpuOaBieHUS Tpanyll SPA, MOKPHITHIX arrilOTHHAHHOM
u3 npopoctkoB nmeHump! (1 Mr rpanyn SPA /250 MK OKOHYATEIbHOTO 00beMa aHaINTa Ha JIYHKY), KOTOPBIC
OBLTH NIpeBapUTENLHO 3arpykeHsl Memopanamu perenropa hKOP (14,8 mkxr/250 Mki1 okoHUaTEIBHOTO 00beMa
aHaJIMTa Ha JIYHKY) B TeueHHEe 15 MHHYT Ipu KOMHATHOI Temmeparype. Ilocie KOpOTKOro mepeMernnBaHus Ha
MHHHU-IIEHKEepe MUKPOTHTPAIIMOHHBIC TUIAHIIETHl MOKPHIBAIOT KPBHIIIKOH W aHAIMTHYECKUE TUIAHIIETHl UHKYOHU-
pytor B Tedenne 90 MHHYT IpH KOMHATHOH Temmeparype. Ilocie naHHOW MHKyOalMu MHUKPOTHTPAIlHOHHBIC
TUTAHIIETH TEPMETHYHO 3aKPBUIM CBEPXY U LeHTpudyruposanu B Tedenne 20 munyT npu 500 06/muH. CkOpoCTh
CHUTHAJIa M3MEPSIOT TOCJIe KOPOTKOH 3aJepKKu B 5 MHHYT ¢ momoinsio 1450 Microbeta Trilux bb-cuerdnka
(PerkinElmer Life Sciences/Wallac, Typky, @uHISHIUSA). 3HaYCHUS] KOHIICHTPAITUH TTOTYMaKCUMAJILHOTO WHTH-
ouposanns (IC50) orpaxaior 50% samemenne ["H]U69,593-creruduaeckoro CBsI3bIBAHMS PELENTOPa OBLTH
paccuuTaHbl ¢ TOMOIIBI0 HETMHEHHOTO PETPeCCHOHHOTO aHamu3a 1 3HaueHus K; ObUH paccuuTaHbI C HCIIONB30-
BaHueM ypaBHeHue Yenra-IIpycodda, (Cheng u Prusoft, 1973).

AHanu3 CBA3BIBAHUS C IEeTbTa-OMHUOUIHBIM NIeNTHIAHBIM pertentopom (hDOP).

Amnanus ces3piBaHus ¢ pernentopom hDOP npoBoasr B Bune romoreHHOro SPA-aHanmm3a ¢ HCIOJIb30BaHU-
em ananmuruuaeckoro 6ygdepa 50 MM TRIS-HCL, 5 MM MgCl, (pH 7,4). OxkonuarensHblii 00beM ananmura (250
MK1/TyHKa) BKmodaer 1 HM [Tyrosyl-3,5-°H]2-D-Ala-deltorphin II B kauecTBe JHramHma, ¥ Kak TECTHPYEMOE
COEIMHEHUE B CEpUH pa3BeeHHuH, Tak u 10 MKM HeMEUYeHHOTo HAJIIOKCOHA IJIsl ONpeIeNIeHHs] HecTleln(UIecKo-
ro cBs3bIBaHMA. Tectupyemoe coenunenue pasdasmmu 25% JJMCO B H,O ¢ nonyyeHnemM oKOHYaTeJIbHOM KOH-
nerTpanuu 0,5% AMCO, koTopas TakKe CIy>KWIIa B Ka4eCTBE COOTBETCTBYIOIIETO KOHTPOJISI HECYIIEH CPeloi.
AHanu3bl HavaIM MyTeM npubaBieHus rpanys SPA, MOKPHITHIX arrfiOTHHUHOM M3 TTPOPOCTKOB MIeHUIH! (1 Mr
rpanyn SPA /250 Mk okoHYaTeIhbHOTO 00BeMa aHAIWTA Ha JYHKY), KOTOpPhIe OBUTH MPEIBAPUTEILHO 3arpyxKe-
HBI MeMOpaHamu perienitopa hDOP (15,2 Mkr/250 Mk okOHYaTeTbHOTO 00BbeMa aHaIuTa Ha JIYHKY) B TCUCHUE
15 MuHyT npu KOMHaTHOH TemmiepaTtype. [lociae KOpoTKoro nepeMennBanusi Ha MUHU-IIIEHKepe MUKPOTUTPALIH-
OHHBIC IJIAHIIETHI OKPBIBAIOT KPBIIIKOW M aHAJUTHYECKHE IUTAHIIETH HHKYOHUPYIOT B TeueHne 120 MUHYT npH
KOMHaTHOW TemIiepaType u neHTpudyrupytot B Tedenue 20 munyt npu 500 06/MuH. CKOpOCTh CHT'HaNA M3Me-
psercs nocpenctsoMm 1450 Microbeta Trilux B-caerunka (PerkinElmer Life Sciences/Wallac, Typky, @unmnsan-
Jvst). 3HAUeHHsT KOHIEHTPAIMHU MoJyMakcuMaibHoro naruouposanus (IC50) orpaxator 50% 3ameruenue [Ty-
rosyl-3,5-"H]2-D-Ala-deltorphin II-crenuduueckoro CBA3bIBAHUS PELENTOPa ObUIM PACCUHTAHBI C TOMOIIBIO
HEJIMHEITHOTO PErpecCHOHHOro aHaIn3a M 3HaueHus K; Obun paccunTaHbl ¢ HCHONIB30BaHNEM ypaBHeHHEe YeHra-
Ipycodda, (Cheng u Prusoff, 1973).

AHanu3 cBS3BIBaHUS C HOLMLENTHH-OP(GAHOBEIM FQ ONMMOWAHBIM NMENTHIHBIM PELENTOPOM YelloBEKa
(hHOP).

AHanmu3 cBs3pIBaHuA ¢ perientopom hHOP mpoBomsaT B Bunme roMmoreHHoro SPA-aHanmm3a (CIIMHTHILISIIN-
OHHBIN aHAJM3 CONMMKEHHS) C MCIOJIb30BaHWEM aHanuTHdeckoro Oydepa 50 MM TRIS-HCI, 10 MM MgCl,, 1
MM DJITK (pH 7,4). OxoHuaTenbHbIH 06beM aHanuta (250 Mxi/nyHKa) Bkarodan 0,5 #HM [leucyl-*H]nociceptin
B kadectBe Jmrannaa (PerkinElmer Life Sciences. Inc. Bocton, Maccauaycerc, CIIIA) 1 kak TeCTHpyeMOe COESIH-
HEHHE B CEpPHM pa3BeAeHui, Tak u 1 MKM HEeMEUCHHOTO HOIMUIICTITUHA IS ONpeeNICHHs HeCHer(uIecKoro
cBs3piBaHMs. Tectupyemoe coennHenue pasdasumu 25% JIMCO B H,O ¢ noixyueHneM OKOHYATEIBHOI KOHIIEH-
tparuu 0,5% AMCO, xoTopas Takke CIyXHJa B KauyeCTBE COOTBETCTBYIOLIEIO KOHTPOJIS HECYIIEH Cpeloi.
AHanu3 HavaiW myteM npuOaBieHus Tpanyl SPA, HOKPBITHIX arridlOTHHHHOM W3 mpopocTkoB nmeHuis! (GE
Healthcare UK Ltd. bakunremmup. BenmukoOpuranus), KOTOpble ObUIM IpEIBApUTENBHO 3arpyKeHbl MeMOpa-
Hamu penentopa hMOP (PerkinElmer Life Sciences. Inc. bocton, Maccauycerce, CIIIA). ITocie unkybaunu B
TeueHne 60 MHHYT NpU KOMH. TeMII. U HeHTpUdyrupoBanuu B tedyenne 20 MuHyT npu 500 00/MHUH. CKOPOCTh
CUTHaJIa U3MepsuIH ¢ momoiisio 1450 Microbeta Trilux B-cuetunka (PerkinElmer Life Sciences/Wallac. Typky,
OuHAHINSA). 3HaYeHUs KOHIICHTpaluH moryMakcumansHoro uaruonposanus (IC50) orpaxaromue 50% 3ame-
menne [*H]HOLHIENTHH-CIICH(HYECKOTO CBA3BIBAHIS PELIEIITOPA OBLIN PACCUUTAHBI C TOMOLIBIO HEITHHEHHOTO
pETrpecCHOHHOTO aHann3a U 3HadeHus Ki ObutM paccumMTaHbl ¢ HCIONb30BaHueM ypaBHenne Yenra-IIpycodda.
(Cheng u Prusoff. 1973).
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hNOP Ki [HM] hMOP Ki [aM] hNOP Ki [uM] hMOP Ki [aM]

1w % WHruou- i % WHIrH- i %o MHrnon- wm % WHru-
IMpumep Mpumep

POBAHHUSA NIPH OupoBanms POBAHNSI IPH OHPOB anmst

ImcM mpu 1meM IMeM npu ImkM
SC_3001 0,3 120 SC_3061 4,7 54,5
SC_3002 1,3 250 SC_3063 0,7 38
SC_3003 0,4 350 SC_3064 119 365
SC_3004 19,5 515 SC_3065 6,2 1990
SC_3005 0,7 12 SC_3066 22 96
SC_3006 1,1 46 SC_3067 41,5 99,5
SC_3007 85,8 705 SC_3068 59 50,5
SC_3008 0,6 23 SC_3069 2,6 49
SC_3009 1,1 41 SC_3070 2,8 12,5
SC_3010 2,7 18 SC 3071 82 170
SC_3011 44 4.4 SC 3072 59 235
SC_3012 22 120 SC_3073 1 110
SC_3013 14 39 SC_3074 1,6 55
SC_3014 0,8 29,5 SC_3075 8,1 260
SC_3015 2,6 32,5 SC_3076 0,6 353
SC_3016 42 45 SC 3077 3,2 325
SC_3017 2 30 SC_3078 0,6 77,5
SC_3018 52 101,5 SC_3079 1,6 38,5
SC_3019 10,2 135 SC_3080 1,6 90,5
SC_3020 10,8 290 SC_3081 8 1320
SC_3021 1,8 14,5 SC_3082 39 1110
SC_3022 0,4 372 SC_3083 12 1173
SC_3023 7.7 36 SC_3084 1,8 22
SC_3024 1 145 SC_3085 1,6 107
SC_3025 236,7 1530 SC_3086 1,1 43,5
SC_3026 4.6 300 SC_3087 2,8 99
SC_3027 5 136 SC_3088 3.1 770
SC_ 3028 0,6 104 SC_3089 3.3 235
SC_3029 1,8 7,3 SC_3090 1,3 67
SC_3030 2,2 59 SC_3091 2,3 24
SC_3031 4,1 455 SC_3092 22 330
SC_3032 11 245 SC 3093 1,1 47
SC_3033 107 38%(@ 10MxM SC_3094 5.4 45,5
SC_3034 12,2 730 SC_3096 14 250
SC_3035 6,6 1055 SC_3097 17 18
SC_3036 14 220 SC 3098 2 6
SC_3037 33,5 775 SC_3099 13 19
SC_3038 1 76 SC_3100 1 1
SC_3039 13 380 SC_3101 1 3
SC_3040 4 335 SC_3102 2 1
SC_3041 0,9 79,5 SC_3103 7 1
SC_3042 4,1 136,5 SC_3104 - -
SC_3043 70 655 SC_3105 2 97
SC_3044 230 10920 SC_3106 8 165
SC_3045 55,5 520 SC_3107 2 115
SC_3046 13,9 63 SC_3108 5 26
SC_3047 10,1 2105 SC_3109 8 19
SC_3048 1 38,5 SC_3110 6 20
SC_3049 25 940 SC 3111 8 37
SC_3050 85 28 SC 3112 36 120
SC_3051 3,6 170 SC_3113 24 26
SC_3052 160 355 SC_3114 245 460
SC_3053 73,5 1200 SC_3115 265 915
SC_3054 16,5 29,5 SC_3116 6 170
SC_3055 94,5 215 SC 3117 92 1380
SC_3056 9.8 49,5 SC 3118 80 5%
SC_3057 955 245 SC_3119 22% 10%
SC_3058 5 7.8 SC_3120 26 4950
SC_3059 114 320 SC 3121 44 30%
SC_3060 3 65 SC 3122 21 32%
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hNOP Ki [aM] hMOP Ki [HM] hNOP Ki [uM] hMOP Ki [aM]

o wm % wHrndu- HIH % WHIH- wm % uHruou- nm % uHru-
pumep Ipumep

POBAHMSI IPH Ouposanus POBAHHS IPH OHpOBaHMs

ImMeM npu 1MmgM ImMxM npu IMmgM
SC_3123 82 2260 SC_3183 165 1415
SC 3124 5 1090 SC 3184 19 7645
SC_3125 3%@10MxM 52%(@ 10MxM SC_3185 335 15%
SC_3126 0% 0% SC_3186 33 2210
SC_3127 0% 3945 SC 3187 87 2240
SC_3128 0% 1% SC_3188 25 1060
SC 3129 6 2180 SC_3189 57 3470
SC_3130 13 4530 SC_3190 42 28%
SC 3131 4 3090 SC_3191 27 20%
SC_3132 540 6% SC_3192 140 4270
SC_3133 19 6515 SC_3193 100 2480
SC 3134 3%@10MxM 40%@10MxM SC 3194 28 5120
SC_3135 1% 1% SC_3195 15 1240
SC_3136 16 5840 SC_3196 22 1595
SC 3137 5 4235 SC_3197 44 1680
SC_3138 28 7% SC_3198 22 5885
SC_3139 59 1690 SC_3199 19 4020
SC_3140 119 2355 SC_3200 7 13%
SC_3141 34 7855 SC_3201 115 3885
SC_3142 9 3750 SC_3202 25 3210
SC_3143 0% 4% SC_3203 68 1225
SC_3144 0% 3590 SC_3204 110 14%
SC 3145 46 1635 SC_3205 20 2465
SC_3146 18 7675 SC_3206 27 2445
SC_3147 27 3325 SC_3207 39 1505
SC 3148 14 4575 SC_3208 2 3285
SC_3149 18 6900 SC_3209 - -
SC_3150 105 16% SC_3210 - -
SC 3151 115 3490 SC_3211 - -
SC_3152 24 4775 SC_3212 9 2005
SC_3153 7 2220 SC_3213 52 18%
SC_3154 7 3575 SC_3214 7 19%
SC_3155 34 3495 SC_3215 0% 14%
SC_3156 45 6375 SC_3216 11 14
SC_3157 35 5690 SC_3217 23 2155
SC_3158 19 2540 SC 3218 83 15%
SC_3159 13 19% SC_3219 0% 1%
SC_3160 4% 5730 SC_3220 10%@10MxM 24%(@10MKM
SC_3161 2% 13% SC_3221 33 1935
SC_3162 5 1325 SC_3222 6 1910
SC 3163 28 2095 SC_3223 155 6150
SC 3164 30 880 SC_3224 10 1695
SC_3165 4% 17% SC_3225 13 2520
SC_3166 3% 1640 SC_3226 - -
SC_3167 18 3745 SC_3227 16 3785
SC_3168 11 5 SC_3228 67 3135
SC_3169 635 3445 SC_3229 105 3625
SC_3170 7 3610 SC_3230 145 2485
SC_3171 15 2010 SC_3231 120 2420
SC_3172 130 7% SC_3232 15 3475
SC_3173 10 2525 SC_3233 38 1390
SC_3174 3% 1265 SC_3234 4 1350
SC_3175 - - SC 3235 30 1095
SC_3176 13 3740 SC_3236 285 18%
SC_3177 8 4630 SC_3237 20 17%
SC_3178 6 6700 SC_3238 4 25%
SC 3179 15 3950 SC_3239 35 2410
SC_3180 125 2250 SC_3240 28 17%
SC_3181 22 5490 SC_3241 8 4610
SC 3182 11 2990 SC_3242 5 75
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hNOP Ki [aM] hMOP Ki [aM] hNOP Ki [uM] hMOP Ki [aM]
Hpunep wm % uHrudu- i % HWHIH- Mpumep wm % uHrutu- o Yo uHrn-

POBAHUSA NPH Ouposannsn POBAHHS NpU OUPOB aHmsI

ImxM npu ImgM IMM npu ImeM
SC_3243 6 695 SC_3303 450 21%
SC 3244 27 4265 SC_3304 9% 4%
SC_3245 67 - SC_3305 10% 0%
SC_3246 11 1025 SC_3306 9 4555
SC_3247 16 1220 SC_3307 13 5345
SC_3248 4 41 SC_3308 2 2575
SC_3249 740 855 SC_3309 7 6910
SC_3250 52 - SC_3310 7 23%
SC_3251 185 4550 SC_ 3311 14 27%
SC_3252 30 - SC_3312 23 1830
SC_3253 205 - SC_3313 10 2400
SC_3254 22 240 SC 3314 9 4090
SC_3255 23 150 SC_3315 14 5325
SC_3256 12 61 SC_3316 255 5430
SC_3257 150 240 SC 3317 56 6045
SC_3258 58 7125 SC_3318 35 1235
SC_3259 45 180 SC 3319 4 15%
SC_3260 570 nd SC_3320 11 1955
SC_3261 10 63 SC 3321 13 5715
SC_3262 540 3060 SC_3322 12 1150
SC_3263 66 800 SC_3323 27 5530
SC_3264 145 130 SC 3324 12% 5%
SC_3265 38 2405 SC_3325 53%@10MxM 20%@10MrkM
SC_3266 245 1055 SC_3326 - -
SC_3267 460 - SC_3327 17 3360
SC_3268 41 1625 SC_3328 31 3295
SC_3269 13 5580 SC_3329 13 4285
SC_3270 305 31 SC_3330 14 1505
SC 3271 34 245 SC 3331 2 5265
SC_3272 115 4175 SC 3332 19 2055
SC_3273 - - SC_3333 5 1580
SC_3274 63 1880 SC_3334 17 4005
SC_3275 155 124 SC 3335 30 2305
SC_3276 24 130 SC_3336 240 13%
SC_3277 37 13% SC_3337 10 1970
SC 3278 12 7035 SC_3338 36 7%
SC_3279 17 7 SC_3339 10 6830
SC_3280 6 300 SC_3340 150 5750
SC_3281 19 2580 SC_3341 15 3460
SC_3282 7 3510 SC_3342 21 3845
SC_3283 12 1030 SC_3343 27 16%
SC_3284 5 305 SC_3344 1 13%
SC_3285 15 20% SC_3345 4 1800
SC_3286 18 5895 SC_3346 12 2580
SC_3287 119 18% SC_3347 15 4845
SC 3288 15 115 SC 3348 25 4090
SC_3289 84 430 SC_3349 8 3980
SC_3290 16 6605 SC_3350 7 1485
SC_3291 350 15% SC_3351 20 2205
SC_3292 4% 0% SC_3352 37 2160
SC_3293 3% 0% SC_3353 53 15%
SC_3294 9 12% SC_3354 2 23%
SC_3295 28 2975 SC_3355 52 785
SC_3296 10 4530 SC_3356 9 4805
SC_3297 8 4270 SC_3357 13 555
SC_3298 20 17% SC_3358 51 7020
SC_3299 23 5705 SC_3359 66 3520
SC_3300 22 565 SC_3360 7 2870
SC_3301 33 2320 SC_3361 7 5095
SC_3302 31 1025 SC_3362 28 29%
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hNOP Ki [aM] hMOP Ki [aM]
Tipinvep Wi % HHrnou- WM % WHIH-

POBAHUSI IPH SupoBanust

ImMeM npu IMmgM
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_339%4 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_3406 24 805
SC_3407 77 13%
SC_3408 7 18%
SC_3409 11 25%

Iporoxon mst GyHKIHOHANBHBIX [ S]GTPYS nccnenosanuiit HOP/MOP/KOP/JIOP.

[penaparsr knerounsix MemOpan CHO-KI1, TtpanchummpoBanusix penentopom MOP uemoBeka (Ne
RBHOMM) unu penentopom JJOP yenoseka (Ne RBHODM), u xiierok HEK293 TpancdunupoBaHHbIe pernen-
topoM HOP uenoseka (Ne RBHORLM) nium penenropom KOP uvenosexa (Ne 6110558) moctynusr ot PerkinEl-
mer (YoureMm, Maccauycerc). Taxoke nucnosib3oBanu Memopansl kiretok CHO-K 1, TpancuimpoBaHHbie HOIIM-
nenTuH-oppaHoBbIM nenTuaHbBIM FQ penentopom denoBeka (hHOP) (Ne 93-0264C2, DiscoveRx Corporation,
®pumont, Kamudopuus). [*°>S]GTPYS (NeNEGO30H; Ne0112, Ne0913, Nell13 xamuGposanmsie k 46,25 TBx/
MMoJTb) nocTymHbl oT PerkinElmer (Yontem, Maccauycerc).

AHanu3zbl [3SS]GTPyS BBIMOJTHSIOTCSI B OCHOBHOM Tak, kak ommcano Gillen et al (2000). Ouu mpoBomsaTcst
KaK CIMHTHUISAIMOHHBIN aHanmu3 cOmmkeHus (SPA) B MUKpOTHTPOBAIBHBIX JIIOMHUHECIIEHTHBIX TJIAHIIETaX, T
Kakaas JIyHka cofepxut 1,5 mr nokpbeITbeix WGA SPA-rpany:n. J[ins Tecta aroHUCTHYECKON aKTUBHOCTH TECTH-
pyeMbIX coequHeHU Ha kieTouHbix MeMmOparnax CHO-K1 wmn HEK293, skenpeccupyromux peKkoMOWHAHTHBINA
hHOP, hMOP, hDOP, u hKOP-penenrop,10 umu 5 MKkr MeMOpaHHBIN O€JIOK Ha aHamu3 HHKYOupytot cc 0,4 HM
[*S]GTPYS u cepHiiHBIME KOHIICHTPALMAMHE PEIEITOP-Ceu(HICCKIX aroHIHCTOB B Gydepe, coneprkariem 20
MM HEPES pH 7,4, 100 MM NaCl, 10 MM MgCI12, 1 MM DTK, 1 MM nmutroTpeutona, 1,28 MM NaN; u 10
MKM GDP B Teuenue 45 MuH npu KOMHATHOH TeMIneparype. MUKpOTUTPOBAIBHbIE TUIAHIIETHI 3aTeM HEHTPUDY-
rupyroT B TedeHue 10 mun npu 830 misa ocaxaeHus rpanyil SPA. MUKpOTHTpOBaIbHbIE IIAHIIETH T€PMETHUHO
3aKpBIBAIOT U CBS3aHHYIO PAJHOAKTUBHOCTH [cpm] ompenensercs Mmocie 3aaepkku 15 MuH ¢ moMomsio 1450
Microbeta Trilux (PerkinElmer, Yontem, Maccauycerc).

HectumynupoBannast 6a3anbHas cBs3biBaromas aktuBHOCTE (UBS,,s [cpm]) ompenensiercst u3 12 Hectn-
MYJHPOBAHHBIX MHKYOaTOB M ycTtaHaBnmBaeTcs kak 100% OGa3zampHOe cBs3piBanme. [y onpenencHus 3¢ dex-
THBHOCTH M d()(EKTHBHOCTH CcpejHee apudMeTHueckoe HaGmoaeMoro obmero cessbBanus [ S]GTPYS
(TBgbs [cpm]) Bcex mHKYOATOB (IyOJIMKATOB), CTUMYJIMPOBAHHBIX PEIENTOP-CIIeM(PUIECKUMU arOHUCTaMH (T.e.
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N/OFQ, SNC80, DAMGO, unu U69,593) nmpeBpaimarotcst B ipoueHTsI 00miero cBs3biBanust (TB,s [%0]) oTHO-
CUTENBHO 0a3albHOW aKTUBHOCTH cBs3biBaHMs (T.e. 100% -HOTO cBsi3piBaHMs). AkTuBHOCTE (EC50) cooTBEeTCT-
BYIOIIETO arOHUCTA M €ro MaKCUMaJIbHBIA TOCTHXKUMOE CBSI3bIBAHUE [3SS]GTPyS (TBcarc [%]) BbIIIE €ro pacueT-
Horo Oa3anbHOro cBs3biBanus (UBS, . [%]) ompenenstorcs mo ero npeodpazoBaHHbM AaHHBIM (TB,s [%]) mo-
CPEIICTBOM HEIMHEHHOTO perpecCHOHHOTro aHam3a ¢ XLfit 1 KaKa0H OTIENbHON cepruu KOHIeHTpamwid. To-
IJla PACCUMTHIBACTCS PA3HHIA MEXK/Iy HECTHMYIHPOBAHHBIM cBs3biBaHHeM|  S]GTPYS (UBS . [%]) 1 cymmap-
HBIM MaKCHMAaJIbHO JOCTHKHMBIM CBSI3bIBAHHEM [3SS]GTPyS (TBeaie [%0]) O KaXKAOMY HCIBITYEMOMY arOHUCTY
(t.e. Bleye [%]). Hannas pazanma (Bl [%]) B KauecTBe Mephl MaKCHMAaIBHOTO IOCTIDKUMOTO YBEIWYCHUS
cs3piBanms [°S]GTPYS MO JaHHOMY aroHHCTY MCIONB3YeTCs JUI PacueTa OTHOCHTEIBHON 3(P(EeKTHBHOCTH
TECTHPYEMBIX COCIMHEHUH B CPAaBHEHWH C MAaKCHMAJIbHBIM JTOCTH)KAMBIM YBEIHYCHHUEM CIICIU(PUIHBIM IS pe-
1ienTopa MoaHeIM aronuctoM, Hanpumep, N/OFQ (Blenorg [Y0]) KoTopas ycTanasiauaercsa kak 100% oTHo-
cutenbHas dddextuBHOCTE M penenitopa hHOP. AmnamormuHo, mpormeHTHas 3(Gh()EKTHBHOCTh TECTUPYEMBIX
coenuHenuit as pernenropa hDOP, hMOP nnmm hKOP onpenensercst o cpaBHEHHIO C PACCUUTAHHBIM MaKCH-
MaJIBHBIM YBEJIMYEHUEM CBSA3BIBAHUEM [3SS]GTPyS noHbIME aroHucTaMu SNC80 (B1cye.snesgo [%0]), DAMGO
(Bleae-pamco [%]) 1 U69,593 (Bl acusos03 [Y0]), KoTOpast ycTanaBiuBarotcst kak 100% otHocurensHas 3¢hexk-
TUBHOCTH Ka)XIOTO PEIenTopa, COOTBETCTBEHHO.

BrImren3nokeHHOE OMMMCaHKUE U MPUMEPHI OBLTH U3JIOKCHBI TOJIBKO JUTS WLTIOCTPAIMH U300pETCHUS U HE
TpeHa3HAYCHBI IS OTpaHmdYcHUs. [10CKOIbKY MOAU(DUKAIINN ONMCAHHBIX BAPUAHTOB peallU3alliy, BKIOYAI0-
mMX B ceOs MyX U CYIIECTBO M300PETCHHS, MOTYT BO3HHUKHYTh y CIICI[UATUCTOB B JAHHOH OOJIACTH TEXHUKH,
U300peTeHNE TOMKHO TOJKOBATHCS B IIMPOKOM CMBICIIE, YTOOBI BKIIFOYATh BCE M3MCHEHHS B 00BEME IpuIarae-
Moii (hOpMYITBI H300PETCHUS U €€ YIKBUBAJICHTOB.

DOOPMYVYIJIA N30BPETEHNA

1. ITpumenenne coenunenus odmei Gopmysl (1)

e R! npeacrasiseT coooit -H nmum -CHj;

R? npencrasisieT coboit -H, -C,-Cg-ankui1, TUHEHHBIA WM pa3BETBICHHBIN, HACHIIIICHHBIN, HE3aMeIleH-
HBII; IIUKIIONPOINI, coequHeHHbIN depe3 -CH,-; okcetanni, coequHeHHbIi yepes -CH,-; uim teTparuaponupa-
HUJI, coeAuHEeHHbIH yepes -CH,-;

R’ TpeJCTaBIsIeT CO00H -(heHW, -OCH3MIWI, ~-THSHW, -OCH3UMUIA30JTUIT, HITH -MUPUANHII, B KOKIOM CIy-
yae HEe3aMEIICHHBIN WM 3aMEIICHHBIA OJHUM, ABYMS, TPEMS HIIH YETHIPHMSI 3aMECTUTEIIIMU, HE3aBHCHUMO JIPYT
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(CH3;),, -NHC(=0)CHj;, -CH,0H,
SOCH; u SO,CHs;

R* npencrasisier coboit

_H’

-C,-C¢-ankwii, TMHEWHBIN WU pa3BETBJIICHHBIN, HACBHIIEHHBIH, HE3aMEIICHHBIN WIIM 3aMEIICHHBIN OJTHUM,
JIBYMSI, TPEMSI WJTH YE€THIPbMS 3aMECTHTEIISIMH, HE3aBUCUMO JIPYT OT APyra BHIOPAHHBIMH U3 TPYIIIIHI, COCTOSIICH
n3 -F, -Cl, -Br, -I, -CN, -OH, -O-C;-Cs-anxuma, -C(=O)NH-C,-C¢-ankmma, -C(=O)N(C;-C¢-ankmwr), wim
-C(=O)NRR', rme R u R' BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHH MPUCOEIUHEHBI, 00Pa3yIOT KOJBIO U MPE/I-
cTaBIAIOT c000it -(CH,)3.5-;

3-6-4JICHHBIA IMKIIOATKWI, He3aMCIICHHBIH WM 3aMEUICHHBIA OIHUM, IBYMS, TPEMs WM YCTHIPbMS 3a-
MECTHTEIIIMHU, HE3aBUCUMO JAPYT OT JAPYyra BBIOpaHHBIMU U3 TPYMIbI, cocrosmieit u3 -CHj;, -F, -Cl, -Br, -1, -CN,
-OH, u -O-C,-C4-ankuna, npuyeM yKazaHHBINA 3-6-4JeHHBIN MUKIOATIKWI coenuneH uepes -C;-Cg-anKkuien;

3-6-4JICHHBIH reTePOIUKIIOANIKII, He3aMEIICHHBIN MU 3aMCIICHHBIA OTHUM, IBYMs, TPEMS W YCTHIPbMS
3aMECTUTEIISIMH, HE3aBHCUMO JIPYT OT ApYyra BRIOpaHHBIMH M3 Ipymnmbl, cocrosmei u3 -F, -Cl, -Br, -1, -CN, -OH,
n -0-C,-Cy-ankuia, mpuieM yKa3aHHbBIN 3-6-1ICHHBIH FeTePOIMKIOANKIIT coennueH uepes -C-Cg-aaKuieH;

-peHwI, He3aMeNIeHHBIN W MoHo3aMmenIeHHbIi -OCH3; mpudeM ykazaHHbIH -pennn coequneH depes -C; -
C¢-aJIKHAIIEH-; WIIH

-IIUPHUIIII, He3aMEeICHHBIH, MOHO- WITH MOJIN3aMEIIEHHBIN; MPUYeM YKa3aHHBIN -TIMPUINIT COSAMHEH Yepe3
-C,-Cg4-anxuiieH-;
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R’ npescrasiser coGoit

-pennn, -1,2-0CH30AMOKCON, -MUPA3HHWI, -THPUIA3WHWI, -MUPUIUHWI, NHPUMUAINHWI, -THCHUI,
-UMHUAAQ30JM,  -OCH3UMMOA30JuiI,  -THa3ouwi,  -1,3,4-tmaguazonwy,  -O€H30THA30JMI,  -OKCa30JIHII,
-0eH30KCa30IMI, ~-ITUPA30JIAI, XHHOJUHIII, ~-U30XUHOJIMHNI, ~XWUHA30IUHIII, -WHAOIWI, -AATHAPONHIOIIII, HH-
nmonmuHW, -6enso[c][1,2,5]okcaguazonun, -6enzo[c][2,1,3]okcamguazonun, wumunasoll,2-ajnupasuaun, -1H-
nuppotio[2,3-bmupunuani, wim -1H-muppoio[2,3-c|nupuauHmi, B K&KIOM CIydac He3aMeIIEeHHBIH WIH 3aMe-
IIEHHBIA OJHUM, ABYMS, TPEMS WJIM YETHIPHMS 3aMECTHTEIISIMH, HE3aBUCHMO IPYT OT JApYyra BHIOpaHHBIMH U3
TPYIIbBI, COCTOSIEH U3

-F; -Cl; -Br; I,

-CN; -C;-Cy-anmkuna; -C;-Cy-ankun-OH; -CF;; -C;-Cs-ankun-CF;; -Ci-Cy-ankun-C(=O)NH,; -C;-Cy4-
ankmn-C(=0)NHC,-Cg-anxuina; -C;-C,-ankmn-C(=0)N(C,;-Cg-ankun),; -C;-Cy-ankxun-S(=0),-C;-C,-ankuna;

-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-ankmna; -N(C;-C4-anmkmn),; -NHC;-C,-anxun-OH; -NCH;C;-Cy-anxkun-OH; -NH-C-Cy-
ankmwi-C(=0)NH,; -NCHj;-C,-Cy-ankun-C(=0)NH,; -NHC(=0)-C,-C,-anxuna; -NCH;C(=0)-C,-C4-ankuna;

-OH, :O, -O-CI-C4-3HKI/IH3.; -OCF3, -O-CHz-CFj,; -O-CI-C4-3..HKI/IH-C02H; -O-Cl-C4-3.HKPUI-C(:O)O-C1-
Cj-ankunna; -O-C-C4-anxun-CONH,;

-S-C;-Cy-anxmna; -S(=0)C,-C,-ankuna; -S(=0),C;-C4-ankmna; u -S(=0),N(C;-C,-anxun),;

-3-12-4sIeHHOTO ITUKIIOANIKAJIA, HACBIIIICHHOTO I HEHACHIIIIEHHOTO, HE3aMEIIeHHOT0, MOHO- UM MOJIH3a-
memeHHoro -OH, -CF5; 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 4YEpe3 -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>)1.3-;

-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,, nim -F; npuuem ykazaHHbIii 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  TeTepoapwia, HE3aMEIICHHOTO, MOHO- WM HOJH3aMemIeHHOro  -Cj4aKuioMm,
-nukitonponuiom, uin -CF;; npudeM ykasaHHBIH 5-14-uneHHBIN TeTepoapuil HeoOsA3aTENbHO COSMHEH Yepes
-CH,-, -O-, -NH-, -NCHj3-, -NH-(CH,;);.3-, -NCH3(CH,);.3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH-
(CHy),.3-, -C(=O)NCH;3~(CH>),.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, OWUITUKINYCCKUA WIIH
TPUIMKINYECKUN (YparMeHT, cofiepkamuii oT 3 10 12 aToMOB B KOJIbIIE WJIH OT 3 70 6 aTOMOB B KOJIbIIE, T1IE
KOKIBIA ITUKI BKITFOYAET HE3aBUCUMO APYT OT npyra 1, 2, 3, 4 wiu Goyee TeTepoaToMOB HE3aBUCUMO JIPYT OT
JpyTa BEIOPaHHBIX U3 TPYIIIBI, COCTOSINIEH U3 a30Ta, KHCIOPOIa B CEePHI, TOTa Kak cepa MOXKET OBITh OKHCIICHA
(S(=0) unu (S(=0),), mprYeM OCTATBHBIC KOJBICBBIC aTOMBI SBJISIOTCS aTOMaMHU YTICPOIa, IPH STOM OHIIUKITH-
YECKHE WIH TPUIHKINICCKUE CHCTEMBI MOTYT HMETh OOIIUI reTepoaToM(bl); U

"5-14-4uneHHBII reTepoapuiIbHBIA (parMeHT' 03Ha4aeT apoMaTHYECKUH, MOHOLMKINYECKIH, OUIMKINYe-
CKHUH WJIM TPULUKIINYECKUH (hparMenT, cojepkamuii 5-14 KoiIbLeBbIX aTOMOB, IPUYEM KaXIbIH UK COJEPIKUT
HE3aBUCHMO JpyT OT apyra 1, 2, 3, 4 win Ooliee TeTepoaTOMOB, HE3aBUCUMO JIPYT OT JPYra BBIOPAaHHBIX U3
TPYIINEL, COCTOSIIICH U3 a30Ta, KHCIOPOJa U CEphl, MPUYEM OCTAJIbHBIC KOJBIICBEIC aTOMBI SBJISIOTCS aTOMaMU
yraeposa, pu 3TOM OUITUKINIECKIE UITH TPUITUKINYECKHE CHCTEMBI MOTYT HMETh OO reTepoaToM(bl);

WIH ero (PU3HOJIOTHIECKU IPUEMIIEMOH COJIM B Ka4eCTBE JICKAPCTBEHHOTO CPEACTBA WHTHOMPYIOMIETo (aH-
TarOHU3MPYIOIIETO0) OTUH WIH O0JIee OMMMONAHBIX PEIETTOPOB.

2. Hpumenenne 1o 1.1, rae (i) R' npencramsier coGoii -H; u R? npexacrasmsier co6oit -C,-Cg-anku, -
HEWHBIM WJIW Pa3BETBICHHBIN, HACBHIEHHBIA, HE3aMelmeHHbIH; win (ii) R! npenacrasiser coboit -CH;; u R?
npencraisieT coboit -C-Cq-ankwmi, TUHEHHBIA WU Pa3BETBICHHBIN, HACBHIICHHBIN, He3aMemeHHbIN; wiu (iii)
R' mpencrasnser coboit -H wm -CHs; u e R” npescrasiser co6oii -CH,-okceTaHumIL.

3. [IpuMeHeH e 1o TI60MY U3 Ipe/IIeCTBYIOMKX MyHKTOB, re (i) R’ mpencrapmser co6oit -denn, GeH-
3WJI, B KOKIOM CITydac He3aMEIICHHBIN UM 3aMCIICHHBIN OHUAM, IBYMs, TPEMs WK Y€THIPhMS 3aMECTUTEIISIMH,
HE3aBHUCHMO JPYT OT Apyra BBIOpaHHBIME W3 rpymnnbl, cocrosimeit u3 -F, -Cl, -CN, -CH;, -CH,CHj3, -CH,F,
-CHF,, -CF,;, -OCF3, -OH, -OCH;, -C(=0)NH,, C(=O)NHCHj;, -C(=0)N(CH;),, -NH,, -NHCHj3;, -N(CH3),,
-NHC(=0)CHj;, -CH,OH, SOCH; u SO,CH3; wu (ii) R’ MPEICTABISACT COOOH -THEHWII, ~-OCH3UMUIA30IIII UK
-IIAPUINHIII, B KaXXIOM CITydae He3aMEIICHHBINH WM 3aMEIICHHBIA OJHUM, ABYMS, TPEMsI FIIH YEeTHIPbMSI 3aMec-
TUTEJSIMY, HE3aBHCHMO JIPYT OT Apyra BeIOpaHHBIMU U3 Tpymmbl, coctosmei u3 -F, -Cl, -CN, -CHs, -CH,CH;,
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-CH,F, -CHF,, -CF;, -OCF;, -OH, -OCH;, -C(=O)NH,, C(=O)NHCHj;, -C(=O)N(CH;),, -NH,, -NHCHj,
-N(CHj3;),, -NHC(=0O)CHj;, -CH,0H, SOCH; u SO,CH;.

4. TIpuMeHeHHe 110 0GOMY M3 MpeANecTBYOMuX myHKToB, rae (i) R* mpexcrasmser coboit -H; i (ii) R
npencraBisieT coboit -C-Cg-aJIKui, THHEHHBIA WM Pa3BETBICHHBIN, HACHIIICHHBIN, HE3aMEIICHHBIN WA 3aMe-
IIEHHBIA OJHUM, ABYMS, TPEMS WJIM YETHIPHMS 3aMECTHTEIISIMH, HE3aBUCHMO IPYT OT JApYyra BHIOpAaHHBIMH U3
rpynmsl, cocrosmment u3 -F, -Cl, -Br, -1, -CN, -OH, -O-C,-C;-anxuna, -C(=O)NH-C,-C¢-ankuna, -C(=O)N(C;-C¢-
ankwmn), wiu -C(=O)NRR', rne R u R' BMecTe ¢ aromoM a3oTa, K KOTOpOMY OHH TPHCOEIMHEHBI, 00pas3yroT
KOJIBIIO W TIPEACTABISIOT c060it -(CH,)ss-; mmm (iii) R* mpexcraBmsier co6oif 3-6-4IeHHBIH THKIOAIKII, HE3a-
MEIIICHHBIN WM 3aMEIICHHBIA OJHUM, BYMS, TPEMsI HJIH YETHIPbMS 3aMECTUTEIIIMU, HE3aBUCUMO JPYT OT IpyTa
BBIOPaHHBIMU W3 TpyNIbl, cocrosieit u3 -F, -Cl, -Br, -1, -CN, -OH, u -O-C;-C,-ankuia, npu4eM yKa3aHHBIH 3-6-
YICHHBIN IUKIOATKIIT coenuHeH uepes -C-Cq-ankuien; win (iv) R* TpeJCTaBIsIeT co00i 3-6-WICHHBIN TeTepo-
[UKJIOANIKIJ, HE3aMCIICHHBIN WM 3aMCIICHHBIN OJTHAM, TBYMS, TPEMs MM YETHIPbMSI 3aMECTUTEIIIMH, HE3aBH-
CHUMO JPYT OT Apyra BBIOpaHHBIMH W3 rpymmbl, coctosimeit u3 -F, -Cl, -Br, -I, -CN, -OH, u -O-C;-C4-ankuia,
TpHYEM YKa3aHHBII 3-6-uIeHHbIH reTepoLHKIoaTKmI coemunen yepes -C,-Co-ankunen; win (v) R npencrass-
eT co0oif GeHmI1, He3aMeIeHHBIN Wi MOHOo3aMemeHHbIH -OCH3; mprdeM yka3aHHBIN -(QeHMIT COeTMHEH depes -
C,-Cg-anmxunen-; nmm (vi) R* MpeCTaBIsIeT COO0H MUPUAWI, He3aMEIIEHHBI, MOHO- WJIH ITOJIM3aMEIIESHHBIH;
TPUYEM yKa3aHHBIH -TTUPUANI coequHaeH uepes -C-Cq-amKnieH-.

5. IIpuMeHeHue 10 TI000MY M3 MPEIIeCTBYIONMX MyHKTOB, rie (1) R’ mpencraBmser coGoii -(penn, He-
3aMEIICHHbI, 3aMEIICHHBII OHUM, ABYMS, TPEMS MM YeThIpbMs 3aMecTuTeasamu; uwin (i) R” npeamourntens-
HO TIpEeICTaBIseT co00il -1,2-0€H30JMOKCON, -MHUPA3HHWI, -THPUAA3WHWI, -THPUIWHI, -MTHPAMUAHHAI,
-THCHWII, -UMHJIA30JIWI, -OCH3MMUIA30II, -THA30MWI, -1,3,4-THamua3oimi, -OCH30THA30JIMI, -OKCA30JIHIL,
-OCH30KCa30II, -MUPA30IHI, -XWHOJIWUHUWI, -H30XHHOJNUHWI, XWHA30JUHWI, -WHIOJWI, -IUTHIPOUHIIOINIIL,
-uHHoMMHWI, OeH3o[c][1,2,5]okcamuazonmi, -6en3o[c][2,1,3]okcamuazonmn, -umunasofl,2-ajnupasunm, -1H-
nppoio[2,3-b]mupunuann wim -1H-nmppono[2,3-cmupunuami, B KaXkJI0M cllydae He3aMelIeHHBIH, 3aMeIeH-
HBIH OJTHUM, IBYMSI, TPEMS FITU YCTHIPEMS 3aMECTUTCIIIMU.

6. [IpuMenerne 1Mo T000MY U3 MPEIISCTBYIONINX MyHKTOB, T COSANHEHIE HMEET CTPYKTYPY 000N 13
obmux hopmy (II-A) - (VIII-C):

RS

(11-A) (11-B)
s R
R
\N N<pe
)\ R3
N
o
1) R®
(I1-A)
RS R{ R®
~ N N ~ ~ N N
)\ h )\N "
o N 0
RC R®

(III-C)
(LI-B)
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(VIII-B)

(VIIL-C)

I/ie B K&KJIOM cydyae

RI, Rz, R3, R*uR’ OTIpEICIICHBI, KaK B JIIOOOM U3 MPEANICCTBYIOIIUX TyHKTOB,

R€ npencrasisiet coboit -H, -OH, -F, -CN mnu -C;-Cy-anxu;

RP npezacTaBiset coboit -H wm -F;

WK eT0 (PU3HOIOTHIECKH TIPHUEMIIEMasi COJIb.

7. llpuMeHeHue 1Mo TFO0MY U3 IPEANICCTBYIOIIUX TyHKTOB, TIC R’ BBIOpAH U3 TPYIIIBI, COCTOSIICH H3:

= CONH,

©\ H,N HN
;

N

- 181 -



=4

NC

H,NOC

NC

CN

/
.

CN

T
P

NC

NC

F3C.

NC.

045034

CN

- 182 -

4
,

CN

CN

o
/32 CFs
H,N
~
o fo)
~ ~
)"
v
O,
FiC s
~N
.
.
N
[
N
N o
NC N
[
F .
NC o
AN ~
NP



N
\( AN
9y
N

NC

F;C

045034

X

N| =
| X
N

- 183 -

FsC

| X
N FH
NC N
N| P
FsC N



(o]
o

045034

0
L

- 184 -



045034

.

- 185 -



045034

[e]

-0

W

- 186 -



045034

- 187 -



045034

(o]

_’ﬁ Ozé/
O’O N [ Q N
YT
N~ N /

- 188 -

o>/4
HN N
TN
N —
o]
K\NJ#N
/N\// /N
N



045034

N
1 N
—

=7 /
=z
27 \
=
=7 /
=z

- 189 -



045034

F

HoN

- 190 -



045034

H,N

- 191 -



045034

-192 -



045034

N —
o N o
HN N / /N N _
o
YN N/D }/U\NHZ
l NH

-193 -



045034

, N
’
;
'I
/I
[o]
o]
Y C\N
X
— |
o ’
NS / N '
N / 4
I’
’
o] (o] / \ =l N
F N
H,N | X H,N | X =\ s
I~ / = J /
N I/ N ’
’ ’
i AN i AN
N = , N = ,

194 -



045034

o

HN
o

HN

HN

o

o

L =
N\ \N
w 4
w
T
Q o
Z P4
-\ 7\
BN Z
TR w w "
w [T
/
_ §
VJ - VJN .
(@) b4
7 i
N/ N
w w w w

- 195 -



045034

- 196 -



045034

@
[
(8]

HO

HO

-197 -



045034

O/ﬁ (\O HO
Do~ 0
N
| D | 7 ‘ | A
NN NT N
N d
N\
F
F \
F Y %
2 NG|
N NN N
N / / /! \ .
’,' N 'l
/7
o) o o)
0
N
72
N, | N4 | HN N—<\:©\
N II’ \N ; \_/ N ,’,
'I / l' II
F
o F
o=l F
s 74
- Y 2 N
| )\ N\ | N lll
~— 4 N / / K
N '/' k /" F3C
o
Y
_-N
N |
\ ,
N ’

8. IIpumeHenue 1o Jr0OOMY M3 MHPEAIIECTBYIONUX MYHKTOB, IJle COEAMHEHUE MMEET CTPYKTYpY 0Ouiei
dhopmyer (1')
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@)
rae R'-R’ R'-R% OTIPEJIEIICHBI, KaK B JIIOOOM M3 MPEIIeCTBYIONTNX ITyHKTOB,
WIH eT0 (PU3HONIOTHIECKH pHeMIIeMasi COJIb.

9. IIpumeHeHHe O JOOOMY M3 MPEALIECTBYIOIINX MYyHKTOB, I/Ie COCAMHEHHE UMEET CTPYKTYpYy OOIei
dhopmyner (IX) wm (X)

RFYV | RE R\K |
\
U\ y \ - U\ N N\RZ
)’\ R )\ "
o N 0 \

V. RE

RC
) X) (CHa)12

rie R? npencrasiset coodoit -H mmm -CHj;

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

R® npeacrasisieT codoit -H mmu -OH;

RE npencrasiseT coboit -H, -CHs, -F, -CF;, -nmkmonpomn, -asupuauani, -OH; -O-C,-Cy-ankun; -OCFj5;
-0-C,-C4-anxmin-CO,H; -O-C,-Cy-ankun-C(=0)0-C,-Cs-anxwr; win -O-C,-Cy-ankun-CONH,;

RF TIPECTaBISET COOOM

-CF;, -uknonpornmi, -S(=0),CHj,

-NH,; -NHC;-C-ankun; -N(C;-C4-ankun),; -NHC;-Cy-ankun-OH; -NCH;C,-C,-ankun-OH; -NH-C;-C;-
ankun-C(=0)NH,; -NCH;3-C;-Cy-ankun-C(=0)NH,; -NHC(=0)-C;-Cy-anxmr; -NCH;C(=0)-C;-C,-anxw;

-6-14-uneHHbIN apui, HE3aMEILEHHBIH, MOHO- UJTU TOJIU3aMeIIeHHbIH; UIn

-5-14-uneHHbl TeTEpOAPUII, HE3aMEIICHHBI, MOHO- I MOJU3aMeLIeHHbIH;

U npencrasnset co6oit =CH- unu =N-; u

V npeacrasnser coooit =CH- min =N-;

WM eT0 (PH3UOJIOTHIECKH MPUEMIIeMast COJTb.

10. ITpumenenune 1o ar0d60My u3 . 1-9, Tae coeAnHeHne UMEET CTPYKTYpY obeit popmyms (XI)

RG
/
{ \ N \
R2
KX
RH R3
G N

XD

rie R? npencrasiset coodoit -H mmm -CHj;

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

R" npencrasmser coGoit

-CN; -C,-Cy-ankwmr;, -CF3; -Ci-Cy-anxun-C(=0O)|NH,; -C,-Cy-ankun-S(=0),-C,-C,-ankun; -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),.3o-CHs;

-3-12-4yjeHHBIA MKIOAIKIII, HACBIIIEHHBINH UM HEHACHIIIEHHbBIH, He3aMEIeHHbIH, MOHO- HIIH IIOJIM3aMe-
MICHHBIN; TpUYeM yKa3aHHBIA 3-12-4ICHHBIH NHUKJIOANKWI Heobs3aTenbHo coeawmHen depe3 -CH,-, -NH-,
-NCH3-, -NH-(CH,);3-, -NCH;3(CH,);3-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0O)NH-(CH,);;-,
-C(:O)NCH3-(CH2)1_3-; nimn

-3-12-uneHHbIN TeTePOLUKIIOANKIII, HACBHIIIICHHBINA WM HEHACBILECHHBIN, HE3aMEIICHHbIH, MOHO- WJIH T0-
JMU3aMelIeHHbIN; 6-14-ujleHHbIN apuil, He3aMEeIEHHbI, MOHO- WJIM IMOJIM3aMEILEHHBIN; TpUYeM yKa3aHHbIN 3-
12-4eHHBIH TETePOIMKIOATKIII HeoOs3aTenmbHo coeauneH uepe3 -CH,-, -NH-, -NCHj;-, -NH-(CH,);.3-,
-NCH;(CH,); 5-, -(C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=0)NH-(CH,); 5-, -C(=O)NCH;-(CHy) 3-;
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RY npescraBnser co6oit

-CF3, -S(=0),CHg;

-NH,; -NHC,-C4-ankwmr; -N(C,-Cy-ankuin),; -NHC,-Cs-ankun-OH; -NCH;C;-Cs-ankun-OH; -NH-C,-C,-
ankmi-C(=0O)NH,; -NCH;-C,-Cy-ankun-C(=0)NH,; -NHC(=0)-C,-Cy4-ankun; -NCH;C(=0)-C,-C4-ankmu;

-3-12-yjIeHHBIA MKIOAIKIII, HACBIIIEHHbINH UM HEHACHIIIEHHBIN, He3aMEeIeHHbIH, MOHO- HIIM IIOJIM3aMe-
MICHHBIN; TpUYeM YyKa3aHHBIA 3-12-4ICHHBIM NHKJIOANKWI Heobs3aTenbHo coeauHeH depe3 -CH,-, -NH-,
-NCH3-, -NH-(CH2)1_3-, -NCH3(CH2)1_3-, -(C:O)-, -NHC(:O)-, -NCH3C(:O)-, -C(:O)NH-(CHz)I_j,-,
-C(:O)NCH3-(CH2)1_3-; nim

-3-12-uneHHBIN TeTePOLUKIIOANKIII, HACBHIIIICHHBINA WM HEHACBHIIIECHHBIN, HE3aMEIIeHHbIH, MOHO- WJIH T0-
JMU3aMelIeHHbIN; 6-14-uleHHbIN apuil, He3aMEeIEHHbI, MOHO- WJIM IMOJIM3aMEILEeHHBIN; TpUYeM yKa3aHHbIN 3-
12-4eHHBIH TETEPOIMKIOATKIII HeoOs3aTenmbHo coeauneH uepe3 -CH,-, -NH-, -NCHj;-, -NH-(CH,);.3-,
-NCH3(CH»), 5-, (C=0)-, -NHC(=0)-, -NCH;C(=0)-, -C(=O)NH~(CH,), 3-, -C(=O)NCH3-(CH,),3-;

WK eT0 (PU3HOIOTHIECKH TPpHUEMIIeMasi COJIb.

11. Tlpumenenue Mo OOOMY W3 MPEIIICCTBYIONINX MYHKTOB, TJIe COCIMHCHUE BHIOPAHO W3 TPYIIIHI, CO-
CTOSIIEH U3

uc-5-[ 1 -(MKI00y THII-METHI ) -8-TUMETHIIaMUHO-2-0KC0-8 - eHni-1,3-muazactmpo-[4,5 ]-nexan-3-
W | MIAPUMUIAH-2-KapOOHUTPHJIA;

uc-5-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8 - eHni-1,3-muazactmpo-[4,5 ]-nexan-3-
W |upa3uH-2-KapOOHUTPHIIA,;

uc-5-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-muazactmpo-[4,5 |-nexan-3 -mn|-4-
METOKCH-IUPUMUINH-2-KapOOHUTPHUIIA;

uc-5-[ 8-auMeTHnaMuHo- 1 -(2-MeTOKCH-3THIT)-2-0Kc0-8-henun- 1,3 -nuazacupo-[4,5]-nexan-3-
W | IAPUMUIUH-2 -KapOOHNTPHUIIA;

uc-5-[ 1 -(MuKI00y THIT-METHI ) -8 - IMME THIIAMHHO-2-0KCc0-8-(heHm- 1 ,3-nuaszacmupo-[4,5]-nexaH-3-
W | TUPUMHUTAH-2-KapOOHOBO# KHCIOTH aMH/IA;

uc-5-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHn-1,3-nmuazactmpo-[4,5 ]-nexan-3 -mn|-2-
METHICYJIb(QOHUI-TTUPUMUIHH-4-KapOOHUTPHIIA;

ruc-5-[ 1-(2-MeTOKCH-3THIT)-8 -METHIIaMHHO-2-0KCc0-8-(heHn- 1,3 -nuazacnupo-[4,5]-nexan-3-
W | MIAPUMUIAH-2-KapOOHUTPHJIA,;

ruc-2-[ 1 -(MKI00y THII-METHI ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-nmuazactmpo-[4,5 ]-nexan-3-mn|-5-
METHICYIb(QOHNIT-0EH30HUTPHIIA,

uc-2-[ 1 -(uKI00y THIT-METHI ) -8 - IMME THIIAMHHO-2-0KCc0-8-(heHm- 1 ,3-nuaszacmupo-[4,5]-nexaH-3-
ni]oeH3aMua;

uc-3-[ 1 -(uuKI00y THIT-METHI ) -8 - IMME THIIAMHHO-2-0KCc0-8-(heHm- 1 ,3-nuaszacmupo-[4,5]-nexaH-3-
ni]oeH3aMua;

uc-5-[ 8-apuMetrnamMuHo- 1 -[ (1 -THAPOKCH-ITUKIO0 Yy THI )METHII |-2-0KCc0-8-(henm- 1,3-nnazacnupo-[4,5]-
JieKaH-3 -1 | HTUPUMUINH-2-KapOOHOBOW KUCIOTHI aMHa;

ruc-5-[ 1 -(MKI00y THII-METHT ) -8-MeTHITaMHHO-2 -0KC0-8-pern-1,3-muazactupo-[4,5]-nexan-3-umn | -4-
METOKCH-TMPUMHUINH-2-KapOOHUTPHIIA;

uc-5-[8-gumetnnamMuHo- 1 -[ (1 -THIAPOKCH-TTUKIIOO Y THIT ) METHII |-2-0Kc0-8-(heHni- 1,3 -auazactmpo-[4,5]-
JIeKaH-3-1J1 | TAPUMUIUH-2-KapOOHUTPHIIA;

nuc-2-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-nmuazactmpo-[4,5 ]-nexan-3-
W IAPUMUIUH-5-KapOOHNTPHUIIa;

uc-8-uMetiaMuHo- 1 -[(1-ruapokcu-nnKiIo0y Tiin)Me T | -3 -(2-Me TOKCH-ITMPUM U TIH-5 - 1T ) -8 -(h e HUIT-
1,3-nuazacnupo-[4,5]-nexan-2-oxa;

uc-2-[ 1 -(IuKI00y THIT-METHI ) -8 - IMME THIIAMHHO-2-0KCc0-8-(heHm- 1 ,3-nuaszacmupo-[4,5]-nexaH-3-
W | TUPUMHTAH-5-KapOOHOBO KHCIOTH aMH/IA;

uc-4-[ 1 -(uKI00y THIT-METHI ) -8 - IMMETHIIAMHHO-2-0KCc0-8-henm- 1,3 -nua3zacmupo-[4,5]-nexan-3-mi | -N-
METHI-0eH3aMuIa;

uc-5-(8-guMeTnIaMuHO-2-0Kco-8-peHm- 1 -mponui-1,3-auazacnupo-[4,5 |-nexan-3-1uin) MUpUMHIHH-2 -
KapOOHHUTPHIIA;

uc-5-[ 8-gumeTnnamMuHoO- 1 -(3-MeToKCH-TIpoTiiI)-2-0kco-8-hennn-1,3-auazacnupo-[4,5]-nekan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA,;

uc-5-[ 1 -(MKIOTPOTHII-METHIT )-8 - TUME THIIAMUHO-2-0KCO-8 - eHm- 1,3-nuazacrmpo-[4,5]-nexan-3-
W | IAPUMUIUH-2 -KapOOHNTPHUIIA;

uc-4-[ 1 -(uuKI00y THIT-METHI ) -8 - IMMETHIIAMHHO-2-0KCc0-8-(heHr- 1 ,3-nuaszacmupo-[4,5]-nekaH-3-
ni]oeH3aMua;

1uc- 1 -(MUKI00Y THII-METHI )-8 - TUMETHIaMUHO-8-(heHHII-3 -[ 2-(TprdTropMeTHI ) TUpUMHANH-5-11]-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-muMeruinaMuHo- 1 -[(1-runpoxcu-nukio0yTnin)Me T | -3 -(2-ru ipoKCu-IIMPUMHUIUH- 5 -11) -8 -peH -
1,3-nuazacrmpo-[4,5]-nexan-2-oxa;

uc-5-[ 8-guMeTunaMuHo- 1 -(2-MeTrI-mporun )-2-okco-8-penmn-1,3-nnazacimpo-[4,5]-nexan-3-
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WJI | IMPUMUIUH-2 -KapOOHNTPHUIIA;

uc-5-[ 8-aumeTnnamMuHo- 1 -(2-rugpoKkcu-3THi)-2-0kco-8-penun-1,3-quazacnupo-[4,5]-nexan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA,;

uc-5-[ 1 -(MKI100y THII-METHIT ) -8-MeTHITaMHHO-2 -0KC0-8-pern-1,3-muazacnupo-[4,5]-nexan-3-un|-4-
METWI-TTUPHUINH-2-KapOOHUTPHIIA,

ruc- 1 -(IKIT00y THI-MeTH ) -3 -(5-METOKCU-TIMPA3HH-2 -1 )-8 -Me THIIaMUHO-8 -(heHni- 1,3 - auazaciupo-[4,5]-
JIEKaH-2-0Ha;

nuc-4-[ 1 -(IMKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-muazactmpo-[4,5 |-nexan-3-mi|-
N,N-aumMmeTHI-0eH3aMua;

uc-4-[ 1 -(IuKI00y THIT-METHI ) -8 - AMMETHIIAMHUHO-2-0KCc0-8-henmi- 1,3 -nua3zacmupo-[4,5]-nexan-3-wm ] -N-
9THI-N-(2-TUIpOKCH-3THIT)OCH3aMU 12,

uc-2-[ 1 -(unkiI00y THIT-METHIT )-8 -MeTHIIaMHUHO-2-0Kc0-8-heHn-1,3-anazacrupo-[4,5]-nexan-3-un]-5-
METWICYIb()OHMIT-OCH30HUTPHIIA;

1uc- 1 -(MUKII00Y THITI-METHIT) -8 -MeTHIIaMHHO-3 -[ 2-MeTHicy b oHUI-4-(Tprd TopMe T ) e HIIT | -8 - eHHII-
1,3-nnazacrimpo-[4,5]-nexan-2-oxa;

ruc-4-[ 1 -(MKI00y THII-METHIT ) -8-MeTHITaMHHO-2 -0KC0-8-perni-1,3-muazactupo-[4,5]-nexan-3-un]-N,N-
muMeTHII-3-(TpudTopMeTH)0eH30ICY T ()OHOBOM KUCIOTH aMU/Ia;

ruc-4-[ 1 -(MKI00y THI-MeTH ) -8-(ATHII-METHIIAMUHO ) -2-0KC0-8-peHm- 1, 3-nnazacrimpo-[4,5]-nexaH-3-
W1 |-0CH30HUTPHIIA;

uc- 1 -(IMKI00y THI-METH ) -8-(ATHII-METHIIAMUHO ) -8 -peHH-3-[ 2-(Tpru TOpMETHIN) TUpUMHIAH-5 -1 - 1, 3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-5-[ 1 -(UKI00y THIT-METHI ) -8 -(3TUII-ME THIIAMUHO )-2-0Kc0-8-penm- 1,3-muazacmupo-[4,5]-nekan-3-
W | IMPUMUINH-2 -KapOOHNTPHUIIA;

uc-5-[ 8-gumeTtmnamMuHo- 1 -[ (1 -MeTHII-IUKII00 y THI )METHI |-2-0KCc0-8-(heHm- 1 ,3-nnazacnupo-[4,5]-nexaH-
3-1I1 | IUpUMHINH-2-KapOOHUTpHUIIA;

nuc-2-[3-(2-1mmaHo-MUpUMHAITH-5-1T)-8 - TMMEe THIIaMUHO-2-0Kc0-8-perm- 1,3-nuazacnupo-[4,5]-nekan-1-
i |-N,N-nmuMeTHI-ane TaMua;

ruc- 1 -(IMKI00y THII-METHI ) -8 -Me TUIIaMHHO-8 -(heHIT-3 - [ 2-( TpUPTOPMETHIT ) TUPpUMU T H-5 -1 - 1,3 -
nuasacnupo-[4,5]-nexaH-2-oHa;

nuc-5-[ 8-gumerunamuHo-8-(3-propdennn)-1-(4-metokcn-0yTmn)-2-okco-1,3-nuazacimpo-[4,5]-nexan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA,;

uc-5-[ 8-aumeTnnamuHo- 1 -(3-MeToKCH-IpOoITHi ) -2 -0Kco-8-penm-1,3-muazacupo-[4,5]-nexan-3-ui|-4-
METOKCH-TUPUMUNH-2-KapOOHUTPHUIIA;

uc-5-[ 1-[(1-nuaHo-HuKI00y THIT ) METHI | -8 - INMETHIIAMIHO-2-0KC0-8-(eHm- 1 ,3-nna3zacnupo-[4,5]-nexaH-
3-MI1 | IUpUMHIMH-2-KapOOHUTpUIIA,

mrc-N-(unkino0yTri-mMetin)-5-[ 1 -(uukiao0y Tnin-metin )-8 - aumetmiiaMuHo-8-(3-prophenmn)-2-okco-1,3-
nuazacrupo-[4,5]-aexan-3-wi |HIupUMUIIH-2-KapOOHOBOM KHCIOTHI aMH/Ia;

ruc-5-[ 1-(3-MeToKCcH-TTpomni )-8-MeTHIIaMHHO -2 -0Kco-8-permi- 1,3-mua3zacnupo-[4,5]-nexan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA,;

nuc-5-[8-gumernnamuHo-8-(3-propdennn)- 1 -metun-2-okco-1,3-nuazacimpo-[4,5]-nexan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA;

uc-4-MeToKCH-5-[ 1 -(3-MeTOKCH-TIPOTTHIT) -8 -METHIIAMHHO-2-0KCO-8-(heHn- 1, 3-auazacnupo-[4,5]-nekan-
3-WI1 | IUpUMHIMH-2-KapOOHUTPUIIA;

uc-4-[ 8-auMeTHIaMuHo- 1 -(2-MeTOKCH-3TII)-2-0Kc0-8-henun- 1,3 -nuazacupo-[4,5]-nexan-3-
W | IMPUMUINH-2-KapOOHNTPHUIIA;

uc-5-[ 8-auMeTHnaMuHo- 1 -(2-MeTOKCH-3THIT)-2-0Kc0-8-henun- 1,3 -nuazacmupo-[4,5]-nexkan-3-mn | -4-
METOKCH-TUPUMUNH-2-KapOOHUTPHUIIA;

uc-4-[ 1 -(uuKI00y THIT-METHI ) -8 - IMMETHIIAMHHO-2-0KCc0-8-(heHm- 1 ,3-nuaszacmupo-[4,5]-nexaH-3-
W | MIAPUMUIAH-2-KapOOHUTPHJIA,;

uc- 1 -(IMKI00y THI-METH ) -8 - TUMETHIIAMUHO-3 -(6-Me THIICYTh (G aHUIT-TUPUMHUIHH-4-101)-8-pernn-1,3-
nuazacnupo-[4,5]-nexaH-2-0Ha;

uc-2-[ 3-(2-1mmaHo-mupUMHATUH-4-11)-8 - TUME THIIaMUHO-2-0KC0-8-peHm- 1,3-nuazacnupo-[4,5]-nekan-1-
i |-N,N-nmuMeTHI-ane TaMua;

uc-6-[ 1 -(IMKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-muazactmpo-[4,5 ]-nexan-3-
W | IMpUMUINH-4-KapOOHNTPHUIIA;

uc-2-(8-auMeTHnaMuHo-2-0kco-3,8-mudenmi-1,3-muazacnupo-[4,5]-nekan- 1 -mn)-N,N-mume Tr-
arneTaMuia;

uc- 1 -(IUKII00y THII-ME T )-8 - TUME THIIaMUHO-3, 8-t eHm- 1, 3-auazacnupo-[4,5]-nekaH-2-0Ha;

uc-2-[ 8-auMeTHIaMuHO- 1 -(2-MeTOKCH-3THIT)-2-0Kc0-8-henun- 1,3 -nuazacmupo-[4,5]-nexan-3-
W | IMPUMUIUH-5-KapOOHNTPHUIIA;

nuc-8-auMeTHiiaMuHO- 1 -(2-MeTokcu-3trn)-3,8-nudennn- 1,3-muazacnupo-[4,5]-nekan-2-oHa;

uc-5-[8-guMeTnnaMuHoO- 1 -(2-MeTOKCH-3TH )-2-0Kc0-8-peHm-1,3-nnazaciupo-[4,5]-nexan-3-mi|-4-

-201 -



045034

METHII-IUPUINH-2-KapOOHHUTPHIIA;

uc-N,N-numetnn-2-(8-MeTmiaMuHo-2-0kco-3,8-mudenmn- 1 ,3-nna3zaciupo-[4,5 ]-nekan- 1 -mn)aneramuna;

ruc-5-[ 1-[(1-muaHo-UKI00y THIT)METHI | -8-METHIIaMHHO-2-0KCO-8-heHn- 1,3-nuazacnupo-[4,5]-nekan-3-
W | TAPUMUIAH-2-KapOOHUTPHJIA,;

rmc-5-[ 1-[(1-muaHo-IMKI00y THIT )METHI | -8-(3THII-METHIIAMUHO ) -2-0Kc0-8-perm- 1,3-nuazacimpo-[4,5]-
JIeKaH-3-1J1 | TUPUMUIUH-2-KapOOHUTPHIIA;

nuc-4-[ 8-gumetnnaMuHoO- 1 -[ (1 -THIPOKCH-TTUKIIOO Y THIT ) METHII |-2-0Kc0-8-(henni- 1,3 -auazactmpo-[4,5]-
JleKaH-3-1J1]-0CH30HUTPHUIIA;

uc-3-[ 8-guMeTtrnaMuHo- 1 -[ (1 -THApOKCH-ITUKIIO0 y THI )METHII |-2-0KCc0-8-(henm- 1,3-nna3zacnupo-[4,5]-
JICKaH-3-11|-OCH30HUTPIIIA;

uc-5-[ 1-[(1-nuaHo-uKI00y THIT ) METHI | -8 - INMETHIIAMIHO-2-0KC0-8-(eHm- 1 ,3-nna3zacnupo-[4,5]-nexan-
3-mi | nupuaAnH-2-KapOOHUTPHIIA;

uc-2-[ 3-(2-1uaHo-MUPUMHUTUH-S5-11) -8 - ITUMETHIIAMIHO-2-0KCc0-8-(heHm- 1 ,3-nuazacmupo-[4,5]-nexan-1-
wi|-N-nponui-aueTaMmmuaa;

uc-5-[ 1 -(MKI00y THI-MeTH ) -8-(ATHII-METHIIAMUHO ) -2 -0KC0-8-peHm- 1, 3-nnazacrmpo-[4,5]-nexan-3-
W |-4-METOKCU-TTMPUMUINH-2-KapOOHUTPHIIA;

nuc-4-[ 1 -(IMKI100y THII-METHIT ) -8-MeTHITaMIHO-2 -0KC0-8-pern-1,3-muazacnupo-[4,5]-nexan-3-umn|-3-
METOKCH-OE€H30HUTPHIIA;

uc-5-[ 8-gumeTunamMuHo- 1 -(3-MeToKCH-TpoTiiI)-2-0kco-8-henn-1,3-auazacnupo-[4,5]-nekan-3-umn|-6-
METOKCH-TTUPUANH-2-KapOOHUTPHIIA;

uc-4-[ 8-guMetrnamMuHo- 1 -[ (1 -THAPOKCH-ITUKIO0 yTHI )METHII |-2-0KCc0-8-(heHm- 1,3-nua3zacnupo-[4,5]-
JleKkaH-3-ni]0eH3aMuza;

uc-5-[ 8-pumeTtunamMuHo- 1 -[ (1 -TuApOKCH-ITUKIO0 Yy THI )METHII |-2-0KCc0-8-(heHm- 1,3-nuazacnupo-[4,5]-
JieKaH-3 -1 | HUPUINH-2-KapOOHUTPHIIA;

uc-5-[ 8-puMetrnamMuHo- 1 -[ (1 -THApOKCH-ITUKIO0 yTHI )METHII |-2-0KCc0-8-(henm- 1,3-nua3zacnupo-[4,5]-
nekaH-3-ni]-N-[(1-ruapoKCH-TIMKIO0Y THIT ) METHII | TUPUIHH-2-KapOOHOBOM KUCIOTH aMHU/Ia;

nuc-2-[ 8-gumetunaMuHo- 1 -[ (1 -THIPOKCH-TTUKIIOO Y THIT ) METHII |-2-0Kc0-8-(henni- 1,3 -auazacnmpo-[4,5]-
JleKaH-3-1J1]-0CH30HUTPIUIIA;

ruc-3-[ 1 -(MKI00y THII-METHI ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHn-1,3-muazactmpo-[4,5 |-nexan-3-mn|-
OCH30HHUTPHIIA;

nuc- 1 -(IMKIT00y THII-METHI ) -8 - TUME THIIaMUHO-8 -peHMII-3 -[ 2-(Tprud TopMe THI ) TUpUMUAHH-5 -1 |- 1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-5-[ 1 -(UKI00y THIT-METHI ) -8 - AMMETHIIAMHHO-2-0KCc0-8-henmi- 1, 3-nuazacmupo-[4,5]-nexkan-3-wm | -4-
METHII-TIUPUIUH-2-KapOOHOBOW KHUCIOTH METHIIOBOTO d(Hpa;

1uc- 1 -(MUKII00Y THITI-METHIT )-8 - TUMETHIaMUHO-3-(5-MeTOKCU-TTUpa3uH-2 -1i)-8-penun-1,3-quazacnupo-
[4,5]-nexan-2-oHa;

1uc- 1 -(MUKI00Y THITI-METHI )-8 - TUMETHIaMHUHO-3 -(2-METOKCU-MTUPUMUANH-5-1i1)-8-perni-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-4-[ 1 -(MKI00y THII-METHI ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHn-1,3-muazacimpo-[4,5 |-nexan-3-mi|-
OCH30HHUTPHIIA;

uc-5-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHn-1,3-muazactmpo-[4,5 |-nexan-3 -mn|-4-
METWI-TTUPHUINH-2-KapOOHUTPHIIA,

1uc- 1 -(MUKII00Y THITI-MEeTHI) -8 - TUMEeTHIaMUHO-3-(5-prop-nupumu auH-2-1)-8-hennn-1,3-auazacrnupo-
[4,5]-nexan-2-oHa;

uc-4-[ 1 -(uKI00y THIT-METHI ) -8 - IMMETHIIAMHHO-2-0KCc0-8-penmi- 1, 3-nuazacmupo-[4,5]-nexkan-3-min|-3-
METOKCH-OCH30HUTpPIUIIA;

uc-4-[ 1 -(uuKI00y THIT-METHI ) -8 - IMMETHIIAMHO-2 -0KC0-8-(heHm- 1,3 -nua3zacnupo-[4,5|-nexkan-3-ui| -
OCH30ITHOM KUCIOTHI METHIIOBOTO 3(upa;

1uc- 1 -(IMKII00y THII-METHI ) -8 - TUME THIIAMUHO-8 -PeHMII-3 ~( 2-TUppOTU AU H- | -HIT-TupuMuIuH-4-11)- 1,3 -
nuasacnupo-[4,5]-nexaH-2-oHa;

uc- 1 -(IMKII00y THII-METHI ) -8 - TUMEe THIIaMUHO-8 - eHwIT-3 -( S-upuanH-2 -ui-tnopeH-2-wmn)-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc- 1 -(IMKIT00y THII-METHI ) -8 - TUMETHIIAMUHO-3 - [ 2-Me THICY b oHII-4-(Tprud TopMe T ) heHn | -8 -
(dhennn-1,3-quazacnupo-[4,5]-nekan-2-oxHa;

1uc- 1 -(MUKI00Y THITI-MEeTHIT) -8 - TUMEeTHIaMUHO-8 - eHrIT-3 -[ 6-(Tprd TopmeTrin) upuans-3-mn]-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc- 1 -(nuxio0y Trn-mMeTrin)-3-(2,4-numerokcu-denmn)-8 - numetunaMuHo-8-penmn-1,3-quazacnupo-[4,5]-
JIEKaH-2-0Ha;

uc-2-[ 1 -(UKI00y THIT-METH ) -8 - AIMMETHIIAMHHO-2-0KCc0-8-henmi- 1,3 -nuazacmupo-[4,5]-nexkan-3-wmi | -4-
METWICYb()OHMIT-OCH30HUTPHIIA;

uc-5-[ 1 -(MKI00y THII-METHIT ) -8-TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-muazactmpo-[4,5 |-nexan-3-mn|-2-
(hrop-OeH30HUTPIIIA;
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uc-4-[ 1 -(uuKI00y THIT-METHI ) -8 - IMMETHIIAMIHO-2-0KC0-8-(heHm- 1,3 - nuazacnupo-[4,5]-nekan-3-ui| -
N,N-gumernn-3-(TpudTopMeTrin)0eH301CyI-(POHOBON KHUCIOTH aMUIa;

nuc-2-[ 1 -(IMKI00y THII-METHIT ) -8 - TUMETHIIaMUHO-2-0KC0-8-(heHni-1,3-nmuazactmpo-[4,5 |-nexan-3-mi|-
OCH30HHUTPHIIA;

nuc- 1 -(IMKIT00y THII-METHI ) -8 - TUMETHIIaMUHO-3 -(2-Me THI-uMu1a30] 1,2-a|nmupa3u-6-wmn)-8-penm-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

1uc- 1 -(IMKIT00y THII-METHI ) -8 - TUMETHIIAMUHO-3 -(4-Me THICYTh O HIII-(heHIT) -8-heHnII- 1, 3 - arazacmpo-
[4,5]-nexan-2-oHa;

uc-2-[ 1 -(uKI00y THIT-METHI )-8 - IMMETHIIAMHUHO-2-0KCc0-8-henmi- 1,3 -nuazacmupo-[4,5]-nexkan-3-mi|-5-
METOKCH-OCH30HUTpPIUIIA;

uc- 1 -(UKII00y THII-METHIT )-8 - TUME THIIaMUHO-3, 8- mudeHm- 1, 3-quazacrupo-[4,5]-nekaH-2-0Ha;

1uc- 1 -(MUKI00Y THII-METHI )-8 - TUMETHIaMUHO-8-(heHMII-3 -tupa3uH-2-mi-1,3-nuazacnupo-[4,5]-nexkan-2-
OHa;

uc-8-mumerriaMuHo- 1 -[(1-runpoxcu-nukiaooyrin)merun | -3-(2-Mop ponuH-4-n-InpUMHUIH-5-11) -8 -
(dhennn-1,3-quazacnupo-[4,5]-nekan-2-onHa;

uc-8-auMeTriaMuHO- 1 -[ (1 -THAPOKCH-IIUKITOO Y THIT)METHII | -3 -[ 2-(4-MeTHIT-TTUTIepa3vH- | -AJT ) TUPUM U IH-
5-un]-8-dpenmn-1,3-muazacupo-[4,5]-nekaH-2-0Ha;

ruc-1-[(1-TuapoKCH-TIUKI00y THIT ) METHIT | -8 -Me TUIIaMUHO -3 -(2-MOP P OTTMH-4 -HIT-TTUPUMUATUH-5-111)-8 -
dbennn-1,3-quazacnupo-[4,5]-nekan-2-oxHa;

nuc-8-auMeTunaMuHo- 1 -[(1-THIpOKCH-TIMKITIOO Y THUIT)METHII | -8 - eHMIT-3-(2-TuTiepa3uH- | -WI-mupUMHTHH-
5-mn)-1,3-muazactupo-[4,5]-nexan-2-0H THIPOXIOPHIA;

uc- 1-[(1-ruapoKCcH-IIMKI00Y THIT)ME T |-8-Me THITaMHUHO- 3 - [ 2-(4-MeTHII-TTUIIepa3nH- | -1 TMPUMUTUH-5 -
wi|-8-pennn-1,3-muazacnupo-[4,5]-1ekan-2-0Ha;

uc- 1-[(1-ruapoKcH-IIMKI00y THIT)ME T |-8-Me THIIaMHHO- 8 - heHMIT-3-(2-TIuTIepa3uH- | -HiI-MTUpUMHUIUH-5 -
wi)-1,3-nuazacnupo-[4,5]-nexan-2-0H JUTHAPOXIOPU/IA;

uc- 1 -(IMKIT00y THII-METHI ) -8 - TUME THIIAMUHO-3 - [4-Me THII-6-(TPUP TOPMETHIT ) TUPUTAH-3 -1 | -8 -(h eHHIT-
1,3-nuazacrmpo-[4,5]-nexan-2-oxa;

uc- 1 -(IMKIT00y THII-METHI ) -8-Me TUIIaMHIHO- 3 -[ 4-MeTHIT-6-(Tpud TopMeTnn ) mupuanH-3-un | -8 -permn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc- 1 -(IKITO TP OTHII-METHI ) - 8- TUME THIIaMUHO-3 -(4-Me THIIC Y Ib o HUI-PeHIIT )-8 -heHm- 1,3 - nruazacmmpo-
[4,5]-nexan-2-oHa;

1Hc- 1 -(MUKIIOTPONMI-METHII)-8-Me THIIaMHHO- 3 -(4-MeTriicy b oHmII-penmn)-8-pennn- 1,3 -nnasacnupo-
[4,5]-nexan-2-oHa;

1Hc- 1 -(MUKIIONPOIHI-METHI) -8 - ANME TUIIaMHHO- 3 -(2-(h Top-4-MeTrncynbdonun-denwn)-8-penmn-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-2-[ 8-guMetrnaMuHo- 1 -[ (1 -THAPOKCH-ITUKIO0 Yy THI )METHII |-2-0KCc0-8-(henm- 1,3-nnazacnupo-[4,5]-
JIeKaH-3-1i1|OeH3aMuIa; MypaBbUHON KUCIIOTHI,

nuc-2-[ 8-guMeTnnaMuHoO- 1 -[ 2-(1-MeTOKCH-IIMKIIOO Y THIT)-3THII | -2-0Kc0-8-henn-1,3-nuazactmpo-[4,5]-
JleKkaH-3-ni]0eH3aMusa;

uc-8-auMeTHIaMuHO- 1 -[ 2-( 1 -MeTOKCU-TIMKIIO0 Y THIT ) -3 THII |-3-(2-Me THII-TTUPUMU T H-5-1101 )-8 -pe - 1, 3-
nuazacnupo-[4,5]-nexaH-2-oHa;

ruc-5-[ 1-[(1-TuapoKkCcH-TIUKIO0yTHIT ) METHII | -8 -Me THIIaMHUHO-2-0KC0-8-peHm-1,3-nnazacrimpo-[4,5]-
JieKaH-3-WI|TUPUMUINH-2-KapOOHUTPIIIA;

muc-2-[ 1-[(1-ruapoKCH-IUKIO Oy THIT ) METHI | -8 -Me TUITaMUHO-2-0KCO-8-perni-1,3-mua3acnupo-[4,5]-
JICKaH-3-11|-OCH30HUTPIIIA;

uc-4-[ 1-[(1-ruapoKCH-IUKIO Oy THIT ) METHI | -8 -MEe THITaMUHO-2-0KCc0-8-penni-1,3-mua3acnupo-[4,5]-
JICKaH-3-11|-3-METOKCU-OCH30HUTPUIIA,;

uc-4-[8-annamuno- 1 -[ (1 -THAPOKCH-IUKIO0Y THI)MEeTHIT |-2-0KCc0-8-(enni-1,3-nnazaciupo-[4,5]-nexan-
3-nn]-3-MeTOKCH-OCH30HUTPHIIA;

nuc-2-[ 8-atTrnamuHo- 1 -[ (1 -THAPOKCH-IIUKITIOO Y THIT)METHII |-2-0KCc0-8-hennn- 1,3-nuazacnupo-[4,5]-nekan-
3-un]-0eH30HUTPHIIA;

ruc-5-[ 1-[(1-TuapoKCcH-TIUKIO 0y THIT) METHII | -8 -Me THIIaMHUHO-2-0KC0-8-peHm-1,3-nnazacimpo-[4,5]-
NeKaH-3-1i1]-4-MeTOKCU-TTUPUMHUIIH-2-KapOOHUTpHIIA,

nuc-2-[ 8-guMeTnnaMuHo- | -(oOkceTaH-3-miI-MeTH )-2-0kco-8-henni-1,3-auazacnupo-[4,5]-nekan-3-
ni]oeH3aMua;

uc-4-MeTokcu-5-(8§-MeTHIIaMuHO-2-0kc0-8-henm- 1,3-auazacmupo-[4,5 |- nekaH-3 -1 ) MM pUMUAHH-2 -
KapOOHHUTpPHIIA;

uc-2-(8-MeTunaMuHo-2-0kc0-8-penni-1,3-muazacnupo-[4,5]-nekan-3-mn)oeH3aMuia;

UC-8-TUMETHIIaMUHO-3 - 2-(3-0Kco-THuIiepa3uH- | -uim) mupuMuInH-5 -1 | -8-pennn-1,3-muazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-3-(2-IUKIOTPOTTHI-TTAPUMUAHH-5 -1 ) -8 - TMMETHIIaMUHO-8 -heHmI- 1, 3-muazacrmpo-[4,5 ]-nexan-2-
OHa;
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1Hc-8- TMMeTHIIaMUHO-3-[4-MeTHi-6-(Tpud ropme i) mupuanH-3-mi|-8-pennn-1,3-1nazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-auMeTHIIaMuHO-3-(2-MeTricynbGorun-permn)-8-penmn-1,3-nuazaciupo-[4,5]-nexan-2-oxa;

uc-8-auMe THIIaMUHO-8-(heHmI-3 -(2-ntunepasu- | -un-mupuMuana-5-un)- 1 ,3-nuazaciupo-[4,5]-nexan-2-
OHa;

TpaHc-2-(8-3THiaMuHO-2-0kc0-8-permi-1,3-muazacnupo-[4,5]-nexan-3-mn)oeH3aMuIa;

nuc-2-(8-3TrnaMuHo-2-0kco-8-henmi-1,3-nnazacrimpo-[4,5]-nexan-3-mr)oeH3aMua;

uc-2-(8-3TrmaMuHo-2-0kc0o-8-henmi-1,3-nuazacrnupo-[4,5]-nekaH-3-m1)0CH30HUTPUIIA;

uc-2-(8-3TniaMuHo-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-m1)0eH30HUTPUIIa,

uc-3-[ 5-(8-numeTnnaMuHo-2-0Kc0-8-peHmn-1,3-nuazacnupo-[4,5 |-nekan-3-min) TUpUMHUINH-2 -1 |-
OEH30HUTPHIIA;

1Hc-8-TMMeTHIIaMIHO-3-[ 2-(4-MeTicy b G oHnI-nuepa3ut- 1 -1 ) mupuMuuH-5-11|-8-hennn-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-3-[ 5-(8-muMeTninaMuHo-2-okco-8-penni-1,3-anazacmnupo-[4,5]-nexan-3 - 1) TMpuMHIHH-2 -
ni|oeH3zaMua;

1uc-8-[ (MUKIOTPOTHII-METHIT)METHIIAMUHO | -8-peHm-3 -[ 2-(Tpud TopMeTHIN ) TApUMHTAH-5 -1 |- 1, 3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-8-AuMe THIIaMUHO-3-[ 2-(4-MeTrI-TiuTiepa3uH- | -kapOOHMIT ) TUPpUMUIUH-5 -1 -8 -hern-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

TpaHc-4-(8-3THaMuHO-2-0kc0-8-pern-1,3-muazacupo-[4,5]-aexaH-3-1mi)-3-MeTOKCU-0EH30HUTPHIIA,

uc-4-(8-aTnnamMuno-2-okco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-ui)-3-MeTOKCH-0EH30HUTPHIIA;

uc-3-[2-(4-aneTnin-nunepasuH- 1 -ua) TUpUMAAMH-5-111|-8-TuMeTHIIaMIHO-8 -(heHnI- 1, 3-tnasacnupo-
[4,5]-nexan-2-oHa;

1Hc-8-TMMeTHIIaMUHO-8 -G eHu-3-(2-upu AnH-4-nn-upuUMUIUH-5-10) - 1, 3-nnazacnupo-[4,5]-nexan-2-
OHa;

UC-8-AuMe THIIaMUHO-8 - eHHI-3 -( 2 -TTp U I H-3 -HIT-TUPUMUATUH-5-11)- 1, 3-muazacnupo-[4,5]-nexan-2-
OHa;

uc-5-(8-guMeTnnaMuHo-2-0kco-8-perm- 1,3-mnazaciupo-[4,5]-nexan-3-mi)-N-(2-ruapokcu-
STHI) TUPUMHIAH-2 -KapOOHOBOW KHCIIOTHI aMHIa;

nuc-5-(8-guMeTnnaMuHo-2-0kco-8-perm- 1,3-mnazaciupo-[4,5]-nekaH-3 -1 TupUMATIH-2 -KapOOHOBO I
KHCJIOTHI aMHUIA;

1Hc-8-TMMeTHIIaMUHO-3-[ 2-MopdoniH-4-ui1-4-(Tpud TOpMETHIT ) TUPUMUANH-S5 -1 | -8-pern-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-4-[ 5-(8-numeTnnamMuHo-2-0Kco-8-peHmn-1,3-nuazacnupo-[4,5 |-nexan-3-min) TUpUMHUINH-2 -1 |-
OEH30HUTPHIIA;

uc-5-(8-3TrnamMuHo-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nekan-3-mi)-4-Me TOKCH-MTUPUMUTAH-2 -
KapOOHHUTpPHIIA;

TpaHc-5-(8-aTrinamMuHo-2-0kco-8-permn-1,3-mmazacnupo-[4,5]-nexan-3-wmi)-4-Me TOKCH-TTUPAMHUATAH-2 -
KapOOHHUTPHIIA;

nuc-8-auMeTriaMuHo-3-[ 2-(Mop honmrH-4-kap O0HUT ) TUpUMUAHH-5 -1 | -8-penmn- 1,3-mua3zacnupo-[4,5]-
JIEKaH-2-0Ha;

nuc-2-[4-[5-(8-mumernnamMuHO-2-0kco-8-penmi- 1,3-muazacnupo-[4,5]-nexan-3-win) TupUMUATTH-2 - 11 |-
NHIepa3uH- 1 -1i1]-yKCyCHON KHCIOTHI METHIIOBOTO 3(hHpa;

UC-8-TUMETHIIAMUHO- 3 -[ 2-(MeTHICY b (poHIIT-Me T ) peHm | -8-herm- 1,3 -nuazacnupo-[4,5]-nexkaH-2-
OHa;

1Hc-8- TMMeTHIIaMUHO-3-(4-MeTHII-2-MopQOnH-4-WII-IIAPUMHUIUH-5-11)-8-penmn-1,3-auazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-auMeTiiiaMuHO-3-[ 2-(1,1-auokco-[ 1,4 ] tna3uHan-4-wn ) mupuMu IuH-5 -1 |-8-penmn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-8-aumetnnaMuHo-3-(4-brop-nmupunua-3-mn)-8-hennn- 1,3-auazacnupo-[4,5]-nekan-2-oxa,

uc-5-(8-guMeTnIaMuHO-2-0Kkco-8-perm- 1,3-muazacrimpo-[4,5]-nexan-3-mr)-N-(2-ruapokcu-31ui)-N-
METWI-TTUPUMHTNH-2 -KapOOHOBOM KUCIIOTHI aMH/IA;

uc-5-(8-guMeTnIaMuHo-2-0kco-8-peHm- 1,3-nnazacrimpo-[ 4,5 ]-aexan-3-mr)-2-mophomH-4-1i1-
W30HUKOTHHOHHUTPHIIA;

uc-4-(8-guMeTnnaMuHo-2-0kco-8-henm- 1,3 -auazacmupo-[4,5]-nekan-3-mn)OeH3amMua;

1Hc-8- TMMeTHIIaMUHO-3-(2 - Top-4-MeTricynbhoHmI-hennn)-8-penun-1,3-nuazacnupo-[4,5]-nexan-2-
OHa;

uc-4-(8-auMeTnnaMuHo-2-0kco-8-penm-1,3-muazacnupo-[4,5]-nexan-3-ui)-3-grop-6eH30HNTpHIA;

c-4-(8-auMeTniaMiuHo-2-0Kco-8-penn-1,3-muazacnupo-[4,5]-nexan-3-wmn)-3,5-nudrop-6eH30HUTPHIIA;

1Hc-8- TMMeTHIIaMUHO-3-(2-MEeTOKCU-TTMPUMHIUH-5-11)-8-penm-1,3-nuazactinpo-[4,5]-nekaH-2-oHa;

1uc-3-[2-(6eH3mIaMUHO ) TUPUMUINH-5 -1 | -8-TuMe TraMuHO-8-perm- 1, 3-muazacupo-[4,5]-nexan-2-
OHa;
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1uc-8-tuMeTHIIaMuHo-3-[ 2-(4-dropdenmn) mupumuaua-5-ni|-8-dpennn-1,3-auazacnupo-[ 4,5 |-nekan-2-
OHa;

TpaHc-8-0eH3mI-8-TuMeTHIaMUuHO-3-(2-Mop G orH-4-HI-TupUMUIIH-5-101)- 1, 3-aua3acnupo-[4,5]-nekan-
2-oHa;

uc-8-0eH3WI-8-TUMETIIIAMUHO-3-(2-MOp G OJTMH-4-WIT-TUPUMHIAH-5-11)- 1, 3- mnazacrmpo-[4,5]-nexan-2-
OHa;

UC-8-AMMe THIIaMUHO-8-(heHHII-3 -( 2 -TTMp U I H-2 -WIT-TUPUMUATUH-5-11)- 1, 3-muazacnupo-[4,5]-nexan-2-
OHa;

uc-4-(8-guMeTHIaMiHo-2-0kco-8-henm- 1,3 -muazacnupo-[4,5]-nekan-3-un)-3,5-nudrop-oeHzamuia;

uc-4-(8-auMeTnnaMuHo-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-uin)-3-prop-oeHzamuna;

uc-8-0eH3 M-8 - TuMeTHIaMUHO-3-[ 2 -(Tprd TopMe T ) TupUMUIUH-5-11 |- 1 ,3-nua3aciupo-[4,5]-nexan-2-
OHa;

TpaHc-8-0eH3MI-8- TUMEeTHIaAMUHO-3-[2-(Tpu( TOpMETII) TUPUMHUINH-5-11]-1,3-trnazacnupo-[4,5]-nexan-
2-0Ha;

UC-8-AMME THIIaMUHO-8-THOQ eH-2-11-3-[ 2-(TprudTopMeTHIN ) TUpUMHUINH-5 -1 - 1,3-nuazacimpo-[4,5]-
JIEKaH-2-0Ha;

TpaHC-8-TUMETHIAMIHO-8-THO(GEeH-2-UT-3-[ 2-(TpUPTOPMETHIT ) TUPUMHUIUH-5 -1 |- 1,3-mnazacnupo-[4,5]-
JIEKaH-2-0Ha;

nmc-2-[2-(8-gumeTnnamMuHo-2-0kco-8-permi- 1,3-muazacrmpo-[4,5]-aexaH-3-m1)hEeHOKCH |YKCYCHOH K-
CIIOTEHI;

1Hc-8-tuMeTHIIaMuHO-8-heHm-3-(2-nunepuaus- 1 -ua-nupuMuanH-5-nn)-1,3-auazacnupo-[4,5]-nexan-2-
OHa;

1Hc-8-TMMeTHIIaMUHO-8-heHII-3-(2-upponuanH- 1 -ui-npuMUINH-5-10)- 1 ,3-nuazacnupo-[4,5]-nexan-
2-0Ha;

1Hc-8- TMMe THIIaMUHO-8 - e HIIT-3 - (2 -IIUPUMUTUH- 5 -UIT-TAPUMAANH-5-11)- 1, 3-azacnmpo-[4,5]-nexan-2-
OHa;

uc-8-auMe THIIaMUuHO-8-(heHn-3 -[ 2-(urepa3uH- 1 -kap oo ) mupuMuInH-5 -1 - 1,3-nnazacrimpo-[4,5]-
JIEKaH-2-0Ha;

TpaHc-8-0eH3mII-8-quMeTHIaMUHO-3-[4-MeTHII-6-(Tpud TOpMeTII ) TUpUIUH-3 -1 |- 1, 3-mna3acnupo-[4,5]-
JIEKaH-2-0Ha;

uc-5-(8-guMeTnIaMuHo-2-0kco-8-peHm- 1,3-nnazacrimpo-[4,5]-aexan-3-mr)-2-mopHomH-4-1i1-
TUPUANH-4-KapOOHOBOW KUCIIOTHI aMUIA;

1Hc-8-tuMeTHIIaMuHo-3-[ 2-(3,5-1uMeTHII-U30Kca3051-4- 1T IUpUMHIH- 5 -1 | -8 -penun- 1,3-quazacnupo-
[4,5]-nexan-2-oHa;

uc-3-[2-(0eH30THA30II-6- 1) TUPUMHUIIH- S -1 | -8 - TuMe THIIaMUHO -8 -(heH - 1,3 - nuaszacnupo-[4,5 |- nexan-
2-0Ha;

yc-8-tMMeTHIIaMruHo-3-[ 2 - Top-4-(Tpud ropmern)pennn ] -8-penm-1,3-nuazacupo-[4,5]-nexan-2-oHa;

uc-8-auMe THIaMUuHO-3-(6-Mop G onrH-4-un-upu auH-3-1m )-8-perm- 1, 3-mnazacrimpo-[4,5]-nekaH-2-0Ha;

nuc-8-auMeTriaMuHO-8-heHn-3-(2-henmn-tuazon-4-un)-1,3-muazaciupo-[4,5]-nexkan-2-ona;

Uc-8-AMMe THIIaMUHO-8-(heHHI-3 -[ 2-(TeTparuapo-nmupaH-4-MIaMHUHO ) TUPUMUIUH-5-1] - 1 ,3-nuazacrimpo-
[4,5]-nexan-2-oHa;

uc-8-auMe THIIaMUHO-3 [ 2-(4-TU AP OKCU-TTUIICPUANH- | -1 ) TUpUMUANH-S5 -1 | -8-permn- 1,3-muazacipo-
[4,5]-nexan-2-oHa;

UC-8-TUME THIIaMUHO-8-(peHII-3-(4-(heHmn-Trazon-2-mn)- 1 ,3-nuazacnupo-[4,5]-nekan-2-oHa;

uc-8-uMetnnaMnHo-8-pennn-3-[2-(1 H-muppono[ 2,3-bnupuaun- 1 -mwn)mupumuan-5-mi|-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-muMernnaMnHo-8-penun-3-[2-(3,4,5-tpudrop-denwnn)mupumMuani-5-nin|-1,3-auazacimpo-[4,5]-
JIEKaH-2-0Ha;

UC-8-AMME THIIAMUHO-3-0-ToTHI-8-henn-1,3-muazacimpo-[4,5]-nexan-2-ona;

UC-8-AMMeTHIIAMUHO-3-M-ToNII-8-pern- 1,3-muazacnupo-[4,5]-nekan-2-oHa;

uc-8-auMe THIaMUHO-8-(heHnI-3 -n-Tonmi-1,3-nuazacmpo-[4,5]-nexkan-2-oxa;

nuc-8-auMeTriaMuHO-8-hernn-3-[4-(tpudTopmermn)dpennn]-1,3-nuazaciupo-[4,5]-nexan-2-oHa;

uc-8-auMeTHIaMUHO-8-heHn-3-[ 3-(Tpud TopmeTriioken ) penmn|- 1,3-mua3zacmupo-[4,5]-1ekan-2-oHa;

uc-8-AuMe THIIaMUHO-8-(heHnI-3 -[4-(Tpud TopMeTHIIOKCH ) herm |- 1,3-mua3zacnupo-[4,5]-1ekan-2-oHa;

uc-2-(8-guMeTHIaMiHO-2-0kco-8-henm- 1,3 -auazacmupo-[4,5]-nexkan-3-m1)0eH30MHOW KUCIOTHI METH-
J0BOTO 3(hUpa;

uc-3-(8-guMeTHIaMiHo-2-0kco-8-henm- 1,3 -auazacmupo-[4,5]-nexkan-3-mi)0eH30MHOW  KUCIOTBI METH-
J0BOTO 3(hUpa;

uc-4-(8-guMeTHIaMiHo-2-0kco-8-henm- 1,3 -auazacmupo-[4,5]-nexkan-3-m1)0eH30MHOW KUCIOTBI METH-
J0BOTO 3(hUpa;

rmc-3-(1,3-6eH30IMOKCOIT-5-1 )-8 - TuMeTHIIaMUHO-8 -heHmI- 1, 3-nnazacrnupo-[4,5]-nekaH-2-0Ha;

uc-8-AMMe THIIaMUHO-8-(D eHIIT-3 -XUHOJIMH-5-1I1- 1,3 - irazactipo-[4,5]-nekan-2-oHa;
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muc-3-(2,3-gurunpo- 1 H-unnon-6-mn)-8-numetinamuno-8-penmn-1,3-nuazacnupo-[4,5]-1ekan-2-0Ha;

1uc-5-(8-auMeTnIaMiHo-2-0Kco-8-penm-1,3-muazacnupo-[4,5]-nexan-3-ui)-4-MeTHI-MTUPUITH-2 -
KapOOHOBOM KHCIIOTH METHIIOBOTO d(hHpa;

UC-8-AMME THIIAMUHO-3~(6-METOKCU-4-Me THII-ITUPUINH-3 -1 )-8 -peHm-1,3-nuazacrmpo-[4,5]-nexan-2-
OHa;

nuc-8-auMeTHIIaMuHO-3-[ 2-MeThin-5-(TpudTopmeTwn )-2H-tupason-3-wmi|-8-penwm- 1,3-nnazacimpo-[4,5]-
JIEKaH-2-0Ha;

UC-8-aMMe THIIAMUHO-3 -(3-MeTOKCU-TIMpUANH-2-10 )-8-peHm- 1,3-nuazacnupo-[4,5]-nekaH-2-0Ha;

1uc-8-tuMeTHiIaMuHo-8-heHun-3-[ 5-(tpudropmerin) mupuanH-2-un|-1,3-auazacrimupo-[4,5]-nekaH-2-oHa;

1uc-5-(8-auMeTnnaMuHo-2-0kco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-1i1)-HHKOTHHOHU TPUIIA;

UC-8-TUMETHIIAMUHO- 3 -(3-MeTHII-TTUPUINH-2 -1 -8 - eHm- 1 ,3-nua3zacnupo-[4,5]-nekan-2-oHa;

1Hc-8- TMMeTHIIaMUHO-3-(6-MEeTOKCU-TTUPUANH-3 -1 )-8 -peHm- 1,3-nuazacnupo-[4,5]-nexan-2-oHa;

1uc-8-tuMetiiaMuHo-8-penun-3-[ 3-(tpudropmernin)denmin |- 1,3-anazacriupo-[4,5]-nekaH-2-0oHa;

uc-3-(1,3-6en30a10kcon-4-1mi)-8-tumMeTmiiaMuHo-8-penu-1,3-nuazacnupo-[4,5]-nexan-2-ona;

uc-8-auMeTHIaMuHO-3-[ 2-(2-0kco-1,3-AuruApo-uHIO0I-4- 1T ) TAPUMHUIAH-5 -1 |-8-hernn-1,3-
nuazacnupo-[4,5]-nexaH-2-0Ha;

nuc-8-aumerunaMuHo-3-[2-(3,5-numetnn- | H-upa3zon- 1 -un) mupumuaua-5-un | -8-penwmn- 1,3-muazacnupo-
[4,5]-nexan-2-oHa;

uc-8-auMe THIIaMUHO-3 [ 2-(3-TU AP OKCU-TTHIIEPUANH- | -1iT) TUpUMUAHH-S5 -1 | -8-perm- 1,3-muazacipo-
[4,5]-nexan-2-oHa;

1Hc-8- TMMeTHIIaMUHO-3-[ 2-(3-rHApoKCcH-IMIEPU AN H- | -1iT) TUpUMUANH-5-1i|-8-¢ermn-1,3-1nazacrnupo-
[4,5]-nexan-2-oHa;

LHC-8- TMMETHIIaMUHO-3-[ 2-[4-(2-TUApOKCH-3TII)-TTUIIepa3nH- | -t JnupuMuIuH-5-1i] -8-penmn-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-2-[4-[5-(8-mumernnaMuHo-2-0kco-8-penmn-1,3-nuazacnupo-[4,5]-nekaH-3 - 1) TUPHUMHETIH-2 - 11 | -
nUTIepa3uH- 1 -1 |-yKCYCHON KHUCIIOTHI,

nuc-8-aumetunaMuHo-3-[ 2-(1-metnn- 1 H-muppoo[ 2,3 -b JnupuauH-4-wn) mupuMuuH-5 - |-8-dpennn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-8-0eH3WI-8-TUMETHIIAMUHO-3-[4-MeTUIT-6-(Tpud TOpMETIIN ) TUpUIUH-3 -1 |- 1,3-mna3acupo-[4,5]-
JIEKaH-2-0Ha;

TpaHC-8-TUMETHIAMHUHO-3 -[4-MeTHIT-6-(Tprud TopMe T )TUpUANH-3 -1 | -8-THoh eH-2-mi-1,3-nuazacmiupo-
[4,5]-nexan-2-oHa;

1Hc-8-TMMeTHIIaMuHO-3-[4-MeTri-6-(Tpud ropMe T ) mupuanH-3 -1 |-8-trnoden-2-ni-1,3-nnazacnupo-
[4,5]-nexan-2-oHa;

uc-8-mumernnamMnHo-3-[2-(1,1-nquokco-[ 1,4 tnazunan-4-nm)-4-(TpudTopMeTHI ) TUPUMUANH-S5 -1 |- 8-
(dennn-1,3-muazacnupo-[4,5]-nekan-2-oHa;

uc-8-muMetnnaMnHo-8-( 1 -metui- 1 H-6en3zonmunazon-2-uin)-3-[ 2-(tpud ropmeTiin) mupuMuanH-5-ni|-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-8-aumetnnamMuHo-8-( 1 -metmin- 1 H-6enzonmugazon-2-mn)-3-[4-MeTmi-6-(Tpud ropMe T ) mupuanH-3 -
nn|-1,3-nuazacrimpo-[4,5]-nexan-2-oxa;

UC-8-AMMe THIIAMUHO-3 -[ 2-(2-THAPOKCH-I THIIAMHHO ) TUPUMUINH-5-11 |-8-peru- 1,3-muazacrimpo-[4,5]-
JIEKaH-2-0Ha;

1uc-3-[2-(0eH3UI-MEe THIIAMHHO ) TUPUMUANH-5 -1 | -8- AnMe TiiIaMuHo -8 -penmi- 1,3-muazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-5-(8-guMeTrnaMiHo-2-0kco-8-henm- 1,3 -quazacnupo-[4,5]-nexkan-3-mn)-N-[2-[2-[ 2-(2-MeTOKCH-
9TOKCH)3TOKCH [3TOKCH |3THIT |TUPUMHTUH-2-KapOOHOBOW KHCIOTHI aMHIa;

uc-8-muMeTiiIaMuHO-3-[ 2-(1 H-unnazon- 1 -um) mupumuus-5-mi|-8-penmi- 1,3-mua3acnupo-[4,5]-nekan-
2-0Ha;

uc-8-auMe THIaMUHO-3-[ 2-[ (2-THIPOKCH-ITHI )METHIIAMUHO | TUPUMUINH-S5 -1 | -8-pernn-1,3-mua3zacnupo-
[4,5]-nexan-2-oHa;

nuc-3-(8-guMeTnIaMuHo-2-0Kkco-8-peHm- 1,3-nnazacrimpo-[4,5]-nekan-3-mr)0eH3aMua;

nuc-8-aumetunaMuHo-3-[ 3-drop-5-(tpudropmerrn ) mupuanH-2-wmi |-8-perun- 1,3-nnazacnmpo-[4,5]-
JIEKaH-2-0Ha;

uc-8-auMe THIIaMUHO-3~(5-MeTHIT-Tnpa3uH-2-mi)-8-hennn-1,3-nuazaciupo-[4,5]-nexan-2-ona;

1Hc-8-TMMeTHIIaMuHO-3-(5 -G Top-upumuauH-4-ui)-8-penun-1,3-nuazacnmpo-[4,5]-nekan-2-ona;

1Hc-8-TMMeTHIIaMUHO-3-(5 -G Top-nupuMuauH-2-ui)-8-penun-1,3-nuazacnmpo-[4,5]-nekan-2-ona;

1uc-8-tuMeTHIIaMrHO- 8- eHun-3-nmupasus-2-ui-1,3-auazactimpo-[4,5]-nekan-2-oHa;

uc-3-([2,1,3]6eH30kcaana3on-5-mn)-8-muMeTiiiaMuHo -8 -pernn- 1 ,3-muazacnupo-[4,5]-nekan-2-oxa;

uc-2-[2-(8-muMeTninaMuHo-2-okco-8-penni-1,3-mnazacmnupo-[4,5]-nexan-3-mn)heHokcu |arieraMuaa;

UC-8-TUME THIIaMUHO-8-peHII-3 -( S-mupuanH-4-un-tuoen-2-un)- 1 ,3-nuazacnupo-[4,5]-nekan-2-oxa;

nmc-2-[2-(8-qumeTnnamMuHo-2-0kco-8-perm- 1,3-muazacrmpo-[4,5]-aexaH-3-m1)hEeHOKCH |YKCYCHOH K-
CJIOTBI METHUJIOBOTO d(PHPa;
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1Hc-8-TMMeTHIIaMUHO-3-(2-MophosiH-4 -i-nupuMuanH-4-mi)-8-¢pennn- 1,3-nnazacnupo-[4,5]-nexan-2-
OHa;

nmc-3-[2-(3,4-mudTop-GeHmT) TUpUMHATIH-5 -1 | -8 - AuMe THIaMUHO-8-heHn- 1,3 -qua3acnupo-[4,5]-nekan-
2-oHa;

nuc-2-[5-(8-gumernnamMuHo-2-0kco-8-penm- 1,3-muazacrnpo-[4,5]-aexaH-3 -1 TUpUMUATAH-2 - 11 |-
OCH30HHUTPHIIA;

1uc-3-(2-aMUHO-TTUPUMHINH- 5 -11) -8 -TuMe THiIaMuHO-8-perm- 1,3-mua3acnupo-[4,5]-nexkan-2-oHa;

rmc-N-[5-(8-mumeTrnaMrHo-2-0kco-8-hennn-1,3-nuazaciupo-[4,5]-nexan-3 -uin) MupuUMHUIHH-2 -
VT IMKJIOTIPONIaHKapOOHOBOW KUCIIOTHI aMUJ1a;

uc-2-[4-[5-(8-mumernnaMmuHo-2-0kco-8-penmn-1,3-nuazaciupo-[4,5]-nekaH-3 - 1T TUPUMHETIH-2 - 11 | -
nunepasus-1-uil-aneramuaa;

UC-8-TUME THIIaMUHO-8-(peHII-3 -(6-ntuniepa3us- | -ui-nmupuaue-3-mn)-1,3-muazacnupo-[4,5]-nekan-2-oxa;

UC-8-TUMETHIIaMUHO-3 - 6-(4-MeTr-nunepa3uH- 1 -un)mupuaus-3-wi|-8-penmn-1,3-muazacnupo-[4,5]-
JIeKaH-2-0Ha;

nuc-8-aumetnnamMuHo-3-[2-(1,1-nmuokco-[ 1,4 | tnazunan-4-un)-4-Me TUI-mupUMUARH-5-1n | -8-perm-1,3-
nuazacnupo-[4,5]-nexaH-2-0Ha;

uc-8-auMe THIIaMUHO-8-heHII-3 - 2-(TpUd TOpMETIIN) TUpUMHUINH-5 -1 - 1,3-nnazacrupo-[4,5]-nexan-2-
OHa;

uc-2-[ 8-guMeTnnaMuHo- 1 -(3-MeToKCH-Tipotni)-2-0kco-8-hennn- 1,3-auazacnupo-[4,5]-nekan-3-
W | MIAPUMUIAH-S5-KapOOHUTPHIIA,;

UC-8-TUMETHIIAMUHO- 3 -[ 2-(4-MeTII-uTIepa3uH- | -1 ) mupuMuanH-5 -mi |-8-pennn-1,3-nmuazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-mumetinaMuHo- 1 -[(1-runpoxcu-nukiooyTnim)me i | -8 - eHnn-3-[ 2-(Tpud TopMeTHI ) THPUMUANH-5-
wn]-1,3-nuazacnupo-[4,5]-nexan-2-oxa;

uc-2-[ 1-(3-MeTokcH-npornmi)-8§-MeTHIIaMUHO -2 -0Kc0-8-penmi-1,3-nuazacnupo-[4,5]-nexan-3-
W | TAPUMUIAH-S5-KapOOHUTPHIIA,;

uc-8-aAuMe THIIaMUHO-8-(heHUI-3 -[ 6-(Tpud TopMeTII ) TUpHUIUH-3 -1 |- 1,3-mua3zacnupo-[4,5]-nekaH-2-0Ha;

uc-5-(8-guMeTnIaMuHo-2-0kco-8-perm- 1,3-mnazaciupo-[4,5]-nekaH-3 - mupuIuH-2 -KapOOHUTPHIIA,

uc-8-auMe THIIaMUHO-3-(2-MO PP OTHH-4-IT-TTUPUMUAIUH-5 -11)-8-peHm-1,3-nuazacimpo-[4,5]-nexan-2-
OHa;

UC-8-AMMe THIIaMUHO-3-(2-Me THIT-TUPUMUINH-5-11)-8-hern- 1, 3-nuazacnupo-[4,5]-nekan-2-oHa;

1uc-8-tuMeTiIaMuHo- 1 -[(2-MeTokcudenun)MeTri|-3-(2-Me THII-TMpUMHIUH- 5 -101)-8-penm-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc- 1-[(1-ruapoKCH-IIMKIO0Y THIT)METHII | -8 -Me THIIaMHHO- 8 - heHIIT-3-[ 2-( TP TOPMETHIT ) TUPUMUTUH-5 -
wn]-1,3-nuazacnupo-[4,5]-nexan-2-oxa;

1uc-8-muMetiiaMuHo- 1 -[(1-runpoxcu-nnkiooyTiin)Me i | -3 -(2-Me TT-IUpUMU AN H-S5 -1 )-8 - ern-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

nuc-1-[(1-TuapOKCH-TTUKI0O0Y THIT ) METHI | -8 -MEe TUIIaMUHO -8 - (D eHHII-3 -TMpUMUINH-5 -1iI- 1, 3-Tna3zacmupo-
[4,5]-nexan-2-oHa;

uc-5-(8-guMeTnIaMuHo-2-0Kkco-8-perm- 1,3-mnazacrimpo-[ 4,5 ]-aekaH-3-mr)-4-Me THII-TUPUITAH-2 -
KapOOHHUTPHIIA;

UC-8-AMME THIIAMUHO-3 ~(2-MeTHIT-TUPUMH TN H- 5 -11) -8 -(h eHnI1- | -(upuanH-2-ui-Me T ) - 1, 3-nuazacmmpo-
[4,5]-nexan-2-oHa;

1Hc-8- TMMe THIIaMUHO-8 - e HIIT-3 -MTUpUMHANH-5-11- 1,3 - tnazacmipo-[4,5]-nekan-2-oHa;

1uc-8-umetiiaMuHo- 1 -[ (1-runpoxcu-nukiIo0y TriT)Me T | -8 - e Huit-3 - puUMHUTIH- 5 -1 1, 3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-aMuHo- 1 -[(1-ruapokcn-nuKIno0y Tri)MeTH |-8-peHun-3-[2-(Tpud ropmeTiin) IupuMHUIUH-5-1i] - 1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

nuc-8-aumetnnamMuHo-3-(3-propdpenmn)-8-penm-1,3-nuazacimpo-[4,5]-1ekaH-2-0Ha;

uc-8-auMeTriaMuHo-3-(3-MetrincynbGonun-permn)-8-penmn-1,3-nuazaciupo-[4,5]-nexan-2-oxa;

uc-8-auMeTiIaMuHO-3-(4-MetricynbGonun-permn)-8-penmn-1,3-nuazaciupo-[4,5]-nexan-2-oxa;

uc-8-auMe THIIaMUHO-8-(heHHIT-3 -Tupua3uH-3-mi-1,3-quazacnupo-[4,5]-nekan-2-oHa,

uc-3-MeTokcu-4-(8-MeTnunaMuHo-2-0kco-8-permi- 1,3-nuazacrimpo-[4,5]-nexaH-3-m1)0eH30HUTPHIIA;

nuc-8-aumetunaMuHo-3-(2-propdpenmn)-8-penmi-1,3-nuazacimpo-[4,5]-nekaH-2-0Ha;

1Hc-8-tuMeTHIIaMrHO-8 - eHm-3-(2-gpeHm-nupuMu auH-5-11)- 1,3-nuazacnupo-[4,5]-nexan-2-oHa;

1Hc-8-MeTHIIaMUHO- | -(OKceTaH-3-mI-Me T )-8-heHnn-3-[ 2-(tpudropMeTvin ) TupUMUARH-5-m |- 1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

1uc- 1 -(MUKIIOTPOIAI-METHI)-8-Me THIIaMHHO- 8 -peH -3 -[ 2 -(Tprd TopMeTIIN) IUpUMU I H-5 -1 ] - 1,3 -
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-4-(8-auMeTnnaMuHo-2-0Kkco-8-penm-1,3-muazacnupo-[4,5]-nexan-3-1a)0eH30HUTPHIIA,

nuc-8-aumetnnaMuHo-3-(4-proppenmn)-8-penm-1,3-nuazacimpo-[4,5]-nekaH-2-0Ha;

nuc-2-(8-auMeTHIaMuHO-2-0KC0-8-peHm- 1,3-mnazacrmpo-[4,5]-nekaH-3-m1)0eH30HUTPIIIA;
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uc-8-arnaMuHo- 1 -[(1-runpokcn-unkiIo0y i) Me T | -8-peHun-3-[ 2-(Tpru TOpMEeTHIT) TUPUMUTIH-S5 - 1T | -
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

ruc-1-[(1-TuapOKCH-TTUKIO0Y THIT ) METHII | -8 -MEe TUIIaMUHO- 3 -(2-Me THII-TMpUMUTUH-5 -11) -8 -hernn- 1,3 -
nuazacnupo-[4,5]-nexaH-2-0Ha;

uc-8-auMe THIIaMuHO-3 [ 2-(Mop b omMH-4-UI-Me T ) TUpUMUAHH-S5 -1 | -8-penmn- 1, 3-mua3zacupo-[4,5]-
JIEKaH-2-0Ha;

UC-8-IMME THIIAMUHO-3 -[ 2-(METHII-TETpar i IpO-MupaH-4-Ui-aMIHO ) TUPUMUINH-5 -1 |-8-henm-1,3-
nuazacnupo-[4,5]-nexaH-2-0Ha;

uc-5-[ 8-guMeTtrnamMuHo- 1 -[ (1 -THAPOKCH-ITUKIO0 Yy THI )METHII |-2-0KCc0-8-(henm- 1,3-nnazacnupo-[4,5]-
nekaH-3-mi]-N-[2-[2-[2-(2-MeTOKCH-3TOKCH)3TOKCH [3TOKCH | 3THII |TUPUMHIUH-2 -KapOOHOBOM KHUCIOTHI aMU/Ia;

uc- 1 -(nuxonponmi-metuin)-3-(2-grop-4-metmicynbhonnn-pennn)-8§-metmaMuHo -8 -penu-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

muc-2-[[5-(8-mumetrmnaMuHo-2-0kco-8-henmn-1,3-nuazacnupo-[4,5]-aekan-3 - 1) TUPUMHTHH-2 - 1T |-
METHJIAMHHO |alleTAMUIA;

nuc-2-[[5-(8-numernnamunao-2-0kco-8-henun-1,3-muazacnupo-[4,5]-nekan-3-uin) IupuMUAITHH-2 -
WJI|aMUHO |arieTaMuIa;

uc- 1 -(IMKIIO TP OTTHII-METHIT ) - 8-ME THITAMHHO- 3 - [ 4-Me THIT-6-(Tprud TopMeTHI )T puanH-3 -1 | -8-hernn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

1uc- 1 -(IKIIO TP OITHII-METHI ) - 8- TUME THIIAMUHO-3 -[4-Me THII-0-( TPUP TOPMETHIT ) TUPU TN H-3 -1 | -8 -(h eHHIT-
1,3-nnazacrimpo-[4,5]-nexan-2-oxa;

uc-N-[5-(8-quMetnnaMuHo-2-0kco-8-henmi- 1,3-auazacupo-[4,5 |- nekaH-3 -1 ) TApUMUAIIH-2 -1 |-
THO(eHe-2-KapOOHOBOM KHCIOTHI aMHUJIA;

uc-N-[5-(8-qumeTnnaMuHo-2-0kco-8-henun- 1,3 -nuazacmupo-[4,5]-nexkaH-3 -1 ) TMpUMUAHH-2 -
ni]0eH3aMua;

UC-8-TUMEe THIIaMUHO-8-(peHm-3-(5-henmn-Tnoden-2-mn)- 1,3-auazacnupo-[4,5 |-nekaH-2-oHa;

1uc- 1 -(IKIIO P OITHII-METHI ) - 8- TUME THIIaMUHO-3 - [ 2-(MeTrIiIcyibpoHUI-MeTrN ) perm |-8-perm-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

1uc- 1 -(IMKIIO TP OITHII-METHIT ) -8-METHITAMHHO- 3 - [ 2-(MEe TUIICYTH (D OHUIT-METHI ) peHIIT | -8 -heHni-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-8-aumetunaMuHo-8-(3-propdenmn)-3-[ 2-(MeTricynbporun-meTnn ) perm |- 1,3-quazacnupo-[4,5]-
JIEKaH-2-0Ha;

1uc-8-muMetiaMuHo-8-(4-gprophennn)-3-[2-(meTnicynbonmt-mermn)penun)-1,3-nnazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-[MeTwiI-(TeTparuapo-pypan-3-mi-Me T )aMuHo |-8-peHun-3 -[2-(Tpud TopMETHI ) THPUMUAHH-5 - 11T |-
1,3-nuazacnupo-[4,5]-nexan-2-ona (3Hantuomep 1);

uc-8-[MeTwiI-(TeTparuapo-pypan-3-mi-Me T )aMuHO |-8-peHu-3 -[2-(Tpud ToOpMETHI ) THPUMUAHH-5 - 11T |-
1,3-nuazacnupo-[4,5]-nexan-2-ona (3HaHTHOMED 2);

nuc-8-aumetuiiaMuHo-8-(3-propdenn)-3-(4-meTrin-2-mopHonuH-4-UA-MUPUMUIRH-5-1)- 1,3 -
nuazacnupo-[4,5]-nexaH-2-0Ha;

nuc-3-[6-(4-aneTri-nunepasuH- 1 -ui )-4-Me THI-TIUPUARH-3 -1 | -8- TMMEeTHIIaMUHO-8 - eHmI- 1,3 -
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-3-[2-(4-aneTrn-nunepasui- 1 -ui )-4-Me THI-IIUPUMUIHH-S5 -1 | -8- TuMe THITaMuHO-8-peHm- 1, 3-
nuazacnupo-[4,5]-aexaH-2-oHa;

UC-8-TUME THIIAMUHO- 3 -(4-METHII-6 -ITUPU TN H-4 -HI-TIMPpUIUH-3 -11)-8-penmn-1,3-muazacnupo-[4,5]-
JIeKaH-2-0Ha;

1uc-3-[2-(4-aneTnin-nunepasus- 1 -ui)-4-(Tpu TOPMETHIT) TUPUMHUTUH- 5 - 11 | -8 - TMME THIIaMUHO -8 -p e H I
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

1uc-8-tuMeTHiIaMnHo-3-[ 2-(3-okco-nunepasnH- 1 -mn)-4-(tpud ropMeTHn ) TupUMUAANH-5-1 ) -8-henni-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

UC-8-IMME THIIAMUHO-3 -U30XUHOHH-4-1i-8-hennn-1,3-nua3acnupo-[4,5]-nexan-2-oHa;

U C-8-IMME THIIAMUHO-3 -U30XUHOIMH-5-1i-8-henmn-1,3-nuazacnupo-[4,5]-nexan-2-oxa;

nuc-8-aumetnnaMuHo-8-hernn-3-(1 H-muppono[ 2,3-b|mupunnn-4-mn)-1,3-mnazacrmpo-[4,5]-nekaH-2-0Ha;

uc-8-auMe THIIaMuHO-8-heHuI-3 -(2-mupu auH-4-m-tua3on-4-ui)- 1,3-nuazacrimpo-[4,5]-nexan-2-oHa;

nuc-8-[MeTun-(TeTparuapo-PpypaH-3-mi-MeTH1)aMuHO |-3-(2-Mop h omH-4-WIT-IMPUMHUIUH- 5 -11) -8 - eHuII-
1,3-nuazacnupo-[4,5]-nexan-2-ona (3Hantuomep 1);

uc-8-[MeTmiI-(TeTparuapo-pypan-3-mi-Me T )aMuHO |-3-(2-Mop G oauH-4-UIT-TUPUMHTUH-S5 -1T) -8 - CHUTI-
1,3-nuazacnupo-[4,5]-nexan-2-oHa (3HaHTHOMED 2);

uc-3-[2-(azeTuauH- 1 -11) TUpUMHAMH-5 -1 -8 - TuMeTHIIaMUuHO-8-(eHmi-1,3 - ntnasacnupo-[4,5]-nexan-2-
OHa;

uc-3-[2-(3,3-nud Top-a3eTUANH- | W) TUPUMHUTITH-S -1 | -8 - TMMe THIaMHUHO-8-(heHuI- 1,3 - Arazacmupo-
[4,5]-nexan-2-oHa;

uc-8-auMe THIIaMUHO-3 -[ 6-MOp P oTrH-4-11-5-(Tprud TopMeTHIN ) T puInH-3 -1 | -8-hernn- 1,3-quazactupo-
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[4,5]-nexan-2-oHa;

1Hc-8-MeTHIaMUHO-3-[ 6-MopdonuH-4-1i1-5-(Tprd TOpMETHI ) TUPUANH-3 -1 |-8-penun-1,3-quazacnupo-
[4,5]-nexan-2-oHa;

uc-8-auMe THIIaMUHO-8-(heHUIT-3 -[ 5-(Tpud TOpMETHIIOKCH ) TUpUIUH-2 -1 |- 1, 3-mna3acnupo-[4,5]-nexaH-2-
OHa;

uc-8-auMe THIaMUHO-3 ~(5-MeTHIIC Y Tb(POHUI-TIUPUANH-2-1N )-8 -permn- 1, 3-muazacnupo-[4,5]-nexan-2-
OHa;

uc-6-(8-guMeTnIaMuHO-2-0Kco-8-perm- 1,3-mnazactupo-[4,5]-nekaH-3-11)-HUKOTHHOHUTPHIIA;

uc-3-[2-(4-umknonpomui-1H-[1,2,3 | Tpuazon- 1 -wi) mupuMuanH-5 -1 | -8 - ruMe TriiaMuHo -8 -perm-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

Hc-8-TMMeTHIIaMUHO-3-[4-MeTHI-2-(3-0Kco-nunepasuH- 1 -uin) mupuMuanH-5-mi|-8-penni-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-5-(8-auMeTnIIaMiHo0-2-0Kco-8-penm-1,3-mnazacnupo-[4,5]-nexan-3-1i) TMpUInH-2 -KapOOHOBOH  KH-
CJIOTHI AMUJIA;

nuc-3-[4-(azeTuanuH- 1 -1i)-2-Me THII-MIMPUMHUIHH- 5 -1 | -8 - TuMe THIIaMuHO-8 -peHm- 1, 3-nnazacnupo-[4,5]-
JIEKaH-2-0Ha;

nuc-2-(8-guMeTHIaMuHO-2-0Kco-8-peHm- 1,3-mnazacrimpo-[4,5]-nekan-3-mr)oeH3aMua;

uc-8-auMeTHIaMuHO-3-[ 2-(MeTricy b oHmt-mMetn ) hennn | -8-tnodpeH-2-mi- 1,3-nuazacrimpo-[4,5]-
JIEKaH-2-0Ha;

nuc-8-aumetuiaMuHo-8-(3-propdpenmn)-3-[2-metun-5-(tpudropmernn)-2H-nmupazon-3-wn]-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

1Hc-8- TMMe THIIaMUHO-3-(4-MeTHII-2-MOp G ONNH-4-WII-TINPUMHUITIH- 5 -11) -8 -TnoheH-2-mi- 1, 3-nuazacnupo-
[4,5]-nexan-2-oHa;

1HC-8- TMMETHIIaMUHO-3-(6-MeTHIICY TbOHMII-TIMPUANH-3  -1i)-8-penmi-1,3-nuazacnupo-[4,5]-nexan-2-
OHa;

nuc-8-aumetunaMuHo-8-hernn-3-(1 H-mupporno[ 2,3-b]mupunun-5-mn)-1,3-mnazacrmupo-[4,5]-nekaH-2-0Ha;

ruc-N-[5-(8-mumeTrnaMrHo-2-0kco-8-hennn-1,3-nuazactupo-[4,5]-nexan-3 -ui1) MupUMHUIHH-2 -1 | -
areTaMuaa;

uc-3-[2-(4-MeTr-nunepa3uH- | -um) mupuMuanH-5-11 | -8-[ MeThiI-(TeTparuapo-p ypan-3-ui-
MeTmin)aMuHo |-8-henni-1,3-auazacnupo-[4,5]-nekan-2-ona (SHaHTHOMED 1);

uc-3-[2-(4-MeTrI-nunepa3uH- | -uim) mupuMuInH-5-11 | -8-[ MeThiI-(TeTparuapo-dypan-3-ui-
MeTWI1)aMuHo |-8-penmi-1,3-nuazacnupo-[4,5]-nexan-2-ona (SHaHTHOMED 2);

1Hc-8-TMMe THIIaMuHO-3-(4,6-1uMeTHII-2 -MOp G OIMH-4-MIT-IIUPUMHUTIH-5 -11) -8 -pe - 1,3 - muazacnupo-
[4,5]-nexan-2-oHa;

1Hc-8-TMMeTHIIaMUHO-3-(2-MOop () oNTHH-4-HiIT-MUPUMUANH-S5-1i1)-8-THOoQeH-2-1-1,3-nnazacrupo-[4,5]-
JIeKaH-2-0Ha;

1uc-6-(8-auMeTnIIaMiHO-2-0Kc0-8-(peHm- 1,3-muazacnupo-[4,5]-nexan-3-uin) MMpUInH-3 -KapOOHOBOH  KH-
CIIOTHI aMUJIA;

uc-8-auMeTHIIaMuHO-3-[ 2-MeThII-5-(TpudTopmeTin)-2H-tupazon-3-wi|-8-trnoden-2-ni-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-8-auMe THIaMUHO-3-[ 2-[ (2-THIAPOKCH-THI )METHIIAMUHO | TUPUMUIUH-5 -1 | -8-TnopeH-2-wmi-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

1Hc-8-TMMeTHIIaMIHO-3-[ 2-(2-0Kkco- 1,3 -Iuruapo-uH0-4-1iT) TAPUMHUIUH-5 -1 -8-THOo e H-2-ui-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

1Hc-8- TMMeTHIIaMUHO-3-[4-MeTHI-6-(3-0kco-nunepasuH- 1 -uin) mupuue-3 -] -8-penun- 1,3-1uazacnupo-
[4,5]-nexan-2-oHa;

UC-8-TUME THIIAMUHO- 3 -(4-METHII-6-TUPU TN H-2 -HI-TIMPUIUH-3 -11)-8-penmn-1,3-muazacnupo-[4,5]-
JIeKaH-2-0Ha;

UC-8-AMMe THIIaMUHO -3 ~(4-MeTHIICYTb(POHUI-TIUPUANH-3-1N )-8 -permn- 1, 3-muazacnupo-[4,5]-nexan-2-
OHa;

nmc-3-(6eH30THa30II-7-1)-8- TMMEeTHIIaMHHO-8-heHmI- 1, 3-mrazacrmpo-[4,5]-nexan-2-oHa,

nuc-8-aumetriiaMuHo-8-(4-proppenn)-3-(4-meTrin-2-mopHonuH-4-UA-MUPUMUARH-5-10)- 1,3 -
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-2-[ 8-guMeTnIaMuHO-3-[4-MeTHII-6-( TPUPTOPMETHI ) TUPUIUH-3 -1 |-2-0KkcO-8-hernn-1,3-
nuazacnupo-[4,5]-nexan-1-un]-N,N-qumeTun-aneraMuaa;

1Hc-8-TMMeTHIIaMUHO-3-[ 2-(2-MeTHiI- 1 -0KkCc0-2, 3 - TN uApO-N30MHA0I-4 -1 ) TUPUMU AN H-5-11 | -8 -(he HrIT-
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

uc-2-[[5-(8-mumetrmnaMuHO-2-0kco-8-penmn-1,3-nuazacnupo-[4,5]-aekan-3 -mi)-2 -Me TUII-ITUPUMHTUH-4 -
WJI]aMUHO |arieTaM U Ia;

uc-2-[ 3-(8-numeTrnaMuHo-2-0kco-8-pernn-1,3-muazacupo-[4,5 |-nexan-3 -win) nupuanH-4 -1 | -
areTaMuaa;

UC-8-AMMe THIIaMUHO-3 -[4-(MeTHIICYTb D OHUIT-METHIT ) T pUANH-3 -1 | -8-hernn- 1,3 -quazacnupo-[4,5]-
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JIEKaH-2-0Ha;

1Hc-8- TMMeTHIIaMUHO-3-[ 6-(4-MeTHII-3-0KCco-HIIepa3uH- 1 -1i) mupuuH-3 -1 | -8-penm-1,3-muazacnupo-
[4,5]-nexan-2-oHa;

uc-8-auMe THIIaMUHO-3~(2,4- TMMEe THIT-TUPUMUTAH-5 -11)-8-heHnn- 1,3 -nuazacnupo-[4,5 |- nekan-2-oHa;

uc-8-auMeTunaMuHo-3-[2-(1-0kco-2,3 - AuruAp0-u30UHA0-4- 1) TAPUMHIAH-5 -1 |-8-hern-1,3-
nuasacnupo-[4,5]-nexan-2-oH; 2,2,2-TpuGTOPYKCYCHOM KHCIIOTHI,

UC-8-AMMe THIIAMUHO-3-[ 6-[ (2-THIPOKCH-ITHII )METHIIAMUHO | -5-(Tpud TopMeTHn ) upuArH-3 -1 | -8 -peHrI-
1,3-nuazacrmpo-[4,5]-nexan-2-oxa;

UC-8-TUMEeTHIIaMUHO-8-(peHm-3-[ 2-[4-(TpudropmeTmn)-1 H-[1,2,3 [ tpuazon- 1 -wi | mupumuaus-5-mi)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-muMetiaMnHo-3-[ 2-(4-n3onponui-1H-[ 1,2,3 ] tpuazosn- 1 -un)nupumuand-5-uin|-8-dpennn-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-muMeTiIaMuHO-3-[ 6-(1,1-muokco-[ 1,4 tnasunan-4-wn ) mupuaus-3-ui|-8-permi- 1,3 -nuazacupo-
[4,5]-nexan-2-oHa;

uc-5-(8-guMeTnIaMuHO-2-0kco-8-peHm- 1,3-mnazacrmpo-[ 4,5 ]-aexan-3-mr)-2-mophomH-4-1i1-
HUKOTHHOHUTPUIIA;

nuc-8-aumetunamMuHo-3-( 1 -metmncynbdonni- 1 H-muppomno[2,3-b|mupuaun-5-mn)-8-dennn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-8-aumernnamuHo-3-( 1 H-uanon-4-wn)-8-hennn-1,3-quazacnupo-[4,5]-nekan-2-oHa;

uc-8-auMe THIIaMUHO-3-(2-THAPOKCH-0eH30KCca301-7-1i)-8-henm-1,3-nnazaciupo-[4,5 ]-nexan-2-oxa;

1Hc-8- TMMeTHIIaMUHO-3-[ 2 - Top-4-(Tpud TopMeTriioken ) penmn]-8-penwmi-1,3-nuazacnupo-[4,5]-nexan-2-
OHa;

uc-4-[ 5-(8-numeTnnaMuHo-2-0kc0-8-pernn-1,3-muazacnupo-[4,5 |-nexan-3-min) mupUMH A H-2 -
wi)6enzamu; 2,2,2-Tpu(TOPYKCYCHOM KUCIIOTHI;

uc-8-qumeTiiiaMuHO-3-( 1 -metm- 1 H-iuppoino[ 2,3-b Jmupuaua-4-mn)-8-penni-1,3-muazacnupo-[4,5]-
JIEKaH-2-0Ha;

nmc-3-(1-anetwn- 1 H-uagon-4-wun)-8 - nuMetniamMuHo-8-heHni- 1,3 -auazacnupo-[4,5]-nekan-2-oHa,

nuc-8-aumetunamuHo-3-( 1 H-uamon-3-mn)-8-hennin-1,3-quazacnupo-[4,5]-nekan-2-oHa;

uc-6-(8-guMeTHIaMuHO-2-0Kco-8-perm- 1,3-mnazacupo-[4,5]-nexaH-3-mi)-5-Me TrI-
HUKOTHHOHUTPUIIA;

uc-6-(8-guMeTHIaMuHO-2-0Kc0-8-peHm- 1,3-mnazacrimpo-[4,5]-nekaH-3-mr)-5-G Top-HUKOTHHOHUTPHIIA,

1Hc-8-TMMeTHIIaMIHO-3-[4-MeTui-6-(Tpud ropme i) mupuanH-3-mi |- 1 -(2-okco-2-nmupponuaus- 1 -ui-
atn)-8-enmn-1,3-nquazacnmpo-[4,5]-nexan-2-oxa;

uc-6-(8-guMeTHIaMiuHo-2-0kco-8-henm- 1,3 -auazacmupo-[4,5]-nexkan-3-wmi)-5-Me THII-IAPU U H-3 -
KapOOHOBOW KHCIIOTHI aMHUJIA;

1uc-6-(8-auMeTnIaMuHo-2-0Kkco-8-penmi-1,3-muazacnupo-[4,5]-nexan-3-ui)-5-grop-nupunun-3-
KapOOHOBOW KHCIIOTHI aMHUJIA;

uC-8-auMe THIIaMUHO-3 -[4-MeTHIT-6-(Tpu TOPMETHI ) TUpU I H-3 -1 |-8-M-Tonm- 1, 3-muazacmupo-[4,5]-
JIEKaH-2-0Ha;

nuc-3-(8-guMeTHIaMuHO-2-0Kkco-8-peHm- 1,3-nnazacrimpo-[4,5]-nexan-3-min)-u30HUKOTHHOHUTPHIIA,

nuc-8-aumetunaMuHo-3-[ 3-prop-5-(2-okco-1,3-guruapo-uHmon-4-un) mupuanH-2-ui | -8-pernn-1,3-
nuasacnupo-[4,5]-nexaH-2-oHa;

1Hc-8- TMMeTHIIaMuHO-3-[4-MeTui-6-(Tpud ropme i) mupuanH-3-mi|-8-[ 3-(Tpud ropmeTiniokcn ) peHu | -
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

1uc-8-tuMeTHIaMuHo-3-[4-MeTri-6-(Tpud ropmeTiin) mupuanH-3 -mi ] -8-[ 3-(tpud ropmerrn) pennin]-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

1Hc-8-tMMeTHIIaMuHO-8-(3 -MeTokcndennn)-3-[4-mMeTuin-6-(tpud TropmMe T ) nupuuH-3-1i]-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

rmc-8-(5-xmop-Truoden-2-nmn)-8-mMMe THIIaMUHO-3 -[4-Me THIT-6-(Tprud TopMeTIIT ) T pU I H-3 -1 |- 1,3-
nuasacnupo-[4,5]-nexaH-2-oHa;

nuc-8-aumeTunaMuHo-8-(3-broppenmn)-3-[4-meTuin-6-(Tpud TopMeTIIT ) TUpUINH-3 -1 |- 1,3-mra3zaciupo-
[4,5]-nexan-2-oHa;

UC-8-aUMe THIIAMUHO-3 -(2-Me THITaMHHO-TTMPUMUINH-S5 -1 )-8-perm- 1, 3-nuazacrupo-[4,5]-nekaH-2-0Ha;

nuc-8-(5-xmop-Truoden-2-umn)-8-mMMe THIIaMUHO-3 -(4-Me THIT-2 -MOp ) OTHH-4-UI-TTUPUMUAWH-5-1)- 1,3 -
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-N-[5-(8-quMeTnnaMuHo-2-0kco-8-henun- 1,3 -auazacmupo-[4,5 |- nexan-3-min) mupuMuarH-2 -1 |-N-
METHJI-IUKIONPONaHKapOOHOBOM KHCIOTHI aMH/IA;

uc-N-[5-(8-mumetnnaMuHo-2-0kco-8-henmi- 1,3-auazacnupo-[4,5 |- nekan-3 -wn) mupuMuauH-2 -1 |-N, 2, 5-
tpuMeTmi-2H-npa3o:1-3-kapOoHOBOH KHCIOTHI aMH/a;

uc-3-[4,6-0uc(Tpud TOPMETII ) TUPUAUH-3 -1 | -8 - TUME THIIaMUHO-8 -(peHm- 13- mnasaciupo-[4,5]-nekan-
2-oHa;

uc-8-auMe THIaMUHO-3-[ 2-[ (2-THIPOKCH-THIT )METHIIAMHUHO | XUHA30JIMH-6-11 | -8-heHn- 1,3 -auazaciupo-
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[4,5]-nexan-2-oHa;

1Hc-8- TMMeTHIIaMUHO-3-(2-MOp ) oSTHH-4-HIT-XHHA30IMH-6-111)-8-(heHni- 1, 3-nnazacnupo-[4,5]-nexan-2-
OHa;

nuc-8-[ MeTHi-(OKCceTaH-3-WI-MeTHIT)aMUHO |-8-heHnn-3 -[ 2-(TpuTopMeTII ) TUpUMUATIH-5 -1 |- 1,3 -
nuazacnupo-[4,5]-nexaH-2-oHa;

nmc-3-(1-anetwmn- 1 H-uanomn-3-wmn)-8 - nuMetninamMuHo-8-heHni- 1,3 -auazacnupo-[4,5]-nekan-2-oHa,

UC-8-AMMe THIIaMUHO-8-(h eHHIT-3 - X MHA30IMH-6-11- 1, 3-na3acnupo-[4,5]-nekan-2-oHa;

uc-5-(8-guMeTnnaMuHo-2-0kco-8-peHmi-1,3-nnazacimpo-[4,5]-nexan-3-mm)-2-(2-oxco-1,3-quruapo-
WHJI0N-4-111T)-U30HUKO THHOHUTPHIIA,;

uc-N-[5-(8-quMeTnnaMuHo-2-0kco-8-hennn- 1,3 -auazacmupo-[4,5 |- nexan-3 -uin) mupuMuarH-2 -1 |-N-
METHII-TETPAruAPO-MUpaH-4-KapOOHOBOH KUCIOTHI aMHJIA;

uc-N-[5-(8-muMernnaMuHo-2-0kco-8-henmi- 1,3-auazacnupo-[4,5]-nekan-3 -wi) mupuMuauH-2 -1 |-N, 2, 2-
TPUMETHII-IIPONTHOHAMU/IA;

1uc-8-tuMeTmiIaMuHo-3-[ 2-(1-meTmn-2-okco- 1,3 -1uruapo-uHaon-4-uin) mupuMuanH-5-ui | -8-pennn-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-8-auMeTunaMuHo-3-(2-mopponua-4-un- 1 H-6erzonmuazon-5-nn)-8-permn- 1,3-muazacnupo-[4,5]-
JIEKaH-2-0Ha;

nuc-8-aumeTunaMuHo-8-(3-prop-5-mMetnin-pennn)-3-[4-meTun-6-(Tpud TopMeTIIT) TUpUAAH-3 -1 |- 1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-8-auMeTHIIaMUHO-3-[ 6-(2-0Kkco-1,3-Auruapo-uHA0I-4-11 ) IUpUAnH-3 -1 | -8-pernn- 1,3-mua3acmupo-
[4,5]-nexan-2-oHa;

1uc-8-tuMeTHIaMuHo-8-(3 -ruapokcudenmn)-3 -[4-metnin-6-(Tpudropme T mupuanH-3-mi)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-3-[6-(azetunus- 1 -1m)-5-(TpudTOpMETIIN) TUPUAMH-3 - 11| -8 - TUMETHIaMUHO-8 - eHni- 1, 3-nnasacnupo-
[4,5]-nexan-2-oHa;

ruc-3-[ 1 -(MKI0TPOTTHII-METHIT )-8 - TUME THIIAMUHO-2-0KCO-8 - eHm- 1, 3-nuazacmpo-[4,5]-nexan-3-mn|-
W30HUKOTHHOHHUTPHIIA;

nuc-3-[3,5-0uc(Tpud TopMeTIIN) T PUINH-2 -1 |-8-TuMeTrIIaMuHO-8-perm- 1,3-mua3zacupo-[4,5]-nexan-
2-oHa;

uc-8-auMeTunaMuHo-3-(5-prop-6-MopponuH-4-un-nupuauH-3-wmi)-8-penwi-1,3-nuazactmpo-[4,5]-
JIEKaH-2-0Ha;

uc-8-(3-xmoppeHnn)-8 - TUMe THIIaMIHO-3-[ 4-MeTHI-6-(Tpud TopMe T ) TUpU AUH-3 -1 |- 1 ,3-nnazacupo-
[4,5]-nexan-2-oHa;

1Hc-8- TMMeTHIIaMUHO-3-[ 5-(2-0kco-1,3-quruapo-uHaon-4-un) mupuanH-2-ui | -8-¢pennn- 1,3 -nnazacmnupo-
[4,5]-nexan-2-oHa;

1uc-8-tumetiaMuHo-8-penun-3-[ 5-(tpudropmernin)-[ 1,3,4]tnannazon-2-unl-1,3-nuazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-auMeTHiIaMuHO-3-(2-0kco- 1,3 -quruapo-uamnon-4-un)-8-pernn- 1,3-muazacnupo-[4,5]-nekan-2-oHa;

nuc-8-auMeTHIaMuHO-3-[ 2-[ (2-TuapoKCH-3THI)MeTHIIaMuHO | - | H-6en3zonmunazon-5-wmn|-8-penwmn-1,3-
nuazacnupo-[4,5]-nexaH-2-0Ha;

Uc-8-AMMe THIIAaMUHO -3 ~( 5 -MeTHIT-6-MOP P ONTUH-4 - IT-TTUpU U H-3 -11)-8 -henn-1,3-nuazacmpo-[4,5]-
JIEKaH-2-0Ha;

1Hc- 1 -(MUKIIO TP ONII-MeTHI )-8 -InMe THIIaMuHO -8 -(3-Tophenni)-3-(5S-meTuncynb G OHWI-IIMPUANH-2-
wn)-1,3-nuazacnupo-[4,5]-nekan-2-oHa;

uc- 1 -(nuxonponui-metiin)-8-(3-gropdenun)-8-merunamMmuHo-3-(5-MeTHIICY b () OHMII-TIMPUAMH-2 -1JT) -
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

uc- 1 -(nuxino 0y Trin-mMetnin)-8-(3-gpropdpennn)-8-meTniraMunHo-3 -[ 2-(TprUQTOPMETHIT ) TUPUMHUH-5 -1 |-
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

1uc- 1 -(TKIIO P OTTHII-METHI ) - 8- TuMe THIIaMUuHO-8-(3-proppermn)-3-[ 2-(TpruG TOpMETHIT ) TUPUMHU TUH-5 -
nn|-1,3-nnazacrmpo-[4,5]-nexan-2-oxa;

ruc- 1 -(txonpomnui-mMetin)-8-(3-groppernn)-8-meTunamuHo-3-[ 2-(Tpud TOPMETHI ) TUPUMHUTHH-S -1 | -
1,3-nnazacrmpo-[4,5]-nexan-2-oHa;

nuc-8-aumetuiaMuHo-8-(3-propdpenmn)-3-[ 2-(Tpud TopMeTHI) TUpUMHIUH-5 -1 |- 1,3-mnazacmupo-[4,5]-
JIEKaH-2-0Ha;

1Hc- 1 -(MUKIIONPONHI-MeTHI )-8 -anMe TiIaMuHo-8-(3-propdennin)-3-[ 2-metmn-5-(Tpudropmern)-2 H-
nupason-3-uil-1,3-quazacnupo-[4,5]-aekan-2-oHa;

1uc- 1 -(nuxnonponmi-metuin)-8-(3-gropdenmn)-8-merunamMmuHo-3-[ 2-meTmi-5-(tpudropmerin)-2 H-
nupazon-3-uil-1,3-quazacnupo-[4,5]-aekaH-2-oHa;

1Hc-8-MeTHIIaMUHO-3-(4-MeTHII-2-MOpQONUH-4-UI-ITUPUMH IUH-5-111)-8-penmn-1,3-nuazacnmupo-[4,5]-
JIeKaH-2-0Ha;

nuc-3-[5-(azeTuanH- 1 -nm)-3-Me THI-MIUPUARH-2 -1 | -8-TuMeTHIIaMuHO-8-(3-dpTopdenmn)- 1,3-mnazacnupo-
[4,5]-nexan-2-oHa;
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1uc-8-tuMetiaMuHo-8-(3-prophenni)-3-(5-meruncynsponun-nupuand-2-un)-1,3-auazacimpo-[4,5]-
JIeKaH-2-0Ha;

nuc-3-(6-(azetuand- 1 -mn)-4-proprmupuana-3-un)-8-(TumeTHIIaMuHO )-8-hernn- 1,3-mua3acnupo-[4,5]-
JIEKaH-2-0Ha;

nmc-3-(6-(azeTuanH- 1 -wn)mupuanH-3-un)-8-(muMeTraMuHo )-8-(3-hroppennn)-1,3-muazacnmpo-[4,5]-
JIEKaH-2-0Ha;

rmc-3-(1-(muknonponankapoonmn)-3-(tpudropmernin)- 1 H-nmupa3zon-5-nmn)-8-(aqumetnnamMuHo )-8-(3-
dbropdennn)-1,3-nuazacimpo-[4,5]-nekan-2-ona;

uc-8-(quMeTriTaMuno)-8-(3-dpropdennn)-3-(1-(2-ruapoxcnstuin)-3-(tpudropmerii)- | H-nmupazon-5-un)-
1,3-nuazacnupo-[4,5]-nexan-2-oHa;

uc-3-(1-(unknonponumern)-3-(TpudTopmernin)- 1 H-nupazon-5-uim)-8-(qumernnamuno )-8-(3-
dbropdpennn)-1,3-auazacnupo-[4,5]-nekaH-2-0Ha;

1uc-8-(quMeTnaMuHo)-8-(3-dprophennn)-3-(1-(metnncynsdonnn)-3-(tpudropmerin)- 1 H-nupazon-5-
wn)-1,3-nuazacnupo-[4,5]-nekan-2-oHa;

uc- 1 -(TKITomponmuiIMe T )-8 -(TuMeTIIIaMuHO ) -8-(3-hroppernn)-3-( 1 -(MeTuncynbponmmn)-3-
(tpudropmernn)-1 H-nmupazon-5-nn)-1,3-nuazacrnupo-[4,5]-nekaH-2-0Ha;

ruc-2-(5-(8-(mumerunamuno)-8-(3-propdenmn)-2-okco-1,3-muazaciupo-[4,5]-nexan-3-mm)-3-
(tpudropmernn)- 1 H-nupa3zon-1-ni)-N,N-numernnamneraMua,

rmc-2-(5-(1-(muxnonponuiMe T )-8-(muMeTHIIaMuHO ) -8-(3-propdernn)-2-okco-1,3-muazacmupo-[4,5]-
nekaH-3-un)-3-(tpudropmernn)- 1 H-mupazon-1-wn)-N,N-auMeTHaane raMmuia;

uc-8-(qumeTmiaMuno)-3-(1-metmi- 1 H-nmuppono[ 2,3-b Jrmpuann-5-un)-8-pennn-1,3-mnazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-(qumeTriaMuno)-3-(3-¢drop-1H-mupposno[2,3-b Jnupuann-5-mn)-8-pennn-1,3-mnazacnupo-[4,5]-
JIEKaH-2-0Ha;

uc-8-(auMeTnaMuHo ) -8-¢ermn-3-(1 H-muppono[ 2,3-c jnupunun-4-wn)- 1,3-nuazacnupo-[4,5]-nexaH-2-
OHa;

uc-8-(IMMeTHIIaMIHO )-8 -G e -3 -(2-(upruaa3uH-4-1ni1) MUPUMHUIRH-5-11)- 1 ,3-nrazacimpo-[ 4,5 ]-nexan-
2-oHa;

uc-8-(IMMeTHIIaMHHO )-3-(2-(2-0kc0o-1,2-TuruaponupuInH-4-11) TAPUMHAIAH-5-11)-8-hern-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

nuc-8-(auMeTniTaMuHo )-8-(3-propdenmn)-3-(1-meTmi-3-(tuoden-2-un)- 1 H-mupazon-5-um)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-8-(quMeTraMuHo)-8-(3-dpropdennn)-3-(1-merun-3-mopdonuuo- 1 H-nupazon-5-un)-1,3-nmuazacnupo-
[4,5]-nexan-2-oHa;

uc-8-(quMeTHIaMuHo)-8-penmn-1-(2,2,2-rpudropatuin)-3-(2-(Tpud TopMeTHI ) TUPUMUANH-5-11)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

1uc-8-(quMeTHIIaMuHO) -8-penmn-3-(2-(tpudropmeTrin) mupuMuIUH-5-1i)- 1-(3,3,3-Tpud ropnpori)-1,3-
nuazacnupo-[4,5]-nexaH-2-oHa;

uc-3-(4-MeTmI-6-(Tpud TopMe TN ) MTUPUAUH-3 -1 )-8-(MeTHIIaMHuHO )-8-perm- 1, 3-mua3zacnupo-[4,5]-
JIEKaH-2-0Ha;

nmc-3-(1-metmi-3-(tpudropmernn)- 1 H-mupazon-5-un)-8-(Merunamuno )-8-penm- 1,3-nuazacnmpo-[4,5]-
JIEKaH-2-0Ha;

1uc-8-(quMeTHIIaMuHo ) -8-(3-dTophennn)-3-(4-(MeTmncynbGoHmT) IUpUINH-3-11)- 1,3-1uazacnupo-[4,5]-
JIeKaH-2-0Ha;

uc-8-(qumeTnnaMuHo)-3-(1-atri-3-(tpudropmern)- 1 H-nmpazon-5-nn)-8-(3-proppennn)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-3-(1-uknonponmn-3-(tpudropmernin)- 1 H-nupazon-5-uin)-8-(aumernnamuno)-8-(3-propdennn)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

nuc-8-(auMetninaMuHo )-8-(3-propdenmn)-3-(1-(okceran-3-unmerwn)-3-(TpudTopmeTin)- 1 H-mupazon-5-
nn)-1,3-nuazacrmpo-[4,5]-nexan-2-oxa;

nuc-8-(auMeTninaMuHo )-8-(3-dropdenwn)-3-(1-(2-(metuncynbhoHwm )3T )-3-(Tpud TopmeTin)- 1 H-
nupazon-5-mn)-1,3-quazacnupo-[4,5]-1ekaH-2-oHa;

uc-8-(IuMeTHIIaMuHO )-8-(3-pTopdhennn)-3-(4-MeTHI-2-(METHIIAMUHO ) TUPUMUAWH-5-1)- 1,3 -
nuasacnupo-[4,5]-nexaH-2-0Ha;

1Hc-3-(2-IUKIIONPOIIOKCH-4-ME THIIITHPUM U IUH- 5 -111) -8 -(IUMe THIIaMuHO ) -8-(3 - Tophennn)-1,3-
nuazacnupo-[4,5]-aexaH-2-oHa;

uc-N-(5-(8-(mumernnamuno)-8-(3-propdhenmn)-2-okco-1,3-quazacnupo-[4,5]-nekan-3-mn)-4-
METHITTHPUMHETUH-2-11)-N-METHIIHKIONPONaHKapOOKCaMUa;

uc-N-(5-(8-(mumernnamuno)-8-(3-propdhenun)-2-okco-1,3-quazacnupo-[4,5]-nekan-3-mn)-4-
METHITHPUMHUTITH-2-1T)-N-MCETHIIITHBATIaMHUIA;

nmc-3-(4-(azetuanH- 1 -m)-2-(TpuG TOPMETHI ) TUPUMHUIIH-S5 -1 )-8 -( TMMETHIIaMUHO )-8-(3-pTopdeHrn)-
1,3-nuazacrmpo-[4,5]-nexan-2-oxa;
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1uc-8-(quMeTriaMuHo)-8-(3-drophenni)-3-(4-(oxceran-3 -MIMETOKCH)-2-(TpU P TOPMETHI) THPUMHU TUH-5 -
wi)-1,3-nuazacnupo-[4,5]-nekan-2-oHa;

nuc-3-(2-muknonponun-4-(2,2,2-TpupTOPITOKCH ) THPUMHINH-5 -11) -8 -(IuMe ThIaMuHO )-8-(3-
dbropdennn)-1,3-nuazacimpo-[4,5]-nexkan-2-ona;

ruc-3-(2-ruknonponui-4-((2-ruApOKCUITHI ) (METHI ) AMHHO ) TUPUMUIWH-S5 -1 )-8-( TuMe THIIaMuHO )-8 -(3 -
¢dbropdennn)-1,3-nuazacnmpo-[4,5]-nekan-2-ona,

1 ero (PU3NOJIOTHIECKH IPUEMIIEMBIE COJIH.

12. IlpumMeHeHne COeAWHEHHS IO JII0OOMY W3 MPEIIISCTBYIONINX ITyHKTOB JJIS JICYEHUS HeWpoaereHepa-
TUBHBIX PACCTPOWCTB, HEHPOBOCHAIUTEIBHBIX PACCTPOUCTB, HEHPOICHXHATPUICCKUX PACCTPONCTB WM 3JI0-
YHOTPEOICHHSI ICUXOAKTUBHBIMHU BEIICCTBAMHE/3aBHCUMOCTH.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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