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R' = H, Me, Cl; R? = t-Bu, Ph, 4-MeOCgH, 10 examples

R3 = Ph, 4-CICgH,, 2(4)-FCgH,, 4-MeCgH,, 4-NCCgH,

Wnuapl GeH30THA30iMs, TeHEpUpyeMble in situ 13 OCH30THA30JIMEBBIX COJEH IMox JeHcTBHEM TPHUATHIAMUHA, CTEPEOCEICKTHBHO
B3aMOJICHCTBYIOT C O-IIMAaHOLMHHAMamuaamMu c¢ obpasoBanueM 1,2,3,3a-Terparunponuppoio[2,1-b][1,3]6eH30THA30I0B C BBIXOJAMH
15-91%. Ilomy4uenHbIe COSTMHEHNS 3HAUNTENHEHO 00Iee CTAOMITBHBI, 10 CPABHEHHUIO C aHAJIOTaMH, ITOJYYCHHBIMH U3 MIINI0B XUHOIMHUS
(KulNin), nHTHOMTOpPaMH MOCTUHTETPalMOHHON pemapanun BUY-1.

KnroueBble cj10Ba: a30MEeTHHIIIHIBL, OCH30THA30IIBL, 1,3-IUITONSIPHOE IIMKIIONPUCOe TNHEHNE, HHTnOnTOpsl BUY-1, cTepeocenekTHBHOCTS.

Bupyc nmmyHnozaedpuuunta yenoseka (B1Y) npogomxaer
pacupoCTpaHEeHUE OJHOM U3 ONACHEHIIMX COLUaJIbHO
3HAYMMBIX HMHQEKIUH, HECMOTPS Ha YCIEXH IOCIETHEr0
BPEMEHH, CBA3AHHBIC C PA3BUTHEM BBICOKOAKTHUBHOM aHTH-
perposupycroii Teparmmn (BAAPT).! B cumy BbicoKoii
MIpHUCHOCOOIIEMOCTH BUpyCa K MHTHOWTOpPaM €ro perniu-
Kalyu TUIINMYHAasA aHTUPETPOBUPYCHAS TEpAITUA UCIIOJb3YET
KOMOUWHAIIMIO M3 HECKOJBKUX MPENapaToB, BO3JAEHCTBYIO-
IMUX HAa PA3JIMYHBIC MOJICKYJIAPHBIC MUIIICHU BO n30eKaHne
BO3HUKHOBCHHUSA pe?)I/ICTeHTHOCTI/I.2 Cpezm OCHOBHBIX KJiac-
coB mnpenapatoB BAAPT 3nagarcss HHTHOUTOpPEI 00paTHON
TPAHCKPHUINTA3bl TPEX THIOB (HYKJICO3HIHBIC, HYKICOTHI -
HBIE M HEHYKJICO3HUIHBIE), HHIHOUTOPHI IPOTEa3kl, a TaKkKe
HMHTMOWUTOPH! MHTETPa3bl. IHMMOUTOPEI BUPYCHOM MHTETpa3bl
ABJIAIOTCA TICPCHCKTUBHBIMU W PEKOMEHIAYCMBIMU MIpEIia-
patamu, Omaromapsi cBoell BBICOKOH 3¢ddexTuBHOCTH,
XOpouIell TMEepPeHOCUMOCTH W JIy4YlIed COBMECTUMOCTH C

© 2024 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

JIPYTUMH JIEKapCTBaMH, 110 CPAaBHEHUIO C MHIMOMTOpPaMHU
06paTHO# TPAHCKPHUITIHK M IIPOTEasbl.”

Ilouck anbTEpHATUBHBIX MOJEKYISIPHBIX MHILIEHEH,
HPEMATCTBYIOIIUX NPOHUKHOBEHUIO U PACHPOCTPAHEHUIO
BUU-1, sBnsiercst akTyanbHOM 3agauedl. OIHUM U3 HAMpaB-
JICHUH ABIsIeTCsl pa3paboTka MHIMOMTOPOB, MPETSTCTBYIO-
mux cBA3bBaHUIO0 O0enxkoB BMU-1 ¢ KIIETOYHBIMH MHIIIE-
HsaMu. HenaBHo OBIIO 1OKa3aHO, YTO COCUHEHMS, HA3BaH-
upie KulNin, crioco6HbI 101aB1STh MOCTHHTErPALHOHHYIO
penaparuio (ITMP) THK n takuM o6pa3om ocTaHaBIMBATH
pasBurue Bupyca BUU-1. KulNin s¢dexkTuBHO cBS3bI-
BAIOTCS C KIIETOYHBIM reTepoanMepHsiM OenmkoM Ku70/Ku80,
NPENATCTBYS €r0 B3aMMOAEHCTBUIO C MHTETPa3oii, HE0OX0-
JUMOMY I penapauuu noBpexaeHud B renomHoit JJTHK,
BbI3BaHHBIX MHTerpanueii B Hee JJHK BUY-1, obpazoBan-
HOH B mpouecce oOpatHoi TpaHckpunuuu. KulNin
npeAcTaBisiiorT coboit 1,2,3,3a-Terparuaponuppoinol1,2-al-



Chem. Heterocycl. Compd. 2024, 60(9/10), 544-548 [ Xumua cemepoyuxn. coedunenuii 2024, 60(9/10), 544-548]

XMHOJIMHBI, KOTOPBIE MOTYT OBITH TOJIyYEHBI 0 PEAKLUH
1,3-AMNONSAPHOTO LWKJIONPHCOCIUHEHUS! WINAOB XHUHO-
JIUHHS C [IMaHOIMHHaMaMuIaMu (cxema la).

B Hacrosimeil pabote MBI paccMOTpEIH BO3MOKHOCTD
MpUMEHEHHs Toaxona 3aMeHbl ckaddonma (scaffold
hopping)*® st paspaGorku moTeHIHanbEHO Goree dhdek-
TUBHBIX MHruoutopo IIMP. Mpbl mpenamonoxxunu, 4To
3aMeHa JByX SP’-THOPHIHEIX aTOMOB YIIIEpOJa Ha KPyIi-
HBII aTOM Cepbl HE CHJIBHO CKaKETCS Ha T€OMETPHUYECKHUX
rapaMeTpax MOJIEKYJbl U CIIOCOOHOCTH CBSI3BIBATHCS C
OENKOBBIM KOMILIEKCOM. B TO ke Bpems Takas 3aMeHa
JIOJDKHA 3HAYHUTENIbHO YBEJIMYUTh KMHETHYECKYIO CTaOWIIb-
HOCTh IIMKJIOQJUIYKTOB BBUAY MEHBIIEH apOMaTHYHOCTH
OEH30THA30JIbHOM CHUCTEMBI, 110 CPAaBHEHHIO C XWHOJIH-
HOBOH, a CJIENOBATENBHO, 3aTPYAHUT MX PeapoMaTH3aIUI0 —
OCHOBHYIO IIpO0JIEMY HU3KOW CTaOMIIBHOCTH HPEIBIIYIIETO
mokosieanss KulNin. CTOUT OTMETUTb, YTO MOJAO0OHOTO poja
3aMeHa YK€ paHee IoKaszaja CBOI 3()(EeKTHBHOCTH s
mpenapaTtoB oT MUrpeHu: 3amena ¢parmenta CH=CH B
LUKJIOTENTaJUHE Ha aTOM Cepbl INPHBENA K OTKPBITHIO
nu3oTH(eHa, 00JaJaouero yny4dlIeHHBIMA CBOMCTBaMHU
(cxema 1b).°

CyMMHUpYs BBIIIIECKA3aHHOE, I[EJIBI0 HACTOAIICH pabOThI
cTajga pa3paboTka MOIX0Ja K CHHTE3Y H30CTPYKTYPHBIX
ananoroB KulNin — 1,2,3,3a-terparunponuppono[2,1-b]-
[1,3]6eH30THA300B ¢ moOMOIIBI0 peakiuu 1,3-aumnossp-
HOTO LHUKJIONPHUCOCAMHEHUS] WINAOB OCH30THA30JMs C
LHAaHOLMHHAMAMHUJIAMH.

Cxema 1. @) Uaru6uropst I[TMP BUY-1 KulNin u ux cunTes;

b) nuTeparypHBIi IpUMEpP YCIICIIHOM 3aMeHBI cKkaddoaa — IByX
Sp>-THGPH/THBIX ATOMOB YITIEPOJIA Ha aTOM CEPBI; ¢) MTOTYUeHNHE
muppodo[2,1-b][1,3]6enzoruazonbueix ananoro KulNin

(uenb HacTosIIEH PAOOTHI)
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[uxonpucoeAMHEHNE WINIOB OCH30THA30JINSA — JOCTA-
TOYHO XOpOIIO M3ydeHHas peakuus,'’ ' OJIHAKO s
Ka)XIOTO TUMONApo(riIa TpeOyeTcs ONTUMHU3AIHS YCIOBHN
peaknuyu BBHUIY BBICOKOW PEAKIHOHHON CIIOCOOHOCTH
MIPOMEXYTOUHOTO azomeTuHunauaa. Et;N sBisgercs onrtu-
MalbHBIM OCHOBAaHHEM /IS TCHEpalnd WIHIOB OeH30-
THazomus. [ MOzIenbHOM mapsl OSH30THA30JIMEBOTO TIPE-
IIECTBEHHUKAa la ® XJIOP3aMEUICHHOTO IHAaHOIIMHHAM-
amuna 2a ObuUTH TIOZOOpaHBl ONTHMAJBHBIC YCIOBHUS TIpe-
BpaleHus (cxeMa 2): HCIIOIb30BaHHE JBYKPATHOTO H30BITKA
ucxonuoro la, pacrsopurens — CH,Cl,, komHaTHas TemIie-
parypa. OcHOBHblE MOOOYHBIE TIPOILIECCHI, CHIDKAIOIINE
BBIXO/ [IEJIEBOTO MPOAYKTA, IPEACTABILIIN COO0H THUMEpH-
3aLMI0 M OJIMTOMEPH3ALMI0 WIHIOB OeH3oTHasonmus'™ u
[IPOTEKaIu MapajjieibHO C LeneBod peakuuen. IloBbl-
IICHHE TEeMIIEPaTyphl U HCIIONB30BaHKE MOJISIPHBIX PACTBO-
pUTENeH, TAKUX KaK CIHPTHI, YCKOPSIIO STH MPOLECCHI, B TO
BpeMsl KaK MOHIKCHHE TEMIepaTypbl HETaTUBHO CKa3bl-
BaJOCh HAa MPOTCKAaHHWH IIEeJeBOH peakiud. I[loCKOIBKY
TIOJTHOCTHIO TTOJIABUTHh JaHHBIC MPOIECCHl HE MPEICTaBIIs-
JIOCh BO3MOXKHEIM, TTOJTHAsE KOHBEPCHUS [IaHOIIMHHAMAaMHUIA
2a oKa3zalach JOCTIDKAMON TOJBKO TPH HCIIOIB30BAHHUU
0oipmoro M30BITKA BTOPOTO peaknuoHHoro maptHepa. C
WCTIONB30BAaHUEM HAIEHHBIX YCIOBHU IIETICBOH ITHKIIO-
anmykT 3a ObUT HOJyYeH ¢ BeIxomoM 84% B BUIE OIHOTO
muactepeomepa. Ha OCHOBaHWH NAaHHBIX CHEKTPOCKOIHMH
SAMP NOESY (puc. 1) u nurepaTypHbIX TaHHBIX O CTEPEO-
XUMHH POJICTBCHHBIX MHUKIOIPHCOCINHCHNN YCTaHOBIICHA
OTHOCHTEIIbHAs KOHQUTYpAIisl CTEPEOLEHTPOB, KOTOpas
COOTBETCTBYET M30MEPY ¢ OOBEMHBIMU 3aMECTUTEISIMH BO
BHOBb OOpa30BaHHOM ILTHWICHHOM IHKIIE, PACIIONOKCH-
HBIMHU B mparc-KOHQUTYpaInyd OTHOCUTEIHHO IPYT Jpyra.

Haiinennpie yciioBust OBUIH pacIpOCTPaHEHBI HA CEPHUI0
OCH30THA30JIMEBbIX TIPEANICCTBEHHUKOB la—j W muaHo-
nuaHamMamuioB 2a—f (cxema 2). BBelmeHHe METHIIBHOTO
3aMECTHTENS B TOJIOKEHUE 6 OCH30THA30Ja MPaKTUICeCKU
HE OKasplBAJI0 BIUSHUSA HA TPOTEKAHUE PEAKIIHU:
B3auMoeiicterue conu 1b ¢ gumonspodumamu 2b (X = F)
u 2¢ (X = Me) npuBoauiio k npoaykram 3b,c ¢ BEIXogamu
72 u 65% cootBercTBeHHO. CrenyrommM OBLTO Hccie-
JIOBAHO BITUSTHHE 3aMECTHTENS NPHU KapOOHWIBHOM TpyIe
B a3oMeTuHIINAE. HaMm ynamock moixy4uts npoaykTsl 3d,e,
conepKanie anudaTuieckuil mpem-OyTHIBHBIN 3aMeCTH-
tenb (R? = #-Bu), ¢ Beixogamu 50 u 53% COOTBETCTBEHHO
o peakiuu Gensotnazomuenbix coneit 1e (R' = H) u 1d
(R' = Me) ¢ ankenoM 2a. CTOMT OTMETHTb, 4TO paHee
PEaKIMy IUKIONPUCOSINHCHHS MIIUA0B OCH30THA30IUS C
IKWIBHON Tpynmnoi onucansl He Obun. Ha ciemyromem
sTane Obla TosydeHa cepust coenuHeHuid 3f—i, cTpyk-
TypHO cX0XHX c uHruOuropamu [IHP: coxepskammmMu
METWIbHBIN 3aMECTUTENb B MOJOXXEHUU 6 U M-METOKCH-

Pucynok 1. KiroueBsre B3ammopeiictsus B crektpe NOESY
coenuHeHns 3b.
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Cxema 2. I/I3y‘IeHI/Ie BIIMSTHHSI 3AMECTUTEIICH Ha XOJT peaKkuu NUKIOIIPUCOCAUHCHNS UIINI0B OCH30THA30JIUS C O-IMaHoOMHHaAaMaMHuJIaMH
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3f R = 4-Cl (77%) 3j (15%) 3k (traces)

gR=H (52%)
h R = 2-F (85%)
iR =4-CN (91%)

(eHWIBHYIO TPy NMpH KapOOHWUIILHOM aTOME Yriepoza
(R' = Me, R? = 3-MeOC¢H,). Anxenni 2a (R* = 4-CIC4H,),
2d (R? = Ph), 2e (R® = 2-FC4H,) u 2f (R® = 4-NCC¢H,)
B3auMo/iciicTBOBaNM 0e3 KaKux-TM00 OCcoOeHHOCTEeH ¢
WIHAOM OEH30THA30/IMs, MOJIY4eHHBIM U3 coimu le, ¢
BBIXOJaMH TIpoIyKToB 52-91%. Hakonen, ncciemoBaHue
LUKJIOTIPUCOEIMHEHUSI ~ TaJlOTeH3aMeIlleHHOW  OeH30TH-
asommesoii comn 1f (R' = Cl, R* = Ph) B peakuun c
AIKEHOM 2a TOKa3allo, YTO TaKoe MpeBpaICHUE NPUHIU-
MTHAJIBHO BO3MOXKHO, OJIHAKO, BBH]Y OOJIBIIOTO KOJIMYECTBA
MOOOYHBIX TMPOIIECCOB, BBIXOA IIEJICBOrO MPOAyKTa 3j
cocraBuil Bcero Jumb 15%. CTOUT OTMETUTH, YTO OCH30-
THA30JIMEBBIE COJIM, 3aMELICHHbIE MO IMOJIOKEHUIO 2, Ha
npuMepe 2-METHJIIIPOU3BOJHOTO BOOOIE HE BCTYNAIH B
peakuuio IHMKIONPUCOCIUHEHH S, BO3MOXKHO, U3-3a JIeTIPO-
TOHMPOBAaHUS METWJIBHOW TPYyNIBl U OOpa30BaHHUS COOT-
BETCTBYIOIIEr0 €HAMUHA.

[Nomy4yennsle MPOAyKTHl 3a—j MPOSBILUIN 3HAYUTENIBHYIO
crabunsHOCTh. PacTtBop coenunenus 3f 8 CDCl; (0.05 M)
He TO0Ka3blBaJl IPU3HAKOB PA3JIOKEHHS 10CJIe IBYX HEIEIb
IIpM KOMHATHOM Temueparype, KpOMe TOro B YMCTOM BHIE
3TO COEAMHEHUE MOMKET XPaHUTbCS IpU KOMHATHOM
TeMrieparype 6oinee 3 mecsieB (<5% pa3noxeHus).

Takum oOpa3oMm, Hamu OblTa HCCIIEOBaHA pPEaKIUSI
WINI0B OEH30THA30JMs C O-IHAHOIMHHAMAMHIAMUA U
MOJIyYeHa MPeICTaBUTENbHAS cepusl 3aMeneHHbIX 1,2,3,3a-
TeTparuaponuppoino[2,1-b][1,3]6eH30THA307I0B — TOTEH-
nuansHeIX nHruouropos [IMP BUY-1 (ananoros KulNin).

BKCHepI/IMeHTa.ﬂbHaﬂ YacThb

Cnextpst SIMP 'H u "C 3apeructpupoBansr Ha npu-
6opax Bruker Avance II (800 m 201 MIm cootBet-
ctBeHHo), Bruker Avance IIT (600 u 150 MI'm cootBet-
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ctBenHo) u Bruker Fourier 300 (300 u 75 MI'l cooTBet-
ctBerH0) B IMCO-ds wm CDCl;, BHyTpeHHHI cTaHAapT
TMC WM OCTATOUHBIH CHrHAN pacTBopuTens (wis snep 'H:
JIMCO-ds — 2.50 m. 1., CDCl; — 7.26 m. ., st sep C:
JAMCO-dgs — 39.5 m. n., CDCly; — 77.16 M. n.). Macc-
CHEKTPHl BBICOKOTO pa3pelIeHus 3alncaHbl Ha HpuOope
TripleTOF 5600+ ¢. AB Sciex, HMOHHU3aIHA 3IEKTPO-
pacrbuieHHeM. TeMrepaTypsl IUIaBJICHUS OINPENENICHbl Ha
cromuke Kodurepa.

MeTtoauka cHHTe3a O0€H30THA30JIMEBBLIX COJIeH HAa
npumepe opomuga 6-merui-3-gpenanui-1,3-6enzoruaszour-
3-us (1b). PactBop 745 mr (5 mmonb, 1 3kB.) 6-meTmi-1,3-
oemzotnazona u 1.19 v (6 mmonb, 1.2 3kB.) (eHanmiI-
opomuga B 20 mu EtOH kumsatsat B konbe ¢ oOpaTHBIM
XOJIONWILHAKOM B TedeHue 5 4. IloydeHHyI0 CycleH3HIo
OCTYXXKalOT /10 KOMHATHOIM TeMIIepaTypbl, pPacTBOPUTEIb
ynapuBaroT 1o 1/4 oOvema. [dobGasmstor 50 mn Et,O u
MONYYCHHBIA OCaIOK OTQIIBTPOBBIBAaIOT. Beixong 1.25 T
(72%). Cnextp SIMP 'H (300 MI'n, IMCO-dg), 5, M. n.
(/, T'm): 10.59 (1H, ¢, H Ar); 8.36 (1H, c, H Ar); 8.28 (1H,
n,J=28.6,H Ar); 8.12 (1H, n, J= 7.7, H Ar); 7.80 2H, T,
J=17.4,H Ar); 7.76-7.60 (3H, M, H Ar); 6.79 (2H, c, CH,);
2.55 (3H, ¢, CH;). Crexktp SIMP °C (75 MI'ti, IMCO-d;),
5, M. 1.: 190.5; 165.8; 139.3; 138.8; 134.7; 133.7; 131.2;
131.1; 129.0 (2C); 128.5 (2C) 124.3; 116.8; 58.5; 21.0.
HaiineHo, m/z: 268.0792 [M]". CsH14sNOS. BrruucineHo, m/z:
268.0791.

Hoaydyenne muka0aaaykToB 3a—j (00IIas METOIUKA).
K cycnensun 0.12 mmons (1.5 3kB.) OeH30THA30IMEBON
com 1a—j u 0.08 mmois (1 3kB.) o-IaHonMHHaMaMua 2a—f
B 1 mn CH,Cl, npu KOMHaTHOH Temneparype 10 KaIuisim
nob6asistror pactBop 20 Mki (0.12 mmois, 1.5 3kB.) Et;N.
IToce moxHOrO N0OABIEHUS] OCHOBAHMS OCaZOK PAacTBO-
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PAETCSI, U PACTBOP JKEITEeT. PeakMOHHYI0 cMech TiepemMe-
IIMBAIOT B TeueHHne 18 9, 3aTeM C IMOMOIIBIO KOJIOHOYHOM
xpomarorpaduu Ha cuimkarene (dmoeHT rekcaH—EtOAc,
2:1) BBIAETAIOT LIEJIEBOM MUKIOAATYKT 3a—j.
(18%,28*,35%,3aR*)-1-benzon-2-(4-xaopdenu)-
3-umnano-1,2,3,3a-terparuaponuppo.ao|2,1-b][1,3]6en3o-
THa3zoa-3-kapéoxkcamua (3a). Bexox 31 wmr (84%),
XKeNTHIH mopommok, Ry 0.50 (rexcan—EtOAc, 1:1; Buzyamu-
3amus BanumuHoM). Crektp SIMP 'H (800 MI'm, CDCly),
6, M. 1. (J, Tm): 7.90 (2H, n, J = 7.0, H Ar); 7.58 (1H, T,
J=175,HAr), 743 2H, 1, J = 7.8, H Ar); 7.37 (2H, n,
J=85,HAr); 729 2H, n, /J=8.5,H Ar); 7.16 (1H, n, J= 7.7,
H Ar); 7.02 (1H, T, J = 7.7, H Ar); 6.89 (1H, T, J = 7.6,
H Ar); 6.48 (1H, n, J = 7.8, H Ar); 6.11 (1H, ym, c, NH,);
6.05 (1H, c, CH); 5.75 (1H, ym. ¢, NH,); 5.35 (1H, x, J = 10.0,
CH); 4.53 (1H, 1, J = 10.0, CH). Criextp SIMP C (201 MI'n,
CDCl), 0, M. 1.: 197.7; 163.8; 147.4; 135.6; 135.4; 134.2;
130.8; 130.4 (2C), 129.5 (2C); 129.1 (2C); 128.8 (2C);
126.6; 125.5; 122.5; 122.4; 116.3; 110.1; 78.5; 71.8; 64.1;
55.5. Haiigeno, m/z: 460.0887 [M+H]". C,sH;o>>CIN;0O,S.
Brruucneno, m/z: 460.0881.
(15*,28*,35%,3aR*)-1-ben3on-6-meru-2-(4-prop-
(dennin)-3-umano-1,2,3,3a-rerparugponuppo.o|2,1-b][1,3]-
0en3oruna3oj-3-kapéokcamua (3b). Bexon 26 mr (71%),
KENTHIH Topommok, Ry 0.56 (rekcan—EtOAc, 1:1; Buzyamu-
3amus BanunuHoM). Crektp SIMP 'H (800 MI'u, CDCly),
o, m. 1. (J,I'm): 7.89 2H, n, J=7.3, H Ar); 7.56 (1H, 1, J="7.5,
H Ar); 7.43-7.39 (4H, m, H Ar); 7.02-6.97 (3H, m, H Ar);
6.81 (1H, n, J = 8.0, H Ar); 6.39 (1H, 0, J = 8.0, H Ar);
6.11 (1H, ym. ¢, NH,); 6.01 (1H, ¢, CH); 5.76 (1H, ym. c,
NH,); 5.31 (1H, n, J = 10.1, CH); 4.53 (1H, n, J = 10.1,
CH); 2.25 (3H, ¢, CH;). Cnextp SIMP "“C (201 M,
CDCly), 6, M. 1. (J, T'm): 197.9; 164.0; 163.3 (n, J = 249.1);
145.4; 135.6; 134.1; 132.3; 130.9 (mn, J = 8.3, 2C); 129.0
(2C); 128.8 (2C); 128.2 (n, J = 3.2); 127.0; 125.5; 123.0;
116.4; 116.3 (n, J = 21.7, 2C); 110.0; 78.6; 72.4; 64.2; 55.5;
20.9. Haitnerno, m/z: 458.1331 [M+H]". CysH,FN;0,S.
Brruucneno, m/z: 458.1333.
(18%,28*,35%,3aR*)-1-benzoni-6-meruna-2-(n-Toaun)-
3-uuano-1,2,3,3a-rerparugponupposio|2,1-b][1,3]6en3o-
THa3zoa-3-kapookcamua (3c¢). Brixox 23.5 mr (65%),
XKENTHIH mopomok, Ry 0.48 (rekcan—EtOAc, 1:1; Buzyamu-
3amus BanummHoM). Criektp SIMP 'H (600 MI'u, CDCly),
o, m. 1. (J,I'm): 8.20 2H, n,J=7.7,H Ar); 7.84 (1H, 1, J="7.5,
H Ar); 7.69 2H, 1, J = 7.7, H Ar); 7.60 2H, n, J = 7.7,
H Ar); 7.40 2H, n, J = 7.7, H Ar); 7.09 (1H, 0, J = 7.9,
H Ar); 6.67 (1H, n, J = 8.0, H Ar); 6.35 (2H, ymr ¢, H Ar,
NH,); 6.14 (1H, ym. ¢, NH,); 5.64 (1H, n, J = 10.1, CH);
4.77 (1H, o, J = 10.1, CH); 2.59 (3H, ¢, CH3); 2.54 (3H, c,
CH;). Cnextp SIMP C (151 MI'y, CDCL3), 8, m. 1.: 198.2;
164.4; 145.5; 139.4; 135.6; 133.9; 132.0; 129.9 (2C); 129.1;
128.9 (6C); 126.9; 125.6; 122.9; 116.6; 110.0; 78.5; 72.2;
64.2; 56.2; 21.3; 20.9. Haiineno, m/z: 454.1584 [M+H]".
CyH,4N;0,S. Brruucneno, m/z: 454.1584.
(185%,28*,35*,3aR*)-1-I1luBanon-2-(4-xjaopdeHu)-
3-uuano-1,2,3,3a-rerparugponuppoio|2,1-b][1,3]6en3o-
Tnazoa-3-kapéoxkcamun (3d). Beixoxg 17.5 mr (50%),
XKENTHIH Topomok, Ry 0.47 (rekcan—EtOAc, 1:1; Busyamu-
samus BammmmHoM). Crextp SIMP 'H (800 MI'n, CDCly),
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S, M. a. (J, I'm): 7.33 (2H, x, J = 8.3, H Ar); 7.30 (2H, g,
J=83,HAr); 7.18 (1H, n, J=7.6, H Ar); 7.13 (1H, T, /= 7.9,
H Ar); 6.92 (1H, T, J = 7.8, H Ar); 6.68 (1H, n, J = 7.9,
H Ar); 6.13 (1H, yur ¢, NH,); 6.00 (1H, ym. ¢, NH,); 5.88
(1H, ¢, CH); 4.97 (1H, n, J = 8.5, CH); 4.41 (1H, n, J= 8.5,
CH); 1.15 (9H, ¢, C(CHs);). Criexktp SIMP *C (201 MIn,
CDCly), 6, m. a.: 213.7; 164.3; 146.8; 135.4; 132.3; 130.4
(20); 129.4 (2C); 126.6; 125.1; 122.9; 122.4; 116.3; 109.4;
78.6; 70.2; 64.2; 56.0; 44.6; 26.6 (3C). Haiineno, m/z:
440.1203 [M-+H]". Cy3H,3PCIN;O,S. Brruncneno, m/z:
440.1194.
(185*,28*%,35*,3aR*)-6-Merui-1-nuBanona-2-(4-xyop-
(enni)-3-umano-1,2,3,3a-rerparuaponuppoJio|2,1-b][1,3]-
O0en3zoruason-3-kapooxcamua (3e). Beixoa 19 mr (53%),
JKeNThIi nopomok, Ry 0.56 (rexcan—EtOAc, 1:1; Buzyanu-
3amus BamuauHoM). Crextp SIMP 'H (800 MI'u, CDCly),
S, M. a. (J, I'm): 7.32 (2H, n, J = 8.6, H Ar); 7.30 (2H. g,
J=28.6, H Ar); 7.01 (1H, ¢, H Ar); 6.92 (1H, 1, J = 8.0,
H Ar); 6.58 (1H, 1, J = 8.0, H Ar); 6.10 (1H, yu. ¢, NH,);
5.83 (1H, ¢, CH); 5.74 (1H, ym. ¢, NH,); 4.92 (1H, n, J = 8.6,
CH); 4.42 (1H, n, J = 8.6, CH); 2.28 (3H, ¢, CH3); 1.16
(9H, ¢, C(CHs)3). Crextp SIMP *C (201 MI'n, CDCls),
S, M. 1. 213.7; 164.3; 144.7; 135.3; 132.4; 132.2; 130.4 (2C);
129.4 (2C); 127.1; 125.0; 123.6; 116.4; 109.4; 78.8; 70.7;
64.2; 56.1; 44.6; 26.6 (3C); 20.9. HaiineHo, m/z: 454.1364
[M+H]". Co4Ha5>CIN;0,S. Borancieno, m/z: 454.1351.
(15%,28*%,35%,3aR*)-6-MeTui-1-(3-MeTOKCHOEH301JT)-
2-(4-xs0ppennn)-3-unano-1,2,3,3a-rerparuaponupposio-
[2,1-b][1,3]6en30THa301-3-kapOokcamun (3f). Bexon 31 mr
(77%), xenteiii mopomok, Ry 0.51 (rekcan—EtOAc, 1:1;
BU3yanu3anus BaHwinHoM). Crnexrp SIMP 'H (800 MIn,
CDCly), 8, M. a. (J, T'm): 7.49 (1H, x, J = 7.5, H Ar); 7.40
(1H, o, J = 2.8, H Ar); 7.37 (2H, n, J = 8.9, H Ar); 7.32
(1H, T, J = 8.0, H Ar); 7.29 (2H, n, J = 8.0, H Ar); 7.11
(1H, n. 1, J=8.4,J=2.8, H Ar); 6.98 (1H, c, H Ar); 6.82
(1H, o, J = 8.0, H Ar); 6.40 (1H, n, J = 8.0, H Ar); 6.10
(1H, ymr. ¢, NH,); 6.00 (1H, ¢, CH); 5.70 (1H, ym1. ¢, NH,);
5.29 (1H, », J = 10.0, CH); 4.54 (1H, n, J = 10.0, CH); 3.79
(3H, ¢, OCH3); 2.26 (3H, ¢, CH;). Criekrp SIMP C (201 M,
CDCl), 8, M. 1.: 197.6; 163.9; 160.1; 145.3; 136.7; 135.5;
132.3; 131.0; 130.4 (2C); 130.0; 129.4 (2C); 127.0; 125.4;
123.0; 121.2; 120.8; 116.4; 113.1; 110.0; 78.7; 72.2;
64.1; 55.6 (2C), 20.9. Haiineno, m/z: 504.1152 [M+H]".
CH2°CIN;0;S. Briumcneno, m/z: 504.1143.
(18*,28*,35*,3aR*)-6-Merui-1-(3-meTokcudeH30m.1)-
2-enna-3-unano-1,2,3,3a-rerparuaponuppoJio|2,1-b]-
[1,3]6en30THa304-3-Kkapookcamua (3g). Beixox 19.5 mr
(52%), xenterii mopomok, Ry 0.49 (rekcan—EtOAc, 1:1;
BU3yanu3auus BaHwinHoM). Crekrp SIMP 'H (800 MIm,
CDCl;), 6, m. o. (J, Tm): 747 (1H, n. 1, J=7.8, J = 1.3,
H Ar); 7.44-7.41 (2H, m, H Ar); 7.38 (1H, 1, J = 2.1, H Ar);
7.34-7.30 (3H, m, H Ar); 7.29 (1H, T, J = 8.0, H Ar); 7.09
(1H, n. 1, J=8.0,J=2.2, H Ar); 6.98 (1H, c, H Ar); 6.81
(1H, n, J = 8.0, H Ar); 6.40 (1H, n, J = 8.0, H Ar); 6.06
(1H, ymr. ¢, NH»); 6.05 (1H, ym. ¢, NH,); 5.69 (1H, c, CH);
5.37 (1H, n, J=9.9, CH); 4.52 (1H, 1, J = 9.9, CH); 3.76
(3H, ¢, OCH3); 2.25 (3H, ¢, CH;). Cnektp SIMP “C
(201 MTI'u, CDCly), 3, m. a.: 197.8; 164.2; 160.1; 145.4;
136.9; 132.5; 132.1; 129.9; 129.4; 129.2 (2C); 129.1 (20);



Chem. Heterocycl. Compd. 2024, 60(9/10), 544-548 [ Xumua cemepoyuxn. coedunenuii 2024, 60(9/10), 544-548]

126.9; 125.5; 123.0; 121.3; 120.9; 116.6; 112.9; 109.9;
78.7; 72.1; 64.2; 56.5; 55.6; 20.9. Haiigeuno, m/z: 470.1528
[M+H]". C»7H,4N505S. Boruncineno, m/z: 470.1533.
(15*,28*,35*,3aR*)-6-Merun.1-1-(3-MeToKCUOEH30MT)-
2-(2-¢proppennn)-3-uuano-1,2,3,3a-rerparuiponuppo.io-
[2,1-b][1,3]6en30THA301-3-KapOokcamua (3h). Boixon 33 mr
(85%), xenteiii mopomok, Ry 0.46 (rexcan—EtOAc, 1:1;
Bu3yammsanus BanmwinsoM). Cnekrp IMP 'H (300 MI'w,
CDCL), 6, m. a. (J, Tw): 7.59 (1H, 1. 0, J = 6.8, J = 1.7,
H Ar); 7.46 (1H, n, J= 8.0, H Ar); 7.40 (1H, 1. n, J = 2.2,
J=1.8,H Ar); 7.33-7.22 2H, m, H Ar); 7.16 (1H, 1. 1, J=6.9,
J=13,H Ar); 7.10 (1H, 1. n, J= 8.6, J= 2.6, H Ar); 7.04—
6.95 (2H, m, H Ar); 6.83 (1H, n, J = 8.0, H Ar); 6.45 (1H,
n,J=28.0, H Ar); 6.16 (1H, ymr ¢, NH,); 6.08 (1H, ym. c,
NH,); 6.02 (1H, ¢, CH); 5.50 (1H, n, J = 9.3, CH); 4.83
(1H, n, J = 9.3, CH); 3.77 (3H, ¢, OCH;); 2.25 (3H, c,
CH;). Criextp SIMP C (75 MI'n, CDCLy), 8, m. . (J, Tu):
197.3; 164.4; 163.8 (1, J = 264.8); 160.0; 145.1; 137.0; 132.1;
131.0 (m, J=8.4); 130.2 (m, J=2.8); 129.9; 126.9; 125.4; 124.9
(m, J=3.3); 123.1; 121.2; 120.9; 120.4 (&, J = 13.0); 116.6;
116.4 (n, J = 22.8); 112.8; 109.8; 78.4; 71.2; 63.3; 55.5; 49.2;
20.9. HaﬁneHo, m/z: 488.1439 [1\/IJFH]Jr C27H23FN303S.
Beraucneno, m/z: 488.1439.
(15%,25*,35*%,3aR*)-6-MeTun-1-(3-MeTOKCHOEH301JT)-
3-uuano-2-(4-umanogenmnn)-1,2,3,3a-rerparuiponuppoio-
[2,1-b][1,3]6en30THA301-3-KapOokcamua (3i). Beixon 36 mr
(91%), >xenterit moporok, Ry 0.46 (rexcan—EtOAc, 1:1;
Bu3yanmsanus BanminsoM). Cnekrp SIMP 'H (800 MI'w,
CDCl), 8, m. 1. (J, I'm): 7.61 (2H, 1, J = 8.3, H Ar); 7.55
(2H, n, J = 8.3, H Ar); 747 (1H, n, J = 7.7, H Ar); 7.40
(1H, ¢, H Ar); 7.32 (1H, 7, J=7.9, H Ar); 7.12 (1H, 1, J = 8.2,
J=2.5,H Ar); 7.00 (1H, c, H Ar); 6.85 (1H, n, J = 8.0,
H Ar); 6.44 (1H, 1, J = 8.0, H Ar); 6.15 (1H, ym. ¢, NH,);
5.95 (1H, o, J= 1.5, CH); 5.72 (1H, ym1. c, NH,); 5.31 (1H,
n, J =9.8, CH); 4.66 (1H, n, J = 9.8, CH); 3.80 (3H, c,
OCHs); 2.27 (3H, ¢, CHs). Crextp SIMP C (201 MTIm,
CDCl), 9, M. a.: 197.1; 163.6; 160.2; 145.1; 138.2; 136.6;
132.9 (2C); 132.6; 130.1; 130.0 (2C); 127.2; 125.2; 123.2;
121.1; 120.8; 118.1; 116.1; 113.4 (2C); 110.1; 79.0; 72.1;
63.9; 55.6; 55.4; 20.9. Haiineno, m/z: 495.1478 [M+H]".
C,3H,>3N4O5S. Beruncnieno, m/z: 495.1485.
(185%,25*,35*,3aR*)-1-benzouni-6-xs10p-2-(4-xnopdenni)-
3-uuano-1,2,3,3a-rerparugponuppo.io|2,1-b][1,3]6en3o-
THa30J-3-kapookcamua (3j). Bexoa 6 mr (15%), sxenToiid
nopomiok, Ry 0.50 (rexcan—EtOAc, 1:1; Bum3yamu3zaius
BanmtaoM). Criextp SIMP 'H (800 MI'ti, CDCl), 3, M. 1.
(/, Tm): 7.87 2H, n, J= 8.0, H Ar); 7.59 (1H, T, J = 7.4,
H Ar); 743 2H, 7, J = 7.7, H Ar); 7.36 (2H, n, J = 8.5,
H Ar); 7.30 (2H, a, J = 8.5, H Ar); 7.13 (1H, 1, J = 2.1,
H Ar); 6.96 (1H, n. n, J= 8.4, J= 2.1, H Ar); 6.35 (1H, n,
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J =284, H Ar); 6.08 (1H, ¢, CH); 6.08 (1H, ym. c, NH,);
5.66 (1H, ym. ¢, NHy); 5.30 (1H, n, J = 10.1, CH); 4.49
(1H, z, J = 10.1, CH). Crmektp SIMP C (201 MIT,
CDCly), 8, M. n.: 197.1; 163.3; 146.2; 135.6; 135.1; 134.3;
130.3; 130.2 (2C); 129.4 (2C); 129.0 (2C); 128.6 (20);
127.5; 127.1; 126.3; 122.2; 116.0; 110.3; 78.8; 71.4; 63.8;
55.6. Haﬁ,ueHo, m/z: 494.0499 [1\/1"‘1‘1]+ C25H18C12N3OZS.
Berancneno, m/z: 494.0491.

@aiin COMpOBOAUTENBHBIX MaTepHANOB, COJAEpKalUil
cnextpel SIMP 'H, BC u MacC-CIEKTPBl BBICOKOTO
pa3pelIeHuss BCeX CHHTE3UPOBAHHBIX COCAUHEHUH,
JIOCTYIEH Ha caiiTe )xypHaia http://hgs.osi.lv.

Paboma evinonnena npu ¢unancosou noodepacke Poc-
Cutickoeo HayuHo2o gounoa (epanm PH® Ne23-73-10004).
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