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CrexTp OMOJIOTHYECKOW aKTUBHOCTH THEHO[2,3-b]
MUPUIUHOB U WX IMPOU3BOIHBIX JOBOJILHO OOIIMpEH
[1-12]. Cpemn HUX BBISBICHBI BEIIECTBA, MPOSBIISIO-
e aHTHOAKTEPHUANBHYIO [S, 6], MPOTHBOOITYXOIEBYIO
[7,8], mpotuBOCYyAOpOXHYIO [9], HmpOTHBOBOCHATIH-
tenpHyto [10], antunenpeccantuyto [11], mpoTuBOBU-
pycayto [12] aktuBHOCTE. C 3TOH TOYKH 3pEHUS Ove-
BUJICH UHTEPEC K CUHTE3Y M U3YyUCHUIO0 XUMHUCCKUX U
OMOJIOTHYECKUX CBOWCTB HOBBIX KOHICHCHPOBAaHHBIX
treHo[2,3-b|mupuauaoB. lleapio pabOTHI  ABISETCS
pa3paboTKa MpemnapaTuBHBIX METOJIOB CHHTE3a HOBBIX
Mpou3BOAHBIX mupano[4',3":4,5]rueno|2,3-b jnupunu-
HOB, W3y4YeHHE WX (DHU3UKO-XMMHUYECKHUX CBOWCTB, a
TaKXKe HCCIIeIOBaHUE TPOTHBOCY/IOPOKHON aKTHUB-
HOCTH CHHTE3MPOBAHHBIX COCTUHCHU.

B kauecTBe HCXOIHBIX COCIUHEHUHN HCIIOJIB30BAIH
TteHo[2,3-c]nupansl 2a, b. CuHTE3 KOHIECHCHUPOBAH-
HBIX THO(GEHOB OCYIIECTBICH TO MeTony | eBaipia
B3aUMOJICUCTBUEM 2,2-TUMETUIITETPAruAPONIUpaHOHa
(1) c TpoN3BOAHBIMH IMAHYKCYCHOM KUCIIOTHI M CEpPOii
B ocHOBHOH cpene [13—-15]. HyxHo oTmeTuTs, 4TO
METOJ| TONyYeHUs] ONHMCAHHBIX B JINTEPaType THEHO-
[2,3-c]lmupanoB 2a, b He oOecmeynMBacT BBICOKHE
BbIXOJel (40-60%) [14], a BblACNEHHUE MPOIYKTOB
SBIISIETCS JTOBOJBHO TPYIOEMKHM IporieccoM. Ham
yAamoch pa3paboTaTh ONTHMAalbHBIC YCIOBHA JUIA
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CHUHTE3a 3TUX COoeJuHEeHM. B yacTHOCTH, B KauecTBe
Karajam3aropa peakiuu Oblla TPUMEHEHa CMeECh
Mop(hoMHA ¢ AMATHUIAMHHOM, PEakIusl MPOBOIMIACH
mpu 6Oonee Hm3koi Temmeparype (40-41°C), uro
MIPUBEJNO K YBEIUYCHUIO BBIXOAOB MPOIYKTOB 110 75—
84% ¥ K yMEHbIIIEHUIO OcMoJieHUs (cxema 1).

B npopomkeHue Halmux MCCIECAOBaHUI H3ydeHA
peakuusi Topma-Llurnepa amunornodeno 2a, b c
LHUAHYKCYCHBIM 3(HUpPOM, MaJOHOHUTPHIOM M IIHAHO-
areTaMuoM. Peakuuu mpoTekaioT ¢ oOpa3zoBaHHEM 2
uatepmennatoB 3 (A) u 5 (B) wim ux TayTOMEpHBIX
CTpYKTyp. B pesynbrare peaknuu MOIy4YeHBI THEHO-
[2,3-b]mupuannet 4 1 6 (cxema 2).

Jls M3ydeHus peakIMOHHOW CIOCOOHOCTH aMUHO-
THO(QEeHOB 2a, b B peaknuax ¢ COSTUHEHUSIMHU C aKTH-
BHPOBAaHHBIMH METHJICHOBBIMH TPYIIaMH TIPOBEICHA
UX KOHJCHCAIMS C STHJIOBBIM 3PHUpPOM (EHHITYKCYC-
HOW KHCIIOTHI, alleTOYKCYCHBIM J(UPOM H aleTHII-
areToHoM. Tak, IS TONMy4YeHUs KOHICHCHPOBAHHBIX
THEHO[2,3-b|MUpUANHOB, COACpKAlUX B  ITUKIIE
(heHWIBHBIN 3aMECTHTENb, COCTUHCHUE 2a BBEJICHO BO
B3aMIMOJICUCTBUE C STHJIOBBIM 3(UPOM (EHHITYKCYC-
HOM KucIOThl. OJHAKO BMECTO IUKJIMYECKOTO THEHO-
[2,3-bnupuanna 4c ObUT MOMYYEH JWIIb AalWIAPO-
BaHHBIM MpoayKT 3c¢. B3aumonelcTBUEM aMHHOHUT-
puna treno[2,3-c]mupanoBoro psaa 2b ¢ ameroykcyc-



CHHTE3 HOBBIX ITPOM3BO/IHBIX TUEHO[2,3-5]IIMPUINHOB 415

Cxema 1.
O
Me Rl
Me _ S.CNCHR' _ Me ]
(@)
Me (0] S NH,
1 2a,b
Cxema 2.
_ _ R3
Me R! R2
Me | |
O
S N (0]
a H

2a.b - 3a—c - 4a—c \

B 7 R

b Me R! R2 Me R2
. X
Me | | Me | |
O Z =
S N R4 0 S N R*
B 5a-d B 6a—e

2a, 3a, ¢, 5a, R' = COOEL; 2b, 3b, 5b—d, R' = CN; 3a, b, 4a, b, 5b, 6b, R> = CN; 5a, d, 6a, d, R* = COOEL; 3¢, 4¢c, R* = Ph;
5¢, 6¢, R* = CONH,; 6e, R> = COOH; 4a, ¢, 6a, R’ = OH; 4b, 6b—e, R’ = NH,; 5a, 5d, 6a, d, e, R* = Me; 5b, ¢, 6b, ¢, R* = NH,.

HbBIM 3(HpOM TMOIyYeHO 3-3TOKCUKApOOHWI-2-
MIPOTICHUIIAMHUHOTIPON3BOIHOE THO(EeHa Sd ¢ BEIXOIOM
40-45%. C nenpio yBETUYECHHS BBIXOJA IMOCICTHETO
MpOBEeJIcHa KOHACHCAINS COeAMHEHUsS 2b ¢ 3THIOBEIM
a¢upoM [B-aMHHOKPOTOHOBOH KHCIIOTBI, BBIXOX COC-
nuHenns 5d cocraBun 89-90%. Buytpumonexyssip-
HOW IUKJIM3AIMeN TIOCIEeTHETO STUIIATOM HATPUsl CHH-
Te3upoBaH mwmpano[4',3":4,5]tueno[2,3-b|mupuana 6d
¢ Berxogom 70%. IIpu 3TOM mogKucIEHHEM MaTOYHOTO
pacTBOpa BbIJIEIICHA aMUHOKHUCIIOTA 6e, KOTopas Moiry-
YyeHa TaKKe MpU KumsueHuu coenuHeHus 6d B 10%-
HOM BOJTHO-CITHPTOBOM PacTBOPE €IKOro HaTpa (cxema 2).

[Ipu B3ammopeiicTBuM aMuHOXHUpa 2a C alero-
YKCYCHBIM 3()HPOM B MPUCYTCTBUH YKCYCHON KHCIOTHI
MOJIYICHO |-THAPOKCH-2-3TOKCHKApOOHUITEHOE TIPOW3-
BOJHOE THEHO[2,3-b|mupuannHa 6a ¢ HU3KUM BBIXOJIOM
(myTh b) (cxema 2). Peakuus B mENOYHOH cpelie MpH-
BeJa K MPOMEXYTOUYHOMY COCIAWHEHWI0O B BHUAEC 2

tayroMepHbIX ¢opm (3d, 7) B cootHomeHun 4:1 (kero-
enon) (myth a). llukmu3anuio MOCTIEAHUX OCYIIECT-
BHTH HE yIaJIOCh (cxema 3).

W3yueno B3aumopeiictBue amuHoHMTpuia 2b c
alleTWJIAIIETOHOM, B pe3yJibTaTe KOTOPOIro IOJIy4YeH
Henukndeckud npoaykt Sf. TlombITka muUKIM3AIIN
MOCJICIHETO METWJIATOM HATpHs MpHUBENa K o0pa3o-
BaHMIO nuMepa 8 (cxema 4).

[Ipu xouaeHcaru amuHOHHUTpHIA 9 [16] ¢ amero-
YKCYCHBIM 3(UPOM BBIIEICHBI U UACHTU(DUITUPOBAHBI
2 BemiectBa — Henukanaeckuid amaykt 10 (40%) u ero
mumep 11 (50%). [Ipenmonmaraercsi, 9To0 COeTUHEHHE
10 B peakImmoHHOM cpene AuMepu3yeTcs (cxema 5).

B ormmume ot coemunenus 11, coemmuenue 10
MAKIIM3YETCS B JTHIOBBIA 3GUp 4-aMHUHO-2-METHII-
5,6,7,8-terparuapo|1]6en3orueno|2,3-bnupuan-3-
KapOOHOBOM KHUCITOTHI [15].

Cxema 3.
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Cxema 4.
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CTpyKTypbl MOJIYYEHHBIX COEIMHEHUN MOITBEPXK-
JEHBI JAaHHBIMHA IH, B¢ SIMP, UK u macc-CeKTpoB.

[IpoTUBOCYAOPOXKHYIO aKTUBHOCTH COCAMHEHMIA
M3y4Yajy M0 aHTaroHm3My ¢ kopaszosnom. Kopa3zon BBo-
i B mo3e 90Mr/kr («Acros organics»y, New Jersey,
USA) B BujE CYCNEH3MH C METHUIKapOOKCHIIEILIIO-
no3zoit  («Buanu-Unrpenuentn», Cankr-IlerepOypr,
Poccust) n 1BuH-80 («Ferak Berliny, I'epmanwmst) mom-
KOKHO OeNbIM MbIamM o0oero mona maccoi 18-24 .
O TpOTUBOCYNOPOXKHOM aKTUBHOCTU CYIWJIHN IO Tpe-
JMOTBPAIICHUIO KIOHUYECKHX TOJEPTUBAHUN U
KJIOHWYECKOTO0 KOMITOHEeHTa cynopor. Kak mokazamu
WCCIIEJIOBAaHUSA, IO TECTY KOpa3oJoBBIX cyaopor [17]
nmpou3BoAHOe THEeHO[2,3-c|mupana 5f B go3e 50 mr/kr
nposiBisier 60% TPOTHBOCYAOPOXKHYIO aKTHBHOCTH
(mpemynpexnaeT KoOpas3oJoBble KJIOHHYECKHE CYyAO0-
poru y 60% xuBoTHBIX). B psiay Tneno[2,3-bnupunu-
HOB HauOoJiee aKTUBHBLI coeauHeHus 4a, b u 6a—e,
OCTaJIbHBIE JIMIIEHBI MPOTHBOCYAOPOKHON aKTHBHOC-
Td. U3 OKCHHUTpHUIOB OoJyiee BBIPpOKEHHOE JCHCTBUE
(40-60%) oxaspBatoT coenuHeHus 4a, b u 6a.
Coemunenue 6d co cokHOA(UPHOU TPYNIONH B 03¢

50 mr/kr nposiBisieT 60% aHTHKOPa30JI0BOE ACHCTBHE,
kak u coenunenue Sf. Ilepexon x coenuHeHuto 6e c
KapOOKCHUIIBHON TPYIION MPHUBOAUT K YMEHBIIECHHIO
aktuBHoctu. Coenunenus 6b u 6c¢, copepxariue
aMHUHHBIE TPYIIIBEL, 00JamatoT ci1aboi MPOTHBOCYAO-
POKHON aKTUBHOCTBIO.

N3yuenue mnpoOTHUBOTPEBOXKHOTO, HCCIEAOBA-
TEJIBCKOTO U cenatuBHOro ddekra coenunennii 4a, Sf
U 6d BBISABWIO HAJIMYME y HUX CEIaTUBHOM aKTHB-
HOCTH.

Takum oOpasoMm, pa3paOoTaHbl ONTHMAJbHBIE
YCIOBUS JUISI CHUHTE3a HMCXOAHBIX THEHO[2,3-c|mupa-
HOB. CHHTE3MpOBaHBI HOBBIE NPOU3BOJHBIE KOHACH-
cupoBaHHBIX mmpaHo[4',3":4,5]tueno[2,3-bnupuau-
HOB. BBIIBICHO, 4YTO MNpH KOHJACHCALIMK 2-aMHHO-
4,5,6,7-reTparunpo-1-6eH30TreH-2-1ni1-3-KapOOHUTPHU-
Ja C aneTOyKCYCHBIM 3(UpOM, KpoMe HEIMKINYec-
KOro aJiiyKTa, mojydaercsi U ero aumep. CXOIHbIN
auMep o0pa3oBasics U IPU MOMBITKE LUKIU3AIUH 5,5-
aumetni-2-{[(1E)-1-metun-3-oxkcoOyT-1-eH-1-mi1]-
amMuHo } -4,7-nurunpo-5H-tueno[ 2,3-c|nupan-3-kapoo-
HUTpUia. B pe3ynbTare HCCIENOBaHHA TNPOTHUBOCY-

Cxema 5.
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JIOPOKHOW AaKTHBHOCTH CHUHTE3MPOBAHHBEIX BEIIECTB
BEISBJICHKI coeqHeHus 4a, 5f, 6d, koTopbeie 001amaroT
BBIPOKEHHON aKTHBHOCTHIO, MAJIOTOKCHYHBI U BBI3BI-
BAaIOT HE3HAYNTEIbHBIC TOOOYHBIE (P PEKTHI.

OKCITEPUMEHTAJIbBHA S YACTD

UK crekTpbl perucTpupoBad Ha CIEKTPOMETpPE
Nicolet Avatar 330 FT-IR (CIIA) B Ba3eTHHOBOM
Macie. Macc-ciekTpbl MoiydeHbl Ha mnpudope MX-
1321A (CCCP) ¢ cuctemoit mpsiMoro BBoJia 00pasia B
001acTh MOHM3ALUKM NIPU HMOHU3UPYIOIIEM HaIlpsKe-
Huu 50 3B u temnepatype Hamycka Ha 15-20°C mmxe
TEeMIIepaTyphl MiaBieHus oopasmna. Crexkrpsr IMP 'H
u C (8, m.a; KCCB J, T'i) 3aperucTpupoBaHsl Ha
npudope Mercury 300 Vx (CHIA) ¢ wacroroit 300.08
u 75.462 MI'i cCOOTBETCTBEHHO, BHYTPEHHHH CTaH-
napt — TMC B pactBopax IMCO-ds, AMCO-d¢—CCly,
1:3, IMCO-ds—CF;COOD u CDCl;. DneMeHTHBIN
aHanu3 npoBoqi Ha mpubope Elemental Analyzer
Euro EA 3000 (I'epmanusi) u Ha mpubope
Kopmyna—Kmumoso#t (C u H) (CCCP) u metomom
Hroma—TIperns (N). TCX mpoBeneHa Ha IIaCTHHAX
«Silufol UV-254%», nposiButens — mapsl oxa. Temme-
patypy IUIaBJICHHS ONpEAesUIM Ha MHKpOHarpeBa-
TeTsHOM cTonuke Boétius. B pabore wmcmomb3oBam
KoMMepueckue peakTuBbl pupm «Fluka» (I'epmanus),
«Aldrichy», «Sigma» (CLLA). PactBoputenu ounimanu
110 CTAaHAAPTHBIM METOIUKAM.

O0mass MeToaukKa MNOJy4YeHHs] COeJUHEHHUil 2a,
2b. Cycnenzuro 12.8 r (10 MMob) 2,2-TUMETUATETPA-
ruaponupan-4-ona (1), 10 MMOJIB COOTBETCTBYIOIIETO
HUTpWJIa MaJIOHOBOM KucCIOTHI U 3.2 T (10 mmomp)
MOPOIIKOOOpa3Hoi cepbl HarpeBanu B 50 mi 96%-
Horo staHona o 30-40°C m mpu nepemeInBaHUU
nobasisd B TeueHre 30 MHH O KaIUIIM 3 MJI IU-
sTHIaMuHA U 5 Mt MopdonmHa B 10 mit aTaHOoNa. Peak-
nuoHHylo cMmech npu 40-41°C nepeMemmBanu B
TedeHre 3 4. 3aTeM OXJIaXIalIH JIeITHOH BOJOW M OC-
TaBISIM Ha HOYb B XOJOMWIbHHKE. OOpa3oBaBIIHECS
KPUCTAJUIBl OT(QUIBTPOBHIBAIM, NPOMBIBATH BOJOMH,
CYIIWIN U NIEpEKPUCTAIIIN30BBIBAIIN U3 3TAHOJIA.

ITUI-2-aMuHo0-5,5-numerna-4,7-nuruapo-SH-
THEHO|[2,3-c|nupan-3-kapbokcuiaar (2a). Brixon
21.5 1 (84%) [14].

2-AMHHO-5,5-numeTn-4,7-guruapo-SH-Tueno-
[2,3-c]nupan-3-kapoonurpua (2b). Beixom 15.7 T
(76%) [14].

ITna-5,5-gumeTni-2-[(peHunaneTn)aMuHo |-
4,7-nuruapo-SH-tueno|2,3-c|nupan-3-kapookcu-
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aat (3¢). K pactBopy 3Tnnara HaTpus, HOIYyYECHHOMY
u3 0.46 r (20 mmonb) Hatpust U 10 M1 aGCcoTOTHOTO
ataHoisa, mpubaBmsmy 2.6 T (10 MMOJIB) COSTUHEHUS
2a u 5.0 T (30 MMoJIB) 3THIIOBOTO 3Upa HEeHMITYyKCYyC-
HOW KHCHOThL. CMECh KUMNSTHIM ¢ OOpPaTHBIM XOJO-
muiIbHUKOM 2 4. [lociie oxitaXeHus BEINABIINKN 0CaI0K
OTJIENSTH, TPOMBIBANHA 3(GUPOM, BOJOW, CYIIWIA W
MEePEKPUCTALTN30BEIBATTN U3 dTaHoNa. Beixom 3.2 1
(86%), T.ur. 105-107°C. R; 0.56 (aneron—mieHrtaH, 1:2).
UK cnextp, v, cM ' 3285, 3200 m (NH, OH), 1680,
1653 ¢ (C=0). Cnektp SIMP 'H (AIMCO-dy), 8, M.xi.:
1.22 ¢ (6H, 2CHj3), 1.32 T (3H, CH,CHj, J 7.1 '),
2.62 T (2H, CH,, J 1.6 T'm), 3.81 ¢ (6H, PhCH,), 4.23
(2H, OCH,CHs;, J 7.1 '), 4.58 T (2H, OCH,, J 1.6 T'n),
7.41-7.21 m (5H, Ph), 11.00 ym.c (1H, NH). Macc
crextp, m/z (I, %): 373 (97) [M]", 374 (23), 315
(29), 254 (56), 197 (47), 125 (31). Haitneno, %: C
64.24; H 6.12; N 3.87; S 8.65. C,0H»3NO4S. Bprunc-
neHo, %: C 64.32; H6.21; N 3.75; S 8.59.

ITHia-2-(aneToaneTHIAMUHO)-5,5-1umeTnn-4,7-
auruapo-SH-tueno[2,3-clnupan-3-kapdokcuaar
(3d). K xunsmemy pactBopy 0.7 r (5.5 MMons) arero-
arerara, 0,05 r© TpudTaHOJNIAMUHA U 5 MJI KCUJIOJIA TIO
KarmsiM gobasisun 1.3 T (5 MMomb) coenuHeHns 2a,
PacTBOPEHHOIO B 5 M Kcuiona. PeakiuoHHyo cMech
KHIATSIIH ¢ JediaermMaTopoM 1 4, 3aTeM Temreparypy
nogauMaiu 10 140°C u cmech oxJaxkaaliy MpU nepe-
MermBanur. OOpa30BaBIIUECS KPUCTAILIBI OT(HUIBT-
POBBIBAJIH, TTPOMBIBAII BOJIOW, CYIIWIA U TEPEKPHUC-
TaJUTM30BBIBAIIN U3 3TaHoNa. Beixon 1.1 T (65%), 1.1t
119-121°C. R;0.60 (aueron—mnenraH, 1:3). K cmextp,
v, eM 't 3240, 3190 ur (NH, OH), 1730, 1680, 1650 ¢
(C=0). Criextp SIMP 'H (JIMCO-d;, 80% Keto dopma
coenunenue 3d, 20% enon dopma coemuHeHue 7), 9,
m..: 1.25 ¢ (6H, 2CH3), 1.39 T (0.6H, CH,CH3, J 7.0 'y,
coenuaenune 7), 1.40 T (2.4H, CH,CHs;, J 7.1 Im,
coenu-uenue 3d), 2.00 ¢ (0.6H, CHs, coenunenue 7),
2.26 ¢ (2.4H, CHj3, coequnenue 3d), 2.66 T (0.4H, CH,,
J 1.6 T'u, coequnenue 7), 2.68 T (1.6H, CH,, J 1.7 I'y,
coenuaenne 3d), 3.77 ¢ (1.6H, CH,Ac, coequHeHme
3d), 4.31 x (0.4H, CH,CHj, J 7.0 I'u, coenuuenue 7),
4.36 k (1.6H, CH,CHs;, J 7.1 T't, coequnenue 3d), 4.65
T (0.4H, OCH,, J 1.6 I'ni, coequnenue 7), 4.65 T (1.6H,
OCH,, J 1.7 I'u, coemuuenue 3d), 5.23 ¢ (0.2H, CH,
coenuuenue 7), 11.04 ym.c (0.2H, NH, coeaunenue
7), 11.51 ym.c (0.8H, NH, coequnenne 3d), 11.04 ymi.c
(0.2H, OH, coemunenune 7). Haitneno, %: C 56.75; H
6.35; N 4.06; S 9.34. C,0Hp;NO,S. Beruucneno, %: C
56.62; H 6.24; N 4.13; S 9.45.

4-I'uapokcu-6,6-1umerui-2-okco-1,5,6,8-rerpa-
ruapo-2H-nupano|4',3':4,5]Tueno[2,3-b|nupuaun-
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3-kapOonutpua (4a). K pactBopy sTmiata HaTpus,
noiaydeHHoMy u3 1 r (43 mmoins) Hatpust u 40 mi
abcomotHOTO 3TaHONa (99.95%), mpubasmsmm 3.4 1
(30 MmMoIB) 3THIIOBOTO 3(UPa HIMAHYKCYCHOW KHCITIOTHI
u 2.55 r (10 mmonb) amuHOdupa 2a. CMech KHUISATH-
T ¢ OOpaTHBIM XOJOAWIBHUKOM 1 4, oXJakaanu H
BeutBaId B 150 MII XOJIO0DHOM BOMBI, HOAKHCIISIIH
COJISTHOM KHCJIOTOM -0 Kucioi peakuuu. OOpa3zoBaB-
IIMeCs] KPHUCTAIBl OT(GUIBTPOBBIBAIM, NPOMBIBAIH
BOJION W TiepekpuctauzoBsiBaiu u3 JM®DA. Breixon
2.5 r (89%), 1.mn. 341-344°C. R¢ 0.64 (xmopodopm—
staHon—rekcan, 1:1:3). UK cnmektp, v, eM ' 3390 m
(NH), 3480 m (OH), 2230 o.c (C=N), 1640 ¢ (C=0).
Cnektp SIMP 'H (IMCO-dq), 8, m.n.: 1.28 ¢ [6H, C
(CHs;),], 2.80 T (2H, CHy, J 1.9 T'm), 4.60 T (2H, OCH,,
J 1.9 I'm), 12.40 ym.c (2H, NH u OH). Haiineno, %: C
56.07; H 4.49; N 10.22; S 12.06. C;3H;2N,OsS.
Beruucneno, %: C 56.51; H 4.38; N 10.14; S 11.6.

4-AMuUHO0-6,6-1uMeTHII-2-0KC0-1,5,6,8-TeTpa-
ruapo-2H-nupano[4',3':4,5|tueno[2,3-b|uupuaun-
3-kapOonutpua (4b). K pacrBopy stumara HaTpui,
nonydenaomy u3 0.8 r (35 mmons) Hatpus u 25 M
a0CONFOTHOTO 3TaHoMNa, mpubapsuwm 1.13 r (10 MMoIb)
ATUJIOBOTO 3Hpa IMHAHYKCYCHOW KUCIOTHI U 2.08 T
(10 mmonb) amuHOHUTpHia 2b. CMmech KUISTWIH C
oOpatHbIM XonmoamibHIKOM 2.5 4. [locie oxmaxmeHus
npubasisin 200 M1 BOABI, PacTBOpP OT(HIETPOBHI-
BaJIv, (QUIBTPAT MOIAKUCIISIN JICASHON YKCYCHOW KHC-
JOTOW N0 Kucioi peakiuu. OOpa3oBaBIIMECS KPHC-
TaJuTbl OT(UIBTPOBBIBAJIH, TPOMBIBAIH BOJOH, CYIIH-
JU ¥ TiepekpucTaum3oBbBam u3 JJM®PA. Beixon 2.2 T
(82%), T.mn. 346-350°C, R; 0.63 (JAM®DA-—staHom,
3:2). UK cnexrp, v, e 3500 (NH), 3330, 3240 m
(NH;), 2206 o.c (C=N), 1640 ¢ (C=0). Cnexrp SAMP
'H (IMCO-ds—CCly, 1:3), 5, m.1.: 1.28 ¢ (6H, 2CH3),
2.82 ¢ (2H, CH,), 4.60 ¢ (2H, OCH,), 6.48 c (2H,
NH,), 11.95 ymr.c (1H, NH). Haiineno, %: C 56.61; H
459, N 1537, S11.71. C13H13N3OZS. BI)I‘H/ICJ'ICHO, %:
C56.72; H4.76; N 15.26; S 11.65.

ItunoBeiii 3¢up (E)-3-(3-uumano-5,5-numerni-
4,7-nuruapo-SH-tueno[2,3-clnupan-2-uiaMuHo)-2-
O0yTenoBoii kucaothl (5d). a. Cmecs 2.1 r (10 mmop)
2-aMuHO-5,5-numeTtnn-4,7-guruapo-5H-tueno|2,3-c]-
nupan-3-kapoounutpmia (2b), 1.3 r (10 Mmmoms) 3THIIO-
BOTO 3¢upa P-aMMHOKPOTOHOBOM KUCIOTH U 0.1 T n-
TOJIyOJICYIb(POKUCIOTHI B 20 MJI TOIyOJIa KUIISTWIN C
00paTHBIM XOJIOAMIIEHUKOM 16 4. PeakinOHHYIO CMECh
OXJIQKJIAJIH, OT(UIILTPOBBIBAIIN, OTTOHSUTH M30BITOK PAcT-
BOPUTEJIS, K OCTaTKy nipubaBisuty 10 M1 3TaHONIA U OC-
TaBJSUIM B XOJIOJWIbHUKE Ha HO4Yb. OOpa3oBaBIIHecs
KPHUCTAIITB OT(HUIETPOBBIBAIHN, TPOMBIBAIN XOJIOTHBIM

3TaHOJIOM, BOJIOH, CYIIHITH U MEPEKPHCTAIUTN30BBIBAIH
M3 pacTBOpa ATaHONI—BO/A, 3:1. Berxox 2.23 r (89%).

6. Cmecpb 1.8 r (10 MMonb) 2-aMUHO-5,5-AUMETHII-
4,7-murunpo-5SH-tueno[2,3-cnupan-3-kapOooHUTpHIIa
(2b), 1.3 r (10 MMoOIIB) 3THIIOBOTO 3(Hpa arEeTOyKCyC-
HoOH kucioThl, 0.1 T n-Tomyoncynb(oKucIoTs B 20 M
CyXoro O€H30/1a KHUIATWIN C OOpaTHBIM XOJOIWJIb-
HHUKOM JI0 OKOHYaHUs BBIAEIEeHUs BOAbl. PacTBOpuTENns
OTTOHANH, K OCTaTKy mpubaBisnu 10 mu 3taHona u
OCTaBISUIM B XOJIONWIBHUKE Ha HO4b. OOpa3zoBaB-
HIMeCs] KPHUCTAIBl OT(UIBTPOBBIBAIM, IPOMBIBAIH
XOJOAHBIM JTaHOJIOM, BOJIOW, CYIIWIM M TIE€pPEeKpHC-
TaJUTM30BBIBAJIM M3 pacTBOpa 3TaHOI—Boja, 3:1. Beixox
1.1 T (45%). T 125-127°C. R; 0.57 (xnopodopm—
atanon, 1:2). UK cnektp, v, em ' 3510, 3350 (NH,),
2200 o.c (C=N), 1670 ¢ (C=0). Cnektp SIMP 'H
(AMCO-dg), 8, m.a.: 1.34 m (9H, 2CH;, CH,CHs), 2.07
¢ (3H, CHay), 2.60 ¢ (2H, CH;), 4.20 x (2H, CH,CHj3, J
7.0 I'm), 4.65 ¢ (2H, OCH,), 4.90 ¢ (1H, CH), 11.03 ¢
(1H, NH). Haiineno, %: C 60.08; H 6.17; N 8.68; S
10.13. CHoN,O5S. Brruucneno, %: C 59.98; H 6.29;
N 8.74; S 10.01.

5,5-Aumerna-2-{[(1E)-1-meTun-3-okco0yT-1-eH-
1-na]amuno}-4,7-quruapo-SH-tueno|2,3-c|nupan-
3-kapoonutpua (5f). Cmecy 2.1 r (10 mMmomp) 2-
aMHHO-5,5-muMeTn-4,7-murunpo-5 H-tueno[ 2,3-c|mu-
pan-3-kapbonutpmia (2b), 1.5 v (15 Mmomis) aneTui-
anerona u 0.05 r n-tomyosncynbpokucaorsl B 10 mi
CyXOr0 TOJYOJIa KHUISITHIH C OOpaTHBIM XOJOUIIb-
HUKOM JI0 OKOHYaHWS BbiAeneHus Boabl (2 9). [locme
OXJIAKICHUS PEaKIMOHHYI) CMECh OCTaBISUIH B
XOJIOJTMIIBHUKE Ha HOYb, BBIMIABIINHA OCAI0K OTAEIISIIH,
MIPOMBIBAII ATAHOJIOM, BOJOW, CYIIWIA W TIEPEKpHC-
TaJUTM30BBIBAIIA U3 dTaHoNa. Brixonx 2.9 1 (82%), T.1I.
157-158°C, R¢ 0.59 (atunanerar—meranoin, 1:1). UK
CITEKTp, Vv, cM : 3407, 3186 m (NH), o.c 2202 (C=N),
1615 ¢ (C=0). Cnextp AMP 'H (IMCO-dy), 8, m.x.:
1.29 m (6H, 2CH3), 2.10 ¢ (3H, CHj3), 2.15 o (3H, CHs,
J 0.6 Tm), 2.55 t (2H, CH,, J 1.7 T'm), 4.59 Tt (2H,
OCH,, J 1.9 T'm), 5.39 a (1H, CH, J 0.6 I'm), 13.15
yur.c (1H, NH). Haiineno, %: C 61.98; H 6.17; N 9.78;
S 11.13. C;sH3N,O,S. Beruucneno, %: C 62.04; H
6.25; N 9.65; S 11.04.

ITHI-4-THAPOKCH-2,6,6-TpMeTHII-S,8-1Uruapo-
6H-nupano|4',3':4,5|Tueno[2,3-b|nupuaun-3-
kapookcuiaar (6a). Cmeco 2.6 T (10 mMmoinb) coenu-
HeHus 2a u 1.43 v (11 MMmomb) sTHIIOBOTO 3upa
alleTOYKCYCHOM KUCIOTHI B 30 MJI YKCYCHOM KHCJIOTBI
KUTSITHIA ¢ OOpaTHBIM XOJOAMIBHUKOM 2 4. PacTBo-
pUTENs OTTOHSIM, K OCTarky mpuOaBmsun 10 wmi
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9TaHOJIA W OCTaBSUIM B XOJOAWIBLHUKE Ha HOYb.
O0pazoBaBIrecs KpUCTAIUIB OT(QUIBTPOBBIBAIIH, ITPO-
MBIBAJIM XOJIOJHBIM STaHOJIOM, Bomoi. Bexom 1.8 r
(57%), 1. 293-295°C. Ry 0.58 (ameToH-TICHTaH,
1:3). UK cnextp, v, em 3970 w (OH), 1680 ¢ (C=0).
Coextp AMP 'H (AMCO-dg), 6, m.o.: 1.20 ¢ (6H,
2CH;), 1.37 T (3H, CH,CHs;, J 7.1 I'm), 2.09 ¢ (3H, CH3),
2.65 ¢ (2H, CHy), 4.32 x (2H, OCH,CH;, J 7.0 T'n),
4.53 ¢ (2H, OCH,), 14.04 ym.c (1H, NH). Haiineno,
%: C 59.6; H 6.03; N 4.25; S 10.07. C;cH;9NO,S.
Breranc-neno, %: C 59.79; H 5.96; N 4.36; S 9.98.

O0mas MeToOMKA MOJydyeHHs1 4-aMHHO-2-
OKCcOTHEeHO[2,3-b|nupuauH-3-kapooHUTPpUIOB 6b 1
6c. K pactBopy strmara Hatpusi, momydenHomy u3 0.25 r
(11 mmomnb) Hatpus U 12 ma 99.9%-Horo abcooTHOTO
ataHoja, mpubasmsuy 2.1 T (10 MMoib) 2-aMuHO-5,5-
numeTtuin-4,7-qurunpo-5H-tueno[2,3-c]nupan-3-kap-
Ooonutpuna (2b) u 10 MMONb AMHUTPHUIIA MATOHOBOU
KHACJIOTBl WM LuaHanerampaa. CMmech KHISTHIN C
obpatHeiM xonommIbHUKOM 3—4.5 4. Ilocie oxiax-
JeHdsT 00pa30BaBIIMECS KPUCTAJUIBI OT(HHIBTPOBBI-
BaJIM, POMBIBAJIM BOJOW, CYLIMIM M IEPEKPUCTAIIIH-
30BBIBAJIM U3 3TAHOJA.

2,4-JInamMmuuo-6,6-numeTna-5,8-1uruapo-6 H-nu-
pano[4',3':4,5|Tueno|2,3-b|lnupuaun-3-kapooHuT-
pua (6b). Bexox 1.7 v (63%), T.ur. 276-278°C, Ry
0.62 (xmopodopm—atanon, 2:3). UK crektp, v, cM
3454-3125 m (NH,), 2260 o.c (C=N), 1641 ¢ (C=0).
Crrextp SIMP 'H (IMCO-ds—CCly, 1:3), 8, m.a.: 1.30 ¢
(6H, 2CH;), 2.89 ¢ (2H, CH,), 3.94 c (2H, NH,), 4.72
T (2H, OCH,, J 1.9 I'n), 6.90 yur.c (1H, NH,). Haii-
neno, %: C 56.76, H 4.99, N 20.57, S 11.78. C;3H4N,40OS.
Beruucaeno, %: C 56.92, H 5.14, N 20.42, S 11.69.

2,4-InaMuH0-6,6-numMeTna-5,8-1uruapo-6H-
nupano[4',3':4,5|tueno[2,3-b|nupuaguun-3-
kapookcamua (6¢). Berxon 1.4 1 (48%), T.aut. 234—
235°C, R¢ 0.66 (xnopodopm—aranodn, 2:3). UK crnekrp,
v, eM 't 3450-3125 w (NH,), 2215 o.c (C=N), 1650 ¢
(C=0). Crmextp SIMP 'H (IMCO-d¢—CCls, 1:3), 3,
m.a.: 1.26 ¢ (6H, 2CH3), 2.89 T (2H, CH,, J 1.9 T'n),
3.48 ¢ (2H, NH,), 4.73 T (2H, OCH,, J 1.9 I'n), 6.83
ym.c (1H, NH;), 6.93 u 7.43 o6a ym.c (mo 1H,
CONH,). Macc-cniextp, m/z (I, %): 292 (36) [M]",
249 (43), 234 (16), 192 (16), 191 (100), 151 (15), 150
(24). Hatineno, %: C 53.61; H 5.39; N 19.27; S 11.85.
C13H1gN4O,S. Beramcneno, %: C 53.41; H 5.52; N
19.16; S 10.97.

ItniaosBelii 3¢up 4-amuno-2,6,6-TpUMeTHII-S,8-
auruapo-6 H-nupano(4',3':4,5]Tueno[2,3-b|nupu-
AuH-3-kap0oHoBOil kucaotrbl (6d). K pactBOpy
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sTHiaTa HATpHs, nonydeHHomy u3 0.35 v (15 mMmons)
HaTpus ¥ 50 My a0CONIOTHOTO 3TaHOJa, MPHOABISLIN
3.2 r (10 mmoms) coequHeHuss Sd. CMech OCTaBIISITH
Ha 12 9 mpu KOMHATHOI Temreparype, 3aTeM KHIIsi-
THJIH ¢ OOpaTHBIM XOJOMIILHUKOM 3 4. [locie oxiax-
JICHUsI CMECh OCTAaBJISIM B XOJOJIMILHUKE Ha 2 JHA,
BBITIABIINH OCAJ0K OTIEISIIN, MPOMBIBATIH STaHOJIOM,
BOJIOW, CYNIWJIA W TEPEeKPUCTALIH30BbIBAIA U3
stanona. Bexon 2.2 r (70%), T.un. 160-161°C. R:0.61
(atunaneraT—xnopodpopm—ruenrtan, 1:1:1). UK cmekrp,
v, eM 'z 3510, 3350 w (NH,), 1670 ¢ (C=0). Crektp
SMP 'H (IMCO-d,), 8, m.1.: 1.33 ¢ (6H, 2CHs3), 1.35
M (3H, CH,CHj5), 2.63 ¢ (3H, CHj3), 2.80 ¢ (2H, CH,),
4.35 x (2H, CH,CHs;, J 6.1 T'm), 4.70 ¢ (2H, OCH,),
6.77 ¢ (2H, NH,). Haiineno, %: C 59.89; H 6.39; N
8.85; S 9.92. CisHy)N,OsS. Brruucneno, %: C 59.98;
H 6.29; N 8.74; S 10.01.

4-AMuUHO-2,6,6-TpumMeTn-5,8-1uruapo-6 H-nu-
pano[4',3":4,5]Tueno[2,3-blnupuaun-3-kapooHoBas
kucjoTa (6e). a. K cBeXENpUroToBI€HHOMY pacTBOpY
0.68 r (10 mwmons) »sTmmara HaTpus B 20 M
abcomoTHOTO 3TaHoia npudasisum 3.2 T (10 MMoJIb)
coemuaeHus 2b. CMech KHISTSUIH ¢ 0OpaTHBIM XOJIO-
MAIPHUKOM 8 W W TIOCTE OXJaXKIEHUS BBUIMBAIH B
50 MJ XOJOMHON BOMBI, MOJIKHUCISIN KOHIEHTPHUPO-
BaHHOM COJITHOM KHCJIaTOM, 3aTeM OCTaBLUIH B
XOJIOAWJILHAKE Ha HOYh. BRIMTaBIIHIA 0CaOK OTIEISIIH,
MIPOMBIBAJIM 3TAaHOJIOM, BOJOH, CYIIMIU U TIEPEKpHUC-
TaJITM30BBIBAIM U3 3TaHoda. Beixon 1.65 1 (57%).

6. K pactBopy sTHIaTa HATpHs, MOTyYEHHOMY M3
0.23 r (10 mmounp) Hatpus u 20 MI 3TaHONa, TpPHU-
baBmsm 3.2 T (10 mmonp) coemunenus 6d. Cmech
KUILITHIA C OOpaTHBIM XOJOIMIBHUKOM 3 4. Jlamee
OTBIT MPOBOAMIM KaK OIMCAaHO B MeTojae a. Brixon
2.25 1t (78%), t.un. 226-228°C. R; 0.68 (3Tmnanerar—
xnopodopm—tientan, 1:1:2). UK crmektp, v, cM ' : 3500,
3350 mr (NH;), 3310 m (OH), 1660 ¢ (C=0). Cnektp
SMP 'H (AIMCO-dy), 8, m.i.: 1.33 ¢ (6H, 2CH3), 2.62
¢ (3H, CHj;), 295 T (2H, CH,, J 1.9 I'm), 3.03 yur.c
(1H, OH), 4.71 T (2H, OCH,, J 1.9 I'm), 6.80 ym1.c
(2H, NH,). Macc-cniextp, m/z (I, %): 292 (15) [M]’,
247 (13), 235 (15), 234 (76), 219 (32), 217 (21), 193
(31). Haiineno, %: C 57.45; H 5.60; N 9.47; S 17.06.
C14H16N203S. BI)I‘II/ICHGHO, %: C 5752, H 552, N
9.58; S 10.97.

2-({(1E,2E)-3-[(3-uauno-5,5-numernn-4,7-
auruapo-SH-tueno[2,3-clnupan-2-ua)amuno]-1-
MeTHJI0yT-2-eH-1-uanaen}aMuno)-5,5-numerni-4,7-
auruapo-SH-tueno|[2,3-clnupan-3-kapooHUTPHI
(8). K pactBOpy MeTmiaTta HaTpusi, MOJYYEHHOMY U3



420 IMTAPOHUKSIH n np.

0.25 r (11 MMomb) HaTpuss U 25 MI aOCOIIOTHOIO
Metanona, npudapisuiu 2.9 r (10 MMomb) coequHEHUS
2b. CMmech KUMIATHIA C OOpaTHBIM XOJOTHUIHLHUKOM
15 muH, 3ateM octaBimsu Ha 12 4. OOpa3zoBaBmmecs
KPUCTAJUTB  OT(UIBTPOBBIBAIM, MPOMBIBAIM XOJIOJ-
HBIM METaHOJIOM, BOJIOH, CYIIVIIA U TIEPEKPUCTAIITH30-
BbIBauIM U3 MeTaHona. Beixon 1.0 T (21%), T.mn. 259-
260°C. R¢0.63 (3runanerat—meranod, 3:1). UK cnexrp,
v, eM 't 3190 m (NH), 2219, 2205 o.c (C=N). Crektp
AMP 'H (IMCO-ds—CCly, 1:3), 8, m.x.: 1.30 ¢ (12H,
4CHj3), 2.24 ¢ (6H, 2CH;), 2.45-2.62 m (4H, 2CH,),
4.63 ¢ (4H, 20CH,), 5.27 ¢ (1H, CH), 13.20 ymr.c (1H,
NH). Criextp SIMP °C (IMCO-ds—CCly, 1:3), 8, M.x.:
20.74; 25.68; 35.03; 58.83; 70.13; 101.35; 102.13;
113.25; 126.65; 130.04; 153.31; 159.64. Haiineno, %:
C 62.34; H 5.76; N 11.75; S 13.22. Cy5HpsN4O,S.
Beruucaeno, %: C 62.47; H 5.87; N 11.66; S 13.34.

Metoanka nosydenus coenuHeruii 10 u 11. Cmecn
1.8 r (10 mmonb) coemuuenus 9, 1.3 r (10 mMmob)
ATHIIOBOTO d(Hpa arneToykcycHoit kuciothl, 0.1 T n-
Tonyoincyibdokuciorel B 20 Mi cyxoro OeH3oia
KHITATWINA ¢ 0OPaTHBIM XOJIOMJIBHUKOM JI0 TIpeKpaiiie-
HUA BbIIENeHUsT Boabl. (OOpa3oBaBIIUECS KPUCTAILIBI
coemuaeHus 11 OTOUIBTPOBHIBAIHN, MTPOMBIBATIN dTa-
HOJIOM, BOJIOW, CYIIIWIIA U NIEPEKPUCTAILIN3OBBIBAIH U3
STaHONA. 3aTeM pacTBOpHUTENh W3 (WIBTpaTa OTrO-
HATH, K oOcTarky mnpubaBmsumm 10 M 3TtaHona u
MTOMEIIIANIN B XOJOMWIHHUK Ha HOUL. OOpa3oBaBIIrecs
KpUCTAJUTBI coenuHeHust 10 OTGWIBTPOBBIBAIIU, MPO-
MBIBAJIM XOJOIHBIM JTAHOJIOM, BOJOH, CYIIMIN |
MEePEKPUCTAIUTM30BBIBAINA U3 ATAHOIA.

ItunoBblii 3¢pup 4-amMuHO-2-MeTHA-5,0,7,8-TeT-
paruapo|[1]6en3orueno|2,3-b|nupuaun-3-kapoo-
HoBoi#i kucaoThI (10). Berxoxn 2.23 r (40%) [15].

(2E)-N-(3-Ilnano-4,5,6,7-Tterparuapo-1-6en3o-
THeH-2-n1)-3-[(3-uuano-4,5,6,7-rerparugpo-1-6en-
30THeH-2-wi1)aMuHo|0yT-2-enamua (11). Beixog 2.13 ¢
(50%), 1. 266-267°C. Ry 0.68 (ameToH-TICHTaH,
1:2). UK cniektp, v, cM ' 3240, 3170 ur (NH), 2206 o.c
(C=N), 1680 ¢ (C=0). Cnextp SIMP 'H (IMCO-dy),
o, m.a.: 1.78-1.91 m (8H, 4CH,), 2.16 n (3H, CHs;, J
0.8 I'm), 2.53-5.67 m (8H, 4CH,), 5.46 x (1H, CH, J
0.8 I'm), 10.96 ym.c (1H, NH), 11.57 ym.c (1H, NH).
Hatineno, %: C 62.68; H 5.17; N 13.17; S 15.23.
C»nH»N4OS,. Boramcneno, %: C 62.53; H 5.25; N
13.26; S 15.18.
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The synthesis conditions and yields of thieno[2,3-c]pyranes were optimized. The method for producing new
condensed derivatives of pyrano[4',3":4,5]thieno[2,3-b]pyridines was developed. The anticonvulsant activity of
the synthesized compounds were investigated.

Keywords: thiophene, thieno[2,3-c]pyranes, thieno[2,3-b]pyridines, pyrano[4',3":4,5]thieno[2,3-b]pyridines, new
condensed systems, anticonvulsant activity
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