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PazButHe QapmaneBTHYECKOW OTpaciu SBISETCS
KpaliHe Ba)KHBIM HAIPaBIEHHEM B COBPEMEHHOW Op-
raHu4eckod XuMuu. [Io3TOMy OIHOH M3 OCHOBHBIX
3aJlady OPraHMYecKol XMMUU SBISETCS CHHTE3 HOBBIX
COEMHEHNH, HMEIOIUX NPAaKTUYECKOE IPUMEHEHNE,
B TOM YHCJE€ B KadyeCTBE JICKAPCTBEHHBIX Tpernapa-
TOB. B TO e BpeMsi MOMCK YHHBEpCaJIbHON 0a30Boi
CTPYKTYpBI JUIsI CO3/1aHUSI HA €€ OCHOBE TaKUX COE-
TUHEHUH 00ECTICUYNT YCTOWYMBOE PA3BUTHE TaHHOTO
HaIpaBJIeHMs.

Taxo# CTpyKTypol MOTYT CTaTh 3-MMHHO(THApa-
30HO0)-3H-bypaH-2-0HbI: HATMYNE B UX CTPYKTYpE HE-
CKOJIBKAX BO3MOYKHBIX LIEHTPOB AJISI HYKJICO(DUITbHON
aTaky MO3BOJISET TOJIyYaTh HA UX OCHOBE Pa3JInUHbIC
AIUKIINICCKAUE U TETEPOITUKINICCKAE CUCTEMBI [ 1-7].
B ocHOBHOM, Bce onucaHHBIE PEAKIIUU MPOTEKAIOT C
coxpaHeHneM (pparmenTa 2,4-1M0KCOOyTaHOBON KHC-
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JIOTBI, UHTEPEC K KOTOPOH, C TOUKH 3PEHNUSI BOBMOYKHO-
ro IpUMEHEHHs B (apMaleBTUIECKON XMMHH, OCTa-
eTcsi nocTarodHo BbicokuM [8—20]. B To xe Bpems
BBEJICHUE B CTPYKTYpy 3-uMuHO-3H-pypaH-2-0HOB
Takoro Qapmako(opHOro (parMeHTa, Kak aMHHOTH-
oden ['eBanbaa, KOTOPBIN ObLT OOHAPYKEH BO MHOTHX
OMONIOTMYECKU aKTHBHBIX U IPUPOTHBIX COSTUHEHHUSX
[21-26], MO3BOAUT PaCIIMPUThH KPYT MOTCHIIMAIbHON
OMOJIOrMYECKOM aKTUBHOCTH.

Panee Hamu ObLT IPE/IIOKEH MTPOCTOM CIIOCOO TO-
JTy4deHUsl psijia TPOU3BOAHBIX 2-[2-okcodypan-3(2H)-
wiuaeHaMuno|-4,5,6,7-rerparunpo6enso[b]Tuo-
(eH-3-KapOOHOBBIX KHCIOT BHYTPHUMOJICKYJISPHON
nuknn3amuet  (Z£)-4-oxco-2-[3-(R)-4,5,6,7-terparu-
npoben3o[b]|TnodeH-2-nraMuHO |0y T-2-€HOBBIX KHC-
JIOT TOJ| JACUCTBUEM YKCYCHOTO WJIM IPOITUOHOBOTO
anruapuaa [27-29] Ha OCHOBE MOIEIBHOTO 3TUJIO-



1334 I'OPBYHOBA u np.

Cxema 1.

R3

H CN

- 2
NC - (0) O O R CN R2 / \

N N R TFA _H
~ Ph <—— oH + [ \ — S N 0
\ EtOH R! NH, Toxyor
S o o o S 2
3 !

la—e

HO\“)\/D\RI

0
22,0 4a—k

R' = Ph (1a), 4-MeOCH, (6), 4-MeC H, (B), 4-CIC4H, (r), Hadt-1-n1 (1), Tnen-2-un (¢); R+R3 = —(CH,),— (2a), R? =
R® = Me (26); R>+R3 = —(CH,),— (4a—e), R! = Ph (4a), 4-McOCH, (46), 4-MeC,H, (48), 4-CIC H, (4r), nadr-1-u1 (4x),

tnen-2-un (4e); R' = 4-MeC¢H,, R?=R3 = Me (4x).

Boro 3¢upa 2-ammuHO-4,5,6,7-TeTparuapodeHs3o[b]-
THO(eH-3-KapOOHOBOI KHCIIOTHI, @ TAKXKE U3YUEH Psill
nx xumMudecknx cBorctB [30, 31] n Omoormueckas
akTUBHOCTh [32]. OpHako BBEAECHHE B CTPYKTYpY
amuHoTHo(eHa ['eBanbia HUTPUIIBHOTO 3aMECTHTEIS
B aHAJIOTMYHBIX YCJIOBHSX PEaKIMU HE IPUBEJIO K JKe-
JaeMoMy pesynbTary [33].

B macrosimeit pabore Hamu pa3paboTaH MeETO[
CHUHTE3a 3aMeIleHHBIX 4-(TeT)apmi-4-0Kco-2-THe-
HUJIaMUHOOYT-2-€HOBBIX KHCJOT, CONEPKAIIUX HHU-
TPUIBHBIA 3aMECTHUTENIh B THO(DEHOBOM KOIBIlE, a
TaK)Ke U3y4eHBl BHYTPUMOJICKYISIPHAS [IUKIIN3AIUS U
BO3MOYKHOCTH BapbUPOBAHUS MPUPOJIBI 3aMECTUTEIIEH
KaK B MTOJIOXKEHUHU 5 ()ypaHOBOTO KOJIbIIA, TAK M B THO-
(eHOBOM 3amMecTuTENE.

3amemnieHHble  4-(TeT)apuii-4-0Kco-2-THEHUIIAMHA-
HOOYT-2-€HOBBIE KHCIOTHl 4a—K OBLIM TOJTYYECHBI
B3aUMOJICCTBUEM 4-(rer)apui-2,4-110KCOOYT-2-
€HOBBIX KHCIIOT la—e ¢ 3aMemeHHbBIMU 2-aMUHOTHO-
(enamu 2a, 6 B 6€3BOIHOM TOJYOJI€ B MIPUCYTCTBHH
5 Mmon% tpudropykcycuoit kucnotsl (TFA) mpu 100°C
B TeueHue | 4 (cxema 1). Mcnons3zoBanue TpuTopyK-
CYCHOHM KHCJIOTBI M 3aMEHa PAcTBOPHUTEJISI Ha TOIYOJ
MO3BOJIMJIO CMECTHUTH HANpaBICHUE PEaKUH B MOJIb-
3y 00pa3oBaHMs LIEJEBBIX KUCIOT 4a—K C BBIXOIOM
76-92%. Cnenyer OTMETUTb, UTO NpPHU MPOBEIECHUU
peakuuyu B 3TaHONE MPOAYKTOM PEaKIMU SBISIIACH
N-(3-umnano-4,5,6,7-rerparuapoden3o| b | TueH-2-mi)-
amuy (Z)-2-ruipokcu-4-okco-4-peHunoyr-2-eHoBOM
KkucaotThl 3 (Berxoq 60%).

CoenuHeHus 4a—K — KPUCTAJITNUECKUE BEILIECTBA
OpaHKEBOTO 1IBETA, XOPOILIO PacTBOPHUMEIE B XJIOPO-
¢dopme, IMCO, npu HarpeBaHUM B TOIYOJIE, 3TAHOIE
1 HEPacTBOPHMBIC B BOJC U aJIKaHaX.

B UK cnekrpax coenvHeHui 4a—K OPUCYTCTBYET
HoJioca TorIoneHus B oomactu 2204-2223 cm !, xa-
paKTepHas AJsl BaJCHTHBIX KOJEOaHWH HUTPHUIIBHOM
IpyIsl THOGEHOBOTO KOJIBLA, U I10JI0CA TTONIOICHHUS
B oOmactu 3167-3204 cm !, COOTBETCTBYyIOLIAsl Ba-
JICHTHBIM KoJie0aHusAM aMuHOrpynmsl. Crextpsl SIMP
'H coenunenuii 4a, 6, e B pacteope JIMCO-d, xapak-
TEpU3YIOTCSl HaJIMYMeM cuHIIeTa nporona NH-rpyn-
nel ipu 11.82—12.18 M. A., BOBIEUEHHOTO BO BHYTpPH-
MOJIEKYJISIPHYO BOJJOPOAHYIO CBAA3b, a TAKIKE CHHIJIETA
nporona CH-rpynms! npu 6.60—6.70 (Z-uzomep) nnu
6.44 M. a. (E-uzomep). Curnan NH-rpymnmel peru-
crpupyercst npu 10.35 M. 1. Criekrpsl IMP 'H coe-
JTUHEHU 4B, T, 1, & B pactBope CDCl; cymecTByIoT
B QopMe E-m30Mepa U XapaKTEepHU3YIOTCs HaIMdHeM
cunniera npotoHa NH-rpynmsr mpu 8.94-9.09 m. n.
u curmeta nporona CH-rpymnmel npu 6.70-6.97 m. 1.
[34].

BayTpuMonexyisipHas HUKIN3aLUs 3aMEIEHHBIX
4-(rer)apui-4-0Kkco-2-THECHIIAMHUHOOYT-2-€HOBBIX
KHCIIOT 4a—K IIPOTEKaeT MpU MEUIEHHOM HarpeBaHUHU
10 140°C B mponmMOHOBOM aHTHAPHUJE TPHU MEepeMe-
mMBaHUU B TeueHrne 60 MuH (cxema 2). Brixon momy-
YEeHHBIX cOeaAMHEHuM cocTtaBui 74-92%.

CoennHeHns 5a—K — OKpallleHHble KpUCTAJUINYe-
CKHE BEIIECTBA, XOPOLIO pacTBOPUMBIE B XJIOpPOhop-
Me, IMCO, npu HarpeBaHUM B TOIYOJ€, 3TAHOJE U
HEPacTBOPUMBIE B BOJIE U aJKaHAaX.

B UK cnekrpax ¢ypaHOHOB Sa—K NpHUCYTCTBY-
eT 1moJoca noriomenust B oomactu 1787—1806 cm L,
XapaKTepHasi 1 BaJICHTHBIX KOJCOAHUH JIAKTOHHOMN
KapOOHWILHOW TPyMIbl PypaHOBOTO IMKJIA, & TAKKE
nosoca noromenust B oomacta 2209-2220 cm !, co-
OTBETCTBYIOIAsl BAJICHTHBIM KOJICOAHUSM HHUTPHUIIb-
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Cxema 2.
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R?+R3 = (CH,),~ (a—e), R' = Ph (a), 4-MeOC¢H, (), 4-MeC¢H, (B), 4-CIC4H, (1), Hapr-1-un (m), Tuen-2-un (e); R! =

4-MeC¢H,, R?= R? = Me ().

Hoit rpynmsL. B ciextpax SIMP 'H coenunennii Sa—x
B pactBope JIMCO-d; OTCYyTCTBYIOT CHTHAJIBI IPO-
TOHAa aMUHOTI'PYIIBI, XapaKTCPHBIC IJId COGIII/IHeHI/Iﬁ
4a—x. Cunrer BuHMIBbHOTO mpotoHa C*H retepo-
LIUKJIA pEerucTpupyeTcs B cimadbom mose (7.12-7.34 m. 1.).

Takum 00pa3om, B X0[€ HNPOBEIEHHBIX HCCIIENO-
BaHUH 3HAUYUTEJIBHO PACLIMPEH Psill 3-THCHWINMHU-
HO-3H-(pypaH-2-0HOB, UMEIOIINX 3aMECTUTENH KaK B
MOJIOKEHUU 5 QypaHOBOIO KOJIbLA, TAK U B THOPEHO-
BoM sipe. Kpome Toro, BiepBbie IPOIEMOHCTPUPOBA-
Ha BO3MOYKHOCTH BBEJCHUS B PEAKLMIO BHYTPUMOJIE-
KYJSIPHON NHKIN3ALUU COEANHEHUIN ¢ HUTPUIHHBIM
3aMECTHUTEJIEM B THO(DEHOBOM KOJIBLIE.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnekrpsr 3anucansl Ha mpudope PCM-1202 B
nacte B BasenuHoBoM Macie. Criekrpst IMP 'H u 13C
3arucanbl Ha npubope Bruker Avance 11l (pabouas
gacrora 400 u 100 MI'u coorBerctByeHno) B CDCl;
wi JIMCO-dg. DneMeHTHbIM aHaau3 BBIINOJIHEH Ha
npubope Leco CHNS-932. XuMHUYeCKyI0 YHCTOTY CO-
€MHEHUIM U IPOTEKAHUE PEaKLM KOHTPOIMPOBAIU
metonoM TCX Ha mimactunax Sorbfil B cucreme nu-
TUoBBI  ddup—Oenzon—ameron (10:9:1), nerek-
TUpPOBaHUE NpoBOAMIN B YD cBeTe M mapamu Hofa.
Temneparypsl MiaBieHUs] ONpEACISLIM Ha mpudope
SMP40.

N-(3-Huano-4,5,6,7-rerparuapodenso|[b] tuen-
2-mn)amuy (Z)-2-ruapoxcu-4-oxco-4-peHnadoyr-2-
€HOBO¥ KUCJIOTHI 3 ObUI MOJTy4EHA 10 OMIMCAHHOM pa-
nee meronuke [33]. Bexon 2.11 r (60%), opankeBbIe
Kkpuctamisl, T. 1. 214-215°C (aranon). UK cnekrp, v,
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em ! 1701 (CONH), 2218 (CN), 3405 (NH). Criextp
SIMP 'H (CDCLy), 8, m. 1.: 1.85 M (4H, CH,), 2.66 M
(4H, CH,), 7.25 ¢ (1H, C=CH), 7.51 m (2H, H,,), 7.61
M (1H, Hy,), 8.01 M (2H, H,,), 9.88 ¢ (1H, NH).

OO0masi MeToIMKAa CHHTE3a 3aMelIeHHbIX 4-0K-
€0-2-THEeHWIAMHHOOYT-2-eHOBBIX KHCJIOT 4a—K.
Cwmecnh 0.01 monb coequnenns 1la—e u 0.01 moms coe-
nuHeHus 2a, 6 B 20 M1 6€3BOIHOTO TOJTyOJIa TIepeMe-
LIMBAIM B HNPUCYTCTBHU 5 M0n% TpUPTOPYKCYCHON
kucaotel npu 100°C B Teuenune 1 4. IlomyueHHsIH
HaCBIIIEHHO-KPACHBIH PAacTBOp BbIAEpKUBAIM 24 4
[IpY KOMHAaTHOH TeMIiepaTrype. BeimaBmmuii ocaiok or-
(UITBTPOBBIBAIIN U TIEPEKPUCTAIITM30BBIBAINA U3 JTa-
HOJIA.

4-Oxco-4-penunn-2-[(3-(uuano)-4,5,6,7-rerpa-
ruapoden3o[b|Tuen-2-un)aMmuHo|0yT-2-eHoBasi
kucaora (4a). Beixon 2.68 1 (76%), opaHxeBble Kpu-
cramisl, T. 1. 165-166°C. UK cnektp, v, cm': 2214
(CN), 3188 (NH). Cnextp SIMP 'H (JIMCO-dy), 3,
M. 11.: Z-u3omep (80%), 1.79 m (4H, CH,), 2.51 m (2H,
CH,), 2.64 m (2H, CH,), 6.70 c (1H, C=CH), 7.55 m
(2H,H,,), 7.64 M (1H, H,,), 8.01 m (2H, H,,), 12.13 ¢
(1H, NH); E-uzomep (20%), 1.79 m (4H, CH,), 2.51
M (2H, CH,), 2.64 m (2H, CH,), 6.44 c (1H, C=CH),
7.55m (3H, H,,), 7.83 M (2H, Hy,), 10.35 ym. ¢ (1H,
NH). Haiineno, %: C 64.77; H 4.59; N 7.90; S 9.12.
CyoH¢N,0O5S. Boruucneno, %: C 64.76; H 4.58; N
7.95; S 9.10.

4-(4-Metokcupenuni)-4-oxkco-2-[(3-(umna-
HO0)-4,5,6,7-TeTparuapoden3o[b] Tuen-2-uia)aMuHo|-
OyT-2-eHoBasi kuciaora (40). Bexon 3.25 v (85%),
OpamkeBble KpHUCTawIbl, T. i 177-178°C. UK
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crekTp, v, cM ': 2214 (CN), 3188 (NH). Criextp SIMP
"H (IMCO-dy), 8, m. n.: 1.78 m (4H, CH,), 2.53 m
(2H, CH,), 2.62 m (2H, CH,), 3.92 ¢ (3H, OCHj;), 6.69
¢ (IH, C=CH), 7.06 m (2H, H,,), 8.02 m (2H, H,,),
12.18 ¢ (1H, NH). Cnektp SIMP 13C (JIMCO-dy), 3,
M. 1.: 21.4,22.4,23.7,23.8, 55.5, 98.3, 100.5, 113.6,
114.0,130.0, 130.1, 130.2, 132.7, 148.4, 150.2, 163.1,
163.9, 189.4. Haiineno, %: C 62.80; H4.77; N 7.32; S
8.38. C,oHsN,0,S. Beruucieno, %: C 62.81; H 4.74;
N 7.33; S 8.38.
4-(4-Metuadennn)-4-oxkco-2-[(3-(uuano)-
4,5,6,7-TeTparuapooen3o|[b]Tuen-2-uji)aMuHo|-
OyT-2-eHoBas kuciaora (4B). Bexon 3.15 r (86%),
OpamkeBble KpuCTauel, T. Toi. 168-170°C. MK
crekTp, v, cM': 2218 (CN), 3199 (NH). Cniekrp SIMP
'H (CDCl,), 6, m. 1.: 1.92 m (4H, CH,), 2.47 ¢ (3H,
CH,), 2.71 m (2H, CH,), 2.79 m (2H, CH,), 6.97 ¢
(1H, C=CH), 7.33 m (2H, H,,), 7.90 m (2H, H,,), 9.07
¢ (1H, NH). Cnektp SIMP '3C (CDCl), 8¢, M. 1.
21.2,21.2,22.3,23.8,24.1,97.0, 104.0, 112.0, 128.4,
129.2,132.7,133.8, 134.2, 143.7, 145.1, 147.4, 161.2,
189.7. Haiineno, %: C 65.53; H 4.98; N 7.61; S 8.70.
C,oHsN,O5S. Bbruucneno, %: C 65.56; H 4.95; N
7.65; S 8.75.
4-Oxkco-4-(4-xaopdenn)-2-[(3-(uuauno)-
4,5,6,7-terparuapo0ens3o|[b]Tuen-2-uji)aMmuHo|-
O0yT-2-eHoBasi kucjaora (4r). Bexog 3.17 T (82%),
Opamw)XeBble KpucTayisl, T. Il 196-197°C. UK
cHextp, v, cM ': 2217 (CN), 3196 (NH). Cniekrp IMP
'H (CDCly), §, M. 1.: 1.94 m (4H, CH,), 2.72 m (2H,
CH,), 2.79 m (2H, CH,), 6.89 c (1H, C=CH), 7.52 m
(2H, Hy,), 7.94 m (2H, Hy,), 9.09 ¢ (1H, NH). Criextp
SIMP 13C (CDCly), 8¢, M. 1.: 21.2, 22.3, 23.8, 24.2,
96.6, 104.6, 111.9, 128.8, 129.5, 133.2, 134.4, 135.1,
140.3, 143.2, 148.0, 160.9, 188.9. Haiineno, %: C
59.02; H 3.90; N 7.26; S 8.30. C,4H;5CIN,0O;S. BrI-
qucieno, %: C 58.99; H3.91; N 7.24; S 8.29.
4-(Hagrt-1-nma)-4-oxco-2-[(3-(unano)-4,5,6,7-
TeTparuapooen3ol[b]|Tuen-2-un)amuno|oyr-2-
eHoBasi kucJjora (41). Beixog 3.70  (92%), opanxke-
BbI€ KpUCTaIbL, T. . 164—168°C. UK cnekrp, v, cM~
1: 2209 (CN), 3167 (NH). Cnextp SIMP 'H (CDCly),
o, M. 1.: 1.86 m (4H, CH,), 2.67 m (4H, CH,), 6.70 ¢
(1H, C=CH), 7.60 m (3H, H,,), 7.87 M (1H, H,,), 7.93
M (1H, H,,), 8.05 m (1H, H,,), 8.39 m (1H, H,,), 8.94
¢ (1H, NH). Cnekrp SIMP '3C (CDCl,), 8¢, M. 1.: 21.1,
22.2, 23.7, 24.1, 101.5, 105.3, 112.0, 124.1, 124.9,

126.3,127.3,127.4,128.2,129.4, 132.7, 133.3, 133.8,
134.4,136.3,142.9, 148.0, 161.1, 194.5. Haiineno, %:
C 68.63; H 4.54; N 6.93; S 7.95. C53H ¢N,O;S. BrI-
gucieHo, %: C 68.64; H4.51; N 6.96; S 7.97.

4-Oxco-4-(Tuen-2-un)-2-[(3-(unauno)-4,5,6,7-
TeTparnapoodenso[b|Tuen-2-nn)amuno]0yT-2-
eHoBasi kucjora (4e). Beixox 3.08 r (86%), opan-
JKeBble KpucCTamibl, T. wi. 170-172°C. UK cmekrp,
v, eml: 2204 (CN), 3200 (NH). Cnekrp SIMP 'H
(AMCO-dy), 8, m. a.: 1.82 m (4H, CH,), 2.52 m (2H,
CH,), 2.66 m (2H, CH,), 6.60 ¢ (1H, C=CH), 7.26 m
(1H, Hy,), 8.01 m (1H, H,,), 8.04 m (1H, H,,), 11.82
¢ (1H, NH). Cnextp SIMP 3C (JIMCO-dy), 8¢, M. 1.:
21.3, 22.2, 23.6, 24.9, 97.5, 111.1, 113.9, 129.5,
130.0, 133.2,135.5,136.0, 139.8, 146.7, 154.7, 162.2,
162.5. Haiineno, %: C 56.95; H3.97; N 7.80; S 17.93.
Cy7H4N,05S,. Boraucneno, %: C 56.97; H 3.94; N
7.82; S 17.89.

4-(4-Metundenun)-4-oxco-2-[(3-unano-4,5-1u-
METHJITHEH-2-UJ1)aMHHO|0yT-2-eHOBasi ~ KHUCJIOTA
(4:x). Boixon 2.69 1 (79%), opaHXeBble KPUCTAILIBI,
T. 1. 165-166°C. UK cnextp, v, cm ' 2223 (CN),
3204 (NH). Cnekrp SIMP 'H (CDCl;), 8, M. a.: 2.29
¢ (3H, CH3), 2.44 c (3H, CHj3), 2.47 ¢ (3H, CHy),
6.94 ¢ (1H, C=CH), 7.34 m (2H, H,,), 7.90 m (2H,
H,,), 9.03 ¢ (1H, NH). Cnexrp SIMP '*C (CDCI,),
Oc, M. 12 121, 12,7, 21.2, 96.9, 106.1, 112.4, 128.4,
129.2,129.7,132.0, 133.8, 142.6, 145.0, 147.5, 161.2,
189.7. Hatineno, %: C 63.54; H 4.77; N 8.20; S 9.45.
CygH6N,0O5S. Boruucneno, %: C 63.51; H 4.74; N
8.23;S9.42.

O0mass MeToAMKA CHHTe3a 3-THEHMJIMMHHO-
3H-¢pypan-2-onoB Sa—xk. Pactop 0.001 monp kuc-
JOTHI 4a—K B 8 MJI TIPOITMOHOBOTO AHTHUIPHIIA MEI-
JneHHo HarpeBanu 10 140°C u nepemenvBanu B Te-
genue 60 muH. IlomydeHHBIH pacTBOp OXJaKIauu,
0CaJloK OT(QHIBTPOBBIBAIN, TPOMBIBATH OC3BOJHBIM
JIUATHIIOBBIM 3(DHPOM U CYIIIHIIH.

Hurpun 2-[(2-okco-5-penundpypan-3(2H)-
ujaujgen)amuno|-4,5,6,7-rerparuapodenso[b]-
THOGeH-3-Kap0oHOBOii KHCJI0TBI (5a). Brixon
0.30 Tt (90%), xpacHbIe KpUCTAIIIHL, T. 1. 216-217°C
(tomyon). MK cniektp, v, cM~': 1799 (CO), 2217 (CN).
Crextp SIMP 'H (IMCO-dy), 8, m. 1.: 1.86 m (4H,
CH,), 2.68 m (2H, CH,), 2.84 m (2H, CH,), 7.29 ¢
(1H, H,,), 7.51 m (2H, H,,), 7.68 m (1H, H,,), 8.05
M (2H, H,,). Cextp SIMP 3C (JIMCO-dy), ¢, M. 1.:
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21.3, 22.3, 23.7, 25.0, 98.8, 107.2, 113.6, 126.6,
127.1,128.6,129.2,133.5, 136.3, 140.4, 154.4, 162.2,
167.6. Hatineno, %: C 68.23; H 4.20; N 8.35; S 9.57.
CyoH4N,O,S. Boruucneno, %: C 68.25; H 4.22; N
8.38; S 9.59.

Hurpun2-[(5-(4-meTokcudennn)-2-okcodypaH-
3(2H)-naunen)amunol-4,5,6,7-rerparnapooen3o-
[b]THO(DeH-3-kapOoHOBOH KHCIOTHI (50). Brixon
0.27 r (74 %), xpacHble KpucTaUIbl, T. 1. 238-239°C
(tomyomn). UK cnektp, v, eM™': 1799 (CO), 2211 (CN).
Cnektp IMP 'H (IMCO-dy), §, m. 1.: 1.86 m (4H,
CH,), 2.67 m (2H, CH,), 2.83 m (2H, CH,), 3.93 ¢
(3H, OCHy), 7.16 ¢ (1H, H,,), 7.17 M (2H, H,,), 8.04
M (2H, H,,). Haiineno, %: C 65.90; H 4.40; N 7.68; S
8.82. CyoH 4N,05S. Brruucieno, %: C 65.92; H 4.43;
N 7.69; S 8.80.

Hutrpua 2-[(5-(4-meTuindennn)-2-oxkcodypan-
3(2H)-nauaen)amunol-4,5,6,7-rerparnapooen3o-
[b]THODeH-3-kapOoHOBOH KHCA0TBHI (5B). BhIxon
0.30 r (85%), xpacHbIe kpucTamIbL, T. 1. 230-232°C
(tomyon). MK cnektp, v, cm~': 1802 (CO), 2209 (CN).
Cnektp IMP 'H (IMCO-dy), §, m. n.: 1.87 m (4H,
CH,), 2.45 ¢ (3H, CHy), 2.67 m (2H, CH,), 2.84 m
(2H, CH,), 7.22 ¢ (1H, H,,), 7.42 m (2H, Hy,,), 7.95
M (2H, H,,). Haiizeno, %: C 68.99; H 4.60; N 8.07; S
9.22. C,oH(N,O,S. Beruucneno, %: C 68.95; H 4.63;
N 8.04; S 9.20.

Hutpun  2-[(2-okco-5-(4-xsi0pdenni)dypan-
3(2H)-nauagen)amunol-4,5,6,7-rerparnapooden3o-
[b]THODen-3-kapOoHOBOH KuEA0THI (5T). BhIXOT
0.34 1 (92%), TeMHO-KpacHBIE KpPHUCTAJIBI, T. TLI.
239-240°C (tonyon). UK cnektp, v, cM™': 1796 (CO),
2220 (CN). Cnektp SIMP 'H (JIMCO-dy), 8, m. 1.
1.85 m (4H, CH,), 2.68 m (2H, CH,), 2.85 m (2H,
CH,), 7.34 ¢ (1H, H,,), 7.66 m (2H, H,,), 8.07 m (2H,
H,,). Haiineno, %: C 61.88; H 3.53; N 7.62; S 8.69.
C,9H;5CIN,O,S. Boraucneno, %: C 61.87; H 3.55; N
7.60; S 8.69.

Hurtpua 2-[(5-(napranun-1-um)-2-oxkcodypan-
3(2H)-naugen)amunol-4,5,6,7-rerparnapooen3o-
[b]THODen-3-kapOoHOBOH KHCA0THI (51). Bhixon
0.32 1 (84%), TeMHO-KpacHBIE KPUCTAJLIEI, T. TIT. 244—
246°C (tonyon). UK crektp, v, cM™': 1806 (CO), 2218
(CN). Cnexkrp SIMP 'H (JIMCO-dy), 8, m. 1.: 1.86 M
(4H, CH,), 2.68 m (2H, CH,), 2.83 m (2H, CH,), 7.13
c (1H, Hy,), 7.68 m (3H, H,,), 8.08 m (1H, Hy,,), 8.14
M (1H, Hy,), 8.22 m (1H, H,,), 8.44 m (1H, H,,). Haii-
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neHo, %: 71.81; H4.23; N 7.32; S 8.30. C,3H,(N,O,S.
Brraucneno, %: C 71.86; H 4.20; N 7.29; S 8.34.

Hurtpun 2-[(2-0kco-5-(Tuoden-2-na)pypan-
3(2H)-naugen)amuno]-4,5,6,7-rerparuapooeH3o-
[b]THO(pen-3-kapOoHoBoii Kuca0THI (5€). Brixon
0.31 1 (90 %), xpacHble KpUCTAJIBL, T. 1. 226—-227°C
(tomyon). MK cniektp, v, cm~': 1787 (CO), 2214 (CN).
Cnextp SIMP 'H (IMCO-dy), 8, m. 1.: 1.88 m (4H,
CH,), 2.68 m (2H, CH,), 2.84 m (2H, CH,), 7.12 ¢
(1H, H,,), 7.39 m (1H, H,,), 8.14 m (1H, H,,), 8.18
M (1H, H,,). Crextp SIMP 3C (JIMCO-dy), ¢, M. 1.:
21.3, 22.3, 23.7, 249, 974, 1114, 113.6, 129.5,
129.8, 133.0, 135.3, 136.0, 139.6, 146.4, 154.6, 162.0,
162.5. Haiineno, %: C 59.97; H 3.52; N 8.20; S 18.87.
Cy7H,N,0,S,. Boruucneno, %: C 59.98; H 3.55; N
8.23; S 18.84.

Hutpun 4,5-numernn-2-[(5-(4-meTwiadeHn)-
2-oxkcodpypan-3(2H)-unuaen)aMmuuo|Tuoden-
3-xkap06oHoBO# KHcI0THI (5:k). Berxon 0.28 T (86%),
KpacHble KpHCTabl, T. . 233-235°C (tomyoun). UK
cextp, v, cMm': 1803 (CO), 2219 (CN). Cnextp SIMP
"H (IMCO-dy), &, m. a.: 2.25 ¢ (3H, CH;), 2.44 ¢
(3H, CH;), 2.48 ¢ (3H, CH3), 7.27 ¢ (1H, Hy,), 7.44 m
(2H, H,,), 7.98 M (2H, H,,). Haiineno, %: C 67.03; H
4.36; N 8.65; S 9.98. C,gH4N,0,S. Boruncneno, %: C
67.06; H 4.38; N 8.69; S 9.94.
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4-(Het)Aryl-4-oxo-2-thienylaminobut-2-enoic Acids Containing
Nitrile Group in the Thiophene Ring
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A method for the synthesis of substituted 4- (het) aryl-4-oxo-2-thienylaminobut-2-enoic acids containing a
nitrile substituent in the thiophene ring was proposed. Intramolecular cyclization of the obtained compounds in
the presence of propionic anhydride leads to the formation of new substituted 3-thienylimino-3 H-furan-2-ones.

Keywords: Gewald thiophenes, 2,4-dioxobutanoic acids, 3-(thiophen-2-yl)iminofuran-2(3H)-one
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