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Onnoit n3 ¢QyHIaMeHTaNbHBIX 3alad OpraHuye-
CKOM XUMHH SIBJISIETCS CUHTE3 HOBBIX COEIMHEHUH,
HMMEIOLINX NMPaKTHUeCKOoe IPUMEHEHHE, B TOM YHCIIe B
KadyecTBe (papMareBTHYECKUX MpernaparoB. biaroxaps
HQJINYMIO HECKOJIBKUX BO3MOKHBIX LIEHTPOB AJIs HY-
KJIeo(MIBHON aTakyu B MOJIEKyJaX 3-UMHHO(IHIpPa30-
HO)-3H-(bypaH-2-0HOB, 3TH COEIWHEHHUS IO3BOISIOT
[10JTy4aTh Ha CBOEH OCHOBE PA3JINYHbIE AlIUKINYECKUE
U TeTepOlMKINYEeCKHe CTPYKTypsl [1-7]. OTu peak-
UM YacTO MPOTEKAIOT C COXpaHeHHWeM (parMeHTa
2,4-TMOKCOOYTaHOBOM KHCIIOTHI, HMEIOIICH MHUPOKOE
MIPIMEHEHHUE B 00JIaCTH MEAMIIMHCKON XuMuu [8—12].
B 10 xe Bpemsi (parmenT amuHotruodeHa l'epanpaa
OoOHapykeH B MHOTOYHMCIICHHBIX OHOJIOTUYECKU aK-
TUBHBIX M NMPHUPOIHBIX coennHeHusx [13—16], a BBe-
JieHne Takoro gapmakodopHoro parMeHTa B CTPYyK-
Typy 3-umMuHO-3H-pypaH-2-0HOB SBIISIECTCS Ba)KHBIM
C TOYKH 3pEHUS IIOMCKA MMOTEHIMAIBHON OHnooruye-
CKOI aKTMBHOCTH.

Panee nHamMu ObUT TpEeNIOKEH MPOCTOH CIOCOO
MOJTYYEHUs psifia STHUIOBBIX dPHUPOB 2-[S-apni-2-0K-
codypan-3(2H)-ununenamuto |-4,5,6,7-TeTparuapo-
6en3o[b]Trodhen-3-kapOOHOBBIX  KHCIIOT  BHYTpPH-
MOJICKYJSIpHOM — mukmm3anueir  (£)-4-apui-4-ox-
co-2-{3-(3TokcukapOonumn)-4,5,6,7-reTparuapoOeH-
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30[h]THOdheH-2-n1aMuHO } OyT-2-€HOBBIX KHCIIOT TOJ
JIEHCTBHEM YKCyCcHOro aHruapuzaa [17] Ha ocHOBe
MOJICJIBHOTO 3TWIIOBOTO 3upa 2-amuHO-4,5,6,7-Te-
TparuapodeH3o0[b|tuodeH-3-kapOOHOBON KUCIIOTHI, a
TaKKe U3y4eH psijl UX XUMHUYECKUX cBOMCTB [18-20].

B npennoxenHoil padore HaMU MPOJOKEHBI HC-
CJIEZIOBaHMSI B JIAHHOW 00JAacTH W M3ydeHa BO3MOXK-
HOCTh MOAM(UKAIMH CTPYKTYPBI KaK B 5 MOJOKESHHN
(hypaHOBOTO KOJIbBIIA, TAK U B THO(PEHOBOM 3aMECTH-
Tesne. belna uccienoBaHa BO3MOMKHOCTh BBEIEHHS
TeTepOIUKINYECKUX 3amecTurenel R B ¢ypanoBom
KOJIbLIE Ha MpHUMEpe THO(EH-2-MIbHOro (hparMeHTa.
s yBenmuueHHsT BO3MOXHOTO pa3zHooOpa3us ObLIH
MOJy4YeHbl 3-TUCHWIMMUHO-3H-pypaH-2-0HBI, CO-
JepKalie HEeCUMMETpPHUYHblE —anudaTHudecKue |
apoMaTHYeCKUe 3aMEeCTUTENH B MoNokeHusXx R? u
R3 THOdeHOBOro Konblia, a TakKe I'MAPUPOBAHHBIE
IUKINYECKHUE MSATH-, CEMH- U BOCBMUYICHHBIE KOJIb-
na (R>+R%).

BryTpruMonekysspHas MUKIN3aNUs 3aMEIIeHHBIX
4-(ret)apuin-4-o0kco-2-THCHUIAMUHOOY T-2-CHOBBIX
KHCJIOT 3a—M NPOTEKAET NPU MEUICHHOM HarpeBaHUU
10 140°C B yKCYCHOM WJIM IPOIMOHOBOM AHTUIPUJIE
npu iepemenuBanny B Tederne 20—60 muH (cxema 1).
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Cxema 1.
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R! = Ph (1a), 4-CH;CH, (16), 4-CH,0CgH, (18), 4-C,HsOCH, (1r), 4-CICgH, (11), 4-BrCgH, (1e), 2-tnesmn (1);
R2=R3 = Me (2a); R2= Me, R3 = Ph (26); R2 = Ph, R3 = Me (28), H (2r); R2 + R® = —(CH,)s— (211); R2 + R3 = ~(CH,)~
(2¢); R2 + R3 = —(CH,)s— (23); R2 + R = —(CH,)e (23); 3, 4: R = R? = Me, R! = Ph (a), 4-MeOC,H, (6), 4-EtOC,H,
(), 4-CICH, (r); R! = Ph, R2 + R3 = —(CH,)s— (1); R' = 4-MeC¢H,, R2 = Me, R3 = Ph (e); R! = 4-MeOC,H,, R2 =
Ph, R? = Me (%); R! = 4-BrC¢H,, R? = Ph, R? = H (3); R! = 2-tuenun, R? + R? = -(CH,),~ (m); R' = Ph, R? + R® =
~(CH,)s— (K), R! = 4-CH,C¢H,, R? + R = —(CH,)s— (a1); R! = Ph , R2 + R3 = —(CH,)s (m).

Lenessie 3-tueHnnuMuHo-3H-(ypan-2-oHbI 1moyye-
HBI ¢ BeIXogamu 67—87%.

CoennHennst 4a—M OKpallleHHble KpHUCTaJIHye-
CKH€ BEIIECTBa, XOPOILIO PACTBOPUMBIE B XJI0opodhopme,
AMCO, nipu HarpeBaHuu B TOJIYyOJIe, ITAHOJIE U HEpa-
CTBOpHUMEIC B Bojie n anikaHax. B MK cmekrpax dypa-
HOHOB 4a—M TIPUCYTCTBYET 0JI0CA TIOTJIOMIEHNS B 00-
nactu 1788-1812 cM™!, xapakTepHas Juisl BaJEHTHBIX
KOJIcOAHUH JIAKTOHHOUN KapOOHUJIBLHOM TPYIIbI Pypa-
"oBoro 1ukia. I[Tomoca momiomenus B oonactu 1705—
1726 c¢M™' cOOTBETCTByeT BalCHTHBIM KoJeOaHHAM
C=0 cnoxnoa(pupHoii rpynmnsl. B cnekrpax IMP 'H
coeaunenuii 4a—Mm B pactBope IMCO-dy unn CDCl,
OTCYTCTBYIOT CHUTHAJbl IPOTOHA AMHHOTPYIIIbI, Xa-
PaKTEPHOTO I COeTUHEHNI 3a—M, CHHIJIET BUHUIIb-
Horo nporona C*H rereporukia nadmonaercs B 06-
nactu cnaboro nosist. Crekrpsl SIMP 3C ¢ypanonos
4a-1, u—M, 3anmucannbie B pactBope AMCO-d, nnn
CDCl;, xapakTepu3yroTcsi HAIMYMEM CUTHAJOB yIyie-
pomos C? (162.0-164.4 m. 11.), C° (160.6-163.2 m. 1.),
C3 (144.5-146.9 m. 1.) u C* (96.5-98.8 m. 11.). Takxe
B CIIEKTpax OTCYTCTBYIOT curHaibl C=0, xapaktep-
HBI€ JUI UCXOAHBIX OyTEHOBBIX KUCIIOT 3.

Takum o0Opa3om, MokazaHa BO3MOXKHOCTb MOJIH-
(uKauuu CTPYKTYphl 3-TUCHUIMMUHO-3H-(ypaH-2-
OHOB KaK I10 TTOJIOKEHUIO 5 (hypaHOBOTO KOJIbIIA, TAK U
B TUO(ECHOBOM 3aMECTHUTEIIE.

OKCIIEPUMEHTAJIBHA S YACTD

UK crnextpsr 3anucans Ha mpudope PCM-1202 B
BasenuHoBoM Maciie. Criektpsl IMP 'H u 13C 3anu-

canbl Ha ipudope Bruker Avance II1 (400 u 100 MI'1g
cootBeTcTBeHHO) B CDCl; mmun JIMCO-d,. DnemenT-
HBIH aHanu3 BeIMoiHeH Ha mpudope Leco CHNS-932.
XHUMUYECKYI0 YHCTOTY COEIMHEHUH W NpOTEeKaHHe
peakmuii KouTponuposanu Merogqom TCX Ha TUTacTu-
Hax Sorbfil B cucteme Et,0—-6en3on—aneron (10:9:1),
JIETEKTHPOBaHUE TPOBOAWIN B YD cBere W mapamu
nona. TemnepaTypbl IIaBICHUS ONPEENsUTN Ha MPU-
6ope SMP40.

Hcxonnpie 3amenieHHbIe 4-apwii-4-0KCo-2-THCHH-
JTAMHUHOOYT-2-€HOBBIE KHCJIOTHl 3a—M TIOJIYYEHBI 110
Meronuke [21], coenunenus 3a—e, 3, U ONUCAHBI pa-
Hee.

4-(4-Metokcudenni)-4-okco-2-[(5-penunn-3-
(3ToKcuKapOOHUI)THO(DEH-2-HT)aMUHO]OYT-2-
eHoBas kuciaora (3:x). Berxon 3.97 1 (88%), kpacHbie
Kpuctawisl, T. wi. 186—187°C (aranon). UK cnekrp,
v, em: 1674 m (COOEt), 3384 (NH). Cnextp SIMP
'H (AIMCO-dy), 8, m. a.: 0.99 T (3H, CH;CH,0, J =
7.1 I'm), 3.84 ¢ (3H, OCHj;), 4.11 x (2H, CH;CH,0,
J=7.1Tn), 6.59 ¢ (1H, C=CH), 7.00 c (1H, H,,), 7.52
M (9H, H,,), 12.61 ¢ (1H, NH). Haiineno, %: C 63.89;
H 4.65; N 3.13; S 7.06. C,4,H, NOgS. Beruucneno, %:
C 63.85; H4.69; N 3.10; S 7.10.

4-Oxkco-4-penu-2-({3-(3rokcnkapOOHMII)-
5,6,7,8-terparuapo-4H-uuxkaonenralb|tuo-
(pen-2-nn}amMnHo)0yT-2-eHOBas KucjaoTa (3k). Bol-
xon 3.72 r (90%), kpacHbIe KpUCTAIIIBI, T. TUI. 144—
145°C (3ranomn). UK cnextp, v, cm': 1677 m (COOEY),
3216 (NH). Cnektp SIMP 'H (CDCl,), 8, M. 1.: 1.47 T
(3H, CH;CH,0,J=7.1Tn), 1.68 m (2H, CH,), 1.76 m
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(2H, CH,), 1.90 m (2H, CH,), 2.88 m (2H, CH,), 3.11
M (2H, CH,), 4.47 x (2H, CH;CH,0, J="7.1 '), 7.18
¢ (IH, C=CH), 7.55 m (2H, Hy,), 7.64 m (1H, H,,),
8.05M (2H, H,,), 11.83 ¢ (1H, NH). Cnextp IMP 3C
(CDCly), d¢, M. o.: 13.6, 26.2, 27.1, 27.6, 28.7, 31.5,
61.1, 95.6, 120.2, 128.1, 128.4, 133.1, 133.3, 137.0,
139.9, 140.4, 146.2, 161.7, 163.4, 188.9. Haitneno, %:
C 63.90; H 5.64; N 3.37; S 7.73. C5,H,3NO;S. BrI-
yucieno, %: C 63.91; H5.61; N 3.39; S 7.75.

4-(4-MeTuadenun)-4-oxco-2-({3-(3TokcUKap-
00HMJ)-5,6,7,8-TeTparuapo-4 H-nuknonenrtalbl-
THO(eH-2-HJI}AMUHO)0yT-2-eHOBasi KucjaoTa (3.1).
Beixon 3.84 r (92%), kpacHble KpHCTaIbl, T. I
166-167°C (vranon). UK cnektp, v, cm': 1679 m
(COOE), 3327 (NH). Cnextp SIMP 'H (CDCI,), 8,
M. 1.: 1.47 T (3H, CH;CH,0, J="7.1 '), 1.69 M (2H,
CH,), 1.74 m (2H, CH,), 1.92 m (2H, CH,), 2.48 ¢
(3H, CHy), 2.88 m (2H, CH,), 3.12 m (2H, CH,), 4.47
k (2H, CH;CH,0, J = 7.1 I'n), 7.17 ¢ (1H, C=CH),
7.35m (2H, H,,), 7.95 M (2H, H,,), 11.76 ¢ (1H, NH).
Cnextp AMP 13C (CDCly), 6¢, M. 1.2 13.6, 21.2,26.2,
27.1,27.6,28.7,31.5, 61.1,95.7, 120.0, 128.3, 129.2,
133.0, 134.2, 139.8, 140.6, 144.4, 146.0, 161.8, 163.1,
188.5. Hatineno, %: C 64.60; H 5.86; N 3.29; S 7.54.
Cy3H,sNOsS. Beraucneno, %: C 64.62; H 5.89; N
3.28; S 7.50.

4-Okco-4-penna-2-({3-(daTokcuxkapo6o-
HU11)-4,5,6,7,8,9-rekcaruipouukaookralb]ruo-
(en-2-nnjamuno)oyr-2-eHoBass  kucaora  (3m).
Brexon 3.50 r (82%), xpacHble KpUCTAIUIBI, T. IUL
170-171°C (vranon). UK cnektp, v, cM': 1688 m
(COOE), 3203 (NH). Cnextp SIMP 'H (CDCI,), 8,
M. 1.: 1.36 m (2H, CH,), 1.46 T (3H, CH;CH,O0, J =
7.2 T'm), 1.57 m (2H, CH,), 1.73 M (4H, CH,), 2.91 m
(2H, CH,), 3.00 m (2H, CH,), 4.48 x (2H, CH;CH,0,
J=72Tn), 7.19 ¢ (1H, C=CH), 7.55 m (2H, H,,),
7.65m (1H, H,,), 8.07 M (2H, H,,), 12.19 ¢ (1H, NH).
Cnextp AMP 13C (CDCly), 6¢, M. 1.: 13.6, 25.0, 25.1,
25.8,26.6,29.2,31.8, 60.9, 96.1, 118.4, 127.3, 128.1,
128.4,132.0,133.0,137.0, 137.1, 142.9, 145.9, 161.7,
163.5, 189.0. Hatineno, %: C 64.66; H 5.87; N 3.25; S
7.57. C53HysNOsS. Beruncneno, %: C 64.62; H 5.89;
N 3.28; S 7.50.

Cunres 3-tuenniumMnuo-3H-¢pypan-2-oHoB
4a—wm. PactBop 0.01 monb kucnotr 3a—m B 10 (8) M
YKCYCHOTO (TIPOITMOHOBOTO) AaHTHAPHUAA MENJICHHO
HarpeBasin 10 140°C u mepememmBanu B Teuenue 20
(60) mun. [TomydeHHBIN pacTBOP OXJaXKIATH, OCATOK
OT(UIBTPOBBIBAINA ¥ TIPOMBIBAIH OC3BOAHBIM JTUITH-
JIOBBIM 3(pHpOM.
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OtunoBblii  3¢up (E)-4,5-numetnii-2-{[2-ok-
co-5-pennndypaun-3(2H)-nnaujaeH|aMHuHO} THO-
(en-3-kapoonoBoii kucjaorsl (4a). Beixog 2.91 1
(82%), TeMHO-KpacHbIEe KPUCTAILIH, T. 1. 169—-170°C
(tonyom). UK cnektp, v, cM': 1715 (COOELt), 1794
(CO,ur0p)- Criexrp SIMP 'H (IMCO-dy), , m. z1.: 1.31
T (3H, CH;CH,0,/J=6.61'11),2.13 ¢ (3H, CH;),2.44 c
(3H, CH;), 4.31 x (2H, CH;CH,0, J=6.6 '), 7.23 c
(1H, H,,), 7.61 m (3H, Hy,), 8.02 m (2H, Hy,). Criexktp
SIMP 3C (IMCO-dy), 5, m. 1.: 12.1,13.6, 14.1, 60.9,
98.3, 126.6, 126.7, 129.2, 132.5, 132.9, 135.3, 137 .4,
145.2, 146.1, 162.6, 164.1, 165.6. Haiineno, %: C
64.20; H 4.85; N 3.93; S 9.00. C,4oH,;NO,S. Bprunc-
neHo, %: 64.21; H4.82; N 3.94; S 9.02.

runoBblidi 3¢up (E)-4,5-numernna-2-{[5-(4-me-
Tokcupenn)-2-okcopypan-3(2H)-uauged|amu-
HO}THO(DeH-3-Kap0oHOBOH KuCI0THI (40). Brixon
3.34 1 (87%), TeMHO-KpacHbIE KPUCTAJIBL, T. IUL. 172—
173°C (tomyon). UK cnektp, v, cM': 1713 (COOEY),
1798 (CO,ueron)- Chextp SIMP 'H (JIMCO-dy), 6,
M. 1.: 1.31 T (3H, CH;CH,0, J=7.1 T'm), 2.11 ¢ (3H,
CH,), 2.42 ¢ (3H, CH3;), 3.87 ¢ (3H, OCH;), 4.30 k
(2H, CH;CH,0, J="7.1Tn), 7.06 c (1H, H,,), 7.12 m
(2H, Hy,,), 7.96 m (2H, Hy,). Cniekrp SIMP 3C (M-
CO-dy), o¢c, m. 1.: 12.1, 13.5, 14.0, 55.7, 60.8, 96.6,
114.9, 118.9, 128.9, 132.3, 134.4, 136.2, 145.3, 146.5,
162.8, 163.2, 164.2, 165.8. Haiineno, %: 62.30; H
5.00; N 3.66; S 8.32. C,yHyNOsS. Beruncneno, %: C
62.32; H4.97; N 3.63; S 8.32.

OtunoBelii  3pup (E)-4,5-numerni-2-{[5-(4-
stokcudenn)-2-okcopypan-3(2H)-uauges]amu-
HO}THO(deH-3-KapOoHOBOH KHCI0THI (4B). Brixon
3.31 1 (83%), TeMHO-KpacHbIE KPUCTAJUIBL, T. IL1. 168—
169°C (tomyon). UK cnektp, v, cM': 1710 (COOE),
1796 (CO,ueron)- Crextp SIMP 'H (JIMCO-dy), 6,
M. 1.: 1.32  (3H, CH;CH,0, J= 7.1 I'u), 1.38 T (3H,
CH;CH,0, J=6.9TIn), 2.15 ¢ (3H, CH;), 2.44 c (3H,
CH;), 4.19 k (2H, CH;CH,0, J=6.9 I'n), 4.31 x (2H,
CH;CH,0, J=17.1Tm), 7.04 ¢ (1H, Hy,), 7.12 m (2H,
H,,), 7.95 M (2H, H,,). Cniextp SIMP 13C (IMCO-d),
o, m. 1. 12,0, 13.4,13.9, 14.3, 60.6, 63.8, 96.5, 115.5,
118.8,128.9,132.4,133.9, 135.8, 145.7, 146.9, 162.7,
164.1, 166.0. . Hatineno, %: C 63.10; H 5.33; N 3.52;
S 8.05. C,yH¢NOsS. Brruucneno, %: C 63.14; H
5.30; N 3.51; S 8.03.

ItunoBblii dpup (E)-4,5-numerni-2-{[2-okco-
5-(4-xaopdennia)pypan-3(2H)-unuaeH|aMuHO } TH-
oden-3-kapoonHoBoii kuca0Thl (4r). Bexog 3.38 T
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(87%), TEeMHO-KpacHBIE KpHCTAILIBL, T. TUL. 159-161°C
(tonyom). UK cnektp, v, cm': 1705 (COOEt), 1800
(CO,1rom)- Criekrp AMP 'H (IMCO-dy), §, m. 11.: 1.32
T (3H, CH;CH,0,J=7.1Tm),2.13c (3H, CH;),2.44 ¢
(3H, CH;y), 4.32 xk (2H, CH;CH,0,J=7.1Tm), 7.26 ¢
(1H, H,,), 7.63 m (2H, H,,), 8.03 m (2H, H,,). CriexTp
SIMP 3C (IMCO-dy), 8¢, m. 11.: 12.0, 13.7, 14.0, 60.9,
98.8, 125.6, 128.3, 129.3, 132.6, 135.6, 137.5, 137.8,
144.9, 146.0, 162.4, 164.1, 164.4. Haiineno, %: 58.50;
H 4.12; N 3.58; S 8.25. C,oH(,CINO,S. Brraucneno,
%: C 58.54; H4.14; N 3.59; S 8.22.

IOtuaoBbiii  3¢up (E)-2-{[2-okco-5-penunndy-
pau-3(2H)-uanaeH|amMmuno}-5,6-nuruapo-4 H-uu-
Kjonentalb|Tuoden-3-kapooHoBoIi KHCIOTHI (41).
Boeixon 2.72 1 (74%), TeMHO-KpacHblE KpUCTaJLIbI,
1. 1. 187—188°C (tonyon). UK cnextp, v, cM': 1719
(COOEY), 1797 (CO,4r0r)- Criextp SIMP 'H (JIM-
CO-dg), 6, m. 1.: 1.32 T (3H, CH;CH,0, J = 6.9 I'n),
241 m (2H, CH,), 2.93 m (2H, CH,), 3.04 m (2H,
CH,), 4.28 x (2H, CH;CH,0, J=6.9 I'), 7.37 ¢ (1H,
H,,), 7.66 m (3H, H,,), 8.08 m (2H, H,,). Haiineno,
%: C 65.36; H 4.68; N 3.80; S 8.72. C,;H,;7NO,S. BrI-
yucieno, %: C 65.38; H4.66; N 3.81; S 8.73.

ItuwiaoBblii 3¢up (E)-5-mernia-2-{[5-(4-meTna-
dpenuni)-2-okcopypan-3(2H)-uaugeH|aMuHo }-
4-pennintuoden-3-kapooHoBoii  KHCI0THI  (4e).
Breixon 3.31 t (77%), TeMHO-KpacHble KpHCTAJUIBI,
T. mn. 142-143°C (tomyon). UK cnekrp, v, cM '
1721 (COOE), 1801 (CO,,r0n)- Cnexrp SIMP 'H
(IMCO-dy), o, m. n.: 0.97 T (3H, CH;CH,0, J =
6.9 I'n), 2.42 ¢ (3H, CHj;), 2.43 ¢ (3H, CH;), 4.07 x
(2H, CH;CH,0, J = 6.9 T'n), 7.35 m (8H, H,,), 8.05
M (2H, H,,). Haitneno, %: C 69.58; H 4.94; N 3.24; S
7.40. C,5H,;NO,S. Beruucneno, %: C 69.59; H 4.91;
N 3.25; S 7.43.

ItunoBbliid¢pup (E)-4-metna-2-{[5-(4-meTokcu-
dbenni)-2-oxcopypan-3(2H)-unuaeH|aMuno}-5-
(pennarnoden-3-kapooHoBOli  KHCIAOTBI  (4iK).
Breixon 3.20 T (67%), TeMHO-KpacHbIE KpPUCTAJLIBI,
T. 1. 157-160°C (tomyom). UK cmextp, v, cm '
1717 (COOEY), 1803 (CO,4r0n)- Crextp SIMP 'H
(AMCO-dy), o, m. n.: 1.32 T (3H, CH;CH,0, J =
7.1 Tm), 2.28 ¢ (3H, CH;), 3.89 ¢ (3H, OCHj;), 4.33
(2H, CH;CH,0, J=7.1Tn), 7.15m (2H, H,,), 7.27 ¢
(1H, H,,), 7.54 m (5H, H,,), 8.06 M (2H, H,,). Haiine-
HO, %: C 67.11; H4.77; N 3.13; S 7.15. C,5H,NO;S.
Brruucneno, %: C 67.10; H4.73; N 3.13; S 7.17.

OtunoBblii 3pup (E)-2-{[5-(4-0pomdenn)-2-
oxcopypan-3(2H)-unuaen]amuno}-4-peHuaTuo-
(en-3-kapoonoBoii kucaornsl (43). Boixon 3.75 r
(78%), TeMHO-KpacHbIe KPpUCTAILIB, T. 1. 184—-185°C
(tonyomn). MK crmektp, v, cM': 1721 (COOEt), 1812
(CO agron)- Criexrp SIMP 'H (IMCO-d), §, m. 1.: 1.14
T (3H, CH;CH,0, J=7.1T'n), k 4.23 (2H, CH,CH,0,
J=7.1Tm), 7.23 ¢ (1H, H,,), 7.44 m (4H, H,,), 7.83 M
(2H, H,,), 8.04 m (3H, H,,). Haiineno, %: C 57.25; H
3.38; N 2.92; S 6.65. Cy3H,(BrNO,S. Beraucneno, %:
C 57.27; H3.34; N 2.90; S 6.65.

ArunoBblii 3¢pup (E)-2-{[2-0kco-5-(THODEH-2-
wi)dypan-3(2H)-unugen]amuno}-4,5,6,7-rerparu-
apoden3o[b]Tnoden-3-kapooHoBoil KuCJI0THI (41).
Beixon 3.17 r (82%), TeMHO-KpacHbIe KPHUCTAILIbI,
T. 1. 173-174°C (tonyon). UK cnextp, v, cM': 1714
(COOE), 1794 (CO,,ron)- Cnextp SIMP 'H (JIM-
CO-dy), 6, M. a.: 1.42 v 3H, CH;CH,0, J="7.1 I'n),
1.87 m (4H, CH,), 2.76 m (2H, CH,), 2.81 m (2H,
CH,), 4.40 x (2H, CH;CH,0, J=7.1Tm), 6.71 ¢ (1H,
Hyu,), 7.23 M (1H, Hy,), 7.68 M (1H, H,,), 7.74 m (1H,
H,,). Cnextp SIMP *C (IMCO-d), 8¢, m. 1.: 13.7,
21.8,22.3, 24.6, 25.2, 60.6, 96.6, 128.5, 130.0, 130.2,
131.8,131.8,135.6,138.3, 144.5, 148.7, 160.6, 162.0,
163.4. Haiineno, %: C 58.92; H 4.43; N 3.60; S 16.59.
C,9H;7NO,S,. Brruncneno, %: C 58.90; H 4.42; N
3.61; S 16.55.

drunoBblii  3¢up  (E)-2-{[2-0kco-5-penn-
¢ypan-3(2H)-nnunen]|amuno}-5,6,7,8-rerparu-
apo-4H-uukaonenrtalb|Tuoden-3-kapoonoBoii
kucaoThI (4K). Beixon 3.16 T (80%), TeMHO-KpacHbBIe
KpuCTaJIbl, T. TUI. 142-144°C (tomyomn). UK cnexTp,
v, eM ' 1722 (COOEY), 1788 (CO,ueron). CHEKTP
SIMP 'H (CDCly), §, m. a.: 1.32 1 (3H, CH,CH,0,
J=7.1Tn), 1.59 M (2H, CH,), 1.70 m (2H, CH,), 1.84
M (2H, CH,), 2.70 m (2H, CH,), 2.91 M (2H, CH,),
4.32 x (2H, CH;CH,0, J= 7.1 I'n), 7.24 ¢ (1H, Hy,),
7.61 m (3H, Hy,), 8.01 m (2H, Hy,). Cnexrp AMP '*C
(CDCly), &¢c, M. 1.: 14.0, 26.7, 27.3, 27.7, 29.8, 31.3,
61.0, 98.4, 126.6, 126.7, 129.2, 132.8, 136.6, 139.4,
144.4,144.5,144.7,162.6, 164.4, 165.2. Haiineno, %:
C 66.84; H 5.34; N 3.57; S 8.10. C5,H,;NO,S. BbI-
yuciieno, %: C 66.82; H 5.35; N 3.54; S 8.11.

ItunoBblii dpup (E)-2-{|2-okco-5-(MeTuide-
Huia)pypan-3(2H)-naunjaen|amuno}-5,6,7,8-rerpa-
ruapo-4H-uuknonenralb|Tuoden-3-kapooHoBoii
kucaoTsl (441). Berxon 3.52 1 (86%), TeMHO-KpacHbBIE
KpHCTaibl, T. 1. 156-157°C (tomyoxn). UK cmekrp,
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v, eM': 1718 (COOEL), 1798 (CO,4m0n)- CrieKTp
SIMP 'H (CDCly), 8, m. a.: 1.44 T (3H, CH;CH,0, J =
7.1 T), 1.59 m (2H, CH,), 1.70 m (2H, CH,), 1.84
M (2H, CH,), 2.70 m (2H, CH,), 2.91 m (2H, CH,),
4.32 x (2H, CH;CH,0, J="7.1T'n), 7.24 ¢ (1H, Hy,),
7.61 m (3H, H,,), 8.01 m (2H, H,,). Crnextp SIMP
3C (CDCly), §¢, M. a.: 13.8, 21.2, 26.5, 27.2, 27.8,
30.1, 31.6, 61.0, 96.5, 124.1, 125.9, 129.3, 132.9,
134.3, 140.0, 143.2, 144.3, 145.5, 161.8, 162.6, 163.3,
164.4. Haiineno, %: C 67.43; H 5.65; N 3.40; S 7.86.
Cy3H,3NO,S. Beruncneno, %: C 67.46; H 5.66; N
3.42; S 7.83.

IOtwinoBblii  3pup (E)-2-{[2-okco-5-pennndy-
pan-3(2H)-unuaed]amuno}-4,5,6,7,8,9-rexcaru-
JAPOUMKI00KTA[b]THOdEH-3-KAPOOHOBOI KHCJI0THI
(4m). Breixon 3.44 1 (84%), TeMHO-KpacHbIE KpH-
crambl, T. 1. 148-149°C (tomyon). UK cmektp, v,
cm s 1726 (COOE), 1793 (CO,uer0p)- Crickrp SIMP
'H (CDCly), 8, m. 1. 1.36 M (2H, CH,), 1.45 T (3H,
CH,CH,0,J=7.1Tm), 1.54 m (2H, CH,), 1.75 m (4H,
CH,), 2.82 m (2H, CH,), 2.91 m (2H, CH,), 4.45 x
(2H, CH;CH,0, J="7.1Tn), 7.54 ¢ (3H, H,,), 7.87 M
(3H, H,,). Cniextp SIMP '3C (CDCly), 8¢, m. 1.: 13.7,
24.8,25.2,25.3,27.2,29.7, 31.6, 60.8, 125.9, 128.1,
128.4,128.6,131.9,132.0,133.0, 137.0, 137.2, 145.8,
161.6, 163.5, 164.0. Haiineno, %: C 67.49; H 5.65; N
3.40; S 7.84. C»3H,3NO,S. Beraucneno, %: C 67.46;
H 5.66; N 3.42; S 7.83.

®OHJIOBA 1 HOJIJIEPXKKA

Pabora BeImosnHeHa 1py (PUHAHCOBOH MOICPIKKE
Poccuiickoro HayuyHoro ¢onma (mpoekt No 18-73-
00091).

KOH®JIMKT UHTEPECOB

ABTOpBI 3agBIIAIOT 00 OTCYTCTBHH KOH(IHKTa
HWHTEPECOB.
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3-(Thiophen-2-yl)imino-3H-furan-2-ones
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The intramolecular cyclization of substituted 4-oxo-4-(het)aryl-2-(thiophen-2-ylamino)but-2-enoic acids in
the presence of acetic or propionic anhydride afforded a series novel substituted 3-(thiophen-2-yl)iminofuran-

2(3H)-ones.

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