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BzaumopeiictBueM 2-uMHHO-2,5-murunpodypa-3-kapOoKcaMiuI0B ¢ THOCEMHKapOasuaoM B cpeje JIeAsHOH
YKCYCHOM KHCIIOTBI CHHTE3MPOBaHBI WX HOBBIC NPOHM3BOAHBIC, COJEpXKAIIME OCTAaTOK THOMOYEBHHBI. [lanee
CHHTE3MPOBaHHbIE N-3aMEIIeHHbIE MMHHOAUTHAPO(YpaHbl, BCTyNas BO B3aUMOJEHCTBHE C 3THWIOBBIM 3(HPOM
XJIOPYKCYCHOM KHCIIOTBI, TPEBPANIalOTCS B HOBBIC MPOW3BOJHBIE HWMHHOIUTHAPOQYPAHOB, COAEpIKAIIHe
OKCOTHa30IMIUHWINIEHOBOE KOJIbII0. PaspaboTaHHble METO/IBI OTKPBIBAIOT HOBBIE MTOJXO/IbI K CHHTE3Yy CHCTEM,
CoJIeprKaIuX KIMUHOAUTUAPO(DYPaHOBBIE, THOMOYEBUHHBIE H OKCOTHA30IMIMHUIIUICHOBBIE (PparMeHThI.

KaroueBble ciaoBa: 2-uMuno-2,5-auruapodypan-3-kapOokcaMul, THOCEMUKApOa3u, apOMaTHYECKUI 3aMeCTH-
TeJIb, OCTATOK THOMOYEBHHBI, N-3aMelIeHHbIE UMUHOIMTHAPO]YpaHbl, OKCOTHA30JINANHIIHICHOBOE KOJIBIIO.
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W3BecTHO, 4TO COEAMHEHHS, COJEpXKalie 2-0KCOo-
2,5-nurunpodypaHoBOe KOJBIIO, KaK MPUPOIHOTO, TaK
U CHUHTETHYECKOTO MPOUCXOXJICHHS, O0IaNaroT IIH-
POKHUM CHEKTPOM IMPAKTHUCCKUX CBOﬁCTB, N3 KOTOPBIX
HauOoJiee IIEHHBIM SIBJISCTCS IPOSBIsSEMas HWMHU
Pa3HOCTOPOHHSS OHONOTHYECKash AKTUBHOCTh — aHTH-
OakTepHasbHAsI, aHTHOMOTHICCKAs, IPOTHBOBUPYCHAS,
KaHmepoynTHdeckast u T.4. [1, 2].

Kak BuaHo u3 cTpoeHHs 2-UMHHO-2,5-TUTHUAPO-
(bypaHOB, OHU SIBIISIOTCS a30TCOAEPKALIMMH aHAaJIOora-
MH 2-0KC0-2,5-muruipodypaHoB. YUHUTBIBas, 4TO a30T-
coJieprKalllie aHAJIOTH Pa3lIUYHBIX KHUCIOPOACOAEpKa-
muX OMOAKTUBHBIX COCOMHEHHH 4YacTo 00JanaroT He
MeHee IIEHHbBIMU CBOMCTBaMH, B TIOCIIETHHUE TOIbI HHTEH-
CHUBHO M3y4YaJHCh CHUHTE3, CTPYKTypa M peakIHMOHHas
CHOCOOHOCTD 2-UMHHO-2,5-auruapodypanos [3—10].

N3BecTHO Takke, YTO MPOU3BOJHBIE THOMOYEBUHBI
MMEIOT IICHHBIE (apMaKOJIOTUUECKHE CBONCTBA U
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HaxoJSAT MPUMEHEHHE KaK aHTmdmuiaentuaeckue [11],
anTunuadbernyeckue [12], xannepomutuueckue [13],
MPOTUBOTYOEpKye3nbie [14] W npyrue TepamneBTH-
YECKU aKTHBHBIE areHTHI.

CrnenoBaTrenbHO, COYETAaHHE CEPOCOAEpIKaIIUX
(parMeHTOB ¢ MMHUHOIUTHUAPOQYPAHOBBIM KOJBLIOM
MOXET INPHUBECTH WM K IOBBIIICHHUIO AaKTUBHOCTU
BBIIIEYTIOMSHYTBIX ~OHOJOTMYECKUX CBOICTB WU
MOSIBIIGHUIO HOBBIX.

B mponomkeHne MPOBOJUMBIX CHCTEMAaTHYECKUX
WCCIIEJIOBAaHMH B JaHHOW paboTe OCYyIIEeCTBICHO
B3aUMOJCHCTBUE 2-MMHHO-4-MEeTHII-5,5-nuankui-2,5-
muruapodypaH-3-kapookcaMuoB [3] ¢ THOCEMHUKap-
6aszumom. CuHTe3upoBaHHBIC 2-N-3aMEICHHBIC UMU-
HOOUTUAPOQYpaHbl KOHJICHCHUPYIOTCS C O3THIIOBBIM
3$HUPOM XJIOPYKCYCHOM KHCJIOTHI, MPUBOAS K HOBBIM
IPOM3BOJAHBIM HEHACBHIIICHHBIX Y-HMHHOJIAKTOHOB,
coJepKalluX OKCOTHA30IUIMHUINICHOBOE KOJIBLIO.
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CxeMma 1.

O NH, S

HyC . HN. PR CH,COOH S
NH N” "NH, JQ
H
Rl O NH2
R,
la-c 2a-¢

R' =R%=CHj; (a); R' = CH;, R® = C,Hs (b); R', R? = —(CH,)s— ().

Kak mokazanu mpoBeseHHbIE HAMH UCCIIEAOBaHUS,
B3aMMO/ICUCTBUE TPOU3BOJIHBIX 2-UMUHO-4-METHUII-2,5-
muruapodypan-3-kapookcamuga la—¢ ¢ THOCEMUKap-
0a3uoM, B3STHIX B SKBHUMOJIAPHOM COOTHOIICHWU B
cpejie JIeASTHOM YKCYCHOM KHCIIOTHI B TeueHue 6—7 4
IIpM KOMHATHOM TeMIlepaType NpHUBOAUT K N-3ame-
IICHHBIM HMMHHOIUTHIPO(QYpaHaM, COACPKAIIUM B
CBOEM COCTaB€ OCTaTOK THOMOYEBHHBI — 2-(2-Kap-
0aMOTHOMIITHPA30HO)-2,5-nuruapodypan-3-kapOok-
caMuael 2a—¢ ¢ BBICOKMMHU BbIxogamu (87-90%)
(cxema 1).

[Tomygyennsle N-3aMelnieHHbIE WUMHUHOIAUTHAPODY-
paHbl 2a—c¢ Jaiee BCTYHarOT BO B3aMMOJEWUCTBUE C
STUIOBBIM 3(UPOM XJIOPYKCYCHOH KHCIOTHI B TIPH-
CyTCTBMHM ameraTa HATpus, B3ATBIX B MOISIPHOM
cootHomernu 1:1.5:3 B cpeme abCONIOTHOTO ATaHOJA
npu kunsueHuu B TedeHue 10-12 u. B pesynbpraTe
peakuy OBUIM TIONly9E€HBI HOBBIE TIPOHM3BOJHBIC
UMHUHOIUTUAPO(YPaHOB, colepXkaliie OKCOTHA30IH-
JTUHWINACHOBOE KONBLO — 2-[(4-0KCOTHA30JIUIUH-2-
WIUACH ))THpa3oHo |-2,5-murunpodypan-3-kapOokca-
MUJBI 3a—C ¢ BEICOKMMH Bbixoaami (82—87%) (cxema 2).

CtpoeHne CHHTE3WPOBAHHBIX COCAMHCHHNA 2a—C U
3a—c jgokasano UK u SIMP (‘H u "°C) CIIEKTPaJIbHBIMU
METOJaMH U JICMEHTHBIM aHATH30M.

Cunre3 coequHeHuii 2a—c (obwas memoouxa).
Cmech 2.5 MMOIb HEHACHIIICHHOT'O Y-UMHUHOJAKTOHA
la—c, 2.5 MMoONb THOCEMHKApOa3naa U 5 MIT JeISTHOM

YKCYCHOHM KHUCJIOTHI NEepeMEUINBaIN B TeueHUue 6—7 4
MpyU KOMHATHOW TemmepaType. PeakilmoHHYIO cMmech
OXJIaXKJalIK, J00aBISUIM BOLY, BBIACTHMBILHUICS OCATOK
OT(UIBTPOBBIBANIN, IPOMBIBAJIN BOJOH, IEPEKPUCTAI-
JIM30BBIBAJIM U3 BOJBI.

2-(2-Kapb6amoTnonjaruapa3ono)-4,5,5-tpume-
THJI-2,5-quruapodypan-3-kapooxcamun (2a). Beixon
89%, Ry 0.55, t.n. 245-246°C. Cnextp SIMP 'H
(IMCO-ds—CCly, 1:3), 8, m.1.: 1.45 ¢ (6H, 2CHj),
2.40 ¢ (3H, CH3), 7.18 yurc (1H) u 8.48 yurc (1H,
CONH,), 7.62 yurc (1H, NH), 7.87 yur.c (1H) u 7.91
yur.c (2H, CSNH,). Crektp SIMP °C, §, m.1.: 12.02
(CH3), 24.32 (2CHj3), 91.16 (C°), 117.69 (C?), 151.51
(C?), 160.96 (C*, 168.03 (C=S), 176.42 (C=0).
Haiineno, %: C 44.90; H 6.11; N 23.40; S 13.51.
CoH4N4O,S. Brrumcneno, %: C 44.61; H 5.82; N
23.12; S 13.23.

2-(2-Kapb6aMoTHOWJITHAPA30HO)-5-3THI-4,5-11-
MeTuaI-2,5-iuruapodypan-3-kapooxkcamun  (2b).
Brixon 90%, Ry 0.54, .. 231-233°C. Cnextp SIMP
'H (IMCO-d¢—CCly, 1:3), 8, m.a: 0.79 T (3H,
CH,CHs, J 7.4 T), 1.49 ¢ (3H, CH3), 1.79 a.x (1H,
CH,CHs;, J 14.5, 7.4 Tu), 1.94 nx (1H, CH,CH;, J
14.5, 7.4 T'n), 2.30 ¢ (3H, CH;), 7.18 ym.c (1H) u 8.48
ym.c (1H, CONH,), 7.62 ym.c (1H, NH), 7.87 ymr.c
(1H) u 7.91 ymc (2H, CSNH,). Cnektp SIMP °C, §,
M.I.: 6.94 (CHj;), 12.10 (CHj), 23.25 (CH,), 29.55
(CH3), 93.61 (C°), 119,07 (C’), 151,93 (C?), 160,85

Cxema 2.
O NH, o
S . CHy C// CH;COONa  H3C HN
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R' =R?=CHj; (a); R' = CH;, R? = C,Hs (b); R', R? = <(CH,)s— (¢).
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(C4), 166.70 (C=S), 176.46 (C=0). Haiineno, %: C
46.99; H 6.36; N 21.97; S 12.86. C;oH4N4O,S. BrI-
yucneno, %: C 46.86; H 6.29; N 21.86; S 12.51.

2-(2-Kap6amoTHOUJATHAPA30HO)-4-MeTHI-5,5-
neHTaMeTuJieH-2,5-1uruapodypan-3-kapooxcamus
(2¢). Boixon 87%, Ry 0.52, .. 265-266°C. Cuektp
SAMP 'H (IMCO-d¢—CCl,, 1:3), 8, m.a.: 1.27 m (1H),
1.47 m (2H) u 1.58-1.82 M [7H, (CH,)s], 2.35 ¢ (3H,
CH,), 7.18 yur.c (1H) u 8.48 ym.c (1H, CONH,), 7.62
ym.c (1H, NH), 7.87 ym.c (1H) m 7.91 ym.c (2H,
CSNH,). Cniextp SIMP C, §, m.x1.: 12.34 (CH3), 20.96
(2CH,), 23.91 (CH,), 32.39 (2CH,), 92.61 (C’), 117.99
(CY), 151.59 (C?), 161.23 (C*), 168.08 (C=S), 176.45
(C=0). Haiineno, %: C 51.36; H 6.75; N19.99; S
11.78. C,H 1sN4O,S. Boruuciaeno, %: C 51.04; H 6.43;
N19.84; S 11.36.

Cunre3 coequHenuii 3a—c (ob6was memoouxa). K
cMmecu 4 MMonb coenuHeHus 2a—c, 0.74 r (12 MMoib)
arnerara HaTpus U 10 M abconmoTHOTO 3TaHoNa 100aB-
nom 0.65 M (6 MMOJIB) 3THIIOBOTO 3(Hpa XIJIOp-
YKCYCHON KHCHOTHL. CMech KMIATWIM B TedeHue 10—
12 4. PeaknmoHHYIO CMeECh OXJaXKIalH, JIOOAaBISITH
BOJY, MepeMeInBaIA 15 MUH, 0CaoK OT(HHUIBTPOBHI-
BaJi, MIPOMBIBATIN BOJIOM, MEPEKPUCTAIIN30BBIBAIIN U3
BOJIBL.

4,5,5-Tpumern-2-[(4-okcoTHA30IMIUH-2-HITH-
JAeH)ruapasonol-2,5-nuruapodypan-3-kapookca-
mua (3a). Beixon 85%, Ry 0.59, t.m. 319-321°C. UK
crekTp, v, cM 't 3362 (NH), 3194 (NH), 2731 (NH),
1762 (C=0), 1720 (C=0), 1663 (C=C), 1616 (C=N).
Criextp SIMP 'H (JIMCO-ds—CCly, 1:3), 8, m.1.: 1.45 ¢
(6H, 2CHj3), 2.38 ¢ (2H, CH3;), 3.75 ¢ (2H, CH,), 7.41
ymr.c (1H) u 8.16 ym.c (1H, NH,;), 11.69 ¢ (1H, NH).
Crextp IMP °C, 8, m.x.: 11.91 (2CH;), 24.29 (S—
CH,), 32.95 (CH3), 90.52 (C°), 118.46 (C’), 159.02
(C%, 160.14 (C=N), 161.86 (C%), 169.04 (C=0),
172.54 (C=0). Haiineno, %: C 47.08; H 5.34; N 20.04;
S 11.78. C;;H14N4O3S. Brraucieno, %: C 46.80; H
5.00; N19.84; S 11.36.

5-91tun-4,5-pumern-2-[(4-okcoTHazoNuaANH-2-
WINAEeH)rMapa3ono|-2,5-muruapodypan-3-kapookca-
mua (3b). Beixoa 87%, Ry 0.57, T.mu1. 274-276°C. UK
criektp, v, cM 't 3362 (NH), 3194 (NH), 2731(NH),
1762 (C=0), 1720 (C=0), 1663 (C=C), 1616 (C=N).
Cuextp AMP 'H (IMCO-ds—CCly, 1:3), 0, m.1.: 0.75 T
(3H, CH,CHs;, J 7.3 Tm), 1.44 ¢ (3H, CHj3), 1.78 a.x
(1H, CH,CHs;, J 14.6, 7.3 T'n), 1.94 n.x (1H, CH,CHjs,
J 14.6, 7.3I'n), 2.31 ¢ (2H, CHj;), 3.74 ¢ (2H, CH,),
7.41 ymur.c (1H) u 8.18 ym.c (1H, NH,), 11.69 ¢ (1H,
NH). Cnektp SIMP “C, §, m.1.: 6.92 (CHs), 11.99

(CHs), 23.27 (CH,), 29.64 (CHs), 32.64(S—CH,), 92.88
(C%), 119.94 (C%), 159.06 (C%), 160.56 (C*), 161.73
(C=S), 167.52 (C=0), 176.45 (C=0). Haiineno, %: C
48.98; H 5.89; N 19.07; S 11.21. C1,H,¢N.OsS. Bri-
qucneno, %: C 48.64; H 5.44; N 18.91; S 10.82.

4-MeTnJj-5,5-neHrameTrusieH-2-[(4-okcoTuazoiu-
AMH-2-WJINAeH)TuApa3ono]-2,5-quruapodypan-3-
kapooxkcamua (3c). Beixon 82%, Ry 0.55, T.aut. 268—
270°C. UK crektp, v, cM ' 3362 (NH), 3194 (NH),
2731 (NH), 1762 (C=0), 1720 (C=0), 1663 (C=C),
1616 (C=N). Criektp SIMP 'H (JIMCO-ds—CCly, 1:3),
o, m.a.: 1.27 m (1H), 1.47 m (2H) u 1.58-1.82 m [7H,
(CHy)s], 2.38 ¢ (3H, CH3), 3.75 ¢ (2H, CH,), 7,41 ym1.c
(1H) m 8.18 ymc (1H, NH,), 11.68 ¢ (1H, NH).
Crektp SIMP °C, &, m.x.: 21.4 (2CH,), 23.8 (CH,),
32.3 (2CH,), 24.30 (S—CH,), 32.96 (CHj3), 90.52 (C°),
118.46 (C%), 159.02 (C*), 160.14 (C=N), 161.86 (C?),
169.04 (C=0), 172.54(C=0). Haiineno, %: C 55.05; H
6.14; N 18.38; S 10.72. C14HsN4O;S. Brraucneno, %:
C 54.88; H5.92; N 18.29; S 10.47.

Crnexrpst SIMP 'H u °C cunresupoanHbIX coefu-
HEHWI CHATHI Ha criekTpoMmeTpe Varian Mercury-300
(300 MI'my), BuyTpennuii crangapt — TMC. Yucroty
CHHTE3UPOBAHHBIX COCITUHEHUI KOHTPOJIHPOBATIH Me-
togoM TCX nHa mactuakax Silufol UV-254 B cucreme
AMIOEHTOB areToH:0eH30m (1:2), mposBIIeHNEe MMapamMu
nona. Temmeparypbl IUTaBIEHHUS OIpPENESUIMCh Ha
npudope Electrothermal 9100.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBIAIOT 00 OTCYTCTBHH KOH(IIMKTA
WHTEPECOB.
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Synthesis of New 2-NV-Substituted-2,5-dihydrofuran-
3-carboxamides, Containing Thiourea Residue
and Oxothiazolidinylidene Ring
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New derivatives

of 2-imino-2,5-dihydrofuran-3-carboxamides,

containing thiourea residue have been

synthesized by the interaction of 2-imino-2,5-dihydrofuran-3-carboxamides with thiosemicarbazide in glacial
acetic acid. Next, the synthesized N-substituted iminodihydrofurans have been condensed with ethyl
chloroacetate afforded new derivatives of iminodihydrofurans, containing oxothiazolidinylidene ring. These
methods open up new approaches to synthesize new systems containing iminodihydrofuran, thiourea and

oxothiazolidinylidene fragments.

Keywords: 2-imino-2,5-dihydrofuran-3-carboxamide, thiosemicarbazide, aromatic substituent, thiourea residue,

N-substituted iminodihydrofurans, oxo-thiazole-dinylidene ring
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