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2-0kco- 1,2-0ucidponipudun-3-kapbonimpunu

AdocnigxeHo B3aemMopgilo uiaHoaueTaHinigise 3 keteHauTioayetanamu B ymoBax peakuii SnVin.
Moka3aHo, wo 2-[6ic(meTuntio)MeTnneH]mManoHoHiTpun ta etnn 3,3-6ic(meTnnTio)-2-yiaHoak-
punat B3aemogilotb 3 CH-kncnoramu 3 yTtBopeHHaM 6-amiHo- a6o 6-rigpokcu-2-okco-1,2-
avrigponipuanH-3-kap6oHiTpunis. lMepeb6ir peakuii yiaHoauetaHinigie 3 3,3-6ic(MeTnnTio)-2-
uiaHoakpunamigom BigbyBaeTbCs B TPbOX KOHKYPYIOYMUX HanpssMkax. Po3po6sieHo MeTo CUHTe3y
1-apun-2-okco-7-tiokco-1,2,7,8-tetparigpo-1,8-HadpTupuanH-3,6-AMkap6oHITPUIIIB HA OCHOBI
6-amiHo-2-okco-1,2-gurigponipnanH-3,5-ankap6oHiTpunis.

SYNTHESIS AND SOME TRANSFORMATIONS OF 1-ARYL-4-METHYLTHIO-2-0XO-1,2-DIHYDRO-
PYRIDINE-3-CARBONITRILES

V.D.Dyachenko, O.S.Bityukova, I.Ye.Dyachenko

The interaction of cyanoacetanilides with ketenedithioacetals in the SnVin conditions has been
investigated. It has been shown that the reaction of 2-(bis(methylthio)methylene)malononitrile
and ethyl 2-cyano-3,3-bis(methylthio)acrylate with CH-acids leads to 6-amino- or 6-hydroxy-2-
oxo-1,2-dihydropyridine-3-carbonitriles formation. The interaction of 2-cyano-3,3-bis(methyl-
thio)acrylamide with cyanoacetanilides takes place in three competitive directions. The easy
synthetic procedure for preparation of 1-aryl-2-oxo-7-thioxo-1,2,7,8-tetrahydro-1,8-naphthy-
ridine-3,6-dicarbonitriles using 6-amino-2-oxo-1,2-dihydropyridine-3-carbonitriles has been
developed.

CUHTE3 U HEKOTOPBbIE TPEBPALLEHUSA 1-APUJT1-4-METUJITUO-2-0OKCO-1,2-ANrnaPOINMNPHU-
AUNH-3-KAPBOHUTPUJ10B

B.4.As4eHko, O.C.ButiokoBa, U.E.[Ja4yeHko

UccneposaHo B3anmogeicTBue ynaHoaueTaHUINagoB C KETeHAUTUOoALeTaIIMU B YCJ/IOBUSIX pe-
akuyunmn SnVin. Moka3aHo, 4To 2-[6uc(MeTUNTNO)MeTUNEeH]MasloHOHNTPUA n 3Tun 3,3-6uc(meTn-
TWO)-2-unaHoakpunat B3aumopgencTByloT ¢ CH-kucnoramm c obpasoBaHuem 6-amMuUHO- WIn
6-rugpokcun-2-okco-1,2-gurugponupmuanH-3-kapo6oHntpunos. Peakynsa 3,3-6uc(meTnnTno)-2-
unaHoakpwiaMmuga c LunaHoayeTaHwingamv rnpoTeKaeT B TPeX KOHKYPUPYIOLLNX HarpaBJieHUSIX.
Pa3pa6oTtaH meton cuHte3a 1-apun-2-okco-7-tnokco-1,2,7,8-tetparugpo-1,8-HadpTupmnamnH-
3,6-AMKkap6oHNTPUIIOB Ha OCHOBe 6-aMUHO-2-0kco-1,2-gurnaponupuanH-3,5-ankap60oHNTPUIOB.

Bimomo, 1mo 2-okco-1,2-mgurigporipuanH-3-Kap-
OOHITPMJIM BiI3HAYAIOTHCS Pi3HOMAHITHOIO 0i0JIOTIv -
HOIO aKTUBHICTIO — IPOTUNYXJIUHHOWO [1], Kapmio-
TOHIYHOIO [2], a TaKOX € iHribiTopamMu docdoaiecTe -
pasu 3 (PDE3) [1]. Came ToMy aKTyaJabHOIO IIpo0JIe-
MO0 € CTBOPEHHS 3pYYHUX Ta e(eKTHUBHUX METOMiB
CUHTEe3Y HOBUX IMOXiTHUX 2-TlipuaoHy. PaHillle Hamu
OyJja BUBYEHA peaklilis HiaHoTioaleTaMiny 3 3,3-0ic(
METUJITIO)-2-1iaHoakpuwiaToM [3] Ta LiaHOCeIeHO-
aretaminy 3 2-[6ic(MeTUATIO)METHIEH |MAaTOHOHITPHU -
JIoM [4], sIKa peati3yeTbcs 3a MexaHi3MoM SNVin [5,
6] i mpuBOAUTHL IO YTBOPeHHS (DYHKIIOHATi30BaHUX
MMiPUANHIB.

I[IpenmeToM maHOi poOOTH CTaIO OOCIIIKEHHS
B3aemomii liaHoaleTaHinigiB la-h 3 2-[6ic(meTu-

Tio)MeTwieH |MajoHoHiTpuiaoM 2 B DMSO y npucyt-
Hocti KOH npu xiMHatHil Temnepartypi. (cxema 1).
IToka3aHo, 1110 B pe3yJIbTaTi L€l peaKllil yTBOPIOIOThCS
3 IPaKTUYHO KiJIbKICHUMU BUXOJAMU HOBi 6-aMiHO-
N-apun-4-metuitio- 1,2-gurinpomnipuanH-3,5-1uKap-
OoHiTpuau 3a-h, HaiiBiporigHiliie, yepe3 CTaairo Mpo-
MiXXHUX OPOAYKTiB A. 3a3HaYMMO, 1[0 paHillle aBTO-
pamu [7, 8] OyJI0 onmMcaHo BChOTO JeKiabKa MpeacTaB -
HUKIB N-apui-2-okco-1,2-gurigporipuana-3,5-au-
KapOOHiITpuJIiB 3 HarpiBaHHSM crioiyk 1b Ta 2 BOpo-
IoBX 3 rom B etaHoui y mpucytHocti EtONa abo
MiTepUInHY.

V cBolo uepry, miaHoaneraHiigu la-¢ periocenex-
TMBHO pearyoTh i3 eTun 3,3-0ic(METWITIO)-2-11iaHo -
akpujatoM 4 B po3unHi DMSO B mpucyTHOCTi eK-
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BiMoJsipHOi KimbkocTi KOH, iimoBipHO, 3a Mexa-
HizMoM SNVin 3 yTBOpeHHAM N-apwir-6-TiTpoKcu-4-
METMIITiO-2-0KCO0-1,2-TUrigpomnipuanH-3,5-1uKapoo-
HiTpuiiB Sa-c¢ (cxema 2).

IIpu mocmimxeHHiI B3aeMomii LiaHOAlleTAHLIIIIB
la-g i3 3,3-06ic(MeTuATIO)-2-11iaHOAKpWIaMigoM 6 BU-
SIBJICHO, 1110 MepeOdir peakliii BiiOyBaeTbCs 3a TpbOoMa
KOHKYpyIOUMMM HamnpsMmkamu (cxema 3). 3oKpema,
npu BukopuctanHi CH-xucior, B skmx R = H, CeHs,
2-MeOCg¢H4, oTtpumyeTbest mipuauH 5a. IMoBipHO,
1[0 MEXaHi3M 1IbOT0 MPOLECY TAKOX BKIIOYAE CTaIil0
SNVin 3 yrBopeHHsM anykTiB A-C 3 mopajbliuM
eJIiMiHyBaHHSIM METHWJITIONY, aHiJIiHy a00 aMOHiaKy.

Y pasi peakuii LiaHoaLeTaHiiAIB i3 apUJIbHUMU
3amicHukamu R = 2-MeCeH4, 4-FCecH4 oTpumMytoTbest
2-aMiHO- N-apwi-4-MeTHITio-2-0Kco-5-11iaHo-1,6-
IUTiapoIipuanH-3-KapookcaMinoy 7a,b, oueBuIHO, 3a

paxyHOK aTaky HeIoJijeHOl napu eJeKTPOHiB aMis-
HOTO aTOMa HiTPOT€HY Ha HITPWJIBHUU aTOM KapOOoHY.
VY cnekrpi AMP 'H crojiyk 7a,b HasiBHi ABa OJHO-
MPOTOHHI po3impeHi cunriety NH-rpyn (10.53, 7.92
ta 7.95, 7.74 M.4.) Ta pO3IIMPEHUI CUHIJIET iHTEH -
CHMBHICTIO B JBa IIPOTOHU, 110 Biamosigae NHz-rpyti
(7.58 1a 6.98 M.4.) i BAaroMo MiATBEPIXKYE 3aIIpOIIO -
HOBaHMI BapiaHT reTepOLIMKIIi3allil.

Hacawmkinenp, mianoatetTaHiaign 1 3 0eH3MIBHUM
abo M-TOJIILHUM 3aMiCHUKaMU pearyiwoTb 3 3,3-0ic
(MeTunTIO)-2-11iaHOaKpWJIaMiIOM 3 YTBOPEHHSIM ITi-
puauH-2-0HiB 5¢,d.

IMonidpyakuioHanpHi moxigHi 1,2-auTigpoIripumi-
nuHy 3b,g B3aEMOMIIOTH 3 IliaHTioaleTamigoM 8 y
po3unHi DMSO B NMpUCYTHOCTI €KBIMOJISIPHOI KiJIb-
kocti KOH mpu kiMHaTHiI TemIiepaTypi BOPOIOBXK
10 1i6 3 yTBOPEHHSIM 3 BUCOKMMHU BUXogaMu 1-apuii-
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5: R = 3-MeCgH4 (d); 7: R = 2-MeCsH4 (a); 4-FCcHg4 (b)
Cxema 3
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Cxema 4

2-o0kco-7-tiokco-1,2,7,8-terparinpo-1,8-HadpTHpruaH-
3,6-gukapboniTpuii 9a,b 3a cxeMmoro peaxuii Top-
na (agykT A) 3 NOAQJIBIIMM BHYTPIIHBOMOJIEKYJISIP-
HUM IIepeaMiHyBaHHSIM (cxema 4).

BipTyanbHuii CKpMHIHT CHHTE30BaHUX PEYOBKMH 32
nporpamoro PASS [9] maB 3Mory crporHo3yBatu 0io-
JIOTIYHY aKTMBHICTh IipuauH-2-0HiB 3a-h, 5a-d, 7a,b
Ta 9a,b IK MOTEHUINHUX MPOTUACTMATUYHUX, TPOTHU -
aJIepriiHNUX i MPOTUBIPYCHUX TIPETNApaTiB CITOJYK.

ExcnepumMmeHTanbHa YyacTuHa

TemnepaTypu IUIaBJIEHHS CIOJYK BU3HAYeHi Ha
oioui Kodraepa. IY-cnektpu oTpyMMaHi Ha Ipuiaii
FIR “Spectrum One” (Perkin Elmer) y KBr. Criektpu
SIMP 'H sanucani na npunagax Bruker “AVANCE
IT 400” (399.9601 MT) (BHYTpilIHIA cTaHmapT —
TMC) (cmonyku 3c¢,h, 9a,b), Varian Mercury-500
(499.9601 MTI'nr) (conykm 3a,e,f,g, Sa-d) Varian Mer-
cury VX-200 (200 MI') (BHYTpillIHiiI cTaHOApT —
TMC) (cnonyku 3d, 7a,b) y po3umni DMSO-de.
Mac-crekTpu 3apeecTpoBaHi Ha nipuiagax MX-1321
(70 eB) 3 mpssMuUM BBEAECHHSM PEYOBUHMU Yy iOHHE
mxepeno (crionyku 3c,d,h, 7a,b, 9 a,b) Ta Crommas
GC/MS-Hewlett-Packard 5890/5972 kononka HP-
SMS (7 eB) (cnonyku 3a,e,f,g, 5a-c). Kontposb 3a
nepebiroM peakilili Ta iHIMBITYyaJIbHICTIO OTPUMaHUX
cnoyyk 3failicHioBanu 3a goromoror TIIX xa mma-
ctuHax Silufol UV-254, emoeHT — cyMilll aneToH-
rekcas, 3:5, MposIBHMK — mapu iony ta Y®-omnpo-
MiHIOBaHHSI.

Cunre3 6-amino-4-meTmiTio-2-okco-1,2-auriapo-
nipuaun-3,5-mukapoonitpuiais (3a-h), 6-rinpokcu-4-
MEeTHJITIO-2-0KCOo- 1,2-murinponipumus-3,5-1uKapooHiT-
puiiB (5a-d) Ta 2-amiHo-N-apui-4-mMeTHITIO-6-0KCO-
5-niano-1,6-aurinponipuaun-3-kapookcamigis (7a,b).
Ho cycnensii 0,56 r (10 Mmoas) KOH y 10 Mt DMSO
nonaoTh 10 Mmoab uiaHoauetaHutiny (1), mepemi-
IIYIOTh TIpOoTaroM 15 xB, a moTiM nomaioth 10 MMOIIb
BiIMmoBigHOrO KeTeHauTioaleTamo (2, 4, 6), nepeMi-
IIYIOTh BOPOAOBX 1 TOI Ta HArpiBalOTh IMPOTATOM
15 xB mpm 80°C. Cymilll 3aJuiIaloTh Ha 2 TOM, ITiC/s
YOTO BUJIMBAIOTH Y XOJIOAHY BOMY, MiIKHUCITIOIOTH K-
BIMOJISIDHOIO KiJIBKICTIO BOTHOTO po3unHy 30%-Hoi
HCI, ocan BingifbTpOBYIOTh i MEPEKPUCTATIZ30BYIOTh
3 €TaHOIY.

6-AMiHO-4-MeTHATIO-2-0KCO0-1,2-aurinponipuauH-
3,5-nukapooniTpua (3a). BI/IXIZ[ — 78%. T.mn.
295-297°C. IY-cnekTtp, v, em”! 3450 (NH»), 2215
(CN), 1680 (CONH). CneKTp HMP H dwm.o.: 2.74
¢ (3H, Me), 7.69 m.c (2H, NH»y), 11. 72 ur.c (1H,
NH). Mac-cnexrp, m/z (Isign, %): 205 [M-1] (100)

3HaiineHo, %: C 46.68; H 2.89; N 27.00. CgHgN4OS.
Oo6uucieno, %: C 46.59; H 2.93; N 27.17.
6-AmiH0-4-MeTHITIO-2-0KC0-1-(henin-1,2-muriapo-
nipuann-3,5-nukapoonitpua (3b). Buxin — 89%.
T.u. — 290-291°C — 290 °C.
6-Amino- 1-0eH3uia-4-mMeTHiTIO-2-0KCO0- 1,2-Murin-
pomipuauH-3,5-muKkapoonirpua (3c). Bmxm — 72%.
T.n. — 188-190°C. I4-cnektp, v, cM ~: 3437, 3320,
3227 (NH»y), 2207 (CN), 1670 (CO), 1635 (o NHz)
Crektp SIMP 1H, d Mm.a.: 2.76 ¢ (3H, Me), 5.24 ¢
(2H, CH»), 7.15 1 (2H, Ph, J 7.2 Tu), 7.27 T (1H,
Ph, J 7.0 T'u), 7.34 T (2H, Ph, J 7.2 T'n), 8.37 ur.c
(2H NH)y). Mac -criekTp (DY, 70 eB) m/7 (Isinu, %):
296 (3.5) [M] 92 (100) [PhCH3]", 65 (18.6), 48
(25.3) [MeSH]". 3naiizeHo, %: C 60 97; H 4.12; N
18.78. C15H12N4OS. O6uucieHo, %: C 60.79; H 4.08;
N 18.91.
6-AMiH0-4-MeTHITIO-2-0KCO0-1-0-TOMiN-1,2-IuriA-
pomipuauH-3,5-auKkapoonirpua (3d). Bmxm — 70%.
T.un. — 243-245°C. I4-cnexrp, v, em™!: 3426, 3307,
3208 (NH»), 2210 (CN), 1657 (CO) 1627 (d NH»).
Cnexktp AMP H 6 m.a.: 1.99 ¢ (3H, Me), 2.79 ¢
(3H, MeS), 7.23 n (1H, Ar, J 7.0 Tu), 7.31-7.42 m
(3H, Ar), 7. 79 m.c (2H, NHz) Mac- -GTIeKTp Yy,
70 eB), m/z (Isizn, %): 296 (69.3) [M]F, 279 (100)
[M-NH3]", 220 (2.2), 194 (7.0), 133 (5.2), 116(11 0),
107 (17 9), 106 (18.7), 91 (68.8) [MeCgH4] T, 77 (25.7)
[Ph]". 3maiineno, %: C 60.97; H 4.12; N 18.78.
C15H12N4OS. O6uucneno, %: C 60.79; H 4.08; N 18.91.
6-Amino-1-o-mMeTokcuenin-4-MeTnITIO-2-0KCO-
1,2-murinpomipummH-3,5-1uKapoonitpun (3e). anm —
83%. T.mn. — 286-288°C. I4-cnexkrtp, Vv, eml: 3434,
3300, 3069 (NH»), 2216 (CN), 1670 (CO) 1635 (6
NHz) Cnextp SAMP H o m.u.: 2.81 ¢ (3H, MeS),
3.77 ¢ (3H, MeO), 7.11 T(lH Ar, J 7.4 T'n), 7.27 nn
(2H, Ar, J 7.9, 15.9 TI'm), 753T(1H Ar, J 7.4 T'n),
7.87 1. € (2H, NH»). Mac-cnekTp, m/z(lmﬂ, %): 313

[M+1]" (100). 3Haiizeno, %: C 57.79; H 3.56;
17.85. C15H12N402S. OGuuciaeno, %: C 57.68; H
3.87; N 17.94.

6-Amino-4-meTniaTio-2-0kco-1-m-TtoJin-1,2-aurin-

ponipuauH-3,5-mukapooniTpun (3f). BI/IXII[ — 60%.
T.m1. — 260-262°C. IY-cnektp, v, cM : 3435, 3370,
3060 (NH3y), 2214 (CN), 1670 (CO), 1635 € NHz)
Cnexktp AMP lH, o m.a.: 2.37 ¢ (3H, Me), 2.79 ¢
(3H, MeS), 7.13 n (1H, Ar, J 7.5 Tu), 7.15 ¢ (1H,
Ar), 7.36 o (1H, Ar, J 7.0 Tu), 7.46 T (IH, Ar, J
7.5 Tu), 7.76 urc (2H NH3). Mac-cnexrp, m/z
(Isim, %): 297 [M+1]7" (100). 3naiineno, %: C 60. 60
H 4.22; N 18.73. C15sH12N4OS. O6uucneno, %:
60.79; H 4.08; N 18.91.
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6-AMiHO-4-MeTIITIO-2-0KC0-1-n-diayopodenin-1,
2-aurigponipuaun-3,5-1uKapoOHITPII (3g) Buxin —
82%. T.mn. >300°C. I4-cnekTp, v, cM ™ : 3490, 3300,
3200 (NH»y), 2214 (CN), 1670 (CO) 1645 (6 NHpy).
Cnektp AMP 1H o m.a.: 2.80 ¢ (3H, Me), 7.41 M
(4H, Ar), 7.88 ui.c (2H NH3). Mac-criektp, m/z
(Isizn, %): 301 [M+1]7 (100). 3Haiineno, %: C 55. 80
H 3.20; N 18.88. C14H9FN4OS. O6GuucieHo, %:
55.99; H 3.02; N 18.66.

6-AMiHO-4-MeTIIITIO-2-0KCO0- 1 -M-TpHrdhryopomeTHII-
tenin-1,2-murinponipuaun-3,5-nukapoonirpua (3h).
Buxin — 57%. T.mt. — 170-172°C. IY-criektp, v, cM
3468, 3323, 3199 (NH>), 2211 (CN), 1745 (CO), 1636
d NHz) CneKTp SIMP 'H, & m..: 2.68 ¢ (3H, Me),
7.02 mr.c (2H, NHy), 751;[(1H Ar, J 6.0 I'm), 7.60
¢ (1H, Ar), 7.69-7.76 m (2H, Ar). Mac- ~CHeKTp Y,
70 eB), m/z (Isizn, %): 350 (76.1) [M]™, 349 (18.1),
335 (16.3), 322 (24.4), 307 (12 5), 253 4.2), 187
(27. 2) 145 (100) [CF3CeH4]", 95 (30.0), 69 (7.2)
[CF3]". 3Haiineno, %: C 5. 65 H 2.76; N 16.15.
C15H9F3N40S. O6uucneno, %: C 51.43; H 2.59; N
15.99.

6-T'inpokcu-4-meTrTio-2-0kco- 1,2 -auriaponipuaH-
3,5-nukapGouiTpu (Sa) Buxin — 88%. T.mm1. >300°C.
IY-cnexktp, v, cM : 3436 (OH) 2231, 2211 (CN),
1660 (CONH) CHeKTp SIMP 'H, M1 2.59 ¢ (3H,
Me), 10.57 m.c (1H, NH), curman nmporona OH-
TPYIU He TPOSIBISIETbCS BHACIIIOK z[eHTepoo6M1Hy
Mac-criektp, m/z (Isigu, %): 206 [M- 1t (100). 3Hait-
neHo, %: C 46.58; H 2.22; N 20.56. CgHsN302S.
Oo6uyucieno, %: C 46.37; H 2.43; N 20.28.

6- Fmpoxcn -4-MeTHITIO-2-0KCO-1-henin-1,2-au-
rizponipuau-3,5-nukapoonirpuia (5b). Buxm — 65%
T.mn. — 160-163°C. IY-cnexrp, v, cMm 1. 3436 (O
2232, 2219 (CN), 1666 (CO). CneKTp HMP H 6
M.a.: 2.59 ¢ (3H, Me), 7.10 m (1H, Ph), 733T(2H
Ph, J 7.0 Tu), 7.41 T (1H, Ph, J 7.4 Tu), 7.54 1 (1H,
Ph J 7 7 TI'm). Mac-cnekrp, m/z (leign, %): 284
[M+l] (100). 3mnaitmeno, %: C 59.54; H 3.01; N
14.99. C14H9N302S. O6uuncieHo, %: C 59.35; H 3.20;
N 14.83.

1-bBen3un-6-rinpokcu-4-meTniario-2-okco-1,2-au-
riipomipuauH-3,5-1uKapooHiTpII ﬁSc). Buxin — 75%.
T.m1. >300°C. I4-cnexTp, v, cM ™ : 3436 (OH), 2220
(CN), 1695 (CO). Criektp IMP 'H, & m.1.: 2.64 ¢
(3H, Me), 4.94 ¢ (2H, CH2y), 7.21 m (3H, Ph), 7.28
T (2H, Ph, J 7.4 Tu), curnan nporony OH-rpynu He
TIPOSIBIIIETHCST BHACITIIOK ,Z[II/ITepOO6M1Hy Mac- cneKTp,
m/z (Isinn, %): 296 [M-1]" (100). 3Haiineno, %:
60.76; H 3.87; N 14.00. C15H11N302S. OGuucieHo, %:
C 60.59; H 3.73; N 14.13.

6-T'inpokcu-4-meTmirio-2-okco- 1-m-tomin-1,2-am-
rizponipuaus-3,5-mukapoonitpui (5d). Buxin — 67%.
T.mn. — 243-245°C. I4-cnekTp, v, M -1: 3436 (OH),
2205 (CN), 1638 (CO). Criextp HMP H om.m.:2.33
¢ (3H, Me), 2.62 ¢ (3H, MeS), 7.06 m (2H Ar), 7.15
o (1H, Ar,J 7.4 Tu), 7.34 T (1H, Ar, J 8.0 I'tf), curnan
nporony OH-rpynu He HOpoSBASETHCS BHACIIIOK
JeiitepoooMiny. M. 297.3. 3uaiineHo, %: C 60.77; H
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3.56; N 14.20. C15H11N302S. O6uucnaeno, %: C
60.59; H 3.73; N 14.13.

2-Amino-4-MeTuITIO-2-0KCO0- N-0-TONiJI-5-1iaHo-
1,6-purigponipuaun-3-kapookcamin (7a). Buxim — 72%.
T.mn. — 243-245°C. IY-cnexTp, v, em ™l 3436, 3110,
2959 (NH»), 2223, 2203 (CN) 1639 (CONH) 1615
(6 NH2). Cnektp HMP H owm.a.: 1.99 ¢ (3H, Me),
2.58 ¢ (3H, MeS), 6.98 cui (2H, NHy), 7.16 o (1H,
Ar, J 7.2 Tu), 7.35-7.45 m (3H, Ar), 7.73 ur.c (1H,
NH) 7.95 m.c (1H, NH). Mac criektp (DY, 70 eB)
m/7 (Isinn, %): 314 (100) [M] 297 (36.9) [M NH3] ",
282 (59.4), 208 (3. 8) [M- NHC6H4Me] 180 (2. 6)
[M-CONHCg¢HsMe] ", 106 (24. 6) [NHC6H4Me] ,
91 (74.0) [MeCe¢Ha| ". 3naiineno, %: C 57.16; H 4.65;
N 18.00. C15H14N403S. O6uncneno, %: C 57.31; H
4.49; N 17.82.

2-Amino- N-n-dayopodenia-4-meTuitio-6-okco-
5-miano-1,6-muringponipuaun-3-kapookcamin (7b). Bu-
xim — 82%. T.m1. — 280-285°C. IY-crmekTp, v, cM ™ :
3436, 2969 (NH2), 2209 (CN), 1658 (CONH), 1640
(3 NHa). Criektp IMP 'H, & m.1.: 2.58 ¢ (3H, Me),
7.34 nn (4H, Ar, J 7.0, 17.7 T'n), 7.58 cm (2H, NH2),
7.92 m.c (1IH, NH), 10.53 m.c (1H, NH). Mac—
criextp (DY, 70 eB), m/z (Isian, %): 318 (100) [M]™,
303 (22.6), 300 (50.9), 286 (5.6), 275 (5.7), 254 (7 5),
198 (2.8), 137 (17.8), 111 [28 1) [FC6H4NH2] , 109
(13.3), 95 (48.5) [FCsH4|". 3naiinero, %: C 52. 99
H 3.69; N 17.77. C14H11FN402S. O6uucneno, %: C
52.82; H 3.48; N 17.60.

Cunre3 5-amino-1-apui-4-meTuiario-2-okco-7-Ti-
okco-1,2,7,8-retparinpo-1,8-nadrupumun-3,6-muxap-
oonirpuiie (9a,b). o cycrnensii 0,56 T (10 MMOIIb)
KOH y 10 mnx DMSO ponatots 10 MMOJIB BifmoBi -
Horo nipuauHy (3b,g) Ta nepeMmiiytoTh 15 xB, micas
yoro gomaioth 1 r (10 Mmoib) miaHoTioanetaminy (8)
Ta MePEMIILYIOTh BIPOoAOBX 2 rof. PeakliiiiHy cymiin
3ajuinaloTs Ha 10 Ai06, BUJIMBAIOTh y XOJOAHY BOMY,
M IKMCITIOI0Th €KBIMOJISIPHOIO KUIBKiCTIO BOMHOTO PO3-
yuHy 30% HCI. Ocan, mo yrBopuBcs, QiIbTPYIOTh,
KPUCTaJi3yIOTh 3 €TaHOJY.

5-Amino-4-meTHiITiO-2-0KCO-7-TioKCO- 1-penin-1,2,
7,8-Terparinapo- 1,8-nadrupunun-3,6-mukapoonirpun (9a).
Buxin — 85%. T.mn. — 270-274°C. Cnektp IMP 'H,
owm.u.: 2.77 ¢ (3H, Me), 7.31 m (2H, Ph), 7.53 m (3H,
Ph), 7.95 m.c (2H, NH3), 11.75 m.c (1H, NH).
Mac crektp (BY, 70 eB), m/z (Isinu, %): 365 (45.8)
[M] 347 (11.7), 282 (44 3), 267 (14,3), 119 (30.7),
93 (93 1), 77 (100) [Ph] ™. 3Haiinero, %: C 56.00; H
3.09; N 19.23. C17H11N5082. O6GuucieHo, %: C
55.87; H 3.03; N 19.16.

5-Amino-4-mMeTHITIO-2-0KCO-7 -TioKCO- 1-( n-dhiryo-
podenin)-1,2,7,8-rerparigpo-1,8-naprupnaun-3,6-
mukapoonitpua (9b). Buxin — 85%. T.mn. >300°C.
Cnexkrp SAMP lH, o m.a.: 2.53 ¢ (3H, Me), 7.40 n
(4H, Ar, J 6.8 T'm), 7.92 mr.c (2H, NH3y), 11.75 m1.c
(IH, NH) Mac criektp (DY, 70 eB), m/z (Isinu, %):
383 (100) M, 327 (1. 5), 274 (4.7), 215 (19.8), 192
4.8), 111 (61 5) 95 (11.1) [FC6H4] , 83 (15.0), 34
(56.8) [HzS] 3Haitmeno, %: C 53.45; H 2.44; N
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18.54. C17H10FN50S3. O6uucneno, %: C 53.25; H
2.63; N 18.27.

BucHoBKM

1. KoHIeHcalli€eo niaHoaleTaHIIIIB 3 KETEHIM -
TioalleTaasIMA CUHTE30BaHi HOBi MPEACTABHUKHU IIO-
TEHLIAHO OioaKTMBHUX N-apwi-1,2-murinpornipuanH-
3-KapOOHITPUIIIB.

2. BusgBneHo, mo mepedir peaxirii miaHoamer-
aHininiB 3 3,3-6ic(MeTUNTIO)-2-11iIaHOAKPUIIAMiZOM Bifl -
OyBa€eTbCA 3a TpbOMa KOHKYPYIOUMMHU HamnpsMKaMU,

Jlitepatypa

SIKi MIPUBOISATH IO YTBOPEHHS 6-TimpoKcu-4-MeTu-
Ti0-2-0Kco-1,2-murigpomipuanH-3,5-1uKapOooHITpUIYy,
1-apni1-6-Tinpokcn-4-MeTHIITIO-2-0KCco- 1,2-muTigpo-
MipyuanH-3,5-1MKapOOHITpWIiB abo 2-amiHO- N-apui-
4-MeTUTIO-2-0KCO-5-11iaHo-1,6-murigponipuanH-3-
KapOoOKcaMiIiB.

3. Ha ocnoBi peakuii 6-amiHo- N-apui-1,2-qu-
rinponipuanH-3,5-1MKapOOHITPUIIIB 3 LiiaHOTiOALIeT -
aMiJloM po3po0JIeHO METO CUHTE3Y S-aMiHO- 1 -apui-
4-meTunrio-2-okco-7-tiokco-1,2,7,8-rerparigpo-1,
8-HadTUpUANH-3,6-1UKapOOHITPUITIB.
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