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Peakumein 2-apunMeTMnMaeHManoHOHUTPUIIOB C apurikapbamounTuoaueTtaMmaamm B NpUcyTCTBUM
3TMnata HaTpus nony4eHbl  6-amuHo-4-apun-3-apunkapbamonn-5-upuaro-3,4-gurupponmpuamn-
2(1H)-TMOHBI, NpPM  aNKUNMPOBAHMM KOTOPbIX CUMHTE3UPOBAHbl 3amelleHHble 2-ankuntno-1,4-
aurngponupuamHel u 2, 3-guruapo-7H-tmasono| 3, 2- sl niupuamHbl.

[TponsBoaHble HUKOTHHAMMA, COleprKallke THOKCO(MYHKLHMIO, MOJMy4aloT KoHAeHcauueHd 1,3-
IMKEeTOHOB [1] WM apuIMeTHIUIEHMaJOHOHUTPUIIOB [2] ¢ MOHOTHOIMAMHUIOM MaJOHOBOH KH-
caoTbl. HenaBHo Mbl cOOOIIAMM O MOJNYyUEHUHM TaKUX COeAMHEHWH MyTeM B3aMMOIEHUCTBHUS IpoO-
M3BOJHBIX 3TOKCHMETHINAEHMAIOHOBOH KUCIOTH ¢ (heHUIKapOaMouaTHoaLeTaMuaom [3].

PasBrBas nccienoBaHHs MO CO3MaHMIO HOBBIX YHOOHBIX METONOB CHHTE3a MepKarTONpOU3-
BOJHBIX HUKOTHHaMHuza [4-8], HaMU HcC/ef0BaHbl PeaKIHWH apUAMeTHIHIeHMalOHOHUTPUIOB | ¢
apunkapbamousnTrHoalleTaMuaamu |l B ataHosie B NPUCYTCTBUM 3THaaTa HaTpus. [lokasaHo, uTo
IaHHOe B3aWMoOJeHCTBUE MPHUBOAUT K 0Opa3oBaHMI0 G-aMuHO-4-apui-3-apuiakapbaMmoua-5-urano-
3,4-nurnnponupunun-2(1 H)-tuonos V. [lyTb peakuuu BKJOYaeT, MO-BUAMMOMY, 0Opa3oBaHHe
annykToB Muxasas Ill, mpereprneBaolliux B yCJOBUSX peakUHWH BHYTPUMOJEKYASIPHYIO LMKJIH-
3auuio B coenuHeHus |V. leTepoumkiausauusi mnporekaeT cTepeocnelU(UUHO — 00pas3yroTcs
TOJILKO TPaHC-M30Mephl. TaKol BLIBOJ CleJaH Ha oCHoBe aHa/iu3a crekTpos IMP 1H ¢ yuerom
JUTEPATYPHI [2,9]. Tax, OTIHCaHBI 6-amnHo-4-apui-3-kapbamou-5-uuano-3,4-
TeTparuaponupuant-2(1/4)-THOHB, H30CTPYKTYpPHBIE aHAJOTH coenuHeHWH |V, B KOTOPBIX
apUJIbHBIA 3aMeCTHTeNb HaXOOUTCS B TPAHC-TIONOXKEHUH K KapOaMOMJIbHOH TpyIIle, UTO H0Ka3a-
Ho metonoM PCA. Atombl Bojopoga C3H u C4H B faHHBIX COelMHeHHSX SBJASIOTCA TpaHC-
NCeBN03KBaTOPUAIbHBIMU, MX cHrHasbl B crektpax SIMP 1H umeior Bum aByx ay6.eToB c
KCCB 3J 3.3-3.8 T' [2]. B cnekrpax IMP 1H nosydenselx Hamu THOHOB |V CHTHAMBI NPOTOHOB
C3H u C*H nposiBasioTcs Takxke B Buge nyomaetos ¢ KCCB 3J 4.2-6.3 T (cM. Taba. 2).

AnkunupoBanue coenunenud |V B pactBope JIM®PA B nmpucyTeTBun BogHoro pactopa KOH
MpoTeKaeT HEOAHO3HAyHO. Tak, MPH HCIOJb30BAaHUM B KauecTBe aJKUIHPYIOLIMX areHTOB aJj-
quabpomuna Va u amundioguaa Vo6 mosaydaeTcsi CMeCcb U30MEPOB OpraHuueckux cyabdunos Vla
u Vlla (1:1) u VI6 u VII6 (1:3) coorBetcTBeHHO (TabJ. 2). PaznesuTs UX KpucTasiusalven He
ynanocb. Bo3aMOXHBL 1M MexXAy HUMH Mepexolibl — MpeaMeT AajbHelllero ucc/ienoBaHusi. B To
’Ke BpeMsl B3aUMOJEUCTBHE NMHUPUIUHTHOHOB |V ¢ OeH3UnxsopuaoM VB NPUBOAUT K 3aMelleH-
HBIM 2-0eH3unTro-1,4-nuruaponupuariam Villa-g.

AnknavpoBaHHe NHPUAMHTHOHOB |V 3THJIOBBIM 3(QHUPOM XJIOPYKCYCHOH KHCJAOTH VI H
a-xJopauetaMuaoM Vi He 3aKaHUMBaeTCs Ha CTaWd 00pa3oBaHHUSl COOTBETCTBYIOIIMX 2-
aJKuATHONpou3BoaHbIX |X. I[TponcxonuT BHyTpUMOJeKy/asipHOe N-aluaupoBaHHe CJI0KHO3(DUP-
HOW WJM aMHUAHOU TPYNNOH, TMPHUBOAsIIEe B pe3yabTaTe K 3aMellleHHbM 2,3-muruapo-7/H-
THazoso[3,2-g|lnupuarHam Xa,o.

CrpoeHre CHHTE3WPOBAHHBIX COEIMHEHHH MOATBEPKIEHO NaHHBIMH 3JE€MEHTHOTO aHa/u3a,
UK- u AMP H-cnexrpockonuu (raéa. 1, 2).

JkcnepuMeHTaNnbHas YacTb

Cnektpol IMP 1H cuHTe3MpoBaHHBLIX COeNMHEHHH perMcTpHpoBaiM Ha mpubope "Gemini-
200" (200MI'u) B DMSO-dg, BHyTpennu# crangapt — TMC. MK crnekTpbl peructpupoBasd Ha
npudope MKC-40 B BazennHoBOM Macse. KOHTposb 32 XOIOM peakUHMH OCYIIECTBJSIN METOAOM
TCX (Silufol UV-254, aueton-rekcan 3:5, mposiBUTeNb — Mapbl HOJa).

6-AmuHO0-4-apuin-3-apuakap6aMoun-5-ano-3,4-guruaponupunut-2(1H) -rronsr (I1Va-e).

K pactBopy 0.34 r (5 mmosb) atusata Hatpus B 30 MJ 3TaHOoJa NPUOABASIOT 5 MMOJb
apuiakapbaMouITHOAlleTAMUAA U 5 MMOJb 2-apU/IMeTH/IHIeHMATOHOHUTPUIa. PacTBop mepeme-
IIKBaIOT B TedeHue 1 4, 3atem mpubasasiot no kamasm 10% HCI no pH = 6. O6pasosaBuutics
0CafloK OTAEJSIOT U MPOMBIBAIOT 3TaHoNOM. [losydator coennnenus 1Va-e (taba. 1, 2).
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I: aR=CIl;6H; B Me.

II: aR!=Me;06H.

IV: aR=CI, Rt =Meg; 0 H, Mg, B Me, Mg, r Me, H; 1 H, H; e CI, H.

V: aHa =Br,Z=CH=CH;; 6 |, (CH2)sMeg; B Cl, Ph; r Cl, COOEt; o Cl, CONH..

VI, VII: a R=Me, Z =CH=CH;; 6 Cl, (CH;);sMe.
Vill:aR =H; 6 Mg, B Cl.
IX, X: a R! =Me, X = OEt; 6 H, NHa.
2-Ankuntno-6-aMmuHo-4-apui-3-peHuaKap6aMona-5-nnano-1,4-1uruAPOTHPU A HbI (Vla,6,
Vlilla-B), 2-aJKUITHO-6-aMUHO-4-apui-3-heHUIKap6aMonI-5-1naHo-3,4-IUTHAPOTTUP U HEL

(Vlla,6) wu 5-amuHO-8-apunkap6amons-3-0Kco-7-heHun-6-uano-2,3-quruapo-7H-ruasono[3,2-
almupuaunbl (Xa,0).

K cycnensun 5 mmosb cooTBeTcTBywOIero nupuauH-2-tuona IV B 30 ma 3TaHosa mpubdas-
asotT 5 mmosb 10% pactBopa KOH u nmepememnBator 10 MUHYT, B TeueHHe KOTOPBIX 00pasy-
eTcsl pacTBOpP. 3aTeM K PeakIMOHHOW cMecH MPHUOABJSIOT 5 MMOJb COOTBETCTBYIOIIErO aJKHJI-
rajoreHyia V, HarpeBaloT N0 KUIEHHUS U BbIAEPKHUBAIOT NMPHU KOMHATHOM TeMmepaType B Teue-
HHUe cyToK. O6pa3oBaBLIMHCS OCANOK OTHEJSIOT W TPOMBIBAIOT 3TaHosoM. [losydaioT coennHe-
nus Vla,6, Vlla,6, Vllla-sB u Xa,6 (taba. 1, 2).
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Tabsnna 1. Beixopbl, TeMIepaTypbl [J1aBJ€HUS U JaHHbIe 3JeMEeHTHOrO aHa/lu3a
coenuHenu# 1V, VI, VII, VIII, X.

Coenu- Bpyrro-popmyaa | Hainerno C% | _Haiinero H,% Haiineno N,% | T. ., °C BI’;‘O&'
HeHHe Boiuucaeno C,% | Boiuncaeno H,% | Buiuucaeno N,% 0
IVa | CyoHy,CIN,OS % j:—gg % 249251 | 83
66.36 5.12 15.38 230232
IV6 | CaoHigN4OS 66.28 5.01 15.46 (pasn) | &0
67.09 5.32 14.90 245246
VB | CarH20N4OS 67.00 5.35 14.88 (pasn) | 0
IVr | ChoHigN4OS ol 2o T 189-191 | 83
Vo | CiHigN4OS 2o e T 202204 | 71
50.54 3.99 14.76 243245
IVe | C1oH15CIN,OS 59.60 3.95 14.63 (pasn) | &
Via, 68.52 5.54 13.87
vila | CesH22NaOS 68.63 5.51 13.92 163-168 | 73
VI, 63.64 5.58 12.49
vilg | C24H2sCINGOS 63.63 5.56 12.37 167-170 | 82
Villa | CogHpN,OS 738 % %% 189-191 | 68
VIIG | ChrH2aN4OS % % %ég 178179 | 76
Vills | CogHpyCIN,OS o2 s e 200202 | 71
65.59 4.68 13.83 228230
Xa | CooHigN40,S 65.65 451 13.92 (pasn) | ©
64.88 3.98 14.53 225228
X6 | CarH1N4O;S 64.93 4.15 14.42 (pasn) | "2
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loctynnia B pexaknuio 5 Hos0ps 2003 r.

Kharkov University Bulletin. 2003. Ne596. Chemical Series. Issue 10(33). V.D.Dyachenko,
D.A.Krasnikov. Synthesis and alkylation of new N-arylnicotinamides.

6-Amino-4-aryl-3-arylcarbamoyl-5-cyano-3,4-dihydropyridine-2(1H)-thiones were obtained by reac-
tion of 2-arylmethylidenemalononitriles with arylcarbamoylthioacetamides in the presence of sodium
ethylate. Substituted 2-alkylthio-1,4-dihydropyridines and 2,3-dihydro-7H-thiazolo[3,2-a]pyridines were
synthesized by their alkylation.
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Ta6auna 2. UK u AMP 1H cnektpsl coenunenud 1V, VI, VII, VIII, X.

UK cnexrp, v, cm™1

Cnextp AMP 1H, §, m.1., J, T

Coenu-
Henue | NH, | C=N| C=0O CONCHA“ ;\'UE'Z(’: Hapou C*H Hpyrue curuansl
3436 7.05-7.24 (4H, m); , - .
lva | 3346 |2190| 1652 | 977 | 648 7.35 (2H, 1, J = 8.4): 420 2.08 (3H, ¢, E?’gé“fﬂ af’,fi,j = 6.3, C°H);
3206 7.45 (2H, 1, J = 8.4) 96 (1H, ¢, N'H)
3420 2.09 (3H, ¢, CHy); 4.02 (10, 1, J = 5.7, C30).
Iv6 | 3334 |2184| 1660 | 965 | 6.29 7.07-7.44 (9H, m) 421 11.81 (1H, ¢, N*H)
3210
3364 2.09 u 2.28 (110 3H, o6a ¢, 2 CHy); 3.98 (C3H, 1, J = 5.7);
lve | 3208 |2186| 1650 | 965 | 627 7.04-7.39 (8H, m) 418 09 u2. , 0ba ¢, 2 CHy); 3. A J=5.7);
S 11.78 (1H, ¢, N'H)
v | oo | ssel 1666 | 1028 | 628 7.04-7.42 (TH, ); y 2.27 (3H, ¢, CHa); 3.92 (1H, 1, J = 4.3, C3H);
3218 ' ' 7.55(2H, 1, J=17.5) ' 11.83 (1H, c, N'H)
3412 1660 6.92-7.56 (8H, M)
[} . =l 1 ) —_ 3 . 1
vi | 3254 | 2184 Jgly | 1030 | 631 R TR 414 3.92 (1H, 1, J = 4.2, C*H); 11.86 (1H, ¢, N*H)
3414 7.07(1H, 1, J= 7.3);
lve | 3302 |2190| 1660 | 1029 | 636 7.29-7.47 (6H, m); 414 4.03 (1H, 1, J = 45, C3H); 11.87 (1H, ¢, N'H)
3212 7,54 (2H, 1, = 7.8)
Vige | 3486 o | 623 7.00-7.25 (14H, w); 280, | 219 (3H.c.CHy); 2.26 (3H, ¢, CHy); 365 (1H, 1, =51, C’H);
| 3382 | 2188 1658 | 0 | O2% 731 (2H, 1, J= 7.9); SO | 387(8H, 1,SCH,, J=6.9); 5.19 (2H, 1, =CHy, J,.. = 4.8);
3308 : : 7.53 (2H, 1, J= 7.5) : 5.30 (2H, 21, =CHy, Jyune = 16.8); 5.76-5.92 (2H, v, CH=)
Vier | 3434 cm | 576 6.97-7.48 (20H, w); sog | 0:84(12H, c,CHy); 1.27 (16H, w, SCH,CH,CH,CH); 155
s'| 3200 | 2188 | 1658 | 3% | ST 7.38 (8, 1, J= 8.1); Loz (8H, w, SCH2CHy); 3.06 (8H, 1, SCHy, J=7.3);
3200 : : 7.53 (8H, 1, J=8.1) : 3.64 (3H, 1, J= 49, CH)
3468 6.97 (1H, 1, J= 7.5,
Villa | 3356 | 2180| 1644 | 843 | 580 7.12-7.37 (12H, w); 460(c) | 409w 417 (2H, o6a 1, J= 12,6, CH,): 9.47 (1H, c, N'H)
3260 7.47 (2H, 1, J=7.6)
3442
6.96-7.34 (12H, M) 2.26 (3H, ¢, CHy): 4.24 u 4.33 (2H, o6a 1, J = 12.9, CHy);
Vil | 3306 | 2178| 1644 | 904 | 609 T3 454 (c) 639 (111, & N'th
3444 6.99 (1H, 1, J =7.4);
Vills | 3396 | 2180| 1646 | 920 | 619 |7.12(2H.1,0=8.4): 7.20-7.35(9H, w); | 457 (c) | 4.26w 4.35 (2H, oba 1, J= 12.8, CHy): 9.46 (1H, ¢, N1H)
3318 7.47 (2H, 1, J = 8.7)
3392 1714 . _
Xa | So0o | 2102| 19 | 8e3 7.02-7.38 (11H. m, CgHs, CoH 1t NH,) | 4.99 (c) 1.56 (3H, ¢, CHy); 3.94 (2H, ¢, CH,)
3418 1730  [7.02(1H, 1, 3= 7.5); 7.19-7.38 (9H, m, _
X6 | Spen | 2190| Teo0 | 014 i N 76 ot xaan | 5126 3.97 (2H, ¢, CHy);

*

**

— curnaa npotoHa NIH orcyTeTByer, mo Beell BUAMMOCTH, B pe3y/bTaTe AeHTepooOMeHa.
— CHTHaJ MPOTOHOB aMUHOTPYMMHLI MepeKpPhIBAeTCS CUTHAJAaMH apoOMaTHUeCKUX MPOTOHOB.




