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(noBigomneHHs 1)

Cunmesosano psao N-apun- (N-anxin-) amioie nipuoun- ma Xinonin-2-miokap6o-
HOBUX KUCIIOM 3 BUKOPUCMAHHAM MOOughikosanoi peakyii Binbeepooma-Kinonepa. Ompu-
Mani cnonyku ioenmugikosani enemenmuum ananizom, IIMP-cnekmpockoniero.

Cunmesuposan psao N-apun-(N-arkun-) amuoos nupuoun- u XuHoaAUuH-2-muokapoo-
HOBbIX KUCIOM C NpumeHeHuem Moouguyupoeannoi peaxyuu Bunveepooma-Kunonepa.
Ilonyuennvie coedunenus uoeHmu@uyuposansvl snemenmubim anaiuzom, [IMP-cnekmpo-
cKonuelu.

Some N-aryl- (N-alkyl-) amides of pyridine- and quinoline-2-thiocarbonic acids
have been synthesized by Willgerodt-Kindler modified reaction. The obtained compounds
have been identified by elementary analysis, NMR-spectroscopy.

Beryn. HesBaxaroun Ha Te, 10 mepuIvii IpeJCcTaBHUK Kjacy Ti0amiAiB OTpUMAaHHM
e y 1841 p. Volckel [1], iHTepec 10 1poro kjiacy OpraHidyHUX CIOJYK HE 3MEHILIYETHCS 10
ChOTOJIHIIIHIX JIHIB. JIWIe MeTo1aM CUHTE3Y B OCTAaHH1 JECSATHIIITTS MPUCBIYCHUM PsiL OIJIsi-
noBux crateit [1 - 5]. OcHoBHUME MeTOlaMu CUHTE3Y TioamiaiB €: a) aist HoS Ha HiTpuiu ka-
pOOHOBUX Ta reTapeHKapOOHOBUX KUCIOT [2, 3, 6]; 0) misg P4Sio Ha BiAMOBIIHI aMigy KUCIIOT
[1-3, 7], npuyomy BuUIlle3a3HAYEHI CIIOCOOM € KIIACHYHMMHU; B) B3aEMOJIIS IMIIOTTXIIOPUIIB 3
H,S, cynedimamu [8]; r) mis amiHIB HA AUTIOKUCIOTH Ta iX moximHi [2,3]; @) B3aeMois ami-
nokcumis, iMiHoedipiB 3 HoS [2, 3]; e) B3aemo[is 130TIOLMAHATIB 3 METAJOPraHIuHUMU CIIO-
nykamu, C-H kucrnoramu, eHaMiHaMM, TeTEpOLUKIIYHUMU cniosiykamu [1, 2, 9]; €) po3mien-
JIeHHS TeTepoluKITyHuX cnoiiyk [10]. bararo 3 Buie3a3HaueHUX METO/11B MAalOTh CYTTEBY Ba-
1y — MaJIOJIOCTYIHICTh BUXIIHUX peareHTiB, OaraTocTaiiiHICTh CUHTE3Y TioaMiniB. Tomy me-
PCHEKTUBHUM OJIHOCTAJIHHUM METOJIOM CUHTE3Yy N-3aMillleHUX aMiJliB apeH- Ta T'eTapeHTio-
KapOOHOBUX KHUCIIOT € MoaudikoBaHa peakiis Binsreponra-Kinanepa, B skiii BUKOPUCTOBY-
I0TbCA €JIEMEHTHA Cipka, aMiHu pi3HOi OyA0BM, aibJeriqy, KEeTOHH, MeTua (ai-
KUT)reTepOLMKIH, AesiKi MOHO(TIom)rasiorex noxiaHi [1,4,5,11-19]. I'erepormkiivni Tioamian
3aMporoHOBaH1 K 010JOTTYHO aKkTUBHI pedoBuHH [13]. 30kpemMa, B SKOCTI PyHTHMLIMIIB 3a-
MIPOTIOHOBAH1 apwjiaMiy TIOMIKOIIHOBOI [14] Ta TioXiHaIbIWHOBOI KUCIOT [15]. ABTOpamu
[13, 15-19] cuHTe30BaH1 PI3HOMAHITHI aMi¥ TIOXIHAIBAMHOBOT KUCIOTH. AJie B BUIIE3a3Ha-
YeHHX poOoTax BiICyTHs iHPopMmalis npo AMP-cniekTpu crosyk.

IlocranoBka 3agauvi. Cunre3 pisHoMaHITHUX N-apui- (N-ajkui-) aMmiJiB rerapeH-2-
TIOKapOOHOBUX KHUCJIOT 3 BUKOPHCTaHHSM Mojau(ikoBaHoi peakuii Binbreponra-Kinanepa,
JOCTIKEHHS. Oy0BH OTPUMAaHUX NPOAYKTiB MeTosioM [IMP-cniekrpockomii.
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PesyabTaTn po6oTu. Amiau retapeH-2-TiokapOOHOBHX KUCIOT OTPUMYBAJIH 3a CXe-
MOIO:

Na,S
Het-CH, + 3S+H,N—< ) R ﬁ, Het-C(=S)NH{ )R +2H,S
la=n 1l a-r, llla

Na,S
Het-CH, +XS+CH3(R1)NCHO—2> Het-C(=S)N(R,)CH, * YH,S
e, T

ne 1 : a) Het = 2-mipuaun, R = 3-CHj3; 6) Het = 2-mipuaun, R = 4-(CH3),N; B) Het = 2-
nipuami, R = 2,4-(CHs),; r) Het = 2-mipuaun, R = 2,5-(CH3),; n) Het = 2-nipuaui, R = 2-
Br,4-CHs;

II: a) Het = 2-xinonin, R = 4-CHjs; 6) Het = 2-xinomin, R = 2-CHs; B)Het = 2-xinomin,
R =3-CHs;; r) Het = 2-xinomin, R = 2-CH30; 1) Het = 2-xinonin, R = 4-CH;0; e) Het = 2-
xinosui, R = 4-C,Hs0O; €) Het = 2-xinonin, R = 2,5-(CH3),; ) Het = 2-xiHouin, R = 2,4-
(CHs),; 3) Het =2-xinonin, R = 4-(CH3),N; 1) Het = 2-xinonu1, R =4-C4HyOC(=0); u) Het
= 2-xixouin, R = 2-C,H;50; k) Het = 2-xinonut, R = 2,4,6-(CHs);3; 1) Het =2-xinomin, R = 4-
CHs, 2-Br; m) Het =2-xinonur, R = 4- Br; ) Het = 2-xinouin, R = 4-Cl; o) Het = 2-xinomnin,
R = 3-Br; m) Het = 2-xinonin, R = 2,4-Cl,; p) Het = 2-xinonin, R = 3-CF;3; p;) Het = 2-
xiHos1, R = 4-CF;0; ¢) Het = 2-xinonut, R; = H; T) Het = 2-xinouin, R; = CH3;

III: a) Het = 4-xinonin, R = 4-CHs.

Anayoriuno ganuM [13], cuHTe3 poBoamiK B posiutasi pu t = 120-160°C mpots-
rom 3-20 ron (y BUIAJKY TiOXIHAJIbJAMHAPUIAMIJIB) Ta MPOTAroM 5-36 rox (y BUIAJKY Ti-
OMIKOJIIH-apmwiIaMifiB). JlJis CKOpPOUYEHHS 4Yacy MpOIECy BUKOPHCTOBYBAIM KaTalli3aTop
Na,S [13,19]. Oxpim HUILOBUX PEYOBUH, YTBOPIOIOTHCS TaKOXK MOOIYH1 pEUOBUHU YMOB-
HOTO KJ1acy A.

[IMP-cnexTpu cniofyk 3HiManu Ha npuianax Varian VXR-300 ta Varian VXR-200 B
JAMCO-D6 ta CDCls, BHyTpiHii crangapt — TMC.

UucToTy CHHTE30BaHUX PEYOBHMH KOHTpodtoBaM MerogoM THIX, emroeHT -
CHCl3/(CHCL; + CH30H)/(6en3o0x + 1I1C), xpomarorpamu nposiBisuid B Y @-cBiTii.

Cunmes (16). 1o po3uuny 45,0 r N,N-mumeTmi-n-peHiieHauaMminy JUrigpoxjiopuay B
100 mn Bou nonarothk po3unH 26,0 r NaOH B 30 mi Boau ta 50 mu1 OeH30.1y HpU nepeminy-
BaHHI. Yepe3 20 xB OCH30JIbHUI IIAp BIAAUISIOTH, EKCTPAryrOTh PO34uH OeH30510M (2x30 Mi).
O0’emHaHl €KCTPAKTH 3aBaHTAXYIOTh B PEAKTOp, ycTaTkoBaHWi Hacaakoro JliHa-Crapka 31
3BOPOTHUM XOJIOAWJILHUKOM, TPYOKOIO AJis minBoay rasy; poxaarots 20,0 r cipku, 21,0 T 2-
nikoniny Ta 3,0 r NayS-9H,0. Peakuiiiny Macy HarpiBaroTh, BIATaHSIIOUYHU a3€0TPOIHY CYMIII
«6en3on — Bojgay». Hacanaky 3aMiHIOIOTH Ha MEXaHIUHY Mimanky. PosmiaB BUTpUMYIOTH B
CTpyMeHi a30Ty nipu nepeminryBansi npu t=130£5°C 10 NPUIUHEHHS IHTEHCHBHOTO BHJILIEH-
Hs HaS (=10 rox), 0X010pKyI0Th, €KCTPAryloTh TapsSsyuM 2-IPOMAHOJIOM, EKCTPaKT QUIbTPY-
I0Th, OXOJIOKYIOTh. Ocall, o YTBOPHUBCS, GUIBTPYIOTH, cymaTh. Buxin 351 (61%).

Cunmes (lle). B peaktop 13 MIIIAIKOI0, TEPMOMETPOM Ta 3BOPOTHUM XOJIOIUITLHUKOM
3aBaHTaXxywoTh 28,61 (0,2 Momp) xiHanpauHy, 16,0r (0,50 Moab) enemeHTHOI cipku, 24r (0,2

Mogb) 2,5-kcutiauny Ta 3,6r (0,015 mons) NapS-9H,0. Peakniiiny macy HarpiBaroTh NpH
t=120-130°C npoTsroM 3 rojuH, MOTIM MPU MEPEMIlTyBaHHI 31 3BOPOTHUM XOJIOAUIBHUKOM
npu t=150-160°C nporsrom 8 romun. Peakuiliny macy eKCTparyrloTh rapsuyvM OEH30JI0M
(2x50 mi), ekcTpakT BiA(UIBTPOBYIOTH BiJ CIpku Ta cMoJ. [0 0X010KeHHI eKCTPaKTy BU-
najaB ocaj pedoBUHM A, KOTpui Bi(dUIbTpOBYIOTh. PUIBTpAT BMNAPIOIOTH HAa POTOPHOMY
BMApPIOBAYEB1 HAMOJOBUHY, 3AHIIOK po30aBisoTh 100 M 90% eTtaHOy, OXOJIOMKYIOTH 110

245



Xumus. Xumuyeckue mexnonocuu

5+10 °C ta BUTPUMYIOTH IPOTATOM 2 TOJMH. YTBOPHUBCS OCajl 3a0pYIHEHOTO TioaMiry, KU
BiIQUILTPOBYIOTh, MPOMUBAIOTH JIb0ATHUM 60% EtOH. Buxig 26,8r (46 %).

Cunmes (Ilc). B peakrop (nuB.Buiie) 3aBantaxyots 14,31 (0,1 Moib) xiHanpAUHY, 9,6
r (0,3 moinb) enemeHTHOI cipku, 15 M (0,2 monps) N-metundopmaminy ta 2,4 1 (0,01 moub)

Na,S - 9H,0. Peaxkuiiiny macy Harpisatots npu t=110-120°C npotsirom 3 rouH, HOTIM TpH
HepeMilryBanHi 3i 3BOPOTHUM XOJIOAMIBHUKOM Tipu t=150-160°C mpotsirom 30 roauH, 0X0-
JOIKY0Th, exkcTparytoTh rapsiuumM II1C. ExctpakT BiadiibTpoBYIOTH BiJl JIOMIIIOK, 0XOJIO-
ToKyoTh. Ocaa BiAQUIBTPOBYIOTh, MPOMHUBAIOTh PO3BEACHUM CIUPTOM, BUCYIIYIOTh. Buxin
4,0 (20 %).

YMOBHU CHHTE3Y ACSIKHX 3 OTPUMAHUX Ti0OaMiIiB HaBeaAeH1 B Ta0n.1, a Gi3uko-XiMiuH1
Ta CIIEKTPaJIbHI BIIACTUBOCTI CUHTE30BaHUX croyiyk ckiany I, I, III — B Tabim.2.

BucnoBku. 1. Cepen BuBueHux B peakiii Buibrepoara-Kinanepa 2-merunrerapeHis
XIMIYHO HAaMaKTHUBHIIINM € XIHAJILAWH, a HAWMEHII aKTUBHAM — Jemiaud. TioaMign — moxXigHi
X1HAJIbJUHOBOT KUCJIOTH — OTPUMYIOTHCS 32 MEHILUI IHTEpBaJ 4yacy, IpU MOMIPHUX TeMIIepa-
Typax Ta 3 OUIBIIMMHM BUXOJAaMH, aHDK AaHaJOrIYHI MOXiJAHI NIKOJIIHOBOI Ta 4-
X1HOJIIHKapOOHOBOT KUCIOT.

2. 3Ha4yHe MIBUIIEHHS BUXO/y TI0aMIJIB Ta CKOPOUYEHHS Yacy peakiii 10csAraeTbes 3a
paxyHOK 3acCTOCyBaHHS KaTanizatopy Na,S.

3. '"H SIMP-crieKTp# CIIONyK JOCTATHRO MOIIOHI.

4. CHHTe30BaHi PEYOBHHH € MEPCIEeKTHBHIME CHHTOHAMH OTPHMAHHS, 30Kkpema, N°-
apuiI-amM1Ipa3oHiB, KOMIUIEKCHUX CIIOJYK d-MeTajiB TOLIO.
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CUHTES3 TA CNEKTPOMETPUYHI AOCNIAXXEHHA N-3AMILLEHUX AMIAIB
BEH3TIA30/1-2-TIOKAPEOHOBOI KUCNOTU

(nosigomneHHs 1)

Cunmesosano psao N-apun-(N-ankin)amioie 6enzmia3on-2-miokapoonogoi Kuciomu
3 BUKOPUCMAHHAM MOOUuixosanoi peakyii Binveepooma-Kinonepa. Ckrao ma 6yoosea
OMPUMAHUX CNOAYK 008edeHi eemenmHum ananizom, IIMP-cnekmpockoniero.

Cunmesuposan psao N-apun-(N-ankun)amuoos 6en3muazon-2-muokapboHo8ou Ku-
clombl ¢ npuMeHenuem Moouguyuposannou peakyuu Bunveepooma-Kunonepa. Cocmas u
CMPYKMYpa NOAYYEHHbIX COeOUHeHUll OO0KA3aubl dleMeHmubiM  aumaiuzom, IIMP-
cnekmpockonuei.

Some N-aryl-(N-alkyl)amides of benzthiazole-2-thiocarbonic acid have been syn-
thesized by Willgerodt-Kindler modified reaction. The composition and structure of ob-
tained compounds have been adopted by elementary analysis, NMR-spectroscopy.

Beryn. eteponmkiniuHi TioaMiayM 3aBASKH PI3HOMAHITHUM BJIACTUBOCTSM 3HAXOIAThH
IIUPOKE 3aCTOCYBAaHHS B OPraHIYHOMY CHHTE31, B TOMY YMCJIi B CHHTE31 TreTeporuKiiB [1-3]
K O10JIOTTYHO aKTHBHI PEUYOBUHH, 30KpeMa, XIMI4H1 3ac00M 3aXUCTy pociuH [4], Ximbapmii-
penapatu [2, 5]. B TexHili reTepoUUKIIYHI TI0aM11 PI3HOMaHITHOI OyJJOBH 3aIlIpOIIOHOBAHI
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