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CHUHTE3 3-R-8-(N-METHUJAMIHOTIOKAPBOHLI)-7-APHUJI-1,4-TUTTAPOITIP A30JIO-

[5,1-c][1,2,4] TPUA3AH-4-OHIB

4-Awmino-3-mMeTnnTio-6-R-4,5-murinpo-1,2,4-rpra3suH-5-0HM B NMPUCYTHOCTI MipUAWHY pearyiots 3 TakuMmu CH-xnc-
noramu, sk 3-apui-N-merni-3-okconponanTtioamian, yrBoproroun npu npomy 3-R-8-(N-merunaminoriokap6o-
Hin)-7-apui-4,6-nqurigpomipasono[5,1-c][1,2,4]tpuasun-4-oHu, CTPYKTYpy SIKMX AOBEAEHO 3a momomoroio IY- Ta

SAMP “H-cnekTpockorrii.

Moxinni 1,2,4-Tpua3uHy MalTh BEIHKE Mpak-
TUYHE 3HAYEHHA 1 MOXYTh 3aCTOCOBYBAaTHCH SIK IIEC-
TUIUIM, OapBHUKU Ta JiKapchki 3acobu (aHTu-
OakTepiaibHi, aHTUBIPYCHI, TPOTUTYOCPKYIHO3HI),
a TaKOX ISl TPAaBUMETPUYHOTO BU3HAUEHHS BaX-
kux MeramiB (tamiro, manamiro, ocmiio) [1]. Tomy

MOIIYK HOBHUX METOJIB CHUHTE3y 1 (pyHKIiOHami3aLii

1,2,4-Tpua3uHiB € Ba)JIMBUM HAaINpsIMKOM Yy cydac-
Hilf opraHiuHiil ximii.

Panimie [2—4] 6ymo nokasano, mo 4-amiHo-3-Me-
TunTio-6-R-4,5-nurigpo-1,2,4-rpua3uH-5-o1u B oc-
HOBHOMY CEpEIOBHINI KOHICHCYIOTHCS 3 TaAKUMHU
CH-kucnoramu, K MaJOHOIUHITpuUI [2], aneTwui-
aneToH i aneroouroBuii ecrep [3], apuicyab(oHi-
areroHiTpuian [4] 3 yTBOpEHHSM IUTIIPOMIPa30Jio-
[5,1-][1,2 4]TpMa3MH -4-oHiB. HpOI{OB)KyI—O‘{I/I JOCITi-
KEHHS peaKIfii FeTepouI/IKJ'[BaLlll B pALy 1,2 4er1/1a—
suH-5-oniB [4, 5] i 3-0kco-3- RLN-R HpOHaHTIO-
aminiB [6—S8], mu BcranoBum, mo B skocti CH-ku-
CIIOT, MPUAATHHUX I IUKIOKOHICHCAIIH, MOXKHA
BUKOPHCTOBYBaTH Takox 3-apuii-N-merni-3-okco-
MpOTIaHTIOAMIIH.

Hamu noxazano, mo 4-amino-3-mernntio-6-R-4,
5-nuriapo-1,2,4-rpuasun-5-ouu (| a—8) B KUIIIIOMY
nipuanHi pearyiorh 3 3-apui-N-merni-3-okcornpo-
nantioaminamu (Il a,0) 3 yrBopenusm 3-R-8-(N-me-
THUIaMIHOTIOKapOOoHIN)- 7-apui-4,6-murigponipa3oio-
[5,1-c][1,2,4]rpuasun-4-ouis (IV a—x), BUXOAH SKHX
CTaHOBJIATE 36—62 %

0 S
. ’JL““’u“NHCH
W) JNH, Il a6
SCH TH M THH
— CH,SH

i
NH R
: T|) ]

57 NHCH,

5% U NHCH,
I I a-m
la, IVar: R=C(CHg)3 |16, 1V6,: R=CHgz I8, IVBE:
R =CeHs; Il a, IVas: Ar=CeHs, 116, IVT,a. Ar=
= 4-CICeHa.

Iurinpomnipa3zono[5,1-c][1,2,4]tpuazuu-4-ouu
(IV a—m) — BucokomiaBki 3abapBiicHI PEYOBHHH,
SIKI MAIOTh KOJIIp Bill )KOBTOTO J0 KPEMOBOTO 1 AyXe
MOTaHO PO3YUHSIOTHCS y MOJSIPHUX OPTaHIUHUX PO3-
YU HHUKAX.

Cunig BiI3HAYMTH, 110 B L0 PEAKI[iI0 BCTYNAOTh
TUTBKU 3-apmi-N -MeTHII-3-0KCOMpOMaHTIOaAMI M, ajie
He i3omepHi iM N-apun-3-okcobyranTtioamiam. Mmo-
BipHO, LIeH (paKT MOSCHIOETHCS OUIBIION KHUCIOTHI-
crio CH yrpymu 3-apuit-N-merui-3-okconponaHTio-
aMif[iB y HNOPIBHSHHI 3 KUCJIOTHICTIO I[i€l X I'pyIH
N-apui-3-okcobyrantioamiais [9).
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VY cnektpax SAMP Séi aurigpormipasono[5,1-c]-
[1,24]rpuasun-4-ouis (1V a—1) xapakTepUCTHUHUMHE
€ curHanu npoToHiB N-MeTHITIOKapOOHUIBHOT, apHu-
apHOi 1 NH-rpyn (Bigmosimno 3.07—3.10, 10.09—
10.29, 7.45—8.03 i 13.51—14.17 m.u.). B TY-crek-
Tpax cnoiyk |V a—1 cnocTepiraroTbCst CMyTH KOJIH-
BaHb rpyn NH, Ar i C=0 (Biznosizno 3200, 3000
i 1720—1700 cm ™ )

8]
. r. AL
R —_
\H“N_H p— f Ll
NxN,-' = ‘Nf)j\,a\r
o

Ar
5% NHCH, NHCH,
Iy ' Iy
o
N——N
;J:IjtFCH

Cunig Bim3HauuTH, mo BojeHb NH-rpynu B re-
TEPOCUCTEMAaX TAKOTO0 THUIY PYXOMHI, BHACIiIOK
yoro murigpomipa3zono[5,1-c][1,2,4lrpuaszun-4-ouu (1V
a—1) MOXYTh ICHYBaTH B TPBOX TayTOMEpHHX (Hop-
max (1V, 1V’, IV"). Ane B poborax [2—4], npucss-
YEHUX CHHTE3y Li€i reTepouMKHquoi’ CHCTEMH, IIe
MUTaHHS He OYylOo BUCBITJICHE.

IIporonu, sxi B cnekrpax IMP M mators in-
TepBaJl 3Ha4YeHb XiMiyHOTO 3cyBy 13.51—14.17 M.4.,
3HaXOASAThCA B Jyxe ciabkomy moui, i, BmHOBiz[Ho,
MOXKyThb HanexaTu Tutbku NH-rpymam crpykryp 1V
i IV” [10]. Curnamu nporonis NH-rpyn e mosoui
BY3bKMMHU (HaMiBUIMPUHA CHUTHATY CTAHOBUTH 8.8—
10.6 T'), 1m0 CBIAYUTH MPO HHU3BKY IBUAKICTH 00-
MiHY 1 HasIBHICTb OJHi€l TayToMepHOi Gopmu. binbim
iMOBIpHHM € icHyBaHHs mipa3oio[5,1-c][1,2,4]rpu-
a3uH-4-oHiB y ¢opmi |V, ToMy 1m0 y BUIIAJKY TaKOi
CTPYKTYpPH JOBXKUHA JAHLIOTA CIPSDKEHHA Oinblia,
HIX y BUNAAKy cTpyktypu V' i IV”, mo enepre-
TU4YHO BUrigHime. BiporigHo, B cnomykax IV a—x ic-
Hy€E CIpsDKeHHS kKapOoHUIbHOI rpynu 3 azoToM N-6
yepes3 CHCTEMY MOJIBINHUX 3B’A3KiB, 11O CIPUUYUHSIE
HiBUIICHHS €IEKTPOHHOI I'YCTUHU Ha KHCHI 33 paxy-
HOK 3MeHmeHHs ii Ha N-6, mo, B cBOIO uepry, i
pobute nporon NH-6 Ginbmr pyxoMum.

IMoBipHO, npu nii mipuauHy Ha 3-0KCOMPO-
nantioamin (I1) cmouatky BinOyBaeThCs TeHEpyBaH-
Hs KapOaHioHy, sIKMi HykJieodinsHO aTakye 1,2,4-Tpu-
asuH-5-oH (I) Mo MicIf0 HU3bKOI EJIEKTPOHHOT TYCTH-
HU — 1o Byriaemio C-3. [Ipu upomMy mpotikae emi-
MIHYBaHHS METHITIOTPYIH i, BIPOTiHO, YTBOPIOETH-
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ca intepmeniatr (I11), B sikomy mepebirae BHYTpil-
HbO-MOJIEKYJIIpHa KOHJeHcalis aminorpymu NHo5
1 kKapOOHUIBHOT I'PyNH, L0 NPUBOAUTH IO YTBOPEH-
Hs1 purigpomipa3ono[5,1-c][1,2,4lrpuasun-4-ony (IV).

TaKHM YUHOM, HAMH I[OKAa3aHO, L0 3-0KCO-3-
RL-N-R? -IPOMAaHTIOAMIIM MOXYTh BHKOPHCTOBYBA-
THCh sK noJidyHkunionansHi CH-kucnoTu, mo n03-
BOJIS€ CHHTE3YBATH KOHJICHCOBAHI T'eTEPOIUKIIH, SIKi
Mmictsath N- aJ'IKlJ'ITloaM]I[HI/II/I (bparMeHT

Cunektpu AMP ' sanucani na npnnam Varian
-300 (po6oua yacrora 300 MT'11), BHYTpiIlIHI#i cTaH-
napt TMC. IU-cniekTpu 3apeecTpoBaHi Ha MpHIIai
UR-20 B tabnerkax KBr.

Cunmes 3-R-8-(N-memunaminomioxapbonin) -7-
apun-4,6-oucioponipazonol 5,1-c] [ 1,2,4] mpuasun-4-
onie (1V a—0). Po3zunn 0.001 mons 4-amino-3-me-
TuTio-6-R-4,5-nurinpo-1,2,4-rpuasun-5-ouis (| a—8)
i 0.001 monp 3-apun-N-merui-3-oxconpomnaHTioami-
ai (11 a,6) B 3 MJ1 mipuauHy KUIl'sATHIA 8 TOM, 0XO-
JI0DKYBAITH, BiidUTbTpOBYBasU ocaa mipasoino[5,1-c]-
[1,24]tpuasun-4-ony (IV a—x), npomMuBau #oro era-
HOJTOM (2x3Mu1) i cyuriy.

3-(m-bymun) -8-( N-memunaminomioxapbonin) -7-
@enin-1,4-ouzioponipazono[ 5,1-c] [ 1,2,4] mpuazun-
d-on (1V a). BI/IXI,Z[ 0.211r (62 %), .. 325°C.
Coektp SIMP ¢l (d, mu., IMCO-Gg, J, T): 141 ¢
(SH, (CHy){C), 3.07 1 (3H NHCHg, J=3.9Tn), 7.45
M (BH, CgHg), 7.67 m (2H, CgHpg), 10.16 mmp.c (1H,
NHCH3) 13.69 ¢ (1H, NH-6). I9-cnextp (KBr, n,
cM )3200 3100, 3000, 1715, 1610, 1580, 1545, 1455,
1390, 1370.

3uaiineno, %: C 59.70; H 5.50; N 20.60; S 9.64.
C17/H10N50S. Pozpaxosano, %: C 59.80; H 5.61;
N 20.51; S 9.39.

3-M emun-8-( N-memunaminomioxapbounin) -7-ge-
nin-1,4-ouzioponipaszonol 5,1-c] [ 1,2,4] mpuasun-4-on
(IV 6). Buxin 0170t (57 %), r.nn. 350—352 °c.
Crektp SAMP B¢ (d, mu., IMCO-Gg, J, T'm): 2.34
¢ (3H, CHy), 3.07 n (3H, NHCHg, J 3.3Tn), 7.46

M (BH, CgHg), 7.68 m (2H, CgHg), 10.09 mmp.c (1H,
NHCH3) 1351 ¢ (1H, NH-6). IT9-cnextp (KBr, n,
cM )3200 3100, 3000, 1710, 1620, 1570, 1500, 1460,
1380, 1360.

3uaiineno, %: C 55.88; H 4.54; N 23.64. C,H 15
NsOS. Pospaxosano, %. C 56.17; H 4.38; N 23.40.

8-(N-M emunaminomioxapbonin) -3, 7-oughenin-1,
4-ouzioponipazono| 5,1-c] [ 1,2,4] mpuazun-4-on (1V 6).
Buxin 0130r (36 %), t.mn. 355—358 °C. Cnektp
IMP H (d, m.u., JIMCO- dg J, Tm): 3.10 n (3H,
NHCH,, J= 35F11) 749 m (6H, 2CgHg), 7.74 m (2H,

CgHp), 803M (2H, CgHy), 10.29 mmp.c (1H, NHCH3)
14.17 ¢ (1H, NH-6). T9-cnextp (KBr, n, cm ) 3200,
3100, 3000, 1710, 1620, 1520, 1467, 1380.
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3naiineno, %: C 62.80; H 3.95; N 19.65. C1gH 5
NsOS. Pospaxosano, %: C 63.14; H 4.18; N 19.38.

3-(m-Bymun) -8-( N-memunaminomioxapbonin) -7-
(4-xnopenin) -1,4-oucioponipazonol 5,1-c] [ 1,2,4] mpu-
asun-4-on (1V 2). Buxin 0.169t (45 %), T.mi1. 330—
332°cC. Cnexktp SIMP q (d, mu., IMCO-dg, J,
) 141 ¢ (9H, (CH94C), 3.08 1 (3H, NHCHs,
J=38Twm), 755 1 (2H, n-CICgH,, J=8.4Tw), 7.70
n (2H, n-CICgH, J=8.4Tu), 10.22 mmp.c (1H,
NHCH3) 13.74 ¢ (1H, NH-6). I9-cnextp (KBr, n,
oM D) 3200, 3100, 3000, 1720, 1610, 1570, 1500,
1440, 1395, 1370.

3mnaiineno, %: C 54.05; H 5.02; N 18.57. C17/H 14
CIN5OS. Pospaxosano, % C 54.32; H 4.83; N 18.63.

3-M emun-8-( N-memunaminomioxapbonin) -7-( 4-
xaopgpenin) -1,4-oucioponipasono| 5,1-c] [ 1,2,4] mpu-
asun-4-on (1V 0). Buxig 0.143r (43 %), T.m1. 361—
363°C. Cnektp SAMP H (d, mu., IMCO-dg, J,
I'm): 2.34 ¢ (3H, CHjy), 3.08 1 (3H, NHCH3, J=35
I'm), 7.55 m (2H, n-CICgHy4, J=8.0Tw), 7.69 m (2H,
n-CICgH,, J=8.0Tn), 10.17 mwmp.c (1H, NHCH3)
13.60 ¢ (1H, NH-6). T9-criekrp (KBr, n, cMm™ ) 3200,
3100, 3000, 1700, 1610, 1570, 1500, 1440, 1370, 1350.

3naiineno, %. C 50.56; H 3.34; N 21.24.
C14H15,CIN50S. Pospaxosano, %: C 50.38; H 3.62;
N 20.98.

PE3IOME. 4-Amuno-3-metuntuno-6-R-4,5-murunpo-
1,2,4-tpua3nuH-5-0HEI B IPUCYTCTBUH MUPHUINHA PEATHPYIOT
¢ rakumu CH-xucnoramu, kak 3-apui-N-merwi-3-okconpo-
MaHTHOAMHU/IBI, IpeBpamasice npu 3toM B 3-R-8-(N-metwi-
aMUHOTHOKapOoHMN)-7-apui-4,6-quruaponupasono[5,1-c]-
1,2,4]rpua3un-4-0Hbl, CTPYKTYpa KOTOPBIX JI0Ka3aHa C MO-
mompbio UK- u AMP “H-cnexkrpockonuu.

IncruryT opraniunoi ximii HAH Vkpainn, Kuis
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SUMMARY . 4-Amino-3-methylthio-6-R-4,5-dihydro-1,2,
4-triazin-5-ones react with such CH-acids as 3-aryl-N-methyl-
3-oxopropanthioamides in the presence of pyridine. The
products of this transformation are 3-R-8-(N-methylamino-
thiocarbonyl)-7-aryl-1,4-dihydropyrazolo[5,1-c][1,2,4]triaz
i- ne~4 ones. Their structure was proved by IR and
NMR H spectroscopy.
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