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CuHTe30BaHO Ta OXAPAKTEPHU3OBAHO PAI paHille He
ONMCAHNUX KOHAEHCOBAHMX reTepORMMKIIYHIX CHCTEM
Ha ocHoBi 1,4,6-Tpnamino-1,2-qurinapo-2-mipumi-
OWHTIOHY — NOTeHUiHHNX 0i0JIOriYHO0 AKTHBHHX
CHOJIYK.

IMoxinHi nmipuMiTWHY 3HaWNIM LIMPOKe 3aCTOCY-
BaHHS B MeauuHii npaktudi [1, 11, 15, 16]. ITpose-
JEHUW HAMH JIiTepaTypHUN OrJsig MoKasaB, IO IO-
XiIHi MipUMIOUHY i CBOTOAHI € 00’€KTaMU iHTEHCUB-
HHX TOCHTIIXeHb. B OCHOBHOMY pOOOTH ITPOBOISITHCS
3a JIBOMa HanpsMKaMu: Ile CUHTEe3 HOBUX ITOXiTHMX
NipUMITWHY 3 PI3HOMaHITHUMM 3aMiCHUKaMH B SUIpi
Ta CTBOPEHHS HOBHUX TeTEPOLMKIIMHUX CHUCTEM Ha
oCcHOBi mipuMinuHy. Jlo Apyroro HampsiMKy BiIHO-
CHUTBCSI CMHTE3 MYPUMHIB 32 KJIACMYHUM METOIOM, IO
[OJIATa€ y B3aeMoil 4,5-miaMiHONIpUMIANHIB 3 Kap-
OoHIILHUMM criojiykamu [4, 5, 7, 10, 12]. Ha ocHosi
1,6 niaMmiHOMipUMinuHiIB Ta 1,2-AMKapOOHITBHUX CIO-
JIyK OTpPUMMAaHi BiIYTOBiAHi MTipUMIAMHOTPUA3ZUHOBI
CTPYKTYpU, SIKi BUSIBWIM PI3HOMAaHITHY Oionoriufgy
akTuBHicTh [8, 9, 14, 17]. Bemmka KinbKicThb poGiT
IIPUCBSIYEHA CUHTE3Y ITIPpUMiIHOOKCa3MHiB Ha OCHOBI
5-amiHoopoToBoi kuciiotH [2, 3, 6]. HoBi KoHgeHco-
BaHi CITONIYKH YTBOPIOIOTHCS MpPH aikKijyBaHHi 1,3 Ta
1,4-1MranoreHOBYIJIEBOOHSIMU TNOXiMHUX TiPUMITK-
Hy, peakllisi nepebirace 3a y4yacTio LIMKIIIYHUX aTOMIB
aszory [13].

Mu 31ifiCHUIM CHHTE3 HOBUX KOHIEHCOBAHUX re-
TEPOLMKJIIYHUX CUCTEM Ha OCHOBI 1, 4, 6-TpuamiHo-
| H-mmippmigun-2-tioHy (3) (cxeMa cuHTe3y KOHAEH-
COBaHUX reTEPOLMKIIYHUX CUCTeM Ha OCHOBI 1,4,6-
TpUaMiHo-1,2-aurigpo-2-mipuMiguHTiOHY). Ilpena-
PaTUBHUM METOHOM CHHTe3y crnoyiyku (3) € KOHIEeH-
caiig TioceMikap6a3uay 3 MaJIOHOAMHITPUIOM Y TIPU-
CYTHOCTi eTMJIaTy HaTpiro, Buxin craHosus 34% [18-
20]. Ilpu 3GinelieHHi Yacy NpoBeaeHHs peakilil 3 8
a0 16 rogyH Ta 3aMiHi eTWiaTy HATpil0 Ha METWIAT
BUXiZ 36inbmyeThest 1o 70%.

IIpu B3aemoaii TpuaMiHonipuMiguHy (3) 3 cedo-
BHHOIO, Tio(pocreHOM, anpderizaMu abo KeToHaMH
YTBOPIOKOThCSI BIAMIOBI/IHI TPUA30ONAOTIpUMIAUHU (4, 5,
13a-n). Y pesyapraTi peakuil TpHaMiHOMIpUMITUHY
(3) 3 xmopanrigpuaamMu MoHoedipiB NTUKapOOHOBUX
KMCJIOT OynU ofepXaHi KOHAeHCOBaHi cTpykTypH (9-
11), cuHTe3oBaHi 6e3 BUIOIIEHHSI IMPOMIKXHHX IIPO-
aykriB (7a-n, 8a-n).

IMipyuMignHTPUAZMHOBI CTPYKTYpH OyIM OTpUMaHi
IpH B3aEMOII1l TpuaMiHonipuMinuny (3) 3 1,2-nqukap-
OOHUIbHMMU PEYOBMHAMM, Y pasi B3a€EMOIIl 3 JieTUII-
OKCOJIaTOM YTBOPIOETHCS pevoBuHa (14), a nipu B3ae-
Mojii 3 miaetTwnoM — pedoBuHa (16). TpuasuHo-
mipuMinuH (14) pearye 3 o-deHiuIeHIiaMiHOM, YTBO-
PIOIOYH TETPALUKIIIYHY KOHIEHCOBaHy pe4oBHHY (15),
a peaxilis 3 TioceMikap6a3uaoM TIPUBOAUTH /(O YTBO-
PEeHHSI TPUIIUKIIYHOI pedoBUHU (17).

BynoBa CMHTE30BaHUX CITONYK OyJjia JoBeIeHa 3a
JOINOMOTOIO €JIEMEHTHOIO aHaJIi3y Ta iHCTPYMEHTATb-
HUX MeTomiB (Tabn. 1 ta 2), [H-cnexTpy BUMIpIOBAIN
Ha crekrpodoromeTpi “Specord M 80” B Tabnerkax
KBr; B I4 ciexTpax CHHTE30BAHUX CIIOJTYK MiCTITbCA
XapaKTePUCTUYHI CMYT'H TOTJIMHAaHHA (V, CM'I) 3100-
3300 (NH), 1720 (C=0). ECII BuMipioBaiu Ha CTIeK-
tpodoroMerpi “Specord M 40” y po3zuuni C2HsOH.
IIMP cnexrpu 3HimManm npu yactoti 400 MHz. [dani
eJIEMEHTHOIrO aHasi3y Ha BMICT BIINOBIAAIOTh BUpa-
XYBaHUM.

ExcnepuMeHTaNbHA YaCTUHA

Cnonyka 1, 4, 6-rpuamino- 1 H-nipuminnH-2-TioH
Gys1a OTpMMaHa paHillie 3a MeTo/INKoI0 poboTH |14-16].

Cunres 7-amino-1,2,3,5-rerparinpo[1,2,4]rpuaso-
Jao[1,5-c]nipumiaun-2,5-nutiony (4).

Ho posumny 0,01 Monb cnionyku (3) B cnupTi
nonaoTts 0,01 Mons mipununy i 0,01 Mons Tiodoc-
reHy MO Kparuisix, OXONOIKYIOTh, 3aJIMIIAI0Th Ha HIY
[0 BUIUIEHHSI KpaCUBUX OiJIUX KYJTBOK.

Cunres 7-amino-5-tiokco-1,2,3,5-rerparinpof1,2,
4]Tpnasonof1,5-c]oipmminun-2-ony (5).
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Cxema. CUHTE3 KOHABHCOBAHUX FETEPOLMKIIMHMX CHCTEM HO OCHOBI 1,4,6-TpMOMiHo~],?-nwrinpo-?—nipMMinMHﬂOHy,
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Tabsmna 1
JlaHl eJIeMEHTHOTO aHAJNIRY CUHTE30BAHUX CIIOJVEK
Ne cno- 3HainneHo, % BpyTTO- BupaxyeaHo, %
NyKn c H N dopmyna C H N
4 30,16 2,57 35,32 CsHsN5S2 30,14 2,53 35,15
5 32,67 2,70 38,28 CsHsNs0S 32,78 2,75 38,23
7a 39,90 4,75 25,88 CoH13N5503S 39,85 4,83 25,81
76 42,16 5,36 24,56 C10H15N503S 42,10 5,30 24,55
78 44 .16 577 23,46 C11H17N503S 44,14 5,72 23,40
8a 42,66 4,37 27,69 CoH11N5028 42,68 4,38 27,65
86 44,90 4,93 26,23 C10H13Ns502S 44,93 4,90 26,20
88 46,93 5,34 24,88 C11H15Ns02S 46,96 5,37 24,89
9 43,44 3,16 31,66 CsH7N50S 43,43 3,19 31,66
10 40,56 2,47 33,85 C7Hs5Ns0S 40,58 2,43 33,80
11 47,80 5,29 27,89 C10H13N50S 47,79 5,21 27,87
13a 35,43 4,15 41,35 CsH7NsS 35,49 417 41,39
136 39,32 4,93 38,24 CgHoNsS 39,33 4,95 38,22
138 53,85 4,56 28,57 C11H11NsS 53,86 4,52 28,55
13r 42,64 5,64 35,53 C7H11NsS 42,62 5,62 35,50
134 63,53 4,75 21,76 C17H15NsS 63,53 4,70 21,79
14 34,15 2,44 33,12 CsHsN502S 34,12 2,39 33,16
15 50,85 3,22 34,62 C12HoN7S 50,87 3,20 34,61
16 46,38 4,40 33,80 CgHgNsS 46,36 4,38 33,79
17 31,54 2,23 42,10 C7HsNgS2 31,57 2,27 42,08
Tabunusa 2 Ilpu XMIT’SITIHHI CEUOBUHW NPOTSTOM 2 TOAMH 3
PDizuko-xiMiyHI XapaKTepUCTUKHA PO3YHUHOM CTIONYKH (3) B CMIUPTOBOMY PO3UMHI YTBO-
CUHTE30BaHUX CIIOJIYK PIOETHCS CITOJIYKA XOBTYBATOTO KOMbOpy (5).
Cunres 8-amino-6-tiokco-1,3,4,6-Terpariapo-2H-
Cronyka| Buxin, % ggg;;‘l"; T.nn, °C nipumino[1,6-b]{1,2,4]Tpuazun-2,3-niony (14). .
Ho poszumny 0,01 Monb cnonyku (3) y cnumpTi
3 55 C4H7NsS 292 nopaemo 0,015 Monb gieTunokcaiaTy Ta HarpiBaeMo
4 77 CsHsNsS2 280 Ha MacJIsiHiY 6adi npotsiroM 16 roauMH, 3aTUIIAEMO,
5 54 CsHsNsOS 2792 3a HIY BH,[[iJ]HGT{:CH MyXKUMT .6imfn?1 ocan. :
p - o o Cunres 3-amino-5,12-auriapo-1H-mipumino[1°,6°:2,
o 3111,2,4]}rpuaznno[5,6- blxinokcaxin-1-riony (15).
7a 67 CoH13Ns03S 296 HarpisaeMo g0 posunnents 0,01 Mosb cronyku
76 43 C10H15Ns03S 268 (6) B IM®A, nomaemo 0,018 Mounb o-deHiieHaiami-
78 54 C11H17NsOsS 269 Hy Ta HarpiBaeMo peakuiiHy cyMill mpoTsrom 72-x
FOIMH, YTBOPIOETHCS KOPUUYHEBUMA MITKMIA ocal.
Ga o ColtiaUas i Cunre3 8-amino-2,3-aumernn-6 H-nipumino[1,6-b]
86 58 C1oH13N5028 291 [1,2,4]Tpua3un-6-tiony (16).
88 45 C11H1sNs028 250 o 0,01 Mons criosryku (3), posurnenol y JIM®A,
: ; ioHV-2
9 67 CHsNsOS 575 IIODAEMO O Kparuisix 0,015 'MOﬂb OyTaHuioHy-2,3
(miauerwity), HarpiBaeMo cymiin nporsrom 15 xsu-
19 24 CaH7NsOS 274 JIUH, BUINAJAE€ SICKPAaBO >XOBTUHW oOcal i3 3€A€HOI0
11 54 CgoHgoNsOS 262 oopecLeHUi€!O.
12 56 CgHoNsS 287 Cunres 7-aMiH;)-2,2-R,R1-51,2,3,5-'1("(i13‘pari£;p0[1,2,
4]tpuazono|1,5-clnipuminua-5-Tionis a-n).
> ) o )
18 = Cighlohg= ool HarpiBaemo Ha macngHiii 6ani po3duH 0,01 MoJib
14a 63 CsH7N5S 257 cronyku (3) y crnupri 3 BiaTOBIAHUM KapOOHIIbLHUM
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aJIKOTOJNSITY HaTpilo Bumiagae Oimuit ocanm (9-11),
(inpTpyEMO HOro Ta CylmmuMmo.

Cunres 7-amino-2,5,9,11-rerpariapo-3H-nipumino
[1,6-b][1,2,4]Tpuazuno[5,6-e][1,2,4]Tpnazmn-3,9-am1-
Tiony(17).

Ho cnonyku (6) y IM®A nonaemo tioceMikapba-
3UJ] Ta HarpiBaEMo CYMilll TIPOTATOM 72 TOJIMH, BUITA-
nae cipuit ocan crionyku (17).

peareHToM (12 a-n) y KitbkocTi 0,02 Mosnb Ha IpoTsI3i
10 roguH, BUAIISATECA OCaf.

Cunres cronyk 9-11.

3Miryemo 0,01 Mons crionyku (3), 0,011 Mous
MIPUIMHY Ta MOHOXJIOpaHriapuay MoHoedipy Bia-
MOBITHOI AMKapOoHoBol KUCIOTH (16 a-B); 1Ipu 0X0-
JIOIXKEeHHI 3aIUIHaEMO PO3YMH Ha Hi4, ITOTIM ocaj,
WO yTBOpPUBCH, (8 a-O) HarpiBaeMo B IIPUCYTHOCTI
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CUHTE3 KOHAEHCHUPOBAHHLIX 'ETEPOLIMKJIMYEC-
KUX CUCTEM HA OCHOBE 1,4,6-TPUAMMUHO-1,2-JU-
rMAaArPO-2-MMIMPUMUIUHTHIOHA

A.B.Konecunkog, B.[1.Yepusix, J.A.lllemuyk, X.M.Kanaau
CHHTE3MPOBAH U OXapAaKTEPHU30BAH Psi/l paHblle He ONUMCAHHBIX
KOHAEHCUPOBAHHBIX TeTePOLIMKINYECKUX CHUCTEM Ha OCHOBE
1,4,6-tpraMuHO-1,2-AUruapo-2-AUPUMHINHTIOHA — NOTEHIU-
aNBHO OMOIOrMYECKM AKTHBHUX BEILUECTB.
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SYNTHESIS OF CONDENSED HETEROCYCLIC SYSTEMS
ON THE BASIS OF 1,4,6-TRIAMINO-1,2-DIHYDRO-2-PY-
RIMIDINETHIONE

A.V.Kolesnikov, V.P.Chernykh, L.A.Shemchuk, H.M.Kanaan
We have synthesized and characterized the line of not early
described condensed heterocyclic systems on the basis of 1,4,6-
triamino-1,2-dihydro-2-pyrimidinethione — potentially biologi-
cally active substances.



