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IUKJOKOHJAEHCAIII 3-(R>-AMIHO)-3-METHJITIO-1-R-IIPOIEHOHIB 3
2-AMIHOA30JIAMHA

[3+3]Luknokounencanii - 3-(RP-amino)-3-MeTunrio-1-R-nporeHonis 3 2-amiHOA30MaMHM, AKi MiCTSTH
SHIOUMKIIIYHY aMiHOTPYIy, BiIOYyBarOTbCS CEJNEKTHBHO, 3 YTBOPEHHSIM OIIHKIIB — TOXiTHUX MiPHUMIiIHHY.
[IpoxykT MX peakuiii — pe3yJbTaT aTaku eK30LUKIIYHOT Ta €HAOLMKIIYHOI aMiHOTPYN a30iy, BiAMOBIAHO, 1O

kapGOHibHii Ta MeTmTiOrpymi 3-(RP-amiHo)-3-MeTmTio-1-R™-nponeHoHis.

HemonaBno wamu Oyno mokazaHo, mo 3-ankin-N-apui-3-okcomponaHTioaMiou pearyroTh 3
takumu 1,3-tuHykiaeodinamu, sk 3-amino-5-R-1,2,4¥puasonu [1], 2-amino-5-R-nipuaunu [2], 2-ami-
HoTiazonu [3] Ta kapOoHaT ryaHinuHy [4] 3 yTBOpeHHSM eHTioamiaiB [4] Ta MOXiqHUX mMipuUMigHH-4-
TioHy Ta 4-(apunamino)mnipuminuny [1-4]. Takox Oyno BcTaHOBICHO, 1m0 3-apuii-N-anikin-3-okcorpo-
MaHTIOAMIIM HEMPUAATHI IS TAKUX [UKITI3allii, TOMy 110 B YMOBaxX peakilii BOHU CAMOKOHICHCYIOThCS
B 1-ankin-5-(N-ankinamiHotiokap6oHin)-4,6-1uapui-1,2-turigponipuaus-2-tionn [2, 5].

Bigomo, 1110 N-R2-3-Rl-3-OKCOHpOHaHTi0aMI/I,Z[I/I (Rl, R? = AlK, Ar) nerko MoXyTh OyTH TIEpeT-
BopeHi B 3-(RP-amino)-3-metmnrio-1-R'-nporesonn [6], ki € LiHHIME peareHTaMu IS CHHTE3Y reTe-
pouukiiB [7-10]. OmHak IUKIOKOHAEHCAIIIT 3-(R2-aMiHO)-3-MGTI/IJITiO-1-Rl-HPOHeHOHiB 3 amMmiHo-
a3ojlaMH, SIKI MOXXYTb IiepebiraTu HECEJEeKTHBHO 1 MPHU3BOIUTH JO YTBOPEHHS IEKUIBKOX peri-
O130MEpHHUX CIIONYK, JAOHUHI HE IOCHiKyBanuch. Ciia 3ayBaKUTH, IO NMPOAYKTaMHU LHX pEaKIii
MOXYTb TaKOX OyTH T€TEPOLMKIIH, sIKi HEMOKJIMBO OTPUMATH MpH Oe3nocepeHii B3aemonii N-amkin-3-
apuiI-3-0KCOMPOIaHTioaMiliB 3 2-aMiHOa301aMu (a3MHAMU) 3 BUIIIEBKA3aHOi MpUunHU [2, 5].

Meroro Hamoi po06oTH OyJa0 BCTaHOBJICHHS MOXJIMBOCTEH BUKOPUCTaHHS 3-aJIKij(apwi)amino-3-
MeTunTio-1-R-1poreHoHiB B AKOCTI cyOcTparTiB [Uis LUMKIOKOHACHCAIM 3 2-aMiHOAa30J1aMM, a TaKOX

JOCTIKEHHS PET10CENIEKTUBHOCTI X PEAKITiil.



Hamu Oyno 3Haiineno, 1mo 3-(R2-aMiHO)-3-MeTI/IJITiO-1-R1-HpOHeHOHI/I (Ia,6) B KumIsYOMy 2-
IPOMAHOJII B3a€MOJIIOTH 3 2-aMiHOA30JIaMH, SIKI MICTATh €HIOLUMKIIUHY amiHorpymy — 3-aMiHO-5-R-
1,2,Aqpuasonamu (I1a,0), 3-amino-4-R*-5-R-mipasomamu (IVa,6) i 2-aminoGensimigasomom (VI) —
CEJIEKTUBHO, 3 YTBOPEHHSIM OJHOTO MPOAYKTY B KOXHOMY OKpEeMOMYy BHManKy. ['ereporukimivHa
CTPYKTYypa IMX CIHOJYK TOBEACHA 3a JOMOMOro crekrpockorii IMP 'H, a cknax - qaHUME eneMeHT-

HOTO aHaJi3y.
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Vas NH, 1Xa,6
R! = CHs (la, llla, Va,8, VIIG, I1Xa), Ph (6, 1116, IIs, V6, Vila, IX6); RZ = Ph (I, Ilk, Va,s,

VI 6, 1Xa), CHs (16, 1116, IlIs, V6, Vlla, IX6); R® = H (IIa, Ila, I116), SCH; (116, I1Is); R* = CN (IVa,
Va), H (IV6, Ve): R°=H (IVa, Vap), CHs (IV6, Va)

[TpoaykToM MMKIOKOHACH AT 3-MeTniTio-3-penizamino-1-mermmmponerony (Ia) 3 3-amino-
1,2,4qpuazonom (Ila) € 7-merun-5-peninamino[l,2,4frpuazono[l,5-ajnipumiaun (l1la), OymoBa skoro
Oya 10BeficHa HaMH 3a IOMOT'0I0 PEHTI€HOCTPYKTYPHOTo mAocmikenus [1]. Lei dakT mae MOXKIUBICTD
CTBepUKYBaTH, O B3aeMoxis 3-(RP-amino)-3-metmirio-1-R-nponenonie (Ia,6) 3 3-amiHo-5-MeTHIITIO-
1,2,Aqpuasonom (II6) Ta inmmMu 2-amioasonamu — 3amino-4-R-5-R°-nipasonamu (IVa,6) i 2-amito-
oensimimazonmom (VI) — Ttakok mepebirae K CyKYIMHICTh peakilii €K30IMUKIIYHOI Ta €HIOUUKIIYHOT
aminorpym aszounis (la,0, IVa,0, VI), BiamosigHo, Mo KapOOHIIBHIHM Ta METHIITIO- TpylIaM 3-METHIITIO-1-
R'-nponenonie (Ia,6) 3 yreoperssim 5-(RP-amino)-7-R*-[1,2,4]rpuazomno[1,5-a] nipumignuis (I116,8), 2-

R-4-(RP-amino)-7-R°-8-R*-mipasono[1,5-a]mipumiguuis ~ (Va-B) Ta  4-MeTmiamiHo-2-(peHinGen-



30[4,5]iminazo[1,2-a]nipumiausnis (Vlla,0).

3-(RP-Amino)-3-metmnrio-1-R-nporresonn (Ia,6) pearyioTh Takox 3 KapGOHATOM TyaHiIHHY
(VIII), npudomy 1151 KOHACHCAIis, HA BIAMIHY BiJl aHAIOTIYHOI peakiii 3-ankina-N-apui-3-okcomponaH-
TioaMiiB [4], BiIOYBa€eTbCs CENIEKTUBHO, IO J03BOJIIE OTPUMATH MPOIYKTH Ii€l TpaHchopmarii - 2-
amizo-4-(RP-amino)-6-R-mipumignan ([Xa,6) —3 Buxomamu 71-75%.

Tpy MOpiBHSHHI peakIiifHoi 31aTHOCTI Ta perioceneKTHBHOCTI muKIoKonaeHcariin N-R?-3-R™-3-
oxcomnponanTtioaminis [1-4] ta 3-(RP-amino)-3-mermirio-1-R'-nponeronis ([a,6) 3 2-amiHoasonamu
MOYKHa 3pOOHMTH BUCHOBOK, IO B IPYTOMY BHITAJIKy peakiii BiJIOyBalOTHCS CEIIEKTUBHO 1 B OUIBII M'SIK-
X yMoBax. e siBHIIE MOSACHIOETHCS THM, III0 METHJITIOTPYyTIA € KpalluM HyKjaeo(yrom, HiXk apuiaMiHO-
Ta TioKcorpymna. Are 3-(R2-aMiHO)-3-MeTI/IJ'ITiO-1-R1-Hp01'IeHOHI/I, Ha BIAMIHY BiJ N-R2-3-R1-3-01<conpo-
MaHTioaMIIB, B yMOBaX peakilii He pearyioTh 3 2-aMiHOa30JIaMH Ta 2-aMiHOa31HaMH, SIKi HE MICTSITh
enponukiaigHoi NH-rpymu. Leit dakt oOymoBlIeHHid THM, 10 AJIA MepeOiry reTeporukiizanii, cepen
NPOJAYKTIB SKOI € BOJA Ta METWJIIMEPKANTaH, PEarcHT MOBHHEH MaTth Tpu H-aTomMu B amigMHOBOMY
dbparmenTi. Take 0OMEKEHHS JIEIIO 3BY)KY€E KOJIO BUKOPUCTAHHS IIi€1 TPYMH peakiiii. Aje pa3oM 3 THM
B IIMKJIOKOHJEHCAIlll 3 2-aMiHOA30JIaMH MOKHA BBOAMTH 1 S-ankuibHI moximni 3-apui-N-ankin-3-
OKCONPOIIaHTioaMiliB, Toxi sK 3-apwi-N-ankisi-3-0KCOMpOomaHTioaMiii HENPUAaTHI IS TaKuX
nuKTizanii [2, 5].

Criz 3a3HAYUTH, 10 PEAKITi N-R2-3-Rl-3-OKCOHp0HaHTioaMi,I[iB 3 2-aMiHOA30J1aMH, SIKI CYIpO-
BOJIKYIOTBHCS €IIIMIHYBaHHSAM BOJIH 1 CIpKOBOAHIO [1-4], Ta MUKIOKOHAEHC ALl 3-(R2-aMiHO)-3-MeTI/IJ'ITiO-
1-R1-HpOHeHOHiB (Ia,6) 3 2-aminoazomamu (Ila,6, IVa,6, VI), ski mepebiraroTh 3 BUAIICHHIM BOIH i
METUJIMEPKAITaHy, BEAYTh IO YTBOPEHHS OJHUX 1 TUX caMuX MpoAyKTiB. CHiJIbHa OCOOIMBICTD ITUX
TeTEPOLUKITI3aIliil — 1€ KOHIEHCAIld EK30IUKIIYHOT Ta CHAOUMKIIYHOI aMIHOTpyI 2-aMiHOa30.Ty,
BiAMOBIIHO, 3 KAapOOHIMBHOIO Ta METHITIOPYMOK cyOcTpaTy.  VIMOBIpHO, MEpLIOI CTai€io
TreTepOIUKITI3allii € araka eK30IUKIIYHOI aMiHOTPYMH 2-aMiH0a30JIy MO KapOOHUIBHOMY (parMeHTy
cybctpaty. Ha KOpHCTh 1IbOTO MPUITYIICHHS CBIIYUTH BUJAUICHHS HAMHU 3 PEAKI[IHHOTO CepeoBHIINA

eHrioamiis [4].



B uinomy Buxoau npoaykrti (Illa-B), (Va-B), (Vlla,0), (IXa,0) ckiangarore 51-75%,110 1o3B0-
7€ BUKOPUCTOBYBATH IIHKITi3aIlil 3-(R2-aMiHO)-3-MeTI/IJITiO-1-R1-HpOHeHOHiB 3 2-aMiHOa30JIaMU SIK
npenapaTUBHUM METO CHHTE3y OIIMKIIYHAX MOXIAHUX MipUMITUHY.

Cnextpu SAMP i B¢ 3apeectpoBani Ha mpwiaai Varian - 300 goboua vacTora, BIAMOBIAHO,
3001 75MTI ) B pozunnax JIMCO-ds, BHyTpimHiii ctangapt — TMC.

Cunmes noxionux nipumiouny (1la-6), (Va-6), (Vlla,6). Pozunnr 0.001mons aminoazony (Ila,0),
(IVa,6), (VI) i 0.001 mons 3-(RP-amino)-3-merniurio-1-R-nponenony ([a,6) B 2 M 2-IpomaHoiy
KHIT SITWIH 13 3BOPOTHIM XOIOAMIBHUKOM 8 roji. OXonomKyBaiu, BiiiTbTPOBYBAIH OCal TETEPOIHKITY,
IPOMMBAJIH HOT0 eTaHoa0M (2x1 MJ1) 1 CYIIHIIH.

7-Memun-5-¢peninamino[1,2,4lmpuazonol[1,5-alnipumioun (I/1a). Buxix 0.162r (72%),t.m1. 183-
185°C (3 2-nponanony, T.w1. 183-185C [1]). Crextpu SIMP 'H ta **C inenrtuuni 3apeectpoBannm B
po6ori [1]. 3uaitneno, %: C 63.80,H 5.02, N 30.87. GH11Ns. O6uncneno, % : C 63.99,H 4.92, N
31.09.

5-Memunamino-7-genin[1,2,4mpuaszonol[1,5-a]lnipumioun (1116). Buxinx 0.153r (68%), r.1u1. 199-
201°C (3 eranony). Crektp SIMP *H (3, m.u., J, I'n): 3.101 (3H, NHCH;s, J=4.2T'n)), 6.83 ¢ (H, H-6),
7.52wm (3H, Ph), 8.2 (2H, Ph), 8.3Guwup.c (1H, NHCHs), 8.41c (1H, H-2).3naiineno, %: C 64.05,H
5.19, N 31.33. &H11Ns. O6uncieno, % :C 63.99,H 4.92, N 31.09.

5-Memunamino-2-wemunmio-1-genin[1,2,4mpuazonol[1,5-alnipumioun (1116). Buximx 0.171 r
(63%), T.u1. 226-228C (3 IMCO). Crextp SIMP 'H (3, m.u., J, I'ny): 2.63¢ (3H, SCH;), 3.08x (3H,
NHCHs, J=4.5Tn), 6.79 ¢ (H, H-6), 7.5 (3H, Ph), 8.1% (3H, Ph + NHCHs). 3naiineno, %: C 57.79,
H 5.11, N 25.56. GH13NsS. O6uucneno, % :C 57.55,H 4.83, N 25.81.

2-Memun-4-(gheninamino)-8-yiannipaszono[1,5-a]nipumioun (Va). Buxin 0.127t (51%), .. 180-
182°C (3 mitpomerany). Criextp SIMP 'H (5, m.4.): 2.43¢ (3H, CHs-2), 6.37¢ (1H, H-3), 7.31m (1H,
Ph), 7.46wm (4H, Ph), 8.64 c (#, H-7), 10.32c (1H, NH). 3naiizeno, %: C 67.63,H 4.69, N 27.88.
C14H11Ns. O6uucneno, % :C 67.46,H 4.45, N 28.09.

A-Memunamino-2-¢ghenin-8-yiannipasono[1,5-alnipumioun (V6). Buxin 0.142r (57%), r.u1. 205-



207°C (3 mitpomerany). Crekrp SAMP H (6, m.u.): 3.121 (3H, NHCH3, J=3.9T'1y), 6.85¢ (1H, H-3),
7.53wm (3H, Ph), 8.23m (2H, Ph), 8.50ym1.c. (1H, NHCH3), 8.58¢ (1H, H-7). 3uaiineno, %: C 67.19,H
4.22, N 28.34. gH11Ns. O6uucineno, % :C 67.46,H 4.45, N 28.09.

2, 7Humemun-4-(peninamino)nipazono[l,5-alnipumioun (Ve). Buxin 0.126r (53%), .1, 145-
147C (3 2-nponanony). Criektp SIMP *H (5, m.u.): 2.33¢ (3H, CH3-7), 2.44c (3H, CH3-2), 6.12¢ (1H,
H-8), 6.14c¢ (1H, H-3), 7.24m (1H, Ph), 7.43m (4H, Ph), 9.64c (1H, NH). 3naiineno, %: C 70.82,H
6.20, N 23.35. €H14N4. O6uucrneno, % :C 70.57,H 5.92, N 23.51.

A-Memunamino-2-¢gpeninbenszo[4,5) imioaso[1,2-alnipumioun (Vlla). Buxing 0.164r (60%), T.m1.
297-300C (3 AMCO). Crekrp SIMP 'H 3, m.w.): 3.211 (3H, NHCH;, J=3.6 '), 6.71c¢ (1H, H-3),
7.31m (1H, H-7), 7.55m (5H, Ph + NKCH; + H-8), 7.73wm (1H, H-6), 8.28m (2H, Ph), 8.45« (1H, H-
9). 3naiineno, %: C 74.65H 4.88, N 20.16. GH14N4. O6uncneno, % :C 74.43,H 5.14, N 20.42.

2-Memun-4-peninaminobensol4,5) imioaszol1,2-alnipumioun (V116). Buxig 0.181r (66%), T.m.
311-313C (3 IMCO). Crektp SIMP 'H (3, m.u.): 2.17¢ (3H, CHs-2), 5.53¢ (1H, H-3), 6.98m (2H,
Har), 7.03m (1H, H-7), 7.37m (3H, Ph), 7.55« (2H, Ha), 8.60x (1H, H-9, J=7.5T"n). 3naiigeno, %: C
74.20,H 4.91, N 20.65. gH14N4. O6uucneno, % :C 74.43,H 5.14, N 20.42.

Cunmes noxionux nipumiouny (1Xa,0). Cymim 0.001 monp npiGHOpO3TEpTOrO KapOOHATY
ryaniguay Ta 0.001momns 3-(RP-amino)-3-mermirio-1-R'-iponenony (Ia,6) Harpisamu 30xs npu 13C°C,
OXOJIOJUKYBaIM 1 00poOsin KuruistunM etanonoM (2x3 mi). BindinsTpoByBanmu ocam kapOoHATy
I'YaHIMHY, OXOIOKYBAIH 1 BUALISUH 2-amiHo-4-(RP-amino)-6-R-nipuminnan (IXa,6).

2-Amino-6-memun-4-(peninamino)nipumioun (1Xa). Buxig 0.150r (75%), t.mn. 169-172C (t.m.
170-172C [4]). Crexrp SIMP *H inenTuunuii 3ammcanomy B po6oti [4]. 3uaiineno, %: C 66.25:H 6.26;
N 28.27.C11H12N4. O6uncneno, %: C 65.98;H 6.04; N 27.98.

2-Amino-4-memunamino-6-gpeninnipumioun (IX6). Buxig 0.142 r (71%), t.mn. 191-193C (3
eranoiy). Crextp SIMP 'H (5, m.u.): 2.80x (3H, NHCH;s, J=4.8T'1), 5.93¢ (2H, NH,), 6.18 (H, H-5),
7.40m (3H, Ph), 7.91m (2H, Ph).Haiineno, %: C 65.85;H 6.31; N 28.22C1;H12N4. Beruncieno, %: C

65.98;H 6.04; N 27.98.



PE3IOME. [3+3]-LlukitokorneHcamun 3-(Re-amuuo)-3-merniTio-1-R'-nporneHoHos ¢
2-aMHUHO0a30JIaMH, coJepKallUMU SHAOUUKIINYCCKYI0 aMUHOIPYITY, OCYIIESCTBIISIFIOTCSI CEJICKTUB-
HO, ¢ O0pa3oBaHMEM OWILMKIOB — MPOU3BOAHBIX NMUPUMHUAMHA. [IPOAYKTHI 3THX peakuuid —
PE3YyJIbTAaT KOHACHCAIUU 3K30].[HKJIPI‘ICCKOI71 )41 3H,Z[OLII/IKJII/I‘-I€CKOI71 AMUHOIrpymIl a3oJja, COOTBET-
CTBEHHO, ¢ KapOOHMIbHOM 1 MeTHITHOrpyIaMi 3-(RE-amMuHo0)-3-MeTrnITHO-1-R-IIporeHoHOB.

SUMMARY. [3+3[yclocondensations of 3-fRamino)-3-methylthio-1-Rpropenones
with 2-aminoazoles containing endocyclic aminogrpupceed selectively resulting in bicycles,
pyrimidine derivatives. The condensations of exéicyand endocyclic azole aminogroups with
carbonyl- and  methylthiogroups  of 3%Bmino)-3-methylthio-1-Rpropenones

correspondingly forms the products of this readion
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