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CHUHTE3 ITIOXIJTHUX
5-TTAJIKITAMIHOMETHUJITIA30JIO[3,2-b] IITPUMIJIMHIB TA
MIPUMINO[3,2-b] TIASUHIB

CiauBka H.IO.l, I'eBa3za IO.I.Z, Craninenn BI.:
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Bigomo, 110 2-aJIKEHIITIOMIPUMIIUH-6-
OHM BCTYMAlOTh Y peakwito eaeKTpodiabHOI
BHYTPiLIHbOMOJIEKYJISAPHOT LUKITi3aii,
YTBOPIOIOYHM TP I[BOMY TIOXigHi Tia3omo[3,2-
blmipuminunito Ta mipuminoriasunito [1]. Tlpu
B3aeMOAIl 6-MeTUNTIOypalmiy 3 MIMEPiguHOM B
MPHUCYTHOCTI  (opMalbaeriny opepkano 4-
METHII-S-IIinepiIuHOMETHII-2-T10MI PHUMI IUH-
6(1H)-on [2]. Mu BCTAaHOBHIM MOXKJIHBICTbH
MPOXO/PKEeHHs  peakmii  ManHixa B 2-
ankeHirriompumigua-6 (1H)-onax.

Tomy MeTa gaHoi poOOTH — IOCTiIKECHHS
perioceneKTUBHOCTI OpOMyBaHHS 2-aJIKEH1ITIO-
5-miankimaMiHOMETHIT-4-Me T PUMIiIHH-
6(1H)-oHiB, OJIepKaHUX KOHJICHCALII€I0
MaHHiXa, a Tako)X BHBYCHHS BIUIMBY Pi3HHX
aMIHOTPYI B 5-My IOJOXEHHI MIPUMiTHHOBOTO
IIWKJTY Ha IIPOXO/UKEHHS PeaKilii raJoreHyBaHHS.

Jns mpoBeneHHs KoHzAeHcamii MaHHixa
BUKOPUCTOBYBAIM Taki aMiHUM SIK MiNEpiauH,
MopdoiiH, auOyTWiIamiH, a B  SKOCTI
KOMITOHEHTA, [0 MICTUTh aKTHBHHUI BOJCHb - 2-
aNKeH1NTIO-4-MeTrimipuMianH-6 (1H)-oHu.

IIpu il Ha 2-a7iNTio-4-METHUIIMIPUMIIHH-
6(1H)-on 1 BixmoBigHKX aMiHiB OYJI0 OTPHMAHO
2-aninTio-5-giankiiaMiHOMeTHIT-4-ME THIIIT PH-

Mmigna-6(1H)-ouu 2-4 3 Buxomom 63-76 %.

Peaxiiito MpoOBOMWMIM TIPU KHIT ATIHHI CyMITIIi
BUXiJHUX PEYOBHH B €TAHOJI B MPUCYTHOCTI
¢dopmaniny. B pesymprari peakuii oxepixaHo
MIPOTYKTH 3aMIMIEHHS aKTHBHOTO BOIHIO B 5-My
NOJOKEHHI  MIPUMIZUHOBOTO  LMKIY  Ha
JianKiTaMiHOMETHIIBHY Tpymy (cxema 1).

Jloka3oM yTBOpPEHHs CIIONyK 2-4 € maHi ix
SAMP 'H cmextpis. B CHeKTpax LHX CIOJTYK
BIICYTHI CHTHaJl TPOTOHY BOAHIO B S5-My
TTOJIOKEHHI TPUMIAMHOBOTO IUKIY 1 € CUTHAIH
rpynu NCH; nipu 3.70-3.78m.1. st cionyku 2
curHanu mpotoHiB -S5CH,- rpyn minepinuny
3HaxomAThCsA npu 1.46, 1.71, 2.881.1., curHanu
ACH, rpyn mopdoiiny cnoiayku 3 — mnpu 2.37,
3.54m.1., curnanu npotoHiB 2x rpyn CHjz i 6-
™1 CH,- rpyn cnonyku 4 HasiBHi mpu 2.17M.1. 1
3.27...3.59 m.n. BiAmoBimHO, WO HAaIiHHO
HiATBEPIDKYE MTPOXOKCHHS peaxitii
aMiHOMETWIIOBAHHS 1  YTBOPEHHS  OCHOB
MamnHixa.

OcHoBu Mannixa 2-4 BcTymawTh B
peaxiiito raJIOreHOIUKITi3alTii aHAJIOTIYHO
AJIKEHI3aMiIlIEHUM mipumiana-6(1H)-oHnaMm.
BceraHoBiieHO, 10 B3aeMofis Croiyk 2-4, ski
MICTATh Yy MOJEKYJdl aNiIpHUHA paaukai, 3
OpOMOM B OITOBIH KHCIIOTI MPOXOIUTH XEMO- 1
pEeTiOCeNIeKTUBHO 3 YTBOPEHHSAM  TUIBKH
3aMIIIEHUX Tia30JIOMIPUMIiTUHOHIB 5-7
(cxema 2).

Jlns BUpIIEHHS TIOCTaBIICHOT METH OyJIo
CHHTE30BaHO 11200113078 ANKEeHI3aMiIEeHUH
nipuMmianH-6-0H 8, ankinyBaHHAM G-MeTHII-
TiOypanuiay MMHAMIJIIOM XJIOPUCTUM B €TaHOJNI B
npucytHocti KOH. B pesynprari BBEIeHHS
cnonyku 8 B KOHIeHcaliro ManHixa 3 mime-
PUAMHOM, OJCPIKAHO 2-IMHAMINTIO-4-MeTHI-5-
minepigunaoMeTimipumiaua-6 (1H)-on (9).
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Cxema 3
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[Ipu 6pomyBanHi crionyku 9, MO0 MiCTHTD
B MOJEKyNTax BXe [WHAMIIBHY  TpyIy,
pETIOCENEKTUBHO  YTBOPIOETHCS  3aMIICHUH
nipumigoTiasuHoH 10 (cxema 3).

BcranoBneno, mo aMiHHI 3aMiCHUKH Y 5-
My TIOJIOKEHHI MiPHUMIiIHH-6-0HOBOTO LMKy
crojiyk 2-4, 9 He BIUIMBAIOTh Ha MPOXOIKECHHS
peakuii ramoreHonukiizamii. CeIeKTUBHICTH
IIUAKITI3aIlii, OYEBHIHO, BU3HAYAETHCS TIPHPOIOIO
1 TIOMOXEHHSM 3aMICHHKIB B aJKCHUIEHOMY

¢parmenti. BnnuB  OymoBH  aNKeHUTBHHX
pamukamie B cmomykax 2-4, 9 Ha
pETIOCEeNeKTUBHICT, YTBOPEHHS 1T ATH- abo
MIECTUWICHHUX TETEPOLUKIIB B  PEaKLifx
OpoMyBaHHSI 3allOBITPHO MOXKHA IOSCHUTH B
paMKax  TEOPETHYHUX  YSABIEHb  IpaBUIIA
MapKkoBHIKOBa.

Cxutag i OyoBa CHHTE30BaHUX MPOYKTIB
1-10 migTBep/UKEHI CIEMEHTHHM  aHaJIi30M,
nauumu SIMP *H criekrpockorii.

Jlani  cmextpockomii SIMP  'H s
cnonyku 10  WiOTBEpIKYIOTH  YTBOPEHHS
Tia3MHOBOTO ITUKITy. Tak B CHEKTPi i€l CTIOTYKH
METHJICHOBA rpyna  Tia3WHOBOTO aapa
MIPOSIBISETHCS y BUTIISA/I XapaKTEPHUX CUTHAIIB
— nBox MyusbtuiuietiB npu 3.80-3.87m.1. 1 4.20-
423 wm.ga., a curhdan  CHBr mpotoHna
cnoctepiraerbess npu  5.37 m.a. MeTuHOBUI
MPOTOH, Mo  3B'I3aHUNA 3 (dheHiTbHIM
(dparmMenToM gae nybser B obOiacti 5.76 m.n.
s crionmyk 5-7, ki MaroTh Tia30JIbHUH ITHKII,

xapakTepHi curHanu rpynu SCH, npu 3.55-3.88
M.1., mynbtamier CH,Br-rpymun npu 4.13-4.31
M.JI. 1 curHai npotoHa 3-H TiazonbHOro UKy
npu 5.26-5.38M.4., a TakoXX CUTHAIM MPOTOHIB
JiaNKizaMiHOMETHIBHHUX TPYIL.

IIpu  ramoreHyBaHHI  2-aJIKEHIITIO-5-
JiankizaMinoMeTHI-4-MeTrimipumiana-6(1H)-
OHIB MOXHa Oyno O NPUIYCTHTH Y4YacTb Yy
LMKJIOYTBOPEHHI AK aroMa a30oTy Ny Tak 1 N3
MIPUMITAHOBOTO IMKIY. EKCIepuMeHTaIbHO
BCTaHOBJICHO, WI0 TaJIOTCHOUMKII3AIisl —IHX
CIIOJIyK IIPOTIKA€ 1O aToMy a30Ty N).

Omxe, onepKaHi HaMM 2-aJKEHINTiIO-5-
JiankinaMmiHoMeTni-4-MeTuinipuminns-6(1H)-
OoHM Tpu Aii OpoMy TEpeTBOPIOIOTHCS B
MPOAYKTH PeaKilii eaeKTpodiabHOI BHYTPIII-
HBOMOJICKYJISIPHOI IMMKITI3aIlii 1 B TaKWUH CIOcio
PO3LIUPIOIOTHCS MOYKJIUBOCTI CHUHTE3y
(OYHKI[IOHAJBHO 3aMIIIEHUX TIeTePOLMKIIIYHUX
CITOJIYK B psifi mpuMinuHy. BinnmoBigHa OymoBa
AIKEHUIHOTO PajuKally, 110 3HAXOMUThCS Oins
aToMa CIpKM LUX CHOJYK, 3a0e3ledye BHUCOKY
pEeTiOCEeNeKTUBHICTh B pEaKIii  rajore-
HOITMKJTi3aIlii OTpIMaHuX OCHOB MaHHixa.

IU cmexktpu BuMipsHi Ha mOpuiIagi
“Specord” B TaGnerkax KBr. Crexrpu SIMP *H
pPO3YMHIB OTPUMAaHMX PEYOBHH 3aIllMCaHi Ha
cniektpometpi “Varian VXR - 300”8 IMCO-0g;
I[IMP - 299,95MI'u (BHyTpilHii cTaHmapT -
T™C).
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KonTtpoib 3a x010M peakilii 3MiiHCHIOBaTN
merogom THIX na minacturkax Silufol UV-254
(emroeHT: xJMOpOYOPM — E€TAHON - JAlCTHIAMIH
20:4:2).

Metonuky — ozepxkaHHS  2-ajdiiaTio-4-
Meruanipumiagnu-6(1H)-ony (1) i 2
nuHaMinTio-4-MeTnimipuminun-6(1H)-ony (8)
ommcano B podori [1].

2-AinTtio-4-meTnia-5-ninepiguHomMeTHII-
nipuminna-6(1H)-on (2). Cymim 0.5r (0.0027
MOJIB)  2-aminrio-4-merwumipumiaua-6(1H)-ony
(1), 0.28wmx (0.0027moins) minepiauny, 0.37m1
(0O 0054 momnp) 40 % cdopmanpaeriny i 1-2
KpaIwIi OITOBOI KHCIIOTH KHUIT SITHJIH B TIPOIOBXK
3-x rogud. Yepe3 0.5 rog Bce posuuHMIOCS 1
cyMmim craga roMoreHHow. Ilo 3akiHYEeHHIO
peakmii (koHTpoias 3a momomororo TIHIX),
PO3YMHHUK Bimramsnu y Bakyymi (20 MM prt.
CTOBIMY.), 3anumoKk 3amuBanu 10 M rekcany.
binuit ocanm, mo BumaB BiaQiNbTPOBYBAIH,
KkpucTamizyBanu, cymmiy npu 90 C.

Buxin 71 %, Ty 135-136 € (aneton).
4 crextp (v, cM ): 1670 C=0). Cuexrp IIMP
B JIMCO-Dg (6, m.z1., J,T): 1.46 (H, m, CH,);
1.71 (4HMm, 2CH,); 2.36 (3, ¢, CHy); 2.88 (4H,
M, 2CH,); 3.49 (2H,c, NCH,); 3.82 (2H,n,
J=7.2, SCH); 5.11 (1H,n, J=10.2,CH=); 5.19
(AH, n, J=17.1, €H); 5.82 (1H, m, =CH).
3uaigeno, %:. C 60.38; H 7.58; N 15.09; S
11.57. G4H2:1N3;0S. Bupaxysano, %: C 60.21;H
7.52; N 15.05; S 11.46.

Crnonyku 3, 4 orpumani
cnonymi 2.

aHaJIOTIYHO

2-Adiario-4-MeTni1-5-MopdoJriHoHo-

MeTwianipumiana-6(1H)-on (3). Buxin 68 %,
T, 128-129 € (aueron). I4 crextp (v, cM ™):
1665 C=0). Crexrp ITMP 8 IMCO-Ds (6, m.1.,
J, T'm): 2.30 (3, ¢, CHy); 2.37 (4H,c, 2CH);
3.31 (2H,c, NCH,); 3.54 (4H,c, 2CH,); 3.80
(2H, n, J=6.6, SCH); 5.12 (1H, n, J=10.2,
CH=); 5.29 (1H,n, J=17.4,CH=); 5.92 (1H,mM,
=CH). 3uaiineno, %: C 55.68;H 6.58; N 15.11;
S 11.47. @GH1dN3O,S. Bupaxyeano, %: C
55.51;H 6.76; N 14.95; S 11.39.

2-AdiaTio-4-MeTWII-5-TubyTHIAMiHO-
MeTuamipuminguna-6(1H)-on (4). Buxin 63 %,
T, 145-146 € (aueron). I criextp (v, cm 7):
1670 C=0). Cnektp I[IMP B IMCO-D (5, m.1.,
J, I'm): 2.17 (&, ¢, 2CHa); 2.26 (3, ¢, CHy);
3.27...3.59 (14HMm, 6CH,, NCH,); 3.81 (2H,x,
J=6.6, SCH); 5.15 (1H, n, J=9.9,CH=); 5.33

(1H, m, J=15.6,CH=); 5.94 (1H, m, =CH).
3uaiigeno, %: C 63.28; H 9.08; N 13.16; S
10.06. G7H29N3;0S. Bupaxysano, %: C 63.16;H
8.98; N 13.00; S 9.91.

Bpomin 3-0poMMeTHJI-5-MeTHII- 7-0KCO-
6-nminepinmHomeTn.-2,3-quriapo-8H-Ttiazo.10-
[3,2-b]mipumiguniro (5). Poszumua 0.015 wmu
(0.0003momp) 6pomy B 30 MiT OLITOBOT KMCIOTH
J0JaBaliil IpH IepeMinryBanHi 1o pozunny 0.1t
(0.0003 MOJIB) 2-aminrio-4-metmi-5-
minepigunaomeTwimipumigua-6(1H)-ony (2) B 40
MJI OLTOBOI KucioTH. Yepe3 2 roj ocai, IO
BUNAB BiA(IIBTPOBYBaH, MPOMHUBAIN OLTOBOIO
KHCIIOTOI0, KPHCTAJI3yBaJIH, CYILIIIH.

Buxin 81 %, T.,.. 167-168 €
(i3omporminosuit crupt). 14 cmektp (v, cm ):
1700 C=0). Cmexrp ITMP B IMCO-Ds (6, m.1.,
J, I'm): 1.39 (H, M, CHy); 1.77 (4H,m, 2CH);
2.41 (3, c, CHy); 3.02 (4H M, 2CH,); 3.37 (2H,
¢, NCH,); 3.55, 3.78 (2H, 1, SCH); 4.13 (2H,
M, CH,Br); 5.38 (1H,m, 3-H). 3uaiimeno, %: C
38.36; H 4.83; Br 36.61; N 9.71; S 7.35.
C14H2:BroNzOS. Bupaxysano, %: C 38.28; H
4.76; Br 36.41; N 9.57; S 7.29.

Crnonyku 6, 7 OTpUMAaHO TaKUM IKE
METO/IOM SIK 1 CIIOJIYKY 5.

Bpomin 3-0poMMeTHJI-5-MeTHII- 7-0KCO-
6-mopdoainomerni-2,3-quriapo-8H-Ttiazou1o0-
[3,2-b]mipumigunio (6). Buxin 75 %, T
184-185 € (izompominosuii crmpt). I9 crmextp
(v, em 7): 1685 C=0). Cuexrp IIMP B IMCO-
Ds (8, M1, J,T): 2.44 (3, ¢, CHy); 3.21 (2H,
M, CH,); 3.36 (2H,m, CH,); 3.54 (2H,c, NCH,);
3.70...3.88 (6HM, 2CH,, SCH); 4.20 (2H,m,
CHBr); 5.38 (1H,m, 3-H). 3uaiineno, %: C
35.47; H 4.47; Br 36.53; N 9.69; S 7.38.
C13H]_gBr2N3028. BI/IanYBaHO, %: C 35.39;H
4.31; Br 36.25; N 9.52; S 7.26.

Bpomin 3-0poMMeTHJI-5-MeTHII- 7-0KCO-
6-muoyTniaaminomerna-2,3-gurigpo-8H-
tia30410[3,2-b]nipumignniro (7). Buxin 79 %,
Tomae. 192-193 € (isomporminoBuit crmpt). U
criektp (v, em ): 1690 =0). Crekrp IIMP B
JIMCO-Dg (8, m.a., J,T): 2.32 (&, ¢, 2CHjy);
2.41 (#H, ¢, CHy); 3.34...3.86 (16HMm, 6CH,,
NCH,, SCHy); 4.31 (2H,m, CH,Br); 5.26 (1H,
M, 3-H). 3naiineno, %: C 42.38; H 6.13; Br
33.39; N 8.81; S 6.75. &H,9Br,Nz0S.
Bupaxysano, %: C 42.25;H 6.01; Br 33.10; N
8.70; S 6.63.
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Crmonyky 9  OTpUMaHO  aHAJOTIdHO  Toyee 172-173 € (isompomanon-2). 9 crextp (v,
cronyii 2. em : 1690 (C=0). Crexrp IIMP B JIMCO-Dg

2-llunaminTtio-4-MeTHii-5-ninepiguxo-
MeTuamipumigun-6(1H)-on (9). Buxin 76 %,
Tonas, 142-143 € (aneron). T4 cuextp (v, cm _1):
1670 C=0). Cnekrp I[IMP B IMCO-Ds (5, m.1.,
J,Tn): 1.54 (Z, m, CH,); 1.67 (4H,m, 2CH);
2.31 (3, ¢, CHy); 2.67 (4H,m, 2CH,); 3.72
(2H, ¢, NCHy); 3.96 (2H, n, J=7.2, SCH);
6.41(1H, m, CH=); 6.69 (1H, n, J=10.8,CH-
CeHs); 7.23...7.50 (5HM, Hypon,). 3Halineno, %:
C 67.72;H 7.11; N 11.95; S 9.08.,6H2:sN30S.
Bupaxysano, %: C 67.60;H 7.04; N 11.83; S
9.01.

Crnonyky 10 orpumaHno
METO/IOM SIK 1 CIIOJIYKY 5.

TaKUM  KC

Bpomin 3-0poM-6-mMeTHII-8-0KCO- /-
ninepignnomMeTwi-4-penin-2,3,4-Tpurigpo-
9H-nipumino[3,2-b] riazunir (10). Buxin 76%,

(6, m.a., J,Tm): 1.49 (H, m, CHp); 1.65 (4H,m,
2CH,); 2.30 (3, ¢, CHy); 2.64 (4H,m, 2CH,);
3.58 (2H,c, NCH,); 3.87, 4.23 (2H, R, SCH);
5.37 (2H,m, CHBr); 5.76 (1H,x, J=15.0,CH-
CeHs); 7.54...7.66 (5HM, Hypoy). 3Haiineno, %:

C 46.72;H 4.87; Br 31.29; N 8.20; S 6.29.
C20H25Br2N308. BI/IanYBaHO, %: C 46.61; H
4.83; Br 31.04; N 8.15; S 6.21.
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SYNTHESISDERIVATIVES5-DIALKYLAMINOMETHYL-THIAZOLO[3,2-b]PY -
RIMIDINES AND PYRIMIDO[3,2-b]THIAZINES

Slyvka N.Yu., Gevaza Yu.l., StaninetsV.I.

2-Alkenilthio-5-dialkylaminomethyl-4-methylpyrimidi6(1H)-ones were obtained via the
condensation of 2-alkenilthiopyrimidin-6(1H)-onesy kaction of dialkylamines. The rote of
bromination of 2-alkenilthio-5-dialkylaminomethyh#ethylpyrimidin-6(1H)-ones depends on the
nature of alkenyl groups and 3-brommethyl-6-diadkginomethyl-2,3-dihydro-8H-thiazolo[3,2-
b]pyrimidinium and 3-brom-7-dialkylaminomethyl-243trihydro-9H-pyrimidino[3,2-b]thiazinium
bromides are formed. It is show that the regiosifiég of the reaction is governed by the nature of
unsaturated group at sulphuric atom and that thetimm chemoselectivity depends a basicity of
nitrogen atoms of pyrimidine heterocycle.



