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Panime [1-2], Oynmu BHBYEHi peakuii
LHUKTI3ali  MOXiAHUX 2-IpOoIeHiNTio Ta 2-
MIPOITHUITIO TTOXITHUX MIPUMIIHHOHIB ITiJT €10
enexTpodineHux peareHtiB (Br,, PhSeBg).
Byno BcTaHOBNEHO, IO BUXIAHI CHONYKH, B
YMOBaX EKCIIEPHUMEHTY, YTBOPIOIOTh MPOIYKTH
nuKIivHOoi  Oymosu. [Ipomomkyrouwm — mgaHuid
HAMPSIMOK  JOCHI/DKECHHS, MH  TUIaHYBaJId
MPOAOBKUTH  MOAAbINy  (YHKI[IOHATI3AIi0
TaKUX MPUMITAHOHIB.

+KOH

Hnst uporo OyB BHKOPUCTaHWU 0a30BHiA
MpoIyKT 1, sKuii Oyze CIyKUTH OCHOBOIO IS
MOJJANTBININX TIEPETBOPEHb.

Ciuig TakoX  BIOAMITUTH, IO Taka
reTepolUKIiYHa CHUCTeMa B OCTaHHIA dac
aKTHBHO CTaja JOCITIDKYBaTUCS 3apyOiKHUMH
HAYKOBISIMHA 4Yepe3 ii MOTEHLiiHy 34aTHICTh
HpOSBIATH Oi0yoriuHy akTUBHICTH [3-10] .

Cxema 1

+HCl /

HoN -KCl
1
ITig bisa)0) BOJHOI'O pO3uuHy
TIAPOKCUAY Kailo  OJepKaHO  CTIMKui
npoAykT la, SKWH yTBOPIOE MPOJIYKT

3aMillleHHd 2 B peakiii 3 apoMaTUYHUM
rajoreHonoxigaum (cxema 1).

[Tomanpmr mepeTBOPEHHS MPOBOIMIHNCS 3
KajlieBoro cino la ta peareHramu 3-9. Peakiii
BiOyBalicss B CEPENOBHIII €THIOBOIO CITUPTY.
Taka MeToouKa CHHTE3y HE € HOBOIO, MPOTE B
HaIIoOMy BHUIIAJKy BOHA I[iKaBa THM, IIO CIIOIYKH
3-9 BUKOPHUCTOBYBAIUCH JJIs1 BBEJICHHS B KiHIIEBI
CHONYKM OJHAaKOBHX aMmiIHUX (pparMeHris,
HasIBHICTH SIKUX Y OpTaHiIHIN MOJIEKyI poOHTh ii
HNOTCHIIHHO  aKTUBHOIO JI0 JESIKHX TPy
MiKpOOpTraHi3miB, 1o i OyJI0 MpoJeMOHCTPOBAHO
B wiii poboti (cxema 2). I3 miei cxemu BHIHO,
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HACKUIBKA IIUPOKI MOXKJIMBOCTI
METO/MKA.

Iponyktn 2-17 Oynu 1HOWBIZYaabHO
BHJIIJICHI Ta  OXapaKTepHU30BaHI  JTAHUMH
eneMentHoro amamizy (sa N) ta SIMP 'H
CIIEKTPaMH.

Bci ommcani B cxemax 1, 2 mepeTBOpEeHHs
BiZIOYBalOTHCS 3 BHCOKUMH BUXOJIAMH.

B pesynbrari mpoBeneHoi poOOTH MOXHA
3pOOUTH CITiTYyI09Yi BUCHOBKH -

Ma€ Jga”Ha

1. OpepxaHo 8 HOBHX TETEPOLUKIIYHHX
noxigHux 4-amiHo  2-tio-1,64TipUMiTUHOHY,
O MICTATH aMifgHi (parMEeHTH Ta 3aJUIIKH
JKapChKUX cyOcTaHIIin (cTpenrronmy.
CyIb(aTuMETOKCHHY ).
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R = —CHZO (3, 10), OS—NHZM 11), @—S—NH@N (5, 12),

2. BcraHoBneHo XimiuHy OyZOBY Bcix
KiHLEBUX MPOIYKTIiB.

3. Ha ocHOBI TpOBEACHWX CHHTE3IB
3aMpONOHOBAHO  TPEMApaTWBHI  METOJUKH
OJICpPKaHHS TAKUX TeTEPOIMKIIYHUX CUCTEM.

EKcnepuMeHTaana yacTuHa

Crektpu SIMP 'H 3msti Ha npumam
“Varian VXR-300" (300MTI'm) B IMCO-ds Ta
CDCl; - 0 3 BHyTpimHiM crangaprom TMC.

Jus  fmocnmimkeHHS B JaHii  poOoTi
BUXITHUN MmpuMinnHOH 1 OyB BHKOPHCTAHHA
HPOMHCIIOBOT'O BUPOOHUIITBA.

BuxinHi aminM Ui ofepKaHHS CIHOIYK
4, 50ynu BUAUICHI €KCTPAKITIEIO XJTOPOhOPMOM 3
BIJIITOBITHUX JIIKAPCHKUX TIPenapartiB.

CrekTpaibHi XapaKTepPUCTUKH CIIONYK 3,
7, 8, 9uaBezneno B podori [2].

4-Metunia(4-amino-6-0kc0-1,6uriapo
2-nipuminnHcyabgomeTni1) 6enszoar (2).

o 0.05momp BuXimHOTO TipuUMiTHHOHY 1
npuiuBaloTh  BogHWil po3unH (0.06 wmoib)
riIpokcuay Kaiuito. J[o yTBOPEHOTO PO3UUHY TPH
HarpiBanui, BHoOcATh moprismu (0.05 wmoib)
apPOMATUYHOTO TaJIOTCHOIOXITHOro. Peakiiiny
cyMmim HarpiBatoTs 30 XBUIIMH Ha BOIsHIH OaHi 1
OXOJNOKYIOTh. ~ YTBOpPeHHWM  Oinmii  ocan
BiA(QIITPOBYIOTh, IPOMHBAaIOTh Ha  (LIBTPI
BOJOI0 Ta eTWIOBMM couproM. Cymath B
cymmnbHil madi mpu 60 C.

COOC,Hs

_</ (6, 13) 51 (7, 14), / \ CHs (g, 15), /
COOC,Hs

COOC,Hs

CHs

Buxin 82 %. T,y 160-163C.
Crextp SIMP 'H 8 IMCO—-Ds (5, M.4.)
3.84c¢ (3H, OCH,); 4.39¢ (2H, SCH); 4.97¢
(1H, CH); 6.57c (2H, NH,); 7.591 (2H, 2CH);
7.891 (2H, 2CH); 11.581 (1H, NH).
PospaxoBano, %:N 14.42. @H13N3:03S
3uanneno, % N 14.31.

3arajbHa MEeTOANKA O/IepsKAHHS
npoaykris (3-9).
HarpiBators  (0.30 MojaB)  €THIOBOTO

ecTepy XJIOpoUTOBOi KUCIOTH B 50 M eTaHOIy,
a notiMm npoxaioth (0.45 Momb) BiAMOBIAHOTO
MEePBUHHOTO aMiHy y 30 MJI €THIIOBOTO CIIHPTY i
peakuiiiny cymim  HarpiBatoth  (60+807)
MIPOTITOM 30 xBuwmua. Ilpm  mpomy
CITOCTEPITAETHCS  YTBOPEHHS  KPHUCTAIITHOTO
ocany npoaykTie 10-16 Po3unH 0X0J10KYIOTS,
¢inpTpytoTh. bimi  KpucTamm  IpOMHBAIOTH
BOJIOK0, €THJIOBUM CIIUPTOM. [IpoJIyKT cymiath B
cymmnbHil madi npu 60 C.

N1-[4-(2,6lumeToKCcH-4-nipUMiTnH
cyab¢o)penia)-2-xaopoaueramin (5).

Buxist 65 %.T o 184-187C.

Crnextp SIMP 'H 8 IMCO—-Ds (5, M.4.)

3.78 1 (6H, 20CHy); 4.31¢ (2H, CH); 5.96¢
(1H, CH); 7.81x (2H, 2CH); 7.92x1 (2H, 2CH);
10.74c¢ (1H, NH); 11.58ux (1H, NH).
Pospaxosano, %:N 14.48. GHsCIN4OsS
3uaiineno, % N 14.41.

3aranbHa METOANKA o/1ep KaHHS
npoaykTie (10-16) B3aemonicio kamieBoi coui
1a 3 cmonykamu (3-9).
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Jo (0.030 momp) kamieBoi comi la
pO34YMHEHOI B 45 MIJI €THIIOBOTO CIHPTY J0JAI0Th
(0.045mop) BimnmoBigHOTO pearenty 3-9y 30 M
rapsiuoro €TWJIOBOTO CIHPTY 1 peakUiifHy cymimn
narpiBatots (60+80C) nporsrom 30 XBUIMH.
[Ipu pOMy cHOCTEpIiraeTbCs YTBOPEHHS OCAIy
KCI. I'apsunii po3unH GiIbTPYIOTH 1 3QJIUIIAIOTH
JUTsL  KpucTtamizamii. binwmii ocax, 1O BHIIAB,
BiA(IIbTPOBYIOTH, MIPOMHBAIOTH BOJIOIO,
eTroBUM cnuptoM. CymaTh B CyIIMIbHIN madi
npotsarom 6 romun ipu 60 C.

N1-ben3ni-2-(4-amino-6-0kco-1,6-
AUTIAPO -2-mipuMianHcyabdo)ameramin
(20).

Buxia 71 %.Tyon. 193-196C.

Crnexrp SIMP 'H 8 IMCO-Ds (3, M.u.)
3.81c (2H, SCH); 4.30x (2H, CHy); 4.99¢ (1H,
CH); 6.47c (2H, NH); 7.24m (5H, 5CH); 8.51m
(1H, NH); 11.52m (1H, NH).
Pozpaxosano, %:N 19.29. GH14N4,O,S
3uaiineno, % N 19.09.

N1-(4-Cyasdaminodpenin)-2-(4-
aMiHO0-6-0kc0-1,6aurinpo-2-mipuminnx
cyabdo) ameramin (11).

Buxia 71 %.Tyon. 193-196C.

Crrexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
3.99¢ (2H, SCH); 5.05¢ (1H, CH); 6.50c (2H,
NH,); 7.24c (2H, NH,);.7.75m (4H, 4CH); 10.45
¢ (1H, NH); 11.49u (1H, NH).
Pozpaxosano, %:N 19.70. GH13Ns0,S,
3uatineno, % N 19.59.

N1-[4-(2,6/lumeToKcH-4-nipUMiTNH
cyJbdamino)denin]-2-(4-amino-6-0xco-
1,6-aurigpo-2-mipumiguHCyIb (o)
ameramin (12). Buxing 73 %.T,o,,. 188-192C.

Crrexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
3.781 (6H, 2 OCH); 3.99 c (H, SCH); 5.04c
(1H, CH); 5.95¢ (1H, CH); 6.50 c (2H, NH);
7.79 n (2H, 2CH);.7.88 1 (2H, 2CH); 10.56¢
(1H, NH); 11.49v (2H, 2NH).
Pozpaxosano, %:N 19.86. GgH1gN;OsS,
3uaineno, % N 19.79.

N1-(1,3Tia30a-2-i1)-2-(4-amino-6-
OKkcO-1,6auriapo-2-mipumMiguncyabgo)
ameramin (13).

Jlirepatypa

1. Kpusos'sz A.O.
TPUTAIOTEHIIB 3

Peaxuii
2-(2-pomneHinrio)-,

(eninceneHiu-
2-(2-

Buxin 71 %.T,on,. 179-183C.
Crexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
4.10¢ (2H, SCH); 5.04c¢ (1H, CH): 6.46¢c (2H,
NH,); 7.23 n (2H, 2CH);.7.48 1 (2H, 2CH);
12.08m (2H, 2NH).
Pospaxosano, %:N 24.71. GHgNsO,S,
3uaineno, % N 24.56.

2- ETnn(4-amino-6-0kco-1,6auriapo
-2-mipuMiaguHCyIbpomMeTHIKAPOOKCAMi
10)-4-meTmi-1,3-Tiazo10-5-kapookcuiaar
(14).

Buxin 78 %.T o, 179-182C.

Crexrp SIMP *H 8 IMCO-Ds (5, v.4.)
1.2871 (3H, CHy); 2.55 ¢ (31, CHy); 4.11c (2H,
SCHy); 4.23T (2H, CH,); 5.05 ¢ (1H,CH); 6.44
¢ (2H, NH);.12.13m (2H, 2NH).
Pospaxosano, %:N 18.95. GH15Ns0,S;
3uaineno, % N 18.92.
2-Erni(4-amino-6-0kco-1,6uriapo
-2-mipuMiTHHCYIb(POMeTHIKAPOOKE
amizo)-4,5aumerna-3-riopeHokapooKcH
aar (15).
Buxin 78 %.T,on,. 179-182C.
Crexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
1.2971 (3H, CH); 2.21x (6H, 2CHs); 4.06¢ (2H,
SCHy); 4.26¢ (2H, CH,); 5.08 ¢ (1H,CH); 6.49
¢ (2H, NH):.11.53¢ (2H, 2NH).
Pospaxosano, %:N 14.64. GH1gN4O,S,
3uaiineno, % N 14.22.

2- ETnn(4-amino-6-0kco-1,6auriapo
-2-mipuMiIuHCYIb(pOMeTHIKAPOOKC
amizo)-5,6-1uriapo-4H-uukaonenralb]
Tiopeno-3-kapdokcuar (16).

Buxin 78 %.T o, 179-182C.

Crexrp SIMP *H 8 IMCO-Ds (5, v.4.)
1.28t (3H, CHy); 2.31m (2H, CH,); 2.79m (4H,
2CH,); 4.07 ¢ (2H, SCHy); 4.231 (2H, CH,);
5.09¢ (1H, CH);.6.48¢ (2H, NH,); 11.39c¢ (2H,
2NH).
Pozpaxosano, %:N 14.20. GeH1gN,O4S,
3natizeno, % N 14.12.

nporidinTio)rienomipumiaua-4-(6)-onamu Ta 1,3,4-
okcamiazomamu.  ABropedepar  amcepTaimii  Ha
3M00yTTSI HAYKOBOTO CTYNEHS KaHAWZATa Hayk.
02.00.03. —Kwuis, — 2005. C.10.

2. Kpupor’s3 A.O., Kpusor’sz 0.0., ®apuntok 0.1,
Jlennen B.I'. Peakunii MOXIIHAX Tio-1,6-
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of pyrimido[2,1-b][1,3]thiazine, [1,3]thiazine,

[1,3]thiazino[3,2-a]purine and [1,2,3] thiazolo[4,5

d][1,3]thiazino[3,2-a]pyrimidine  derivatives and

FUNCTIONALIZATION OF 4-AMINO 2-THIO-6-PYRIMIDINONE

Kryvovyaz A.A., Farinyuk Yu. I, Lendel V.G.

The preparative procedures of synthesis of new tiumal derivatives on base of
4-amino-2-thio-1,6-pyrimidinone have been elabatat®ynthesized compounds are perspective in a
plan of biological evolution.



