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HocainzkeHo Meroam cuHTe3y TiocyibdoecTepiB 3 MipuMiTuHOBUM (PAarMeHTOM Ha OCHOBI
5-0pomMoMeTHI-2-MeTWINIPUMiINH-4-aMiny Ta 2-amiHo-G-MeTnanipuminue-4-ony. BeraHoBiieHo,
0 HLIAX OJep:KaHHA Tiocyiab(oecTepiB xJopcyab(yBaHHAM 0a30BHX CTPYKTYP i3 NMOJATbIIUM
OTPHUMAHHSIM  BiIIIOBIAHHUX coJiell MIPpUAMHBMICHHUX TiocyJb(okucaoT i Ha IX OCHOBI
Tiocynb(oecTepiB He € NMPUAATHAM VISl JOCHIIKYBAHMX HNipuMinmHoBux noxigHux. IlokazaHo
MOKJIMBICTh OTPMMAaHHA TiocyjbdoecTepiB 3 MPUMIIMHOBEM (ppArMeHTOM 3i CTOPOHH TiOJIBHOTO
cyabdypy  aakijyBaHHAM  cosleii  apoMaTH4YHUX  Tiocyjabdokucjaor  S-6pomomerni-2-
MeTWINipuMianH-4-aminom. ByaoBy Ta iHAMBiZyaJbHiCTH CHHTE30BAHUX CHOJYK HiITBepI:KEHO

nanumu 14, 'H aMP CIEKTPOCKOMii, eJleMeHTHUM aHai30M Ta metogom TIIX.
Kuaio4oBi cjoBa: cojii apoMaTHYHUX TioCyab(POKHCIOT, Tiocyab(oHaTH, Tiocyab(poecTepH 3

NipUMiTUHOBMM (pparMeHTOM, AJKITyBAHHSA.

Beryn

[lipumigue Ta #oro TOXigHI € JIyXe
BOKIIUBUMH HITPOTEHOBMICHUMHU TETEPOLIUKIIYHUMHI
CHCTEMaMH{, L0 BHUKOPUCTOBYIOTh SK CTPYKTYpHi
(parMeHTH J11 OTPUMaHHS OlOJIOTIYHO AKTHBHUX
cnomyk. Cepen  HHMX  Bigomi  cmomyku 3
aHTUNPOTO30iHOI0 [1, 2], aHTHOaKTepiaabHOWO Ta
aHTHOKCHIaHTHOIO [3-5] mismm. [esxi moximui
OpPOSIBISIIOTE  1HTiOyrouy Jif0 Ha emigepMaibHUR
¢axtop pocty [6,7], M0 CBITYMTH MPO 1X BIUIMB Ha
3nosikicHi myxiuau [5, 8]. Tetepormkiiyaa cuctema
HipUMiZIHHY € CTPYKTYpHOIO OCHOBOIO 0araTthox
OpupoAHuX (i3i0JIOTiYHO AaKTUBHUX pEYOBHH, a
TaKOXK 0araTbOX CHHTETHYHHX JIIKAPCHKHX TIpera-
paTtiB (cynbbanumesnH, 6icenTod, A0mnaH).

HitporeHoBmicHi cronyku 0co0iMBO IiHHI
JUIA CUHTE3y Ha iX OCHOBI [iI0YHX PEYOBHH
JMKapchKUX  3aco0iB, MO 3aCTOCOBYIOTh  JUIS
JKyBaHHS Ta MPOQIIAKTHKH 3aXBOPIOBaHb Pi3HOTO
NOXO/PKeHHS. bepyun 10 yBaru mMpOKHid Jliana3oH
HUISIXIB MOXKIIUBOTO TPAKTHYHOTO 3aCTOCYBAaHHS SIK
TiocynbhoecTepiB, TakK 1 MPUMITUHY, € aKTyaJIbHAM
MOETHAHHS B OJTHIH MOJICKYJIi WX “PUBIICHOBAHUX
cTpyktyp”. Lle BiKpuWBa€ HOBI TEPCIEKTUBH IS
HOIIYKY Oi0JIOTIYHO aKTUBHHX CHONYK (MECTUIMIIB,

GyHrinMaiB, JTiKapChKUX CyOCTaHIii, OIOMUIIB).
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3HauHy YyBary 30CEpe/DKCHO Ha  010JIOTiYHHX
BJIACTHBOCTSX LHMX MOJEKYJI SIK MEPCIECKTUBHUX
“OyniBenbHUX”  OJIOKIB JIJI1  CTBOPEHHS HOBHX

Tiocynb(OHATHUX MOX1THUX.

Jesiki mipuMiguHOBI CyJIbGYpPOBMICHI MOXiHI
€ TIIOYNMH CYOCTaHIIISIMH IJIIKAPCHKUX TPeraparib.
30kpemMa, 2-TiOMpUMITUHOBUA (parMeHT MiCTHTh
IOitoya cyOcCTaHLisi aHTHAarperaHTy TiKarpeuop
(Brilinta®) [9, 10]. ITipuMiAMHOBHI MK TaKOX
BXOJUTh JI0 CKIAAy TakuX CylbhaHiIaMiIHuX
Mpernaparis, K. Cyjib(asuH, cyabhaprid, cyabhaau-
cynbdamumerokcud. Cepen  cynbdypo-
BMICHHUX IIPUMIJIMHOBHX MOXIJIHUX TAKOXK 3HAHIICHO
cyOcTaHIii 3 MPOTUMIKPOOHOIO, MPOTHITYXJIUHHOIO,
NPOTUTYOEPKYITHO3HOK, IPOTUPAKOBOIO Ta TPOTHUBI-
pycHoto GionoriuHoro aktuBHOCTsIMH [11, 12].

OnepxaHHa TiOoCynb(QOECTEepiB 3 MiPUMIIH-
HOBHUM ()parMeHTOM YCKJIaJHIOETHCS BiICYTHICTIO
JAHUX TIPO CHHTE3 XJIOPAHTIAPUIB CYIb()OKUCIOT
nipuMinuHy — 0a30BOi BUXIJHOT CHPOBUHU IS
CHHTE3y eCTepiB TioCyIb(OHCIOT.

Metoro poOOTH € JOCIHiKEHHS B3a€MOIii
CoJIel apOMaTHYHHX TIOCYITb(POKUCIOT 3 MOXITHUMHU
mipuMigMHy UIS  CHHTE3y Tiocyiab(oecTepiB
ipUMiIHHOBUMH (pparMeHTaMH.

ME3HH,

3
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Marepiajm Ta MeTOIH AOCTIAXKEHb

IY cnekTpu 3HIManu Ha CHIEKTPOPOTOMETpi
“SPECORD M 80" (3ampecoBka B TabieTkax 3
KBr); cnexrpu H "SIMP 3ammcaso Ha crieKTpoMerpi
“Varian VXR-300", (ximiuni 3cyen 'H Bupaxeni B
0 —ImKani BiTHOCHO TETPaMETHJICHIAHY, PO3UMHHHUK
DMSO-Dg a iHTerpaibHi iHTEHCHBHOCTI BiJIIOBI-
JIal0Th 3pOOJICHUM BiIHECCHHSM); YHCTOTY CHHTE30-
BaHUX CIOJIYK KOHTPOJIIOBaU 3a gonomoror THIX
1 €JIEMEHTHUM aHaJi30M, BUKOHAHUM Ha CTaHAapT-
Hill anapaTypi JJ1s MiKpoaHai3y.

Memoouka 1. 2-Amino-6-memunnipumioun-
4-on 1. IlpomMidkHA CHOJyKa OTpUMaHa 3a BiJIOMOIO
meroaukoro [13].

I'yaninun kap6onat 8 (0,16 Moinb) Ta eTuio-
Buil ecrep areroontoBoi kuciaotd 12 r (0,10 moinb)
HarpiBanu y 25 MJI €THIOBOTO CIHPTY MPOTATOM
4 Tom TpH TeMIlepaTypi KWIIHHA BOJSHOI OaHi.
Ocax, 1o BUMAaB, BiAQUIBTPOBYBAJIM, MPOMHUBAIH
CIIUPTOM 1 BOJIOKO, MEPEKPUCTANTI3OBYBAJIH 3 BOJIM.
Buxin 8,9 r (44%). T, 299° Bimmosimae miTe-
parypHum ganuM [13].

Memoouxka 2. 2-amino-4-ziopoxcu-6-memu-
nipumioun-5- cynegpoxkucnoma 3.

2-AmiHo-6-meTrmipumiua-4-031 4r (0,032 Mosib)
JI0aBAIM HEBEIMKUMH TIOPIISIMA TPU IHTEHCHB-
HOMy mepeminryBanHi 10 10 mn xiopcynspoHoBoi
KUCIOTH nipu Temmepatypi 0+5 °C, peakuiiiHy macy
HarpiBamn 2r1ox mpu 120+125°C 3 mopambmimm
OXOJIOJDKEHHSIM Ta BUJIMBAHHSIM Ha Jija. bimmit ocan
CyJb(OKUCIIOTH, IO BUMAAAB, BiA]iIbTpOBYBamN Ta
npoMuBanu  Bojgow. OtpumyBamu  2-amiHO-4-
riApOKCU-6-MeTHIIIpUMITUH 5-cynbdokucnory
3.22, mo =He miasutbea g0 300 °C, 3 Buxomom 5,1 r
(80 %).

Memoouxa 3. Hampicsa cine (4-amino-2-
Memunnipumioun-5-in)-memancynvghoxkucromu 8a

Ho poszumny 7,0r (0,089 wmonb) Hatpiit
cynbdity B 25 Mt Boau goxasanu 3,7 r (0,010 mois)
JUOpoMmriapaty 5S-0poMOMeTHII-2-METHIIIT PUMIIHH-
4-aminy. PeakuiliHy cyMilmnl KWI' ITHIH TPOTATOM
25-30 rox. ®impTpar, OTpPUMAHHHA MICIS OYUCHOI
GbinpTpalii 3 aKTHBOBAHUM BYT'ULISIM, ITiKUCIIOBAIIN
KOHIIGHTPOBAHOIO COJISIHOIO KHcioTor. Ocap, 110
BUNaB, BiAQIIBTpOBYBaM Ta cymuiad. OTpumanu
ocay, akuil e riasuthes 10 300 °C, 3 Buxonom 1,81
(88 %).

Memoouka 4. Xnopanziopuo (4-amino-2-
Memunnipumioun-5-in)-memancynvghoxucinomu 9.

123

HarpieBy cinb (4-amiHO-2-MeTHIITpUMITHH-5-
im)-metancynbokuciaotu 5 r (0,02 mosp) B 1,6 M
(2,64r, 0,02 wmonb) TIOHLT XJIOPHAY HAarpiBaiu
OpOTATOM 6 roA MpH TEeMIEpaTypi KUMiHHSA BOISHOT
Oani. PeakmifiHy cyMmilmr OXOJOKYyBalIH, OCaj
XJIOpaHTiApUIy, 10 BUMAB BiAQilbTpOBYBaIU, IPO-
MHBaU eTepoM. OTpUMaHy CyMilll XJIOpaHTiAPHIY 3
HATpiEM  XJOPUIOM  BUKOPUCTOBYBaIH  JIIS
MOJIAJIBIIOT B3aEMOIT 3 KaJlil T1IpOCyIb(iIoM.

Memoouka 5. Kaniecea cino (4-amino-2-
Memunnipumioun-5-in)-wemancynvoxucnomu 86

Xnopaurigpua  (4-aMiHO-2-MeTHIITI PUMIIHH-
5-in)-merancynbpokucioru 11,7 r (0,05 moip) m0-
naBanu 10 posuuny 3,85 r (0,05 moutb) Kaiiit Tigpo-
cynbdiny B 25 mn Boau npu 0+5°C, mo npu3BoAUTH
JI0 HarpiBaHHSA peakiiiHOI Macu 1 BHUIAJaHHS
JKOBTOTO Ocamy. PeakiiliHy macy Ticlisi BUTPUMKH
0,5 ron mpu Ttemmeparypi 20 °C Tta nojaBaHHS
aKTHBOBAHOI0 BYruuis HarpiBamu jgo 6070 °C.
lapsay cycnenziro peakmiiftHOT Macu BiaQinbTpo-
ByBaJH, (iabTpar oxonomKyBanu. Ocan BiadiasTpo-
ByBasu Ta cyurin. Buxin 8 r (58 %).

Memoouxa 6. S-6pomomemun-2-
memunnipumioun-4-amin 15.
Jdubpomrigpat 5-0poMOMeTHII-2-MEeTHII-

nipuminnn-4-aminy 100 r (0,49 Mornb) po3unHsIIN B
200 mn BomM, OOpOOISIIM aKTHMBOBAaHUM BYTULISIM,
¢inerpyBasu. Ilpu 0°C mo OTpUMaHOTO PO3YMHY
noctymnoBo noxaBanu 13 % po3umH aMOHISKY 0
pH=6-7. Peakuiiiny cymimi, sika 3arycriia, QiibTpy-
BaM. Buxig BUIBHOI OCHOBU 3 Tion, 206-208°
cranosuts 30 T (55,5 %).

Memoouka 1. 4-Amino-2-memunnipumioun-
S5-in-memunosuit ecmep 4-aminobdenzenmio-
cynvghoxucnomu 16 6.

Ho BomHo-ameroHOBOro po3umny 11,35 r
(0,049 monb) kamiii  4-amMmiHOOEH3EHTIOCYTB(GOHATY
nomasanu po3unr 10,1t (0,049 mosnb) GpomamiHo-
HipUMiZIMHY y BOJHOMY alleTOHi, peakliiHy macy
BUTPUMYBQJIM TIpH KIMHATHIH Temmeparypi 7 ni0,
MIC/Isl 4Oro aleTOH 3 PeakKIiiMHOI MacH BUAAISIH
MOTOKOM TIOBITPs, 0OCaj, IO BHWIIaB, BiAduILTpO-
ByBanu. Ecrep kpucramizoByBanu 3 90 % eranomy.
Buxing  2-amiHO-4-MeTHI-5-METHIITIPUMiAHHOBOTO
ecrepy 4-amino6e3entiocynbdokucinotn 16 ¢ 8,71
(56 %). Tyon, 172-173 °C.

Ecmepu  4-amino-2-memunnipumioun-5-in-
Memunosuii  ecmepu  0Oensen-,A-xnopoeusen-4-
[(memoxcuxapobonin)amino)b6enzenmiocynrvghpoxucn
om 16a, 166, 162 oTprMaHoO, K 32 METOIUKOIO 7.
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PesynbTaTtn 1ociaigkeHsb Ta ix 00ropopeHHs

OcCkinbKM  BiIOMO, 10 HAMIErme Cylb-
¢yrotecs noxinui mipumiauny 3 OH- i NHp-rpy-
naMu, HaMu OyJo JOCHIIHKEHO PEaKLilo XJIOPCYJIb-
(yBaHHS, OMEPEAHBO OJIEPKAHOTO 32 BiIOMOIO Me-
toaukoro [13], 2-amino-6-mMeTuimipumiana-4-omy 1.

XnopcynbyBaHHS crodykdu 1 mpoBoxunu
I STHKPaTHUM HAUIMIIKOM XJIOPCYJIb(OHOBOI KHC-
motu mpu Ttemmeparypi 0-5°C 3 momambmmM
nporpiBaHHAM cyibpomacu 1o 110-125 °C.

Cxema 1
CHs
+ HN=C HoCOp—>=  N°°S
N |
H J\/U\ E NH
3C OEt 2 HZN)\ ~ OH
1
HOS‘(V >l< HOSO,CI
CHa CHg
J\/ESO3 SO.CI
A A _

2

Besnocepennbo orpuMaTy cyabQoxaopun 2 3a
3a3HaYCHUX BHILE YMOB He Braioci. HatomicTs 3
80 % BuxomOM OfEpKaHO CyIb(POKHUCIOTY 3, SIKY B
nojanpiii poOOTI BUKOPHCTAHO Ui OTPUMAHHS
inboBoro cynbdoxaopuny 2. Cnoiyky 2 OTpuMaHo
KHIT ATIHHAM coJii 4, SIKy MOMEPEeIHbO MEPEBEICHO Y
2-aMiHO-4-T1IpOKCU-6-MeTHITIpUMiTHH-5-CyTb(O-
KHCJOTY 3 B3 HQUTHIIIKOM TIOHUIXJIOPUITY.

Cynbhoxmopus 2, IKuii OTpUMaHO B CyMilli 3
HATpId  XJIOPUAOM MICHAS BIATOHKM  HAJJIUIIKY
TIOHITIXJIOPUAY 3 PEaKIiitHOT MacH, BUKOPHUCTaHO 0e3

JIOJIATKOBOTO OYHIICHHS JUTST OTPUMAaHHS
BIJIIOBITHOTO TioCy/b(oHATY Ha, 0.
Cxema 2
CH, CH,
)\/[SOH NaHCO, N7 SOsNa soc, X ~SOC
)\ / ! /
3
Na,S
aﬁo
KHS
N| so Na (K N| \ S0,SNa (K)
HZN)\N/ OH HZN)\N/ oH
6 ab 5 a6

CripoOu onepkaHHS HATPIEBOI Ta Kayie€BOl
cojeii  2-amiHO-4-T1IPOKCH-B-MeTHII-TTi pUMiaHH-5-
Tiocynb(OKHCIOTH 5a, § MO3UTUBHHUX pe3yJIbTATIB
He pann. OCKUIBKHY CIIOJIyKa 2 MaJIOCTiMKa 1 MIBUAKO

rifiponi3ye, B3aeMois 3 HATPiil cynbdigoM um Kamin
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rigpocyiab(inoM NpuU3BOAUTH IO YTBOPEHHS HATpid
abo xamii cynbdonariB 6a, 0 3amicTh LiNBOBHX
Tiocynbs¢oHaTis 5a, 0.

Hdns  cuHTe3y ectepiB  TiOCYJIb(OKUCIOT
MOXITHUX WIPUMUAWHY, SK 1€ OJWH BUXITHHMA
OpOAyKT Oylno BHKOpUCTaHO AuOpomrizpar 5-
OpoMoMeTWII-2-MeTHIIIIpUMiANH-4-aMiHy, IO €
NPOMIKHUM NPOAYKTOM HpU BUPOOHHULTBI BiTaMiHy
B; (tiaminy). JloJaTKOBMM apryMEHTOM TIpH BHOODI
BUXI/IHOT CHUPOBHHH CTajo Te, IO IeH MipuMiau-
HOBUH (parMeHT BXOJHTH JIO CTPYKTYpPH NpPOTHU-
NyXJIMHHOTO Tpernapary HiMycTuH [14].

3aminy OpoMy Ha cynsporpymy B JOH-
Opowmrimpari  5-0poMOMeETHII-2-METHIIT pUMiTHH-4-
amMiHy 7 TpOBEACHO NpPU TPHUBAJIOMY KHII ATiHHI
CHONYKU 7 13 HACHYEHUM PO3YMHOM HATPIH CYIlb-

dity.

Cxema 3
NH; NH,
CHZBr Nay,SO3 — CH2803Na
/K * 2HBr—>)N\ |
NS
HsC™ N
PCl5 (SOCly)
NH,
NP, CH2S0:Cl
PNy
Na,S*8H,0 abo Klﬁ// H;C A Na,S*9H,0 abo KHS
NH, NH,
)j/CHQSOQSNa(K) NZ CH2803Na(K)
e S PN
HsC~ N
11 a,6 8a,6

Jns onep>kaHHS BIAMOBITHOTO CYJB(OXIIO-
puny 9 3 Harpiii cynbpoHATy 8a BUKOPHCTOBYBAIU
neHTaxnaopu pochopy ado TIOHIIXIOPHU,.

Xnopanriapua 9 € HEeCTIMKO CIOJIYKOH, SKa
mBHAKO Triaponizye. Tomy naist #oro ojepikaHHS
JOLTBHO SIK XJIOPYIOUMH areHT BUKOPHCTOBYBATH
HAJUTMIIOK TioHUIXNopuay. Ha BiaMiHY Bij piakoro
POJIYKTY, PCls,
BUKOPUCTAHHS TIOHUIXJIOPHY TMics BIATOHKH 3

OTPUMAHOI'O MPH 3aCTOCYBaHHI

peaKmiiHOi MacH TIOHUIXJIOPUAY NMPU3BOAUTH A0 OT-
PUMaHHS CyMIIlli 0Cajy ILILOBOTO CYJIb(HOXIOPHIY
9 3 HaTpiil XJIOPUIOM, KM Oe3 PO3MIJICHHS MOXKHA
BUKOPHUCTATH B CHHTE31 IITLOBOTO TiOCYIB(POHATY.
JlocmimKeHHsIM OKHCHO-BIAHOBHOI B3a€MOIIl
cyasdhoxiopuny 9 3 kamii rigpocynbdimom abo
HaTpiil cynb}igoM BCTAHOBJIEHO, IO 3aMiCTh MPOT-
HO30BaHUX Tiocynbdonarie 10 a, 6 oTpumMaHo
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HaTpiii abo kamiid cynbdonatu 8 a0, mo He
BIZPI3HAETBCS BiJ CXEMH NEpETBOPEHHS 2-amiHO-4-
riapokcu-6-MeTHnnipumMianH-5-cynshoxnopuny 2.

ToOTo el IUIAX CUHTE3y ecTepiB Tiocyib(o-
KHCJIOT TOXIJHUX TIPUMITUHY HE Ja€ OYiKyBaHHX
pe3yNbTaTiB, OCKUTBKH JTOCTIDKEHI CYIb(hOXIOpUan
MAJIOCTIHKI PH KIMHATHIH TeMIepaTypi.

AJNBTEpHATHBHUM CHOCOOOM OTPUMAaHHS TioO-
cyabdoecTepiB 3 MipUMiAMHOBUM (parMeHTOM Ha
OCHOBI  2-aMiHO-4-TiIpPOKCH-6-MeTHIIT pUMiTIUH-5-
cynbdoxmopuay 2 ta (4-aMiHO-2-METHIITPUMIINH-
5-in)-merancynsdoxnopuay 9 € CynbpOHITIOBAHHS
apOMAaTUYHUX TIiOMiB CYIb(POXIOPUIAMH.

Onnak, cmpoOu oTpumatu TiocylbhoecTepu
3a3HaYeHUM CIIOCOOOM NpH NPOBEICHHI peakwiil y
NPUCYTHOCTI TPETUHHUX aMiHiB  (TpHETHIaMiH,
HIPUINH) y CYXUX PO3YMHHUKAX (IMXJIOpMETaHi,
TeTparigpodypani) TpH Pi3HUX TEMIEPATyPHUX
PEeKUMax TaKOX HE Jaj IMO3UTHBHUX pPE3yJbTATiB.
Y BCiX BHIaJKax BHAUICHO JHIIE COJIi Cyibdo-

KHCJIOT Ta JUCYIb(iIH.

OmnmcaHo y niTepaTypi METOAM OAEPXKaHHS ec-
TepiB TIOCYIB(OKHUCIOT B3 CyAb(IHOBHX KHCIOT Ta
ixHix comneil. 3pobneHo cnpobu oneprkanHs 4,6-mumMe-
THIMIPUMIAUH-2-cyabdiHoBol kucmot 13 i3 mome-
PEIHBO CHHTE30BAHOTO 32 BIIOMHMH METOIMKAMHU
(OKMCHIOBATIEHIM 4 6-uMeTHn-2-
MEPKaNTOMPUMIAMHY B IPUCYTHOCTI KaJiid OipTopuay
KOHJICHCALlI TIOCEUOBHHHU 3 AalleTHIAIETOHOM,) 4,6-
JUMETHIIpUMiauH-2-cyabdonindropuny 12.

Opnnax, BigHOBIeHHS cynbdodTopuay 11 Hat-
piii cynb(iTOM y BOJHO-TY)KHOMY CEpEIOBHII Ta
OJIOBOM Yy KHUCIIOMY CEpelIOBHI a00 LHWHKOM Y

XJIOpYBaHHSIM

CIIUPTOBOMY CEPEJOBMILII HE MPU3BEIO J0 OYiKy-
BaHOro pe3ynbrary. Cinb cynabdiHoBoi kucioru 13
BWIUTUTH HE BAAIOCH. Takox Oe3pe3ylbTaTHUMHU
Oyiu cpodu oTpuMatu Tiocynbdonat 14 3 cynsdo-
(dhropuay 12 B3aeMoi€ro 3 Kamii riapocyibdigom.
OcCKinbKH OTpUMATH TiOCyNIb(GOECTEPH 3 MipH-
MiZIHHOBUM  (parMeHTOM  3i cynbdo-
HinpHOrO cynbdypy He BHajocsi, HamMu OyIo
JOCIIDKEHO MOXITUBICTh 3aCTOCYBaHHS JIHOPOM-
rigpaty S5-OpoMoMeTHII-2-MeTHIIipuMiTuH-4-aMiHy

CTOPOHH

Cxema 4 7 SK aJKUIIOIOYOro peareHTy i CHHTE3y Tio-
N(C,H.) %» RSO,SAr cyabdoecTepiB 3 MIPUMIZUHOBUM (ParMEeHTOM Yy
2" '5/3 . e ‘U
of C.H.N TIONBHIN CKITAJI0BIH.
55 . .
RSO,Cl + ArSH Buxinny cmonyky 7 3 MeToo 3amoOiraHHs
2.9 RSO,H + RSSR NOOIYHIM peaKIlisiM (?/TBopeHHﬂ Tlocynbl(i)OKI/IC.HOT Ta
NH iX po3kiIamy BHACTIIOK HH3bKOi CTIMKOCTI) TmIO-
CH .
¢ \2 CH,- MIEpETHLO TIEPETBOPEHO Ha OcHOBY 15 miero merta-
X N . .
R= )le 2 )& 9 HosipHOTO po3unHy NaOH npu HarpiBanni abo 13 %
Pz = - .
H,N" "N” "OH H,c N BogHUM poszurHoM NH,OH npu HU3bKii TemIiepatypi.
Cxema 5
S ﬁ CH,
I
H,N-C-NH, + CH,-CO-CH,-C-CH, + Hcl — N~ | © HCl+2H,0
PN
HS' N “cH,
11
cl,
KHF,
CH, I NaSO, Sn+HC, Zn + C,H,OH CH, CH3
2. HCI
N™ | %
PN )\
HO,s~ N° “cH, FO cH, KSOS N CHs

12 14
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Cxema 6
NH,
N7 CH_Br
)\ | * 2HBr
\N
H,C
7
NaOH
or NH,OH
NH, NH,
NP\ CHBr RSOSNaK) | N CH,SO,SR
I - I
A X
3 HBC N
15 16 a-r

R=C,H; (a), n-CIC,H, (6), n-NH,CH, (8), --CH,COONHCH, (1)

Buginena 3 meranonpHoro pozunHy NaOH
ocHoBa 15 morpebye HOIATKOBOTO TPYAOMICTKOTO
OUHIIICHHS, TOMY BCTAQHOBJICHO, IO JIOIJIBHIIIE
BUKOPUCTOBYBATH PO3YHH aMOHiaKy.

Ilpu  B3aemomii  S-OpomomeTHi-2-meTni-
mipuMinuH-4-aMiHy B alleTOHO-BOJHOMY CEpelo-
BUILI MpH KiMHATHIH Temriepatypi npotsrom 7/—10
0 13 KamieBMMH a00 HATPIEBUMH COJISIMH PI3HHX
TiOCYNB(OKHCIOT OAEP)KAaHO LIBbOBI  TiOCyNb(O-

ectepu 16a-r 3 Buxomamu 29-57 %.

Tabnuys 1
Di3uKo-XiMiuHI XapaKTepPHCTHKHA
cnoJyk 16 a-r

e 3HaiineHo, %
2 S8 8| Tiomn°C O6uucieno, %
o c [ H ] N S
16a | 28 163-164 48,28 |4,28 |14,12 (21,81
(eranon) [48,46 [4,38 |14,13 |21,89
166 | 52 110,112 |43,04 |4,20 |12,65 |19,07
(eTanom) 43,08 (4,23 |12,64 |19,39
165 | 56 202-203 | 46,70 |4,28 |18,03 |20,09
(eranon) |46,68 (4,32 18,11 |20,41
160 | 30 172-173 45,79 |4,20 |1524 |17,12
(eranon) |45,65 (4,38 |15,21 |17,39
OnepxaHi CHONYKH € TBEPIUMH KpHCTa-

JIYHUMH PEYOBHHAMH, DPO3YMHHUMH B aIleTOHI,
cnupTi 1 vactkoBo y Boai (tabm. 1). Bynoma Tta
IHAMBIAYaNbHICTh TiOCyJdb(oecTepiB i3 mipumian-
HOBUM (parMeHTOM 16 a-r miaTBEp/DKCHI JaHUMH
4, 'H SIMP cnexTpockomiii (Tabm. 2), eleMEeHTHIM
ananizom (tab6i. 1) ta meromom THIX.
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Tabauys 2
Jani 1Y ta "H SIMP CHEeKTPoCcKomii cmoJyk 16a-r
No 'H amP CIIEKTD, IY cnexrp, yacroTa
" | ximi4HHH 3CyB O, M.1. MOTJIMHAHHSA V, em?t
4,26 (2H, s, S-CH,), 3446, 3398 (NH,),
2,32 (3H, s, CH3), 1600, 1596 (Ar); 1582,
164 8,92 (1H, s, CH=N), 1486, 1464, (nipumin.
7,54-8,06 (M. 5H, 6,42 | muxkn); 1326451124,
(2H, br.sNH,), 5Ar- (SOy);
H),
4,34 (2H, s, S-CH,), 3466, 3380 (NH,),
2,36 (3H, s, CH3), 1606, 1598 (Ar); 1584,
166 6,39 (2H, s, NH,), 1483, 1460, (mipumiz.
8,90 (1H, s, mmKn); 1332, 1144,
CH=N)7,38-8,0 (4 H, | (SO,);
m, 4Ar-H),
2,48 (3H, s, CH>), 3536, 3502, 3466, 3380
4,38 (2H, s, SCH,), (NHy), 1332, 1144,
6,46 (2H, s, NH,), (SO,); 1600, 1594 (Ar);
168 | 6,50 (2H, s, 2 NH,), 1586, 1482, 1458,
7,481 (4H, m, 4Ar- | (mipumin. ouxn);
H), 8,94 (1H, s,
CH=N)
4,24 (2H, s, S-CH,),
2,32 (3H, s, CH5y), 1632, (C=0); 1602
6,62 (2H, s, 2 NH,), (Ar); 3440, 3400 (NH,),
16 2,64 (3H, s, CH3), 7,94 | 3326 (NH); 1340,
r
(2H, 0, 78, CH); 10,08 | 1112,5(SO,); 1580,
(1H, ¢, NH) 1540, 1452, (nipumin.
7,76 (2H, 1, J=8, CH); LUKI);
8,11 (1H, s, CH=N)

Omxke, TpU JOCTIDKCHHI IUIAXIB CHHTE3Y
TiocynbdoecTepiB 3 MIPUMIIUHOBUM (HpParMeHTOM
JOCHTIDKEHO, IO XJIOpCYNb(yBaHHS
CTPYKTYP 3 HOJAIBIIUM OJCPKAHHHSIM BiJIIOBIIHUX
coJiel Tiocynb()OKHUCIIOT 1 Ha IXHiH OCHOBI LINBOBHX
ecTepiB TiOCYJIb()OKHCIOT HE € NPUIATHUM IS
BUXIIHUX MIPUMIIMHIB 2-aMiHO-6-MeTHIIipUMiTUH-

0a30BUX



Cunmes ma eénracmugocmi 4-amino-2-memuanipumioun-5-i1-memuniosux ecmepie apomMamuiHux miocyib@oKuciom

4-o11, 5-OpoMOMeTHI-2-MEeTHIIpUMiIUH-4-aMiH, 10
Oynu 00’ €KTaMH JOCTiKEHb 1 HE Ja€ MOXKIHUBOCTI
oTpuMaTH Tiocynbdoectepu 3 HiPUMIIUHOBUM
(hparMeHTOM 3i CTOPOHHU CYNb(OHITBHOTO CYyIbQYpY.
HaBeneHo MOXIHMBICTE OTpUMaHHS  TiOCYJb(O-
ecTepiB 31 CTOPOHH TiOJBbHOTO Ccyinbdypy 3 mipu-
MiZMHOBUM (ParMEHTOM aJKiTyBaHHSM COJEH Tio-
CyIb(QOKUCIOT  5-0poMOMETHII-2-METHIIIT PUMiAUH-
4-amiHOM.

BucHoeku

3anporoHOBaHO HOBUH TMIAXiA 1O CHHTE3Y
MEPCIEKTHBHUX HITPOT€HOBMICHHUX TEeTEPOIMKITIYHIX
TioCynb(hOECTepiB TETEPUITIIOBAaHHAM COJel  apoma-
THYHUX Ta TETEPOLUKIIIYHUAX TiOCYIH()OKHUCIIOT.

JocnikeHo METOnM  OIEpIKaHHs — ecTepiB
HipUMiHHTIOCYTH(OKUCIOT Ha OCHOBI 5-Opomo-
METHJI-2-MEeTWIIIIPUMITUH-4-aMiHy Ta 2-aMiHO-6-
METHIMpUMITUH-4-01y. BcranoBneno, mo onep-
JKaHHS TioCyJb(oecTepiB XIopcyibdyBaHHAM 0a30-
CTPYKTYp i3
BIJIMTOBIIHUX COJIEH TiOCYIb(OKUCIIOT 1 HA iX OCHOBI

BUX IoJaJIbIIINuM OTpUMaHHAM

Tiocynb(oecTepiB HEe € MPUAATHUM JUIS OOpaHHX
T PUMITUHIB.

OtpumaHO TioCynb(oecTepr 3 MiPUMiIHHOBIM
(bparMeHTOM 31 CTOPOHH TIONBHOTO CYIb(YPY AJIKiITY-
BaHHSAM CoJIel TIOCYJIbGOKUCIOT S-OpoMoMeTHII-2-
METHJIIT PUMiAHH-4-aMiHOM.
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SYNTHESISAND PROPERTIES OF 4-AMINO-2-METHYL-PYRIMIDINE-5-IL-METHYL
ESTERS OF AROMATIC THIOSULFOACIDS

The ways of synthesis of esters of thiosulfoacids with a pyrimidine moiety based on 5- (bromomethyl)-
2-methylpyrimidine-4-amine and 2-amino-6-methylpyrimidine-4-ol were studied. The method for the
preparation of esters of thiosulfoacids by chlorosulfurisation of the basic structures with the further
preparation of the corresponding salts of pyridine-containing thiosulfonic acids and esters of thiosulfoacids
based on them is not suitable for the studied pyrimidine derivatives. The possibility of obtaining of
thiosulfoesters with the pyrimidine moiety from the side of thiol sulfur by the alkylation of salts of aromatic
thiosulfonic acid with 5-bromomethyl-2-methylpyrimidine-4- amine have been shown. The structure and
individuality of the synthesized compounds are confirmed by IR, 1 H NM R spectroscopy, elemental analysis,
and thin-layer chromatography.

Key words: salts of aromatic thiosulfoacids, thiosulfonates, esters of thiosulfoacids with pyrimidine
moiety, alkylation.
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