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HocainzkeHo MeToam cuHTe3y TiocyibdoecTepiB 3 mMipuMiTuHOBUM (ParMeHTOM Ha OCHOBI
5-0pomoMeTHII-2-MeTHINIPUMIANH-4-aMiHy Ta 2-amMiHO-6-MeTminipuMinnH-4-os1y. BcranosJieno,
0 HLIAX OJep:KaHHA Tiocyiab(oecTepiB XJIopcyab(yBaHHAM 0a30BHX CTPYKTYP i3 NMOJATbIIUM
OTPHMAHHSM  BiIIIOBIAHHUX coJiell MIPUAMHBMICHHUX TiocyJb(okucaoT i Ha IX OCHOBI
Tiocynb(oecTepiB He € NMPUAATHAM VISl JOCHIIKYBAHMX HNipuMinmHoBuX mnoxigHux. Ilokazano
MOKJIMBICTh OTPMMAaHHA TiocyJbdoecTepiB 3 MPUMIIMHOBMM (PpArMeHTOM 3i CTOPOHH TiOJBHOTO
cyabQypy  AJKITyBAaHHSAM  cojleli  apOMATHYHHX  TiocyJb(OKHCIOT  S-OpomMoMeTHJI-2-
MeTWINipuMianH-4-aminoM. ByaoBy Ta iHAMBiZyaJbHiCTH CHHTE30BAHUX CHOJYK MiITBepI:KEHO

nanumu IY, 'H sIMP CIEKTPOCKOIii, eJIeMeHTHUM aHaJi3oM Ta metoaom TIIX.
Kuaio4oBi cjoBa: cojii apoMaTHYHUX TioCyab(POKHCIOT, Tiocyab(oHaTH, Tiocyab(poecTepH 3

NipUMiTUHOBMM (pparMeHToM, AJKITyBaHHS.

Beryn

[lipumigue Ta #Horo TOXigHI € JIyXe
BOXJIUBUMH HITPOTEHOBMICHUMHU TETEPOIUKIIYHUMHI
CHCTEMaMHM, L0 BHUKOPUCTOBYIOTh SK CTPYKTYpHi
(bparMeHTH J11 OTPUMAaHHS OIOJIOTIYHO AKTHBHUX
cnonyk. Cepen HHMX  Bigomi  cmomyku 3
aHTUnpoTo3oiiHo [1, 2], anTHOaKkTepialbHOK Ta
AHTUOKCHUIAHTHOWO [3-5] mismm. Jleski moximHi
OpPOSIBISIIOTE  iHT1Oyrouy Jif0 Ha emigepMaibHUR
(akrop pocrty [6,7], 0 CBIAUUTH MPO iX BIUIMB Ha
3709KicHI myxnuud [5, 8]. I'ereponukiiuna cucrema
HipUMiZIHHY € CTPYKTYpHOIO OCHOBOIO 0araTthox
OpupoAHUX (i310JIOTiYHO AaKTUBHUX pEYOBHH, a
TaKOXK 0araTbOX CHUHTETHYHHX JIKaPCHKUX TMperna-
partiB (cynbhaaumMesut, 6icenTo, I0maH).

HitporeHoBmicHi cronyku 0co0iMBO IiHHI
Ul CUHTE3y Ha iX OCHOBI [iIOYHX PEYOBHH
JMKapchKUX  3aco0iB, MO 3aCTOCOBYIOTh  JUIS
JKyBaHHS Ta MPOQIIAKTHKH 3aXBOPIOBaHb Pi3HOTO
NOXO/PKeHHS. bepyun 10 yBaru ImMpOKHiA Jliana3oH
HUISIXIB MOXKIIMBOTO TPAKTHYHOTO 3aCTOCYBAaHHS SIK
Tiocynb(hoecTepiB, TaK 1 MPUMIIUHY, € aKTyaJTbHAM
MOEHAHHS B OJTHIN MOJICKYJIi WX “TIPUBIICHOBAHUX
cTpyktyp”. Lle BigKpuWBa€ HOBI TEPCIEKTHUBH IS
MOUIYKY 010JI0TiYHO aKTHBHUX CIIOJIYK (NIECTUIHIIB,

GyHrinMaiB, JiKapChKUX CyOcTaHMmiid, OiOmUIIB).
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3HauHy YyBary 30CEpeDKCHO Ha  010JIOTiYHUX
BJACTHBOCTSX IIMX MOJEKYJI SIK MEPCIECKTUBHUX
“OymiBenbHUX” OJIOKIB JIJI1 CTBOPEHHS HOBHX

TiocyNnb(OHATHUX MTOX1THUX.

Jesiki mipuMiguHOBI CyJIbGYpPOBMICHI MOXiHI
€ IIIOYNMH CYOCTaHIIIIMH IJIIKAPCHKUX TPeraparib.
30kpemMa, 2-TiOMpPUMITUHOBUIA (pparMeHT MiCTHTh
nOitoya cyOcCTaHLisi aHTHAarperaHTy TiKarpenop
(Brilinta®) [9, 10]. IlipuMiIWHOBHH LHKI TaKOXK
BXOJIUTh JI0 CKIAAy TakuX CynbhaHiIaMiIHuX
IpernapariB, sK: Cyjb(asuH, Cyabhaprid, cyabhaau-
cynbdamumerokcudH. Cepen  cynbdypo-
BMICHHUX IIPUMIJIMHOBHX MOXIJIHUX TaKOXK 3HAHIIECHO

ME3UH,

cyOcTaHIii 3 MPOTUMIKPOOHOIO, MPOTHITYXJIMHHOIO,
IPOTUTYOEPKYITHO3HOK, TPOTUPAKOBOIO Ta TPOTHUBI-
pycHoIo 6ionoriuHoro akTuBHOCTAMU [11, 12].

OnepxaHHg TioCynb(QOECTepiB 3 MiPHMiIH-
HOBHUM ()parMeHTOM YCKJIAaJHIOETHCS BiICYTHICTIO
JAHUX TIPO CHHTE3 XJIOPAHTIAPUIIB CYIb()OKUCIOT
nipuMinuHy — 0a30BOi BUXIJHOT CHPOBUHU IS
CHHTE3y €CTEpiB TiOCYJIb(HOHUCIOT.

Metoro poOOTH € JOCIHiKEHHS B3a€MOIii
coJIel apOMaTHYHHX TIOCYIB(POKUCIOT 3 MOXITHUMHU
OipUMIIAHY IS
ipUMiTHHOBUMH (pparMeHTaMH.

CHHTE3y Tiocyab(oecTepiB 3
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Marepiajm Ta MeTOIH AOCTIAXKEHb

IY cnekTpu 3HIManu Ha CHIEKTPOPOTOMETpi
“SPECORD M 80” (3ampecoBka B TaOneTkax 3
KBr); cniextpu H 'SIMP 3ammcano Ha criekTpomerpi
“Varian VXR-300”, (ximiuni 3cysu 'H BupaxeHi B
0 — mKani BiTHOCHO TETPaMETHJICHUIAHY, PO3UMHHHUK
DMSO-Dg, a iHTerpanbHi iHTEHCHBHOCTI BiJIIIOBI-
JIAI0Th 3pOOJICHUM BiTHECEHHSIM); YHCTOTY CHHTE30-
BaHMUX CIOJIYK KOHTPOJIIOBaJX 3a gonomororo THIX
1 CJIEMEHTHUM aHalli30M, BUKOHAaHHUM Ha CTaHAapT-
Hill amapaTypi Ui MiKpOaHaTi3Yy.

Memoouka 1. 2-Amino-6-memunnipumioun-
4-on 1. TlpoMmixkHa criojiyka OTpHMaHa 3a BIJIOMOIO
Meroaukoro [13].

I'yaninun xap6onat 8 r (0,16 Moub) Ta eTuio-
BHIA ecTep areroonToBoi kuciotu 12 r (0,10 Mob)
HarpiBajgu y 25 MJI €THIOBOTO CIHPTY MPOTATOM
4 Tom TpH TemIepaTypi KHIIHHS BOJSHOI OaHi.
Ocan, mo BuMas, BiA(QUILTPOBYBAIN, MPOMHUBAIU
COHMPTOM 1 BOJOIO, MEPEKPHCTANI30BYBAIH 3 BOAM.
Buxin 8,9 r (44 %). Tion 299° BimmoBimae miTe-
paTypHuM gaHum [13].

Memoouka 2. 2-amino-4-2iopoxcu-6-wemun-
nipumioun-5- cynvhpoxucnoma 3.

2-AwmiHo-6-MetunmipuMiH-4-011 4t (0,032 Moib)
JOJaBalli HEBENTUKUMH MOPLIIMH IPHU iHTEHCHB-
HOMY mepeMinryBanHi 10 10 ma xiopcynspoHoBol
KHACIOTH nipu Temriepatypi 0+5 °C, peakuiiiHy macy
HarpiBamum 2 rtox mpu 120+125°C 3 mopambimm
OXOJIOJPKEHHAM Ta BHJIMBAHHAM Ha Jia. bimmii ocan
CyJb(OKUCIOTH, 10 BUMAAAB, BiA]iIbTpOBYyBaIN Ta
npoMuBain  Bojnow. OtpumyBanu  2-amiHO-4-
TiAPOKCU-6-MeTHIITIpUMITUH 5-cynbdokucnory
3.22, mo #e maaButhed g0 300 °C, 3 Buxomom 5,1 1
(80 %).

Memoouka 3. Hampicea cinv (4-amino-2-
Memuanipumioun-5-in)-wemancynv@oxuciomu 8a

Ho pozunny 7,0t (0,089 wmomnp) Harpiid
cynwdity B 25 mi Boau nonasanu 3,7 T (0,010 Mos)
JUOpOMTIiApaTy S5-0pOMOMETHII-2-METHIIIT PHUMIIHH-
4-aminy. PeakuiifHy cyMilll KHITSITWIA TPOTITOM
25-30 rox. dinprpar, OTpUMAaHUN IMICAS OYHUCHOL
GbinpTpalii 3 aKTHBOBAHUM BYTULISIM, ITiKUCIFOBAIIN
KOHIIGHTPOBAHOIO COJSIHOIO KHcioToro. Ocaz, 1Io
BUNaB, BiAQIIBTpOBYBaM Ta cymuid. OTpumanu
ocaj, skuii He miaButhbesa 10 300 °C, 3 Buxogom 1,8 T
(88 %).

Memoourka 4. Xnopanziopuo (4-amino-2-
MeMUARIPpUMioun-5-in)-memancynvghoxuciomu 9.

123

HarpieBy cinb (4-amiHO-2-MeTHITIPUMITUH-5-
i1)-merancynbgokuciota 5 T (0,02 mons) B 1,6 M
(2,641, 0,02 Mmomp) TIOHIT XJIOPUAY HarpiBagu
OpoTAroM 6 TOA MpH TEMIIEPaTypl KUMiHHSA BOISHOT
Oani. PeakmifiHy cyMmilmr OXOJOKYBaIH, OCaj
XJIOpaHTiApUIy, 10 BUMAB BiAQilbTpOBYBaIU, IpPO-
MUBanu eTepoM. OTprUMaHy CyMilll XJIOPaHT1IpHAIY 3
HATpieM  XJOPUIOM  BUKOPUCTOBYBaIH  JIIS
MOJIAJIBIIOT B3aEMOIT 3 KaJlil T1IpOCyIb(iaoM.

Memoouxka 5. Kanicea cinv (4-amino-2-
MEMUARIPUMIOUH-5-i1)-Memancynvhoxkuciomu 56

Xnopanrigpun  (4-aMiHO-2-METHIITIPUMITHH-
5-im)-merancynshokuciota 11,7 T (0,05 monb) mo-
nmaBanu A0 po3unHy 3,85 r (0,05 Mobp) Kaumiii Timpo-
cyabpdiny B 25 ma Boau npu 0+5°C, mo npu3BOAUTH
JI0 HarpiBaHHSA peakiiiHOI Macu 1 BHUIAaJaHHS
JKOBTOTO Ocamy. PeakuiliHy macy Ticlisi BHTPUMKH
0,5 ron mpu Ttemmeparypi 20 °C Ta nojaBaHHS
aKTHBOBAHOI0 BYTuuis HarpiBamu jgo 60+70 °C,
lapsay cycneHsiro peakiiiftHOT Macu BiAQimbTpo-
ByBaJH, QinabTpar oxonomkysanu. Ocan BiadinsTpo-
ByBaJH Ta cymuin. Buxin 8 T (58 %).

Memoouxa 6. 5-opomomemun-2-
Mmemunnipumioun-4-amin 15.
Jdubpomrigpat 5-OpoMOMETHII-2-METHII-

nipumiann-4-aminy 100 r (0,49 monp) po3uuHsIM B
200 M1 BOAM, OOpOOJISIM aKTHMBOBAHUM BYTULISAM,
¢binerpyBasu. Ilpu 0 °C 10 OTpUMAaHOTO PO3UHHY
MOCTYMOBO JoaaBanu 13 % po34MH aMOHISKY IO
pH=6-7. Peakuiiiny cymimi, sika 3arycriia, QpiibTpy-
Bayid. Buxing BUIBHOI OCHOBU 3 Tion; 206-208°
craroButh 30 1 (55,5 %).

Memoouxa 7. 4-Amino-2-memunnipumioun-
5-in-memunoeuii ecmep 4-aminobenzenmio-
cynvpokucnomu 16 6.

Ho BogHo-aneTroHoBoro po3uumny 11,35 r
(0,049 monp) xamniii 4-aminoOeH3eHTIOCYIbHOHATY
momaBamu po3unH 10,11 (0,049 Mone) GpomamiHO-
HipUMiZIMHY y BOJHOMY alleTOHI, peakliiHy Macy
BUTPUMYBQJIM TIpU KIMHATHIM Temmeparypi 7 ni0,
MIC/IsI 4Oro aleTOH 3 PeakKIiiMHOI Macu BUAAISIH
MOTOKOM TIOBITpS, Ocaj, IO BHIIAB, BiA(QUIBTPO-
ByBanu. Ecrep kpucramizoByBamu 3 90 % etanomy.
Buxing  2-amiHO-4-METHI-5-METHIITIPUMiAHHOBOTO
ecrepy 4-amino6esenriocynsdokucnota 16 ¢ 8,71
(56 %). Tronn 172-173 °C.

Ecmepu  4-amino-2-memunnipumioun-5-in-
Mmemunoeuii  ecmepu  Oenzen-,4-xnopoenzen-,4-
[(memoxcuxapbonin)amino]oenzenmiocynvghoxucn
om 16a, 166, 162 oTprMaHo, SIK 32 METOJUKOIO 7.
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PesynbTaTn 1ociaigkeHsb Ta ix 00ropopeHHs

OcCkinbKM  BiIOMO, 10 HAMIErme Cylb-
¢yrotecs moxinui mipumiauny 3 OH- i NH,-rpy-
naMu, HaMu Oylo JOCHIDKEHO PEaKLilo XIJIOPCYIb-
(yBaHHS, OMEPEIHBO ONEPKAHOTO 32 BiIOMOIO Me-
tonukoro [13], 2-amiHO-6-MeTwIIT prMiTuH-4-011y 1.

XnopeynbdyBaHHs crnonyku 1 mpoBoxunu
I’ ITHKPaTHUM HAUIMIIKOM XJIOPCYJIB(OHOBOI KHC-
motu mpu Temmeparypi 0-5°C 3 momambmimM
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
)\/ESO3 SO.CI
A A _

2

Besnocepenubo oTpuMaTH Cynab(QOXIopHL 2 3a
3a3HaYCHUX BHILE YMOB He Braioci. HatomicTs 3
80 % BUXOIOM OAEPKaHO CYIb(POKHUCIOTY 3, SIKY B
nojaneiii poOOTI BUKOPHCTAHO Ui OTPUMAHHS
inbpoBoro cynbdoxaopuny 2. Crnonyky 2 OTpuMaHo
KHIT’ATIHHSAM cOJIi 4, SIKY MOMEPEIHbO MEPEBEICHO Y
2-aMiHO-4-T1IPOKCU-6-METHITIPUMIIUH-5-CyTb(O-
KHCJIOTY 3 B3 HaJIIMIIIKOM TIOHUIXJIOPUIY.

Cynbhoxopus 2, IKUid OTPUMAHO B CyMilli 3
HATpId XJIOPUAOM MICHAS BIATOHKH  HAJJIUIIKY
TIOHITIXJIOPUAY 3 PEaKIiiiHOT MacH, BUKOPHUCTaHO 0e3

JOJATKOBOTO OYHIICHHS JUTST OTPUMAaHHS
BIJIIOBITHOTO TiOCY/Ib(OHATY Sa, 0.
Cxema 2
CH, CH,
SOSNa SOC|2 N A SOZC|

SO;H (NaHoO, NN
)\ J'\ -

B ——
! /

3
Na,S
a60
KHS
)N|\ SONa N|\ 50,SNa (K)
HN™ N OH HN)\N/ OH

2

a,6 5 a,b

CripoOu ofepkaHHS HATPIEBOI Ta Kayie€BOl
cojeil  2-amMiHO-4-T1IPOKCU-O-METHII-Ti pUMiHH-5-
TiOCYNB(OKHCIOTH 5a, § TMO3UTUBHHUX pe3yJIbTATIB
He pan. OCKUIBKHY CIIOJIyKa 2 MaJIOCTiMKa 1 MIBUAKO

rifiponi3ye, B3aeMois 3 HATPiil cynbdigoM uu Kamin
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rigpocyiab(ioM Npu3BOAUTH IO YTBOPEHHS HATpid
abo xamii cynbdonariB 6a, 0 3amicTh LINBOBHX
Tiocynbe¢oHaTis Sa, 0.
Jnsa  cunHTe3dy
MOXITHUX MIPUMUAHHY,
OpOAYKT OyJlnOo BHKOPUCTaHO AMOpoMmriapar 5-
OpoMOMETWII-2-MEeTHIIIIPUMiANH-4-aMiHy, IO €
NPOMIKHUM NPOAYKTOM HpU BUPOOHHULTBI BiTaMiHy
B, (tiaminy). logatkoBuM aprymMeHTOM Ipu BHOOpi
BUXiJIHOI CHUPOBUHH CTajo Te, M0 UeH mipuMiau-
HOBUH (parMeHT BXOJHTH JIO CTPYKTYpPH NpPOTHU-

ecTepiB
SK II€ OAWH BHXIiIHUH

TiOCYNB(OKUCIIOT

MYXJUHHOTO IpernapaTy HiMycTuH [ 14].

3aminy OpoMy Ha cyiasporpymy B JOH-
Opomrimpari  5-0poOMOMETHII-2-METHIIITI PAUMITHH-4 -
aminy 7 MpOBEACHO MpPU TPHUBAJIOMY KHII ATiHHI
CHONYKH 7 13 HACHYEHUM PO3YMHOM HATPIH CYIlb-

bity.

Cxema 3
NH; NH,
NZ CHZB*r N32303 NZ CH2803Na
PR | 2HBr—>)\\ |
HsC™ N HC™ "N
7 8a
PCI5(SOCI'2V
NH,
NP, CH2S0CI
s
HsC™ °N

Na,S*9H,0 abo Na,S*9H,0 abo KHS

9

NH, NH,
)j/CHQSOQSNa(K) NZ CH2803Na(K)
/k s
HyC~ N
12,6 8a,6

Jns onep>kaHHS BiIMOBITHOTO CYIB(HOXIIO-
puny 9 3 Harpiil cynbpoHATy 8a BUKOPHCTOBYBAIU
neHTaxnaopu pochopy ado TIOHIIXIOPHU,

XmopaHriapua 9 € HEeCTIMKO CIOJIYKOH, sSKa
HIBUAKO rifponizye. Tomy it #oro ozep:kaHHS
JOLTBHO SIK XJIOPYIOUMH areHT BUKOPHCTOBYBATH
HAJUTMIIOK TioHUIXNopuay. Ha BiaMiHY Bij piakoro
NpONYKTy, oTpuMaHoro npu 3acrocyBanHi PCls,
BUKOPUCTAHHS TIOHUIXJIOPHY TMics BIATOHKH 3
peakiiiHOi MacH TIOHUIXJIOPUAY MPU3BOAUTH 10 OT-
PUMaHHS CyMIllli 0Cajy ILILOBOTO CYJIb(HOXIOPUIY
9 3 HaTpill XJIOPUAOM, KU 0e3 pO3AUICHHS MOXHA
BUKOPHCTATH B CHHTE31 I[IJIbOBOTO TiOCY/Ib(OHATY.

JlocmimKeHHsIM OKHCHO-BIIHOBHOI B3a€MOIIl
cyasdhoxiopuny 9 3 kamii rigpocynbdimom abo
HaTpiil cynb(}izoM BCTAHOBJIEHO, IO 3aMiCTh MPOT-
HO30BaHUX TiocynbdoHarie 10 a, 6 oTpuMaHo
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HaTpiii abo kamiid cynbdonatu 8 a,0, mwo He
BIZPI3HAETBCS Bil CXEMH NEPETBOPEHHS 2-aMiHO-4-
TiAPOKCU-6-MeTHIIIpUMiANH-5-CynbGoXIopuLy 2.

ToOTo mel NUIAX CHHTE3y ecTepiB Tiocyibho-
KHCJIOT TMOXIJHUX TIPUMIIUHY HE Ja€ OYiKyBaHHX
pe3yNbTaTiB, OCKUTBKU JTOCTIDKEHI CYIb(HOXIOpUan
MAaJIOCTIiHKi TIPU KIMHATHIH TeMIlepaTypi.

ANBTEpHATHBHUM CIOCOOOM OTpPUMAaHHS Tio-
cyibdoectepiB 3 MipUMiAMHOBUM (parMeHTOM Ha
OCHOBI  2-aMiHO-4-TiIPOKCH-O-ME T pUMiTIH-S-
cyabdoxnopuny 2 Ta (4-aMiHO-2-METHIITPUMiTHH-
5-inm)-MeTancyabQoxaopuay 9 € cynb(oHITIOBAaHHS
apOMAaTUYHUX TIiOMiB CYIb(POXIOPUIAMH.

Opnak, cmpoOu oTpuMatu TiocylbhoecTepu
3a3HaYeHUM CIIOCOOOM NpH MPOBEICHHI peakwiil y
OPUCYTHOCTI TPETUHHUX aMiHIB  (TpUETHIIaMiH,
HipUAMH) y CYXHX PO3YMHHUKAX (JUXJIOpMETaHi,
TeTpariipodypani) OpuU PI3HUX TEMIIEPATYPHUX
pEeKMUMax TaKOX HE Jal MO3UTHBHUX PE3yJbTAaTiB.
VY BCiX BHIAJKax BHAUICHO JIMINE COJII CYJIb(o-

KHCJIOT Ta JUCYIb(iIH.

Cxema 4
N(C,Hy), %» RSO,SAr
or C,H,N
RSO,Cl + ArSH
2,9 ——> RSO,H *+ RSSR
CH, NH,
CH,-
R= N™™S 2 Nl)ﬁ/ z 9
P A2
H,N~ "N” TOH H,c N

o)
|| I

HN-C-NH, + CH,-CO-CH,-C-CH, + Hcl — N~

CH, 1 Na,SO, Sn+HCI, Zn + C,H,OH

2. HCI

OmnmcaHo y JiTepaTypi METOAM OAEPXaHHS ec-
TepiB TIOCYIB(OKHUCIOT B3 CyAb(IHOBHX KHCIOT Ta
ixHix coneil. 3pobneHo cnpobu oneprkanHs 4,6-muMe-
THIMIPUMIAUH-2-cynbdiHoBoi kucmot 13 i3 mome-
PEIHBO CHHTE30BAHOTO 32 BIIOMHMH METOAMKAMHU
(OKHCHIOBAIBHUM ~ XJIOPYBaHHAM  4,0-TUMeTH-2-
MEPKaNTOMPUMIANHY B IPUCYTHOCTI KaJiid OipTopusy
KOHJICHCAIlisl TIOCEYOBHHH 3 alleTHJIAleTOHOM,) 4,6-
JUMETHIIT pUMiuH-2-cynabdonindTopuy 12.

Opnnax, BigHOBIeHHS cynbdodTopuay 11 Hat-
piii cynb(iTOM y BOJHO-TY)KHOMY CEpEIOBHII Ta
OJIOBOM Yy KHUCIIOMY CEpEelOBHI a00 LHWHKOM Y
CIIUPTOBOMY CEPEJOBMILII HE MPU3BEIO J0 OYiKy-
BaHOTrO pe3ynbrary. Cinb cynbdiHoBoi kucnotu 13
BWIUTUTH HE BAAIOCH. Takox Oe3pe3ylnbTaTHUMHU
Oyiu cpobu oTpuMaty Tiocynbdonat 14 3 cynbdo-
(dhropuay 12 B3aeMOi€r0 3 Kalii riapocyibdigIoMm.

OcCKinbKH OTpUMATH TiOCYNIb(GOECTEPH 3 MipH-
MiZIHHOBUM  (parMeHTOM  3i cynbdo-
HinpHOrO cynbdypy He BHajocsi, Hamu OyIo
JOCII/DKEHO MOXITUBICTh 3aCTOCYBAaHHS JAHOPOM-
rigpaty 5-OpoMOMETHII-2-MEeTHIIipuMiIuH-4-aMiny
7 SK aIKUIIOIUYOro peareHTy JJis CHHTE3y Tio-
cyabdoecTepiB 3 MIPUMIZUHOBUM (ParMEeHTOM Yy
TIONBHIN CKIIANOBIIA.

Buxinny cmonyky 7 3 MeTor0 3amoOiraHHs
NOOIYHUM peakmisiM (YTBOPEHHS TiOCyIb(OKUCTIOT Ta
iX po3Kiaay BHACTIIOK HU3BKOI CTIHKOCTI) TIO-
NepeIHbO MEPETBOPEHO Ha OCHOBY 15 miero Mera-
HosipHOTO po3unHy NaOH npu HarpiBanni abo 13 %
BogHUM poszurHoM NH,OH npu HU3bKIl TemIiepaTypi.

CTOPOHH

HO,s° N cH

Cxema 5
CH,
| * HCl+2H,0
NS
HS" N “cH,
11
cl,
KHF,
CH, CHs
FO cH, KSO8 N CH3

12 14
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Cxema 6
NH,
N7 CH,Br
s | * 2HBr
H,C N
7
NaOH
or NH,OH
NH, NH,
NZ N CHoBr RSOSNa() | A\ CH,SO,SR
—_——
S A
H,Cc N HC N
15 16 a-r
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Buginena 3 meranosnpHoro posunHy NaOH
ocHoBa 15 morpebye HOIATKOBOTO TPYAOMICTKOTO
OUHIIICHHS, TOMY BCTAQHOBJICHO, IO JIOIJIBHIIIE
BUKOPUCTOBYBATH PO3YHH aMOHIaKy.

Ilpu  B3aemomii  5-OpomMomeTHI-2-METHII-
mipuMiInH-4-aMiHy B alleTOHO-BOJHOMY CEpelio-
BUILI MpH KIMHATHIH TemrepaTtypi npotsrom 7—10
Ji0 13 KamieBMMU a00 HATPIEBUMH COJISIMH PI3HHX
TiOCYNB(OKHUCIOT OAEP)KAHO LIBOBI Tiocynbho-

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

Tabnuys 1
Di3uKo-XiMiuHI XapaKTePHCTHKHA
croayk 16 a-r

- = 3HatineHo, %
2 2|g& 2| Trom°C O6uucineHo, %
2 M c [H] N S
16a | 28 163-164 |48.28 |4.28 |14.12 |21.81
(etanon) |48,46 (4,38 |14,13 (21,89
166 | 52 110,112 143.04 (4.20 |12.65 |19.07
(eranom) 43,08 (4,23 [12,64 |19,39
168 | 56 202-203 |46.70 |4.28 |18.03 |20.09
(etanon) |46,68 (4,32 [18,11 [20,41
6r | 30 172-173 |45.79 |4.20 |15.24 |17.12
(etanom) |45,65 (4,38 [15,21 (17,39
OnepxaHi CHONYKH € TBEpPIUMH KpHCTa-

JIYHUMHM PEYOBMHAMH, PO3YMHHUMH B AaleTOHi,
coupTi 1 4acTkoBOo y Boxi (tabnm. 1). Bymoma Ta
IHAMBIAYaNbHICTh TiOCynb(oecTepiB 13 MipuMian-
HOBMM (parMeHTOM 16 a-r MmiaTBEp/DKCHI JaHUMH
4, 'H SIMP cnexTpockoriii (Tabn. 2), eIeMEeHTHUM
aHaitizoM (tabim. 1) Ta metomom THIX.
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Tabauys 2
Jani I4 ta "H SIMP cniexrpockomnii cnoyk 16a-r
No '"H SIMP criextp, IY cnexrp, yacroTa
" | ximi4HHH 3CyB O, M.1. IIOTJINHAHHS V, CM
4,26 (2H, s, S-CH,), 3446, 3398 (NH,),
2,32 (3H, s, CH;), 1600, 1596 (Ar); 1582,
16a 8,92 (1H, s, CH=N), 1486, 1464, (mipumin.
7,54-8,06 (M. 5H, 6,42 | mukim); 1326,,5 1124,
(2H, br.s NH,), 5Ar- (SO,);
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, (mipumin.
8,90 (1H, s, uuKn); 1332, 1144,
CH=N)7,38-8,0 (4 H, | (SOy);
m, 4Ar-H),
2,48 (3 H, s, CHy), 3536, 3502, 3466, 3380
4,38 (2 H, s, S-CH,), (NHy), 1332,,, 1144,
6,46 (2H, s, NH,), (SO,); 1600, 1594 (Ar);
168 | 6,50 (2H, s, 2 NH,), 1586, 1482, 1458,
7,4-8,1 (4 H, m, 4Ar- | (mipumia. mukn);
H), 8,94 (1H, s,
CH=N)
4,24 (2 H, s, S-CH,),
2,32 (3H, s, CHy), 1632, (C=0); 1602
6,62 (2H, s, 2 NH,), (Ar); 3440, 3400 (NH,),
161 2,64 (3H, s, CH3), 7,94 | 3326 (NH); 1340,,,,
(2H, 1, J=8, CH); 10,08 | 1112, (S0,); 1580,
(1H, ¢, NH) 1540, 1452, (mipumiz,.
7,76 (2H, n, J=8, CH), IIHKI);
8,11 (1H, s, CH=N)

Omxke, TpU AOCTIDKCHHI IUIAXIB CHHTE3Y
TiocynbhoecTepiB 3 MIPUMIIUHOBUM (HParMeHTOM
mo  XJopcyiabQyBaHHS  0a30BUX
CTPYKTYpP 3 HOJAJIBIIUM OJCPKAHHHSIM BiJIIOBIIHUX
coJiel Tiocynb()OKHUCIIOT 1 Ha IXHil OCHOBI LINBOBHX
ecTepiB TiOCYIb()OKHCIOT HE € NPUIATHUM IS
BUXIIHAX MIPUMIINHIB 2-aMiHO-6-METHIIT pUMiTHH-

JOCTIKEHO,



Cunmes ma eénracmuocmi 4-amino-2-memuanipumiouH-5-i1-memuiosux ecmepie apomMamuiHux miocyib@oKuciom

4-o11, 5-OpOMOMETHII-2-METHIIIT pUMiIUH-4-aMiH, 1110
Oynu 00’€KTaMH JOCTiKEHb 1 HE a€ MOXKIHUBOCTI
oTpuMaTH Tiocynbdoectepu 3 HiPUMIIUHOBUM
(hparMeHTOM 3i CTOPOHHU CYNb()OHIIBHOTO CyIbhYpY.
HaBeneHo MOXIHUBICTE OTpUMaHHS —Tiocynb(o-
ecTepiB 31 CTOPOHH TiOJBHOTO Ccyinbdypy 3 Hipu-
MiZMHOBUM (ParMEHTOM ajKiTyBaHHAM COJEH Tio-
CyIb(QOKUCIOT  5-0pOMOMETHII-2-METHIIIT PUMiAUH-
4-amiHOM.

BucHoeku

3anporoHOBaHO HOBUH MIAXiA 10 CHHTE3Y
MEPCIICKTHBHUX HITPOT€HOBMICHHUX TEeTEPOIMKITIYHUX
TioCyIb(hOECTEepiB TETEPUITIIOBAHHSAM COJel  apoma-
TUYHHX Ta TETEPOLMKIIYHHX TIOCYIbPOKUCIIOT.

JocnimkeHo METOnM  OJIepIKaHHs — ecTepiB
HipUMiHHTIOCYTH(OKUCIOT HAa OCHOBI S5-Opomo-
METHJI-2-MEeTWIIIIPUMITUH-4-aMiHy Ta 2-aMiHO-6-
METHIITIPUMIIMH-4-01y. BcraHoBneHo, 1o oxaep-
JKaHHS TiOCyIb(oecTepiB XIopcyibdyBaHHIM 0a30-
CTPYKTYp i3
BIJIMTOBIIHUX COJIEH TiOCYIb(OKUCIIOT 1 HA iX OCHOBI

BUX IoJaJIbIIINM OTpUMaHHAM

Tiocyb(oecTepiB HE € MPUAATHUM JUIS OOpaHHMX
HipUMiIHHIB.

OtpumaHo Tiocynb(oecTepr 3 MipUMiTHHOBIM
(bparMeHTOM 31 CTOPOHHU TIONBHOTO CYNb(YPY AJIKLITY-
BaHHSAM COJIeH TIOCYJILGOKUCIOT S-OpoMOMETHII-2-
METHJIIT PUMIAHH-4-aMiHOM.
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SYNTHESIS AND 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-4-0l 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 S-bromomethyl-2-methylpyrimidine-4- amine have been shown. The structure and
individuality of the synthesized compounds are confirmed by IR, 1 H NMR 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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