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Panee ObIIO TIOKa3aHO, YTO TPH B3aWMMOJCHCTBUU S-aMHUHO-4-METOKCH-O-MEPKaINTOIMPH-
MUJIMHA C XJOPaHTUAPUAOM B-OpOMIIPONMOHOBON KHCIOTHI B 3aBUCHMOCTH OT NPUMEHSEMBIX yCIIO-
BUil oOpa3zyrorcs mupumuao [4,5-b] [1,5]-tnasenuHon-6 mnm 4-mertokcu-5-B-(5'-B-Opommnponuonui-
aMHUHO-4'-METOKCUTTUPUMHUIHII-6 - )-MEePKAITOI POITHOHIIAMIHO-0-MEPKATTOITUPUMHUTHH.

B nanHnoii paGote ¢ 1ebI0 MOMYyYeHUS MOCIETHETO S-aMHHO-4-METOKCH-6-XTOPITUPUMUINH
AIMIIMPOBAIIM XJIOPAHTUAPHIAME XJIOPYKCYCHON U [-OpOMITPONMOHOBON KHCJIOT M COOTBETCTBEHHO
MOJIYIHITA  4-METOKCH-5-XJIOPAeTHIIAMUHO-6-XTIOp— U 4-METOKCH-5-B-PONTMOHIIIaAMUHO-6-XIIOPITH-
PUMUIMHBL

[locnennue coenuHEeHUs! BBEIH B PEAKLUIO C 5-aMUHO-4-METOKCH-0-MEPKAaNTONMUPUMUANHOM
U TOJIyYHIM COOTBETCTBYIOLINE JUITUPUMHUIMICYIb(MHIBL.

B mumupumumnicynshune 4-mMetokcu-5-p-(5'-aMuH0-4'-METOKCUTTHPUMHUIHII-6'-)-MepKanTO-
NPONHUOHWIAMUHO-0-Xxopnupumuanae aeicterueM KSH xiop 3aMemaroT Ha MEpKanTorpymnmny 1 mo-
nayqaloT  4-MeTokcH-5-B-(5’-aMuHO-4’-METOKCUITUPUMUAMI-6’ -)-MePKa TONPOMHOHUIAMUHO-6-Mep-
KallTOMUPUMUIUH.

[locnenHee coeavHeHHE MPH B3aUMOACWUCTBHM C XJIOPAHTHAPUAOM [-OpOMIIPONHOHOBOM
KUCIOTHI 00paszyeT 4-MeTokcH-5-B-(5'-B-0pommnponnoHmiaMuHO-4'-MeTOKCUITUPUMUANI-6'-)-MepKar-
TOIPOIMOHUIIAMUHO-6-MEPKaTOIUPUMUIHH.

KitroueBble ciioBa: cunmes, X10paneuopuod XiopyKCyCHOU KUCIONbL, CREKMPbL, AYUIUPOBaHue,
OUNUPUMUOULCYTbDUOBL.

Beenenue

Ha ocHOBe MUPUMUIMHOBBIX U APYTUX TETEPOIUKINYECKUX CTPYKTYP CO31aHO MHO-
XKecTBO (hapmalleBTHUeCKUX mpenaparoB. K HHUM OTHoOcATCS HEHPOTpONHbIE, HUMMYHO-
TPOIIHBIC, AHTUBUPYCHBIC, AHTHOAKTEpUATbHBIE, MPOTUBOTPUOKOBBIC, MPOTUBOS3BEHHEIE,
MPOTUBOBOCTIATIUTENbHBIE, TPOTUBOOITYXOJIEBBIE U IPYTHE MpenapaThl.

Ha ocHoBe 5-aMuHO-4-3aMEIIEHHBIX-6-MEPKANTOMUPUMHUINHOB H TPOU3BOIHBIX
5-popmun-6-xsopnupuMuaInHa, 1,3-TUMETHI-6-XJI0pYypaluia MOJydeHbl MTPOU3BOTHBIC TH-
MUPUMHIOTHA3ETTHHOHOB.

CuHTe3upBaHHbIE BellecTBa 00J1aJal0T CIIOCOOHOCTHIO TOPMO3UTH POCT INEPEBHUBAe-
MBIX OITYXOJIEM SKCIIEPUMEHTAIbHBIX )KUBOTHBIX [1; 2].

ABTOpBI C IEJIbI0 U3YYEHUS aHTUMHUKOOAKTEpUANIbHONW aKTHBHOCTH CHUHTE3HPOBAIU
P agaMaHCOAEPKAIMUX MOHO- U TONHIUKINYSCKUX MUPUMUIUHOBBIX TPOU3BOAHBIX U
S-(apuIMETHIICH )-TeKCaruAPONMUPUMUINH-2,4,6-TprOHOB [ 3; 4].
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CuHTe3upoBaH psiJ NMPOU3BOAHBIX 2-Cylb()aHUIOCH3UMUAA3051a ATKUIUPOBAHUEM U
AMUHOMETHJIMPOBAHUEM 2-MEPKANTOOCH3MMH/IA30J1a, & TAKXKE CHUHTE3UPOBAHBI T'aJIOTEHCO-
nepxkamue mupumuno| 1,2-ajoensumuaazon-4-(10H)-oHbl ¢ 1enpi0 moucka mnpenapaTon, 00-
TMAAOMINX AKTHBHOCTHIO B OTHOIICHHWU PECHUPATOPHOCHHIIMTHATIBLHOTO BUpYCa, BHpyca
repneca u BUY [5-8].

ALNIMpOBaHUEM 5-aMUHO-4-3aMEIEHHBIX-6-MEpPKANToO-, 5-aMUHO-4-METOKCU-6-Me-
TUJIMEPKAITO-, 5-aMHUHO-4-METOKCH-6-0CH3UIMEPKAITO-, S-aMHHO-4-METOKCH-6-XJI0PITUPH-
MUMHOB XJIOPAHTUIPHUIAMU XJIOPYKCYCHOH U [-OpOMIIPONMMOHOBOW KHCIOT TOIYYEH Pl
MIPOU3BOIHBIX —IUIMTUPUMHIAWICYIbPuI0B [9—12].

MeToabl IKCIIEpUMEHTA

IV 4-merokcu-5-(5'-amuH0-4'-MeTOKCUTUPUMUINII-6'-)-MEpKaNTOALETHIAMUHO-6-
XJIOPIUPUMHUJINH).

K pactBopy 0,7 r (0,004 Mosib) S-aMuHO-4-MeTOKCH-6-MepKanTONUpUMuAUHA B 30 M1
sTa”o’a, conepxamemy 1,5 r (0,004 monb) 17 % cnuproBoro pactsopa KOH, npubasisitor
nocreneHHo pactBop 1 1 (0,004 Monb) 4-MeTOKCH-5-XI0paeTHIaMUHO-6-XI0pIUPUMUINHA
B 40 mu1 aTanosa. Peakimonnyto cmech nepemenmpaiot 24 vaca npu 18—20 °C. Beinenusiie-
ecst BELIECTBO OTQHIBTPOBBIBAIOT, IPOMBIBAIOT BO/IOM, CIUPTOM U BBICYIIMBAIOT.

Kpuctannu3yror u3 MeraHosa.

CBeTi0-KeNThle KPUCTAILIBL.

Beixon 1,25 r (89 %), Ty, 188—189 °C.

UK crektp, M ': 1678 (CO-NH); 3425,3325,3240 (NH, NH,).

Ci2H3CINGO3S

Haiineno, %: C 40,68; H 3,62; C1 10,16; N 23,55; S 8,89.

Beruucneno, %: C 40,39; H 3,67; C19,94; N 23,56; S 8,99.

V 4-metokcu-5-p-(5'-aMuHO0-4'-ME TOKCUTTU PUMUIIII-6'- ) -MEPKANTONIPOTTMOHIIIAMUHO-
6-XJIOPIIUPUMUANH.

K pactBopy 0,75 1 (0,0047 momb) 5-aMHHO-4-METOKCH-O-MEPKANTONUPUMHUINHA B
30 mu1 aTanona, cogepxamemy 1,2 mu (0,0047 mons) 17 % cnuprosoro pactsopa KOH, npu-
OasmstoT mocreneHHo pactsop 1,4 r (0,0047 monp) 111 B 40 M sTanona. Peakimonnyro mac-
cy nepememmBaioT 24 yaca npu 18-20 °C. BrigenuBiieecs: BEmecTBO OTQMIBTPOBHIBAIOT,
MIPOMBIBAIOT BOJI0H, HEOOIBIIMM KOJMYECTBOM CIIMPTA U BBHICYIIUBAIOT.

Kpucrannusyror u3 meranona.

JKEntbie KpUCTaILIBI.

Brixon 0,85 1 (48 %), Ty, 171-172 °C.

VK criektp, cM ': 1685 (CO-NH); 3370, 3280 (NH,, NH).

C13H15C1N603S

Haiineno, %: C 41,80; H 4,20; C19,80; N 22,51; S 8,49.

Brruncieno, %: C 42,10; H 4,08; C19,56; N 22,66; S 8,65.

VI  4-metokcu-5-(-5"-aMuHO0-4'-MeTOKCUITUPUMUINII-6'-)-MEpKaNTOALETHIAMUHO-06-
MEpKanTONMUPUMHUINH.

K 0e3BogHOMY METaHOJILHOMY pacTBOPY THIPOCYIb(uIa Kaiaus (IIPUTOTOBIICH
HackIeHneM cepoBogopoaom 0,16 T enkoro kanu B S0 My 0€3BOJHOTO METaHOJA) MPU KH-
nennn nipubaBisioT 1 r (0,0026 mons) V. Peaknmonnyro Maccy nepeMenmnuBaroT 4 4aca rnpu
kurienun 1 20 yacoB npu 18-20 °C. Brigenusiieecs: BeeCTBO OT(GHUIBTPOBBIBAIOT, TPOMBbI-
BalOT BOAOMW, CHUPTOM U BBICYIITUBAIOT.
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Kpucranmmsytor u3 cmecu arietonntpuina u M (5:1).

CBeT10-p0O30BbIE KPUCTAIIIBI.

Boixon 0,75 1 (75 %), Tya, 183 °C.

VK criextp, cM ': 1684 (CO-NH); 3435, 3330, 3240, 3210 (&&&NH2, NH).
C12H14N6O5S,

Haiineno, %: C 40,91; H 3,96; N 23,54; S 18,10.

Berauciieno, %: C 40,66; H 3,98; N 23,71; S 18, 10.

VII 4-metokcu-5-B-(5'-aMuHO-4'-MEeTOKCUITUPUMHIHII-6'-)-MEPKAIITONPOITMOHUIAMH-
HO-6-MEpKanTONUPUMUINH.

K 06e3BomHOMYy METaHOJBPHOMY pacTBOpPY THIApOCYlbhUaa Kaiaus (IMPUTOTOBJICH
HachIleHrneM cepoBoaopooM 0,7 T eakoro kanu B 100 mur 6€3BOAHOrO METaHONA) TIPU KH-
nennu npubasisioT 2 T (0,0054 monp) V. PeaknimoHHyI0 Maccy mepeMenmBaroT 2 4aca Mpu
kuneHnu u 24 gaca npu 18-20 °C. Beinenusiieecs BeHecTBO OT(GUIBTPOBBIBAIOT, MTPOMBbI-
BalOT BOJIOM, CIIUPTOM U BBICYIIHBAIOT.

Kpucrannusyrot u3 3TaHosna.

Po3oBbIe kKpHuCTAILIBIL.

Beixon 1,6 T (80 %), Ty, 199200 °C.

UK criektp, M ': 1673 (CO-NH); 3430, 3330, 3230, 3200, 3130 (NH,, NH).

Ci3H16N6O3S,

Haiineno, %: C 42,35; H 4,04; N 22,44; S 17,15.

Brrancaeno, %: C 42,38; H4,38; N 22,81; S 17,40.

VIII 4-metokcu-5-B-(-5'-B-0pomnponroHuIaMHHO-4'-METOKCUTTUPUMUIHI-6'-)-Mep-
KanTONMPONMHOHIIIAMHHO-6-MEPKANTOTTMPUMHUIUH.

Cmech 0,6 T (0,0016 momp) VII, 0,3 t (0,0017 monw) xmopanrumpuaa [-Opom-
npormonoBoi kuciotThl, 0,5 T Ko;CO3 B 70 M 6€3BOAHOTO arleTOHA MEepEeMEIIMBaIOT 6 C 1Mo-
noBuHOM vacoB npu 18-20 °C.

BrinaBiiee BemecTBO OTHUIBTPOBBIBAIOT, MPOMBIBAIOT HEOOJIBITUMHU MOPIIUSIMHA BOBI,
CIUPTA U BBICYIIUBAIOT.

Kpucramnusyror u3 staHona.

KpemoBsble kpucTaibl.

Brixon 0,32 (39 %), Ty, 205 °C (¢ pasn.)

UK cnexrp, cM ': 1674 (CO-NH).

Ci16H19BrNgO4S,

Haiineno, %: C 38,71; H 3,90; Br 15,67; N 16,89; S 12,43.

Beruucneno, %: C 38,17; H 3,78; Br 15,90; N 16,70; S 12,72.

Oo0cy:xnenne pe3yJbTaToOB
B pabote [12] ommcano monydenue coenuuenuit I u III ucxonms u3 S-amuHo-4-
MeTokcu-6-xmoprmpumurHa (I) ¢ nensio cunresa coenuuenus VIIIL
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[Ipu B3aumoneiicteum Il ¢ 5-amuno-4-MeTOKCH-6-MEPKANTONUPUMHUINHOM IOJY4EHO
C BLICOKHM BBIXOA0M coenuHenue [V.

Ecnu coenunenue IV HarpeBath ¢ 06e3BOJHBIM MeTaHOJIBHBIM pacTBopoM KSH B Te-
yeHue 4 4acoB, a 3aT€M PEAKIMOHHYI0 Maccy OCTaBUTh Ha 18—20 4acoB mpu KOMHATHOU
TeMIeparype, To ¢ BeixoaoM 75 % obpa3zyercs coequnenue VI.

Crpoenue VI noarsepxneno nanueiMu MK cnextpa (pucyTCTBHEM IOJIOC MOIJIO-
menust NH,, NH u CO-rpymm).

[Ipu B3aumopeiicteun Il ¢ 5-amuHO-4-MeTOKCU-6-MEPKANTONMPUMHUINHOM IOJy4e-
HO coequHeHue V. OIHAKoO B 3TOM Cllydae peaklus NMPOTEKAaeT ropasno TpyAHEe, YeM IpHU
cuHTe3e coenuHeHus V. Beixon munupumunmicyiabhuaa V CUIBHO 3aBHCUT OT KOJHMUYECTBA
UCIOJIb3yEMOH IIETI0YH, NOPsIKa NPpUOaBIEHUs] KOMIOHEHTOB, UX KOHLEHTPAIMU B PacTBO-
pe, TeEMIIEpaTypHBIX YCIOBUI U NPOAOLKUTEIBLHOCTH PeakIui. 3aMeHa XJjiopa Ha rpynny SH
B COCIMHEHUH V ocylecTBisieTca aHanorndHo IV — mpu HarpeBanuu V ¢ METaHOJIbHBIM
pactBopom KSH. Beixon VII coctaBun 80 %. Crpoenue VII moarBepkneHO AaHHBIMHU
HK-cnekrpa (mpucyrctBueM nonoc nornomenus NH,, NH u CO-rpymm).

Janee mnpu B3aMMOIEHCTBUM MepKanronpoussogHoro VII ¢ xmopaHruapuuom
B-6GpoMIponmoOHOBOM KUCIOTHI moiydeH aunupumuamwicyinbbun VI Crpoenue VIII goka-
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3aH0 nmaHHeiMH HK-cnektpa. B ero MK cnekTpe OTCYTCTBYIOT MOJOCHI MOTJIOMICHUS
NH,-rpynms! 1 o0Hapysxens! nojocskl NH u CO-amuna (ripu 3254 u 1674 eM ).

Tabanna. XapakTepucTHKa CHHTE3MPOBAHHBIX COCAUHEHUI

Coe- | Berxonm, | T.., | PactBoputens bpyrro- PacTtBopuTenn HK-cnexTp,
JUHe- % °C JUIsL KPUCTAJI- dbopmyna v, eM
HUE JIM3aIUH
v 89 188~ METaHOJI Cp,H;3CINGOsS | p: cmpt, Oenzomn, | 1678(CO—
189 xyopodopm, 3tu- | NH);
JIaleTaT; 3425, 3325,
H: 3up, 3240(NH,
TIeTPOJICHHBII NH,).
a¢up, Boja.
A% 48 171- METaHOJI C3H;5CINgOsS | p: compt, Oenzomn, | 1685(CO—
172 xyopodopm, otH- | NH); 3380,
JIaleTar; 3280(NH,,
H: 3up, NH).
METPOJICHHBIN
a¢up, BoaA.
VI 75 183 arteroruTpun | C1oH 4NgO3S, p: AMO®, mupugua | 1684(CO—
+IM®D H: Oenzou, cupt, | NH); 3330,
xyopodopm, Boga | 3245, 3240,
3210(NH,,
NH).
VII 80 199— 3TaHOII C13H6NsOsS, p: cmabo B ciupte | 1673 (CO-
200 H: OEH3011, NH); 3430,
xyopodopm, otH- | 3330, 3230,
JIaneTar, adup, | 3200, (NH,,
BOJIA NH).
VIII 39 205 STAHOJI C16H19BrNgO4S, | u: crupT, 1674 (CO-
(pasn.) +IMD xnmopodopm, otH- | NH).
JlareTar, Boja

3akiir0oueHue

B pabore cunTesupoBan 4-meTokcu-5-f-(5'-p-6poMnponroHmIaMuHO-4'-METOKCH-
MUPUMUINI-6'-)-MEepKANTONPONTHOHIIAMHUHO-6-MEPKAaNTOMMPUMHIUH UCXO U3 S-aMUHO-4-
METOKCHU-0-XJIOPIUPUMUINHA, KOTOPBI paHee ObUT MOJIY4YEeH B3aMMOACHUCTBHEM S-aMHHO-4-
METOKCH-6-MEpPKaNTONUPUMUINHA C XJIOPAHTHIPUAOM B-OpoMIIponroHOBON KHCIOTH. CHa-
yana S5-aMUHO-4-METOKCH-O-XJIOPNUPUMUINH aAlUIMPOBATUXIOPAHTHAPHIOM [-OpoMITpo-
MAOHOBOW KHUCJIOTHI U TIONYYUIIH 4-METOKCH-S5-B-MpOonMoHImIaMHHO-6-Xx10opnupumMuaut. [1o-
CIIeTHEE COCIMHEHUE Jaliee IEeNbIM PSIJAOM peakuuid mnpeBpatunu B 4-metokcu-5-f-(5'-B-
OpOMITPOTTMOHMIIAMUHO-4'-METOKCUTTU PUMUIIIT-6'- ) -MEePKaNTOIPOTTMOHUIIAMUHO-6-MepKar-
TONUPUMUIMH.

CrpoeHue TOJNIYy4EHHBIX COEAMHEHWH YCTAHOBJEHO JJIEMEHTHBIM  aHAJIU30M
u UK-cnekrpockonueil.
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The previous researches have shown that the interaction of 5-amino-4-methoxy-6-mercapto-
pyrimidine with B-bromopropionic acid chlorohydride, depending on the conditions used, produces
pyrimido [4,5-b] [1,5]-thiazelinone-6 or 4-methoxy-5-B-(5'-bromopropionylamino-4'-methoxypyrimi-
dyl-6’-) mercaptopropionylamino-6-mercaptopyrimidine.

In the given research, in order to obtain the latter, 5-amino-4-methoxy-6-chloropyrimidine
was acylated with chloroacetic and B-bromopropionic acid chlorohydrides and, respectively, 4-
methoxy-5-chloroaceylamino-6-chlorine and 4-methoxy-5-f-propionylamino-6-chloropyrimidines
were obtained. The compounds were reacted with 5-amino-4-methoxy-6-mercaptopyrimidine and the
corresponding dipyrimidyl sulfides were obtained.

In dipyrimidyl sulfide 4-methoxy-5-p-(5'-amino-4'-methoxypyrimidyl-6'-) mercaptopropio-
nylamino-6-chloropyrimidine, chlorine is replaced by a mercapto group by the action of KSH and 4-
methoxy-5-B-(5’-amino-4’-methoxypyrimidyl-6’-) mercaptopropionylamino-6-mercaptopyrimidine.
The latter compound, when interacting with B-bromopropionic acid chlorohydride, forms 4-methoxy-
5-B-(5'-p-bromopropionylamino-4'-methoxypyrimidyl-6'-) mercaptopropionylamino-6-mercaptopyri-
midine.

Keywords: synthesis, chloroacetic acid chlorohydride, spectra, acylation, dipyrimidyl sul-
fides.
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