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B3aumoneiictBueM S5-aMuHO-4-3TOKCH U 2,5-THaMHHO-4-METOKCH-O-MEPKANTOMUPUMHUINHOB C
XJIOPaHTUIPHUAOM XJIOPYKCYCHOM KUCIOTHI MOIYUYEHBl COOTBETCTBYIOIINE 4-3aMEUICHHBIC MUPUMUIO-
TUA3UHOHBI-0. Peakuuell 5-aMuUHO-4-METHIMEPKANTO U S5-aMUHO-4-METOKCU-O-MEpKanTONUPUMHU-
IUHOB C XJIOPAHTHUAPUIOM [-OpOMIIPOITMOHOBOW KHCIIOTHI ITONYYE€HBI COOTBETCTBYIOIIHE 4-3aMe-
uieHHble nupumMuno[4,5-8][1,5]-nupumunoTuazenuHoHb-6. [lonyueHHbIe COeTUHEHUS PEACTABISIIOT
co00if TBepIbie OeCIBETHBIE WIIM OKpallleHHbIe BelecTBa. CTpoeHHe CHHTE3UPOBAHHBIX COCIMHEHHMA
YCTaHOBIICHO AJIEMEHTHBIM aHalin3oM U MK-criekrpockomnueit.

KoroueBbie cioBa: nupumudomuasuﬂonbl, nupuMu()omuasenuHOHbz, 5-amuH0-6-Mepl<anm0nu-
pwwu()uﬂbl, CUHmMeEs, buonocuyeckas akmueHOCMb.

Ponbp mupuMHUIMHOBBIX, TyPUHOBBIX U TIOJIOOHBIX CTPYKTYP KaK KIIIOYEBBIX CTPOUTEIb-
HBIX OJIOKOB MPH CO3AaHUU (PapMalleBTUYECKUX MPENapaToB caMoOro HIMPOKOTO CHEKTpa Aei-
CTBUS YPE3BBIYANHO BEJIIMKA. JTO OTHOCUTCS K aHTHOAKTEpUATIbHBIM M aHTUBHPYCHBIM, MPO-
THUBOOITYXOJIEBBIM U HEUPOTPOMHBIM, MPOTUBOTPUOKOBBIM, UMMYHOTPOMHBIM U APYTUM Jie-
KapcTBeHHBIM mpernapataM. C Iebl0 MMOUCKAa OMOJIOTHYECKON aKTHBHOCTH BEIIECTB CpEIu
Ou- U TpUIMKINYECKuX cucteMm |, 4-tnasuna u 1,4-TmazenvHa Ha OCHOBE S-aMHHO-4-3a-
MEIICHHBIX O-MEPKANTONUPUMUIUHOB H TMPOHU3BOJIHBIX  S5-POPMII-O-XJIOPIHUPUMUINHA,
1,3-muMeTu-6-xI0pypanuia CHHTE3UPOBAHbl COOTBETCTBYIOIIME MPOU3BOIHBIC AUMHPUMU-
noTHa3zenuHoHOB. [lomyueHHbIe coeMHEHUST 00JIaIal0T CIIOCOOHOCTHIO TOPMO3UTH POCT Tie-
PEBUBAEMBIX OIYXO0JIEH SKCIIEPUMEHTAJIbHBIX )KUBOTHBIX [ 1—4].

C TOIii e LeNbI0 aBTOpaMU CHHTE3UPOBAHBI aaMaHCOACPKAIINE MOHO- U TOJTUITUKIIN-
YecKue MUPUMUAMHOBBIE MTPOU3BOIHBIC [5], a Takke cepus S-(apuiIMETHIICH) reKCcaruapornu-
pumMuaAnH-2,4,6-TpUOHOB [6].

Psnom aBTOpOB pa3pabOTaHbl METOMbI MOTYUYEHUSI aMUHO-, alIKOKCH- U aJTKUJICyJbda-
HUWJINPOU3BOAHBIX IuKIoneHTa[4',5"] mupuno[3°,2’: 4,5]tueno [3,2-d|mupuMuIuHOB U UPU-
muao[5,4’: 2,3]tueno-[2,3-cluzoxunonunoB [7], 1.5-muruapo-2H-xpomeno|2,3-d]-nmupumu-
muH-2,4(3H)-auoHoB U3 6-amuHO-1,3-1uMeTninypanuia, cpeau KOTOPhIX OOHApy» eHbl CO-
eAMHEeHUs, OoONajaronre aHTHOAKTepUAIbHON W TMPOTUBOTPUOKOBOM AaKTUBHOCTHIO [8],
4-aMUHO3aMEIIEHHBIX TeTparuaponupumMuio[4.5-d]a3onnHoB, coaepkammux MTUPUMHUIHHO-
BBl ()parMeHT, KOTOPBIE SBISAIOTCS BHICOKOAKTUBHBIMUA WHTHOUTOpAMU alleTU- U OyTUPHII-
XOMEH-3cTepa3 in vitro [9], a Takke HOBBIX 8-aMHHO3aMENIEHHBIX mupaHo [4°°,3°:4,5]-
nupuao|3,2:4,5]dypo[3,2-djnupumuaraos [10].

Hamu npeanpussTa momneITKa CUHTE3UPOBATH MUPUMUIOTUAZUHOHBI U MTUPUMHUAOTHA-
3€MUHOHBI, UCIOJIb3Ysl B KaYECTBE MCXOIHBIX COCAMHEHUN S-aMUHO-4-3aMellleHHbIe-0-Mep-
KalTOMUPUMUINHBI U XJIOPAHTUIPUIBI TAIIOTE€HKAPOOHOBBIX KHUCIIOT.
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[TepBoHauanbHO 3Ty PEAKIMIO MBI HUCCIEAOBAIM HA MPUMEpPE S-aMHUHO-6-MEpKaITo-
MMUPUMUUHOB U XJOPAHTHAPUJIA XJIOPYKCYCHOM KUCIOTHI, YTOOBI BBISICHUTH NMPUEMIIEMOCTh
3TOT0 METO/1a JIsl NOMyYEeHUS] TUPUMHI0THA3HHOB-0.

[TokazaHo, 4TO TpHU B3aUMOJACUCTBUU S-aMHHO-6-MepKanTo-4-3TOKCUMUPUMUINHA U
2,5-1naMUHO-4-METHII-6-MEPKANTOMMPUMHINHA C XJIOPAHTHAPUAOM XJIOPYKCYCHON KHCIIOTBHI
B O€3BOJIHOM alleTOHE B MPHUCYTCTBHH IOTaIla o0pa3yeTrcsi 4-3TOKCHU- U 2-aMHHO-4-METHII-
MUPUMUTOTHAZUHOHEI (1,2).
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[IepBoii craguei 3TON peakUuu SBISIETCS, BEPOSATHO, AllMIIMPOBAHUE S-aMUHOTPYIIIBI U
oOpa3oBaHue S-XJIOpaleNTUIAMUHO-6-MEPKaNTOMUPUMUINHOB, a 3aT€M MPOTEKAET BHYTPH-
MOJIEKYJISIPHOE AJIKMJIMPOBAHUE MEPKANTOTPYTIIIHL.

[TpomexyTouHOE COeIMHEHNE HE yaloCh BhIACIUTh. TakuM 00pa3oM, ObUIO TIOKA3aHoO,
YTO PEaKLUsl 5-aMUHO-6-MEPKanTONMUPUMHUINHOB C XJIOPAHTUAPUAAMU O-TaJOTEHKUCIOT MO-
KET OBITh YCHEIIHO UCIIOJIb30BAaHA JUIsl MTOJIyYE€HUS TMPUMHIOTHA3HHOHOB-0.

[lepBuYHBIM NPOIYKTOM IpPH B3aUMOAECHCTBUM S-aMHUHO-4-METOKCH-6-MEpKaINTOINN-
PUMHIMHA C XJOPAHTHIPHUIOM P-OpOMIPONMOHOBON KUCIOTHI sBIsieTcs S-fB-OpoMmponuo-
HUIaMHHO-6-MepkanTonupumuaus (I1I).
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3areM B 3aBUCHMOCTH OT MPHUMEHSEMBIX YCIOBUNH MOKET MPOTEKaTh BHYTPUMOJEKY-
JSIPHOE WM MEKMOJIEKYJISIPHOE aJIKUIIUPOBaHuE 6-MEpKanTOrpymibl, B pe3yibTare 4ero 00-
pasyercs nmupumuao[4,5-][1,5]tnazenunon-6 (IV) wmu aumupumununcynsdun (V). Ecim
coenuHenue (III) He oTnenuTh OT peakMOHHOW Cpenbl, a OCTaBUTh cTOATh npu 18-20 °C B
TEUYEHUE CYTOK, TO oOpaszyercs munupumuawicyispun (V). Hns MUKIM3alui coeInHEHHS
(III) B mupumunoruazenunod (IV) ero HeoOXxoaumo HarpeBaTh B O€3BOJHOM alleTOHUTPUIIE
pu 80-90 °C. BzanmozaeicTBueM S-aMUHO-4-METUITHO-6-MEPKaNTONIUPUMHUINHA C XJIOPAH-
THAPUIIOM  [P-OpOMMPONMUOHOBOM KHUCJIOTHI TOJy4YeH 4-metuntuornupumunol4,5-s][1,5]-
tHazenuHoH-6 (IV) 6e3 BbIIeIeHNs IPOMEKYTOUHOTO COCTUHEHUSI.
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Takum 00pa3om, HCCIIEOBAaHUE PEAKIUU S-aMHHO-6-MEPKaNTOMUPUMHUIUHOB C XJIOP-
AHTUAPUIOM B-OpOMIIPONIMOHOBON KUCIOTHI MPUBEJO K pa3paboTKe yA00HOTO U JOCTYITHOTO
METO/1a MOJYYCHUS TeTEPOMKINIECKON cucTeMbl — mupuMuao(4,5-8)(1,5)TrnazenuHoHOB-6.

CtpoeHne MOMYYEHHBIX COEIMHEHUM TMOATBEPKACHO WX AHAIUTUYECKUMHU M CIEK-
TpanbHbIMH XapakTepuctukamu. B UK-cnektpe coemunenus Il umerorcs monocst CO u
NH-amuza (mpu 3280 1 1672 cv '), a B ciiekrpe [IMP — 1Ba TpHILIETa ¢ XHMHYCCKAMH CIBHU-
ramu 3,78 u 3,16 M. 1, OTHOCSIIMECS K MPOTOHAM JIByX METHJIOBBIX IPYMII.

B UK-cnektpe IV u VI umerorcs nonocet CO u NH-rpynn amuga (1675-1670 u
3230-3090 CM’I), a B [IMP-cniextpe IV o6Hapyxensl curaansl Asyx CH, rpynm, aBa Tpuruie-
Ta ¢ neHTpamu npu 3,35 u 3,008 M. 1. u curnan rpynmnsl OCH; npu 4,01 M. 1.

HekoTtopsie xapakTepuUCTUKNA CUHTE3UPOBAHHBIX COCTMHEHHH MPUBEICHBI B TA0I. 1.

Tabanna 1. XapakTepucTHKa CHHTe3HPOBAHHBIX COeIMHEHHU I

Coemu- |Beixon, | Tox, °c PactBopu- bpyTtro- PacTtBopuTens UK
HEHUE % TENb I bopmyna CIIEKTD, U,
KpucCTa- cM
Jn3ann
| 60 193-194 OTa- CsHoN30O,S P: cimpr, xmopo- 1678
HOJIt+BOIA dopm, 6enzon, atu- | (C=0);
JIareTar. 3325,

H: Boxa, a¢up, net- {3200 (NH)
poJIeiHbIN Yhup

II 70 >300 AMO® C;HsN4OS P: cniupr, xsopo- 1670

dopwm, stunaneratr | (C=0);
H: Bona, a¢up 3165,3100
(NH);

3340,3240
(NHs);

111 70 - Oranon |CgHioBrN;OS P: cniupt 1672
H: Boma, Oen3oun, (C=0);
xjopodopmM, sTuname- 3250,
TaT, 3¢up, nerponeii-| 3220 (NH)
HBIN pup

v 70 160-162 | Dtanon | CgHoN3O,S |P: ciupt, xnopodopm 1670
H: Boma, 6en3omn, atu-| (C=0);
narerar, 3Qup, net- 3230,
poneiinbiii 3¢up  |3130 (NH)

A\ 37 205 Ota- |Ci6H19BrNgOy P: Oenzon 1674

HortJIM® S H: Bona, ciiupt, xio-| (C=0);

podopwm, adup, mer- | 3240,
poneiinbiii 3¢up  |3150 (NH)

VI 70 199-201| Dtanon | CgHoN3OS, |P: ciupt, xnopodopm 1675

H: Boma, 6en3omn, atu-| (C=0)

narerar, 3¢up, net- {3090 (NH)
POJICHHBIA Yhup
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JKcnepuMeHTATbHAs YaCTh
4-osmoxcunupumuoo(4,5-b)(1,4)muazunon-6(1)

Cmecy 2r (0,0117 wmmonb) SamMuHO-6-MepKanTo-4-3TOKCUNMUpUMUIMHA, 1,35 T
(0,0119 mMMmonp) xyopanruapuaa xJopykcycHon kucnotsl, 1,7 1 KoCOs B 50 M 6e3BoiHOTO
aleToHa nepembiBaroT 12 yacoB npu 18-20 OC. BblgenuBIIeecs: BEIECTBO OTHHUIBTPOBHIBA-
10T, IPOMBIBAIOT BOJOM, CyIIaT, KPUCTAJUIU3YIOT U3 BOJHOIO CIIUPTA.

BecuBeTHbIE KpUCTAILIBI.

Beixox 1,5 1 (60 %),

Tun = 193-194 °C,

UK-criextp, v eM : 1678 (C=0); 3325, 3200(NH)

CsHoN3O,S

Haiineno, %: C 45,19; H 4,09; N 20,20; S 16,37

Beruucneno, %: C 45,48; H 4,30; N 19,89; S 15,18

2-amuno-4-memunnupumudo(4,5-b)(1,4)muazunon-6(11)

K cmecu 1 r (0,0063 Mmomb) 2,5-muaMuHO-4METHII-6-MepKanTonupuMuanHa B 60 Mt
0e3BoIHOTO areToHa, coaepxkaiiero 1 r K, COs3, mpubasistor 0,86 T (0,0075 MMomb) X1opaH-
TUApUAA XJIOPYKCYCHOW KHCIOTHL. PeakiMoHHYI0 Maccy NEepeMEelIMBalOT 7 4YacoB IMpHU
18-20 °C. BoigenuBieecs: BEIECTBO OT()UIBTPOBHIBAIOT, IPOMBIBAIOT BOJOH, CIIUPTOM, CY-
mart, Kpuctauin3ytot u3 JIMO.

benble xpucramisl.

Brixox 0,85 r (70 %), Ty ~ 300 °C.

UK-cnextp, cM ': 1670 (CO); 3165, 3100 (NH); 3340, 3240 (NH,)

C;HsN4OS

Haiineno, %: C 42,45; H 4,24; N 28,74; S 16,13.

Beruucneno, %: C 42,85; H 4,08; N 28,56; S 16,32.

4-memoxcu-5-f-opomnponuonunamuno-6-vepxanmonupumuoun (I11).

Cmecr 1 1 (0,0063 ™MMmoOnb) S-amMmHUHO-4-MeTOKCH-6-MepkanTonupumuania, 0,9 r
(0,0065 mmons) K,CO3, 1,3 r (0,0068 MMomb) xsopaHruapuaa B-OpoMIpornuoHOBON KUCIIO-
ThI B 60 M1 6€3BOHOTO arieToHa nepememmuBaiot 2,5 yaca npu 18-20 °C. Brinapmmii ocaok
OT(UIBTPOBHIBAIOT U IKCTPArUPyIOT cupToM. CHOUPTOBBIA M alleTOHOBBIM PacTBOPHI 00b-
EAVHSIOT U yIAapUBAIOT B BaKyyMe Aocyxa. [lonydeHHble BeniecTBa KpUCTAUIM3YIOT U3 CIIUPTA.

CBeTI0-KeNThle KPUCTAIUIbI, HE UMerolue onpeneaéHHoun Ty .

Beixoa 1,3 1 (70 %).

UK-crextp, cM : 1672 (CO); 3260, 3220 (NH).

Cng()BI‘N3OS

Hatineno, %: C 33,24; H 3,65; Br 27,03; N 14,68; S 11,10.

Beruucneno, %: C 32,89; H 3,45; Br 27,35; N 14,38; S 10,98.

4-memoxcunupumuoo(4,5-6)(1,5)muazenunon-6 (IV).

Cmecy 1 1r (0,0063 ™MMOmB) S-amMuHO-4-METOKCH-6-MepkanTonupumuanaa, 0,9 r
(0,0065 mmons) K,CO3, 1,3 r (0,0068 MMomb) xsopaHruapuaa B-OpoMIpornuoHOBONH KUCIIO-
ThI B 70 M1 6€3BOHOTO alleToHa nepemenuBaroT 6 yacos mpu 18—20 °C. BeimaBmuii ocamok
OT(PUIBTPOBBIBAIOT U AKCTPATUPYIOT TOPSUNM AIIETOHUTPUIIOM, PACTBOP YIIAPUBAIOT, OCTATOK
OT(UIBTPOBBIBAIOT U BRICYIIMBAIOT. KpucTammusyior u3 cnupra.

becnseTHbIE KpUCTAILIBL.

Beixon 0,9 r (70 %), Ty, ~ 160-162 °C.

UK-crextp, cM 11670 (CO-NH); 3230, 3130 (NH).

CsHoN3O,S

Haiineno, %: C 45,75; H4,21; N 19,95; S 15,02.

Bectauk J[arecTaHCKOro rocy1apCTBEHHOTO YHUBEPCUTETA 107
Cepus 1. EcrectBennbie Hayku. 2020. Towm 35. Brim. 4




Kepemos A.®@. Peakiuu 5-aMHHO-4-3aMEIICHHBIX-6-MEPKANITOMMPUMHUINHOB C XJIOPAaHTUAPHUIAMHU TaIOTeHKap-
OOHOBBIX KHCIOT

Brruncaeno, %: C 45,48; H4,29; N 19,89; S 15,18.

4-memoxcu-5--(4 ’-memoxcu-35 -f-opomnponuonuramunonupumuou-6’)-mepxanmo-
NPONUOHUNAMUHO-6 —MepKanmonupumuoun(V).

Cvecs 1 r (0,0063 wmmonp) S-aMuHO-4-MeTOKCHU-6-MepKanTonupumuanna, 0,91
(0,0065 mmonp) K,CO3 u 1,3 1 (0,0063 mmons) xiaopaHruapuia B-0poMIpornuoHOBON KUCIIO-
TBI B 60 MJ1 6e3BOHOrO arieToHa nepememuBarot mpu 18-20 °C B Teuenue 2-X cyTok. Brige-
JUBIIUNCA 0CaJ0K OT(UIBTPOBBIBAIOT, SKCTPATUPYIOT CIUPTOM, CIIUPTOBOW U allcTOHOBBIN
pacTBOPBI OOBETUHSIOT U YIIAPUBAIOT B BaKyyMe. KpUCTaIuTM3YIOT U3 CIIUpTAa.

KpeMoBbIie KpucTaLIb.

Brixon 1,21 (37 %), T ~205 °C.

UK-criextp, v eM ' 1674(CO-NH).

Ci6H19BrNsO4S,

Haiineno %: C 39,34; H 3,70; Br 15,83; N 16,86; S 13,15.

Brruncaeno, %: C 38,17; H 3,80; Br 15,87; N 16,70; S 12,75.

4-memunrmeprxanmonupumuoo (4,5- b)(1,5) muazenunon-6 ( VI)

Cwmecn 1 1 (0,0057 MMOIB) 5-aMHHO-4-METHIMEPKANTO-O-MEPKANTOMUPUMHUINHA, 1,6 T
(0,0116 mmons) K,COs3, 1,2 T (0,0062 MMOIIB) XJIOpaHTUAPHAA B-OpOMIIPOIIMOHOBOM KHUCIIO-
T B 100 M1 6e3BoHOTO arieToHa repeMemuBaroT § dacoB npu 18—20 °C. Beimenuprmiics
0CaJIOK OT(HUIBTPOBBIBAIOT U IKCTPATUPYIOT TOPSUYUM AIlETOHUTPUIIOM, PACTBOP YIIAPUBAIOT,
0CTaTOK OT(HOUIBTPOBLIBAIOT M BHICYIINBAIOT. KPUCTAIU3YIOT U3 CIUPTA.

Benble kpucTaisl.

Brixon 0,9 r (70 %), Ty ~199-201 °C.

UK crextp, v eM ' 1675 (CO-NH); 3090 (NH).

C8H9N3OSQ

Hatineno, %: C 42,10; H 4,01; N 18,40; S 27,94.

Brruucneno, %: C 42,27; H 3,99; N 18,48; S 28,21.
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Reactions of S-amino-4-substituted-6-Mercaptopyrimidines with Halogencarboxylic
Acid Chlorides
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The reaction of 5-amino-4-ethoxy and 2,5-diamino-4-methoxy-6-mercaptopyrimidines
with chloroacetic acid chloride gave the corresponding 4-substituted pyrimidothiazinones-6.
The reaction of 5-amino-4-methylmercapto and 5-amino-4-methoxy-6-mercaptopyrimidines
with B-bromopropionic acid chloride gave the corresponding 4-substituted pyrimido-1,5-
pyrimidothiazepinones-6. The resulting compounds are colorless or colored solids. The struc-
ture of the synthesized compounds was established by elemental analysis and IR spectrosco-

py.

Keywords: pyrimidothiazinones, pyrimidothiazepinones, S-amino-6-
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