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AUUITUPOBAHUEM 5-aMUHO-4-METOKCH-O-METHIMEPKANTOMMPUMHUANHA XJIOPAHTHAPUIAOM XJIO-
PYKCYCHOM KHCIOTBI MOJYy4YeH 4-METOKCHU-O-METHIMEPKANTO-S-XI0paleTHIaMUHOMUPUMHUANH, TpU
B3aUMOJICUCTBUU KOTOPOTO C 5-aMUHO-4-METOKCU-O-MEPKANTONUPUMUINHOM HOJTYy4eH 4-METOKCHU-5-
(5" -aMmuHO-4"-METOKCHITUPUMUTII-6 ' )-MepKaIToaIe THIIAMIHO-0-MeTHIIMEpKanTOMUpUMUINH. Jlamee
MOCJICIHEE AIllMIINPOBAIM XJIOPAHTHAPUIAMHU XJIOPYKCYCHOH U [B-OpOMIIPONMOHOBON KHCIIOT IO CBO-
00THOM aMHHOTPYTITIC U MOJYYHIH COOTBETCTBYOIIUE TUTUPUMHUIMICYITbGUIBL.

B crarbe anunmmpoBaiy XJIOPAaHTHAPUIAMHA XJIOPYKCYCHOH B -OpOoMIIPOITMOHOBON KHCIIOT 5-
aMUHO-4-METOKCH-6-0CH3UIMEPKAIITO- U S-aMHUHO-4-METOKCH-6-XJTOPITUPUMUIUHBI U COOTBETCTBEHHO
MOJTYYHIIA 6-0eH3WIMEepKaNTO-4-METOKCHU-S5-XJIOpaIleTHIAMIHO, 6-0cH3MIMEpKaNTO-5-3-
OpOMITPONTMOHIIIAMHUHO-4-METOKCUITUPUMUAIUHBI U 4-METOKCH-S-XIJIOpalleTHIaMHHO-6-XJI0p- U 5-f3-
OpOMITPONTOHIIIAMIHO-4-METOKCH-6-XITOPITUPUMHUIHHEI.

KitoueBsie ciioBa: cunmes, ayunupogaue, Xaiopanesuopuovl KUCIOM, OURUPUMUOUICYTbPUO,
buonocuueckas akmueHoOCMb.

Beenenue

Cpenu mpou3BOIHBIX MUPUMHUAMHOBBIX M MOJOOHBIX CTPYKTYpP HAaWJIEHO MHOXECTBO
(dapmareBTUUeCKIX MpenapaToB, 00JIaIal0IMNX aHTHOAKTEpHUATIbHON, aHTUBUPYCHOM, MPOTH-
BOOIYXOJICBOM, HEHPOTPOMHON, MPOTHBOIPUOKOBOM, MMMYHOTPOITHOM M JPYyTUMHU BUAAMHU
OMOJOTrNYEeCKON aKTUBHOCTH.

Ha ocHoBe 5-amuHO-4-3aMel€HHBIX-0-MEPKaNTONUPUMHUINHOB CUHTE3UPOBAHBI MPO-
U3BOJHBIC JTUMUPUMHUIOTHA3ETUHOHOB, CIIOCOOHBIE TOPMO3UTH POCT MEPEBUBAEMBIX OITYXO-
JIe! SKCIIEPUMEHTAIbHBIX KUBOTHBIX [1; 2].

B paGotax [3—5] ommcaHo, 4TO TIPU B3aMMOJCUCTBHUH S-allii-4-XJIOPITUPUMHUINHOB C
3TUA-3,3-1uaMuHOoaKpuiIaToM obpasyrores O- u II-KoHAeHCHpOBaHHbBIE TEeTEPOLUKIIBI, a IPU
pEAKLIHM STHIXJIOpAIETaTa ¢ TETParuapONnUpUMUINH-2-TuoHaMu-5SH-Tprazono-[3,2—a] — nu-
pumuauHbl. HekoTopele W3 HUX 007aJal0T MPOTHBOOAKTEPHATBLHBIM U TyOepKyJocTaTHye-
CKUM JCUCTBUEM.

ABTOpsl B paborax [6—8] peakuusMu aJKWIMPOBAHHS M aMUHOMETHIUPOBAHHUSA 2-
MepKanTOoOeH3MMHUa301a Pa3IMYHbIMKU ATKUIUPYIOUIUMHU areHTaMu MOJMYUYWIH PAJ MPOU3-
BOJIHBIX 2-Cynb(aHnIOeH3NMH 13071,

B paborax [9; 10] u3ydeHbl peakiuu B3aUMOJEHCTBHS S-aMHUHO-4-3aMEIIECHHBIX-0-
MEpKanTo- ¥ 6-METWIMEPKANTONHUPUMHUINHOB C XJOpAaHTHAPUAAMHU XJOPYKCYyCHOH u [-
OpOMIPONMOHOBOM KUCIOT. B pe3ynbTare 3THX peakuuil MoJy4eHbl COOTBETCTBYIOIINE IH-
PUMHI0THA3UHOHBI-0, MUPUMHUIOTHAZCTIMHOHBI-6 U AUMUPUMUAUICYTHOUITBL.
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Kepemos A.®@. Peakumsi anuiupoBaHUs S-aMHHO-6-OCH3MIMEPKANTO-4-METOKCH- M S5-aMUHO-4-METOKCH-
6-XJTOPIUPUMHUITHOB

MeToabl IKCIIEpUMEHTA

1. 5-amMuHO-6-0eH3MIMEpKaNTO-4-METOKCUTTUPUMHUIHH.

K pactBopy 1 r (0,0063 mMonb) 5-amuHO-4-MeTOKCU-6-MepKanTonupuMunHa B 40 mi
sTa”o’a, conepxkauiemy 3,6 mia (0,0064 monw) 10 % crnuproBoro pactsopa KOH, npubasins-
1oT 0,9  (0,0071 mounp) Oen3mnxnopuaa. PeakimoHHy0 Maccy nepeMennBaioT 24 yaca mpu
18-20 "C. ®unbTpyror. PUIBTPAT YIAPHBAIOT AOCyXa. MaciooGpasHblii 0cTaTok 0OGpabaThi-
BaIOT BOJOW. BrigenuBieecs BemecTBO OT(HUIBTPOBHIBAIOT U BHICYIINBAIOT.

KpucrammusyroT u3 rekcana. biieHO-KenThle KpUCTAILIBI.
Brixon komuyectBeHHBIN, T m1. 60—62 C.

UK crektp, cMm~1: 3415 (NH,).

Ci2H,3N30S

Haiineno, %: C 58,70; H 5,42; N 16,91; S 13,21.
Boruncneno, %: C 58,27; H 5,30; N 16,99; S 12,97.

I1. 6-6eH3unmMepkanTo-4-MeTOKCH-5-XJI0paleTUIaMUHOTIUPUMHUIUH.

K pactBopy 2 1 (0,0081 MoB) S-aMHHO-6-0€H3MIMEPKANTO-4-METOKCUTTUPUMHUINHA B
90 mu 6e3BosHOTO areToHa, coaepkamemy 1,7 r (0,0123 momnp) K,CO5, npubasmstor 1,3 T
(0,011 momp) xJI0OpaHTUaPUIA XJTIOPYKCYCHON KUCTIOTHI. PeakmoHHy0 Maccy mepeMeInBaroT
20 gacos nipu 18-20 °C, dpunbTpyroT. PuibTpaT ynapuBaroT 10CyXa, OCTaTOK 00padaThIBAIOT
BOJIOH, OT(UIBTPOBBIBAIOT U BHICYIITUBAIOT.

Kpucrammm3syror n3 metaHosa. beciBeTHbIE KPUCTAIUIBL.
Bbixox 2,4 1 (92 %), T . 161-162 °C.

UK cnektp, cm~1: 1670 (CO-NH); 3235 (NH).
Ci4H,4CIN;05S

Hatineno, %: C 52,24; H4,48; C1 11,17; N 12,66; S 9,96.
Boruncneno, %: C 51,93; H 4,36; C110,95; N 12,98; S 9,90.

II1. 5-B-6poMmponroHINIaAMUHO-6-0€H3MIMEPKANTO-4-METOKCUITUPUMHUTUH.

K pactBopy 3 1 (0,0121 Moib) S5-aMHHO-6-0€H3MIMEPKANTO-4-METOKCUTTUPUMHUINHA B
100 M G6e3BogHOTO amerona, coxepxamemy 2 T (0,0145 mons) K,CO5, npubasmisitor 2,5 r
(0,0146 monw) xnmopaHruapuaa B-OpoMIPONMMOHOBOM KHCJIOTHI. PeakimoHHyr0 maccy mnepe-
memmBaioT 10 gacoB npu 18-20 °C. BrigenuBiieecss BEMECTBO OTQHIBTPOBBIBAIOT, MPOMBI-
BaIOT BOJOW, CHMPTOM U BBICYIIIUBAIOT.

Kpucranmusytor u3 metanona. KpemoBble KpucCTalIbl.

Boeixon 3 1 (65 %), T . 167-168 °C.

UK cnektp, cM~1: 1654 (CO-NH); 3254, 3194 (NH).
CisH,6BrN;0,S

Haiineno, %: C 47,22; H4,14; Br21,17; N 11,07; S 8,61.
Brrancaeno, %: C 47,12; H4,22; Br 20,90; N 10,99; S 8,39.

IV. 4-mMeTokcu-5-x10pane THIIAMUHO-6-XTOPITUPUMUIH.

K pactBopy 1 r (0,0063 Moib) 5-amuHO-4-MeTOKCU-4-XopriupumuiHa B 50 mit 6e3-
BOAHOTO areroHa, coaepxamemy 0,42 1t (0,0034 momp) K,CO;, mpubasmsror 0,351
(0,0075 moip) XJIOpaHTUIAPHUAA XJIOPYKCYCHOW KUCIIOTHI. PeakiimoHHy0 Maccy nepeMelnmnBa-
10T 12 yacos npu 18-20 °C, unbrpyror. @unbTpar ynapusatoT gocyxa. Ocratrok o6padaThl-
BaIOT BOJOMU, OT(UIBTPOBBIBAIOT U BBHICYIINBAIOT.

Kpucrannuzyrot u3 s¢upa. becuBeTHble KpUCTaILIHI.
Boeixon 0,6 T (41 %), T mn. 128-129 °C.

UK cnextp, cm~1: 1700 (CO-NH); 3230 (NH).
C,H,Cl,N;0,
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Haiineno, %: C 35,33; H 3,27; C130,41; N 17,48.
Brerumcneno, %: C 35,61; H 2,99; C1 30,04; N 17,80.

V. 5-B-OpoMIiponnoH1IaMUHO-4-METOKCH-6-XJIOPITUPUMHUINH.
K pactBopy 1 1 (0,0063 mMomb) 5-aMuHO-4-METOKCH-6-XTTOpIUPUMHIMHA B 60 M 6€3BOAHOTO
aretoHa, coxepxamemy 0,7 T (0,005 mons) K,CO5, npubasnsror 1,3 r (0,0075 momns) xiio-
paHruapuaa B-OpoMIpONHMOHOBOM KHUCIOTHI. PeakMoHHYI0 Maccy mepememmuBarT 24 vaca
npu 18-20 °C, ¢unprpyror. @unbTpaT ynapuBamT gocyxa. Octatok oOpadaThIBarOT BOJIOH,
OT(QHUIBTPOBEIBAIOT U BBICYIIIHBAIOT.
Kpuctammm3yroT u3 Boibl. becliBeTHbIE KPUCTAJUIBL.
Boixon 1,2 r (64 %), T . 143—-144,5 °C.
UK crextp, cM~1: 1690 (CO-NH); 3270 (NH).
CgHoBrCIN;0,
Haiineno, %: C 32,55; H 3,03; Br u C1 39,55; N 14,01.
Breruncneno, %: C 32,62; H 3,08; Bru C1 39,27; N 14,27.

OO0cy:xneHne pe3yabTaTOB

B pabore [9] npuBenen cunte3 4-meTokcu-5-B-(5'-f-OpomnponnoHUIaMHHO-4 -
METOKCUITMPUMHUIAI-6" )-MEPKANITONPOITHOHUIAMUHO-0-MEPKAITONUPUMHUANHA  B3aUMO/ICH-
CTBHEM 5-aMHHO-4-METOKCH-6-MEPKaNTOMUPUMUINHA C XJIOPAHTHAPUIOM B-OpOMIIPOITHOHO-
BOM KUCJIOTBI.

Jlnist IOATBEPIKIACHUSI CTPOEHUSI 3TOTO COSAMHEHHsI HaMH ObUIa MPOBEACHA MOIBITKA
€ro MOJY4YeHHUs, UCXOAs U3 S-aMUHO-6-0eH3UIMepKanTO-4-METOKCUITMPUMHINHA, HAJEsICh HA
CHsITHE OCH3UIBHOM IpyNIbl B 0oJiee MATKUX YCIOBUSAX, YEM METHIIbHAS TPYTIIA.

C »TOil 1EeNbI0 B3aMMOACHCTBUEM S-aMHHO-4-METOKCH-6-MEPKANTOMUPUMHUIUHA C
OCH3WIXJIOPHIOM HaMM TIOIYYeH S-aMHHO-6-OeH3mIMepkanTo-4-metokcunupuMuant (I).
Ctpoenue ero noaATBEPKACHO deMeHTHbhIM aHanu3oM U MK-cnektpockonueii. B UK cnextpe
ero coxpassiercs nojaoca B oonactu 3415 cm™1, npunannexamas NH,-rpynmne.

IIpu o6paboTke S5-aMUHO-6-O0€H3UIMEPKANTO-4-METOKCUITUPUMHUIUHA XJIOPAHTHIPH-
JaMU XJIOPYKCYCHOW W [-OpOMMpPONMUOHOBOM KHCJIOT TOJYYEHBI S-alMIaMHHO-6-0€H3MII-
MepkanTo-4-mMerokcunupuMuunsl (11, I11).

OCH;, OCH; OCH,

7 NH 7 = NHCOCH,R

2 NH, O
CICH.C.H; R CH,-C-Cl
E— —_—

\\ SH \ S-CH,-CiH. \ SCH,C,H;

N N I NH]]][

IT R=Cl; IIIR=CH,Br

Hx cTpoeHue Taxxe MOATBEPKACHO aHATTUTUUCCKUMH M CIICKTPAIBHBIMU XapaKTepH-
CTHKaMHU.

B UK-cnektpe 6-0eH3zunmepkanto-4-meTokcu-S-xiopanerunamuHonupumuantaa (II)
HaiizeHsl moiocsl B obmactu 1670 cM™1, npuHaiexamue CO-NH-rpymnme, u B obnactu
3235 cm™ 1, xapakrepusle a1 NH-rpynmsl.
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B UK cnekrpe 5-B-OpomnponroHuIaMHHO-6-0eH3MIMEpKanTo-4-MeTOKCUITUPUMUIH-
Ha TaxKe OOHapy’XeHbI MOJNoCkl B o6mactu 1654 ¢cm~! (CO-NH) u B o6nactu 3254, 3194
(NH).

Opnaxo coenunenus II u III Ham He yanoce BBECTH BO B3aUMOJEHCTBHUE C 5-aMUHO-
4-METOKCH-6-MepKanTOMUPUMUINHOM. Heymaua Ha 3TOW cTagauu, BEPOSATHO, OOYyCIIOBJIIEHA
MPOCTPAHCTBEHHBIMHU 3aTPyIHEHHUSIMH, BOSHUKIIUMH HAJIMYHEM B TOJOXKEHUU 6 0OBEMHOM
OCH3UIILHOM TPYTIIIBL.

BriocnenctBum s nonydenus: 4-metokcu-5-f-(5"-f-0pomnponnonuiaMuHo-4' MeTo-
KCUITUPUMUANI-6" )-MEPKANTONPONHMOHMIAMHUHO-6-MEPKAaNTONMPUMHINHA B KAYECTBE MCXO/-
HOT'O CO€JMHEHUS MBI HCIIOJIb30BANIN 5S-aMHUHO-4-METOKCH-6-XJIOPIUPUMHINH:

OCH. OCH,
N/J\l—m-lz R-CHz-c’le N/J\—NHCOCHER
— |
a _—
\N \N/_ —
v ¥
IV R=Cl
V R=CH,Br

B3anmopeiictBueM 5-aMHUHO-4-METOKCU-6-XJIOPIUPUMHUANHA C XJIOPAHTUAPUAOM XJIO-
PYKCYCHOM KHCJIOTHI MONy4YeH 4-MEeTOKCH-S-XjopalneTunaMuHo-6-xnopnupumuana  (IV).
CrpoeHue ero NmoOATBEPKIEHO 3JeMeHTHbIM aHanmu3oM U UK-cnekrpockonuei. B ero UK
crieKTpe oGHApY KeHBI moI0ckl B obmactr 1700 cm ' (CO-NH) u B o6mactu 3230 e ', mpu-
Haexamue NH-rpymre.

A Tpu B3aUMOJIEUCTBUU S-aMUHO-4-METOKCU-O-XJIOPIIUPUMUIUHA C XJIOPAHTUIPUIOM
-OpoMIIPONMMOHOBOM KHUCIOTHI TMONy4YeH S5-B-OpoMmponuoHUIaMUHO-4-METOKCH-0-XITOpITH-
pumuaua (V). B ero UK crekrpe Hainensl mosiocsl, npuHaiexamme CO-NH B obnactu
1690 cM™1, u monoce! B o6nactu 3270 cM™ L, xapakrepusle st NH-rpynmbL.

Tabumna. XapakTepucTHKAa CHHTE3MPOBAHHBIX COCANHEHUH

PactBo-
Coenu- Ber- o pP;[Tne; ’ Bpyrro- MK
Herme X0, Tnn., C Kpu- (bopMya PactBopuTens CIIEKTp,
% vem ™t
CTaJUIU-
3aIuH
I Komu- 60-62 rekcan | C;,H,3N30O | P: ciiupr, 6en3on, 3415(NH,)
qe- S xnopodopm, 3¢up,
CTBEH- JTUIIALETAT.
HBI H: nerponeiinslii
a¢up, Bosa
II 92 161-162 metanon | Cy,H;4CIN;( P: ciimpt, Oen3omn, 1670(CO-
S XJIOpOOpM, TH- NH)
JaneTar. 3235(NH)
H: nerponeiinsiit
a¢up, Boza
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III 65 167-168 Mmetanon | C;5Hy4BrN3| P: ciiupt, Oenson, 1654(CO-
S XJIOpOOpM, TH- NH)

JIaleTar. 3254,3194(N
H: nerponeitnprit H)
a¢up, BojIa

v 41 128-129 stanon | C;H,Cl,N;0| P: ciupr, Genzon, 1678(CO-
XJIOpOpOpM, ITH- NH)
nareTar, 3¢up. 3230(NH)
H: nerponeiinblit
s¢up, Boaa

A% 64 143-144,5 Boga | CgHyeBrCIN,| P: cnupr, 6en3om, 1690(CO-
xjopodopm, 3TH- NH)
narerar, 3dup. 3270(NH)
H: nerponeiinsiit
a¢up, Boza

BriBoab1

1. BsaumopeiicTBueM S-aMHHO-4-METOKCH-O-MEPKANTONMMPUMUINHA C OCH3UIIXJIIO-
PHUAOM TIONyUYEH 5-aMUHO-6-0eH3UIMEPKANTO-4-METOKCUTTHPUMUIHH.

2.  AnmnupoBaHUEM S5-aMHHO-6-O0CH3MIMEPKANTO-4-METOKCUITMPUMHUINHA XJIOpaH-
THIPUIAMH  XJIOPYKCYCHOW U [-OpOMIIPONTMOHOBOM KHCIIOT TMOJyYeHBl S-alijIaMHHO-6-
OeH3UIMEPKaITO-4-METOKCUTTUPUMHUIUHBI.

3. BzaumopeiicTBueM 5-aMHHO-4-METOKCHU-0-XJIOPIUPUMHUINHA C XJIOPAHTHIPUIaMU
XJIOPYKCYCHOW U B-OpOMIpPONMUOHOBOM KHCIOT CHHTE3WPOBAHBI S-alMIaAMHHO-4-METOKCH-0-
XJIOPIUPUMUANHBIL.

4. CrpoeHue TOIYYEHHBIX COEIUHEHHI MOITBEPXKACHO SJEMEHTHBIM AaHAJIU30M M
HK-cnekrpockonue.
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Acylation Reactions 5-Amino-6-Benzylmercapto-4-Metoxi-and 5-Amino-4-Metoxi-
6-Chlorperimidines

A.F. Keremov

Dagestan State University; 367000, Russia, the Republic of Dagestan, Makhachkala,
Gadzhiev st. 43a; alirza.keremov@mail.ru

Acylation of 5-amino-4-methoxi-6-mathylmercaptopyrimidine with chloroacetic acid chloride
yielded 4-methoxi-6-methylmercapto-5-chloroacetylaminopyrimidine, the interaction of which with
5-amino-4-methoxy-6-mercaptopyrimidine gave 4-methoxy-5(5’-amino-4’-methoxypyrimidyl-6)-
mercaptoacetylamino-6-mercaptopyrimidine. Then the latter was acylated with chloroacetic and
B-bromopropionic acid chlorides at the free amino group to obtain the corresponding dipyrimidyl sul-
fides.

In this work, 5-amino-4-methoxy-6-benzylmercapto and 5-amino-4-methoxe-6-chloropy-
rimidines were acylated with chloroacetic and - bromopropionic acid chlorides and, accordingly, 6-
benzylmercapto-4-methoxy-5-chloroacetylamino, 6-benzylmercapto-5-B-bromopropionylamino-4-me-
thoxypyrimidines and 4-methoxy-5-chloroacetylamino-6-cloro-and  5-B-bromopropionylamino-
4-methoxy-6-chloropyrimidines.

Keywords: synthesis, acylation, acid chlorides, dipyrimidyl sulfide, biological activity.
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