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Cunre3 N-(2-tiazoain)riazono[3,2-b]nipumiguny

Pobomy euxonano na kagedpi opeaniunoi

ma bionoziunoi ximii BHY im. Jleci Yxpainxu

ma y 8i00Li MEXAHIZMIE OP2AHIYHUX PeaKyili
Incmumymy opeaniunoi ximii HAH Ykpainu

3a (PiHAHCOB80T NIOMPUMKU 3 0EPAHCABHO20 SPAHMY
Ilpesudenma Ykpainu 0nist MOIOOUX HAYKOBYIE

Ha ocHoBi peakmiii enexTpodiIbHOI BHYTPIITHEOMOIEKYISIPHOI HUKIII3aIlil po3po0ieHO MpemapaTuBHI METOIUKHI
CHHTE3y BinmnoBigHux Opominis i Woauais 3-6pom(itox)merui-N-(4,5-nuriapo-5-6pom(iion)-mMeTri-2-ria3omin)ria3ono
[3,2-b]mipumiauHiro, 10 MICTSITh eKiIbKa KOHIEHCOBAHUX IIUKJIIB.

BcranoBneHo 0cHOBHI (haKTOPH, SIKi KOHTPOIIOIOTH XEMO-, PETio- 1 CTePEOCEeNeKTHBHICTS YTBOPEHHS HOBUX I'eTe-
pormkmiB. ITigibpaHo ymMoBU A7st GibIII CEIEKTUBHOTO OJEp)KaHHS Tia30J10- 1 TIa3MHOMIPUMIANHIB 3 JIEKIIbKOMA IHK-
JIAMHU Y CBOEMY CKJIaJli, SIKi pO3IIMPSTH MOXKIMBOCTI IJIECHPSIMOBAHOTO CHHTE3Y (DYHKIIOHAIBHO 3aMiIlIEHUX CIOJIYK
3a1aHoi OyIoBH.

KurouoBi coBa: rajoreHonuKIIi3aIisa, OpoMyBaHHs, HOAYBaHHS, PETi0CENEKTUBHICTh, XEMOCEIEKTHBHICTD, all-
KEHUITIOMIPUMIIMHH, T1a30JI0MIPUMIINHHA, TIa3WHOIIPUMIIHHY.

Causka H. 10., I'eBaza 1Q. N. Cunre3 N-(2-Tna3oana)ruazono[3.2-blmupumuannus. Ha ocHoBannu peak-
U 3JIEKTPOPUIBLHON BHYTPUMOJICKYIIIPHON TUKIM3aUN Pa3paboTaHbl IpernapaTHBHbIC METOANKHA CHHTE3a COOTBET-
CTBYIOIUX OpomuaoB u uoaunaoB 3-Opom(uom)merun-N-(4,5-nuruapo-5-6pom (1o 1)-MeTHII-2-THA30INIT) THA30II0
[3,2-b]nupuMuinHus, KOTOPbIE KMEIOT HECKOJIBLKO KOHIEHCHPOBAHBIX IIUKJIOB.

© Cnusxa H. 1O., I'esaza 0. 1., 2009
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YcTaHOBIEHO OCHOBHBIE (DaKTOPHI, KOHTPOIHPYIOIINE XEMO-, PETHO- U CTEPEOCENEKTHBHOCTh 00pa30BaHUs HO-
BBIX retepourkioB. [logoOpansl yciaoBust 1uist Ooliee CEIEKTHUBHOTO TOJIyYEHUsS] THA30JI0- M TUA3HHOIMUPUMUANHOB C
HECKOJIbKUMH LIMKJIAMH B CBOEH CTPYKTYpe, KOTOPBIE PacUIMPST BO3MOXKHOCTH LIEJICHANPSMIICHHOTO CHHTE3a (YHK-
LUOHAJIBHO 3aMEIIEHHBIX COCTUHEHNUN COOTBETCTBEHHOTO CTPOCHHUS.

KaioueBble ciioBa: rajoreHuUMKIM3anus, OpOMUPOBaHUE, HOAUPOBAHUE, PETHOCEIEKTHBHOCTD, XEMOCEIEKTHB-
HOCTb, aJIKCHWITHOITMPUMHUINHBI, THA30JOMUPUMUANHBI, THA3HHOITUPUMHUIHHBI.

Slyvka N. Yu., Gevaza Yu. |. Synthesis of N-(2-thiazolil)thiazolo[3,2-b] pyrimidin. On the basis of reaction
electrophilic intermolecular cyclization preparation methods of synthesis of corresponding 3-brom(iod)methyl-N-(4,5-
dihydro-5-brom(iod) methyl-2-thiazolil)thiazol o[ 3,2-b] pyrimidinium bromides and iodides that contains several
condense cycles were elaborated.

Main factors which govern the chemo-, regio- and stereoselectivity of formation new heterocycles were
determine. Conditions in order to obtain thiazolo- and thiazinopyrimidines with several cycles in its structures which
will increase opportunities of purposeful compounds synthes of certain structure were selected.

Key words: halogenocyclization, bromination, iodination, regioselectivity, chemoselectivity, alkenylthiopyri-
midines, thiazolopyrimidines, thiazinopyrimidines.

IlocTanoBKka HAYKOBOI MPo0JeMH Ta ii 3HAYEHHSI. AHAJII3 OCTAHHIX J0C/IIXKeHb i3 Hiel mpodJemu.
Bimomo [1-3], mo ankeHim3aMillleHi TOXiIHI MPUMIAWHY 1 TipPUMITUH-6-OHY BCTYHAalOTh y peakiii
eNeKTpoibHOI BHYTPIITHROMOJIEKYJISIPHOI NWKITi3allii, YTBOPIOIOYH TMPH [bOMY KOHICHCOBaHI ITOXiTHI
MIPUMIMHY, IO MICTATH JBa IUKJIM Yy CBOIM OyJOBi, TO METOK HAIIMX MOJAIBIINX JIOCIIIPKeHb OYJI0
3’SICYBaTH HACKIJIBbKH CEJIEKTUBHO YTBOPIOIOTHCS MOXIJHI MIPUMIiIUHIO, SIKi O MICTWIM JEKiJIbKa [UKIIB Y
cBoiil OyznoBi. [ mporo Hamu Oynmo BBEIEHO KiJbKa PI3HWX ANKEHUTFHUX 3aMICHUKIB y 4,6-IiaMiHO-
MIPUMIIMHOBE KUIBIIE 1 JTOCIIPKEHO BIUTMB OYZOBH ITMX aJIKCHIIBHUX 3aMICHHUKIB Ha MPOXOHKCHHS PeaKIii
raJoreHONMKITI3alii.

Marepianu i metoau. Jns1 3’ACyBaHHS MOCTABJICHUX 3aBIaHb CIIOYATKy OYJO CHHTE30BaHO BUXIiITHY
cnonyky — 2-Tio-4,6-niaminonipuMiana (1). Cymim AWHITPHIMAIOHOBOI KHCIOTH 3 TIOCEYOBUHOKO KHUII SI-
THJIX B CIIUPTI Yy IPUCYTHOCTI E€THJIATy HATPil0 BOpoaoBxk 2 roj. [licis 4acTKOBOTO yImaproBaHHS €TaHOTY
oTpuUMalu ocaf 2-Tio-4,6-miaminonipumMinuny (1), axuii y moganbIioMy BUKOPUCTOBYBAJIM B PEAKITiT allKiTy-
BaHHA (cxema 1).

NH,
H.N
2 N /
AN
H,N CN H,N N~ SH
1
Cxema 1

Cxutaj Ta OyZI0BY OJIepKaHOT pEYOBHHU JIOBEJACHO CIEMEHTHUM aHaJi30M.

Bukian ocHOBHOro mMartepiany il o0IrpyHTYBaHHSI OTPMMAHUX Pe3yJbTATIB Aocaimkenns. CuHTe-
30BaHy CIIOJNYKY 1 BBOAWIM B PeakLilo aKUTyBaHHs 3 aaiioM OpoMuCTHM. Peakiito mpoBOAMIN P TEMIIE-
parypi 60—70 °C y npucytHocti KOH ynponosx 1,5 roa. ¥V pe3ynbrarti IpoBEJEHOTO CUHTE3Y OJEpiKajiH
Oimuit ocan 2-aminrio-4,6-giaminonipumMinuay 2 (cxema 2). By/ioBy crioyiyku 2 MiATBEPHKEHO CHEKTpallb-
Humu ganuMu. Tak y TIMP-cnektpi xapakrepuum € curnan rpynu SCH,- nyGneT ABOX MPOTOHIB HpH
3,78 M. u., aBa aymneru rpynu -CH npu 5,29 M. 4. 1 5,79 M. 4., CUTHaJIM IPOTOHIB APOMATUYHUX SIJIEP TPH
5,67 M. 4. 1 mmpokuii cunraet aBox rpyn NH, mpu 7,06 M. u.

[Tix yac B3aemomii criojiyku 2 3 6poMoM y xJ10podopMi Ta HOJIOM B €TaHOJII YTBOPIOIOTHCS COJIEMOAI0H1
PEUOBHHH, 10 MICTATHh TPUTAJIOTeHIA-10HU. Peakmii mpoBoanny B JbOAI MPH MOCTIHHOMY NEpeMillyBaHHI
npotsiroM 6 rox. [licis oOpoOKH TakMX COJel 3 TPUTAJIOTeHIIHUMH aHiOHAMHU alleTOHOM OTPHUMAaHO COJIi
Opomiau ta Homumu 3-6pom(iton)meTni-2,3-auriapo-5, 7-niaminoriazono-[ 3,2-b]mipumiguHito 3 i 4. Peakiris
TaJIOTEHONMKITI3AMIl  AJKeHUI3aMINICHUX TIOXiHUX MIPUMIJUHY BiJOYBa€TbCA PETIOCEICKTUBHO 3
YTBOPEHHSIM Tia30JIbHOTO (I’ ITHYJICHHOTO) LUKIY B CKJali KOHIEHCOBaHHMX CcONyK 3, 4. CeleKTUBHICTDH
peaxiii, MaOyTh, BU3HAYA€THCS TIPUPOJIOIO 1 TIOJOKEHHSIM 3aMICHUKIB B alliIbBHOMY (h)parMeHTi, 3B’ 13aHOMY
3 atomoM Cynbsdypy.
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Cxema 2

VY cnekTpi cronykd 3 BUSBICHO TaKi CHUTHAIW: AYIUIET ABOX mpoToHiB rpymu SCH, mpu 3,60 M. 4.,
MYJIBTUIUIET OBOX MpoToHiB Tpymu -BrCH, mpu 4,46 M. 4., CHUTHanm TPOTOHIB apOMaTHYHUX SAEp MpPH
5,70 m. 4., cuarner nBox rpyn NH, mpu 7,11 M. 4. Curnanu cionyku 4 mposIBISIOTECS Y BUTIISAL: TyTIIETY
nBox mpotoniB rpynu SCH, mpu 3,63 M. 4., mynprumiery aBox npotoHiB ICH,-rpymu npu 4,48 wm. 4.,
CUTHAJIIB MPOTOHIB apoOMaTW4HOro siapa npu 5,73 M. 4., curHamy asox rpyn NH, mpu 7,11 M. 4., mo
HaAIHO MIATBEPKY€E YTBOPESHHS Tia30JIbHOTO IUKITY.

Bigomo, mo peakii ankimroBaHHS MOXYTh BiJOYBaTHCS 10 BIIBHUX aMiHOTPYyINax y aMiHO3aMillIeHiH
conyui. [ nopiBHAHHS BIUIMBY OYJOBH aJIKeH1IBbHOTO pagukany 0inst Cynbdypy Ha MPOXOKEHHS peak-
1ii aKiTyBaHHS 10 BUTBHIN aMiHOTpyTi 4,6-11aMiHO-2-TiOMIPUMITUHY, 3aMiCTh aJlijl OpOMiTy BUKOPUCTAIIN
METHJI HOAM]T K MEHII 00’eMHUU 3aMiCHHK. Peakiiiro mpoBoamiu mnpu temmepatypi 60—70 °C ynpomosx
2 roJl, pO3YMH BUIAPIOBAJIU. Biauii 3 »KOBTYBaTHUM BIATIHKOM Ocaj 2-MeTuiaTio-4,6-miaMiHompuMianay 5,
0 YTBOPHBCS, BiiIBTPOBYBAIH, JOOpE IPOMHUBAIIN BOJIOK0, CYIIMIH (IHUB. CXeMY 3).

Toxi mpoBenu peakwii 3aMilleHHs 110 ABOX aMiHOTpyNax y 2-MeTwiITio3aMileHoMy mipuMigudi (5). ¥
Lill peakuii BUKOPUCTOBYBAJIN aJNIi30TIOIaHAT K AIKECHUIbHUN peareHT. CHHTE3 MPOBOIWIN B €TaHOJI
MIPU KU ATiHHI BIIPOIOBXK 7 TOJI.

VY cnektpi crionyku 6 BusiBineHo: curnan rpynu SCH; nipu 3,45 . 4., curnanu rpyn NH, mpu 7,11 m. 4.
VY cnekTpi cionyku 6 101aTKOBO BUSBICHO MyJbTUILIET mpoToHa rpynu CH npu 6,11 M. 4., cuHrier ogniei
rpymu NH; mipu 7,10 m. 4., cuarner 6-NH-rpymu npu 10,64 m. 4. i pu 11,63 M. u. — cuarner NH-rpymm,
IO BKa3y€ Ha NPUETHAHHS ANiJIi30TioLiaHATy TUIBKW MO OJHIM aMiHOrpymi. 3MiHa YMOB peakii, a came
3aMiHa PO34YMHHHKA, [0 BUKOPUCTOBYBABCS, 1 KOPEITIOBAHHS TPUBAIICTIO IPOBEJICHHS CUHTE3Y HE TIPUBEITN
N0 iHmoro pesynbraty. OTXe, B pe3ynbTaTi peakilii BUIIIEHO HE IO iHIIE, SK MPOAYKT 3aMIIeHHS IO
onnii aminorpymi — N-(2-metunTio-4-amino-6-mipumianHin)-N'-2-nponeninriocedoBuna (6).

Hiero Ha crionyky 6 Opomy B xiopodopmi 1 Hoay B €TaHOII OJep)KaHO TeTepOUMKIiuHI crionyku 7, 8
BiANOBiAHO. Peakuii ranoreHonykiIizanii NpoBOAWINCS MPOTATOM 6 TOJ MPH MOCTIHHOMY MepeMilllyBaHHi i
OXOJIOKEHHI JTho/1oM. [Ticist BUITapoBYBaHHsI PO3YMHHHKIB BHJIIIEHO OCAJId TPUOPOMIY i TPUHOAHY, SIKi
MICJIS BIANOBIIHOT 0OpOOKHM OyiM TepeBeieH] y MUIbOBI rajoreHian — Opomia Ta Hoaua 2-amiHo-4,5-1u-
rigpo-5-6pom(itox)merun-N-(2-metunrio-4-amMiHO-6-mipumiuHiT)Tiazomito 7, 8.

VY cnekTpax HMX CIOJIYK CHOCTEPIraroThCs TakKi CUTHAIMU: Ul MEPIIOi CHHIJIET TPHOX MPOTOHIB IPyIN
-SCH; nipu 3,49 M. 4., MyJIBTUIUIET YOTUPHOX NpoTOHiB 1BoX CH,-rpyn B obnacti 4,40—4,70 M. 4., cuHrIeT
npotoHa rpynmu NH mpu 10,44 M. u. [{ns apyroi — cHHIIIET TphOX NMpoToHiB rpynu -SCH3 mpu 3,47 M. 4.,
MYJBTHIUIET YOTHPHOX MPOTOHIB ABOX CH,-rpyn B obnacti 4,46—4,72 M. 4., cunriier npotona rpynmu NH
npu 10,39 M. 4., 10 HaAIHHO MiATBEPKYIOTh OYAOBY OTPUMAaHHUX Te€TEPOLIUKIIIB.
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Cxema 3

st TOpIBHSIHHS BIUIMBY aJIiJIBHOTO 3aMIiCHMKA Ha MPOXO/DKEHHS peakilii IMKIi3aiii MpoBeIeHO
peaxiIiito 3aMimeHHs 1o IBOX aMiHOrpymnax y 2-amintio-4,6-niaminomipumianai 2. AHAJIOTIYHO, SIK 1 B TIOTIe-
pEIHBOMY BHMAJKY aJKiIIOBaHHS, BUKOPHUCTOBYBaJIM aNUTI30TiONIaHAT SK aJKeHUIbHHUN peareHT. CHHTE3
MPOBOJVIIN KHIT SITIHHAM B eTaHoii mpotsirom § ron. Ocaj, 10 BHKPUCTANi3yBaBcCs, BiJQilbTPOBYBaIH,
CYIINIIN Ha MOBITPI.

VY crnekTpi cionyku 9 BUSIBIEHO AymieT ABOX NpoToHiB rpynu SCH; nmpu 3,65 M. 4., Tpumier y rpymi
NH-CH, mpu 4,22 M. 4., mynerumier nporona B rpyni CH npu 5,89 M. 4., CHHIJIET ABOX MPOTOHIB Y Tpyrii
NH, ipu 7,10 M. 4., 1110 MiATBEPKYE YTBOPEHHS MPOIYKTY B3a€EMO/IIi CIIOIYKH 2 TIJIbKU 3 OJTHIEIO aNiJTizo-
tianiaHatHOK rpynor. OTke, B pe3yibTaTi NMPOBEACHHS ajKiayBaHHs BuIineHo ocan N-(2-(2-mpore-
HiNTIO0)-4-aMiHo-6-iipuminnHin)-N'-2-nponeHinriocewoBrnn 9 (cxema 4).

VY nmonmaneioMy ojiepikaHy CIONYKY 9 BBEJCHO B PEaKINIO0 eNEKTPOQiIbHOI BHYTPIIHEOMOIEKYISPHOT
nukiizanii. Peakmii raqoreHyBaHHS TPOBOIMIINCS TIPH il OpoMy B XJIOpoQopMi Ta HOMY B €TaHOII BIIPO-
JIOBX 6 TOJ IPH TOCTIHHOMY MepeMilllyBaHHI i 0XOJIOKEHHI 1b0J0oM. [licisi BUMapoByBaHHs pO3UMHHUKIB
3 peakiiiiHoi cymimni BuaiieHo opomin 10 ta fiomua 11.

ByzoBy mux cronyk noseneo SIMP-"H-cnekrpockomniero. Curnamu crionyku 10: MyJIbTHILIET BOCEMH
npotoHiB aBox rpyn CH; i aBox rpyn -CH,Br npu 3,43—4,17 M. 4., MyJIBTUIUIET ABOX MPOTOHIB JBOX TPYI
-CH npu 5,27 m. 4., cunrnet 6-H nporona npu 5,80 M. 4., curarner nporona rpynu NH mpu 9,67. Curnanu
cnonykd 11: MynpTHILIET BOCBMHU MPOTOHIB 1BOX Ipyn CHy, i 1Box rpyn CHyl npu 3,40—4,19 M. 4., Myins-
TUIUIET ABOX MpoTOHIB ABox rpyn -CH mpu 5,31 M. u., cunraer 6-H mpotona mpu 5,85 M. 4., cuHIJeT
nporona rpynd NH mpu 9,70 M. u. Omxe, peakiiis nukiizamii BigOyaacs perioceJeKTUBHO MO aIiIbHOMY
paaukaiy, 1o po3minieHuit 6ist Cyabdypy, Ta Mo oJHIH i3 alibHUX Py Ol aMiHO3aMicHUKA. B pe3yib-
TaTi oepkaHo rerepouukiIiyHi cnonyk 10, 11, mo MicTsTh yxKe JBa Tia30JbHI LIUKIH.

Opnepxani cnektpu [IMP Ta pe3ynbTaTé €leMEHTHOrO aHali3y HaIillHO HiATBEPIKYIOTH OyIOBY i
CKJIaJ] yIepllle CHHTE30BaHUX TE€TEPOITUKIIYHUX CUCTEM.

TakuM 4YMHOM, Ha HANPSIMOK TaJIOTEHOIMKITI3aIi aMiHo3aMileHnX Ta N-alia3aMilieHnX 2-allKeHUITio-
MiPUMIIMHIB iICTOTHUN BILTUB Ma€ Oyl0Ba S-alKeHIIBHOTO, a 71 Tioce4oBUH i N-aJKeHIIEHOTO 3aMiCHUKA,
10 TIPUBOJUTE IO PETIOCEICKTUBHOTO YTBOPCHHS ITOXIMHUX Tia30JIOMIPHUMIIUHY a00 Tia3HMHOIIPUMITUHY.
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OTxe, 3HAWIEHO YMOBH XE€MO- Ta PET10CEIIEKTHBHOTO CHHTE3Y Tia30J10- 1 TiIa3MHOIMIAa307IiB, Tia30I0- 1 Tia-
3MHOMIPUMIUHIB 3 ICKIJIbKOMA [TUKJIAMH Y CBOEMY CKJIAJI, 110 PO3IMIUPIOE MOXKITUBOCTI IUIECIPSIMOBAHOTO
cuHTE3y (PYHKITIOHATFHO 3aMIIIEHUX CITONYK 3aJjaHoi Oya0BH. BCTaHOBIEHO, IO PEriOCeNeKTHBHICTD 3aMH-
KaHHA I ITH- 00 MIECTUWIEHHUX TeTePOLUKIIB y IUX CHCTEMaX KOHTPOIIOETHCS TIPUPOIOIO0 1 TTONOKEHHIM
3aMiCHUKIB B aJKEHIIBHOMY (hparMeHTi, 10 3B’s3aHHUH 3 atomoM Cynbdypy i Biamosinae npasuiny Map-
KOBHHUKOBA.

NH, N S
74 —CH
Ny CH, N=C=S HN N—/_
| N H
A NH
HN" "N~ “S-CH,CH=CH, | By
HN" "N~ “S-CH,-CH=CH,
2 9
2Br, 21,
CHCI, C,H,OH
CH,Br CH,I
S . S .
HN—|:NH HN—lZNH
NH NH
| . - | ]
T_A_ 2Br S ) |
HN N*s H,N N/ks
CH,Br CH,I
10 11
Cxema 4

Crexrpu SIMP 'H po3unHiB OTpUMAHKEX PEHYOBHH 3aIICaHO Ha crekTpomerpi “Varian VXR — 300” B
JIMCO — ds; [IMP — 299,95 MI'1; (BHyTpitHiii cranmapt — TMC).

KoHnTposib 3a xomoM peaxiiii 3aificHioBanu metogom TIHIX na maactunkax Silufon UV — 254 (esroenT:
XJIOpodopM : aneToH 14 : 4).

A OpoMHUCTHN, METHJT HOIUCTHUI 3aMOBJICHO 3a KaTayioroM HB® “XimmaboppeakTus”.

2-Tio-4,6-piaminonipuminun (1). OzepxyBanu eTuiar HaTpi0 pozunHeHHAM 7,2 T Na (MeTtanidHoro)
y 140 mu etunoBoro cnupty. [lo ozmepaHOro po3uuHy AoAaBald Npu nepemimysanHi 10,4 T quHITpHITY
MaJIOHOBOI KucioTH. [licis Toro, sk rmoyaB BUMAJATH Ocajl, 3pa3y K MPH MepeMilllyBaHHI JojaBaiu 12 r
tiocedyoBuHH. CyMill KU sTWiM BOpojoBxk 2 roj. Ilicis mpoxojpkeHHs peakuii (koHTponb 3a TIIX,
eNIOEHT eTaHom:anetoH — 2:1) cnupt (2/3 06’emy) BunaproBanu, aoaasamu HCl mo kpamisim go pH = 6-7.
Binmmit ocan, mo Bunas, BiadineTpysanu i cymwmm npu 100 °C. KpucranizyBanu 3 po3uuHy €TaHOI:BOJA Y
criBsigHomeHHi 1:2.

Buxin 80 %. T} =207-209 °C (eranon : Boma — 2 : 1). 3naitneno, %: C 33,54; H 4,05; N 39,20;
S22,21. C4HeN4S. Pospaxosano, %: C 33,57; H 4,19, N 39,16, S 22,38.

2-aqinTio-4,6-niaminonipumigun (2). Pozunnsum B etnoBomy cimpti 2 r (0,014 monp) 2-Tio-4,6-1i-
aminonipumiauny (1). 1o po3umny momasanu 1,04 t (0,0186 monp) KOH i 3,8 mu (0,0186 moup) aminy
opomuctoro. Harpianu 2,5 rog (60—70 °C). Ilicns 3akiHueHHs peakuii (koHTpois 3a TIIX, emtoeHT xmopo-
¢dopm: Metanon — 14:4) xaniéi 6pomin BindiabTpyBaK, COUPT BUMAPIOBAIH. 3IWIIM BOJOKO 1 BiILIETPY-
BaJIA 01K 3 KABOBUM BiATIHKOM OCaj.

Buxin 67 %. Ty = 147149 °C (etanon : Boga — 2 : 1). Crnektp I[IMP y JIMCO — dg (6, M. 1., J, T'my):
3,56 (2H, n., J = 8,6, SCH,); 5,12 (1H, x., ] =10,4, CH=); 5,2 (1H, a., ] = 10,6, CH=); 5,67 (1H, ¢, 5-H);
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5,79 (1H, m., CH=); 7,06 (4H, w1 c., 2NH,). 3naiineno, %: C 45,60; H 5,39; N 30,47; S 17,56. C/H1oN,4S.
Pospaxosano, %: C 45,65; H 5,43; N 30,43; S17,39.

Bpowmin 3-6pommernn-2,3-auriapo-5,7-giaminoriazono[3,2-b]-nipumiguniro (3). Pozunummm 0,11 T
(0,00042 mouw) crionyku 2 B 10 mn xnopodopmy. JlogaBanu mpu NOCTIHHOMY MEpeMillyBaHHI H 0XOJIOJ-
xeHHi pozunH opomy 0,04 mi (0,0017 momns) y 10 ma xjopodopmy (oaHa Kparist B XBuwinHy). [licns Buma-
POBYBaHHS OUIBIIOT YaCTHHU XJIOPOGhOpMYy HPOAYKT BiA(iIbTpyBanmu, oOpoOsUM aleTOHOM, KPUCTAIi3y-
BaJIM, CYIIWIIH.

Buxin 63 % 7., = 134—135 °C (omrroBa kuciota). Crektp I[IMP y IMCO — dg (6, m. 1., J, T'm): 3,60
(2H, n., SCH,); 4,46 (2H, m., BrCH,); 5,11 (1H, m., 3-H); 5,70 (1H, c., 5-H); 7,11 (4H, w. c., 2NH,).
3naiineno, %: C 31,90; H 4,21; Br 30,46; N 20,49; S 12,24. C;H;Br,N4S. Pospaxosano, %: C 31,94;
H 4,18; Br 30,42; N 20,53; S12,27.

Homun 3-itopmeTna-2,3-qurigpo-5,7-niaminoriazono[3,2-bmipuminuniro (4). Poszumnannm 0,11 T
(0,00042 mozp) crionyku 2 B 10 M etunoBoro ciupty. [licast nonaBanus 0,43 r (0,0017 mons) #oxy, po3-
qrHEHOTO B 10 MJI €THIIOBOTO CIIMPTY, IPOBOIMIIN CHHTE3 IIPH IMOCTIHHOMY MEpeMillyBaHHI Ta OXOJIOKEH-
Hi ipoTsiroM & ro. Tomi OiIbIy YaCTHHY CIIUPTY BUIIAPIOBANH, OCall, KM BUTIAB, BiA(iIbTpyBain, 00po0-
JISUTH QIIETOHOM, KPUCTATI3YBaJIH, CYIIHIIH.

Buxin 67 %. T:=129-131 °C (xmopodopm). Crexrp IIMP y JIMCO — ds (6, M. ., J, Tn): 3,63 (2H, 1.,
SCHy); 4,48 (2H, wm., ICHy); 5,13 (1H, m., 3-H); 5,70 (1H, c.,, 5-H); 7,11 (4H, m. c., 2NH,). 3naiineno, %:
C 27,27; H 3,49; | 41,25; N 37,53; S 10,36. C7H11IN,S. Po3paxosano, %: C 27,27; H 3,57; | 41,23; N 17,53;
S 10,39.

2-MeTuaTio-4,6-xiaminonipumigun (5). Pozunasnm B etunoBomy crupri 2,8 T (0,014 mob) 2-Ti0-4,6-
niaminomipumiauay (1). o posuuny momasamu 1,65 r (0,0186 mons) KOH i 1,83 mu (0,0186 mous) MeTHI
Homuny. HarpiBamu 2,5 rox (60—70 °C). Ilicns 3akiHueHHst peakuii (koHtponb 3a THIX, emroeHT xs10po-
¢dhopm: meranon — 14 : 4) kamniit iogua BiAdiTTpyBaNy, CIUPT BHMAPIUIA. 3aJIMIIM BOJIOIO i BiA(imeTpyBamu
OLIMI 3 KABOBUM BIITIHKOM OCAaJl.

Buxin 72 %. Tiuas, = 108—110 °C (etanoin : Boma — 2 : 1). Crextp [IMP y IMCO — dg (3, m. 1., J, T'nr):
3,45 (3H, c., SCHa); 7,09 (4H, w1 ¢, 2NH,) 3Haiineno, %: C 38,65; H 5,21; N 36,15; S 20,69. CsHgN,S.
Pospaxogano, %: C 38,71; H 5,16; N 36,12; S 20,64.

N-(2-meTnirio-4-amino-6-nipuminuuin)-N'-2-nponenisitiocedoBuna (6). Cyminr 1,7 r (0,00817 moib)
2-metuntio-4,6-giaminonmipumMinuny i 2,4 t (0,0109 monp) animizoTionianaty po3urHMIN B 30 MJT €THIIOBOTO
CIUPTY 1 KU SATHIN HA BOIsHIN GaHi 6 roja (koHTposb 3a TIIX, emoeHt xmopodopm : metanoda — 14 : 4).
[Tics yacTKOBOTO yraproBaHHS OiJMif 3 KABOBUM BiTIHKOM OCaJl BiA(iIbTpyBaIH.

Buxig 19,7 %. Toee = 191-193 °C (etanon : Boga — 2 : 1). Crextp IIMP y IMCO — dg (8, M. 1., J, T'm):
3,47 (3H, c., 5-H); 5,29 (2H, 2x., =CH,); 5,93 (1H, c.,, 5-H); 6,11 (1H, m., CH,=); 7,10 (2H, w. c., NH));
10.64 (1H, c,, 6-NH); 11,63 (1H, c., NH). 3naiineno, %: C 42,56; H 5,08; N 27,61; S 25,12; CgH13NsS;.
PoszpaxoBano, %: C 42,52; H 5,12; N 27,54; S 25,19.

Bpomin 2-amino-4,5-auriagpo-5-opommernii-N-(2-meTuirio-4-amino-6-nipumigunin)riazodino (7).
Pozunammu 0,15 1 (0,00042 monb) cionyku 6 B 10 mur xnopodopmy. [lonaBanu npu NOCTiHHOMY mepeMi-
IIyBaHHI ¥ oxosomkeHHI po3unH O6pomy 0,04 mu (0,0017 momp) B 10 M xiopodopmy (oqHa Kparuis B
XBWIHMHY). [licns BUIapoBYBaHHS OUIBIIOT YacTUHU XJIOpOo(QOpMy MPOJIYKT O1IOro KOIbopy BiA(UIBTpyBa-
M, KPUCTATI3yBaIU, CYIITHIIH.

Buxin 65 %. Ty = 163—165 °C (ouroBa kucmora). Crekrp [IMP y IMCO — ds (8, m. 1., J, T'y):
3,49 (3H, c., SHy); 4,40—4,70 (4H, m., 2CHy); 5,20 (1H, m., CH=); 5,98 (1H, c., 6-H); 7,12 (2H, 1. c., NH,);
10,44 (1H, c., NH). 3naiizeno, %: C 26,11, H 3,12; Br 38,64, N 16,85; S 15,52. CgH13Br4NsS;. Po3paxo-
Bano, %: C 26,09; H 3,14; Br 38,64; N 16,91; S 15,46.

Homun 2-amino-4,5-nuriapo-5-iioamerna-N-(2-meTuitio-4-amino-6-nipumigunin)riazoaio (8). Pos-
yramm 0,15 r (0,00042 moik) crionyku 6 B 10 Mit errioBoro crupry. [licns nomasanns 0,43 T (0,0017 Monb)
Hoy, po3uriHeHOTO B 10 MJI €THJIOBOTO CIUPTY, MPOBOJWIIM CHHTE3 MPH IMOCTIHHOMY MEpeMillyBaHHI Ta
0X0JI0KeHH] TpoTaroM 8 roz. Ilicis BunaproBaHHs OUTBLIOT YACTHHYU CIIUPTY BUIAB >KOBTUH OCaJl CIIOJIyKH
8, sixuit BindUIbTpyBai, KPUCTAII3YBAIH, CYIITHITH.

Buxin 77 %. Ty = 159-161 °C (x0podopm). Crextp TIMP y IMCO — dg (8, m. 1., J, T'm): 3,47 (3H, c.,
SHy); 4,46—4,72 (4H, m., 2CHy); 5,23 (1H, m., CH=); 5,96 (1H, c., 6-H); 7,11 (2H, m. c., NHy); 10,39 (1H, c.,
NH). 3mnaiineno, %: C 21,21; H 2,61; | 50,11; N 13,69; S 12,58. CgH13l4NsS,. Pospaxosano, %: C 21,26;
H 2,56; | 50,00; N 13,78; S 12,59.
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N-(2-(2-nponeninrio)-4-amino-6-nipumiaunin)-N'-2-nponeninrioceuoBuna (9). Cymim 1,5 r
(0,00817 momb) 2-amintio-4,6-giaminonipumiauny (2) i 1,1 1 (0,0109 mMonb) anminizoTioniaHaTy pO3YHHUIIHA B
30 MIJI €THJIOBOTO CIIHPTY 1 KWIT ITHIN Ha BOAsHIN OaHi 6 Tox (koHTpons 3a THIX, emoenT xiopodopm :
MeTtaHoa — 14 : 4). [licna ymapioBaHHs OUTHil 3 KABOBUM BiJITIHKOM Ocaj Bi(inbTpyBa.

Buxin 15,7 %. Ty, = 195197 °C (etanon : Boga — 2 : 1). Cnextp IIMP y JIMCO — dg (8, M. 1., J, T'1y):
3,65 (2H, n., J= 9,6, SCH,); 4,22 (2H, T., 6-H); 5,11-5,39 (4H, m., 2CH,); 5,79 (1H, c., 6-H); 5,89 (1H, m.,
2CH=); 7,01 (2H, c., NHy); 10,28 (1H; c., NH); 11,67 (1H, c., NH). 3naiizeno, %: C 46,66; H 5,28;
N 24,77; S 22,58. C11H15NsS,. Po3paxoBano, %: C 46,64; H 5,3; N 24,73; S 22,61.

Bpomin 3-opommerni-2,3-nuriapo-5,7-giamino-N-(4,5-qurinpo-5-6pommerni-2-tiazomiai  6pomin)ria-
30.10[3,2-b]mipuminuniro (10). Posunammu 0,16 r (0,00042 momnb) cionyku 9 B 10 mir xsmopodopmy. Jlo-
JlaBaJIM TP TIOCTIHHOMY TIepeMilllyBaHHI W 0XonomkeHH] po3uud 6pomy 0,0865 mur (0,0017 momns) y 10 mi
xnopodopmy (oxHa Kparmyst B XBUIMHY). [licis BunmapoByBaHHSI OiNbLIOT YaCTUHH XJIOPOPOPMY MPOAYKT
01510r0 KONIBOPY BiAGILIBTPYBaN, KPUCTATI3YBAIH, CYILIWIIH.

Buxin 85 %. T = 176—177 °C (omrroa kucnora). Cnekrp IIMP y IMCO — ds (3, m. 1., J, T'n):
3,43-4,17 (8H, m., 2CH,, 2CH,Br); 5,27 (2H, m., 2CH); 5,86 (1H, c., 6-H); 8,80 (2H, c., NH,); 9,70 (1H, c.,
NH). 3uaiineno, %: C 21,85; H 2,53; Br 53,11; N 27,60; S 10,61. C1;H5Br4NsS,. Pospaxosano, %: C 21,89,
H 2,49, Br 53,07; N 27,56, S 10,61.

Homun 3-iioamerna-2,3-muriapo-5,7-niamino-N-(4,5-muriapo-5-iioameTna-2-riazoia iioaqum)riazo-
710[3,2-b]mipumigunio (11). Pozuunmmu 0,16 r (0,00042 monp) cronyku 9 B 10 MiI €THIOBOTO CIHPTY.
[Micas nomaanns 0,43 r (0,0017 mMounb) Hioxy, po3unHeHOTO B 10 MIJI €THIIOBOTO CIIUPTY, IPOBOIMIA CHHTE3
TIpH TIOCTIHHOMY TIepeMilllyBaHHI i 0X0JomKeHHI npoTsaroM 8 rox. Ilicist BumaproBaHHs OiTbIIOT YaCTHHU
CIHPTY BHIIAB JKOBTUH ocal cionyku 11, sikuii BigdineTpyBanu, KpUcTanizyBajiu, CyIIIH.

Buxin 76 %. T = 169—171 °C (xmopodopm). Crextp IIMP y JIMCO — dg (8, M. 1., J, T'r): 3,40—4,19
(8H, m., 2CHy, 2CH.I); 5,31 (2H, m., 2CH); 5,85 (1H, c., 6-H); 8,82 (2H, c., NHy); 9,67 (1H, c., NH).
3naiineno, %: C 16,65; H 1,94; | 64,25; N 8,89; S 8,08. Cy1H1514NsS, Po3paxosano, %: C 16,69, H 1,89,
| 64,22; N 8,85, S 8,09.

Jdimepamypa
1. Cmmeka H. 1O., I'eaza 0. 1., Cranureny B. WM. I'anoreHimknm3anus 3aMeNeHHbIX 2-(aJKEHUITHO)THPH-
MUUH-6-0HOB // XI'C.— 2004.— Ne 5.— C. 776—783.
2. BacekeBuu P. U., Xpunak C. H., Cranunen B. U, 36oposckuii 0. JI. u np. CuHTe3 THAa3MHO W THA30J10-
TUEHONUPUMHIMHOB // YKp. xuM. )kypH.— 2000.— T. 66, Ne 11.— C. 47-52.
3. Kum 1. T., Imerapes B. W. Moammknmsanms 2-ammanrno-4(3H)-mupumumuaos // XT'C.— 1995.— Ne 2.—

C.211-213.
AJipeca JUIs TMCTYBaHHS: CTaTTIO OJAHO JI0 PEIKOJIeTii
Jlyuek, mpocn. Bomi, 13. 05.05.2009 p.
Ten. 4-99-07.

79



