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YcraHoBieHO, 4TO B pe3yibrare peakumu 1,1-6mc(3,5-mumernnnupason-1-ui)-2-auTpoTpuxiop-1,3-0yraauena
C 2-aMHUHOIIMPUIMTHOM 00pasyeTcst Moju3aMeleHHbIi mupuao| 1,2-amupuMUIUH ¢ aMUHOITUPHIMHOBBIM OCTATKOM
B IOJIOXKEHHM 2, TOr/a Kak rerepoumknmsanus 1,1-6uc(0enzorpuason-1-mui)-2-autpoTpuxiop-1,3-0yraauena
oA AeHCTBHEM 2-aMUHONMPHUIMHOB NPHBOJHUT K 2-0CH30TPHA30IMI-3aMEeICHHBIM THpHAO| 1,2-a]mupumuauHaM.
Cunre3upoBansl  2-MOp(OINHO-, 2-aMHHO- W 2-(2'-THAPOKCHITHIAMUHO)-TIPOU3BOIHBIC TTOJM3aMEIIECHHBIX
npu o[ 1,2-anupuMuaHOB U 4,5-TMXJIOPH30THAZOIMIKAPOOKCHIIATH THAPOKCUIIPOU3BOHBIX. BEIABICHBI 0CO-
OEHHOCTH T€TEPOIMKIN3AIUN OEH30TPHA30IBHBIX U JUMETHIITHPA30IbHBIX IPOU3BOJHBIX 2-HUTPOTpUXiop-1,3-
OyTajueHa B IMPUMUIMHOBYIO M TUPA30JIbHYIO CHCTEMY.

KiroueBbie ciaoBa: HuTpoaueHsl, mupuao[l,2-a|mupuMUINHB, THPUMUANHBL, MHPA30JIbl, TeTEPOIMKIN3AIINS,

HYKJICOQHIBHOE 3aMEelIeHHE.
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XJop3aMeIeHHbIe  HUTPOOYTaaueHbl  00JIamaroT
BBICOKOW PEaKIIMOHHOW CIIOCOOHOCTBIO M  HCIOJb-
3YIOTCSI B OPTraHMYECKOM CHHTE3€ MJIS1 TOJyYCHHS
Pa3IN4HBIX MPOM3BOJAHBIX ALUKIMYECKOTO U IE€Tepo-
nuknndeckoro psga [1]. Hammuwme compspkeHHOMN
CHCTEMBI CBf3eld B COYCTAHMH C aKTHBHBIMH
aKLEeNToOpaMH — aTOMaMH XJIoOpa M HUTPOIPYMIION —
00yCJIOBIMBAET BBICOKYI0 XHMUYECKYH AKTHBHOCTBH
HUTPOTOJIUXJIOPOYTaJUCHOB B pEaKUHAX C HYK-
neodunamu [2, 3]. Hambomee mocTymHbIM B psmy
HUTPOTAJIOTCHOYTalUCHOB SIBIISICTCS  2-HUTPOIICHTA-
xyop-1,3-6ytaarien 1, BHepBble CHHTE3UPOBAHHBINA B
1975 romy myTeMm MOCIEAOBaTENbHBIX MpEeBpalleHui
TPUXJIOP3TIWIIEHA. DONBIIMHCTBO H3BECTHBIX XHUMHU-
YecKHX IpeBpalleHnii HuTpoaueHa 1 mpoTekaer Mo
HUTPOIAUXJIOPBUHIIBHOHN Tpymnme. [lytem 3amemienus
TreMUHAJIBHBIX AaTOMOB XJiopa B 3TOM (parMeHre
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CUHTe3UpoBaHbl  pasznuuHbie N,S,O-comepxkaiiue
TeTepPOLMKINYECKNEe COEIUMHEHNUs, pa3paboTaH MeToJ
MONTyYeHUs] TPOW3BOJHBIX OCH3a3eTHHOB U OCH-
3a3€TOB, HalJIeH HOBBIM MOAXOJ]] K KOHCTPYUPOBAHUIO
M30THA30JBHOTO TETEPOIMKIa C BOBJEYEHHEM B
TeTepOLMKIN3alUI0 HUTPOTPYIIIBI, HApA Iy ¢ aTOMaMHU
xaopa [1, 4, 5]. Peakuum c ydactueM TpUXIIOp-
BUHUJIBHOW rpynnbl HUTpoaueHa 1 u  ero
MPOU3BOAHBIX H3YYEHbl 3HAUYUTENBHO MEHBIIE.
OCHOBHBIE HUCCJENOBaHUA B 3TOM HAaNpaBICHUU
Hagatel B 2000-¢ rTomer JI.E. Kaybmanom wu
B.A.3anonbckuM, KOTOpBIE OCYIIECTBHIIM PN
HETPUBUAIBHBIX TPEBPAICHUA U CHHTE3UPOBAIU
CEepHI0 PAa3NIUYHBIX TETEPONHUKINIECKIX MPON3BOJI-

HBIX C BBICOKAM IIOTEHIIHAIOM OHOJIOTUYECKOH
aKTUBHOCTH, cM. [6—8] W ULUTHpyeMyl TaMm
JUTEpaTypy.
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B pasBuTHE 3THUX HCCIICIOBaHWN HaMU H3Y4YCHBI
0COOCHHOCTH TETEPOIUKIMN3AIMK € 00pa3oBaHHEM
MUPUIOTTUPUMHUIAHOBOTO, MTUPUMHUIMHOBOTO U TMHUpa-
30JIBHOTO TETePOIMKIOB Ha mpumepe 1,1-Ouc(OeH-
30Tpuazoi-1-mn)-2-aurpoTpuxiop-1,3-0yraguena (2) u
1,1-6mc(3,5-mumeTrmupaso- 1 -1m)-2-HUTPpOTPUXIIOP-
1,3-0yranuena (3), KOTOpbIe JETKO IMOJYy4alOTCA IO
peakiusam HutpogueHa 1 ¢ OeHzorpuaszonom u 3,5-
JTUMETHIIITPA30JI0M, Kak ObLTO IMoKa3zaHo paHee [1].

1,1-buc-(6enzorpuason-1-mn)-1,3-0yraaueH 2 BBo-
I BO B3aUMOJICHCTBHE C TpeMs SKBHBAJCHTaMH 2-
aMUHONMPHMHA, a TaKke C €ro MOHO- W Ju3aMe-

IICHHBIMH TPOM3BOJIHBIMH B TeTparujpodypaHe mnpu
KOMHATHOH TeMmrepaType. Y CTaHOBJIEHO, YTO B ClIydae
HE3aMEIICHHOTO W MOHO3aMEIICHHBIX aMUHOTHUPHIU-
HOB TJIaJIKO TIPOTEKAET PeaKIs IeTePOLUKIN3ANUA C
3aMelIeHHeM MHTEPHAILHOTO aTOMa XJIopa TPUXJIOPBH-
HIJTBHOM TPYMITHI M OTHOTO OEH30TPHA30JIbHOTO OCTATKa,
npuBoAIIas K o0pasoBanuto nmupuao[1,2-anupumuan-
HOB 4—7 ¢ Beixogamu 51-70%, aHATOTHYHO €IMHCTBEH-
HOMY TIpUMepy, omucaHHoMmy B pabote [7]. OmHako B
caydyae IU3aMEIIEHHBIX AMHHOMUPUAWNHOB IIPOIECC
COIPOBOXK/IAETCS CUJIBHBIM OCMOJICHHEM, M 00pa3o-
BaHHE MMPOTyKTOB TeTepOIMKII3aun 8, 9 ynanocs ormpe-
JICJIATB JIAIIH XPOMaTO-MacC-CIIeKTPOMETPHUIECKH.
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[Momyuennsie mupuao[l,2-a|nupuMUINHBL COnEp-
J)KaT B KayeCTBE OJIHOTO U3 3aMeCTUTeNel OeH30-
TPUA30NBHBIA (pParMeHT, KOTOPBIA SBISETCS JIETKO
yxomseit rpynmnoi. JleficTBuem Ha coeauHeHust 4—7
Mop(hoJIMHA B paCTBOPE METAHOJIA HAM YIallOCh 3aMec-
TUTh OEH30TPUA3ONBHEIN (QparMeHT Ha MOpPQOIH-
HOBBI OCTaTOK W TONy4YHTh ¢ BBIXOmamu 40-92%
cooTBeTcTByOmue mnpousBoguaeie  10-13. Peaxrus
BemectBa 4 ¢ 30%-HpIM BOAHBIM aMMHUAKOM B Cpele
MeTaHona ¢ HeOompmoi mobaBkor TI'® mist moBBI-
IIEHUS TOMOTEHHOCTH PEaKIMOHHONW CMeCH IIPUBO-
Iuia K 2-amMuHO3aMelleHHoMy nupunio|1,2-a]mu-
pumuauny 14. IlpoTexkanue peakuuu coeiuHeHul 4, 6,
7 ¢ MOHOA3TaHOJIAMUHOM 3aBUCENI0 OT 3aMECTUTENEH B
MUPUANHOBOM TeTeporukie. B ciyyae mpon3BOIHBIX
4 u 6 neneBble MPOAYKTHI 3amMerienus 15 u 16 Obutn
MONTy4eHBI ¢ BBIXOAOM oKkono 70%. OmHako B cirydae
COeMHEHUS 7 TIpoIecC TMPOXOAMSI HECEIEKTHUBHO,
HaOJIFOIAIOCHh CHITFHOE OCMOJICHHE PEaKIIMOHHOW CMeCH
¢ o0pa3oBaHWEM CIIOKHOW CMECH TPOIYKTOB, TIO-
BHJINMOMY, 3a CYET KOHKYPHUPYIONINX pEeaKkiuid C
y9acTHEM aToMa XJIopa B MUPUIUHOBOM KOJIBIIE.

[Honyuyennsie coequnenus: 14-16 cogepxaT aMuHO-
WIH THIPOKCHUTPYTITY, YTO MO3BOJSET HCIIOIB30BaTh
WX B JalbHEHIIUX TpaHCPOpMANUAX, HAMPUMED,
MyTeM PEeaKUUil auuIMpOBaHUS XJIOpaHTUApUaoM 4,5-
IIAXJIOPA30THA30JI-3-KapOOHOBON KHCIIOTHI, TOCKOJBKY
MPOU3BOJHBIE  4,5-TUXJIOPU30THA30JIa  TIPOSBIISIIOT
BBICOKYIO OMOJIOTUYECKYIO0 aKTHBHOCTH, a PSJI U3 HHUX
o0JjamaeT CBONCTBAMH CHHEPTHCTOB HHCEKTHUIUIOB U
MIPOTHUBOOIYXOJIEBBIX areHTOB, UTO TIO3BOJISIET CHU3UTh
no3bl 3Tux npemnapatoB [9, 10]. B cBowo ouepens,
mupuao| 1,2-a|MUpUMUIMHEL TakXke 00JamaloT IIHPO-
KHM CIICKTPOM OHoOJIoTHYecKOoi aktuBHOCTH [11, 12].
Takum oOpa3oM, coyeTaHne B OJJHOH CTpYKType (par-
MEHTOB pa3HbIX OWOAKTHBHBIX MOJIEKYJNl IT03BOJIIET
OXKUIATh BBICOKOTO TIOTEHIMajla OWOAKTHBHOCTH Y
Takoro BemiecTBa. ONHAKO TOMBITKH AIllMIHPOBAHUS

AMHUHOTIPOU3BOTHOTO 14 4,5-nmuxiopu30THa30i-3-kapoo-
HWIXJIOPHIOM, a TaKkKe XJIOPAleTWIXKIOPHIOM, B
PasIN4HBIX YCIOBUAX (JUIMTENBHOE KHIITYCHUE B
JMoKcaHe, 3upe, XJIopodopme B IPUCYTCTBHN TPUITHII-
aMHHA WU IUPUINHA) HE IPUBENHU K MOJIOKHUTEIbHBIM
pesyJabTaTaM, T.K. peaknus He IpoTekana. Bo3mMoxxHon
IPUYIMHON MOXET OBITh J1€3aKTHBALUS aMUHOIPYMIIBI
3a CYET BHYTPUMOJIEKYJISIPHOW BOJIOPOJIHOM CBSI3U —
N—O-:-H-N- c o0pa3oBaHreM LIECTUUICHHOTO I'eTepo-
LUKIa. ALWINPOBaHWE IPOU3BOAHBIX MOHOARTAHOJ-
amuna 15, 16 4,5-auxiopu3oTuazon-3-kapOooHun
XJIOPUIOM B JAUATHIOBOM OJ(QHpPE B MPUCYTCTBHH
TPUITHIIAMUHA NPU KOMHATHOH TeMIlepaType MpoTe-
KaJI0 TOCTaTOYHO 3(PPEKTUBHO U MPUBOIUIO K 4,5-11-
XJIopu30THa301-3-kapOokcrnaram 17, 18 ¢ Beixogamu
40 1 47% cooTBeTCTBEHHO (cxema 1).

Hamu Taroke mccienoBaHa BO3MOXKHOCTH T'€TEpO-
UUKIN3auy B upuao|1,2-a |mupuMHINHOBYIO CTPYK-
typy 1,1-0mc(3,5-gumernnnupa3zon-1-mm)-2-HuTpo-
Tpuxiop-1,3-0yraguena 3. Oka3zanoch, 94TO B YCJO-
BUSIX, WCIIOJIb30BAHHBIX ISl TETCPOLUKIN3AIUKN Ouc-
OCH30TPHA30IMIHUTPOIUCHA 2, TIPOLIECC MPOTEKAET C
OCMOJICHUEM peakUHoHHOM cmecu. 3amena TI'® Ha
9TAaHOJ, AWOKCAH, IWIJINM, AalleTOHUTPWI, a TaKxKe
no0aBiieHHE THApPHIA HATpPHS HE NPHUBEIH K IIOJIO-
XKHUTEJIBHBIM pe3yJibTataM, OOpa30BBIBAJMCH JIMIIb
IPOAYKTH! OCMOJIEHUS. TOJBKO MPU HCIIOJIB30BaHUS B
KayecTBe pacTBOpHUTENS XJopOeH30jla B pe3yibTare
peakuuu coeiuHeHus: 3 ¢ 2-aMUHONHMPHIUHOM OBLIO
BBIJICJIEHO HEOOJIBIIOE KOJIMYECTBO MHIAUBUIYAIBHOTO
BEIIeCTBA B BUJE JKENTHIX WIOJBYATHIX KPUCTAJUIOB.
Ha ocHoBaHuM naHHBIX 3JeMeHTHOro anamusza, UK,
SAMP 'H, “C u macc-crekTpoB 6bUIO yCTAHOBIEHO,
9TO TONIydeHHOe coenuHeHne 19 mpencraBiser coboit
3-HUTPO-4-TUXITOpMETHIICH-3aMe e HHBIN upuo|1,2-
a|nMpuMUUH, KaKk U coequHeHus 4-9, HO B MOJO-
XKEHUU 2 NUPUMHIMHOBOTO I€TEPOLUKIA HAXOJUTCS
HE OCTaTOK AMMETWINHPa30Jia, Kak MOXKHO OBIIO 0XKH-
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JaTh, a 2-aMHHONMPUAMHOBEIN Qparment. [Ipu kums-
4yeHun B xyiopodopme mpoaykt 19 obpasoBbIBaiCs ¢
BBIX0/I0M 95% (cxema 2). MOXHO TPEATION0XHTh, YTO
B YCIOBHAX peakuuu 3,5-AMMETHINHPa30Jl SBISETCS
Oomee JETKO YXOJMIIEH TPYNIOH IO CPaBHEHHUIO C
OCH30TPHA30JI0M M 3aMEIaeTcs Ha OCTATOK aMHHO-
MUpHIUHA.

bruta unccnenoBaHa BO3MOXKHOCTH TETEPOLMKIIHU-
zaruu  1,1-6uc-(3,5-muMeTUINPa30JIiI ) HUTPOTPH-
xnopobyraguena 3 wu 1,1-6mc-(6eH30TpHA3OIIIT)-2-
HUTPOTpUXJIOpOyTanneHa 2 B MUPA30JIbHYIO W MHUPHU-
MUJMHOBYIO CTPYKTYPBI C HCIIOJIb30BAaHUEM TOXO0/I0B,
aHAJIOTUYHBIX OITyOJMKOBAHHEIM B [7], IO peaKIusIM ¢
(eHWIruAPa3MHOM U alleTaMUAMHOM COOTBETCTBEHHO.

B3anmogpeiictBue ¢ QeHuNrHIpasuHOM OHCOEH30-
TpUA3OIWIIHEHa 2 TIPOTeKalo C oOpa3oBaHUEM 3-
0eH30TPHA30IUI-4-HUTPO-5-TUXJTOPMETUI-3aMETICH-
Horo mupasona 20 c¢ BeixonoMm 56%. B cinyuae aume-
THJITHPA30IIIIeHa 3 peakuus ¢ (EHUITHAPA3HHOM
IpOTeKaja C CHJIBHBIM OCMOJIEHHEM H COOTBETCT-
BYIOIIMIA MUPa301 21 ObLI BBIACIICH C BBIXOJOM JIMIIh
36%.

Peaxius TUMETUITUPA3OTHIANCHA 3 ¢ alleTaMU/IH-
HOM, MOJIYYCHHBIM A Sifu U3 TUAPOXIIOPH]A alleTaMu-
MUHA ¥ 3TWJaTa HATpWs, NPUBOJWIA K TOJIH3aMe-
HIEHHOMY TPOU3BOJAHOMY MUPUMHINHA 22 C BBIXOJIOM
38%. OcymecTBUTh TeTEPONUKIN3ANNI0 B THPH-

MUIMHOBYIO CTPYKTYpy OHCOEH30TpHa3oIMiIANeHa 2
HE YJanoch, T.K. MpOIECcC MNpOTeKad C IOJHBIM
OCMOJICHUEM PEaKIMOHHOW CMECH.

Brina orieHeHa BO3MOKHOCTh CUHTE3a 3aMEIIEHHBIX
MUPa30j0B W NHUPUMHUJAMHOB M3 aMHUHOA30JMIIBHBIX
NPOU3BOAHBIX 23 U 24, colepKaluX BMECTO OJHOTO
W3 a30JIbHBIX 3aMECTHUTEICH OocCTaToK MOpQOIIHHA.
CuHTe3 UCXOMHBIX coenuHeHui 23 u 24 panee ObLI
HaM{ OIIMCAaH M 3aKIIOYaeTCsd BO B3aMMOIEHCTBHUH C
MOP(OIUHOM COOTBETCTBEHHO 1,1-0mc(0eH30TpHa30II-
1-un)-2-autporpuxiop-1,3-6yraauena (2) u 1,1-6mc-
(3,5-numernnnupason-1-umn)-2-auTpoTpuxiaop-1,3-
oyraauena (3) [13, 14]. [IpogykTom peakiuu oOoux
coenuHeHni 23 u 24 ¢ aneTaMUIUHOM B CYXOM
ATAHOJIE ABISETCS TMOJU3AMEIICHHBIN MUPUMHUAUH 25
(BeixOn 43-48%), comepamuid B IOJOKEHUU (o
0CTaTOK MOPQOIHHA.

Peakuuss  OeH30TpHa30MAMOPHOTUHOHUTPOAUCHA
23 ¢ ¢eHWITHIPa3UHOM B JTAHOJNE MPHUBOJIWIA C
BBIX0IOM 72% K TONW3aMEIIeHHOMY MPOH3BOIHOMY
nupaszoia 26 ¢ octaTkoM MOPQOJIMHA B MOJOXKEHUU 3
rerepouukia (cxema 3). Peakuus muMeTHIIHpPa30Jib-
HOro aHamora 24 c (eHmnIruApasuHOM MpOTEeKana C
MOJIHBIM OCMOJICHUE PEAKIIMOHHON CMeCH.

[Tonyuennsie HOBbIE coemuHeHus 5-7, 10-22, 25,
26 uneHTHQUIMPOBAHH HAa OCHOBAaHWH JaHHBIX dJIe-
MmeHTHOrO aHanmza, UK, SIMP 1H, BC u macc-crexr-
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Azol =Bzt (2, 20, 23), Dmpz (3, 21, 24).
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pPOB, B KOTOPBIX IPHCYTCTBYIOT COOTBETCTBYIOIIHE
CTPYKTypHBIE (hparMeHTsl MoiieKysl. CooTHOIIEHHE
OCHOBHBIX H30TONHBIX COCTABISIIOIIUX B TIpyIIe
MMUKOB MOJIEKYJISIPHOTO HOHa B Macc-CIeKTpax coe-
nuHeHuit 5, 6, 10-22, 25, 26 (100:65) noxreepxaaet
HaJIM4uMe JBYX AaTOMOB XJiopa B HX MOJIEKYJaxX.
Jns npoxykra 7 3TO COOTHOUIEHHWE COCTaBJIsET
100:98:32:3.5 1 COOTBETCTBYET TpeM aToMaM XJiopa B
none [15, 16]. CniekrpanbHble U QU3UKO-XUMHUYECKUE
XapaKTePUCTUKU BeIIeCTBa 4 COBMNAJaIM C paHee
OmyOTMKOBAaHHBIMH [7].

[lo maHHBIM TPEIBAPUTEIBHOTO OMOTECTUPOBAHUS
MPOM3BOJHOE THpa3oia 26 00JagaeT BhIPAKECHHBIMH
aHTHOAKTEepHAJIbHBIMUA CBOMCTBAMH B  OTHOIICHUH
mTamMoB Bacillus Subtilis n Aspergillus Niger, dro
CIIyKHT OCHOBaHHEM JUIS MOJIPOOHOTO UCCIEAOBAHUS
OMOJIOTHYECKON  AaKTHBHOCTH CHHTE3WPOBAHHBIX
TeTePOIUKITMYCCKX MMPOU3BOTHBIX.

OKCIIEPUMEHTAJIBHAA YACTD

UK cnexTpsl coeauHeHuit 3amucansl Ha Dypbe-
cnekrpodoromerpe Protege-460 c¢upmer Nikolet B
KBr. Crextpst SIMP 'H u "*C sammcansr Ha crekt-
pomerpe Bruker Avance-500. Xumuueckue CIBUTH
U3MEpEHbl  OTHOCHUTENBHO OCTaTOYHBIX CHTHAJOB
neritepupoBaHHbIX pacTBoputeneit: CDCl; (0y 7.26, d¢
77.2 m.1.); DMSO-ds (8y 2.50, 8¢ 40.1 m.1.). Macc-
CHEKTpHl ToyyueHbl Ha mpubope Agilent 5975 inert
MSD/6890N Network GC System B pexxume HOHH-
3alUM 3JEKTPOHHBIM YJapOM C HEPrUeH 3IEeKTPOHOB
70 3B; xamuiapHas koiaoHka HP-5MS (30 mx0.25 mmx
0.25 mxm); daza — 5% PhMe Silicone; Temneparypa
ucnapurens +250°C.

CuHTe3 NUPUAONMUPUMHUAUHOB 5-7 (obwasn
memoouxa). K pactBopy 1.45 r (3.32 mmoub) 1,1-Ouc-
(6enzotpuazon-1-mn)-1,3-6yraauena 2 B 30 man TTD
npubaBsmii 10 MMOJIB  COOTBETCTBYIOMIETO aMHHO-
nupuauHa. PeaklimoHHYI0 cMech MepeMEeInBaIu IpU
20°C B Teuenue 6 4 u ocTaBiIsuM Ha HOUB mpu —10°C.
Ocanok oTGUIBTPOBBIBAIN, IPOMBIBAIN 5%-HBIM PacT-
BopoMm HCI (2x10 wmur), Bomoi, OXJIaXKICHHBIM MeTa-
HOJIOM W CyIIWIX B BakyyMme. [lonydeHHbIe coeauHe-
HUs He TpeOOBaIIN TadbHEHINCH OYHCTKH.

2-(1H-Bbeun3old][1,2,3]Tpua3ou-1-un)-4-(auxaop-
MeTWIeH)-7-MmeTuji-3-uutpo-4 H-nupuno[1,2-ajnu-
pumuauH (5). Berxon 66%, T.mur. 178—180°C (c pasm.).
UK cnexktp, v, em ' 3097, 3072, 3023, 2923, 1636,
1608, 1549, 1508, 1483, 1462, 1446, 1425, 1400,
1348, 1324, 1309, 1294, 1273, 1257, 1220, 1202,
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1154, 1130, 1120, 1110, 1045, 994, 961, 933, 834,
826, 783, 760, 753, 740, 687, 626, 540, 443. Cnektp
SAMP 'H (500 MI'u, DMSO-dq), 8, m.a.: 2.43 ¢ (3H,
Me), 7.55 T (1Hapows J 7.6 T1), 7.70 T (1Hypons J 7.6 T),
7.81 11 (1Hapows J 8.8 Tm), 7.93 1 (1Hqpon, J 8.3 T'm),
8.18 1 (1Hapow, J 8.8, 1.2 T), 8.21 11 (1Hypons J 8.3 T'mr),
8.90 ¢ (1H,poy). Criextp AMP "°C (125 MI'u, DMSO-dj),
8, M1 17.66 (Me), 113.31 (CHapow), 120.32 (CHapon),
123.47 (CHapow)s 125.88 (CHupo), 129.92 (CHapow),
137.12 (CHgpow), 145.82 (CHypoy), 102.31, 121.53,
126.77, 130.29, 132.74, 145.99, 148.37, 150.01
(8Cuers). Macc-cniextp, m/z: 389.10 [M + HJ'.
Haiinerno, %: C 49.30, H 2.45, Cl 18.19, N 21.68.
C16H10C12N(,02. BI)I‘II/ICJ]CHO, %: C 4938, H 259, Cl
18.22, N 21.59. M 389.20.

2-(1H-ben3o|d][1,2,3]Tpua3zo-1-un)-4-(auxaop-
MeTuJieH)-8-meTuin-3-uutpo-4 H-nupuno[1,2-alnu-
pumuanH (6). Beixon 63%, T.m1. 145-147°C (c paszmn.).
UK crextp, cM ': 3133, 3050, 2958, 2850, 1639, 1605,
1595, 1542, 1504, 1484, 1447, 1417, 1379, 1351,
1304, 1275, 1215, 1163, 1133, 1121, 1047, 994, 941,
883, 872, 853, 812, 785, 732, 686, 666, 633, 591, 432.
Crrextp SIMP 'H (500 MI't, DMSO-dg), 8, M.1.: 2.56 ¢
(3H, Me), 7.49 nn (1Hzpow, J 6.8, 1.7 T'm), 7.55 1
(IHapow> J 7.7 Tmr), 7.70 T (1Hgpon, J 7.5 Tmx), 7.75 ¢
(IHapom), 7.95 1 (1Hgpow, J 8.3 Tmr), 8.22 1 (1Hapou, J
8.3 T'm), 8.88 1 (1Hupow, J 7.8 T'). Criextp SIMP "°C
(125 MTI', DMSO-dg), 6, m.a.: 21.92 (Me), 113.36
(CHapow), 120.31 (CHgpow), 121.32 (CHgpow), 123.02
(CHapow), 125.89 (CHypou), 129.90 (CHgpom), 138.13
(CHgpow), 102.84, 121.23, 126.63, 132.70, 145.99,
148.78, 151.04, 157.16 (8Cyers). Macc-criektp, m/z:
389.10 [M + H]'. Haiineno, %: C 49.14, H 2.49, Cl
1801, N 21.62. C1(,H10C12N(,02. BLIT-II/ICJIGHO, %: C
49.38, H 2.59, C1 18.22, N 21.59. M 389.20.

2-(1H-Bben3o|d][1,2,3]Tpua3zo-1-un)-4-(auxaop-
MeTHJ1eH)-3-HuTpo-7-xjaop-4H-nupuno[1,2-alnupu-
muauH (7). Beixon 51%, 1.m1. 184—186°C (¢ pasm.).
UK crextp, cM 1 3134, 3085, 3012, 2925, 1624, 1614,
1536, 1513, 1486, 1442, 1389, 1348, 1302, 1280,
1216, 1148, 1132, 1093, 1047, 1003, 848, 753, 735,
709, 621, 538. Cnextp SIMP 'H (500 MI'u, DMSO-
ds), 0, M.1.: 7.55 T (1Hapou, J 7.6 T11), 7.70 T (1Hgpom, J
7.5 Tu), 7.85 1 (1Hapow, J 9.3 Tmw), 7.92 1 (1Hgpom, J
8.3 T'm), 8.22 1 (1Hqpow, J 8.3 T'm), 8.34 nix (1Hqpou, J
9.3, 2.2 I'm), 9.34 1 (1Hupom, J 2.2 T'r). Crextp AMP
BC (125 MI'n, DMSO-d;), 8, m.o.: 113.34 (CHapow),
120.36 (CHgapom), 125.06 (CHgapow), 125.95 (CHgpow),
129.98 (CHapow), 137.00 (CHgpow), 143.48 (CHapow)s
103.22, 122.52, 125.16, 125.98, 132.69, 145.98,
148.10, 150.98 (8Cuyer). Macc-ciektp, m/z: 409 [M +
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H]". Haitneno, %: C 43.78, H 1.70, C1 25.99, N 20.47.
C;5sH;CI3NgO,. Brruucaeno, %: C 43.98, H 1.72, Cl
25.96, N 20.52. M 409.61.

Cunre3 2-mopdoinnzaMelieHHbIX nupuaofl,2-
almupumuannoB 10-14 (o6was memoouka). K cyc-
neH3uu 1 MMoub 2-(6er3orpuazomnn)-4H-mmupumo[1,2-
aJmapumuauaa 4—7 B 30 M1 MeTaHoJIa TIPHOABIISIITH
0.18 r (2.10 mmomab) MopdonuHa. CMech TepeMelIn-
Baiy npu 40°C 6 4 1 OCTaBJIAIN PACTBOP HA HOYb IPU
—5°C. BpImaBmmwii 0caiok OTOWIETPOBBIBAIN, TIPOMBIBA-
mm 5%-ubM pactBopoM HCI (2x10 mir), Boy1oi, oxiax-
JICHHBIM METAHOJIOM M CYIIMIN B Bakyyme. [lomyuen-
HBIE BEI[eCTBA HE TPeOOBaIU JallbHEHIICH OYHCTKY.

4-{4-(JuxaopmeTujien)-3-autpo-4 H-nupuao-
[1,2-a]lmupuvuaun-2-uiaimopdoann  (10). Brxoa
76%, T 158-160°C (c pasn.). UK crekTp, cM ':
3159, 3100, 3083, 3033, 2964, 2901, 2859, 1640,
1564, 1507, 1441, 1409, 1380, 1355, 1329, 1391,
1271, 1250, 1213, 1139, 1109, 1066, 1026, 1012, 941,
912, 886, 764, 739, 699, 602, 540, 500, 460. CrekTp
SMP 'H (500 MI', CDCls), 8, m.x.: 3.60—4.00 M (8H,
4CH,), 6.82 1 (1Hgpoy, J 6.6 T), 7.13 10 (1Hgzpom, J
8.8 T'm), 7.66 T (1Hapoy, J 7.7 Tmr), 8.15 1 (1Hgpow, J
6.5 I'). Criextp SIMP °C (125 MTI'u, CDCl), 8, m.x.:
45.99 (CH,N), 52.40 (CH;N), 66.98 (CH,OCH,),
113.45 (CHapow), 123.27 (CHgpow), 135.98 (CHapow)s
140.13 (CHapow), 95.32, 121.83, 127.68, 152.09, 156.79
(5Cuers). Macc-criextp, m/z: 343 [M + H]". Haitnero, %:
C 45.72, H 3.77, Cl1 20.40, N 16.32. C;3H;,CI,N4O:s.
Brraucneno, %: C 45.50, H 3.52, C1 20.66, N 16.33. M
343.16.

4-{4-(AnxaopMeTHnieH)-7-MeTHJI-3-HUTpPO-4 H-
mupuao[1,2-alnupumuaun-2-uaimoppoann  (11).
Bexox 93%, T.mn. 124-126°C (¢ paszn.). UK cmexrp,
eM 1 3133, 3098, 3000, 2933, 2851, 1644, 1550, 1497,
1469, 1425, 1384, 1323, 1267, 1243, 1182, 1166,
1138, 1107, 1060, 1016, 956, 929, 901, 886, 817, 763,
748, 691. 665, 621, 500, 473. Cmextp SIMP 'H
(500 MI'u, DMSO-dg), 6, m.1i.: 2.27 ¢ (3H, Me), 3.52—
4.20 m (8H, 4CH,), 7.22 1 (1Hapom, J 9.0 T'x), 7.83 1
(1Hapows J 9.0 Tr), 8.48 ¢ (1H,poy). Crextp SIMP °C
(125 MI'u, DMSO-ds), 6, m.a.: 17.28 (Me), 45.91
(CH,N), 52.38 (CH;N), 66.76 (CH,OCH,), 122.53
(CHapow), 135.04 (CHypou), 144.62 (CHapow), 95.24,
120.78, 125.07, 128.72, 150.63, 156.62 (6Clyes). Macc-
cniektp, m/z: 357 [M + H]". Haiineno, %: C 47.01, H
405, Cl 1974, N 15.77. C14H14C12N403. BBILII/ICJ'IGHO,
%: C47.08,H 3.95, C1 19.85, N 15.69. M 357.19.

4-{4-(AnxaopmeTunien)-8-meTn-3-uutpo-4H-
mupuao[1,2-ajnupumuaun-2-uaimoppoann  (12).

Brexon 85%, t.m1. 140-142°C (¢ pasn.). UK crmektp,
cM 'z 3117, 3034, 2968, 2918, 2868, 1647, 1600, 1544,
1509, 1431. 1388, 1365, 1330, 1269, 1241, 1140,
1106, 1030, 1014, 942, 910, 834, 758, 747, 740, 540,
473. Cnextp IMP 'H (500 MI'y, DMSO-dg), 3, M.1.:
2.38 ¢ (3H, Me), 3.50-4.20 m (8H, 4CH,), 7.00 1
(1Hapows J 6.9 T1), 7.13 ¢ (1Hapow), 8.49 11 (1Hapows
6.9 I'm). Cnextp SIMP °C (125 MI'ny, DMSO-d,), 8,
M.L: 21.74 (Me), 45.87 (CH,N), 52.39 (CH,N), 66.75
(CH,OCH,), 117.10 (CH,poy), 121.61 (CHapoy), 136.46
(CHapow), 95.54, 120.40, 128.55, 151.53, 155.04,
156.78 (6Cuyers). Macc-ciextp, m/z: 357.10 [M + H]".
Haiinerno, %: C 47.20, H 4.07, Cl 19.69, N 15.60.
C14H4CLN4O;. Borumcieno, %: C 47.08, H 3.95, Cl
19.85, N 15.69. M 357.19.

4-{4-(AnuxaopmeTnien)-3-uutTpo-7-xaop-4H-
nupuao[1,2-a|nupumuann-2-uiaimopdoann  (13).
Brexon 93%, 1.1, 124-126°C (¢ pasn.). UK cmektp,
eM 't 3141, 3077, 3029, 2922, 2869, 1634, 1595, 1561,
1534, 1503, 1433, 1385, 1352, 1324, 1268, 1251,
1134, 1105, 1086, 1027, 938, 855, 835, 753, 713, 536.
Crnektp AMP 'H (500 MI'u, DMSO-dg), 6, m.n.: 3.48—
4.20 m (8H, 4CH,), 7.27 1 (1Hapou, J 9.5 '), 7.97 1.1
(1Hapows J 9.5, 2.0 T), 8.90 1 (1Hupow, J 2.0 T'm).
Criextp SIMP *C (125 MI'y, DMSO-d), 8, M.11.: 46.27
(CH,N), 52.61 (CH;N), 66.75 (CH,OCH,), 124.27
(CHapow), 135.10 (CHypou), 142.14 (CHapow), 94.97,
120.51, 121.49, 127.99, 150.75, 156.42 (6Clyers). Macc-
cnextp, m/z: 377.10 [M + H]". Haiineno, %: C 41.22,
H 291, ClI 2825, N 14.74. C;5H;Cl3N40s.
Beruucneno, %: C 41.35, H 2.94, C128.16, N 14.84. M
377.61.

4-(Inxsopmetniien)-3-auTpo-4 H-nupuno[1,2-al-
mupumuauH-2-amun (14). K 0.52 r (1.5 Mmmomns) nm-
punonupumuanHa 4 B cMecu 50 M metaHona u 5 mi
TI'® nobGasmsmu 8 mi 30%-HOro BOIHOTO pacTBOpa
ammuaka u mepemermmBam 20 9 mpu 20°C. Ocamox
OT(MIBTPOBBIBANIN, MPOMBIBAIA METAHOJIOM, BOJIOW H
cymmnu B Bakyyme. [lomywamun 0.26 v amuua 14.
Beixon 64%, 1.1, 166—-168°C (¢ pasn.). UK cnektp,
cM 1 3416, 3346, 3266, 3120, 1634, 1599, 1548, 1514,
1494, 1461, 1423, 1376, 1319, 1278, 1254, 1152,
1113, 1053, 1029, 976, 908, 868, 849, 756, 667, 648,
602, 536, 427. Cnextp SIMP 'H (500 MI'u, DMSO-
ds), O, M.1.: 6.95 T (1H,pow, J 6.6 I'mx), 7.09 1 (1Hgpou, J
8.9 I'm), 7.80 T (1Hgpou, J 7.4 T'mx), 8.38 1 (1H,pom, J
6.6 I'm), 8.54 ym.c (1H, NH), 8.61 ym.c (1H, NH).
Cnektp SIMP °C (125 MI'n, DMSO-dy), 5, M.
113.12 (CHapow), 121.77 (CHapow)s 137.29 (CHapow),
141.44 (CHgpon), 103.05, 115.76, 127.86, 152.49,
157.34 (5Cyers). Haiimeno, %: C 39.54, H 2.30, Cl
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2579, N 20.61. C9H6C12N402. BLIT-II/ICJIGHO, %: C
39.59,H 2.21, C125.96, N 20.52. M 273.07.

Cunre3 2-(2'-ruApoOKCUITHIAMUHO)3aMellIeHHbIX
mupuno[1,2-a|nupumugunoB 15, 16 (obwas memo-
ouka). K cycnemsun 1 mmons 2-(0€H30TpHA30IMII)-
4H-mupuno[1,2-alnupumununa 4 wim 6 B 30 M meta-
rona mpubasmsmm 0.13 T (2.13 mMMmone) MopdonrHa.
Cmecp mepememuBanu npu 20°C B Teuenue 12 4,
METaHON VAAJSUTM TIPU  TOHMKEHHOM JIaBJICHUH,
OCTaTOK MPOMBIBANI IMITWIOBBIM 3(QHUPOM U Tiepe-
KPUCTAJUTM30BBIBAIIA U3 ATAHOIA.

2-{[4-(AuxaopmeTniien)-3-uutpo-4 H-nupuno-
[1,2-a|nupumuaun-2-uialamuno}dtan-1-oa  (15).
Brexon 65%, 1.1, 141-143°C (¢ pasn.). UK cmektp,
cM 1 3396, 3283, 3137, 3121, 2954, 2933, 2879, 1637,
1589, 1545, 1506, 1488, 1440, 1358, 1333, 1262,
1213, 1143, 1117, 1109, 1084, 1057, 980, 935, 886,
861, 762, 741, 706, 685, 632, 541, 461, 434. Cnektp
SMP 'H (500 MTI', DMSO-dq), 8, m.i.: 3.97-4.14 M
(4H, 2CH,), 5.36 ymrc (1H, OH), 7.44 T (1Hupom, J
6.9 T), 7.62 1 (1Hzpom, J 8.9 T'mx), 8.29 T (1H,pom, J
7.9 T'm), 8.87 1 (1Hupow, J 6.7 T'm), 9.98 ymrc (1H,
NH,). Criextp SIMP *C (125 MI't, DMSO-dg), 8, M.x.:
44.08 (CH:N), 60.33 (CH,0), 113.99 (CHapow), 122.71
(CHapow), 137.82 (CHapow), 142.23 (CHgpow), 103.38,
116.62, 128.14, 152.69, 156.04 (5C.:). Haiineno, %:
C 41.87, H 3.34, CI 22.24, N 17.55. C;1H;(,Cl,N4Os.
Brrancneno, %: C 41.66, H 3.18, C1 22.36, N 17.67.

2-{[4-(AnxgopMmeTuaeH)-7-MeTUI-3-HUTpO-4 H-
nupuao[1,2-alnupumMuanH-2-uialaMuHo}3TaH-1-041
(16). Beixon 70%, T.mi. 156-158°C (¢ pazn.). UK
CIIEKTp, oM ' 3435, 3276, 3145, 3099, 3067, 2926,
2854, 1646, 1581, 1541, 1499, 1454, 1378, 1356,
1341, 1286, 1248, 1187, 1173, 1114, 1054, 1036,
1009, 978, 869, 813, 754, 703, 645, 567, 523,478, 413.
Coextp SAMP 'H (500 MI'u, CDCly), 6, m.a.: 2.39 ¢
(3H, Me), 3.60-3.98 m (5H, 2CH, + OH), 6.69 n.n
(1Hapowms J 7.0, 1.6 T'mx), 6.96 ¢ (1Hgpon), 7.93 1 (1Hqpoms
J 7.0 Tn), 9.75 ym.c (1H, NH). Crnekrp IMP “C
(125 MTI'i, CDCl), 8, m.a.: 21.94 (Me), 44.68 (CH,N),
63.02 (CH0O), 115.23 (CHgpon), 121.12 (CHapowm)s
135.37 (CHgpow), 103.75, 118.09, 126.44, 152.19,
153.49, 156.95 (6C.er,). Hatineno, %: C 43.70, H 3.75,
Cl 2121, N 16.98. C12H12C12N403. BBI‘II/ICJ'ICHO, %: C
43.52,H 3.65,C121.41,N 16.92.

Cunre3 4,5-1uxXJ10pU30THA30IUI-3-KapOOKCHIIa-
ToB 17, 18 (06was memoouxa). K pacrBopy 1 MMoin
npou3BoaHoro 15 wm 16 u 1.1 mmons 4,5-auxmop-
n30THA30-3-KapooHunxnopuaa B 100 mi cyxoro s¢upa
npubaBismn 0.12 r© (1.1 MMonp) TpUITWIAMUHA U
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MepeMenBalii peakinonnyto cmech npu 20-23°C B
TedeHne 12 4. BemaBmmii ocagok OTGUIBTPOBHIBAIH,
npoMbiBamu d¢upoM (3x10 M), Bomoit (5x50 mu) u
CYLIMJIM B BaKyyMe.

2-{[4-(AuxaopMmeTHneH)-3-HuTpo-4 H-nupuo-
[1,2-a|nupuMuann-2-wilaMuHO}ITUI  4,5-1UXJIOp-
u30THa30-3-kapookcmwiaar (17). Brixon 54%, T.mi.
139-141°C (c pasn.). UK cmektp, cM @ 3299, 3141,
3125, 3058, 2967, 2925, 1723, 1640, 1581, 1546,
1508, 1482, 1379, 1348, 1237, 1149, 1133, 1097,
1020, 882, 773, 758, 706, 660, 630, 520. Criextp SIMP
'H (500 MTI'u, CDCly), &, m.i.: 4.05 x (2H, CH,N, J
5.4 '), 4.60 t (2H, CH,0, J 4.8 I'ny), 6.80 T (1Hapou, J
6.6 I'm), 7.07 1 (1Hapou, J 8.9 Tmm), 7.51 T (1Hgpom, J
7.7 I'm), 7.98 1 (1Hapow, J 6.6 T'mw), 9.71 T (1H, NH, J
5.4 T'n). Cuektp SAMP Bc (125 MTI'u, CDCL), o, m.x.:
39.77 (CHyN), 64.91 (CH,O), 112.49 (1CHapom),
122.74 (1CHapom), 136.11 (1CHgpon), 139.82 (1CH,poum),
103.53, 117.74, 125.89, 126.58, 150.86, 152.43,
154.00, 156.35, 158.98 (9Cyers). Haitneno, %: C 36.03,
H 1.77, Cl 28.68, N 14.01, S 6.59. C;5HyCIl4N;50,S.
Breraucneno, %: C 36.24, H 1.82, CI 28.52, N 14.09, S
6.45.

2-{[4-(AnxgopMeTUaeH)-7-MeTUI-3-HUTPO-4 H-
nupuao[1,2-alnupumMmuaun-2-uiajamuno}dTua  4,5-
auxjgopuzoruazos-3-kapookcuaar (18). Beixon
56%, 1.1 152-153°C (c pasn.). UK crmektp, cM '
3264, 3125, 3086, 3058, 2987, 2966, 1731, 1645,
1581, 1539, 1501, 1484, 1461, 1421, 1364, 1348,
1272, 1254, 1222, 1180, 1121, 1113, 1092, 1023,
1006, 891, 867, 749, 645, 600, 523. Cnextp SIMP 'H
(500 MI't, CDCl3), 8, m.1.: 2.36 ¢ (3H, Me), 4.00-4.08
M (2H, CH;N), 4.59 x (2H, CH;0, J 5.2 T'm), 6.64 1.1
(IHapom, J 6.9, 1.2 T'r), 6.87 ¢ (1Hzpom), 7.88 11 (1Hapous
J 6.9 ), 9.70 T (1H, NH, J 5.6 I'ni). Criextp SIMP °C
(125 MI't, CDCl,), 8, m.x.: 21.87 (Me), 39.69 (CH,N),
64.96 (CH,0O), 114.88 (CHgpon), 121.25 (CHapow)s
135.15 (CHgpow), 103.70, 117.34, 125.90, 126.58,
150.82, 152.11, 152.88, 154.04, 156.60, 159.00
(10C.yers). Haiineno, %: C 37.45, H 2.02, CI 27.90, N
13.71, S 6.38. C;¢H;;Cl41Ns0,4S. Brruucaeno, %: C
37.60,H2.17, C127.74, N 13.70, S 6.27.

4-(Juxaopmerunsnen)-3-HuTpo-N-(MUpUINH-2-
uin)-4H-nupuno[l,2-alnupumuaun-2-amua ~ (19).
Cwmecp 0.39 r (1 mmoms) 1,1-6mc(3,5-numeTnnnupa-
3011- 1 -1im)-2-HUTpOoTpUXIop-1,3-0ytanuena 3 u 0.28 r
(3 MMoJIB) 2-aMHHOTTUPHUINHA B XJIOPOhOpME KHUIISTH-
T 8 4, TIOCJIe Yero pacTBOPUTENh YIAJIAIN B BaKyyMe,
M3 OCTaTKa XpomarorpadupoBaHHEM Ha KOJOHKE ¢
cuiKaresneM (37II0eHT 3Up—MeTaHo, 5:1) BeIIensu
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0.27 r 3aMemeHHOro MPOU3BOAHOTO MUPUIOIUPUMHU-
nuHa 19. Beixon 77%, T, 140-142°C (¢ paszn.). UK
ciektp, oM ¢ 3129, 3096, 3052, 1663, 1631, 1577,
1561, 1540, 1485, 1436, 1397, 1364, 1342, 1397,
1275, 1243, 1206, 1172, 1140, 1085, 981, 881. 761,
717, 699, 614, 574, 513, 416. Cnextp SIMP 'H
(500 MI', CDCl3), 6, m.a.: 6.96 T (1Hpou, J 6.5 '),
7.06 T (1Hapoum, J 6.8 Tw), 7.31 1 (1Hgpow, J 8.8 I'm),
7.68-7.80 M (2Hqpom), 8.10 1 (1Hgpon, J 6.3 T'mx), 8.37 11
(1Hapows J 3.8 '), 8.41 1 (1Hqpom, J 8.4 I'my), 11.66 ¢
(1H, NH). Crextp IMP *C (125 MTI'n, CDCly), 3,
M.A.: 113.82 (CHgpou), 116.59 (CHpow), 120.24 (CHpow),
123.18 (CHapow), 136.38 (CHgpow), 137.99 (CHapow)s
140.56 (CHgpon), 148.52 (CHgpon), 102.98, 118.50,
126.32, 151.26, 152.07, 153.05 (6Clers). Macc-ciexTp,
m/z: 350 [M + H]". Haiineno, %: C 48.20, H 2.65, Cl
2011, N 19.89. C14H9C12N502. BLIT-II/ICJ'IGHO, %: C
48.02, H 2.59, CI1 20.25, N 20.00. M 350.16.

leTepouukauzanus B NHPUMHAHHBL (06was
memoouka). B 80 M1 6€3BOTHOTO ATaHOJIa PACTBOPSIITH
0.69 r (30 MMOIB) METAUTMYECKOTO HATpHs, J00aB-
s 2.84 r (30 MMOTB) anleTaMUAMHA TUAPOXJIOPHUIA
u nepememmBany 10 MuH, mocie 4ero MpuOaBISLTH
30 MMOJIb OJHOIO M3 Aa30JMJIBHBIX IPOU3BOJHBIX
HuTpoaueHa 3, 23 wnu 24 u nepeMemmBanu 18 u.
PeaknmoHHyl0 CMech BBUIMBajJM B BOAY, JKTparu-
poBaH XJI0POGOPMOM, IKCTPAKT CYIIUIH OC3BOIHBIM
cynb(haToM HATpHs, XJI0po(opM yJIalsaian B BaKyyMe,
M3 OCTaTKa BBIJIEISUIA COOTBETCTBYIOIIUE MPOU3BOJI-
Hble MUPUMHUINHA 22 WA 25 KOJIOHOYHON XpOMAaTor-
padueit Ha cUIMKarese, dJIIOCHT JTUIIAIllETaT-TeKCaH,
1:5.

6-(3,5-AnmeTna-1H-nupa3zoua-1-un)-4-(auxaop-
MeTHJI)-2-MeTHI-S-HuTponupumMuaud (22). Brixon
38%, T.m1. 141-142°C. UK cmektp, cM ': 2958, 2925,
1640, 1536, 1413, 1382, 1358, 1259, 1188, 1119,
1027, 968, 942, 857, 796, 716, 587. Crexrp SIMP 'H
(500 MI', CDCls), 8, m.x.: 2.04 ¢ (3H, Meéuupason), 2.12
¢ (3H, Meupason), 2.18 ¢ (B3H, Menupumnunm), 5.72 ¢ (1H,
CHCl,), 5.87 ¢ (1H, =CH). Criextp SIMP "C (125 MTI',
CDCl), 6, m.a.: 13.49 (Menupason), 13.90 (Menupason)s
21.71 (Mempuwumn), 60.41 (CHClLy), 106.40 (=CH),
121.73, 130.58, 14297, 144.21, 150.69, 152.30
(6Cuyers). Haitmeno, %: C 41.98, H 3.66, Cl 22.25, N
22.36. C11H11C12N502. BBI‘-II/ICJICHO, %: C 4179, H
3.51,C122.43, N 22.15.

4-[6-(JuxjiopMeTHI)-2-MeTHI-S-HUTPONTUP UM H-
auH-4-uin|mopdoaun (25). Bexox 48%, t.u1. 100-
101°C. UK cmextp, oM 3031, 3002, 2977, 2954,
2924, 2861, 1577, 1530, 1510, 1434, 1405, 1373,

1338, 1307, 1281, 1267, 1209, 1175, 1114, 1063,
1022, 994, 874, 838, 826, 778, 756, 741, 672, 654,
607, 531, 473. Cnextp SIMP 'H (500 MI', CDCl5), §,
M. 2.61 ¢ (3H, Me), 3.57 T (4H, CH,NCH,, J
4.8 T), 3.75 T (4H, CH,OCH,, J 4.8 T'ny), 6.97 ¢ (1H,
CHCL,). Criektp SIMP *C (125 MI'u, CDCls), 8, M.x.:
26.26 (Me), 46.83 (CH,NCH,), 65.38 (CHCL,), 66.42
(CH,OCH,), 126.24, 154.69, 156.89, 168.85 (4Cuer).
Haiinerno, %: C 39.14, H 3.74, Cl 22.89, N 18.42.
C10H12C12N403. BBILIPICJ'ICHO, %: C 3911, H 394, Cl
23.08, N 18.24.

Ierepounkiauzaunus B nupasonast 20, 21, 26 (06-
wasn memoouxa). K 1 MMoIb a30JMIIBHOTO TIPOM3BOJI-
HOoro HutpoaueHa 2, 3 wmm 23 B 50 Mu sTaHona
nobGasinsui nipu nepememmuBanud 0.23 1 (2.13 MMoIb)
(eHrnnpasuia, U KUISTHIM CMECh 8 4, IMOCJE 4Yero
ynapuBaim 10 0.5 o6wsema, oxnaxknamm 1o 0°C, ocamok
OT(UIIBTPOBBIBAIN, MPOMBIBANI BOJOH, 3TAHOJIOM H
CYILIHJIA B BaKyyMe.

3-[5-(duxsiopmeTnin)-4-autpo-1-penni-1H-nu-
pa3zoa-3-ual-1H-6eun30[d][1,2,3]Tpuazoa (20).
Brixon 56%. UK coektp, em ' 3100, 3066, 3020,
2921, 1573, 1524, 1495, 1458, 1449, 1409, 1379,
1330, 1296, 1287, 1243, 1210, 1176, 1077, 1034,
1000, 976, 839, 816, 778, 743, 726, 700, 533, 436.
Coextp SAMP 'H (500 MI'u, CDCly), 6, m.a.: 7.45 ¢
(1H, CHCL,), 7.48 T (1Hapom, J 7.6 I'mx), 7.60 T (1H,poms
J 7.7 T'n), 7.62-7.68 M (4Hapow), 7.69-7.73 M (2ZHapon),
8.17 1 (1Hypoy, J 8.4 Tr). Crextp SIMP °C (125 MTI'n,
CDCl3), 6, m.a.: 57.40 (CHCL), 110.79 (CHapow),
120.63 (CHapow), 125.16 (CHapom), 126.90 (2CH,powm),
129.40 (CHapow), 129.86 (2CHgpon), 131.43 (CHapow),
131.05, 133.22, 137.67, 139.44, 139.73, 145.73
(6Cuyers). Haiimeno, %: C 49.49, H 2.41, Cl 18.02, N
21.67. CisH¢ClbNO,. Berumcieno, %: C 49.38, H
2.59,C118.22, N 21.59.

5'-(Auxaopmernin)-3,5-numeruin-4'-uurpo-1'-ge-
Huia-1'H-1,3'-6unupazon (21). Bexon 36%, T.mm.
155-157°C (c paszn.). UK cnextp, oM 3333, 3142,
3112, 3067, 2975, 2924, 2850, 1674, 1610, 1572,
1491, 1481, 1456, 1427, 1332, 1295, 1223, 1178,
1072, 1043, 1026, 974, 893, 877, 846, 820, 751, 715,
683, 619, 518. Cniektp SIMP 'H (500 MI'n, CDCl5), 8,
m.a.: 2.27 ¢ (3H, Me), 2.49 ¢ (3H, Me), 6.00 ¢ (1H,
=CH), 7.39 T (1Hapow, J 7.4 Tr), 7.48 T (2Hapom, J
7.8 Tu), 7.65 1 (2Hgpow, J 7.6 I'mr), 8.31 (1H, CHCL,).
Crextp SIMP °C (125 MI'y, CDCly), 8, m.a.: 13.68
(Me), 14.40 (Me), 110.11 (CHCl,), 125.13 (2CHapow),
126.20 (CHyupason), 128.55 (CHapow), 128.95 (2CHgpom),
139.83, 141.44, 142.02, 150.95, 154.66, 155.93
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(6Cuers). Haiineno, %: C 49.25, H 3.69, CI 19.21, N
19.37. CsH3C1LN50,. Boerumncneno, %: C 49.20, H
3.58,C119.36, N 19.12.

4-[5-(AnxaopmeTni)-4-uutpo-1-penna-1H-nu-
pasou-3-uia]mopdosmH (26). Berxon 72%. UK cnexrp,
eM 1 3217, 3071, 3045, 2960, 2929, 2906, 2860, 2841,
1595, 1559, 1495, 1461, 1446, 1393, 1376, 1360,
1346, 1306, 1279, 1260, 1218, 1183, 1113, 1071,
1023, 928, 856, 831, 808, 782, 747, 692, 672, 643,
570, 521. Cniextp SIMP 'H (500 MI'ty, CDCl3), 8, M.11.:
320 T (4H, CH;NCH,, J 4.6 Tm), 3.72 1 (4H,
CH,0OCH,, J 4.6 T'u), 7.60 ¢ (1H, CHCl,), 7.62 ym.c
(5H,pon). Criextp AMP °C (125 My, CDCl3), §, M.1.:
50.02 (CH,NCH,), 59.58 (CHCl,), 66.24 (CH,OCH,),
127.14 (2CHapow), 130.05 (2CHjpon), 130.97 (CHapow),
123.09, 138.48, 138.99, 152.84 (4C.rs). Haiineno, %:
C 47.25, H 4.07, CI 19.88, N 15.55. C;4H4CI,N4Os.
Brraucneno, %: C 47.08, H 3.95, C1 19.85, N 15.69.
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Synthesis of Polysubstituted Pyridopyrimidines, Pyrimidines,
and Pyrazoles Based on 1,1-Bis(benzotriazol-1-yl)-
and 1,1-Bis(3,5-dimethylpyrazol-1-yl)-2-nitrotrichlor-
1,3-butadienes

I. A. Kolesnyk® *, S. K. Petkevich’, A. D. Tsaryk®, P. V. Kurman’, and V. I. Potkin"

“ Institute of Physical-Organic Chemistry, NAS of Belarus, 220072, Republic of Belarus, Minsk, ul. Surganova 13
*e-mail: potkin@ifoch.bas-net.by

b Institute of Bioorganic Chemistry, NAS of Belarus,
220141, Republic of Belarus, Minsk, ul. Acad. V.F. Kuprevich 5/3

Received June 6, 2019; revised November 13, 2019; accepted November 22, 2019

It was established that the reaction of 1,1-bis(3,5-dimethylpyrazol-1-yl)-2-nitrotrichloro-1,3-butadiene with 2-
aminopyridine produces a poly-substituted pyrido[1,2-a]pyrimidine with an aminopyridine residue in position 2,
while the heterocyclylization of 1,1-bis(benzotriazol-1-yl)-2-nitrotrichloro-1,3-butadiene under the action of 2-
aminopyridines leads to 2-benzotriazolyl-substituted pyrido[1,2-a]pyrimidines. Synthesized 2-morpholino, 2-
amino- and 2-(2'-hydroxyethylamino)-derivatives of polysubstituted pyrido[1,2-a]pyrimidines and 4,5-
dichloroisothiazolylcarboxylates of hydroxy derivatives. The specific features of heterocyclization of
benzotriazole and dimethylpyrazole derivatives of 2-nitrotrichloro-1,3-butadiene into the pyrimidine and
pyrazole system are revealed.

Keywords: nitrodiene, pyrido[1,2-a]pyrimidines, pyrimidines, pyrazoles, heterocyclization, nucleophilic
substitution
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