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MN3yyeHbl peakuun pasnuyHbIX 3aMeLLeHHbIX MeTUINMPUMUAMHOB U Guumknndeckux 1,2,4-
Tprasono[1,5-ajnMpumMnanMHOB, codepXalumMx MeTuIbHble rpynnbl B MUPUMUOVHOBOM KOfblie, C
3amelleHHbIMK BeH3anbaerngaMmu n reTepoLmMKIMYecKUMn anbaernaamm NpasonbHoro n gypaHo-
BOro psiga. B pesynbTate cuHTEsupoBaHa cepusi CTUPWI- U BUHWMMPOM3BOAHLIX NUPUMUAMHAE,
copepxallas ConpshkeHHble T-CBA3WN. B HEKOTOpbIX Nnpumepax, B 4acTHOCTU, NPU B3auMOJENCTBUM
2-ruppokcu-4-meTun-6-peHmnnupumnanHa ¢ napa-guMeTUnaMmmMHo- 1 napa-guatunaMmuHobeHsans-
aervgamy 6binyu BblAENEHbl He CTUPUMNPOM3BOAHbIE, @ MNPOAYKTbl MPUCOEAUHEHUS WCXOAHBIX
peareHToB — 2-rmapoKcu-4-[(2-(4-(amankmnammHo)-deHnn)-2-ruapoKenaTnn)]-6-eHnnnMpuMmnanHel,
TO eCTb MPOAYKTHI TMAPaTaLuM OXuaaemMbiX CTUPUIT NPOU3BOAHbIX.

Bubn. cebinok 10.

Peakuyuy MeTMINPOU3BOJIHBIX TI'€TEPOAPOMATUYECKHX CUCTEM C apo-
MAaTUYECKMMH M TE€TEPOLUKIMYECKUMHU albACTUAAMHU SIBISIOTCS OJHUM U3
nyTel BBeneHHs ABOMHBIX C=C-cBs3eil, a Takke pazIu4HbIX (papmakodop-
HBIX U OMOAKTUBHBIX ()ParMEHTOB B MOJIEKYJIBI TeTeponukios [1, 2]. Takue
peaKLuK CTaau OCOOEHHO BOCTPEOOBAHHBIMU B CBETE IOMCKA HOBBIX XEMO-
CEHCOPOB ISl OIpPENEICHHUS HUTPOAPOMATUYECKHX COCIUHEHHM — KOM-
MIOHEHTOB MHOTHX B3pBIBUaTBIX BEHICCTB, a TAK)XKE Pa3IM4YHBIX ITyLI-IIyJIb-
HBIX CHCTEM, COJAEPKAIllUX B MOJEKYJIe IOHOPHBI apoMaTH4eCKHH U

aKHeHTOpHBIﬁ a3UHOBBIN (I)paFMeHTBI, CBA3AHHBIC COIIPSKCHHBIMU HBOﬁHBI-
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MU cBs3siMH. [1o100HbBIE CHCTEMBI MEPCIEKTUBHBI Ul CO3JaHHsI COBPEMEH-
HBIX IOJIyIIPOBOJHUKOBBIX ONTHUYECKUX YCTPOMCTB, B YaCTHOCTH, COJIHEY-
HBIX Oatapeil, opraHnueckux cperomsnydarommx auoaos (OLED) u momu-
HECILIEHTHBIX CeHCOPOB [ 1, 3-6].

B npexncraBienHol paboTe M3ydeHBl pEaKIMH HEKOTOPBIX MUPUMHUIH-
HOB, a TaK)K€ aHHEIUPOBAHHBIX MUPUMHIUHOB, COJEPKAIIMX MOCTHKOBBIN
(y3noBoii) atom a3ora, ¢ OEH3AIbJACTHIAAMH, BKIIOYAOIIUMHU DSJICKTPOHO-
JIOHOPHBIE TPYIIBI, @ TAaKXKE C albACTHIAMH IMHPa30JIbHOrO U (hypaHOBOTO
psaa.

B3aumoneiictBueM 7-MeTHI-6-3TOKCUKApOOHMWI- U 7-METHII-5-3TOKCH-
kapOonmi-1,2,4-tpuazono[ 1,5-ajmupumuauaoB (1 u 2) ¢ 3aMelNICHHBIMH
OeH3asbJeruaMu, a TaKxke S-HUTPoPypdyposioM CUHTE3UPOBaHbI COEIHHE-
HUS, coJieprKalllue MPOJOHTUPOBAHHYIO LIeNb T-conpspkeHus. KonneHncaunu
OCYILIECTBJIEHBI [TOJ1 IEHCTBUEM COJISTHOW MM OOpHOM KucaoT. B pesynbrare
peakuuil BBIACIEHBI COOTBETCTBYIOLIME CTUPUINPOU3BOAHBIE 1,2.4-TpHua3o-
no[1,5-a]mupumunusos (3-7).
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o 7 COOC,Hs 1,2 3-6 X2
1) X'=H,X?=COOC,H;s ; 3) Aryl = 4-(CH3),N-C¢Hy- , X! =H, X2=COOC,H;s .
2) X! =COOC,Hs, X?=H . 4) Aryl = 4-OH-3-OCH;-C¢H;- , X' = H, X?= COOC,Hs.

5) Aryl = 3-OH-4-OCH;3-C¢H;3- , X' = H, X?=COOC,H;s.
6) Aryl = 4-(CH3),N-C¢H-, X' = COOC,Hs, X2=H.

B cnektpax SIMP 'H, npomykToB, cojepiamux B TMOJOXKEHHH 6
coxHOAGUpHYIO Tpynny (3-5 u 7), OTMEUeHBbI CUTHAJIBI B BUJC TyOJICTOB
nByx nporonoB CH=CH nBotinoii cBsi3u B oomactu 8.2 u 9.1 m.1., moaTBep-
xmaromue ¢akt nporekanus korneHcamuu (KCCB 16.0-16.2 I'y). OtmeTnMm,
YTO CHTHAJBI T€X K€ MPOTOHOB B M30MEPHOM TPHA30JIONMUPUMUINHE 6, cO-
JieprKalleM CI0KHOA(PHUPHYIO TPYIY B MOJOKEHUU 5, CMELIEHbl B CHIIbHOE
noje (COOTBETCTBEHHO, B obmacth 7.48 u 8.31 m.1.). IlpumedarensHo, 4TO
aHAJIOTHYHOE CMEIEHUE CUTHAJIOB B CIIEKTPE COSIMHEHHUsI 6 XapaKTepHO U
apoMaTHYECKUM MPOTOHAM MUPUMHUIUHOBOTO U TPHA30JBHOTO KOJIEIl.

B peakmusax 4-muMeTwiaMuHO- U 4-IHATHIIAMUHOOCH3AIBICTUIIOB C 2-
THIPOKCHU-4-MeTHII-6-(peHUIMUPUMUAMHOM, B MPUCYTCTBUU OOPHOM KHCIIO-
Thl, HAM HE YJAaJOCh MOJYYUTh MOAOOHBIE CTUPWINPOU3BOJIHBIE U OBUIH
BBIJICJICHBI JIMIIb COOTBETCTBYIOLIUE MPOAYKTHI MPUCOEAMHEHNS HCXOIHBIX
peareHTOoB —  2-ruapokcu-4-[(2-(4-(auankuaaMuHo )heH )-2-THAPOKCH-
aTHN)|-6-pernnmupumuannsl (8, 9), uto moaTBepkaeHO ciektpamu SIMP. B
gacTHOCTH, B crektpe SIMP 'H 4-1uMeTHIaMHHONPOM3BOAHOTO 8, Kpome

0XKHNJACMbIX CUTHAJIOB ABYX MCTUJIBHBIX I'PYIIIl, CHUHIJICTAa IHPUMUIUHOBOT'O
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npotoHa (5.96 M.J.), CUTHAJIOB, OTHOCSIIMXCS K Tapa-3aMelieHHOMY OeH-
30JIbHOMY KOJIbILY, a TAK)K€ XapaKTePHOTO MYJIbTHILIETa (PCHUIHHOMN TPYIIITBI
Y TPOTOHA TUAPOKCHIIA MUPUMUAMHOBOTO Koibia (11.33 m.x1.), oTMeueHsbl
YIIMPEHHBII cUrHaJ MpoToHa ruapokcuibHoi rpynmnsl CH-OH (7.63 m.a.), a
TaK)K€ pacUleIUIEHHbIe CUTHaibl cBsizaHHOro ¢ OH meTnHOBOro mnporoHa
(4.56 m.1.) u mermieHoBeix mpoToHoB CHz B obmactu 2.77 m 2.9 m.n.
[Tomo6upIil cniekTp 3aperucTpupoBaH Takxke ais coenuHenus 9. I[Iposs-
neHre B 000MX coequHEHHAX 8 M 9 METHIICHOBOH TpynIbl B MOCTHKOBOM
OKCHATaHOBOM (hparmMeHTe, B BHJIE JIBYX MHOKECTBEHHO-PACIIEIUIEHHBIX
CUTHAJIOB, MO-BUAMMOMY, OOBSICHSIETCS HAJIMYUEM B 3TOM (parMeHTe ONTHU-
YEeCKM aKTHUBHOI'O aTOMa yriepoja (coceiHeld OKCUMETHMHOBOW TpyMIIbl), a
TaK)Ke Pa3IMYHOTO (HEUACHTUYHOIO) PACIOJIOKEHUSI MPOTOHOB METHIICHO-
BOH TpyMIbl B MPOCTPAHCTBE, YTO COOTBETCTBEHHO, MPUBOIAUT K YCIOKHE-
HUIO, HO YETKO MHTEpPHpPETHpyeMOMY (B CHIIy Pa3IMYHBbIX 3HAYEHWHA KOH-
CTaHT CIHMH-CIMHOBOTO B3aUMOJICHCTBHS), PETHCTPUPYEMOTO CIIEKTpa Kak
10 METUJIEHOBOM, TaK ¥ 10 METUHOBOM I'PyIIIaM.
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B peakuusx Apyroro OKCHINUPUMHIUHA — THAPOXJIOpUAA 2-THIPOKCH-
4,6-TUMeTWIIMUPUMHIMHA C AJbJIETHIAMHU TTHPA30JIBLHOTO pslla Takke ObLn
MOJYYeHbI COOTBETCTBYIOIINE BUHHJIMPOU3BOIHBIC, COUYCTAIOUINE SJICKTPO-
HOAKIIECNITOPHBI MUPUMHUINHOBBIA W 3JEKTPOHOJOHOPHBIA MHPA30JIbHBII
¢dparmeHThl MoJIeKyJibl. [loKa3aHO, YTO KOHJEHCAIIUS OTMEUYEHHOIO THJIPO-
XJIOpUIa TUPUMHIUHA C 1-(2-TuaApOKCHITHN)-3,5- TMMe THIITUpa30Ii-4-alibie-
rugoM (R = OH) B cootHomiennu 1:1 mpusoaur k (E)-4-(2-(1-(2-ruapokcu-
aTI)-3,5-auMe T - 1H-nmpazon-4-uin ) BUHIN ) -2-THAPOKCU-6-MEe THIITTUP MU -
nuny (10), Torna xak B cooTHomennu 1:2 oOpasyercsi OUC-TIPOIYKT, 3a CUET
KOHJIEHCAIUU (OPMUIHPA301a ¢ OOOMMHU METHIILHBIMU TPYIIIAMU TTUPHMU-
JIMHA, YTO MPUBOIUT K mosyueHuto ouc-4,6-[(E)-4-(2-(1-(2-ruapokcusTi)-
3,5-mumerni- 1H-niupazon-4-mn)BuHmn) |-2-ruapokcunupumuania (11).
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Peaxiueit Toro jxe MAPUMHIMHA C 3TUIOBBIM ddupom 3-[3,5-mumeTHi-
4-popmunmupazon-1-mi|nponanoBoit kucnotel (12, R = COOC;Hs) 6pun
cuHTe3upoBaH ATwioBbiid 3¢up (E)-3-[4-(2-(2-ruppokcu-6-meTunnupumu-
TUH-4-1i1)BUHIN )-3,5-1uMe TriI- 1 H-niupa3zon- 1-min | mponanoBoit KHUCJIOTHI
(13).

OTMeTHM, YTO 1O JaHHBIM CIIMH-CIIMHOBOTO B3aMMOJECHCTBHS B CIIEKT-
pax SIMP 'H Bcex mepedmucIeHHBIX MPOIYKTOB, COAEPXKAIIMX B JIMHKEPE
CH=CH nBoiiHy10 CBsI3b, MOXHO 3aKJIIOUNTH 00 00pazoBannu E-n3omMepos.

Beenenne B peakuuio ¢ 1-(2-ruapoxcudtiin)-3,5-aumMeTrinupason-4-
anpaeruiom 2-ruapasuto-4,6-numeruanupumuaraa (X = NHNHz, R = OH)
CMECTWJIO HalpaBlIeHHE aTakd (POPMUIIBHON TpyNIly ¢ METHJIBHOM Ha TH[-
pa3WHOBBIA (PparMeHT, YTO TPUBEIO K OOpa30BAaHUIO MHUPUMHIAHUI3A-
MEIIEHHOTO TUAPA30HA B3ATOrO MUpaso-4-anpaeruaa — 4,6-1uMeTuinupu-
MUJIMH-2-WI)ruapa3ona  3,5-numetun-1-(2-ruapokcudti)-1H-nupason-4-
anpreruna (14).

HeoxxunanHoe mnpeBpaiieHue ObLIO OTMEYEHO B PEAKLUU 3TUIOBOTO
apupa  4,6-TUMETIIITUPUMUAINH-2-YKCYCHOH KHCIIOTBI C 3KBUMOJBHBIM
Kom4ecTBOM 1-(2-ruapokcusTiun)-3,5-mumernin-4-popmunupaszosna. [Tomu-
MO OXHJIa€MOT'0 B3aUMOJICHCTBUS (POPMUIIBHOM IPYIIIBI C OJTHOM U3 METUIIb-
HBIX TPYII NUPUMUIMHOBOTO KOJBLA (KaK 3TO OTMEYAJIOCh B ONMMCAaHHBIX
BBIIIE TPUMEpax), Mbl HE HCKIIIOYAIN TAK)KE MPOTEKAaHUs PEaKkIMH, C BO-
BJIeUeHHEM B mporiecc oOpazoBaHuss C=C-1BOITHOI CBSI3M aKTHBUPOBAHHOMN
METHJICHOBOW TPYNIBI B MOJIOKEeHNH 2 a3uHa. OHAKO, HAaMH ObUT BBIJIENICH
MPOAYKT KOHJEHCALMU IO METWJIBHOM IpylIe, HO MpPU 3TOM peakuus co-
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MPOBOXKJIATACh THIPOIU3OM CIO0XKHOI(DUPHOM TPYNIBI U MOCIEIYIOIUM Jie-
KapOOKCHJIMPOBAaHUEM, YTO TpHBEIO0 K mupumMuanHy 15. O mporekaHuu
peaKkuy HE IO TOJOKEHHWIO 2, a C BOBJICYEHHUEM OJIHOM M3 METWIBHBIX
TPYII CBHAETENLCTBYET mposiBieHne B crektpe SIMP 'H 1ByX MeTHIBHBIX
Ipynn NMPUMHUIMHOBOIO KOJIbIIA B BUJE OTAEIbHBIX CHHIJIETOB.
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H,C” N7 CH, < =~ l\ll \
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|
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OTMeTuM, 4TO BEpCHUsl O BO3MOXKHOM IPEBPAILEHUN ITOKCUKAPOOHHUIIb-
HOW TPyNIbI HE B MpPOLECCE CaMOM peakluH, a A0 Hee, Oblsla OTBEPrHYyTa,
MOCKOJIBKY YMCTOTa M WACHTHYHOCTh BBEIEHHOTO B peakuuio 3¢upa mupu-
MUIMHUITYKCYCHON KHCJIOTBI ObUTa MpOBEpeHa W MOCiIe OOHapY)KEHUs JaH-
HOTO TPEBPAILCHUSI.

Hccneoosanue evinonneno 6 Poccuiicko-Apmanckom (Cnassinckom) yHu-
gepcumeme, 3a cuem cpeocms, 8blOeleHHbIX 6 pamkax cyocuouu MOH P®
Ha uHaHcuposanue HAy4YHO-UCCIe008amenbckou oeamenvHocmu PAY u
npu @unancosoi noooepacke nayynou memvt I KH PA u PODOU (POH)
20RF-138.

IJKCIEepUMEHTAIbHAA YACTh

Crextpel SIMP 'H u BC 3apeructpuposamsl Ha mpubope “Varian
Mercury-300” ¢ paGoueit uwactoroir 300 MIy B pactBope JIMCO-ds/
CCl4:1/3, Buyrpennwmii crangapr — TMC. TCX mpoBesieHa Ha IUIaCTHHAX
mapku “Silufol UV-254” B cucreme Oenszon — anerod (3:1) (B ciydae
coeauneHuit 3-9), MPOSBUTENIb — Mapbl HOJAa U PEAKTUB DpiHxa, a TaKKe
KoHTposib B Y®-cBete (254). Temnepatypsl M1aBlieHUs] BEIIECTB OIpeene-
ubl Ha npudope SMP 30 (STUART, BenukoOpuranusi), Y4UCTOTA ¥ UHHBHU-
IyalbHOCTh BELIECTB MPOBEPEHA Ha BBICOKOA((EKTHBHOM HpenapaTHBHOM
xuakoctHoMm xpomatorpape SENMIPREPARATIV HPLC (HPLC Knauer
AZURA PREP + Analitical UV Detector), /I'epmanus/, a 3IeMEHTHBIN
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aHaJM3 OCYIIECTBJICH HA aBTOMATHYECKOM 3JIEMEHTHOM aHanu3arope (Euro
EA 3000 (Eurovetktor, Utanus).

1,2,4-Tpuazono[1,5-a]mupumunus 1 cuHTe3upoBaH mo MeTonuke [7],
STUIOBBIA 3pup 4,6-TUMETHIMUPUMUIUHIII-2-YKCYCHOM KHCIOTHI 1o [8],
nupazoi-4-anpaerus 1o [9, 10]. Mcmonb30BaHb TakKe 3aMEIICHHBIC THPH-
MUIUHBI Ipou3BoacTBa Gupmbl "Sigma-Aldrich”,

O60mas meronnka moaydenus 1,2.4-tpuazono[l,5-ajmiupumMuanHoB
3-7. A) CmemmBaror crnuptoBbie pactBophl (Bcero 8 mz) 0.5 2 (0.00243
mons) 1,2,4-tpuazono[ 1,5-a]mupumuaunos 1 wium 2 ¢ 0.00243 monsamu coort-
BETCTBYIOIIUX QJIBJCTUAOB, fanee n00aBisroT 0.4 i CONSHOW KHUCIOTHI U
kuraTAT 14-16 u. Xox peakumu KOHTPOJHPYETCS XpOoMaTorpaduuecKu
(TCX). ITo oxoHUaHMM OXJIAXKJAIOT, BHIIABIIUI 0Ca0K OT(GUIBTPOBBIBAIOT,
K 0CaJIKy J00aBIISAIOT HEMHOTO BOJIbl M HEWTpaiau30BbeIBa0T 10% pacTBOpomM
K2COs, ocasok OTHUIBTPOBHIBAIOT, TPOMBIBAIOT BOJIOW M TOPSYUM TeKca-
HOM. B cnyyae OoTCyTCTBMSI Ocajka 3TaHON YHAISIOT, HedTpanuzyot 10%
pactBopom K>COs, skcrparupyror xmopodopmom u cymar CaCly. IMocie
ynaneHus: XjaopodopMa OCTaTOK 00padaThIBAIOT TOPSYMM T'€KCAaHOM. ¥Yja-
JISIFOT TeKCaH U MOJIy4aroT MPOAYKT KOHJeHCcauu 3-7.

b) Amnanornuno cmemmBaiot 0.1 2 (0.48 mmons) 1,2,4-tpuaszono[l,5-
aJmupumuanaoB 1 wim 2 ¢ 0.48 mmonsamu COOTBETCTBYIONIMX abIACTHIOB,
nanee mobasmsitor 0.15 2 (2.4 mmons) H3BOs u marpeBaror Ha Gane w3
crmaBa Byna npu temneparype 150-170°C B teuenue 2 u. [locne oxmaxne-
HUs o0aBisaoT 3wz dTaHona. Ha crnemyrommii geHb OT(UIBTPOBBIBAIOT,
MPOMBIBAIOT BOJOW M CymIaT. BeIXoI MpoayKTa MPUMEPHO PaBEH BBIXOIY,
MOJTy4€HHOMY OITMCAaHHBIM BBIIIIE CTIOCOOOM.

(E)-7-[4-(mumeTrnamMmuHo)cTUpHI]-6-3TOKCHKapOOHMa-1,2,4-
TpuasoJo[l,5-ajmupumuaun (3). Brixox 63%, Kpucramibl BUITHEBOTO
uBeta, T. . 213-215°C, Rf 0.37. Criextp SIMP 'H: 1.48 (1, 3H, J=7.1, CH3);
3.1 (c, 6H, N(CHa)2); 4.46 (x, 2H, J=7.1, OCH); 6.70-6.75 (m, 2H, 3-H- u 5-
H-apom); 7.56-7.61 (m, 2H, 2-H- u 6-H-apom); 8.20 (n, 1H, J=16.0, CH=);
8.57 (c, 1H, 2-H); 9.15 (c, 1H, 5-H); 9.16 (n, 1H, J=16.0, CH=). Cnektp
SIMP C: 13.8 (CHs); 39.5 (N(CHs)2); 60.9 (OCHz); 108.9 (CH); 109.4;
111.5 (2-CH); 123.2 (CH); 130.2 (2-CH); 146.2; 149.2 (CH); 151.8; 154.7
(NCH); 155.8 (NCH); 163.6. Haiineno, %: C 63.89; H 5.79; N 20.55.
C1sH19NsO2. Berauciaeno, %: C 64.08; H 5.68; N 20.76.

(E)-7-[(4-ruapokcu-3-mMeTokcu)cTHpHII]-6-3TOKCHKAPOOHNA-1,2,4-
TpuazoJo|1,5-ajnupumunun (4). Boixon 51%, kpuctamisl KOpUIHEBOTO
nBera, T. . 213-215°C, R 0.6. Cnextp SIMP 'H: 1.48 (t, 3H, J=7.1, CH3);
3.94 (c, 3H, OCHg); 4.48 (x, 2H, J=7.1, OCH>); 6.88 (1, 1H, J=8.7, apom);
7.2-7.24 (m, 2H, 2-H- u 6-H-apom); 8.22 (1, 1H, J=16.1, CH=); 8.62 (c, 1H,
2-H); 9.11 (1, 1H, J=16.1, CH=) 9.2 (c, 1H, 5-H); 9.42 (c, 1H, OH). Cnektp
SMP BC: 13.9 (CHs); 55.6 OCHs; 61.8 (OCHy); 111.4; 111.6 (CH); 112.1
(CH); 116.1 (CH); 122.9 (CH); 127.0; 145.9; 147.7 (CH); 148.1; 150.2;
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155.4 (CH); 155.8; 156.8 (CH); 164.1. Haiineno, %: C 59.78; H 4.79; N
16.31. C17H16N4O4. Beruucneno, %: C 59.99; H 4.74; N 16.46.

(E)-7-[(3-ruapoxcu-4-merokcu)cTupui]-6-3Tokcukapoonni-1,2,4-
Tpuaszojo[l,5-ajnupumunnn (5). Beixog 53%, KpuCTaIbl OpaHKEBOTO
nBera, T. . 211-213°C, Rf 0.62. Criextp SIMP H: 1.49 (1, 3H, J=7.1, CH3);
3.90 (c, 3H, OCHy); 4.47 (x, 2H, J=7.1, OCH>); 6.92 (1, 1H, J=8.7, apom);
7.16 (M, 1H, H-apom); 7.21 (m, 1H, 2-H-apom); 8.2 (n, 1H, J=16.2, CH=);
8.62 (c, 1H, 2-H); 8.96 (y.c, 1H, OH); 9.05 (1, 1H, J=16.2, CH=) 9.2 (c, 1H,
5-H). Cnextp SIMP C: 13.3 (CHas); 54.7 (OCHs); 60.8 (OCHy); 110.0;
110.9 (CH); 111.6 (CH); 112.9 (CH); 121.4 (CH); 128.0; 145.4; 146.6 (CH);,
148.0 (CH); 150.1; 154.3; 155.1; 155.6 (CH); 163.0. Haiineno, %: C 59.81;
H 4.83; N 16.58. C17H16N4O4. Brruucaeno, %: C 59.99; H 4.74; N
16.46.

(E)-7-[4-(mumeTHaMuHO)CTHPHI]-5-3TOKCHKapOoHnI-1,2,4-Tpu-
azoso[1,5-aJnupumuann (6). Beixon 43%, BblneneH pas3zielieHHEM peak-
[IHOHHOW cMecH Ha Kosonke (cwmukarens L 40/100, ¢upmer Chemapol,
3I0EHT — OeH30I-aneToH, 3:1), KpucTamipl BUITHEBOTO IiBeTa, T. Tl 218-
219°C, R 0.55. Cnextp IMP 'H: 1.49 (r, 3H, J=7.1, CHs); 3.09 (c, 6H,
N(CHzs)2); 4.48 (x, 2H, J=7.1, OCH>); 6.71 (m, 2H, 3-H- u 5-H-apom); 7.48
(m, 1H, J=16.2, CH=); 7.58-7.64 (M, 2H, 2-H- u 6-H-apom); 8.01 (c, 1H, 2-
H); 8.31 (m, 1H, J=16.2, CH=); 8.57 (c, 1H, 5-H). Cnextp IMP C: 13.8
(CHs); 39.5 (N(CHs)2); 61.4 (OCHy); 104.2 (CH); 109.5 (CH); 111.4 (CH);
122.5; 129.9 (CH); 143.5 (CH); 146.5; 150.0; 151.6; 154.7; 156.0 (CH);,
163.2. Haiineno, %: C 64.01; H5.77; N 20.51. C1gH19N50O,. Beruncieno, %:
C 64.08; H 5.68; N 20.76.

(E)-7-[(5-nuTpodypan-2-ua)BuHMI]-6-3TOKCHKAPOOHMI-1,2,4-TpH-
azouso[1,5-a|lmupumuann (7). Beixon 45%, Kpuctauibl TEeMHO-KOPHIHEBOTO
useta, T. . 218-219°C, Rr 0.55. Cniextp SIMP 'H: 1.52 (1, 3H, J=7.1, CH3);
4.52 (x, 2H, J=7.1, OCHy); 7.31 (mn, 1H, J=3.8, H-dypan); 7.62 (2, 1H, J=3.8,
H-bypan); 8.45 (n, 1H, J=16.2, CH=); 8.73 (c, 1H, 2-H); 8.97 (u, 1H,
J=16.2, CH=); 9.28 (c, 1H, 5-H). Cnextp SIMP C: 13.7 (CHs); 61.9
(OCHy); 112.6; 113.6; 117.4; 118.4; 131.1; 143.5; 152.1; 152.8; 155.1;
155.6; 156.6; 162.9. Haiineno, %: C 51.20; H 3.15; N 21.41. C14H11N50s.
Berauciieno, %: C 51.07; H 3.37; N 21.27.

2-I'mapokcu-4-[(2-(4-(mumeTHIIAMHHO) peHIT)-2-THIPOKCHITHII ) | -6-
¢penmmmupumuann (8). Cmech 0.2 2 (1 mmons) 2-ruapoxcu-4-metuin-6-de-
wunupumuauia, 0.15 ¢ (1 mmonsn) napa-auMeTHIaMMHOOSH3AIBICTHIA U
0.3 2 (5 mmonst) GOpHOI KUCIIOTHI HArpeBarOT B OaHe W3 ciutaBa Byna mpu
temrieparype 150°C 2 u. [lo OKOHYaHUN PEAKIIMOHHYI0 MAcCy OXJIaXIAoT,
N00aBISAIOT 3TAHOJ, HEPACTBOPHUBIIYIOCSA YaCTh OT(UIBTPOBBIBAIOT, IPOMBI-
BAaIOT BOJIOH U cymiat Ha Bo3ayxe. [lomyuatot 0.21 2 coenunenus 8 (62.7%),
KPHCTAIUIBI KEITOBATOTO 1BeTa, T. . 205-207°C, Rf 0.57. Criextp IMP ‘H:
2.77 (n.n.n, 1H, J=16.0, J=7.8, J=1.0, CH2); 2.9 (n.n.x, 1H, J=16.0, J=5.0,
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J=1.0, CHy); 2.93 (c, 6H, N(CH3)2); 4.56 (n.n.n., 1H, J=7.8, J=5.0, J=2.1,
CHOH); 5.96 (1, 1H, J=1.0, 5-H); 6.64-6.70 (M, 2H, 3-H- u 5-H-apom); 7.12-
7.18 (m, 2H, 2-H- u 6-H-apom); 7.39-7.51 (M, 3H, CesHs); 7.63 (u.c, 1H, CH-
OH); 7.86-7.91 (M, 2H, CeHs); 11.33 (urc, 1H, 2-OH). Cnektp SIMP C:
35.5 (CH2); 39.9 (N(CHs)2); 50.8 (CH); 94.2 (CH); 112.1 (2CH); 126.4
(2CH); 127.0 (2CH); 127.8 (2CH); 127.9; 131.2 (CH); 138.3; 149.6; 151.2;
154.4 (CH); 189.2. Haiineno, %: C 71.45; H 6.24; N 12.67. CoH2:N30Oo.
Brruncieno, %: C 71.62; H 6.31; N 12.53.
2-T'uapokcu-4-[(2-(4-(mudTHIAAMIHO) (PeHUIT)-2-THAPOKCHITHI) ] -6-
¢ennamupumuaun (9). Ananoruuno npeasiaymemy u3 0.2 2 (1 mmons) 2-
THAPOKCH-4-MeTr-6-pennnnupumuanta, 0.18 2 (1 mmonsn) napa-mudTui-
amuHoOen3anbaeruaa u 0.3 2 (5 mmos) GOpHOI KUCIOTHI IPH HATPEBAHUH B
TeueHne 2 y B Oane crutaBa Bynma mpu temmeparype 140-150°C, mocne
OXJIQXKJICHHsI 100ABIAIOT 4 M STaHOINA, Ha CIECIYIOMNHA IeHb OTQUIBTPOBBI-
BalOT, MMPOMBIBAIOT BOJIOMW, CYILAT M Jajiee MPOMBIBAIOT TOPSYUM T€KCAHOM.
[Tomyuator 0.17 2 (46.1%) coenunenust 9, KpUCTAIIIBI OPAHKEBOTO I[BETA, T.
1. 185-187°C, Rf 0.57. Cnextp SMP H: 1.14 (1, 6H, J=7.0, CH3); 2.78
(m.m, 1H, J=16.0, J=7.9, CH2); 2.91 (n.x, 1H, J=16.0, J=5.0, CH2); 3.34 (x,
4H, J=7.0, N(CH2)2); 4.54 (n.n.1., 1H, J=7.9, J=5.0, J=2.0, CHOH); 5.96 (c,
1H, 5-H); 6.57-6.63 (M, 2H, 3-H- u 5-H-apom); 7.08-7.14 (m, 2H, 2-H- u 6-
H-apom); 7.39-7.52 (M, 3H, CeHs); 7.56 (mr.c, 1H, CH-OH); 7.86-7.91 (m,
2H, CeHs); 11.34 (m.c, 1H, 2-OH). Cnexrp SIMP 3C: 12.1 (CHas)z; 35.5
(OCH); 43.6 (NCH2)2; 50.9 (CH2); 94.2; 111.2 (CH); 126.7 (CH); 127.0
(CH); 127.7 (CH); 127.9; 131.2 (CH); 138.3; 146.7; 151.1; 154.4 (CH),
189.2. Haiineno, C 72.54; H 6.77; N 11.43. %: C22H25N30.. Beruucineno, %:
C 72.70; H 6.93; N 11.56.
(E)-4-(2-(1-(2-rugpoxcudTi)-3,5-numerna-1H-nupazon-4-ui)Bu-

HWJI)-2-ruapokcu-6-merwimmupumuaun (10). K cmecu 1.2 2 (0.0075 mons)
ruapoxjopuaa  2-ruapokcu-4,6-aumerunnupumuauaa u 1.26 2 (0.0075
mons) 1-(2-ruppokcndtin)-3,5-aumetuin-4-popmunupaszona B 20 maz 3ta-
Hoa nobasisui 1.5 mz xoHn. HCI, peakiimoHHyr0 cMech KUTISITHIIN B TeYe-
HUE 3 ¥ ¢ OOpaTHBIM XOJIOJMJIBHUKOM, OXJIQXKIAU 0 KOMHATHOM TeMIiepa-
TYpPbI, BBIMABIINA OPAHKEBO-KPACHBIH OCAJ0K OT(QHIBTPOBBIBAIN, CYLIHIN
Ha Bo3ayxe. Jlamee nmomydeHHbIi ocanok oopadareBaim 10% BogHO-CIIMPTO-
BbIM pacTBopoM K>COs. BrinmaBmmii mpoayKT RKeENTOro BeTa OT(HUIBTPOBBI-
Banmy, cymid Ha Bo3ayxe. Berxom 1.0 2 (48.6%), 1. . 190°C, Rf 0.2
(6ensomn-aneron, 1:2). Crextp AMP 'H: 2.21 (c, 3H, 5-CHs); 2.31 (c, 3H, 3-
CHs3); 2.40 (c, 3H, 6-CHa); 3.65 (u1, 2H, 20H); 3.72 (t, 2H, J = 5.5, OCH>);
4.01 (t, 2H, J = 5.5, CHy); 6.16 (ymrc, 1H, 5-H); 6.32 (n, 1H, J=16.2, =CH);
7.58 (m, 1H, J=16.2, =CH). Cnextp IMP 3C: 9.8 (5-CHs); 13.9 (3-CHy);
20.7 (6-CHs); 50.8 (OCH?2); 60.0 (CH.); 100.6; 104.6; 113.1; 119.9; 130.0;
140.6; 146.0; 158.1. Haiineno, %: C 61.09; H 6.45; N 20.19. C14H18N4Os.
Brruncireno, %: C 61.31; H 6.57; N 20.44.
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Buc-4,6-[(E)-4-(2-(1-(2-ruapoxcmyTii)-3,5-1umernii- 1H-nupazou-4-
WI1)BUHWI)]-2- ruapokcunupumMuauna (11). OnvcanHbIM BBIIIE CIIOCOOOM
u3 0.08 2 (0.0005 monst) Tuapoxopuaa 2-ruapoKcu-4,6- TMME THIITUPUMUIH-
Ha u 0.168 2 (0.001 mons) 1-(2-runpoxcudtuin)-3,5-aumerni-4-popmui-
nupasoyia KUMsS4YeHueM B TedeHue 14 u B 5 mn 3taHona, ¢ poOaBieHHEM
0.5 mn xoui. HCI mony4eHo Grc-CTUPUIIITPOU3BOAHOE SIPKO-)KEJITOrO [[BETA.
Beixon 0.1 2 (48.1%), T. . 133-134°C, R¢ 0.13 (aneron). Crexrp SIMP H:
2.23 (c, 6H, (5-CHz3)2); 2.3 (¢, 6H, (3-CHs)2); 3.75 (1, 4H, J=5.5, OCHy,);
4.03 (T, 4H, J=5.5, CH>); 4.46 (m, 2H, OH); 6.18 (c, 1H, 5-H); 6.35 (n, 2H,
J=15.0, =CH); 7.63 (1, 2H, J=15.0, =CH). Haiineno, %: C 62.43; H 6.41; N
19.65. C22H2sN6Os3. Brruncneno, %: C 62.26; H 6.63; N 19.81.

Otwioblii  3pup (E)-3-(4-(2-(2-ruapoxcu-6-MeTuanupumMmuu-4-
WI)BUHWI)-3,5-1uMeTHI-1H-nupaszon-1-ua)nponanoBoii kucjaorsl (13).
K cmecu 0.48 2 (0.003 mons) rumpoxiopuaa 2-ruapoKcu-4,6-1uMeTHIIIH-
pumuauna u 0.67 2 (0.003 mons) atunoBoro sdupa 3-[3,5-qumernin-4-pop-
Mul-1-H-nupason-1-wi|nponanoBoil kuciaotel B 20 Mz 3TaHONa 100aBISUITH
1.5 mn xou1. HCI u peakiimoHHYI0 cMeCh KHISITHIN C OOPATHBIM XOJIOIHIIb-
HUKOM B TedeHHe 35 vu. Jlajmee oxJyiaxaanu A0 KOMHATHOM TEMIIEpaTyphl,
BBINABIINKA (PUOIETOBO-KPACHBIA 0OCaIOK OT(GHUIBTPOBBIBAIN, CYIIMIH Ha
Bo3ayxe. [lomyueHnslit ocanok oopadatsiBanu 10% BOAHO-CIIUPTOBBIM pacT-
BopoM K>COs. BrimaBmimii ocagok KeNTOTO 1BeTa OTGUIBTPOBBIBAIH, CY-
mun Ha Bo3ayxe. Beixonm 0.45 2 (45.5%), 1. mn. 23°C, Rf 0.15 (ameron).
Crmextp IMP 'H: 1.23 (t, 3H, J = 7.1, OCH2CHs); 2.19 (c, 3H, 5-CHs-
nupazon); 2.28 (¢, 3H, 3-CHs-mupazon); 2.38 (¢, 3H, 6-CHz-nmupumuann);
2.81 (t, 2H, J=6.7, CH>); 3.78 (um, 1H, OH); 4.08 (x, 2H, J=7.1, OCHy); 4.18
(T, 2H, J=6.7, CH.CO); 6.11 (c, 1H, 5-H); 6.31 (a, 1H, J=16.2, =CH); 7.53
(m, 1H, J=16.2, =CH). Cniextp SIMP *C: 9.4 (CH3CH0); 13.6 (CHs); 13.7
(CHa); 33.5 (CHs3); 40.3 (CH2); 43.1 (CH>); 59.6; 78.48; 100.7; 113.3; 145.9;
163.8; 169.8. Haiineno,%: C 61.71; H 6.59; N 17.06. Ci7H22N40:s.
Brruncieno, %: C 61.80; H 6.71; N 16.96.

4,6-IuMeTHINMUPUMUANH-2-WI)ruapa3on 3,5-mumMernin-1-(2-ruapok-
cdTII)-1H-mupa3zona-4-aapaerunga (14). Cmecw 0.138 2 (0.001 mons) 2-
ruapasuno-4,6-mumermmupumuania u 0.17 2 (0.001 mons) 1-(2-ruapoxcu-
9THII)-3,5-TMMeTHI-4-hopMIIIIIHpa3oia B 5 M 3TaHOJA KUISTHIN ¢ 00paT-
HBIM XOJIONMWJIBHUKOM B TeueHue 12 u. BpimaBmmii >kenToBaThlil Ocagok
OT(UIBTPOBBIBAJIH, CYIIMIN HAa BO3yXe, NEPEKPUCTAIIIM30BbIBAIN 13 OCH-
3o07a. Beixon 0.24 2 (83.3%), 1. mn. 168-169°C, Rf 0.4 (6eHzom-aneToH, 1:2).
Cnextp IMP H: 2.29 (n, 6H, J=0.4, 4,6-CHs); 2.31 (c, 3H, 5-CHs); 2.48 (c,
3H, 3-CHs); 3.72 (x, 2H, J=5.6, OCHy); 3.99 (t, 2H, J=5.6, NCH>); 4.51
(m.t, 1H, J=5.6, OH); 6.36 (m, 1H, 5-H); 8.00 (x, 1H, J=0.6, CH=N); 10.22
(u, 1H, NH). Crextp SIMP C: 9.8 (5-CHa); 12.4 (3-CHs); 23.2 (4,6-CHy);
50.2 (CH>); 60.1 (OCHy); 109.8 (5-C); 112.1 (4-C-mmpa3omn); 136.1(2C-CHz-
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mupumuauH); 137.9 (CH=N); 145.4; 159.6; 166.2. Haiineno, %: C 58.20; H
6.75; N 29.38. C14H20N6O. Brruuncneno, %: C 58.31; H 6.99; N 29.15.
(E)-4-[2-(1-(2-ruppokcudTiia)-3,5-numerna-1H-nupason-4-

wi)BuHWI|-2, 6-mumermnupumuaud (15). Cunresuposan u3 0.1 2 (0.5
MMOJ11) ATIIIOBOTO 3dupa 4,6- TMMETHITUPUMHUINH-2-YKCYCHOW KUCIIOTHI U
0.084 2 (0.5 mmonsn) 1-(2-rumpoxcudTii)-3,5-mumeTia-4-hopMunnupasona
KUIITYEeHHeM B TedeHue 45 y B 5 mn 3Tanomna, ¢ modasinenreM 0.5 mi KOHII.
HCI. Beixon 0.07 2 (42.8%), cBeTio-kenTble Kpuctamibl, T. 1. 129-130°C,
Rf 0.2 (6ensomn-aneron, 1:1). Cnextp SIMP 'H: 2.34 (¢, 3H, 5-CHs); 2.39 (c,
3H, 3-CHa); 2.42 (c, 3H, 6-CHz); 2.56 (c, 3H, 2-CHz3); 3.72 (x, 2H, J=5.6,
OCHy>); 4.02 (T, 2H, J=5.6, CH>); 4.56 (1, 1H, J = 5.6, OH); 6.49 (1, 1H,
J=16.1, =CH); 6.96 (c, 1H, 5-H); 7.69 (a, 1H, J=16.1, =CH). Haiineno %: C
62.67; H 6.77; N 16.45. C15H20N4O. Beruuciieno %: C 62.79; H 6.98; N
16.28.

Unuva 64 AhShULU3PL NMhLAUP-PLULELD UBE-PLUCU LS SULLEL D
®NUNESNFE-3NFLL AU ESPY ULYBNPYLELD NEBS

Q.. . LU LUGNFL3UL, N. U. #ULAUSUYL, S. E. 961N 93U,
<. U. URRUL3TYL L U 0 UN-ULEL3UL

Neuncdvmuppofly by wppplfpgfigph oqulyncd dbfdfy pulphp spupnculng mwpphp
wnbipulpuyfws  wpppidpypibph ko phyplypuyp 1,2, 4-mppagngn|1,5-a] whppdpybiibpp
sprfurgplgn Gy bibilpp ibgulpyfnd phiguyqbSpyibph b oappoegngugflne $ocpuigpb
quppf Skuwbipnghlyuyfl wyghSpqbbph Sbn: Upgynchpnod fbfthgdly B wpppdpgbih
gregnppfwd T-fuiylbp wpwpnulng wnpppy- e ffipymdwigugilp: pny opflulubph
plgprd, dusuliwsfnpungbo, spupu- gfudbfdpypudfln b ugupuoe-g L3 fyudfipbiguy gbSfuy-
hpp® 2-&pupopup-4,6-nfullifFppypppdffif Sk dinfumgybyn Fyude wpgynpad, wb-
Qunnifliy i ng [Fh wnpppy wduhigpuybbp, wyy bpaiync@hpp dfgdu mpgaappibp 2-
Sfppropup-A-[ (2-(4-spfrusglyfyyrsidpisss) plipy)-2- S fpoppro pufrb [Py ] -6- P lsfoyugppsfrifogriotals,
wiyufibpl wilillyusptfng wnpppyudulggugilph Spoypunnugfud wpquafpllbpp:

INTERACTION OF METHYL DERIVATIVES
OF MONO- AND BICYCLIC PYRIMIDINES WITH AROMATIC ALDEHYDES
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The reactions of various substituted methylpyrimidines and bicyclic 1,2,4-
triazolo[1,5-a] pyrimidines containing methyl groups in the pyrimidine ring with
substituted benzaldehydes and heterocyclic aldehydes of the pyrazole and furan series
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have been studied. As a result, a series of styryl- and vinyl pyrimidine derivatives
containing conjugated w-bonds were synthesized. In some examples, in particular, in the
reaction of 2-hydroxy-4-methyl-6-phenylpyrimidine with para-dimethylamino- and
para-diethylaminobenzaldehydes not styryl derivatives were isolated but the addition
products of the starting reagents — 2-hydroxy-4-[(2-(4-dialkylamino)-phenyl)-2-
hydroxyethyl)]-6-phenylpyrimidines, i.e. the hydration products of the expected styryl
derivatives.
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