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W3yden MonupuIupOBaHHBIN BapHaHT TPEXKOMIIOHCHTHON peakIiy BUKUHENIIN ¢ yyacTueM 4-THIpOK-
cU-6-MeTui-2 H-nupaH-2-0Ha, apOMaTUYECKUX albJICTHIOB U 2-aMHHOOCH3UMHUIa3071a TIPU TEPMUIECKON U
MUKPOBOJHOBOW aKTHBAIMH. B 3aBHCHMOCTH OT XapaKkTepa 3aMeCTUTENeH B allbJeTH/IC TTIOTyYeHBI aHTYIISIPHO-
cowIeHeHHBIe 5,6-nuruapo-4H-6en3o[4,5 Jlumunaso[ 1,2-amupaHonupuMuInH-4-0HBI WK apuiaonc(4-ruaIpok-
CHU-6-MeTHI-2-0Kc0-2 H-tupan-3-mi)MeTaHuabl 2-aMuHO- | H-0eH30[d|umunazonus. [TpenoskeH BepOsATHBIN
MeXaHU3M 00pa30BaHUS MTPOILYKTOB B HCCIEAYEMBIX YCIOBHUSAX.

KuroueBsle ciioBa: 2 H-nupaH-2-0HbI, 2-aMUHOOCH3UMHUIA30I1, One-pot B3aUMOJICHCTBHS, peakius bumkuHe-

Jiu, 6eH30I/IMI/I,Ha?,OHI/IpaHOHI/IpI/IMI/I)II/IHOHLI.
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2H-TlupaH-2-0Hbl, NOPOSABIAS IMHUPOKUM CIEKTP
OMONOTrMUYECKON AKTUBHOCTH, HAXOJSIT CBOE MMPHMEHE-
HUE KaK B MEIWLMHE, TaK U B CEJIbCKOM XO3AHCTBE.
OHu 0071a1aF0T IPOTUBOTPHOKOBOI [ 1], IpOTHBOOITY-
X0JeBoH [2], anTuMuKpoOHOH [3], iuTo-, puto- u Heil-
POTOKCHYECKOM aKTUBHOCTHIO [4], a TaKoKe SIBIISIOTCS
perymsiTopaMu pocta pacteHuit [S]. 3-3amernicHHBIC
4-runpokcu-2H-nupaH-2-0Hbl SIBIIOTCS XOPOILIUMU
COCAMHEHHUAMU-TIIATGOPMaMH JIUTsI CHHTE3a pa3iind-
HBIX TeTePOLUKINYECKHX, B TOM YHCIe, THOPHIHBIX

CTPYKTYP.

Panee ObLIO BBISBIEHO, 4TO 4-TUAPOKCH-2H-TIH-
paH-2-0HbI U UX OCH30aHAJIOTU MOTYT OBITH HUCIIOJb-
30BaHbI JUI CHHTE3a THOPUIHBIX CTPYKTYP C HUCIIOJIb-
30BaHUEM CTPATETUH MYJIBTHKOMIIOHEHTHBIX One-pot
peaknuii bumkunennu u ['anya [6-8].

Hacrosmas paboTta mocBsiieHa HCCICJOBAHHIO
MO (UITUPOBAHHOTO BapUaHTa TPEXKOMIIOHEHTHOM
peakuuy BWIKMHENIM ¢ y4acTHEM LMKIMYECKOIo
ketoadupa 4-ruapokcu-6-metun-2H-nupan-2-ona 1,

1583

apOMaTHYECKNX aNbJeruaoB 2a—d W TeTepOIMKIIU-
YeCKOTO ToNMazanykieopmwna — 2-aMIHOOCH3UMHU-
naszona 3. [locnenHuil panee BBOAWICS B 3Ty PEAKIHIO
C WCTONB30BaHHEM OEH3aHHEIMPOBAHHOTO aHAaJora
spupa 1 — 4-runpokcu-2H-xpomen-2-ona 4 [6, 9].
[Ipu sTOM OBIIAa yCTaHOBIEHa BO3MOXXHOCTH 0Opa-
30BaHUS U pa3/ieJIeHUs PEerMoM30MEpPHBIX XPOMEHO-
MUPUMUAIO0CH3UMHIa30JI0HOB — aHTYISAPHBIX 7-(R)-
dbennn-7,8-guruapo-6 H-xpomeno[3',4':5,6 nupu-
muno[ 1,2-a]0eH3umuia3on-6-o1oB 6a, b u nuHeap-
HBIX 7-(4R)-bennn-7,14-nuruapo-6H-XxpoMeHO-
[4',3":4,5 [mupumuo| 1,2-a]0eH3uMu1a301-6-0HOB 74,
b (cxema 1), oTHUaOMUXCSI COWICHEHUEM TeTEpO-
¢parmentoB [6]. B Gonee pannux paborax [9] Haitne-
HBI YCIIOBUS XEMOCEIIEKTUBHOTO CHHTE3 JIUIIIb JIHE-
apHO# pernoopMbI MPOJAYKTA peakiuu bupKuHe
JUIS1 HCCIIEAyeMbIX CyOCTpaToB — coefuHeHuit 7a, b.

B Hacrosmem wuccienoBaHUM YCTaHOBICHO, YTO
B3amMogeicTBre 3¢upa 1, apoMaTHIECKUX albJe-
THJ0B 2 ¥ MojiMa3anykineoduia 3 B OTIIMYKE OT €ro
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Cxema 1.
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ZnCl,
MWI 0 j\I\H
$ 5
6a, b

R =H (2a, 6a, 7a), 4-Cl (2c, 6¢, 7c).

OCH3aHHEIMPOBAHHOTO aHajora 4 MOXXET IPUBOJIUTH
KaK K KJIACCHUECKUM rudpuiaM 1o bumxuHe iy — 3a-
MEIICHHBIM OCH30MMU1a30TUPAHOTTHPUMHUIUHOHAM,
TaK U K APYTUM CHUCTEMaM MO KOHKYPHUPYIOIIEMY Me-
XaHU3MY.

Tak, ipu one-pot BBenieHUU B peakiuto ddupa 1,
OcH3aIpACTHAA 2a W ToJdHa3aHykeodpmta 3 mis Tep-
MHYECKOTO ¥ MHUKPOBOJIHOBOTO BApUAHTOB, BHE 3aBU-
CUMOCTH OT CITIOCO0a aKTHBAIMK PEAKIMOHHOW CMe-
CH, U3 JIByX BO3MOXHBIX PETHOU30MEPOB BO3HHUKa-
€T IIMIIb aHTYISAPHBIA 2-MeTHI-5-(heHnI-5,6-1urn-
npo-4H-6en30[4,5Jumunazo[ 1,2-a|nupanonupumu-
muH-4-0H (8) ¢ Beixomamu 58 u 83% cOOTBETCTBEHHO
(cxema 2).

[IponyxT npeBpamienust 8 BbIENIeH B BUIE MOHO-
TUJIPOXJIOPHUJIA, YTO MOXKHO OOBSICHUTH BBICOKOH OC-
HOBHOCTBHIO MMUA30IIMPUMHIUHOBOTO (PparMeHTa u
WCIIOJIb30BAHMEM B Ka4eCTBE KaTaJu3aTOPOB B Tep-
MUYECKOM BapUaHTE PEaKIUl KOHIICHTPUPOBAHHOMN
XJIOPOBOJOPOAHOW KHCJIOTHI, @ B MHKPOBOJHOBOM
BapHaHTe — CIMPTOBOTO PacTBOpa XJOPHIA IMHKA,
MIPETEPIICBAIOIIETO B YCIOBHIX DKCIIEPUMEHTA, BEPO-
SITHO, YaCTUYHBIA COJBBOJIM3 JIO XJIOPOBOIOPOTHOU
KUCJIOTHI.

Hcnonb3oBanue 4-meTokcuOeH3anpaeruga 2b u,
TakuM 00pa3oM, BBEIICHUE JIEKTPOHOAOHOPHOTO 3a-
MECTHUTEJISI B apOMaTHUYCCKOE SPO ajibJErujaa Majo
OTpa)kaeTcsl Ha HANPaBICHUH MTPOTCKAHUS TTPEeBpaIlie-

Cxema 2.

1+ 2a,b+3 ——
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R =H (2a, 8, 10), OCH, (2b, 9, 11); n = 1 (8), 2 (9).
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Cxema 3.

1. A, HCJ;
2. MWI, ZnCl,
D —

1+ 2¢,d+3 CHLOH

HUS W MPHUBOAUT K OOpPA30BaHHIO aHAJIOTa aHTYJSAp-
Horo perunomszomepa 8 — 5-(4-metoxcudeHmn)-2-me-
thn-5,6-gurunpo-4H-6en3o[4,5 [umunazo| 1,2-a|nu-
pauo|3,4-e]JnupumMuanna-4-oHa 9, BBIIEICHHOTO HAMU
B YCIIOBHSIX CHHTE3a B BHJIE TUTHIPOXIIOPHIA.

Ucnonws3oBanne 4-x10pQeHUIHLHOTO, B MEHbIIEH
CTETICHH JIOHOPHOTO 3aMECTUTEINd, W3MEHAET Ha-
[IPaBJICHUE NPEBPALICHUS U IPUBOAUT K ACCOLIHATY —
(4-xmophennin)ouc(4-ruapokcu-6-meTuin-2-okco-2 H-
nupaH-3-wi)MeTaHuny 2-amuHo-1H-6eH30[d|umuna-
3ommust (12) (cxema 3).

[Tomo6HOE HAOMIOMANIOCH W B paHEe HCCIICIOBaH-
HOM MpPEBpAIlEHUH C ydyacTHeM 4-ruJIpokcu-2H-xpo-
MeH-2-0Ha, OeH3aibpAeruga u 2-aMHUHOOEH3MMHU-
Ja3ona, rje CTpPYyKTypa oOpasyromieicsi comu OblLia
ycranoBieHa 1o qanaeiM PCA [10]. Oto roBoput 00
o0mieM xapakTepe IMOBeIeHUs OucajyIyKToB, (par-
MEHTapHO CcolepkKalux 4-TUAPOKCUITHPAH-2-OHOBOE
KOJIBLIO, B TOM 4HCIIe 5,6-0eH3aHHETMPOBAHHBIX.

AHAIIOTUYHYIO KapTUHY JIaeT U 3-HUTPOOCH3aIIb-
neru 2d, SIeKTPOHOAKIIETITOPHBIC CBOMCTBA KOTOPO-
0, BEPOSITHO, CIIOCOOCTBYIOT 00JIer4eHUI0 (OPMUPO-
BaHusl Oucaamykra 13 3a cyer yBeNWYEHHUsS 4acTHY-
HOTO TIOJIOKUTEIBHOTO 3apsijia Ha 3IeKTpoGUIbHOM
aToMe yriiepojia XaJKOHOBOTO HHTEPMEIHNATa.

BepositHasi cxema 00pa3oBaHUsT THOPHUIHBIX CH-
creM 8, 9 m acconmaroB 12, 13 MokeT OBITH IPEACTAB-
JIeHa cIeTyroIuM o0pa3om (cxema 4).

®opmupoBaHre 6€H30MMH1a30TUPAHOTTHPUMHUTU-
HOHOB 8, 9 B yCJIOBUAX TPEXKOMIIOHEHTHOU peaKUU
bumxuHeIn BEpOATHO TMO JBYM albTEpPHATHBHBIM
HanpasieHusM. [lepBoe mpeamnonaraeT nepBoHavYaib-
HOE B3auMojelicTBUE anbaeruaa 2 ¢ agupom 1 ¢ dhop-
MUpOBaHUeM XajkoHa 14 (myTk A), KOTOPBIN Jlaee 1mo
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12,13
R =4-Cl (2¢, 12), 3-NO, (2d, 13).

cxeme Toj JeiicTBrueM azaHykieopuia 3 mpeodpasy-
eTcs B KOHeuHble npoaykThl. [Iyte B mpenmnonaraer
B3aMMOJIEHCTBUE HA MEPBOM CTaIMHU Mpoliecca albae-
ruja ¢ a3akOMIIOHETOH, MpuBosIee K 00pa30BaHUIO
ocHoBanus ugda 16, kotopoe nanee, arakysich 3u-
poM 1, mpuBoauT K rTuOpuaam 8, 9. AnpTepHATHBHOE
HampaBjieHNUe, MPHUBOAAIIEE K BO3HUKHOBEHHIO JIH-
HelHbIX pernonsoMepos 10, 11, B HacTOAMMX yCIIO-
BHSX HE Peasn3yeTcs.

Accommarer 12, 13 dbopmupyrorcst B pesynbrare
KOHZICHCAIMK XaJikoHa 14 co BTopoit Mojekynoi 2¢u-
pa 1 mo Muxasiio BHE 3aBUCUMOCTH OT CII0CO0a aKTH-
BallMH PEAKIIMOHHOM CMECH Yepe3 U3BECTHBIN ailyKT
15 [7, 8, 11-13]. DT npORYKTHl MOXHO paccMaTpH-
BaTh KaK pe3yJbTaT KOHKYPHUPYIOIIETO MpoIiecca cTa-
OMIM3alMK XaJIKOHOB KaK MHTEPMEANATOB MpeBpalie-
HUM.

Crpoenue coenunenuit 8, 9, 12, 13 ycraHoBIEHO
Ha OCHOBAHMM KOMINUIEKCHOHN OIlEHKHM JaHHBIX SIMP
'H, BC cnekrpockonuu ¢ HpUBIEYEHHEM METOIOB
TeTePOSIACPHON  KOPPETSALUOHHOM — CIIEKTPOCKOITHH
HSQC, HMBC wu sineproro s¢dexra Oepxayzepa B
(dhopmare TOMOSIZICPHON OJTHO- U JABYMEPHOU KOppeJIsi-
muu NOESY.

Tax, B cnektpe SIMP 'H GenzouMuazonupanomnu-
PUMUIMHOHA 8 MPHUCYTCTBYIOT CHHIJIETBI: TPeX Ipo-
TOHOB METHJIBHOM TpyIbl Ipu 2.03 M. [, BAHHJIBHOTO
MPOTOHA MHUPaH-2-0HOBOTO parMenTa npu 5.74 M.1.,
METHHOBOTO MpoToHa mpu 6.16 M.n1. MynsTumier
apoOMaTHYeCcKUX MPOTOHOB MPOSIBISETCS B 00JIACTH
7.01-7.38 ™M.A., MIPOTOHY BTOPUYHONH aMUHOTPYTIITHI
COOTBETCTBYET YIIUPEHHBINH cuHIIET pu 9.07 M.1.

B cnekrpe aByMepHOW reTeposiiepHON KOppess-
umu HMBC coennnenus 8 oOHapyKeHbI KpOCC-TTHKH
9.07/113.3 m.x. u 9.07/127.8 M.1., OTBEUarOIIHE B3a-
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Cxema 4.

3
— 12,13

l l

89 10, 11

HMMOJCHCTBHIO TIPOTOHA BTOPUYHOW aMHUHOTPYIIIBI C CnekrpanbHasi KapTHHA METOKCH(EHHI3aMeIeH-
aToMaMH yriepoja apoMaruueckoro ¢pparmenta u Cy HOro TMOpHuaa 9 aHaJOrMYHa TAKOBOHM IUIs He3aMe-
MMMPAHOHOBOTO KOJIbIIa COOTBETCTBEHHO. OTCYTCTBHE menHoro aHaiora 8. CieayeT OTMETHTH JIHUIIb CMe-
MHBIX KOPPE/SIIHOHHBIX curHanoB NH-mporona B mienue curnana NH-nporona B Gosiee cuibHOE Tone
ciekrpe HMBC 1103BOIISI€T NPEATIONOKATE IPUCYT- (7.62 M.1) U yBEIMYCHHE €r0 MHTErPAIbHON MHTCH-
CTBHE AaHTYJSIPHOTO COWICHEHHUS MUPUMUI00CH3H- CHBHOCTH JIO JByX IIPOTOHOB, YTO MOXET ObITh 00Y-
MHa30JIbHOTO ¥ IIHPAH-2-OHOBOTO reTepodparMeH- CIIOBJIEHO TE€M, YTO OCHOBHAs 4acTh MOJIEKYJIbl acCo-
ToB. IloaTBEpXKICHHEM ITOMY MOXET CITyKUTE COBO- [MUPOBaHA C JIByMs MOJIEKYJIaMH XJIOPOBOJOPOIHOMN
KyITHOCTh JJAHHBIX TOMOSIEPHON KOPPEJIALIMOHHON KHCIIOTEL

CIIEKTPOCKOIIMH C TIPUMEHEHHEM simepHoTo dddexra

Ogepxay3epa B hopmare NOESY. B cniektpe AMP 'H accommara 12 or™Meuens cuH-

IJIETHI: MIECTH METWIBHBIX MPOTOHOB mipu 2.00 M.1.,
JIBYX BUHHJIBHBIX MPOTOHOB IpH 5.63 M.A., METHHO-
BOTO TMPOTOHA MpH 5.86 M.Jl. ApOMaTHUECKUM MPOTO-
HaM 4-xJ1I0pGeHUIBHOrO (parMeHTa COOTBETCTBYIOT

Tax, B cnextpe NOESY coenunenus 8 Ha-
Omonmatrorcst  kpocc-nuku npu 9.07/7.26 wm.a., u
5.74/7.14 M.n., 9TO TOBOPUT O TMPOCTPAHCTBEHHOU

COJMYKCHHOCTH apOMaTHYeCKHX IPOTOHOB C IMPOTO- nBa nyGera mpu 7.64 w1, (J 8.0 Trr) u 7.89 w1, (J
HOM aMUHOTPYIIITBI B TIEPBOM CIIy9ae M BHHIJILHBIM 8.0 I'ty).

MIPOTOHOM TIHPaH-2-OHOBOTO (pparMeHTa BO BTOPOM.

JlaHHBIE IPOCTPAHCTBEHHBIE B3AMMOACUCTBUS TaKkKe Karnon 2-aMHHOGCH3MMHA30/1Hsl BOSHUKACT I1y-
MOTYT CBHJICTEITLCTBOBATh 00 aHTYISIPHON CTPYKTYPE. TCM TIIPOTOHUPOBAHHWS OAHOTO M3 SHIOIMUKIHYCCKHUX
HOHOJ’IHI/ITCJIBHLIM TMIOATBEPIKIACHUEM DTOMY SIBISICTCS dTOMOB a30Ta " CTa6I/IJ'II/I3I/IpyeTC$[ 3a CUCT ACJIOKAJIN-
orcytcTBue B cnekrpe NOESY koppensiuuu aMuHO- 3allMM 3JIEKTPOHHON IUIOTHOCTH, YTO COINIACYETCS C
TPYyTITEl ¢ BUHWJIBHBIM TIPOTOHOM Kak B 00IIleM BHUJIE, kBaHTOBOXHMUYeckuM B3LYP/6-311++G(d,p) pacué-
TaK ¥ TPU CEJICKTHBHOM BO30YKICHHH ITOCIETHETO B TOM €r0 F€OMETPUH U IEKTPOHHON cTpyKTypsI [10].
pamkax metoga NOESY1D. Hanmmaue maHHOTO KaTHOHHOTO (DparMeHTa B CIIEKTPE
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SMP 'H monreepiaaercss NPHCYTCTBHEM YIIHPEH-
HOTO CHHIJIETa JBYX IPOTOHOB 3K30LUKINYECKON
aMUHOTpYyNIbl pH 8.26 M.J., MYJIBTUIIETa YETBIPEX
apoMaTHYeCcKHX NPOTOHOB B obmactu 7.11-7.33 m.1.,
a Tak)Ke HAJMYMEM B CIIeKTpe coefuHeHus 12 ymm-
PEHHOTO CHHIJIETa YEThIPEX MPOTOHOB MpH 12.36 M.1.,
KOTOPBI BKJIIOYaeT B ce0sl CHTHAN JBYyX MPOTOHOB
TMIPOKCUIIBHBIX TPYII OHCHMPAHOBOW CHUCTEMBI U
PE30HAHC MPOTOHOB 3HAOLMKIMYECKUX aMUHOIPYIII
2-aMUHOOEH3UMU1a30JIbHOM YacTu. B monb3y noHHOM
CTPYKTYpPBI BBIJIEJIEHHOTO COEIMHEHUS TaKKe MOXKET
TOBOPUTH YUIMPEHHE CHHIVIETa METMHOBOTO IPOTOHA
U ero Majas HHTeTpaibHas HHTCHCUBHOCTH (0.4), 9To
SBIISIETCSI CIIEJICTBUEM BBICOKOW IMOABMKHOCTH M TIO-
BoimeHnss CH-kuciaoTHOCTH.

CriekTpaJibHasi KapTHHA Ui HUTPOQEHHUI3aMe-
IIEHHOro acconmara 13 agajorndysa TakOBOH JUIS CH-
creMsl 12.

DKCTepUMEHTANLHBIC JaHHBIC O PETHOCEICKTHB-
HOCTH PACCMOTPEHHBIX MPEBPAIICHUN C y9acTHEM B
KadecTBE KapOOHMIIBHOH KOMIIOHEHTHI OCH3aJIhICTH-
JIa ¥ ero 4-MeTOKCHU3aMEIICHHOTO aHajora He MO3BO0-
JISIFOT OJIHO3HAYHO OTPEACIUTh IyTh IMPEBpAIICHUS
cyoctparoB. XapakTep NpPOAYKTOB pPEaKIUW C yda-
cTheM 4-xJ0p- U 3-HUTPOOEH3AIBJICTHIIOB JIAET OC-
HOBaHUE JJIs1 YTBEPXKACHHS O MPOTEKAHUU ITUX TIpe-
BpallleHUH 10 MyTH ¢ (HOPMUPOBAHHEM XaJIKOHA M €r0
npeoOpa3oBaHUEM 3a CYET KOHKYPEHTHOH KOHIEHCA-
M Muxasis B apuiaMeTHIeHONC-4-THApOKCH-6-Me-
Tui-2H-nupan-2-onsl 15. Ilocnegnue MoryT aempo-
TOHHPOBATLCS JI0 AHHOHOB, CTAOWIH3UPYHOIINUXCS
accoIpaInyeil ¢ KaTHOHOM 2-aMUHOOEH3UMUIA30IIHS,
YTO ¥ HAOJIIOAETCs IKCIIEPUMEHTAJIBHO.

OO0pazoBaHKHE HCKIIOYUTEIBHO aHTYISPHBIX H30-
MEpOB B CJIy4ae peajin3alid MyTH A MOXHO 0OBbsC-
HUTh, HAa HaIl B3IVISLI, TEM, YTO apHIIUICHOBBIN (par-
MEHT, BEpPOSTHO, UMEET OO0JIee aKTHBHBIA DJIEKTPO-
(bUITBHBIN IEHTP, YeM KapOOHMIIBHBINA aTOM yTIIepoaa,
W UMEHHO OH IMOJBEPraeTcsl aTake dK30IUKINICCKON
aMHUHOTPYIION azaHykiIedua.

OI[HaKO, HECMOTPSA Ha BBIMICTICPCUYUCIICHHBIC JaH-
HbIC, UCKITFOYUTH BO3MOXXHOCTH p€ajn3aliu, «KMMHUH-
HOI'0» MEXaHU3Ma HCJIb34.

OKCIIEPUMEHTAJIBHA A YACTD

Cnextpsl AMP 'H,'3C perucrpuposamu Ha crex-
tpomerpe Varian 400 (400 m 100 MI'm cootBer-
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ctBeHHO) B JIMCO-d,, BHyTpeHHMI CTaHAAPT TETpa-
METHJICHJIaH. DIEMEHTHBIN aHaJM3 TPOBOIWIN Ha
porpaMMHO-anmnapaTHoM aHajuzatope Vario Micro
Cube. Temnepatypy mIaBIeHHUs ONPEACISUIN Karnil-
JSIPHBIM MeToIoM. KOHTpOITh 3a XO/IOM peakiuy 1 Yu-
CTOTOH MOJTYYEHHBIX COCTUHEHUH OCYIICCTBIISIIIN Me-
TOIIOM TOHKOCJIOWHOHN Xpomarorpadun Ha TIacTHHAX
Silufol UV-254, snroeHT ameToH—3THIAIETaT—H-TeK-
cad (1:1:3), nposiBUTENH — TAPBI HOJA.

BoszelicTBe MUKPOBOJHOBOTO H3IydeHHs: 00e-
CIIEYNBAJIOCh aBTOMATUYECKON MUKPOBOIHOBOM yCTa-
HOBKOM miist cuaTe3a NOVA 11, pabouast remmeparypa
180-190°C.

Oo6masi meTtonuka. ¢. B KpyrmomoHHYIO KOJOY
o0beMoM 50 M1, cHaOXKEHHYIO 0OpaTHBIM XOJIOHIIb-
HHUKOM, MOMEMaIn 25 MIJI 3TaHoJla, B KOTOPOM MpH
HarpeBanuu pactBopsiiu 0.5 T (4 MMons) adupa 1, mo-
6asisumu 0.53 T (4 mmonb) azanykieduia 3, 4 MMOIb
anpaeruaa 2, 0.1-0.2 M1 KOHIIECHTPUPOBAHHOM XJI0PO-
BOJIOPOJTHOW KUCIIOTBI U HATPEBAIU MIPH TEMIIEPAType
78°C. Ilo okOHYaHHMM PEaKIMM CMECh yNapHBalu Ha
BO3/IyX€, OCTABIINECS KPUCTAIIBI IPOMBIBAIIH BOIOMH
Y TEKCaHOM, CYIIUIIA B BaKyyMe.

0. B dapdoposerit turens momemanu 0.5 T
(4 mmomnb) adupa 1, 0.53 r (4 MMonb) a3anykieduia
3, 4 mmonsb anpaeruga 2 u 0.1-0.2 M pactBopa xJio-
puna uHka B 3taHone (0.1 r/mr). CMech rOMOreHH-
3UPOBAIM U MOABEPraid BO3ACHCTBUIO MUKPOBOIHO-
BOro u3iydeHust MomHocThio 600 BT. [To okoHUaHun
peaKIiy CMECh PACTUPAITH, IPOMBIBATTH BOJION U TEK-
CaHOM, CYIIHJIH B BaKyyMe.

2-MeTtuii-5-penna-5,6-nuruapo-4H-oenso[4,5]-
uMuaa3o[1,2-a|nupanonupuMHUINH-4-0HA THIPOX-
gopua (8). CuHTe3 MPOBOIWIN TI0O METOTY @ C HC-
nonb3oBanueM 0.42 r (4 mmonb, 0.41 M) anpaeruaa
2a B TeueHue 12 u. Berxox 0.85 1 (58%), GecriBeTHBIC
KpucTayisl, T.rm1. 201-202°C.

ITo meTomy 6 cuHTE3 NPOBOAMIIM C UCIIOIb30BAHU-
em 0.42 t (4 mmonb, 0.41 M) anpreruna 2a B Tede-
nue 30 muH. Bwixog 1.21 1 (83%), OecuBerHbie
kpuctamiel, T 201-202°C. Cmextp SAMP 'H
(AMCO-dy), 6, m.1.: 2.03 ¢ (3H, CH3), 5.74 ¢ (1H,
=CH), 6.16 ¢ (1H, CH), 7.01-7.38 M (9H,p), 9.07
yic (1H, NH). Cniekrp SIMP '3C (IMCO-dy), 5, m.1.:
19.2 (C13), 35.1 (C?), 105.3 (C), 109.6 (C*), 121.1,
121.4,126.9,127.3,127.9,128.2, 128.6, 139.5, 139.7,
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143.3, 146.0, 146.3 (C,,,,),144.3 (C?), 146.8 (C'%),
159.6 (C%?), 162.7 (C*). Haitneno,%: C 65.81; H 4.68;
C110.04; N 11.65. CyoH4CIN;O,. Beraucneno, %: C
65.67; H4.41; C19.69; N 11.49.

5-(4-Metokcudennii)-2-MeTHII-5,6-AUTUAPO-
4H-6en30[4,5|lumunazo[1,2-alnupano|3,4-e]Jnupu-
MUAUH-4-0Ha quruapoxaopus (9). Cunres npoBoau-
JM TI0 METoAy a ¢ ucnonb3oBanueM 0.54 r (4 MMob,
0.49 mn) anbneruna 2b B Teuenue 50 4. Beixog 0.62 T
(36%), sxenThie KpucTawbl, T.I01. 175-176°C.

ITo METOAY 6 CHUHTE3 MMPOBOAUIIN C UCIIOJIB30BaAHU-
em 0.54 1 (4 mmoutb, 0.49 mit) anbaeruna 2b B TedueHue
1 g 25 mun. Beixog 1.12 1 (83%), skenThie KpucTai-
b1, IO 175-176°C. Crextp SIMP 'H (IMCO-dy),
8, m.a.: 2.03 ¢ (3H, CHj;), 3.84 ¢ (3H, OCHj), 5.58 ¢
(1H, =CH), 5.79 ¢ (1H, CH), 6.65-7.24 M (8H,,),
7.62 ymr.c (2H, NH). Cnextp SIMP 13C (JIMCO-dy),
5, M. 18.8 (C13), 34.3 (Cd), 56.0 (C'%), 105.2 (Ch),
110.3 (C*), 126.8, 127.0, 127.4, 127.3, 127.9, 131.8.
131.9, 139.3, 139.4, 139.6, 141.1, 1462, 146.8
(Capow)s145.3 (C?), 147.2 (C'2), 158.4 (C®), 163.2
(C%). Haiineno,%: C 58.43; H 4.86; C1 16.60; N 9.62.
C,H 9Cl,N305. Beruncneno, %: C 58.34; H 4.43; Cl
16.40; N 9.72.

(4-Xaoppennn)ouc(4-ruiporcu-6-meTni-2-
okco-2H-nupan-3-ua)mMeranna  2-amuHo-1H-0eH-
30[dlumupaazonus (12). Cunre3 mpoBOIUIH 110 METO-
Iy a ¢ ucrionb3oBarueM (.56 T (4 MMonb) anpaeruaa
2c¢ B Teuenne 8 4. Brixon 0.66 r (65%), xenteie Kpu-
craiiel, T.I1. 196-197°C.

[lo MeTomy 6 cuHTE3 MPOBOAMIM C HCIIOIH30BA-
aueMm 0.56 T (4 mmonb) 4-anpAeruaa 2¢ B TEUCHUC
65 muH. Beixon 0.76 T (75%), xenTbie KpUCTAILIHI,
Trn. 196-197°C. Cmextp AMP 'H (AMCO-dy),
o, m.a.: 2.00 ¢ (6H, CHy), 5.57 ¢ (2H, =CH), 5.79 ¢
(0.4H, CH), 6.90-7.90 M (8H,,,), 8.26 ym.c (2H,
NH,), 12.32 ym.c (4H, NH, OH). Cnekrp IMP 13C
(IMCO-dy), &, m.ii.: 19.2, 19.3 (C7, C7), 35.3 (CY),
105.1, 105.5 (C>, C°), 120.7, 127.0, 127.2, 128.9,
134.4, 134.9, 138.7, 139.0, 143.2, 146.7, 147.0, 148.4
(Capow)s 141.8,142.3 (C, C®), 149.1, 149.6 (C?, C?),
157.4 (C*"), 159.3, 159.8 (C2, C?), 166.4, 166.6 (C*,
C¥). Haiineno,%: C 61.08; H 3.98; C1 9.81; N 7.80.
Cy6H,,CIN;Og. Brruucneno, %: C 61.47; H 4.37; Cl
10.04; N 8.26.

(3-Hutpodenna)ouc(4-ruiporcu-6-MeTua-2-
okco-2H-nupan-3-ua)meranua 2-amuno-1H-0eH-

KAHEBCKAS u np.

30[d|umuaazonms (13). Cunres3 npoBOJUIH 10 METO-
ny a ¢ ucnonb3oBanuem 0.60 r (4 MMOIIB) anmbaeruia
2d B Teuenue 3 4. Berxon 0.79 1 (76%), sxentbie Kpu-
cramisl, T.1. 178—179°C.

[To meToxy 6 cMHTE3 MPOBOIWIIH C UCTIOIH30BAHU-
em 0.60 r (4 Mmmonb) anpaeruaa 2d B Teuenue 45 MuH.
Brrxon 0.91 1 (88%), xenThie KpUCTAIIIB, T.IUT. 178—
179°C. Cnextp SIMP 'H (JIMCO-dy), §, m.a.: 2.03
¢ (6H, CHy), 5.60 ¢ (2H, =CH), 5.91 ¢ (0.5H, CH),
6.68-8.50 M (8H,,,), 8.65 ym.c (2H, NH,), 11.86
yic (4H, NH, OH). Criextp SIMP '3C (IMCO-d), §,
M. 19.7,19.9 (C7, CTY, 34.6 (CF), 103.2, 103.4 (C2,
C%), 123.1, 123.3, 127.5, 127.7, 129.5, 129.8, 131.4,
131.7,139.5, 142.5, 142.8, 145.1 (Cy,y,), 143.6, 144.0
(CS, C®), 141.4, 1491.7 (C3, C), 158.7 (C?"), 159.8,
160.2 (C?, C%), 166.1, 166.4 (C*, C*). Haitneno,%: C
59.80; H 3.93; N 10.50. C,sH,,N,4Og. Beruucneno, %:
C 60.23; H4.28; N 10.81.

®OHIOBAS TTOJJIEPKKA

Pabota BeImONHEHA ITpH Toxzepkke Poccuiickoro
dbonma QyHTAMEHTAIBHBIX HWCCIACNOBAaHUN (TpaHT
Ne 20-03-00446).

KOH®JIIMKT UHTEPECOB

ABTOpBI 3asIBISIIOT 00 OTCYTCTBUHM KOH(IMKTA WH-
TEPECOB.
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Biginelli Reaction in the Synthesis of Regioisomeric 5,6-Dihydro-
4H-benzo[4,5]imidazo[1,2-a]pyranopyrimidine-4-ones
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A modified variant of the Biginelli ternary reaction with the participation of 4-hydroxy-6-methyl-2H-pyran-
2-one, aromatic aldehydes and 2-aminobenzimidazole was studied under thermal and microwave activation.
Depending on the nature of the substituents in the aldehyde, angularly-joined 5,6-dihydro-4H-benzo[4,5]-
imidazo[1,2-a]pyranopyrimidin-4-ones or arylbis(4-hydroxy-6-methyl-2-oxo-2H-pyran-3-yl)methanides of
2-amino-1H-benzo[d]imidazolium. A probable mechanism of product formation under the studied conditions
is proposed.

Keywords: 2H-pyran-2-ones, 2-aminobenzimidazole, one-pot interaction, Biginelli reaction, benzoimidazo-
pyranopyrimidinones
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