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Conn OeH3MMUA301Msl 00IaIal0T Ha YAMBICHHUC
pa3HOO0Opa3HON OMONIOTHIECKON aKTUBHOCTRIO [1-9],
a TaKXe CIIOCOOHOCTHIO, IPU HATMYUN HEOOXOTUMBIX
CTPYKTYPHBIX ITPEIMTOCHUTOK, ITUKIH30BaThHCS, OOBITHO
4yepes MPOMEKYTOUHOE 00pa30BaHUE OCHOBHBIX (POPM,
B TPUIUKIUYECKHE OCH3MMHIA30Ibl. TakuM myTem
MOJIYYaroT, B YaCTHOCTH, pa3nuyHbie nMuaaso[ 1,2-al-
OEH3MMH/IA30ITBI, CPEIH KOTOPBIX 00HAPYKEHO HEMAJIO
(hapMaKoJOrMueCcKH aKTHBHBIX CTPYKTYp. HexoTopbie
Y3 HUX PEKOMEH/IOBaHBI K KIIMHUYECKUM HCIIBITAHU-
aM, a 9-gmdTHnaMuHo-2,3-muruapoumuaasoll,2-al-
Oenzummnazon (auadenon) [10], yxxe ycnemHo mpo-
men ux. B mimane mampHeHmned amBepcudukauu
JOCTYIHBIX [UIsl  HccleqoBaHuit umunasofl,2-al-
OEH3MMH/IA30JI0B CYIIECTBEHHBIN WHTEPEC MPEICTaB-
JIIFOT €r0 MPOW3BOJIHBIC, CONIEPIKAIINE T€ WU WHBIC
PEaKIMOHHOCTIOCOOHBIE JHOO0 CHEIM(PHIECKH aKTH-
BUPYIOIIME TPHULIUKIUYCCKYIO CHUCTeMYy (DyHKIHO-
HaJbHBIE TPYIIIHI (3aMECTHTEIIH).
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B nacrosimieit pabote onrcaH CHHTE3 U HEKOTOPHIE
TpaHc(hopMaluK psifia HOBBIX, OTBEYAIOIINX YKa3aH-
HBIM KpHUTEpHUsM, TPOU3BOAHBIX HUMHUAA30[1,2-a]-
OeH3uMuIa301a, a TaKke 2-0Kco-2,3-auruapo-1H-
nMunasol 1,2-a]6en3numuasona,
MMHIA30JbHOM IMKIN3ALMKA YETBEPTUYHBIX COJEH
1-ammun(2-0poMmpornui)-2-aMHHO-3-KapOaaKoK-
cu(kapOOKCH )METHIIOCH3UMUIA30IUS M X 2-UMUHO-
OeH3MMHIa30IMHOBBIX (GopM. JlaHHBIN CcHUHTETHYE-
CKUH TOIXOA TO3BOJSET CYIIECTBEHHO PAaCUIMPHUTH
psan umuaaszo[1,2-a]0eH3uMmuIa30a0B, MPEACTABIA-

OCHOBAHHBIX Ha

IOIIUX HHTEpPEC MJis MPOBEAEHUSA HUX AaJbHEHIINX
TpancopMmanmii ¢ COXpaHCHHEM TPHUIMKINICCKON
CHCTEMBI.

HcxonHble 9eTBEpTUYHBIC COMHU, a TAKKE UX OC-
2-IMIUHOOCH3NMHIA30TMHOBEIE  (DOPMEI,
OBUTH TIOTYYeHBI U3 1-ayuni-2-aMHHOOEH3UMHU1a3051a
1 [11]. BHauane ero noaBepranu KBaTepHU3ALUU O]

HOBHBIC
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X = Br, R = Me (3a), Et (36); X = Cl, R = n-Bu (3B); R = Me (11a), Et (116).

JeiicTBUEeM aJIKWIOpoM(XJop)aneraTtoB 2a—B ¢ oOpa-
30BaHMEM COOTBETCTBYIOIIUX OPOMHUIOB (XJIOPHAOB)
3a—B ¢ Berxogamu 83-99% (cxema 1).

Peakmust ¢ OpomarnieraraMu MPOTEKAET JIETKO, MPH
KOMHATHOH TeMIleparype B aleTOHE, U 3HAYUTEIBHO

tpymnaee (105-110°C, 6e3 pacTBopHTENs) B Ciydae
JKYPHAJT OBILEN XUMHH tom 91 Ne7 2021

xyoparetaroB. [lonyyaembie TakuM myTeM coiid 3a—B
C HENbI0 PaCHIPEHHs psfa MUKIN3YEMBIX CTPYKTYP
MIPEIBAPUTEIHHO MOABEPTaIl HEKOTOPHIM IpeBpalle-
HusaM. OHu Bkimroyanu O-Ae3aJKUIIMpPOBAHUE COJIECH
b0 camMo 1o cede Mpu NEeUCTBUM KHITSIIIEH CMECH
48%-noit HBr n nensinoit ykcycnoit kuciotsl (1:4, o
00BeMy), THOO ¢ OMHOBPEMEHHO TTPOTEKAIOIIUM TIPH-
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1y MapKOBHHUKOBA) MTPU KUITTYEHUH PAaCTBOPOB COJEH
B 48%-no0it HBr. [Iponykramu 3Tux peakuuii, oopa-
3YIOLMMUCA C BbIxogaMu okojio 87-90%, sBigroTcs
YeTBepTHYHAs cOoJib 4 U ee 2-OpOMIPONUIILHBIN aHa-
qor 5. JleiicTBHEeM BOAHOrO aMMHAaKa 3TU COJIU ObLIN
MIPEBPAIICHBI B COOTBETCTBYIOIINE 2-UMHHOOCH3UMU-
na3oauHOoBbEIe (hopmbl 6 1 7 (cxema 2). 2-bpommpo-
MMUAJICOAEPIKAIE CyOCTpaThl S U 7 UHTEPECHBI B TOM
OTHOIICHUH, YTO UIMEIOLIASCS B HUX OPOMITPOTIHIIbHAS
rpynna npyu NOAXOASIIUX YCIOBUSIX MOXKET CIIYKUTh
aJBTEPHATUBHBIM PEAKIIMOHHBIM LEHTPOM IO OTHO-
MICHUIO K KapOaJKOKCH(KapOOKCH)METUIHHON TPyII-
1€, TO)KE YJacTBYsl B IOCTPOEHUH AOTIOJIHUTEIBHOTO
HMMHIa30IbHOTO LIMKIIA, @ TAKOKe (IIPU €€ COXPAHEHUH
B YCIIOBUSX IUKJIM3AINH) B PA3INYHBIX TpaHCPOpMa-
musax ¢ MoauduKkanueldl yKazaHHOTO T'aJlOTeHAIKHIIb-
HOTO 3aMECTHUTEJIS.

Wmvuner 6 u 7, momobHo ux N-QeHanuIbHBIM
aHazioram [12], nerko HUKIU3YIOTCS MOJ NEUCTBUEM
YKCYCHOTO aHTHapuaa (3—5 MUH, KUIITYEHHUE) ¢ 00-
pazoBanneMN-ammn-(2-6pommnpormt)umuiasol 1,2-al-
OcH3nMUIa30/1-2-0H0B 8 U 9 ¢ BwIXOgOM 76—78%
(cxema 2).

2-bpommponuicoaep:kamuii UMUH 7, NEUCTBU-
TENBHO, CIOCOOEH W K aJbTePHATHBHOH HMHIA30-
JFHOW IMKJIM3AIAN 110 MEXaHW3MY BHYTPHUMOJIEKY-
JAPHOTO  Sy2-aNKWIMPOBAHUS  2-0OpOMIPONHIEHON
rpymnmoi aHajgorudHo N-¢eHaIuiIcoaepKamM aHa-
soram [13]. B aToM ciydae mUKIN3aIUs MPOTEKAeT B
orcytcTBUe Ac,O M B JIOBOJIBHO JKECTKUX YCIOBHUSX
(pacmnaB coequnenus 7, 215-220°C, 3.5 4), yTo MOX-
HO OOBSCHUTH CTEPUUECKON KECTKOCTHIO TIEPEXOTHO-
IO COCTOSIHUS aJIKWIIMPOBaHUS, IPENSATCTBYIOMIEH 110~
CTIDKEHUIO OTNITUMABHOTO ISl Sy2-TIPOIECCOB, THO0
JIOCTAaTOYHO OJIM3KOTO K HEMY yIia HyKJIeo(HIbHOM
ataku. [IpomykToM IUKIW3aNuK SBISETCSA 2,3-ITNATH-

10 (BeIxO7 60%).

Hnst ctpykTyp 3a—B BO3MOXEH €II€ OJUH IIyTh
[IOCTPOCHHUS nmuaaso| 1,2-a]6eH3uMuIa30I6H0-
ro TPHUIMKIA, TMPEANOaraloniil MpeaBapuTeIbHOe
N-amumpoBaHUe OTBEYAMOIIUX JTHM CTPYKTypam
2-IMUHOOCH3UMHIA30IHHBIX (DOPM, — TOIHO TaKKe,
Kak U i1 N-(beHaruiIcoaepKalux aHaJIOTOB ATHX
nMuHOB[12]. Takas muknIM3anus OCHOBaHA Ha B3aW-
MOJICHCTBHH aKTUBUPOBAHHON METHIICHOBOH I'PYIIITBI
CO-rpynmoil anmuIMMUHOBOTO (GparMeHTa. Peaknus
00beAMHSCT CTAANU TEHEPUPOBaHUS 2-MMUHO(OPM,
N-anunmpoBaHus U NUKIU3AIUN B COCTaBe OJHOPEaK-
TopHoro mnporecca [13]. Takum 00pazoM pearupyroT
comu 3a, 0 MpU HarpeBaHHWH B CpPee YKCYCHOTO aH-
TUJIPHUIA B IPUCYTCTBUM OC3BOIHOIO alleTaTa HaTpHs
(5 4). IIpu sTom oOpa3yroTcs QYHKIHOHATUZUPO-
BaHHBIE AJITHIICOAEpXKAIIMe WMMHUIa300eH3NMHUAA-
301bl 11a, 6 BeIxogamMu 78 u 85% COOTBETCTBEHHO
(cxema 2).

NmunazobeH3nMuIa30I0H 8, Kak U apyrue UMu-
J1a300eH3MMHUAa3010HEI [14], MOXeT OBITh MONydeH
TEPMHUUYECKONH  IUKIM3AlMEed  COOTBETCTBYIOIIETO
2-xoparnetaMmuaooer3umuaazona 12 8 cpene MDA
B npucytcTBun K,CO; (cxema 3). OgHako B 3TOM CIty-
4yae BBIXOJ KOHEYHOIO MPOAYKTa CYIIECTBEHHO HUXKE
(42%).

CrpoeHue TMONyYeHHBIX COENWHEHHH MOATBEPXK-
neno nanasiMu UK u AMP 'Hu BBC CIIEKTPOCKOIUU.
Tak, B UK crrektpax comeir 3—5 mabmromaroTcs 1mosio-
ChI TOIVIOIICHUS BaJICHTHBIX KoJieOanui rpymnmn C=0
(1760-1765) u NH, (3170 u 3220 cm™'). B cnekrpax
SIMP 'H sTux coneii Hapsy ¢ CMrHalaMu Y€THIPEX
[IPOTOHOB aPOMATUUECKOTIO s/Ipa MPUCYTCTBYIOT BECh-
Ma XapakTepHbIe CUTHAJIBI aJUTMIBHON (J1160 2-0poM-
MIPOMMIIBHOM ) TPYTIIIBI, @ TAK)KE CHHIJICTHI TIEPBUYHOMN
amuHOTpyMIE (9.04-9.45 M. 1.), a B cirydae couneid 3

JKYPHAJI OBLIEM XUMMHU Tom 91 Ne7 2021
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Cxema 4.
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eIl ¥ CUTHAJIBI TKOKCUTpy T B 061actu 0.85—4.2 m. 1.
CriekTpsl UMHHOB 6 1 7 1O YHCITy U MYJIBTHUIUIETHO-
CTH CHUTHAJIOB aHAJIOTHYHBI CIieKTpam coner 4, 5. B
cnekrpax SIMP '"H uMuna306eH3MMAIa30I0HOB 8 1
9 TPUIMKINYECKUH KapKac MpeACTaBiIeH CUTHaJlaMU
C XUMHYECKHMHU CIBUTAMHU, ONU3KHIMH K TaKOBBIM
JUIs poJlOHaYajJbHUKA pAja, He3aMeIleHHOoro 2,3-11-
ruapoumuaasol 1,2-a|0ensnmmnazon-2-ona [15]. B
ciektpax SIMP 'H nuruaponpoussonnoro 10 npu-
CYTCTBYET CHUTHAJ [UKJINYECKONH METHUICHOBOW TPYII-
IIbI B BUJIE JIByX OJIHONPOTOHHBIX TPUILIETOB TipH 3.46
u 4.05 m. 1. B UK crniektpax umu1a300€H3UMHUIa30-
0B 11a, 6 mPUCYTCTBYIOT MOJOCHI BAJIEHTHBIX KO-
ne6anuit CO-rpynmsl npu 1700-1705 cm™!, a taxxe
onmHapHBIX cBsa3elt C—O B obmactu oxomo 1100 em !,
Kpowme Toro, numerorcs Takxke nosiocsl cBsazeir C=C u
C=N TpHUIHKIAYECKOTO smpa B oomactsax 1455-1595
u 16001615 cm~! cooTBeTcTBeHHO. B MX crekTpax
SIMP 'H napsy ¢ IpyrumMu 03kuiaeMbIMU CHTHATAMH
MPUCYTCTBYIOT CHHIJIETHI METUIBHOMN IPYTIIHI B OJIO-

JKYPHAJI OBILUEM XMMMHU Tom 91 Ne7 2021

| 1s

KeHnd 2 Tpunukia (2.62 u 2.63 M. A.) 1 MyJIBTUILIE-
ThI aiuminbHOM rpymmsl ipu 4.8 (NCH,), 5.2 (=CH,) n
5.9-6.0 m. 1. (CH=).

UK cnekrpsl coenunenuit 9 u 10 cogepkat moso-
CBbl TMOIVIOMIEHHsI KapOOHWIBHOM TIpyIbl B 00IacTH
1710 u 1750 cm!. B cnektpax IMP 'H npucyrcrsy-
0T, B YACTHOCTH, CUTHAJIbI IIPOTOHOB OPOMIIPOIIHIIb-
HOH W aJUIMJIBHOM TPYII, a TaKXKe [UKINYECKOU Me-
TUJIEHOBOW rpymnnsl npu 4.36 M. 1.

[lo cpaBHEHMIO C YK€ M3BECTHBIMHU MPOU3BOJHbI-
My nupumuno[1,6-b][1,2,4|rpuazenun-5-onos [16]
u mupumMuno|5,4-e][1,2,4]tpuazun-5,7-nuonos [17]
AKTUBHOCTh METHIJICHOBOW TPYIIBI B COETUHEHUIX
9 u 10 nonmxena. Tak, OHU He pearupyroT ¢ JUMe-
TAJaNeTajleM JAUMETWIPOopMaMuia TPH KUIIsSYe-
HUHM PEaKUUMOHHOH cMecH B JAUMETHI(popMamuie.
B To ke Bpemsi ¢ OoJiee peaKIMOHHOCIOCOOHBIMU
areHTaMu, anmpAeruaaMu (4-HUTPOOCH3AIBICTHIIOM,
3,4-muxnopOeH3anbAeTHAOM, S-HUTPOPYpPPypoIoM U
nupazon-4-aabJeruioM), peakuusi Mo METHICHOBOM
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TPYIIIE IPOTEKACT TOCTATOYHO JIETKO MIPU KUTITYCHUU
B yKCycHOU kuciote B Teuenue 0.5 4. B pesymbrare
obpasyrorcst 3-apmmuneH-9R-2-oxkconmunazol1,2-al-
oer3uMuaa3zoionsl 14-16 (cxema 4). X MOXXHO TI0-
JIY9UTh ¥ HEMOCPEICTBEHHO U3 UMUHOB 6 1 7 (cxema
5), 0ObenMHUB CTAINH IUKIN3AIANA U KOHACHCAIIUU
no KuéseHareno B OIHOPEAKTOPHBIA MHpOLECC, Ha-
rpeBasi CMECh UMHUHA C allbACTHIOM B Cpefie YKCYHO-
ro aHrunpuaa. B cnyuae mupason-4-kapOaibaeruioB
peakiusi CornpoBoKAaeTcs N-alleTHINPOBAHUEM ITH-
Pa30JBHOTO IHKIA ¢ 00pa3oBaHHEeM coeAuHeHWH 18
u19.

Anxokcurpynna B 3¢upax 11a, 6 10BOIBHO HHEPT-
Ha M0 OTHOLICHHUIO K HYKICO(PHIHLHOMY 3aMEIICHHIO.

Ee He ynmaercs 3aMecTMTh aMHHOTPYNIOW IpH JECH-
CTBUH aMMHaKa, KaK Ha XOJIO/TY, TaK U IIPY Har peBaHUU.
He pearupyet oHa 1 ¢ MUNEPUANHOM U MOP(OIUHOM,
Jla)ke B OTCYTCTBUE PACTBOPHUTENS U MPU KUTISYCHUN
PEaKLMOHHBIX cMeceil. IHepTHOCTh NaHHOU IpyMIIbI
MOYKHO CBSI3aThb CO 3HAUUTENIbHBIM CHIDKEHUEM ee
ANMEKTPOPHUIBHOCTH, OOYCIOBICHHBIM 3SHEPTUYHBIM
ANEKTPOHOJOHOPHBIM [ 18] BIHsIHHEM COCEAHETO UMU-
J1a300CH3UMU1a3011-3-UIIBHOTO 3aMecTHTeNs. B To e
BpeMs ¢ Oonee HyKICO(PUIbHBIM THIPA3HHTHAPATOM
peaxius mpoTeKaeT AOCTaTOYHO JIETKO, IPUBOJS K 00-
pazoBanuio ruapasuaa 19 ¢ BerxogoM 54% (cxema 6).
CrpykTypa NOJIY4YEeHHOTO THIpa3uja MOATBEPKAAET-
cs1 nanabiMu UK criektpockonuu. B cnektpe mpucyt-

JKYPHAJI OBLIEM XUMMHU Tom 91 Ne7 2021



YETBEPTHUYHBIE COJIN 1003

Cxema 6.
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CTBYIOT TIOJIOCHI BaJ€HTHBIX KoyieOanuit rpymm C=0
(1648 cm™') u NH, B obmactu 3323-3264 cm!). B
ciektpe SIMP 'H 5Tu rpynmbl NposiBASIOTCS B BHUIE
JBYX- 1 OJTHOTIPOTOHHBIX CHHIIETOB ipu 4.50 u 8. 96
M. JI. COOTBETCTBEHHO.

[Homyuennsii ruapasun 19 npu kunsyeHHH B
cnupte ¢ popMUIIapeHaMHt JIETKO 00pa3yeT MOTEeHIH-
aJIbHO OMOJIOTMYECKH aKTUBHbBIE THAPa30Hb! Thna 20.
B cnekrpe IMP 'H ruzpasona 20 coemuHeHunii Ha-
pAAy ¢ IPYrMMH CHUTHAJlaMU TIPUCYTCTBYIOT CHHIJIE-
THI IPOTOHA AJBJANMUHOBOM Tpymel pH 8.09 M. 1. u
NH-rpynnet npu 11.34 M. a.

ITockonbKy NUpPa30JIbHBIN LUK B COCTaBE CIIOXK-
HBIX CTPYKTYp B (hapMaKoJIOTHUYECKOM OTHOIICHUH
BechMa mpuBiekarteneH [19-21], rumpasug 19 Obin
WCIIOJb30BAaH B KaYeCTBE MPEIIECTBEHHUKA IS TI0-
CTPOEHHS Ha OCHOBE €ro THAPA3MHOBOIO OCTaTKa
MMPa30IBHOTO UKJA. JlocTaTOYHO yCHemHo 3To yia-
eTCsl c/ieNaTh, UCTONIb3Ys B KaueCTBE IUKIU3YIOIIEro
pearenTa 2,4-eHTaHANOH, MPU PEaKLIUU C KOTOPBIM

JKYPHAJI OBILUEM XMMMHU Tom 91 Ne7 2021
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HaOIrogaeTcsl 00pa3oBaHUe MHPA30II-1-MIT TTPOU3BO/I-
Horo 21 (cxema 6). B ero UK cnekrpe oTCyTCTBYIOT
npucynye ruapasuay 19 xapakrepucTuyeckue mosio-
Chbl TIOTJIOLICHUS, OTBEYAIOIIUE BaJICHTHBIM KojeOa-
HusAM Kapboruapasuaxoro pparmenra CONHNH,. B
ciextpe SIMP 'H moMuMo ApyruX OKHIAeMBIX CHT-
HQJIOB HAOJIONAIOTCSA TPEXIPOTOHHBIE CUHIVIETHI Me-
TUIBHBIX Tpymm npu 2.10, 2.19 M. 1. U o1HONPOTOH-
HBII CHHIVIET IIPOTOHA B TIOJIOKEHUH 4 UPa30IbHOIO
uukia mpu 6.25 m. 1.

Takum oOpazom, rajmoreHuAB! 1-ammui(2-6pom-
npornui)-3-(kapOoKCH ))aTKOKCHKapOOHMIMETHII-2 -
AMUHOOEH3UMUIA30JIUsl U HUX 2-UMUHOOEH3UMUA-
30JIMHOBBIE (POPMBI TIPU B3aUMOJCHCTBHU C PSAIAOM
UKIU3YIONUX areHTOB SIBJISIOTCS YIOOHBIMHU TIPEJI-
IIECTBEHHUKAMU JUIS CUHTE3a MTPOW3BOIHBIX WMHUIA-
30[1,2-a]0eH3uMHIa30i1a, COACPIKALIUX JHOO JIETKO
TpaHcpOopMHUpyeMble OOKOBBIE TPYTIIBI, JINOO BXOS-
Iy B coctaB uMuja3o|1,2-a]0eH3uMu1a30a6HOr0
TPUIMKIIA PEAKIIMOHHOCIIOCOOHYI0 METHIICHOBYIO
rpymiy. Takue COCIUHEHHUS IMPEICTAaBIISIOT, B 4acT-
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HOCTH, UHTEpEC ISl MOMYYCHHUS MPHUBICKATEILHBIX
B (hapMakoJIOTHUECKOM OTHOIICHUU TeTapUIMPOBaH-
HBIX UMH/1a30][ 1,2-a]0eH3uMIIa30I10B.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnexrpsl peructpupoBaiii Ha mpubope Varian
Excalibur 3100 FT-IR B TBepmoii daze B cycneH3uu
¢ BasenuHOBBIM MaciioMm. Crektpsl SIMP 'H chuma-
i Ha criektpoMeTpax Varian Unity 300 (300 MI'm)
s coenuuHennit 3a, 12—-19 B pactBope JIMCO-dy u
Bruker Avance 600 N (600 MI'm) mist coennHeHui 8,
9, 11a, 6 8 CDCl;, anst octanbubix — B JIMCO-d,. Tem-
neparypsl IIaBJIeHus onpeaesnsui Ha npudope Fisher
Johns Melting Point Apparatus. DJeMEeHTHBII aHATH3
MPOBOIMJIH KJTACCHYECKUM METOJIOM MHKpOAHAaIH3a.
KoHTponb 3a X0I0M peakuuu U MHIUBHIYaTbHOCTb
CHUHTE3UPOBAHHBIX COCIUHEHUI OCYIICCTBIISIM Me-
TOZAOM TOHKOCIIOWHOW XpomaTtorpaduu (IUIaCTHHBI
¢ AlL,O; III crenmenu aktuBHOCTH, dmioeHT — CHCl;,
MPOsIBIICHHE TTaApaMHU HOJIa BO BIAXKHOU Kamepe).

Bce ucnonb3oBaHHbIe B pab0Te peareHThl KOMMEDP-
YECKH TOCTYITHEI.

Cunre3 OpoMuaoB Oensummuaazonusi 3a, ©
(obwas memoouxa). K pacrBopy ammna 1 (10 Mmoib)
B 30 mur arteToHa puOaBIsLTU 12 MMOJIB METHIIOBOTO
WJIM 3TUJIOBOTO 3(hrpa MOHOOPOMYKCYCHON KHCIIOTHI.
[TonmyueHHY!0 CMeCh TIepeMeIInBaIH J0 Hayasia o0pa-
30BaHUs 0€JI0r0 0CaJ(Ka U OCTABJISUIM [TPH KOMHATHOMR
Temneparype Ha HO4b. Ocafok OT(HUIBTPOBHIBAIM,
MTPOMBIBAJIN AIIETOHOM 1 CYIIIFITH.

Bbpomuja 2-amuHo-3-(2-MeTOKCH-2-0KCOITHI)-1-
(mpon-2-eH-1-un)-1H-0en3umugazon-3-unus (3a).
Beixon 3.2 1 (98.1%), T. . 237-238°C (EtOH). UK
cextp, v, eM': 3215, 3170 (NH,), 1760 (C=0), 1675
(C=N), 1600, 1475 (C=C), 1230 (C-O-C). Cuextp
SIMP 'H, 8, m. 1.: 3.8 ¢ (3H, OMe), 4.92 1 ( 2H, CH,, J
5.3 I'm), 5.12-5.30 m (4H, =CH,, CH,CO), 5.95-6.02
M (1H, CH), 7.23-7.63 M (4H,,), 9.08 c (2H, NH,)
Haitineno, %: C 48.07; H 4.74; Br 24.35; N 13.01.
Cy3H(BrN;0,. Breruucneno, %: C 47.86; H 4.94; Br
24.50; N 12.88.

bpomua 2-amMuHO-3-(2-3TOKCH-2-0KCOITHJI)-1-
(mpon-2-en-1-un)-1H-0en3umugazon-3-uiuust (30).
Beixon 1.7 T (100%), T. mn. 234-235°C (EtOH). UK
crekTp, v, eM 't 3220, 3175 (NH,), 1765 (C=0),
1670 (C=N), 1600, 1480 (C=C), 1235 (C-0O-C).
Crnextp AMP 'H, §, m. 1.: 1.23 T 3H, Me, J 7.1 I'ny),

4.19 x (2H, OCH,, J 7.1 T), 4.92 n (2H, CH,CH=,
J 5.0 I'm), 5.09 . o (1H, H™*“, CH,=, J 17.2 '),
5.24 ¢ (2H, CH,CO), 5.24 n (1H, H**, =CH,, J
9.3 I'm), 594 n. a. n (1H, CH=CH,, J 17.2, 9.3,
4.9Tu),7.29-7.40 m (2H, H%7), 7.54 0. 1 (1 H, H>®_J
6.4,2.4Tu),7.62 1. n (1 H,H¥®, J6.4,2.4T1),9.07
(2H, NH,). Cniektp SIMP 13C, Oc, M. 4.: 13.91, 44.16,
44.49, 61.74, 110.51, 110.56, 117.54, 123.74, 123.87,
129.16, 129.70, 130.30, 150.03, 166.52. Haiineno, %:
C 49.22; H 5.12; Br 23.34; N 12.48. C;,H4BrN;0,.
Berancneno, %: C 49.43; H 5.33; Br 23.49; N 12.35.

Xunopua 2-amuno-3-(2-0yToKcH-2-0KCOITHII)-1-
(npon-2-en-1-un)-1H-0en3umugazon-3-uwiaust (3B).
Cwmecs 0.87 T (5 mmonp) amuHa 1 1 2 M1 Oy THIIOBOTO
adupa MOHOXJIOPYKCYCHOM KHCJIOTHI HArpeBaIH MPHU
105-110°C B teuenue 15 muH. [lomyueHHslll naB
oxnaxaanu 10 30-35°C u o0pabarbiBaiy alieTOHOM
(15 wur). Ocamok OTOUIBTPOBBIBAINA, IPOMBIBA-
JIU MHOTOKPATHO alleTOHOM JUIsl YJAJICHUs W30BbITKa
3¢upa MOHOXJIOPYKCYCHOW KHCIOTBhL. BbIxom dYer-
BepruuHOoi comu 3B 1.35 r (83.3%). Xmopua mepe-
KPUCTAJJTM30BBIBAIM U3 25 MJI alleTOHUTpUJIA C He-
CKOJIbKUMU KaIUISIMH BOJIbI, KOTOPYIO MPHUOABIIsUIA B
KHITAIILYIO CYCIIEH3UIO COJIM B alleTOHUTPHIIE JI0 pac-
TBOpPEHHUSI ocajka, 3areM cymunau npu 100-105°C,
T. 1. 240-241°C. UK cnektp, v, cM': 3215, 3170
(NH,), 1760 (C=0), 1665 (C=N), 1605, 1480 (C=C),
1230 (C-O—C). Cnextp IMP 'H, §, m. n.: 0.85 T
(3H, Me, J 7.4 I'n), 1.29 cekcrer (2H, CH,CH,Me, J
7.7T'n), 1.55 xBunret (2H, CH,CH,CH,Me, J 7.5 I'n),
4.12 v (2H, OCH,, J 6.5 '), 4.97 n (2H, CH,CH=, J
4.9 I'm), 5.12 n (1H, H™**¢  CH,=, J 17.2 T'm), 5.23 1
(1H, H**¢,CH,y=,J 11.2T1),5.93 1. a. a1 (1H, CH=CH,,
J172,11.2,49Tu,), 7.37-7.28 M (2H, H%7), 7.52 n.
a (1H, B°®, J 6.5, 2.4 Tu), 7.57 a. n (1H, H¥®), J
6.4, 2.5 Tn), 9.49 ¢ (2H, NH,). Cniextp SIMP 13C, §,
M. 1.: 13.39,18.35,29.94, 44.22,44.49, 65.23, 110.38,
110.50, 117.61, 123.64, 123.77, 129.26, 129.79,
130.43, 150.19, 166.63. Haiineno, %: C 59.08; H
7.05; C110.80; N 12.85. C,4H,,CIN;0,. Brruncneno,
%: C 59.30; H 6.85; C110.95; N 12.98.

Bpomun 2-amuno-3-(kapooxkcumeTn)-1-(mpon-
2-en-1-un)-1H-6en3umuaaszonusa (4). Cmech 1.63 1
(5 mmonb) Opomuna 3a, 10 M YKCYCHOM KHUCTIOTBI U
2.5 mn 48%-n0i1 HBr (T. kum. 128°C.) xunsitim 1 4.
Ha cnemyrommii neHp ocamok Opomuna 4 OTHUIB-
TPOBBIBAJIM, TIIATEIILHO OTMBIBAIIM OT KUCJIOTHI arle-
TOHOM W Cymmua Ha Bo3ayxe. Beixox 1.47 r (90%),
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T. . 258-259°C (EtOH, 1 r/30 mu). UK cmektp, v,
cm 't 3265, 3200 (NH,), 3125 (OH), 1765 (C=0),
1670 (C=N), 1600 (C=C). Cnextp AMP 'H, §, m. 1.:
4.92 1 (2H, NCH,, J 4.9 Tn,), 5.12 ¢ (2H, CH,%*),
5.12 n (1H, H™%*¢ =CH,, J 17.0 I'n), 5.24 n (1H,
H%¥*¢,=CH,, J 10.4 T'r), 5.93 m (1H, CH=,J 5.4, 10.4,
17.0 T'm), 7.29-7.34 m (2H, H,,), 7.51-7.55 m (1H,
Hy,), 7.58-7.62 m (1H, H,,), 9.05 ¢ (2H, NH,).
Cnextp SIMP 3¢, Oc, M. 1.0 39.50, 44.25, 44.51,
11047, 110.54, 117.71, 123.73, 123.77, 129.17,
129.85, 130.35, 150.0, 167.79. Haiineno, %: C 46.08;
H 4.74; Br 25.22; N 13.64. C;,H,,BrN;0,. Beruucie-
HO, %: C 46.30; H 4.54; Br 25.37; N 13.51.

Bbpomuag  2-amuno-1-(2-0pommnponui)-3-(kap-
ooxcumetuin)-1H-0eH3uMuIa301-3-wianst (5).
Cwmech 1.63 r (5 mmons) 6pomuaa 3a u 20 M 48%-Hoi
HBr xunstum 8 49, 3arem oxnaxaanu. Ocaok O6po-
Muaa 5 oTGUIBTPOBBIBANIM, TIIATEIHLHO MPOMBIBAIIN
alEeTOHOM 110 AocTkeHus: pH 7 mpOMBIBHON >KHIKO-
ctu u cymud. Beixog 1.7 r (87%), T. ut. 220-221°C
(EtOH). UK cnektp, v, cm': 3245, 3190 (NH,), 3125
(OH), 1750 (C=0), 1675 (C=N), 1600 (C=C). Crektp
SIMP 'H, 8, m. 1.: 1.75 1 (3H, Me, J 5.6 T'r), 4.53-4.62
M (1H, CHMe), 4.64 n (2H, CH,CH, J 8.6 I'mr), 5.08 1
(2H, CH,CO, J 18.7 I';m), 7.30-7.38 m (2H, H>%), 7.59
x (1H, H*D, J 7.6 Tn), 7.71 x (1H, H'®_J 7.7 Tn),
9.11 ¢ (2H, NH,), 13.5 ym. ¢. (1H, OH). Cnextp SIMP
BC, 8¢, M. 1.: 22.74, 44.19, 46.27, 49.35, 110.41,
111.18, 123.68, 123.81, 129.24, 129.64, 150.20,
167.64. Haiineno, %: C 36.62; H 3.73; Br 40.05; N
10.62. C|,H,sBr,N;0,. Beruucneno, %: C 36.83; H
3.87; Br40.37; N 10.75.

[2-Umuno-3-(npon-2-eH-1-uia)-2,3-1uruapo-
1H-6eH3uMuaa30IMHIII- -] yKCYCHAs  KHUCJ0TA
(6). PactBopsuin nipu HarpeBanuu 1.25 T (4 MMOIIB)
opomuna 5 B 10 mur Bozbl. PacTBop mofimenaunBanu
22%-upM pactBOpoM ammuaka 10 pH 9-10, unb-
TPOBAJIM B TOPSYEM BHAEC OT MEXAHWYCCKUX IPHU-
Mecell W oxJakmanu Ha JensHour Oame. YUepes 2 u
BBITIABIINN OCAJOK COCNUHEHHUS 6 OTPUIBTPOBBI-
BaJly, IPOMBIBAJIM XOJOAHONH BOJOH W CYLIHUIU IPU
100-105°C. Bexon 0.79 T (85%), T. . 245-246°C
(EtOH ). UK cnexktp, v, cM~': 3245 (NH), 3125 (OH),
1750 (C=0), 1675 (C=N), 1600 (C=C). Cmektp
SIMP 'H 8, m. 1.: 4.46 ym. ¢ (2H, NCH,CH=CH,),
4.82 ym. ¢ (2H, CH,CO), 5.13 x (1H, H™%*, CH,=,
J17.1 I'm,), 5.20 n (1H, H¥*¢, CHy=, J 9.5 '), 5.89
yu. M (1H, CH=CH,), 7.25 ym. m (2H, H,,), 7.38
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yur. M (1H, Hy,), 7.43 ym. m (1H, H,,), 8.90 ym. ¢
(1H, OH wm =NH). Cnektp AMP! C §¢, M. 1.
44.14, 47.00, 109.99, 110.52, 117.69, 122.90, 123.22,
129.25, 130.56, 130.65, 150.03, 165.71. Haiineno, %:
C 62.11; H 5.84; N 18.45. C,,H3N;0,. Beruucneno,
%: C 62.33; H5.67; N 18.32.

[3-(2-bpomnponua)-2-uMHHO-2,3-TUTUAPO-
1H-0en3umuaaszon-1-miajykcycnas kuciaora (7). K
ropstaemy pactBopy 1.58 r (4 mmonb) Opomuaa S B
10 M1 Bozbl mpu6aBisiy 22%-HbIi pacTBOpP aMMHaKa
1o pH 9-10 u oxnaxnanu Ha neasHoi Oane. Yepes
2 4 BBIMABIIUHI 0CaJ0K UMHHA 7 OTQUIBTPOBBIBATIH U
MIPOMEBIBAIM X0JonHOM Bogou. Beixox 1.08 T (70%),
T. 1. 215-216°C (EtOH-H,0). UK cnektp, v, cM '
3245 (NH), 3125 (OH), 1750 (C=0), 1673 (C=N),
1609 (C=C). Cnextp SIMP 'H, §, m. 1.: 1.62 1 (3H,
Me, J 6.0 I'r), 3.96-4.08 m (2H, NCH,CHBrMe),4.23
¢ (2H, NCH,), 4.44-4.54 m (1H, NCH,CHBrMe),
7.15-7.23 m (2H, H,,), 7.61-7.63 m (1H, H,,), 7.73—
7.76 m (1H, Hy,), 8.63 ym. ¢ (2H, OH, NH). Haiine-
Ho, %: C 46.09; H 4.73; Br 25.22; N 13.38. C|,H,Br
N;0,. Berancneno, %: C 46.30; H 4.54; Br 25.37; N
13.51.

9-(Ipon-2-en-1-na)-3H-umunazo[1,2-a]6ens-
umuaazon-2(9H)-ou (8). a. Cmeco 0.92 r (4 MMoITB)
[2-amuHO-3-(TIpon-2-eH- 1 -nn)-2,3-guruapo- 1 H-6eH-
3UMHIa3071- | -WI|yKCYCHON KUCIIOTHI 6 U 6 M yKCyC-
HOTO aHTHUpUAa KUIatwin 5 muH. [Tpu aTom BHauane
MPOUCXOJIIIO PACTBOPEHUE MCXOIHOTO COCTHUHEHUS,
a 3aTeM HadWHaJl BBIIEISATHCS CJeTKa JKEeNTOBATHIN
KpPYITHOKPHUCTAJUINYECKUH ocanok. Ero ordumbsrpo-
BBIBAJIM TMOCJE OXJIKICHHS PEaKIHOHHOH Macchbl,
TIIATEIILHO TPOMBIBAIN OT U30BITKA YKCYCHOTO aHTH-
JpUa AUITUIOBBIM 3(UpoM U cymmind. Bexox 0.65 T
(76%), T. . 192-193°C. UK cnektp, v, cM: 1710
(C=0), 1610, 1555, 1500 (C=C, C=N). Cmektp
SAMP 'H, §, m. x.: 437 ¢ (2H, CH,®*), 4.72 ym. n
(2H, NCH,, J 6.7 I'n), 5.32 o (1H, H"P**¢  =CH,, J
10.1 I'm), 5.33 o (1H, H¥*, =CH,, J 17.2 '), 5.95
n. n. a (1H, CH=CH,, J 17.2, 10.1, 6.7 T'ny), 7.14 1
(1H, H>®, J 7.8 I'n), 7.18 ym. a (1H, H¥®), J 7.7 I'n),
7.21-7.27 m (2H, H%). Cnexrp SIMP 3C, &, M. 1.:
46.05, 50.74, 109.06, 110.88, 119.38, 122.37, 123.67,
128.97, 130.27, 132.49, 168.04, 185.36. Haiineno, %:
C 67.38; H 5.41; N 19.58. C;,H,;N;O. Brruucneno,
%: C 67.59; H 5.20; N 19.71.

0. [IpeaapurensHo u3 aMuHa 1 ¥ XJIOpaeTUIIXIIO-
puna nomydanu 2-xyuop-N-[1-(mpon-2-en-1-ni)-1H-
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oer3uMuna3o-2-ui Jareramua 12. J{ims sToro x Te-
mwioMy pactBopy 5.19 r (30 MmMonp) ammra 1 [11] u
4.2 ma (30 mmonp) TpuaTHiamMuHa B 100 M1 abcomoT-
HOro O€H30Jia MPH IEPEeMEIIMBAHUN MPUOABISUIA B
teuerne 30 muH 2.39 M1 (30 MMOJTB) XJTOPALETHUIIXJIO-
puna B 10 mur Gen3ona. PeakiinoHHY0 CMECh KUTISITH-
1 4 9 ¥ oxJtakaaiad. BoigokHUCTEIN ocagok amuga 12
OT(UIIBTPOBBIBAIA W TIPOMBIBAIM TEKCAaHOM. BBIxon
amumaa 3.36 r (50%), T. . 161.0-161.5°C (i-PrOH).
UK cnektp, v, cm': 3210 (NH), 1623 (C=0).
Cnektp AMP 'H, §, m. 1.: 4.24 ¢ (2H, CCH,), 4.76
o (2H, NCH,, J 5.1 T'm), 5.07 n (1H, H™P**, CHy=, J
17.3 T'), 5.17 o (1H, H**, CH,=, J 10.3 '), 5.92 nx.
a. m(1H,J17.3,10.3,5.1 T'u), 7.17-7.26 m (2H, H>),
7.33-7.43 M (1H, H*")), 7.55-7.47 m (1H, H'®), 12.62
¢ (1H, NH). Haiineno, %: C 57.01; H 5.04; Cl 14.05;
N 16.70. C;,H,,CIN;O. Bpraucaeno, %: C 57.22; H
4.84; C114.20; N 16.83.

st mpoBeneH st UKIN3AIMN TTOTyYeHHBIH aMU
12 (1.0 r, 4 mmomnb) pactBopsian B 10 ma JJM®DA,
nob6asmsin 1.0 T 6e3BonHOoro K,CO;. Iomyuennyio
CMECh KUIISTHIIA B TeueHHue 4 9, 3aTeM HeopraHude-
CKHI 0CaIOK OT(IIETPOBBIBAIN U TIPOMBIBTH 2 MIT
JAM®. Ocrarok nocne ynapuBanus JJM®PA nmpu mo-
HW)KEHHOM JaBJICHWUU IMPOMBIBAIM BOJOW M CYLIMIH
npu 100°C. Brixog 0.36 1 (42%), 1. . 190-191°C
(i-PrOH). IIpoGa cmemieHus ¢ 00pa3loM COSIUHEHUS
8, mosmyueHHbIM 10 crIoco0y a, IIABUTCS O€3 IETIPECCUH.

9-(2-bpomnponua)-3H-umunaszo[1,2-a]oen3s-
umuaa3zon-2(9H)-ou (9). Pacteop 0.94 r (3 mMmoin)
[3-(2-6pommponuin)-2-uMuHO-2,3-nuruapo- 1 H-6ex-
3UMHUAA30]1- | -UJI]yKCyCHOU KUCIOTHI 7 B 8 MII yKCyC-
HOTO aHTHIpUIA KAMSTHIN 5 MUH, 3aTeM OXJIaKIalH.
Ocanox OTGUIBTPOBBIBAIIH, TPOMBIBAIN AUITHIOBBIM
s¢upom u cymmn. Beixox 0.68 r (78%), T. . 175—
176°C (i-PrOH). UK cnekrtp, v, cM 't 1725 (C=0),
1635, 1570, 1510 (C=C, C=N). Cnextp SIMP 'H, 3,
M. 1.: 1.77 n (3H, Me, J 6.71'ny), 4.36 1 (2H, NCH,CH,
J 6.7 Tm), 436 1 (1H, CH,%, J 16.5 I'n), 4.38 1
(1H, CH,%¢!, J 16.5 T'n), 4.59 cexcrer (1H, CHBr, J
6.9 I'm), 7.11-7.14 m (1H, H®), 7.21 1. 1 (1H, HD),
J7.5,1.6Tu), 7.24 1. n (1H, H®, J 7.7, 1.5 Tn), 7.35
a. o (1H, H3®), J 7.7, 1.5 ). Cnexrp SIMP 13C, dc
M. 1. 23.46, 44.53, 50.78, 51.56, 109.26, 110.80,
122.57,123.92, 128.76, 132.81, 168.22, 185.43. Haiine-
HO, %: C48.79; H4.31; Br27.01; N 14.16. C;,H,N;0.
Brruucineno, %: C 49.00; H4.11; Br27.16; N 14.29.

(2-Metni-2,3-quruapo-9H-umunazo[1,2-a]6ens-
HMHIA30J-9-un)ykeycHas kuciaora (10). B orkpur-

TOl mpobupke HarpeBamu 1.25 T (4 MMOIIB) 2-UMH-
HoOeH3nmuaazonuaa 7 mipu 215-220°C 3.5 4. Ilo-
clle OXJIAXKJCHHUS IUIAB pacTHpayu ¢ 15 My aueroHa.
Ocanok oT(GUIBTPOBHIBAIM U IIPOMBIBAIN ALIETOHOM.
[omyuenHsbId THAPOOpOMUS (2-METHIT-2,3-TUTHIIPOK-
cu-9H-umunazo[ 1,2-a]6en3umMu1a30-9-1ni)yKcy cHOI
kucaoTel 10 pactBopsinu B 10 mur 22%-HOro pacTtBo-
pa aMmMHaka 1 00pa30BaBILUICS PACTBOP YHaPUBAIIH
nocyxa. OcTaTok KpHCTaUIM30BaINd U3 dTaHoia. Bel-
xo11 60%, T. . 265-267°C. UK cnextp, v, cM': 1670
(C=0), 2200-3500 (OH, N*H). Cnekrp SIMP 'H, 8,
M. 1.: 1.68 n (3H, Me, J 6.0 I'n), 3.46-3.66 m (2H,
3-CH,%*"), 4.6-4.71 m (1H, CH), 5.43 ¢ (2H, NCH,),
7.20-7.31 m (2H, H%7), 7.35-7.53 m (2H, H>%), 9.03
ymi. ¢ ( 1H, OH). Haiineno, %: C 62.23; H 5.75; N
18.04. C,,H3N;0,. Beruncneno, %: C 62.33; H 5.67;
N 18.17.

Cunte3 umuaaszol[l,2-a|6enzumunazon-3-kap-
ookcuaaroB 1la, 6 (obwaa memoouxa). Cmech
5 mmonb Opomuaa 3a winum 36, 2 T 0e3BOIHOTO arera-
Ta HaTpusd u 15 mnn YKCYCHOI'O aHIruapuaa KUITATUINA
5 4. PeakuMOHHYIO Maccy OXJIaXKJlajld, BbUIMBAJIU B
50 MJT BOZIBI M TIOCJIE PA3JI0KECHISI H30BITKA YKCYCHOTO
aHTUJpUIa PacTBOpP HEUTpasin3oBaiu cojoi. Brije-
JUBIIEECS MAacjO JKCTPArUpOBAINA XJIOPOGOPMOM U
OYHIIAIN Ha Xpomarorpaduueckoit komoHke (4 12 cM,
d 2 cm) ¢ y-Al, O3, amoent — CHCl;.

MeTuaumunaso[1,2-a]oenzumugazon-3-kap-
ooxcuiar (11a). Berxon 2.1 1 (78%), T. . 103—-104°C
(MeCN). MK crextp, v, cM':1700 (C=0), 1615, 1585,
1455 (C=C, C=N), 1100 (C-O—C). Cnekrp SIMP 'H,
o, M. 1.: 2.62 ¢ (3H, CMe), 3.94 ¢ (3H, OMe), 4.82 7.
T (2H,NCH,,J 5.4, 1.6 '), 5.21 o (1H, H™**¢ CH,=,
J17.1T'n), 5.24 n (1H, H**, CH,=,J 10.3 I'y), 5.97 1.
n.a(1H,J17.1,10.3, 5.4 '), 7.18-7.32 m (3H, Hy,),
8.44 1 (1H, H3,J 8.2 T'n). Cniekrp SIMP 13C, §¢, m. 11.:
16.42, 45.36, 51.11, 109.91, 115.18, 118.18, 121.04,
123.49, 123.67, 125.87, 131.13, 134.73, 149.28,
152.51, 161.43. Haiineno, %: C 66.69; H 5.80; N
15.47. C;sH,5N;0,. Beruucneno, %: C 66.90; H 5.61;
N 15.60.

ITuanmuaaso|1,2-a|6en3umMmuaazon-3-kapook-
cuaar (116). Beixon 1.2 1t (85%). Kpucraniauzosanu
W3 JIETKOKHITSIIIETO TETPONICHHOro 3upa M CyLININ
npu 60°C. T. mn. 70-72°C. UK cnekrp, v, cMm:1705
(C=0),1615,1595, 1455 (C=C, C=N), 1100 (C-O-C).
Cnextp IMP 'H, §, m. n.: 1.43 v (3H, CH,Me, J
7.1 Tm), 2.64 ¢ (3H, 2-Me), 4.42 k (2H, OCH,, J
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7.1 Tm),4.82 1 (2H, NCH,, J 5.3 I'm), 5.21 x (1H,
Hmrare s CHy=, J 17.2 I'm), 5.24 n (1H, H¥*¢, CH,=, J
99 I'm), 597 n. n. a1 (1H, CH, J 17.2, 9.9, 5.3 I'n),
7.18-7.30 m (3H, H,,), 8.49 n (1H, H>, J 8.1 T'n).
Cnextp SAIMP 13C, 8., M. n.: 14.60, 16.55, 45.34,
60.10, 109.86,112.99, 115.27,118.14, 120.96, 123.42,
12591, 131.17, 134.75, 149.26, 152.38, 161.08. Haii-
neHo, %: C 67.71; H 6.18; N 14.70. C,4H,,N50,. BoI-
gucieno, %: C 67.83; H 6.05; N 14.83.

CunTte33-apuianaeH-2-okconmuaaso[1,2-a]oens-
UMHIa30J0H0B 13-15 (0Owas memoouxa). Cmech
2 wmMmoib  9-(mpomn-2-eH-1-mn)-3 H-umunazo[ 1,2-a]-
oensumuazon-2(9H)-ona 8 1 2 MMOJIb COOTBETCTBY-
FOILIETO albJAeruaa B 3 MJI JIEASTHOM YKCYCHOM KUCIIOTE
kunatuid 30 MuH. BbiaenuBiiuiics mociie oxJiax-
JCHUH OCaJIOK OT(MIBTPOBBIBAIIN, MPOMBIBAIIN JIH-
ATUIIOBBIM 3(PUPOM U CYIIHIIH.

(3E)-3[(3,4-AuxjgopdeHus)MeTuanaeH|-9-
(npon-2-en-1-ua)-3H-umunaso[1,2-a]6enzummuaa-
3001-2(9H)-on (13). Beixog 70%, 1. . 205-207°C
(MeNO,). UK cnekrp, v, cM': 1715 (C=0). Cnextp
SIMP 'H, §, m. 1.: 4.69 ¢ (2H, NCH,, J 5.1 T'r), 5.26 1
(1H, H**,=CH,, /9.4 Tm), 5.28 1 (1H, H""*"¢, =CH,,
J17.7Tn),598 n. n. n (1H,J 17.7,9.4, 5.1 I'), 7.32
¢ (1H, ArC=CH), 7.18-7.33 m (2H, H%7), 7.46 1 (1 H,
H®), J7.9Tn), 7.64 n (1H, H*, J 8.5 '), 8.00 1 (1H,
H3®), J7.4Tm), 8.29 n. n (1H, H?,J 8.5, 1.7 '), 8.68
1 (1H, H*, J 1.7 T'n). Haitneno, %: C 61.43; H 3.75;
C119.02; N 11.22. C;4H5C,N50. Boruucneno, %: C
61.64; H 3.54; C119.15; N 11.35.

(3E)-3[(5-HurpodypaHn-2-ui)MeTnjauaeH|-9-
(mpomn-2-eH-1-ua)-3H-umuaazo[1,2-a]6enzumu-
a30,1-2(9H)-on (14). Brixox 50%, T. . 217-219°C
(IM®A). UK cnextp, v, cm ' 1727 (C=0). Cniektp
SIMP 'H, 8, M. 1.: 4.72 1 (2H, NCH,,J 5.1 T'n), 5.21—
5.39 M (2H, CHy=), 599 n. a. n (1H, CH=CH,, J
15.4,9.9, 4.8 T'n) 7.34-7.26 m (2H, H*7), 7.71 ¢ (1H,
=CHyy,,), 7.45-7.55 m (1H, H®), 7.81 n (1H, H*, J
3.9 I'm), 8.08-8.15 m (1H, H®O), 8.17 n (1H, H*,
J 3.9 I'm). Hatineno, %: C 60.50; H 3.81; N 16.53.
C7H,N,4O,4. Brruncneno, %: C 60.71; H 3.60; N
16.66.

(BE)-3{[3-(4-DTOophenn)-1 H-nupa3zo-4-ui|-
MeTHJAUAeH}-9-(npon-2-eH-1-un)-3H-umuna-
30[1,2-a]0en3umupnaszon-2(9H)-on  (15). Breixon
55%, 1. . 247-248°C (IM®PA). UK cnexrp, v,
em ! 1695 (C=0). Cnextp IMP 'H, §, M. 1.: 4.72 1
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(2H, NCH,, J 4.6 T ), 5.24 n (1H, H™%< =CH,, J
16.6 Tm), 5.25 n (1H, H**¢,=CH,, J 10.8 I'm), 5.98 1.
1. 1 (1H, CH=CH,, J 16.6, 10.8, 4.6 T'y), 7.09 ¢ (1H,
=CHyy), 7.15-7.36 M (3H, H &7 + H®)), 7.40 T (2H,
H*%,J8.7Tu), 7.48 n (1H, H¥®, J7.4 ), 7.71 1. n
(2H, H**%, J 8.1, 5.7 '), 9.02 ¢ (1H, NH), 13.5 ym. ¢
(1H, NH). Haiineno, %: %: C 68.35; H 4.38; N 18.05.
CyH|(FN;sO. Bbruucneno, %: C 68.56; H 4.18; F
493; N 18.17.

Cunte3  3-apuwianaeH-2-okco-umuaaszoll,2-al-
Oenzummaa3zoonoB 16-18 (oowas memoouxa).
Cwmech 2 MMOIb UIMHHA 6 wii 7 1 2 MMOJIb COOTBET-
CTBYIOIIETO aJbJETHA B 2 MJI YKCYCHOTO aHTHJIPH/IA
KUIISATUIM B TEUEHUE 25 MUH, 3aTEM OXJIK AU, SIpKO
OKpAIlIEHHBIH 0CaJIOK apIIIUJICHOBOTO TPOU3BOIHOTO
OT(PUIBTPOBBIBAIH, TPOMBIBAINA JUITHIOBBIM 3(PH-
POM U CYIIHIIH.

3-[(4-Hurpodennn)mernnuaeH|-9-(nmpomn-2-ex-
1-na)-3H-umunaso|1,2-a]oenzumuaazon-2(9H)-on
(16). Beixoxn 61%, >xento-kpacHble KPUCTAILIBL, T. L.
251-252°C (MeNO,). UK cnektp, v, cM ' 1715
(C=0). Cnextp AMP 'H, 8, m. 1.: 4.72 n (2H, CH,, J
2.6T'n), 5.29 n(2H,=CH,, J 6.3 '), 5.95-6.02 m (1H,
CH=), 7.26-7.50 m (4H, H,,), 8.04 ¢ (1H, CHC(H,)
8.21-8.30 m (4H, H,,). Cuextp SIMP "3C, 3., M.
n.: 46.02 (CH,), 109.98, 111.45, 118.31 (=CC¢H,),
119.94 (CH,=), 123.51, 123.81, 124.21, 126.69,
129.84 (=CHCH,), 131.43, 133.16, 133.25, 138.53,
147.75,164.39, 175.30 (C=0). Hatineno, %: C 65.68;
H 4.27; N 16.05. Beraucneno, %: C;oH4N4O;. BbI-
yucneHo, %: C 65.89; H 4.07; N 16.18.

(BE)-3-{[1-Auetun-3-(4-xaopdenni)-1H-nupa-
3001-4-wia|MeTuiauaeH }-9-(npon-2-en-1-mi)-3H-u-
muaazo|1,2-a]6enzumuaazon-2(9H)-ou (17). Beixon
45%, SIpKO-KENThle KpUCTawbl, T. 1w 210-212°C
(MeNO,). UK cnektp, v, em ' 1737, 1709 (C=0).
Cnextp AMP 'H, §, m. 1.: 2.71 ¢ (3H, Me), 4.71 1 (2H,
NCH,, J 5.4 T'm), 5.23-5.28 m (2H, CH,), 5.93-6.02
M (1H, CH=), 6.96 ¢ (1H, =CH), 7.20-7.78 m (8H,
Hy,,), 9.54 ¢ (1H, H,,). Haiineno, %: C 64.73; H 4.29;
Cl 7.85; N 15.65. C,4H,{CINsO,. Beruucneno, %: C
64.94; H 4.09; C17.99; N 15.78.

(BE)-3-{[1-AueTtmi-3-(Tuen-3-ui)-1 H-nupazoJ-
4-na|merunungen}-9-(2-6pomnponuia)-3 H-umu-
na3o[1,2-a]6ensumuaazon-2(9H)-on (18). ABrixon
45%, sipKo-’KeNThle KpUCTaIIBL, T. 1. 231.5-233.5°C
(MeNO,). UK cnektp, v, em ' 1737, 1709 (C=0).
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Cnekrp SIMP 'H, §, m. n.: 1.78 1 (3H, Me, J 6.6 '),
2.7 ¢ (3H, MeCO), 4.45 n (2H, NCH,, J 6.7 I'n),
4.76 cexcrer (1H, CHMe), 7.24 ¢ (1H, =CHHet),
7.26-7.37 m 3H, H®7 + H_,0p)» 7.54 1 (1H, H3®, J
7.7Tn), 7.68 n. n (1H, H, e 4 3.7, 1.1), 7.73 1 (1H,
H8®, J 7.8 Tw), 7.78 n (1H, H,, ey J 5.2 T, 9.55
¢ (IH, Hyypason)- Hadimeno, %: C 53.02; H 3.86; Br
15.89; N 13.98; S 6.21. C,,H3sBrN;s0O,S. Beruncneno,
%: C 53.23; H3.66; Br 16.10; N 14.11; S 6.46.
2-Metua-9-(npon-2-eu-1-ua)-9H-umuna-
30[1,2-a]|0eH3uMuUIa301-3-Kapooruapasug 19).
PactBop 2.5 1 (9.2 mmonb) adupa 11a B 10 M1 aTaHONA
U 5 Mt ruapasuHryapara kunatwim 10 4. Beiaenus-
LIMICS 0Ca0K MOCJIEe OXJIKICHHUS OT(QHIBTPOBBIBA-
JIM, IPOMBIBAIM JICASTHOM BOAOW M cymmid. Beixon
1.36 r (54%), OecuBEeTHBIC BOJIOKHUCTBIC KPUCTAILIBI,
T. 1. 179-180°C (EtOH). UK cnextp, v, cM': 3323,
3264, 3021(NH,, NH), 1647 (C=0). Cnextp SIMP
'H, 8, m. 1.: 2.45 ¢ (3H, Me), 4.51 ¢ (2H, NH,), 4.82
1 (2H, NCH,, J 4.8 T'n), 5.11 n (1H, H"**  CH,, J
17.8 I'm), 5.17 n (1H, H**“, CH,, J 10.5 '), 5.98 n.
a. a (1H, J 17.8, 10.5, 4.8 Tw), 7.18 T (1H, HD, J
7.6 T'm), 7.29 T (1H, H'®_ J 7.7 Tn), 7.47 n (1H, HS,
J8.0Tn), 8.17 n (1H, H>, J 8.0 I';m), 8.96 ¢ (1H, NH).
Haiineno, %: C 62.23; H 5.81; N 25.88. C4H;5N;O.
Brrancaeno, %: C 62.44; H 5.61; N 26.01.
2-Metua-N'-[(1,1'-0udennn-4-ui)MeTHIn-
neH]-9-(npon-2-en-1-ua)-9H-umunazo[1,2-a|6en-
3uMuAa30ia-3-kapooruapasug (20). Pacteop 0.39 r
(1.4 mmonb) kap6oruapazuaa 19 u 0.27 r (1.4 MMorb)
oudennn-4-kapbanpaeruaa B 7 MJI 9TaHONIA KUTISTH-
4 B TedeHue 3.5—4 4dacoB. [lo okOHUaHUM peakiuu
(xouTposE TCX) peakIMoOHHYH CMECh OXJIaXKIAlH,
TUIPa30H OT(UIBTPOBBIBAIIM, IPOMBIBAIA CITUPTOM U
cymmiy Ha Bosayxe. Berxon 0.4 T (64%), T. 1. 219—
221°C (IM®A). UK cnextp, v, cM': 3227 (NH), 1661
(C=0). Cnextp SIMP 'H, §, m. 1. 2.53 ¢ (3H, Me),
4.87 ym. o (2H, NCH,, J 5.7 T'm), 5.5 n (1H, H"P#"<,
CH,=CH, J 17.1 I'm), 5.20 x (1H, H**, CH,=CH, J
10.2 ), 6.02 a. o. n (1 H, CH, J 17.1, 10.2, 5.5 T'),
7.38 T (1H, Hp,, J 7.2 Tw), 7.33 T (1H, Hy,, J 7.6 T'm),
721 t(1H, Hp, J 7.7 T'm), 7.47 T (2H, H,,, J 7.4 T'm),
7.53 n (1H, H,,, J 8.0 '), 7.74 n (2H, H,,, J 7.8 T'm),
7.78 n (2H, H,,, J 7.3 Tn), 8.09 yu. x (1H, H>, J
8.3Tm), 8.38 c (1H, CH=N), 11.34 ¢ (1H, NH). Cniextp
SIMP 3C, 8¢, m. a.: 16.40, 44.71, 110.62, 114.10,
114.70, 117.53, 120.47, 123.37, 124.70, 126.63,
127.02, 127.45, 127.82, 129.00, 132.07, 133.53,

134.67, 139.33, 141.32, 145.56, 146.16, 148.68. Haii-
IeHo, %: 74.60; H 5.57; N 14.73. C,;H,3N5O. Bpruuc-
neno, %: C 74.81; H 5.35; N 14.86.

3,5-Aumerna-1H-nupa3zou-1-uwn)[2-meTna-9-
(mpon-2-en-1-ui)-9H-umunaso[1,2-a]6en3umuaa-
30J1-3-uj|metanon (21). Cmece 0.54 T (2 MMOTB)
runpasuaa 19 u 0.21 v (2 Mmmodb) 2,4-nIeHTaHMOHA
KUISITIIINA B 3 MII 3TaHosa B TeueHue 9-9.5 u. Peak-
LIMOHHYI) MAacCy OXJIAXKIAIU, O0CaJ0K OT(HILTPO-
BBIBAJIM, TIPOMBIBAIA XOJIOMHBIM CITUPTOM U CYIIHITH
Ha Bo3mayxe. Bexox 0.4 r (60%), 1. . 132-133°C
(EtOH). UK cnektp, v, em: 1657 (C=0). Cnektp
SIMP 'H, 8, m. 1.: 2.11 ¢ (3H, Me), 2.20 ¢ (3H, Me),
2.51 ¢ (3H, Me), 491 n (1H, NCH,, J 5.2 T'), 5.17
o (1H, H™*< CH,=, J 17.2 T'1 ), 5.22 a (1H, H¥*,
CH,=,J10.2 I'n), 6.03 1. n. n (1H, CH=CH,, J 17.2,
10.2,5.2 ), 6.24 ¢ (1H, HY |, .,0,), 7.20 T (1H, H>®),
J7.8),7.351 (1 H, H¥®, J7.7 'n), 7.52 o (1H, H),
J 8.1 T'm), 7.58 n (1H, J 8.1, H'®). Haiineno, %: C
68.24; H 5.94; N 20.88. C,yHyN5O. Boruucneno, %:
C 68.45; H5.74; N 21.01.

NHOOPMALIMSA Ob ABTOPAX

Kyxosckas Omera Hwukomaesma, ORCID: http://
orcid.org/0000-0003-2485-2139

MopkoBHuk Amnaronuii CaBenbeBuY,
http://orcid.org//0000-0002-9182-6101

Boponkun I'ennaamii Cepreesud, ORCID: http:/
orcid.org//0000-0002-5886-7825

BITIATOAAPHOCTHU

ORCID:

PaboTa BeIIIONIHEHA ¢ MCMIOIB30BaHUEM 000pYIO-
BaHus L{eHTpa KoJIeKTUBHOT O Nojib30BaHus FOxHOTrO
(denepaibHOTO YHHUBEPCUTETA.

®OHJIOBASI TOJIJIEPYKKA

Pabota BbimonHeHa npu (GUHAHCOBOM MOAJIEPIKKE
MuHHKCTEpCTBA HAYKH U BhIcIIero oOpazoBanusi PO B
pamkax rocyaapcrBenHoro 3ananus (Ne BA3 0110/20-
3-11UX).

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBISIIOT 00 OTCYTCTBUH KOH(IIHMKTA
HUHTEPECOB.

CIIMCOK JIUTEPATYPbI

1. Gravel J., Schmitzer A.R. // Org. Biomol. Chem. 2017.
Vol. 15. P. 1051. doi 10.1039/C60B02293F

JKYPHAJI OBLIEM XUMMHU Tom 91 Ne7 2021



YETBEPTHUYHBIE COJIN 1009

2. Sangeeta G.P.V., Purna N.K., Risy N.J., Murali M.,
Kumarn K. // Microb. Pathogen. 2018. Vol. 124. P. 258.
doi 10.1016/j.micpath.2018.08.046

3. Zarubaev V.V., Morkovnik A. S., Divaeva L.N.,
Karpinskaya L.A. Borodkin G.S. // Bioorg. Med. Chem.
2016. Vol. 24. P. 5796. doi 10.1016/j.bmc.2016.09.036

4. Shelton K.L., DeBord M.A., Wagers P.O., Souther-
land M R., Williams T M., Robishaw N.K., Shriver L.P,
Tessier C.A., Panzner M.J., Youngs W.J. // Bioorg.
Med. Chem. 2017. Vol. 25. P. 421. doi 10.1016/j.
bmc.2016.11.009

5. Yigit M., Yigit B., Taslimi P, Ozdemir 1., Karaman M.,
Gulgin L. // J. Mol. Struct. 2020. Vol. 1207. P. 127802.
doi 10.1016/j.molstruct.2020.127802

6. Spasov A.A, Kucheryavenko A.F., Gaidukova K.A.,
Kosolapov V A., Zhukovskaya O.N. // Res. Results
Pharmacol. 2020. Vol. 6. N 1. P. 1. doi 10.3897/
rrpharmacology.6.503732

7. Cnacos A.A., Kyrosckaa O.H., Babkos /[.A., bpuea-
ouposa A.A., Babrosa B.A., Mopxoenuk A.C., Jlumeu-
noe P.JI., Cokonoea E.B. // N3s. AH. 2020. T. 4.
C. 774, Spasov A.A., Zhukovskaya O.N., Babkov D.A.,
Brigadirova A.A., Babkova V.A., Morkovnik A.S.,
Litvinov R.A., Sokolova E V. // Ruser. Chem. Bull. 2020.
Vol. 4. P. 774. doi 10.1007/s11172-020-2832-5

8. Anucumosa B.A., Kyroscxas O.H., [lempos B.U., Cna-
cos A.A., Koconanos B.A., Kyuepsgenro A.D., Iauody-
kosa K.A., Copoyxuu /].B. Tlar. 2623439 (2017). P® //
b. 1. 2017. Ne 18.

9. Cnacos A.A., Anucumosa B.A., I'yposa H.A., Tumoge-
esa A.C., @edopuyk B.FO., Munxun B.H. Tlat. 2526902
(2014). P® // B. 1. 2014. Ne 24,

10. Anisimova V.A., Balabolkin M.I., Vdovina G.P,
Dedov I.I., Minkin V1., Petrov V.I., Spasov A.A. Ilat.
2386634C2 (2010). P® // b. 1. 2010. Ne 11.

11.

12.

13.

14.

15.

16.

17.

18.

20.

21.

Anucumosa B.A., Tornvieun U.E. // KOpX. 2011.
T. 47. C. 1326; Anisimova V.A., Tolpygin I.E. Russ.
J. Org.Chem. 2011. Vol. 47. P. 1346. doi 10.1134/
S1070428011090156

Cumonos A.M., Anucumosa B.A., Bopucosa T A. // XT'C.
1973. C. 111; Simonov A.M., Anisimova V.A., Boriso-
va T.A. // Chem. Heterocycl. Compd. 1973. Vol. 9. P. 99.
doi 10.1007/BF00476162

Anucumosa B.A., Kysvmenxo T.A., Cnacog A.A., boua-
posa U.A., Opodounckas T.A. /| Xum.-bapm. k. 1999.
T. 33. C. 21; Anisimova V.A., Kuz 'menko T A., Spa-
sov A.A., Bocharova I.A., Orobinskaya T.A. // Pharm.
Chem. J. 1999. Vol. 33. P. 361.

Descours D., Festa D. // Synthesis. 1983. Vol. 12.
P. 1033. doi 10.1055/s-1983-30617

Mobinikhaledi A., Foroughifar N., Kalhor M.,
Mirabolfathy M. // J. Heterocycl. Chem. 2010. Vol. 47.
P. 77. doi 10.1002/jhet.264

Riyadh S.M., Farghaly T.A., Gomha S. M. // Arch.
Pharm. Res. 2010. Vol. 33. P. 1721. doi 10.1007/s12272-
010-1102-8

El-Kalyoubi S.A. // Chem. Central J. 2018. Vol. Vol. 12.
Atrticle 64. doi 10.1186/s13065-018-0424-3
Anucumosa B.A., Cumonos A.M., Ilosxcapckuii A.D. //
XTI'C. 1973. Vol. 6. P. 797; Anisimova V.A., Simo-
nov A.M., Pozharskii A.F. // Chem. Heterocycl. Compd.
1973. Vol. 9. P. 731. doi 10.1007/BF00472318

. Karrouchi K., Radi S., Ramli Y., Taoufik J., Mab-

khot Y.N., Al-aizari F.A., Ansar M. // Molecules. 2018.
Vol. 23. N 1. P. 134. doi 10.3390/molecules23010134
Rizk S.A., El-Sayed A.A., Mounier M.M. // J. Heterocycl.
Chem. 2017. Vol. 54. P. 3358. doi 10.1002/jhet.2956
El-Sehemi A.G., Bondock S., Ammar Y.A. // Med. Chem.
Res. 2014. Vol. 23. P. 827. doi 10.1007/s00044-013-
0650-0

1-Allyl- and 1-(2-Bromopropyl)-2-amino-3-carboxy(carbalkoxy)-
methylbenzimidazolium Quaternary Salts in the Synthesis

of Imidazo[1,2-a]benzimidazole Derivatives
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1-Allyl(2-bromopropyl)-3-carboxy(carbalkoxy)methyl-2-aminobenzimidazolium halides and their 2-imino-
benzimidazoline forms were synthesized. Their cyclization into functionalized imidazo[1,2-a]benzimidazole
derivatives was studied. Some further transformations of obtained imidazobenzimidazoles with the participation
of reactive substituents and an activated methylene group were studied.

Keywords: benzimidazolium quaternary salts, 2-iminobenzimidazolines, cyclization, imidazo[1,2-a]benzim-
idazoles, 2,3-dihydroimidazo[ 1,2-a]benzimidazoles, imidazo[ 1,2-a]benzimidazol-2-ones
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