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2-Me(Het)
Nk Piperidine (cat.) X Het2
_— >
N Microvawe N ,
H 160°C, 4 h H R

Pa3paboraH HOBBIH BBICOKOI((EKTUBHBI METOA KOHICHCAIMH (MHION-3-MI)KapOaTbIeruIoB ¢ 2-METHIA30laMH U 2-MeTWIa3HHAMH I107
JIEACTBUEM MUKPOBOJIHOBOTO 00TydeHHsI. MeTos1 IO3BOIIIET MOMTY4YaTh C BRICOKMMU BBIXOJAMH CTPYKTYPHBIN ()parMeHT OMCTeTaprIISTHIICHOBBIX
(ITyOopecIeHTHBIX HHANKATOPOB, HAXOAAIINX IIMPOKOE IPUMEHEHNE B MEIUIIMHCKOH, OMOOpraHudeckoi 1 (hapMaeBTHIECKHH XHMHUH.

KiroueBnble ciioBa: 6E:H3OKC$.3OJ'I7 UHO0JI, MUPUAUH, XUHOJIMH, KOHJACHCAlUA, MPIKpOBOHHOBBIﬁ CHUHTCE3.

IIpu nedeHMM 1[EIOro psAAa HEBPOJOTHUECKHUX U
NICUXHUATPHUUECKUX PACCTPOMCTB, a TakkKe HEKOTOPBIX
CepACYHO-COCYANUCTBIX W OHKOJIOIMYECKUX 3a0o0JieBaHuil
MIPUMEHSIOTCS MPOLETyphl JHAarHOCTHKH, pPEe3yNbTaTHB-
HOCTBH KOTOPBIX 3aBUCHUT OT 3(p(PEeKTHBHOCTH BU3yaTH3AIUU
PHK."? Tlpu sToM KmoueBoii mpoGlieMoii 4acTo OKasbl-
Baetcs mon6op PHK-cenekTHBHBIX CEHCOPOB, MOAXOISIINX
jis paGoThl B IKHBBIX KieTKax.” Cpell JOCTYIIHBIX
areHTOB BH3YaJM3allM{ dYalle BCEro MCIOJIB3YIOTCS KOM-
MEpPUYECKH JOCTYNHBIE LHAHMHOBBIE KPACHUTENH, OTHAKO
OHU XapaKTepU3YIOTCS HEBBICOKONW CBETOCTOMKOCTBIO U
orpanndeHHoi PHK-cenekTnBHOCTBIO, YTO co3/maeT ompe-
JIeNICHHbIE TPYAHOCTH MX MCIOJB30BAHUS JUIS MTOKAIPOBOIL
BU3YaIIM3all{y Ipenaparos.”’

C HenaBHEro BPEMEHH JUIS U3YUCHHUSI CTPYKTYPHI KIIETOY-
HOTO s7ipa ¥ MACHTH(UKAINN KOHKpeTHBIX (hparmenToB PHK B
KHUBBIX KJIETKAX METOJaMH JIOMHHECIICHTHOW MHKPOCKO-
MM CTaJIA MCIOJIB30BATh JIFOMHHECIICHTHBIC KPACHTENH THIA
E36 — womun 2-[(E)-2-(1 H-uanon-3-ni)-BuHUI]- | -MeTwII-
XUHOJIMHUS, ™~ JAEMOHCTPHPYIOIINE CYIIECTBEHHO YITydIIeH-
HY0 (pOTOCTaOMIBHOCTE M CEJIEKTUBHOCTH IO CPAaBHEHHIO C
TPaIUIMOHHBIMY [IHAHHHOBBIMU HHIMKATOPAaMH, 0COOEHHO
pu pabote in vivo. K ToMy k€ MOJIEKYJIbI TaHHOTO CTPYK-
TYpHOTO THIIA HAIUIN NPUMEHEHHE KaK BBICOKOCEIIEKTHB-
HBIE€ KOHTPACTHBIE (IIYOPECIEHTHbIE HWHIUKATOPHI JUIS
aHANIM3a HYKJIECMHOBBIX M TENTHIOHYKICHHOBBIX KHCIOT.’

* 3neck M nanee B HOMepe (aMuiIis aBTopa, ¢ KOTOPBIM CIIETyeT BECTH
HEPEeNNCKY, OTMEUEHA 3BE3OUKOIL.

© 2015 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

Kpome Toro, cpeut om0OHBIX CTPYKTYP BCTPEUAIOTCS COEITH-
HEHUA C MHTCPCCHBIMU OHOJIOrMUECKUMU CBOfICTBaMPI, BKIIIO-
YaroUUMHA HpOTI/IBOpaKOByIO7 i npOTI/IBOMaﬂ;IpI/H?IHon8
aKTUBHOCTh, a TaK)kKe HMHIHOMPOBAHHE BHPYCa HMMYHO-
neduuuta uenoseka.’” HeyaMBHTENIbHO, YTO HHTEpEC K
CHHTE3Y COeIMHEHUH 3TOTO TUIA OYCHb BEJHK.

B HenaBHeii paGore JKenra® GbUI HpPEUIOKEH CHHTE3
kpacutens E36 (4) nmocpenctBoM N-alKWIMPOBAHUS CTH-
pouia 3aa ¢ mpeaBapUTEIbHON 3aIUTON HHIOJLHOTO a30Ta.
IIppu o3TOoM CyMMapHbli BBIXOJ LEJIEBOIO IPOILYyKTa
cocraBmi Bcero 21% (cxema 1). IlpeanoxeHHbIN B TOH ke

Cxema 1

Piperidine
73%

MeCN Me N EtOH
60% I\I/Ie © 39%
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paboTe albTepHATHBHBIA MYTh BKJIIOYAT KBAaTCPHU3AIHIO
XMHaIbAMHA (2a) Ha TEpPBOM CTaguu M IOCIEIYIOIIYIO
KOHJIGHCALIUI0 TMOJYYeHHOM colu cC anpiaeruaoM la.
OpHako BBIXOJ, MOJYYEHHBIH B 3TOM Cllydae, IPaKTHUECKU
HE H3MEHHIICS H COCTABHII OKOJIO 23—24%.*

OueBUAHO, YTO NPOUIUIIOCTPUPOBAHHBIE HA JAHHBIX
IpUMepax OrpaHNYEHHs] THIIOBBIX METOIUK O0CYKAaeMoii
KOH/IGHCAllUU CWJIBHO OIPaHMYUBAIOT MX MOTEHIMAN s
KOMOMHATOPHOTO CHHTE3a C LEJbI0 CO3JaHusl KOJUICKLHit
(GIIyOpEeCUEHTHBIX HMHIUKATOPOB MM OHOJIMOTEK JIs
MEIUIMHCKOTO CKpUHUHTA. [IpK 3TOM cliegyeT OTMETUTh, 4TO
MO/IOOHBIE KOHAEHCAIMM C YYacTHEM HHJOJ-3-aJIbJIeTuJIOB,
3aMEIIEHHBIX T10 MOJ0KEHHIO 2, BOOOIIEe HUKOTJa He ObLIH
pearu30BaHsbI.

B pamkax ocymecTBiseMOro B Halleil Ipymme Mex-
JUCLUIUIMHAPHOTO NPOEKTa, HANIPABJICHHOTO Ha H3y4YeHHE
cHHTeTHYEeCKOH '’ ¥ MEHIMHCKON' ' XMMHH MPOM3BOIHBIX
WHJI0J1a, MBI 3aHHTEPECOBAIUCH 3TOU MpoOieMaTukol. Ml
MPEANONI0KIWIN, YTO OOIMil BBICOKOI((GEKTUBHBIH MPO-
LecCc KOHJCHCALMH HHAOJ-3-aJIbACTHUI0B C Pa3InYHBIMU
METHJIa3MHAMH U a30JIaMH MOXHO OCYIIECTBUTH B YCIIO-
BUAX MUKPOBOJIHOBOM akTuBanuu. Jlius IpOBEpKU 3TOMU
UeU cMech anbpaeruja la u xuHanpauHa (2a) HarpeBalu B
MHUKPOBOJIHOBOM peakTope 0e3 pacTBOpUTENS B INPHCYT-
CTBUM KaTAJIUTUYECKHX KOIMYECTB MUIICPUINHA, BapbUPYS
TEMIIEpaTypy M OCYIIECTBIISISI XpoMaTorpaduiecKuii MOHH-
TOPUHT IIPOTEKaHUA peakuuu. IIpoTekaHue peakiuu Takxe
0Ka3aJoCh yJOOHO KOHTPOJIMPOBATH C MOMOIIBIO CIIEKTPO-
ckormu SIMP 'H, mOCKONBKY MCHONB3YyeMOE TOUTH JKBH-
MOJIIPHOE COOTHOILICHHE pEareHTOB IO3BOJISIET JIETKO
OIIGHMBATh PACXOJ] MCXOJHOTO albJETHia MU HaOII0AaTh
MOSIBJICHHE XOPOIIO PAa3pElICHHBIX CHUTHAJIOB IPOIYKTa
koHjieHcannu 3aa. HalifieHHbIe 1 OITUMU3UPOBAHHBIE JIJIS
MIPOBEACHUS TpOIlecca YCJIOBHSA BKIIOYATH H30TEPMHUE-
CKOe HarpeBaHHe CMECH peareHTOB B IPUCYTCTBHHU
KaTaJTuTHYECKOro KojudecTBa nunepuanHa (20 mons %)
6e3 pactBoputens mpu 160 °C B Teuenune 4 4. B atux
YCJIOBHUSIX IPOAYKT KOHAEHCAMH 3aa 00pa3oBbIBAJICS
KOJIMYECTBEHHO, a TPEMapaTUBHBIA BBIXOJ| OUYHIIEHHOTO
npoaykTa coctaBui 95% (cxema 2). CTpykTypa u mpauc-
pacmoJyio’)keHUe JTBOMHOW BCS3M ITOTO COENUHEHHS ObUIN
OJIHO3HAYHO MOJATBEPIKACHBI TaHHBIMH PEHTTEHOCTPYKTYP-
HOTO aHanu3a (puc. 1). B MIEHTUYHBIX YCIOBUSAX C XUHAIb-
nuHOM (2a) pearupoBanu U (MHIOJ-3-1iT)KapOaibIeruibl,
3aMeIIeHHBIe 110 TOJOXKEHHMo 2: (2-metwit-1 H-uHmon-3-um)-
kapbanpaerun (1b), (2-benwn-1H-unnon-3-mwi)kapoaisaerun
(1¢) u [2-(madT-2-1n)-1 H-unpon-3-wun|kapbansaerua (1d).
XOT4 NpH yBEIWYCHUN CTEPUYECKUX MPETSTCTBUI CTaHO-
BHTCSl 3aMETHBIM HEKOTOpOE CHIKEHHE 3(PPEKTHBHOCTH
mporiecca, TeM HE MEHee COOTBETCTBYIOIINE I'eTePOCTHIIb-
O0erpl 3ba, 3ca m 3da Obu TOMy4YEHBI C JTOCTATOYHO
BBICOKUMH TpenapaTUBHBIME BeIXogaMH. CXOIHBIM 00Opa-
30M U B T€X K€ YCIOBHAX JIETKO NPOTEKAIN PEaKIHU C
ydacTHeM 2-MeTuinOeH30Kkcazona (2¢), mpuBoas kK o0paso-
BaHHIO BUHUI0KCa30710B 3ac, 3bce, 3cc u 3dc.

Peakmus 1 H-manon-3-kapbansaeruga (1a) ¢ 2-nmukomn-
HOM (2b) mpu TpoBeJCHWH €€ B CTaHIAPTHBIX YCIOBHSX
IpoTeKaja CIMIIKOM MEJICHHO U, COTJIACHO JaHHBIM
crextpoB SIMP 'H, conpoBoskmanack 06pa3oBaHHeM CMeCH

866

Cxema 2
CHO
2-Me(Het) 2a—c o _Het-2
N—Rr Piperidine (cat.) ,
N Microvawe N
H 160°C, 4 h H R
1a-d 3aa-dc

1aR =H, 1b R =Me, 1¢ R = Ph, 1d R = 2-naphthyl;
2a quinaldine, 2b 2-picoline, 2¢ 2-methylbezoxazole

250

3aa 95%

3da 80%

3ca 84%

Qj/:igzoj/* QE/\/\
3ac 86%
(0]
(0]
N ~,
N

3bc 75%

Me

3cc 90%

3dc 83%

* Reaction conditions: DBU, MW, 240°C, 2 h.

MOOOYHBIX MPOJIYKTOB, HE COJEPKAIIUX MPAHC-TBONHON
cBs3U. JIOTOJNIHMTENIbHAS ONTUMHU3AIUS TI03BOJIMIIA HAWTH
aJbTEpHATUBHBIC YCIIOBUSI, BKIIOYAIOUINE HCIOJb30BaHUE
JABY B kadecTBe OCHOBaHUS M IIPOBEJIECHUE PEaKLUU IpU
Oonee BBICOKOH TeMIlepaType B TE€YEHHE MEHBIIETO Bpe-

Pucynok 1. Crpykrypa coenuHeHHs 3aa B IIpeACTaBICHHU
aTOMOB JJUIMIICOMIAMH TEIUIOBBIX Konebanmii ¢ 50% BeposT-
HOCTBIO.
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Menu (2 1 mpu 240 °C). Takas MoxuduKaiys M03BOJIMIA
BBIJICIIUTH IPOAYKT 3ab, XOTs M C HECKOJIBKO MOHIKEHHBIM
BBIXO/IOM, BCJICJCTBHE YaCTHYHOTO OCMOJICHUS PEaKIMOH-
HOI cMecH (cxema 2).

Takum oOpazom, Obul pa3paboTaH HOBBIH '"3eneHbIH"
METOX ISl TpEenapaTuBHOTO TIOJyYEHUs] COCIUHEHMH,
CoJIepKalllMX HECHMMMETPUYHBIH OHCreTapHiIdTHICHOBBIN
CTPYKTYPHBIH ()parMeHT W TNPEICTABISIONINX OTPOMHBIN
UHTEpeC AN OMOOpPraHWUYecKOH M MEIUIMHCKON XUMHH.
CuHTe3 TpOBOAWICS KOHAEHCAIMeH WHIO0J-3-uiKapo-
QIBJICTUIOB C 2-METWIMPOBAHHBIMH a30THUCTBIMHU T'eTEpO-
LUKJIAaMH, TIPOTEKaloIeil 6e3 pacTBOPHUTENS B IPUCYTCTBUH
KaTaJUTUYECKUX KOJIMYECTB OpPraHHYECKOTO OCHOBAHUS
npu o0aydyeHHn MuKpoBonHamHu. [lo cpaBHeHHIO C paHee
OITyOJINKOBaHHBIMU METOJIMKAaMH, TpeylaraeMblid Iporecc
TO3BOJISICT 3HAYMTENIBHO YIYYIIUTh BBIXOABI M YCIIEITHO
HCIIONB30BaTh Jake HamOosee ITACCUBHBIC CTEPHUYECKH 3a-
TPYAHEHHBIC aJbJIETH/Ib, 3AMEILEHHBIE TI0 TTOJI0KEHHUIO 2.

JKCcHepUMMEeHTAIbHAS YaCTh

UK cnekrpbl 3amucanbl Ha (ypbe-CIEKTpOMETpe
Shimadzu IRTracer-100 ¢ Hacagko#l HapyIICHHOTO IOJI-
Horo orpaxenus PIKE MIRacle. Criextpsr SIMP 'H u *C
3anucanbl Ha cnekrpomerpe Bruker Avance III HD 400
(400 u 100 MI'm coorBercrBenHo) B CDCl;, cranmapt
TMC. Macc-crieKTpsl BBICOKOTO pa3pelieHus (MoOHU3alus
3JIEKTPOPACIIBIIICHAEM ) 3alMCaHbl Ha criekTpomeTrpe Bruker
mAxis Impact B pactBopax B MeCN-H,O, kanuOpoBka
BeimonHeHa 1o HCO,Na-HCO,H. Temmnepatypsl miaB-
JIeHHs ompeeseHsl Ha npudope Stuart SMP30. Koutpois
3a XOAOM pEakLUi U YHUCTOTOM IOJyYEHHBIX COEIUHEHUN
ocymiectBiied Merogqom TCX nHa mmactunax Kavalier
SILUFOL UV-254, amoent EtOAc—TekcaHn, 1:3. Bee peak-
LIUU OCYIIECTBIEHH! B mpobupkax G10 ¢ ucmonb3oBaHHEM
MHUKPOBOJIHOBOI meun Anton Paar Monowave 300 ¢ aBTo-
MaTHYECKUM KOHTPOJIEM TeMIieparypsl. lcrosbp30BaHbI
CIEIYIOUINE COKpAlleHHs Ha3BaHWH TETEpOIMKIOB B
crnektpax AMP 'H: Qu — xuHosuH, Ind — wugON, Py —
nupuanH, Bxl — 6er3okcasoin, Naph — nadramu.

Cunre3 2-[(E)-2-(1H-uH101-3-WI)BUHWI|reTaApPEeHOB
3aa—dc (oOmas meroauka). K cmecu 2.5 MMOJIb HCXOHOTO
1 H-unnon-3-kapbansaeruna la—d u 3.0 MMonbp cooTBeT-
CTByIOILIET0 2-MeTminrerapeHa 2a—c gobasmsor 0.05 mi
(0.5 MMoOp) TMIIEpUIMHA U NIPHU MEepEeMEIIUBAaHUM Harpe-
BalOT CMECh B MHUKPOBOJIHOBOM peakrtope mpu 160 °C B
TedeHne 4 4. [o ucTeueHUH yKa3aHHOTO BPEMEHH OXJIaX-
JCHHYIO CMECh KOJIMTYECTBEHHO MIEPEHOCAT B IPYTOil CoCy,
ucnons3yss CH,Cl, (3 x 10 mur). PactBopsl coeawHeHUi
3aa um 3ac ymapuBalOT B BakyyMe M IIEpPEKpUCTai-
mm3oBeBatoT w3 EtOH. PacTBOpeI OcTambHBIX NMPOIYKTOB
KOHIIEHTPHUPYIOT, OCTAaTOK OYHIIAIOT C IOMOIIBIO (hIIem-
Xpomarorpadui Ha CHJIMKareie, >M0eHT — 5% pacTBop
nzonponanona B CH,Cl,. Ilpumeuanue: B xadecTBe OCHO-
BaHUS IIpH TIpOBEAeHWM peakiuu | H-uHmon-3-kap6-
ampaeruna (la) c 2-merwnmupuanHOM (2b) HCHOIB3YIOT
0.075 ma (0.5 mmons) JIBY, MUKpOBOITHOBOE OOIy4eHHE
ocymecTBisioT pu 240 °C B Teuenue 2 4.

2-[(E)-2-(1H-Unpoa-3-uin)BuHuia|xuHo uH (3aa). Bexon
641 mr (95%), opamxeBsie KpucTaywibl, T. L. 210-211 °C

867

(EtOH) (t. rr. 212-213 °C'?), R; 0.45. UK criektp, v, cM :
4600, 3403, 3161, 3053, 2921, 2854, 1505, 1455, 1423,
1337, 1312, 1221, 1141, 1009, 820, 740. Cnextp SIMP 'H,
S, M. 1. (J, T): 8.49 (1H, ym. ¢, NH); 8.14-8.12 (1H, m,
H Ind); 8.11 (1H, x, J = 8.5, H Qu); 8.08 (1H, 1, J = 9.0,
H Qu); 7.95 (1H, n, J = 16.4, CH=); 7.77 (1H, n, J = 7.9,
H Qu); 7.71-7.68 (1H, m, H Qu); 7.68 (1H, x, J = 8.5, H Qu);
7.53 (1H, o, J = 2.5, H Ind); 7.47-7.45 (1H, M, H Qu); 7.44
(1H, n, J = 16.4, CH=); 7.44-7.42 (1H, m, H Ind); 7.28-7.26
(2H, M, H Ind). Criextp IMP “C, 8, m. 1.: 157.3; 148.4; 137.2;
136.4; 129.8; 129.0; 128.1; 127.6; 127.2; 126.1; 125.8; 125.3;
123.1; 121.1; 120.7; 119.2; 1154, 111.7. Haiineno, m/z:
271.1234 [M+H]". C1oH,sN,. Boruucneno, m/z: 271.1230.
3-[(E)-2-(IInpuaun-2-un)BuHuia|-1H-uHm041 (3ab).
Beixon 396 mr (72%), opaHxeBble KpUCTa/LIbL, T. 1. 190—
191 °C (MeOH) (r. mr. 190-191 °C"), R, 0.34. UK crektp,
v, eM ' 3425, 3121, 3078, 3060, 1583, 1506, 1342, 1236,
1160, 985, 930, 802, 738, 693. Cnextp AMP 'H, &, m. .
(/, T'm): 8.50-8.49 (1H, m, H Py); 7.93 (1H, 1, J = 15.3, CH=);
7.91-7.89 (1H, m, H Ind); 7.50 (1H, 1, J = 3.4, H Ind); 7.41—
7.29 (2H, m, H Py, H Ind); 7.20-7.14 (2H, m, H Ind); 7.16
(1H, o, J = 15.7, CH=); 6.94 (1H, yu ¢, H Py); 6.76 (1H,
yur. ¢, H Py). Crektp SIMP °C, &, m. x.: 158.5; 149.2;
136.9; 136.6; 127.7; 127.3; 123.5; 123.4; 122.3; 122.0;
121.9; 120.9; 120.2; 115.9; 111.1. Haitneno, m/z: 221.1074
[M+H]+. C15H13N2. BI)I‘-II/ICJ'IGHO, m/z: 221.1073.
2-[(E)-2-(1H-Aunoa-3-uin)Bunuil-1,3-6en3zoxcaszon (3ac).
Bexon 559 mr (86%), xenTble KpUcTauisl, T. 1. 182-183 °C
(EtOH), R¢ 0.56. UK cnektp, v, em bt 3170, 3050, 2934,
2860, 1628, 1490, 1269, 1168, 740. Criextp SIMP 'H, 8, m. 1.
(J, T): 8.02 (1H, a, J = 16.4, CH=); 8.01-7.99 (1H, M,
H Ind); 7.67-7.64 (1H, m, H Bxl); 7.52-7.50 (1H, wm,
H Ind); 7.48-7.46 (1H, m, H Bxl); 7.44-7.42 (1H, wm,
H Ind); 7.32-7.27 (4H, m, H Bxl, H Ind); 7.06 (1H, x,
J =163, CH=). Cnextp SIMP “C, §, m. 1.: 164.5; 151.1;
142.5; 137.4; 136.0; 133.5; 128.1; 125.4; 124.4; 123.4; 123.0;
120.4; 119.4; 114.3; 112.0; 110.2; 109.4. Haiineno, m/z:
261.1018 [M+H]". C;7H,3N,0. Beruncnero, m/z: 261.1022.
2-[(E)-2-(2-Metuia-1H-un10J1-3-11) BHHUI | XMHOJTUH
(3ba). Beixox 645 wmr (91%), TemMHO-KpacHOe Macio,
R;0.46. UK cnektp, v, em ' 3403, 3163, 3055, 2965, 1593,
1456, 1422, 1329, 1222, 949, 816, 741. Cnextp SIMP 'H,
S, M. 1. (J, T'm): 8.09-8.06 (1H, M, H Ind); 8.05-8.02 (2H,
M, H Qu); 7.95 (1H, 1, J=16.4, CH=); 7.77 (1H, n, J= 8.0,
H Qu); 7.69-7.66 (2H, M, H Qu); 7.50-7.46 (1H, m, H Qu);
7.44-7.40 (1H, m, H Ind); 7.38 (1H, x, J = 16.4, CH=);
7.29-7.27 (2H, m, H Ind); 2.75 (3H, ¢, CH3). Criexrp SIMP °C,
5, M. 1.: 157.8; 148.5; 136.8; 136.2; 129.7; 129.3; 127.9;
127.6; 127.1; 126.3; 125.9; 125.5; 124.3; 121.0; 120.8;
120.2; 119.4; 115.5; 111.0; 25.4. Hatineno, m/z: 285.1389
[M+H]+. C20H17N2. BBI‘-II/ICJ'IGHO, m/z: 285.1386.
2-[(E)-2-(2-Metuia-1H-unnoq-3-un)Bununi)-1,3-0eH3-
okcazoa (3bc). Beixon 514 mr (75%), cmeTyio-kenToe
macio, Ry 0.58. UK cmektp, v, cM : 3249, 3054, 2967,
2861, 1616, 1456, 1242, 952, 737. Cnextp SIMP 'H, §, m. 1.
(J, T): 8.02 (1H, a, J = 16.4, CH=); 7.96-7.94 (1H, wm,
H Ind); 7.66-7.65 (1H, m, H Bxl); 7.47-7.45 (2H, wm,
H Bxl, H Ind); 7.30-7.26 (4H, m, H Bxl, H Ind); 7.05 (1H,
1, J = 16.4, CH=); 2.64 (3H, ¢, CH;). Crextp SIMP °C,
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o, M. 1.: 163.8; 150.5; 146.7; 140.7; 137.2; 135.8; 135.0;
126.1; 124.2; 123.9; 123.6; 123.0; 121.0; 118.9; 115.0; 110.8;
109.9; 12.4. Haiineno, m/z: 275.1184 [M+H]". CsH,sN,O.
Beraucneno, m/z: 275.1179.
2-[(E)-2-(2-®enna-1H-un10/1-3-11)BUHUI | XMHOJTUH
(3ca)." Brixox 728 wmr (84%), TeMHO-KpacHOE Maco,
R¢0.52. UK cnextp, v, em ': 3156, 3058, 2963, 1597, 1450,
1311, 1245, 1073, 952, 743, 695. Cnexrp SIMP 'H, 8, m. 1.
(/, T'm): 8.20-8.18 (1H, m, H Ind); 8.05-8.02 (2H, M, H Qu);
7.93 (1H, o, J = 16.4, CH=); 7.78-7.73 (1H, m, H Qu); 7.70—
7.65 (2H, M, H Qu); 7.63-7.61 (2H, m, H Ph); 7.50-7.46
(3H, m, H Ph); 7.43-7.40 (3H, M, H Qu, H Ind, CH=); 7.28—
7.24 (2H, m, H Ind). Crextp SIMP “C, §, m. x.: 159.0;
150.1; 148.2; 146.9; 137.5; 136.7; 135.3; 135.1; 131.3;
130.1; 129.6; 129.3; 128.5; 127.5; 126.3; 125.8; 125.0;
124.3; 123.0; 122.1; 121.2; 115.0; 111.1. Hatineno, m/z:
347.1540 [M+H]". C,5H9N,. Beraucneno, m/z: 347.1543.
2-[(E)-2-(2-®enna-1H-unnoa-3-un)Bunui)-1,3-0en3-
okcazoa (3cc). Brixon 757 mr (90%), cBeTio-kentoe
macio, R¢ 0.63. UK cnextp, v, oM 3442, 3230, 3063,
2937, 2858, 2360, 1616, 1451, 1241, 741, 696. Cnektp
SMP 'H, 8, m. 1. (J, T): 8.00 (1H, 1, J = 16.3, CH=); 7.99—
7.96 (1H, m, H Ind); 7.63—7.61 (3H, m, H BxI, H Ph); 7.56—
7.51 (3H, m, H Ph); 7.38-7.36 (2H, m, H BxI, H Ind); 7.32—
7.28 (4H, m, H Bxl, H Ind); 7.04 (1H, n, J = 16.3, CH=).
Cnextp SIMP 13C, o, M. 1.: 165.0; 152.3; 149.0; 147.7; 142.1;
138.4; 137.2; 135.5; 130.3; 129.7; 129.4; 126.3; 124.6; 124.0;
123.4; 123.0; 122.6; 120.5; 115.2; 111.2. Haiineno, m/z:
337.1340 [M+H]+. CxH;7N,O. Beruncneno, m/z: 337.1335.
2-{(E)-2-[2-(Hadramuu-2-un)-1H-unno.-3-wi|BUHMI }-
xunouH (3da). Beixox 793 mr (80%), TemMHO-KpacHOe
macno, Ry 0.68. UK cnextp, v, em': 3180, 3054, 2967,
1597, 1426, 1304, 1237, 950, 818, 745. Cnextp SIMP 'H,
S, M. 1. (J, T'm): 8.29-8.27 (1H, m, H Ind); 8.11 (1H, ym. c,
H Naph); 8.06-7.99 (4H, m, H Naph, H Qu, CH=); 7.94—
7.91 (2H, m, H Naph); 7.79-7.74 (2H, m, H Naph, H Qu);
7.70-7.63 (2H, m, H Qu); 7.58-7.55 (2H, m, H Naph); 7.50—
7.42 (3H, M, H Qu, H Ind, CH=); 7.31-7.27 (2H, m, H Ind).
Crextp SIMP °C, 8, m. 1.: 157.8; 148.4; 140.0; 136.4; 129.8;
129.6; 128.9; 128.7; 128.1; 127.9; 127.1; 126.8; 126.7; 126.1;
125.8; 125.6; 124.0; 123.3; 123.2; 122.4; 122.1; 121.3; 121.2;
120.7; 120.2; 118.6; 111.8; 111.1. HaiineHo, m/z: 397.1705
[M+H]". C20H,;N,. Berancneno, m/z: 397.1699.
2-{(E)-2-[2-(Hadramuu-2-un)-1H-unn0.1-3-wi|BUHMI }-
1,3-6en3okca3zoa (3dc). Beixog 802 mr (83%), cetmio-
xkenroe Macio, Rf 0.75. UK cmektp, v, em 't 3213, 3055,
2941, 2858, 1616, 1446, 1241, 820, 743. Cnextp SIMP 'H,
6, M. 1. (J, I'm): 8.95 (1H, ymr. ¢, NH); 8.12 (1H, 1, J= 16.3,
CH=); 8.08-8.06 (2H, ™M, H Ind, H Naph); 7.98-7.95 (1H,
M, H Naph); 7.91-7.82 (3H, m, H Naph); 7.66—7.64 (1H, m,
H Bxl); 7.57-7.55 (2H, m, H Naph); 7.50-7.42 (2H, wm,
H Bxl, H Ind); 7.33-7.25 (4H, m, H Bxl, H Ind); 7.13 (1H,
1, J = 16.3, CH=). Cuextp IMP "C, 8, m. 1 161.7; 151.6;
149.0; 141.9; 138.0; 137.2; 135.8; 133.8; 133.2; 129.8; 129.3;
128.6; 128.1; 127.7; 127.5; 127.4; 126.8; 126.4; 126.3; 124.7,
123.5; 122.6; 122.1; 121.3; 115.4; 112.0; 111.2. Haiineno, m/z:
387.1495 [M+H]". C»7H,oN,O. Brruncneno, m/z: 387.1492.
PeHTreHOCTPYKTYpHBIH aHaau3 coeluHeHust 3aa
mpoBeneH Ha gudpakTomerpe Agilent SuperNova c¢
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nerexktopoM AtlasS2 CCD, peHTreHOBCKHI MOHOXpOMATop
(CuKo. 1.54184 A), cxanuposanue npu 291.86 K. Ctpyk-
Typa pacimudpoBana ¢ nomoripio nporpammsel SHELXS u
yTO4HEHa ¢ nomoluisio nonHomarpuysoro MHK mo Bcem
F*-naHHEIM, HCIIOJIb3Ysl NIPOrPaMMHBIN KOMILIEKC SHELXL"
B couetaHun c rpaduueckum wuHTepdeiicom OLEX2.
Kpucrannorpadudeckue naHHble NenoHUpoBaHbl B Kem-
OpHIDKCKOM 0aHKe CTPYKTYPHBIX JaHHBIX (JEMOHEHT
CCDC 1431568).

Paboma evinonnena npu uuancosoll noododepoicke
Cosema no epaumam Ilpesudenma P® oOnsa eocydap-
CMBEHHOU NOOOEPIHCKU MOJOObIX POCCUNUCKUX YUEHBIX —
Kanouoamos Hayx (epaum MK-5733.2015.3).
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