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BBEJIEHUE

B mnacrosimee Bpems (pyHKIHOHAIM3HPOBAHHbIC
XMHOJIMHBI IIMPOKO HCIONB3YIOTCS B KaueCTBE Jie-
kapcTB [1] m ux mpekypcopoB [2—4], a Tak e Kak
MIPUBUIICTHPOBAHHbBIE CTPOUTENbHBIE OJOKH B TeTe-
poumkinyeckoil xumun [5]. BBemenue B cTpyKTypy
XUHOJIMHA OMOJIOTHYECKH aKTHBHOTO aMHMHOEHOHOBO-
ro parMeHTa AOJKHO YCHIUTb CHHTETHUECKHUH I0-
TEHLIMAJ ero Mpou3BOAHBIX. [IpsiMOi ocTym K TakuM
COETMHEHHUSIM MOXET OTKPBITh HyKJI€Oo(pHIbHOE TIpH-
COeAMHEHHE aMUHOXHUHOJIMHOB K DJIEKTPOHOJC(PHUILINT-
HBIM alleTUJIEHaM. JTa peaklus Ha nmpumepe 2-, 5- u
8-aMHHOXMHOJIMHOB U AlleTUIEHKApPOOHOBBIX KHUCIIOT
1 UX 3QHUPOB yKe 3apeKOMEHJ0BaNa cedsi Kak MOII-
HBI MHCTPYMEHT B apceHalleé XMMHUKOB CHHTETHKOB,
MO3BOJIIOLINN MOTYy4aTh JOCTYII K Pa3IMIHbIM KJlac-
caM TPYIHOJOCTYIHBIX M YHUKAIbHO 3aMEIIEHHBIX
CEMEUCTB reTepoIuKkion [6—11].

PE3VJIBTATBI U OBCYXAEHUE

B macrosmeii pabote npeacTaBiIeHbl pe3yiIbTaThI
M0 HWCCJICMOBAHUIO PEAKIIUU MEXKIy 4-aMUHOXUHO-

' Crarps mocesmaercs 106MI€I0 NIABHOTO PEJAKTOpa KypHAIA
axanemuka PAH W.I1. benenkoi.
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nuaoMm 1 u ankuHoHamm 2a—f. Okazanoch, 4TO pe-
AKIUsl CEJICKTUBHO TPUBOIUT K MPOAYKTAM COCTaBa
1:2 — (Z2)-N-aummaytennn-4-(E)-[(Z)-anundTeHn [uMu-
HOJMTHIPOXUHONUHAM 3a—f ¢ BBICOKHMH BBIXOJAMHU
(cxema 1).

Ha nmape 4-amunoxunonus 1 u 6eHzoundennnare-
TUJIEH 2a (MOJIbHOE cooTHoleHue 1:2) B cpene are-
TOHUTpHWIJIA OBbIIa TPOBEJEHA KpaTKas ONMTHUMH3AIINS
YCJIOBHH peakiuu (cM. Tadnmiy). KouTpons peakinm
ocyuiecTssau ¢ nomoinbto MK criekrpockonuu mo
HCYE3HOBEHUIO IOJIOCHI MOMIOLICHUS TPOMHOU CBA3U
ankuHoHa 2a npu 2198 cm~!. TIposenenue peakiun
MpU KOMHATHOW Temmeparype B mpucyTcTBuu 10 u
20 mon % KOH no3BonsieT CylniecTBEHHO COKpPaTUTh
Bpemst ot 137 no 72 u 48 4, COOTBETCTBEHHO, IIPU
9TOM BBIXOJ MPOAYKTa 3a oCcTaeTcs MPaKTHUECKH He-
n3MeHHBIM (55-51%, cM. TabnuILy, SKCIIepUMEHTHI 1—
3). JloGaBneHre B peakIMOHHYIO CMeCh BOABI (5 U
55 5KB) cOCOOCTBYET MOBBIIEHHIO BBIXOAA MPOIYK-
ta 3a 10 71 u 80%, COOTBETCTBEHHO (CM. TaOIUILY,
SKCIIepUMEHTHI 4, 6). JlampHeHIHii TTOUCK YCIOBHI
MMOKa3aJl, YTO MaKCUMAaJIbHBIA BBIXOH /N-aliIdTCHHII-
4-anmmaTeHWIMMUHOAUTHAPOoXMHONMMHA  3a  (91%)
MOXeT OBITh JOCTUTHYT MpPU HArpEBaHUU PEaKIHOH-
HoMl cMecu a0 55-60°C B mpucyrcteuu 20 mon %
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Cxema 1
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2,3, R! =H, RZ=Ph (a); Rl = Me, R2 =Ph (b); R! = H: RZ = 3-MeOCxH,4 (¢), RZ = 4-NO,C4Hj (d),
R2 = 2-furyl (e), R? = 2-thienyl (f).

KOH u 5 5KkB BOABI, IPH 3TOM BpPEeMS PEaKIIUN COCTa-
BHJIO BCETO 2 U (CM. TaOIHUITY, SKCIIEPUMEHT 7).

B nBoiiHoe anuiIdTEeHWINPOBAaHUE 4-aMUHOXUHO-
nuHa 1 yCHemnHo BOBJIEUEHBI ApYrUe alKUHOHBI 2b—f
(cM. Tabnuity, skcriepuMeHThl 11-15). Beicokue BbI-
XOllbl  (PYHKIIMOHATM3UPOBAHHBIX XUHOIMHOB 3a—f

(66-98%), momHas KOoHBepcus aneTmieHoB 2a—f
(~ 99%), momydeHue TMPOAYKTOB HCKIIOYATEIHHO
E.Z.Z-xoudurypanuu, SBISIOTCS O4YEBUIHBIM TIperna-
PATUBHBIM MPEUMYIIIECTBOM H3yYaeMOM peaKIlnu.

IIpupona 3amecTuTeel Ipyu TPOHHOM CBSI3U AJIKU-
HOHOB 2a—f OKa3bIBACT 3aMETHOE BIMSIHIE Ha CKOPOCTH

Taﬁ.m/lua 1. Pe3yJ'H>TaTI)I OKCIICPUMEHTOB I10 )IBOfIHOMy AU TCHUJINPOBAHUIO 4-amuHoxuHOIMHA 1a ankuHoHamu 2a—f

Moxiioe H,0, o Konaepcus Brixon
Ne | Ankunon 2 COOTH]O;IQHI/IG KOH, mon % KB Temneparypa, °C | Bpewms, u ankurona 2, % mpoykta 3, %
1 2a 1:2 - - 20-25 137 95 55
2 2a 1:2 10 - 20-25 72 95 51
3 2a 1:2 20 - 20-25 48 93 53
4 2a 1:2 20 5 20-25 48 98 71
5 2a 1:1 20 5 20-25 24 99 73
6 2a 1:2 20 55 20-25 72 98 80
7 2a 1:2 20 5 55-60 2 99 91
8 2a 1:2 20 55 55-60 1 99 87
9 2a 1:1 20 5 55-60 5 99 90
10 2a 1:2 - 55 55-60 2 83 75
11 2b 1:2 20 5 55-60 6 99 66
12 2¢ 1:2 20 5 55-60 2.5 99 72
13 2d 1:2 20 5 55-60 1 99 72
14 2e 1:2 20 5 55-60 1.5 99 85
15 2f 1:2 20 5 55-60 1.5 99 98

JKYPHAJI OPTAHUYECKOM XUMUWM tom 59 Ne3 2023



318 HUKUTUHA u 1p.

- H
")NOE
3e

NOE-B3auMoneiicTBUS U KJIIOUEBBIE CUTHAJIBI B CIIEKTPax
SIMP coenunenus 3e

peakuuu. Tak, TONWIBHBINA 3aMECTUTENb B AJIKHUHO-
He 2b 3a cuer Gonee CHIBHOTO JOHOPHOTO d(deKTa
M0 CPaBHEHHIO ¢ (PEHUJILHBIM KOJIBIIOM pearcHTa 2a
CHIDKAET 3NMEKTPOPHILHOCTh TPOHHON CBSI3H, YBEIH-
YuBasi BpeMsl peakiuu 10 6 4 (BMECTO 2 4) U MPHUBO-
151 K BeIxoay npoaykra 3b 66% (Bmecto 91% s 3a)
(cm. Tabmuy, sxcniepuMenT 11). HuTpobeH30umbHBIIH
3aMECTUTENh B cocTaBe ankuHOHa 2d, HaoOOopoT,
CUJIbHEE aKTHBHUPYET TPOWHIO CBSI3b, YCKOPSIS peax-
nuro 1o 1 9 (cM. Tabmuiry, SKcriepuMenT 13).

Kak yxe orMmeuanmoch, IIOMHMO BBICOKOH
XEMO- U PErHOCENeKTHBHOCTH HAONIONAETCS U BbI-
COKasi CTEPEOCENCKTUBHOCTh: 00a CHOHOBBIX (par-

MEHTa BO BCEX IMPOAYKTaxX HaXomsITcs B Z-popme,
a JK30IMKINYECKas WMHHOBas CBi3b — B E-(hopme.
Crpoenne  N-alMI3TEHUI-4-allMII3TEHUITUMUHOAU-
rUAPOXUHOINHOB 3a—f ycTaHOBIICHO C ToMonsio SIMP
('H, 3C u 2D) u MK crnekTpockomuu. DieMeHTHbIH
aHaJIN3 OATBEPKIAET COCTAB.

Kondurypammmonnoe OTHECEHHE CHHTE3UPOBAH-
HBIX COCIUHCHHMH BBIITOJTHEHO HAa OCHOBAaHWM JaH-
ueix SIMP 'H u nBymeproii romosiaepoit 2D 'H-'H
NOESY cnekrpockonuu Ha mpuMepe coequHeHus 3e.
B crektpe SIMP 'H coemunenns 3e HaGmronaer-
cA peskoe c1abOMONbHOE CMelleHHe curHaga H>
(8.59 M.A.) OTHOCHTENFHO APYTHX CHUTHAJIOB XHHO-
JIMHOBOI'O 1IMKJA, BBI3BAHHOE BHYTPHUMOJIEKYISIPHON
BOZIOpOHOIT cBa3bi0 CP—H>---N* (cm. pucynok) [12,
13]. [IposiBnenue Takoit BOMOPOIHON CBSI3U BO3MOXKHO
TOJILKO TIpU FE-KOH(QUTYpAllUd OTHOCUTEIILHO CBSI3U
C4=N*_ B 2D 'H-'H NOESY cnexTpe coenuHeHus
3e 00HapYKUBAIOTCS KPOCC-TIMKH MEXIYy CHTHAJIaMU
H® mpu 7.57 m.0. H!0 npu 7.47 M.A., a TAKXKE MEX-
Jly CUTHaJlaMu HC npu 7.86 M.11. U HI3 npu 6.89 m.1.,
CBHJICTEIHCTBYIOIINE O PeaTH3aIlii Z-KOHPUTYpaITiu
orHocutenbHo ceszeit CO=C'0 u C!2=C!3, coorser-
CTBEHHO.

WHTepecHO 0COOCHHOCTHIO PEAKIUH SBISETCS
TO, YTO €€ HE YIAeTCs OCTAHOBUTH Ha CTAJUU MOHO-
aanykra. J{axe npu S5KBUMOJIBHOM COOTHOUIEHUM pe-
areHTOB MIPOUCXOIUT TOJBKO NBOWHAS (PYyHKIIMOHAIH-
3allysl aMUHOXMHOJIMHA (CM. TaOJIUILY, SKCIICPUMEHTBI
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5,9), Ipu ATOM YacTh €ro, He BCTYITUBIIAs B PEAKITHIO,
(ukcupyercs B peakMOHHON cMecu meTonoMm SIMP
'H. D10 03HauaeT, uTo MOCITE IPHCOETMHEHNS AMUHO-
XMHOJIMHA K MEPBOI MOJIEKy/e ajJKHHOHA, 00pasyro-
LIMKCS MOHOAAIYKT OKa3bIBacTCsl OoJjiee peakHoH-
HOCTIOCOOHBIH 10 OTHOIICHUH K AJIEKTPOHOJACPHUILINT-
HOH TPOHHOM CBSI3U, YEM MCXOJHBI aMUHOXUHOJIUH.

MOo3KHO TIPEIONIOKUTh, YTO TOCIIE MPOTOHUPOBA-
HUS KapOAaHHMOHHOM YacTH UIONIIPHOTO MHTEPMEIU-
ara A MoJIeKyJoi BoOABI (CxeMa 2) MOJOKHUTEIbHBIN
3apsj U3 TOJIOKEHHUS 2 B OCHOBHOM IEPEHOCHUTCA B
oJIokeHue 4 (3a C4eT pe30HaHca), TIE OH CTa0MITN3HU-
pYyETCsl aMUHHBIM 3aMECTUTENEM, KOTOPBIN ITpeBpalia-
€TCsl B UMUHUEBBIN KaTUOH, JIETKO OTAAIOIINNA TPOTOH
TUAPOKCU] aHUOHY. Jlanee uMUHHBIN nHTEpMeauar B
HYKJI€O(DWIBHO aTaKyeT BTOPYIO MOIIEKYIY aJIKHHO-
Ha 2, oOpa3yss B KOHEYHOM CHYETEe allMJIITCHUIHHBIN
(parMeHT Z-KoHpUrypauuu.

Ecnu gomycTuth, 9TO CHadana MPOUCXOAUT HpH-
COCAMHEHHE aMMHOTPYIIIBI K aJIKUHOHY, TO B 00pazy-
IOLEMCS] MOHOQJIYKTE 3@ CUET UIEKTPOHOAKIENTOP-
HOro 3¢¢eKTa auuiIbHOW TPYMIbI, MEePEeIarolerocs
Yyepe3 BUHWIBHYIO CBSI3b Ha aMHHHBIA aroM a3oTa
(IpUHLMT BUHUJIOTHH), OCHOBHOCTH (HYKJICO(HIIH-
HOCThb) MHMPUAMHOBOIO aToMa a30Ta JOJKHA OBITh
MOHM)KEHA, 4TO OyJIeT PUBOAMUTH K 3aMEJIJICHUIO pe-
akuuu. B To xe Bpems B cilyuae nepBUYHOIO oOpa-
30BaHMsI MOHOAAYKTa A peakMOHHAasl CIIOCOOHOCTh
aAMHMHHOTO 3aMECTHUTEIN B [IOJIOKEHUHN 4 OKHA ObITh
MOBBIILICHA 32 CYET MIPEBPAILECHHS €r0 B UMHHO TPYII-
1y (Kak yKa3aHo BEIIIIE).

[To-BuaumoMy, ABMXKYILIEH CHUJION pEeaKUuu SIBIIS-
eTcsi 00pa3oBaHHE TIIYOOKO CONPSHKEHHON CHCTEMBI,
0oObEIUHSIONICY JIBa CHOHOBBIX (hparMeHTa, UMHHO
CPYIIY U XUHOJIUHOBOBIN ITUKJI.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnexrpsl moryganu Ha mpubdope «Bruker IFS
25» B mienke. Crektps SIMP 'H (400.1 MT'm) u
13C (100.6 MI'1) perncTpupoBam Ha CHEKTPOMETPE
«Bruker DPX-400» B CDCl;, BHyTpeHHUI cTaHaapT
I'MJIC. DnemenTHslit ananu3 npoBogunu Ha FLASH
EA 1112 Series ananuszarope. Touku miaBaeHHs
omnpenensuiick Ha cronuke Koduepa. 4-AMHHOXHHO-
auH (1) — ToBapHBIN NPOIYKT, AIKMHOHBI 2 MOJIyde-
Hbl 110 Metony [14]. KomoHounyto xpomarorpaduro
npoBoauiu Ha cuiaukarene (Silica gel 60, 0.060-
0.200 MM, smroeHT xopodopm—aTanod, 20:1).
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(22)-3-[(4E)-4-{[(12)-3-Oxco-1-apua-3-(rer)-
apuia-l-en-1-unlumuno}xunonuu-1(4H)-nn)-1-
apuia-3-(rer)apuia-2-en-1-oust 3a—f (oOwan me-
moouxa). K pacteopy 0.043 t (0.3 MMoib) 4-aMuHO-
xuHonrHa 1 B 0.3 M1 MeCN npu nepemerinBaHuu
no6asisuty (0.6 MMOJTB) COOTBETCTBYFOIIIETO aJTKUHO-
na 2a-f, 0.004 r (20 mon %) KOH wu 0.027 r
(1.5 mmonb) H,O. PeakuimoHHyt0 cMech IepeMelrBa-
nu npu 55-60°C B Teuenue 1-6 4. 3aTemM peakinoH-
HYI0 CMECh OXJIaX/1aJIH 10 KOMHaTHOM TeMIeparypsl,
PacTBOPUTEIH OTTOHSIIN IPY MOHWKEHHOM JIaBJIeHUH,
0CTaTOK XpoMarorpapupoBaIn Ha KOJIOHKE C CHUIINKA-
reseM (moeHT xsopodopm—aTanon, 20:1)

(2Z)-3-[(4E)-4-{[(12)-3-Oxco-1,3-1upenn-
npon-1-ed-1-unjumuno}xunonuun-1(4H)-nnl-1,3-
audennanpon-2-en-1-on (3a). Berxon 0.152 1 (91%),
JKENTHIA mopotok, T.ur. 121-123°C (MeCN). MK
crekTp, v, cM 1 1529, 1597 (C=C), 1631 (C=C, C=0).
Cnextp SIMP 'H, §, m.1.: 5. 87:1(1H H3, 3J2384Fu)
6770(1H H13) 6.81 1 (1H, H%, 3J; 5 8.0 '), 6.87
n (1H, H2,3J, 5 8.4 T'w), 7.07-7.11 m (1H, H7), 7.15-
7. 19M(1H HO), 7.17 ¢ (1H, H'%), 7.20-7.40 m [12H,
H*" (C°Ph, C''Ph, C!2Ph, C!#Ph)], 7.45-7.47 m [2H,
H° (C°Ph)], 7.72-7.77 m [4H, H° (C!2Ph, C14Ph)]
7.87-7.90 m [2H, H? (C'"Ph)], 8.39 1 (1H, H, 3Js4
8.0 T'). Criextp SIMP 13C, §, m.i1.: 101.8 (C'3), 103 .4
(C3), 117.2 (C'9), 121.4 (Cg), 123.7 (C*, C%), 126.6
(C3), 127.0 [C° (C'2Ph)], 127.1 [C* (C'2Ph)], 127.8
[C* (C'#Ph)], 128.0 [C* (C!'Ph)], 128.1 [C? (C!#Ph)],
128.4 [C° (C''Ph)], 128.5 [C™ (C°Ph)], 129.4 [C?°
(C°Ph)], 129.8 (C7), 130.6 [C" (C!2Ph)], 130.9 [C"
(C'"¥Ph)], 131.3 [C" (C°Ph)], 133.2 [C" (C''Ph)],
135.1 [C* (C°Ph)], 137.5 [C* (C!'Ph)], 138.6 [C*
(C'2Ph)], 139.0 (C?2, C?), 140.8 [C* (C'*Ph)], 149.6
(C%), 153.3(C?), 163.3 (C'?), 189.2 (CM), 190.1 (C!#).
Haiineno, %: C 84.12; H 5.06; N 4.99. C39H,gN,0,.
Beruucaeno, %: C 84.15; H 5.07; N 5.03.

(2)-3-[(E)-4-{[(£)-3-Oxco-1-(n-Toaun)-3-¢pe-
Hujanpon-1-en-1-uiajumuno}xunonud-1(4H)-niu|-
3-(n-Toama)-1-pennnnpo-2-en-1-on  (3b). Brixon
0.116 T (66%), TemHo-xentas cmona. K crekrp, v,
em 1 1527, 1598 (C=C), 1631 (C=C, C=0). Cnextp
SAMP 'H, 8, m.n.: 2.34 ¢ (3H, CHY), 2.36 ¢ (3H, CHY),
5.85 1 (1H, H3,3J,3 8.3 T'n), 6.76 ¢ (1H, H'Y), 6.81 1
(1H, H8, J; 5 7.6 T), 6.88 1 (1H, H?, 3J23 8.3 '),
7.09-7.13 m (1H, H7), 7.17-7.20 m [SH, H>> (C%Ar),

H3"%" (C'2Ar), H®], 7.20 ¢ (1H, H'), 7.27-7.31 m [5H,
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H*" (C1Ph), H* (C'4Ph)], 7.38-7.42 m [3H, HZ:®
(C°Ar), H" (C'#Ph)], 7.66-7.78 m [2H, H (C'*Ph)],
7.74-7.78 m [2H, H?"%" (C1'Ph)], 7.88-7.90 m [2H,
H? (C"Ph)], 8.38 1 (1H, H>, 3Js5 5 7.9 I'n). Criexrp
AMP 13C, §, m.a.: 21.5 (CHY, CH{"), 101.9 (C"),
102.9 (C3), 117.3 (C'9), 120.4 (C?}), 123.7 (C"), 123.8
(C*), 126.8 (C3), 127.2 [C? (C'¥Ph), C* (C'*Ph)],
128.0 [C3» (C°Ph), C3*" (C'?Ph)], 128.2 [C™
(C''Ph)], 128.6 [C° (CM'Ph)], 129.2 [CZ"¢" (C'2Ar)],
129.8 (C7), 130.3 [C?"¢" (C°Ar)], 130.9 [C™ (C'4Ph)],
132.4 [CV (C°Ar)], 133.2 [C" (C''Ph)], 135.7 [C"
(C'2Ar)], 137.9 [C* (C''Ph)], 138.9 (C?), 139.1 (CB®),
140.1 [C¥ (C'#Ph)], 141.1 [C* (C°Ph)], 142.1 [C*
(C'2Ph)], 150.0 (C%), 153.3 (C?), 163.5 (C'?), 189.3
(C', 190.3 (C'#). Haiineno, %: C 84.19; H 5.54; N
4.83. C4H3,N,0,. Berancneno, %: C 84.22; H 5.52;
N 4.79.

(£2)-1-(3-MeTtokcudenunn)-3-[(E)-4-{[(£)-3-(3-
MeToKcH(peHnT)-3-0Kkco-1-pennnpon-1-en-1-nil-
UMUHO} XUHOAUH-1(4H)-n1]-3-pennanpon-2-en-1-
oH (3¢). Breixox 0.133 r (72%), TeMHO-keATast CMO-
na. UK cmextp, v, em': 1530, 1579 (C=C), 1632
(C=C, C=0). Cnektp SAMP 'H, &, m.1.: 3.69 ¢ (3H,
OCH3), 3.76 ¢ (3H, OCHJ"), 5.89 a (1H, H3, 3/, 3
8.2 Tw), 6.79 ¢ (1H, H), 6.86 n (1H, HB, /¢
7.6 '), 6.90 1 (1H, H%,%J, 3 8.3 '), 6.89-6.91 m (1H,
H*"), 6.97-7.00 m (1H, H*), 7.13-7.19 m (1H, H),
7.21 ¢ (1H, H'?), 7.21-7.24 m [3H, H? (C'!Ar), H*
(C'"Ar), H%], 7.35-7.45 m [10H, H*" (C°Ph), H"-"
(C'?Ph), H-® (C'Ar), H>"®" (C'*Ar)], 7.50-7.52 m
[2H, H° (C°Ph)], 7.77-7.79 m [2H, H® (C'?Ph)], 8.43
n (1H, H>, 3J5 ¢ 7.8 T). Crextp SIMP 13C, 8, m.a.:
55.4 (OCH3"), 55.5 (OCH3), 102.0 (C'3), 103.3 (C3),
112.5 [C*' (C'Ar)], 112.6 [C? (C'Ar)], 117.3 (C10),
117.6 [C* (C'*Ar)], 120.0 [C* (CMAr)], 120.5 (C}),
120.9 [C®" (C'#Ar)], 121.4 [C® (C'!Ar)], 123.9 (C®,
C*), 126.9 (C%), 127.3 [C°* (C'?Ph)], 128.6 [C™"
(C°Ph)], 129.1 [C*" (C!*Ar)], 129.6 [C? (C°Ph), C°
(C'"Ar)], 129.9 [C" (C'2Ph)], 130.8 (C7), 131.5 [C"
(C°Ph)], 135.3 [C*(C°Ph)], 138.8 [C" (C!'Ar)], 139.0
(C?), 139.2 [C!" (C'Ar), C®], 142.5 [C* (C'2Ph)],
149.9 (C%, 153.2 (C?%), 159.7 [C?" (C'*Ar)], 159.9
[C? (CMAr)], 163.6 (C'2), 189.0 (C'1), 189.5 (C!4).
Haiineno, %: C 79.63; H 5.27; N 4.67. C41H3,N,0y,.
Brruucneno, %: C 79.85; H 5.23; N 4.54.

(2)-1-(4-Hurpodennn)-3-[(E)-4-{[(£)-3-(4-Hut-
podenni)-3-okco-1-penunnnpon-1-en-1-najumu-

Ho}xuHoauH-1(4H)-nal-3-pennanpon-2-en-1-on
(3d). Beixox 0.140 r (72%), TeMHO-KOpHUYHEBAs CMO-
na. UK criektp, v, em 111523, 1600 (C=0C), 1628 (C=C,
C=0). Cnexrp SAMP 'H, §, m.1.: 5.87 1 (1H, H3, 3J2,3
7.9Tw), 6.60 ¢ (1H, H'%), 6.84 1 (1H, H?, 3J; 4 8.5 T'w),
6.91 1 (1H, H2, 3J,5 7.9 T'm), 7.05-7.09 m (1H, H),
7.17-7.21 m (1H, H®), 7.21 ¢ (1H, H'0), 7.41-7.42 m
[6H, H*" (C°Ph), H"-" (C'?Ph)], 7.49-7.51 m [2H,
H3"3" (C'%Ar)], 7.74-7.75 M [2H, H° (C°Ph)], 7.87—
7.89 m [2H, H3»' (C''Ar)], 7.92-7.94 m [2H, H?
(C'2Ph)], 8.01-8.03 m [2H, HZ"®" (C'*Ar)], 8.10-8.16
M [3H, H>, H¥-% (C''Ar)]. Cnextp SIMP 13C, §, m..:
102.0 (C13), 104.0 (C?), 117.2 (C19), 120.2 (C}), 123.2
(C%), 123.3 [C3"" (C'Ar)], 123.7 [C* (C'Ar)],
124.0 (C*), 126.5 (C%), 127.1 [C° (C!?Ph)], 127.2
[C* (C'2Ph)], 128.6 [CZ"0" (C'4Ar)], 128.7 [C2¢
(C'"Ar)], 129.0 [C* (C°Ph)], 129.7 [C? (C°Ph)], 130.5
(C7),131.3[C" (C'?Ph)], 132.1 [C" (C°Ph)], 134.6 [C"
(C°Ph)], 137.5 (C??), 138.6 (C?), 139.3 [C* (C'2Ph)],
142.3 [CV (CMAr)], 146.6 [C" (C!*Ar)], 148.5 [C¥
(C'™Ar)], 150.1 (C%), 151.4 [C* (C'Ar)], 153.6 (C?),
164.9 (C'?), 187.3 (C'1), 190.3 (C'%). Haitneno, %: C
72.28; H 4.16; N 7.74. C39H,¢N4Og. Brruncneno, %:
C 72.44; H 4.05; N 8.66.

(22)-3-[(4E)-4-{[(1Z)-3-Oxco-1-dpenni-3-(2-¢y-
puia)npon-1-en-1-un|umuno}xunoaun-1(4H)-uia)-
3-penni-1-(2-¢pypun)npon-2-en-1-on (3e). Brixon
0.136 1 (85%), »xenTelii moporok, T 201-203°C
(EtOH). UK cmektp, v, cM = 1529, 1565 (C=C),
1630 (C=C, C=0). Cnextp SAMP 'H, §, m.1.: 5.98 11
(1H, H3, 3J, 3 8.4 T'n), 6.45 a1 (1H, HY, 3J5. 40 3.2,
g 1.6 Tw), 6.50 nn (1H, HY, 334 3.6, Uy s
1.6 '), 6.85-6.87 M (1H, H®), 6.89 ¢ (1H, H'?), 6.92 1
(1H, H?,%J,5 8.4 T'w), 7.10 1 (1H, H¥, *J30 4+ 3.2 T'w),
7.18 1 (1H, H*,3J3 4 3.6 '), 7.197-7.204 m (1H, H’),
7.22-7.23 M (1H, H®), 7.35-7.45 m [6H, H*" (C°Ph
u C12Ph)], 7.47 ¢ (1H, H'), 7.48 1 (1H, H™', 3J 50
1.6 Tw), 7.53 n (1H, H?, 3Jy 5 1.6 T'w), 7.56-7.58
M [2H, H° (C°Ph)], 7.84-7.87 m [2H, H® (C'?Ph)],
8.58-8.60 M (1H, H>). Cnextp SIMP 13C, §, m.x.:
101.4 (C13), 102.3 (C?), 112.0 (C*), 113.0 (C*), 114.2
(C3"), 117.3 (C19), 117.8 (C?), 118.4 (C}), 124.0 (C°),
124.1 (C*), 127.1 (C3), 127.4 [C™* (C'2Ph)], 127.6 [C°
(C'2Ph)], 128.6 [C* (C°Ph)], 129.6 [C? (C°Ph)], 130.0
(C7), 130.7 [C" (C'2Ph)], 131.7 [C" (C°Ph)], 135.5 [C*
(C°Ph)], 138.9 [C* (C'2Ph)], 139.0 (C?), 139.1 (C32),
144.6 (C"), 146.6 (C), 151.0 (C*), 153.4 (C?), 153.8
(C%),155.6 (C?"), 164.2 (C'2),175.4 (C'),177.0 (C'4).
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Haiineno, %: C 78.34; H 4.43; N 5.18. C35sH,4N,0,.
Breranciieno, %: C 78.34; H4.51; N 5.22.

(22)-3-[(4E)-4-{[(1Z)-3-Oxco-3-(2-Tuennn)-1-
(pennanpon-1-en-1-unajumnno}xunonauu-1(4H)-
wi|-1-(2-Tuenuin)-3-peHuinpon-2-eH-1-oxn 31).
Brexon 0.168 r (98%), KpacHBIH TOpPOIIOK, T.ILUI.
130-134°C (MeCN). UK crextp, v, cM 1 1526, 1575
(C=C), 1627 (C=C, C=0). Cnextp SIMP 'H, §, m.1.:
5.98 1 (1H, H3,%J,5 8.0 T'n), 6.80 ¢ (1H, H'?), 6.89 1
(1H, H®, °J; 5 8.4 Tw), 6.94 1 (1H, H?, 3J, 3 8.0 '),
7.06-7.07 M (1H, H*"), 7.07-7.08 m (1H, H*), 7.18—
7.22 M (2H, H%, H), 7.35-7.50 m [7H, H>", H*" (C°Ph
u C'?Ph)], 7.37 ¢ (1H, H'9), 7.55-7.57 m (2H, H*",
HY), 7.61-7.62 m (1H, H?), 7.73-7.74 m [2H, H°
(C°Ph)], 7.82-7.83 m [2H, H® (C'?Ph)], 8.57 n (1H,
H>, 3J5¢ 7.6 Tw). Cuexrp SIMP 13C, 8, m.a.: 180.7
(C'),179.9 (C'), 163.9 (C'?), 153.5(C?), 150.5 (C*),
148.6 (C2"), 145.6 (C?), 139.2 [C* (C'?Ph)], 139.1
(C?), 138.9 (C3), 135.5 [C* (C°Ph)], 134.7 (C°),
132.0 (C"), 131.7 [C" (C°Ph)], 131.3 (C3)), 130.8 [C"
(C'2Ph)], 130.1 (C7), 129.7 [C° (C°Ph)], 129.4 (C3"),
128.7 [C* (CPh)], 128.4 (C¥), 127.8 (C*"), 127.4 [C*
(C'2Ph)], 127.5 [C? (C'?Ph)], 127.1 (C3), 124.2 (C*?),
124.1 (C9), 119.7 (C®), 117.4 (C'9), 102.3 (C3), 102.3
(C'3). Haiineno, %: C 73.97; H 4.32; N 4.96; S 11.19.
C35H,4N,0,S,. Berancneno, %: C 73.92; H 4.25; N
4.93;S11.27.

3AKJIIOYEHUE

[Tokazano, 4ro 4-aMHUHOXWHOIIMH IOJBEPTaeTCsl
CTEPEOCEIIEKTUBHOMY JBOHHOMY  al[MJIATEHUIUPO-
BaHUIO I0]] JIeHCTBUEM aJKMHOHOB B cucteme KOH/
H,O/MeCN. B pesynabrare CHHTE3UPOBAHO HOBOE
CEMEINCTBO BBHICOKO(YHKIIMOHATM3UPOBAHHBIX (Z£)-N-
A TeHWIT-4-( E)-[ (£)-auuis TeHU | AIMIHOUT HIPO-
XMHOJIMHOB, IPEACTaBIIIONIEE MHTEPEC B KauecTBE
00BEKTOB TS TATbHEUITUX TPEBpPANICHUN U OHOIIO-
THYECKU aKTUBHBIX COCAMHEHH.
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One-pot Synthesis of N-Acylethenyl-
4-acylethenyliminodihydroquinolines
from 4-Aminoquinoline and Alkynones
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One-pot chemo-, regio- and stereoselective synthesis of (Z)-N-acylethenyl-4-(E)-[(Z)-acylethenyl]iminodi-
hydroquinolines with high yields (66—98%) has been elaborated by the reaction between 4-aminoqiunoline and
alkynones in the KOH/H,O/MeCN system.

Keywords: aminoquinoline, alkynones, nucleophilic addition, stereoselectivity
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