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PETMOCEJIEKTUBHBIII CHUHTE3
®TOPCOJEPKAIIAX WHIA30JOHOB HA OCHOBE
2-AIWJIIHAKJIOTEKCAH-1,3-TMOHOB

B3aumonelictBueM 2-aluinukiorekcal-1,3-1MoHOB M UX €HOJBbHBIX METHIIOBBIX
3(pHUpPOB, MOTYYCHHBIX METWJIMPOBAHHEM HCXONHBIX [3,['-TPUKETOHOB IHMETHIICYIIh-
(aroM B MPHUCYTCTBUUM MPOKAJICHHOIO MOTallla, ¢ TUIpoxiopuaoM 4-dropdenunrua-
pasuvHa U neHTagTOpPEHWITHAPAZHHOM C BBICOKUM BBIXOJIOM CHHTE3WPOBAaHbI HOBBIE
peruon3oMepHbIe MHIA30JI0HbI, COIEpIKAIe aTOMbI (TOpa B apOMaTHYECKOM KOJIBLIE.
CTpyKTYpa CHHTE3MPOBAHHBIX COSIMHEHMH moxTBepkacHa mannbiMva UK u SIMP 'H,
B¢, "F ciexrpos.

KiaroueBbie caoBa: 2-anmiuKIoreKcan-1,3-muoHsl, Gropcoaepxamue HHIA30II0-
HBI, PETHOCETICKTHBHEIN CHHTE3.

B nacrosiiiee BpeMs MHTEHCHBHO Pa3BUBAIOTCS METOIbI CHHTE3a pa3zHOo00-
pasHbIX (TOpCoIEpkKAINX MOJU(PYHKINOHAIBHBIX TeTEPOLUKINUECKIX CTPYK-
Typ Kak NOTEHIMAJIbHBIX JIEKAPCTBEHHBIX MpenaparoB [1, 2]. MiHna3onsl sBis-
IOTCSl BQXKHBIM KJIACCOM OPTaHMYECKHX COEAMHEHUH, MPH 3TOM MHOTHE M3 HUX
00JIaal0T TPOTUBOBOCTIANUTENBHOM, aHATBIeTHYECKOH, MPOTHBOBUPYCHOM
U Ipyroil Gu3noIoruyecKoil akTHBHOCTHIO [3, 4].

Henpio HacTosAmel padOTHI SABIACTCS MOMYyYEHHE HOBBIX (TOPCOAEpPIKAIINX
WH/1a30JI0HOB HA OCHOBE Pa3HOOOPa3HBIX 2-alMIIIUKIOTeKcaH-1,3-11HOHOB.

Bnaronaps cBoeli monmpyHKINOHAIEHOCTH M B 3aBUCUMOCTH OT CTPYKTYDEI
OOKOBOI alMIIBHON LETH U UKIMYECKON YaCTH MOJIEKYJIbI 2-allMIIUKIOaTKaH-
1,3-mMOHBI HaxXOAAT IIMPOKOE NMPUMEHEHHWE B CHUHTE3€ CTEPOMIIOB, IMpPOCTa-
TTIAaHIUHOB, aHTHOMOTHKOB M APYTHX OMOJOTMYECKH aKTUBHBIX BemecTB [5—8].
XuMHUYEeCKHe MpPEBpALICHUs] CYIIECTBYIOIIMX B €HOJBHOH (opme 2-ammi-
LUKJIOreKcaH-1,3-1M0HOB MOTYT 3aTparuBaTh TaKHe pPEeaKLIMOHHbIE LIEHTPHI, KaK
9K30- ¥ SHAOLMKINYECKHE KapOOHWIBHBIC TPYIIIBI, 8 TAKKE CMEXHBIE C HUMH
METHJIEHOBBIE TpyMsI [9].

C 1nenpl0 CHHTE3a HOBBIX MPOM3BOJIHBIX MHIA30JI0HOB, COAEPIKALIUX aTOM
¢TOopa B mojoxxeHun 4 OEH30JIHHOTO KOJbIA JINOO MOTHOCTHI0 (PTOPUPOBAHHOE
OEH30JbHOE KOJIBLIO, HAMH M3yYeHO B3aMMOJACHCTBUE 2-alMILIUKIOTeKcan-1,3-
IoHOB la—e M MX METHJIOBBIX 3(GHUpoB ¢ 4-GpTopdeHUNTHApa3uHOM U TIeHTa-
¢dTopdeHuITHIPaAZHHOM.

BzaumoneiictBue 2-amyInUKIOrekcan-1,3-nmonos la—e ¢ HeOOJIBIIMM
M30BITKOM DKBUMOJSIDHOM cMecu ruapoxiopuaa 4-¢pTopeHmirnapaznHa
U TUAPOKCUAA HAaTpUs B ITWJIOBOM CIHPTE B TEYEHHE 8 4 IpPH KOMHATHOM
TeMIepaType MPHUBOJWIO C BBICOKMM BBIXOJOM K IPOJIYKTaM Te€TEepOLUK-
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JTU3alM — WHIA30JI0HaM 3a—e, MpHYeM IMPOMEXYTOUHBIE THApPA3OHBI 2a—e
He OBLIN BBIJICIICHBI.

Opmnako mpu peakuuud TpUKeToHOB la,b ¢ HEOONBIIUM H3OBITKOM TICHTA-
¢dropheHMITHIPa3HHA B STUJIOBOM CIUPTE B TEUYCHHUE 8 4 NMPU KOMHATHOU
TeMriepatype MeroaoM mnpenapatuBHoi TCX ObUIM BBIICIECHBI KaK THIPA30HBI
2f,g, Tax u unnazononsl 3f,g ¢ Bexogamu 79, 61 u 21, 39% cOOTBETCTBEHHO.
Mesky TeM B TE€X K€ YCIOBUAX JJIS COSAMHEHUH 1c—€ ObUIM BBIACICHBI TOJIBKO
reteporukanieckue npoaykrel 3h—j. Munazonons 3f,g momyueHsl B KauecTBE
CIMHCTBCHHBIX TPOAYKTOB pEaKUUUd TpH KUISTYeHHH coeawHennii la,b B
sTaHoie B TeueHue 20 4 ¢ HeOOIBIINM U30BITKOM MeHTaQTOphEeHUITHAPA3HHA.

X
(0] 0 X
NH,NH X H NH
R 2 0O "N~ —N
o _— = = R R
la—e 0 0
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NH,NH HN_ _H
R N 0
—
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=
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1-6 aR =Me, b R =Et, ¢ R =Ph, d R = 2-¢dypwu, e R = cyclo-C;Hs;
2,3,5,6tR=Me, gR=Et, hR=Ph,iR=2-dypun, j R = cyclo-C;Hs;
2-6 a—e X=4-F; f-j X=F;

Takum oOpa3oMm, KOHACHCAIMs 2-alWIIIUKIOrekcaH-1,3-quonoB  la—e
¢ dTopcomepkamuMu  (PEHUITHAPA3UHAMHA IPOTEKACT IO JK3OIUKINICCKOM
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KapOOHWIIBHOM TpYyIIie ¢ TMOCTeAyIoed BHYTPUMOJIEKYJSIPHOW LHKIU3aIHei
MPOMEXXYTOYHBIX THAPA30HOB 2a—j HM 0Opa3oBaHHWEM WHIA30JI0HOB 3a—j.
Peakuus mpoxoauina pernocnenu(puvHo: Bceraa oOpa3oBBIBANCA OJUH PEruo-
n3oMep, Kak 3TO OBLIO MOKa3aHO paHee AJs peaklu 2-aleTHIIHUKIOTeKCaH-
1,3-muonoB ¢ dhenmnruapaszunamu [10—-13]. Creqyer oTMETHTH, 4TO 00pa3oBa-
HUe (Top3aMenIeHHBIX WHAA30JI0HOB 3a—j TpebyeT 3HAYUTEIBHO OOJIbIIe
BpPEMEHH, YeM B Cllydae He3aMEIEHHBIX MPOU3BOAHBIX.

C 1uenpio TMONyYeHHsT PETHOM3OMEPHBIX (TopcomepkaliuX WHAA30JI0HOB
HaMH TPEINPHUHAT CHHTE3 COOTBETCTBYIOIINX CHOJBHBIX METHIIOBBIX S(HUPOB
2-anuIIuKIoTeKcan-1,3-mmoHoB  4a—e, TOCKOJBKY W3BECTHO, UYTO PEAKITHSI
CHOII(PHUPOB MO IUKIMYECKOW KETOrpymme 2-alMIuKIoreKcan-1,3-110HoB
¢ (CHUITUPA3HMHOM MPOTEKAET 110 CXEME BUHHJIOTOBOT'O 3amelreHus [14].

st cuHTE3a METHIIOBBIX 3(QHUPOB 2-aIllMIIHKIOTeKCaH-1,3-THOHOB TIpe-
JIOKEH P METOJIOB, CpPely KOTOPHIX ANKHJIMPOBAaHHE UX cepeOpsiHBIX coJiei
MOIUCTBIM MeTWIOM [15] mnm HaTpHeBBIX M TETpaOyTHIAMMOHHEBBIX COJIEH
nuMeTricynbdarom [16]. OmHako MpUMEHEHUE 3TUX METOAMK B HAIIEM CITydae
0Ka3anoch Hea(pPEeKTUBHBIM, TOCKOJIBKY IO TIEPBOMY METOIy METHIIOBBIC d(DH-
pel 4b—e He ObUIM BBIIETIEHBI COBCEM, MO-BHANMOMY, U3-32 HEYCTOWYHMBOCTH
MIPOMEXKYTOYHBIX CEpeOPSHBIX COJeH, a M0 BTOPOMY METOAY IeJieBble METH-
JIOBbIe YQUpHI 4a—e ObIIIM CHHTE3WPOBAHBI C HEBHICOKUMHU BbIXoaMH. [Ipu sToM
0Ka3aJI0Ch, YTO €HOJbHBIE METHUJIOBbIE 3(UPHI 2-aIMIIUKIIOreKCcaH-1,3-1MOHOB
4a—e TIpENCTaBISAIOT COOON HEYCTOMYMBBIE COCIWHEHUS W B TIPOIECCE
BBIJIEJICHNS U XPAHEHUS JIETKO THAPOIU3YIOTCS IO UCXOAHBIX TPUKETOHOB.

Hamu mokasano, yto HanOoJiee ONTHUMAIbHBIM BapUaHTOM SIBJISIETCS IIPOBe-
JICHUE PEaKIMy aTKUIUPOBAHUS 2-allWIIUKIoreKkcan-1,3-qmuonoB la—e mume-
TWICYIH(GATOM B MPUCYTCTBHU MPOKAIEHHOTO moTamia. [Ipyu 5ToM moidydeHHbIe
eHOI(PUPHI U3-32 UX HECTAOMIBHOCTH BO U30€KaHHUE ITOTEPh HCIIOJIb30BAINCH B
peakuuu ¢ QropcoaepkamiuMu GeHuITHApa3uHaMu Oe3 BbIIeNeHus. Peakuus
OCYIECTBIISIACH  B3aWMOJICHCTBHEM EHOJNBHBIX METHIJIOBBIX J(QupoB 4a—e
¢ ruppoxijopuaom 4-propdeHunruapazuHa Wik ¢ neHtapropheHUITuaApas-
HOM TIpH TTepEeMEIINBaHIN NP KOMHATHOM TeMIIepaType B 3TaHOJIE B TEUEHHUE 5 .
Kak u oxwupanoch, B3aumozeilicTBue 3(upoB 4a—e ¢ QeHWITHAPa3HHAME
MPOTEKAN0 MO MEXaHW3MYy BHHMJIOTOBOTO 3aMEIIeHHs ¢ 00pa3oBaHWEM THI-
pa3oHOB Sa—j, mociexyromias BHYTPUMOJEKYJSApHAs HUKIU3AIMUSI KOTOPBIX
MIPUBOAWIIA K UHIA30JI0HAM 6a—j, pernon3oMepHBIM HHIA30JI0HAM 3a—j.

CtpykTypa cuHTe3upOBaHHBIX coenuaennii 2f,g, 3a—j u 6a—j moaTBepKICHA
JIAaHHBIMU dJiIeMeHTHoro aHanmu3a, UK, macc- u SIMP IH, 13C, F CIIEKTPOB
(tabn. 1, 2). CnekrpansHo uHnazonons! 3f,g u ruapazonst 2f,g merko pasiu-
unpmel. B crextpax SIMP 'H nocneHHX MpHCYTCTBYIOT JIBa IOTOTHHTEIBHBIX
curnana rnpotonos rpynn NH npu 8 6.33 u 6.60 (N—H, cunrnet) u npu 14.63 u
14.67 M. n. (cuarier npoToHOB N-H, CBfA3aHHBIX CHJIBHOH BHYTpPHUMO-
nexkynsapHo# cBsa3bio ¢ C=0) coorBercTBeHHO. B MK cniekrpax runpasonos 2f,g
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MK ciextpsi u cniextpsl AIMP 'H, PC, °F cunre3npoBanHbIX coennnenuii 3a—j, 6a—j

Tabnuma 1

Coenu- UK cnektp, Crextp SIMP, 8, m. 1. (J, ')
HEHHE v, eM ! H 3o 19
1 2 3 4 5
3a 1665, 1525, 1.11 (6H, c, 2CH3); 2.39 (2H, ¢, CH,); 2.54 (3H, c, 13.34, 28.40, 35.82, 37.04, 52.39, 116.32 (n, J = 23); 116.85, | —113.24 (1F, m)
1490 CH;); 2.75 (2H, ¢, CHy); 7.19 (2H, M, Ha,); 7.46 (2H, | 125.65 (1, J = 9); 134.79, 149.01 (C-N); 149.85 (C=N);
M, Hyp) 161.91 (1, J = 249); 193.34 (C=0)
3b 1670, 1520, 1.11 (6H, ¢, 2CHz3); 1.30 (3H, 1, J= 7.5, CH3); 2.40 12.86, 21.28, 28.40, 35.76, 37.09, 52.48, 116.30 (u, J = 23); —113.34 (1F, m)
1500 (2H, ¢, CHy); 2.75 (2H, ¢, CH,); 2.95 (2H, «s, 116.40, 125.71 (o, J = 9); 134.86, 149.14 (C-N); 155.39
J=17.5,CH,); 7.19 (2H, m, Hy,); 7.47 (2H, M, Hy,) (C=N); 161.89 (m, J = 249); 193.06 (C=0)
3c 1670, 1520, 1.13 (6H, c, 2CH3); 2.48 (2H, ¢, CH,); 2.79 (2H, c, 28.24,35.33,37.31, 53.14, 115.81, 116.38 (1, J = 23); —-112.60 (1F, m)
1480 CH,); 7.22 (2H, m, Ha,); 7.41 (3H, M, Ha,); 7.53 (2H, | 126.19 (1, J = 9); 128.09, 128.85, 129.01, 131.66, 134.71,
M, Hyp); 8.14 (2H, M, Hy,) 150.19 (C—N); 151.68 (C=N); 162.16 (n, J = 249); 192.16
(C=0)
3d 1680, 1520, 1.13 (6H, c, 2CHzy); 2.48 (2H, ¢, CH,); 2.77 (2H, c, 28.25,35.32,37.07, 52.85, 111.57, 114.00, 114.90, 116.40 -112.27 (1F, m)
1485 CH,); 6.54 (1H, M, Hyypan); 7.21 (2H, M, Hy,); 7.53 (m, J = 23); 126.49 (n, J = 9); 134.51, 142.45 (C-N); 143.14,
(3H, M, 2Har+ 1Hgypan); 7.88 (1H, M, Hyypau) 146.55, 149.78 (C=N); 162.32 (ua, J = 250); 191.61 (C=0)
3e 1670, 1525, 1.00 (ZH, M, Hyyemonporan)s 1.05 (2H, M, Hyyenonponan)s 8.32,9.15, 28.42, 35.63, 37.16, 52.59, 116.28 (1, J = 23); —113.37 (1F, m)
1500 1.11 (6H, c, 2CH3); 2.41 (2H, ¢, CH,); 2.63 (1H, M, 117.01, 125.75 (1, J = 9); 134.94, 148.89 (C-N); 155.84
Hyycnonponan)s 2.71 (2H, ¢, CHy); 7.16 (2H, M, Hy,); (C=N); 161.93 (n, J = 249); 193.29 (C=0)
7.42 (2H, m, Hy,)
3f 1690, 1545, 1.13 (6H, c, 2CHzy); 2.42 (2H, ¢, CH,); 2.54 (5H, m, 13.43, 28.27, 35.35, 35.87, 52.39, 113.72 (m); 117.00, 138.02 | —145.16 (2F, m);
1490 CH;+CH,) (m. ™, J=258); 142.26 (1. m, J = 259); 143.72 (1. m, -150.77 (1F, T,
J =255); 151.73 (C-N); 152.86 (C=N); 192.89 (C=0) J=22);
—-160.17 (2F, m)
3g 1690, 1545, 1.12 (6H, c, 2CH3); 1.30 (3H, 1, J = 7.5, CH3); 2.42 12.33, 21.36, 28.25, 35.37, 35.78, 52.46, 113.86 (m); 116.36, | —144.98 (2F, m);
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1490

(2H, ¢, CH,); 2.53 (2H, ¢, CH,); 2.96 (2H, s,
J=1.5,CH,)

138.00 (1. M, J = 255); 142.21 (1. M, J = 259); 143.79 (1. m,
J = 256); 152.93 (C-N); 157.07 (C=N); 192.64 (C=0)

~150.84 (IF, 1,
J=22);
~160.18 (2F, m)



3h

3i

3j

6a

6b

6¢

6d

1690, 1540,
1520

1680, 1540,
1470

1670, 1530,
1500

1670, 1575,
1530

1680, 1560,
1520

1680, 1560,
1530

1680, 1540,
1475

1.16 (6H, c, 2CH3); 2.51 (2H, ¢, CH,); 2.60 (2H, c,
CH,); 7.43 (3H, m, Ha,); 8.10 (2H, M, Ha,)

1.16 (6H, ¢, 2CHs); 2.52 (2H, ¢, CH,); 2.59 (2H, c,
CH,); 6.54 (1H, M, Hyypan); 7.52 (1H, M, Hyypan); 7.91
(IH, M, Hcpypaﬂ)

1.02 (4H, M, Hypeaompona); 1.13 (6H, ¢, 2CH;); 2.43
(2H, ¢, CH,); 2.50 (2H, ¢, CH); 2.61 (1H, m,

Hunmonponaﬂ)

1.13 (6H, c, 2CH3); 2.39 (2H, ¢, CH,); 2.57 (3H, c,
CH;); 2.73 (2H, ¢, CHy); 7.20 (2H, M, Ha,); 7.42 (2H,
M, HAr)

1.13 (6H, c, 2CH;); 1.18 (3H, 1, J = 7.5, CHj3); 2.40
(2H, ¢, CH,); 2.72 (2H, ¢, CH,); 2.92 (2H, ks,
J=17.5,CH,); 7.19 (2H, m, Hy,); 7.41 (2H, M, Ha,)
1.17 (6H, ¢, 2CHs); 2.43 (2H, ¢, CH,); 2.83 (2H, c,
CH,); 7.00 (2H, m, Ha,); 7.21 (2H, M, Ha,); 7.35 (5H,
M, HAr)

1.16 (6H, c, 2CH;); 2.47 (2H, ¢, CH»); 2.79 (2H, c,
CH,); 6.50 (1H, M, Hyypan); 7.11 (2H, M, Hy,); 7.28
(1H, M, Hyypau); 7.34 (2H, M, Hy,); 7.63 (1H, M,
Hrbypaﬂ)

28.12, 35.36, 35.70, 53.20, 113.75 (m); 116.03, 128.19,
128.93, 129.46, 130.96, 138.06 (1. M, J = 257); 142.52 (x. M,
J = 260); 143.87 (1. M, J = 256); 153.56 (C-N); 153.79
(C=N); 191.61 (C=0)

28.12, 35.34, 35.46, 52.83, 111.69, 113.54 (m); 114.89,
115.05, 138.01 (1. M, J = 255); 142.48 (1. M, J = 255);
143.59, 143.93 (1. M, J = 257); 144.14 (C-N); 145.82,
153.41 (C=N); 191.11 (C=0)

8.29, 9.48, 28.26, 35.37, 35.64, 52.57, 113.85 (m); 117.08,
138.05 (1. M, J = 253); 142.23 (m. M, J = 259); 143.79 (1. m,
J=1256); 152.63 (C-N); 157.67 (C=N); 192.84 (C=0)

12.07, 28.51, 35.10, 36.93, 53.36, 115.98, 116.28 (1,
J=23); 127.13 (1, J = 9); 134.61, 141.77 (C-N); 156.14
(C=N); 162.29 (1, J = 249); 195.07 (C=0)

13.17, 18.97, 28.52, 35.10, 36.96, 53.40, 115.12, 116.32
(1, J = 23); 127.59 (1, J = 9); 134.78, 147.93 (C-N); 156.28
(C=N); 162.50 (1, J = 249); 194.57 (C=0)

28.49, 34.90, 37.19, 53.77, 115.78, 115.97 (1, J = 23);
127.26 (1, J = 9); 128.00, 128.20, 129.51, 130.35, 135.29,
143.36 (C-N); 156.60 (C=N); 161.85 (1, J = 249); 193.49
(C=0)

28.39, 34.70, 37.09, 53.77, 111.79, 115.74 (n, J = 23);
116.22, 127.45 (1, J = 9); 136.71, 142.00, 143.74, 145.22
(C-N); 156.66 (C=N); 162.27 (1, J = 248); 193.07 (C=0)

~144.77 (2F, m);
~150.24 (IF, 1,
J=22);

~159.91 (2F, m)
~144.50 (2F, m);
~149.79 (IF, 1,
J=22);
~159.85 (2F, M)
~145.01 (2F, m);
~151.08 (IF, 1,
J=21);
~160.33 (2F, m)
~112.45 (IF, m)

~112.07 (IF, m)

~113.10 (1F, m)

~112.78 (IF, m)

397



OxkoHnyanue Tabunuue 1

2

3

4

5

6e

6f

6g

6h

6i

6j
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1685, 1530,

1445

1690, 1580,

1540

1680, 1570,

1540

1690, 1560,

1540

1690, 1550,

1475

1690, 1545,

1440

0.95 (2H, M, Hyyuenonponan); 1.11 (6H, ¢, 2CH;); 1.19
(2H7 M, Hunmonponaﬂ); 1.85 (lH’ M, Huuxnonponaﬂ); 2.37
(2H, ¢, CH,); 2.71 (2H, ¢, CH,); 7.19 (2H, m, Hy,);
7.52 (2H, m, Hp,)

1.14 (6H, ¢, 2CH5); 2.42 (2H, ¢, CH,); 2.48 (3H, c,
CH;); 2.75 (2H, ¢, CH,)

1.15 (6H, ¢, 2CHy); 1.15 (3H, 7, J = 7.5, CHy); 2.42
(2H, ¢, CH,); 2.75 (2H, ¢, CH); 2.81 (2H, ks,
J=175,CH,)

1.18 (6H, ¢, 2CH3); 2.47 (2H, ¢, CH.); 2.84 (2H, c,
CH,); 7.38 (5H, m, Hyy)

1.17 (6H, ¢, 2CH3); 2.51 (2H, ¢, CH,); 2.80 (2H, c,
CH,); 6.55 (1H, M, Hyypau); 7.30 (1H, M, Hyypan); 8.13
(IH: M, H(bypaﬂ)

0.96 (2H, M, Hyyeromponan); 1.12 (6H, ¢, 2CHy); 1.23
(2H7 M! HHHKHOHPOH&H); 1'64 (1H3 M7 HHHKHOHPOHHH); 2'39
(2H, ¢, CH,); 2.72 (2H, ¢, CH,)

8.22, 8.29, 28.36, 34.75, 37.18, 53.85, 115.15, 116.08
(1, J =23); 127.71 (1, J = 9); 135.36, 147.65 (C-N); 156.46
(C=N); 162.32 (n, J = 249); 193.56 (C=0)

10.84, 28.45, 35.09, 36.89, 53.30, 113.79 (m); 116.01, 137.97
(o.M, J=1253); 142.40 (o. M, J = 259); 143.79
(o.M, J =256); 144.96 (C-N); 157.82 (C-N); 194.68 (C=0)

12.54, 18.91, 28.44, 35.06, 53.35, 113.95 (m); 115.25, 137.90
(1. M, J = 253); 142.48 (1. M, J = 259); 144.11
(1. M, J = 256); 150.77 (C-N); 158.04 (C=N); 194.24 (C=0)

28.44,34.90, 37.13, 53.67, 115.00 (m); 115.66, 126.78,
128.50, 129.17, 130.38, 137.68 (n. M, J = 253); 142.25
(o.M, J=259); 143.86 (n. M, J = 256); 147.29 (C-N);
158.26 (C=N); 193.19 (C=0)

28.31,34.54, 37.02, 53.74, 112.34, 114.07, 116.87 (m);
117.55, 136.43, 137.64 (1. m, J = 257); 142.19, 142.23

(1. M, J = 258); 144.22 (1. m, J = 259); 144.50, 145.24
(C-N); 158.24 (C=N); 192.67 (C=0)

7.34,28.31, 34.68, 37.14, 53.80, 114.84 (m); 115.07, 137.90
(1 M, J = 254); 142.32 (1. M, J = 259); 143.89

(1 M, J = 256); 150.64 (C-N); 158.20 (C=N); 193.34 (C=0)

~112.44 (IF, m)

~144.70 (1F, m);
~150.37 (1F, T,
J=22);
~160.24 (2F, ),

~144.68 (2F, m);
~150.02 (1F, 1,
J=21);
~160.20 (2F, )
—144.49 (2F, m);
~150.56 (IF, 1,
J=22);
~160.55 (2F, m)

~144.50 (2F, m);
~149.79 (IF, 1,
J=22);
~159.85 (2F, m)
~144.32 (2F, m);
~150.64 (IF, 1,
J=21);
~160.53 (2F, m)



Tabnuma 2

XapaKTepuCTUKH CHHTe3HPOBAHHBIX cOeMHEeHMIi 3a—j, 6a—j

Co- Haiineno, % Macc BrI-
enu- Bpyrro- Breraucieno, % T. o, CIIEKTD, XOJ,
He- popmyna °C m/z, [M]" %
Hue C H N
3a C6H;7FN,O 70.73 6.31 10.35 110-112 272 85
70.57 6.29 10.29
3b C7HoFN,O 71.48 6.75 9.87 108-110 286 76
71.31 6.69 9.78
3¢ C,HoFN,O 75.25 5.68 8.31 181-184 334 86
75.43 5.73 8.38
3d C9H;7FN,0, 70.23 5.19 8.51 160-163 324 76
70.36 5.28 8.64
3e CsHoFN,O 72.57 6.51 9.45 159-162 298 87
72.46 6.42 9.39
3f C6H3FsN,O 55.69 3.73 8.06 77-80 344 85
55.82 3.81 8.14
3g C7H;5FsN,O 56.81 4.12 7.75 59-61 358 83
56.99 422 7.82
3h C,H;5FsN,O 62.16 3.78 6.96 175-177 406 80
62.07 3.72 6.89
3i CoH3F5sN,O, 57.43 3.26 6.98 168-171 396 88
57.58 3.31 7.07
3j CsH;5FsN,O 58.54 4.01 7.49 172-175 370 87
58.38 4.08 7.56
6a C6H;7FN,O 70.43 6.22 10.22 83-86 272 68
70.57 6.29 10.29
6b C7HoFN,O 71.29 6.61 9.67 91-94 286 67
71.31 6.69 9.68
6¢ C,H,yFN,O 75.21 5.65 8.28 172-175 334 73
75.43 5.73 8.38
6d C9H;7FN,0, 70.47 5.35 8.71 121-124 324 72
70.36 5.28 8.64
6e CsHoFN,O 72.63 6.54 9.47 67-70 298 69
72.46 6.42 9.39
of C6H3FsN,O 55.98 3.87 8.28 115-118 344 70
55.82 3.81 8.14
6g C7H;5FsN,O 57.14 431 7.89 56-59 358 71
56.99 422 7.82
6h C,H;5FsN,O 62.20 3.81 6.95 127-130 406 75
62.07 3.72 6.89
6i CoH3FsN,O, 57.41 3.20 6.96 101-104 396 74
57.58 3.31 7.07
6j CsH;5FsN,O 58.25 3.95 7.47 98-101 370 72
58.38 4.08 7.56
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HaOIrOIaeTCsl MAJIOMHTEHCUBHAS T10JI0CA TOTJIOMICHUST COTPSDKEHHOTO KapOo-
Huna (1640 u 1660 cM ' COOTBETCTBEHHO), MHTEHCHBHBIE MOJIOCKH! TIOTTIOMICHHSI
ces3u C=C (1640 u 1650 cm ' coorserctBenno) 1 C—N mpu 1530 e’ [17].
B macc-criektpax coequHeHui 2f,g MUKU MOJNIEKYJISPHBIX HOHOB OTCYTCTBYIOT,
HO TIPHCYTCTBYIOT XapaKTEePHbIC NMUKH, BOSHUKAIOUINE TPU OTIICTUICHUH BOJIBI
(m/z 344 [M-H,0]" u 358 [M—H,0]" nns coemunenuii 2f,g COOTBETCTBEHHO).

PernounzomepHbie MHAA30I0HBI 3a—j U 6a—j pa3IHUalOTCs 110 CBOMM (hU3HUKO-
xumudeckuM cBoiictBam. UK crekTpel coeaumHeHmii 3a—j XapakTepu-3yrOTCS
HaJIM4YMEM HWHTEHCHUBHBIX IIOJIOC IIOTJIONIeHHsT B obOmactax 1670-1690
(compsikeHHBIT  Kapboumn), 1520-1545 (C=C) u 1480-1500 cm ' (C=N), a B
UK cnekrpax permou3MepHBIX HHAA30JIOHOB 6a—j HMMEIOTCS HHTCHCUBHEIC
nosiocel mortoreHus mpu 1680—1690 (compspkeHHBIN KapOOHMIT), B 00JaCTH
1545-1590 (C=C) u B o6mactu 1540 cMm ' (C=N). D1 0671aCTH TOTTIONICHNS B
UK cnexrpax coenunennii 3a—j u 6a—j xoporno cornacyiorcs ¢ gaHasiMu MK
CIIEKTPOB, MPUBEACHHBIMHA B JIUTEPATYpe Uil PETMOM30MEPHBIX HWHIa30JI0HOB,
MOJYUYEHHBIX HCXOAS W3 2-aleTWiuKiIorekcan-1,3-quonos [10-13] adupa
2-aneruiukiorexkcan-1,3-mona [14]. B ciiekrpax SIMP °C nunnasomnonos 3a—
j ¥ 6a—j MOMHMO CUTHAJIOB YIJIepOAa METUIBHBIX, METHIEHOBBIX M METHHOBBIX
TPYNIl TMPHCYTCTBYIOT CHUTHAIBI yriepoxa BobOmactu o 191-196 (C=0),
curHansl yriepona rpynmn C-N u C=N B obnactu o 143—-158 M. n. Hanuuue
dTopa moxaTBEpKIACTCA CUrHATIOM aToMma (ropa B ciekrpax SIMP "°F mpu § ot
—112 mo —113 M. a. ana coenuHeHudd 3a—e U 6a—e W TpPeX CUTHAIOB aTOMOB
¢dTopa B obnactsax & —145, 150 u —160 m. 1. nns coenunenuii 3f—j u 6f—j. B
Macc-ClieKTpax Bcex coeguHeHMd 3a—j u 6a—j HaOIrOmalOTCAd TNHKH
MOJIEKYJISIPHBIX HOHOB.

Takum oOpazoMm, Onarogapsi perHoCENeKTHBHOCTH PEaKUUH 2-alyIIuKIO-
rekcan-1,3-1MOHOB 1a—e ¥ UX SHOJBHBIX METHJIOBBIX 3(HUPOB 4a—e ¢ (eHMII-
THIpa3WHAMH, COAEPKAIIUMH aTOMbI (propa B pa3iMYHBIX MOJOXKEHHUIX OCH-
30JILHOTO KOJIbIId, HAMH C MpPENapaTHBHBIMU BBIXOJAaMH IONYYEHBI HOBBIC
peruon3zoMepHbie GTopcoaepKaIe HHIA30I0HBI.

SKCIIEPUMEHTAJIBHASI YACTb

Cnekrpsl IMP 'H, °C, "°F 3apeructpuposans! Ha criektpomerpe Bruker AVANCE
500 (500, 125 u 470 MI'y coorBerctBeHHo) B CDCl;, BHyTpennwuii cranaapt TMC (st
cextpoB SIMP 'H u °C) u tpuxnopdropmeran (ans cnexrpa IMP "F). MK cnexrpst
3ancanbl Ha mpubope UR-20 B Ttabnerkax KBr. Macc cnextpsr (OY, 70 3B)
MoNTy4eHbl Ha ra3oBoM xpomatorpade Hewlett-Packard 5890 ¢ macc-ceneKTHBHBIM
nerexktopom HP 5972, Temmeparypsl miiaBieHHs OIpEIeNeHBl HAa HarpeBaTeIbHOM
6noke Tuna Boetius. Kontpons 3a xonom peakuun ocymectsisuics metogom TCX Ha
mwractuakax Silufol UV-254 (adup-rekcan, 3:1). CunresupoBanssie coequaeHus 2f,g,
3a—j u 6a—j BeLaenensl MeronoM npenaparuBHod TCX Ha cunmkarene HF,sy (Fluka)
(3¢up-rekcan, 1:1).

2-Ammnuuknaorexkcan-1,3-nuonbl  la—e momywgamun nytem O—C-m3omMepuszanuu
COOTBETCTBYIOLIMX CHOJIAIIMIATOB JMMEIOHA I0J] AEHCTBHEM aleTOHLMAHIHIPUHA
mo Metogukam [18, 19]. Enonanunatsl numenoHa mnonydand O-anuinpoBHUEM
JTMMEIOHA XJIOPAaHTHIPUAOM KapOOHOBOW KHCIOTHI 10 MeToauke [20] 1 ucronb30Banu
s nocneayromeidn  O—C-usomepuzaunu  0e3 BblAEICHHs. AUMIIUMEOHB la—c
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cHUHTE3upoBaiH ¢ Beixomamu 86, 90, 84%, COOTBETCTBEHHO, X KOHCTAHTHI HICHTUYHEI
ONMCaHHBIM B padote [20].
2-(Pypan-2-kapoonmn)-5,5-numernianukiaorekcan-1,3-muon (1d). Boixon 88%.
T. . 41-44 °C (3¢up—rexcan). MK crextp, v, cM ' 1680, 1570, 1470. Crextp IMP
'H, 8, m. 1. 1.13 (6H, ¢, 2CH;); 2.44 (2H, ¢, CH,); 2.61 (2H, ¢, CH,); 6.57 (1H, M,
Hyypan); 7.67 (1H, M, Hyypan); 7.78 (1H, M, Hgypan); 17.42 (1H, ym. ¢, OH). Macc-
cnexkTp, m/z: 234 [M]". Haitzerno, %: C 66.98; H 6.11. C3H;404. Brraucieno, %:
C 66.66; H 6.02.
2-llnknonponankapoonuni-5,5-numernianukiorexkcan-1,3-nmon  (le). Brixon
95%. T. 1. 57-60 °C (aup-rekcan). UK cnektp, v, cM ': 1660, 1550, 1450. Cuextp
AMP 'H, 8, m. m.: 1.09 (6H, ¢, 2CH3); 1.12 (2H, M, CHounonponan); 1.30 (2H, M,
CHoupnonponan); 2.40 (2H, ¢, CHy); 2.53 (2H, ¢, CH,); 3.59 (1H, M, Hyyonporan); 18.51
(1H, ym. ¢, OH). Macc-cnektp, m/z: 208 [M]". Haiizeno, %: C 69.11; H 7.67.
C,H60;. Berancneno, %: C 69.21; H 7.74.
3,6,6-Tpumernia-1-(4-propdennn)-6,7-nuruapo-1H-nungazon-4(5SH)-on  (3a),
6,6-1umeTnii-1-(4-¢propdenn)-3-3tun-6,7-gruruapo-1H-ungazon-4(5SH)-on (3b),
6,6-mumeTni-3-penni-1-(4-gpropdennin)-6,7-turuapo-1H-nunnazon-4(SH)-on  (3c¢),
6,6-numeTna-1-(4-proppenun)-3-(pypan-2-ua)-6,7-nurugpo-1H-unaazon-4(5SH)-
on (3d), 6,6-numerna-1-(4-gpropdennn)-3-uukaonponui-6,7-muruapo-1H-nnna-
30J1-4(5H)-oH (3e) (Tab. 1). K pacTtBopy | MMOJIE COOTBETCTBYIONIETO TPHKETOHA 1a—e
B 5 MJI DJTaHola NpH NepeMElIMBaHWU MNpHOaBisAoT 1.1 MMONb THUAPOXIOpHUAA
4-propdennnrunpasuna u 1.1 MMoIb THAPOKCHIA HaTpusl. PeakimoHHyI0 cMech nepe-
MEMHBAlOT 8§ Y MpH KOMHATHOW Temmeparype. I[locie ymaneHus pacTBOpUTENs Ha
POTOPHOM HCHApHTENIe OCTATOK PacTBOPsOT B 50 Mi Xxjopodopma, MPOMBIBAIOT pas-
6aenennoit HCI (3 x 15 mu), Bomoit (2 x 15 mut) u cymat Hajg 6e3BOJHBIM CyIIb(aToM
Maraus. [locre ynanenus xmopodopma Ha POTOPHOM HCIAPHUTENE MPOAYKT PEaKIUH
BBIZICIIAIOT MeTo10M TipenapaTuBHoi TCX B BHIIE OpaHKEBO-KPACHBIX KPUCTAIIIOB.
3,6,6-Tpumernia-1-nenrapropdenna-6,7-muruapo-1H-ungazon-4(SH)-on  (3f),
6,6-numeTna-1-neHradpropdenna-3-3tuia-6,7-nuruapo-1H-unnazon-4(SH)-on (3g),
6,6-mumetna-1-nearagpropenni-3-pennii-6,7-muruapo-1H-nanazon-4(SH)-on  (3h),
6,6-mumetna-1-nenrapropdenna-3-(gpypan-2-ui)-6,7-nuruapo-1H-ungazon-4(SH)-
on (3i), 6,6-numerni-1-nenradropdenna-3-uuxiaonponui-6,7-murugpo-1H-nna-
a3oia-4(SH)-on (3j). PactBop 1 MMONB COOTBETCTBYIOIIETO TPHKETOHa la—e u
1.1 mmone meHTahTOPPESHWITHAPA3HHA B 5 MJI 3TaHOJA MEPEMEIIMBAIOT 8 U MpH
KOMHATHOW Temrieparype. PacTBopuTens yqansioT Ha pOTOPHOM HCIIApUTENe, OCTaTOK
pactBopsroT B 50 M xsmopodopma, mpoMeiBaioT pazdasinennoit HCI (3 x 15 mu), Bogoi
(2 x 15 mu1) 1 cymar Haj 0e3BOAHEIM cynbdarom Maraus. [locie ympanenus xmopodop-
Ma Ha POTOPHOM HCIapHTele MeTofoM TpemnapatuBHON TCX BBIOEISIOT B Ciydae
coenuHeHui lc—e TONBKO HMHIA30J0HBI 3g—j, a B ciydae coenuHenus la — 79%
runpazona 2f u 21% wunangasonona 3f, B coydae coenunenns 1b — 61% runpasona 2g u
39% wunpnazosnona 3g. BzaumoneiictBue TpukeroHoB la,b ¢ mentadTopdenmrumpa-
3WHOM TIpH kurstaeHnd 20 9 gaeT 1eneBble MHIa3070Hb! 3f,g B KauecTBe €MIMHCTBEHHBIX
npoaykroB. CoennHeHHs 3a—j BbIJENIEHBI B BHI€ OPAHKEBO-KPACHBIX KPUCTAILIOB.
5,5-Tumernn-2-[1-(2-nenTadToppeHUIruAPa3OHO )ITWI|HUKIOTeKcaH-1,3-1uoH
(2f). Cerno-kenThie KpucTamisl. Bexox 79%, . mi. 136-139 °C. UK crextp, v, cM ':
1640, 1590, 1530. Cuextp SIMP 'H, &, m. 1.: 1.05 (6H, ¢, 2CHs); 2.38 (2H, ¢, CH,);
2.42 (2H, ¢, CHy); 2.76 (3H, ¢, CH3); 6.33 (1H, ym. c, NH); 14.63 (1H, ym. c, NH).
Crextp SIMP °C, &, m. 1. (J, Tw): 16.41, 28.21, 30.37, 50.71, 53.28, 107.68, 120.71 (m);
137.28 (n. m, J = 250); 138.24 (a. m, J = 250); 139.36 (a. M, J = 246); 172.84 (C=N);
196.48 (C=0); 196.80 (C=0). Criextp SIMP "°F, 8, m. 1. (J, T'm): —156.04 (2F, m); —162.03
(2F, m); —162.85 (1F, 1, J = 22). Macc-cuextp, m/z: 344 [M-H,0]". Haiineno, %:
C 53.16; H 4.23; N 7.85. C1¢H;5FsN,O,. Beruucneno, %: C 53.04; H4.17; N 7.73.
5,5-Aumerna-2-[1-(2-nenradropdeHNATHAPA3OHO ) IPONII | IUKIOreKcaH-1,3-
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auoH (2g). Ceerno-xenteie Kpuctawisl. Berxox 61%, 1. mn. 147-149 °C. UK cnexrp,
v, eM 1 1660, 1580, 1530. Crextp SIMP 'H, 8, M. 1. (J, Tw): 1.05 (6H, ¢, 2CH3); 1.24
(3H, 1, J = 7.4, CH3); 2.40 (4H, c, CH,); 3.30 (2H, kB, J = 7.4, CH,); 6.60 (1H, ym. c,
NH); 14.67 (1H, ym. ¢, NH). Crektp SIMP °C, §, m. a. (J, Tw): 11.91, 21.95, 28.18,
30.27, 51.19, 53.46, 106.65, 120.84 (m); 137.20 (a. m, J = 251); 138.23 (. m, J = 251);
139.36 (1. m, J = 247); 177.94 (C=N); 196.37 (C=0); 197.78 (C=0). Cuextp SIMP "°F,
o, M. 1. (J, Tm): —155.93 (2F, m); —162.10 (2F, m); —163.06 (1F, T, J = 22). Macc-
CIIEKTD, m/z: 358 [M—H20]+. Haﬁ,ﬂeHO, %: C 5438, H 460, N 7.51. C17H17F5N202.
Breruncineno, %: C 54.26; H 4.55; N 7.44.

3,6,6-Tpumerni-2-(4-¢propdenni)-6,7-muruapo-2H-unnazon-4(SH)-on  (6a), 6,6-
- MeTuja-2-(4-gpropdenn)-3-3tui-6,7-nuruapo-2H-unaazon-4(SH)-on (6b), 6,6-
au-mMeTui-3-penni-2-(4-proppenni)-6,7-muruapo-2H-unnazon-4(SH)-on  (6¢), 6,6-
aume-Tua-2-(4-gpropdenuni)-3-(gpypan-2-uin)-6,7-guruapo-2 H-unnazon-4(SH)-on
(6d), 6,6-mumerni-2-(4-¢propdennn)-3-uukaonponui-6,7-muruapo-2H-nnnazon-
4(SH)-on (6e), 3,6,6-TpumeTni-2-nentadpropdennn-6,7-ruruapo-2H-unaazol-
4(5H)-on (6f), 6,6-mumMeTna-2-nentadpropphenn-3-3Tuia-6,7-muruapo-2H-nnaazon-
4(5H)-on (62), 6,6-nuMeTnI-2-neHradpropdenni-3-penna-6,7-muruapo-2H-
uHaa3on-4(SH)-on  (6h), 6,6-mumernia-2-nenradropdenna-3-(pypan-2-mi)-6,7-
auruapo-2H-unaa-3041-4(SH)-on (6i), 6,6-nuMeTnI-2-neHTadgpTop heHm-3-
HUKJIONponuiI-6,7-nurua-po-2H-ungazon-4(SH)-on  (6j). K pacrBopy 1 mmons
COOTBETCTBYIOIIEro TpukeroHa la—e B 20 mur aOCOMIOTHOTO TONMyona J00aBISIOT 6
MMoJib ipokaienHoro K,CO; u 1 mMone mumermicynbdaTta. PeaknnoHHYIO CMech
kunAtat 10 4, ocalok OTQHIBTPO-BHIBAIOT, IPOMBIBAIOT ToiyosoM. [locie ynanenus
TOJIyOJIa Ha POTOPHOM HCIIAPHUTENIE K PaCTBOPY OCTaTKa B 5 MJI 3TaHOJA MpUOABISIOT |
MMOJIb rHapoxyopuna 4-¢Top-peHwiruapasiHa U 1 MMOJb THIPOKCHIA HATPUSL.
PeakuyoHHyI0 cMech IepeMEUIMBAIOT 5 4 TpH KOMHAaTHOM Temneparype. [locie
yAaleHus STaHoja Ha POTOPHOM HCIapHUTeNle OCTAaTOK pacTBOpsioT B 50 M
xsopodopma, npomeiBatot pazdasiennoir HCI (3 x 15 mi), Bopoit (2 x 15 mi) u cymar
Hax 0e3BosHBIM cynbharom MarHus. [locie ynanenust xjaopodopma Ha POTOPHOM
ucnapurene MeromoM mpemnapatuBHOH TCX BBIENSIOT WHOA3070H 6Ga—e. Jlis
MOJTyYCHHST MH1a30JI0HOB 6f—j BMecTo 1 MMOJIb ruapoxiopuaa 4-hropheHuIrnapasnsa
n 1 MMOJb THAPOKCHZIA HATPHs HCIOIB3YIOT | MMonb mneHTadTopdeHHIrnapasnHa.
CoenvHeHns 6a—j BBIIEICHBI B BU/IEC OPAH)KEBO-KPACHBIX KPHCTAIIIOB.
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