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CHUHTE3 3TNJI-1-R-4-APWJI-5-ALIETUJI-6-' T IPOKCH-
6-METHNJI-2-OKCOIINNNEPUINH-3-KAPBOKCUJIATOB

[ToxazaHo, 94TO B3aMMOCHCTBUE ApHUIIHICHAIICTIIAIICTOHOB M STOKCHKapOOHMIIAIeTa-
MHUIOB B TPUCYTCTBHH TPHATHIAMHHA NPUBOAUT K OOpa3oBaHHIO ATHI-1-R-4-apumi-
5-aneTmin-6-ruaIpoKCH-6-MeTHII-2-0KCOIHUITCPUIIH-3-KapOOKCHIIATOB.

KuarwueBble ciioBa: ApUINACHAICTUIIACTOH, TUIICPUIANH, 3TOKCI/IKap6OHI/IJIaIleTaMI/II[,
reTCpOLUKIIU3alus.

AmMuHas Tpymma SBIsIeTCs BaKHON COCTaBHOM 9acThI0O MHOTHX OHOJIOTHYECKH
AaKTUBHBIX COENMHEHHH, TTOATOMY pa3padOTKa HOBBIX METOJOB CHHTE3a COeIrHe-
HUH, COIEPXKaNINX YKa3aHHYIO (apMako(OpHYIO TpyIIly, MPEACTaBISIECT OIpele-
NEHHBIN nHTEepec. B 3ToM 11aHe HeaBHO HaMu OBLIO MTOKA3aHO, YTO MPU B3aUMO-
JIEHCTBUM BTOPWYHBIX aMHIOB all€TOYKCYCHOM KHCIOTHI 1 ¢ apuimaeHaneTHiI-
alleTOHOM 2 B TPUCYTCTBHUU OCHOBAHUS TPU KOMHATHOW TeMIEparype u3 TpEX
BO3MOXHBIX MPOAYKTOB 4—6 00pa3yeTcs HCKIIUYUTENBHO coenauHenue 4 [1].
®DaKkTHYECKH B YKa3aHHBIX YCIOBHSX HYKJICO(PHIEHOCTh METHIIBHOHN TPYIIIBI ale-
TUJILHOTO (hparMeHTa, HaXOMAIIEIOCs B O-IOJIOKSHUH K aMUIHOW TpyIiIe aaaykra 3,
MPEBBIIIACT HYKICO(MUIBHOCTh OCTAIBHBIX JBYX alleTHJILHBIX TPYIIN, B PE3yJIbTATE
UKJIA3AIHS] IPOXOIUT TI0 Iy TH d.

0 0 O, Me
)J\/U\ + . ITunepunun
Me NHR R\A Me EtOH, 20 °C
1
2 O
; %
1
(0] R
Me NHR Me NHR
Me
(6) N (6]
6 OH HO | 4

R 5

AHaNOrHYHYI KapTUHY HaOmoganu ['eH ¢ COTpyIHHKaMH, W3y4as B3amMO-
JIeficTBHE aNbAETHIOB W aMHJOB aleTOYKCYCHOW KHCJIOTBHI, KOTOpOE MPUBEIO K
00pa3oBaHUIO KapOOLUKIIOB, COACPIKALIMNX IBE aMUAHBIC TPYIIHI [2].
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C 1Uenpl0 HMCKIIOYUTH BO3MOXKHOCTH KapOouukau3anud (MyTh a) B BIIIe-
MPUBEAEHHOM B3aUMOJICHCTBUM W HAIPaBUTh €r0 B CTOPOHY TI'eTEPOLUKIH3AIHH
(myth b) BMecTO aneroaneramu0B 1 OBLTH KCIIOIB30BaHBI 3TOKCHKApOOHMIIAIIC-
tamuel 7a—c. [IpoBenEHHbBIC OMBITHI MOKA3aJIH, YTO B3aUMOJCHCTBUE TAKXKE MPO-
TEKAeT MPU KOMHATHOM TeMIepaType B MPUCYTCTBUM TPUAITUIAMHHA, a TIPOMEXKY-
TOYHO OOpa3yroIIuecs aJayKThl 8a—e MOJBEPraroTCs BHYTPUMOJICKYIIIPHON TeTepo-
nukIm3anuu (myTe b) ¢ oOpasoBaHumeM JTHI-1-R-4-apui-5-aneTun-6-rumpokcu-
6-MeTHII-2-0KCOMUTIIepUANH-3-KapOoKciiaToB 9a—e ¢ Berxomamu 27-90%.
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2aR'=Ph, bR'=4-0,NC¢H,, ¢ R! = 4-Me,NC¢H,; 7 a R = 2-MeCgH,, b R = 2,4-Me,CeHs, ¢ R =Bn;
9 a R =2-MeC¢Hy, R' = Ph; b R =2,4-Me,C4H;, R' =Ph; ¢ R =Bn, R' = Ph;
d R =2,4-Me,C¢Hs, R' = 4-O,NC¢H,; e R = 2-MeC¢H,, R' = 4-Me,NC¢H,

CTpyKTypa NONy4YEeHHBIX COeAMHEHH 9a—e ycraHoBieHa ¢ mnomoulpio UK,
SMP 'H, C u DEPT cnexrpockomnuu. Cienyer OTMETHTb, YTO B PEAKIIMOHHBIX
cMecsX He ObUIM OOHApY)KEHBI MPOMYKTHI KapOOIMKIIM3AIWH, OO0YCIOBICHHON
HYKJICOQWILHOW aTakoi aleTWIbHOW Trpynmbl annykra 8a—e (myTs ¢), dTO,
BUJIMIMO, CBSI3aHO C HU3KOH AIEKTPOPUILHOCTEIO S TOKCHKAPOOHWIIBHOM TPYIIIBL

Taxkum oOpa3zoMm, B HacTosImeH padoTe M3yYeHO B3aWMOJCHUCTBHIC apHIIHICH-
aIleTUIAIIETOHOB M 3TOKCHMKAapOOHMUIIAIETAMUAOB B MPUCYTCTBUU TPUITHIAMHUHA.
Pazpaboran ygoOHBI METOA CHHTE3a MPOAYKTOB TeTEPOLMKIN3AIMU MCXOTHBIX
coequHeHHH — 3QupoB 1,4-au3aMeméHHON S-aleTH-6-THIPOKCH-0-METHII-2-0KCO-
MTUATICPUINH-3-KapOOHOBOM KHUCIIOTHI.

SKCIIEPUMEHTAJIBHASI YACTb

UK cnexrtpsl 3anucansl Ha npudope Specord 75 IR B BazenmHoBOoM Macie. CHEKTphI
SAMP 'H u "C 3apeructpuposanbl Ha mpuope Varian Mercury 300 (300 u 75 MI'n
cootBercTBeHHO) B JIMCO-d¢—CCly (1:3), ctarmapt — TMC. DieMeHTHBIH aHAIH3 BBIIIOJ-
HeH Ha npubope Kopmryna—Kmmumooit miist C u H, u metogom droma—IIperns ansa N. Tem-
TepaTypsl IUIAaBJICHUS OIpeIeNICHbI Ha cTonrke Boetius.

B3anmopeiicTBe 3TOKCHKAPOOHUJIALETAMUAOB 7a—C € apUIHAEeHALETUJIALETO-
Hamu 2a—c (obmas wmertomuka). CoemuHeHuss 7a—c¢, 2a—¢ u Etz;N B 3KBUMOJBHOM
COOTHOIIIEHUH pacTBOpsIOT B abc. EtOH u ocTaBisoT mpu KOMHATHOH Temneparype Ha 1-5
cyT. BpimaBmme kpucTamisl OTGHUIBTPOBBIBAIOT, NpoMbiBaoT abc. EtyO u mepekpucrai-
nu3oBbIBatOT K3 adc. EtOH. M3 Bs3Kko# Macchl, ocTaromeiics nocjie ynapuBanus GuibTpara
PEaKIMOHHOM CMECH, BBIJICTIUTh KaKOe-TH00 KOHKPETHOE COeTMHEHHE HE YIaloCh.

ITHA-5-aneTna-6-ruapokcu-6-meTnia-1-(2-meruadennn)-2-oxkco-4-peHnanunepu-
nuH-3-kap6okcuiaar (9a) momydaror u3 0.56 r (3 Mmomb) coemmHenus 2a u 0.66 T
(3 mmonp) coequaenus 7a B npucytctBun 0.30 r (3 mmois) Et;N B 7 mit abc. EtOH. Bpems
peaknun 1 cyr. Bexon 1.10 r (90%). bensie ceimyune xpucramist. T. mn. 178-179 °C.
UK crextp, v, cM : 3380 (OH), 1725 (COO0), 1690 (CO), 1635 (CON). Crextp SIMP 'H,
o, m. o. (J, Tm): 098 (3H, 1, J = 7.1, OCH,CHj;); 1.09 (3H, c, 6-CH;); 1.90 (3H, c,
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5-COCHy); 2.15 (3H, c, ArCHs); 3.53 (1H, n, J = 12.5, 3-CH); 3.73 (1H, n, J = 12.0,
5-CH); 3.92 (2H, x, J = 7.1, OCH,CH3); 4.24 (1H, 1, J = 12.3, 4-CH); 6.47 (1H, c, 6-OH);
7.18-7.35 (8H, m, H Ph, H Ar); 7.40-7.46 (1H, m, H Ar). Cnextp SIMP “C, &, m. 1. 13.5
(OCH,CH3;); 17.6 (ArCHj); 25.3 (6-CHj3); 29.7 (5-COCHa;); 38.9 (C-4); 56.9 (C-3); 59.4
(OCH,CH3;); 62.5 (C-5); 84.5 (C-6); 125.6; 126.9; 127.1 (CH Ar); 127.9, 128.0 (C-2,3,5,6
Ph); 129.2; 129.7 (CH Ar), 136.7; 137.0; 138.9 (i-C Ar); 164.7; 168.1; 206.7 (COCH3).
Hatigeno, %: C 70.12; H 6.68; N 3.54. C,4H,;NOs. Brruncneno, %: C 70.04; H 6.65;
N 3.42.
ITHa-5-aneTnia-6-ruapoxcu-1-(2,4-numeTusipeHnin)-6-MeTnI-2-0kco-4-(peHuImmmne-
puaun-3-kapookcuiaat (9b) nomxywaror u3 0.85 r (4.5 mmonp) coenuuenns 2a u 1.06 T
(4.5 mmonn) coequaenus 7b B mpucyrcreuu 0.45 r (4.5 mmons) Et;N B 6 mim abc. EtOH.
Bpems peaknuu 4 cyt. Beixon 1.00 r (52%). benble menkue coimyune kpuctamisl. T. 1.
167-168 °C. UK crektp, v, cM : 3400 (OH), 1720 (COO), 1680 (CO), 1620 (CON).
Cnextp SIMP 'H, §, M. 1. (J, Tm): 0.98 (3H, T, J = 7.1, OCH,CHs); 1.09 (3H, ¢, 6-CH;);
1.89 (3H, ¢, 5-COCHj;); 2.10 (3H, ¢, 2-CH; Ar); 2.35 (3H, c, 4-CH; Ar); 3.50 (1H, z,
J=12.5,3-CH); 3.71 (1H, n, J=12.0, 5-CH); 3.92 (2H, x, /= 7.1, OCH,CH3;); 4.23 (1H, T,
J=12.3, 4-CH); 6.39 (1H, ¢, 6-OH); 6.96-7.04 (2H, m) u 7.21-7.33 (6H, M, H Ph, H Ar).
Haiineno, %: C 71.09; H 6.92; N 3.30. C,sH,9NOs. Breruucieno, %: C 70.90; H 6.90;
N3.31.
ITHa-5-aneTnna-1-0eH3MA-6-ruAPOKCU-6-MeTHII-2-0KCo-4-(heHnTnunepuIuH-3-Kap-
doxcmaar (9c) nomyyaror u3 0.40 r (2.17 mmous) coenunenus 2a u 0.48 r (2.17 MMoib)
coemuaeHus 7¢ B npucytctBun 0.22 T (2.17 mmomns) E;N B 4 mim abc. EtOH. Bpems peax-
i 5 cyt. Bexon 0.47 T (53%). benbie menkue kpucramisl. T. . 150-152 °C. UK crekrp,
v,eM 1 3345 (OH), 1720 (COO0), 1690 (CO), 1610 (CON). Cnextp SAMP 'H, §, m. n.
(/, Tm): 0.99 (3H, 1, J = 7.1, OCH,CH3); 1.30 (3H, ¢, 6-CHs); 1.87 (3H, ¢, 5-COCHj;); 3.42
(1H, n, J = 12.7, 3-CH); 3.73 (1H, n, J = 12.1, 5-CH); 3.92 (2H, x, J = 7.1, OCH,CH,);
4.09 (1H, T, J = 12.4, 4-CH); 4.40 (1H, n, J =16.4) u 5.01 (1H, n, J = 16.4, CH,Ph); 6.48
(1H, ¢, 6-OH); 7.12-7.34 (10H, m, H Ph). Haiizeno, %: C 70.61; H 6.63; N 3.43.
C,3H,7NOs. Beruncneno, %: C 70.04; H 6.65; N 3.42.
ITHa-5-aneTna-6-ruapokcu-1-(2,4-mumernndpennii)-6-metuii-4-(4-HuTpodenn)-
2-oxconunepuann-3-kapookcunat (9d) noxydator u3 0.93 r (4 Mmonb) coenunenus 2b n
0.94 r (4 mmonb) coequnenust 7b B mpucyrctBuu 0.40 r (4 mmons) Et;N B 10 mur adce.
EtOH. Bpewms peakumun 4 cyr. Beixon 1.28 r (68%). XenroBarsle mopomkooOpa3Hble
kpuctamisl. T. . 124-125 °C. MK cnektp, v, em 'z 3390 (OH), 1705 (COO), 1675 (CO) ,
1620 (CON). Cmextp AMP H, §, M. 1. (/, Tm): 1.03 3H, 1, J=7.1, OCH,CHs); 1.11 (3H,
¢, 6-CH3); 1.93 (3H, c, 5-COCHj); 2.12 (3H, ¢, 2-CHj; Ar); 2.35 (3H, ¢, 4-CH; Ar); 3.72
(1H, n, J=12.4, 3-CH); 3.90 (1H, n, J = 12.1, 5-CH); 3.87-4.01 (2H, m, OCH,CHz); 4.41
(1H, T, J = 12.2, 4-CH); 6.47 (1H, c, 6-OH); 6.97-7.04 (2H, m) u 7.62-7.69 (2H, M,
4-O,NCgHy); 7.29 (1H, n, J=7.8) u 8.13-8.21 (2H, ™, 2,4-Me,CcH;). Haiineno, %:
C 63.95; H 5.99; N 5.96. C,5sH,sN,07. Beraucneno, %: C 64.09; H 6.02; N 5.98.
ITHI-5-ane TWI-6-ruApoKcu-4-(4-muMeTHIAMUHO PeHIT)-6-MeTIII-1-(2-Me T I e HIT)-
2-oxkcomunepuanH-3-kapookcmiaar (9e) momygarot u3 0.92 r (4 MMOJB) cOeTUHEHUS 2¢ U
0.884 r (4 mmonb) coenunennst 7a B npucyrctun 0.41 r (4 mmoins) Et;N B 12 Mt abce.
EtOH. Bpems peakuun 5 cyr. Beixom 0.48 1 (27%). CBerso-TMMOHHBIE MEJKHE
kpucramnbl. T. mr. 155-156 °C. UK crektp, v, cM ': 3400 (OH), 1735 (COO), 1700 (CO),
1640 (CON). Crmextp AMP H, §, M. 1. (/, Tm): 1.04 3H, 1, J=7.1, OCH,CHs); 1.07 (3H,
¢, 6-CHs); 1.90 (3H, ¢, 5-COCHz); 2.14 (3H, ¢, ArCH3); 2.94 (6H, c, N(CHj3),); 3.39 (1H,
n, J=12.6, 3-CH); 3.63 (1H, 1, J = 12.0, 5-CH); 3.88-4.00 (2H, m, OCH,CH,); 4.11 (1H,
T, J= 123, 4-CH); 6.37 (1H, ¢, 6-OH); 6.54-6.65 (2H, m) u 7.05-7.14 (2H, M,
4-Me,NCeH,); 7.18-7.24 (3H, M) u 7.40-7.16 (1H, m, 2-MeC¢H,). Cnextp SIMP “C,
o, M. 1.: 13.6 (OCH,CHj3); 17.5 (ArCHj); 25.3 (6-CH3); 29.5 (COCH;); 38.4 (C-4); 39.7
(2C, N(CHj),); 57.3 (C-3); 59.6 (OCH,CHj); 62.9 (C-5); 84.5 (C-6); 111.8 (2CH Ar);
125.5 (CH Ar); 125.7 (i-C Ar); 126.9 (CH Ar)); 128.3 (2CH Ar); 129.2; 129.5 (CH Ar);
136.4; 137.1; 148.9 (i-C Ar); 164.8; 168.0; 207.0 (COCH3;). Haiineno, %: C 68.85; H 7.15;
N 6.20. C,H3,N,05. Beruncneno, %: C 69.01; H 7.13; N 6.19.
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