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IIMCBMA B PEJAKIIMIO

PEAKIUUA TTABAJIOWJIIIMPOBUHOIPATHOM KHUCJIOTHI
C AHWITUAPASUHAMMU B CUHTE3E IINPA3OJINHKAPBOHOBBIX
KHCJIOT

KuroueBble ciioBa: 1-apowi-5-mpem-0ytun-5S-runpokcu-4,5-guruapo- 1 H-nupason-3-xap6o-
HOBBIE KHCIIOTHI, l-ameTmi-5-(2-aneTmirnapasuHo)-3-mpem-0ytin-4,5-muruapo-1H-npa3zon-5-
KapOOHOBasi KUCIIOTA, IIMBAJOWIIMPOBHHOTPAIHAS KUCIIOTA, PEAKIMH C AllMIITHIPa3uHaMU.

H3BecTHO, 4TO (TET)apOoMIIMUPOBHHOTPAIHBIC KUCIOTHI, UX d(DHUPHI U aMUIBI
pearupyioT ¢ THApa3uHaMH ¢ 00pa3oBaHWEM IPOM3BOMHBIX S-(Ter)apmi-1H-
npa3on-3-kapOoHoBEIX KuCHOT [1, 2]. HamMu B pe3ynprare B3anMOACHCTBHS
MMABAJIOWIITAPOBUHOTPANHON  (2-THAPOKCH-S,5-TUMETHI-4-0KCO-2-TeKCEHOBOM )
kucioTs!l (1) ¢ TEapasugaMu apoOMAaTHYECKUX KapOOHOBBIX KHCIOT B MATKHX
YCIOBUSAX C MpPEnapaTUBHBIM BBIXOJOM TIOJYYEHBI 2-apOWI-THAPa30HO-5,5-
TUMETHIT-4-0KCOTeKCaHOBBIE KUCIOTH (2a,b, ruapazonHas ¢gopma A), B pac-
TBOpaX KOTOPBIX MPHUCYTCTBYET MHHOPHBIM KOJIbYATHIA MHPA30JIMHOBBIN
TayTomMep — l-apomir-5-mpem-0yTuin-5-runpokcu-4,5-muruapo-1H-mupazon-3-
KapOOHOBEIE KHUCITOTH (popma B). CTpoeHHE MOCISTHUX XOPOIIO COTIIACYyEeTCS
C TaKOBBIM IOJYYEHHBIX paHEe aMUJIOB S-apuil-S-TUAPOKCHU-2-TTUPA30IHH-3-
KapOOHOBEIX KUCIOT [3].

Kpome paBHOBecHbIX CTpykTyp A u B B pacTBOpax coenuHeHuii 2a,b
OTMEYEeHO HeOONBIIoe KOTMIECTBO (10 7%) 1enHoi eHruapa3uHo-Ppopmbl 2-(2-
aApPOMJITHIPA3UHO)-5,5-TuMeTHIT-4-0KCc0-2-TeKCceHOBBIX KUCIOT (C). OTtmernM,
YTO CcOeJAWHEHUs 2a,b B KpucTaiax NpeacTaBieHbl Tojibko NH-xematHOM

¢dopmoii C, crabunuzupoBannoir BMBC tuna >N-H --- O=C< (8 UK cnekTpax
MOJIOCHI TIOTJIONICHUS KapOOHWIOB TMUBAJOWIBHON W KapOOKCHUJIBHON TPyl
HAXOUITCS. B HU3KOYACTOTHO! 00nacTy — He Gonee 1698 cv ).

[Ipu neiicTBUM aneTWIrKapa3suHa Ha KUCIOTY 1 HaMU HEOXKUIAHHO BBIICIICH
paHee HE M3BECTHBIM YCTOMUYMBBIA KONBYATHIA MPOAYKT MPUCOCTUHEHUS NBYX
MOJIEKYJI peareHTa 1o o- 1 y-kapOOHHIBHBIM TpymmaM cyoctpara 1 — 1-aneTwn-
5-(2-anetunruapasuno)-3-mpem-0ytun-4,5-nuruapo- 1 H-nupa3zon-5-kapooHo-
Bas kuciorta (3).

Crektpst SIMP 'H cuumann ma npubope Bruker AM-300 (300 MI'm) B JIMCO-dq,

BHyTpenHuid crapmapt TMC, UK cnexrpel — Ha mnpubope Specord M-80 B ToHKOM ciioe
Ba3eJIMHOBOTO Maciia, MacC-CIeKTPhI Mmoiydanu Ha nmpudope Finnigan MAT INCOS 50.
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B3anmopneiicTBHe NMBAJIOMJINMPOBUHOIPaAHOi KkucaoThl (1) ¢ ruapasmaamm Kapoo-
HOBBIX KHcaoT. K pacrBopy 0.86 T (5 MMOib) NMUBanoOWIMHPOBHHOrpagHOW KHCIOTH 1 [4]
B 10 M EtOH noGarinsitot pacteop 0.75 r (5 MMOIb) ruapasuaa n-ToayHaoBou KUcaoTh, 0.83 r
(5 mmomb) TuApaszuia anucoBoi kucnots! WK 0.37 r (5 MMoIb) ruapasuga yKCyCHOW KUCIIOTHI B
10-15 mn EtOH, cmecy xumsatat 5 muH. OOpasoBaBmmiics ocafok kucior 2ab wmm 3
OT(IIBTPOBEIBAIOT U NepeKkprcTaLIN30BbIBaloT 13 AcOEt nnn Genzona.

5,5-AnmeTnia-2-(4-MeTHII0eH30MI) THAPA30H0-4-0KCOTreKCaHOBasi KucjaoTa (2a). Brixon
1.20 T (79%). T. rn. 182-183 °C (u3 6enzoma). UK crextp, v, eM: 3187 (NHyu), 1698 (COqus
COyapsorenn)s 1638, 1605 (NHyepar). Criextp SAMP 'H, 8, M. & (J, ['m): 1.06 (9H, ¢, 3CH; B £-Bu,
nmpasonuHoBas gopma B), 1.15 (9H, c, 3CH; B #-Bu, nennsre tayromepst A u C), 2.23 (3H, c,
CH3, popma B), 2.26 (3H, ¢, CH3, dopmsr A u C), 3.02, 3.38 (2H, aBa a1, J = 15.0, CyH,, popma
B, 15%), 4.08 (2H, c, C3H,, dopma A, 78%), 5.74 (1H, ¢, Cx)H, dopma C, 7%), 7.10-7.22,
7.70-7.95 (4H, m, C¢Hy4, dopmer A, B u C), 11.15 (1H, ¢, NH, dopma A), 13.35 (1H, yur. ¢, OH B
COOH, dopma A). Macc-criektp, m/z (I, %): 305 (2) [M + 17%, 304 (10) [M]", 286 (2) [M —
H,0]", 260 (6), 259 (37) [M — CO, — H]", 247 (8) [M — (CH3);C]", 220 (4), 202 (2), 175 (5) [M —
CO, — (CH3);C—CO]", 153 (2), 129 (10), 120 (9), 119 (100) [4-CH;C¢H,~C=0]", 102 (3), 92 (3),
91 (36) [CH3C¢H,]", 65 (4), 57 (30) [(CH3);C]", 41 (9). Haitneno, %: C 63.31; H 6.49; N 9.02.
C16Hy9N,O4. Beraucneno, %: C 63.14; H 6.62; N 9.20.

5,5-AnmeTni-2-(4-MeTOKCHOEeH30MT) T HAPA30H0-4-0KCOreKcaHoBas KucjaoTa (2b). Brixon
1.40 r (87%). T. . 159-160 °C (u3 AcOEt). UK crektp, v, M : 3195 (NHyyi)s 1692 (COqe
COyapsorenn)s 1626, 1604 (NHycpar). Criextp SAMP 'H, 8, M. & (J, ['m): 1.08 (9H, ¢, 3CH; B £-Bu,
dopma B), 1.17 (9H, ¢, 3CH; B #-Bu, dpopmer A u C), 2.91, 3.42 (2H, nBa 1, J=15.2, C4y)H,,
dopma B, 9%) (mns cpaBHEHHS: B CIIEKTpe n-METOKCH(EHMIaMuaa S5-TUAPOKCH-5-(eHun-4,5-
nuruapo- 1 H-mupa3on-3-kapOoHOBOI KHCIOTBI 3TH CHrHaimbBl Haxomarcs mpu 3.12 u 3.60,
J=15.0[3]), 3.82 (3H, ¢, OCH;, ¢popma B), 3.84 (3H, c, OCH;, dopmsr A u C), 4.11 (2H, c,
Cz)Hy, dopma A, 88%), 5.69 (1H, ¢, Ci3)H, dopma C, 3%), 7.06-7.12, 7.66-7.87 (4H, M, CsHy,
dopmst A, B u C), 11.03 (1H, ¢, NH, dopma A), 13.50 (1H, ym. c, OH 8 COOH, dopma A).
Haiineno, %: C 60.35; H 6.48; N 8.57. C;4Hy)N,Os. Boraucneno, %: C 59.99; H 6.29; N 8.74.
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1-AueTni-5-(2-aueTnaruapasnno)-3-mpem-oyrui-4,5-quruapo-1H-nupazon-5-kapoouno-
Basi kucyiota (3). Beixox 0.45 r (63%). T. . 154-155 °C (u3 AcOEt). UK cnektp (Specord
M-80, TOHKHMIA CJION B Ba3eJIMHOBOM Maciie), Vv, e 3185 (NHayyn), 1680 (COqyuzs COxapborcenn)s
1615 (NHyenar). Criextp SIMP 'H (Bruker AM-300, 300 MI'n, TMC, JIMCO-dg), 8, m. x.: 1.16
(9H, C, 3CH3 B t-Bu), 1.72 (3H, C, CH3 B N(zl)HCOCH3), 2.11 (3H, C, CH3 B N(])COCH3),
3.10 (2H, ¢, CH,), 8.99 (1H, ¢, NpoyH). Macc-cnextp (Finnigan MAT INCOS 50),
mlz (o, %): 239 [M — CO, — H]" (9), 238 (3), 227 [M — (CH3);C]" (1), 212 (4), 211
[M — CH;CONH-NH]" (32), 197 [M — CO,~CH;CO]" (2), 181 [M — CO,~H-CH;CONH]" (2)
wm [M — (CH;);C — CO, — 2H]", 170 (3), 169 [M — CH;CONH-NH-CH,CO]" (36), 153 (4),
151 [C8H11N20]+ (17), 140 (4), 139 [M — (CH;);C-CO,~H-CH;CO]" (9) wm [C;H,N,0O]", 125
(3), 124 [M — CH;CONH-NH—-CH,CO-CO,-H]" (7) unu [3-m-6ytunmupason, = = C;H;,N,]",
113 [C,HsN,0,]" (21), 95 [M — (CH;);C-C0O,—2H-2CH;CO]" (12) mm [C4H;N,0]", 77 (6), 67
[3-mupazomun = C3H3N,]" (7), 57 [(CH3)5C]" (68), 55 (6), 53 (5), 45 (7), 43 [CH5CO]" (100).
Haiineno, %: C 50.38; H 6.89; N 19.60. C;,H,oN4O4. Beraucneno, %: C 50.69; H 7.09; N 19.71.
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