IIMCBMA B PEJAKIIMIO

B3AVMMO/JIEUCTBHUE 2-TIANTEPASUHOBEH3AJIBJIETAIA
C IMAHAIET(THO)AMUAOM: CTEPEOCEJIEKTUBHAS
HUKJIU3ALUSA 110 MEXAHU3MY "TPET-AMUHOD®®PEKTA™

KaroueBble cioBa: mpem-aMuHO3(h(heKT, KoHAEeHCanuss KHeBeHarens, 1MacTepeo-Mepsl.

B  npomomkenme — Hammx ~— uccrepoBanuid  [1] MmO W3y4yeHHMIO — B3aUMOACHCTBHA  2-
JUAIKUIaMHIHOOCH3IbETHIOB ¢ HecuMMeTpuuHbiMUM CH-akTHBHBIMH COelU- HEHUSAMH OBUIM NPOBEAEHBI
peakuuu 2-munepasuHoOeH3anpAeruna 1 ¢ nuaH-aneTrTHoaMuaoM 2a W nuaHaneramunom 2b. Beuio
MOKAa3aHo, YTO MPH B3aUMO-JIeHCTBUY 2-nepa3nHoOeH3abaernaa 1 ¢ nuananerTnoaMuaom 2a B Oyra-Hoie
B TeUeHHe 2 4 oOpa3yeTcs MpOMYKT TaHiema [2] peakuuil kKoHIeHcaun KHeBeHarens W IHUKIU3AIHUU 110
Mexanusmy "'mpem-amunosddekra” [3-6] 2,3,4,4a,5,6-rexcaruapo-1H-nmupaszun[1,2-a]xuHonus 3, B TO %e
BpeMsi peak-nusi OcH3anpaeruga 1 ¢ nuanameramugoM 2D OCTaHaBIMBAaeTCs Ha CTaJdH OOpa30BaHHs
npoaykTa KoHaeHcanun Kuesenarens 4b v He mpuBOAMT K €ro MMKIH3AIMU AaXKe MPH MPOJAOIKUTEIEHOM
kunsueHnd. llpu mpoBeneHun peak-nuu 2-nunepasuHoOeH3anpiaeruaa 1 ¢ numaHauerTHoamMuaoM 2a B
TOIIyOJIe OBLIO

CHO 1 X = S — tonyo,
@ + NC_CXNH, st X =0 — 6yraHon

OyTaHONI
X=S

OMe

3 aX=5,bX=0

BBIJIEJICHO BUHIIITIPOU3BOAHOE 48, KOTOpOE NP HArPEBAaHUU B OYTaHOJIE IIUK-TTU3YETCsl B TUPA3HHOXUHOIMH
3. B pesynbTare KumsueHus Oenzanbaeruaa 1 ¢ npanamneTaMunaoM 2D B Toyose GBI BBIIEIEHB HCXOIHbIE
COEJIUHEHMS.

Crnenyer OTMETHTB, YTO COEIMHEHHE 48 COICPIKUT JABa ACUMMETPUYECKHX ILIEHTPA, CIIEJ0BATENbHO,
BO3MOXXHO 00pa3oBaHHe JIBYX JIMACTEPEOM30MEpOB. bbUIO TOKa3aHO, YTO peakius MpoTeKaeT
CTEpPEOCENIEKTUBHO U MPUBOIUT K 00-pa30oBaHUIO MPEHMYIIECTBEHHO OAHOTO auactepeomepa a0 95-98%.
[IpoToH B monoxxenuu 11 (cM. cxeMy) HaXOAUTCS B aKCHAJIbHOM IOJIOKEHNH, 4To noAa-TBepkaaercst KCCB B
criektpe SIMP 'H (J = 14.5 Tm). B cnexrpe SIMP C curman atoma yriepoga THOKapGaMOMIBEHOR TPyIIIBI
Habmromaetcs npu 199.88 M. 1. B Bune tpurmieta (J~7.7 ' — B3amMoelicTBHE ¢ ABYMS aKCHATLHBIMH MTPOTO-
HaMHM), YTO CBHJETEIBCTBYET O €r0 aKCHAJILHOM TOJIOKEHUH.

Takum o6pazom, MBI TIOKa3aJiy, YTO NUKIW3ALMSA THOAMHIOB 438 MPOTEKAET CENEKTUBHO M NMPHUBOJIUT K



(4aR* 5R*)-n3omepy 3, B TO BpeMs Kak aMuabl 4D B aHAIOTHYHBIX YCIOBUAX BOOOINE HE IUKIN3YIOTCS, IS
IIAKJIA3AIMH He00-X0auM [ 7] KaTanmu3atop — Kuciota JIstonca.

Crnextpst IMP 'H u *C cuumamu ma mpubope Bruker DRX (400 u 100 MI'm cootserctBenHo) B JMCO-ds,
BHyTpeHHuil crannapt TMC.

(4aR*,5R*)-3-(4-MeTOKcnq)enu.}I)-S-unano-Z,3,4,4a,5,6-relccarmlp0-1H-Impa-sml[1,2-a]an0JmH-5-
kap6oruoamun (3). Beixox 69%, T. mi. 193 °C. Cnektp SAMP H, &, M. 1. (J, T): 10.41 (1H, ¢, NH); 9.39 (1H, ¢, NH);
7.17 (1H, 0. 1, J = 8.2, J=8.3, ArH); 7.11 (1H, n, J = 8.3, ArH); 7.08 (1H, 1, J=7.8, ArH); 6.91 u 6.88 (4H, AB,
J=9.2, CsH,); 6.78 (1H, n. 1, I = 7.8, J = 8.2, ArH); 4.09 (1H, a. n. 1, J =11.2,J=2.6,J = 2.1, H-18¢); 3.71 (1H, g,
J=16.4, H-3e); 3.70 (3H, ¢, CHy); 3.69 (1H, n. 1, J =11.0, J = 3.0, H-12¢); 3.64 (1H, x. 1, J = 10.8, J =3.0, H-11a);
3.54 (1H, n. o. n, J=11.8,J=3.0, J=2.1, H-19¢); 3.20 (1H, n, J = 16.4, H-3a); 291 (1H, . a. n, J =11.9, J = 11.5,
J=3.0, H-18a); 2.80 (1H, x. n. 1, J = 11.9,J = 11.8, J = 2.6, H-19a); 2.64 (1H, a. 1, J = 11.0, J = 10.8, H-12a). Criektp
SAMP ¢, 8, m. 1.: 199.88 (C-1), 153.77 (C-16), 144.55 (C-13), 144.04 (C-9), 129.15 (C-7), 127.85 (C-9), 119.04 (C-6),
118.68 (C-10), 118.26 (C-15), 117.98 (C-4), 114.51 (C-14), 113.44 (C-8), 58.44 (C-11), 55.20 (C-16), 53.90 (C-2),
52.00 (C-18), 50.13 (C-12), 46.12 (C-19), 38.54 (C-3). Haiimeno, %: C 66.81; H 5.92; N 14.99. C,H»N,OS.
Brruucaeno, %: C 66.64; H 5.86; N 14.80.

3-(2-(4-(4-Metokcudennn)nunepasnt-1-mn)penun)-2-unanornoaxkpuiaamun (4a). Berxon 81%, 1. mur 186 °C.
Crextp AMP 1H, o, m. 1. (J, T'm): 10.12 (1H, ¢, NH); 9.49 (1H, ¢, NH); 8.49 (1H, ¢, CH=); 7.93 (1H, n. 1, J = 7.6, J =
1.5, ArH); 7.57 (1H, x. n. 1, J = 8.5,J=8.3,J = 1.5, ArH); 7.24 (1H, n, J = 8.3, ArH); 7.21 (1H, n. n, J=7.6,J = 8.5,
ArH); 6.95 (2H, o, J = 9.1, CgHy); 6.85 (2H, 1, J = 9.1, CgH,); 3.70 (3H, ¢, CHy); 3.20-3.25 (4H, m, 2NCH,); 3.06-3.10
(4H, m, 2NCH,). Crextp IMP BC, &, M. 1. 191.93 (C-1), 153.44 (C-16), 153.06 (C-9), 147.89 (C-3), 145.11 (C-13),
133.13 (C-5), 128.99 (C-7), 125.26 (C-4), 122.53 (C-6), 118.90 (C-8), 117.43 (C-15), 116.14 (C-10), 114.29 (C-14),
111.58 (C-2), 55.17 (C-17), 52.88 (C-11), 49.85 (C-12). Haiineno, %: C 76.21; H 8.03; N 7.55. C1,H;sNO. Beraucneno,
%: C 76.16; H 7.99; N 7.40.

3-(2-(4-(4-MeTokcudennn)nunepazun-1-wi)dennn)-2-unanoakpuiamun (4b). Beixog 86%. T. mr. 210 °C.
Crnextp SIMP *H, 8, m. 1. (J, I'): 8.35 (1H, ¢, CH=); 7.91 (1H, x. 1, J = 7.9, J = 1.3, ArH); 7.90 (1H, ¢, NH); 7.72 (1H,
¢, NH); 7.56 (1H, n. 1. 1, J=8.5,3=75,3 =13, ArH); 7.25 (1H, n, J = 7.5, ArH); 7.22 (1H, 1. 1, J = 7.3, J = 8.5,
ArH); 6.95 2H, o, J = 9.1, CgH,); 6.84 (2H, 1, J = 9.1, C¢H,); 3.70 (3H, ¢, CHy); 3.18-3.22 (4H, m, 2NCHy,); 3.05-3.10
(4H, m, 2NCH,). Haiineno, %: C 76.21; H 8.03; N 7.55. C1,H;sNO. Beruucneno, %: C 76.16; H 7.99; N 7.40.
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