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CUHTE3 U HEKOTOPBIE CBOMCTBA 5-AJIKWJIAMHAHO-
2-(PTAJIMMHUIOAJIKN)-1,3-OKCA30J1-4-KAPBOHUTPUJIOB

CuHTE3UpOBaHbl S-aJKHUIaMUHO- 1,3-0Kca3051-4-KapOOHUTPUIIBI, COAEpIKaIie B TO-
JIOXKEHUH 2 OKCA30JbHOI0 LUKIJIA 2-(TaTuMHUIOITHIBHBINA WM 3-(QTaluMHUI0IPOITIIIb-
HBIA 3amecTtutenb. [Ipu B3amMopericTBUH S-(MOphomuH-4-1)-2-(2-hTaTuMI 0 THII)-
1,3-okcazon-4-kapOoHUTpHIA C THIPA3HHTHIPATOM obpa3yercs 2-(2-aMHHOITHII)-
5-(mopdonun-4-ui)-1,3-0kca30n-4-kapOOHUTPIUI, & B CIIydae ero 3-QTaauMUI0POITH-
JBHOTO aHaJo0ra — MPOAYKT PELUKIM3ALMU — 3-aMHHO-2-(MOpQOINH-4-MIKapOOHIT)-
6,7-nuruapo-5H-mappoio| 1,2-alumugazon.

KaoueBble cioBa: S-ankunamuHo-2-(prammmunoankun)-1,3-okcazon-4-kapOoHHT-
puibL, 2-(2-aMHHOATHN)-5-(MOpdomuH-4-1i)- 1,3-0kcazon-4-kapoorutpmi, 2-(Mopdo-
JTUH-4-unkapOooHun )-6, 7-muruapo-S H-muppono[ 1,2-a]Jumunazon-3-aMuH, perKIA3aLIHsL.

WnTeHcuBHOE pa3BuTHE XMMHW (YHKIIMOHAIBHBIX MPOM3BOAHBIX 1,3-0kca-
30J1a B MOCIIEHEE OBAALATHIIETHE CBI3aHO ¢ MoWCKaMu 3¢ (EeKTUBHBIX OHOIO-
THYECKH aKTHBHBIX BemlecTB. Ponb mpoms3BomHBIX 1,3-0Kcazoma B mporeccax
KU3HEIEATENPHOCTH OKa3ajlaCh TOpa3lo 3HAYHWTEIbHEE, YeM MPEeroIaraioch
paHee, TOCKOIBKY M3 MPUPOJHBIX 0OBEKTOB OBUIN BBIIETICHBI MHOTOYHNCIICHHBIE
MIPOU3BOIHBIE OKCa30IpHOTO psna [1-4]. K ToMy ke 00IbI10e KOJTUIeCTBO CHH-
TE3UPOBAHHBIX TPOU3BOJHBIX OKCAa30Jla MPOSBISIOT BBICOKYIO IIMTOCTATHYE-
CKyI0, aHTUMHKPOOHYI0, UMMYHOCTHMYJIUPYIONIYIO, aHABI€TUIECKYIO0 U APY-
THe BHIBI OMoJjloTHaeckoit aktTuBHOCTH [5]. Ilo 3TOM mprumHe QyHKIHOHATH3a-
Ml OKCA30JIBHOTO IMKJIA TPEACTaBIseTcd OJHUM M3 HanOoJee BaKHBIX Ha-
MpaBIIEHUI CHHTE3a HOBBIX COENWHEHHH, TEPCIEKTUBHBIX JUIA TIOWCKa Pa3HO-
00pa3HBIX OMOAKTUBHBIX IPEMapaToB.

Lenwio HacTOsAMmEH pabOTHI ABIACTCA CHHTE3 2-(TaTMMHIOTKII3aMEIICH-
HBIX OKCAa30JI0B I TOJY4YEHHS COOTBETCTBYIOUIMX AMHHOB TIOCJTE CHSTHS
3aIMATHON (QTamuMHUIHON Tpynmbel. J[JIT 3TOr0O HAMH HCIIOIH30BAaH W3BECTHHIN
METOJl CHHTE3a 3aMEIICHHBIX S5-aMHHOOKCA30JI0B M3 aMHJO0B KapOOHOBBIX
KHCIIOT W xjopaist [6]. B 2Tol KOHIEHcAallMW HAMH BIIEPBBIC HCIIOIH30BAHEI
aMuIsl  PTATHMHIOAUTKIIIKAPOOHOBBIX KHCIOT [7]. BriOOp QrammMumHOiMA
3alIMTHON TpYyNIbl HE CIIy4aeH, MOCKOJIbKY OHa SIBJIAETCS YCTOMYMBOM K XJIO-
PUCTOMY THOHWJIY M BOAHO-IIEIOYHOMY DPAaCTBOPY LHAHWAA KalWA, HCIIONb-
3YeMBIX TIpH 00paboTKe pasIWYIHBIX CTAAMi PEakIuil B IETH IPEeBpPAIICHUH,
MPUBEICHHBIX B CXEME MOJyYEHHUsI COeIMHEHUH 5. BaxxHO Takxe, 4To S-aMUHO-
OKCa30JIbHBIA (parMeHT YCTOWYWB K MEHCTBUIO THIAPA3WHTHAPATA B YCIOBHIX
CHATHS (PTaTMMUTHON TPYTIITHL.

Mb1  ycta"oBwid, 9To GrammMmuponponuoamun (la) wu  dramumumo-
Oytupoamun (1b) Jerko pearupyroT ¢ XJOpajieM W Jal0T ¢ BEICOKUMH BBIXO-
JaMH COOTBETCTBYIOIINE THAPOKCUMETHIBHBIC TPOW3BOMHEIE 2a,b (Tabm. 1).
[Ipun B3amMoAeHcTBUM TOCIEIHUX C XJIOPUCTHIM THOHHIOM 00pa3yroTcs
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coenuHenus: 3a,b, oOpaboTKa KOTOPBIX BOJHBIM PACTBOPOM IIMAHHJA Kauus B
alleToOHE MPHUBOAUT K 3,3-muxiop-2-PpTaiuMuaoanniIaMUiHOAKPUIOHUTPHIIAM
4a,b c xopomumu Beixogamu. [lo aHamoruu ¢ y»e U3BECTHOM reTepoLnKIN3a-
nueit [8, 9] akputoHuTpiisl 4a,b ObUTH UCIOJIB30BAHBI JJIS MOJYUSHHUS 3aMe-
IIEHHBIX S-aJKAJIaMHUHOOKCA30JI0B Sa—j.

0
0 cl
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PhthN—(CHz—)K s N 2, Nl

NH 2| H “ccl
1a,b 2 2ab CCly 3a,b 3
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KeN  PhthN—(CHgy; < CN _RRINH/EGN_
— N—Q PhthN—(CH—)J\
H
cl
4ab (] S5a—j R

la—4a, Sa—e n =2; 1b—4b, 5f—j n =3;
5a,f R =H, R' = PhCH,; b,g R=H, R = Ph(CH,),; ¢,h R+R! = (CH,)s—;
d,i R+R! = ~(CH,);N(Me)(CH,),—; €,j R+R' = ~(CH,),0(CH,),~

Ha npumepe coenunenuit Se,j mokazaHo CyImECTBEHHOE OTIMYUE B XUMUYEC-
CKOM TOBEJICHUM 2-aMUHO3TWI- U 2-aMHHOIPOIHIIOKCA30JI0B, 00Pa3yOIUXCs
MpU CHATHH (TATUMUAHON 3amuthl. [Ipu KunsyeHWu coenuHeHUs Se ¢ He-
0oNbIIUM M30BITKOM TUAPA3UHTHIPATA CO CPEIHUM BBIXOJOM 0Opasyercs
2-(2-amuHOATHI)-5-(MOpdomH-4-1i)-1,3-0Kkcazon-4-kapoboHutpui (6), CTpyK-
Typa KOTOPOT'O J0Ka3aHa CHEKTPAIbHBIMU U MacC-CIIEKTPOMETPUICCKHM METO-
namu (Tadu. 2, 3), a Takke NpeBpalleHueM B COOTBETCTBYOIUE aMUbl 7a,b 1
JTMOKCA30/IHII3aMEIICHHBIC STHIAMUHEI 8a,b.

N,H, - H,0
Se —>HN—(CH—)J\
6 k/o
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2_/<o o . iCN NjCN
R g—(CHz‘)z—Iﬁ\oiNﬁ . )'\O | E—(CHZ—)ZJ\O | N/\
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721,b Saab

7a R?=Ph, b R?=4-MeC4H,; 8a R*=Me, b R*=Ph
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Tabonuma 1
XapaKkTepUCTHKH CHHTE3UPOBAHHBIX COETHHEHHI

Haiineno, %
Coepu- bpyrro- Borancieno, % T. mr., °C* Bewxoz,
HEHUE tdopmymna ’ %
C H N Cl
2a C;H,,CLN,O, | 42.85 | 3.14 | 7.52 | 29.18 140-142 75
42.71 3.03 7.66 | 29.09
2b Ci4H;3CIsN,O4 | 44.39 3.57 | 741 | 28.10 150-152 82
44.29 3.45 7.38 | 28.02
3a Ci3HoClLN,O; | 40.57 2.65 | 7.33 | 36.99 180-182 64
40.66 2.62 729 | 36.93
3b CiHpCILN,O; | 42.12 2.89 | 7.13 | 35.68 145-147 68
42.24 3.04 7.04 | 35.62
4a C14HoCIhN;04 49.76 2.52 | 12.44 | 20.99 177-179 85
49.73 2.68 12.43 | 20.97
4b CisH; CLhN;0; | 51.17 3.27 | 11.85 | 20.03 193-195 88
51.16 3.15 | 11.93 | 20.13
5a C,1H6N4O; 67.79 430 | 15.09 - 118-120 75
67.73 433 | 15.05
5b CyoH sN,O5 6834 | 475 | 14.60 | - 122-124 78
68.38 4.70 | 14.50
5¢ CoH sN,0; 65.00 | 511 | 16.03 | - 105-107 75
65.13 5.18 15.99
5d C1oH9N50; 62.31 5.22 | 19.05 - 107-109 74
62.46 524 | 19.17
Se CisH6N4O4 61.24 4.63 | 16.05 - 151-153 80
61.36 4.58 | 15.90
5f CyoH sN,05 6824 | 471 | 1457 | - 114-115 80
68.38 4.70 | 14.50
5g Ca3HoN4O;5 6897 | 520 | 14.11 - 106-108 81
68.99 5.03 13.99
Sh C20H20N403 M ﬂ ﬁ - Macno 87
65.92 553 | 15.37
5i CyoH,1N505 63.33 5.69 | 18.45 - 105-106 77
63.31 5.58 | 18.46
5j C1oH5N4O4 6238 | 4.85 | 1527 - 106-108 85
62.29 495 | 15.29
6 CioH1aN4O, 54.15 | 621 | 25.34 - Macno 52
54.04 6.35 25.21
7a C7HsN4O; 62.64 5.68 | 17.09 - 119-121 77
62.57 5.56 17.17
7b C1sH20N405 63.40 5.84 | 16.39 - 147-149 68
63.52 592 | 16.46
8a C5sH6NgO; 54.69 4.83 | 25.67 - Macino 43
54.87 491 | 25.60
8b CooHisNO; | 6144 | 4.66 | 21.59 | - 200-203 38
61.53 | 4.65 | 21.53 (pasi.)
11 C11H;6N4O, 55.83 6.69 | 23.88 - 231-233 65
55.92 6.83 | 23.71
12a C1sHz0N405 63.59 5.96 | 1631 - 161-163 32
63.52 592 | 16.46
12b C1oH2oN,05 64.45 6.46 | 15.95 - 187-189 30
64.39 6.26 | 15.81

* PactBopurens: EtOH (coemmnenus 2a,b), PhMe (coemunenuns 3a,b, 4a,b), EtOH-H,0, 1:1
(coemuuenus 5a—g,i,j, 11), 2-PrOH (coenunenus 7a,b, 8b, 12a,b).
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B cnyuae ruapasunonmsa 2-(3-dramumumgonpornun)-1,3-okcason-4-kapoo-
HUTpWIa 5j cHayana, Mo-BUIMMOMY, 00pa3yeTcs aMHH 9, KOTOpbIil BCIEICTBHUE
BBITOJTHOTO PACIIOJIOXKEHUSI aMHUHOTIPOITMIIBHOTO (parMeHTa 1Mo OTHOLICHHUIO K
OKCa30JIbHOMY LHMKIIy, CKJIOHEH K BHYTPUMOJIEKYJSIDHOM aTake IepBUYHOU
amuHOrpynmnsl o aromy C-2 okcazona. [Ipu 3TOM NpoHCXOIUT pacllensieHne
OKCa30JILHOTO KOJIbI[a M OJHOBpPEMEHHOE OO0pa30BaHWE MHPPOIUIUHOBOTO
¢parmenta coequnenus 10. [TogoOHOe npeBpalieHre HAOIIOAAI0CH paHee IS
MPOU3BOJHBIX 2-(3-amuHOMpOonun)-4,5-mudennn-1,3-okcazona [10, 11]. B un-
tepmenuate 10, cogeprkamieM HyKIeo(pUIbHBIN aMUAMHOBEIA (parMeHT, aanee
MPOUCXOJUT BHYTPUMOJEKYJISIpHAs aTaka HUTPHIBHON TPYMIIbI, YTO MIPUBOAUT
K oOpazoBanuio amuHa 11.

CN Q

N N O
N,H, - H,0 | | N \__/
@ TN A g
. . [\
NH, i N
9

0 H
10

(0] (0]
N /\ N /\‘
z N 2 z N
| R COCl/Et3N | 5
N O ? N
NH2 NH

11 12ab 07 g2
12a R?=Ph, b R?= 4-MeC¢H,

Coenunenne 11 Tak ke JIeTKO, KaKk M COEAMHEHUE 6, IOJBEPraeTcs aluInpo-
BaHMIO XJIOpAHTHIAPUIAMU KapOOHOBBIX KUCIOT ¢ oOpa3oBaHueM amuzioB 12a,b,
YTO yKa3bIBAaeT Ha HAIMYME aMUHO(PYHKIMU B UICXOAHOM coeanHennn 11.

Takoil HeOKUAAHHBIA pPe3yJbTaT MpPEBpAILEHUs] COeqUHEHus Sj ¢ obpazo-
BaHMEM NpOIyKTa perukiusanuu 11 Hy)XJancs B BECOMBIX CHEKTPAIbHBIX U
XMUMUYECKUX JokazarenbcTBax. Crektpel AMP coequnenuii 6 u 11 cyiecTBeHHO
pasmuuarorcs. Tak, B crekrpax SIMP 'H amMunOB 6 1 11 CHrHAIBEI METHJICHOBBIX
nporonoB NCH, B mocienHeM 3amMeTHO CIOBHHYTHI B Ooliee ciaboe Moje 1o
CpaBHEHHIO ¢ coefuHeHneM 6 (Tabn. 2). Cnextp SIMP “C amuna 6 comepxur
curaaisl ipu 85.0 (C-4 okcazon) u 116.5 m. 1. (CN), a B cniektpe coenunenus 11
B obmactu 70-120 M. a. HaOmromaeTcss TONBKO OMWH curHan mpu 115.6 m. 1.
(C—NH,), KOTOpBIii MOXKHO OIIMOOYHO OTHECTH K HUTPWIBHOM rpymme. OqHako
910 He coryacyerca ¢ gaHHbiMH WK cnekrpa coemunenus 11, B KoTopom
OTCYTCTBYET CHTHAI HUTPMJIBHOM Tpymme! B o6macti 2100-2300 cM ' (tabu. 3).

Cy1iecTBEHHBIM JI0Ka3aTeIbCTBOM CTPYKTYpPBl IOIYYEHHBIX COEIUHEHHUH
SIBIIIETCSI CPaBHEHME CIEKTpalbHBIX XapakTepucTuk amupoB 7 u 12. Tak,
B ciektpax SIMP 'H curHan npoToHa aMHAHOH TIpYIIbI COeIMHEHHi 7a,b
MpEeJICTaBIIsIeT co00M TpUILIET, a coeauHeHuii 12a,b — cunrner (tadn. 2). Xu-
MUYECKHE CABUTM M MYJBTUIUIETHOCTh aMHUJHBIX IPOTOHOB YKa3bIBAIOT HA Ha-
mnuue gparmenra C(O)NHCH, B coenunenusix 7a,b, a B coenunenusix 12a,b —
dparmenta C(O)NHC, rne C — sp’-rHOPHIM3MPOBAHHEIA aTOM YIJIEpOJA.
B cnekrpax AMP BC coemunenns 7a IIPUCYTCTBYET CHUTHAJI YIVIEPOJA HHUT-
puIBHOM rpynmnsl ipu 116.5 M. 1., a B coeauHernnu 12a oH He HaOII0AaeTCsl.
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Tabnuma 2

Cuextpbl AMP 'H CHHTE3MPOBAHHBIX COeIUHEHU

Coenu-
HeHHe XuMH4YecKue CIBUTH, O, M. 1. (J, ['1)

1 2

2a 2.66 2H, T, J = 6.5, CH,); 3.74-3.88 (2H, m, NCH,); 5.73 (1H, a. 1, J=5.9,J= 8.9,
CH); 7.69 (1H, n, J= 5.9, OH); 7.77-7.91 (4H, m, H Ar); 8.89 (1H, 1, J= 8.9, NH)

2b 1.83-1.88 (2H, M, CH,); 2.28 (2H, 1, J= 7.8, CH,); 3.61 (2H, T, J= 7.0, NCH,); 5.73
(1H, n. n, J=5.5,J=9.0, CH); 7.65 (1H, n, J= 5.5, OH); 7.79-7.93 (4H, ™,
H Ar); 8.69 (1H, n, J= 9.0, NH)

3a 2.74-2.92 (2H, M, CH,); 3.93-4.21 (2H, M, NCH,); 6.54 (1H, 1, J = 9.5, CH); 6.83
(1H, n, J=9.5, NH); 7.68-7.80 (2H, m, H Ar); 7.80-7.95 (2H, m, H Ar)

3b 1.98-2.16 (2H, M, CH,); 2.38 (2H, T, J= 6.5, CH,); 3.88-3.72 (2H, M, NCH,);
6.59 (1H, n, J=10.0, CH); 7.54 (1H, n, J= 10.0, NH); 7.71-7.79 (2H, M, H Ar);
7.82-7.92 (2H, m, H Ar)

4a 2,74-2.91 (2H, M, CH,); 3,94-4.17 (2H, m, NCH,); 7.73-7.80 (2H, M, H Ar);
7.80-7.86 (2H, m, H Ar)

4b 2.03-2.16 (2H, M, CH,); 2.41 (2H, T, J= 6.0, CH,); 3.83 (2H, 1, J= 5.5, NCH,);
7.73-7.82 (2H, m, H Ar); 7.82-7.95 (4H, M, H Ar); 8.14 (1H, yu1. ¢, NH)

5a 2.93 (2H, 1, J= 5.8, CH,); 3.86 (2H, 1, J= 5.8, NCH,); 4.38 (2H, 1, J= 5.5, CH,);
7.22-7.41 (5H, m, H Ar); 7.79-7.94 (4H, M, H Ar); 8.68 (1H, yu. T, J= 5.0, NH)

5b 2.81 (2H, 1, J= 6.4, CH,); 2.91 (2H, 1, J= 5.7, CH,); 3.35-3.43 (2H, M, CH,);
3.86 2H, 1, J= 5.7, NCH,); 7.13-7.36 (5H, m, H Ar); 7.76-7.94 (4H, m, H Ar);
8.24 (1H, yur. T, J = 5.5, NH)

5¢ 1.38-1.67 (6H, m, 3CH, nunepunun); 2.95 (2H, 1, J= 6.0, CH,); 3.25-3.41 (4H, m,
2CH, nunepuaun); 3.87 (2H, 1, J= 6.0, NCH,); 7.72-7.97 (4H, m, H Ar)

5d 2.25 (3H, ¢, CHy); 2.39-2.48 (4H, m, 2CH,); 2.97 (2H, 1, J= 6.5, CH,); 3.31-3.42
(4H, m, 2CH,); 3.88 2H, 1, J = 6.5, NCH,); 7.72-7.96 (4H, M, H Ar)

Se 2.98 (2H, T, J = 6.0, CH,); 3.30-3.39 (4H, m, 2CH, mopdonun); 3.61-3.70 (4H, m,
2CH, mopdomun); 3.89 (2H, T, J = 6.0, NCH,); 7.78-7.96 (4H, m, H Ar)

5f 1.87-2.04 (2H, m, CH,); 2.64 (2H, T, J= 7.0, CH,); 3.66 (2H, 1, J = 6.3, NCH,); 4.40
(2H, n, J= 5.5, CH,); 7.19-7.43 (5H, m, H Ar); 7.73-7.92 (4H, m, H Ar);
8.61 (1H, yur. T, J = 5.0, NH)

5g 1.91-2.02 (2H, M, CH,); 2.62 (2H, 1, J= 7.3, CH,); 2.82 (2H, 1, J= 7.3, CH,); 3.40
(2H, 1, J= 6.0, CH,); 3.66 (2H, 1, J = 6.5, NCH,); 7.15-7.34 (5H, m, H Ar); 7.76—
7.89 (4H, m, H Ar); 8.15 (1H, T, J = 5.5, NH)

5h 1.49-1.65 (6H, m, 3CH, nunepunun); 1.94-2.06 (2H, m, CH,); 2.66 (2H, T, J = 6.8,
CH,); 3.31-3.40 (4H, m, 2CH, munepuaun); 3.67 (2H, 1, J = 6.3, NCH,); 7.77-7.88
(4H, m, H Ar)

5i 1.93-2.06 (2H, M, CH,); 2.25 (3H, ¢, CH3); 2.38-2.49 (4H, m, 2CH,); 2.67 (2H, T,
J=17.0,CH,); 3.31-3.44 (4H, M, 2CH,); 3.67 (2H, 1, J = 6.3, NCH,);
7.77-7.90 (4H, m, H Ar)

5j 1.95-2.08 (2H, M, CH,); 2.70 (2H, T, J= 7.0, CH,); 3.35-3.44 (4H, M, 2CH, mopdo-
muH); 3.63-3.77 (6H, M, NCH,, 2CH, mopdonun); 7.77-7.92 (4H, m, H Ar)

6 2.65 (2H, T, J=17.0, CH,); 2.83 (2H, 1, /= 7.0, NCH,); 3.35-3.55 (4H, m,
2CH, mopdoinun); 3.64-3.86 (4H, m, 2CH, mopdonun)

7a 2.89 2H, T, J = 6.2, CH,); 3.39 (4H, m, 2CH, mopdonun); 3.57 (2H, m, NCH,);
3.68 (4H, m, 2CH, mopdoun); 7.40-7.63 (3H, m, H Ar); 7.75-7.92 (2H, m, H Ar);
8.63 (1H, 1, J= 5.5, NH)

7b 2.35 (3H, ¢, CH3); 2.88 (2H, 1, J = 5.8, CH,); 3.38-3.45 (4H, m, 2CH, mMopdoiun);
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1 2

8a 2.25 (3H, ¢, CH3); 2.91 (2H, 1, J = 6.0, CH,); 3.39-3.48 (4H, m, 2CH, mopdoinun);
3.52-3.60 (2H, m, NCH,); 3.67-3.76 (4H, m, 2CH, mopdonun); 8.18 (1H, yur. T,
J=15.0,NH)

8b 2.97 (2H, 1, J= 4.0, CH,); 3.29-3.43 (4H, m, 2CH, mopdonun); 3.60-3.75 (6H, m,
NCH,, 2CH, mop¢onun); 7.42-7.59 (3H, m, H Ar); 7.71-7.85 (2H, m, H Ar); 8.60
(1H, yur. ¢, NH)

11 2.39-2.48 (2H, M, CH,); 2.61 (2H, T, J= 7.0, CH,); 3.50-3.64 (4H, m, 2CH, mMopdo-
nun); 3.74 (2H, 1, J= 7.0, NCH,); 3.78-4.12 (4H, M, 2CH, mopdomnun);

6.60 (2H, yu1. ¢, NH,)

12a | 2.50 (2H, M, CH,); 2.80 (2H, 1, J = 6.0, CH,); 3.55-3.69 (8H, M, 4CH, Mopdomun);
4.09 2H, 1, J = 5.0, NCH,); 7.49-7.72 (3H, m, H Ar); 7.91-8.03 (2H, m, H Ar);
10.84 (1H, ¢, NH)

12b | 2.30-2.44 (5H, m, CH,, CH,); 2.77 (2H, 1, J = 6.0, CH,); 3.48-3.71 (8H, m,

4CH, mopomun); 4.06 (2H, 1, J = 5.0, NCH,); 7.35 (2H, 1, J = 6.0, H Ar);

7.85 (2H, 1, J = 6.0, H Ar); 10.77 (1H, ¢, NH)

TaGununa 3
MK u macc-cnekTpsl coemHennii 2-8, 11 u 12

1

Coenu- UK cnektp, v, c™m ~ m/z
HEHUE Cc=0 CN NH [M+H]"
2a 1640, 1709 mn - 3056-3515 365
2b 1666, 1713 - 3111-3529 379
3a 1652, 1715 mn - 3106-3358 383
3b 1667, 1717 mn - 3214-3378 397
4a 1670, 1704 2232 3176-3335 338
4b 1669, 1699 mn 2234 3089-3347 352
5a 1657*, 1716 mn 2213 3091-3316 373
5b 1645%, 1710 mn 2209 3027-3305 387
5¢ 1642%*, 1721 mn 2231 - 351
5d 1632%*, 1716 mn 2210 - 366
5e 1636*, 1713 mn 2206 - 353
5f 1652%*, 1718 mn 2218 3066-3466 387
5g 1652%*, 1708 mn 2212 3057-3472 401
5h 1645%, 1711 mn 2214 - 365
5i 1636%*, 1703 mn 2215 - 380
5j 1624*, 1715 mn 2217 - 367
6 1636* 2213 3072 223
7a 1631 mr** 2209 3061-3385 327
7b 1633 mr** 2214 3129-3456 341
8a 1638 mmr* 2216 mn 3087-3324 329
8b 1656 mr* 2218 mn 3114-3298 391
11 1622 - 3327, 3429 237
12a 1625, 1676 - 3025-3215 341
12b 1623, 1673 - 3027-3345 355

* TTonmoca o0ycioBieHa 5-aMuHO-1,3-0Kca30Ib6HBIM (hparmMeHToM [8].
** HayoxeHue 1ojoc IorIoneHus S-aMuHo-1,3-okca3onsHoro gparmenta u C=0 amunHOit
TPYIIIIEL.
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st coenquuenunit 7a u 12a Taxxe OBUT MCIONIH30BAaH KOMIUICKCHBIA aHATN3
SAMP (NOESY, COSY, HSQC, HMBC) (pucyHok, tadi. 4). Ha o6pa3oBanue
MUPPOIMAMHOBOTO IMKIIA 33 CUET aMHUHOIIPONHMIBHOTO ()parMeHTa B COCIMHE-
Huu 12a yxaseiBatot xoppessimun HMBC 7-CH, ¢ C-7a, 6-CH, ¢ C-7a u 5-CH,
¢ C-7a. Cnenyer otmeTuth, uto A C-2 u C-3 He yaanoch HAWTH KOPpesiui
B ciekTpax HMBC, moaToMy 0HUM OBUIH OTHECEHBI TI0 OCTATOYHOMY MPUHIIUITY.
Haxoxnenue aMuHOATHIIBHOTO (pparMeHTa B OOKOBOH ILieNM reTepolukia 7a
noareepxkaaercs: koppemsinusmu NOESY CONH ¢ NCH,, NCH, ¢ CH,C u
HMBC NCHZ (¢ C:O, NCHZ C C-2, NCHZ (¢ CHzc

a

134.8
3.57
37 2 153.0
754 4
131.7
61 1
7.8 82\’8 63 HH
127.6 2.89
29.0
3.39 HH
46.6 3.68
65.4
b
131.1
| R 7.64
149.8 H =22
N\164.8 \ 329
/ N\ \_/
126.4 H7.97
10.8 128.1
\;
HMBC
NOESY

OCHOBHBIE KOPPEIALNA K OTHECEHHE CHIHANoB B criektpax 'H n °C coenunenwit 7a (a) n 12a (b)

9KCIIEPUMEHTAJIBHASI YACTb

UK cmekTpsl 3aperncTpupoBaHbl Ha crekTpomerpe Vertex 70 B Tabmerkax KBr
(coenunenus 2a,b—4a,b, 5a-g.i,j, 7a,b, 8b, 11 u 12a,b) u CHCI; (coequnenus Sh, 6,
8a). Crexrpsl AIMP 'H u °C nonyuens! na npuGope Bruker Avance DRX-500 (500 u
125 MTI'y cooTBeTcTBEHHO), B pactBope JIMCO-dg (coequuenus 2a,b, 5a—j, 6, 7a,b,
8a,b, 11, 12a,b) u CDCl; (coemuuenus 3a,b, 4a,b), BHyTpennuit cranmapr TMC.
Crektpsl COSY, NOESY, HSQC n HMBC u3mepsin, HCIIONB3Ys CTAHAAPTHYIO METO-
JIUKY C IpaJueHTHbIM BbiaeneHueM curnana. Jns cnekrpoB NOESY 1., = 500 mc, a
st criektpoB HMBC — 1, = 125 mc. Temnepatypa nzmepenuii 20 °C. XpomaTo-macc-
CIICKTPHI 3aMrCcaHbl Ha BEICOKO3(D()EeKTUBHOM KHUIKOCTHOM xpomarorpade Agilent 1100
Series, OCHAMEHHOM JHMOJHOW MaTpHIEd C MacC-CEICKTHBHBIM JIETeKTOpoM Agilent
LC/MSD SL. [MTapameTpsl XxpomMaTo-Macc-aHanm3a: konoHka Zorbax SB-C18 1.8 mxw,
4.6x15 mM; pacTBOpUTENH A — alleTOHUTPII-BOAA, 95:5, 0.1% TpudropykcycHoit kuc-
notel, b— 0.1% BomHas TpUPTOPYKCYCHAs KHCIOTa; IMOTOK JJIIOCHTAa — 3 MJI/MUH,
00BEM BrpeickuBaHug — 1 M, Y@ nmerektopel — 215, 254, 285 HM; MeTOx MOHU3a-

1244



WU — XUMAYecKas woHu3anus npu atMochepHom nasieHun (APCI). Temmepartypbr
IUTaBJICHHS M3MEPSUIUCH Ha npubope Fisher-Johns.
Awmunbl 1a,b cuHTE3UpOBaHBI IO U3BECTHON MeToUKE [7].
1-(3-®TanuMHUI0ATKAHONIAMHHO)-2,2,2-TPUXJIOPITAHOABI 2a,b (0obmas Mero-
muka). Cmecp 0.5 mMomp amuzma la wim 1b m 182 r (1.1 monp) xyopanmbsruzmpara
HarpeBaroT Ha MacisHod Oane (95-100 °C) 5 9. PeakumoHHYI0 CMECh OXJIQXKIAIOT,
TIIATEJIFHO POMBIBAIOT BOJIOI U OUYMINIAIOT IIEPEKPUCTAIITH3AIMEH.
1-(3-®ranumuaoankanonaamuno)-1,2,2,2-rerpaxiaopitanbl 3a,b (obmas mero-
nuka). K cycriensuu 5 mmonbs coeunenus 2a win 2b B 50 MJ1 cyXoro TosyoJjia npH Ie-
pememmBanny npudasisioT 0.8 mi (11 MMoinb) THOHMIXNOpUAA. CMeCh KUISTAT IPH
mepeMeIrBaHuy 2 4. PacTBopHTenp yOansioT MpH MOHIKECHHOM MAaBICHHH, OCAJOK
OYMIIAIOT MEePEKPUCTATUIN3ALIUEH.
2-(3-DTaiMMuI0ATKAHOWIAMHHO)-3,3-ANXJI0PaAKPHIOHHTPHILL 4a,b. K cycnen-
3un 0.715 T (11 mmonp) KCN B 15 Mi1 anteToHa oxnaxkaeHHo# 10 —15 °C npu nepementu-
BaHUM NPHOABISIOT NOPIMSAMH 5 MMOIIb coeanHeHnst 3a wim 3b. 3areM K peakIMOHHOM
cMecH TpUOAaBISIOT Mo KarisiM 3 mit Boabl. Cycrniensuto nepemerimBatoT 1 4 mpu —5 °C,
TOCJIe Yero TeMIIepaTypy CMeCH JOBOAST 10 KoMHaTHOU. K peakunoHHON cMecu npubas-
sstroT 50 MIT BOZBL, 0CaJIOK OT(HIBTPOBBIBAIOT, TPOMBIBAIOT BOJIOM M OUYMINAIOT MEPEKPH-
CTaJUTU3aLUEN.
5-Ankunamuno-2-2-gpramumuaodTuin)-1,3-okcaz01-4-kapoOHUTPUIIBI S5a—e
(obmas metoauka). K cycnensuun 1.685 r (5 mmonb) coenunenus 4a B 20 M arero-
HUTpWIA TP TiepeMerBanni 1 oxiaxaeHnd 10 0 °C mpubasnsror 1.5 mi (11 Mmoins)
TPUITWIAMHHA, 3aTEM 5 MMOJb COOTBETCTBYIOLIETO aMuHA. [lepemermmBaror 12 4, ame-
TOHUTPWI YAAISIOT MPHU MOHMKSHHOM JTaBJICHUH, 0CTaTOK pacTBopsitoT B 15 mu CH,Cl,,
9KCTPAKT MPOMBIBAIOT BOAOH (4x5 mi), cymar Na,SO,, ymapuBarmT U OYHIIAIOT Tepe-
KpHUCTAJLITU3ALUEH.

Tabnuma 4

Koppeasuuu B cnextpax COSY, NOESY, HSQC, HMBC coeaunenuii 7a u 12a

TH, 8, . 1 'H, 5, m. 1. B¢, 8, M. 1.
COSY NOESY HSQC | HMBC
Coenunenue 7a
7.54 7.47 7.47 131.7 127.6
7.47 7.54,7.82 7.54,7.82 128.8 128.8, 134.8
7.82 7.47 7.47, 8.63 127.6 127.6,131.7, 166.8
8.63 3.57 3.57,7.82 - 166.8
3.57 2.89, 8.63 2.89, 8.63 37.2 166.8, 28.0, 153.0
2.89 3.57 3.57 28.0 37.2,153.0
3.39 3.68 3.68 46.6 46.6, 65.4, 161.1
3.68 3.39 3.39 65.4 46.6, 65.4
Coenmunenue 12a

7.64 7.57 7.57 132.9 128.1
7.57 7.64,7.97 7.64,7.97 129.9 129.9, 133.5
7.97 7.57 7.57,10.84 128.1 128.1, 132.9, 164.8
10.84 - 7.97 - 164.8
3.61 - - 66.9 66.9
2.80 2.50 2.50 23.2 26.1, 149.8
2.50 2.80, 4.09 2.80, 4.09 26.1 23.2,149.8
4.09 2.50 2.50 45.8 149.8
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5-Aaxunnamuno-2-(3-pramumuaonponui)-1,3-oxkcazon-4-kapooHuTpuiasl  5f—j
(oOmrast MeToIMKa) MOJTYYAIOT aHAIOTHYHO OKca3ojiaM Sa—e u3 coenunenus 4b. Coenu-
Henue Sh momywaror B BHJe Macia, KOTOpOE aHAJIM3MPOBAIM 0€3 JIONMOIHUTEIHHOU
OYHCTKH.
2-(2-AMuHO03TIIT)-5-(Mopdoaun-4-wi)-1,3-0kcazon-4-kapoouutpua (6). K cyc-
mer3un 1.76 T (5 mMMons) coenuuHeHus Se B 15 M astaHoma mpubaBmsaor 0.25 Mo
(5.2 mmonp) TuapasuHTHApaTa. CMECh KUIATAT 6 4, OXJIAXAAI0T, TAHOJN YAAJISIOT IpU
MOHMKCHHOM JaaBieHud. OcTaTok cycrneHaupyrot B 14 mi 4% BogHoro pacteopa HCI,
OT(WIBTPOBEIBAIOT, K MATOYHOMY PacTBOpY NpuoOaBisitor 25% BoaHsi pactBop NaOH
o pH~10. PactBop skcrparupyror CH,Cl, (5x5 mi), cymar Na,SO,, pacTBOpUTENH
YIAISIOT P MOHMKEHHOM JaBJICHUH, TIOJIyYaroT KEITOE Macio, KOTOPOE HCIONIB3YIOT
JUTSL TalbHEHIINX TpeBpamieHuid 0e3 AonoaHuTeNnbHoi ouncTku. Crektp IMP 13C, 9,
M. 1.: 31.0 (NCH,CH,); 39.0 (NCH,CH,); 46.5 (NCH, mopdomun); 65.5 (OCH, mopdo-
muH); 85.0 (C-4 okcazom); 116.5 (CN); 153.6 (C-2 okcazom); 161.0 (C-5 okcazomn).
N-{2-[5-(Mopdonun-4-uia)-4-unano-1,3-okcazon-2-uwia|3ruia}oensamuasl  7a,b.
K pactBopy 1.11 1 (5 mmons) coenunenust 6 B 10 M CH,Cl, npu nepemenmnBanuu
u oxiaxnaeHnn npubasmsror 0.515 T (5.1 MMome) TpudTHIaMHUHA, 3aTeM 5.1 MMOb
COOTBETCTBYIOIIETO XJIopaHTuapuaa. [lepememmBaior 6 4, pacTBOPUTENH yIAISIOT IIPH
TMOHM)KCHHOM [JIaBJICHUH, OCTATOK IIPOMBIBAIOT BOI[Oﬁ U OYMIIaT MNCPCKpUCTAJIN-
3anueit. Cnexrp SAMP BC coenunenns 7a, 6, M. n.: 28.0; 37.2; 46.6; 65.4; 85.2 (C-4
okcazon); 116.5 (CN); 127.6; 128.8; 131.7; 134.8; 153.0; 161.1; 166.8 (C=0).
2-{2-[(2-MeTuua-4-unano-1,3-oxcazoJi-5-uja)aMmuHo| 3Tu}-5-(mop poauH-4-u)-
1,3-oxcazon-4-kap6onntpui (8a). K pacrsopy 0.895 r (5 mmons) 2-arneTmiiaMuHO-
3,3-muxnopakpuionatpmia [8] B 10 MIT aeTOHUTpHIIA TIPH TIEPEeMEIIMBAaHAN U OXJIaXK-
nennn (10-15 °C) no kamsim mpubasnsror 1.5 vt (11 MMOJIB) TpUSTHIIAMKHA, 3aTEM
pactBop 1.11 r (5 mmomnb) coemunenus 6 B 10 muir aneronutpmina. CMmech nmepeMerinBa-
10T 12 4, pacTBOpHUTENH YAAISIOT MPH MOHWKEHHOM JAaBIICHHH, OCTATOK PAaCTBOPSIOT B
10 mn CH,Cl,, npombiBaroT 5% BOIHBIM DPAacTBOPOM JIMMOHHOM Kuciorsl (10 wmu),
MOJTY4aloT KEITOE Macjo, KOTOPOE aHAIM3UPYIOT 0€3 JOTOIHUTENEHONH OYNCTKH.
5-({2-[5-(Mopdoann-4-un)-4-unano-1,3-okcazoi-2-ui|dTuia} aMuHo)-2-hpeHunJi-
1,3-okca3o/1-4-kapoonuTpua (8b) momydaroT aHANIOTMYHO COEOWHEHHIO 8a u3
2-0eH30MIaMUHO-3,3-TuXJI0pakpuiIoHUTpIia [ 12] B BUae TBEPIOro BEUIECTBA, KOTOPOE
OYHIIAIOT ePEKPUCTAIUIN3AIMCH.
2-(Mopdoann-4-uakapoouuni)-6,7-qruruapo-SH-nuppoao[1,2-alumuaazoi-
3-amuH (11) morydaroT aHAJIOTHYHO coenWHEeHHIo 6 u3 okcasona 5j. Crextp AMP B,
5, M. a.: 22.7 (NCH,CH,CH,); 26.3 (NCH,CH,CH,); 42.3 (NCH, mopdonun); 67.1
(OCH; mopdomun); 115.6 (C-NH,); 144.8; 144.9; 164.4 (C=0).
N-[2-(Mop¢oaun-4-unkapoouu)-6,7-muruapo-SH-nuppoo[1,2-alumuaazoi-
3-na)oenzamuanl 12a,b nonyuarorT aHanoruyHo amujgam 7a,b u3 coeguHenus 11.
Cnektp AMP BC coennuenus 12a, 6, M. 1.: 23.2; 26.1;45.8; 66.9; 126.4; 128.1; 129.9;
131.1 (C-NHCO); 132.9; 133.5; 149.8; 163.4 (C=0); 164.8 (C=0).
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