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PEAKIIMMA 1,3-3AMEIIEHHBIX COJIEA
BEH30THUEHO|[2,3-c|]IMPNJINA C IEPBUYMHBIMU AMUWHAMMU

W3zydens! peakuun coieil 6eH30THEHO[2,3-c|mupuins ¢ nepBUYHBEIME aMuHamu. [lokasaHo,
YTO PEeNUKIN3alHsI IPOTEKaeT II0 JABYM HAIpaBlIeHHsSIM M oOpa3oBaHHME Coyied OeH30THEHO-
[2,3-c]mupuauans wim 1-aMHHOIIOEH30THO(DEHOB OIPEAeIIeTCs IPUPOIOH TEPBUYHOTO aMUHA.

KnroueBble cioBa: 1-aMuHOIUOEH30THO(EHBI, TIEPXIOPAThl OEH30THEHO[2,3-c|MHpUINHYS,
nepxyIoparsl 6eH30THEHO[ 2,3 -] IUPIITHS, PeIUKIIN3AINSL.

Penmknuzanus ankmizaMeleHHbIX COJeN MUPMINS MEpBUYHBIMU aMUHAMHU
MOJKET MPOTEKaTh KaK C y4acTHEM O-aJKUIIBHBIX 3aMECTUTENEH U MPUBOAUTE K
QIKWJIaHWIMHAM, TaKk W 0e3 3aTparhBaHUsl 3aMecTuTeNeil — ¢ oOpa3oBaHUEM
N-nupuanHueBbIX coned. B3anmopelicTBe MOHOLUMKIMYECKHX MUPUIHEBBIX
coJieli u 1,3-muankuizaMenIeHHbIX 0€H30[ ¢ |IMPIITHEBBIX COJICH ¢ MEPBUYHBIMH
aMUHAMM IPUBOANT K MUPUAWHUEBBIM U M30XUHOIMHUEBBIM coyiaM [1, 2]. Ha-
npoTtuB, l-ankwi-3-apun- u 1-ankuin-3,4-quapuinzamenieHHele 0eH3o|c|nupu-
JIUEBBIE CONM C TIEPBUYHBIMHA aMHHAaMH JAIOT TOJBKO 3aMelleHHble Ha(THII-
amunsl [3]. Peakuyuu aHHETMPOBAHHBIX C TETEPOLUKIAMHU COJIEH NMUPHIUS C
MEPBUYHBIMA aMUHAMH HE U3y4YaJIHCh.

Hamu uccnegoBano B3aumopeiicTBue 1,3-mu3aMelieHHBIX cojlel OeH30THe-
HO[2,3-c]nupunus 1, 2 ¢ nepBuYHBIMU aMuHaMu. [Ipeanonaraercs, 4yTo penuk-
JM3alys coiell MUpUIMs MEepBUYHBIMM aMHHaMH TpotekaeT nmo cxeme ANRORC
1 BKJIIOYAET MPUCOCAMHEHNE HyKIIeo(rIa Mo MOJI0KEHUIO | MUPUINeBOro HuK-
na [4]. JanbHelinee packpbITHe THPAHOBOTIO IUKJIA MPUBOAUT K MPOMEKYTOU-
HOMY OOpa30BaHUIO KETUMHHOB A, HaXOJISIIMXCA B PABHOBECHH C TayTOMeEp-
Holi eHamuHHON Popmoii b. OOpa3oBaHNe KOHEUHBIX MPOAYKTOB — coyiel OeH-
30THeHO|2,3-c|mupuannus 35 u 1-amuHOAMOeH30THO(EHOB (6), OUEBHIHO, OIpe-
JensieTcs COOTHOIEeHneM GopM A u b 1 3aBUCUT OT IpUPOABI aMUHA.

Tak, B3auMoneiicTBue coneil nupuaus 1a,b ¢ aHnIMHaMU TPUBOAUT K MHUPH-
JIuHUEBBIM coiisiM 3b,c u 4a,b, Torna Kak peuukiIM3anus coyel nupuwius 2a,b
METHIAMHHOM H MOHOSTAHONAMUHOM BEJET HCKIIoUMTeNnbHO K 1-R*-amumo-
oenzornodenam 6b—d. Peakiuu coneii 1a u 2¢,b ¢ 6enzmwiamunoM u Qypdy-
pUJIAMUHOM TMPUBOAIT K CMECH MUPUIANHUEBLIX coyiel 3a, Sa,b u 1-R*-amuno-
mubeHzotuodeHon 6a,d,e.

Ctpoenne 1-R*-amiu0GeH30THO(GEHOB 62—, YCTAHOBICHHOE 1O CIEKTPAM
SIMP 'H, noaTBepik/aeT, 4TO IPUCOSTUHEHHE IEPBHUHEIX AMUHOB K COJISIM ITH-
punusa 1, 2 nmpoxoaut mo nonoxenuro 1. IlpucyrcTBue B monoxxeHuu 3 mupu-
JIMEBOTO IMKJIA apUJIAMHUHOTPYIIIBI JTOJDKHO NPHUBECTH K TOMY, YTO HPOAYKT pac-
KPBITHS LIUKJIA TOCIe Mpucoe uHeHns aMuHa o C(j) OKaXXeTcss HEeCIOCOOHBIM
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1a,bR'=H,R*=Me,aR*=H,bR*=Cl;2a,cR'=H, bR'=Me, a—c R>=Ph,
a,bR*=H, ¢ R*=Me; 3 a—cR' =R*=H, R>=Me, a R*=Bn, b R* = p-MeC¢H.,
¢ R*=p-CIC¢Hy; 4 a,b R' =H, R>=Me, R*=Cl, aR*=Ph, b R*=p-CIC¢H,;
5aR'=H,bR'=Me, a,bR>=Ph,aR*=Me, bR’=H, a, bR*=dypdypur;
6a—c eR'=H,dR'=Me,aR?>=Me, b-e R>=Ph, a-d R*=H, e R* = Me;
a R*=Bn, bR*=Me, ¢R*=CH,CH,0H, d, e R* = pypdypunr

K JIBHEHIINM peuukian3anusM. JlelcTBuTensHO, W3ydas B3aWMOJCHCTBHUE
nepxiyopara 1,6-numernn-3-(4'-ronunaamMuHo)oen3otreHo[2,3-cnupunus (7) c
OCH3MIAMHUHOM, MBI BIIEPBBIC BBIACIWIN MPOIYKT MPUCOCAMHEHHS aMHUHA MO
nostockeHuto 1 N-(n-tosmn)amuy 2-[(1-0€H3UIMMHHO )3T |-5-MEeTUIOEH30THO-
(en-3-ykcycHolt kucnotbl (8). OOpa3oBaHHE TPOMEKYTOYHBIX KETUMHUHOB

TAaKOI'O TUIla paHee HOCTyJ'H/IpOBaJ'IOCI) I[I/IMpOTOM u I[pyl" MUMHU UCCIICA0BATCIISIMA
[1,4-6].
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Tab6nuna 1
XapakTepucTHKH CUHTE3UPOBAHHBIX COeIMHEHMI
Co- Haiineno, %
Bei-
enu- BpyrTo- Beruncneno, % o
T. m., °C XO[I,
He- hopmyna o
Hue C H Cl N o
3a C20H13CINO4S 59.61 4.33 8.65 3.31 7.80 270 14
59.48 4.46 8.80 3.47 7.93
3b C20H13CINO4S 59.36 4.31 8.94 3.33 7.85 243-244 78
59.48 4.46 8.80 3.47 7.93
3¢ Ci9H15CIbNO4S 53.61 3.41 16.88 3.45 7.61 267-268 74
53.77 3.54 16.75 3.30 7.55
4a Ci9oH15CIbNO4S 53.95 3.41 16.86 3.47 7.60 283 58
53.77 3.54 16.75 3.30 7.55
4b Ci9H14CIsNO4S 49.91 3.17 23.35 3.12 7.12 273-274 50
49.73 3.05 23.23 3.05 6.98
5a C24H20CINOsS 61.52 4.39 7.34 2.73 6.69 248 12
61.34 4.26 7.56 2.98 6.82
5b C24H20CINOsS 61.52 4.18 7.73 2.81 6.77 173 18
61.34 4.26 7.56 2.98 6.82
6a* CyoH;3CINS 70.57 5.44 10.21 4.23 9.35 171-172 23
70.69 5.30 10.46 4.12 9.43
6b Ci9H5NS 79.02 5.31 - 4.71 11.16 94-95 86
78.89 5.19 4.85 11.07
6¢ Cy0H17NOS 75.17 5.47 - 4.28 10.21 148-149 90
75.24 5.33 4.39 10.03
6d* Ca4H20CINOS 71.15 4.87 8.61 3.60 7.67 175-177 57
71.02 4.93 8.75 345 7.89
6e C24H19NOS 78.22 5.37 - 3.65 8.82 116 78
78.05 5.15 3.79 8.67
8 C27H26N>0S 75.87 6.25 - 6.44 7.60 150-152 91
76.02 6.14 6.57 7.52

* TUIPOXIIOPUABL.

1248




Tabnuma 2

Cnextpsl IMP 'H nepxjiopatos 6en3orueno[2,3-c|nupuannus 3-5 u 1-R*-amunonnéensornodenon 6a—e

Xumudeckue casuru, O, M. 1. (J, ')

Coenu- AnupaTiaeckue IpoTOHb
HCHHC 1-CH; (1-C,H 3-CH; (6-CH ApoMaTH4YeCKUE HPOTOHBI
[43'—(CH3]2 ? [23C(H3] K NR', NHR*
3a 3.03 2.84 6.03 (CH2) 7.10 (2H, M, 2'-, 6'-H); 7.40 (3H, ™, 3'-, 4'-, 5'-H); 7.78 (1H, 1, 7-H); 7.90 (1H, T, 6-H); 8.35
(1H, n, Js6 = 8.4, 5-H); 8.65 (1H, n, J73 = 8.4, 8-H); 8.94 (1H, c, 4-H)
3b 3.70 [2.28] 2.55 - 7.44 2H, &, J32 = 8.2, 3'-, 5'-H); 7.69 (2H, 1, J»3 = 8.2, 2'-, 6'-H,); 7.76 (1H, T, 7-H); 7.88 (1H,
T, 6-H); 8.40 (1H, 1, J37 = 8.0, 8-H); 8.75 (1H, x, Jss = 8.0, 5-H); 9.05 (1H, c, 4-H)
3¢ 2.69 2.50 - 7.76-8.00 (2H, m, 6-, 7-H); 7.79 (2H, &, J32 = 8.2, 3'-, 5'-H); 7.90 (2H, 1, Jo3 = 8.2, 2'-, 6'-H);
8.40 (1H, =, J37 = 8.0, 8-H); 8.75 (1H, &, Js6 = 8.0, 5-H); 9.05 (1H, c, 4-H)
4a 2.68 2.48 - 7.69-7.84 (SH, m, 2'-, 3'-, 4'-, 5'-, 6'-H); 7.97 (1H, 1. 1, J7s = 8.8, J75s = 2.1, 7-H); 8.44 (1H, &,
Jg7 = 8.8, 8-H); 8.90 (1H, 1, Js7 =2.1, 5-H); 9.05 (1H, c, 4-H)
4b 2.70 2.49 - 7.77 2H, n, J32 = 8.1, 3'-, 5'-H); 7.89 (2H, n, Jo3 = 8.1, 2'-, 6'-H); 7.97 (1H, &, J7s = 8.7, 7-H);
8.45 (1H, 1, J37 = 8.7, 8-H); 8.91 (1H, c, 5-H); 9.09 (1H, c, 4-H)
5a 2.55 (2.35) 4.43 (CHp) 7.08 (12H, m)
5b (1.00,2.98, J="1.1) - 5.05 (CH) 7.50-7.25 (13H)
6a* - 231 4.51 (CHy); 6.56 (NH) 7.20-7.48 (9H, m); 7.51 (1H, ¢, 4-H); 8.00 (1H, 1, J = 8.4, 8-H); 8.20 (1H, x, J = 8.4, 5-H)
6b - - 3.80 (o, J=5.4, CH3); 6.85 (1H, c, 2-H); 7.27-7.54 (5H, m); 7.80-7.82 (2H, M, 6-, 7-H); 7.85 (1H, c, 4-H); 8.10 (1H,
5.65 (x, NH) 1, Jz7 = 8.4, 8-H); 8.36 (1H, &, Js¢ = 8.4, 5-H)
6¢ - - 3.45 (2H, m, CH,NH); 6.96 (1H, c, 2-H); 7.30-7.60 (5H, m); 7.75-7.86 (2H, M, 6-, 7-H); 7.90 (1H, ¢, 4-H); 8.10 (1H,
3.68 (2H, m, CH2OH); 1, Js7 = 8.4, 8-H); 8.38 (1H, n, Js¢ = 8.4, 5-H)
4.95 (1,J = 5.6, OH);
5.49 (1, J=5.5,NH)
6d - [2.15] 4.55 (2H, 0, J= 6.3, CHy); 6.15 (1H, ¢, 4-Hgypan); 6.25 (1H, ¢, 3-Hyypan); 7.30-7.59 (7TH, M, Hpenun); 7.59 (1H, ¢, 5-Hopypan);
6.25 (1, NH) 7.79 (1H, ¢, 4-H); 7.90 (1H, 1, Jg7 = 8.4, 8-H); 8.22 (1H, 1, Js¢ = 8.4, 5-H)
6e - (2.49) 4.57 (2H, 0, J= 6.3, CHa); 6.38 (2H, M, 3-, 4-Hyypan); 7.03 (1H, ¢, 2-H); 7.31-7.49 (5H, M, Hypeuun); 7.59 (1H, ¢, 5-Hopypan);
6.25 (1, NH) 7.74 (1H, ¢, 4-H); 7.76 (1H, n, J7s = 7.4, 7-H); 7.88 (1H, n, Js7 = 7.4, 8-H); 8.22 (1H, ¢, 5-H)

* CeKTpbI THAPOXJIOPHUIOB.
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SKCHEPUMEHTAJIBHASL YACTbD

Cnextpsl SIMP 'H cuarsl Ha npuGope Gemini-200 (200 MI'n) B IMCO-dg, BHyTpeHHuit
craanapt TMC. XapaKkTepHCTHKN CHHTE3UPOBAHHBIX COSANHEHMI IPUBEIEHH! B Ta0M. 1, 2.

1,3-lu3amMemnieHHbIe IepxiIopaTsl Oen3otueHo[2,3-cjmupunus 1a,b, 2a—c¢ nory4eHs! Mo Mero-
nukam [7, 8].

IMonydenue nepxaopatos N-apuia-1,3-mumerninéensorueno|2,3-clmupuaunus (3) (oOmas
Meroauka). K pactBopy 5 MMob apuiaMHHA B YKCYCHOH KHCJIOTE NMPUOABISIOT 5 MMOJb COOT-
BETCTBYIOIIMX IepxioparoB mupmins la,b. Cmecy HarpeBaroT Ha BojsgHOH Oame 1 4. Oxua-
XKJAIOT, 0CaJOK OT(MIBTPOBBIBAIOT, IPOMBIBAIOT CIIPTOM, ddupoM u cymat. [lomydaror coenu-
Henus 3b,c, 4a,b. Kpucrannusyior u3z merasoia.

B3aumopneiictBue nepx/oparoB 0eH30THEHO[2,3-c|nupuians ¢ aaupaTH4ecCKUMH aMHHA-
mu. K cycnensun 5 MMonb 3aMeIIeHHBIX IEepPXJIOPAaTOB IUPWINS B CIHPTE H00aBISIOT 5.1 MMOJIb
COOTBETCTBYIOLIETO NIEPBUYHOIO AMUHA M HAarpeBaroT 1 4, oxiaxaaroT. BeimaBmuii ocagok mep-
XJIOpaToB nupuavHHA 3a, S5a,b oTQWIBTPOBBIBAIOT, IPOMBIBAIOT AIETOHOM, (HPOM, CYIIAT.
Kpucrammsyior 3 meranona. @uibTpar ynapuBaroT, pa30aBIsIIOT BOZOH M OCaJoOK 1-R*-amu-
HOIMOEH30THO()EHOB 6a—e OTGMILTPOBHIBAIOT. KpHCTAMIN3YIOT M3 N30IPOIIIIOBOTO CIIUPTA.

N-(n-Tonma)amux 2-[(1-0eH3MTUMHUHO)ITHI]-5-MeTHI0eH30THO(DEH-3-YKCYCHOIH KHCJI0-
11 (8). K cycrensun 5 Mmons nepxiopata 1,6-aumernin-3-(4'-TonmmamuHo )oen3otueno|2,3-c]-
rmupwins 7 B 25 MI U30IPONIIOBOTO CIHpPTa NPHOABIAIOT 2.5 MiI OeH3MIaMHUHA M KUIIATAT 1 4.
OXJIaXHaloT U K PEeaKIHOHHOM cMecH NpuOaBisiioT 25 M Boxsl. Ocamok OTQUIBTPOBHIBAIOT,
IIPOMBIBAIOT Boxoil. Kprcrammsyior u3 cvecn Gemson—rekcan, 1:3. Cnextp SMP 'H, &, m. 1.
(/, Tm): 2.15 (3H, c, 4'-CHs3); 2.42 (3H, ¢, 5-CHj3); 2.49 (3H, ¢, CH;C=N); 4.13 (2H, ¢, CH,CO);
4.79 (2H, c, CH,N); 6.91 (2H, n, J = 8.0, 3'-, 5'-H); 7.03 (2H, a, J = 38,0, 2'-, 6'-H); 7.24-7.31
(5H, M, H); 7.46 (1H, 1, J=8.2, 6-H); 7.80 (1H, 1, J= 8.2, 7-H); 7.86 (1H, c, 4-H); 10.48 (1H, c,
NH).
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