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I'ETEPOIIUKJ/IN3ATINUN
3-(R-AMUHO)-3-METWJITHO-1-PEHWIITPOITIEHOHOB
M 5-BEH30M1JI-6-METHUJITUO-1,2-AUT' U APOIIMPU/INH-2-OHOB
C 1,2- 1 1,3-JUHYKJIIEO®UJIbHBIMU PEATEHTAMUA

Bsaumopeticteuem  3-(R-amuHO)-3-MeTHATHO- | -PSHUINPOIICHOHOB W 1-aiKuiI-
5-0eH30MIT-6-METHITHO-3-3TOKCUKAPOOHUII- 1 ,2- TUrHAPONTUPUINH-2-0HOB ¢ N,N- u
N,C-1,2- u -1,3-muHyKIeodriraMu, MPOTEKAIOMIMM peruocnenuGuaecku o tamy [3+2]-
1 [3+3]-uuKIIOKOHICH AN, TTOMYYeHBl POU3BOMHBIE MUpa3oia, OeHzumuaasoll,2-al-
nupuanHa, 6ersumuaasof 1,2-aJmupumunraa, umuaasof1,2-a|nupumununa, [1,2,4]tpua-
3o10[4,3-b|nupunazuna u 6,7-quruapo-2H-nupa3zono[3,4-bnupuanna. [Ipoananuzupo-
BaHA PETHOCEICKTHBHOCTD MIPOBEACHHBIX PEAKITHA.

KiioueBbie ciaoBa: 1-amknin-5-0eH30MI-6-METHITHO-3-3TOKCHKApOOHMII- 1 ,2-1111-
THAPOTMPHUINH-2-0OHbI, 6-aMHUHO-5-0€H30MII- | -MeTHII-3-3TOKCUKapOOHMII- | ,2- TUTHAPO-
mupuIuH-2-0H,  3-(R-amuHO)-3-MetnnTHO- | -penmmmponerons:,  1-R'-5-(R-amuuo)-
3-penmmupaszonsl, OeHzuMua3o[ 1,2-amupumuael, O0eH3UMUAA30[ 1,2-a |IUpUMUTTHEL,
6,7-murunpo-2 H-mpazono| 3,4-b jmupunussl, 1,2,4-tpuazomn, [1,2,4]rpuazono[4,3-b|mupu-
JIa3WHBI, TeTepOIMKIN3aus, [3+2]- u [3+3]-uuKIoKOHAeHCAITUH.

3-Ankuntro-3-(R-amuHO)- 1 -apmImponeHoHBl MOTYT pearupoBaTth Kak ¢
ANEeKTPOPHUIBFHBIMU, TaK W C HYKICO(PIIFHBIMA W TIONHIEHTPOBBIMU peareH-
TaMu. BereacTBre 3TOro OHU SBIAIOTCSA [EHHBIMH HCXOJHBIMU COEIMHEHUSIMHI
JUTA CHHTE3a a30TCOJIEPKAIINX TeTePOLUKIOB — MPOM3BOMHBIX MHPUMHUINHA,
ppoIa, TUPHUINHA, W30Kca3oia W XuHOmMHA [1-5]. B peakmusax ¢ Hykieo-
¢umamu 3TH cyOCTpaThl pearupyroT 1O JIByM PEaKIMOHHBIM IIEHTpaM — Kap-
oonmmsHON Tpymme u C-3 [5]. OTHOCHTENbHAS JETKOCTh MPOTCKAHUS TaKUX
TeTepOLMKIN3aii  00yCIIOBIIEHAa XOpOIIel HYKJIeO(pYTHOCTHIO alKHITHO-
rpymmsl 3-ankunTro-3-(R-amuHO)- 1-aprnmpornenonoB. Bmecte ¢ Tem Haimuue
KOHKYPHPYIOIINX PEaKIMOHHBIX MEHTPOB MOXET MPHUBOIUTH K HECEIEKTHB-
HOMY OCYIICCTBJIICHHIO peakiuii 3-amkunTio-3-(R-amMuHO)- 1-apuamporneHoHoB
C HECHMMETPUYHBIMH IuHYyKIeopmmamMu. CileayeT OTMETHTh, YTO, 338 MCKIIO-
YeHUEM paboTHI [5], HCCIIeJOBAHMIA 110 JAHHOH TeMaTHKE He TIPOBOAMIIOCE.

®OparmeHT 3-amkunTHO-3-(R-amMuHO)- 1 -apuimponieHOHOB BXOAWT B CTPYK-
Typy 1-ankui-5-06eH30MII-6-MeTHITHO-3-3TOKCUKapOOHMII-1,2- TUTUAPOTTUPH-
IIMH-2-0HOB, aHHEINPOBAaHUE KOTOPBHIX a30TCOACPKANINMH IHHYKIEO(HIHHBI-
MH peareHTaM{ W3yJalioch HamH paHee [6, 7]. OmHaKo MOyYCHHBIC JTaHHBIC
HY’KJAIOTCS B JOTIOJIHEHUH U 0000IIeHAN.

Lenpro HacTOsIIEH pabOTHI ABISAETCS HCCIENOBAHIE PETHOCEIEKTUBHOCTH U
BBISICHEHHE 3aKOHOMEPHOCTEH ITMKIoKoHmeHcarui 3-(R-amuHO)-3-MeTHITHO-
1-permnmporneHoHOB W 1-anKmiI-5-0€H30MI-6-METHIITHO-3-3TOKCUKapOOHHUII-
1,2-maruIponMpUANH-2-0HOB € a30TCOIEPKAMMUME TUHYKICOMMIEHBIMA PearcH-
TaMH HECHMMETPHIHOTO CTPOESHHSL.

I'eteporuknmzanun  3-(R-amuHO)-3-MeTmnTro- 1 -hennnponenonos la,b ¢
a30TCoePKAIIMH TUHYKICO(pHIaMu OCYIIECTBISIOTCS B IOCTATOYHO JKECTKUX
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YCIOBUSAX — B KUIISIIEM T'eKcaHose. MBI yCTaHOBHIIH, YTO ITponeHoHs! 1a,b pea-
THPYIOT C 3aMeIIEHHBIMUA THApa3uHamMu 2a,b, 2-aMuHOMMHUAA30J0M (4a) u
2-amuHOOEH3UMH1a30710M (4b), 4-amubo-1,2,4-Tpuazonom (6), 2-1THAHOMETHII-
OeHznmmazonoM (8) peruocnennupuuecku, ¢ 00pa3oBaHUEM JHIIH OJHOTO MPO-
IYKTa B K&XKI0M ciydae (tadi. 1-3).
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1a, 3a,b, 5b, 7a, 9 R = Me; 1b, 3¢, 5a,c, 7b R = Ph; 2a, 3a R = Me; 2b, 3b,c R' = Ph;
4a, 5a R*=H; 4b, 5b,c R* + R = 6enzo

Tax kak crextpsl SMP 'H coeunenuii 3a—c (ta6. 2) MagoHHpOPMATHBHbI
Y HE TO3BOJISIIOT BBIACHUTD, SIBJLIFOTCS U OoHU 1,3- win 1,5-nu3amMeméHHbpIMu
MUpa3ojaMu, TO WACHTH(UKAIMA 3TUX COCIUHEHMI ObLIa MPOBEIEHA BCTPEU-
HBIM CHHTE30M.

B ommmume ot S-apunamuHo-1,3-gu3aMenieHHBIX mHpaszonoB 8, 9],
1,5-muankui-3-apuiaMHHOTAPA30JIbl MeHee MocTymHEI [10].

Peaxmueit 2-6enzomntuoarneramunoB 10a,b ¢ runpasunamu 2a,b mo meto-
nuke [8] HamMu OBUTH CHHTE3UpOBaHBI 1,3-AM3aMelEHHBIC MUPa30Jbl 3a,c.
CriekTpaiibHbie M (PU3NYECKHE CBOWCTBA COCIUHEHMI 3a,C, MOJIYYeHHBIX U3 UC-
XonHbIX peareHToB 1a,b u 10a,b, oxazanuce WACHTUYHBIMU. JTO HaéT HaM TMpa-
BO yTBEp)KJaTh, UTO MPOTyKTaMH rereporukiniannu 3-(R-amuno)-3-metuntuo-
1-dpenunnponenonos la,b ¢ runpasunamu 2a,b sBisgoTcs mupasoisl 3a—c.
Crnemyer OTMETHTh, YTO MHUPA30JIBI TAKOH CTPYKTYpPHI OBLIM CHHTE3UPOBAHBI pa-
Hee IMKJIOKOHCHCAINEH 2-aIfuialeTaMiuIoB ¢ TUApa3suHaMu U peaktuBoM Jlo-
yccona [11], omHAaKO ¢ MEHBIIIMMHE BBIXOJIAMHU.

Ph NHR 2a.b
\”/\”/ E—— 3a,c

(0] S AcOH
10a,b
10a R =Me, bR =Ph
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CrtpoeHue MPOAYKTOB TreTepOUUKIU3aluu 3-MeTuiTuo-3-(R-amuno)-1-de-
HunnporneHoHoB la,b ¢ 2-ammHoMMuazonamu 4a,b u 2-(iMaHOMETHIT)OCH3HU-
MugazonoM (8) OBLIO TOATBEPXKICHO IaHHBIMU CIEKTpockomuu SIMP H.
B criektpax 6enzumunasoll,2-a|nupumunuaoB Sb,c curHamel mpotonoB H-6
HaxojnsATcs B auamazone 7.03—7.31 M. a., Torma kak B ciaydae mupumao|l,2-al-
Oensumuasona 9 curnan nporona H-9 cmenién B cunbHoe none (6.14 M. 1.)
BCJIE/ICTBUE IKPAHUPOBAHUS, 00YCIOBIEHHOTO BIMSHUEM KOJBIEBBIX TT-DJIEKT-
POHHBIX TOKOB (D€HMIIBHOTO KOJIBIIA.

MoxHO chenaTh BBIBOJ, YTO aTOM YTiepoAa KapOOHWIBHOW Tpymnmsl CyO-
cTpata la,b pearupyer c 3K30LMKINYECKMM aTOMOM a30Ta peareHra 4a,b, a B
CITy4ae OTCYTCTBHUS TaKOBOTO (OCH3MMHIA30J1 8) — C SHAOIUKINICCKAM aTOMOM
azora. Mcxons W3 THX NaHHBIX, €CTh OCHOBAHHS MOJAraTh, YTO MPOIYKTAMHU
peaknuu mporieHoHOB 1a,b ¢ 4-amuHO-1,2,4-TpHazonom (6), o Beeld BUIUMOC-
T™H, sBIstores [ 1,2,4]tprazono[4,3-b Jmupunaszunet 7a,b.

Tabnuiga 1
XapaKkTepuCTHKH CHHTE3UPOBAHHBIX COeTNHEeHMIT

Coenu Haitnero, % Beixon
- 0 o >
Henme Bpyrro-dopmymna Beraucneno, % T. mn., °C* o
C H N
3a C11H13N3 M m M 54-57 57
70.56 7.00 22.44
3b Ci6Hi5N; 77.09 6.11 17.08 101-103 61
77.08 6.06 16.85 106-108 [12]
3c Cy1Hi7N; 80.88 5.78 13.25 150-153 68
81.00 5.50 13.49
S5a C18H14N4 L36 m M 272-278 66
75.51 4.93 19.57
5b C7H 14Ny 74.40 5.32 20.65 297-300 60
74.43 5.14 20.42
5c¢ CpHiNy 78.73 4.52 16.47 328-331 52
78.55 4.79 16.66
7a Ci,H N5 64.04 5.05 30.85 268-270 45
63.99 4.92 31.09
b C17H5Ns 70.79 4.66 | 2453 307-309 49
71.07 4.56 24.37
9 CioH14Ny 76.72 5.01 18.59 305-308 37
76.49 4.73 18.78
13a Cy7H17N;05 65.67 5.38 13.72 161-164 73
65.58 5.50 13.50
13b CH9N;05 71.03 5.28 11.26 170-172 79
70.76 5.13 11.25
13c C23H21N303 L46 ﬂ & 131-133 53
71.30 5.46 10.85
15 Ci6H16N,O4 64.15 5.08 9.36 295-298 51
63.99 5.37 9.33
16 C,H3N; 35.04 4.24 6l1.11 116-118 29
34.78 4.38 60.84 119-121 [13]

* Coenuuenus 3a,b, 13a,¢c nepeKprucTalTU30BaHbl U3 2-ponanona, 3¢, 13b, 16 — u3 staHona,
5a—c, 7a,b, 9, 15 — u3 JIMCO.
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B pabotax [6, 7] MBI H3y4au peruoce’IeKTUBHOCTh TeTepOIHMKIN3aunii 1-am-
KHJI-5-0€H30MII-6-METHITHO-3-3TOKCUKApOOHMI- | ,2- TUTHIPOTIMPUAUH-2-0HOB
11a,b, conmepxauux ¢parment 3-(R-amMuHO)-3-MeTUNTHO-]-QEHUIITPOTIEHOHOB
1a,b. C uenpio BBISICHEHHS pa3iiNyuil U CXOJCTB peaklUril CTPYKTYPHO OIU3KHUX
coequHenui 1a,b u 11a,b MbI nccnenoBanu nuKiIokoHaeHcanuu 11a,b ¢ 3ame-
HIEHHBIMY THApa3uHaMu 2a,b u 4-amuno-1,2,4-tpuazomnom (6).

Huknamu, o0pa3yromuMUCs TpU peakimuu  1,2-TUrHIpOnUupUINH-2-0HOB
11a,b ¢ ruapasunamu 2a,b, MoryT 6wtk Kak 1-R'-7-amxun-3-denun-5-srokcu-
KapOoOHMII-6,7-muruapo-1 H-nupazono[3,4-b|nupunun-6-oas1  12a—c, TaKk u
2-R'-7-ankun-3-dennn-5-31okcukapOoHII-6, 7-1uruapo-2 H-mupasono[ 3,4-b]-
mupuauH-6-0H61 13a—¢. BBIICHUIOCH, YTO B3aMMOICHCTBUE TPOUCXOIUT Ce-
JIEKTUBHO C 00pa30BaHUEM TOJBKO coennHeHui 13a—c.
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11a, 12a,b, 13a,b, 14a,b, 15 R = Me; 11b, 12¢, 13¢, 14¢ R = Et; 12a, 13a R! = Me;
12b,c, 13b,c R' =Ph

Tabnuma 2
UK cnekTpbl CHHTE3UPOBAHHBIX COEIMHEHMIT

CoenuHeHue v, oM
3a 3400, 3100, 3000, 2900, 1590, 1520, 1500, 1460, 1370
3b 3250, 3100, 3000, 2950, 1600, 1560, 1500, 1470, 1420, 1360
3¢ 3200, 3100, 3000, 1605, 1550, 1490, 1460, 1410
5a 3100, 3000, 1620, 1570, 1490, 1400
5b 3100, 2950, 1615, 1560, 1500
5¢ 3100, 3000, 1610, 1580, 1500
7a 3280, 3000, 2900, 1620, 1580, 1540, 1510
7b 3100, 3000, 1610, 1580, 1550
9 3300, 3100, 3000, 2200, 1640, 1610, 1540
13a 3000, 2900, 1710, 1650, 1630, 1560, 1520
13b 3000, 2850, 1710, 1640, 1600, 1560
13c 3000, 2900, 1715, 1650, 1610, 1550
15 3350, 3200, 3000, 1720, 1660, 1580, 1500, 1390
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CTpyKTypbl MOJYyYEHHBIX MPOAYKTOB OINpenesuIMCh MeTogamu 2D-crekt-
pockonnu (dkcriepumenTamMu NOESY u HETCOR). B kauectBe 00BbekTa B3SITO
COEIMHEHHE, KOTOpPOMY MOrIJa OBITh MpumucaHa cTpykrypa 12a wmm 13a.
B cnextpe HETCOR nanbHEX reTeposiepHeIX koppesuii “C—'H mposs-
nsieTcss cnuH-cimHOBoe B3ammojeicTBue C(3)-NCHj;, ocymiecTBistomnieecs: de-
pe3 tpu cBsi3u. [lonoxkenne curnana aroma C(3) (140.9 M. 1.) moka3wsiBaeTCs Ha-
nuareM nanbHel xkoppensuun C(3)-H-2',6'. Takoe B3anMozelicTBHE BO3MOKHO
TUIIh 7 u3omepa 13a.

348 CHj
284

OCHOBHbIE KOPPEALMH H OTHECEHHE CHrHANOB B criektpax 'H i °C coexunenus 13a

st aToro ke coenuHeHus 13a HaMU OIpeneNeHBI TPOCTPAHCTBEHHBIC KOP-
pemsimn 'H—"H ¢ npumMenenunem romosiepaoro s¢dexra Osepxaysepa (3KcIte-
pument NOESY). B criektpe SIMP 'H cHrHAIEI IPOTOHOB (heHHUIBHOM TPYIIIBI
MIPOSBIISIOTCS B BHUJIE HEpa3pelleHHoro myibTumera (7.52—7.73 M. 1.), Torna
kak B crnekrpe NOESY HaOmiromaercss KOPPENSIUOHHBIN MUK, JOKa3bIBAIOIIHUI
B3anMozpencTBue npotoHoB rpymmbl N(2)-CH; (3.94 M. 1.) c mporonamu de-
HUJIBHO TPYIIIBI Yepe3 MPOCTPAHCTBO. DTO BO3MOXKHO JIMIIE B CIIydae H30Mepa
13a BciencTBre OIM30CTH MPOCTPAHCTBEHHOTO PACIIOIOKEHUS COOTBETCTBYIO-
IIMX MOJIEKYJSpHBIX (parMeHToB. CienoBaTeiabHO, 00pa3oBaHHE MHPA30JIO-
[3,4-b]mupunana-6-0HOB  13a—€  ONHO3HAYHO  TOATBEPXKIECHO  METOJAMU
2D-CIeKTpOCKOIHH.

IIpu B3aumopeiictBum 1,2-muruaponupunun-2-ona 11a,b ¢ 4-amuno-1,2,4-
TpHuazojoM (6), mogo0HO KOHIEHCcAlUsIM ¢ 2-aMuHoazonamu [6, 7], mpeamona-
raJioch CHHTE3MpoBaTh mupuao|[3,2-e][1,2,4]rpuazono[4,3-b|nupuna3ua-7-0HbI
14a—c. Ho BBISICHWIIOCH, YTO peau3yercsl HHOW MyTh — MPOJYKTaMU peaKIiH
SIBIIAIOTCSA  6-aMUHO-5-0eH3011- | -MeTHII-3-3TOKCUKapOOHMII-1,2- TUTHIPOTTUPH-
mun-2-0H (15) u 1,2,4-tpuason (16). B cnextpe AMP 'H coenunenns 15 curua-
nbl rpynnel NH, nposiBISIIOTCST B BUAE JBYX YIIMPEHHBIX CHUHIIIETOB, HAXOI-
IIUXCS TOCTaTOYHO Aasieko apyr ot Apyra (8.53 u 10.33 M. 1.). OueBuaHO TIPO-
TOH MEPBUYHON aMUHOTPYTIIBI, HAXOAIIUICS B c1aboM moje, o0pa3yer mpod-
HYIO BOJJOPOJIHYIO CBSI3b C aTOMOM KHCJIOpO/ia OEH30MIBHOM TPYIIIHL.

Taxum o6pa3zom, B JaHHOM IIpeBpaiieHun 4-amMmuHo-1,2,4-tpuaszon (6) sBis-
eTCsl TIEPEHOCYMKOM aMUHOTPpyMIibl. O TOZOOHBIX PeaKIUsAX AJIsl IPOU3BOTHBIX
4-amuno-1,2,4-TpHazona coobmanocs B pabote [13], B koTopoi oOpa3oBaHue
1,2,4-Tpua3ona HaOMOJANOCH MpH TepMoiuse Tterpadropbopara 1-(1',2',4'-
TpHuazon-4'-wun)-2,4,6-TpUMEe T PUIUHHSL.
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Tabnuia 3

Cuextpsl AMP 'H CHHTE3MPOBAHHBIX COeUHEHU

Coenu-
HEHHE

3a 2.72 (3H, x, J = 2.9, NHCHs); 3.56 (3H, c, 1-CHj3); 5.52 (1H, ym. ¢, NHMe);
5.72 (1H, ¢, H-4); 7.21 (1H, M, H Ph); 7.33 (2H, m, H Ph); 7.67 (2H, m, H Ph)
3b 2.75 (3H, x, J = 3.2, NHCHs;); 5.53 (1H, ym. ¢, NHMe); 5.94 (1H, c, H-4);
7.28 (4H, M, H Ph); 7.50 (2H, M, H Ph); 7.62 (2H, m, H Ph); 7.78 (2H, m, H Ph)
3¢ 6.68 (1H, c, H-4); 6.75 (1H, M, H Ph); 6.88 (2H, m, H Ph); 7.16 (2H, m, H Ph);
7.32-7.49 (6H, m, H Ph); 7.67 (2H, m, H Ph); 7.88 (2H, m, H Ph); 8.08 (1H, c,
NHPh)

5a 6.67 (1H, c, H-6); 7.29-7.63 (9H, m, H Ar); 7.95 (2H, m, H Ar); 8.07 (1H, &,
J=2.6,H-3);9.70 (1H, yu1. c, NHPh)

5b 3.21 (3H, 1, J = 3.6, NHCH;); 6.71 (1H, ¢, H-3); 7.31 (1H, M, H-6); 7.43—7.60
(5H, m, H Ar + NHMe); 7.73 (1H, m, H Ar); 8.28 (2H, m, H Ar); 8.45 (1H, m,

H Ar)

5¢ 6.63 (1H, ¢, H-3); 7.03 (3H, M, H Ar); 7.27-7.46 (8H, m, H Ar); 7.79 (2H, m, H Ar);
8.77 (1H, m, H Ar); 12.82 (1H, ym. ¢, NHPh)

Ta 2.86 (3H, n, J= 3.5, NHCH,); 7.03 (1H, c, H-7); 7.27 (1H, yur. ¢, NHMe); 7.55
(3H, M, H Ph); 8.12 (2H, m, H Ph); 9.11 (1H, ¢, H-3)

7b 7.03 (1H, m, H Ar); 7.30-7.38 (3H, m, H Ar); 7.59 (3H, m, H Ar); 7.75 (2H, m,
H Ar); 8.26 (2H, m, H Ar); 9.28 (1H, c, H-3); 9.62 (1H, yu1. c, NHPh)

9 3.04 3H, n, J= 3.2, NHCH,); 6.14 (1H, M, H-9); 6.40 (1H, ¢, H-2); 6.78 (1H, Mm,
H Ar); 7.23 (1H, m, H Ar); 7.57-7.71 (7TH, m, H Ar + NHMe)

13a** 1.26 3H, 1, J = 6.9, OCH,CH,); 3.49 (3H, ¢, 7-CH3); 3.94 (3H, ¢, 2-CH3); 4.19
(2H, k, J = 6.9, OCH,CHj3); 7.52-7.73 (5H, m, H Ph); 8.04 (1H, ¢, H-4)

13b 1.28 3H, 1, J = 6.8, OCH,CHs); 3.54 (3H, ¢, 7-CH3); 4.22 (2H, k, J = 6.8,
OCH,CHj;); 7.30-7.52 (10H, m, H Ph); 8.12 (1H, c, H-4)

13c 1.28 (6H, m, 2CH,CHs;); 4.23 (4H, m, 2CH,CHj3); 7.32-7.53 (10H, m, H Ph); 8.12
(1H, ¢, H-4)

15 1.16 3H, 1, J = 6.4, OCH,CHs); 3.38 (3H, c, 1-CH3); 4.07 2H, k, J = 6.4,
OCH,CHj;); 7.46-7.52 (5H, m, H Ph); 8.20 (1H, ¢, H-4); 8.53 (1H, ym. ¢, NH);
10.33 (1H, yur. ¢, NHO)

Xumuyeckue CIBUry, o, M. 1. (J, F'm)*

* JInst y3KUX MYJIBTUILICTOB YKa3aHbl HX LEHTPHI.

*# Crextp SIMP °C (DMSO-dg) 8, m. 1. 14.1 (OCH,CH3); 28.4 (7-CHs); 37.9 (2-CHs); 60.3
(OCH,CHs); 102.8 (C-4); 117.9 (C-5); 126.8, 129.2, 129.3, 129.8 (C Ph); 135.5 (C-3a); 140.9
(C-3); 149.9 (C-7a); 158.4 (C-6); 164.6 (C=0).

Pe3ynbraTel, mogyueHHBIE HAMHU B 3TOH paboTe u paHee [6, 7], MO3BOJISIIOT
B OTIpeETEHHOMN CTENeHN CPaBHUTH PEAKIIMOHHYIO CTIOCOOHOCTh U pernocesex-
TUBHOCTH peakuuil 3-(R-ammHo)-3-MeTmntuo-1-dpenntmnponenonos la,b u co-
JepiKallnX TaKoOW JKe CTPYKTYPHBIH (parMeHT I-ankui-5-0eH30miI-6-MeTHII-
THO-3-3TOKCUKapOOHUI-1,2-nuruaponupuand-2-od 11a,b mo oTHOmIEHWIO K
IUHYKICO(QUIBHBIM peareHTaM. [ eTepoluKIn3anuy MPOU3BOIHBIX 1,2-aHuru-
ponupunnH-2-oHa 11a,b ocymiecTBistoTcs B 60jee MATKUX YCIOBHSAX, YeM TIO-
OOHBIE pEeakIuy apuIporieHOHOB la,b, M xapakTepus3yrOTCs WHOH Xemoce-
JIEKTUBHOCTHI0. Ecnu mukimokonaeHcanuu azorcoaepxammx 1,2- u 1,3-nuHyK-
NneoUIBHBIX peareHToB ¢ 1,2-muruaponupuanH-2-onamMu 1la,b mpoTtekator,
COOTBETCTBEHHO, KaK PeaKIHU SK30IUKIMYECKON U SHAOIMKINYECKON aMHUHO-
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Tpynn IMHYKJIeo(Hia, COOTBETCTBEHHO, 0 aTroMy C-6 MUPHIOHOBOTO KOJIbIA
u OeHzombHOMY (hparmenty, To s 3-(R-amMuHO)-3-MeTrnTHO- 1 -heHmmpore-
HOHOB la,b Habmiomaercs MHasI HAIMPaBIEHHOCTh TETEPOIMKIN3ALUN. Peakiu
9K30IMKINYECKON ¥ SHAONUKIMUECKON aMUHOTPYII AUHYKIeo(huIa ocymecT-
BJISIIOTCS 110 KapOOHWIbHOU rpytime u atomy C-3 cyOctparos 1a,b. JlanHoe siB-
JieHue OOYCJIOBIEHO TEeM, YTO B 3aMEMEHHBIX 1,2-TUTHIPOMUPUANH-2-OHAX
11a,b eHaMUHHBIA (parMeHT SBISETCS YACTHIO T-ISPHUIMTHOTO T'eTEPOLUKIIA.
OTO AOMOTHUTEIHHO MOHIKAET ANEKTPOHHYIO MIOTHOCTh Ha atome C-6 u crio-
COOCTBYET aTake SK30IMKINYECKOW aMHHOTPYNIBI HyKJIeo(uia UMEHHO MO
3TOMY pEaKIMOHHOMY LEHTPY.

IKCIIEPUMEHTAJIBHAS YACTb

UK cnekrpsr 3apeructpupoBanbl Ha npudbope UR-20 B Tabnetkax KBr. Cnektpsl
SAMP 'H u "*C 3anmcans na npuGope Varian Gemini 2000 (400 u 100 MI'iy cooTBeTcT-
BeHHO) B pactBope [IMCO-ds, BHyTpennuii crangapr TMC. 2D-DkcniepuMeHTsI po-
BeJIeHbI IO MeToauKaM [14, 15] ¢ ucnonp3oBaHNEeM CTaHAAPTHBIX HACTpoeK. B crekTpe
NOESY Bpems cmemmBanus coctapisiio 0.7 ¢, B cnektpax HETCOR 3nagennss KCCB
'Jen=140 n "Jey =8 ',

1-R'-5-(R-amuH0)-3-pennanupasonnl  3a—c, 4-(R-aMuHO)-2-(peHnaGen3nmu-
naso[1,2-a|nupumuauanbl Sb,c, 8-(R-amuno)-6-dpenni[l,2,4]tpuazono(4,3-b|nupu-
nasuasl 7a,b, 3-mermnamuno-1-gennn-3,4-qurugponnpuno|l,2-a]den3zumMuaazol-
4-xapoonutpui (9). Pacteop 2 mmons 3-(R-amuHO)-3-Metnntro-1-peHmnmmponeHoHa
1a,b u 2 MMOJIBL COOTBETCTBYIONIETO peareHTa 2a,b, 4a,b, 6 unu 8 B 15 mu 1-rekcanona
KHITATAT ¢ OOpaTHBIM XOJOMWIEHUKOM 3 4. OTroHsroT 12 M 1-rekcaHoia ¥ OXJ1ax-
naroT. Ocasok oT(HUIBTPOBHIBAIOT U CYIIIAT.

Berpeunslii cunTe3 1-mMeTHiI-5-MeTwiaMnuo-3-penunnupasona (3a) u 1,3-nu-
(penni-S-pennnamuaonupasoiia (3c). CoenuHenus 3a,c NOIy4yaroT peaklued THOAIET-
amuzoB 10a,b ¢ runpasunamu 2a,b 8 AcOH mo metoamke [8].

N, 7-Aunpennnumunazo[1,2-alnupumuaun-S-amun (5a). Pacteop 0.538 r (2 Mmonb)
3-meTmnTHo- 1 -permn-3-penmmamunonponenona (1b), 0.264 r (1 mmonp) cynbdara
2-amuHonmma3oa (4a) u 0.136 1 (2 MMoJIb) 3THIIATA HATPHUS B 5 MJI OE3BOJJHOTO 3Ta-
HOJIAa KUTATAT 6 4. OXJaXIaroT, OTPIIBTPOBHIBAIOT OCAIO0K COSAMHEHHS Sa, TIpOMEI-
BAaIOT €r0 BOOH (2X5 MII) U cymar.

7-R-2-R1-3-(I)eﬂnn-S-aroxcnKap60Hm1-6,7-nnrunpo-2H—nnpasono[3,4-b]rm-
puanH-6-0HbI 13a—C MOMYYArOT TETEPOIMUKIN3AINEH 1-aKuII-5-0eH30MI-6-METHIITHO-
3-3ToKCcHuKapOOHMI-1,2-muruaponupuanH-2-oHoB 11a,b ¢ runpasunamu 2a,b mo mero-
nuke [7].

Peakuus 5-0eH30mi1-1-MeTHI-6-MeTHIITHO-3-3TOKCMKAPOOHUJI-1,2-TUTHAPONHU-
puauH-2-ona (11a) ¢ 4-amuno-1,2,4-tpuasosiom (6). PactBop 0.662 T (2 MMoIb) co-
emunenust 11a n 0.168 r (2 MMoinb) amMuHOTpHa3oa 6 B 5 M 1-rekcaHona KAISITAT 3 4.
OXxJaXJaroT ¥ OTGUIFTPOBBIBAIOT 0CAIO0K, cymaT u morydaioT 0.306 r 6-amuHO-5-0eH-
301JI- 1 -MeTHII-3-3TOKCHKapOOH M- 1, 2-quruaponupuanH-2-ona (15). Gunbrpar ynapu-
BalOT M 3KcTparupyrot ropsuer (50-60 °C) Bomoit (2x5 mit). BoxHblil 3kcTpakT ynapu-
BarOT 10 00bEMa 1 MiI, OXJaXAaloT ¥ OTGMIBTPOBBIBAIOT ocamok 0.039 r 1,2,4-tpu-
azouna (16).
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