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C. I'. Kpusokossicko, B. JI. Jisgenro, B. II. JimTeanos

YAOBHBIE METOJbI CHHTE3A YACTUYHO
THAPUPOBAHHBIX BEH30THA3OJI-2-WHINPUIAHOB

Konnencaupelt 2-XI0pOCH3ANBACTHA, LHAHOTHOANCTAMUIA M 2-(eHalui-
6eH30THA3072 B OPUCYTCTBAM THANICPHIAHA CUHTE3NPOBal S5-(GeH30THA30I-2~Hl)~
6-ruapoxcu-6-benun-4-(2-xropdenun)-3-mmano-1,4,5,6-TeTparuApoONupUIH-2-
THONAT NUICPUIMHMSA, HAa OCHOBE KOTOPOTO IOJNYHIEeHHI COOTBETCTBYIOMIME Fac-
THYHO TUAPUPOBAHHBIC 2-ATKUITHOIMPHAVHEL

KiiroueBsle ciiopa: 6CH3OTI/Ia30H-2-I/IHHHpI/IﬂHH}'>I.

B mocnensee BpeMs 3HAUMTENBHO BO3POCIO KOJMYSCTBO HCCIICHOBAHUM,
MOCBSIMIEHHBIX CHHTE3Y THA30MWICOAep KaIUX MAPUA0OHOB [1], Tak kakx MHAOTHE
U3 HHX [POSBISIOT BBICOKYIO (PH3HONOTHYECKYIO aKTHBHOCTH. OCHOBHBIM
COCOGOM  MOJYYEHHS 3THX TI'ETEPOLMKIMYECKHX COSAWHEHHH SBISETCA
peakiyd 3aMeINeHHBX S-OpOMALeTIIUPUINH-2-0OHOB € pPasHOOOPasHBIMH
peareHTaMH, COAePKalliIMi THOKapOaMOMIBEHEIH dparment. OnHako yioOHbie
METOIBI CHHTE32 MUPUANHTHOHOR C THA30MBHEIM 3aMECTHTENEM OTCYTCTBYIOT.
C 37O TOUKH 3peHMA 3acIy’KUBaeT BHUMaHHA IOJydeHHWE HEKOTOPBIX
5-(6eH30THA30N-2-WI)IMPUAMH-2-THOHOB [PU IOMOHIM HOBOI'O pearcHra —
-0€H30THA30J-2-;iITHOaeTamMuaa [2].

Hamu ycTaHOBIEHO, 4TO KOHAEHcarws 2-xiopbersansieruna (1) ¢ mmamo-
tHoameTamMuoM (2) u 2-beHampnbensorrasonoM (3) B sranone (~20 °C) B
[IPUCYTCTBHH MHITEPUIMHA IPOTEKAET HECTEPEOCENEKTHBHO ¢ 00pasoBaHueM
CMECH mpaHc- U yuc-A30MepoB Terparunpormpuiuda-2(1H)-tnonara mimepu-
musas (4) B cOOTHOMEHMH 2 : 1. PeTHOCeNeKTMBHOCTE TAaHHOW peakifuy ompe-
JEJITeTCS, BEPOATHO, B HMHTEpPMEIHare S5, MpH 3TOM B pE3YJbTare B3aUMO-
HEWCTBHA TUOKapOaMOWIFHOIO (parMeHTa ¢ OCH3OWIBHOH IPYIIIOH HpOHC-
XOJIMT 3aMBbIKaHIe MHPHIMHOBOTO IMKIA H 00pa3oBanme cond 4.

Ilpy aIKWMpOBAaHHM coMM 4 HOTHCTEIM MeTHioM (6) wim 4-6pom-O-
xtoparerarmgoM (7a) B npucyrcrsur KOH cootHomenuwe mpawnc- 1 yuc-
HW30MEPOB B HPOAYKTAX peakuuu 8 coxpansercyd.

B cmextpax SIMP 'H momydenHeIX cyisdumoB 4 M 8 NpHCYICTBYIOT
CHIHAJIBI TPOTOHOB rpyﬁn Ar, Het, OH, NH u nuoepHInHREEBOro KaTHoHa B
XapakTepHbIX 06nacTsax (tabi.: 1). Curranst upororos CyH u CsH mammbix
COCIMHEHHMI MMEIOT BHI, ABYX Iap AyOnetos B obnactsx 4.83—4.96 u 3.894.15
(mpanc-momep), 4.12-4.42 u 4.07-4.43 M. 1. (yuc-u30Mep) COOTBETCTBEHHO C
KCCB 10.8-12.7 u 4.6-5.4 T, Opw 3TOM YKa3aHHBIE CHTHANBI 4UC-H30Mepa B
cynb¢une 8a HaKIaARIBAIOTCS ¢ 00pa3OBaHKUEM YIIHPEHHOTO CHHIJICTA.
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CHO

8a,b

\ 6 Hal=1,R=H; 7a Hal=Cl, R =4-BrCH,NHCO; 8a R=H, b R=4-BrCH,NHCO

3ameueHo, UTO KPAaTKOBPEMEHHOE KMILTUeHHe coerwueHws 8b B nensHol
VKCYCHOH KHCJIOTE NPHBOOHUT K €ro NelHApaTanyd ¢ oOpasoBammeM 1,4-mu-
ruaponupuauHa 9a. B cBs3m ¢ 9THM paspaboraH yAOOHBIH METO[ MOIyYCHI
CynpPUIOB 9, 3aKITIOYAIOIAICS B aNKHIAPOBAaHUHN coid 4 XyopuaaMu 7 HpH
HarpeBaHHH B STaHONE C TOCIeRyIonleHd NepekpHcTaumsanmedi obpasosas-
HIMXCA IPOAYKTOB U3 YKCYCHOM KHCHOTEL
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H
1. Cl/\n/N\R (Ta—g), EtOH
0

2. AcOH

%9a-g
7,9 aR=4-BrCst,, b R =2-MeC¢H,, ¢ R =2,5-Me,CsHs,
d R =2,4-Me,C¢Hj, e R =3-CICsH,, f R =4-EtOCH,, g R=H

Tabnuma 1

Cuextpsi AMP "H cunTe3MpOBAHHLIX coexumenyii 4, 8, 9

Coenu-

B . A
Herme Xumuueckue cosury, &, M. 1., J (I'w)

4 1.63 (6H, M, (CH,)s); 2.98 (4H, M, N(CH,),); 3.89 (1H, 1, >/ =127, Cs)H mpanc-
usomepa); 4.07 (1H, 1, °J = 4.6, CsyH yuc-msomepa); 4.12 (1H, 1, 3J=3.9, Cyd
yuc-msomepa); 4.83 (1H, 1, 3J=12.7, CH mpanc-azomepa); 6.59 (1H, y. ¢,
OH); 7.02-7.18, 7.47 » 7.83 (14H, tpu M, H,p., 1 NH) (2 : 1)*

8a 2.54 (3H, ¢, SMe); 4.12 (1H, 1, >J=10.8, CsyH mpanc-msomepa); 4.43 (2H, yu. c,
CsH 1 CyH yuc-msomepa); 4.96 (1H, 1, 3J=10.8, CwH mpanc-usomepa); 6.96,
7.17,7.52 u 7.85 (13H, wersipe M, Hypou); 7.37 (1H, ¢, OH mpanc-msomepa); 7,71
(1H, ¢, OH yuc-momepa); 8,04 (1H, c, NH mpanc-uzomepa); 8.29 (1H, ¢, NH yuc-
m3omepa) (2 : 1)*

8b 3.8513.99 (2H, oba 1, /= 16, SCH,); 4.15 (1H, 1, >*J =114, Cs)H mparic-
momepa); 4.37 (1H, 1, >J=75.4, CsH yuc-mzomepa); 4.42 (1H, x, =54, CwH
yuc-momepa); 4.94 (1H, 1, °J=11.4, CwH mpanc-uzomepa); 6.97, 7.18, 7.54
7.85 (18H, wersipe M, Hypo 1 OH); 8.50 (1H, ¢, NH yuc-msomepa); 8.59 (1H, ¢,
NH mpanc-msomepa); 10.51 (1H, ¢, CONH) (2 : 1)*

9a 3.89 u 4.04 (2H, o6a 1, 2J = 15.2, SCHy); 5.78 (1H, ¢, CiqyH); 7.13-7.67 (17H, w,
H,po); 10.22 (1H, ¢, NH); 10.39 (1H, ¢, CONH)

9b 2.19 (3H, ¢, Me); 4.01 m 4.15 (2H, 06a 1, /= 16.2, SCHy); 5.79 (1H, ¢, CioyH);
7.15-7.63 (17H, M, Hypono); 9.83 (1H, ¢, NH); 10.51 (1H, ¢, CONH)

9¢ 2.13 1 2.22 (6H, o6a c, 2Me); 3.97 m 4.21 (2H, oba 1, 2/ = 14.8, SCH,); 5.78 (1H,
¢, CepH); 6.91-7.62 (16H, M, Hyp,); 9.77 (1H, ¢, NHD; 10.53 (1H, ¢, CONH)

9d 2.13 1 2.23 (6H, o6a ¢, 2Me); 3.99 w 4.21 (2H, o6a 1, 2/ = 17.5, SCH,); 5.78 (1H,

¢, CeH); 6.85 1 (30 =8.2 T), 7.05 ¢, 7.35-7.72 0, (16H, Hypor); 9.78 (1H, ¢,
NH); 10.56 (1H, ¢, CONH)

e 3.96 m 4.12 (2H, o6a 1, 2/ = 14.2, SCIL); 5,78 (1H, c, C(4)H) 7.36-7.78 (17H M,
Hapon); 10.29 (1H, ¢, NH); 10.54 (1H, ¢, CONH)
of 13 3H, 7, 3J=5.8, Me); 3.81 m4.14 (2H, o6a 1, 2/ = 17.4, SCH,); 3.98 (ZH,K

=5.8, OCHy); 5.78 (1H, ¢, CiyyH); 6.81 11 (.J=8.1); 7.25-7.71 M (17H, Hapons);
10.27 (1H, ¢, NH); 10.52 (1H, ¢, CONH) ‘

9g 3.68 1 3.93 (2H, 06a 1, 2/ = 14.5, SCH,); 5.77 (1H, ¢, CeyH); 7.25-7.77 m 1 7.95
yiL. ¢ (15H, Hypoy w NH,); 10.99 (1H, ¢, NH)

* COOTHOIIECHAE MpaHc- ¥ YUC-A30MEPOB.
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XapakTepuCTHKH CHHTe3UPOBAHHBLIX coefunenuii 4, 8, 9

Tabnuma 2

LT

Haiineno, %
- . Brruucieno, % L,
Coenu Bpytro o T orm s VIK criexTps, v, o™ Brixon,
HEHHE dopmyna C %
C H N S
4 C;0H9CINLOS, 6432 5.04 10.07 129-132 3240~3390 (NH, N'H,, OH), 2170 (CN) 93
64.21 5.2 9.98 . C
8a CysHpoCIN; 08, 63.55 425 8.41 191-193 3240-3395 (NH, OH), 2187 (CN) 77
63.73 4.11 8.57 :
8b Ci3HyBrCIN,O,S, 57.44 3.59 8.25 . 235-237 3120-3210 (2NH, OH), 2190 (CN), 1620, 1680 (CO) 84
57.61 8.14 932 » ‘ v
9a Cy3H,,BrCIN,OS, 59.11 3.52 8.52 9.33 273-275 3180-3210 (2NH), 2190 (CN), 1618, 1645 (CO) 73 (A)
? 59.15 3.31 8.36 9.57 ' 66 (b)
- 9b Ci4H,5CINLOS, 67.31 4.32 9.02 10.58 254-256 3175-3206 (2NH), 2190 (CN), 1645, 1680 (CO) 64
67.48 4,16 9.26 10.60 :
¢ C;5H,,CIN,OS, 67.71 4.57 9.13 10.11 282-285 3270, 3420 (2NH), 2192 (CN), 1684, 1740 (CO) 58
67.89 440 9.05 10.36 .
9d C35HyCINGOS, : ﬂ 9.18 10.31 254-256 3214-3305 (2NH), 2185 (CN), 1670, 1710 (CO) 49
4.40 9.05 10.36 '
9e Cy3Hp,CLNL,OS, 3.66 9.15 10.34 255-257 3225-3316 (2NH), 2203 (CN), 1620, 1680 (CO) 67
3.54 8.96  |.10.25 _
of C35Hy7CIN4O,S, 4.26 8.62 991 258-260 3115, 3415 (2NH), 2200 (CN), 1647, 1680 (CO) 74
4.28 8.82 10.10 »
9g Cy7H,,CIN,OS, 3.82 11.06. | 12.12 261263 3270-3390 (NH, NH,), 2187 (CN), 1680 (CO) 63
. 3,72 10.88 12.45




IKCHEPUMEHTAJIBHAS YACTH

Crexrtpst SIMP 'H crat1 5a mputope Bruker AM-300 (300 MI'm) B IMCO-dg (BHyTpeHHM
crauuapt TMC). UK criexTphl perucTpapoBany Ha cuekrpodoromerpe MKC-29 (B BasenmHOBOM
macne). KoHTpoms 3a XONOM peakmui ¥ HHIMBHIYATBHOCTRIO BEHNIECTE OCYIIECTBISLIA C
nomomeio TCX (Silufol UV-254), aneros—Tekcan, 3 : 5.

5-(ben3oTuazon-2-ua)-6-ruapoxkcu-6-genua-4-(2-xaopdesun)-3-nuano-1,4,5,6-rerpa-
TMAPONHPUAMEH-2-THOIAT nunepuaunus (4). K nepememmsaemoii cmecu 4.5 mit (40 mMmos)
2-xnopb6emsanmeneruaa (1), 4 r (40 mMons) IHMaHoTHOAUETaMUAA (2) W 3 Kamenb MUNEPHEIHHA
B 40 M sranona (20 °C) nobasmsor 10.12 r (40 mmomns) 2-Genanmibenzotnasona (3) u 4.94 mn
(50 mmoms) mmmepununa. Yepes 1 u 06pasoBapmimiicss 0CaT0K OTGUIETPOBIBAIOT ¥ IPOMBIBAIOT
AllETOHOM.

5-(Ben3oTuason-2-ua)-6-ruapoKcu-2-MeTHITHO-6-QeHuI-4-(2-Xa0phenn)-3-nuato-
1,4,5,6-rerparuaponnpuaad (8a) u S5-(GenzoTnason-2-mn)-2-(4-6pompennn)Kapéamonnve-
THJITHO-6-THAPOKCH-6-Penni-4-(2-xnopdennn)-3-zuano-1,4,5,6-rerparugponnpuaus  (Sb).
K cycnensuu 2.81 r (5 Mmoins) com 4 B 25 M 80% 371aH0NA pU NEpeMEITHBAHAN NOOABITOT
2,8 ma (5 mmoas) 10% BomeOTO pacteopa KOH, a uepes 5 Mud — 5 MMOIE COOTBETCTBYIOINETO
ranorendna 6 uma 7a. OOpa3oBaBImiics ocamok depes 3 4 OT(HIETPOBLIBAIOT ¥ IPOMEIBAIOT
BOJOM, 5TaHOJIOM, PEKCAHOM. .

5-(BenzoTuason-2-un)-2-(4-6pompermnxapbavonnmveraTuo-6-hern-4-2-xophern)-3-um-
ano-1,4-murappormpuwue  (92), S{(Gemsormason-2-ui)-2-(2-meTriideHmI)KapGaMomIMeTHITHO-6-
penmi-4-2-xnopdennn)-3-upano-1,4-muraapomuprauH (9b), S-(Gensornason-2-wi)-2-(2,5-HaAMeTH.I-
emmmxapoamonsmermrTuo-6-henmn4-2-xropdern)-3-umano-1,4-naraapormpunus (9¢), 5-(Gen-
30THa307-2-U)-2-(2,4-umeTnndenumKkapbamonnmernTio-6-gerna-4-(2-xaopperun)-3-uu-
ano-14-murunponupunis (9d), S-(Gensoruazon-2-1n)-6-derwr-4-(2-xiaopdennn)-2-(3-xnoppensn)-
xapbaMorIveTHITHO-3-Hano-1,4-mrupponnprnun  (9¢), S-(6enzoraazon-2-un)-6-Qpenni-4-(2-
xJropdenm)-3-imano-2-(4-sroxcudermn)kapbamounverwitao-1,4-murnnponspaaun (91), S(Genso-
THA307-2-AIT)-2-KapGamMouIMeTHITHO-6-(ernn-4-2-xopderwn)-3-mano-14-maranpormpumvs  (92).
A. 344 t (5 mmons) cymsduna 8b mepexpucrammsopsmaor u3 40 MI ACHSHON YKCycHOH
KHCIHOTHI.

B. Cmecn 2.81 1 (5 mMMous) comn 4 1 5 MMONE COOTBEICTBYIOLIETO XJIOpHAa 7a—g B 35 Mu
80% sTaHONa HATPEBAIOT N0 KHMICHMA U IIOCIC PACTBOPEHHUS MCXOMHBIX PEATEHTOB (DMIETPYIOT
4yepes Oymaxusii ¢umeTp. OOpasopabmmiics ocamok vepes 12 4 OTHENAIOT, NPOMBIBAIOT
STAHOJIOM, FEKCaHOM ¥ NEPEKPHUCTAINTH3OBBIBAIOT 13 30 MII NeASHOR YKCYCHOM KHUCIOTEL

Paboma ewvinonnena npu Qunancosoii rodoepocke Poccutickozo gouda
@ynoamenmanvrvix uccredosanuii (npoexm Ne 99-03-32965).
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