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CHUHTE3 2,3-TU3AMEHMIEHHBIX THA30QJHUIVH-4-OHOB,
COOEPKAIMX HNPOCTPAHCTBEHHO-3ATPYJHEHHYIO
4-TUAPOKCHU-3,5- T (mpem-BYTIWDH OEHUIBHY IO
TPYIIINPOBKY

CurTe3upoBaH psy 2,3-AusaMeeHHbIX TUa30MUIUH-4-0HOB, CONEPXAINKX 4-THl~
poxcu-3,5-mu (mpem-~Gy 1) PeHMIbHYIO IPYHIOUPOBKY. IS NOJXydueHMs 9TMX I1po-
CTPAHCTBEHHO-3ATPYTHEHHBIX COSRUHEHMI NCTTOb30BAHA KOHNEHCAUMS THOIIMKOJIEBOH
KUCIIOTBI C 230METHHAMK — TIPOUSBONHBIMU 4-FHAPOKCH-3,5-1u (pem-Gytou) Gersaims-
Zeruna.

KUIIO9eBBIe CHOBA: A30MCTHHBI, THAZOIMIUH, THOTTIMKOIEBAs KUCI0Ta, HeHOTIb!, KOH-
AEHCAIME.

B opoposmkenvie MCCIENOBAHMI NO CWHTE3Y NATHWICHHBIX a3CTCOREPXAIMAX
TEeTEPOIMKIOE ¢ SKPAaHWPOBAHHBIMEA (DEHOJBHBIME 3amecTmreasmm [1—3] B
HacTogmieH pabore cooBImMaeTcs O MOMyUeHHH 2,3~ TM33MEIICHHBX THA30MIIAR-4-
OHOB, COmEpXamux 4-TuRpoxcu-3,5-mu(mpem-Oy T GeHuIbHEE 3aMECTUTEA.

IIpown3sonasic THA30IUAMHA C IPOCTPAHCTBEHBO-3aTPYIHEHHBIMUA THEPOKCH-
(ECHMIPEEIME  3aMECTHTE/IAMA TPEACTARNCHH B JIHTEPATYpE COMHWYHBIMEA
npmmepamu [4]. B 1o Xe BpeMs COCAEHEHMI TAKOIO THIA IEPCIECKTHUBHBL B
KAYeCTBE TMOTCHIUANBHBIX OMOJOIMUECKH AKTHBHHX BEINECTB, a TAaKXeE KAk
CTabEIM3aTOpH B NOD4BKE K TOJMMEPHBIM MAaTEpEaNaM, YIJIECBEOAOPONHBIM
TOIUIMBAM ¥ CMa30usbiM MaciaaM [S].

VnoOHEIME CHHTCHAMH B CHHTE3€ THA3OJMAWH-4-OHOB MOIyT CIYyXHUTbH
asomerwmsl [6, 7). B mammoi pabote B KAueCTBe WCXONHBIX COCHMHCHWHA OHUm
wcmore308alH N- [4-rupmpokcu-3,5-ma (mpem-Gytun) OeaswimacH lavuss: la-—h —
HPORYKTH KOHICHCAIMH 4-TARpOXCH-3,5-mu (mpem-GyTur) GeH3ambaernna ¢ pas-
JITYHEIMYA aMEHAME. B pe3yabsTare B3auMonecTsug a3oMeTrEoB fa—h ¢ tronm-
KOJIEBOH XUCIOTOH obpasyiorcs 2-[4-runpoxcu-3,5-gu(mpem-6yTmm) dernn }-3-
R-trazonupua-4-o86 2a—h. Jlyuomic BBIXOEBI coefmHeHwL Za—h (Taba. 1)
JocTurHyTH Ipy kumsuerny (8—10 ) peareHTOB B O€H30IE MM IUOKCAHE [IPK MOJISIP-
HOM COOTHOITIEHWHN A30METHH 1: THOMIMKOIEBas KUCI0Ta, paprom 1:2—1:2,5.

¢-Bu t-Bu
A _R
HO CH=N—R + HSCH,COOH _H(T HO N
—ilp
S\/k
-Bu t-Bu O
i ia~h 2a—h

1,2 aR=CsHi7, bR=PhCHy, c R=4-MeCsH4, d R=4-HOCsHj4, ¢ R = madprun-2,
{ R = mupumua-2, g R =2,2,6,6-TerpaMeTsmmme puami-4, h R = tmasomvui-2
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B amanormuseix yotoBusx w3 N,N'-6umc[4-rmmpoxcu-3,5-nu (mpem-6y-
Tn)OeHsunmacH [aTIwicHInaMrEa  (3a) ¥ -rekcamerwicEmmamumaa (3b). wu
THOIVIMKOJCEBOH KHCAOTH (MOasgpHOE cooTHOmenwme | : 4—1 @ 5) cumresmposanb
a,w-6nc{2- [4-tanpokcw-3,5-ma (mpem-OyTamn) Gperw I-4-0KcoTHAZONMArH-3-1T} a7IKaA-
u (4a,b).

t-Bu Bu-f
CH
HO N i OH
t-Bu S\/ko O)\/S Bu-¢
4a,b

an=2bn=6 »

Ilpu narpesanmn 4-derunrnocemukapbasona 4-ruapokca-3,5-gu(mpem-0y-
Tan)Ocuzanpaeruaa (5) ¢ u3OLITKOM THOIVIMKOJIEBOM KHWCAOTHL B OEH3071E ¢
peixopoM 82% monyuen 2-{4-rmppoxcm-3,5-mm(mpem-Gytwn) dermn I-3-(3-de-
HIWITHOYpenao) Trasomaua-4-o8 (4). B To Xe& BpeMs B3auMOACHCTEBUE
THOCEMUKAP0Aa30Ha 5 ¢ XAOPYKCYCHOM XKMCIOTON M alieTaToM HATDHSA B YKCYCHOMN
KUCHOTE (KAMIUCHAe, 2 U) HPUBOIUT C BEIXOKoM 849, x asumy 7.

Tab6auma 1

XapaxrepucTaku 2,3-IM3aMEINEHHBIX THA30IHAWH-4-0HOB

Haftneso, % Rt
Coenu- BpyrTo- BETIHCIICHO, % T. mr, °C* (cucTema Brixof,
HEHHe dopmyna e PACTBOpH- %
c o N TeNeH)
2a CasH41NO2S 71. 9.87 3.21 Macno | 0.84 (a) 77
71.60 9.78 3.34 ]
2b C24H31NO2S 65.71 8.43 4.02 73—74 | 0.57 (a) 83
69.80 8.59 3.88
2c C24H31NO28 69.92 8.68 3.72 51—52.5§ 0.74 (& 80
69.80 8.59 3.38
2d C23H20NO38 69.26 7.35 3.37 132—133 | 0.63 (6) 75
69.17 7.27 3.51
2e C27H31NO028 75.02 7.04 3.33 128—129 | 0.48 (a) 81
' 74.83 7.16 3.23
2f C22H2sN20:8 68.88 7.17 7.44 75—76 | 0.51 (©) 88
5 7.29 7.29
2g CosH42N2028 70.13 9.31 6.45 165—167| 0.74 (a) 78
69.95 9.42 6.28
2h C20H26N202S2 61.39 6.75 7.06 136—138} 0.58 & 74
61.54 6.67 7.18
4a C36H52N20482 66.11 8.56 4.70 154—155| 0.55 (@) 63
66.23 8.44 4.54
4b . C40Hs0N204S2 £9.10 8.51 4.16 125—126 | 0.71 (a) 56
’ 68.97 8.62 4.02
6 C24H31N30282 62.91 6.89 9.31 185—187 | 0.67 (6) 82
63.02 6.78 9.19
7 C24H29N30282 68.21 6.53 10.11 }103—105] 0.44 (@ 84
68.08 6.85 9.93

* Coegunenus 2b.c.e, 4b u 7 nepexpuctasLIM3oBanb! U3 cMecu Gensor—rekcan; 2d,{,h, 4a, 6 — u3
BOZHOI'O 9TAHONA; 2§ — U3 BORHOTO JMOKCAHA.
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S
__NHCNHPh -Bu S
FF—N HSCH,COOH I
S \/K ~—fp—— HO CH==NNHCNHPh —
0
¢-Bu
6 5
CH=N—N, Ph
CICH,COOH & X—~nN"
——— .
AcONa, AcOH s\/K
7 o

XapaxTepucTEKY CHHTC3WPOBAHNHHX JU3AMCHICHHEX THA3OIHAAH-4-OHOB
2a—h, 4a,b, 6 u 7 npueenens: B Tabn. 1. Coctap u CTPYKTYpa STHX COCAMHCHIUMA
HOATBEPXACHSL PE3yAbTATAMM 3JIEMEHTHOIO aHaimsa, Aamaemva VK, cmekrpos
SAMP "H m macc-cuextpockonmu. Tak, B MK cmextpax Haﬁmonalo'rcs[ TOJIOCH
OOTJIOIICHKS MEPEMEHHON HWHTECHCHBHOCTH, OTHOCSIOHMECS K KOJCOaHUSIM
THA3ONIMAMHOBOTO IWKJIA M OTAEHbHEX ero (parmentor [8§] 1460—1450,
1440—1425 (woxmuunsbie konebamua CH2), 1290—1280, 1080—1070 (& xoxs-
may, 1175—1160 u 1005—995 oM !, Vnrencusuue MAaKCUMYMBL TTOTAOMECHES
B obmacta 1755—1720 cm XapaKkTePHH JUIs KoxaeOanuil xapSORMIBHONR TPyIIIE
B THazoumAnHOHAX [8, 9].

B cmexTpax BCeX pacCMaTpHBAEMEBIX COCAHMHEHHD HAONIONaeTCs TaKXe
HOIJIONIEHNE, 00yCAOBICHHOE OCTATKOM MPOCTPAHCTEEHHO-3aTPyXHEHHOTO (DEeHO-
7a: NOBONBHO ys3Kas monoca mpm  3655—3635 o L, XapakTepHaa AId
9KPAHWPOBAHHOTO (beHOMBHOTO rumpokcwia [10]; mBe monocw cpemmeit
MATEHCHBHOCTH B mETepBaye 1260—1220 cvm , oTHOCSImmecs X RXedopManymoH-
HBIM KOJIe0aHUSIM mpem-OyTHILHEIX IPYII, 4 TAKXE IOJocH mpu $85—870 u
835—820 cm * (mEemnockocTHHE medopManmonHe KoneOamws ceazest C—H
TETPa3aMEMEHEOr0 GEH30/IbHONO KONbIA).

B cmekrpax SMP 'H (ra6r. 2) CHHTC3MPOBAHHKYX COCKMHCHUYM CHUTHAJIBI
[IPOTOHOB THMAPOKCIUIBHBIX IPYIN IPENCTABICHHL B BUAE CHHIVIETOB B HHTEPBAJIE
4.84—5.21 M. 1., 970 XapaxTEPHO VI IPOCTPAHCTBEHHO-3aTPYRHEHHEIX (DEHOIOB
[101. Carsans npoTOHOB Mpem-Oy THIGHEIX 3aMeCTATEACH HaOMIORAaIoTCS B BUAS
YIIEPEHHHX CHHIICTOB B o6nactw 1.50—1.73 m. 1. IByM MArHETHO-9KBHBAICH-
THBHIM IPOTOHAM OXCHAPHIBHEX (PPATMEHTOB OTBEUATOT CHHINIETHEIE CUTHAJIBL HPH
7.15—7.43 m. ». [2, 3] Ilporon 2-H THA301MAMHOBOTO LEKJIA HIPOSBILCTCS
B Bufe cuuriera npu 3.38—3.84 M. a. Cumrierasie curaans opa 4.24—4.53 . 1.
MHTEHCUBHOCTBIO B JBC DPOTOHHBIC ENWHELB CHSTYET IPUOMCATH MPOTOHAM
B HOJIOXEHUH 5 THA30JMIAHOBOIO IUKJIA.

B mMacc-cmexTpax CHHTE3WPOBAHHBIX THASOIMAMH-4-OHOB HPHCYTCTBYIOT
MUK MOJEKY/IIPHBIX HoHOE M, METEHCHBHOCTE KCTOPBIX cocrasasaet 3—24 9, or
MaxceMansHol. Hanbosee MHTEHCHBHBIM DHKOM B MACC-CHEKTPAX SOJBIIHHCTEA
CHHTE3HPOBAHHBIX COCTUHCHUIN GBJISETCA MK MOHA ¢ m/z 57, XapaxtepHsii g
mper-0y TAIPHOTO KATHOHA [t—Bu I*. Boxee HU3KYIO METeHCUBEOCTh (37—52%)
TPOABJSIOT HUKY HOHOB [ M~ 15] BO3HUKAIONIUE B PE3YIBTATE SIMMUIENPOBAHNAT
pagukana CH3 or mosexysasprOro wona. OTHOCHTENLHO HU3KYIO HHTECHCHBHOCTD
(9—31%,) mmeror nuxu uonor [M-43], ofpasyromuecs Opy MOCAECAOBATEIBEOM
ormenncenn pagukana CH3 u Monexynsr C2H4 o7 MoNeXyngapHOrO WOHA, YTO
XaPaxTEPHO IS HPOM3BORHHEIX 2,0-mu (mpem-Oytwn) derona {12 1.
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Tabnuna

Croextper  AMP g CHHTE3HPOBAHHBIX COENAHEHUH

XVMU9ECKRe COBEIH, 5, M. R*

Coepu-

HEHHE +Bu —_— H apom. THASONHAVH-4-OH ApyrHe
(ym. ¢) © TIPOTOHBE

2-H (¢ 5-H (c)

2a 1.58 5.05 7.18 3.90 4.35 1.08 (3H, 1, CH3); 1.22—1.44
(18H) am (2H) am| (2H) (12H, M, CH2); 3.30 (2H, 1, CH2N)

2b 1.62 4.84 7.30 3.62 4.40 3.51 2H, ¢, CH>CsHs); 6.92—7.16
(18H) (1H) (2H) 6339 2H) (5H, M, CeHs)

2c 1.50 5.14 7.15 3.38 4.26 2.52 (3H, ¢, CH3); 6.74—7.02 (4H,
(18H) (1H) [9433) am 2H) M, H apom.)

2d 1.73 4.92 7.21 3.47 4.53 5.82 (1H, m. ¢, HO); 6.84—7.10
(18H) (1H) (2H) (1H) (2H) (4H, M, H apom.)

2e 1.54 5.07 7.43 3.55 4.23 6.80—7.20 (7H, M, H apom.)
(18H) (1| (2H) (1H) 2

2f 1.60 4.95 7.20 3.44 4.31 7.47—7.74 (4H, M, H apom.)
(18 D) (1 ZH) (1H) QH

2g 1.52 5.21 7.23 3.52 4.28 1.25 (24H, yw. ¢, CH3), 2.10—
(18H) (1H) (2H) (1H) (2H) 2.38 (5H, M, CH2, CH); 6.20 (1H,

mt, NH)

2h 1.67 5.08 7.22 3.42 4.42 6.72 (1H, n, 5-H Tnazona, Ja5=
(18H) (1H) H) (1H) 2H) 3.2 Tw), 7.45 (1H, x, 4-H THaszona)

4a 1.62 4.90 7.18 3.50 4.35 4.04 (4H, 1, CH2N)
(36H) ZH) (4H) 2H) (4H)

4b 1.54 5.16 7.27 3.64 4.42 1.74—2.29 (8H, M, CH2), 3.87
(36H) (2H) {4H) 2H) (4H) (4H, T, CH2N)

6 1.55 5.00 7.32 3.39 4.37 6.09 (1H, m, HN), 6.38(1H, m,
(18H) (1H) (2H) () | CH NH), 6.90—7.10 (5H, M, CeHs)

7 1.70 5.15 7.27 — 4.30 6.72 (1H, ¢, CH=N); 7.04—7.14
(18H) (1H) (ZH) 2H) (5H, M, CeH5)

*  CnexTpsi COeMMHEenwmt 2a, 2g, 4a,b sarucans B CDCl3; ocrassuerx coepumermit — AMCO-ds.

SKCIEPUMEHTAJIBHAL YACTDb

VIK criexTpst crATH Ha npubope Bruker IFS-48 B raGnerkax KBrumy 8 ToHKOM cioe. Criextpsr SIMP
1Y sanucans: 5a coextpomerpe Bruker WP-250 (250 MT'ty) , By TperHwii crannapt TMC. Macc-CliexTpst
nonyuens: Ha ciexrpomerpe Finnigan MAT INCOS-50 nipu sueprums MOHUSHPYIOIMX JIEKTPOHOB 703B
METOAOM HPEMOr0 BBOAZ ofpasua B uoHHBI MCTOUHMK. KOHTPOML 32 XOAOM peaxuuil ¥ 9acTOTOM
TOIYUEHHBIX COeMEeHMI Benu ¢ momompio TCX ma Al20Q3 I crenery akTUBHOCTH O BpoxmaHy B
CHUCTeMax pacTBOpuIeeit Genzon—wmeranorn, 30 : 1 (a) n CCl4—aneron, 15: 1 (6); npossnerwe napamu
Hopna.

Wcxomusie coepumenms 1b—f u 3a,b momysemst no merony [13]. Coepunenus 1a,gh u Goum
cunTesupoBas patee [14].

2-[4-Tmapoxcu-3,5-ma(mpem-6yran) herni] -3-R-tuazonugua-4-o86 (la—h). Cwmecs
10 Mo azomeTHEa 1a—h u 1.84 r (20 MMOTB) CBEXKENEPETHAHHOM THOTTMKOJIEBOY KUCIOTEL B 70 M1
6e2BOTHOTO GCH301A KMITITST P nepememmeany 10 1 ¥ ynapusarT J0CyXa HPU OHVIKEHHOM AaBJie-
Hum. OCTATOK HPOMBIBAIOT 5% pacteopom NaHCO3 (2 x 30 mn), cymart B Bakyyme Hag P20s u mbo
KPHUCTAJUTMIYIOT M3 IOZXOASIETo pacteoputens (oM. tab. 1), mubo xpomatorpadupyior Ha KOJIOHKE C
Al,O3 (90 x 5.0 cM) (pu royueHMM COEAMHERNS 1a) , SMOMPYst CMechio ferson—merTanon, 101 1.
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a,w-Buc{2-[4-ragpoxcu-3,5-mu(mpem-Oyrmn) perni] -4-oxcoTaazonuuH-3-milankanst {4a,b),
CHHTE3UPYIOT aHAJOTHYHO U3 10 MMome Gucasomeruna 3a,b u 4.14 r (45 MMOIB) CBE)XKEMEPETHAHHOM
THOT/HKOJIEBOH KUCHOTL. TIPOXYKTHI BRIASISIOT M OUMIIAIOT KOAOHOTIHON xpoMaTorpadueii va Alz03
(xononka 90 x 5.0 cM, 3/H0EHT cMeCh OeH30T—reKCaH—METanoI, 15: 5: 1).

2-[4-Tmnpoxcw-3,5-mu(mpem-Oyrun) peumwi] -3-(3-(heHmIvpPenno) TRA30IUAHE-4-08 (6) cum-
TE3UPYIOT aHANOTHYEO 13 4-berraTnoceMurapbazuaa 5.

N-[4-Tunpoxcn-3,5-ma(mpem-Oytun) GeHsuamnes }-N - (4-0kco-3-(h eRITTHA3 U TAH-2 - M ACH) a30H
(8). Cuech 2.17 1 (5.7 Mmo7b) 4-derrnrtuocemuxapbazuna 5, 0.54 r (5.7 MMoIb) XIOPYKCYCHOM KUCTO-
Tol 1 0.94 r (11.4 MMO5B) anieraTa HaTpus B 50 M YKCYCHOM KHCTOTHI KUITATAT IIPU NEPEMENTYBAHMK
2 9. PeakmMOHHYI0 CMECh OXaax a0t 710 20 °C u gobasnszor x geit 70 M regaaoi sons!. Beigeuenmiics
0Ca 0K OTMIBTPOBHIBAOT, IPOMBIBAIOT HA (DUIIBTPE BOAOI, CYIIAT U KPUCTATUIMSYIOT M3 CMECH TeKCAH—
Genzom, 2: 1.
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