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B. W. Kenapes, B. H. Kouiexes

CHHTE3 M CBOWCTBA ITPCU3BOJHBIX ®YPAHA

5*. CHHTE3 2-3AMEINEHHBIX BEHSOKCA30JIOB CO,I{EP)KAIJII/IX
D®YPAHOBBIE OPATMEHTDI

Koxpencanueit ¥MuUH03(DUPOB U TUAPOXJIOPUAOB MMUHOI(PUPOB KHCAOT
$bypamoBoro psana ¢ o-amMuHOMDEHONTAMM CHHTE3UPOBAHbI (PYPUICOAEDKATTHUE 2-3aMe- '
neHHbIe OeH30Kca30bl. COEOMBERns STOT0 TUIA 0GPa3yIoTCs TAKXKE HPM B3aUMOJIeHCT-
BUHM KUCTOT (GyPaHOBOro Psia ¢ 0-aMUHOMEHOJIOM B IPUCYTCTRMU GOPHOM KMCIOTHL

B mpomomKeHWE HANMAX WCCAEHOBAHMH [0 CHHTE3Y (HYPHICONEPXAIIAX
azonos [2—4] u 1,3,4-okcamzasonos [1] 8 macrogment pabore coobmaercs o
NOTydYcHWH 2-3aMENICHHBIX OEH30KCA30J0B, BKIIOYAIONMX 2-(ypPHABHEE WA
B-bypunBrrambEEE QPArMEHTHL.

B mmreparype MMEIOTCS OrpaHWYEHHEE CBEACHUS O HONYYCHAN K CBOMCTBAX
6eB30KCa3070B Takoro TtHOA [5—7]; B TO X€ BpeMS 3TH COCIMHCHHS MOTYT
IPENCTABATh WHTEPEC Kak OHONOTAYECKH AKTHBHHIE BEINECTBA, a4 TAKXKE KaK
ymoOHEE OOBEKTH U H3yUYeHAS PEAKIEOHHOH cmocolHocTH 6mcreTepo-
APOMATAYECKMX CHCTEM, B KOTODPHIX OCH3A30NbHBIC X JT-H30HTOYHBIC KONBIA
CBSI3aHH APYT C APYTOM MK PAa3fe/icHbl BUHWIBHOM rpynmmposxoi [8, 91.

Wzsectro -[10—12], uto yno6HNMY CHHTOHAME B CHHTE3E 2-33MEICHHBIX
GEH30KCA30/I0B MOTYT CIIYXUTh MMHEHOI(DHUPSL ¥ COMM MMUHOI(PHUPOB KapOOHOBHIX
KucKHOT. B MaHHOM padore B KAYECTBE HCXONHMX COSIUHEHNY OB HCIOAb30BAHEL
SrInoBHe mMzEOsGEpH Qypar-2- (Ia) m S-merundypan-2-KkapOoHOBON KHCIOTH
(I6), a Taxxe THEAPOXJIODHAH OSTHIOBHX mMuHoddbmpos S-Opom- (la),
5-purpodypan-2-xapbonosoit (II6) m (E)-f-(5-R-ypmr-2) aKpuiOoBEX KECIOT
(IIze—x). B pesymsrare KoEAeHCamum mMzEHCOQEPOR 1a,0 ¢ o-ammHOdeHoIOM
obpasytorcs 2-(pypun-2)- (Ila) m 2-(5-mermndypmr-2)6erzokcazon (1116)
cooTBeTcTBeRHO. Jyummit sexon (63...67%) nponykror I1la,6 mocrmraerca npu
KVISTICHAY SKBYMOJCKY/ISPHBIX KOJWYECTB pearentoB B guokcade (5...6 W) B
upucytcreuu 0,15...0,20 Moxb yKCyCHOR KACTOTHL

Do - O — DD

1a, 6 la, 6
LIMaR=H6R=Me

Tlokasago Takxe [10—12], w9ro comsm wMMuUHOCS(HPOE B peakmusgx C
HYKIeO(pUILEBMEA DEAreHTAME SBJISIOTCA OOJice PEaKIMOHHOCTOCOOHBIMME, YEM
mMuEOdbEpPE. B COOTBETCTBHM ¢ OSTHM KOHACHCATHMIC IUAPOXJIOPHIOR
mvraoadupos  Ila—n ¢ o-amuwrodenonom u  2-aMmHO-S-HmTpodeHOIOM
OpOBCHAAE B 00JICE MITKWX YCHOBHSX — IPH KUOSUEHEH SKBMMOJICKYISPHBIX
KONMMUeCTB pearcutos B Metanone (1...2 w). Ilpm 9TOM, TEIEBEIE 2-(5-R-pypmn-
2)- (IIze—n) u R-[(E) -6-(5-R-dypun-2) suamn }-6 -R'-6ensoxcasoms (IIle—k)
oOpasyiorcs ¢ BexonoM 78...90% (rabx. 1).

* Coobmenue 4 cm. [17.
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Ta,r, s, R =Br; 16,1, IIr,z,u,x R=NOy; Iis, e, x R=H; IMIs,r,e,8,u R =H;
MIx,x,K R = NQ3z; IIa,6, Is—x n=0; Ie—x, [lle—x n=1

Coemunenna Illa,e,n Orumm momyuems Hamu Taxxe ¢ BexomoM 50..569%
W3BECTHBIM METORNOM CHHTE3a OeH30Kkca30M0B [6] — marpesammeM (24 u)
SKBUMOJICKYASPHEX KOAWYECTE COOTBETCTBYIOmMEH KUCIOTH (pypaHosoro p4dna,
o-amuHOMbEHONA ¥ GOPHOM KHCIOTH B KCHJIOJE.

CocTaB ¥ CTPOEHHE CHHTE3HMPOBAHHBIX 2-3aMCIICHHBIX OCH30KCA30/10B
(IITa—K) XOpOIIO COTIACYIOTCH C JAHHKMMA 3JIEMEHTHOTO aHaamsa, [IMP m MK
cmexrpoe (tabm. 1, 2). Tak, 8 K cmexTpax STEX COENWHCHWH HABGMIORaroTCH
WHTCHCHBHEIE MaKCHMyMEL mortomernvs B obmacrta 1630...1610 CM_I, OTHOCSIIY-
eca K BasenTHsIM Koaebamzsss rpyrmmsi C=N B 2-3aMemeHHEX GCH30KCA30JaX
[13]. B cmexTpax OpHCYTCTBYIOT XapakTEpHBIE K OCH30KCA30JBHOTO MHKJIA
METEHCABHBIC 1oNocH mortomenws mpu 1590...1580 m oxomo 935, a taxxke
MakcEMyMBbl mornomenms npu 1250 = 1020...1010 CM_I, OTHOCAITHAECSE K
ACHAMMETPUYHEM ¥ CAMMETPAYHBIM BAaJACHTHBIM KoscGasmaM parmenTa
=C—0—C= GeHSOKcasona [11]. Kpome TOrO, pJisi BCEX COSMUHEHHH
HAGMIONAIOTCH MOIOCH HOMICIIEHNAS, XaPAKTEPHEIE 11 KoaeOanui 2-3aMeeHH0-
ro wm 2,5-gusamemennoro dypanosoro dparmexnror [13]: 3175...3160 (v CH),
1595...1560, 1515...1505, 1390...1375 (v xomsuma), 1145..1130 B CH),
1005...995 (z& Tanme KOJI€68,HPISI koaena), 995..950 (¢ CH), 890..875 m
785...770 cM ~ (B xombma). '

B cmextpax IIMP ¢ypuiconepxamux OGersokcasonos Illa,e,x curHams
IPOTOHOB (DYyPAHOBHIX IHKJIOB MMEIOT BUX Tpex xydseros mpm 6,20...6,28 (3-H,
J35=0,8...0,9Tw, 6,52...6,58 (4-H, J34=3,2..3,4Tw u 7,12.. 7,28 m. 1. (5-H,
J45 = 1,8...1,9 I'm), uro xapakTepHo mig 2-zamewmennbix ¢dypasos [13, 14]. B
CHEeXTpax Geﬂschasonos I6—n,3—Kk, coaepxamux 2,5-An3aMemecHHEE
dyparopse dparMesTH, KybaeTHEe curaans mpororos 3-H u 4-H mabmonarorcs
B obmacti 6,34..6,50 = 6,63..6,78 wm. m. cooreercreermo (KCCB
J34 = 3,2...3,7 T'm). D',yﬁ.ueTbI IIPOTOHOB BHHWJIBHOY IDYIIUPOBKH COCTWHEHMHA
IIle—x Haxomsrcsd B mATepBanax 6,53...6,82 (a-H) = 7,33..7,71 M. 0. B-1).
Bemmumaa KCCB Jef = 13,5..15,0 T'm ceugeremscreyer o6 mX mpawuc-
pacmonoxernn. OTHECEHWE CHTHAJIOB B Oojee craboM Iole X PE30OHAHCY
IPOTOHOB B [-TIOMOXEHWN O OTHOMIEHWIO K (DypaHOBOMY IWKIy CACIAHC HA
OCHOBAHWY HaHHHX pabor [14—16] o mpoToHHEIX CIEKTPAX &,f-TH3aMEIIEHHEIX
BUHWI(YPAHOB.

Hng mpoToHOB GeH30ABHBIX 9Aep B cuekTpax Oemsokcasomos Illa—r,e,3,1
XapaKTEPHHL CIAOXHEE MYJIbTHILICTHHE CHUTHAJB HHTCHCHUBHOCTBRIO B HETHIPE
OPOTOHHEIX eAWHHOH B obmacte  7,33..7,90 M. 1. B cmexTtpax 6-
arTpobensokcazonos 11I1,,K MPOTOHE B TOAOXECHASX 4 B 5 OCHI0MBHBIX SAED
AAI0T [BE TIPYNIBl DPE30HAHCHRX CUTHAJOB B BUAC z(y6neTa ayONeTOB TpE
7,18..7,30 u 7,74...7,82 M. 0. (KCCB J45=8,4..9,0 o m J57—18 2,2 T
Curaan 7-H oM ]]ieH B Oonee cnaboe mone (7,94..8,03 M. @) m mMeer BER
xsaprera ¢ KCCB "J57=1,8...2,2 T'n.
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XapAKTEPUCTUKA CHHTE3NPOBAHHEIX COSTMHEHNIH

Tabnwuima 1

Halipeno, %

BoluncneHo, % -

*

2

i s i P
C H N C H N
Ila 71,2 3,6 7,8 C11H/NO, 71,3 3,8 7,6 88...89,5%* 0,75 67
1116 72,5 4,6 6,9 C12HoNO, 72,4 4,5 7,0 97...98 0,67 63
s 49,9 2,4 5,5 C1;HgBINO, 50,0 2,3 5,3 113...114,5 0,58 85
I 51,5 2,3 12,0 C13HeN204 57,4 2,6 12,2 229...230 0,50 78
g 47,8 2,0 15,4 C11H5N304 48,0 1,8 15,3 242...243 0,60 90
Ile 74,1 4,1 6,8 C13HgNO, 73,9 4,6 6,6 77...78,5 0,70 87
IDx 60,7 3,0 11,1 C13l1gN,04 60,9 3,1 10,9 139...140,5 0,68 80
Ills 53,9 2,9 4,7 C13HgBrNO, 53,8 2,8 4,8 151...152 0,62 82
Iin 61,1 3,2 10,8 C13HgN;04 60,9 3,1 10,9 168...169 0,42 84
Tk 51,6 2,4 14,1 C13H7N304 51,8 2,3 13,9 182...183 10,53 88

CoejiuHEHMs TIepEKPUCTATIIM30BARb M3 Texcana ([lla,3), nerponeftroro adupa (IH6),

popHoro srasona (HIB,3,K), Bogsoro JAMPA. (11Ie,a,5%,H1).
Jint, Tun  86,5..87,5 °C {6].
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TlapaMerpnr cnekrpos IIMP CHHTE3NPOBAHHBIX COCJMHEHHH

Tab6nwna 2

XuMuyecKkHe CABHIU IPOTOHOB, é, M. f., KCCB (), I'n

Coepu-
HeHue TIPOTOHB! (hyPAaHOBOTO UMKIIA
IPOTOHbI GEH30KCA30JIBHOIO UHKIA Apyrue IpOTOHBI
3-H(1H) 4-H(1H) 5-H(1H) J35 J34 Jas
Iz 6,28 1. 1 6,52 1. 11 71218 1 0,9 3,2 1,8 |7,35...7,62 (4H, m) -
116 6,34 1 6,63 1 —_ - 3,3 — | 7,42...7,90 (4H, m) 2,18 (3H, c, 5-Me)
IIs 6,50 1 6,74 1 - - 3,5 - | 7,53...7,83 (4H, ™) -
Ir 6,421 6,75 1 — - 3,7 ~ | 7,37...1,72 (4H, M) -
Iix 6,38 x 6,70 1 - - 3,6 — | 7,18 (1H, mg, 4-H), Ja5 = 9,0, /57 = 1,8), -
7,74 (14, & 1, 5-H), 8,03 (1H, x, 7-H)
Ille 6,24 1. 1 6,58 . 1 7,28 . 1 0,8 3,4 1,9 | 7,48..7,81 (4H, m) 6,74 (11, 1, @-CH=, Jaf3 = 15,0), 7,40
(1H, g, B-CH=) ,
HIx 6,20 1. 1 6,55 1. & 7,20 1. 1 0,8 3,3 1,9 |7,30 (IH, x &, 4-H, Jas = 8,4, “57=2,2), | 6,76 (1H, 5, @-CH=, Jaff = 14,6), 7,55
7,82 (1H, x. #, 5-H), 7,94 (1H, , 7-H (1H, 5, 3-CH=)
INls 6,38 1 6,78 n - - 3,2 — | 7,56...7,87 (4H, m) 6,53 (1H, », @-CH=, Jaf3 = 14,0), 7,33
(1H, n, f-CH=)
IMln 6,48 1 6,73 1 - - 3,3 - |7,33...7,59 (4H, m) 6,82 (1H, n, @-CH=, Jaf = 13,5), 7,71
‘ (1H, x, B-CH=)
Ik 6,45 1 6,68 1 — - 3,5 — 7,24 AH, n. g, 4-H, Jas= 8,7, Us7=2,0), | 6,80 (1H, g, @-CH=, Jai3 = 13,8), 7,64
7,80 (1H, 1. 1, 5-H), 7,98 (1H, &, 7-H) (1H, g, B-CH=)

+

Crnexrpnt coepgunenuft 11la,B,e,3 sanucanpt B CD30D; IIrgx,x — B AMCO-D6.




SKCITEPMEHTATIBHASA 9ACTH

VK criexrpst custtst na npubope Bruker IFS-48 B tabnerkax XBr. Crexrps: [IMP 3anucass! Ha
coexrpomerpe Bruker WR-100 SY (100 '), sy rpennuii crasnapt TMC. Kourposs 3a xomoM peaxuit
o YHMCTOTOH nonyqenin,n( CoemMHEeHMI ocymecTeasuy ¢ momonisio TCX ua Al203 (I creneny ak TUBHO-
cru o Bpoxmany) B cucteme GeHson—wmeranon, 10 : 1; npossnenue napamu Hoxa.

Vicxommsie STHOBbIE mMun03dMpst Ia [16] 1 I6 [16], a rak:ke TEAPOXIOPHIB] STUIOBEIX MMHUEHO-
a¢upos 16 [16], IIs [16] u Iz [17] nonyueHs: 10 yKa3aHHBIM METONUKAM.

TaaApOXnopEA ITHIOEOTO MMuHOIDHpPa 5-Gpomdypan-2-xapbomoroit xucnorsr (Ila). B
[IepeMENIMBaeMY 0. CMeCh 8,6 T (50 Mmoip) 5-6poM-2-byporurpuna u 2,76 1 (60 Mmous) abComEOTHOTO
aranona B 150 wmui-Gezromnoro sdupa npu 0°C B tewenue 2 u npomyckator cyxoil HCL. Peaxumounyio
CMECh BBHIIEPXUBAIT Aafce HpY 0...5 °C 24 4, soimaBmmit 0CAfOK NPOXYKTa OT(MIBTPOBHIBANT,
OpOMBIBAIOT Ha GUUTBTPe (e3BOTHBIM 3GUPOM [0 HEHTPAJILHOM PEaKIMK U CyIaT B BakyyMme uag KOH.
Toxyuaror 10,9 r (86%) coenumenwya la. Tpasx 158...159 °C (us cMecu Gesponusit shup—nepsHas
AcOH). Hagreno, %: C 33,2, H 3,4, N 5,6. C7HgBrNO2 - HCI. Beyuenerno, %: C 33,0, H 3,5, N 5,5.

TuapoxIopuy ITHIOBROT0 BMEHO3bHpa (E) —ﬁ—(5-6p0M¢)ypm-2)aKpmosoﬁ' xacaoTe (XIr} mo-
JIYYAXOT AHANOIUYHO U3 (F) —/3— (5-6pombypun-2) axpunonutpuia. Bexox 78 % . Tpazn 154...156 °C (u3
cmecu GesBonaniil adup—uensaas AcOH). Haﬁ;ero, ‘%: C38,4,H4,1, NS5, 1. CoH10BrNO2 - HCL
Berucneno, %: C 38,5, H3,9; N §,0.

2-(Dypun-2)6en3okcason (IIIa). Cmecs 2,08 r (15 MMOIB) STHIOBOTO mmzxﬂosq;npa Ia, 1,64 r
(15 mmoms) o-amuuodenona u 0,18 r (3 MMOIB) YKCYCHOUM XMCIOTH B 50 MWI AUOKCAHa KUIISTAT IPK
repemMenmuBanmy 6 4. PeakuuoHHy0 cMech oxraxaalot xo 20 °C, seurusaiot B 200 M XOJNONHOM BOTS!
¥ "edtpanusyior 7o pH 7,0...7,5 BogHsIM PACTBOPOM aMMuUaKa. BeigeuBmUICT 0CagoK nporykra Ila
0ThUIBTPOBHIEAIOT, IPOMBIBAIOT Ha (PHITHTPE BOXOM M CYINAT.

AnanoruusEo u3 uMuHosdupa 16 curTesupyior 2- (S-Metmndypun-2) 6enzoxcazon II6.

2-(2-Bpomypn-2)Gersokcasos (1), Cmecs 3,05 r (12 MMOnib) TUMAPOXIOPHAA MMUROIDUDPA
Ifa 11 1,31 r (12 mMouts) 0-amuEOben0na B 50 M a6COMIOTHONO METAHOIA KUIISTAT IPH NCPEMEHIMBAHMKN
2 4. PeakiuOHEYI0 CMeCh 0XIaxAaroT B0 20-°Cu soumBaroT B 150 M X0M07HOM BOASL. Boieusmuiics
ocagox npoaykTa IIIs oThunbETPOBBEIBAIOT, IPOMBIBAIOT HA Q)mrpe BOZOI U CyIDAT.

AHANOTMYHO U3 FUAPOXJIOPUAOE uMmuHoddupons 60—z u o-amunoberona wiM 2-aMuuo-5-
HuTpodEHONA CUETE3UPYIOT COOTBETCTBYIOMUE GeH30KCa30bs IIr—K.

2-[(E)-B-(®ypua-2)summa)Gensoxcason (Ile). Cumech 1,4 v (30 Mmoms) (E) —/3— (pypu-
2) aKpUIOBOH KMCNOTHE, 3,27 r (30 MMoms) o-amumodenona u 1,8 r (30 mmons) Goproit xucioTst B 100
MJL KCHJIOJIZ KMISTAT NPY HepPeMemBanny 24 u B nipudope, CHa0XKEHHOM JOBYIKOHK Juna—Crapxa.
PeaknOHHYIO cMech oxyaxnalor o 20 °C, QuistpyoT, GUIBTPAT YIIAPMBAIOT NP ITOHIDKEHHOM
JIABJIEHMHM, OCTATOK KPUCTAJUIM3YIOT U3 reKcada u nojtyqaroT 3,55 r (569, ) Genzokcazona Ille.

Tlo ormcaHHOH BbIme METOAKKE U3 Pypan-2-xapOoHOBOH KHCIOTHI CUHTESUPYIOT GeH3okcaszoxn [Tla
¢ sexogoM 50%, a u3 (E) -,3— (5-auTpodypu-2) aKpuUIioBoil XMCHOTEL — 2- [{(E) -,3— (5-rurpodypruI-
2) Bumvan ] 6enszoxcazon Ilu ¢ sbixomom 53 % .-
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