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XHMUA 2-3AMENEHHDBIX BEH3MMUMIA30JIOB

1. 5-AMHHO-2-METHUJI(APUJI, APUTAJIKYAN,
IHUPUIHIT) BEHSI/IMI/II{A3OJIBI

Cmrresnponan DA 2-3aMeINeHHbIX GeH3MMUIA307I08, KOTOPEIE IOCIEI0BATEIbHO
HPEBPAIIEHBL B 5-HUTPO- U S-aMUHO-2-3aMEIICHHBIE G H3UMUNA30TBL.

KIro4ersie CI0Ba: 2-3aMEIEHHEbIE OEH3MMMUIA30TIh], 2-IUPHIIIOEHIUMHUAA30.bI,
ocuoBasvs Indda, mpoTusoonyxonesse penapars: paxa CH-K¥CI0T C 2HHEIMPOBAH-
HBIMM MHACHVWILHBIMM ¥ a3aUHACHIIBHBIMU (HDParMCHTaMU.

HenassHo OmHMM %3 HAC BBHABAHYTa KOHUEHIuS OOIIHOCTA MEXAaHU3MA
neicTerg mATEPpGOEPOHCHHAYIAPYOMMX W NPOTABOOILY XOAEEHX IPENAPATOR Psia
CH-xucjior ¢ aHHESIMPOBAHHBIMHA VHACHWIBHEIMA W  23aWHACHUIbHBIME
dparmerTaMu O MOAEAM JI-B3aWMOEEMCTBYOmMMX ¢ ocuosammavu JTHK
KOMIUIEKCOE B CTSKHHI‘-CprKTyan [1—31. Jna uccnenosanmil, HAMPABICHHBIX
HAQ pasBHETHE JITOH KOHUENIWH, HECOMHEHHBI HHTEPEC MPENCTABJILIOT
OpOMSBONEEC psja Oemsmmmasoma [4—6], 3aEmMaromero mo CreneHH
HACHIIEHHOCTE a30TOM NPOMEXYTOYHOE TOJOXEHUE MEXAY WHIOAOM W
Aesazamypumamu. O@EAako, HECMOTPZ HA MHOTOYHCACHHOCTH HM3BECTHBIX
COEMHENMIA YKA3aHHOTO PSiAd, OTCYTCTBYIOT CBeaerms 06 ocroBammsx Hludda ¢
A30METMHOBOM TPYIINOHN, CBI3AHHOMH ¢ (HeHmIeHOBBIM (DPArMEHTOM OeH3MMMAIA30~
ja. Omacasnl NAMb 430METHHH, MOJYUYCHHBIE HA OCHOBE 1-MeTwmia-2-dhopMu-
GensmMmunazona u womuaa 1,2,3-rpumerunbensumunasonns [3, 71.

B macrosme# pa0oTe ONUCAH CHMHTE3 pSAd TPOM3BONHBIX OCH3MMMIA30Ja,
B TOM YHCJE HOBBIX S-HATPO- ¥ S-aMHHO3aMEIMCHHEHX. [L0CAEHAE MPEXIO/Iara-
€TCS MCNOIb30BATh B JATbHCHINEM JJisl CHHTE32 a30METHHOB.

. Ucxonmere 2-R-Oemswmmpazonsl  Tuma 1 nmomydensl HeyMsa  OOBIUHO
OpEMEHICMBIME MeToAaMy: coemmaeEmna la—d ¢ R = merwr, dewnmwr, f- wm
y-TMPHUI¥I CHHTE3HPOBAHB! KOBCHCAIMEN o-(DeHNICHARAMIHA C COOTBETCTBYIO-
mEMyE  KucnoTamu, Ocwsmvmpmaszomsr le—h, B xoropmx R = o-rmpwmmmr,
S-amrpocdbypun-2, 4-rugpokcu-3,5-nu (mpem-Oy ) dhesnn, 3-(4-mzonponmiade-
HYT) IPONHI-2, IO TyYCHE! IPU HATPEBAHUE O-(DeHIICHANAMIHA C COOTBETCTBYIO-
PME ATbXECTARAMH B PACTBOPE HMUTPOOEH30JA. AHAJOIMUHO CHHTE3HPOBAHBL
coenmueHmg 1¢,d, OAHAKO CPABHEHWE YKA3aHHBIX BEINE METONOB M JOCTYIHOCTH
WCXONHBIX KOMIIOHCHTOB YKAa3BBACT HA MPEANOYUTHTICABHOCTH CHHTE3a - wim

N2 rcoom N
NH, 3

la—d
RCHO
lc—h
1aR=-CHs, bR—-CHs, cR =pB-CsHiuN, dR=y-CsHuN, e R = - a-CsHUN,
fR=a-CsH20N02-5, g R=CoHa-3,5_[C(CH3)3]2-0H,
h R= CH(CHs) CH2C6HsCH(CHz)>-4
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Y-TIMPUARANA3AMETIEHARX HTpoayKToB 1¢,d mo xucmorEoMy cmocoby. Coermaenns
la—g onmcanw paree [6—101. B pabGore [11] samemennsit Gensmmmnaszon 1g
HOJy4eH KOHAEHCATWEN IMppoxyopuaa 4-raapokcu-3,5-mm-mpem-0yTunbens-
HMWHOSTHIOBOTO 3dwmpa ¢ o-peHuIcHAMAMUHOM. METHIMpOBAHEEM BIECDBHIC
CHHTE3UPOBAHHOTO COECRMHEHWS 1h HOMUCTEIM METIWIOM B BOJHO-COAPTOBOM
PacTBOPE €AKOrO HATPA HOJXyYeHO ero N-Merumnponssoanoe 2. 3a NCKIOUCHYEM
2-merun(la)- n 2-permnbensnmunaszonos (1b), BHOPAHHHX HAMA B KAUCCTBE
MOEIBHBIX COEXUHEHAN HACTOATHETO MCCAETOBARYY, CBOMCTRA coenmHaeHmi 1c—h
M 2 OpaKTHYECKW HE W3YYEeHH. B CBISM € 3THM, a TAaKXE TEMATHYECKOM
HaUpPABJIEHHOCTHIO B NAaHHOM paboTe . 3HAYWTEIPHOE BHUMAHUE YHCICHO
CHEKTPANTbABIM (aHAKM3 pgawHBIX JMP 1H, macc-, UK, YO cmextpor) m
KBAHTOBO-XHMUAUECKMM XAPaKTEPUCTHKAM KAaK MCXOAHBIX, TdK K IEJIEBBIX
6EH3MMURA30/I08, OCOOEHHED MAPUIMI3AMCIICHERIX.

XapakTepHO# OCOOSHHOCTHIO MACC-CIIEKTPOB COSHUMHEHHH la—g saBagercs
HaIMY#AC MaXCMMAThHEIX N0 AHTCHCHBHOCTH (Jorm ~1009%,) mmkos Momexyrsp-
HBEIX HOHOB, OTJMYAIOINAXCHA BHICOKOM CTaOMIBHOCTHI. Hambormpmee CXORCTRO
¥MEIOT MAcC-CIEKTPH (heHwn- ¥ THpHUAI3aMEMeHENX OeH3nMunasonos 1b—e,
opuueM B c:Jiyqae coeqmEeHWH 1b,d,e PHTEHCEBAOCTD THKOB (PPATrMERETHEX MOHOB
He npespmmaer 229% W TONBKO B MAaCC-CIEKTPE [-TUPHNMUIZAMEINEHHOTO
OemsuMmugaszona 1C WHTEHCHBEOCT, mmka moHa [M-H ]+ coctasnger 429,.
TloBrmennas 57€KTPOHEAS IIOTHOCTD B S-TOJ0XEHNN DUPHIHHOBOTO HEKJIA IO
CPABHEHWIO C @~ ¥ Y-TOJOXCHUIMHU, BEPOITHO, OLIPEHEIIET JETKOCTH BHIOpoca
aroma H w3 rpynnmr NH npm aumccommaresmoll moHM3am@md COSHwWHEHHS 1C.
B cmexrpax kxak Mopemssoro 2-¢erwnOensummpaazona 1b, Tax m H30MEpHHIX
APHAMA0eH3NMINA30108 1C—€ HPHECYTCTBYIOT IHKH HOHOB, oGyCJIOBJIeHme
PaCHIETINCHIEM HMUIA30IBHOI0 KOJIbIA: [Ph(Py)—-C—N] , [Ph(Py)—C—NH] u
mp. Ocobsiit maTepec mpeacrasaspor mukr [M-CN]™ m [M-HCNT'; omm MOIyT
GBITH CJIEACTBHEM NWIIb CIOXKHOM CKEJETHOH IIEPErpYyINMPOBKE C MEUTDAITHCH
apuabHOTO (rETapUABHOTO) 3AMECTHUTEAS M TIOCASHYIOIMMM PpaCIIEUICHREM
AMHAA300bHOTO (parMeHTa. B ciayuae pacmama mox AEHCTBMEM IEKTPOHHOTO
ymapa coemmsesw# lh w 2, cogepxXamux AapaNKWIGHEE 3aMECTHTENM,
MHTCHCUBHOCTP MWKOB WX MOJEKYJSPHBIX MOHOB CHuXaerca g0 69 m 609
COOTBETCTBEHHO. Ilp:m 3TOM HaGJHO}IaCTCSI TaKxXe 00pasOBaHHE XADAKTEPHEIX
noroB {M- H]+ u [M- CH3] , IIPAYEM AHTECHCUBHOCTHL IWKA HOCACIHETO WMOHA
cocrasager 1009,.

B pesynprare muTpoBaHmMs coemwmBenwm# la,c—f HumTpyrome# cMeckio npm
0—20 °C ¢ smxomamu or 81 mo 1009 woRy4eHBl  COOTBETCTBYIOMIUE
2-R-3aMemeHHke 5—HHTp066H3HMHZ(aSOJEBI 3a—e, W3 KOTOPHIX CoenWHEHUS 33,8
GBLIA CHHTE3UPOBAHE PAaHEE WCXORS W3 4—H_17ITpO o-beHWICHANAMMHA WM €ro
N,N-gnaneruass0ro mpomssonsoro {8, 12].

Hutpopaumem coegmaesms 1h momyuena cMech MOBOHHTPOUPOMIBONHOIO 3f &
S-mTpo-2- [3-(n-uzonpormui-o-aurpodenvn) npomu-2 Bersnmunazona (3g).

O,N N H,N N -
- N\ N
et = O
N N
H

H
. 3a—e da—d

1h — 3f + 3g

3,4aR=-CHs, bR=[-CsHaN, c R=y-CsHaN, d R =a-CsHaN;
3e R=a-C4H20NO2-5; 3f R = CH(CH3) CH2CsH4CH(CH3)2-4;
3g R=CH(CH3) CH2CeH3(NO2-2) CH(CH3)2-4
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Pyc. 1. MonexysipHbIE TUarpaMmbl NUPHMISAMEINEHHbIX OeH3MMUAA3010B 1c—e:
*] — sapanst; ¥2 — IMEb CBs3eH; ¥3 — MOpsIKY CBA3EH; *4 — AMITONBHBIE MOMEHTHI

Haupasneuwss sw@TpoBanmsa OcH3mMmmasonos la,c—f,h noaTBEpXAEHE
namasMa AMP IH, UK wu wmacc-cuexrpos. Kpome toro, mis ompenencHus
OPWEHTALMY TIPH SJEKTPODEUILHOM 3aMEIMEHEN NWPUANACOAEDXKAMME OCH3-
mMEa30710B 1c—e OBLT HpOBEXEeH KBAHTOBO-XAMIYECKHH PACYET MOAEKYJL STHX
coepmraenuit MetogoMm 111111 (MonexyasipHBIE AMATPAMMBI PACUSTOR IPABEICHEL HA
puc. ' 1, 2). Hwurpesanme OcH3MMMIA3072 TPOTEKAET HO IOJOXEHMIO 3.
PesynpTaTh KBAHTOBO-XMMHYECKOTO IIPOrHO3UPOBAHKNS TOKA3HEBAIOT, YTO IO
CPaBHCHWIO 'C HE3aMEU[CHABIM DOCH3WMUNA30J0M B COSAMHEHMSX 1c—e 1ox
BAHIHUEM - OAPATAABHEIX 3aAMECTHTENEH VBEIHUHABACTCH JT-HeHIBTHOCTD
heHHIEHOBOTO IMKIA, SJEKTPOHHAS IUVIOTHOCT B TIONOXEHHIX 5 #H 6
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u=163D
Yy =-126.3°
0.061 4334 -D.003

0005 §3g¢ 0.405

M=136D
Gy =-103.8°
0-005 4395

1331 o0.104
-0.235

Puc. 2. MonexysIpHBie AUarpaMMbl 5-aMuHO-2-mupunmtensmmraasonos 4b—d

YMCHBINACTCH ¥ 3HAUATENEHO yBemmumBaercs (ot 0.029 xo —0.041— —0.047) npm
atome C(7), a npm C(4) IPOHCXONUT e N3MEHEHNE B OGPATHOM Hanpap/ICHUY (OT
—0.024 po 0.001—0.002). Oxzako B M3yYCHHBIX HAMHA NpAMEPaX (DEHMICHOBHIE
IUKJIH HOABEPTalOTCS SMCKTPOPHIBHON aTake TOJHKO IO MOJIOXEHWo 5 mnm 6.
Takoe HaTIpapJICHME PEaKNVW OHPENENACTCS Napa-OPHEHTHPYIONUM BIIASHECM
AMHAHOIDYIHBl [IHA307bHOTO IUKIA, 4 TaKXe, BEPOSTHO, OJIOKHPOBAHWEM
IPOTOHOM 3TOH IPYHIIE OTPHALATEIBHO 3apsxendoro aroma C¢7).

TTosenenne BATPOOCH3NMATA30/I08 3a—e NpH NEHCTBHM 3JEKTPORHOIO yAapa
MONO0HO THNIMYHBIM aPOMATHUECKWM COSAMHEHASM. JLIg WX - MAcC-CIEKTPOB
Hagﬁonee XapakTepHbl HATEHCUBHEBIC . (Jory = 100%) nuxu MOJIEKYJISIDHBIX FIOHOB
M'. Manounrencusrasie ik #oHOB [M-O1 m wmomos [M-NO]' cpemmeit
HETCHCHBHOCTH 00YC/IOBJICHS! HATPO-HATPATHON NEPErpyIIMPOBKOIL. HPKCYT%T—
BYIOT TAKXe IHKH #oHOE [M-NO21" (om = 23—70%). B cuexrpax IMP
CoenuHERmit 3a—e€ WMMEIOTCA . AyONeTHbie CurHain OporoHos 4-H. u 7-H,
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B3aMMOAEHCTEYIOMmMX ¢ npororoM 6-H (J46 = 2.00—2.5; J¢7 = 9.0—9.2 I'm).
Curaaa nocIeHero mMeeT BN xydnera ayGaeros.

Cmech mMono- u puauTponpomssoxanix 3f w 3g (swixom 849,) paspmermurs Ha
MHIMBHIYAIHHEE KOMIIOEEHTH He yaanocs. B VK crexrpe sTo#t cmecu B obracta
NOMIOI(EHNY BaJeHTHHIX Konebapmii rpymmer NO2 UpuUCyTCTRYIOT OYEHB
FHTEHCHBHEIC IIOJIOCH ¢ MAKCMMYMaMH moriomesmsd npw 1553 u 1533 (aybuer),
a takxe mpu 1347 u 1323 oM | (maewo). B MAacC-CHEKTpE TOM X€ CMECH,
3ammcasEoM B mETepBane 110—245 °C, nabMrofaioTcd MUKy MOJICKY/ISPHBIX MIOHOB
¢ m/z 323 (coemmuenme 3f) m m/z 368 (3g), mpuueM mucconmarmBHAS (DpAr-
MeHTanud MOHORMTponponssoxuoro 3f mpomcxonur B maTeppaite 200—230 °C, a

. AMHUTPOIPOM3BORHOrO 3g — mpu 245 °C. YCTaHOBJIeHo YTO MpU pacuane

CoenuHeHES 3f MHATEHCHBHOCTH IHKOB MWOHOB M [M-—CH3] (m/z 308) u
M- NO] (m/z 293) cocrasngror 50, 100 u 30% COOTBCTCTBCHHO Tlocnenrne
B4 THOA (PPATMEHTHBIX HOHOB 06Hapymaro"rcx W OpH pacmange coenmacHus 3g
(m/z 353 u 338), mia pparmMenTanMKE KOTOPOTO XaPAKTEPEH TaKXe BEOPOC HOHA
M- CHs—NO ]+ c m/ z 323, a COOTHOIICHHE WHTEHCHBHOCTEN IIMKOB MOHOB M,
M- CH3] , [M- NO] , [M— CH3—NO] coctasiager ~43 : 23 : 14 : 100 coorser-
CTBEHHO.

Awnamm3s ciektpa IMP 'H paccMaTpHUBAEMON CMECH (CPABHEHHE CO CHEKTPOM
WCXOXHOTO coenmHeHMd 1h, OleHKA MHTErpajbHOM WHTEHCWBHOCTH CHUTHAJIOB,
pACOONOXEHWE HOCAEAHMX) HO3BONSET CHENATh BHBOXEL O IMONOXECHHW
HETPOTPYHI B €€ KOMIIOHEHTAX W MPAUOIM3UTETIHEOM COOTHOMEHUH MOCAEAHAX.

~T3K, B CJIOXHOH KAaPTHUHE 3TOro CIEKTp4d (13-3a HMOJIOXEHHS DPIAa CHATHAJIOB)

MOXHO BHIETHTH CHI‘HaJII)I opu 8.39 (1, J=2.3Tw), 8.11 (m. 1, J=23u 88 ')
n 7.58 M. 1. (/ = 8.8 T'm), ormcCcHHBIE HAMHE K DaBHONEHHBIM g 00oux
COCTMHEHWH IIPOTOHAM OeHsWMmaasonbHoro dparmenra (4-, 6- m 7-H
COOTBETCTBEHHO), a Takxe cursaias opu 7.78 (n, J = 2.0 I'm), 7.42 (ym. &,
J =79 To) u 7.78 M. a. (@, J = 7.9 Tm), OTHECEHHBIE K HIPOTOHAM
dparmernTa CsH3sNO2 (3-, 5- = 6 H cooTeercTBEeHHO) I[HHKTpOIIpOHSBO)IHO—
ro 3g. CI/II‘HaJIBI METHABHEHX IPYyNO MW30NPONWIHPHOX IPYUIHPOBKH (IpH
1.21 M. x., 5, J = 7.0 Tm), a taxxe mpororos rpyma CH m CHz cmecn
(2.73——3.66 M. 11., M) HPAKTHYECKE HE OT/IMYAIOTCS OT TAKOBEIX MCXoxHOoro 1h.
Bumecte ¢ TeM, caraan rpyomsl CHs 8 dparmente -CH(CH3)CH2- (1.50 M. &.,
) CMEIIEH 1O CPABHEHWIO C CHUTHAJIOM AHAJOTWYHOM rpynnsl coemmueHns 1h Ha
0.05 M. m. B ciaboe WoAE, 4 KaXKas €r0 KOMIOHCHTA UMEET RONOJIHHTEIHHOE
HORpacIiemIeEre. MBI TOJaTaeM, YTO 3TH OCOGEHHOCTH CIEKTPA OOBACHSIOTCS
TIOJIOXKEHMEM CHUTHAJIOB MOHO- W AmHmMTponpomseommerx 3f m 3g, a Taxke
BImgEEeM B mocaexseM rpynmsr NO2 dparmenta CeH3NO2. Ilo maTeRCHBROCTH
CHTBHO- M CAabOmOAbHOM KOMIIOHEHTHI PACCMATPHBAEMOTO CWTHAAa MOXHO
33KJIFOYMTH, UTO COSAMBERMS 3 B cMecH B 1.5 pasa Gosbie.

Tabnuma 1

 XapakTepUCTUKH CHHTESMPOBAHHLIX HOBBIX 2-IAPHAAI3AMEIEHABIX
. 5-puTpo- u 5- &moﬁeﬂmnnasonon

- Havinero, % . .
(}:{22;1:1; qI)So;;yxM';on; Boramcnero, % T. m1., °C* Ry (sTasom) Bhixom, %
C H . N .
3b CpHsN4O2 | 60.02 | 3.51 23.13 275277 0.56 81.3
' ‘ 60.00 333 23.33
“3c CoHsgN4O2 | 59.92 1| 3.32 23.50 282284 . 0.65 97.5
' } 60.00. 3.33 23.33 -
-~ 3d CoHsNsO2 | 58.90 | 3.43 23.21 212—213 0.88 L. 99.6
60.00 3.33 23.33 :
4b C12H10N4 68.32 503 26.30 248—250 0.57 49.0
, - 68.57 4.76 | 26.67 '
4c . | CioFioNs | 68.20 | 4.8L | 26.61 84—88 0.58 71.4
68.57 4.76 26.6" ) ‘ ‘
4d CizHigNs | 68.32 | 4.41 26.51 203—205 0.66 76.2
68.57 4.76 26.67

* Coepnsenus 3b—d NepeKpHUCTANIM3OBAHEI M3 alleToHa, 4b—d — U3 BOEEL
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Tabauma 2

. CriexrpajibHbIe XAPAKTEPHUCTAKHA CHHTEC3NPOBABHBIX CoenuHeHnH

*  DK30LMKINIECKAS CBA3b.

WK coextp
Coen- VYNH; u VNH, Y& coexip, Crekrp SMP 1H, XMMMYECKUE CHBUTH, 5, M. I
HeHue » /%ma& M (Ig &)* KCCB, J, Tu* )
oot .

3b 3400—2810 | 210 (4.46), 9.38 (IH, ym. #. a, 2’-H); 8.68 (1H, yw. 1. &,
215 (4.30), 6'-H); 8.51 (1H, n. 1, 4'-H); 8.48 (1H, x, 4-H);
266 (4,49), 8.13 (H, #. », 6-H); 7.77 (1H, gz, 7-H); 7.50
310 wi. (4.30), QH, o g, 5-H); J26 =2.0; Jg5 =1.5;
322 (4.36) Jae'=2.5; J5'6" =5.0; Jas = 2.0; J67 = 9.0

3c 3190—2820 | 213 (4.47), - 8.82 (2H, M, 2-H + 6'-H); 8.60 (1H, g, 4-H);
270 (4.66), 8.23 (1H, #. x, 6-H); 8.16 (2H, M, 3'-H + 5'-H);
310 . (4.44), 7.84 (1H, g, 7-H); J4s=2.2; J67=9.2
326 (4.49),
350 mn. (4.64)

3d 3200—2830 | 215 (4.30), 8.68 (1H, yw. g, 6'-H); 8.46 (1H, &, 4-H);
264 (4.38), 8.26 (1H, ym. g, 3'-H); 8.12 (1H, x. x, 6-H);
298 (4.40), 7.94 (1Y, . x, 4-H); 7.65 (1H, #, 7-H);
315 mn. (4.33), 7.43 (AH, x. g, 5'-H); J3'¢ =17.5; J3's", = 1.0;
327 (4.40), Jas=17.5;J86=2.0; Js'%6"=4.5; Jas= 2.5 ;
340 mn. (4.30) Je71=9.0

4b 3400—2870 | 208 (4.58), 9.14 (1H, g, 2'-H); 8.54 (1H, x. x, 6'-H);
233 (4.38), 8.36 1H, x. n. m, 4 -HD; 7.50 OH, ». &, 5'-HD;
250 wi. (4.22), 7.39 (1H, g x, 7-H); 6.90 (1H, g, 4-H);
320 mn. (3.36); 6.76 (1H, m. 7, 6-H); J2'e' = 1.8; Ja's=8.2;
344 (4.36), Ja'e = 1.6; J5's' = 4.7; Jas = 2.0; J47 = 0.5;
390 wr. (3.90) Je7=8.5

4c 3390—2800 | 216 (4.64), 8.69 2H, M, 2'- u 6'-H);"
220 (4.46), 7.96 (2H, M, 3'- u 5'-HD; 7.38 (1H, 7. &, 7-H);
275 (4.22), 6.83 (1H, &, 4-1D; 6.73 (1H, z. #, 6-H);
350 (4.38), Jas=2.0; Ja7=0.5; Je7=8.5
390 mn. (4.20)

4d 3400—2800 | 212 (4.43), 8.80—6.58 (6H, m, 3'-, 4'-, §'-, 6'-, 4-, T-H);
265 (4.16), 6.46 (1H, 1. m, 6-H); J67 = 8.5
320 . (4.00),
350 (4.00),
390 mn. (3.94)

*2 Crextpsl coeaunenuit 3b,c caarst 8'anerone-dg, 3d, 4b,c — 8 CD30D, 4d —s IMCO-ds.

Hurpozamemennne 6ensumuiazons 3a—d OsUH BOCCTAHOBJICHE! KUITUCHH-
€M FX BOXHO-3TAHOIBHEIX PACTBOPOB € M30BITKOM MUHKOBOH IEUIH B IPHCYTCTBHE
XJIOPHCTOTO KAJThIES A0 COOTBETCTBYIOIMX 2-3AMELICHHEIX S-aMUHOOCH3UMUN-
‘azonos 4a—d. B sHOpaHHBIX YCIOBESX BOCCTAHOBUTH KUHWTPOIPOH3BOZHOE
dypuabersmmmaaszona 3¢ me ynanocs. Amumasr 4a—d (1abn. 1, 2) moxydess c
peixomamu . 49—769%. Coemumenue 4a Buepsee ommcamo B pabore [131]
Huccomumanya coeqmaeami 4a—d mox AEHCTBHEM JCKTPOHHOIC yAapa aHasio-
THYHA MECCONMAIEY HE3AMEINCHHBX B MOJIOXeHmn 5 OeHsmmunazonop la,c—e:
Hambosnee maTeHCHBEEME (Jors = 1009,) apasroTcs muky MONIEKYASPHBIX MOHOE.

Pesynpratel Omockpummura coemueeruit 1b,d,h, 3b,c ma necrmmupHyio
AKTHBHOCTH TIO3BOJISIOT PACCMATPHBATD 2-f-TAPURI3aMeINeHEbe OeH3uMUIaso-
ae 1c m 3b mepcnexTHBHBIME B 3TOM OTHODICHWH. B pexmmMe in vifro oEM
npogBA cpenHEn (54 m 460%) amtmbaxTepmambHyIo (TecT-o0BeKT Bacteria
Xcnt. Maiv.) u $yarmmmmayo (50 w609, tect-ob6sext Sol. Sol. . m Vent. In.)
aKTHBHOCTh. llpm m3yuermm QyarumurHOR aKTUBHOCTA in vivo ux ne#cTeue
HECKOIsKO BEOmE (57 %) Ha My4HHMCTOR POCE OTYPIOB, 4 B HEKOTOPHIX CIy4asix HA
durTodTOope ToMaTOB. TAKYI0 AKTHBHOCTH TIPOSBIUIA BCC M3yUCHHEIE COCRAHEHH,
kpome coepuueHud 1d, Gysrununaas aKTHBHOCTH KOTOPOIO B 9THX YCIOBUSX HE
npessnmaet 28 %. ‘
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Vi3 OecmsmmumaszonoB Ic—eh monyuess mx rmapoxmopunsl Sa—d, u3
coegmaenmit 1¢,d — mopgMeTunars 6a,b, a Taxxe Gpomuasl J-amumai-2-3-mapu-
o (y-iaprne) Oepsumunazonvs 7a,b. V3 uersepraunsix coned, SBASIOIAXCS
o0bexTaMu GHOOTAYECKOTO N3YUEHNS, OMUCAHB THEAPOXIOpARE 5a—c [6, 71.

KeanToRo-xMMuYEeCKUE pAcyeThl COEAWHEHWH 1C—e TOKa3BBAIOT,  UTO
HaunbosIee S3MEKTPOOTPHIATENLHBIM 4ATOMOM a30Ta B MX MOJIEKYIax aBisercs N (3),
O KOTOPOMY FO/CKHA PEMMYIIECTEEHHO IPOTEKATh KBATEPHE3AM.

SKCHEPUMEHTAJIBHAA 9ACTDh

MK cnexTpsl cHsTh! Ha cnekTpodoromerpe UR-20 B tabnerxkax KBr, Y@ cuexrpsl — Ha npubope
UV-vis B 3tanone. Croexrpsl IMP m PEerucTpUpoBaNH Ha criekrpomMerpax Bruker WP-80 (80 MI'n) rmu
Super-con-400 (400 MI') zis pactBopoB obpasuoe 8 CDCl3, CD30D, AMCO-ds unu anerone-ds,
BHyTpeEHM# cTamapt TMC. Macc-cekTps: M3Mepens] Ha criexzpomMerpax MX-1303, Finnigan MAT-
4615 wm xpomaro-macc-criekTpomerpe Kratos MS-25RF ¢ monuzmpyiompM Hampspxkeruem 70 3B.
KoHTpOsI®s 32 XOROM PEeaKIyit M MHAMBUIAYAIBHOCTHIO HOJYYSHHBIX COSUHEHHUI OCYIECTBASIM C IO-
moutpio TCX na nracruskax Silufol UV-254, amoesT — 3rason.

XapaKTepUCTUKM CURTESUPOBAHHBIX COESMMEEHMET IPUBEAeH:! B Tabn. 1, 2, MOIeKyIapHbIe quar-
pammel (metox ITIY) coepunennit 1c—e, 1b—d npencrasness: Ha puc. 1, 2.

2-[3-(n-Wzonponuncdennn) mpornn-2 ] enzmmpazon (Lh). Cuecs 3 r (27 mmons) o-derues-
nuaMuEa, 5.25 r (27 MMoms) Y- (n-usonpormuidbern) - -MeTUIIponanans u 15 M surpobernsona Ku-
natar 15 mun. KpycTaumyeckuil 0CafRox OT(UIBTPOBBIBAIOT ¥ KPUCTAILIUSYIOT M3 BOFHOTO CIMpTA.
Tomyuator 2.62 r (34%,) coenuuenms 1h. T. rur. 205—207 °C. Rr0.48 (Silufol, adup). Macc-cnexrp,
m/z Uomm, %): 278(69) M, 277(18),263(87), 145(69), 133(17), 117(19). Cuextp SIMP ' (cpC):
1.20 (6H, 1, J=6.8 T, 2CH3 B i-Pr); 1.45 (3H, i, J = 6.8 Tu, CH3 B Pr); 2.58—3.50 (4H, M, Haymu) ;
6.90—7.70 M. 1. (8H, m, Hapon) . Haitneno, %: C 81.42; H 7.43; N 10.70. Ci19H22N2. Brraucieno, %:
C82.01; H7.91; N 10.07.

2-[3- (n-Mzonponmadenwn) npomai-2 |- I -Memmnber3amunasoa (2). K pacteopy 3 r (10 MMoin)
Bensmmuasona Lh & 50 mn stanona gobaraszor 0.75 M 509, pacteopa efxoro Harpa B 3TAHOJNE, 3ATEM
0.75 M (12 MMOJB) MORMCTOTO MeTHia. PeaklMOHHYIO Macey nepeMemusaioTr 24 u mpu 30—40 °C,
n00aBnsr0T 50 MA BOIBI, SKCTPATUPYIOT XI0pohOpMOM, SKCTPAKT CYmAT CysisaToM HATPUS, yIIapuBa-
101. TTosnyuaror 2.2 1 (69.8%,) coepunerysi 2 B BUAE BA3KOH MACASHUCTON XMUAKOCTH PO30BATO-KOPUI-~
HeBoro usera. Rr0.82. Macc-cniektp (m/z, Iors, %): 292(60) M*;277(100). Cuexrp IMP " (cDC):
1.16 (6H, 1, J=6.8 Ty, 2CH3 B i-Pr); 1.45 (3H, i, J= 6.8 Ty, CH3 B Pr); 2.62—3.45 (8H, M, Hamue) 5
6.82—7.75 M. 1. (8H, M, Hapowm). Hamxeﬂo %: C82.22; H 8.23; N 9.50. C20H24N2. BeraucueHo, %:
C 82.19; H8.22; N 9.59.

S-Hmpo—2—(ﬁ-nnpnnm)- (3b), 5-HuTpO-2-(Y-TIEpARALL) - (3C), S-HATPO-2-(Q-mupH L) GeH3-
wvmrgazoast (3d). K nepememnmsaemoit cmecu xoumeHTpuposarubix HNOs (4 mur) u H2S04 (5 M) npu
0 °C mopumsvu pofasmsor pacteop 1 v (5 MMoms) coepubenma 1c—e B 2 MJI KOHIIEGHTPUPOBAHHOM
H2804. Peaxumonsyo maccy nepemenmnsaior 1 o nipu 0 °C u 1 w npu 20 °C, 3areM BELIMBAIOT Ha JIef,
n0GaBIIOT PAacTEOP coxpr o PH 8. Belmesuemmiics 0CajoK KPUCTJUTMSYIOT M3 aneToHa. IlomygarT
KEJIThle KPUCTaIUib poaykra 3b—d.

5-Hutpo-2- (S-autpoypui-2) beH3mmMuaason (3e) CHHTe3UPYIOT AHAJNOTUYIHO COEUBEHNUIM
3b—d aurposanuem 3.5 v (13 mmonp) coenumenus 1§, pactBopersoro B 20 MJI KOHICHTPUPOBAHHEON
H2S04, cmecsio xosuenTpupoBatusix HNO3 (10 mm) u HzSO04 (15 mon). IMomywator 3.5 r (97.7%)
nmpoaykra 3e. T. 1. 312—314 °C (43 BOXHOrO CIMPTA) COOTBETCTBYET IPHUBEACHHOM B JaTepaType [8].
Crextp SIMP 'H (IMCO-de): 8.44 (1H, 1, J4s = 2.0 T, 4-H); 8.12 (1H, & 1, Je7 = 9.0 Tir, 6-H);
7.82—7.62 2H, M, 4- u 7-H); 7.52 ™. p. (1H, x, J34=4.0Tyu, 3-H).

5-Hurpo-2- [3- (n-nszonponuicdenmi) npommwi-2 oenznmugazon (3f), S-marpo-2-[3-(n-w3ompo-
maI-o-rETpodendn) npommi-2 | Gersamunazon (3g). K cmecn 3 M xoHNeRTprposagEbx HNO3 1 4 M1
H2804 npu 0 °C nocTenenso 100asusoT pacteop 21 (7.1 MMoins) coepusenus 1h B 6 MT KOHIEETPHPO-
Barroi H2S Q4. Peakuuonnyo Maccy nepememusaior 1 wnpu 0°C, 1 unpu 25 °C u nasee 00padaTpiBaior
Kax OnMcaHo jyis coequnenuii 3b—d. Hoayuaror 1.95 r cmecu npoxyxros 3f,g B Bume KpucTawios
sxenrtoro meera. T. ma. 80—114 °C (u3 anerona) .

SfAmao-Z-(ﬁ-nnpmm)- (4b), 5-amun0-2- (Y-nEprman) - (4¢), S-amuno-2- (X -pupuar) GeH3-
nvupaszon (4d). K pacreopy 2 r (8.3 Mmous) coepuuenwst 3b—d B cmecu 35 mu1 oranona U 8§ MIt BORBL
nobasmsnor pactsop 0.5 © xa0pMaa xaibiys B 1 MIT BOjIbI, & 32TEM DY HArPEBAHMY Y [IEPEMENIMBAHMYU
12.5 r yuEKOBOM NBUIHM. PEaxUOHHYI0 CMECh KMISTAT 2 Y TIPU HePEMEIUMBAHUY U 3aTeM MMIBTPYIOT.
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Ocanox Ha GUIbIPE OPOMBIBAIOT CIMPTOM, KOTOPBIA IOCHE 3TOr0 ofbepuusor ¢ dunsTparom. Cmecs
YHapMBarOT, OCTATOK KPUCTAJUIM3YIOT M3 TOPSUEH AUCTHIITMPOBAHHOH BOMBI, IOy 4YaroT nponyxt 4b—d
B BUJE KPUCTAIUIOB XKenroro (4b,c) wmmm remuo-xopuunesoro usera (4d).

Ksareprusanua 2- [ﬂ(lc) L,y (Ldy (1 e)-mupunnn] Genzumunaszonoe u 2-[3-(n-usonponmide-
Hwn npomwi-2]6erzamunaszona (1h). TIpomyckaroT XIOpUCThIl BOROPOA B PACTEOD OCHOBaHUS 1¢—e
B aUETOHE MM B 3¢pMpPHBI pacTBOp ocuosanus 1h. [Tomyuaror rugpoxopussl Sa—c u 5d cOOTBETCTREH-
HO. [Tocnemuuit BRIAEISIOT B BUAE Macna. Boixon 91 % . Fugpoxitopuss: 5a—C moxy4aioT B BHE NOPOLI-
K000pa3HbIX BEIIECTE C BBIxOaaMu 95, 98 u 999 coorsercraenno. T. wi. 298—300 °C (5a), 266—268 °C
(5b) 1 248—249 °C (5C) COOTBETCIBYIOT IPHUBEIECHHBIM B JTMTEPaTypE [6, 7]-

Hoaun 3-mereo-2- (- mupunm) Gensnvunasomus (62) 1 HOXAN 3-MeTHI-2- (Y -TMprEn) Gers-
mMuEfa3oms (6Db) nonyuess: xunsuenwmeM pacrTBopos ocuopanuit 1¢c u 1d B amerome ¢ ma0birkoM
Metumopuaa. MogmeTnnat 64 — KOpUUHeBbie KPUCTasuisl. T. wi. 237—238 °C. Bexox 96.5%,. Hair-
nero, %:C46.91; H3.42; N 12.5;136.92. C13H12IN3. Berumcnéno, %: C46.29: H3.56; N 12.46;137.69.
Uoamerriat 6b — xenteie kpucrasst T. wr. 265—267 °C (pasx.). Beixox 90.7% . Haitneno, %:
C 46.31; H 3.82; N 12.5; 1 37.62. C13H12IN3. Beruucnero, %: C 46.29; H 3.56; N 12.46; 137.69.

Bpomuz 3-am—2-(ﬁ-nﬂpmzm)6eﬂsmmlasonm (73). Pacreop cmecu 1 ¢ (5.1 Mmours) coemu-
Henus Lc u 0,4 murGpomuctoro ayutmia B 50 M aneTona xunsatat 12 u. Borge muemmiics Tpu OX1a XK Aeamu
HPORYKT KPUCTAIUIM3YIOT U3 anerona. Ionywaror 0.86 © (53%,) conu 7a. Kpycrawis: 6e:xeBoro usera ¢
T. x. 205—207 °C (pasn.). Haiymeno, %: C55.81; H 4.30; N 13.23; Br 25.21. C15H14BrN3. Beraucne-
HO, %: C 56.96; H 4.43; N 13.29; Br 25.32.

Bpomuap 3-ajumui-2-(y-mapuinn)bensumunazonus (7b) noxyuwasror amamormuno uz 0.7 v
(3.5 Mmome) coequuerus 1d-u 0.3 Ma 6pomucToro ajutuna. Brxon 58.4%, . JKenTo-KOpHuHeBsie Kpu-
crasust. T. rur. 208—210 °C (pasn.) . Hatigero, %: C 56.51; H 4.60; N 13.11; Br 24.90. C1sH14BrNs3.
Bomucnero, %: C 56.96; H 4.43; N 13.29; Br 25.32.
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