YK 547.94

U B. KVJIAKOB, 3.M. JKAMBGEKOB,
CJl ®A3BLIOB, 3.M. MYJ/JJAXMETOB
CUHTE3 TAJIOTEH3AMEIIEHHBIX MPOW3BOTHBIX
HUTPOAHWJIHUJIOB HA OCHOBE MOP®OJIMHA
U AJKAJIOUJA LIUTU3UHA

OcymiecTBiICH CHHTE3 OpPOM- M XJIOPALICTHIFHBIX MPOM3BOIHBIX HUTPO- M TAJIOTCH 3aMEIICHHBIX AHIIIHIOB YKCYCHOH
KHCJIOTBI, C TIOCTICAYIOMIMM ATKHINPOBAHAUCM aJIKAJIONIA IUTH3HHA U MOP(OITHA MOIyHEHBI COOTBETCTBYIOIIHE OpOM-
1 XJIOP3aMEIICHHbIC HUTPOAHMINIBI N-aMHHOYKCYCHOM KHCIOTHI

XUMHYECCKUH JU3aiH OHOIOTHYECKH AKTUBHBIX
BCILISCTB OCYIICCTBIISICTCS MyTEM KOMOHHAIIUU B
MoIekyie AByx u Oonee papmakodopHex (par-
MEHTOB. B HacTosmeMm COOOIICHUU PacCMOTpe-
HBl HCKOTOPBIC MECTOAB BBCIACHHUSA B CTPYKTYPY
(pU3UOTOrUICCKU AKTUBHOIO AJKATOUAA [TUTH3HU-
Ha U €ro CTPYKTYPHOro anaiora MopdoJsuHa, mpo-
H3BOJHBIC KOTOPOTO BXOAAT B COCTAB MHOTHX
AHAJIBTCTUKOB, HUTPOTPYIIIEI U ATOMOB FaJIOTCHA.
MHore HUTPOCOCOUHCHUS HUMCIOT OTPOMHOC
MPaKTHYCCKOS 3HAYCHUE, MOCKOJBKY 00/1aJar0T
BBICOKOH aHTHOAKTCPHATBHOH, HHCCKTHUI[UIHOM,
POCTCTUMYTHUPYIOLICH U APYTUMH BHAAMHU OHOJI0-
rudeckoii aktusHoctH |1, 2]. HauGomee BaskHbI-
MH HNPEACTABUTEISIMHU 3TOM TPYNIBl COCIUHEHUM
SBJSIOTCA IIMPOKO MU3BECTHBIN B MEAMLIMHCKOU
MPAKTUKE MPUPOTHBIN AHTUOMOTHK IIUPOKOTO CIICK-
Tpa aehcTBUs X10paM(PEHUKON (JICBOMHUIICTHH) —
D-tpeo-1-(n-autpodennn)-2-AuxIopancTHIAMH-
HOMpOMaH- 1,3-1101 1 MPON3BOIHEIC HA OCHOBC HUT-
podypana — dyparmius, GhypasoaunoH, GpypazonuH
[3].

M3BecTHO Takke, UYTO AaHWIMH TMPOSBIACT Ka-
POTIOHIDKAIOIINEC CBOMCTBA, OAHAKO OH CJIUIITKOM TOK-

CHYCH AJS UCTIONb30BaHus B JeucOHOM aene. Bee-
JCHHUC PA3IUYHBIX 3AMECTHTEICH B OCH30MBHOE SO
U MO0 aMUHOTPYIIIIC, HAPUMED, €r0 aleTHINPOBa-
HUE, IPUBOIUT K 3aMCTHOMY CHHKCHHIO TOKCHYHO-
CTH U TIOJYYCHHUIO COCIMHCHHH C IIHPOKUM Juamna-
30HOM (hapMaKONIOTHICCKOTO ACHCTBHS [2].

Bonpmoe BnusiHue HA PU3NOTOrHIECKYIO AKTHB-
HOCTB IPEIapaToB OKA3bIBACT TAKXKC BBCACHUC B
COCTaB MOJCKYJ ranorcHa. BeeaeHue ramorcHoB
MOBBIIIACT JUMOGHIBHOCTE JICKAPCTBCHHBIX BE-
IIECTB U 00JEr4aeT MX MPOXOXKICHHE depe3 Ono-
mMemOpans! [4]. CnexyeT Taioke OTMETHTb, YTO ra-
JIOTEH- U HUTPOIPOU3BOAHBIC (hCHUITCATHLIAIAHN A -
JIOB, COACPIKALIKE TAJIOTCH B MOJIOKCHUH 2, a HUT-
porpynmy — B MOJOKeHUH 4, 00nMagaroT BHICOKOH
AHTHTEITBMUTHOW AKTUBHOCTBIO U TIPOSBIIAIOT MOLL-
HbIH pasobmaroiuii 3¢ dekr [3].

B cBs3u ¢ 3THM, HAMH OCYIICCTBIICHA CICAYIO-
mas CXeMa MPEeBPaLLCHUN.

CHHTE3UPOBAHHBIC IO M3BECTHBIM METOAHMKAM
2-OpoM-4-HUTPOAHHIHH, 2,6-IU0pOM-4-HUTPOAHIITHH
1 2,6-1uxJ10p-4-HUTPOaHNIIMH aIPTHPOBAIIN XJIOPaH-
THAPUAOM XJIOPYKCYCHOH KUCTIOTHI U OPOMaHTHIpH-
J0M OpPOMYKCYCHOH KHCJIOTHI.
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Br Br
CICH,COCl L
02N NH2 02N N_C\
H  “cH,cl
1
Hal Hal @
BrCH,COBr Py
O,N NH, O,N N—C_
H CH,Br
Hal Hal
2,3)

Hal = C1 (2), Br (3)

[Mockonbky, amuHOrpymnma B 2,6-au6pomM-4-HuT-
poaHmnuHE U 2,6-AUXI0p-4-HATPOAHUIIMHE MEHES
AKTHBHA U CTCPHYCCKH 3aTPYIHCHA ANl HYKICO-
(bUITBPHOM aTaky, AMITHPOBAHUE IPOXOTUT B JOBOJIb-
HO JKECTKHX YCIOBHUAX — IIPU KUTLTYCHUH B TCUCHUH
12-15 qacos B Tonvone. bome BBHICOKHEC BBIXOIBI
HCXOJHBIX POAYKTOB HAOMIOAATH IPH HCTIOIb30BA-
HUH 00716 PEAKLIMOHHOCTIOCOOHOr0 OPOMAHTUAPHUA.
Xopolme BEIX0AB MPOAYKTOB PEAKLHN ObLITH ITONY -
YCHBI TAKXKE H B 60IEC MATKUX YCIOBHAX, PH ALK~
JUPOBAHUH HUTPOTATOTCHAHHUINHOB B A0COIIOTHOM
JIM®A.

B UK-cnekTpax moixydeHHBIX COSAMHEHHH
(1-3) mprcyTCTBYET HHTCHCHBHAS ITONOCA MOTTIONIC-
HHS KapOOHUTbHOM rpymitel B obnactu 1690-1675 emr
!, HuTporpymsl B oonactu 1515 u 1340 e u N-H
B obmactu 3200 cm'.

Br
L
02N N_C\
H  “cH,C1
1 —N/\‘}
Hal @
L0
02N N_C\
H CH,Br
Hal
(2,3)

Hal = C1 (6, 7), Br (8, 9) @N—

B cmextpax IIMP coeamnennii (1-3) metune-
Hoseie mpotonsl CH Hal mponmceiBarorcs y3kum
curracroM npu 4,20 — 4,37 m.x. [IpoToHs! apoma-
THYECKOTO KOJTbLIA BBIMTUCHIBAIOTCS B JOBOIBHO Cla-
6om noste B obnactu 8,40 — 8,60 M. 1. COOTBETCTBCH-
HO CHHIJICTOM JUISL COCAMHEHUH (2, 3) U CHHIJICTOM U
aBymst gyonetamu qist coequueHus (1),

[Tonyuennsie (2-OpoM-4-HUTPO)XIOpALICTAHH -
g (1) u (2,6-nuranona-4-HATPOOPOMALIC TAHMTH b
(2, 3) ABAAIOTCS TOCTATOYHO PEAKI[MOHHOCIOCO0-
HBIMH TKHIHPYIOIAMH pearcHTamMu. Tak, amKuiu-
poBanueM coeauHeHusIMHE (1-3) amkaaonaa HUTH3NH
1 MOP(QONHH B a0COTIOTHOM OCH30IE UIIH TONYOJIC B
MPUCYTCTBUH TPHUITUIAMUHA (TIPU JIKHITHPOBAHUH
LUTHU3HHA) OBLTH TOIYYCHBI COOTBETCTBYOIIUC Ta-
JOTCHHUTPOAHUTH B N-IIUTU3HHUIYKCYCHOI (4, 6, 8)
1 N-MopdOIMHUIYKCYCHOM KHCTOTH (5, 7, 9).

O (4,6,8)

(5,7,9)
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CunresupoBaHHbIC coequHeHus (4-9) npeacras-
JSIFOT COOOM 3KEMTOBATHIC KPUCTAIIMUCCKUE BEIIC-
ctBa, pacteopumMbic B IM®DA 1 B ropsauux nossp-
HbIX pacTBopuTe/asX. COCTaB U CTPOCHUE MOJIYUCH-
HBIX coenuHeHUM (4-9) MOATBEP:KACHBI NAHHBIMU
snemeHTHOro aHamusa, UK-, IIMP- u macc-criekr-
POCKOIIHH.

B UK -cnekTpax nonydeHHBIX coeauHEHUH (4-9)
MPUCYTCTBYCT MHTCHCUBHAS IOJIOCA MOTJIOIICHUS
KapOoHHIBHOM rpymmel B obmactu 1710-1700 cm™!
(1650 e g amumaoro dparmenra >N-C=0 an-
KaJIoHJa UTHU3HH ), HUTporpynmsl B obnactu 1500 u
1330 cm.

B cnexrpax [IMP coeaunenuii (4, 6, 8) nposis-
JSIFOTCS. TIPOTOHBI LIUTU3HHOBOrO (hparMeHTa B HX
XapaKkTepucTHieckux obmacrax. [Iporonsr apoma-
THYCCKOTO KOJIBLIA AT BCeX coeauucHuit (4-9) BbI-
MHCHIBAFOTCS B ¢1aOboM mojie B obmactu 8,24-8.50 m. 1.
COOTBETCTBCHHO CHHTJICTOM AT COSTUHCHUH (6-9)
¥ CHHIJICTOM M JABYMS AyOjeTaMu AJisi COSAUHCHUN
(4, 5). B cnexrpax I[IMP coequnennii (5, 7, 9) me-
THUJICHOBBIC IPOTOHBI MOP(OTHHOBOTO IHKIIA ITPOITH-
CBHIBAIOTCA Y3KHMH CHHIJICTAMH NpH 3,66 M.1.
(O(CH,),) u 2,60 m.a. ( N(CH,), ). MeTunenosrie
MMPOTOHBI KapOOHUIBHOU TPYIIbI BHITUCHIBAOTCS
CHHIJICTOM B oOmactu 3,20 m. 1.

Boixogapli, GU3HKO-XUMHYECKHE KOHCTAHTHI U
JAHHBIC 3JICMCHTHOTO AHAIH3A TOIYICHHBIX TaJio-
ICH- U HUTPOCOACp AKX coeauneHuti (1-9) npea-
cTaBJeHbl B Tadmuue 1.

IKCITEPUMEHTAJIBHAA YACTB

HK-cniekTpsl CHATH Ha crickTpoMeTpe ¢ Dypoe-
npeobpaszosareaem «AVATAR-320» dpupmer
NICOLET B Tabnerkax ¢ KBr. Crextper AMP 'H
3anucansl Ha criekrpomerpe Bruker DRX500 ¢ vac-

toroit 500 MI'u B pactBope DMSO-d6 otHOCH-
TenbHO BHyTpeHHero crangapta TMC. Temnepa-
TYPHl MIABJICHUS ONPEACICHB Ha mpuOope
«Boetius». KoHTpOIb 32 XOX0M peakuuu U YHCTO-
TOH HOMYYEHHBIX COSIUHEHUI OCYIIECTBIISLIN ME-
TOJOM TOHKOCIOHHOH Xpomartorpaduu Ha IIACTHH-
kax «Silufol UV-254» B cucreme H30nponuioBerit
cnuprt-6eH3on-ammuak — 10:5:2. [Tnactuaku mpo-
SIBJISLIN TTapaMu Hoaa.

N-(2-6pom-4-nutpodenuni)-2-xaopanera-
mua (1). K pacteopy 2,17 r (0,01 Mons) 2-6pom-
4-autpoannnuna B § M JJMDA nmpu nepemenusa-
HHH HA MATHATHOW MEIIATKE MPUOABIISUIH MO KaIlIsIM
mpu koMHaTHOU Temmeparype 1,25 1 (0,011 Mons)
XJOpPaHTHAPHAA XITOPYKCYCHOM kucaoTel. [locne
MpUOABJICHUS CMECh HAIPEBAIH MPH MOCTOSHHOM
nepemMenBaHun U temmeparype 55-60 °C B teue-
HHE 2-X 4aCOB M OCTABJISIIN Ha HOUb. 3aTEM PACTBOP
BBUTMBATIH B CTAKAH CO CMECBIO BOJBI U Nbaa. BoI-
MABIINI CICTKA KEITOBATHIN MPOAYKT, OTHUIBTPO-
BBIBAJIH, MPOMBIBAIN BOJOH, CYLIMIH HA BO3AYXC.
[Tocne mepexpucTanInzanuy U3 ropsaucro 6eH3oma
noayuuu (1).

AHAJOrHYHO NOIYYCHBI coeanneHus (2, 3).

N-(2-6pom-4-uutpodennn)-2-N-uutuzu-
Hoaueramua (4). K ropsuemy pacrsopy 1,47
(0,005 Moab) N-(2-Opom-4-autpodenus)-2-x10-
paueramuzaa B 20 M abconrotHOro OeH30Ma, PH-
aumu 1,52 ¢ tpusTHnamuHa U goGasuim 0,95 T
(0,005 Mous) rutusuna. Harpesaau opu nepeme-
LIMBAHUH C 0OPATHBEIM XOTOAUIBHUKOM 2 yaca. Or-
(PUTBTPOBBIBAIIN TOPSYHUM OT 0CAKA THAPOXIOPH-
Ja TPUSTUIAMHHA, 3aTE€M OTTOHSTH PACTBOPUTEND,
KPHCTAITHICCKHH OCTATOK CBETIO-KEITOr'O LIBEC-
Ta OTQUIBTPOBHIBAIN U NEPEKPUCTATIU30BBIBATH
13 2-mpomnaHoia.

Tabmuna 1. Beixoasl, ¢pu3nKo-xXuUMAYecKHe KOHCTAHTHI W TaHHBIE 2JIeMeHTHOTO aHAIN3a
CHHTe3HPOBAHHBLIX coeqnnennii (1-9)

Ne coen. Bruixon,% | T.mn., °C Haiineno, % Bpyrrodopmyna Briuncneno, %
C H N C H N
1 90,3 105-106 3335 2,78 8.85 CHBrCIN,O, 32,74 2,06 9,54
2 94,0 198-200 28,59 2,02 8,29 CHBrCI,N,0O, 29,30 1,54 8,54
3 90,2 205-207 23,82 1,79 6,06 CHBr.N,O, 23,05 1,21 6,72
4 77.5 189-190 51,68 5,01 12,13 C H BrN,O, 51,02 4,28 12,53
5 83,5 182-183 41,26 4,86 12,87 C,H BrN.O, 41,88 4,10 12,21
6 753 185-187 53,08 4,52 12,90 C H,CLNO, 52,19 4,15 12,81
7 77.5 131-132 43,93 4,39 13,23 C,H,CLN.O, 43,13 3,92 12,58
8 78.4 195-197 43,95 4,08 11,18 C H,Br,NO, 43,37 345 10,65
9 87.0 126-128 33,51 3,79 10,58 C,H,Br,N.O, 34,07 3,10 9,93
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N-(2,6-nuopom-4-autpodenns)-2-mopdo-
auroaueramuj (9). K cycriensun 0,834 r (0,002 Mone)
N-(2,6-aubpom-4-aurpodeHin )-2-OpoManeramMmuia B
10 ma aGcomrorHOro toayona, npwiuiu 0,35 ¢
(0,004 Moun) mopdonuna. Harpesamu mpu nepeme-
LIMBAHUH C 0OPATHBEIM XOTOIUIBHUKOM 2 yaca. O1-
(PUNBTPOBEIBAIH FOPSIYUM OT OCAAKA THAPOOPOMHU-
Ja Mop(OTHHA, 3aTEM OTTOHSIIN PACTBOPUTEITb, KPH-
CTAJUTMYECKUH OCTATOK CBETIO-XKEITOrO LBETA Ie-
PCKPUCTAIIN30BRIBATH U3 3THIALICTATA.

AHAJOrHYHO MOJIYYICHBI COSAUHCHUS (5-8).

Brrxomp! 1 pH3HKO-XUMHYECKIC KOHCTAHTHI CHHTC-
3UPOBAHHBIX COCAMHCHUH NPEACTaBIcHE! B Talm. 1.
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Pezrome

CipKe KbIIIKbIILIHBIH HUTPO- JKOHE TaJloreH OpbIHOAChIIF-
aH aHWJIMJATEPIHIH OpOM- XoHE XJIOPAICTHIIL TYBIHIBIIAPHI
CHHTE3ICTIHII, OJIaH 9pi U TH3MH aTKaIoN bl MeH MOPhOOIUHIL
ATTKUIIZIEY apKbLIIbI CONKeCiHITe OPOM- JKOHE XIIOPOPLIHOACLITF-
aH N-aMHHOCIPKE KBIIIKbUTBLIHBIH HU T-POAHHIIHITEP] ATTBIH/IBI.

Pezrome

Synthesis bromo- and chloroacetamide derivatives nitro-
and halogen replaced anilide an acetic acid is carried out, with
the subsequent interaction with alkaloid cytisine and morpholine
are received meeting bromo- and chloroderivatives nitroanilide

N-aminoacetic acids.

TOO “Huemumym opeanuuecko2o
cunmesa u yenexumuu PK”,
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