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N-APUJIBEH3AMUWANHOB rTMAPOXJIOPUADI.

CUMHTE3 U CTPOEHME

E.B. KyeaeBa'l*, E.B. Degopogal, I.B. KcenodponTtosal, T.J1. Cemakosal,

n.N. Akosnes!

Pestome. V3yueHa peakuyus nonyueHus N-apunbeHsammnanHoB rugpoxnopufos. CTpoeHne CHTe3MPOBaHHbIX COeAVHEHWI A0-
Ka3aHO C MOMOLLbI0 COBPEMEHHbBIX GU3NKO-XMMUYECKX METOA0B aHanm3a: 'H-AMP-, 13C-AMP-cnekTpocKonuu, peHTreHoCTPyK-

TypHoro aHanu3a (PCA).
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N-ARYLBENZAMIDINES HYDROCHLORIDES. SYNTHESIS AND STRUCTURE
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Abstract. The reaction of obtaining N-arylbenzamidines hydrochlorides was studied. The structure of synthesized compounds was
proved with the help of modern physicochemical methods of analysis: NMR "H-, 13C-spectroscopy, X-ray diffraction analysis (RSA).
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BBEAEHUE Bbino  ycTaHoBneHo, uto  N-apun6eHs-
aMmnanHoB rugpoxnopugsbl (IV a-K) MOXXHO NonyunTb
Hu3kas pacTBOPUMOCTb NOJYYEHHbIX

N-apun6eH3aM1anNHOB B BOAE 1 6ONbLUMHCTBE opra-
HUYECKMX PacTBOPUTENEeN ABNAETCA CYLeCTBEHHbIM
HefoCTaTKOM 3TUX COeAMHEHWI C NOo3UUMK CO3[a-
HMA HOBbIX NleKapcTB. Hanbonee 3¢ peKkTBHBIM Npe-
O[OMNeHNeM 3TOro HefloCTaTKa ABNAETCA U3MEHEHNE
6anaHca nMNoouNbHO-rMAPOdUIbHBIX CBONCTB My-
TEM BBe[leHUs B UX MOJIEKYJIbl Pa3/INYHbIX 3aMeCTu-
Tenemn, U3MeHsALWNX O6ronornyeckyo akTMBHOCTb
BELLECTB, MX TPAHCMOPT 1 OMOJOCTYNHOCTb B Opra-
HV3Me, UM NonyyeHne conen, obnagawowmx bonee
BbICOKOW PacTBOPUMOCTbIO, YeM COOTBETCTBYIOLLME
N-apun6eH3aMnanHbl.

MATEPWAIJIbl U METO[bI

N-apun6enzamugutsbl (Il a-K) 6b1IM nonyyeHsbl
B3aMMopencTenemM apunammHoB (Il a-K) ¢ 6eH30HUT-
punom (I a) B npucyTCcTBUN 6€3BOAHOrO aNtoOMUHKA
xnopuga (pucyHok 1) [1-3].

NH; NH;
AChH C
i 180 °C
E .
la 1l &=k (1] S R
E=H iz}, 2-Br i), 3-Brin), 4=Br (r), 2-CH; (2L 3=CHy (2], 4-CH; (=),
BNk {2 40k fu), 4-00CH, (k)

PucyHok 1. CunTes N-apun6eHsamunauHos

npu NponyckaHUM Cyxoro XJIOPOBOAOpOfda uepes
cycnensuto N-apunbeHsamugurHos (Il a-K) B aTuno-
BOM CupTe (PUCYHOK 2).
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PucyHok 2. CuHte3s N-apun6eHzamupanHoOB rugpoxno-
pupos

PE3YJIbTATbl U OBCYXAEHUE

CmpoeHue N-apunbeH3amuouHo8
pudoes.

2udpoxsio-

MonyyeHHble N-apunbeH3aMUANHOB TUAPO-
Xniopuabl MOTeHUManbHO MOryT CylecTBOBaTb B
[BYX TayToMepHbIX dpopmax (A, b).
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PA3PABOTKA U PETUCTPALINA JIEKAPCTBEHHbIX CPEACTB



CEKLMA: Mouck u pazpabomka HOBbIX IeKapCcmeeHHbIX cpedcmae

CrpoeHnie N-apunbeH3amUaVHOB TVAPOXJIOPVAOB
(IV a-K) Hamn pokasaHo meTtogamu 'H-AMP-, 13C-AMP-
CNEeKTPOCKOMNN, PEHTFeHOCTPYKTYpPHOro aHanusa (PCA).

Cnektpbl  'H-AMP N-apun6eH3amuivHoOB ruj-
poxnopugos (IV a-k) B JMCO-dg xapakTepusyiotca
HanMyMeM pPe30HaHCHbIX CUTHaNoB MNPOTOHOB apo-
MaTtuyeckux koneuy, (~7,11-8,42 m.4.), curHanos B obnac-
™ ~2,30-2,38 m.A. (CH3z-Ar) B cnekTpax coeuHeHun
(IV a-x), npotoHos rpynnbl OCH3 npwu 3,82 m.a. (IV k),
a TakXe Tpex CMrHanoB B obnactn ~8,66-12,36 m.a.,
npotoHoB rpynn =NH, -NH wu HCl nonyuyeHHbIXx
COeAVIHEHWI.

Ha pucyHke 3 npepctasneH cnektp 'H-AMP N-4-
MeTOKCU-beHnnbeHsammanHa rugpoxnopuga (IV k) B
AMCO-dg. Hanuune tpex curHanos npu 8,8 m.4., 9,8 m.a. n
11,6 M.A. C MHTErpanbHOM MHTEHCUMBHOCTbIO MO ~1H no3-
BOSIAAGT rOBOPUTb O TOM, YTO 3TO COeNHEHne B PacTBO-
pe IMCO-dg nmeeT npeobnapatoLlyio NPOTOHNPOBAH-

Hyto popmy b.
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PucyHok 3. Cnektp fAMP pacrBopa 'H N-4-metokcudeHun-
6eHsamupanHa ruppoxnopuga (IV k) 8 AMCO-dg

B cnektpax 3C-AMP coeguHenuin (IV a-K), NOMUMO
CUrHaNoB aTOMOB Yriiepofa 6eH30sbHbIX Konel, B obnac-
™ ~115,61-146,87 m.O. N CUrHaNOB yrnepofa MeTUIIbHbIX
1 metokcurpynn (~17,54-17,89 n 55,98 m.4.), B cnlabom no-
ne npu ~163,34-163,92 m.4. HabnofaeTcsa cMrHan yrnepo-
fa rpynnbl —C=N(=N).

Cnektp BC-AMP coepvHenua (IV k) 8 AIMCO-dg npea-
CTaBJIEH Ha PUCYHKe 4.

CTpoeHue nonyyeHHbix  N-apunbeHsamuauHoB
rugpoxnopugos (IV a-k) B KpucTaninyeckom cocTo-
AHUN ObINO OAHO3HAYHO [OKa3aHO MOHOKpPUCTasb-
HbIM PEHTFeHOCTPYKTYPHbIM aHanmM3om (PUCYHOK 5).
N-apun6eHsammanHoB rugpoxnopugpl (IV a-k) B otniuuune
oT ocHoBaHuin N-apunbensamugnHos (lll a-k) cywect-
ByloT B N-apunamMMHO-MMWUHHOW MPOTOHUPOBAHHOM
dopme (b).

2017 N2 3 (20)

WA e DO D

na
k|
Ay

S
53]

.
I 1

A

.\,
=

o ), 72
- — 1

= W

i_
E
g
&
2
&
B
®
8

PucyHok 4. Cnektp '3C-AMP pactBopa N-4-meTokcudpeHun-
6eHsamupanHa rugpoxnopupa (IV k) B AMCO-dg

PucyHok 5. MonekynapHoe crpoeHne N-4-meTundeHunbeHs-
amupaviHa rugpoxnopuga (1V x)

3AKNTIOYMEHUE
Takum  06pa3oM, HaMM  YCTAaHOBJIEHO,  YTO
N-apunbeH3aMUguHOB  FMAPOXJIOPUAbI  Lieflecoobpas-

HO nMofnyyaTb, Mponyckas 4epe3 cycneHsuwo N-apun-
6eH3amMnarvHOB B abCOMIOTHOM STWIOBOM ChvpTe Cy-
xon xnoposogopoA. Mo paHHbim TH-AMP-, 13C-AMP-
cnekTpockonun, PCA N-apnnbeH3amnanHbI CyLLecTBYIOT
B N-apynuMMnHO-aMMHHOWN TayTOMepHOHoW dopme, a nXx
rmgpoxnopusibl — B N-apunamrHO-MMWHHOW TayTomep-
Hol dopme.
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