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Pa3paborana HOBast cxeMa CHHTE3a HOYUCHUSI IPOM3BOIHBIX | -aJIKmI-2-aMHHOAIKINIOCH3NMUa30/10B. JlaHHast
CXeMa OCHOBAaHAa Ha HYKJICO(QWIPHOM 3aMEIICHHH TaIOreHa B O-HUTPOTAIOTCHIPOM3BOAHBIX O€H301a Ha
aMHUHOANKWIBHBIN pajgukain. [locie dero cuHTE3MpOBaHHOE COEAMHEHHE BOCCTAHOBIMBAIOT THAPA3HHTHIPATOM
JI0 COOTBETCTBYIOIIETO N-alKuiI-0-QeHMWICHANAMIHA U KOHICHCUPYIOT 1m0 PmmIcy ¢ psaoM aMHHOKHCIIOT.
CrpoeHre CHHTE3NPOBAHHBIX COSIMHEHHI MMOATBEPXKAeHO faHHbIMU [IMP-criekTpockomnmn.

Kniouesvie cnosa: o-HUTPOXIIOPOCH30J, ATKUIAMHUH, KapOOHOBAasI KHCIIOTa, KOHJCHCAIHS, ATKWINPOBAHHE,
OEH3UMUIA30IL.

BBEJIEHUWE

OnnuM u3 HamboJee pacIpOCTPaHEHHBIX CIIOCOOOB MOMYYEHHS |-3aMEmIeHHBIX
OEH3MMUIA30JI0B SIBIISICTCS AJIKWIMPOBAHUE MPOU3BOIHBIX OCH3MMHIA30J1a Pa3IUYHBIMU
AIKUIMPYIOIIMMHU areHTaMd B Pa3lMYHbBIX YCIOBHsIX. TeM He MeHee, JaHHBIH METoI He
BCeraa MpUMEHHM, OCOOCHHO B ciydae Haauuusi B 0a30BOM CTPYKTYpeE albTepHATHBHBIX
HYKJICOQUIbHBIX Tpynmn. Tak, NpH alKHUJIMPOBAaHUHM 2-aMHHOAJKWIOCH3MMHAA30JI0B B
KJIACCUYECKUX YCIOBUAX MOMHMO 00pa3oBaHusl N-alKHJIbHBIX TPOU3BOJHBIX TPOUCXOAUT
TaKKe aTaka Mo a30Ty aMHHOTPYIIIbI, YTO MPUBOAUT K 00pa30BaHUIO TPYIHOPA3ASITIMOM
CMecH MPOAYKTOB PEaKLUWH, BKIIOUAIOMICH B ceOs MPOAYKTHl aJKWJIMPOBAaHHUA 1O a30Ty
OEH3MMHIIA30JIbHOTO IIMKIIA, a TaK K€ MPOM3BOAHBIC, 3aMEIIEHHBIC MO a30Ty OOKOBOU
uenu OEH3WMHIA30JBHOTO LUKJIA. AHAJOTHYHBIC PE3YNbTaThl IONy4aloTcs Npu
ANKUIIMPOBAHUH HATPUEBBIX CONEH COOTBETCTBYIOLIMX OEH3UMHIA30710B.

N
\>_ KOH N

N NH * > >+ e
H N  NH,

2 Br

N N
+ N\ + A\ + \
jhﬁﬂ s T

385


mailto:b_m_y@mail.ru

IModdy6oe A.U., Qukanoe B.B., baesckuti M.IO.

MATEPHUAJIBI U METO/IbI

Cnextpst 'H SIMP nonyuens Ha mpu6ope Varian VXR-300 (300 MI'1), BHyTpeHHHit
crangapT - Me,Si. [IpuBenenbl XumMuueckue caBUru (O-1kana).

N-ajnKWi-o-HuTpoaHuJuH. B peakrop 3arpyxator 1575 r (1 wmomp) o-
HuTpoxsopbensona, 138 r (1 mons) K,COs, 1,2 Mons nepuunoro amuHa u 100 ma H,O u
BbIIEp)KUBaOT B TepmocTtate npu 120-130 °C B teuenue 24 yacos. Ilocie oxmnaxkaeHus
PEaKIMOHHYI0 MacCy CIHBAaIOT JEKaHTauued ¢ BeImaBmMX coned. OTaensor B
JETUTENbHON BOpOHKE N-aJKWI-0-HUTPOAHWJIMH, MpOMBIBalOT ero Boaod (200 mm) u
MEPEKPUCTAIIIIM30BEIBAIOT U3 JTWJIOBOTO CHUpPTAa WM TIEPETOHSAIOT B BaKyyMe, B
3aBHCUMOCTHU OT (PM3UUECKUX CBOMCTB MOIYYEHHOTO TPOM3BOJHOTO.

N-ankui-o-penneHIMaMuH. B Tpexropiyio KpyrioJoHHYIO KOOy eMKOCThIO 1 1,
CHaOXEHHYIO MEIIANKOH, OOpaTHbIM XOJOAWIBHMKOM M KamelbHOW BOPOHKOM,
nomMemaioT 1 Mmons N-ankuwi-o-aHutpoanuinsa 1 300 v nponanona-2. Konby HarpeBaiot
Ha KUISIIEeH BOASHON OaHe, BHOCST MpeIBapUTENbHO MOATOTOBICHHBIH HUKENb Penes u
W3 KallelbHON BOPOHKM MeUIeHHO mpubaBisitor 150 mu 85%-HOro ruppasuHTUapara.
[Tocnie mpubaBieHUs BCEro KOIMYECTBA THAPA3UHIHApaTa CMECh MPOJOIDKAIOT HarpeBaTh
Ha BOAAHOW OaHe 10 oOeclBEYMBAHUS TIEHBI, YTO CBHUJAETEIBCTBYET 00 OKOHYAHHHU
BOCCTAaHOBJIEHUS. PacTBOp AEKaHTHPYIOT C KaTalaM3aTopa, KUIMATAT C aKTUBHUPOBAHHBIM
YIJIEM B OTTOHSIOT U30BITOK CITHPTA.

1-aaKuI-2-aMAIHOATKUJI0EH3UMHUAA30J1. B 1IuTpoBOii KpyriofgoHHOW Koibe ¢
00paTHBIM XOJOAWJIBHUKOM KHIATAT 1 Monb N-ankumi-o-QeHuJieHauaMuHa u 1 Molb
aMUHOKHCIOTHI B 300 MJI KOHIIEHTPUPOBAHHOM CONHOM KUCIIOTHI B TEUEHHE ATTUTENBHOTO
BpeMeHn (or 48 mo 96 dacoB B 3aBUCMMOCTH OT CTPOCHHUS HCIONB3YEeMOH
aMUHOKHCIOTH). [lo oxoHuanuu peakuuu (koHTponb TCX — OTCyTCTBHE HCXOIAHOTO O-
(eHnIeHANaMUHA B PEAKIMOHHOW Cpele) CONSIHYI0 KHCIOTYy YIapHBalOT J0CyXa,
MOJTyYEHHBIN AUTHUAPOXJIOPU] KPUCTAIUIN3YIOT U3 3TaHOJA UIH MTPONaHoa-2.

PE3YJIbTATBI 1 OBCYKJIEHHNE

Haubonee onTvManbHBIM METOJOM MOMYYEHHUS |-ankui-2-aMHUHOATKUIOCH3UMUI-
a30JI0B SIBIIETCS CXEMa CHHTE3a, OCHOBAHHAs Ha  IpEABAapUTENbHOM CHHTe3e N-
3aMeIEHHbIX O-()eHUJICHIUaMUHOB C TOCIEeNYIOme KOHAEHCAluell CHHTE3UPOBAHHOIO
MpOAYKTa C COOTBETCTByMOLIEH amuHokuciaoTod [1]. IlpsMoe anmkunmupoBaHHE o-
¢eHnIeHANaMUHA TajoreHaikaHamu 1o [odmaHy npuBOIUT K  00pa3oBaHUIO
TPYZHOPa3AEIMMON CMECH MOHO-, TU- W TONHANKWI3aMEIeHHBIX (DeHUIICHINaMUHOB,
BBIICIEHHE W3 KOTOPOM MOHOAIKWJIMPOBAHHOIO TIPOAYKTa C BBICOKHM BBIXOZOM
TEeXHUYECKH cNoxkHO. C 1enplo pelieHusl AaHHOW mpoOsieMbl HamH Oblia pa3zpaboTaHa
cxema cuHTe3a N-alKuiI-0-(QeHUJICHIMAMUHOB, BKIIIOYAIONIAsl CTagUM KOHACHCAIUU
pasnuuHbix nepBuyHbIX aMUHOB (I) ¢ o-xiopHuTpobenzonom (II) [2] u mocnenyromum
BOCCTaHOBJIGHHEM MONY4YeHHBIX N-ankui-o-HutpoanunuHoB (III) rumpasuHTHApaToM B
npucyrctBun Hukens Penes [3]. CunresupoBanHble N-aJKuiI-0-()eHUICHIMAMHHBI
KOHJCHCUPOBAIIM C COOTBETCTBYIOIIMMH aMUHOKUCIIOTAMH JBYMS CIIoco0amMu:

- CITaBJICHUEM T'HIPOXJIOPUAOB AMHUHOKHUCIIOT B PUCYTCTBUU META0OPHON KHUCIOTHI
npu 140 °C;
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- KOHEHCaIHeN I10 dDI/Im/Incy B 4N COJISIHOIl KUCIIOTE.
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B nepBoM  Ciiydyac ObLIa MojiyueHa TpyaHopasacinuMas CMCEChb IIPOAYKTOB
KOHJACHCAallM, BBIACIIUTE H3 KOTOpOﬁ HCHGBOﬁ 6CH3I/IMI/I,I[a3OJ'I HC TMPCACTaBIIAIOCH
BO3MOXXHBIM. O,I[HI/IM M3 HCAOCTATKOB B CJIy4ac KOHJACHCAIIUU B 4N COISHOU KHCIOTE
ABJIAJIACh JJIMTCIIBHOCTD IIPOLECCa (OKOJ'IO 72 ‘-IaCOB), OJHAaKO I[aHHLIﬁ METO OKa3ajcCs
CANMHCTBCHHBIM, JAtOMMUM YAOBJICTBOPUTCIBHBIC PC3YIIbTAThI. BBIXOZ[I:I CHUHTC3UPOBAHHBIX

MPOAYKTOB peaKIuy NpeacTaBieHsbl B Tadmuie 1

R=Bu

R=Mket

Taomauna 1.

BeIxoabl NIPOAYKTOB peakium.

Coenunenne | IVa | IVb | IVe | IVd | IVe | IVf | IVg | IVh | 1Vi | IVj

IVk

Bexon, % | 82 | 76 | 79 | 80 | 78 | 76 | 68 | T4 | 75 | 5

82

CTpoeHne CHHTE3UPOBAaHHBIX COEJUHEHUH MOATBEPKAECHO JaHHBIMU
criekTpockonuu Tadmuust 2, 3
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Tadauua 2.
'"H SIMP-cniexTpn! coequnennii [Va-j (pactBopureas DMSO-dy).
I'pymnmna numm Coenunenue
aToM IVa [ IVb [ IVe [ IVd | IVe | IVf | IVg [ IVh | IVi | IVj
R
CH; 4.05¢c | - —  [4.03¢c - - - - - -
CH,CH;, - |46lgn| - - 457 - —  |45310 4550 -
CH,CH; - 1.421 - - 1.421 - - 140t | 1.397 -
CH(CH;), - - 500k | — - 5.22k - - - -
CH(CHy), - - 1.63n | — - 1.691 - - - -
Q‘IzCH(CH3)2 — — — — — — 435,H — — 424,H
CH,CH(CH;), | - = = = = = 219« | - — [ 216k
CH,CH(CHjy), - - - - - - 0.961 - — 1090z
R
NH, 9.32¢ [ 9.42c¢ | 9.15¢]| 8.63c| 8.68¢c | 8.69c | 8.62c | 9.29¢ [10.21c| 9.97¢c
CH,NH, 4.61c |4.61c | 4.60 - - - - - - -
c
CH,CH,NH, - - — [ 3.427] 3461 | 340t | 3457 - - -
CH,CH,NH, - - — | 3.65t] 3.69t | 3.75t | 3.67t - - -
CH(NH,)CH; - - - - - - - 509 - -
CH(NH,)CH; | - = = = = = — [174n | - =
CH,NHCH; - - - - - - - — [4.74c| 4.67c
CH,NHCH;, - - - - - - - — [2.75¢c]| 2.75¢
Ar
Cc4 791m| 7.97m| 7.99m| 7.95m| 8.01m| 8.10m | 8.00m| 7.88m| 7.91m| 7.83m
C5,6 7.53m| 7.56Mm| 7.43m| 7.58m| 7.58m| 7.55m | 7.56m| 7.49m| 7.50m| 7.41m
C7 7.83m| 7.85m| 7.79m| 7.80m| 7.82m| 7.84m | 7.81m| 7.80m| 7.82M| 7.77m
Ta6auua 3.
'H SIMP-cnextp coennnenns IVk (pacroputens DMSO-dg)
H H, Howmep XuM. caBUT(M.11.),
H7C/g\\C/N\\ jC\é H aToMa MYJIBTUILUICTHOCTh
I [ cmen | Hz 1 4.02¢
Hg\C?C\I\{ '"ﬁ/ 32 2 5.25n
H CH, 3 3.40c
' 4 2.09m, 2.21m
5 2.54m
6 7.45m
7 7.79m
8 7.79m
9 7.45m
10 9.81c
BbIBO/IbI

I/I3yqua peaKknusa KOHACHCAIINuN O-XJIopHI/ITpO6eH30J'Ia C pa3jiMYHbIMU TICPBUYHBIMU

aMHUHaMH.
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2. Paspaborana HOBas cCxeMa CHHTE3a TMOJMyYEeHHSA psga |-ajaKui-2-aMAHOATKHI-
OCH3MMHIA30JI0B, TO3BOJIMBIINAS TMOJAYYUTh paHee HEJOCTYIHBIE MPOU3BOIHBIC
OeH3UMMIa30I1a.
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BuBuena peaxkiist 3100yTTS HOXimHUX |-anmkmii-2-aMiHOAIKMIIOEH3IMiga3omoB. Po3pobien 3acid cuHTE3y
3aCHOBAaHMH Ha HyKJICO(QUIPHOM 3aMiIleHHI TaJOreHy B O-HITPOTaJOTEHIIPOI3BOMHHX OCH30Iy Ha
aMiHOAQIIKIIPHUHN paJiiKal 3 TOJANBIIAM BiJHOBICHHSIM CHHTE30BAHOTO 3'€HAHHS THUAPA3IHTHUAPATOM 0
BifmoBigHOro N-ankmieHiIeHaAiaMiHy Ta KOHASHCYBaHHIO Horo mo dimncy 3 psgoM amiHokucnoT. bymosa
CHHTE30BaHHX CIONYK MATBeppKeHa Merogamu [IMP-ciekrpocskormii.

Knrwuoei cnosa: o-HITpOXIIOPOEH30J, alKilaMiH, KapOOHOBAa KHCIOTa, KOHICHCYBAaHHS, AJIKHJIFOBAHHS,
OeH3MMia30i.

Poddubov A.l. Synthesis of derivatives of 1-alkil-2-aminoalkilbenzimidazola / A.l. Poddubov,
V.V. Tsikalov, M.U. Baevsky // Scientific Notes of Taurida V.Vernadsky National University. — Series:
Biology, chemistry. —2011. — Vol. 24 (63), No. 2. — P. 385-389.

A new scheme of synthesis of obtaining derivatives of 1-alkyl-2-aminoalkyl-benzimidazoles is develop. This
scheme is based on nucleophilic substitution of halogen in the o-benzene at nitrogalogen derivatives
aminoalkyl radical. After that, the synthesized compound regains hydrazine to the corresponding N-alkyl-o-
phenylenediamine and condensed by Phillips with a number of amino acids. The structure of the synthesized
compounds were confirmed by NMR spectroscopy.
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