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Ilymem  83aumooeticmeusi  I-ankun-4-amuno-oym-2-en-1-onoe ¢  eudpasuneuopamom  oOvliu
CUHME3UPOBAHbl  3-ANKUN-5-OUATKULAMUHOMEMUINUPA30uHbl.  M3yuena peakyusi  3-ankun-5-
OUATKUTAMUHOMEMUTNUPASOIUHOE C OUOPOMIMAHOM U alIul dpomuoom. Peaxyuu nposoounu 6
npucymemeuu KOH 6 600H01i cpede npu omnocumenbHo HU3KUX memnepamypax. Buixoowvl yenegwix
NpoOOYKmMo8 00CcmamoyHo evicokue u cocmaegisom 63-710%. Cmpykmypvl cuHmesuposaHHbix
coedunenuii noomeepacoenvr memodamu UK u AMP *H cnexmpockonuu. Yemanoenero, umo
HOBblE NPOU3BOOHBIE NUPAZONUHOE NOKA3BIBAIOM BbICOKYIO OUON0SUYECKYI0 aKkmueHocmyv. Hx

buonocUYecKas akmueHOCHb 3AMEMHO 8blULe AKIMUBHOCHU UCXOOHBIX nUpasonluros.

Knrouesvle cnosa; oOucnupazonumbol,
buon02uYecKkas akmueHoCmb.

euopasuneudpam, aIKUIUposauue,

atuInupasoiurbl,

BBEJIEHUE

[IupazonpHOE KOMBLUO BXOIUT B COCTaB
MHOT'MX COBPEMEHHBIX OHOJIOTHYECKHX
aKTHUBHBIX BEIIIECTB. MHuorouncieHusie

COCIMHEHHUS, KOTOpBIE COJCpKAaT B CBOEH
MOJIeKyJe (parMeHThl MHPa30JMHA, ObUIN
BBIZICTICHBl M3  Pa3NWYHBIX  IPUPOAHBIX
o0bekToB. Crnemyer OTMETUTh, 4YTO (par-
MEHTHl TUPA30JMHA W  MPOAYKTOB  €Tro
BOCCTAHOBJICHUSI COJCPIKATCS B MOJIEKYJax
(dbapMakoJIOTHYECKHX TpernaparoB, o0OJaa-
I0MUX  OOJEYTONISIONIMM,  HPOTHBOBOCIIA-
auteabHBIM [1], aHTHOAKTEpHANBHBIM W JIp.
nevicteueM [2]. IlpowsBomHble THpa30IHHA
HAIlUTH TTPUMEHEHHE TaKXKe B Ka4ecTBE Kpacu-
Tene, aromMuHo(opoB, mranaos [3]. B Toxe
BpeMsi OOJIBIIIOW HAay4YHBIA M MPAKTHYCCKUH
UHTEpeC BBI3BIBAIOT OpraHMYecKue
COCIMHEHNUS, COZAEpIKAalFie B CBOEM COCTaBe

IBa 1 00Jee MUPA30IUHOBBIX ITUKIIOB, TaK KaK
HAa WX OCHOBE TIOJNYYAIOTCS IOJIHSICPHBIC
KOMIUIEKCBI, KOOPJMHAIIMOHHBIC TOJHMEPHI,
o0J1a1atoNIye MeabIM PSJIOM IIEHHBIX CBOHCTB
[4-5]. TlonumupaszonuHcoaepKALTUE JTUTAH/IbI
U3YYCHBl HEJIOCTaTOYHO B CBSI3W C HX
TPYAHOJOCTYITHOCTHIO, OJTHAKO TMOUCK HOBBIX
MOJIXOJIOB K CHHTE3y MPEJACTaBUTEICH 3TOTO
KJIacca BEIIeCTB He ocnabeBaeT u akTyalieH. B
HACTOSAINIEC BpPeMs HWHTCHCHBHO  IPOJIOJI-
JKAIOTCSl HCCIIEAOBaHUS B OOJACTH CHUHTE3a
HOBBIX CHHTOHOB JUIS TIOJNYYCHHUS TIPOHU3-
BOJHBIX  MHUPa30jJMHA, B TOM  YHCIA
oucnupazonuHoB. M3 jmTepaTypsl H3BECTHO
[6], uro mo OHOJOTrMYECKOW AaKTUBHOCTH
oucnupaszonuabl  O6onee IPGHEKTUBHBI, YeM
MOHOITUPA30JIUHBIL.

PE3YJIBTATBI U UX OBCYKJIEHUE

Hamu cuHTe3upoBaHbl  aJUIHIINIAPa30-
JUHBI U TETIOYHOCBS3aHHBIE OMCIIUPA30JIUHEI.
bucnupaszonunasl noaydyain B CynepOCHOBHOMH
cpene KOH-AMCO. D3Otor w™erox ObLI
HCIIOJIb30BaH paHee Ui CUHTe3a Ju(IHUpa3oli-
1-wm)ankanos [7].

3-aNKI-5- THaTKUIIaMUHOME TUIITTAPa30-
aunsbl (I-1V)  paHee ObLIM NOJTYYeHBI HAMHU

U3BECTHBIM METOJOM IyT€M B3auUMOJECHCTBUS
1-anxun-4-amuno-6ym-2-en-1-onoé ¢ TUAPaA3UH-
rugparom [8]. Peakuueit ankuaupoBaHus 3-
AIKUII-S-TUATKAIIAMAHOMETUINUPA30JIuHbL (-
IV) ¢ mubpomdTanom B cpene KOH-IMCO

nonydenbl  Oucnupaszonmubl  (V-VIII). Kax
U3BECTHO, KETOHBI SBIISIOTCS JIETKO
JOCTYIIHBIM ~ CHMHTOHOM  JUISl  TIOJY4YEHUSs
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pa3HOOOpa3HBIX  AMKIWYECKUX U  TeTe-
poUMKINYecKuX coenuHeHuid. Ha ux ocHoBe
ObUIM CUHTE3MPOBAHbI HETIPEICIbHbIE CITUPTHI,

NPOU3BOAHBIX MNHUPA30JIMHA C  AJUIMJIBHOM
TPYIIION M3Y4YEHO B3aUMOCHCTBHE 3-aJKHII-
S-nuankuwiaMuHoMetruwinupazonuHos (I1-1V) ¢

aMUHOKETOHBI, TIPOM3BOJHBIC TMHpazoja W  aUTIIOPOMHJIOM. Y CTaHOBIEHO, YTO 3TO
NUpa3oiiiHa,  HM30KCa30Jia, HUKOTMHOBOW peakius B IMIEIOYHOW Cpele MPUBOAUT K
KuCIoTh! U T.11. [9-10]. MOJTYYCHHIO 3-ankwi-1-ammnn-5-guankui-
C LEJIBIO MOJIy4YECHUS HOBBIX amuHOMeTHIIHpa3zoauHoB (1X-XI1).
R N N R
-
BrCH,CH,Br =
- N-CH,- CH,—-N
R__N
N\ NR'R? NRR?
N—H
V-VIII
R /N
NRR?
-1V CHZZCH-CHZBI’= N_CH2 - CH:CH2

I,V,IX R=CHs, R'=R?=C,Hs.
I1,VI,X R=CHs, R'=R?=(CH,),O(CH,)s.
H1L,VILXI R=C,Hs, R'=R?=C,Hs.

IV, VIII,XII R=C,Hg, R'=R?=(CH,),0(CH,),.

CTpyKTypa CHHTE3UPOBAHHBIX ITHPA30-
muaoB  (I-XIlI)  moxarBepkaeHa — JaHHBIMU
aJieMeHTHOro aHaimm3a, MWK u AMPH
CIEKTPOCKOIHUEH, YUCTOTa KOHTPOJIUPOBAIACh

T T — T
2500

¢ nomompso TCX. Tunnunsle UK u SIMP*H
CHEKTPbl HUCXOJHBIX U CHHTE3UPOBAHHBIX
MPOM3BOJHBIX IMHUPA30JMHA TPUBEICHBI Ha
pucynkax 1-3.

T T
2000 1500

VWV avenumber cm-1

Puc .1. UK cnektp 3-metui-5-gustuinamMuaoMerrinupasonnaa (1)
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Puc.2. UK crnektp 1,2-6uc(3-METHI-5IM3 THIAMHHOMETHITHPa30auH-1-m)-3tana (V)

[Tpu cpasuenun MK  cnekTpoB
nonydenueix  Oouc  (V-VII) wu  ammn-
nupazonuHoB (IX-XII) u ucxomubix 3-amkuii-
S-IMaTKUIAMUHOMETHIITUPA30JIMHOB  BUJIHO,
YTO B CIIEKTpPaxX MPOAYKTOB PEAKIMH UCUE3aI0T
nojocel noriomenuss NH rpynm B obnactu

3310-3308 oM. [Ipu »TOM TOSABISAIOTCS

XapaKTepHbIe CHTHAJIBI  OHCITHPA30JHHOB:
1630, 1579, 1505 (C=N) 15 SN 030 ) |
nupazonmHoB  -1630, 1525 (C=N), 2950

(CHupasoman), 3316 (NH), 1256, 1190 (C-O).

Puc. 3. AIMP'H cnexrp 3-mernn-1-ammn-5-moppomnsomernimmpazomnuna (X)

B SIMPH cnektpe 1,2-6mc(3-metun-
SIMATUIIaMIHOMETUIITTUPA30JIMH-1-1T)-9TaHa
(V) oGnapyxensl curransl 6 m.na.: 0.85t [6H,
N(CH2CHs)2], 1.82¢ (3H, CHj), 2.08-2.56m
[IOH, (CHz)z, N(CH2CH3)2], 3.58m (IH, CH)
A B SIMPH cnektpe 3-meTui-1-amm-5-

MOP(HOTMHOMETHIIITNPA30INHA (X)
HabOmromarorcss curHaiel: 1.89¢ (3H, CHy),
2.41-2.60m [8H, CH,N, N(CHy)s], 3.26m

(1H,CH), 3.49-3.72m (2H,CH), 5.70x (2H,
=CHy), 5.91m (1H, =CH).

AHTUMHUKpPOOHBIE CBOMCTBA 3-aJIKHII-5-
TUAIKWIAMUHOMETUIIIUPA30JIMHOB U HX
NOJYYCHHBIX  TPOM3BOJAHBIX  HCCIICIOBAHBI
METOJIOM cepuiiHOro pazbamienus, T.e. 1.0%-
HBIH PAacTBOpP HCHBITYEMOTO COCIUHEHUS
pazbaBien B cootHomenusx 1:100, 1:200,
1:400 u 1:800. Ix anTUMHKpOOHOE NeiicTBHE
OBLIM CPaBHEHBI C IMIMPOKO MPUMEHSEMBIMH B
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MeAMLMHE 3TaHoJ0M, 1.0%-HbIMU pacTBOpamMu
dbenoma, xmopamuHa W HUTpodyHTHHA. B
KaueCTBE TECT KYJbTYphl HCIIOJB30BaHBI St.
aureus, E-coli, Ps. aereginosa u Cand.
albicans. BelsicHeHO, YTO COEIUHEHHS CO
creneHplo pasbaBineHus 1:100 mposBisiOT
OUYCHb CHJIbHYIO aHTUMUKPOOHYIO aKTHUBHOCTH
KO BCEM HCIIOJb30BAaHHBIM TECT-KYJIbTypaM.
OOHapyXeHO aHTUMHUKPOOHAsT aKTHBHOCTh

npu pazbasnenun 1:200 x Ps. aereginosa u E-
coli (Bpemst skcrmosunuu 20 MHH.), a TpU
pa3oasnenun 1:400 x PS. aereginosa (Bpems

skcnosunuu 20 wmuH.) um  E-coli  (Bpems
skcno3unuu 40 MuH.).
AHTUMUKPOOHASI aKTHBHOCTh

CUHTC3HUPOBAHHBIX 6I/IC- " aJJTUJIIPOU3BOAHBIX
B 1.3-1.5 pasza Bblllle, 4eM y HCXOJHBIX 3-
aJ'IKI/IJI-5-,Z[I/Ia.HKI/IJIaMI/IHOMeTI/IJIHI/IpaBOJII/IHOB.

IKCIHEPUMEHTAJIBHAS YACTbD

Memoouka cunmesa

1,2-buc(3-R-5-qnuankuiaMuHOMeTHJI-
nupasoiaun-1-wn)-3tansl  (V-VIII). Cwmech
34 rp (0.06 momp) KOH u 20 ma JAMCO
nepememuBad  15muH., nobaBmsim 6.8 Tp
(0.04 MOJTh) 3-MeTHII-5-TUATUIIAMUHO-
meTmimupazonvHa (l) u mepememmBanyu ere
25 mun npu 20-25°C. 3arem npu nepe-
MEIIMBAHUK MEJUICHHO J00aBasuin 1.54 wmi
(0.06 monp) 1,2-muGpomdTana, HE IOMyCKas
MOBBIIIICHHUSI TEMIIEpaTypbl B TedeHHue | 9
Bbimie 28-30°C. 3areM peakImOHHYIO Maccy
BBUIMBATM B BOJNY U TMPOAYKT PEaKIUU
SKCTparupoBayii  OeH3010M.  OOBenUHsIH
OpPTaHHYECKOH CIIOH 1 OEH30JIBHBIE BBITSKKU U
cymmin  KyCOj, meperoHsiiu B BaKyyMe.
Brixon coemnuennii 60-66%.

3-Adaknia-1-aaana-5-guajJaKuaIaMuHo-
meruanmupasoiaunbl (1X-XI11). K cmecu 3.4 rp
(0.02 MOJIb) 3-MeTHII-5-TUATUIIAMUHO-
metunnupaszomuaa (1), 1.7 tp (0.03 moms)
KOH B 20 mn Boasl u 20 Ma 3TaHONa mpu
nepeMeIBaHuy 1Mo KarmsiM go6asmsua 0.02
MOJIb  aJUTHIOpoMUaa. PeakIMoHHYI0 CMech
MHTEHCUBHO TepeMemuBalId 2 4. TMpu
temrniepatype 35-40°C. Tlocne oxnaxaeHus
Maccy BbUIMBAJIM B BOAY U  TPOIYKT
OKCTpPAarupoBaay  OCH30JIOM.  DKCTPAKTHI
oobemuusmn  w cymuau  MgSO,.  Tlocie
OTTOHKM  PACTBOPUTEIEH  BOJOCTPYHHBIM
HACOCOM IOJ[BEPrajid BAKyyMHOU MEPETOHKE.

OU3NKO-XUMUYECKUE MOKa3aTeNH
CHUHTE3UPOBAHHBIX OMC- M AJTWINHUPA30JINHOB
npuBe/eHbI B TabmuIe 1.

Ta6auna 1. Ou3uKO-XUMUYECKHUE MOKA3aTeIu OKC- ¥ aJUTHITTUPA30JIMHOB

T.kwu., Haiineno,%
Ne | @opmyma | °C/mm.pr.cr. |75 di® Borancieno,% Beixoz,%
C H N
\Y% CaoHaoNe 124-126"/2mm | 1.5087 | 1.0409 | 65.94 | 10.99 | 23.30 67
65.93 | 10.98 | 23.08
VI C22HasNg 141-143%2mm | 1.5062 | 0.9847 | 66.29 | 11.09 | 20.10 65
67.35| 11.22 | 21.43
VII | CypH3sNsO2 | 160-162%3mm | 1.5105 | 0.9519 | 62.07 | 9.68 | 22.09 66
61.22 | 9.18 | 21.43
VI | CoHaoNeO; | 170-172°72mm | 1.5084 | Bsiskmit | 63.11 | 9.74 | 19.68 63
62.86 | 9.52 | 20.00
IX C12H23N3 137-139/3mm | 1.5065 | 1.0413 | 67.75| 11.17 | 19.85 70
68.89 | 11.00 | 20.09
X Ci3H25N3 153-154"/4mm | 1.5048 | 0.9825 | 69.13 | 11.39 | 18.46 64
69.94 | 11.21 | 18.83
Xl C1oH1N3O | 166-168°/3mm | 1.5136 | 0.9946 | 63.85 | 9.61 | 18.46 68
64.57 | 9.42 | 18.83
X1l | Ci3Hz3N3O | 179-181%4mm | 1.5130 | 0.9837 | 65.10 | 9.86 | 17.03 65
65.82 | 9.70 | 17.72
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. Wang L., Michelin C., Chambron J.C. Synthesis and Functional Group Transformations
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3-A|_K1‘L-5-D_1‘AL_K1‘L_AM1‘N0ME TI'l.,PI:R OZ.ALI'NI:N YENI BIS- VO .ALLI'L
TORKIBLI BIRLOSMOLORININ SINTEZI VO XASSOLORI

A.R. Qarayeva, O.H. Oliyev, B.0. Mommadov

AMEA Polimer Materiallar: Institutu
Az 5004, Sumqayit s., s.Vurgun kii¢., 124: e-mail: ipoma@science.az

1-Alkil-4-amino-but-2-en-1-onlarla hidrazin hidratin qarsiliqh tasirindan 3-alkil-5-dialkil-
aminometilpirozalinlor — sintez  olunmusdur. Almmis  3-alkil-5-dialkilaminometilpi-
rozalinlorin dibrometanla va allil bromidlo reaksiyast dyranilmigdir. Reaksiya KOH-in su
mahlulunda asagi temperaturda aparilmisdir. Alinan birlasmalorin ¢iximi tagriban 63-70%
olmusdur. Sintez olunmus birlosmalorin qurulusu IQ vo NMR'H sprektoskopiya iisulu ilo
oyranilmisdir. Miiayyan olunmusdur ki, pirozalinin alinmis yeni toramalari yiiksak bioloji
foalliq gostarirlar. Onlarin bioloji faalligr araliq mahsul pirozalinlardan yuksakdir.

Acar sozlar: bispirozalinlor, hidrazin hidrat, allilpirozalinlor, bioloji foallig, allillosmo
reaksiyast
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SYNTHESIS AND PROPERTIES OF NEW BIS- AND ALLYL DERIVATIVES
OF 3-ALKYL-5-DIALKYLAMINOMETHYLPYRAZOLINES

A.R. Karayeva, A.G. Aliyev, R.A. Hajily, B.A. Mamedov

Institute of Polymer Materials of the National Academy of Sciences of Azerbaijan
AZ5004, Sumgait, S.Vurgun str.124, e-mail: ipoma@science.az

3-alkyl-4-dialkylaminomethylpyrazolines have been synthesized through the interaction of 1-
alkyl-4-amino-but-2-en-1-ones with hydrazine hydrate. The reaction of 3-alkyl-5-dialkylamino-
methylpyrazoline with dibromoethane and allyl bromide has been studied. The reactions were
carried out in the presence of KOH in aqueous medium at relatively low temperatures. Yields of
end products are sufficiently high to make up 63-70%. Structures of synthesized compounds have
been confirmed by IR- and NMR *H-spectroscopy methods. It revealed that the new derivatives
of pyrazolines show higher biological activity. Their biological activity is obviously higher than
that of initial pyrazolines.

Keywords: bis-pyrazolines, hydrazine hydrate, allylation, allyl pyrazolines, biological activity
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