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HOJIN®YHKIIUOHAJIBHBIE TTHPA30JIbI

3*, CUHTE3 3-(3-APWJI-4-©OPMUJIIINUPA30JI-1-UJH)IIPOITAHOBBIX
KHUCJIOT 1 uX AMHUJIO0B

Peaxumeii 3-apun-4-dpopmmi-1-(2-umanostuin)nupaszonos ¢ konu. HCl cunresuposans! 3-(3-
apwi-4-hopMUIIIMPa3oi- 1 -1i)IponaHoBbIe KUCIOTHI, KOTOpBIE NPEBPAIleHbl B COOTBETCTBYIO-
IIMe aMHIbI IPU OMOIIY KapOOAUMMHIHOTO METO/a.

KnioueBble coBa: aMuabl, TUIUKIOTEKCHIKapOoomuumuy, 3-(4-popMumimupason-1-mr)opo-
MIAHOBBIE KUCIOTHI, 4-(hopMuI- 1 -(2-1IHaHOA THIT)ITPA30IIBL, THAPOJIU3.

Panee [2] mbr ommcanu cunHTe3 3-apmi-4-hopMui-1-(2-nuaHOATHIN)THpa3o-
JIOB U COOTBETCTBYIOIIMX THOCEMHKapOa3oHOB. Ha ocHOBe mocnemHux peak-
OUSIMH ¢ MOHOXJIOPYKCYCHOM KHCIOTOH M MaJIEMHOBBIM aHTHIPUIOM OBLIH
MOJYYEHBI 00J1aa0Iue aHTUMUKPOOHOH aKTUBHOCTBIO HECUMMETPUYHBIC a3U-
HBl C (parMeHTamMH 3-apui-4-MeTWIHeH- 1 -(2-MaHoATHIT)INpa3oia U 2-Tha-
30JIMIMHUIICH-4-0Ha [3].

B HacTosimem cooOLeHnn NpUBOIATCS PE3YNIbTaThl CEIEKTUBHONH Moanu-
Kalliu 2-IIMaHOATHIIEHOTO 3amecTutens 4-hopmunmnupa3oioB la—e B 2-xapO-
OKCHATHJIBHBIM 3aMecTuTenb. Hamu moOKa3aHO, YTO NpH JEHCTBUM KHUILSILEH
koHN. HCl mHuTpunbpHas rpynma coeinHeHHH la—e JIETKO THIPONU3YETCS |
obpasyer 3-(3-apui-4-hopMuimupa3zon- 1 -un)nponaHoBbIe KUCIOTH 2a—€ C BbI-
xogoM 78-93%. IlpumedaTenbHO, YTO B YCJIOBUSIX NPOBENCHUS PEAKIUM HE
HabOmonaercss paspbiBa cBs3 C—N HHU [B-IIMAaHOATHIIEHOTO, HH [-KapOoKcH-
STHJIBHOTO 3aMECTUTENEH C aTOMOM a30Ta MUPA30JIbHOTO sapa [4].

CHO CHO CHO
Ar% Ar Ar
AN H,0/HCl \H\ R'R2NH \H\
| - | Taurk |
N—N\/\ N—/—N N—N
CN COOH 0
la—e 2a-e 3a-e¢ RZRIN

1,2 a Ar=Ph, b Ar=4-FC4H,, ¢ Ar=4-CIC4H,, d Ar = 4-BrC¢H,, e Ar =4-MeOC¢Hy;
3a,b,d—g R!'=H, ¢ RIR?*= (CH,),0(CH,),; a Ar = Ph, R%= 2-MeTHIXMHOMNHAT-5;
b Ar = 4-FC¢H,, R*= 4-MeOC¢H,; ¢ Ar = 4-FCgH,,; d Ar = 4-CIC¢H,, R*= xunonnuun-5;
e Ar = 4-BrC¢Hy, R>= 4-MeCgH,; f Ar = 4-BrCgH,, R? = nupumi-3;
g Ar =4-MeOC¢Hy, R*=Ph

* Coobmenue 2 cm. [1].

Kucmoter 2a-e — GCCHBCTHHC HUIIKX  CBETIO-XKCJITBIE KPUCTAIIMYECKUE
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BEIIECTBA, CTPOEHHE KOTOPBIX COIJacyeTcs C pe3yJbTaTaMu 3JIE€MEHTHOTO
anammsa, K u SIMP 'H cnektpos (ta6n. 1 u 2). B MK cnexTpax TBepabX 00-
Pa3I0B MMEIOTCA TIONOCKI TIOrIomeHHs cBsizeit C=0 (opMubHOii (16401660 cv ')
v KapGokcumpHON (1705-1720 cm') Tpymm, a TakKe UIMPOKHE IIOJOCHI
TIOTTIONIEHHS CBSI3AHHBIX BOIOPOIHOM cBs3bio rpyrm OH (2900-3200 cm ), uto
NOATBEPAKNACT MX JUMEpHyo mpupoxy [5]. B cmextpax SIMP 'H kap6-
OKCWJIBHAS TPYIIa MPAaKTUYeCKd HE BIMSET Ha Xumudyeckwe ciasuru 5-CH=
MPOTOHA MHUPA30JILHOTO KOJNbI[a M MPUBOIUT K HE3HAYUTEIBHBIM CIBHTaM
B CWJIBHOE TIOJIC CHUTHAJIOB ajibJCrHIHBIX MpoToHOB (Ha 0.09—0.22 M. 1.) u 6o-
Jiee BbIPAKEHHBIM CABUTIaM CUTHaJIOB poToHoB rpynn CH, (Ha 0.25-0.45 m. 7).

Tabnuma 1

XapaKTepuCTUKH CHHTE3MPOBAHHBIX COeHHEeHMIi 2a—e, 3a—g

Coeu- BpyrTo- Haiinero. %
HeHue dopmyuna Berancneno, % T. ., °C Beoixon, %
C H N

2a Ci3H12N,O5 63.67 4.78 11.31 121-122 82
63.93 4.92 11.48

2b Cy3H;1FN,O; 59.33 4.08 10.31 144-145 87
59.54 4.20 10.69

2¢ Cy3H;,CIN,O4 55.77 4.20 9.83 140-141 91
56.01 3.95 10.05

2d Cy3H;1BrN,Os 48.13 3.24 31 124-125 93
48.30 341 8.67

2e Ci4H14N2O4 60.93 4.85 10.07 125-126 78
61.31 5.11 10.21

3a Cy3Hy0N4O, 71.60 5.28 14.36 169-170 58
71.87 5.20 14.58

3b CyH;sFN;O5 65.17 4.71 11.18 137-138 76
65.39 4.90 11.44

3¢ C,7H;sFN;0; 61.51 5.83 12.58 119-120 51
61.62 5.48 12.68

3d CyH;7CIN,O, 65.03 4.07 13.60 196-197 78
65.26 4.20 13.84

3e CyH;sBrN;0O, 57.90 4.19 9.93 185-186 58
58.22 4.36 10.19

3f C,5H5BrN4O, 53.76 341 13.82 140-141 64
54.13 3.75 14.03

3g CyH9N30; 68.33 5.30 11.80 118-119 67
68.76 5.44 12.03
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Tabnuma 2
CrneKTpaJjibHble XapaKTePUCTHKH coeIMHeHuii 2a—e, 3a—g

UK crmextp, v, cM ' Cnexrp SIMP 'H, 8, . 1. (J, ')
Coenu- 3 3 Ar, R? B-CH, o-CH, COOH
mompe =0 O-H N-H (CII:I’?) (51 IC{HC’) oo CH. (QH, 7, QH, , (1H, (Fﬁ " )
’ ’ : (3H, ¢) J=1.5) J=1.5) yIIL C) ’

2a 1645, 1715 | 2950, 3200 9.86 8.47 7.40-7.44 (3H, m); 7.78-7.81 (2H, m) 442 2.88 12.39

2b 1650, 1710 | 2900, 3180 9.84 8.51 7.19-7.23 (2H, m); 7.86-7.89 (2H, m) 442 2.89 12.44

2¢ 1640,1720 | 2900, 3150 9.85 8.52 744 QH, 1, J = 8.7); 7.87 (2H, 1, J = 8.7) 442 2.88 12.40

2d 1655,1715 | 2950, 3200 9.85 8.52 7.61 (2H, 1, J=8.5); 7.79 (2H, 1, J = 8.5) 442 2.88 12.41

2e 1660, 1705 | 2900, 3130 9.82 8.44 7.77 QH, 1, J = 8.6); 6.95 (2H, 1, J = 8.6) 3.84 4.40 2.87 12.38

3a 1645, 1660 3360 9.88 8.53 8.18 (1H, 1, J = 8.8); 7.23-7.82 (9H, m) 2.64 4.60 3.15 10.07

3b 1650, 1655 3320 9.84 8.55 6.88 (2H, 1, J = 8.6); 7.28-7.30 (2H, m); 371 4.51 2.96 9.91
7.44 (2H, 1, J = 8.6); 7.85-7.88 (2H, m)

3k 1650, 1665 9.86 8.56 7.28-7.30 (2H, m); 7.88-7.91 (2H, m) 4.54 3.01

3d 1650, 1660 3290 9.85 8.57 734 (1H, 1. 1, J, = 8.6, J,, = 2.9); 7.46 4.59 3.10 10.12
(H, 1, J = 8.7); 7.69-7.93 (SH, m); 8.28
(1H, 1, J = 8.6); 8.84 (1H, 1, J = 8.6)

3e 1660, 1675 3350 9.84 8.52 7.05 2H, 1, J = 8.6); 7.43 (2H, 1, 232 451 2.95 9.88
J=8.6);7.57 2H, 1, J = 8.5); 7.82 (2H, n,
J=8.5)

3f 1680, 1700 3260 9.86 8.53 7.25-7.27 (1Hupuws M); 7.58 (2H, 1, 4.55 3.04 10.23
J=8.5);7.82 2H, 1, J = 8.5); 8.03
(1Huupuny 1, J = 8.6); 8.21 (1Hupuz, I,
J=8.6); 8.67 (1Hupuss ©)

3g 1660, 1670 3250 9.83 8.46 6.96 (2H, 1, J = 8.6); 7.24-7.27 (3H, m); 3.81 451 2.9 10.01
7.57-7.59 (2H, m); 7.75 (2H, 1, J = 8.6)

* MybTHIUICTBI CHTHAJIOB IIPOTOHOB MOP(OIMHOBOTO LKA HaxoasTes npu 3.29-3.44 (4H) u 3.52-3.57 m. 1. (4H).
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Hannbie pabot [6, 7] MO3BONAIOT paccMaTpUBaTh TeTEPHII-3-TIPONAHOBbIC
KHCJIOTHI U UX TPOU3BOJHBIE KaK OOBEKTHI C MOTCHIMATIBHOW OMOJIOrHYECKOi
aKTUBHOCTHIO. Hamm Oblia mpeamnpuHATa MONBITKA CHHTE3a aMHUIO0B 3-(THpa-
3071-1-MT)IPOTTIAaHOBBIX KUCIOT, Hanbosee MpocToi MoAX0a K KOTOPBIM Mpea-
CTaBJISJICS B TIPUMEHEHUH COOTBETCTBYIOLINX XJIOPAHTUAPUIOB. OqHAKO OBLIO
YCTaHOBJIEHO, YTO B3aWMOJICHCTBHE KHUCIOT THUIA 2 C XJIOPUCTHIM THOHHIOM
MPOTEKaeT HEOJHO3HAYHO, U B pe3yJjbTaTe HE YJAaeTCs BBIACTUTH MPOAYKTHI
VHJIUBUOYAJIBHOTO CTpoeHus. 1Io 93TOi mnpuyMHE MCHOIB30BAICS METOJ
MPSIMOTO ALWJIMPOBAHUS AMHUHOB KHCJIOTaMH 2a—e B MPUCYTCTBUU TUIHKIIO-
rekcikapooauumuga (LK), KOTOpbIi Mo3BONSET MOMYyYUTH amuIbl 3a—e
¢ Berxogom 51-83% (taom. 1, 2).

SKCIIEPUMEHTAJIbBHASI YACTb

UK crextpsl 3amucanst Ha npudope UR-20 B Tabnerkax KBr. Criextpst SMP 'H momyuens:
Ha npubope Varian Gemini (300 MI'y) 8 IMCO-dg.

3-(3-Apuin-4-gpopmuiinupason-1-un)nponanosbie kucaorsl 2a—e. K 50 mmons 3-apui-4-
¢dopmmi-1-(2-umanostun)nupaszona la—e npudassror 20 min konn. HCL, HarpeBaroT 10 KUIICHUS
U OCTaBIAIOT IPH KOMHAaTHOW Temmeparype Ha 12 4. 3artem nobamisior 50 Mt Boasl, oOpaso-
BaBILIUHCS 0CaJOK OT(GHIBTPOBEIBAIOT, CYIIAT M KPUCTAUIM3YIOT U3 CMECH YKCYCHasi KHCIOTa—
Boxda, 1:5.

Amuabl  3-(3-apui-4-gpopmuinupason-1-wi)nponaHoBbix kucjaor 3a—g. K pactBopy
3 mMonb KucnoTel 2a—e B 15 M TI'® npubaisror 3 MMoJIb cOOTBETCTBYIOLIEro amuHa, 0.61 r
(3 mmounp) JJUI'K, nmepememuBaroT nmpu KOMHaTHOHW Temmeparype 12 4, a 3arem 1 4 mpu 50 °C.
IMocne oxnaxaeHus: OTGHUIBTPOBBIBAIOT OCAJOK AUUKIOTCKCUIMOUCBHHBI, IPOMBIBaOT ero TI'®D
(2 x 10 mu1), hunbTpaT ynapusaiot, Kk 00pa3oBaBLIeMyCsl 0CaKy 100aBisOT 20 MJI JUITHIIOBOTO
a¢upa U OCTaBISIIOT Ha 6 4. OTPUIBTPOBBIBAIOT 00OPA30BABIIHUIICS OCAIOK, CYIIAT U KPUCTAN-
JIU3YIOT U3 9TaHOJA.

CIIMCOK JTUTEPATVYPBI

1. M. K. Bparenko, B. A. Yopnoyc, M. B. Bosk, XI/'C, 515 (2001).
2. M. K. bparenko, B. A. Yopnoyc, H. B. Bonomun, M. B. Bok, XI'C, 1219 (1999).

3. M. K. Bparenko, B. A. Hopuoyc, H. B. Bosnomun, M. B. Bosk, ®i3ionoriyno akTuBHI
pedoBuHy, 2, 20 (1999).

4. M. Michaelis, O. Schmidt, Ber., 43, 2117 (1910)

5. Obwas opeanuyeckas xumus, noq pen. J. baprona, V. /. Ommuca, Xumus, 1983, 4, c. 45.

6. B. Unterhalt, N. Kissenbeck, Sci. Pharm., 2, 97 (1999).

7. M. S. Amine, A. M. Eissa, A. F. Shaaban, A. El-Sany, R. El-Sayed, Ind. J. Chem., 11 B,
1153 (1998).

bykosunckas eocydapcmeennas meouyurckas Ilocmynuno 6 peoaxyuio 15.05.2001

axademus,Yeprnosywvr 58000, Yrpauna
e-mail: chornous@chv.ukrpack.net

* Unemumym opeanuyeckot Xumuu

HAH Ykpaunei, Kues 02094, Ykpauna
e-mail: hetfos@ukrpack.net

1486



	М. К. Братенко,  В. А. Чорноус,  М. В. Вовка
	C13H11FN2O3

	Буковинская государственная медицинская академия,Черновцы 58


<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /All
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Warning
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJDFFile false
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /ColorConversionStrategy /LeaveColorUnchanged
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveEPSInfo true
  /PreserveHalftoneInfo false
  /PreserveOPIComments false
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 300
  /ColorImageDepth -1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 200
  /GrayImageDepth -1
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 600
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile (None)
  /PDFXOutputCondition ()
  /PDFXRegistryName (http://www.color.org)
  /PDFXTrapped /Unknown

  /Description <<
    /FRA <>
    /JPN <FEFF3053306e8a2d5b9a306f30019ad889e350cf5ea6753b50cf3092542b308000200050004400460020658766f830924f5c62103059308b3068304d306b4f7f75283057307e30593002537052376642306e753b8cea3092670059279650306b4fdd306430533068304c3067304d307e305930023053306e8a2d5b9a30674f5c62103057305f00200050004400460020658766f8306f0020004100630072006f0062006100740020304a30883073002000520065006100640065007200200035002e003000204ee5964d30678868793a3067304d307e30593002>
    /DEU <>
    /PTB <>
    /DAN <>
    /NLD <>
    /ESP <>
    /SUO <>
    /ITA <>
    /NOR <>
    /SVE <>
    /ENU <>
  >>
>> setdistillerparams
<<
  /HWResolution [600 600]
  /PageSize [612.000 792.000]
>> setpagedevice


