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[ToximHi TiodeHy € BaXIMBHM KJIACOM TETEPOIMKIIYHMX CHOJYyK. baraTto moximHux
tiopeHy 3HaWnun mupoke 3acrocyBaHHs [0]. TiodeHH BOJOMIIOTH MIMPOKHM CIEKTPOM
6iosoriunoi axktuBHOCTi [0,0], @ Takok BOHH BXOIATH JO CKJIaAy O0aratbOoX Cy4aCHHX
dbynxiionansaux MarepianiB [0]. 3okpema, 3-riapokcutiodheHOBHI cKadOIA MICTHTHCS B
TaKuX Ipernaparax, K npoTiodart, oJilepUuarnH, ap30KCU(EH.
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Hesiki 3amimieHi  3-TiApoKCUTIOGEHNU 3HAXOMSATHCS HAa PIZHUX CTamifsX KIIHIYHHX
JIOCIIJKeHb a00 JOCHIJUKYeTbCsl iX O10JIOTIYHAa aKTUBHICTb. 3BaKalOUM Ha 1€, po3poOka
HOBHX MIJXOJIIB 10 CUHTE3Y MOXIAHUX 3-TIAPOKCUTIOPEHY € aKTyaJbHUM Ta MEPCHEKTUBHUM
HaMpsIMOM JOCIIi/PKEHb.

Panime mMu pocniguiu, mo NpogyKTH OpOMOApHIIIOBAHHS 2-XJIOPOAKPUIIOHITPUILY €
3pYYHHUMH peareHTaMu Ul CHHTE3Y 2-3aMillleHnX S-apui-3-aminoriodenis [0].
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Ham Bpamocss po3poOuTH aHANOTIYHUN MiAXiJ A7 OTPUMAaHHS TMOXIAHUX S-apuii-
3-rizpokcutiopeny. Mu peanizyBanu OpOMOAPHIIIOBAHHS METWJI 2-XJOpOakpuiary Ta
OTpUMANIM eCcTepu 3-apui-2,2-AUraloreHONPONAaHOBUX KHUCIOT. ApPEHIia30HIEBI coli MU
OTPUMYBAJIM B yMOBaX KJIACHYHOI peakilii Jia30TyBaHHS, MPH B3aEMOJIi TiApoOpomizy
BIJIMOBITHOTO aHUIIHY 3 HaTpid HiTpuTOM 3a TemrepaTypu 0-5 °C. Byno BcTaHoBieHO, 10 3
HaWBUIIMMH BUXOJaMHU MPOIYKTH OpOMOApUIIIOBAHHS YTBOPIOIOTHCS NMPHU B3a€EMOJIl METHI
2-XJIOpOAKpWIaTy 3 apeHaia30HIEBUMH COJSIMH B cepemoBuili amneron/Boga (1.5:1) 3a
npucytHocTi Karamizaropa CuBrz2 (0.5 monas %) mpu temmeparypi 30-35°C. Tak mu
OTPHUMAJIH Cepito MeTHI 3-apuii-2-0pomMo-2-xJioporporionatiB 3a-g. CiifJ 3a3Ha4nTH, 110 TPU
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BUKOPUCTaHHI aHUTIHIB 3 eJNeKTPOHOAKLUENTOPHUMHU 3aMICHHKAaMH LiJbOBI TMPOIAYKTH
OTPUMAHO 3 CYTTEBO BHIIUMH BHMXOJaMH. Baromorw mepeBaror0 Takoro Migxoay €
JOCTYIHICTh BUXITHUX aHUTIHIB, BHOIp SKUX 3a0e3Meuye MHUPOKY BapiaTUBHICTh 3aMICHUKA B
apwiIbHOMY (parMeHTi.

NH2 o N2+ BI'_
NaNO,,
@ HBr @ Z>CO0Me mCOOMe
R o R > R
= 0-5°C = CuBr; (cat.), ~ Cl Br
acetone/H,0,
1a-g 2a-g 30-35°C 3a-g
la | b | e | d | e | f | g |
R| H 3-CHj3 4-CH; |4-OCF3 4-F 3-CF3 3-Ac
Yield | 41 56 55 82 67 75 80

Mu po3po0mIN IiAXia 10 CHHTE3y 2-3aMillleHuX S-apuii-3-TiIpoKkcuTioeHiB Ha OCHOBI
MeTHn 3-apuii-2-6poMo-2-xioponpomionaris 3a-g.  Bzaemonmis  mertun  3-apwmii-2-6pomo-
2-xnopornpornioHnaTiB 3a-g 3 QyHKIIOHATI30BAHUMHU MEpKaNTaHAMH MPOTIKAE B CEPEIOBHIII
METaHOITy, 3a MPHUCYTHOCTI METHJIATy HATpilo, SIK OCHOBH. B pe3ynbrari peaxiiii oTpuMaHO
HU3KY 2-3aminieHux S-apui-3-rigpokcutiodpeniB SAa-Eg. Bimomo, mo 3-rigpokcuriopenam
BJIACTHBA KETO-€HONbHA TayTomepis, onHak naHi SIMP 'H cnekrpockomii mokasamu, mo
OTpHUMaHi HaMH CIIOJYKH TiepeOyBaroTh B rigpokcu ¢popmi [0].
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H 80% |79% | 89% 74 % 63 %
3-Me | 71% | 75% | 78% 68 % 50 %
4-Me | 76% | 70% | 77% 74 % 62 %

4-OCF3 | 89% [86% | 94 % 85 % 82 %
4-F 86% |89% | 92% 75 % 75 %
3-CFs | 80% [83% | 88% 91 % 68 %
3-Ac | 89% [89% | 90% 83 % 75 %
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TakuM 4YMHOM, MM PO3POOMIM 3pYYHHH 1 JOCTYMHMHA METOJ CHUHTE3y IOXIJTHUX
3-riipokcuTiopeHy Ha OCHOBI HPOAYKTIB OpOMOApHIIIOBAaHHS METHIJI 2-XJIOPOAKpUIIaTy.
[ToxazaHO MOJIMBICTH OTPUMAHHS 3-T1IPOKCUTIO(PEHIB 3 PI3SHOMAHITHUMHU 3aMICHUKAMU Y
2-My Ta 5-My TIOJOXEHHSX TiOQEHOBOTr0 WHUKIYy. Taka BapiaTUBHICTh BH3HAYAETHCS
BUKOPUCTAHMMHU BUXIIHUMU aHUTIHAMM Ta Tiojdamu. HasBHICTH TiAPOKCHIIBHOI TPyNHU B
3 monokeHH1 TiopeHOBOro MUKy Ta (GYHKIIMHUX TPYN B TMOJIOXKEHHI 2, BIAKPHIO IIMPOKI
MOYJIMBOCTI A1l Moau(ikamii CronyK 5, Ta BUKOPUCTAHHS iX K OymiBeNbHUX OJOKIB UIs
TiOQEeHBMICHUX croNyK. OTpUMaHi HAMU PEYOBHHU € NMEPCHEKTUBHUMU Il O10CKPHHIHTY, Ta
iX BaXKKO a00 HaBITh HEMOXKJIMBO CHHTE3YBATH 1HIIUMHU METOJaMH.
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