KopucHa mogernb BiAHOCUMTLCA A0 XiMil reTepoLMKNiYHUX CNOMYK, a came, Ao 1,1-gieTnnkapbokcu-2-tpudtopmeTun-
2-(6eHsimigasonin-1’-)-eTuneH (gani, cnonyka) 3 NOTeHUinHUMYK i3ioNoriYHUMKU BNaCcTUBOCTSAMU Ta BUCOKOH peaKUiiHo
3[aTHICTIO, SIKi MOXYTb NMPOSIBMATUCS 3a paxyHOK HAsBHOCTI B OY10Bi MONEKYNM CNPSPKEHOT CUCTEMMW: NOABINHNX 3B'A3KIB
reTepouMKNiYHOro Ta apomatuyHoro sigep, rpyn C=0 y cknagi edipHux dparMeHTiB, €TUIEHOBOIO 3B'A3KY Ta Mnpu
eneKTpoHeraTMBHOMY BNIIMBI HA MOneKkyny 3 60Ky aTomiB TOpY.

CTpykTypHi aHanomm cnonyku 1,1-gietnnkap6oken-2-tpudtopmeTun-2-(6eHsimigasonin-1'-)-etTunex B nitepaTypi He
OonucaHo, arne pi3HOMaHITHI CMHTE3W HOBUX MOXiAHUX OeH3iMigaszony [O3BONUIM OTpMMaTW opuriHamnbHi disionoriyHo
aKTUBHI pe4YOBMHMU, SK CBigYaTb NiTepaTypHi oxepena.

3a ocTaHHiIl Yac 3Ha4yHO 3pocna KifbKiCTb AOCHiMKEHb LWOA0 CUHTE3Y HOBUX NOXiAHMX OeH3iMiga3ony Ta BUBYEHHS
ix GionoriyHoi akTmBHOCTI. Tak, Ansa nipmao[1,2-al-6eHsimigasoniB onncaHa ix aHKCUOSNiITUYHA aKTUBHICTb, a HOBI 2-
ninepasuHinbeH3iMigazony NposiBUNM BAacTUBOCTI aHTaroHicTiB 5-HTs peuenTopis [1, 2].

Ons edipie 1-okeumeTun- Ta 1-(2-okemeTtvn)-6eHsimigasonis OyB BiAKPMTUIA iX BNAMB Ha LEHTpanbHy HepBOBY
cuctemy (cnabka genpumipyioya gist), Ha apTepianbHUI TUCK, BereTaTuBHI peakuii [3].

ApMSAHCHKI BYEHI BMABMMM, WO cam GeHsimigason € iHriGiTopom MypuHiB, Mae NpoTUCyooMHy Aito. BeHsimigazon
ranbmye pict 6akTepin, opiKopKen, MUKPOOIB KMLLKOBO - TMCO3HOT rpynu [4].

CTtano Bigomo, Lo Npu BBeAEHHI B NONOXEHHA 1 Monekynu 6eHs3iMiga3ony 3amiCHVKIB apomMaTUyHOI, anigaTnyHoT
6ynoBu, ranoreHarnkinie, MoxXHa oTpuMaTu COMYKU 3 aHTMOaKkTepianbHOW, NPOTUBIPYCHO abo nNpoTu3anansHo Aieto
[5]. 3 iHwWOoro 60Ky, ANst opraHiYHOro cnMHTE3y Monekyna 6eH3imigasony uikaBa Ans AOCNIMKEHHS MOXITMBOCTI BBEAEHHS
rarioreHBMiCHUX CUHTOHIB (hparMeHT MONekynn iTOpOTaHy) 3 METOK CTBOPEHHS OpUriHaNbHUX BiOSOMYHO - aKTUBHUX
MOneKyn.

BeeaeHHs1 raroreHBMiCHUX papMakodopiB B reTepoLMKNiyHy MOreKyrny NpM3BoAnTb 40 NiABULLEHHS PO3YUHHOCTI
CMonyk B Ninigax ta pobuTtb Nikapcoki 3acobun eheKTUBHILLMMK Y 3B'A3KY i3 NErKiCTHO iX TpaHCNopTy B OpraHiami [6, 7].

AsTopamu poboTu [8] onncaHo MeToa BBEAEHHSA MPU BUKOPUCTaHHI AOCTYNHOro dprtopoTaHy dapMakodopHOi rpynu
—CF3CHBrCl go anidatmyHoro naHutora Ta apoMaTMyHOrO KinbLUs 3 MeTO CWMHTEe3y BioNnoriyHo akTUBHWMX CMOMYK 3
nonidgropankokcurpynamu.

B po6orTi [9] omnmcaHo meToa cuHTe3y 1,1-guuiaHo-2-xnop-2-TpudTopMeTUneTUneHy, Sk 3a ximivHow 6ygoBoto
noAibHWI 0o Cnonykn KOPUCHOT Moaeni, Ta CUHTe30BaHWUI peakLielo auuioBaHHA ManoHOANHITPUNY MeTUnoBsum edipom
TPMTOPOLITOBOT KMCNOTU B MPUCYTHOCTI MeTMnaTy HaTpito 3 nocnigytoyoto obpobkoto NpoaykTy nepLuoi cragii peakuii
N'aTMXNopucTMm docopom.

PaHiwe, sk onucaHo B po6oTi [10], aBTopom Gyna cuHTe30BaHa opuriHanbHa cnonyka — 6ic - agykt 1, 1°-(2"-6pom-2"-
xnopeTeHin)-6ic-(5-propypauun) B ymoax mixxdasHoro katanisy ambeH3o-18-«kpayH-6-eipom B NyKHOMY cepeaoBuLLy,
sika Mae NPOTUMYXIIMHHY aKTUBHICTb Ha MOAENAX €KCMepMMEHTANbHOro MyXITMHHOIO 3pOCTy Pi3HOMO ricTOreHesy:
Jlimdpocapkomi Mnica, KapunHomi MepeHa, Capkomm 45.

HaHnini moaudikoBaHW MeToA CUMHTE3y MepeHeceHo HaMWu Ha Monekyny GeHsimigasony 3 MeTo OTpUMaHHA
cnonykn 1,1-giennkapbokcu-2-TpudtopmeTun-2-(6eHsimigasonin-1-)-etuneH 3  NOTEHUiHUMKU  Gi3iONOMYHMM K
BMacTUBOCTSIMMU.

Cnonyka 1,1-gietunkapbokcu-2-tpudgropmeTun-2-(6eHsimigasonin-1'-)-eTuneH CvHTE30BaHa 3 METOK OTPUMAHHS
HOBOrO MonigyHKLUiOHANLHOrO (PTOPBMICHOMO CUHTOHY ANA NOA4AMbLUOrO BUBYEHHS 1T (Pi3MKO - XiMiYHMX Ta BionoriyHmx
BMacTMBOCTEN, a TaKOX [AOCNIHKEHHS MOXIMBOCTI MNPOXOMKEHHs XMiYHMX peakuin Mbk OeHsimigasonom Ta
(OTOPBMiICHUMM peareHTamMu, Hanpuknazg, 3 HOBUM XiMIYHO akTMBHMM peareHToM 1,1-gieTunkap6okcmn-2-xnop-2-
TPUTOPMETUIETUIIEHOM.

Cnonyka 1,1-gietunkap6oken-2-tpucropmeTun-2-(6eHsimigasonin-1'-)-etuned nonicyHkuioHansHa, MicTUTb B
MOIeKyni ogHo4YacHo 3 aToMamun gTopy, NOABIMHUIA 3B'A30K, ABi cknagHoedipHi rpynu, apoMaTuyHe i reTepouuknivyHe
A4pO, TOMY 34aTHa BUKOHYBaTW ponb rop(ranoreH) BMiCHUX CMHTOHIB B OpraHiyHOMY CUHTE3i 3 METOH CTBOPEHHS
opuriHanbHUX CknagaHmx 3a 6ynoBoto GiONOMYHO aKTMBHUX MOMEKY.

B ocHOBY KOpMCHOT MoZeni NocTaBneHo xiMiuHy 6ynoBy Monekynu cnonyku 1,1-gietunkap6oken-2-tpudropmeTnn-2-
(6eHsiMmigazonin-1’-)-eTmneH 3 NoTeHUiMHYMYK ¢hi3ioNoriYHUMKN BMACTUBOCTAMM, SKa OTpMMaHa peakLieto HyKneodinbHOro
3aMileHHs Mk ©OeHs3imigasorniom, WO BUKOHYE porib HykneodinbHoro peareHTy, Ta 1,1-gieTunkap6okoun-2-xnop-2-
TpUTOpMETUNETUNEHOM, B MOMEKYNi SKOro aToMm XOpy akTMBOBaHO ABOMa AieTunkapbokcurpynamu, B CUCTEMI
6e3BOHMX PO3YMHHUKIB (edip Aietunosun - gumeTundopmamin) B NPUCYTHOCTI TpueTunamiHy 6e3BogHOro sk
ranoreHsiAHIMal4yoro areHTy.

1,1-gieTunkapbokcn-2-xnop-2-T1pupTopMeTUNETUIIEH CMHTE30BaHO peaKkLico auuioBaHHA AieTurnosoro edipy
MarioHOBOI KMCNOTU TPUTOPOLITOBOK KUCIOTM B NPUCYTHOCTI MeTunaTty HaTtpito (NpogykT A) 3 nocnigyto4oto o6pobkoto
npoaykTy | cTagii peakuii n'aTuxnopuctnm - bocopom B AMXIIOpETaHi 3 HarpiBaHHSAM peakujiHoi cymili (npoaykT B, I
cTagis peakuii) (cxema 1):

Cxema 1.
Haan.CF,COOH,CH,ONa PCl,
CHy(COOCH5), > CF,-C=C(COOC,H,), ————>
-CH40H -H,0 N -NaCl,-POCl,
ONa

(npoaykT A, | cTagis peakuil)

CF ,C=C(COOCHy), Benziidazdline,ester-DMFA, to, N(Csz)s\
\CI -N(C,Hy), xHCI

1,1-pieTunkap6oken-2-x nop-2-TpudTopmeTun eTuneH(npoaykT B, Il cragis peakuii)
N
— >
N

CF3

C=C(COOC2H5)2

1, 1-nieTunkap6okcn-2-Tpud TopmeTun-2-(6eHsimigasonin-1-)-etuned
(npoaykt C, Il cragis peaxuii)



B IY - cnexkTpi cMHTE30BaHOT CNoMyKn onomeplraron:cn CMYTU NMOMMWHAHHA, SKi XapakTepHi Ansi rpynu -CF3 B obnacri
400, 415, 470, 560, 905, 995, 1180, 1230, 12950M ans rpyn - OC2Hs B obnacti 1050- 11500M . HYactom noaginHnx
3B'A3kiB C=C 3HaxoaATbca B obnacTi 1315, 1600em™", - C=0 B 06nacTi 1710,1715, 1735¢m™".

MonoxerHst cMyr 'C-C reTepoumkny cnocTepiraetbcst B o6nacti 1300-1600cw™, YC-H B o6nacTi 3010-3080cm™, a

TaKOX CMTHanu B xapakTepHin obnacTi ScH npu 600-800cm ™

CniBBigHOLEHHS iHTEerpanbHUX iHTeHcMBHOCTen curHanie B NMMP - cnekTpi CMHTE30BaHOI CnoMyku MiaTBEpIKYE
BiACYTHiCTb MpoToHy npu atomi N1y monekynn 6eHsimigasony npu 12.504m.4. (Pir.1), a TakoX HasBHICTb MPOTOHIB
apomMaTMyHoro Ta reTepouukniyHoro sgep npu 7.301 ..8.963m.4. B TIMP - cnektpi CcuHTE30BaHOI CMOMYKU
cnocTepiralTbCsd curHanu: y surmaai tpunnety npu 1.18m.4., SKMM BignoBigae wecty npoToHam Asox rpyn —CHs
cKknagHoedipHUX coparMeHTiB Monekynu, MynbTunneTy npu 3.737-4.315M.4. YOTUPLOX NPOTOHIB B (hparmeHTax — OCH:2
cknagHoedipHUX rpyn monekynu (Pir.2).

TakuM YMHOM, MOXHa 3p0OUTM BUCHOBOK, LLO CNOMyKa 3 MOTEHUIMHMMMN ii3ioNOrYHMMM BNACTUBOCTAMM, aHaroriyHO
00 BigOMMX ranoreH(dprtop) BMiCHUX Nikapcbknx 3acobiB Moxe Gyt nepcrnekTMBHOW ANS MNOJAnbLUOrO0 BMBYEHHS SK
NOTEHLiHO ¢pi3ioNoriYHO aKTMBHA.

MeTtoauka cuHTe3y cnonyku 1,1-gietunkapbokcu-2-tpudropmeTnn-2-(beHsimigasonin-1'-)-etuneH.

MpurotyBaHHa po3unHy Ne1 (1 Ctagia peakuii).

6.13r HaTpito meTaneBoro (0,268monb) po3unHsioTe B 250Mn MmeTaHony 6e3BoAHOro, AoAalTb Kpannsmu 4vepes
JinuneHy nivky 43.0r gietunosoro edipy ManoHoBoi kucnotu (40mn, 0.268mornb) Ta 62.0r TpUTOPOLITOBOI KMCNOTU
(40mn, 0.543monb) nNpu nepemillyBaHHi peakuiiHOi CyMilwi Ta HarpiBaHHi. Kun'atatb cymiw npotarom 6 roauH,
OXONOAXYIOTb A0 KiMHaTHOI TemnepaTypu, BiAraHa0Tb NPOCTO MEPErOHKOK PO3YMHHUK. 3amnULLIOK - CKIIOBUAHY Macy
6inoro komnbopy 3anuBatTb AieTunosum edipom. Ocap 6inoro kombopy (NpoaykT A), WO Bunagae inbTpyloTb Ta
BMKOPUCTOBYIOTb Ha HaCTYMNHIN cTagii peakuil.

MpurotyBaHHsA po3uunHy Ne2 (Il Ctagis peakuii).

8.0r (0,0287morb) npoaykTy A po3umHsAOTE B 55Mn cyxoro gmxnopeTtaHy npw KiMHaTHIA TemnepaTtypi fgoaarTs 6r
(0,0287monb) n'atuxnopucrtoro docdopy. PeakuitHa cymiw rpieTbcs Ta HabyBae MonoyHoro 3abapsneHHs. Mapayuni
PO3YMH NepemilyoTb 3 KUN'ATIHHAM 5 roauH, OXONOMKYIOThb, Ocaj, WO YTBOPMBCA BiA(iNbTPOBYIOTL Ta MPOMUBAIOTL
OMXNOpeTaHOM, BiAraHSAOTb NMPOCTOL0 MEPErOHKOK PO3UMHHMK. 3anuLok - Macno SIKe OYMLLYIOTb MEPErOHKOK Y BaKyyMmi
(NpoaykT B). MpakTuuHWi BuXig 6.31r (80%). T. kun. 56-59°C (25Mm pT.cT.), n°p 1,3010.

MpurotyBaHHsa po3umHy Ne3 (Il Ctagis peakuii).

Oo cymiwi 1.0r (0.0084monb) GeHsimigaszony posumHeHoro B 30mn ammetundopmaminy 6essogHoro ta 0.85r
(1.12mn, 0.0084morb) TpueTMnamiHy 6e3soagHoro goaatots no kpannam 2.32r (0.0084 monb) npoaykTy B y 10mn edipy
AieTunosoro 6e3Bo4HOIO NpY NepeMillyBaHHi peakuiiHOi cymilli Ta HarpiBaHHi o 60-70°C. Kun'ataTb cymiw npoTarom 6
roguMH (peakuiiHa cyMmill TEMHO — >XKOBTOro 3abapBrieHHs), pinbTpyloTb rapsyvii po3dvMH Ta BigAinNAwTs ocaj
N(C2Hs)3xHCI, BiaraHs110Tb PO3YMHHYKM Y BAKYYMi.

3anuwok - Macrno >XOBTOro 3abapBreHHs 3anmBaloTb FeKCaHOM Ta KUM'ATATb, 3MMBalOTb FEeKcaH AeKaHTauieto,
3annBaloTb aueToHOM, ocaf 6nifo - xoBToro 3abapBneHHs Bunagae i3 aueToHy (NpoaykT C).

MpakTnyHnin Buxig 1.35r (45%). T.nn.203-206°C.

IHOMBIQyanbHICTE  CMHTE30BaHOI  CMOMYKM KOHTPOSOBanNM MeToAOM  TOHKOLIApPOBOi  xpomaTorpadii, cknag
nigTBEepoHKYBaANM JaHUMW €MIeMEHTHOTrO aHaniay.

CnekTp NMMP crMHTe30BaHOI cnonyku 3anucyBanu Ha npunagax "Bruker WP-200" [Bupo6Huk "Bruker”, Switzerland],
"Varian T-60" [Bupo6Huk "Varian", USA] 3 pobouoto yactototo 200-132MIy y Buai po3unHy OMCO-De (BHYTpiLLHIN
ctaHgapt TMC).

I4 - cnektp 3anucyBanu Ha cnektpocdotometpi UR-20 [BUMpoGHUK "Charles Ceise Hena", Gemmany]. TLUX
BUKOHYBanu Ha nnactuHax Silufol-254.

FPXBn3Hayanu Ha rasopignHHomy xpomaTtorpaddi "Perkin Elmer"s Y® - getektopom [Bupo6Huk "Perkin”, Germanyj.

Xpomatorpamy, 14 -, NMIMP - cnekTpu KiHLEBOro NPOAyKTy iAeHTUAIKYBanu y NOpPiBHAHHI 3 XxpomaTorpamamu, Y -,
MMP - cnekTpamu BUXiAHWX CMIONYK.

CwuHTe30BaHa crnonyka - MinkokpucTaniyHmi ocag, 6nigo - xkoBToro 3abapBneHHs.

[aHi enemeHTHOro aHanisy Ha C, H, N cnHTe3oBaHoi cnonyku Bignosigat 064YMCNeHnM 3HaYEHHAM.

B Y - cnekTpi cMHTE30BaHOi Cnonyku I,D,eHTVI(bIKOBaHO CMYTY NOTMMHAHHS, SIKi XapakTepHi ans prl'll/l -CF3 B obnacri
400, 415, 470, 560, 905, 995,1180, 1230, 1295cm™" , anst rpyn - OC2Hs B obnacTi 105011500M YacTtoTn noaBiHUX
3B'a3kiB C=C 3HaxoaaTbcA B obnacTi 1315, 1600cm™” ,-C=0Bo006nacti 1710, 1715, 17350cm™"

MonoxeHHs cmyr YC-C reTepouukny cnoctepiraeTbcsi B 06nacTi 1300-1600cm ™", yC_H B obracri 3010-3080cm™, a

TaKOX CUrHanu B XxapakTepHin obracti o npu 600-800cm ™"

CniBBigHOLWEHHS iHTerpanbHUX iHTeHcMBHOCTeW curHanis B MMMP - cnekTpi cMHTEe30BaHOI Cnonyku MigTBEpaKYe
HasBHICTb B MONekyni nNpoToHiB ABox rpyn —CH3z cknagHoedipHux dparMeHTiB MONeKynu y BUMMSAAi TpUnneTy npwu
1.18Mm.4., YOTMPBLOX NPOTOHIB B oparmeHTax —OCH2 cknagHoeipHUX rpyn MONeEKynu y Burmsaai mynstunnety npu 3.737-
4.315Mm.4., NPOTOHIB apoOMaTUYHOTIO Ta reTepoumkriyHoro saaep npu 7.301...8.963m.4.

Di3nKo - XiMiYHi XapaKTEPUCTVKWN Ta faHi eNEMEHTHOrO aHarni3y CUHTE30BaHOT CNOMYKW HaBeAeHo B Tabnuui 1.

Tabnmuga 1
Pi3uKO - XiMiYHI XapakTepUCTVKKN Ta AaHi eNeMeHTHOro aHarni3y cnonyku
3HangeHo, y% BpytTo - hopmyma ObuuncrneHo, y%, IY4 - cnextp (KBr),om-' | Cnektp NMMP (OMCO-
CHN CHN y C-Hal, Ak, DsTMC), 6, ma.J,My)
Heterocycl., C=0,
C=C.
52,93 ; 4,36; 7,91 CeH1s0NF3 53,9; 4,247 ,86; 400, 415, 470, 560 | 1.18 (6H,T.. J°H,H
(CFs), 600-800 7,0y, 2CHs), 3.737-




(Heterocycl.), 905, 4315 (4Hm., J°’HH
995, 1180, 1230, 7.0y, 20CHy),

1295 (CF3), 1050- 7.301...7.766 (4H,m.,
1150(OC2Hs), 1300-( Ph),8963 (1H, .,
1600 (Heterocycl.), N=CH-).

1315, 1600 (OC),
1710,1715,1735
(C=0),3010-3080
(Heterocycl.).

3aBoaHHAM KopucHOT Mogeni € onuc ximivyHoi OynoBu HoBoi crnonyku 1,1-gieTunkap6okan-2-tpudpropmeTnn-2-
(6eHsimigasonin-1’-)-eTuneH 3 NOTEHUIMHUMW i3IONOMYHMMIM BMACTUBOCTAMM, SIka CMHTE30BaHA 3 METOK OTPUMAHHS
HOBOrO MOiPyHKLiOHANLHOrO (PTOPBMICHOMO CMHTOHY ANA NOA4AMbLUOrO BUBYEHHS i (PidMKO - XiMiYHMX Ta BionoriyHmx
BMacTUBOCTEN.
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