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AKAN  BiAPI3HAETBCA TUM, WO paueMivyHy 2-
niponigoH-5-kapboHoBy kucnoty abo il onTU4HI i30-
Mepu nigaatTb B3aEMOAii 3 TeTpaddTopuaoM Cipkn y
npucyTHocTi 6e3BogHOro htopmay BOAHK MpU TeM-
nepatypi 20-25 °C npotsarom 16-20 roguH 3 HacTyn-
HUM BWAINEHHAM LUiNbOBUX NPOAYKTIB 3BUYaANHUMU
MeTofamu.

BuHaxig BigHOCKMTbCA 40 OpraHidHOoi Ximii, a came
oo HOBOTO cnocoby OflePXKaHHS 5-
(TpucbnyopomeTnn)niponignH-2-oHy Ta WOro OnTwu-
HWX i3omepiB popmynu (1):
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Cronyka gaHoro Tuny 3HaxoguTb 3aCTOCYBaHHA
SK BUXiAHA ANS OTPMMaHHS PEeYoBUH 3 repbiumaHnMm
Bnactmeoctamu [1] Ta apmMakosioriyHO BaKIIMBUX
NOXiAHMX 3 HOOTPOMHOK aKTUBHICTIO [2].

Cnocib ofepXaHHs 5-
(TpudbnyopomeTun)niponiguH-2-oHy Ta NOro ONTUY-
HUX i30MepiB, SKUN 3aABNAETLCA, B HAYKOBIN niTepa-
TYpi Ta NaTEeHTHUX BUAAHHAX HE ONMUCaHWUN.

3 naTeHTHOi niTepatypu Bigomui [1, 3] eanHun
TPUCTaAiIiHNIA  ABOPEaKTOPHUIA Cnocib  ofepKaHHs
pauemiyHoro 5-(TpudnyopomeTun)niponianH-2-oHy 3
3aranbHum BuxodoM y 12,7%. Llen metog 6asyeTtbes
Ha peakuii 1,1,1-Tpudnyopo-2-HiTpoeTaHy 3 MeTuno-
BMM €CTEPOM aKpWUOBOI KUCIOTU 3 YTBOPEHHAM Me-
TWUIOBOro ectepy 5,5,5-Tpucpnyopo-4-
HiTpONeHTaHoBOI kncnotn 3 Buxogom y 17% [3]. Ha
OpYrin cTagii Moro HiTporpyny BiAHOBIIOKTbL BOOHEM Y

NPUCYTHOCTI KaTanizaTopa (namagin Ha Byrinni) 3
YTBOPEHHAM MPOMIXKHOrO METWUIoBOro ectepy 4-
amiHo-5,5,5-TpudnyoponeHtaHoBoi kucnotn. OcTak-
Hin 6e3 BUAINEHHS reTepouMKni3yeTbCs y pauemidHuia
5-(TpucbrniyopoMeTvn)niponignH-2-oH 3 3aranbHUM
BUX0A0OM 74,5% Ha ABOX ocTaHHix ctagiax [1].

HesBaxaloun Ha Te, WO BKasaHWA MeTof € eau-
HWUM, BiH Ma€e psif, CYTTEBUX HEOMIKIB, siki 0OMEXyHTb
MNOro CMHTETUYHY 3Ha4MMicTb. MNMo-neplie, crnocib Bu-
mMarae BukopucTaHHsa poporux 1,1,1 -Tpudpnyopo-2-
HiTpoeTaHy Ta nanagito. [o-apyre, HN3bKMI 3aranb-
HUN BUXiA paLlemiyHoro 5-
(TpudnyopomeTun)niponiguH-2-oHy y 13% obmexye
NOro BUKOPUCTAHHSA y npenapaTtuBHOMY OpraHiYHOMy
cuHTesi. Mo-TpeTe, uel cnocid He Hagae MOXIMBOCTI
cuHTe3yBaTK Ginbly Baknuei y GionorivHoMy nnaHi
ONTWYHI i30Mepun 5-(TpudcpbnyopomeTun)niponiamH-2-
OHy.

3apavelo BMHAxXo4y € MoLlyK HOBOrO 3py4YHOro Ta
edeKTMBHOro cnoco0y ofepXKaHHS 5-
(TpndbnyopomMeTUn)iponiauH-2-oHy i HeBigoOMUX pa-
Hille Noro onNTUYHUX i30MepiB.

3apjava pocaraetbes pTopyBaHHAM TeTpadTo-
puaooM CipkM KOMepUiiHO AOCTYMHUX Ta AelleBuX
pauematy 2-niponigoH-5-kap6oHoBoi kucnotu abo ii
ONTUYHUX i30MepIB.

Cnocib oTpMMaHHs, AKMI 3asBNSETLCA, Nonsirae
B TOMY, O KOMEpPLINHO AOCTYMHi NipornyTaMoBy KuUC-
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noty abo ii onTnyHi i3omepu nigaawTb 06pobui TeT-
padTopnaoM CipkM Yy MNPUCYTHOCTI pTopuay BOAHIO
npu temnepatypi 20-25°C Ha npoTasi 16-20 roguH.
Buxogu uinboBux 5-(TprdnyopomeTun)niponignH-2-
OHY Ta MOro ONTU4YHMX i3oMepiB cTaHOBNATbL 88-92%.
B ymoBax peakuii pauemisauis He cnocTtepiraeTbcs.
OntnuHa uuctota (S) Ta (R) eHaHTiomepiB 5-
(TpucbnyopomeTun)niponianH-2-oHy nepesulye 97%

OpepxaHuii pesynbTaT He € 3as3ganerigb nepega-
6ayyBaHUM, OCKinbku 3 niTepatypu Bigomo [4], wo
TOpYBaHHS TeTpadTOpUaOM CipKu 3-(2,5-
AvokcoimigasonignH-4-in)nponaHoBoi KMcnoTw, dpa-
rMEHTW MOMeKynu SKkoi nopgibHi Ao 2-niponigoH-5-
KapOOHOBOI KMCMNOTK, NPOXOAWTL 3i 3HAYHOK paLeMi-
3auieto.

Cknag Ta OygoBa OTPMMaHWX PeYoBUH NiATBEpP-
DKEHi JaHUMKU eneMEeHTHOro aHanidy Ta cnekrpamu
SNEePHOr0 MarHiTHOro pesoHaHcy. OnTuyHa 4yucToTa
€HaHTIOMepiB BCTaHOBMOBaNach 3a J0MOMOIol Xpo-
maTorpadiyHOro aHaniy Ha KOnoHKax 3 OMTMYHO akK-
TUBHOIO (hasolo.

BuHaxig intocTpyeTbCs npuknagamn ogepxaHHs
LiNnboBUX Crnonyk - pauemiyHoro 5-
(TpucbnyopomeTun)niponignH-2-ony, (5S)- ta (5R)-5-
(Tpucbnyopo-meTun)-niponiguH-2-oHiB 3aransHoi ¢o-
pmynu (1) (aus. Mpuknagm 1, 2, 3).

Mpuknag 1

PauemiyHun  5-(TpmudnyopomeTtun)niponignH-2-
OH.

6,47 r (0,05 monb) PaLl,eMILIHOI 2-niponigox-5-
kapBoHOBOI KMCroTh, 5 cm® Ge3BoaHOro Topuay
BogHio Ta 11,9 r (0,11 monb) TeTpadTOopuay Cipku
BUTPMMYIOTb Y HeipXaBCTanbHOMYy aBTOKnaBsi Mpwu
Temnepatypi 25°C Ha npoTtasi 16 roguH. aszononioHi
NpoAYKTU peakuii BUMyckalTb 3 OXONOOXEHOro aBTo-
Knaea, a 3anuwok BunuBalTb Ha 50 r kpurn. Peak-
LifHy cymiw HenTtpanisytoTe 10% BOAHUM pPO34YMHOM
aMiaky, KOHLEHTPYITb 40 TPETUHM BUXiZHOro o6'emy
Ha pPOTOPHOMY BMMaploBadi i 3anuwaloTb Ha HiY npu
Temnepatypi 5°C. KpucraniyHun ocap BigdinbTpo-
ByloTb. Buxig 6,74 r (88%). MNpn HeobxigHoCTi npo-
OYKT nepekpuvcTani3oBytoTb 3 6eHsony. T.tonn. 102-
103°C.

3HanpgeHo, %: F 37,09, N 9,18. CsHsF3NO. Bupa-
xyBaHo, %: F 37, 23 N 9,15.

Cnektp AMP 'H (CDCls, TMC): 2,2-2,28 m. (1H),
2,30-2,41 m. (2H), 2,46-2,60 m. (1H), 4,09 yw.c. (1H,
NCHCF3), 7,54 yw.c. (1H, NH).

Cnektp AMP 'F (CDCls, FCCls): -79,24 p.
( Jrn=7,0 'y, 3F, CF3).

Cnektp AMP *C (CDCls, TMC) 20,58 o. ( Jce=2
Mu, C4), 28 53 c. (C3), 55,15 kB. (JCF 32 Iy, C5),
125,23 k8. (‘JcF=280 'y, CF3), 178.88 c. (C2).

Mpwuknag 2

(5S)-(-)-5-(TpndpnyopomeTnn)niponignH-2-oH.

96,84 r (0,75 wmonb) (S)-(-)-2-MiponigoH-5-
kapboHoBoi kucnotn, 50 cm Ge3ogHoro dropuay
BogHo Ta 178 r (1,65 monb) TeTpadTopuay cCipku
BUTPMMYIOTb Y HeipXaBCTanbHOMYy aBTOKNaBi Mpwu
Temnepatypi 20°C Ha npoTs3i 20 roaumH. a3onopibHi
NPOAYKTU peakuii BUMycKalTb 3 OXONOAXKEHOrO aBTO-
KnaBea, a 3anuwok BunueatoTb Ha 500 r kpurn. Peak-
LinHy cymiw HewnTpanisytotb 10% BOAHUM PO34YMHOM
amiaky, KpuctaniyHun ocag BigdinbTpoByOTb, PINbT-
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paT KOHLEHTPYTb A0 TPETUHW BUXigHOro ob'emy Ha
pPOTOPHOMY BUMaploBaYi i 3anuLaloTb Ha Hid nNpu Te-
mnepaTypi 5°C. KpuctaniuHum ocag Blp,cplanposwab
. O6'egHaHi ocagu nepekpucTanisoBytoTs 3 300 oM’
BOAW, cywaTb Ha nosiTpi. Buxig 106 r (92,3%). MNpwu
HeobXiAHOCTI NPOAYKT MepekpucTani3oByloTb 3 GeH-
3ony. T.tonn. 107-108°C. OnTuyHa 4ncToTa ogepxa-
Horo (5S)-5-(TpudpnyopomeTnn)niponianH-2-oHy cTa-
HOBUTb He MeHWwe HiX 98%, a nuTomMa onTuyHa
aKTUBHICTb cKknagae [G]ZOD: -5,5° (C=20, MeOH).
3HanpgeHo, %: F 37,19, N 9,03. CsHgF3NO. Bupa-
xyBaHo, %: F 37, 23 N 9,15.

Cnektp AAMP *H (CDCls, TMC): 2,2-2,28 m. (1H),
2,30-2,41 m. (2H), 2,46-2,60 m. (1H), 4,09 yw.c. (1H,
NCHCF3), 7,54 ywi. c (1H NH).

Cnektp AMP 'F (CDCls, FCCls): -79,24 p.
( JEn= 7 0 Fu., 3F CF3)

Cnektp AMP **C (CDCls, TMC): 20,58 A. (=2
My, C4), 28 53 ¢. (C3), 55,15 kB. ({JcF=32 ', C5),
125,23 k8. ("Jcr=280 Iy, CF3), 178,88 c. (C2).

Mpuknag 3

(5R)-(+)-5-(TpucbnyopoMeTnn)niponignH-2-oH.

6,47 r (0,05 wmonb) (R)-(+)-2-MiponigoH-5-
kapboHOBOI kucrnotn, 5 cm” 6Ges3sogHoro dTopuay
BogHio Ta 11,9 r (0,11 monb) TeTpadTopuay Cipku
BUTPUMYIOTb Y HeipXaBCTanbHOMY aBTOKMaBi npu
Temnepatypi 20°C Ha npoTssi 18 roguH. azonoaibHi
NpPoAYyKTW peakuii BUMycKaloTb 3 OXOSOAXKEHOro aBTo-
Knaea, a 3anuwok sunusatoTb Ha 50 r kpurn. Peak-
LinHy cymiw Hentpanisytote 10% BOOAHUM PO3YMHOM
amiaky, KOHLUEHTPYIOTb A0 TPETUHU BMXiAHOrO 06'emy
Ha POTOPHOMY BMMApPOBAHI i 3anvLalTb Ha HiY Npu
Temnepatypi 5°C. KpuctaniyHun ocag BigdinbTpo-
ByloTb. Buxig 6,81 r (89%). lMNMpu HeobxigHOCTI npo-
OYKT nepekpucTanisoBytoTb 3 6eHsony. T.tonn. 106-
107°C. OntuyHa uuctoTa opepxaHoro (5S)-5-
(TprdbnyopomMeTUn)iponiguH-2-oHy  CTaHOBUTb  He
MeHLWe HikX 97%, a nuToMa OonTUYHa aKTUBHICTb
cknapae [a]°°p= +5,4° (C=20, MeOH).

3HangeHo, %: F 37,21, N 9,21. CsHgF3NO. Bupa-
xyBaHo, %: F 37, 23 N 9,15.

Cnektp AMP *H (CDCls, TMC): 2,2-2,28 m. (1H),
2,30-2,41 m. (2H), 2,46-2,60 m. (1H), 4.09 yw.c. (1H,
NCHCF3), 7,54 ywi. c. (1H NH).

Cnektp AMP 19 (CDCl3, FCClg): -79.24 p.
(Jru=7,0 T, 3F, CFa).

Cnektp AMP **C (CDCls, TMC): 20,58 A. (=2
Mu, C4), 28 53 c. (C3), 55,15 kB. (*Jce=32 I, C5),
125,23 kB. ("JcF=280 'y, CF3), 178,88 c. (C2).

JliTepaTtypa:

1. M. Negele, B. Baasner, H.-J. Bertram, J.
Hartwig N-Acylpyrrolidine derivatives Pat. USA
5171355, Publ. 15.12.1992.

2. N. Lui, M. Negele, B. Baasner, M. Jonge, T.
Schuurman Verwendung von N-substituierten a-
fluoralkyl-lactamen Pat. DE 4433266, Publ.
19.09.1994.

3. M. Negele, B. Baasner, A. Marhold Neue
fluorierte nitroalkylverbindungen und ein verfahren zur
herstellung von neuen und bekannten fluorierten
nitroalkylverbindungen Pat. DE 3739784, Publ.
24.11.1987.

4. RM. Babb, FW. Bollinger ,Q,0-
Trifluoroamino Acids J.Org.Chem. 1970, 35, 1438.



5 94532 6

Komm'totepHa BepcTka A. Psibko MignucHe Tupax 24 npum.

MiHicTepcTBO OCBITM | Haykn YKpaiHu

[epxaBHWIN AenapTameHT iHTenekTyanbHoi BNacHocCTi, Byn. Ypuubkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

A0 “YKkpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. na3yHoBa, 1, M. Kuis — 42, 01601



