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Fig 2 -Oxiranyhdene mtermediate ir the reaction of trans —I1Ta with sodium phenolate .
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By, w A=A ETEE PR, WRABAGRME. S IV Sk kgl 7 B 8 PRI
HEa SR, 156 ~ 157 C SCiiE VREE, KEHtmaEE S ppm 1.0
MR A RER TR FRFES. SXRBE" MR =W IS ppm 1.1(s.
9H. t— Bu)—& [#HRA =82 6 ppm 0. 7(s. 9H, r—Bu); ™8 Sppm 1. 2(s, 9H, ¢—
Bu)]. &FIEREAa , it —FH X— SERARSTRERIET HorFai @ 3). aiEdhCHCL,
ERmHIR, REEAMRE, FTHEN p21oc EREK a=17.640, b=6.104. c=
16. 125(.&), B=61.38 , V=13552.5A", D,=1.26g/cm’ £ ¥ B FF(000) =624. % &
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BL 7650 LLSM AU E (E R H G A KBr TRk R msahor Bk, Mkt R mEEE). &
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B 10ml BBAES A HEES P 4.0 <0030 mal). FIREH S2h. HIREAWE
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756. 657. 'HNMR (CDCI,18 ppm 6.92 ~ 7.31 (m. 4H. Ar—H). 4.83¢(s. 1H. C,~H .
3.02(s. 1IH.C,—H). 0.97(s,9H. 71~ Bu’. MS{m/sz) 226 (M ). 228(M+ 2). 170. 128.
99. 57. 43 (100% ).

(Z2) fEAe®HIF. Fl— & —3.3— W% - .0~ FRTHR Ma)1.5g(0.011 mol )5
LEE AmlFHEGE PR MA S Z X 1.95g(0.013mol )2, Pk 6d . G2 HER L.
PEREAE (< 5% ),

(=) HASHE, F1-& -33- 7FK - (12— RETH ) 1.5g(0.011 mol )5
LB 4 ml PR & b m A M EEEB N 1.95 g(0.013 mol VML MY 1 bRk ek
{TBAI Q.10 mol. FEinliEHt 100 h, FFee PR -~ ). P38 62, 4%, HiFHIE S (— ) EPEMN
HiERE LS.

BN -1 (4 WEFR)-1-(1— BER ) -3,3 - _FAX-— 2 THila)

MR —1—i(4- AEXEEE)-33-"8H —1.2—- HETE(IV)1.13g(5mmol)
BT THRPE 10ml B, MABEMEEE 0.67¢/7.5 mmol). B 2nF. &%
ERL, OMATK 2Sml RIZLEAWER 25ml MIRAR. FAHERAKY, XK NaSO, TH#,
HEEF, B MU EamEK, 30~ 0T AIB— THRER(1:5)FEEL,
BAGEE 100g, H 68.2%. mp 156 ~ 157 T (158 ~ 139 T »?, [Rem™' 3414,
3175, 3129. 1588, 1489, 1648. 1270,.1216. 1074, 318, 725, A65. 'HNMR S ppm 7. 88

H/

IH. J=2.8Hz. C,;—~H} 2.96{s. IH, CH). 1. 217 s. OH. ¢- Bu). MSm/z
295(M*+H). 167. 128. 111 (100% ). 69. 57.41.
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ANTIFUNGAL

ABSYRACY BAY 139 .1- {4-chlorsphenoxy)—1— { 1 —imidazolyl) - 3.3 -
Limethyl - 2— butaned :s & new wvrnidazolyl denvative of antifimgal agent. Its threo—
1semertiJa ) saows marked antifungai activity, and ine antiprotozoal activity is higher than
the well — known neironida.wle or clotrimazoic. but the activity of the erythro —isomer
is weak. This paper reports the sequential reacuens of chioro or bromo — oxirane with p-
chiorophenolate, and then wiih sodium noidazolale in two stereocontrolled steps to the threo
— BAY 19139 (Ia ). Halo— cxirane is accoraplished by the stereochemistry of ring closure
of x . a— dihalopinacolone . The molecular stricture of Ja was confirmed unambignously

bv X— ray crvstal analysis .

Furthermore s the nuclecphilic substitution of chloro— oxirane was investigated . We
found rhat under the solid - bgmd PTC condition at ivom temperature . the reactioa time

was shortened and a bigher viexd was oblained .

Key words Aniifungal agent; Threo— BAY 19139 ; 1- ( 4— Chiorophenoxy ) ~1-—
¢ !—imidazolyl} —3 . 3--dimethyl— 2— butanol; Diastereospecific synthesis; Phase

transfer catziyst
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