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Abstract A facile synthesis of (+4)-acetylphomalactone (1)
has been developed in seven steps cmploying the kinetic
resolution of the racemic secondary furylcarbinol ( 2 } as

a key reaction.

Furylcarbinols have been widely employing as versatile synthons in organic

synthesis,

2 Extension of the scope of furylcarbinels as suitable building

blocks relies on the develiopment of general methods for the synthesis of

optically active furylcarbinols.

synthesis of physiclegically active compounds wusing furylcarbinols

3 As a part of our continuing work on the

3ab, 4

here report the enantioselective synthesis of (+)—acetylphomalact0nra(1),5

antimicrobial metabolite from Aspergillius caespitosus. The strategy is

based on our previously reported methoc13a involving the kinelic resolution

of secondary 2-furylcarbinols under Lhe Sharpless oxidation conditions.

The oxidation of (2]}

8

3a with tert-butyl hydroperoxide, titanium tetra-

isopropoxide,and L-(+)-diisopropyl tartrate in dichloromethane in the presence

of molecular sieves 3A at -30 °C for 6 h gave the pyranone (3

)7 together with

(R)-(2). Compound {3) was converted 1irnlLo (+)-acetylphomalactone (1) as

fpllows. Protection of the lactol{3) with ethyl vinyl ether gave Lhe ¢ - and

R -ethoxyethyl ethers (4)8 and {5) in 72 % and 13% vields, respectively.

The ketone (4) was reduced with sodium borohydride to afford the alcohols {6)

carried out by Mitsunobu reaction

{7) provided the acetate (9){ 91 % ), which on oxidation

{7} in 94 % and 3 % vields, respectively. Conversion of (6) into {7) was

? of (8), followed by hydrolysis of

4.1

corresponding henzoate (8)in 84 % yiel Finally, acetylation of

11 with m~chloro-

perbenzoic acid and boron triflucride etherate furnished {+)-acetylphomalactone,
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mp 53.2 - 54.0 °C, [ @ 152% +306.0°(c 0.89, MeOH)[lit.,” mp 52.0 - 54.0 °C,

[ @ ]p +311.8%{(c 1.02, MeCH)}] in 72 % yield.

In summary, we have described a facile enantioselective synthesis of (+)-acetyl-
phomalactone employing the kinetic resoluticn of the 2-furylcarbinol, and
this strategy would be applicable to the synthesis of various types of natural

products in optically active forms.
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