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Asymmetric Methylation Using a Novel Chiral Auxiliary
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College of Pharmacy, Sookmyung Women's University, Seoul 140-742, Korea

Abstracts— We

have synthesized and evaluated

(1S, 2R)-1-O-(ethoxycarbonyl)methyl-2,3-O-

isopropylidene-1-phenyl-1.2,3-trihydroxypropane(5a) as a novel chiral auxiliary for optically active a-

hydroxyesters.
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Scheme I — Synthetic strategy for a-hydroxyesters.
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Table 1— Diastereoselective methylation

a J Q 9 LO b Run Solvent  Additive yield(%)* 6a:6b**

D-M ° 1 1 Toluene  none 24 (26) 121
1 HO  ©H 2 Toluene HMPA 8 (10} 1.6:1

2 3 Ether  none 732 1421

4 DME none 40 (46) 3071

5 THF none 9 (10 251

+O 6 THF HMPA 36 (39) 4.0:1
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Reagents and Conditions: a) ZnCl,, acetone; ) NalO,;
c) Ph;ZnMgBr-2Mg(C)Br, THF; d) NaH, BrCH,CO,Et
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* Isolated yields in the parenthesis were based on
the recovered starting materials.
** The ratios were determined by capillary GC
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Fig. 1 — Possible tridentate chelation structure.
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