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Abstract: Addition of lithiated methoxyallengto literature-
known amino aldehyd8 followed by ozonolysis provided
synconfigurateda-hydroxy-3-amino estet6 in moderate

overall yield and with areof 90%. The predominant forma-
tion of syncompounds may be due to a chelate controlled

addition step.

a-Hydroxy-B-amino acids are present in a number of biolog-

have already described preparation of sevanst(2S3S)-
ated methoxyallene to optically actiebenzyl-BOC-pro-
ticipated that a modification of thé-protecting group could

we envisaged a synthesis oR(3S)-3-benzoylamino-2-hy-

droxy-3-phenylpropanoic acid) — the C-13 side chain of

the important antitumor drugs Taxol and Taxot¥rg8]. The
methyl ester ot should be available by ozonolysis#hich
may arise from literature-known amino aldehyipt] and
methoxyallenet [5].
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Lithiation of methoxyallend was performed under stand-
ically active compounds and therefore their stereoselectivard conditions [6] in THF, and to the resulting solutiorb of
syntheses were object of many recent investigations [1]. W#eshly prepared aldehyd@was added to give a mixture of
syn2 (major) andanti-2 (minor). The best yield, highest ra-
a-hydroxy-3-amino esters by stereoselective addition of lithi- tio of diastereomers (85:15), and purity were obtained by re-
action of 8 equivalents &fwith 3 at —25 °C. Lower or higher
tected amino aldehydes followed by ozonolysis [2]. We antemperatures and addition of cerium trichloride or diethyl-
aluminum chloride as Lewis acids did not improve the result.
lead to predominarstyn-configurated products and therefore Also, an attempt to generate a cuprate féofm] was unsuc-
cessful giving only an intractable product mixture after reac-
tion with aldehyde3. The crude produdyn2/anti-2 could

not be purified, but after ozonolysis under standard condi-
tions a mixture of methyl esters was obtained from which the
desiredsyn6 could be isolated in pure crystalline form in
28% overall yield. The optical rotation 6fcould be com-
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pared with a literature value and it indicateseaof 90%. 300 MHz): dlppm = 7.78-7.76, 7.53-7.30 (2 m, 2H, 8H,
Since aldehyd® has a relatively high tendency to racemize Ph), 6.97 (g,,.4 J= 9 Hz, 1H, NH), 5.75 (dd] = 2.0, 9.0 Hz,

it is possible that this process had occurred during reaction dfH, 3-H), 4.64 (§,,.q J= 3.0 Hz, 1H, 2-H), 3.85 (s, 3H, OMe),
5 with 3 [8]. The predominant formation sfyn2 can be in-  3.30 (d,J = 3.9 Hz, 1H, OH).

terpreted with the model of chelate control [9].
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