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CIAT with simultaneous epimerization at two
stereocenters. Synthesis of substituted

B-methyl-a-homophenylalanine.
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Abstract. Diastereoselective aza-Michael additions of phenylethylamine to 3-
aroylbutenoic acids are reported. Efficient control over two new stereogenic centers
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1-(3-iodo-4-methoxyphenyl)propan-1-one
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1-(3-iodo-4-methoxyphenyl)propan-1-one
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(2E)-3-Methyl-4-oxo-4-phenylbut-2-enoic acid
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(2E)-3-Methyl-4-ox0-4-phenylbut-2-enoic acid
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(2E)-4-(4-Methoxyphenyl)-3-methyl-4-oxobut-2-enoic acid
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(2E)-4-(4-Methoxyphenyl)-3-methyl-4-oxobut-2-enoic acid
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(2E)-4-(3-lodo-4-methoxyphenyl)-3-methyl-4-oxobut-2-enoic acid
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(2E)-4-(3-lodo-4-methoxyphenyl)-3-methyl-4-oxobut-2-enoic acid
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rac-(2S,3R)-2-(Benzylamino)-3-methyl-4-oxo-4-phenylbutanoic acid
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rac-(2S,3R)-2-(Benzylamino)-3-methyl-4-oxo-4-phenylbutanoic acid

200 175 150 125 100 75 50 25



PJ 692

Ph

COOH
3b

N
(6)
Rac

rac-(2S,3R)-2-(Benzylamino)-4-(4-methoxyphenyl)-3-methyl-4-oxobutanoic acid
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butanoic acid
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rac-(2S,3R)-2-(Benzylamino)-4-(3-iodo-4-methoxyphenyl)-3-methyl-4-oxobutanoic acid
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(2S,3R,1"R)-2-[(2""-Hydroxy-1""-phenylethyl)amino]-3-methyl-4-oxo-4-phenylbutanoic acid
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(2S,3R,1""R)-2-[(2""-Hydroxy-1""-phenylethyl)amino]-3-methyl-4-oxo-4-phenylbutanoic acid
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(2S,3R,17’'S)-3-Methyl-4-oxo-4-phenyl-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R,17'S)-3-Methyl-4-oxo0-4-phenyl-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R, 1" S)-4-(4-Methoxyphenyl)-3-methyl-4-oxo-2-[(1

“-phenylethyl)amino]butanoic acid
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(2S,3R,17°S)-4-(4-Methoxyphenyl)-3-methyl-4-oxo-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R,4S,1°’'S)-4-Hydroxy-3-methyl-4-phenyl-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R,4S,1"° S)-4-Hydroxy-3-methyl-4-phenyl-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R,4S,1°’S)-4-Hydroxy-4-(4-methoxyphenyl)-3-methyl-2-[(1""-phenyletyl)Jamino]butanoic acid
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(2S,3R,4R)-2-((S)-1-phenylethylamino)-4-hydroxy-4-(4-methoxyphenyl)-3-
methylbutanoic acid
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(2S,3R,4R,17°S)-4-Hydroxy-3-methyl-4-phenyl-2-[(1""-phenylethyl)amino]butanoic acid
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(2S,3R,4R,1°S)-4-Hydroxy-4-(4-methoxyphenyl)-3-methyl-2-[(1""-phenyletyl)amino]butano

acid
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(2S,3R,4S)-2-amino-4-hydroxy-4-(4-methoxyphenyl)-3-methylbutanoic acid
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(2S,3R,4S)-2-amino-4-hydroxy-4-(4-methoxyphenyl)-3-methylbutanoic acid
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(2S,3R,4R)-2-Amino-4-hydroxy-3-methyl-4-phenylbutanoic acid
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(2S,3R,4R)-2-Amino-4-hydroxy-3-methyl-4-phenylbutanoic acid
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(2S,3R,4R)-2-amino-4-hydroxy-4-(4-methoxyphenyl)-3-methylbutanoic acid
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(2S,3R)-2-Amino-3-metyl-4-phenylbutanoic acid
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(2S,3R)-2-Amino-3-metyl-4-phenylbutanoic acid
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(2S,3R)-2-Amino-4-(4-methoxyphenyl)-3-methylbutanoic acid
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(2S,3R)-2-Amino-4-(4-methoxyphenyl)-3-methylbutanpic acid
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(3S,4R,5S,1°’S)-4-Methyl-5-phenyl-3-(1""-phenylethylamino)dihydrofuran-2(3H)-one|hydrochloride
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(3S,4R,5S8,1°"S)-4-Methyl-5-phenyl-3-(1""-phenylethylamino)dihydrofuran-2(3H)-one hydrochloride
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(3S,4R,5S,17"S)-5-(4-methoxyphenyl)-4-methyl-3-[(1""-phenylethyl)amino]dihydrofuran-2(3H)-one hydrochloride
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(3S,4R,5R,1°’'S)-4-Methyl-5-phenyl-3-(1""-phenylethylamino)dihydrofuran-2(3H)-one hydrochloride
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(3S,4R,5R,17°S)-4-Methyl-5-phenyl-3-(1""-phenylethylamino)dihydrofuran-2(3H)-one hydrochloride
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(3S,4R,5R,1"° S)-5-(4-methoxyphenyl)-4-methyl-3-[(1""-phenylethyl)amino]dihydrofuran-2(3H)-one
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(3S,4R,5R,1"'S)-5-(4-methoxyphenyl)-4-methyl-3-[(1""-phenylethyl)amino]dihydrofuran42(3H)-one
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