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Table 1 One-Step Synthesis of Amino Alcohols

~CHO = N
Lo 130 °C 0 \\/ 5%AcOHa. | X “CHs
=
R/ 1hr N R Reflux , 3hr // CHs
4 ‘CHs R 6
5
Amino Alcohol Amino Alcghol
Run Aldehyde (4) Yield 6 (%) Run Aldehyde (4) Yield 6 (%)
1 R=H 48 (1:1) 4 R = 4-Me 55  (1:1.3)
2 R=4-Br 43 (1:1) 5 R =4-OMe 83 (L1.3)
3  R=4-NO, 45 (1:1) 6 R =3,4-OCH,0- 87 (1L:1.6)

( ) : Diastereomeric Ratio; Determined by 1H-NMR
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Table 2 Reaction of N-Methylalanine (1) with Piperonal (7) under Various Conditions

OH
o CHO o cHs | MOy,
< 1. A, Solvent o <
1+ > NH
e} 2. 5% ag. AcOH/Benzene @) - CPME
7 Reflux, 3-5 h 8
Aldehyde (7) Temp. Time Amino Alcohol (8)
Run (Mol. eq.) Solvent °C) () (%) d.s
1 6.5 H,O 85 4 No Reaction -
2 6.5 EtOH 85 4 No Reaction -
3 6.5 DMF 85 4 40 1.6:1.0
4 6.5 DMSO 85 4 78 1.0:13
5 6.5 DMSO 130 1 67 1.0:15
6 3.0 DMSO 130 1 71 1.0:1.0
7 2.0 DMSO 130 1 72 1.0:14
8 6.5 CPME 130 1 57 1.0:13
9 2.0 CPME 130 1 59 1.0:17

d. s. = diasteroselectivity
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