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ABSTRACT: Peptide analogue HIV protease inhibitors are the main drugs for clinical treatment of AIDS. They have a common 

structural segment (2R, 3S)-3-amino-4-phenyl-2-butanol, which is synthesized by chiral amino epoxide. In this review, the recent 

research process in the synthesis methods of this key intermediate is summarized. 
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Fig 1  Peptide analogue HIV protease inhibitors having 3-amino-4-phenyl-2-butanol structure segment  
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Fig 2  The intermediate of (2R, 3S)-3-amino-4-phenyl-2- 

butanol 
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Fig 3  The synthesis route reported by Luly 
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Fig 4  The synthesis route reported by Rotella 
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Fig 5  The synthesis route reported by Beaulieu 
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Fig 6  The synthesis route reported by Polniaszek 
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Fig 7  The synthesis route reported by Nugent 
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Fig 8  The synthesis route reported by Kim 
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Fig 9  The synthesis route reported by Galvez 
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Fig 10  The synthesis route reported by Roy 
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Fig 11  The synthesis route reported by Ghosh 
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Fig 12  The synthesis route reported by Moyano 

Harried E

[27]

ÈpK»¼ËÌ�Ë�×Ø

Sharpless ßÈz��¡óô��(R)-h�¡Ðñ�

ò�(S)�¬,�£¡G�söe
��¡�÷O¯

Bùý	Ý¸çè�C ReiËhGö(5.5�1)�Á

�OÑ�ùý	(G�s¡m�¤, TBSìí¡�

p Bocìí¡�<f�])Q�
4»¼�� 130

 

S

O

NH

2

S

O

N OTBS

OTBS

HN OTBS

OTBSS

O

Ph

HN OTBS

OTBSS

O

Ph

1.CuSO4

DCM

50-80% yield

2. 4 eq BnMgCl

THF, -78

o

C

5 eq TMEDA

93% yield

5.5:1.0 d.r.

of 12a:13a

N OH

OTBS

Ph

H

H

H

BocHN OH

OTBS

Ph

BocHN

Ph

O

1. a. EtOH,HCl

0

o

C,5h

TEA,DCM,

BOC

2

O

75-85% yield

2.MsCl, TEA

DCM

3.THF, TBAF

80% yield

48

50

51

6

O OTBS

OTBS

46 47

48

49

 

� 13  Harried ������� 

Fig 13  The synthesis route reported by Harried 
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