
(+)- Arisugacin (TKGP-190727) T. Sunazuka, S. Ōmura1)-3) 

 
Activity Inhibition of acetylcholinesterase（アセチルコリンエステラーゼ阻害活性） 

Key Reactions (A) asymmetric reduction, (B) Knoevenagel-type coupling reaction, 
(C) stereoselective dihydroxylation 

 

 

### 

 

 

 

OH

O

OO OMe

OMe

OH

O

+

OMe

O

OH

OEtO2C
?
?

THF

DBU

benzene

OMe

OMe

OMe

OMe

1

O

OEt

O
?

O
CHO

O
OH OH

(A)

1) TPAP, NMO
    CH2Cl2

2) ?, ?
    RuCl2[(R)-BINAP,
    (S,S)-DPEN]
    i-PrOH

1) ?

2) Ph3P=CH2
    THF

1) ?
    CH2Cl2

2) ?; 
   ?
    MeOH

O

O

O
O

O
O

O

n-decane

100 °C

?

CH2Cl2

1) LiAlH4
    ?
    THF

2) TPAP
    NMO
    CH2Cl2

2-butynoic acid
DCC, ?

CH2Cl2

B-102, 104 

B-27, 28 



 

 

 

 

 
 
References: 
1) T. Sunazuka, M. Handa, K. Nagai, T. Shirahata, Y. Harigaya, K. Otoguro, I. Kuwajima, S. Ōmura, Org. Lett., 4, 367 

(2002) 
2) T. Sunazuka, M. Handa, K. Nagai, T. Shirahata, Y. Harigaya, K. Otoguro, I. Kuwajima, S. Ōmura, Tetrahedron, 60, 

7845 (2004)  
3) T. Sunazuka, S. Ōmura, Chem. Rev., 105, 4559 (2005)  
 

OH
H

OH

O

OH

OH

O

OO OMe

OMe

OH

OH

O

OO OMe

OMe

1
L-proline

THF

(B)

OH

OH

O

OO OMe

OMe

AcO

OH

O

OO OMe

OMe

OH

HO

1) TPAP
    NMO
    CH2Cl2

2) NaBH4
    AcOH
    THF

AcOOH

CH2Cl2-buffer

(C)

?,?

ClCH2CH2Cl
AcO

OH

O

OO OMe

OMe

OH

1) K2CO3
    MeOH

2) TPAP
    NMO
    CH2Cl2

OH

O

OO OMe

OMe

OH

O

OH

O

OO OMe

OMe

OH

O

1) KDA
    ?
    THF-HMPA

2) ?
    AcOH-THF

(+)-Arisugacin A

C-44 


