
(–)-Dysiherbaine (TKGP-180922) S. Hatakeyama1), 2) 

 

Activity Glutamate receptor agonist（グルタミン酸受容体アゴニスト） 

Key Reactions 
(A) desymmetrization using Katsuki-Sharpless asymmetric epoxidation, 
(B) cross-coupling using a serine-derived organozinc reagent, 
(C) 5-exo-tet cyclization, (D) intramolecular aminohydroxylation 
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―2nd approach―2) 

 

 

 

 

 

 
References: 
1) H. Masaki, J. Maeyama, K. Kamada, T. Esumi, Y. Iwabuchi, S. Hatakeyama, J. Am. Chem. Soc., 122, 5216 (2000) 
2) K. Takahashi, T. Matsumura, J. Ishihara, S. Hatakeyama, Chem. Commun., 4158 (2007) 

 PPTS

O

O
MeN

O

O

OH
O

O
NHMe

OH

HO2C

HO2C
NH2 aq NaOH

reflux;

IRC-76

(–)-Dysiherbaine

TPAP

NMO O

O

MeO2CN
O

MeN
O

O

MeO2C

(C)

MeO2C
NH

MeO2C

O

OAc
AcO

1) ?
    ?
2) NaOMe

3) TBSCl
    imidazole
4) NH4F
    MeOH

AcO
O

HO

TBSO

O

HOOTHP

O

OOTHP
NH2

O
1) Tf2O, lutidine
    CH2Cl2, –78 °C

2) ?
    ?
    THF-DMPU, –65 °C
3) TBAF

?;

K2CO3
MeOH

O

OTHP OH

O

HOOTHP

O

HOOH OH
NMeBoc1) H2C=C(OMe)Me

    PPTS
2) ?

3) HCl; NaOH, Boc2O

t-BuOCl
NaOH;

K2OsO2(OH)4
(D)

NH
O

O

O
HN

O

1) Ac2O
2) TESOTf
    lutidine

3) K2CO3 O

TESOOH OTES
NMeBoc 1) ?;

     ?

2) TESCl
    Et3N
    DMAP

O

TESO OTES
NMeBoc

I

TESO MeO2C ZnI
BocHN

(B)

Pd(PPh3)4

benzene-HMPA-DMA
80 °C

O

TESO OTES
NMeBocTESO

MeO2C

BocHN

O

TESO OTES
NMeBocHO

MeO2C

BocHN
(+)-DIPT, Ti(Oi-Pr)4

TBHP, MS 4A

CH2Cl2, –35 °C

TBAF

AcOH

O

TESO OTES
NMeBocHO

MeO2C

BocHN O
TBAF

   
AcOH O

HO OH
NMeBocHO

MeO2C

BocHN O
PPTS

(C)

O

O
NMeBoc

OH

OH

HO

MeO2C
NHBoc

1) ?

2) ?
    ?

O

O

BocN

NMeBoc
OHMeO2C

O

1) aq HCl
    80 °C

2) NaOH;
    IRC-50

O

O
NHMe

OH

HO2C

HO2C
NH2

(–)-Dysiherbaine


