(—)-Kaitocephalin (TKGP-170902)

H. Watanabe, T. Kitahara"

Cl
0]
HO HoN
NH CO,H
Cl . i
HO,C : OH
2 A N CoH
Activity Glutamate receptor antagonist (7' )L2 X VEESZBART VA IT=X k)
Key Reactions | (A) aldol reaction, (B) nitrone formation, (C) addition to nitrone
@ o Cb ? 1) NaBH4
NH; ClI CbzCl Z\NH TsOH CbZ\N/% THF? CbZ‘N/%
OH — —
MeO,C ? MeOZC)\/OH benzene MeOZC/k/O 2)l\?l o OHC/k/O
a
1
###
cl
w0 Yeon o o
@ C] 0O 0O
?2.7?
NH3 ng cl BnO N BnO
NH NH
BnO,C N 2)?,7?
©: N o oo C)\/OH o oo C)\/l
N\ ® ’}‘Mez 2 2
prC O-P-NMe, B-107 9
NM62
EtsN
CH,Cl,
###
0]
H Cbz—N 1) aq HpSOy4, A
D\co ., _tBuCHO N O LDA;1 2) BnBr, ?
" +
N 2 TFA o THF gH OH  3) TBDPSCI
tBu N EtsN
o DMAP
(A)
t-Bu
C-49 |

1) Dess-Martin oxidn
2) NaBH,



BnQ Hprz MeReOj HN'CbZ
O NHCbz 1) aq AcOH, D urea-H0,
N oTEDPS O)/\OTBDPS - 5 O)/\OTBDPS
R 2) TMSCI " MeOH NCP ue
/o  midazoe N Coen T N o
t H ~Y2 A-65B-29 | (g %0 72
b cl -
7" OTBDPS 1) 2%, A o % o1
2,Zn, Cul BnO HN satNH4CI BnO HN
NH
THF-H,0 CszI /
ultrasound BnO,C “OTMS '7 cl BnO,C OH
.C0oBn 3) TMSCI N'Co,Bn
" e
(©)
1) 4-methoxy-TEMPO c o)
NaClO H.N
2) ? oxidn HO NH #’\_CO,H
3) Hy, ? cl H
CHCl,-EtOH HO,C COZHO
(—)-Kaitocephalin
Reference:

1) H. Watanabe, M. Okue, H. Kobayashi, T. Kitahara, Tetrahedron Lett., 43, 861 (2002)



