(-)-Kaitocephalin (100612-TKGP)
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CoH  HO COM

Activity lonotropic glutamate receptor antagonist (4 4V F ¥ RILESTIL A I UBZERT U 2TZA )
(A) Cu-catalyzed insertion reaction, (B) asymmetric transferring Strecker
Key Reactions | synthesis, (C) regioselective azidation, (D) acetonide migration, (E) allylation
of N-acyliminium ion, (F) deprotection using Hard / Soft concept
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N” “cHO o N~ =N o N
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PhI(OAC), Boc oc 2Me HO 2
CH2C|2 dr=>10:1
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(D)
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THF
COzMe 1) DEAD, Ph3P COZMe 2) cat ?

H
HO CO-M ?, CHCl, A N CO-M cat KBr, ?
X 2Me 2) ?, THF-H,O r\n/ N 2Me acetone, aq NaHCO;
H B 0 H Eoc :
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dr=15:1 c 5107
ArCO,H = BnO@COZH
Cl
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r\l( SN 2 &» cl v RN 2 + (9R)-isomer of
o] H Boc : 7 Me,S, rt o} H § : Kaitocephalin
CoMe ¢ . NHCbz - T2 CoH ' HO CO2H

(F) . ,
(S)-Kaitocephalin

HH
CO,Me A~ TMS CO,Me
..%COZMe ? rﬂ//COzMe same as above
ACO™ NN | NN DR (7S,95)-and (7S,9R)-
Boc 5 NHCbz CH,Cl, Boc 5 NHCbz = isomers of Kaitocephalin
1 51 dr=>99: 1
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