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Synthesis of Novel Streptonigrin 2-Amide Derivatives with
3,3’ —(Phenylphosphoryl)bis(1,3-thiazolidine—2—thione)

Tadayo MIYASAKA, Satoshi HIBINO, Yoshio INOUE¥, and Shoshiroh NAKAMURA*

ABSTRACT: Novel streptonigrin 2-amide delivatives have been efficiently synthesized
without protection by using 3,3 —(phenylphosphoryl)bis(1,3~thiazolidine-2-thione)

(PPBTT) as a chemoselective condensing agent.

BE PR X UHIEEA %R T streptonigrin(1) OFEFAEHEIE DNA 254 LT DNA 84
YL, DNAK XU RNAAR%ZBAIET 5 EE 2 b T, streptonigrin(1) @ methyl
ester COWTREKRRBERITRbhAMFERERL ) vABHRBBD ORI & HE
TRTWh, L L, 20OMOFEGERBELTIbTHET § FHEE Q) BEAED S AL
TEENCARINTWAR T\ % I Tstreptonigrin(l) D7 v FJ v FOERK L
BOHENHILS Y & =SV —Y 1 VIR X > TDNA AT 5 binding unit % streptonigrin
D2MNDHNVEVEBNEATEIWD, 73 /)HDT7 2 ) — KBS {HEZE L\ one step
ERECDVWREH L, £2TEY, M7 v 54 F& A5 Schotten—Baumann 7 (Method
C)¢PPBTT(4) ORI B WTELNY 2 4E EAWAS LERET I F(T) BRINEKRTH
BRhRBZERRVWH LI, £Z T %AWT (Method D—E) &£82—7 I FFEHEK6) %
BHETAERTHT &R,



(4) PPBTT

Streptonigrin (1) R'= CO,H, R?= H
(2) R'= co,Me, R%= H

. . Me
(3) R'= CO,H, R - Ho©co
OH

(s) R'= coct, R = H
(6) R'= CONHR, RZ= H

(1 R'= [ 'Nco, RZ= H
s—

S

////7(5)
i Method B
Method A i
(1) > (6)
_ Method D - "””’/://,2'
iv Method E
(7))

heme 1. Reagents: i, SOCl,, DMF, reflux; ii, RNH,, K,CO,, THF-
,0; iii, PPBTT (4), RNH,, Et3;N, MeCN, reflux; iv, PPBTT (4), Et;N,
eCN, reflux; v, RNH,, CH,Cl,

* Institute of Pharmaceutical Science, Hiroshima University School of Medicine,

KB RFEFEIE &R



