F2TH 2 IV = Vol. 27 No.2
2010 42 A CHINESE JOURNAL OF APPLIED CHEMISTRY Feb. 2010

KPR 8 F INER AX Stereocalpin A H B KR & AL

BZE" EXA K OB o # ERE s
CEIBTALRFA TREEBE A 2300005 LR HINIITUE BEAL S AL % A

B OE LD ENERRNIEURL, 25 i S AL B BLE J5US 5 =D AR A& AF R FRA 15 B Evans T B 51
(R) 4-"FHE-2-REME e (2) SRR JE S INBE S8 &, 0 LDA I fe 5 Aldol S5 OB, & AL 1 K AR R K
Stereocalpin A WA MAFEE A J BE, 1% 4 BEXT 3 Ff A SEARSR 4 i & (HT-29, B16/F10 HepG2) HATH2E40
HEREVE, SRy 30. 6% o GERW], & UKL A AT AT, RO ™ 28 i, SRRV Rl # iz s WA

Bk
X7 Stereocalpin A, Jz 3 Aldol JZ ), =6,
K 9r2545:0629.7 SCHRARIRAD : A SCE 45 :1000-0518 (2010)02-0240-03

DOI:10.3724/5P. J. 1095.2010. 90175

Fl 20 fit2g 60 AEACT0 A B (Thalidomide ) FiAF &A= Z J5 , T HELGW DT T 51 1 1 545 A4 g 2
FHM, 1964 4, Mitsni B YA TF-PEBI R SE B0 1 AN KPR Bt 4 15 52 0or 1) S A4 R A8 R AN 8 ()
ﬂ\] 58% ) AEATS S T AN TR P2k BIFIBEFE 4G o 16 20 120 80 4E4X, Evans £ Fil Madamune %£%'5

T — RN FBOE PR T B TR S C, EARXSFREEHAL SV o AR SCHE Evans -
'f B (2) , i 3 2 50 Evans Aldol sz W #4 & T KK 77 ¥ Stereocalpin A b AUF§ 9 R Befb &4 S
Stereocalpin A 2008 4E A Stereocaulon alpinum HPHEHH R 19— Fp 45 44 3 50 i) R ARG VE IR ES K o T Y
PRI RML, B 3 R NSEAOR A R (HT-29,B16/F10, HepG2 ) B A R AR I #E 1, 1Cs, 351 6. 5
11.9.13. 4 pmol/L, BAGVEIEZ5 W R E" o A B ZE i Scheme 1,

(6]
HN/[<

(6]
(R) NaBH,/I, OH (CLCOLCO. 0
T OH TNeoH ®)

NH,
1 2
0] 0 (6] 0 (0] 0 0
//'(N ,/( o ®) (c-hex),BC,
Cl 0 Y N’( EtNMe,, ether, 0 °C, 2 h
e B —— = 6] 3o
Et.N, DMAP LDA ® X0
CHCL, —78°Ct0 —20°C
4
H
9H O o N
oAU O
NN\ ...
S > N7 .
®Y - . Oj]) Stereocalpin A
(0]
5

Scheme 1 Synthetic route of stereocalpin A
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Synthesis of a Segment of Natural Cyclic
Depsipeptide Stereocalpin A

FENG Yi-Si’, DONG Wen-Jie*, ZHANG Bo", TANG Lin*, TAN Wen-Fei’, XU Hua-Jian""*
(“School of Chemical Engineering ,Hefei University of Technology , Hefei 230009 ;
" Laboratory of Chemical Genomics ,Shenzhen Graduate School of Peking University , Shenzhen,)

Abstract  ( R)-4-Benzyl-2-oxazolidinone, an Evans chiral auxiliary reagent, was synthesized from D-
phenylalanine as a starting material, which was reduced by sodium borohydride/iodine followed by reacting
with bis ( trichloromethyl ) carbonate under alkaline condition. Then the (R )-4-benzyl-2-oxazolidinone was
condensated with propionyl chloride and coupled with lithium diisopropylamide (LDA). After the anti-Aldol
reaction, a unique segment of Stereocalpin A was obtained in an overall yield of 30. 6% which has moderate
cytotoxicity against three human solid tumor cell lines( HT-29, B16/F10, HepG2). The developed method is
efficient to synthesize this compound with high yield and selectivity.
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