R 2]
BAORBROEE

K& W0 Oo#H ®

KBTI FEI 1 &, In vivo HUEE AcQro © OH
EHAS 1 KOBWRESF ) 2 1, mcoE B O 9
BB L TEWESRRRERT, BKTR 0 @ ‘
HRHHINTWAHEEEOVEDTHS. L
MURMS. 1 BEK 2 T, HIERRHZED paclitaxel (Taxol  , 1) Flgure 1 docetaxel (Taxotere , 2)
BIERAORE. KBBENOEBRZENRES
NTND, 512, IN5EENIKANOBRMEN<0.05 mg/ml EMBHTEL, TOZENERTHEAT S
DRKELMBEREBER>TND,

ORI, CHSEEAOMREERL. UTORNZF 2. 1) 2 KDBENHERERZET S
FEYFY A ROAIBL, DFRIFV A ROKBETO RS v 7 ORIH

BocNH 0

HO $gh OAc OH 1o b8 OAc

1. R 13 MREE R T B FV 1 ROGREFBEIR

FEV 4 ROERRBICIE. 13 MHSEOEENDLETH D, TNETIC 13 AMSEES OEMHFINSE
WEINTWBN, ZhbiE. KR 10-F 7 FIUNYAF > I OF IMEICEKDERINTNWS, L
DULBAS, 10-F7EFNMNyHF>D 13 fAkEEL THARNICEEOREVALERDD., 1D 4 L7
T hFIEEAKRFEEGELTODDIZED TRGHEIMEN,

WO RIE, R TRAREEEE X SNIFEAGREDFREE T D, RODDORKEO D DHTH 13
SRS AEOBREERF LA, Tabb, MEBEERDRWZDONYy HF > 1l BEELOHYy T T
RIENEBICEFTHEHBEIN, LADBOTET SMOBELRMNEBEHNRKITAZ LG, VA
BEORST ATy R 6,10 2R AT 5 EMREZFE LT,

S Z—21U 3y REE 6 13, Sharpless AHF L ROFIVIUERISIZE DG ONDAEEEF )V 4 2
58U, 7 OKBEAD 6 BARKGRMGICETL, 5IEH< 8 OMERIRNET O Meeii Ry
FI)V 2 OFFFESRIEZHESL L 72 (Scheme 1),

H
P/\/Kom I, i) A(om " "'AI/O
To%) (80%) o
3

(65"/)

5 6
>99°/ee
Troc Troc Troc Troc H
N3 Bocl\H
V,) (\i vii) viii) H/\j\
(o] (910/) H 0 (78%) ‘= 0 (50%) g H
HO OBz oA HO &g OAc HO  p; H o HO &g, OAc
8 9 docetaxel @

Reagents and conditions : (i) AD-mix- , t-BUOH, Hx0, r.t., 18 h; (ii) TsCl, EN, CHzCl2, 0 C, 38 h; (iii) KLO3, H20, DMF, rt,, 24 hiv) LiOH, MeOH, H0, r.t,,
1 h; (v) 6 (1.5 eq.), DCC, DMAP, toluene, 80 C, 1 h; (vi) NaN 3, HCO2Me, MeOH, H;0, 50 C, 40 h; (vii) PPh3 , BogO, KHCO3, CHZClp, H20, r.t., 19 h; (viii)
Zn, ACOH, MeOH, 60 C, 40 min
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Reagents and conditions : (i) DCC, DMAP, toluene, r.t., 10 min; (i) TiBrg, HMPA, CH.Ch, G C, 18 h; (iii) NaN3 , 15-crown-5, DMF, 0 C, 24 h.
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*H-A.A.-OH = amino acid.
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Reagents and conditions: (i) 7, 2,6-dichlorobenzoyl chloride, EtzN, DMAP, THF, r.t., 1.5 h; (i) Boc,O, TsOH, H20, +-BuOH,

rt,2d.
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