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Reagents and conditions : (i} AD-mix-B8, +BuOH, H,0, r.t,, 18 h; (i) TSCI, EtgN, CH,Cly, 0 °C, 38 h; (iii) K,COg, H,0, DMF, r.t., 24 hy; (iv) LIOH, MeOH, HyO, r.t.,
1h; (v) 5a (1.5 eq.), DCC, DMAP, toluene, 80 °C, 1 h; (vi} NaN5, HCO,Me, MeOH, H,0, 50 °C, 40 h; {vii) PPhy, Boc,O, KHCOj3, CH,Cly, HyO, rt., 19 by (viii)
Zn, AcOH, MeOH, 60 °C, 40 min.
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Reagents and conditions : (i) DCC, DMAP, toluene, r.t., 10 min; (i) TiBrs, HMPA, CH,Cly, 0 °C, 18 h; (iii) NaNg, 15-crown-5, DMF, 0 °C, 24 h.
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Reagents and conditions: (i) BrCH,CO,8u, K,COj3, acetone, reflux; (i) HCO,H, r.t.; (iii) 23, DCC, DMAP, THF, r.t,;
(iv) Zn, AcOH, MeOH, 60 °C; (v) Hp, Pd-C, MsOH, THF, r.t..
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"H-A.A.-OH = amino acid. ** R = Bn in 22d, 23d, 25d.
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* B16 melanoma cells were inoculated subcutaneously in 5 mice,

and each compound was administered /v on days 1 to 5.

** Increase in life span of mice when treated at optimal dose.

1LS(%) = (mean survival time of treated group (except cured mousem)
/ that of control group - 1) x 100.

“** One mouse survived on day 90, and the tumor was undetectable.
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Reagents and conditions : (i) 11, 2,6-dichlorobenzoyl chloride, EtsN, DMAP, THF, r.t., 1.5 h; (ii) Boc,0, TsOH, H,0, +-BuOH, r.t., 2 d.
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