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1. 1, DCC, DMAP, DCM
0 °C to rt

2. MeOH, reflux
40 min

3. NaBH4, DCM
40 - 50 % o3s

(Antiplasmodal activity, IC50 = 3.92 g/mL)
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4. BH3*DMS, THF
reflux
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5. CHCl3, NaOH
EtOH, H2O
41 %

6. MeI, K2CO3, DMF
rt

87 %
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7. Ph3P+(CH2I)I-, LiHMDS
HMPA, THF, -80 °C to 25 °C
ratio: 3:1

8. PPTS, MeOH
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9. DIAD, PhP3, THF
80 °C, 54%

10. 2, CuI, Me2NCH2CO2H
Cs2CO3, dioxane, 75%

BocN
O

OTBS

O

HN

O
Alloc
N

11. n-Bu4N+ F-

THF, 95 %
12. DMP, DCM, rt

13. NaClO2, NaH2PO4
2-Methyl-2-butene,
t-BuOH, MeCN,
0°C to rt,

14. Pd(PPh3)4,Me2NH,
DCM, rt
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15. Ph2P(O)OC6F5
i-Pr2NEt, DMF,
rt. 66 %

16. ZnBr2, DCM
0°C

56 %
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17. N-Fmoc-L-leucine
HATU

18. Et2NH then N,N-dimethyl
L-isoleucine, HATU
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