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bty Yy —wEERERCHEREEREOER
ICs0 (Hg/mL)

D Thb Thg Thr Tc Tev MDBK

1 2.44 3.63 0.77 0.3 1.27 1.89

2 6.96 21.78 22.68 2.56 5.98 20.85

3 521 4.5 4.58 1.19 3.09 1.9

4 15,61 22.35 20.58 2.47 12,68 6.46

5 2.21 2.33 2.23 0.65 1.15 57

5] 0.51 0.52 0.51 0.18 0.22 1.59

7 1,12 1.3 1,27 0.24 0.62 3.89

8 0.35 0.43 0.41 0.23 0.11 2.62

9% >25 >25 >25 0.24 >25 >100

10 >25 >25 >25 >25 >25 >100

11 >25 >25 >25 4.32 >25 >100

12 >25 >25 >25 1 >25 >100

13 1.81 2.57 1 0.32 2.2 2.1

14 13.29 21.88 22.15 571 13,42 25.38

15 5.59 14,15 21.72 1,33 6.36 3.25

16 15,94 22.57 21.49 7.63 20.29 13.61

17 10.47 10.29 9.68 1.85 10,11 37.48

18 4.15 4.14 4.18 0.84 2.33 10.08

19 9.79 7.24 8.94 1.24 9.23 >100

20 11.87 12,05 9.84 2.93 11.79 >100

21 >25 >25 >25 0.78 >25 >100

22 >25 >25 >25 1.88 >25 45,32

23 17.5 18.82 18,71 6.01 17.29 >100

24 >25 >25 >25 >25 >25 >100

25 24.37 23.83 23.60 1,13 23.35 11,42

26 23.45 11.14 18.43 4.76 23.42 18.52

27 6.14 7.66 5.73 1.65 6.44 11.69

28 23.65 23.01 237 3.22 23.03 2997

29 23.79 23.19 2396 5.37 20.5 7.11

30 >25 6,92 >25 1.33 >25 >100

31 23.89 23.63 2390 9.01 23.15 30,99

32 12,09 10.65 9.79 0.53 9.62 >100

33 >25 >25 >25 0.53 >25 >100
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9 (R; = OMs, By = OMe, Ry = H, RA OMe, R = H)
10 (Ry = OMe, R, = H, Ry = OMe, R, = OMe, R = H)
11 (Ry =H, Ry = H, Ry = H, R, = OMe, Rg = OMe)
12 (R, = OMe, R, = H, Ry = OMe, R, = OMe, Rg = OMe)

Ry
/N R 7N /N R
b | | 1
Hs L

Rg
13 (R, = OAc, Ry = OAc, Ry = H, R, = OAc, Ry = H) 1 (R = OH, Ry = OH, By = H, R, = OH, Ry = H)
14 (R; = OAc, Ry = H, B3 = OAc, R; = OAc, Rg = H) 2(R;=0H, Ry =H, By =0H, Ry = OH, Rs = H)
15 (Ry = H. B, = H, Ry = H, Ry = OAC, Rg = OAC) 3(Ry = H. Rp = H, Ry = H, By = OH, Rs = OH)
16 (R, = OAc, Ry = H, Ry = OAc, R, = OAc, Rg = OAG) 4(R, = OH, Ry =H, Ry = OH, R, = OH, R; = OH)

a) Ip, KoCOz, DMF, 60°C, 18 h, 60~74%. b) 1) BBrg, CH,Cly, 0°C, 24 . 2) Ac,0, DMAP, pyridine, rt, 5 h, 35~80% (2 steps).
) 3M HCI, THF, 1t, 3 d, 62~83%
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18 (X = oa Me)
C)[: 6(X=0,R=H)
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20 (R = Me)
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a) X2, EtgN, GH,Cly, 0°C, 18 h, 76%. b) Lawesson's reagent, THF, refiux, 3 h, 85%. c) BBra, CH,Cly, 0°C, 20 h, 79% for 5 or
65% for 6 or 65% for 7 or 92% for 8. d) X5, EDC+HCI, HOBY, Et;N, CH,Cly, 1t, 12 h, 83%. &) POCls, CH;CN, reflux, 23 h, 85%
for 18. f) Lawesson’s reagent, toluene, reflux, 43 h, 54% for 19. g) X5, DBU, DMF, 60°C, 21 h, 82%. h) acetamide, BF,0Et,,
xylene, 100°C, 1 week, 60%.
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39

@FN OMe b) orc) or d) {:<>_( OMe
A ome T ome T WOMe

M R= Ex)
42(R=nPr)
43 (R = MOM)

a) Hy (balloon), Pd/C, THF, rt, 24 h, 87%. b) Etl. K,CO3, DMF, 60°C, 2 h, 92% for 41. ¢) nPrl, K,CO3, DMF, 60°C, 2 h,
96% for 42. d) MOMCI, NaH, DMF, 11, 1 h, 90%. for 43.
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a) X2, EtgN, CHzCly, 0°C, 16 h, 45%. b) POCls, refiux, 3 h, 89%. ¢) Hy (balloon), Pd/C, MeOH, 1, 1 h, 77%.

d) Mel, K,COj, 60°C, 24 h, 70%. €) AcCl, EtgN, CHyClp, 0°C, 3 h, 87%.
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