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3.21 - 3.37 (m, 2 H) 3.45 - 3.94 (m, 10 H) 4.00 (d, J=10.88 Hz, 1 H)
4.37 - 4.65 (m, 5 H) 4.81 - 5.03 (m, 5 H) 6.75 (s, 1 H) 6.87 - 7.05 (m, 7 H) 7.
07 - 7.44 (m, 23 H).
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1H NMR (300 MHz, CHLOROFORM-D) & ppm 1.41 (s, 6 H) 2.20 (s, 3 H) 2.26 (s, 3 H)
2.31 - 2.37 (m, 4 H) 2.70 (t, J=6.84 Hz, 2 H) 3.29 - 3.41 (m, 2 H) 3.50 - 3.94
(m, 12 H) 4.00 (d, J=10.88 Hz, 1 H) 4.37 - 4.67 (m, 5 H) 4.81 - 5.02 (m, 5 H) 6.
75 (s, 1 H) 6.88 - 7.44 (m, 30 H).
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Oooooon
P
{tﬁom A NMR (B8, A%/—JL-d,). MS

1H NMR (600 MHz) & ppm 1.25 (s, 6 H) 1.81 -
1.89 (m, 2 H) 2.09 (s, 3 H) 2.12 - 2.18 (m, 2 H)
2.54 - 2.59 (m, 2 H) 3.38 - 3.50 (m, 3 H) 3.53 -
3.57 (m, 3 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.84 - 3.89 (m, 3 H) 451 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.99 - 7.08 (m, 4 H) 7.12 (s, 1 H).
ESI m/z = 518(M+H).

1H NMR (600 MHz) & ppm 1.22 (s, 3 H) 1.80 -
1.91 (m, 2 H) 2.09 (s, 3 H) 2.15 - 2.23 (m, 2 H)
2.58 (t,J=7.57 Hz, 2 H) 3.37 - 3.50 (m, 3 H) 3.51
- 3.73 (m, 6 H) 3.83 - 3.90 (m, 3 H) 4.51 (d,
J=9.63 Hz, 1 H) 6.63 (s, 1 H) 6.99 - 7.09 (m, 4
H) 7.12 (s, 1 H). ESI m/z = 556(M+Na).

1H NMR (600 MHz) § ppm 1.84 - 1.93 (m, 2 H)
2.10 (s, 3 H) 2.21 - 2.27 (m, 2 H) 2.59 (1, J=7.57
Hz, 2 H) 3.37 - 3.44 (m, 2 H) 3.48 (1, J=8.48 Hz,
1 H) 3.53 - 3.59 (m, 1 H) 3.70 (s, 7 H) 3.83 - 3.90
(m, 3 H) 4.51 (d, J=9.63 Hz, 1 H) 6.63 (s, 1 H)
6.99 - 7.10 (m, 4 H) 7.11 (s, 1 H). ESI m/z =
572(M+Na).

1H NMR (600 MHz) & ppm 1.44 (s, 6 H) 1.82 -
1.90 (m, 2 H) 2.09 (s, 3 H) 2.19 (t, J=7.57 Hz, 2
H) 2.57 (t, J=7.57 Hz, 2 H) 3.37 - 3.52 (m, 2 H)
3.56 (t, J=9.17 Hz, 2 H) 3.70 (dd, J=11.92, 5.04
Hz, 1 H) 3.82 - 3.90 (m, 3 H) 4.51 (d, J=9.63 Hz,
1 H) 6.63 (s, 1 H) 6.98 - 7.08 (m, 4 H} 7.11 (s, 1
H). ESI m/z = 553(M+Na),

1H NMR (600 MHz) & ppm 1.82 - 1.91 (m, 2 H)
2.10 (s, 3 H) 2.61 - 2.67 (m, 2 H) 3.15 (t, J=7.11
Hz, 2 H) 3.37 - 3.44 (m, 2 H) 3.48 (1, J=8.71 Hz,
1 H) 3.55 (t, J=9.17 Hz, 1 H) 3.70 (dd, J=11.92,
504 Hz, 1 H) 3.83 - 391 (m, 3 H) 451 (d,
J=9.63 Hz, 1 H) 6.63 (s, 1 H) 7.01 - 7.13 (m, 5
H). ESI m/z = 460(M+H).
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1H NMR (600 MHz) & ppm 1.74 - 1.82 (m, 2 H)
2.10 (s, 3 H) 2.29 (s, 3 H) 2.37 - 2.42 (m, 4 H)
2.54 - 2.60 (m, 2 H) 3.15 (t, /=7.11 Hz, 2 H) 3.33
- 3.44 (m, 6H) 3.48 (1, J=8.94 Hz, 1 H) 3.53 -
3.58 (m, 1 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.83 - 3.89 (m, 3 H) 4.51 (d, /=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.99 - 7.09 (m, 4 H) 7.12 (s, 1 H).
ESI myz = 544(M+H).

1H NMR (600 MHz) d ppm 1.77 - 1.84 (m, 2 H)
1.85 - 1.93 (m, 2 H) 2.10 (s, 3 H) 2.17 - 2.23 (m,
2 H) 2.58 (1,J=7.57 Hz, 2 H) 2.87 - 2.91 (m, 2 H)
3.24 (1, J=6.65 Hz, 2 H) 3.37 - 3.51 (m, 3 H) 3.53
- 3.58 (m, 1 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.84 - 3.88 (m, 3 H) 4.51 (d, 7=9.63 Hz, 1 H)
6.63 (s, 1 H) 7.01 - 7.08 (m, 4 H) 7.11 (s, 1 H).
ESI m/z = 503(M+H).

1H NMR (600 MHz) 8 ppm 1.23 (s, 6 H) 1.68 -
1.76 (m, 2 H) 2.09 (s, 3 H) 2.54 - 2.60 (m, 2 H)
3.05 (1, J=6.88 Hz, 2 H) 3.37 - 3.44 (m, 2 H) 3.45
~3.58 (m, 4 H) 3.70 (dd, J=11.92, 5.04 Hz, 1 H)
3.83 - 3.90 (m, 3 H) 4.51 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.98 - 7.03 (m, 2 H) 7.03 - 7.08 (m,
2 H) 7.12 (s, 1 H). ESI m/z = 533 (M+H), 531
(M-H),

1H NMR (600 MHz) & ppm 1.70 - 1.77 (m, 2
H) 2.09 (s, 3 H) 2.54 - 2.62 (m, 2 H) 3.07 (1,
J=6.88 Hz, 2 H) 3.36 - 3.60 (m, 5 H) 3.61 - 3.73
(m, 6 H) 3.82 - 3.91 (m, 3 H) 4.51 (d, J=9.63 Hz,
1H) 6.63 (s, 1 H) 6.99 - 7.08 (m, 4 H) 7.08 - 7.15
(m, 1 H). ESI m/z=587(M+Na).

10

1H NMR (300 MHz) & ppm 1.25 (s, 6 H) 2.13 s,
3 H) 2.72 (1, J=7.07 Hz, 2 H) 3.25 - 3.37 (m, 3 H)
3.38 - 3.80 (m, 6 H) 3.86 - 3.96 (m, 3 H) 4.56 (d,
J=9.33 Hz, 1 H) 6.68 (s, 1 H) 7.03 - 7.19 (m, 5
H). ESI m/z = 519 (M+H), 541 (M+Na)
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11

1H NMR (600 MHz) & ppm 2.09 (s, 3 H) 2.68 (1,
J=7.34 Hz, 2 H) 3.24 - 3,32 (m, 3 H) 3.36 - 3.66
(m, 9 H) 3.68 - 3.74 (m, 1 H) 3.81 - 3.90 (m, 3 H)
452 (d,7=9.63 Hz, 1 H) 6.64 (s, 1 H) 7.00 - 7.14
(m, 5 H). ESI m/z = 552 (M+H), 574 (M+Na)

12

1H NMR (600 MHz) 8 ppm 1.39 (s, 6 H) 2.10 (s,
3 H) 223 (s, 3 H)2.70 (t,J=7.11 Hz, 2 H) 3.26 -
3.91 (m, 18 H) 4.52 (d, J=9.63 Hz, 1 H) 6.63 (s,
1H) 7.02 - 7.14 (m, 5 H). ESI m/z = 616 (M+H),
637 (M+Na).

13

1H NMR (300 MHz) 6 ppm 2.12 (s, 3 H) 2.25 (s,
3H)3.34-3.57 (m, 6 H) 3.66 (s, 6 H) 3.67 - 3.71
{(m, 1 H) 3.77 (5, 2 H) 3.79 - 3.89 (m, 1 H) 3.96
(t, J=5.28 Hz, 2 H) 4.45 (d, J=9.48 Hz, 1 H) 6.58
- 6.65 (m, 1 H) 6.67 (s, 1 H} 6.69 - 6.81 (m, 2 H)
6.90 (s, 1 H). ESI m/z = 581 (M+H), 603
(M+Na).

14

1H NMR (600 MHz) & ppm 2.69 (t, J=7.11 Hz, 2
H) 3.24 - 3.28 (m, 2 H) 3.34 - 3.41 (m, 2 H) 3.42
-3.50 (m, 2 H) 3.60 (s, 6 H) 3.67 (dd, J=12.15,
5.27 Hz, 1 H) 3.83 (dd, 7=11.92, 1.83 Hz, 1 H)
3.89 - 401 (m, 2 H) 4.51 (d, J=9.17 Hz, 1 H)
6.81 (s, 1 H) 7.08 (s, 4 H) 7.24 (s, 1 H). ESI
m/z = 571 (M+H), 593 (M+Na).

15

1H NMR (600 MHz) 8 ppm 2.69 (1, 7=7.11 Hz, 2
H) 3.24 - 3.28 (m, 2 H) 3.34 - 3.43 (m, 2 H) 3.46
(t, J=8.48 Hz, 1 H) 3.52 (1, /=9.17 Hz, 1 H) 3.60
(s, 6 H) 3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.77 -
3.89 (m, 3 H) 4.52 (d, J=9.63 Hz, 1 H) 6.70 (d,
J=8.25 Hz, 1 H) 6.92 (dd, J=8.25, 1.83 Hz, 1 H)
7.09 (s, 4 H) 7.18 (d, J=2.29 Hz, 1 H). ESIm/z
= 537 (M+H), 559 (M+Na).

16

1H NMR (300 MHz) 8 ppm 2.71 (t, J=7.07 Hz, 2
H) 3.25 - 3.49 (m, 6 H) 3.62 (s, 6 H) 3.64 - 3.73
(m, 1 H) 3.84 - 3.95 (m, 3 H) 4.09 (d, J=9.17 Hz,
1 H) 7.08 - 7.17 (m, 5 H) 7.21 - 7.31 (m, 3 H).
ESI m/z = 521 (M+NH,).
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1H NMR (300 MHz) 5 ppm 2.71 (t, J=7.07 Hz,
2'H)3.21 - 3.48 (m, 6 H) 3.61 (s, 6 H) 3.64 - 3.73
(m, J=11.97, 5.13 Hz, 1 H) 3.83 - 3.91 (m, 1 H)
3.99 - 4.14 (m, 3 H) 7.12 (s, 4 H) 7.24 - 7.38 (m,
3 H). ESI m/z = 555 (M+H), 577 (M+Na).

1H NMR (600 MHz) & ppm 1.85 - 1.95 (m, 2 H)
2.10 (s, 3 H) 2.38 (1, J=7.34 Hz, 2 H) 2.60 (t,
J=7.34 Hz, 2 H) 3.56 - 3.61 (m, 6 H) 3.61 - 3.68
(m, 1 H) 3.68 - 3.74 (m, 1 H) 3.74 - 3.80 (m, 1 H)
3.85 - 3.91 (m, 2 H) 3.96 (d, J=3.21 Hz, 1 H)
4.14 (s, 2 H) 4.42 (d, /=9.63 Hz, 1 H) 6.63 (s, 1
H) 7.00 - 7.09 (m, 4 H) 7.13 - 7.20 (m, 1 H). ESI
m/z = 550 (M+H), 548 (M-H).

1H NMR (300 MHz) 5 ppm 2.09 (s, 3 H) 3.37 -
3.51 (m, 6 H) 3.52 - 3.60 (m, 1 H) 3.65 (s, 6 H)
3.68 - 3.76 (m, 1 H) 3.80 - 3.91 (m, 3 H) 3.95 (1,
J=5.13 Hz, 2 H) 4.51 (d,J=9.33 Hz, 1 H) 6.63 (s,
1 H) 6.80 (d, J=8.24 Hz, 2 H) 7.01 (d, J=8.24 Hz,
2 H) 7.10 (s, 1 H)

1H NMR (300 MHz) & ppm 2.08 (s, 3 H) 3.38 -
3.61 (m, 4 H) 3.65 (s, 6 H) 3.67 - 3.73 (m, 1 H)
3.81 -3.94 (m, 3 H) 4.22 (s, 2H) 4.51 (d, J=9.48
Hz, 1 H) 6.63 (s, 1 H) 7.03 - 7.09 (m, 2 H) 7.11 -
7.19 (m, 3 H). ESI m/z = 537 (M+H).

1H NMR (300 MHz} & ppm 2.10 (s, 3 H) 2.72 (1,
J=7.07 Hz, 2 H) 3.29 - 3.37 {m, 2 H) 3.38 - 3.46
(m, 3 H) 3.49 (1, 1 H) 3.56 (1, J=8.32 Hz, 1 H)
3.70 (s, 3 H) 3.81 - 3.91 (m, 5 H) 4.51 (d, J=9.64
Hz, 1 H)6.63 (s, 1 H) 7.00 - 7.15 {m, 5 H). ESI
m/z = 541 (M+Na).

Oooooao
17
H OH
HO N
L T
18 |Ho© OH
HO' “OH
OH
OH
o ch)H
HO O O 0\/\NkN OH
H H
19 HO (8]
HO" ™y "OH
OH
20
21
22

1H NMR (300 MHz) & ppm 2.09 (s, 3 H) 2.66 (1,
J=7.31 Hz, 2 H) 2.93 (dd, 1 H) 3.06 (dd, 1 H)
3.21 - 3.28 (m, 2 H) 3.39 - 3.45 (m, 2 H) 3.47 (1,
1 H) 3.57 (t,J=8.86 Hz, 1 H) 3.62 - 3.75 (m, 4 H)
3.87 (t,J=5.44 Hz, 3 H) 4.47 - 4.59 (m, 2 H) 6.63
(s, 1 H) 6.98 - 7.08 (m, 4 H) 7.10 - 7.19 (m, 3 H)
7.18 - 7.30 (m, 3H). ESI m/z = 631 (M+Na).
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23

1H NMR (600 MHz) & ppm 1.54 - 1.77 (m, 8 H)
2.07 (s, 3 H) 2.67 (t, J=7.11 Hz, 2 H) 3.24 - 3.27
(m, 2 H) 3.36 - 3.42 (m, 2 H) 3.46 (1, J=8.71 Hz,
1 H} 3.53 (d, J=9.63 Hz, 1 H) 3.56 (s, 2 H) 3.68
(dd, 7=11.92, 5.50 Hz, 1 H) 3.81 - 3.87 (m, 3 H)
4.50 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02 (d, 2
H) 7.06 (d, 2 H) 7.10 (s, 1 H). ESI m/z = 567
(M+Na). 543 (M-H}.

24

1H NMR (600 MHz, METHANOL-d;) & ppm
0.87 - 0.96 (m, 6 H) 1.40 - 1.55 (m, 2 H) 1.61 -
1.70 (m, 1 H) 2.08 (s, 3 H) 2.69 (1, J=7.11 Hz, 2
H) 3.30 - 3.34 (m, 2 H) 3.35 - 3.42 (m, 2 H) 3.46
(t, J=8.25 Hz, 1 H) 3.54 (t, /=9.17 Hz, 1 H) 3.68
(dd, J=11.92, 5.04 Hz, 1 H) 3.80 - 3.87 (m, 3 H)
4.18 (dd, J=10.32, 4.81 Hz, 1 H) 4.50 (d, J=9.63
Hz, 1 H) 6.61 (s, 1 H) 6.97 - 7.11 (m, 5 H). ESI
m/z = 582 (M+Na). 558 (M-H).

25

1H NMR (600 MHz, METHANOL-d;) 8 ppm
0.16 (q, 2 H) 0.44 (q, J=5.96 Hz, 2 H) 0.83 (1,
J=7.34 Hz, 3 H) 0.86 - 0.96 (m, 1 H) 1.45 - 1.54
(m, 2 H) 2.06 (s, 3 H) 2.72 (t, J=7.34 Hz, 2 H)
3.08 (d, J=6.42 Hz, 2 H) 3.17 (1, 2 H) 3.32 (m, 2
H) 3.36 - 3.43 (m, 2 H) 3.46 (1, J=8.71 Hz, 1 H)
3.54 (1, 1 H) 3.69 (dd, J=11.92, 5.04 Hz, 1 H)
3.81 - 3.87 (m, 3 H) 4.50 (d, J=9.63 Hz, 1 H)
6.60 (s, 1 H) 7.01 (d, J=8.25 Hz, 2 H) 7.06 (d, 2
H) 7.1 (s, 1 H). ESI m/z = 565 (M+Na). 541
(M-H) .

26

1H NMR (600 MHz) & ppm 2.07 (s, 3 H) 2.69 (1,
J=7.11 Hz, 2 H) 3.29 - 3.33 (m, 2 H) 3.36 - 3.42
(m, 2 H) 3.46 (t, J=8.71 Hz, 1 H) 3.54 (t, J=9.40
Hz, 1 H) 3.68 (dd, J=11.92, 5.50 Hz, 1 H) 3.81 -
3.87 (m, 3 H) 4.42 (s, 2 H) 449 (d, 7=9.63 Hz, 1
H) 6.61 (s, 1 H) 6.87 - 6.91 (m, 2 H) 7.01 (d, 2
H) 7.05 (d, 2 H) 7.10 (s, 1 H) 7.22 (dd, J=4.36,
2.06 Hz, 1 H). ESI m/z = 565 (M+Na). 541
(M-H).
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27

1H NMR (600 MHz) & ppm 2.07 (s, 3 H) 2.70 (t,
J=6.88 Hz, 2 H) 3.30 - 3.34 (m, 2 H) 3.36 - 3.42
(m, 2 H) 3.46 (1, J=8.71 Hz, 1 H) 3.53 (t, 1 H)
3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.81 - 3.88 (m,
3 H) 4.23 (s, 2 H) 449 (d, J=9.63 Hz, 1 H) 6.61
(s, L H) 7.02 (d, 2 H) 7.06 (d, 2 H) 7.10 (s, 1 H)
7.21 (d, 2 H) 7.27 (d, 1 H). ESI m/z = 605
(M+H). 603 (M-H).

28

1H NMR (600 MHz) § ppm (.82 - 0.96 (m, 2 H)
1.13 - 1.30 (m, 3 H) 1.31 - 1.42 (m, 1 H) 1.60 -
1.77 (m, 5 H) 2.07 (s, 3 H) 2.68 {t, J=7.11 Hz, 2
H) 2.89 (d, J=6.88 Hz, 2 H) 3.23 - 3.32 (m, 2 H)
3.35-3.41 (m, 2 H) 3.46 (t,J=8.71 Hz, 1 H) 3.54
(t, J=9.17 Hz, 1 H) 3.68 (dd, J=11.92, 5.04 Hz, 1
H) 3.80 - 3.87 (m, 3 H) 4.49 (d, /=9.63 Hz, 1 H)
6.61 (s, 1 H) 7.01 (d, 2 H) 7.06 (d, 2 H) 7.10 (s, 1
H). ESI m/z = 543 (M+H). 541{M-H).

29

1H NMR (600 MHz) 8 ppm 2.03 - 2.11 (m, 6 H)
2.52 (1, J=6.88 Hz, 2 H) 2.69 (1, J=7.11 Hz, 2 H)
324 -3.27 (m, 2 H) 3.28 - 3.31 (m, 2 H) 3.35 -
3.42 (m, 2 H) 3.47 (1, 1 H) 3.53 (1, 1 H) 3.68 (dd,
J=11.92, 5.04 Hz, 1 H) 3.81 - 3.87 (m, 3 H) 4.50
(d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.01 (d, 2 H)
706 (d, 2 H) 7.10 (s, 1 H). ESI m/z = 543
(M+Na). 519(M-H).

30

1H NMR (600 MHz) & ppm 1.77 (ddd, J=6.76,
3.32, 3.21 Hz, 4 H) 2.08 (s, 3 H) 2.51 - 2.57 (m,
6 H) 2.69 (1, J=7.11 Hz, 2 H) 3.22 (t, J=6.65 Hz,
2 H) 3.29 - 3.33 (m, 2 H) 3.35 - 3.42 (m, 2 H)
3.46 (t,J=8.71 Hz, 1 H) 3.53 (1,J=9.17 Hz, 1 H)
3.68 (dd, J=12.15, 5.27 Hz, 1 H) 3.82 - 3.87 (m,
3 H) 4.49 (d, 7=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02
(d, 2 H) 7.06 (d, 2 H) 7.09 (s, ! H). ESI m/z =
544 (M+H). 542 (M-H).

31

1H NMR (600 MHz, 6 ppm 2.08 (s, 3 H) 2.68 (,
J=7.11 Hz, 2 H) 3.23 (1, J=5.50 Hz, 2 H) 3.24 -
3.33 (m, 5 H) 3.35 - 3.43 (m, 4 H) 3.46 (1, J=8.71
Hz, 1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.68 (dd, 1 H)
3.80 - 3.88 (m, 3 H) 4.49 (d, J=9.63 Hz, 1 H)
6.61 (s, 1 H) 7.02 (d, 2 H) 7.06 (d, 2 H) 7.10 (s, 1
H). ESI m/z = 527 (M+Na). 503(M-H) .
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gboooaod

IH NMR (600 MHz) & ppm 2.07 (s, 3 H) 2.45 (4,
J=6.42 Hz, 2 H) 2.67 (t, J=7.11 Hz, 2 H) 3.21 (t,
J=6.88 Hz, 2 H) 3.30 - 3.35 (m, 2 H) 3.35 - 3.42
(m, 2 H) 3.46 (t, 1 H) 3.54 (dd, 1 H) 3.64 (s, 3 H)
3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.80 - 3.90 (m,
3 H) 4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.01
{d, 2 H) 7.05 (d, 2 H) 7.10 (s, 1 H). ESI m/z =
555 (M+Na). 531(M-H).

32

1H NMR (600 MHz) & ppm 1.37 - 1.50 (m, 2 H)
1.80 - 1.89 (m, 2 H) 2.08 (s, 3 H) 2.31 (br. 5., 2
H) 2.67 (1, J=6.88 Hz, 2 H) 2.88 (br. s., 2 H) 3.25
-3.34 (m, 2 H) 3.35 - 3.43 (m, 2 H) 3.43 - 3.52
(m, 2 H) 3.54 (1, 1 H) 3.59 - 3.71 (m, 3 H) 3.79 -
3.87 (m, 3 H) 4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1
H) 7.01 (d, 2 H) 7.05 (d, 2 H) 7.10 (s, L H) 7.25 -
737 (m, 5 H). ESI m/z = 620 (M+H). 618
(M-H).

33

1H NMR (600 MHz) 8 ppm 1.40 - 1.80 (m, 4 H)
2.08 (s, 3 H) 2.35 - 2.42 (m, 1 H) 2.66 - 2.82 (m,
5 H) 3.14 - 321 (m, 1 H) 3.29 - 3.35 (m, 4 H)
3.35-3.43 (m, 2 H) 3.46 (,/=8.94 Hz, 1 H) 3.53
(t, 1 H) 3.66 - 3.71 (m, 2 H) 3.81 - 3.88 (m, 3 H)
4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02 (d, 2
H) 7.06 (d, 2 H) 7.11 (s, 1 H). ESI m/z = 556
(M+H). 554(M-H).

34

1H NMR (600 MHz) & ppm 1.72 (m, 1 H) 1.73 -
1.80 (m, 1 H) 1.80 - 1.88 (m, 1 H) 1.90 - 1.97
(m, 1 H) 2.07 (s, 3 H) 2.65 - 2.81 (m, 4 H) 3.24 -
3.27 (m, 2 H) 3.31 - 3.42 (m, 3 H) 3.46 (t,J=8.71
Hz, 1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.68 (dd,
J=11.92, 5.04 Hz, 1 H) 3.80 - 3.87 (m, 3 H) 4.49
(d, J=9.63 Hz, 1 H) 6.60 (s, 1 H) 7.02 (d, J=8.25
Hz, 3 H) 7.05 - 7.12 (m, 6 H). ESI m/z = 599
(M+Na). 575(M-H).

35

1H NMR (600 MHz) & ppm 0.91 (d, /=6.42 Hz,
3 H) 0.96 - 1.05 (m, 2 H) 1.47 - 1.56 (m, 1 H)
1.58 (d, J=15.13 Hz, 2 H) 2.06 (s, 3 H) 2.65 -
2.73 (m, 4 H) 3.27 - 3.31 (m, 2 H) 3.35 - 3.43
(m, 2 H) 3.46 (1, J=8.71 Hz, 1 H) 3.54 (t, J=9.40
Hz, 1 H) 3.68 (dd, /=11.92, 5.50 Hz, 1 H} 3.81 -
3.86 (m, 3 H) 3.89 (d, J=12.84 Hz, 2 H) 4.50 (d,
J=9,63 Hz, 1 H) 6.60 (s, 1 H) 7.00 (d, 2 H) 7.05|-
(d, 2 H) 7.10 (s, 1 H). ESI m/z = 551 (M+Na).
527(M-H).

36
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Ooooooao
MS
L& Exact | (M+H) .
No. = MS | Rt MS (M-H) | 14 >/1t
{(M+Na)
37 X—NH, C23H30N207 | 446.21 | 484 460 ESI
OH
38 X—NH C28H40N209 | 548.27 | 571 547 ESI
OH
39 C27H38N207 | 502.27 | 525 501 ESI
40 C32H39N308 | 59327 | 616 592 ESI
41 C37H42N208 | 642.29 | 665 641 ESI
42 C28H34N208 | 526.23 | 527 525 ESt

gbooooao

10

20

30

40
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Ooo0ooo
OH
43 Xy C28H40N208 | 53228 | 555 531 ESI
H
§
\/\/\
4 x~ N C29H43N3O7 | 545.31 | 546 544 ESI
OH
45 X C27H38N209 | 534.26 | 557 533 ESI
H
OH
OH
46 X\N/()\ C29H42N208 | 54629 | 569 545 ESI
H
OH
47 X C28HAON208S | 564.25 | 587 563 £sI
H
H
N
X
8 C32HAON208 | 58028 | 603 579 EsI
HO
HO
49 C33H42N209S | 642.26 865 641 ESI
X—NH
OH
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Oooogood
OH
50 HN{ C27H38N208 | 518.26 541 57 ESI
/
X
51 X\N/VQO C32H40N208 | 580.28 6803 579 ESI
H |
F
52 X\N/VQ/ C31H3TFN207 | 568.26 591 567 ESI
H
53 C37H4A2N207 626.3 649 625 ESI
54 C30H42N209 | 574.29 597 573 ESI
H |
N 0
59 C33H42N209 | 610.29 633 609 ESI
o
H
56 X/N\/\ C26H3BN207 488.25 511 487 ESI
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ooooQoo
x °
57 C34H44N209 | 6243 | 625 523 ESI
0/
N
58 xS C27H39N30O7 |517.28 | 518 518 ESI
59 C31H46N207 | 558.33 | 581 557 ESI
v
x/
H,N.___O
60 X C32H39N308 | 593.27 | 616 ND ESI
H
X—NH /
61 C32H36N207S | 592.22 | 615 591 ESI
S
62 X\NA/\/Q C33H42N207 | 5783 | 601 577 ESI
H
OH
63 X /.\/Q/ C3TH38N208 | 566.26 | 589 565 ESI
N
H
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oooooad
0
64 X\N/\( / C27H36N209 | 532.24 | 555 531 ESI
H 0
0
69 X\‘NH/\Q C28H38N208 | 530.26 | 553 529 ESI
66 X C32H40N209 | 596.27 | 619 595 ESI
W
H
OH
{
v
67 X \/\U C30H43N307 | 557.31 | 398 356 ESI
X—NH
68 C30H36N207 | 536.25 | 559 535 ESI
69 C31H38N208 | 566.26 | 589 565 ESI
X—NH
OH
70 C32H40N2C9 | 596.27 | 618 585 ESl
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Dooo0o
7 X\N C31H38N207 | 65027 | 551 549 ESI
H
§
e \/\/\
72 X OH C27H38N208 | 518.26 | 541 517 ESI
§
73 K C20H43N307 | 54531 | 548 544 ESI
74 C29H42N208 | 546.29 | 569 545 ESl
N
X~ " 0H
H
X~ N
75 C37H42N208S | 67427 | 676 673 APCI
S
OH
H
_N
76 X \‘/\OH C26H36N208 | 504.25 | 527 503 ESI
H
77 X/N OH C28H4ON208 | 532.28 | 555 531 ESt
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Oooooao
H OH
78 X Ny TN C27H38N208S | 550.23 | 573 549 ESI
OH
79 ﬂ C26H36N208 | 50425 | 527 503 Est
o
X
H -
80 X/N | C30H45N307 | 559.33 | 560 558 Esl
OH
81 H’N{ C26H3EN209 | 52024 | 543 519 ESI
X OH
§ OH
82 X/ ~ N C26H36N208 | 504,25 | 527 503 ESI
83 C33H50N207 | 586.36 | 609 585 ESI
N\/\/\
X/
84 X~—NH N\ C34H38N207S | 618.24 | 64t 817 ESI
Q
OH N)J\ X
85 H (\ © C35H52N4010 | 688.37 | 689 687 ESI
X/N\)\/N\)
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ooOoooao
86 Y C33H42N207 | 5783 601 577 ESI
_N
X
X
N
87 HO C32H46N208 | 586.33 | 587 585 ESI
X—NH
88 C32H38N208 | 578.26 | 579 577 ESI
OH
89 é C36H47N308 | 649,34 | 672 648 ESI
X
H
H
X/N RS
90 | C30H37N3Q7 | b91.26 | 574 550 ESI
N =
91 H\/\/@ C32H40N20Q7 | 564.28 | 565 563 ESI
X/
X 0
92 \T/\@ C29H36N208 | 540.25 | 9583 539 ESI
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Ooooooao
93 \ / C28H35N307 | 537.25 | 560 536 ESI
X—NH N
94 K C27H38N207 | 502.27 | 503 501 ESI
N
- e
95 X \/\T C28H41IN307 | 53129 | 532 | 530 ESI
H
06 /N\/\ C25H34N208 | 48023 | 513 489 ESI
X OH
H
97 // NH C28H38NA0OS | 558.27 | 539 557 ESI
0
X
\N
98 / —\_© C32H40N207 | 564.28 | 587 563 ESI
H F F
a9 /NQ{ C25H31F3N207 | 528.21 | 551 527 ESl
X F
O/
100 C29H42N209 | 562.29 | 563 561 ESI
N
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101 N C31H38N207 | 550.27 | 551 549 ESI
X
X 0—
N
HN
102 C33H42N209 | 610.29 | 633 609 ESI
—0
0
H k
103 7 ) 0 ESI
x /N\/\N C27H37N308 | 531.26 | 554 53
H
104 \'L/ C29H42N208 | 546.29 | 569 545 ESI
X~ \/\0/
0
105 \) C29H41N308 | 559.29 | 582 558 ESI
H
H
106 X/N\/\O/\/OH C27H38N209 | 534.26 | 557 533 ESI
>
107 ‘) C31H46N209 | 59032 | 613 589 ESI
X/N\/\O/\
0
108 H\)kN C25H33N308 | 503.23 | 504 502 ESI
/
X H,
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Ooo0o0oo0oo0ogan
0]
109 C30H41N308 ;57129 | 594 570 ESI
X\N/.\/\N
H
N/§
110 X \ C29H38N407 | 554.27 | 577 553 ESI
—N
H
1M N C27H38N208 | 518.26 | 541 517 ESI
X/ \/\O/
112 \/ C27H38N208 | 51826 | 541 517 ESI
X/N\/\OH
113 \|/ C27H3IBN207 | 502.27 | 525 501 ESI
N
X
114 X/NY C29H42N207 | 530.3 | 531 529 ESI
\ N
t15 /N N C31HIONIO7 | 565.28 | 588 564 ESI
X
X\ OH
HN
116 OH C31H38N209 | 582.26 ND 581 ESI
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0O0ooooaQ
OH
117 C27THIBN209 | 53426 | 557 533 ESI
X OH
118 H O C31H46N407 | 58634 | 587 ND ESI
N
119 |i| ,L C29H43N307 | 546.31 | 547 544 ESI
X/ \/\/ ~
120 | C26H34N209 | 51823 | ND 517 ESI
N
X OH
SN
121 Ill C30H37N307 | 551.26 | 574 550 ESI
/
X
l
N
122 C33H52N407 | 616.38 | 617 615 ESI
\
X/N\/\/N\
123 y /@ C33H44N207 | 58031 | 581 579 ESI
H q H
124 H H C30H40N207 | 54028 | 563 539 ESI
X—NH
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Oo0o0ooOoaoao
H
125 X/N\O C2BH38MN207 | 51427 | 537 513 ESI
x\
126 HNw H C29H40N208 | 544.28 | 567 543 ESI
HO
127 X . C29H40N208 | 544.28 567 543 ESI
\N\\"
H
128 C31H44N207 | 556.31 | 579 555 ESI
/N\/
X
129 X\N C30H42N207 542.3 565 541 ESI
130 C31H44N208 | 572.31 585 57 ESI
N
X/ \/\OH
131 x/N\ : C35H50N207 | 610.36 633 609 ESI
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ooooooo
132 HN’G\/@ C34H43N307 | 605.31 606 604 ESI
/
X
X 0
N\
133 0 C31H43N309 601.3 624 600 ESI
134 /N 16raes @ C35H45N307 | 619.33 620 618 ESI
X
X
~ 0
135 H G27H34NZO9 | 53023 | 553 529 ESI
0
136 N (/ C28H38N209S | 578.23 601 577 ESE
X =0 '
137 HO O C36H40N208 | 628.28 651 627 ESI
X
N
H
X\
138 HN C32H38N207 | 562.27 563 561 ESI
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ooooooao
OH
X
139 NH 0.0 C36H38N208 | 626.26 | 649 625 ESI
X
AN
140 HN‘@j‘ C31H38N208 | 566.26 | 589 565 ESI
OH
/©\//O
141 . C31H38N2010S | 630.22 | 853 629 ESI
X—NH
//S\/\OH
0
142 \N% C32H38N208 | 578.26 | 601 577 ESI
X
H OH
143 l@ C32H44N207 | 56831 | 591 567 ESI
e
X
144 XN S C27H36N207S | 532.22 | 555 531 ESI
145 X_N: > C28H38N207 | 514.27 | 537 513 ESI
N
146 X_NDI C34H49N307 | 61136 | 613 610 ESI
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0000000
147 X_NQNO C32H45N307 | 58333 | 585 | 582 EsI
148 C32H44N207 | 568.31 | 591 567 ESI
X—N
X-~N N
149 a C31H46N407 | 586.34 | 587 585 ESI
/Ly
\
150 O | C32H48N407 | 600.35 | 601 599 ESI
N
X/
HO
151 C29H40N208 | 544.28 | 567 543 ESt
X—N
152 (\N OH C33H41N308 | 607.28 | 630 606 ESI
N
X/
O
153 (\ = C32H3ON309 | 60927 | 632 | 608 ESI
X
154 XN, /N‘\_Q C35H45N307 | 619.33 | 642 618 ESI
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ooooooo
X—N
N
155 AR C29H41IN307 | 54329 | 566 542 ESI
X—N N
156 C29H41N308 | 559.20 | 560 558 ESI
/ \on
157 X "'/\:>7 OH C28H38N208 | 53026 | 553 | 529 ESI
OH
158 X‘ND—F C30H42N208 | 56829 | 581 | 557 ESI
159 C35H38N207 | 598.27 | 621 597 ESI
N
X/
160 X—N N 0 C32H45N308 | 599.32 | 622 508 ESI
161 X—N N— C28H3ON307 | 520.28 | 552 528 ESI
X
S
162 N C35H44N207 | 604.31 1 627 603 ESI
163 X—N C31H36N207 | 548.25 | 571 547 ESt
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0ooooooo
H
N
164 X\Nﬁ_@ C34H39N307 | 601.28 | 624 600 ESI
X\N
165 C27HIBN207 | 500.25 | 523 499 ESI
166 X—N O C27H3BN208 | 51625 | 539 515 ESt
HZNvO
167 X C28H3TN30B | 543.26 | 566 542 ESI
Rl
8 / \ o 5727 | 580 556 ESI
16 C29H39N308 | 557.
X—N N
X\N 0
169 O\)_]\ C31H42N209 | 586.29 | 600 585 Esl
o
X—N N—<O
170 N/ C30H4IN30S | 58728 | 610 586 ESI
17 XN, /N—>7~N<j C33H46N408 | 626.33 | 649 625 ESI
o
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0000000
X—N N —
T
172 / ‘\—N 0 C33H48N40C8 | 628.35 | 651 627 ESI
X—N N
173 N/ C33H41N307 | 591.29 | 614 590 ESI
O
174 X_NC>< j C30H40N209 | 57227 | 595 571 ESI
O
0
X—N N-{
175 N/ o C32H45N309 | 61532 | 638 614 ESI
X—N N o
176 - \ / C32H40NAO7 {50229 | 593 591 ESI
N/ N
NH,
177 X—N\/:>—\< C29H39N3O8 | 557.27 | 580 556 ESI
0
X N
178 \NQ/ 7;0 C31H43N308 | 585.3 | 608 584 ESI
O_
178 X_ND_\< C30H40N209 | 572.27 | 595 571 ESI
O
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180 X O/KO C33H47N308 | 61334 | 636 612 ESI
181 X_ND_@F C34H41FN207 | 60829 | 631 607 ESI
182 X_N: > < > 0\ C35H44N208 | 62031 | 643 619 £SI
0
183 K\N C32H43N309 | 6133 | 636 612 ESI
L]
X/
0]
184 X/“C%/O\ C30H38N2010 | 58625 | ND 585 ESI
0
X\
185 O\H/NO C33H45N308 | 611.32 | 634 610 ESI
0
OH
x—N
186 C34H42N208 | 606.29 | 629 605 ESI
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gbobooooan

NH
187 C31H41N308 | 583.29 | 606 582 ESI

188 C35H44N207 | 604.31 | 627 603 ESI
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oo0o0o0o0oDoOD0000U0O0o0ooo0Oo0o0o0DDOoODO0DO0O0O0O0DO0ooooDooDoOoDOoDOoOOoooOg
Oo0o0oo0oDoDoODO0o0oooOooooooooao
1H NMR (600 MHz, METHANOL-D,) 6 ppm 0.81 - 1.00 (m, 2 H) 1.31 (br. s., 3 H) 1.3
8 -1.47 (my 1 H) 1.48 - 1.55 (m, 1 H) 1.56 - 1.78 (m, 4 H) 2.05 (s, 3 H) 2.83 (
t, J=7.34 Hz, 2 H) 3.28 - 3.33 (m, 2 H) 3.35 - 3.43 (m, 2 H) 3.46 (t, J=8.71 Hz,
1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.57 - 3.71 (m, 3 H) 3.81 - 3.88 (m, 3 H) 3.96 (d
d, J=9.40, 4.36 Hz, 1 H) 4.50 (d, J=10.09 Hz, 1 H) 6.60 (s, 1 H) 7.00 (d, 2 H) 7
.04 (d, 2 H) 7.08 (d, J=5.96 Hz, 1 H).
ESI m/z=605(M+Na). 581(M-H).
oo0o0oDoDDODO0OO000O0O0o0ooooOo0O0ODODDODO0D00DU0DO0O0oooDoODoOoDoDoODDOoDOoOOoDOooOg
oooo
oooooao

10

20

30

40



(95)

JP 5067644 B2 2012.11.7

Ooooooao
MS
L& Exact | (M+H) .
No. = MS | Xk MS (M-H) | 1441k
{M+Na)
189 ?\I/\NH C32H42N208 | 582.29 | 605 581 ESI
X~ \g(
0
0 @
190 x/pH CI2H36N208 | 576.25 | 599 575 ESI
)
o,
191 Y\NH C28H36N208 | 528.25 | 551 527 ESI
x” Nj{
0
N
192 x/\:{\?m C28H36N208 | 52825 | 551 527 Est
o}
~Ore
Ny
193 w/\NH C32H36N209 | 592.24 | 615 591 ESl
N
N \\(
0
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0ooooo
194 N C31H34N207 | 546.24 | 569 545 ESI
X N
\
0
o @
195 }’\H C3TH35N308 | 577.24 | 600 576 ES
x” W
o
OY\
196 § /N\(”H C25H30N208 | 486.2 | 509 485 ESI
0
197 C27H34N209 | 530.23 | 553 529 ESI
198 N NH C26H32N208 | 50022 | 523 499 ESI
Y
o)
o /
e
199 °§/< C29H36N2010 | 572.24 | 595 571 ESI
NH
/Nﬁ(
X
0
NH
/{@
0 :;‘
200 }/\NH C29H34N408 | 566.24 | 589 565 ESI
N
X \\(
0

gbooooao

10

20

30

40



|

Ooooogoooooodg

97) JP 5067644 B2 2012.11.7
Oooooo
=)
o F&N
201 %NH C36H4ON4O8 | 656.28 | 679 655 ESI
X/N\].r
0
~—OH
e
202 N NH C26H32N209 | 516.21 | 539 515 ESI
X \\(
0
oooon
ooooo
ooooo
ooo
£ R 100mg HEHOWLS:
1 PR
2 108.35 mg
B~k 38.65 mg
EEIn—2 22.00 mg
ANBFAFINEINO—=ZHIN T L 20.00 mg
ERoFi-Foiltilo—23 10.00 mg
AFTVEBITFRITA 1.00 mg
200.00 mg
ooooo
oooao
O0000000000000000000000000000000000000A0
0000000000000 000000000000000000000o0ooao
O00000000000000000000000000000000000000A0
O0000000000000000000000000000p 0000000000
O000000000000000000000000000000000000000
O00000000000000000000000000000000000000
ooooo
0oogo
gEHEE: 200mg
gEE  ° 8mm, AR
ooooo
ooogao
O000000000000O0000000000000000000000000A0
0000000000000 00000000000000000000000000A0
O000000000000000000000000000000000000000
O00000000000000000000000000000000000000
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0000
L& No SGLT1 (nM) SGLT2 (nM)
1 11 17
2 32 18
3 35 65
4 51 31
8 65 29
9 175 29
10 51 23
11 59 34
12 113 48
14 49 21
17 79 25
19 302 101
20 382 164
21 75 34
22 37 12
23 19 19
24 37 25
25 64 20
26 52 15
27 54 15
28 64 18
29 75 17
30 111 13
31 148 39
32 245 44
33 12 11
34 49 10
35 83 34
36 94 34
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goood
SGITI SGLT2
L& No. 100nM 17 313 % HE% 100nM 12 B1F 5 fHE%

38 89 83
39 80 83
40 79 89
41 78 86
42 78 87
43 7 86
45 75 80
46 74 91
47 73 89
48 73 87
49 73 81
50 71 77
51 71 84
52 71 84
53 70 74
54 79 73
55 69 69
56 68 77
57 68 51
59 67 86
60 66 91
61 65 95
62 65 79
63 63 81
64 62 76
65 62 76
66 62 83
67 61 82
68 60 83
69 60 83
70 59 83
71 59 86
123 78 87
124 71 79
125 68 90
132 90 90
137 71 79
138 65 84
143 66 80
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000000000 (decrease rate) I 000000000
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STZ Svk-OGTT(2g/kg)
L

AAUCO-1h(mgh/dL) @1 mg/kg
1 41.7
2 51.6
3 63.9
4 51.0
8 45.1
11 69.3
9 50.1
10 67.8
12 48.8
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