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0000
S007 0.58 (s, 3H), 0.78-1.63 (m, 33H), 1.76-1.91 (m, 3H), 1.91-2.07 (m, 2H), 2.32 (d,
2H), 2.56-2.70 (m, 4H), 3.39 (s, 3H), 3.43-3.89 (m, 210H), 4.25 (t, 2H), 4.64 (m, 20
1H), 5.33-5.41 (m, 1H)
S002 0.67 (s, 3H), 0.77-1.66 (m, 33H), 1.72-2.10 (m, 7H), 2.17-2.44 (m, 2H), 2.57 (%,
2H), 3.38 (s, 3H), 3.41-3.94 (m, 196H), 4.26 (t, 2H), 4.38-4.61 (m, 1H), 5.19-5.30
(m, 1H), 5.34-5.43 (m, 1H)
S003 0.68 (s, 3H), 0.78-1.67 (M, 33H), 1.68-1.92 (m, 5), 1.92-2.07 {m, 2H), 2.15-2.46
(m, 2H), 3.22-3.34 (m, 2H), 3.38 (s, 3H), 3.41-3.90 (m, 200H), 4.40-4.57 (m, 1H),
5.14 (br, 1H), 5.33-5.43 (m, 1H)
S004 0.88 (t, 6H), 1.25 (m, 62H), 1.48 (m, 4H), 1.77 (m, 2H), 3.16-3.34 (m, 2H), 3.8 (s, 30
3H), 3.42-3.88 (m, 205H), 4.71 (m, 1H), 5.06 (m, 1H)
S005 0.89 (t, BH), 1.26 {m, 6OH), 1.48 (m, 4H), 1.78 (m, 2H), 3.17-3.33 (m, 2H), 3.39 (s,
3H), 3.42-3.88 (M, 203H), 4.71 (m, 1H), 5.07 (m, 1H)
S006 0.88 (t, 6H), 1.25 (m, 46H), 1.48 (m, 4H), 1.77 (m, 2H), 3.14-3.34 {m, 2H), 3.38 (s,
3H), 3.41-3.91 (m, 209H), 4.71 (m, 1H), 5.06 (m, 1H)
S007 0.87 (m, 6H), 1.25 (m, 54H), 1.48 (m, 4H), 1.76 (m, 2H), 3.15-3.32 (m, 2H), 3.37
(s, 3H), 3.41-3.89 (m, 206H), 4.70 (m, 1H), 5.06 (m, 1H)
S608 0.84 (£ 6H), 1.21 (m, 58H), 1.43 {m, 4H), 1.74 (m, 2H), 2.99-3.29 (m, 2H), 3.34 (s, 40
3H), 3.37-4.08 (m, 187H), 4.66 (m, 1H), 5.08 (m, 1H)
S009 0.88 (t, 6H), 1.25 (m, 54H), 1.47 (m, 4H), 1.77 (m, 2H), 3.16-3.34 (m, 2H), 3.38 (s,
3H), 3.41-3.87 (m, 207H), 4.70 (m, 1H), 5.08 (m, 1H)

gooooao
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Ooo0ooOoao

5010 0.88 (t, 6H), 1.25 (m, 44H), 1.55 (m, 4H), 1.78 (m, 2H), 3.15-3.33 (m, 2H), 3.38 (s,
3H), 3.40-3.95 (m, 207H), 3.97-4.30 (m, 2H), 4.96-5.27 (br m, 1H)

S011 0.89 (t, 6H), 1.26 (m, 60H), 1.56 (m, 4H), 1.78 (m, 2H), 3.20-3.34 (m, 2H), 3.39 (s,
3H), 3.40-3.89 (m, 219H), 4.02-4.26 (m, 2H), 5.09-5.23 (m, 1H)

5013 0.89 (t, 6H), 1.26 (m, 54H), 1.48 (m, 4H), 1.77 (m, 2H), 3.16-3.34 (m, 2H), 3.38 (s,
3H), 3.41-3.87 (m, 187H), 4.71 (m, 1H), 5.05 (m, 1H)

S014 0.89 (t, 6H), 1.26 {m, 54H), 1.49 (m, 4H), 1.78 (m, 2H), 3.16-3.34 (m, 2H), 3.39 (s,
3H), 3.41-3.87 (m, 210H), 4.72 (m, 1H), 5.05 (m, 1H)

S015 0.89 (t, 6H), 1.26 {m, 50H), 1.48 (m, 4H), 1.78 (m, 2H), 3.16-3.34 (m, 2H), 3.39 (s,
3H), 3.41-3.87 (m, 209H), 4.71 (m, 1H), 5.06 (m, 1H)

5016 0.88 (1, 6H), 1.26 (m, 50H), 1.47 (m, 4H), 1.77 (m, 2H), 3.16-3.34 (m, 2H), 3.38 (s,
3H), 3.41-3.87 (m, 202H), 4.71 (m, 1H), 5.06 (m, 1H)

S017 0.89 (t, 6H), 1.26 (m, 46H), 1.49 (m, 4H), 1.78 (m, 2H), 3.16-3.34 {m, 2H), 3.39 (s,
3H), 3.41-3.87 (m, 203H), 4.71 (m, 1H), 5.06 {m, 1H)

5018 0.88 (t, 6H), 1.25 (m, 48H), 1.48 (m, 4H), 1.77 (m, 2H), 2.05 (m, 4H), 2.77 (m,
2H), 3.16-3.34 (m, 2H), 3.39 (s, 3H), 3.41-3.87 (m, 180H), 4.71 (m, 1H), 5.05 (m,
1H), 5.25-5.50 (m, 4H)

S019 0.88 (t, 6H), 1.26 {m, 54H), 1.48 (m, 4H), 1.77 (m, 2H), 2.01 {(m, 4H), 3.16-3.34
{m, 2H), 3.38 (s, 3H), 3.41-3.87 (m, 200H), 4.71 (m, 1H), 6.05 (m, 1H), 5.31-5.49
{m, 2H)

$020 0.88 {t, 6H), 1.26 (m, 62H), 1.49 (m, 4H), 3.38 (s, 3H), 3.4-3.9 (m, 299H), 4.72 (m,
1H), 5.11 (m, 1H)

S021 0.89 (t, 6H), 1.26 (m, 36H), 1.48 (m, 4H), 1.78 (m, 2H), 3.20-3.35 (m, 2H), 3.39 (s,
3H), 3.41-3.87 (m, 196H), 4.71 (m, 1H), 5.07 {m, 1H)

S022 0.89 (t, 6H), 1.26 (m, 62H), 1.48 (m, 4H), 3.36 (s, 3H), 3.41-3.87 (m, 161H), 4.72
(m, 1H), 5.14 (m, 1H)

5023 0.88 (t, 6H), 1.26 (m, 64H), 1.47 (m, 4H), 1.77 (m, 2H), 3.20-3.35 (m, 2H), 3.39 (s,
3H), 3.42-3.88 (m, 194H), 4.71 (m, 1H), 5.06 (m, 1H)

5024 0.88 (t, 6H), 1.25 (m, 48H), 1.47 (m, 4H), 1.77 (m, 2R), 3.20-3.35 (m, 2H), 3.39 (s,
3H), 3.42-3.88 (m, 194H), 4.70 (m, 1H), 5.08 (m, 1H)

S025 0.87 (t, 6H), 1.24 (m, 62H), 1.47 (m, 4H), 2.01 (m, 2H), 2.2-2.4 (m, 2H), 3.36 (s,
3H), 3.41-3.87 (m, 229H), 4.13 (m, 1H), 4.65 (m, 1H), 5.78 (m, 1H), 6.65 (m, 1H),
7.07 {m, 1H)

5026 0.87 (t, 6H), 1.25 (m, 62H), 1.48 (m, 4H), 1.76 (m, 2H), 2.44 (1, J = 8 Hz, 2H), 2.63
{t, J =8 Hz, 2H), 3.37 (s, 3H), 3.41-3.87 (m, 213H), 4.84 (m, 1H), 6.32 (m, 1H)
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EO008

H NMR (400 MHz, CDCl3) & 5.25-5.48 (m, 5H), 3.69-3.86 (m, 2H), 3.55-3.69 (m, 7
H), 3.34-3.55 (m, 4H), 3.07-3.25 (m, 1H), 2.70-3.01 (m, 4H), 2.30-2.53 (m, 3H),
2.15-2.30 (m, 1H), 1.78-2.14 (m, 11H), 1.42-1.66 (m, 12H), 0.97-1.42 (m, 34H), O
-81-0.97 (m, 16H), 0.68 (s, 3H) ppmO

oooooao

EO006

1H NMR (400 MHz, CDCl3) & 5.25-5.47 (m, 5H), 3.56-3.85 (m, 11H), 3.48-3.56 (m,
1H), 3.36-3.48 (m, 3H), 3.11-3.27 (m, 1H), 2.66-2.83 (m, 4H), 2.41-2.49 (m, 2H),
2.30-2.41 (m, 1H), 2.15-2.28 (m, 1H), 1.72-2_.12 (m, 11H), 0.96-1.70 (m, 60H), O
.68 (s, 3H) ppmd

13C NMR (400 MHz, CcDCl3) & 140.9, 130.2, 130.1, 128.0, 127.9, 121.6, 79.5, 72.0
, 1.7, 71.6, 70.9, 69.4, 67.3, 60.2, 60.1, 59.7, 56.8, 56.1, 50.2, 42.3, 39.8,
39.5, 39.0, 37.2, 36.8, 36.2, 35.8, 31.9, 31.9, 31.5, 29.7, 29.5, 29.5, 29.3, 29
-3, 29.0, 28.3, 28.2, 28.0, 27.2, 27.2, 26.2, 25.6, 24.3, 23.8, 22.8, 22.7, 22.6
, 22.6, 21.0, 19.4, 18.7, 14.1, 11.8 ppmQd

goooooao

EO003

1H NMR (400 MHz, CDCl3) & 5.22-5.46 (m, 7H), 3.66-3.93 (m, 5H), 3.54-3.66 (m, 6
H), 3.35-3.54 (m, 4H), 3.07-3.23 (m, 1H), 2.73-2.89 (m, 4H), 2.39-2.73 (m, 4H),
2.28-2.39 (m, 1H), 2.28-2.39 (m, 1H), 1.70-2.12 (m, 10H), 1.20-1.65 (m, 24H), O.
94-1.19 (m, 13H), 0.77-0.94 (m, 14H), 0.66 (s, 3H) ppmd

13C NMR (400 MHz, CDCl3) & 140.9, 130.4, 130.0, 128.3, 128.1, 127.8, 127.6, 121
.6, 79.5, 71.6, 70.8, 70.7, 69.2, 67.3, 60.1, 56.7, 56.1, 54.2, 50.1, 42.3, 39.7
, 39.5, 39.0, 37.2, 36.8, 36.2, 35.8, 31.9, 31.8, 31.5, 29.5, 29.4, 29.3, 28.3,

28.2, 28.0, 27.2, 27.2, 25.8, 25.6, 24.3, 23.8, 22.8, 22.6, 22.5, 21.0, 19.4, 18
.7, 14.1, 11.8 ppmQd

ooooono

E0002

'H NMR (400 MHz, CDCl3) & 5.26-5.44 (m, 5H), 3.68-3.84 (m, 3H), 5.54-3.68 (m, 7
H), 3.32-3.54 (m, 6H), 3.09-3.24 (m, 1H), 2.68-2.80 (m, 2H), 2.27-2.58 (m, 3H),

2.12-2.27 (m, 1H), 1.69-2.12 (m, 9H), 1.41-1.69 (m, 20H), 1.19-1.40 (m, 20H), O.

95-1.19 (m, 11H), 0.78-0.95 (m, 12 H), 0.66 (s, 3H) ppmO

goooooao

EO001

H NMR (400 MHz, CDCl3) & 7.10-7.24 (m, 3H), 6.96-7.10 (m, 1H), 5.21-5.48 (m, 5
H), 3.73-3.90 (m, 3H), 3.37-3.72 (m, 11H), 3.10-3.25 (m, 1H), 2.72-2.86 (m, 2H),
2.28-2.42 (m, 1H), 2.14-2.28 (m, 1H), 1.92-2.14 (m, 6H), 1.78-1.92 (m, 4H), 1.2

2-1.78 (m, 34 H), 0.95-1.22 (m, 13H), 0.84-0.95 (m, 13H), 0.68 (s, 3H) ppmd
oooooao

EO004

1H NMR (400 MHz, CDCl3) & 5.24-5.44 (m, 5H), 3.66-3.83 (m, 2H), 3.54-3.65 (m, 7
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H), 3.34-3.51 (m, 4H), 3.11-3.23 (m, 1H), 2.94-3.10 (m, 2H), 2.56-2.87 (m, 6.5H)
, 2.41-2.50 (d, J=5.02 Hz, 2H), 2.29-2.40 (m, 2.5H), 1.96-2.26 (m, 8H), 1.62-1.9

6 (m, 84), 1.62-1.96 (m, 11H), 1.40-1.61 (m, 11H), 1.22-1.40 (m, 20H), 0.81-1.21
(m, 26H), 0.66 (s, 3H) ppmd

13C NMR (CDCl5, 400MHz) & 142.5, 140.9, 139.7, 130.1, 130.1, 128.7, 127.9, 127.

9, 125.8, 121.5, 79.4, 77.2, 71.8, 71.6, 70.8, 70.8, 69.3, 67.3, 63.1, 59.3, 56.

7, 56.1, 53.6, 53.3, 50.1, 49.9, 42.2, 39.7, 39.4, 39.0, 37.2, 36.8, 36.1, 35.7,
31.9, 31.8, 31.5, 29.6, 29.5, 29.4, 29.3, 29.3, 28.3, 28.2, 27.9, 27.2, 27.1, 2

7.0, 26.9, 26.1, 25.6, 24.8, 24.2, 23.8, 22.8, 22.5, 21.3, 21.0, 19.3, 18.6, 14.

0, 11.8 ppmd

gooooao

EO005

1H NMR (400 MHz, CDCl3) & 5.28-5.44 (m, 3H), 3.69-3.82 (m, 2H), 3.57-3.67 (m, 7
H), 3.48-3.64 (m, 1H), 3.39-3.48 (m, 3H), 3.33 (s, 3H), 3.12-3.24 (m, 2H), 2.70-

2.86 (m, 4H), 2.42-2.47 (d, J=6.02 Hz, 2H), 2.33-2.42 (m, 3H), 1.97-2.10 (m, 5H)
, 1.76-1.97 (m, 7H), 1.42-1.64 (m, 12H), 1.23-1.42 (m, 20H), 0.97-1.23 (m, 12H),
0.81-0.97 (m, 13H), 0.68 (s, 3H) ppmd

13C NMR (400 MHz, CDClz) & 140.9, 130.2, 130.1, 127.9, 127.9, 121.5, 79.5, 77.5
, 72.5, 72.1, 70.9, 70.8, 69.3, 67.3, 63.1, 59.3, 56.7, 56.1, 55.5, 52.0, 51.7,

50.1, 42.3, 39.8, 39.5, 39.0, 37.2, 36.8, 36.2, 35.8, 31.9, 31.9, 31.5, 31.0, 29
.7, 29.5, 29.5, 29.3, 29.3, 28.3, 28.2, 28.0, 27.2, 27.2, 26.1, 25.6, 24.3, 23.8
, 22.8, 22.6, 21.0, 19.4, 18.7, 14.1, 11.8 ppmQ

OoDoooo

EO007

1H NMR (400 MHz, CDCl3) & 5.26-5.44 (m, 5H), 3.84-3.94 (t, J = 5.56 Hz, 4H),3.6

8-3.87 (m, 2H), 3.56-3.67 (m, 7H), 3.47-3.54 (m, 1H), 3.38-3.47 (m, 3H), 3.11-3.

23 (m, 1H), 2.73-2.82 (t, J=6.44 Hz, 2H), 2.42-2.57 (m, 5H), 2.32-2.41 (m, 1H),

2.11-2.27 (m, 2H), 1.97-2.10 (m, 6H), 1.76-1.96 (m, 7H), 1.66-1.75 (m, 2H), 1.41

-1.62 (m, 9H), 1.22-1.41 (m, 20H), 0.81-1.22 (m, 25H), 0.67 (s, 3H) ppmO

13C NMR (400 MHz, CDCl3) & 141.0, 130.1, 130.1, 127.9, 127.9, 121.5, 96.2, 79.5
, 77.6, 72.2, 71.6, 70.9, 70.8, 69.4, 67.3, 63.1, 59.3, 59.1, 56.8, 56.1, 50.5,

50.2, 42.3, 39.8, 39.5, 39.1, 37.2, 36.8, 36.2, 35.7, 32.8, 31.9, 31.9, 31.5, 29
.7, 29.5, 29.4, 29.3, 29.3, 28.3, 28.2, 28.0, 27.2, 27.2, 26.1, 25.6, 25.6, 24.3
, 23.8, 22.8, 22.5, 21.0, 19.3, 18.7, 14.0, 11.8 ppmQ

gooooao

EO009

TH NMR (400 MHz, CDCl3) & b5.27-5.44 (m, 5H), 4.07-4.22 (m, 2H), 3.67-3.83 (m, 2

H), 3.55-3.67 (m, 6H), 3.37-3.52 (m, 4H), 3.12-3.25 (m, 1H), 2.81-2.90 (m, 1H),

2.73-2.81 (t, J=6.53Hz, 2H), 2.42-2.64 (m, 3H), 2.15-2.41 (m, 4H), 1.76-2.11 (m,
11H), 1.64-1.72 (m, 4H), 1.42-1.63 (m, 12H), 1.21-1.41 (m, 22H), 0.81-1.22 (m,

26H), 0.68 (s, 3H) ppmO

13C NMR (400 MHz, CDCl3) & 140.9, 130.2, 130.1, 127.9, 127.9, 121.5, 79.5, 77.2
, 712.7, 72.0, 71.6, 71.5, 70.8, 69.4, 67.3, 61.9, 59.5, 56.7, 56.5, 56.1, 50.1,

49.3, 49.3, 42.3, 39.7, 39.5, 39.0, 37.2, 36.8, 36.2, 35.8, 31.9, 31.9, 31.5, 29
.7, 29.5, 29.5, 29.3, 29.3, 28.4, 28.3, 28.2, 28.0, 27.4, 27.4, 27.2, 27.2, 26.5
, 26.1, 25.6, 24.3, 23.8, 22.8, 22.6, 22.6, 21.0, 19.4, 18.7, 14.1, 11.8 ppmQd
oooooo

E0170

'H NMR (400 MHz, CDCl3) & 5.26-5.45 (m, 5H), 3.68-3.82 (m, 2H), 3.56-3.68 (m, 7

H), 3.38-3.53 m, 4H), 3.11-3.24 (m, 1H), 2.73-2.82 (t, J=6.53 Hz, 2H), 2.56-2.69
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(m, 4H), 2.50-2.56 (m, 2H), 2.32-2.41 (m, 1H), 2.09-2.27 (m, 2H), 1.77-2.09 (m,
13H), 1.42-1.63 (m, 9H), 1.21-1.42 (m, 20H), 0.83-1.21 (m, 25H), 0.68 (s, 3H) p
pmO
13C NMR (400 MHz, CDCl3) 6 140.9, 130.2, 130.1, 128.0, 127.9, 124.4, 122.0, 121
.5, 119.6, 79.5, 77.6, 77.2, 71.8, 71.6, 70.9, 70.8, 69.4, 67.3, 58.7, 56.7, 56.
1, 50.7, 50.1, 42.3, 39.7, 39.5, 39.0, 37.2, 36.8, 36.1, 35.8, 34.0, 31.9, 31.8,
31.5, 29.6, 29.5, 29.4, 29.3, 28.3, 28.2, 28.0, 27.2, 27.2, 26.1, 25.6, 24.3, 2
3.8, 22.8, 22.6, 21.0, 19.3, 18.7, 14.1, 11.8 ppmd
Oooooao
EO171
'H NMR (400 MHz, CDCl3) & 5.27-5.46 (m, 5H), 3.58-3.82 (m, 9H), 3.38-3.54 (m, 4
H), 3.13-3.26 (m, 1H), 2.74-2.82 (m, 2H), 2.31-2.50 (m, 6H), 2.16-2.2 (m, 1H), 1
.70-2.10 (m, 12H), 1.24-1.65 (m, 33H), 0.97-1.23 (m, 13H), 0.82-0.97 (m, 19H), O
.68 (s, 3H) ppmO
13C NMR (400 MHz, CDClz) & 141.0, 130.2, 130.1, 127.9, 127.9, 121.5, 79.5, 77.2
, 713.2, 72.5, 72.3, 71.6, 70.9, 70.8, 69.3, 67.3, 66.0, 61.9, 60.9, 60.2, 56.7,
56.1, 50.7, 50.1, 42.3, 39.8, 39.5, 39.0, 38.7, 37.2, 36.8, 36.2, 35.8, 31.9, 3
1.9, 31.5, 29.7, 29.5, 29.5, 29.3, 29.3, 28.3, 28.2, 28.0, 27.2, 27.2, 26.1, 25.
6, 24.3, 23.8, 22.8, 22.6, 21.0, 19.4, 18.7, 14.1, 11.8 ppmd
Oo0o0ooo
E0010
1H NMR (400 MHz, CDCl3) & 5.26-5.45 (m, 5H), 3.53-3.84 (m, 9H), 3.37-3.53 (m, 4
H), 3.13-3.24 (m, 1H), 2.91-3.00 (m, 1H), 2.74-2.86 (m, 2H), 2.28-2.43 (m, 2H),
2.10-2.28 (m, 2H), 1.42-2.10 (m, 32H), 0.82-1.41 (m, 50H), 0.68 (s, 3H) ppmO
13C NMR (400 MHz, CDClz) & 141.0, 130.2, 130.1, 127.9, 127.9, 121.5, 79.5, 77.2
, 71.9, 71.6, 70.9, 70.8, 69.1, 67.3, 66.7, 56.8, 56.1, 55.5, 54.6, 54.0, 50.1,
42 .3, 42.1, 42.0, 39.8, 39.5, 39.0, 37.2, 36.8, 36.2, 35.8, 33.2, 32.6, 31.9, 3
1.9, 31.5, 30.7, 29.7, 29.5, 29.5, 29.3, 29.3, 28.3, 28.2, 28.0, 27.2, 27.2, 26.
2, 26.1, 25.8, 25.6, 24.3, 23.8, 22.8, 22.6, 21.0, 19.4, 18.7, 14.1, 11.8 ppmO
Oo0o0ooo
goooboooobfooouobooooobboboood
goodooooodooooooooaoand

00000
MW HPLC [HPLC
Mw (BRRE) RT %
FEE ((CPEIE) (m+H) |TLCRf |TLC I ITLC BE {(4) |[BE (B
£0001 077 |48 EtOACAT & >
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00000
EQ002 067 110 EIOACA T4 o
E0003 045 (10 EIOAC AT 5 2
E0004 023 |19 MeOH:DCM
E0005 052 [1:9 MeOH:DCM
EQQO6 0.64 1:0 EtOAC: A& =
EQ007 0.80 [1:9 MeOH:DCM
E0008 [877.8  i879.3
E000S [935.8  i937.3
E0010 19178  1919.3 059 |19 MeOH:DCM
E0011 8658  1867.2 0.51 1:18 MeOH:DCM
E0012 [864.8  [865.9 010 |19 MeOH:DCM
EQ013 [878.8  i880.0 040 |18 MeOH:DCM
E0014 [863.8  [864.5 193 988 |11
E0015 [849.8 850.9 062 (19 MeOH:DCM
E0016  1921.8 923.0 049 |19 IMeOH:DCM
EO017 [877.8  [879.0 0.51 1:9 IMeOH:DCM
E0018 [861.8 863.3 054 1.9 IMeOH:DCM
ED019 ls77.8 |879.0 054 |19 IMeOH:DCM
E0020 [917.8 919.3 0.1 |21 [~75 2 EtOAC
E0021 [917.8  |919.3 0.46  [1:9 IMeOH:DCM
E0022 8898  [891.3 054 |19 iMeOH:DCM
E0023  1878.4 879.2 044 110 iMeOH:EtOAc
E0024 [879.8  [880.7 062 |19 {MeOH:DCM 153 994 ™
EQ025 [892.5 893.2 0.31 1:10 IMeOH EtOAC
EQ026 |877.8 879.3 0.51 1.9 {MeOH:DCM
EQ027 8478 8493 048 |1:9 IMeOH:DCM
E0028 [849.8  i851.0 0.75 |18 IMeOH:DCM
E0029 [897.8 899.2 078 |18 IMeOH:DCM
E0030  953.8 955.3 065 |19 MeOH:DCM
E0031 (8825  [882.7 0.31 1:3 EtOACA T %
EQ032 ({847.7  [849.2 043 |19 MeOH:DCM
£0033  |022.5 923.2 053  [1:10 MeOH:DCM
E0034 [B64.4  [865.1 0.30  [1:10 MeOH:EtOAC
E0035 8638  |865.2 064 |19 MeOH:DCM
EQ036 [876.4  [877.0 054 [1:10 MeOH:DCM
EQ037 [893.8  (895.2 055 19 MeOH:DCM
E0038 (9348 19363 0.41 1:9 MeOH:DCM
ECO39 [892.8  [894.2 0.37 |19 MeOH:DCM
E0040 8638  [866.2 050 |19 MeOH:DCM
EQ041 |10048 11006.3 079 |19 MeOH:DCM
EQ042 [979.8  [981.1 059 119 MeOH:DCM
E0043 8644 18652 040 119 MeOH:DCM
EQ044 18928  [894.1 022 |19 MeOH:DCM
EQ045 1865.8  |B67.1 037 |19 MeOH.DCM
EQD46 i878.4  [879.1 042 |19 [MeOH:DCM
EQ047 8924  [893.0 0.60  [1:10 MeOH:DCM
EQD48 [863.8  [865.2 045 |19 MeOH:DCM
EQD4Y [863.8  |865.1 045 |1:9 MeOH:DCM

0.33,

E00S0 9258  |927.0 040% |1:19 MeOH:DCM
EQ051 [847.4  |847.9 038  |138 MeOH:EtOAC:A T 5 &
EQ052 863.8 18651 047 |19 MeQOH:DCM
EQ053 [863.8  1865.1 034 |19 MeOH:DCM

gooooao
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ocoooo
[E0054  [007.4 908.0 0.38 1:10 MeOH:DCM
l£0055  [907.8 909.0 0.35 1.8 MeQH:DCM
EO0S6  1908.4 909.1 0.37 1:19 MeCH:DCM
E0057  |878.4 §80.0 0.37 1:10 MeOH:DCM
E0058  [908.5 909.0 0.37 1:19 MeOH:DCM
EQ058  1864.4 864.9 0.37 1:19 MeOH:DCM
E00G0  [964.5 965.0 0.68 4:96 MeOH:DCM 16.3 99.7 M
EQOB1 18218 822.8 53 97.3 |2
EQO62  1837.8 838.8 5.8 998 |*2
EQ063 18658 866.7 14.2 974 ™
E£Q0B64 8818 882.6 6.8 99.7 '3
EQ0BS 8657 866.7 16.2 978 M
EQ066  1821.8 8229 15.2 989 ™
EQ0EY  1864.4 866.0 0.37 1:19 MeCH.DCM
E0068 18498 850.5 157 995 ™
E006D  1847.8 8485 15.9 100.0 M1
EQQ70 1847.8 848.5 15.9 98.7 ™
ECO71 {8618 892.5 167 97.8 M
ECO72 {8818 892.5 15.7 986 ™M
EQ073 18918 892.5 15.7 97.8 ™
ECC74 (9218 g22.7 20.7 922 ™M
EQO75  1891.8 892.5 20.2 999 M
EQC78 (8197 820.5 14.9 99.7 M
EQ077 [891.8 892 5 15.5 99.7 M
EQ078 |893.8 894.7 20.4 977 ™M
EQ0079 19518 9562 4 20.1 994 ™
EQO80 18237 8247 15.2 928 M
£0081 1909.8 911.5 20.4 976 "
IE0082  1907.7 909.3 16,6 999 ™
IE0083  [863.8 864.5 15.5 998 M
EGD84  1951.8 963.5 16.3 974 M
EGO85 1867.8 868.4 15.2 996 "1
EQO85 (8958 8g7.5 15.7 98.3 "1
EQO87 18357 836.5 15.2 924 M
ECO88 19078 908.7 18.0 99.7 |1
EQ089  1863.8 864.5 15.6 982 M
EQ090  1907.8 908.7 15.3 995 "1
EQ091 19358 8936.7 15.7 993 "1
E0092 :821.7 8225 17.5 99.8 [*1
E0093 18938 894.7 179 998 "1
EC094 1893.8 £894.7 18.0 98.9 "1
0095 (919.8 920.5 21.1 898 ™1
E0096 [919.8 9205 206 96.8 [*1
E0087  1950.8 951.7 15.4 954  |*1
E0098 110068 11008.6 15.1 97.8 "1
E£Q099  1950.8 951.5 14.7 988 |*1
EQ100 1978.8 8980.8 14.8 87.7 ™1
EC101  1962.8 $63.6 14.7 983 ™1
E0102 |862.7 863.7 15.1 99.5 "1
EQ103 19068 907.8 14.8 976 "t
E0104 1919.8 920.5 15.3 99.8 *1
EQ105 19348 935.5 15.0 988 1M
EQ106 19188 919.7 15.3 985 ™
E0107 19498 950.8 14.9 999 "1
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Ooo0ooOoao
E0108 11006.8 1008.5 15.0 9789 ™
E0109 |953.8 954.7 15.1 99.8 ™
E0110  1919.8 920.7 15.0 98.7 "1
EC111  |1013.8  |1016.6 16.9 958 M4
E0112 [893.8 894.8 15.2 298 ™
EC113  1937.8 938.5 15.2 996 "1
EC114  1809.8 910.5 14.5 99.0 M
EC115  1893.8 894.7 15.4 989 ™
EC116  [809.8 91086 15.5 99.2 ™
EQ117  |893.7 894.5 15.5 994 ™
£0118 [863.8 865.2 Q.47 1:9 MeOH.DCM
E0119 i8B0.5 880.6 Q.84 855 4 oorid: MeQH
EQM20 19205 920.7 0.85 9:1 s aofkid MeOH
EO121  1880.5 880.1 0.83 955 4 0 ofibh; MeQH
E0122 19124 912.6 0.66 855 DCM:MeCH
£0123 8679 868.0 0.36 955 DCM:MeOH
EQ124 19478 948.5 (.84 9:1 4 00#A kA MeOH
EQ125 19258 926.3 0.60 95.5 DCM:MeOH
E0126 1807.8 808.5 .83 85.5 DCM:MeOH
EQ127 |907.8 908.1 (.83 8515 2 o omid:; MeOH
E0128 |881.8 882.5 (.61 95:5 DCM:MeOH
E0128  |883.8 894.4 .29 955 DCM:MeOH
E0130 |979.8 980.1 (.60 91 soadkibh MeOH 1170 9895 |'6
E0131 |879.8 880.3 (.43 21 4 g adilh MeOH
E0132 19228 923.0 0.43 91 & onRsid: MeOH
E0133 19348 9355 0.44 91 s nnhi i MeOH
EC134 (10108 (10122 0.40 95.5 DCM:MeOH
E0135  |938.7 937.4 0.45 91 soosknd: MeQOH  116.0 98.4 |'6
E0136 (964.8 965.5 048 91 DCM:MeOH 16.3 988 |'6
EC137 [962.8 963.8 0.43 91 sooksh MeOH 1168 97.3 |6
EC138  1909.8 8104 0.43 95:5 DCM:MeOH 16.7 992 |'6
E0139 i865.7 866.4 0.43 95.5 DCM:MeOH 1.8 891 |7
£0140 19238 924.5 0.42 955 DCM:MeOH 16.2 862 |6
EQ141 19508 851.0 0.38 955 DCM:MeQOH 10.8 995 "7
EQ142 11008.8 10097 0.38 955 DCM:MeQOH
EQ0143 19798 980.9 0.46 95.5 DCM:MeOH 10.9 855 |*7
E0144 19238 925.0 0.47 95:5 DCM:MeQH 10.9 968.1  |*7
EQ145 10088 10102 0.38 955 DCM:MeOH 10.5 921 |7
E0146 1909.8 910.8 0.18 50:50 EfCAC~F4
E0147 18938 895.0 (.68 9:1 DCM:MeOH
E(C148 19228 9237 0.50 9.1 DCM:MeOH
E0149  |907.8 908.9 0.47 8:1 DCM:MeOH
EQ150 |937.8 939.0 (.61 9:1 DCM:MeOH
EO151 |935.8 937.0 0.65 9:1 DCM:MeOH
EQ152 [1967.8 968.3 0.43 95.5 DCM:MeOH
EQ158 [879.8 881.1 0.47 82 EIQAC A TH
EQ158 8798 881.0 0.41 8.2 EtQAC~ T4
EQ160 [965.8 967.0 6.9 100.0 |8
E0161 19338 935.0 0.43 9:1 DCM:MeQOH
£0162 1933.8 935.0 0.60 9:1 DCM:MeOH
£0163  1933.8 934.9 4.2 100.0 '8
EQ164 [921.8 923.0 0.41 91 PBCM:MeOH
E0i65 19218 923.0 0.48 9.1 DCM:MeOH
EQ166 (9488 948.5 0.58 &1 DCM:MeOH
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ocoooo
E0167 |B81.7 882.9 4.3 100.0 "8
EQ168 |974.8 8754 0.58 8:1 DCM:MeOH
E0169 1936.8 936.0 0.46 g1 DCM:MeOH
E0170
E0171
EO175 19108 911.5 0.50 9:1 DCM:MeOH
EQ176 19088 909.5 0.28 95.5 BCM:MeOH
EO177 19218 922.9 048 a1 DCM:MeOH
E0178 19358 937.0 0.54 1 DCM:MeOH
IE0179 19338 935.1 0.35 956:5 BCM:MeOH
[E0180 {881.8 §82.9 0.49 95:5 iDCM:MeQOH
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ooocooobooo,o00oo0ooooo, eELsbO 00

*2 - Zorbax RX SIL 250x 4.6, 0O .OmL/0 , 00000000 DOOOOO, ELSDO OO
*3 - Zorbax NH2 250x 4.6, OmL/0 , OO0 O0O0OOOO,OO0O0O0O00O00O0O0OOO, DO
ooooO, ELsbO 00O

*4 - Xbridge C8, 150x 4.6 mm, OmL/0 , OO OODODODOOO .OCO0O0DOODO, OOO
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O
O

gooano
, ELSDO

O
O

O
O

gooao
ELSDO O

O

O

o.0o0o,oooocooobbo.coooo, caboOonoano

ooocooao

goooano

goooadag
ooocooboboooooooooobobbooooooocooobobobobooooooooobooao
ooocoobbobooooooooobbbooooooooobbobobooooooooboao
goooooooobooan

gooodaad
ooocoobobobooooooooobobbooooooooobobobobooooooooobooao
goooooooboogogobooooboboboooboboooobboooboboooooboan
goobobooooobobbooooobboooobbooooboooooboboodd

ooocooao
goooooooboogoobooobbobooobobooobbooobbooooboao
goooboooooobooooboooobobboooobbooooobobooooboooooan
gugoboboooooboouoouoboouoobboouoobbooooobboouobboooooao
ooocoobbobooooooooobbbooooooooobbobobooooooooboao
gooobooooobooooboooonn

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

I e e e ey ey [ Iy

I e ) A

(]

O

O
O

O

O
O

O Oooo

O

O

e e e e e ) ey e s Y [ Y

Ooo0ooOooooo0ooooo4o00 oo oooo0D oo ooooDoooDoDoooooooo

oooocooboooooooooao
ooooOobODbOO0ooooooooao
oooooboooooooooboao

oooocoobobooooooooao
o@ooooooooboboo)o

gbooooooban

O
O
O

I Y o Y
O Oooo
O 0o oo

O
O
(]

ooan

Ooo0O000DO0O0O0OoOoO0O0
(0000000 O0)DOoO00

O Oooo

O

O
oo

oo

(170)

[ |

O

O

O O

goooooobobboogao
gcooooooOoooOooooooooooo@uoooooDoO
oobooooooo)oooooDoooo@oOOoooDoooboOoo
yhoooooboooooooooboboooooooao

JP 2013-515693 A 2013.5.9

ooooObooOooooooooobooao
oooooOboooogoao
oooDDo0Ooao

O
O
O
O
O

ooooOboOoOoooooooobooao
oooDobDboOooooooooboao

gooboooobooooboboboo
Ooooo@ooooooooo)

gooboooobbooooboDboo

ooooOboOO0ooooooooobobobobooooooooooao

O

O

O

ooao

O

oad

(oooooH)ooooooboao

OoooooooooooQgg

Oooooogogoao
Ooooogogoao

O
O
O
O
O
O
O
O
O
O
)

oad

goao
goao

oono

ud

od

oo

oo

ud

gooboooobbooooboDboo

goonoand

goobooooobooooboboo

ooobObooOooooooooboao

ooooOboOoOoooooooobooao

ooooobooooooooooobbooooUoooooboboooogE@ao
gJiodooooooooooooooooooooooooooooooOoao
gooooooboobobooooooooobbobooooooooobobboboooao

uogobobooooobbooooobooooobbooooboobooooobbooado
oooooao

uoogobobooooobobboooooooooobbooooobobooooobobooaao
ocooooooO0o@oobooobooobooooDOo)pbobOoboO0ooDbDOnn

00000000 ooDooo0DO0o0Do0DooDUooDO0ooDODO0OO0DO0DOo0DooODOOOn
000000000 oDooo0oDO0oD0ooDUooDOooDOoDO0OOoDO0DoDOooODOoOOo

(0 O O POLYBRENE(O O O O )O Aldrich Chemical Co., Milwaukee, Wis., USAQO
00000000000 ooDo0ooDo0Do0o0Do0DooDo0DooDOooDo0DOooDoDooDoooDaog

oooobooboooooooocoobobbooooooooobbboooooboooooboao
oooOobOobOoOoooooooobobobooooooooobbbooooooooobooboao

10

20

30

40

50



O d
[ |
O d

Oooooogogao

ooobDDbDoO0oaog
ooobDbooog

(171) JP 2013-515693 A 2013.5.9

Oo0Ooo0O0oDO0oo0OO0O@OoOBNIighDOODyero 0O O0OO
oH)oooooooooooooooooooooooo

a

00

oo

g

g

OO ooao

od goooboooooboboboooobboooobobbooobbooooboooobobDbDo
ad uogobobooooooooooboboooooobooooobooboooooboooobobDboao
0O oooobOobooOooooooocobobobooooooooobbbooooooooobooboao
oo@ooooooobo)ooDbbboooooooobooor o

goooogag
ocooocoooOoooDOoooobOoooo@HYoooooooobooooboooDooao
ocooooooO0ooobDOoooobO0oooOoobooooooDOo@H)YoooooboooDbDOooao
gooooooobooooboooobobbooobbooobbooobbooooboan
cooocoooOoooDOooooboooDo@HYooooopooooooobUoooDpooao
ooocooboboOoooooooooao

goooogao
gooobooooooboooooboooboobobooooobbooooobboooobooooonan
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
ooocoobobobooooooooobbbooooooooobbobobooooooooboao
goooboooooobooooobooobobobooobbooooobboooboboooooban
ugogoboooooboooooboooooobo . bboooouobboooooooobobOoOoao
ooocooObO.ococoobbooood

gooooao
goobobooooobooooobooobobobooobbooooboboooobobooooonan
coooco@ooooooooooooo)YobooooooboooobbooDbooao
goooooooboboogoobooobbobooobobooobbooobbooooboao
goooooooboooobooobobboooobboooobboooboboooooan
gugoboboboooobboogdo

goooooao
gooooooobooooboooobobbooobbooobbooobbooooboan
gogobobooooobooooboooobobobbooobboooobboooobboooooan
ocob(@oobobooooobooo)ooDboobOobooooooDOo

goooogao
goobobooooobooooobooobobobooobbooooboboooobobooooonan
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
gooooooooboogogooboogoboboboooboboooobboooboboooooboao
goooooooboooobooobobboooobboooobboooboboooooan
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
ooocooboboboooooooooobobboboooooooobboboboooooooooboao
gooooooobooooboooobobbooobbooobbooobbooooboan
goobooooobooooboooooboonb

goooooaon

goooan

gooooogoooan
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
ocoboooooooobDOoooobOo@oo) OoOoOoooOooDbOooOoDobOOooDbDOoDoboOo
ocoooooooooDOooooooooDoooDOo@oUoooDoo)yOoooboooDooao
ocoo@ooo)h)oopoooo@ooH)ooooooooooodOmgOmMLO OO ODOOOO
ooOmgOmlOOOO0OOOOODODDOOOOOOOODODDODOOODOOOOOODODDOGO

10

20

30

40

50



(172)

JP 2013-515693 A 2013.

~
a
=
al
O
O
O

cl

OooooogogoQg

O
(&)
c
Q
«Q
(¢}

5=
5=

5"

g
g
u
O
g
u
O
g

|

FvIIQO

(Coooo)
@Coooo)

gogbobooooobooogogoboooooan

oggoao
oggao
uggoao
ooao

"0
"0
"0
"0

ooonon
gooan

5" UAU UUA AgG AGG GUG AuC Uuu 3*
AGA Uca cCC Ucc uuA AAU auu 3"
ooooao
ooooDoDOoDoooooooooooao

gooooooooan
gooooaoao
ooobODboOo0o0ooao
gooooooao

gviigoooooooao

goono
ooonoD

gd 00)OO
0Doo0Oo0oo

g
a
O
g
a
O
O

OO ooogd

(Coooo)
@Coooo)

5.

jddoo@uoohyYooooouoooooooooooooooooooooada
vilb o ooooooooooooooooooooooooooooooao

et al., See, J Clin Invest. 2009 Mar; 119(3):661 73; doi: 10.1172/J3CI3
jJdooooDoOoOooUoUooooooDoDooooga
gooooooooao
UUu AAU UGA AAC cAA GAc Auu 3*
uGu cuu GGu uuc AAu uAA Auu 3"

goooooooboooobooobobboooobboooobboooboboooooan
ooocooobooboooooooooobobbobooooooooobobobobooooooooobooao
ooocooboooooooooooao

gooooao
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
ooocooboobooboooooooooobobbooooooooobobobobooooooooobooao
gooooooooboogooboooboboboooboboooobbooobboooboao
goobobooooobooooobooobobobooobbooooboboooobobooooonan
ooocoobOoOooooooooooDbD .cobO ..OmgmlODODO0OO0OO0O00O0O .O000 .0 mgO mL
gooooooooboogogooboogoboboboooboboooobboooboboooooboao
gooooooobo . oboo.OmmbO0b0OO0O0OO0O0D0ODOO0OO0O0OO0ODOOO0OO0OO0DOOOOmLO
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
ooocoobobooooooooobbbooooooooobobbobobooooooooboao
gooooooobooooboooobobbooobbooobbooobbooooboan
OCOoOO0O0OO000iafiltered) 00 0O0O0O0OOOCOOOOODODOOOODOOOO
gooocooao

Oo0o0o0DDoOo00oooooo0bDO0wmvivoD OO OOOOoOoOoOoODOaO
OOO0O0CO0O0O0O0O0ODODO0OCharles River LabsD 0D ODODOODODOOCODODOOODODOO
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
ocobooooo0ooDbDO0oooODOobOO0OoDooODo0DO0OmEDODO0O0DOOKkOODOODODOO
OCoO0oo0OooO0oooDOoooOooO0oooDOooDOo@omlo kgd O 0O)HO

gooodadad
ooocooboobooboooooooooobobbooooooooobobobobooooooooobooao
gooooooobooooboooobobbooobbooobbooobbooooboan
goooano

ooao O

g

gviiooooooobbooooooooobboooooobomgh OO

kg OOoOoDOoOoOoDOooOoDOoOoO0ooDOoooDO0oOoooOUoooDOooDOoO@oOmIo Kk

ooooOoboobooOooooooobo,b0b000oo0oo0oooobboboooooooboao
vilbooooooooooo .oooooooocoobboboooooooao

9

10

20

30

40



(173) JP 2013-515693 A 2013.5.9

00000000 oD0oo0DO0DO0oo0D0Do0ooDo0oo0Do0DO0o0DO0Do0oDoDU0ooDDO0oOoDOo0DOoo0Do0DoOoODOoOoDaO
@CoDOmOOODODODODDODOODODOODODOD

Ooooo

0000DDD0OD0O000O0ODODODHyphen Biomedicald Biophen FVIIO OO (0D OO O
1304))0 0000 o0ovIIiD 0000000000 ooDooDo0DO0ooDoDooDooDoDOao

OO0Ooo0O0oo0oooOoOgoao
Ooo0oogooodao

w
w
w

O 0o o 0o
O Oood

ooocoobobooOoooooooobOboboboooooooobbbooooooooooboao
goooooooobooovinioogoooooooao

aggoano
OCoOO00O0O00O00D0OO0OO0OO0DO0ODOD0O0ODOD0DOODOOAQQiagen™ RNeasyDl 0 O 0O O (O
oobov74i06) 0 00 0oooooooviIicobobooooooobobooboobooooo
OOO0O0CO0OO0O000O0D0ODApplied BiosystemsO VIID O OO 0O O0OO0ODO O MmO0487
mOOO00000000000000@UOUDbO00D435233B) 0000000000
O

oggono

viltbooggooooooboooooood
OoviIiigooogoOOinvivoOOODODOOO

10



(174)

JP 2013-515693 A 2013.5.9

ogoooan
i |- | aA | ieE | ne | B S| FVII
PR | mm | mw |Ease| e | SOF] TP G| BE
EQ001 IDSPC  |CHOL |AVANTI {50/28/18/4 [3.43 71 {0101 |4.84 | 3 27.6
EQ001 CHOL JAVANTI {50/0/46/4 [3.43 77 {016 j4.84 3 20.1
E0002  IDSPC  |CHOL  IAVANTI |50/28/18/4 |3.43 109 {0221 3 10.4
EG00Z IDSPC  [CHOL |AVANTI {50/28/18/4 |3.43 109 10.221 | -0.3
E0003 IDSPC  |CHOL JAVANTI [50/28/18/4 |3.43 106 |0.224 3 2.9
E(004 CHOL JAVANTI |50/0/46/4 |3.43 186  10.201 17.48 3 41
E0004 {DSPC  |CHOL [AVANTI |50/28/18/4 |3.43 142 |0.113 17.48 3 23.4
E0005 CHOL JAVANTI 150/0/46/4 |3.43 146 10.07 1.5 1 599
EQ005 IDSPC  |CHOL {AVANTI [50/28/18/4 1343 168 [0.069 3 12.2
E0006 CHOL  [AVANTI 150/0/46/4 13.43 95  10.142 }4.88 3 21.2
EG006 |DSPC  [CHOL |AVANTI [50/28/18/4 [3.43 146 1004 |4.88 3 15.7
E0007 CHOL  JAVANTI {50/0/46/4 13.43 138 10.148 [584 | 3 76.8
EQ007 IDSPC  [CHOL JAVANTI 150/28/18/4 13.43 92  10.178 |5.84 3 72.2
EGO08 (DSPC  [CHOL |AVANTI 150/28/18/4 [3.43 85 J0.168 [5.81 3 73
E0008 CHOL JAVANTI [50/0/46/4 13.43 84 J0.214 [5.81 3 845
E0009 CHOL JAVANTI [50/0/46/4 ]3.43 82 l0.i6 [489 | 3 6.9
EG009 IDSPC  |CHOL JAVANTI 150/28/18/4 13.43 83 [0.2 4.89 | 3 38.4
E0010 CHOL {AVANTI |50/0/46/4 ]3.43 80 0.201 [5.85 3 65.1
EO010 IDSPC  [CHOL {AVANTI [50/28/18/4 13.43 90 [0.184 ]5.85 3 46.8
EGO11 DSPC  |CHOL IAVANTI {50/28/18/4 |3.43 11110221 15321 3 86.5
E00L1 CHOL {AVANTI [50/0/46/4 ]3.43 108 1023 5321 3 923
EG012 IDSPC  [CHOL JAVANTI {30/30/36/4 (2.3 220 10145 3 9.3
L6014 CHOL |GM-020 160/0/36/4 |3 101.5 10.182 |64 1 68.5
E0014 CHOL JAVANTI 150/0/46/4 3,43 148 10.05 164 3 97.4
E0014 IDSPC  |CHOL JAVANTI |50/28/18/4 |3.43 i04 10.151 6.4 3 98.6
E0014 DSPC |CHOL IAVANTI |50/28/18/4 |3.43 104 [0.15]1 (6.4 1 72.1
E0014 DSPC  [CHOL JAVANTI {50/28/18/4 [3.43 95 10148 6.4 3 95.8
E0014 CHOL 1GM-020 160/0/36/4 |3 946 [0.092 64 3 94
ED0L4 CHOL {GM-020 160/0/36/4 |3 946 10.092 64 1 37.6
EG014 CHOL IGM-020 60/0/34/6 |3 85.8 10.106 164 3 96.6
E0014 CHOL |GM-020 [60/0/34/6 |3 8§5.8 [0.106 i6.4 i 25
E0014 CHOL IGM-020 [60/0/3872 |3 141 {0.122 6.4 3 96.2
FE0014 CHOL {GM-020 160/0/38/2 |3 141 i0.122 64 1 71.5
EQ015 ICHOL JAVANTI |50/0/46/4 |3.43 130 j0.05 {739 | 3 77.1
E0015 [DSPC |CHOL JAVANTI [50/28/18/4 [3.43 164 {006 739 | 3 30.7
E0016 ICHOL {AVANTI [50/0/46/4 [3.43 178 0.206 }5.85 3 59.9
E0016 {DSPC |CHOL JAVANTI [50/28/18/4 |3.43 97 {0.175 }5.85 3 88.8
EOOL7 [CHOL AVANTI 150/0/46/4 |3.43 97 i0.19 i6.46 3 96.5
E0017 IDSPC  [CHOL JAVANTI 150/28/18/4 [3.43 106 0.17 16.46 3 98.3
E0017 |DSPC [CHOL {AVANTI |50/28/18/4 [3.43 106 10.17 16.46 1 53.8
E0018 |DSPC |CHOL [AVANTI [50/28/18/4 |3.43 119 0095 5.9 3 91.8
E0018 ICHOL |AVANTI [50/0/46/4 [3.43 103 i0.113 {5.9 3 98
E0018 ICHOL |AVANTI [50/0/46/4 [3.43 140 i0.13 {59 1 40.5
L0019 IDSPC  |CHOL |AVANTI [50/28/18/4 [3.43 143 0.065 16,75 3 76.7
E001G [CHOL [AVANTI [50/0/46/4 [3.43 90.5 10.164 |6.75 3 85.2
E0019 ICHOL [AVANTI [50/0/46/4 [3.43 180 10,19 ]6.75 1 33.7
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E0020 CHOL |AVANTI |50/0/46/4 13.43 81 10084 608 | 3 | 514
E0020 IDSPC  iCHOL JAVANTI |50/28/18/4 |3.43 83 10.138 608 | 3 | 624
E0021 CHOL JAVANTI |50/0/46/4  |3.43 72 10184 §5.13 | 3 | 52.8
E0021 DSPC ICHOL JAVANTI |50/28/18/4 [3.43 85 1022 15131 3 | 245
E0022 CHOL |AVANTI |50/0/46/4  13.43 84  10.192 3 1878
E0022 [IDSPC  1CHOL [AVANTI |50/28/18/4 13.43 93 10.143 3 {494
E0023 CHOIL. JAVANTI [50/0/46/4 13.43 99  10.122 1585 | 3 68
E0023 |DSPC  ICHOL [AVANTI |50/28/18/4 13.43 95 0221 15851 3 | 59.1
£0024 CHOL [AVANTI [50/0/46/4 13.43 149 10,092 1662 1 3 | 995
E0024 IDSPC (CHOL JAVANTI [50/28/18/4 13.43 100 10.148 1662 1 3 | 999
E0024 |DSPC  ICHOL {AVANTI |50/28/18/4 13.43 100 10,148 |6.62 ] 85.3
£0024 CHOL JAVANTI [50/0/46/4 13.43 125 1008 662 | 1 95.7
E0024 CHOL {8010 60/0/37/3 13 96.09 j0.137 [6.62 | 1 72.2
E0024 CHOL  |5006 60/0/37/3 13 9853 10,12 |6.62 | 1 83.8
E0025 CHOL  JAVANTI [50/0/46/4 13.43 73 302 [545 | 3 | 942
E0025 1DSPC  ICHOL JAVANTI [50/28/18/4 13.43 97 1022 [545] 3 63
E0026 CHOL JAVANTI [50/0/46/4 13.43 87 623 |585 | 3 | 951
E0027 CHOL _|[AVANTI |50/0/46/4 13.43 65 1015 [5.71 3 1303
E0027 IDSPC CHOL JAVANTI [50/28/18/4 {3.43 146 10.311 |5.71 3 1363
E0028 CHOL JAVANTI [50/0/46/4 13.43 68  10.125 148 3 | 387
E0028 {DSPC  |CHOL  |AVANTI [50/28/18/4 13.43 129 10.216 |4.8 3 12.5
E0029 CHOL |AVANTI [50/0/46/4 13.43 113 1008 14951 3 |-19.1
E0029 DSPC  ICHOL. |AVANTI |50/28/18/4 3.43 137 1004 1495 | 3 12.4
E0030 CHOL {AVANTI {50/0/46/4 [3.43 155 {008 5381 3 12.4
E0031 CHOL JAVANTI {50/0/46/4 13.43 65 1011 48 3 1271
E0031 [DSPC  JCHOL JAVANTI [50/28/18/4 {3.43 108 10.23 148 3 1367
E0032 CHOL IAVANTI [50/0/46/4 |3.43 63 1021 168 3 | 855
E0032 IDSPC  |CHOL JAVANTI |50/28/18/4 13.43 87 .18 168 3 | 645
E0033 CHOL JAVANTI [50/0/46/4  13.43 105 10.05 3 5.3
EGO33 |DSPC  |[CHOL |AVANTI [25/28/18/4 {1.9 161 10.16 3 {-364
£0034 CHOL (AVANTI |50/0/46/4 13.43 99  10.16 3 | 8.1
B0034 [DSPC  [CHOL AVANTI [50/28/18/4 13.43 99 10.16 3 1813
E0035 CHOL [AVANTI |50/0/46/4 1343 79 1021 1593 1 3 | 66.8
E0035 IDSPC  |CHOL IAVANTI |50/28/18/4 13.43 103 {0.2 593 | 3 22
E0036 CHOL JAVANTI [50/0/46/4 {3.43 761024 1574 [ 3 |-23.1
E0036 DSPC  |[CHOL TAVANTI |50/28/18/4 13.43 122 1012 574 | 3 -47
EGC37 CHOL JAVANTI |50/0/46/4 |3.43 117 Wi 3 | 662
EQ037 DSPC  ICHOL.  IAVANTI |50/28/18/4 13.43 96 i0.24 3 | 693
E0038 ICHOL |AVANTI |50/0/46/4  {3.43 i15 10.08 3 -6.2
E0038 IDSPC  |CHOL [AVANTI [50/28/18/4 {3.43 116 |0.25 3 -2.4
E0039 [CHOL |AVANTI [50/0/46/4 {343 94 1006 [588 | 3 -3.4
E0039 |DSPC  |CHOL [AVANTI [50/28/18/4 {3.43 113 015 |588 1 3 -6.7
EQ040 IDSPC  ICHOL |AVANTI |50/28/18/4 {3.43 87 1021 613 | 3 | 918
E0040 CHOL. 1AVANTI |50/0/46/4 13.43 103 1015 1613 | 3 | 978
E0040 CHOL JAVANTI |50/0/46/4 13.43 101 0.17 16.13 1 49.2
E0041 CHOL JAVANTI |50/0/46/4  13.43 93 1021 |48 3 17.6
E0041 IDSPC  |[CHOL JAVANTI |50/28/18/4 {3.43 95 1037 148 3 -1.4
EQ042 CHOL JAVANTI |50/0/46/4 {343 73 10.19  16.7 3 | 845
E0042 |DSPC  |CHOL JAVANTI |50/28/18/4 {3.43 83 J0.11 |67 3 1491
E0043 1DSPC  |[CHOL IAVANTI [50/28/18/4 {3.43 110 10.24 1633 | 3 | 957
E0043 CHOL IAVANTI |50/0/46/4 13.43 76 015 1633 | 3 | -11.7
E0045 DSPC  |CHOL JAVANTI |50/28/18/4 {3.43 100 10,18 1473 | 3 104
ED045 [CHOL JAVANTI [50/0/46/4 {3.43 103 1025 [473 { 3 [ 907
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E0046 CHOL |AVANTI {50/0/46/4 |3.43 194 10.116 1575 | 3 12.7
E0047 CHOL |JAVANTI |50/0/46/4 13.43 112 (0061 5551 3 -3.4
E0048 CHOL |AVANTI {50/0/46/4 13,43 225 10.115 1656 ¢ 3 88.5
E0049 CHOL JAVANTI |50/0/46/4  13.43 237 1009 16851 3 | 788
E0050 [DSPC [CHOL |AVANTI |50/28/18/4 |3.43 1006 1021 49 3 -7.2
E0050 CHOL. JAVANTI |50/0/46/4 13.43 103 10.097 4.9 3 1-104
E0051 CHOL. |[AVANTI |50/0/46/4 13.43 1429 10.057 593 | 3 1 715
E0051 |DSPC  [CHOL JAVANTI [50/28/18/4 13.43 157.7 10.131 {573 § 3 17
E0052 |DSPC  [CHOL [AVANTI |50/28/18/4 13.43 1004 10.185 1695 | 3 | 98.1
E0052 |DSPC  [CHOL (AVANTI |50/28/18/4 13.43 1004 10.185 16.95 i 69.8
E0053 |DSPC  |[CHOL IAVANTI |50/28/18/4 13.43 103.3 10.221 1695 | 3 | 906.1
E0053 |DSPC  |CHOL IAVANTI |50/28/18/4 13.43 103.3 10.221 (695 1 -9.4
E0054 IDSPC  |CHOL [AVANTI |50/28/18/4 [3.43 103 0.2 658 | 3 | 978
E0054 CHOL JAVANTI |50/0/46/4 13.43 96 013 658 | 3 | 989
E0054 |DSPC  |CHOL IAVANTI |50/28/18/4 {3.43 103 j0.2 658 | 1 57.5
E0054 CHOL AVANTI 150/0/46/4 {3.43 96 10.13  16.58 1 63
E0055 |DSPC  [CHOL IAVANTI [50/28/18/4 {3.43 113 1024 1678 | 3 | 964
EG055 CHOL JAVANTI {50/0/46/4 13.43 380 1022 1678 1 3 | 698
E0055 [DSPC  [CHOL  [AVANTI 150/28/18/4 13.43 113 j0.24 1678 1 1 28.2
EO035 CHOL. IAVANTI {50/0/46/4 13.43 380 0.22 16.78 1 14.8
EQ060 CHOL :GM-020 160/0/36/4 13 9025 10.171 16.43 1 0.0
B0061 CHOL IGM-020 {60/0/36/4 |3 1394 16.073 1628 1 52.6
£0062 CHOL |GM-020 160/0/36/4 {3 1451 10.125 16.45 1 64.8
E0063 CHOL IGM-020 [60/0/36/4 |3 1555 10.09 1648 1 33.3
E0064 CHOL _{GM-020 160/0/36/4 13 169.2 10.144 16.83 1 372
E0065 CHOL IGM-020 60/0/36/4 |3 133.01 10.148 16.8 1 41.1
EG066 CHOL _IGM-020 160/0/36/4 |3 140.7 10.071 l6.5 1 44.2
E0068 CHOL |GM-020 160/0/36/4 |3 174.0 10.04] 482 | 1 28.6
E0069 CHOL |GM-020 (60/0/36/4 |3 113.4 {0.199 16.07 1 29
E0070 CHOL |GM-020 [60/0/36/4 [3 150.9 10.045 |640 | 1 50.3
E0071 CHOL IGM-020 160/0/36/4 |3 188.2 10.151 (647 1 30.8
EQ073 CHOL |GM-020 160/0/36/4 |3 130.1 10.118 |5.66 ] 374
EQQ75 CHOL _|GM-020_160/0/36/4 |3 108.3 10098 j5.79 | 1 31.5
E0076 CHOL |GM-020 [60/0/36/4 [3 89.47 10.143 |5.85 1 29.3
E0077 CHOL IGM-020 160/0/36/4 |3 109.8 10.127 15.719 1 268
EO0078 CHOL  |GM-020 160/0/36/4 |3 122.6 10.098 15.72 1 519
E0079 CHOL _IGM-020 160/0/36/4 |3 i06.2 10.052 679 1 1 | 335
E0082 CHOL IGM-020_{60/0/36/4 |3 105.1 10303 16.8] i 49.7
E0083 CHOL _|GM-020 160/0/36/4 13 113.4 16,199 1679 | | 35.6
E0084 CHOL IGM-020 [60/0/36/4 13 12,1 01 7271 1 60.7
E0087 CHOL |GM-020 160/0/36/4 |3 119.2 10.148 1638 I 69
E0088 CHOL GM-020 160/0/36/4 |3 110.7 10.08¢ 5.79 I 50.8
E0094 CHOL GM-020 160/0/36/4 |3 115.5 10.076 1591 1 363
E0995 CHOL GM-020 160/0/36/4 |3 125.1 10,091 15841 1 13
E0096 CHOL IGM-020 |60/0/36/4 3 128.8 |0.162 |5.77 I 14.4
EO0115 CHOL IGM-020 160/0/36/4 |3 162.5 10.098 |6.4] I 638.8
E0118 |DSPC [CHOL [AVANTI |50/28/18/4 1343 88 J021 688 1 3 | 981
E0118 CHOL [AVANTI 150/0/46/4  13.43 93 1023 1688 1 3 | 99.2
E0118 CHOL AVANTI {50/0/46/4 |3.43 98 10.22 16.88 i 76.1
E0L70 CHOL AVANTI {50/0/46/4 13.43 170 10,05 3 14.3
E0170 IDSPC [CHOL [AVANTI |50/28/18/4 1343 133 10,095 3 9.3
E017] CHOL JAVANTI {50/0/46/4 13.43 90 Jo.18 15851 3 | 541
E0172 CHOL JAVANTI {50/0/46/4 13.43 120 10.184 {85 3 1408
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[ECI72 |DSPC ICHOL IAVANTI [50/28/18/4 |3.43 170 10.181 8.5 3 21

IEO!??: CHOL JAVANTI {50/0/46/4 [3.43 76 |6.16  16.73 3 98.5

IEO}73 DSPC  [CHOL JAVANTI 150/28/18/4 |3.43 98 10.17 16.73 3 90.9

[E0I73 CHOL.  JAVANTI {50/0/46/4 13.43 76 (016 1673 1 1 | 874

EOI7T4 IDSPC  |CHOL JAVANTI |50/28/18/4 13.43 117 1023 {515 3 63.2

1E0174 CHOL  JAVANTI 150/0/46/4 3.43 90  10.21 {5.15 3 3.5
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B | bt | R | BEE | np || | R | e
BE lBE | BE' BE | (B () ‘(om) | pKa |(mgkp| %
E0008 {Chol So1] 60/38/2 4 | 9311 | 581 1 x5 85
E0008 |Chol S004 | 60/38/2 4 | 1231 | 5811 ixl 38
£0011 [Chol | DSPC | SO11 | 40/48/10/2 | 4 | 8345 | 532 | 1x10 56
E0011 [Chol S019 | 60/38/2 4 110 | 532 | 36
E0011 |Chol S020 | 603872 4 | 1442 | 532 ] x 12
E0011 |Chol 011 60/38/2 4 | 8458 | 532 | 1xi0 67
E0011 |Chol S011 60/38/2 4 | 8458 | 532 | 3x10 71
E0011 |Chol 011 60/38/2 4 | 8458 | 532 | 3x5 68
E0011 {Chol | DSPC | SO004 | 40/48/1072 | 4 | 8509 | 532 | 1x10 65
E00I1 [Chol | DSPC | S012 | 40/48/10/2 | 4 | 9146 | 532 | 1x10 18
E001! |Chol | DSPC | S002 | 40/48/102 | 4 | 8973 | 532 | 1xi0 37
E0011 /Chol | DSPC | 003 | 4048102 | 4 | 1005 | 532 | 1xi0 42
EO011 {Chol | DSPC | S011 | 40/53/52 | 4 100 | 532 | ixio 60
EO0I1 [Chol | DSPC | S011 | 40/43/152 | 4 | 9421 | 532 | 1xi0 44
E00il {Chol | DSPC | SOi1 | 40/38/202 | 4 954 | 532 | 1xi0 38
E0011 |Chol S011 60/38/2 4 | 8301 | 5321 1xs 69
E0011 |Chol S011 60/38/2 4 | 8302 | 532 1k 46
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E0011 [Chol 5004 60/38/2 4 95.47 5.32 1x10 70
E0011 [Chol 8004 60/38/2 4 95.47 5.32 3x5 67
E0011 [Chol 3004 60/38/2 4 96.31 532 1x2 36
E0011 (Chol 5004 60/38/2 4 96.31 5.32 1x5 66
E0011 [Chol 5007 60/38/2 4 94.2 532 1x2 a5
EQ011 iChol S009 60/38/2 4 98.41 5.32 Ix2 64
E0011 1Chol 5008 60/38/2 4 1015 532 1x2 60
E0011 [Chol S005 60/38/2 4 95.26 3.32 1x2 52
E0GI1 iChol S011 55/43/2 4 84.58 532 1x2 59
E0G11 (Chol 5011 55/4312 4 84.58 532 1x5 66
E0811 iChol 5011 50/48/2 4 84.76 532 1x2 58
E00i1 |Chel 5011 50/48/2 4 8476 | 532 1x5 67
E0014 |Chel DSPC 5011 40/48/16/2 4 82.21 6.4 1x10 22
E0G61 |Chel 5004 60/38/2 4 90.09 | 6.28 1x1 23
E(024 1Chol DSPC 5011 40/48/10/2 3 8846 | 662 | 1x10 s
E0024 |Chol 5004 60/38/0/2 3 1206 | 6.62 4x5 23
E0025 |Chol 5011 60/38/2 4 95.73 5.45 1x5 34
E0025 |Chol DSPC 8011 40/48/10/2 4 85.63 5.45 1x5 77
E0025 {Chol DSPC S004 | 45/43/10/2 4 1188 | 5.45 1x1 27
E0026 |Chol S011 60/38/2 4 105.8 | 5.85 1x5 75
E0051 1Chol DSPC S011 40/48/10/2 4 8577 | 5.73 ix10 17
E0095 {Chol 5604 50/48/2 4 9609 | 5.34 1x1 58
E0095 |Chol 5004 50/48/2 4 9600 | 5.84 | 1x0.1 23
EQ095 |Chol S04 50/48/2 4 96.09 | 5.84 1x1 56
E0075 |Chol S011 60/38/2 4 124.5 5.79 1x5 75
E0076 |Chol S0 60/38/2 4 89.8% | 585 ix5 85
E0076 |Chol 5604 50/48/2 4 86.03 5.85 1x1 54
E0076 |Chol 5604 50/48/2 4 86.03 5.85 1x1 42
E0076 |Chol DSPC 5004 45/43/10/2 4 8098 | 5.85 1x1 19
E0076 {Chol DSPC SG04 45/43/10/2 4 80.98 585 1 ix0.1 0
E0077 |Chol 8011 60/38/2 4 120.8 5.79 1x5 77
E0085 |Chol DSPC S004 | 45/43/10/2 4 T76.8 5.32 ixl 22
EG085 |Chol DSPC 5004 50/43/5/2 4 87.74 532 1x1 30
EQ085 |Chol DSPC 5004 50/43/5/2 4 87.74 532 ix] 34
E0085 |Chol DSPC 5004 50443/5/2 4 87.74 | 532 1 1x0.] 53
EQ085 iChol 5004 50/48/0/2 4 89642 | 532 1x1 42
EQ085 iChol DSPC 5004 50/38/10/2 4 88.33 532 1x1 20
E0085 iChol DSPC §011 40/48/10/2 4 81.83 5.32 ix10 35
E0O8S iChol 5004 60/38/2 4 5006 | 532 1x2 62
E0085 1Chol 5004 60/38/2 4 90.06 | 532 1x5 69
E0088 (Chol S011 60/38/2 4 1462 1 5.79 1x5 71
E0063 [Chol DSPC 8011 40/48/10/2 4 8242 | 4.85 1x10 2
E0104 1Chol DSPC 5004 45/43/10/2 4 87.59 6.1 ix1 48
E0104 |Chol DSPC 5004 45/43/10/2 4 87.59 6.1 1x0.] 34
E0104 {Chol DSPC 5004 50/43/5/2 4 92.19 6.1 1x1 34
E0104 |Chol DSPC 5004 50/43/5/2 4 92.19 6.1 ix0.1 22

gooooao

10

20

30

40



(180)

JP 2013-515693 A 2013.5.9

10

20

30

40

ocoooo

Ef104 {Chol 3004 60/38/2 4 106.2 6.1 ix1 47
E0104 {Chol 3004 50/48/2 3 96.19 6.1 Ix}] 48
E(104 {Chol 5026 50/48/72 4 75.56 6.1 Ix} 45
E(104 {Chol S04 50/48/72 4 90.77 6.1 1x0.1 29
E0104 {Chol 5004 50/48/2 4 90.77 6.1 1x1 35
E0104 1Chol 5004 50/48/2 | 4 95.05 6.1 Ix1 50
EG104 |Chol S004 50/48/2 4 95.05 6.1 1x0.1 15
E0104 {Chol S04 50/48/2 4 95.05 6.1 Ix1 50
E0104 iChol S004 50/48/2 4 95,05 6.1 1x1 40
E4104 iChol S004 50/48/2 4 90.87 6.1 1x1 56
E0102 1Chol 5004 60/38/2 4 94.69 6.31 1x1 37
EQ102 iChol 5004 60/38/2 4 94,69 6.31 1x1 41
Ef045 1Chol 5004 60/38/2 4 103.2 4.73 1x1 36
E0119 |Chol S004 50/48/2 4 99.37 5.82 1x1 40
E0120 Chol S004 J0/48/2 4 37 5.48 I1x1 28
E0125 Chol 5004 50/48/2 4 94.13 5.53 1x1 36
EO125 1Chol DSPC 5004 50/43/5/2 4 92.84 5.53 Ix1 20
E0125 |Chol DSPC 5004 50/38/10/2 4 101.5 5.53 1x1 34
Eg128 |Chol 5004 50/8/2 4 §3.47 5.0 ix1 23
E8151 |Chol S004 50/48/2 4 103.8 | 6.06 1x1 25
Ef151 [Chol 5004 506/43/2 4 103.8 | 6.06 | Ix0.1 7
EO152 (Chol S004 50/48/2 4 121.3 5.38 1x1 18
E0160 [Chol 5004 50/48/2 4 100.8 | 6.05 1x1 38
E0161 |Chol 5004 50/48/2 4 101.4 6.3 1x1 45
EO0167 [Chol S004 50/48/2 4 86.57 5.21 1x1 23
E0175 |Chol 5004 60/38/2 4 78.74 3.67 1x1 42
E0175 1Chol 5020 60/38/2 4 69.33 3.67 Ix1 44
E0175 (Chol S004 50/48/2 4 67.98 5.67 Ix] 41
E0175 !Chol DSPC 5004 50/43/5/2 3.8 93.51 5.67 Ix1 46
EQ175 iChol  fuvnss—u’l  S004 50/43/5/2 338 104.2 5.67 Ix} 34
E(176 Chol 5004 60/38/2 4 99.14 5.56 ixl 36
E0177 (Chol 5004 50/48/2 4 91.91 6.1 1x1 41
Eg177 iChol 3004 50/48/2 4 91.91 6.1 ixi 30
EG177 |Chol 5004 50/48/2 4 91.91 6.1 1x{(.1 9
E0177 {Chol DSPC 3004 50/43/5/2 4 95.92 6.1 1xi 45
E0177 {Chol DOPC 5004 50/43/5/2 4 89,78 6.1 ixi 0
F0177 {Chol DSPC S004 50/38/10/2 4 88.15 6.1 Ixi 36
E0178 {Chol 5004 50/48/2 4 §8.39 5.92 Ix1 35
E0178 {Chol 5004 S0/48/2 4 88.39 592 | 1x0.1 0
EQ178 iChol S004 50/48/2 4 £8.39 5.92 ix] 56
EQ178 {Chol DSPC 5004 50/43/5/2 4 94.67 5,92 ix1 58
E0178 |Chol DSPC S004 50/43/5/2 4 94.67 5.92 1x} 32
E0179 {Chol S004 50/48/2 4 114.6 5.95 1x1 53
E0180 [Chol S004 50/48/2 4 77.35 Ixi 16
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BB [apn- | it | AR np | B #HR| PLKI
BE |BE | BE' | 5K | EELL | 91 2| oka |moke)| TE
1EQ011 Chol S018 60/38/2 4 113.2 532 3x3 16
EGOt1{ Chol S019 60/38/2 4 110 532 3x3 i3
EG0I1| Chol 85020 60/38/2 4 T4.42 | 532 3x3 29
E0056] Chol 5004 50/48/2 4 77 6.33 3Ix3 4]
E0076{ Chol 5004 50/48/2 4 £6.03 5.85 3Ix3 35
EGO851 Chol | DSPC | 5004 45/43/10/2 4 76.8 5.32 3x3 40 10
£00561 Chol 5004 50/48/2 4 96.09 5.84 3x3 16
EQ0561 Chol 5004 50/48/2 4 96.05 5.84 Ix3 30
E0096! Chol 8004 50/48/2 4 9491 577 3x3 17
EQ104! Chol | DSPC | S004 45/43710/2 4 87.59 6.1 3x3 32
EQ104; Chol | DSPC | S004 50/43/512 4 92.15 6.1 3x3 36
EQi104| Chol | DOPC | S004 50/43/572 4 125.1 6.1 3x3 i¢
EGi04| Chol S004 50/48/2 4 95.05 6.1 3x3 314
E0104} Chol S004 50/48/2 4 90.87 6.1 3x3 30
E0119} Chol S004 50/48/2 4 99 37 5.82 3x3 22
E01751 Chol S004 60/38/2 4 78.74 | 5.67 3x3 49
E0Q175f Chol | DSPC | 8004 50/43/512 18 9351 5.67 3x3 30 20
E01761 Chol 5004 60/38/2 4 9914 5.56 3x3 37
E0177¢ Chol SG04 50/48/2 4 9191 6.1 3x3 30
E0177] Chol | DSPC | S004 50/43/572 4 95.92 6.1 3x3 44
E0177] Chol | DOPC | S004 50/43/512 4 86.78 6.1 3x3 24
E0178) Chol | DSPC | S004 50/43/52 4 9467 | 592 3x3 H
E0i61] Chol S004 50/48/2 4 101 .4 6.3 3x3 [
E0162{ Chol S004 50/48/2 4 114.4 6.07 3x3 0
E0180] Cho!l S004 50/48/2 4 71.35 3x3 0
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E no. Zav {pdl) % ¥ A SEAP 1H H|SEAPGHE

DiinDMA (01) 1564.6 (0.131) 95.5 80.9 71.1

DiinDMA (02) 162.0 (0.134) 85.3 100 100
EeB M (01) 133.9 (0.185) 96.5 57 457
B (02) 134.6 (0.082) 976 54.2 4.3 10
E0014 (01) 158.3 (0.212) 62.0 65.7 44.9
E0014 (02) 164.2 (0.145) 86 62.2 39.7
E0024 (01) 131.0 (0.145) 74.0 a1 154.8
E0024 (02) 134.6 (0.117) 81.5 90.4 1426
E0026 (01) 164.0 (0.162) 76.0 76.9 329.8
E0026 (02) 177.8 (0.117) 72.8 67.1 227.9 20
E0084 (01) 116.0 (0.180) 79.8 25.5 12.4
E0084 (02) 136.3 (0.164) 749 24.8 23.1
EQ065 (01) 140.6 (0.184) 77 26.5 163.3
E0065 (02) 138.6 (0.122) 87 29.7 74.8
EO078 (01) 176.7 (0.185) 50 76.5 187
EOQO78 (02) 199.5 (0.191) 46.3 82.4 329.8
E0069 (01) 165.3 (0.169) 722 65.1 453.9 *

ugogano

E006S (02) 179.5 (0.157) 65 68.5 658.2
E0108 (01) 129.7 (0.184) 78.4 113.4 47.8
E0108 (02) 147.6 (0.131) 80.9 78.2 10.4
E0115 (01) 129.2 (0.186) 71 113.6 242.2 40
E0115 (02} 139 (0198) 75.2 71.8 187.2
E0099 (01) 135.7 (0.161) 78.8 65 10
E009¢ (02) 158.3 (0.287) 69.4 78.8 8.2
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2. I:l Claims MNos.:
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3. I:I Claims Nos.:
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Box No. lll Observations where unity of Inventlon Is lacking (Continuation of tem 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:

see additional sheet
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claims,
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payment of a protest fse.
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I:l No protest accompanied the payment of additicnal search fees.
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F:x:((+31-793) 340-3018 Lemarchand, Aude

Form PCTASA210 (second eheet] {(April 2005)

page 1 of 3



(205)

INTERNATIONAL SEARCH REPORT

JP 2013-515693 A 2013.5.9

International application No

PCT/EP2010/070412

C{Continualion). DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

GCitation of deoument, with indication, where appropriate, of the rel it p g

Relevant {o claim No.

X

US 20087020058 Al (CHEN TONGQIAN [US] ET
AL) 24 January 2008 (2008-01-24)

page 10, paragraph 69 - page 11, paragraph
75

COIM structure;

page 105

L149;

page 102; table IV

WO 2008/103276 A2 (MERCK & CO INC [US];:
JADHAY VASANT [US]; VARGEESE CHANDRA [US];
SHAW L) 28 August 2008 (2008-08-28)
COIM structure;

page 275

C0Teyl-2Melm; CLin-Im; CLin-2Mel;

pages 276-277

L149;

page 278

L237-1240;

page 280

DATABASE CA [Online]

CHEMICAL ABSTRACTS SERVICE, COLUMBUS,
OHIO, US;

29 August 2008 (2008-08-29),

JADHAY, VASANT ET AL: "Preparation and
formulation of cholesteryl-containing
cationic lipid nanoparticle used for
delivering various biol. active mols. to
cells",

XPO02633767,

retrieved from STN

Database accession no. 2008:1042536
abstract

DATABASE REGISTRY [Online]

CHEMICAL ABSTRACTS SERVICE, COLUMBUS,
OH10, US;

19 September 2008 (2008-09-19),
"1050504-57-8",

XPOO2633768,

retrieved from STN accession no.
1050504-57-8

Database accession no. 1050504-57-8

the whole document

WO 2008/147438 A2 (SIRNA THERAPEUTICS INC;
CHEN TONGQIAN [US]; VARGEESE CHANDRA [US];
VAG) 4 December 2008 (2008-12-04)

COIM structure:

page 280

L149;

page 276

1-3,5-22

1-3,5-9,
1z2-22

10

1-3,5-9,
12-22

Form PCTASA/210 {continuation of aecond aheat) (April 2005)

page 2 of 3



(206)

INTERNATIONAL SEARCH REPORT

JP 2013-515693 A 2013.5.9

International application No

PCT/EP2010/070412

C{Continualion). DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

GCitation of deoument, with indication, where appropriate, of the rel

P g

Relevant {o claim No.

E

X, P

WO 20117022460 Al (MERCK SHARP & DOHME
[US];: CAMERON MARK [US]: DAYIS JENNIFER R
[US]; GE) 24 February 2611 (2011-82-24)
page 22; compound 10a

page 15; compound 10

claims 1-4

page 1, Tine 35 - page 2, line 2; compound
A

SEMPLE S C ET AL: "Rational design of
cationic 1ipids for siRNA delivery",
NATURE BIOTECHNOLOGY,

vol, 28, no. 2, February 2010 (2010-02),
pages 172-176+METHOD, XP002633693,

NATURE PUBLISHING GROUP USA

ISSN: 1087-0156, DOI: 10.1038/NBT.1602
page 174, last paragraph - page 175,
paragraph first; table 1

SEMPLE<A> S C ET AL: "“Efficient
encapsulation of antisense
oligonucleotides in 1ipid vesicles using
ionizable aminolipids: formation of novel
small multilamellar vesicle structures",
BIOCHIMICA ET BIOPHYSICA ACTA.
BIOMEMBRANES, AMSTERDAM, NL,

vol. 1510, no. 1-2,

9 February 2001 (2001-02-09), pages
152-166, XPOD4248775,

ISSN: 0005-2736, DOI:
D01:10.1016/50005-2736(00)00343-6

page 158, left-hand column, last paragraph
- page 159, right-hand column, paragraph
first

ZHANG JINGTAD ET AL: "Ionization behavior
of amino 1ipids for siRNA delivery:
determination of ionization constants,
SAR, and the impact of 1ipid pKa on
cationic 1ipid-biomembrane interactions.”,
LANGMUIR : THE ACS JOURNAL OF SURFACES AND
COLLOIDS,

vol, 27, no. 5, 1 March 2011 (2011-83-01},
pages 1907-1914, XP07918344,

ISSN: 1520-5827

page 1909 - right-hand column, last
paragraph

page 1910 - paragraph first; table 1

1-3,5-22

1-3,5-20

1-3,5-22

1-3,5-22

Form PCTASA/210 {continuation of aecond aheat) (April 2005)

page 3 of 3



INTERNATIONAL SEARCH REPORT

(207)

Information on patsnt famlly members

JP 2013-515693 A 2013.5.9

International application No

PCT/EP2010/070412
Patent dosument Puklication Patent family Publisaticn

cited in search report date member(s) date

WO 2009086558 Al 09-07-2009 CA 2709875 Al 09-07-2009
EP 2224912 Al 08-09-2010
JP 2011509258 A 24-03-2011
Us 2011117125 Al 19-05-2011

US 2008020058 Al 24-01-2008 US 2009048197 Al 19-02-2009
Us 2010105933 Al 29-04-2010

WO 2008103276 A2 28-08-2008 AU 2008219165 Al 28-08-2008
CA 2689042 Al 28-08-2008
EP 2131848 A2 16-12-2009
JP 2010519203 A 03-06-2010
Us 2010015218 Al 21-01-2010

WO 2008147438 A2 04-12-2008 AU 2007354321 Al 04-12-2008
CA 2667473 Al 04-12-2008
EP 2104740 A2 30-09-2009
JP 2010507680 A 11-03-2010
US 2010048888 Al 25-02-2010

W0 2011022460 Al 24-02-2011  NONE

Form PCTASA210 {patent family annex) (April 2005)



(208) JP 2013-515693 A 2013.5.9

International Application No. PCT/ EP2010/ 070412
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This International Searching Authority found multiple (groups of)
inventions in this international application, as follows:

1. claims: 2, 3{completely); 1, 5-22{partially)

a composition comprising a cationic lipid, one helper Tipid
and one stealth 1ipid for delivery of a biologically active
agent, wherein the biologically active agent is for delivery
to a tissue or cell selected from: a) a liver or liver
cells, wherein the composition has a cationic Tipid with a
pKa of from about 6.2 or above; b) a tumor or tumor cell,
wherein the composition has a cationic lipid with a pKa of
from about 6.2 or below; c) a liver or liver cells, wherein
the composition has a cationic lipid with a pKa of from
about 5.1 to about 7.4; and

d) a tumor or tumor cell, wherein the composition has a
cationic lipid with a pKa of from about 5.0 to about 6.7,
wherein the cationic 1ipid is a compound of formula (I) as
defined in claim 2;

a compound of formula (I) as defined in claim 2.

2. claims: 4(completely); 1, 5-22(partially)

a "stealth 1ipid" of formula (XI) as defined in claim 4 and
a compasition comprising said stealth lipid, a caticnic
lipid, one helper lipid for use in the delivery of a
biologically active agent, wherein the biologically active
agent is for delivery to a tissue or cell selected from:

a) a liver or liver cells, wherein the composition has a
cationic 1ipid with a pKa of from about 6.2 or above; b) a
tumor or tumor cell, wherein the composition has a cationic
1ipid with a pKa of from about 6.2 or below; c) a liver or
liver cells, wherein the composition has a cationic lipid
with a pKa of from about 5.1 to about 7.4; and d) a tumor or
tumor cell, wherein the composition has a cationic lipid
with a pKa of from about 5.0 to about 6.7.

3. claims: 1, 6-9, 12-22(all partially)

1. A composition comprising at least one cationic lipid, at
least one helper 1ipid and at least one stealth lipid for
delivery of a biologically active agent, wherein the
biologically active agent is for delivery to a tissue or
cell selected from:

a) a liver or liver cells, wherein the composition has a
cationic 1ipid with a pKa of from about 6.2 or above;

b) a tumor or tumor cell, wherein the composition has a
cationic 1ipid with a pKa of from about 6.2 or below;

c) a liver or liver cells, wherein the composition has a
casionic 1ipid with a pKa of from about 5.1 to about 7.4;
an

d) a tumor or tumor cell, wherein the composition has a
cationic 1ipid with a pKa of from about 5.0 to about 6.7
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wherein 1) the cationic agent is not a compound of formula
(I) as defined in claim 2 and 2) the stealth lipid is not a
compound of formula (XI) as defined in claim 4
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