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O2mol/LOODDOODODOOODOOO(SOM) 000000000000 ODOOODOOODOn
0000000000000 0000O0O0O6mol/L00O0O0O0O0OO0OOO0OOOOOOO
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O

Mp. 177-1790 . H-NMR(DMSO-dg) & : 5.45 (s, 2H), 6.95-7.94 (m, 8H), 13.08 (brs,
1H).

Do0o0o0a0

Doooao

2-000-6H-0000([b,e]00000-11-00000
02-(4-00000000000)0000 (1129, 364mmol)D 000 000 O (500mL)0 O
00000000000 (56.0mL, 400mmol)J 0000000000000 O0O0O0O0
0 0 BFz0 OEt,(10mL, 169.3mmol)0 0 00 0000000000000 00000000
D000000000000000000000000000000000000000
0000000000000 0000O00000000000000=3:20000000
0000000000 96.0g9(91%)0 0 O

Mp. 131-1330 . H-NMR(DMSO-dg) & : 5.34 (s, 2H), 7.10-7.12 (m, 1H), 7.54-7.60 (m
, 2H), 7.68-7.81 (m, 3H), 8.15-8.16 (m, 1H).

oooooo

ooooo

2-000-11-(1-0 0000000 -4-00)-6,11-00000000 [b,e]0 0000 -11-
ooooon

04-000-N-00000000 (40.0g, 300mmol)0 00 OO0 0O 0OO (7.89g, 300mmol)
00000000 (.1m)0 THR@OOML) D 0 0000000000000 02-00 0 -6H-
000O0([b,e]00000-11-00 (71.0g, 246mmol)0 THFEO D OO0 OO0 OO0 O0O0 OO O
0000000000000 O000000000000000000000000000
0000000000000 O000000000000000000000000000
0000000000000 O00O00O00O000000000000000000000
00000O00D00000=3:200000000000077.49(81%)0 O O

Mp. 194-1960 . H-NMR(DMSO-dg) & : 0.84-0.88 (m, 1H), 0.99-1.01 (m, 1H), 1.44-1.
66 (m, 4H), 2.06 (s, 3H), 2.18-2.20 (m, 1H), 2.69-2.71 (m, 2H), 4.94 (d, J = 15.
8Hz, 1H), 5.50 (d, J = 15.8Hz, 1H), 5.72 (s, 1H), 7.02-7.04 (m, 2H), 7.20-7.27 (
m, 2H), 7.41-7.48 (m, 1H), 7.73-7.76 (m, 2H).

oooooo

Doooo

4-(2-000-6H-0 000 [b,e]l00000-11-0000)-1-00000000000
02-000-11-A-00000000-4-00)-6,11-00000000([b,e]0 0000 -1
1-0 0 0 (21.7g, 56.0mmol)0 TFA(50ML)0 000 0000000000000 O0000
0000000001 0000000000000 000000000000000
0000000000000 000000000000000000000000000¢0
0000000000000 00000=9:1000000000000000015.19(73

%0 O O

Mp. 131-1320 . H-NMR(DMSO-dg) & : 1.95-2.61 (m, 11H), 4.90 (d, J = 14.1Hz, 1H),
5.58 (d, J = 14.1Hz, 1H), 6.68-7.49 (m, 7H).

Dooooo

ooooo

11-(1-00000000-4-0000)-6,11-00000000([b,e]0 0000 -2-000
Do0oo0[@po0o0]oon

04-(2-000-6H-0000 [b,e]J0D00D0-11-0000)-1-00000000 (14.8g,

40.0mmol)0 DMF(100ML)0 00000000000 O 0 O Zn(CN),(4.70g, 40.0mmol)O Pd.,
(dba)5(0.23g, 0.25mmol)0 DPPF(0.30g, 0.50mmol)0 0 00800 00000000000
0000000000000 O0O0O0CGoM)IODDONONONDNONONONoNONonoonooonao
0000000000000 O000000000000000000000000000
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0000=9:10000000000000000009.14g9(72%)0 0 O

Mp. 134-1360 . MS (EI) : m/z 316 [M*]. ‘H-NMR(DMSO-dg) & : 1.95-2.65 (m, 11H), 4
.99 (d, J = 12.1Hz, 1H), 5.69 (d, J = 12.1Hz, 1H), 6.88 (d, J = 8.6Hz, 1H), 7.20
-7.57 (m, 6H).

oooooo

ooooo

11-(1-0 0 000000-4-0000)-6,11-0 0000000 ([b,e]0 0000 -2-000
OO0[0Oo00O0]000
011-(1-00000000-4-0000)-6,11-00000000([b,e]0 0000 -2-00
00000 [0O0O00].0g, 15.8mmo)0 00000 (100mL)O 00 2mol/L0 000 OO0
DO00O0O0@EsSM)OOOOONO0DON0DON0ON0ON0ON0NON0NON0ON0ON0ON0ooooa
D00DO00O00O0O0O6mol/LOOODDOOOOD0OODOO0OODOOODOODOODOODOOO
000000000500000000000000000000 4.1g(77%)0 00

Mp. 205-2100 . H-NMR(DMSO-dg) & : 1.06 (t, J = 7.0Hz, 3H), 2.07-2.65 (m, 11H),
3.44 (q, J = 7.0Hz, 2H), 4.95 (d, J = 12.1Hz, 1H), 5.67 (d, J = 12.1Hz, 1H), 6.7
8 (d, J = 8.6Hz, 1H), 7.20-7.67 (m, 6H).

oooDoo

ooooboooooooooob 2000o0o0OO0oO0oO0ooOoobODOoOoOooobooOooOoooboobooOoo
oooobooooooboooooboooooooboobooooboboooobooboooobooo
gooobobooooobooooobooooooobooooobooboooobbooooboOooo
ooooooooooboobooooobobooooboooo

oooooo
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Mp. 270 °C. (decomp.). 'H-NMR (DMSO-dy) &:1.29 (t, J=7.0
£a®m2 |Hz, 3H), 2.48-3.79 (m, 11H), 4.25-4.29 (m, 2H), 4.98-5.02 (m,
1H), 5.69-5.85 (m, 1H), 6.84-7.73 (m, TH), 11.1 (brs, 1H).
Mp. 175-178 °C. 'H-NMR (DMSO-d,) &: 1.16-1.21 (m, 3H),
LAt 1.98-2.61 (m, 11H), 3.93-4.11 (m, 4H), 4.94 (d, J=14.1 Hz,
= 1H), 5.63 (d, J = 14.1 Hz, 1H), 6.78-7.65 (m, TH), 8.74 (m,
H).
Mp. 131-132 °C. 'H-NMR (DMSO-d,) & : 1.95-2.61 (m, 11H),
a4 |4.90 (d, J=14.1Hz, 1H), 5.58 (d, J=14.1Hz, 1H), 6.68-7.49
(m, TH).
Mp. 244 °C (decomp.). 'H-NMR (DMSO-d;) & : 1.88-2.67 (m,
L6 11H), 3.70 (s, 3H), 4.92 (d, J =12.1 Hz, 1H), 5.63 (d, J =
2 12.1Hz, 1H), 6.43 (d, J=15.9 Hz, 1H), 6.75 (d, J = 8.6 Hz,
1), 7.13-7.58 (m, TH).
Mp. 145 °C (decomp.). 'H-NMR (DMSO-d,) &: 2.38-3.34 (m,
a7 11H), 4.94 (d, J=9.3Hz, 1H), 5.71 (d, J=9.3 Hz, 1H), 6.36
= (d, J=14.3 Hz, 1H), 6.77-6.78 (m, 1H), 7.19-7.69 (m, 8H),
11.54-11.83 (br, 1H).
Mp. 225 °C (decomp.). MS (EI) : m/z 359 [M]. 'H-NMR
(DMSO-dy) & : 2.37-3.12 (m, 11H), 4.93 (d, J = 14.1 Hz, 1H),
EEM8 569 (d J=14.1Hz, 1H), 6.83 (d, J=T7.4Hz, H), 7.20-7.77
(m, 6H).
Mp. 145-148 °C. 'H-NMR (DMSO-d;) &:1.39 (s, 9H), 2.02-2.60
tawmo | M 11H), 3.93-4.03 (n, 2H), 4.84 (d, J =14.1Hz, 1H), 5.54
(d. J=14.1 Hz, 1H), 6.64-7.46 (m 8H).
Mp. 207-209 °C. MS (EI) : m/z 362 [WI1, 345. 'H-NMR
(DMSO-d;) & : 1.83 (s, 3H), 2.02-2.61 (m, 11H), 4.05-4.16 (m,
t&mi1o0

2H), 4.84 (d, J =12.1 Hz, 1H), 5.54 (d, J = 12.1 Hz, 1H),
6.65 (d, J=7.1Hz, 1H), 6.88-7.46 (m, 6H), 8.23 (m, 1H).
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Mp. 140 °C (decomp.). 'H-NMR (DMSO-d) &: 1.98-2.61 (m,
13H), 3.46-3.51 (m, 1H), 3.67-3.71 (m, 1H), 4.82 (d, J=14.1
AN
EEMT1 T |h 1), 5.52 (d, J=14.1Hz, TH), 6.64 (d, J=7.1Hz, 1H),
6.95 (s, 1H), 7.04-7.45 (m, 5H), 9.71 (s, 1H).
Mp. 127-128 °C. 'H-NMR (DMSO-d;) & : 1.98-2.61 (m, 11H),
ka1 2 490 d J=14.1Hz 1H), 5.59 (d, J=14.1Hz, 1H), 6.92-7.49
(m, TH).
Mp. 175-176 °C. MS (EI) m/z : 316 [M+]. 'H-NMR (DMSO-d,)
kami13 |0 2.00-2.64 (m 11H), 4.95 (d, J=14.1Hz, 1H), 5.65 (d,
J=14.1Hz, 1H), 7.17-1.51 (m, TH).
Mp. 135-136 °C. MS (ED) : m/z 392 M1, 244. 'H-NMR
(DMSO-dy) &: 1.15 (t, J = 7.4 Hz, 3H), 2.03-2.59 (m, 11H),
L&MW1 4 |3.06-4.08 (m, 4H), 4.82 d, J = 14.1 Hz, TH), 5.54 (d, J =
14.1 Hz, 1H), 6.65-7.47 (m, 8H).
Mp. 195-196 °C. 'H-NMR (DMSO-d) & : 1.98-2.61 (m, 14H),
jkem15 |4.82(d J=14.1Hz, 1H), 5.52 (d, J=14.1Hz, 1H), 6.63-7.45
m TH), 9.71 (s, TH).
Mp. 133-134 °C. 'H-NMR (DMSO-d) & : 1.98-2.61 (m, 14H),
tami1e |482(d J=14.1Hz, 1H), 5.52 (d, J=14.1Hz, 1H), 6.63-7.45
m, TH), 9.71 (s, TH).
Mp. 183 °C (decomp.). MS (EI) : m/z 349 [W], 332. 'H-NMR
(DMSO-d,) &: 2.05-2.61 (m, 11H), 4.80 (d, J=12.1 Hz, TH),
A
IEEM17 |550 (d J=12.1Hz, 1H), 5.67 (s, 2H), 6.58 (d, J=7.1Hz,
), 7.04-7.44 (m, 6H), 8.27 (s, 1H).
Mp. 208-212 °C. MS (EI) : m/z 335 [W]. 'H-NMR (DMSO-d,)
kamig |0 113271 (m 11H), 4.92 (d, J=12.1Hz, 1H), 5.64 (d,
J=12.1Hz, 1H), 7.09 (d, J=8.6 Hz, 1H), 7.16-7.50 (m, 6H).
Mp. 234-236 °C. MS (EI) : m/z 378 [M], 361. 'H-NMR
(DMSO-d) & : 1.96-2.65 (m, 11H), 3.27-3.33 (m, 2H),
lkatm1o |3.46-3.50 (m 2H), 4.67-4.69 (m 1H), 4.93 (d, J = 14.1 Hz,

1H), 5.64 (d, J =14.1 Hz, 1H), 6.75 (d, J = 7.4 Hz, 1H),
7.17-7.64 (m, 6H), 8.22-8.24 (m, 1H).
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Mp. 218-219 °C. MS (EI) : m/z 424 [W]. 'H-NMR (DMSO-d;)
6:2.06-2.51 (m, 11H), 4.29-4.43 (m, 2H), 4.84 (d, J=14.1
Hz, 1H), 5.54 (d, J=14.1Hz, 1H), 6.66-7.88 (m, 12H), 8.96
(m, 1H).

{L&dhm21

Mp. 140-143 °C. 'H-NMR (DMSO-d;) & : 1.99-2.01 (m, 1H),
2.16-2.23 (m, 5H), 2.29-2.31 (m, 1H), 2.52-2.54 (m, 3H),
2.62-2.64 (m, 1H), 4.35-4.36 (m, 2H), 4.85 (d, J = 14.1 Hz,
1H), 5.00-5.02 (m, 1H), 5.56 (d, J = 14.1 Hz, 1H), 6.65-6.67
(m, 1H), 6.95-7.47 (m, 6H)

{t&hm22

Mp. 118 °C (dec.). 'H-NMR (DMSO-d;) & : 1.98-2.65 (m, 11H),
4.05-4.07 (m, 2H), 4.76-4.78 (m, 1H), 4.87 (d, J = 11.7 Hz,
1H), 5.57 (d, J=11.7Hz, 1H), 6.13-6.19 (m, 1H), 6. 41-6. 44
(m, 1H), 6.66-6.68 (m, 1H), 7.00 (s, 1H), 7.15-7.48 (m, 5H).

ite&m23

Mp. 157-160 °C. 'H-NMR (DMSO-dy) & : 2.01-2.66 (m, 11H),
5.00 (d, J=12.1Hz, 1H), 5.70 (d, J=12.1Hz, 1H), 6.89-7.66
(m, 7H), 9.82 (s, 1H).

itedm24

Mp. 226 °C (dec.). MS (EI) : m/z 350.2 [M+1], 305.3.
'H-NMR (DMSO-d;) & : 2.04-2.64 (m, 11H), 3.38-3.46 (m, 2H),
4.85(d, J=12.1Hz, 1H), 5.56 (d, J=12.1Hz, 1H), 6.63-7.47
(m, TH).

it&am25

MS (EI) : m/z 381.1 [M], 283.2. 'H-NMR (DMSO-dy) &: 1.18
(t, J=T7.1Hz, 3H), 1.94-2.81 (m, 13H), 3.21-3.24 (m, 2H),
3.77 (s, 2H), 4.04 (g, J=7.1Hz, 2H), 6.62 (s, 1H), 6.98-6.99
m, 1H), 7.14-7.19 (m, 2H), 7.27-7.29 (m, 1H).

itém26

Mp. 144 °C (dec.). 'H-NMR (DMSO-d;) & : 2.02-2.63 (m, 15H),
4.06-4.18 (m, 2H), 4.84 (d, J =12.1 Hz, 1H), 5.56 (d, J =
12.1 Hz, 1H), 6.64-7.46 (m, 7H), 8.26-8.28 (m, 1H).
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Mp. 150-152 °C. 'H-NMR (DMSO-d) &: 1.16 (t, J = 7.1 Hz,
3H), 2.00-2.62 (m, 15H), 4.04 (q, J=7.1Hz, 2H), 4.14-4.18
LEWM27 | 2H), 4.84 (d, J=12.1Hz, 1H), 5.56 (d, J=12.1Hz, 1H),
6.64-7.46 (m, TH), 8.26-8.28 (m, TH).
Mp. 251 °C (dec.). MS (EI) : m/z 336.1 [M*+1]. 'H-NMR
(DMSO-d,) &: 1.30-1.90 (m, 11H), 4.56 (d, J = 12.1 Hz, 1H),
E&M28 |58 (4 J=12.1Hz, 1H), 6.25-7.75 (m, 5H), 7.58-7.66 (m,
o).
Mp. 124 °C (dec.). 'H-NMR (DMSO-d;) &: 1.26 (t, J=7.1Hz,
3H), 2.03-2.65 (m, 11H), 4.22 (q, J=7.1 Hz, 2H), 4.96 (d,
EEM29 | =121 Hz, 1H), 5.65 (d, J =12.1 Hz, TH), 6.90-7.47 (m,
TH) .
'H-NMR (OMSO-d) & : 1.99-2.00 (m, 1H), 2.16 (s, 3H),
2.16-2.22 (m, 2H), 2.30-2.32 (m 1H), 2.46-2.53 (m, 3H),
ftatm3o |2-60-2.62 (n 1H), 503 (d, J=12.3Hz, TH), 5.68 (d, J =
12.3Hz, 1H), 6.77-6.78 (m, 1H), 7.00-7.02 (m, 1H), 7.16-7.17
m, 1H), 7.32-7.52 (m, 4H).
Mp. 126-127 °C. 'H-NMR (DMSO-d) &: 1.25 (t, J = 7.1 Hz,
3H), 1.97-2.62 (m, 11H), 4.18 (g, J=7.1 Hz, 2H), 5.08 (d,
EEM3 1 | j=12.1Hz, 1H), 5.70 (d, J=12.1Hz, TH), 6.49 (d, J=16.1
Hz, 1H), 6.87-7.59 (m, 7H), 7.86 (d, J = 16.1 Hz, 1H).
Mp. 188 °C (dec.). 'H-NMR (DMSO-d;) & : 2.00-2.64 (m, 11H),
507 (d, J=12.1Hz, 1), 5.69 (d, J = 12.1 Hz, 1H), 6.39
LEM32 | (4 y=16.1Hz, H), 6.87-7.55 (m, TH), 7.81 (d, J = 16.1
Hz, 1H), 11.85-12.43 (br, 1H).
Mp. 210 °C (dec.). MS (EI) : m/z 336.1 [M+11. 'H-NMR
(DMSO-dy) &: 1.30-1.90 (m, 11H), 4.56 (d, J=12.1 Hz, 1H),
IL&M33 (528 (d J=12.1Hz, 1H), 6.25-7.75 (m, 5H), 7.58-7.66 (m,
2H) .
Mp. 175-178 °C. 'H-NMR (DMSO-d) & : 1.99-2.63 (m, 11H),
kamsa |512(d J=12.1Hz 1H), 5.28 (d, J=12.1Hz, 1H), 6.97-7.59

(m, 7H).
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Mp. 173-175 °C. 'H-NMR (DMSO-d;) &: 1.24 (t, J = 7.1 Hz,
3H), 1.97-2.65 (m, 11H), 4.16 (@, J =7.1 Hz, 2H), 4.90 (d,
J=12.1Hz, 1H), 5.60 (d, J=12.1Hz, 1H), 6.52 (d, J=16.1
Hz, 1H), 7.02-7.52 (m, 8H).

it&Ym3 6

Mp. 124 °C (dec.). 'H-NMR (DMSO-dg) &:1.26 (t, J=17.1Hz,
3H), 2.03-2.65 (m, 11H), 4.22 (. J=7.1Hz, 2H), 4.96 (d,
J=12.1 Hz, TH), 5.65 (d, J = 12.1 Hz, 1H), 6.90-7.47 (m,
TH) .

it&EMm3 7

Mp. 233 °C (dec.). 'H-NMR (DMSO-d;) & : 2.03-2.65 (m, 11H),
4.96 (d, J=12.1Hz, 1H), 5.65 (d, J=12.1Hz, 1H), 6.90-7. 47
(m, TH).

it&E»m3 8

'H-NMR (DMSO-d;) &: 2.25-2.99 (m, 11H), 3.35-3.44 (m, 2H),
4.88-4.91 (m, 1H), 5.55-5.72 (m, 1H), 6.65 (s, 1H), 6.74-7.52
(m, 6H), 10.30-10.40 (m, 1H), 12.31 (brs, 1H).

itEMm3 9

'H-NMR (DMSO-d;) &: 1.99-2.01 (m, 1H), 2.16-2.33 (m, 6H),
2.46-2.64 (m, 4H), 4.66 (t, J=5.1Hz, 1H), 4.92 (d, J=12.2
Hz, 1H), 5.62 (d, J =12.2 Hz, 1H), 7.06-7.50 (m, 7H), 8.28
(t. J=5.1Hz, 1H.

it&ma 0

Mp. 184-186 °C. 'H-NMR (DMSO-d) &: 1.97-2.65 (m, 11H),
3.36-3.51 (m, 4H), 4.71 (t, J=5.7Hz, 1H), 492 (d, J=12.2
Hz, 1H), 5.61 (d, J = 12.2 Hz, 1H), 6.72-7.24 (m, 5H),
7.82-7.84 (m, 1H), 7.95 (s, 1H), 8.41-8.44 (m, 1H).

itEma

'H-NMR (DMSO-d;) & : 1.29-1.33 (m, 3H), 2.63-2.99 (m, 8H),
3.57-3.59 (m, 4H), 4.84-4.90 (m, 1H), 5.53-5.71 (m, 1H),

6.68-7.51 (m, 7H), 10.83-10.89 (m, 1H), 12.27 (brs, 1H).

itE&tha 2

'H-NMR (DMSO-d;) & : 1.96-2.33 (m, 7H), 2.52-2.65 (m, 2H),
3.29-3.51 (m, 6H), 4.70 (t, J=5.1Hz, 1H), 4.92 (d, J=12.2
Hz, 1H), 5.59 (d, J=12.2 Hz, 1H), 6.72-7.79 (m, 7H), 8.46
(t, J =5.1 Hz, 1H).

t&¥a 3

Mp. #EAW. MS (EI) : m/z 364 [M+1]. 'H-NMR (DMSO-d;)
6:2.30-2.91 (m, 15H), 4.84 (d, J=12.2 Hz, 1H), 5.58 (d,
J=12.2Hz, 1H), 6.63-6.64 (m, 1H), 6.85 (s, 1H), 6.96-7.47
(m, 5H).
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ocooooDoOoOoOoOoOooooooobDoOInvivoOOOQOQOODDOO
180 g SDO OO OOOOSPFO OO O022000055% 0 0101200000008000
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O0000o0oo0o0o0oo0nooooo0ooo0oooooooooo200000000000
go0ooooooooootototoooooooooooooooooboooooOo0d0Odonoano
goooo o 5%wdOoOO0oUooOoUoooooooooobooooooboooooooaodn
00000 5m/kg 0000000000000 D0OODOOOOODODODODODOODOODOO
0000000 o0ooDooDooDOo0bDOo0boDoo0ooDooDOoo20p g0.05M/00000000O2
0oDod0ooooooooDoo.5% D000 DO0DbOoooooDOooD1ml/200g ODODOODOO
O00oo0ooooooooooooooonoaon
Ooooooao
op00oo0oooo0oooo0oobooo0obooooboooooooooobooobooooooooobao
0000000000000 0oo0o0o0oo0oo00oo200 0000000000002 mol/ZLO
0000000001000 0O03700 000000000 00O0O0.67 ml/Z/LO O OO
go00oooO0i103000emlO00 0100 00000000000 O00O0O000GC0O0O0OAGOS®eB20
nmJd 000000000000 00000b0o00o0o0oo0ooo0ooooooo200000
O00oo0ooooooooooooooe20 MmO O0O0O0O0O0OO0OOOOOOOODOOGODAO
Ooo
gooooooooooooooooooooooooboooooooooooooooan
Oo00ooo0oooooooooooonon
OoOoo0ooOooOoao
Ooooao

LEMES E Dy, (mg/kg)

A=xv/ 0. 046
&7 0. 3

it&wm1 7 0. 62

it&E™m2 4 0. 03

ite™ma 3 0. 1

FrFDxY 0. 54

OoooooOoao
googoao
0O0000000000000ex vivoOd
OO0000oIIcROODO000000002200 00565%0 0101200000 0000000
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