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5 BE : 247-248°C ;

{ NMR (CDCls) 8: 1.03 (6H, d, J=6Hz), 3.15 (2H, d, J=14Hz), 3.56 (2H, d, ]=14Hz), 4.60 (1H, sept.,
J=6Hz), 6.48 (1H, t, ]=7Hz), 6.79 (1H, d, J=8Hz), 6.9-7.2 (11H, m);
MS m/z: 372 (M)

W2
XL EMW2E 408 A FEUNEH 12 E %= m b

EHEEMEEG - HELENRTHRBLETZHFE

R RREAFBLEUBEELAY 2F 40-

3,3-7 F B o8- G B Ok U [1,2-2]10 0 -2 H)-F (& 9
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OMe

78k 0 274-275°C

NMR (CDCls) 8: 3.17 (2H, d, J=14Hz), 3.56 (2H, d, J=14Hz), 3.69 (3H, s), 6.49 (1H, t,
J=7Hz), 6.67 (1H, d, J=8Hz), 6.9-7.2 (11H, m);
MS m/z: 344 (M?*).

33-ZFE-S-BAEFEE-KMWIH[1,2-a]0k 0E -2(3H)-F
(k&% 3)

o]
Za\
N O

o %

M5 Bt 236-237°C

NMR (CDCls) 2: 0.12 (2H, q, J=5Hz), 0.45 (2H, q, J=6Hz), 0.99 (1H, m), 3.16 (2H, d,
J=14Hz), 3.55 (2H, d, J=14Hz), 3.73 (2H, d, J=7Hz), 6.47 (1H, t, ]=7Hz), 6.76 (1H, d,
J=8Hz), 7.0-7.2 (11H, m);

MS m/z: 384 (M*).

3.3-ZF E -6-R MMM [1,2-a]lE 0E -23H)-BH (k& ¥ 4)

0

15 Bh 1 246-248°C
NMR (CDCls) 8: 3.16 (2H, d, J=14Hz), 3.55 (2H, d, J=14Hz), 6.70 (1H, d, J=10Hz), 7.0-7.2

- (12H,m);

MS m/z: 348 (M*).

8- M & & -3,3-Z F E KM [1,2-a]llb g -2(3H)-M (fb &
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7 5)

5 BE 1 214-215C ;
NMR (CDCls) 2: 3.16 (2H, d, J=14Hz), 3.56 (2H, d, J=14Hz), 4.4-4.5 (2H, m), 5.0-5.2 (2H,
m), 5.7-5.9 (1H, m), 6.47 (1H, t, J=7Hz), 6.74 (1H, d, J=8Hz), 6.9-7.2 (11H, m);
MS m/z: 370 (M*).
33-ZF E-8-FHE KM H[1,2-a]lt 1 -2(3H)-FR (b & W
6)

o’\©

2NN

>~ N 0

oY
@Eﬂi 1 240-241°C ;

NMR (CDCls) &: 3.17 (2H, d, J=14Hz), 3.57 (2H, d, J=14Hz), 5.03 (2H, s), 6.39 (1H, t,
J=8Hz), 6.65 (1H, d, J=8Hz), 7.0-7.2 (16H, m);
MS m/z: 420 (M*).

8- & & -3,3-R (1-ZK & Z F )k M ) [1,2-a]llf 0¥ -2(3H)-Fd
(k&% 7)

o’@
=N
CErs.

o)
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=5 Bh 1 234-235°C

NMR (CDCL) 8: 1.52 (6H, d, J=7Hz), 3.51 (2H, q, ]<7Hz), 5.11 (2H, s), 6.14 (1H, t,
J=7Hz), 6.41 (1H, d, ]=7Hz), 6.63 (1H, d,J=8Hz), 7.0-7.2 (15H, m);
MS m/z: 448 (M¥). ’

3,3-Z F E -8-F R BRME I [1,2-a] Wb iE -2(3H)-F (b & ¥ 8)

Me

( PR EE © 262-263°C

NMR (CDCls) 8: 2.05 (3H, s), 3.31 (2H, d, J=14Hz), 3.56 (2H, d, J=14Hz), 6.60 (1H, t,
J=7Hz), 6.9-7.2 (12H, m);
" MS m/z: 328 (M*).

3,3-ZF B -5,7-Z B B BRk MR [1,2-a]lt i€ -2(3H)-F (b &
Y1 9)
Me _N
0
fA BE o 237-238°C
NMR (CDCls) d: 2.07 (3H, s), 2.80 (3H, s), 3.40 (2H, d, J=15Hz), 3.71 (2H, d, J=15Hz),
6.11 (1H, s), 6.34 (1H, s), 7.0-7.2 (10H, m);
MS m/z: 342 (M*).
3,3-Z F H ok M [1,2-a]B 5E -23H)-F (L& ¥ 10)

A N=N
N

e
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o~

& B 0 >300C

NMR (DMSO-Dg) 8: 3.39 (4H, s), 6.60 (1H, d, J=9Hz), 6.8-7.2 (11H, m), 7.56 (1H, t,

J=7Hz), 8.75 (1H, d, ]=7Hz);

MS m/z: 314 (M?*).

3:3-: _:l; % ‘8'% sz %4 % H}K Hé![_\ 9:{: [1’2_a]uﬂ: ﬂ% '2(3H)-Eﬁ ({JC‘ I/EI\

¥ o11)
oA

N 0

o &

o
Z

5 BE 1 268-269°C

NMR (CDCls) 6: 1.4-1.7 (8H, m), 3.15 (2H, d, J=14Hz), 3.55 (1H, d, J=14Hz), 4.7-4.9 (1H,
m), 6.47 (1H, t, J=7Hz), 6.72 (1H, d, ]=8Hz), 6.9-7.2 (11H, m);
MS m/z: 398 (M*).

3,3-Z % & -6,8-Z & BKMEFF[1,2-a]Bb0E -2(3H)-F (b & ¥

12)

s Bk 0 260-261°C

NMR (CDCls) 8: 3.17 (2H, d, J=14Hz), 3.55 (2H, d, J=14Hz), 6.9-7.3 (11H, m), 7.41 (1H,
d, ]=2Hz);
MS m/z: 382 (M*).

3,3-Z"F E-8-& -6-=F F E KW H[1,2-a]lt g -2(3H)-F
(Lt &% 13)
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5 Bh 1 234-2367C

NMR (CDCl) 8: 3.22 (2H, d, J=14Hz), 3.55 (2H, d, J=14Hz), 6.9-7.0 (4H, m), 7.1-7.4 (7H,
m), 7.51 (1H, d, J=2Hz);

MS m/z: 416 (M),

8-7F & F -3,3-8 (3-F F F E)BK M X [1,2-a)llt 1€ -2(3H) -
(k&% 14)

5 Bk 1 233-235C

NMR (CDCls) 2: 2.20 (6H, s), 3.14 (2H, d, J=14Hz), 3.48 (2H, d, J=14Hz), 5.05 (2H, s),
6.38 (1H, t, ]=7Hz), 6.68 (1H, d, J=8Hz), 6.7-7.3 (14H, m);
MS m/z: 448 (M*).

P

8-F K -3,3-F (4-Mb g & B OE )BK M [1,2-a]Mf 1€ -2(3H)-F
(k&% 15)
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5 BE 1 228-230°C

NMR (CDCls) &: 2.01 (3H, s), 3.13 (2H, d, J=14Hz), 3.60 (2H, d, J=14Hz), 6.60 (1H, t,
J=7Hz), 6.95 (4H, d, J=6Hz), 7.22 (1H, d, J=7Hz), 7.46 (1H, d, ]=7Hz), 8.40 (4H, 4,
J=6Hz);

MS m/z: 330 (M*).

3,3-B (4-% F E KM H [1,2-a]W 1 -2(3H)-F (k& % 16)

N O

A

{
B OBE 1 290-292°C
NMR (CDCls) &: 3.13 (2H, d, J=14Hz), 3.56 (2H, d, J=14Hz), 6.62 (1H, t, ]=7Hz), 6.7-6.9
(5H, m), 6.9-7.1 (4H, m'),:f7.39 (1H, t, J=7Hz), 7.52 (1H, brd, J=7Hz);
MS m/z: 350 (M*). :
3,3-80 (4-Z FF B B X B )BR W [1,2-alk 0E -2(3H)-F (b
EY 17)
NN
@ O NM62
‘“ MezN

5 B 1 >300°C

NMR (CDCls) d: 2.86 (12H, s), 3.09 (2H, d, J=14Hz), 3.37 (2H, d, J=14Hz), 6.4-6.6 (5H,
m), 6.7-6.9 (5H, m), 7.2-7.3 (1H, m), 7.37 (1H, t, ]=7Hz);
MS m/z: 400 (M?*).

3,3-8 3-8 F E )W M [1,2-all 5 -23H)-F (k& 9 18)
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=Bk 1 271-272°C

NMR (CDCls) d: 3.14 (2H, d, J=14Hz), 3.53 (2H, d, ]=14Hz), 6.66 (1H, t, ]=7Hz), 6.80 (1H,
d, J=7Hz), 6.9-7.2 (8H, m), 7.43 (1H, t, J=7Hz), 7.51 (1H, brd, ]=7Hz);
MS m/z: 382 (M").

3.3-FA (4-F & E R R )R M [1,2-2]lE 1€ -2(3H)-H (L & ¥

19)

4
X
5 8L 1 248-251°C
NMR (CDCls) &: 3.66 (6H, s), 3.67 (2H, d, J=15Hz), 4.00 (2H, d, ]=15Hz), 6.59 (4H, d,
J=9Hz), 6.93 (4H, d, J=9Hz), 7.50 (1H, t, J=7Hz), 6.71 (1H, d, ]=7Hz), 7.91 (1H, t, J=7Hz),
9.78 (1H, d, J=7Hz);
MS m/z: 374 (M*).
3,3-8 (4-F K B OB ) M [1,2-a]lt i€ -2(3H) - (b & &
20)
A ~N=N
~ N o
oiav

W,

% BE 0 >300°C

NMR (CDCls) : 3.25 (2H, d, J=14Hz), 3.62 (2H, d, J=14Hz), 6.58 (1H, t, J=7Hz), 6.77 (1H,
d, ]=7Hz), 7.11 (4H, d, ]=7Hz), 7.3-7.6 (16H, m);
MS m/z: 466 (M*).

3,3-Al (4-&F E F E )R M [1,2-a]lt 1€ -2(3H)-B (fk & ¥

21)
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NN

N o

CN

M5 Bh o 294°C (5 fR)

NMR (CDCls) 8: 3.19 (2H, d, J=14Hz), 3.70 (2H, d, ]=14Hz), 6.6-6.8 (2H, m), 7.13 (4H, 4,
J=7Hz), 7.43 (1H, t, ]=7Hz), 7.45 (4H, d, J=7Hz), 7.62 (1H, brd, J=7Hz);
MS m/z: 364 (M*).

3.3-F (4-F E K E )R H [1,2-a]lb 0E -2(3H)-F (kb & ¥
22)

NN

~ N 0

o

KB 0 276.5-277.5C

NMR (CDsOD-CDCls(1:1)) 3: 3.62 (2H, d, J=14Hz), 3.66 (2H, d, J=14Hz), 6.58 (4H, d,
J=9Hz), 6.78 (4H, d, ]=9Hz), 7.17 (1H, d, ]=7Hz), 7.63 (1H, t, J=7Hz), 8.12 (1H, t, ]=7Hz),
9.25 (1H, d, J=7Hz);

MS m/z: 346 (M*).

3.3-Z W M E DKM [1,2-a]Mb i -2(3H)-B (k& ¥ 23)

5 B 0 64-667TC

NMR (CDCls) &: 2.56 (2H, dd, ]=9Hz, J=14Hz), 2.86 (2H, dd, J=6Hz, J=14Hz), 4.99 (2H,
dd, J=1Hz, J=7Hz), 5.04 (2H, d, J=1Hz), 5.4-5.6 (2H, m), 6.67 (1H, t, J=7Hz), 7.17 (1H, d,
J=7Hz), 7.52 (1H, d, J=7Hz), 7.59 (1H, d, ]=7Hz);

MS m/z: 214 (M*).

-4] -



-

s,

200825079

SR O[OK M JF [1,2-a]Mb 0E -2(3H)-B -3,2° -0 & Ei ] (k&% 24)

\N§ 0

& BE 2 206°C (43 &)

NMR (CDCls) 5: 3.16 (2H, d, J=16Hz), 3.89 (2H, d, J=16Hz), 6.49 (1H, t, J=7Hz), 7.1-7.2
(2H, m), 7.2-7.3 (4H, m), 7.61 (1H, t, ]=7Hz);

MS m/z: 236 (M*).

33-Z A E-8-F S E KM [1,2-a] b 0E -2(3H)-F (fk &

7 25)

5 EE  160-162°C
NMR (CDCls) 8: 2.54 (2H, dd, J=8Hz, ]=14Hz), 2.86 (2H, dd, J=6Hz, ]=14Hz), 4.96 (2H,

dd, J=1Hz, J=5Hz), 5.01 (2H, d, ]=1Hz), 5.29 (2H, ), 5.4-5.6 (2H, m), 6.53 (1H, dd,
J=7Hz, J=8Hz), 6.94 (1H, d, J=7Hz), 7.16 (1H, d, ]=8Hz), 7.3-7.5 (5H, m);
MS m/z: 320 (M*).

3,3-A (3-F HE -1-W E)HBK W ) [1,2-a]lf 1€ -2(3H)-f (b &
¥ 26)
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~

5 BE © 227-228°C
NMR (CDCls) 8: 0.9-1.1 (2H, m), 1.4-1.6 (2H, m), 1.6-1.8 (2H, m), 2.0-2.2 (2H, m),
2.3-2.5 (2H, m), 2.5-2.7 (2H, m), 6.61 (1H, t, J=7Hz), 7.0-7.1 (4H, m), 7.1-7.3 (8H, m),

7.58 (1H, t, J=7Hz);
MS m/z: 370 (M*).

BROLBK M O [1,2-a]llb 0E -2(3H)-F -3,2°-[2,3]1 == 3] (b &
Y o27)
@O
OO
B EE C 262°C (4 fR)

NMR (CDCls): 3.12 (2H, d, J=17Hz), 3.98 (2H, d, J=17Hz), 6.18(1H, t, J=7Hz), 6.48 (1H,
d, J=7Hz), 7.24 (1H, d, J=7Hz), 7.34 (2H, d, J=7Hz), 7.4-7.6 (3H, m), 7.86 (2H, d, ]=7Hz);

MS m/z: 286 (M*).

3,3-A (2,4-Z F F EOBK M H [1,2-a]lt 1€ -23H)-F (L & ¥

28)

5 B 269-271°C
NMR (CDCls) 8: 3.38 (2H, d, J=14Hz), 3.47 (2H, d, J=14Hz), 6.5-6.7 (3H, m), 6.7-6.8 (3H,

m), 7.2-7.5 (3H, m), 7.6-7.7 (1H, m);
MS m/z: 368 (M*).

3,3-Z W E sk Mk M [1,2-alllb i€ -2(3H)-FA (K& ¥ 29)
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o

\

58 1 73-75TC

NMR (CDCls) 2: 0.7-0.9 (8H, m), 1.1-1.3 (2H, m), 1.6-1.8 (2H, m), 2.0-2.2 (2H, m), 6.73
(1H, t, J=7Hz), 7.19 (1H, d, J=7Hz), 7.50 (1H, d, J=7Hz), 7.63 (1H, t, J=7Hz);

MS m/z: 218 (M*).

3,3-80 (2-ME Wy B B OB )BK M I [1,2-a]lt 1€ -2(3H)-FA (tk & ¥
30)

s\

N 0

9

_sS

&5 B o 289.5C (4> fiR)

NMR (CDCls) 8: 3.41 (2H, d, J=15Hz), 3.70 (2H, d, ]=15Hz), 6.64 (1H, t, ]=7Hz), 6.7-7.0
(5H, m), 7.07 (2H, dd, J=1Hz, J=5Hz), 7.38 (1H, d, J=7Hz), 7.48 (1H, t, ]=7Hz);
MS m/z: 326 (M*). '

8-Z W & £ -3,3-Z F B BRI HF [1,2-a]lt 1€ -2(3H)-F (b &
¥ 31)

NHAc
a2
N 0

o\

5 BE 1 235-237°C

NMR (CDCls) &: 2.05 (3H, s), 3.20 (2H, d, J=14Hz), 3.55 (2H, d, ]=14Hz), 6.61 (1H, t,
J=7Hz), 6.9-7.1 (4H, m), 7.1-7.2 (7H, m), 7.78 (1H, brs), 8.39 (1H, d, J=7Hz);
MS m/z: 371 (M*).

3,3-R0 (2-Mk Mg B OE DR M [1,2-a]lb0€ -2(3H)-B (fk & &

32)

“44 -
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1B 205C (> )

NMR (CDCls) 8: 3.37 (4H, s), 6.11 (2H, d, J=3Hz), 6.23 (2H, dd, J=2Hz, ]=3Hz), 6.56 (1H,
t, J=7Hz), 6.97 (1H, d, J=7Hz), 7.20 (2H, d, J=2Hz), 7.22 (1H, d, ]=7Hz), 7.51 (1H, t,
J=7Hz);

MS m/z: 294 (M?).

3,3-" B FE ok [1,2-a]llt g -2(3H)-BH (L& % 33)
MfMe

B EE : 200-202°C ;

NMR (CDsOD-CDCls(1:1)) &: 1.93 (6H, s), 7.72 (1H, t, J=7Hz), 7.78 (1H, d, J=7Hz), 8.50
(14, t, J=7Hz), 9.01 (1H, d, J=7Hz);
MS m/z: 162 (M*).

3,3-Z 7 E BRI [1,2-a]lt E -2(3H)-FA (b & ¥ 34)

Za
N

“~ O

58 100.5-102°C

NMR (CDCls) 6: 0.6-0.9 (8H, m), 1.0-1.3 (6H, m), 1.6-1.8 (2H, m), 2.0-2.2 (2H, m), 6.71
(1H, t, J=7Hz), 7.19 (1H, d, ]=7Hz), 7.50 (1H, d, J=7Hz), 7.62 (1H, t, J=7Hz);
MS m/z: 246 (M*).

-

3,3-2 (2-F9 H& £ )k M 5 [1,2-a] 0 0F -2(3H) - (K & % 35)
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BB 172-175T

NMR (CDCls) d: 2.07 (2H, t, J=3Hz), 2.80 (2H, dd, J=3Hz, J=17Hz), 3.08 (2H, dd,
J=2.6Hz, J=17Hz), 6.75 (1H, t, ]=7Hz), 7.24 (1H, d, J=7Hz), 7.69 (1H, t, J=7Hz), 8.02 (1H,
d, J=7Hz);

MS m/z: 210 (M*).

3.3-ZF E-8-F E KM IF [1,2-2] ML 1€ -2(3H)-F (fk & ¥ 36)

5 Bh 1 283-285T

NMR (CDCls) : 3.20 (2H, d, J=14Hz), 3.55 (2H, d, ]=14Hz), 6.58 (1H, t, J=7Hz), 6.87 (1H,
d, J=7Hz), 6.9-7.0 (4H, m), 7.07 (1H, d, J=7Hz), 7.1-7.2 (6H, m);
MS m/z: 330 (M*).

3,3-ZF E-8-F E B SR W [1,2-a]lb 0 -2(3H) -8 (fb &
7 37)

J
Q

5 BE 0 250°C

NMR (CDCls) 8: 3.42 (2H, d, J=14Hz), 3.70 (2H, d, J=14Hz), 4.35 (2H, d, J=6Hz), 6.93
(1H, d, J=7Hz), 7.0-7.3 (16H, m), 7.48 (1H, d, ]=7Hz), 8.66 (1H, brs);
MS m/z: 419 (M*). :

3,3-R0 (4-f8 & F E))BK M HF [1,2-a] 1€ -2(3H)-F (tk & ¥

38)

- 46 -
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oy

oy,

s B 0 >300°C

NMR (CDsOD-CDCls(1:1)) 8: 3.21 (2H, d, J=14Hz), 3.67 (2H, d, ]=14Hz), 6.66 (1H, t,
J=7Hz), 6.75 (1H, d, ]=7Hz), 7.15 (4H, d, J=9Hz), 7.39 (1H, t, J=7Hz), 7.42 (4H, d, ]=9Hz),
7.56 (1H, d,J=7Hz);

MS m/z: 404 (M*).-

8-f B -3.3-Z F E KM [1,2-a]lb g -2(3H)-F (fk &% 39)
NH,

Zah
N

»U

5 BF 1 283-285T

o)

NMR (CDCls) 6: 3.17 (2H, d, J=14Hz), 3.53 (2H, d, ]=14Hz), 4.06 (2H, brs), 6.4-6.5 (2H,
m), 6.94 (1H, t, J=7Hz), 7.0-7.1 (4H, m), 7.1-7.2 (6H, m);
MS m/z: 330 (M*).

3,3 (4-F & % 5 SF E DKW JE [1,2-a]0f 0E -2(3H) - (I &
¥ 40)
_N
(o
COzMe

MGOZC

5B 1 289-290C

NMR (CDCls) : 3.22 (2H, d, J=14Hz), 3.66 (2H, d, J=14Hz), 3.86 (6H, s), 6.60 (1H, t,
J=7Hz), 6.70 (1H, d, J=7Hz), 7.0-7.1 (4H, m), 7.35 (1H, t, ]=7Hz), 7.50 (1H, d, J=7Hz),
7.8-7.9 (4H, m);

MS m/z: 430 (M™).

47 -



~

,ﬁ“\

1200825079

8 fiw B 3
BEHwWTENNZ 5,5-80 (4-F F FH )Pk M H [2,1-b]mE mp
-6(5H)-Eﬂ(ﬂcé% 43) B fiF B B B W T e

B 300 2R (1.4 EXH)RL 2-KE-3-Z&KEHF
EEWsgp AR 115 27 Q0.0 ZEEE )N A FTERFME
M0 2 R OV 0EZEXEB )&EBMM BB I ZEMNZIERR
(10 Z2H) ALK ARREZEBRERE - BERBEET
ZBERBR  MAKERGY  FHBSESYWHERZIEZE
EWNE X > DL MR EKE R > DU KGR B SR K - BRI
BTHZBEREBR ZBEHYWIUIVEBEBERXRBEMN (2B Z
BE © HE =10:1) 852 ZE W B0.0MBEELEWHRUEBF
AER - HZIZEBHELE EBSpo&®E BAEEBEHEHESR®
300C -

B ttEeo T ERINBUNT BRETSHESLKSE

WEREBEWLEY -

NMR (CDsOD-CDCls(1:1)) &: 3.23 (2H, d, J=14Hz), 3.43 (2H, d, J=14Hz), 6.66 (1H, d,
J=4Hz), 6.8-6.9 (4H, m), 6.9-7.1 (4H, m), 7.28 (1H, d, J=4Hz);

MS m/z: 356 (M*).

B fw Bl 4

BERHEERYHMEEEZCEAZLEY 44 £ 68 % H
BRURMBOH 3IZHREASTARBGE - i ke®w o iR
BT HMREATIHASHLEYWREBRELEY -
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5,5-Z R E DKM [2,1-b]HE M -6(SH)-FH (fk & % 44)

_N

ZI—_\<\(/2

7B 0 >300°C

NMR (DMSO-ds) d: 3.69 (2H, d, ]=15Hz), 3.74 (2H, d, J=15Hz), 7.27 (1H, d, J=4Hz),
7.3-7.4 (4H, m), 7.5-7.6 (6H, m), 8.44 (1H, d, J=4Hz);
MS m/z: 320 (M*).

3,3- F E Bk M [1,2-alBE IE -2(3H)-8 (L & ¥ 45)
NN
SV

o

X B 0 >300C
NMR (DMSO-ds) d: 3.42 (4H, dd, J=14Hz, J=16Hz), 6.9-7.0 (5H, m), 7.1-7.2 (6H, m), 8.46
(1H, dd, J=3Hz, J=5Hz), 9.07 (1H, dd, J=2Hz, ]=6Hz);
MS m/z: 315 (M*). '
S,5-F (4-F E % E)BK M H [2,1-b]BE W -6(5H)-B (L & @
‘ 4
s 6)

S

Y=o

O . Me

s B >300C

NMR (DMSO-ds) d: 2.20 (6H, s), 3.24 (2H, d, J=14Hz), 3.36 (2H, d, J=14Hz), 6.84 (4H, d,
J=8Hz), 6.89 (1H, d, J=4Hz), 6.97 (4H, d, J=8Hz), 8.03 (4H, d, J=4Hz);

MS m/z: 348 (M*).

5,5-A (4-F E F E )R M H [2,1-b]E M -6(5SH)-FH (b & ¥
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i

47)
S<N
[ =0

A
NC

5 Bh 1 264-2677TC

NMR (CDCls) 8: 3.23 (2H, d, J=14Hz), 3.56 (2H, d, J=14Hz), 6.54 (1H, d, J=6Hz), 7.02
(1H, d, J=6Hz), 7.15 (4H, d, J=9Hz), 7.51 (4H, d, J=9Hz);
MS m/z: 370 (M*). '

5,5-Z F B -2-F DKM [2,1-b]E M -6(SH)-B (b & ¥ 48)
Me\“,i?;N o

o %

5 8 ¢ >300°C

NMR (CDsOD-CDCls (1:1)) &: 2.34 (3H, d, J=1Hz), 3.28 (2H, d, J=13Hz), 3.43 (2H, d,
J=13Hz), 7.0-7.1 (4H, m), 7.1-7.3 (7H, m);

MS m/z: 334 (M*).

5,5-80 (2-ME By B OBOEL )Rk M) [2,1-b]EE M -6(SH)-F (k& ¥
49)

S
|

g2

/

”s

M5 BE  286°C (5 f®)

NMR (CDCls) d: 3.43 (2H, d, J=15Hz), 3.60 (2H, d, ]=15Hz), 6.49 (1H, d, ]=5Hz), 6.7-7.0
(5H, m), 7.12 (2H, dd, J=1Hz, ]=6Hz); "

MS m/z: 332 (M*).

3,3-80 (2-ME Iy B OB R )RR M [1,2-a]W 0E -2(3H)-ME (tk & 9
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50)

N
hzo
: \Z

& EE 2 192°C (4 )

NMR (CDsOD-CDCls(1:1)) &: 3.54 (2H, d, J=15Hz), 3.76 (2H, d, J=15Hz), 6.7-6.9 (5H, m),
7.11 (2H, dd, J=1Hz, J=5Hz), 8.23 (1H, dd, J=2Hz, ]=6Hz), 8.62 (1H, dd, J=2Hz, J=4Hz);
MS m/z: 327 (M*).

5,5-Z T E-2,3-Z @ WK [2,1-b]8E K -6(5H)-FH (fb & ¥
51)

SN
Y
Y =0

o %

5 BF + 233-2367T

NMR (CDCls) &: 3.‘03 (2H, d, J=14Hz), 3.23 (2H, t, ]=7Hz), 3.41 (2H, d, J=14Hz), 3.63 (2H,
t, ]=7Hz), 7.1-7.2 (4H, m), 7.2-7.3 (6H, m);
MS m/z: 322 (M*).

2-FE-3-2-FERE)-KMEH[1,2-a]lkE(LEW 52)

Qe
O

B T 205C (4 fR)

NMR (CDsOD-CDCls(1:1)) 8: 3.41 (1H, d, J=15Hz), 3.76 (1H, d, J=15Hz), 6.72 (1H, t,
J=7Hz), 7.02 (1H, d, J=9Hz), 7.29 (1H, d, J=9Hz), 7.4-7.5 (2H, m), 7.58 (2H, brs), 7.6-7.9
(4H, m);

MS m/z: 274 (M*).

BROLPK M JF [1,2-a]ME € -2(3H)-FF -3,2° - 3 [f] M & 8 ] (tk
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& BE 2 2147°C (5 )

NMR (CDsOD-CDCls(1:1)) 2: 3.33 (2H, d, J=16Hz), 4.02 (2H, d, J=16Hz), 6.58 (1H, t,
J=7Hz), 7.16 (1H, d, J=7Hz), 7.24 (1H, d, J=9Hz), 7.5-7.6 (2H, m), 7.74 (1H, t, J=8Hz),
7.8-7.9 (4H, m);

MS m/z: 286 (M*).

3-7F E B M [1,2-allb0E -2(3H)-B (tk & % 54)

7 BE 0 182°C (4 B )

NMR (CDCls) : 3.09 (1H, dd, J=8Hz, J=15Hz), 3.64 (1H, dd, J=4Hz, J=15Hz), 4.58 (1H,
dd, J=4Hz, J=8Hz), 6.47 (1H, t, J=7Hz), 7.0-7.1 (2H, m), 7.1-7.2 (2H, m), 7.3-7.4 (3H, m),
7.54 (1H, t, ]=7Hz);

MS m/z: 224 (M*).

3.,3-Z(2-T M E )M M H [1,2-a]8 1€ -23H)-BH (k&% 55)

l\

B 0 149.5C (90 &) s

NMR (CDCls) d: 1.55 (6H, d, J=6Hz), 2.51 (2H, dd, ]=8Hz, ]=15Hz), 2.76 (2H, dd, J=8Hz,
J=15Hz), 5.1-5.3 (2H, m), 5.4-5.7 (2H, m), 6.69 (1H, dd, J=5Hz, J=6Hz), 7.75 (1H, dd,
J=2Hz, J=6Hz), 8.7 (1H, dd, J=2Hz, J=5Hz);

MS m/z: 243 (M*).

B2 [BK M IF [1,2-a]ME 0E -2(3H)-F1 -3,2°-(47-% M & 1 )] (f
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TG ¥ 56)

NN
N

REE : 148.0°C (5 2 )

NMR (CDCls) b: 3.24 (2H, dd, J=18Hz, J=22Hz), 3.88 (2H, t, ]=18Hz), 6.55 (1H, t, ]=7Hz),
7.01 (1H, t, J=9Hz), 7.10 (1H, d, J=7Hz), 7.2-7.3 (3H, m), 7.63 (1H, t, J=8Hz);

MS m/z: 254 (M?).

)

ROLBK M F [1,2-allt o€ -2(3H)-FE -3,2°-(5 -H & £ I & )]

(k&% 57)
AN

X NZ éo
5 BE 0 150.0-152.0C
NMR (CDCls) d: 3.08(2H, dd, J=6Hz, J=17Hz), 3.8-4.0 (5H, m), 6.49 (1H, t, J=7Hz),

6.8-6.9 (2H, m), 7.1-7.3 (3H, m), 7.60 (1H, t, ]=7Hz);
MS m/z: 266 (M*).

OMe

BEOLBK M [1,2-a)k BE -2(3H)-F -3,2°-(5°-8L U & B )] (fb

,‘“"\

&Y 58)
A~N=N
I

s EE 1 167-171°C

NMR (CDCls) &: 3.14 (2H, dd, J=6Hz, ]=17Hz), 3.82 (2H, dd, J=17Hz, J=18Hz), 6.57 (1H,
t, J=7Hz), 7.08 (1H, d, J=8Hz), 7.1-7.3 (2H, m), 7.6-7.7 (3H, m);
MS m/z: 362 (M*).

-53 -



200825079

BRO[OK M [1,2-a]M 0 -2(3H)-F4 -3,2°-(4°-& £ U & &)
(k&% 59)

>N 0
CN
s BE : 247.7°C (5 )

NMR (CDCls) 3: 3.26 (2H, dd, J=3Hz, J=18Hz), 3.93 (2H, dd, J=6Hz, J=18Hz), 6.56 (1H,
t, J=7Hz), 7.15 (1H, d, J=7Hz), 7.23 (1H, d, ]=9Hz), 7.44 (1H, d, J=8Hz), 7.6-7.7 (3H, m);
MS m/z: 261 (M¥). o :

BRO[K M [2,1-a] R B W -2(3H)-f1-3,2"-0 & &) (bEa?

60)
(%/,N
2

7 BL 1 201-203C

NMR (CDCls) 8: 3.22 (2H, d, J=17Hz), 3.91 (2H, d, J=17Hz), 6.74 (1H, d, J=7Hz), 6.89
(1H, d, J=7Hz), 7.32 (4H, s), 7.6-7.7 (2H, m), 7.79 (1H, t, ]=7Hz), 8.63 (1H, d, J=8Hz);
( MS m/z: 286 (M*).

SR O[RK M 5F [1,2-a]lf 0€ -2(3H)-F{ -3,2°-((1,2,5-1% —

m)[4.5-clM AR E)] (k& W 61)

Z~=N
Qréo
\

X
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5 BE  86-88°TC

NMR (CDCls-CDsOD(1:1)) d: 3.44 (2H, d, J=18Hz), 4.00 (2H, d, J=18Hz), 6.71 (1H, t,
J=7Hz), 7.2-7.4 (2H, m), 7.81 (1H, t, J=7Hz), 7.97 (2H, s);

MS m/z: 294 (M*).

BRO[BK M [2,1-a] 2 W -2(3H)-FF -3,27-((1,2,5-1% =

0 )[4,5-c10 & B )] (k& 9 62)
=N
'_ E\ N@O

A |

-
R 271.5C (0 &)
NMR (CDCls) &: 3.39>(2H, d, J=16Hz), 4.04 (2H, brd, J=16Hz), 6.77 (1H, d, J=7Hz), 6.81
(1H, d, J]=7Hz), 7.6-7.8 (2H, m), 7.82 (1H, brs, J=8Hz), 7.95 (2H, brs), 8.65 (1H, d,
J=8Hz);
MS m/z: 344 (M*).
BROLEK M [1,2-a]WE BE -2(3H)-B -3,2°-MW & E ] (k& ¥ 63)
NN
\Eéo
¢
AN

A BE o 195.5C (45 &)

NMR (CDCls) 8: 3.17 (2H, d, J=17Hz), 3.92 (2H, d, ]=17Hz), 6.53 (1H, dd, ]=5Hz, J=6Hz),
7.44 (1H, dd, J=2Hz, J=6Hz), 7.32 (4H, s), 8.72 (1H, dd, J=2Hz, J=5Hz);
MS m/z: 237 (M™).

BROLDK M [1,2-a]l € -2(3H)-F -3,2°-(5"-= & F £ M & &)
(k&% 64)

.55
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(o
)

CF;

BB 176.5-179.5C

NMR (CDCls) 6: 3.25 (2H, d, J=17Hz), 3.92 (2H, d, J=17Hz), 6.57 (1H, t, ]=7Hz), 7.1-7.2
(2H, m), 7.44 (1H, d, J=8Hz), 8.5-8.7 (3H, m);
MS m/z: 304 (M*).

BROLRK M F [1,2-allk BE -2(3H)-FF -3,2°-% # [e] MU & i 1 (i

&1 65)
A NN
Qo
e
.o
BB 0 256005 BB )

NMR (CDCls) : 3.33 (1H, d, J=17Hz), 3.56 (1H, d, J=17Hz), 4.09 (2H, t, J]=17Hz), 6.50
(1H, t, J=7Hz), 7.22 (1H, d, J=9Hz), 7.29 (1H, d, J=7Hz), 7.42 (1H, d, ]=8Hz), 7.5-7.7 (4H,
m), 7.83 (1H, d, J=8Hz), 7.92 (1H, d, J=6Hz);

MS m/z: 286 (M*).

3,3-7 P9 M LK W FE [1,2-a]0 BE -2(3H)-F (L & ¥ 66)
x N
)/

5 B 1 64-66T

NMR (CDCls) 8: 2.56 (2H, dd, J=9Hz, J=14Hz), 2.86 (2H, dd, J=6Hz, J=14Hz), 4.99 (2H,
dd, J=1Hz, J=7Hz), 5.40 (2H, d, ]=1Hz), 5.4-5.6 (2H, m), 6.67 (1H, t, J=7Hz), 7.17 (1H, d,
J=7Hz), 7.52 (1H, d, ]=7Hz), 7.59 (1H, d, ]=7Hz);

MS m/z: 214 (M*).

3,3-A (2-B C M EOBKR M [1,2-allt 1€ -23H)-f (b & ¥

67)
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~

\Niz O

5 BE 1 245-247°C

NMR (CDCls) &: 1.4-2.0 (12H, m), 2.9-3.1 (2H, m), 5.29 (1H, brd, ]=10Hz), 5.8-6.0 (3H,
m), 6.62 (1H, t, J=7Hz), 7.17 (1H, d, J=9Hz), 7.5-7.7 (2H, m);
MS m/z: 294 (M*).

33-Z W M Bk M [2,1-a]E B W -2(3H)-F (tb & % 68)
N=N,
EiN o
__/ .

5 Bt 108-110°C

NMR (CDCls) d: 2.62 (2H, dd, J=8Hz, ]=14Hz), 2.89 (2H, dd, J=6Hz, ]=14Hz), 4.9-5.1
(4H, m), 5.4-5.6 (2H, m), 6.91 (1H, d, J=7Hz), 7.25 (1H, d, ]=7Hz), 7.6-7.7 (2H, m), 7.80
(1H, t, J=8Hz), 8.57 (1H, d,]=8Hz);

MS m/z: 264 (M*).

B | Bl S
EAmT@ENZ BRI ®H[2,1-a] 2 EH-2(3H)-8
B4 (DP-B M) (bEY 69) B Gl ek BT -

80 Z % A& fI fH (Grubbs)&l # (0.24 2 E H)F M £ DL &
o 1 ZHEAAM/LZL 1I.ORGBIEEH)333-Z_A&HE
KM [2,1-a] REM-2CH)- 2K HTHERBOEF ) BR
BERARATRERMEBE 14/ K  -BRERGYWKRES A
BT REERER  -MAEESHY  BEEYWUZ&HE
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~~

e WM HE R - ENEARUEMNEEKBE % > DEKRE
EHK - RBEEBTHEEBERBE  BRDUVWEEBE
EEMA (LR ZE: FE=10:1) %15 748 Z 57 (83.5%)
FERELtEeEYw EBa&iBE -

fiesttaMcnrMERINBAOT - HFRERABLE
MEHEHELKEY -

7B 0 173.5C (4 &)

NMR (CDCls) : 2.70 (2H, d, ]=17Hz), 3.30 (2H, d, ]=17Hz), 5.92 (2H, s), 6.89 (1H, d, J=7Hz), 7.33
(1H, d,J=7Hz), 7.6-7.8 (2H, m), 7.79 (1H, t, ]=7Hz), 8.60 (1H, d, J=7Hz);

MS m/z: 236 (M?).

= fim Bl 6

EFRHEBYHMEHEEZOTERNZAEY 70 & LU
Hmol scHAAAEE - FBLEWZINTEREY S
EMIBOT  FBRESHABLEVWBEELEY 70-
BRO[8-7F & DK M [1,2-a] Wb 0E -2(3H)-Fd -3,4°-(1° -8 /& )]
(k&% 70)

@&% i

5 B 178.5-180.5C ;

NMR (CDClIs) d: 2.64 (2H, d, J=16Hz), 3.29 (2H, d, J=16Hz), 5.30 (2H, s), 5.88 (2H, s),
6.49 (1H, dd, J=6Hz, ]=8Hz), 6.94 (1H, dd, J=6Hz, ]=8Hz), 6.94 (1H, d, J=8Hz), 7.2-7.5
(5H, m);

MS m/z: 292 (M?*).

L fig Bl 7
BEHEWMmTHEAXZ 3,3-ZH & -5,6,7,8-14 & Bk m FH
[1,2-a]llb 0E -2(3H)-BA(tbk &% 71) & fF Fl 3R B W T -
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100 2352 10% /B FMELLEGER s ZHRAHRXFE
Z 300 =2 (1.4 2K H) 3,3-Z W I & ok ¥ H [1,2-a] 0 0
2OH)-HC ZBEBEHROGIEA) EEYWNRERMRERE A

ETHEALCZERRR BRELEFABEDE  REBEETXH
HEBRSTERER BHRYUVEBEBEREBR (S 2
BB =10:1) KB 281 2R (903%EELEY 2 & B
B - BHOKR-Z2BMZE(CHBERKLE 25 EE5K %
98.5-101Cx H & & # -

iR eW e TERINBUOT  HRETHBLE
mMEEHBELEY -

'NMR (CDCls) &: 0.86 (6H, t, J=7Hz), 0.9-1.1 (2H, m), 1.1-1.2 (2H, m), 1.4-1.6 (2H, m),

1.7-2.0 (6H, m), 2.79 (2H, t, J=6Hz), 3.19 (2H, t, J=6Hz);
MS m/z: 222 (M*).

B fiE B8

EFEHERYHBENEZOTBERNZLEY 72 F 77
BFUKHMBE 7<<HELHTABE MBLEWZISNERY
EhEMIBEUNT HRESHBLEYWEBEEELEY 72
E 77 -

W

RO HE-5,6,7,8-4 g BK M [1,2-a]0 5 -2(3H)-F (b

awv 72)
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i,

5 B 218-220C

NMR (CDCls) 2: 0.9-1.4 (8H, m), 1.5-2.0 (18H, m), 2.79 (2H, t, J=6Hz), 3.30 (2H, t,
J=6Hz); ‘
MS m/z: 302 (M?*).

3,3-2Z 7 K -5,6,7,8-14 & BK MR I [1,2-a]k BE -2(3H)-F (b &

7 73)

_N
Cﬁf@j
5 B 0 35-40C

NMR (CDCls) 6: 0.88 (6H, t, J=7Hz), 0.9-1.4 (8H, m), 1.6-2.2 (8H, m), 3.2-3.4 (4H, m);
MS m/z: 250 (M*). .

02 [7,8,9,10-10 & Bk M 5 [2,1-a] 2 B W -2(3H)-f -3,1°-8 X
(k&% 74)

%5

M5 B 0 270.5°C (45 &) s

NMR (CDCls) 8: 1.8-2.2 (10H, m), 2.3-2.5 (2H, m), 2.6-2.8 (4H, m), 6.44 (1H, d, ]=7Hz),

7.35 (1H, d, J=7Hz);
MS m/z: 242 (M*).

M2 (PR M [2,1-a] B W -2(3H)-FH -3, 1"- K] ((LE D

75)
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s

s 8k 1 164.5-167.5C

'NMR (CDCls) &: 1.8-2.3 (6H, m), 2.4-2.6 (2H, m), 6.94 (1H, d, J=7Hz), 7.33 (1H, d,

J=7Hz), 7.6-7.7 (2H, m), 7.79 (1H, t, J=6Hz), 8.60 (1H, d, J=8Hz);
MS m/z: 238 (M*).
BR[5,6,7,8-10 & BK M8 3 [1,2-a]Mf 1€ -2(3H)-F -3,2° -3 3 [f]
MeEe] (k& 76)
(5o
<

e

&R 252.5C (2 f#)

NMR (CDCls-CDsOD(1:1)) 8: 1.9-2.1 (4H, m), 3.0-3.2 (4H, m), 3.50 (2H, d, J=18Hz), 3.79
(2H, d, J=18Hz), 7.4-7.5 (2H, m), 7.75 (2H, s), 7.8-7.9 (2H, m);
MS m/z: 290 (M*).

BR[5,6,7,8-14 & BK M 3 [1,2-a]lt 0 -2(3H)-FF -3,2° -0 & #i ]
(k&% 77)

(Y
Ng
I B 2 276.5C (4 #E)
NMR (CDCls-CDsOD (1:1)) 3: 1.9-2.1 (4H, m), 3.0-3.3 (4H, m), 3.45 (2H, d, J=17Hz),
3.66 (2H, d, J=17Hz), 7.30 (4H, s);
MS m/z: 240 (M*).

B | Bl 9
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EEHEHYHHEHEEZODTERNZALEY 78 £ 81
BB 1 cHAEBARAKEHE  FHEALEWZITERY
EhEMIBONT HERETHELEYVREENKEY 78
E 81 -

3.3-A (4-& KT EF )W M [1,2-a] € -2(3H)-H (k& % 78)

NN

=~ N Y

g

5 B : 293.0-296.0(C) ;

1H-NMR (CDCls) 8: 3.11 (2H, d, J=14Hz), 3.55 (2H, d, ]= 14Hz), 6.62 (1H, t, ]=7Hz), 6.78
(1H, d, J=8Hz), 6.94 (4H, d, ]=8Hz), 7.12 (4H, d, ]=8Hz), 7.40 (1H, t, ]=7Hz), 7.47 (1H, d,
J=7Hz); '

MS m/z: 382 (M*)

$-B2 9 E B & K -3,3-" W M kM [1,2-a]lf 0F -2(3H)-

(k&% 79)

A B 0 139.0-142.0(C)

1H-NMR (CDCls) 6: 0.35-0.40 (2H, m), 0.60-0.65 (2H, m), 1.30-1.40 (1H, m), 2.50-2.60
(2H, m), 2.80-2.90 (2H, m), 3.94 (2H, d, ]=7Hz), 4.96 (2H, brs), 5.02 (2H, brs), 5.40-5.65
(2H, m), 6.57 (1H, t, ]=7Hz, J=8Hz), 6.91 (1H, d, J=8Hz), 7.16 (1H, d, ]=7Hz);

MS m/z: 284 (Mb“).‘ )

MEO[BK M [1,2-a]lt BE -2(3H)-FH -3,2°-(47 - E - & Ei)]
(lt &% 80)
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o

R EE 0 240.0C (45 f8)

1H-NMR (CDsOD) 3: 3.17 (IH; d, J=17Hz), 3.19 (1H, d, J=17Hz), 3.50 (1H, d, J=17Hz),
3.61 (1H, d, J=17Hz), 6.63 (1H, d, J=8Hz), 6.70-6.80 (2H, m), 7.07 (1H, d, J=8Hz), 7.12
(1H, d, J=9Hz), 7.51 (1H, d, ]=7Hz), 7.81 (1H, d, J=8Hz);

MS m/z: 352 (M*). '

MR (8- B -BRK MR [1,2-a]Wb 0E -2(3H)-FF -3,2°-WU & E7 ] (fk
a4 81)

OH
=N

g

5 Bk : 285.0-290.0°C

1H-NMR (CDCls) 8: 3.22 (2H, d, J=17Hz), 3.91 (2H, d, J=17Hz), 6.57 (1H, dd, J=6Hz,
J=7Hz), 6.82 (1H, d, J=6Hz), 7.27 (1H, d, ]=7Hz), 7.31 (4H, s);
MS m/z: 352 (M").

B fig B 10

AFHEEBYHEHECUTERNZLEY 82 £ 83
BRUREN STHELAAKME FELEHWZITERY
sheWiBUOT HRETIHAESELEYWREZALEY 82
£ 83 -
BR[8-F1 S DK MR OF [1,2-a]WE E -2(3H)-FF -3,4°-(17-F K /& )]
(k&% 82)
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OMe
@50

5 B 200.0-202.07C

1H-NMR (CDCls): 2.64 (2H, d, ]=17Hz), 3.29 (2H, d, J=17Hz), 3.96 (3H, s), 5.88 (2H, s),
6.57 (1H, dd, ]=7Hz, J=8Hz), 6.91 (1H, d, J=8Hz), 7.29 (1H, d, J=7Hz);

MS m/z: 216 (M*).

(8- W E F & E KM H [1,2-a]BEnE -2(3H)-8F -3,4°-(1"-

BXE) (k&% 83)

N
=N
@550
5 BE 1 134.0-137.0C

1H-NMR (CDCls) &: 0.35-0.40 (2H, m), 0.60-0.70 (2H, m), 1.30-1.40 (1H, m), 2.64 (2H, d,
J=16Hz), 3.28 (2H, d, J=16Hz), 3.98 (2H, d, ]=7Hz), 5.88 (2H, s), 6.54 (1H, dd, J=7Hz,
J=8Hz), 6.92 (1H, d, ]=8Hz), 7.28 (1H, d, ]=7Hz);

MS m/z: 256 (M*).

B RSB

) TERARBABETL F 2N BHARY -
B 5 B I0EREAE |60 EmpfE
& 24 10 B 5 60 Z
E- R 95.9 % 45.9 E 3
TR kRS 19.3 £ % 19.3 & 7
AR E AR R 7.0 E 5% 7.0 E 5
NS § X
RERWNE B MR 5.0 & 3% 5.0 2 5,
s B 2.8 B % 2.8 %
e 140.0 = @ 140.0 Z
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ffFHE B AT WA AR - B GG E S E PR
CH ABHEBALATEIHRLEZEED  W&XFEX
ERaERAZTHGEE -

glan » Rt BERRABERDEFRWIAESY - 807 HE

THABYWEREAE  HNERESFERT  Wlts
MI1IESHERAECHALTYVEREAEDARABEAEAERE
- mREREEE  BHRESD BUBIMA EMEIEMLE
i OEE e

[ X ERA]

B IEBEMBEARE - RUERYEY R EATE BRI H
REEF - LEW 24 2BE CAlBEBZRERF K -

FEr2EAEERBRE  RUENYEY R AT KSR DR RE
W TEREE CAlEZHRETIRAC CHERER®E -

EI3EAEERE  RUEREEME/NE(SAMPF L
M4 HBHRED PRERESTMRBEBZEE

FEiBEEERBRMREARETE RHEARE EMNE /DB (SAMPS)
ka4 HBHRED PRERESRMRBBE ZIRZE -

B SsEEEEEMBRARE RHAREZME/DE (SAMPS)
FE 24 HTFRDPBEIRE -
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disclosed is an antidepressant, neuroprotectant, amyloid 3 deposition inhibitor, or age

retardant composition containing a heterocyclic compound having the general formula (I):
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