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25 31, #E[oked H(1,2-a)F % -2(3H)-E8R-3,2 - H[f] 5 % |
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i#)]
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(2 me/kg), 24 BB AT G & MIRICRIE MK, KB AT A MR
Hif T K SARA A T A B 2N E b 44 BT 1) (RO AR 8) & om)
. MR ARE 300 AVeey RoEBRARIR R A 300 A, &R
SNEFT IDRFRAALELKERY, £RKAT 60 472 04T
0.01 mg/kg #= 1 mg/kg.

B F A

5

‘}\‘&

T(ALEE + SC) - T(Z A H + SC)

0
TEER) - T(ZRF+50) 0

HII%E(%) =

VAB AR AR (%) BB AR R, EXF, T ATREH

R, SC ATFRBRBALEH. RRERLTAAMF. FLiAKL

oly, ERALTEY, LR TETH I S35 F 69548,

15



02807625. 7

M

B A5 ZR12/24

A1 A RXAHREERI LGSR
XA E-4h 35 F(mg/kg, p.o.)

CTCTCTCTC\"CTCTETCTE\‘ETWCTCTE—\T

apapopopopapapodapodop opodadodupopopopop opopapopopabopopopopodopad
F F i i i s F iy Sy sy

Q W P oWt NI N DD DI DD bt b et bt bt 1 e et 1 14 €O 00 QD U1 QO N =

T T T T R S N N N N N
WNHOQOWONONAWNHOORNOUNAWN~O

T OO ENINST XSV Sy o~

p

— —_
<
o

OO OOOOHOMMMOOOr R HOOOHROHOOODODOOODOO O

.01
.01
.01
.01
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.01
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.01
.01

.01
.01
.01
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.01
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FHE(%)

56.
86.
60.
49.
49,
66.
58.
80.
. 8%
e
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. 6%
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. b*

. 3%
4%
R
. 4%k
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A*
. B¥x
. Qxxk
L
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REE
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. Ok
VELS
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e

. 4%
e
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. O%%
12.
24.

1%
9%
3%
g
6%
6%
Ok
Bk

5
7

**P<0.01, *P<0.05 (@it 5 F B Z st BB 4L kE 49 Mann-Whitney U

5 IRI)

LIRS 1) HERE T, RAPNENE N Fo b BAEY
Ak, B AR R AETAEA .
AL A Y (DA T ARAY 2 6945 Rl Aoxt RAAY 2 A4 B 7
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77 .
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ARANEDTAG o TRAEEZ 0L ,%D%%ﬁﬂﬂ
Wu&mﬁﬂ SRR BF . BAER. KREHN. mEH.
F, FZoLFTHRHNETERAAFE, i &J”ﬁmﬂTum
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5370.1—50 mg, I vAh41-3 k42,

%KY 6 TAEF K
04 AKX A0 KA, #ATE BRI, {2 KL H R
& F1X 4k 523645,

FAEH 1)
5,5-=(4- BF )oked 52, 1-b]2E k-6(5H)-B7 (A4 1)
FERAIEMAT, Ad 210 mg (9.0 mmol)4 /B 4k Ee |/ 2.8 7
B24A4Y LEF % (10 ml) P Aw A 300 mg (1.4 mmol)i& ¥, 2-F 4t -3-7 &,
AT AEL s, REIA 1.15ml (9.0 mmol)xt FAAF AL, £F
BTRA D D, REBEERNE, &AM T IAK, ATBRT
B8 AR, Riafef hKkik, RER A KRB TR, SR

17



02807625. 7 P

10

15

T, BERAMBITHRIEE(TROE TEE =10)4%, 152
852 mg (80.0 % )irAitk oMt 4 dh. A LB T4, /AR .E>300C
M &,
NMR (CD,0D-CDC1, (1:1)) § : 3.23(2H, d, J=14Hz), B3.43(2H, d, J=14Hz),
6.66 (LH, d, J=4Hz), 6.8-6.9(4H, m), 6.9-7. 1 (44, m), 7.28(1H, d, J=4Hz)
MS m/z : 356 (M%)

HEsf 1) —HB40E, G egAess B4 & TR E9.
5,5-=F oKk (2, 1-b]E =4 -6(5H)-# (1ta-4h 2)
Ya & >300°C
NMR (DMS0-d,) & : 3.69(2H, d, J=15Hz), 3.74(2H, d, J=15Hz), 7.27(1H, 4,
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- =3 foked S5F[1,2-a)% 5 -2(3H)-8R (w44 3)
k&, £.>300°C
NMR (DMSO-dy) & : 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, J=6Hz)
MS m/z : 315 (M)
5,5- = (4- % A F K )oKk 5F[2,1-b]E e -6(SH)-BR (454 4)
15, £.>300C
NMR (DMSO-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- = (4-F AL F ARk H[2,1-bE -6(SH)-87 (1084 5)
rE,E 264-267°C

18

o E14/24m



02807625. 7 oM P FE15/24m

NMR(CDC1,) § : 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- =3 #-2-F Mokek 52, 1-b]Ee2-6(5H)-BA ({LA4 6)
¥.,&8>300C
NMR (CD,0D-CDC1, (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 5,5-Z(2-F 5 F AR )oKk 5H(2,1-b)E ek -6(SH)-8R (144 7)
kx. & 286°C (4f%)
NMR(CDCl,) & : 3.43(2H, d, J=15Hz), 3.60(2H, d, J=15Hz), 6.49(lH, d,
J=5Hz), 6.7-7.0(5H, m), 7.12(2H, dd, J=1Hz, J=6Hz)
MS m/z : 332 (M)
3,3- = (2w 2k F 3R )oked 5[ 1,2-a] %2 -2(3H)-BR ({444 8)
ts.&: 192°C (4-f%)
NMR (CD,0D-CDCL, (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=IHz, J=5Hz), 8.23(1H, dd, J=2Hz, J=6Hz),
8.62(1H, dd, J=2Hz, J=4Hz)
MS m/z : 327 (M")
5,5- = #.-2,3-= A okek F[2,1-b]E e -6(5SH)-87 (144 9)
b, g 233-236°C
NMR(CDCl,) & : 3.03(2H, d, J=14Hz), 3.23(2H, t, J=7THz), 3.41(2H, d,

10

J=14Hz), 3.63(2H, t, J=7Hz), 7.1-7.2(4H, m), 7.2-7.3(6H, m)

MS m/z : 322 (M%)
2-32 # -3-(2-F A F A )skmk F[1,2-a]0kmw (4444 10)
15 ¥ g 205C (Hf)

19



02807625. 7 oM P E16/24m

NMR (CD,0D-CDC1, (1:1)) & : 3.41(1H, d, J=15Hz), 3.76(1H, d, J=15Hz),
6. 72 (1H, t, J=THz), 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)
$Z [k 5[ 1,2-a]572 -2(3H)-ER-3,2° - F 5+ [f] 8p i) (4o 11)
Bk 214°C (4f%)
'NMR (CD,0D-CDC1, (1:1)) § : 3.33(2H, d, J=16Hz), 4.02(2H, d, J=16Hz),
6.58 (1H, t, J=THz), 7.16(1H, d, J=7Hz), 7.24(1H, d, J=9Hz), 7.5-7.6(2H,
m), 7.74(lH, t, J=8Hz), 7.8-7.9(4H, m)
MS w/z : 286 (M)

5 3-%F ookt 5[1,2-a]otks2 -2 H)-8A (1b4-4h 14)
g 182°C (4-f%)
NMR (CDC1,) & : 3.09(LH, dd, J=8Hz, J=15Hz), 3. 64 (1H, dd, J=4Hz, J=15Hz),
4.58(1H, dd, J=4Hz, J=8Hz), 6.47(IH, t, J=THz), 7.0-7.1(2H, m),
7.1-7.2(2H, m), 7.3-7.4(3H, m), 7.54(1H, t, J=THz)
MS m/z : 224 (M) |
3,3-Z(Q2-T e )k ek [ 1,2-a] 57 -2GH)-8R (1La-4y 17)
k& 149.5C (4/% )
NMR (CDC1,) § : 1.55(6H, d, J=6Hz), 2.51(2H, dd, J=8Hz, J=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)

10 MS m/z : 243 (M*)
2 [k o F-[1,2-a]etbox -2(3H)-BR-3,2°-(4- FAX 5 i%)] (4badh 18)
kx.& . 148.0C (4F%)

20
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NMR(CDCl,) & : 3.24(2H, dd, J=18Hz, J=22Hz), 3.88(2H, t, J=18Hz),
6.55(1H, t, J=THz), 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)
$2 [k F-[1,2-a]othez -2(3H)-B0-3,2°-(5°-F B4 2 )] (1ba4h 19)
ra,& . 150.0-152.0C
NMR(CDC1;) § : 3.08(2H, dd, J=6Hz, J=17Hz), 3.8-4.0(5H, m), 6.49(1H,
t, J=THz), 6.8-6.9(2H, m), 7.1-7.3(3H, m), 7.60(1H, t, J=7Hz)
MS m/z : 266 (M)
5 7 [k FF[ 1, 2-a]rikm2 -2(3H)-87-3,2°-(5° - AX B )] (444 20)
& 167-171°C
NMR(CDCL,) & : 3.14(2H, dd, J=6Hz, J=1THz), 3.82(2H, dd, J=1T7Hz,
J=18Hz), 6.57(lH, t, J=THz), 7.08(1H, d, J=8Hz), 7.1-7.3(2H, m),
7.6-7.7(3H, m)
MS m/z : 362 (M')
$2 [k o F[1,2-a) s -2(3H)-BR-3,2° (4" - FIR 87 %)) (4ed-dm 21)
Yo, & 247.7°C (5F%)
NMR(CDC1,) § : 3.26(2H, dd, J=3Hz, J=18Hz), 3.93(2H, dd, J=6Hz, J=18Hz),
6.56 (1H, t, J=THz), 7.15(1H, d, J=THz), 7.23(1H, d, J=9Hz), 7.44(1H,
d, J=8Hz), 7.6-7.7(3H, m)

10 MS m/z : 261 (M)
$2 [k o F[2,1-a] Froobk-2(3H)-8R-3,2- 2 5] (4bo-4p 22)
ta&: 201-203°C ‘
NMR (CDCl,) § : 3.22(2H, d, J=1THz), 3.91(2H, d, J=17Hz), 6.74(1H, d,
J=THz), 6.89(1H, d, J=THz), 7.32(4H, s), 7.6-7.7(2H, m), 7.79(1H, ¢,

J=THz), 8.63(1H, d, J=8Hz)

MS m/z : 286 (M")
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10

15

$Z (2 ok HF(1,2-a]rthoe -2(3H)-87-3,2°-((1,2,5-2& — =k 5)[4,5-c] 2F i%)] (4b
A4 23)
15 86-88°C
NMR (CDC1,-CD,0D(1:1)) § : 3.44(2H, d, J=18Hz), 4.00(2H, d, J=18H2),
6. TL(1H, t, J=THz), 7.2-7.4(2H, m), 7.81(1H, t, J=THz), 7.97(2H, s)
MS m/z : 294 (M)
27 (ko F[2,1-a] Fd ok -2(3H)-B7-3,2°-((1,2,5-28 ==& 5£)[4,5-¢] 2 i#)]
(fe5-4h 24)
1EE: 271.5C (45#)
NMR(CDC1,) § : 3.39(2H, d, J=16Hz), 4.04(2H, brd, J=16Hz), 6. 77(1H, d,
J=THz), 6.81(1H, d, J=7THz), 7.6-7.8(2H, m), 7.82(1H, brt, J=8Hz),
7.95(2H, brs), 8.65(1H, d, J=8Hz)
MS m/z : 344 (M")
$Z [k b 5[ 1,2-a]2% 2 -2(3H)-BR-3,2°- 8 itk ] (kb4 25)
& 195.5C (4#)
NMR(CDCl,) 6 : 3.17(2H, d, J=17Hz), 3.92(2H, d, J=17Hz), 6.53(lH, dd,
J=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)
27 [k e 51 (1,2-a]otkme -2(BH)-EA-3,2° (5 - A F £ 27 %)) (4644 26)
k& 176.5-179.5C
NMR (CDC1,) & :3.25(2H, d, J=17Hz), 3.92(2H, d, J=1THz), 6.57(lH, t,
J=THz), 7.1-7.2(2H, m), 7.44(1H, d, J=8Hz), 8.5-8.7(3H, m)
MS m/z : 304 (M")
$Z [ o 5[ 1,2-a]rtbo2 -2(3H)-BR-3,2°- K 5 [e] 5 %] (4bo-4h 27)
bs.&: 256.0C (45f%) |

22
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NMR(CDC1,) & : 3.33(1H, d, J=17Hz), 3.56(1H, d, J=17Hz), 4.09(2H, t,
J=1THz), 6.50(1H, t, J=THz), 7.22(1H, d, J=9Hz), 7.29(IH, d, J=THz),
7.42(1H, d, J=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- =tk A Hoked 5[ 1,2-a) kg -2(3H)- AR
1, & 64-66TC
NMR (CDC1,) § : 2.56 (2H, dd, J=9Hz, J=14Hz), 2.86 (2H, dd, J=6Hz, J=14Hz),
4.99(2H, dd, J=lHz, J=THz), 5.40(2H, d, J=1Hz), 5.4-5.6(2H, m),
6.67(lH, t, J=THz), 7.17(1H, d, J=THz), 7.52(1H, d, J=THz), 7.59(1H,
d, J=7Hz)
MS m/z : 214 (M)
5 3,3-Z(2-31 T M 2 ok H-[1,2-a] ke -2 (3H)-BR)
kB 245-247°C
NMR(CDC1,) § : 1.4-2.0 (12H, m), 2.9-3. 1 (24, m), 5.29(1H, brd, J=10Hz),
5.8-6.0(3H, m), 6.62(1H, t, J=THz), 7.17(1H, d, J=9Hz), 7.5-7.7(2H,
m)
MS m/z : 294 (M) .
3 ,3- = 8 shokod F[1,2-aloko -2(3H)- AR
Y5 & 64-66C
NMR(CDC1,) 6 : 2.56(2H, dd, J=9Hz, J=14Hz), 2.86(2H, dd, J=6Hz, J=14Hz),
4.99(24, dd, J=1Hz, J=THz), 5.04 (2H, d, J=1Hz), 5.4-5.6(2H, m),
6.67(1H, t, J=THz), 7.17(1H, d, J=7Hz), 7.52(1H, d, J=THz), 7.59(LH,
d, J=THz)
MS m/z : 214 (M)
#Z[ oKk F+(1,2-a]ot e -2(3H)-BR-3,2°- Bp 7]
k& 206°C (4-f%)

10
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NMR(CDCL,) & : 3.16(2H, d, J=16Hz), 3.89(2H, d, J=16Hz), 6.49(IH, t,
J=THz), 7.1-7.2(2H, m), 7.2-7.3(4H, m), 7.61(1H, t, J=THz)
MS m/z : 236 (M*)
3,3- = R A -8-FF bk 1 2-a)stkme -2 (3H)-BR
ta & 160-162°C
NMR (CDCL5) § : 2.54(2H, dd, J=8Hz, J=14Hz), 2.86(2H, dd, J=6Hz, J=14Hz),
4.96(2H, dd, J=1Hz, J=5Hz), 5.01(2H, d, J=1Hz), 5.29(2H, s),
5.4-5.6(2H, m), 6.53(1H, dd, J=THz, J=8Hz), 6.94(IH, d, J=THz),
7.16(1H, d, J=8Hz), 7.3-7.5(5H, m)
MS m/z : 320 (M*)

5 3,3- =T Aeked F(1,2-a) k72 -2(3H)-R
ti.%: 100.5-102°C
NMR(CDCl;) & : 0.6-0.9(84, m), 1.0-1.3(6H, m), 1.6-1.8(2H, m),
2.0-2.2(2H, m), 6.71(1H, t, J=THz), 7.19(1H, d, J=7Hz), 7.50(lH, d,
J=THz), 7.62(1H, t, J=THz)
MS m/z : 246 (M") |
3,3- = (2-3R T M A ) skt FF(1,2-a) itz -2(3H) -8R
¥k 249.0°C (4f%)
NMR(CDC1;) & : 1.4-2.0(12H, m), 2.9-3.1(2H, m), 5.2-5.3(1H, m),
5.8-6.0(3H, m), 6.62(1H, t, JI=7Hz): 7.17(1H, d, J=9Hz), 7.5-~7.7(2H,
m)

10 MS m/z : 297 (M)
3,3- =M R Aok (2, 1-a) e k-2 (3H)- AR
k=& 108-110C

24
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NMR(CDCl,) & : 2.62(2H, dd, J=8Hz, J=14Hz), 2.89(2H, dd, J=6Hz, J=14
Hz), 4.9-5.1(4H, m), 5.4-5.6(2H, m), 6.91(1H, d, J=THz), 7.25(1H, d,
J=THz), 7.6-7.7(2H, m), 7.80(1H, t, J=8Hz), 8.57(lH, d, J=8Hz)

MS m/z : 264 (M*)

EHA) 2)
$Z [k ok FF[2,1-a] Fdotk-2(3H)-E-3,1°-(3 - 3R A MF)] (1bba-4h 28)

5 EEAAAT, @ 1.0 g (3.8 mmol)dh & 466 )AARE) 645 %17
Blehy 3,3- =4 A AR oked 5F[2,1-a] F " ok-2(3H)-AR 64 B47 5 & (80 ml)
Han 80 mg A& A 1K F1(0.24 mmol), AeEA 14 . R R
B, BRIEBEEN., QFESHF K, AR FK
FRYOK, WEFHE, AtefREKRE, ABEERKAELET

10 B, REMMEER, HEREWETAERKARE(THR E:FE =10:1)
N E Ik, 133 748 mg (83.5%) A K48 & 4 dh (9 ARAALA4D .

.8 173.5C (4#)
NMR (CDC1,) & : 2.70(2H, d, J=17Hz), 3.30(2H, d, J=17Hz), 5.92(2H, s),
6.89(1H, d, J=THz), 7.33(1H, d, J=THz), T. 6-7.8(2H, m), 7.79(1H, t,
J=THz), 8.60(1H, d, J=THz)
MS m/z : 236 (M)

15 5 gts] 2) —HRAE, dixd R eALHE BAHSE TR,
$Z[8-3F Bk ok e F[1,2-a) k22 -2(3H)-6-3,1°-(3°- 2R S )] (4644 29)
¥.E: 178.5-180.5C
NMR(CDC1;) 6 : 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, J=8Hz), 6.94(1H, dd, J=6Hz, J=8Hz),
6.94(1H, d, J=8Hz), 7.2-7.5(5H, m)

MS m/z : 292 (M)

20
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A&t 3)
3,3-= " #&-5,6,7,8-19 f. ok ek A[1,2-a] o2 -2(3H)-BA (4044 15)

%) 300 mg (1.4 mmol)dy 5 4] 1) —AF&) 7 %3569 3.3-— 0%
P koK 5 (1,2-a]ot2 -2(3H)-BR 44 2852552 (30 ml) & A2 100 mg 10

5 b ALK, EER. ARRATHRALRE 1 %, BERED, A
TR REAB E SR A5 S B AR BAT (T LRR TEE = 10:1)
5%, 152) 281 mg (90.3 % )Arfi e st dh . Al Thi- LB TE8(10:1)
HATES &, FEIEEA 985-101Ceya &4 .

NMR(CDCl,) § : 0.86(6H, t, J=THz), 0.9-1.1(2H, m), 1.1-1.2(2H, m),
1.4~1.6 (24, m), 1.7-2.0(6H, m), 2.79(2H, t, J=6Hz), 3.19(2H, t, J=6Hz)
MS m/z : 222 (M™)

10 5 ] 3) —HBAF, axf RS FASE TS,
33- 23 -5,6,7 8-19 Aok 5[ 1, 2-a)etk o -2(3H)-BR (1bAvdh 12)
¥k 218-220°C
NMR(CDC1;) § : 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-=T #£-5,6,7,8-m9 & okrd [ 1,2-a]rtoz-2(3H)-87 (46444 13)

15 .5 35-40°C
NMR(CDC1;) &6 : 0.88(6H, t, J=THz), 0.9-1.4(8H, m), 1.6-2.2(8H, m),
3.2-3.4(4H, m)
MS m/z : 250 (M)
#%(7,8,9,10-w9 R ok ek 5 [2,1-a] F 5 ohk-2(3H)-A7-3,1°- 2R R A5

(4684 30)

g 270.5°C (4% )
NMR (CDC1,) & :1.8-2.2(10H, m), 2.3-2.5(2H, m), 2.6-2.8(4H, m), 6.44(1H,
d, J=THz), 7.35(1H, d, J=THz)

20 MS m/z : 242 (M")
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3% (ke 52, 1-a) B ok-2(3H)-BR-3,1°- 2R Rt ] (464 31)
fa& 164.5-167.5C
NMR(CDCl,) & : 1.8-2.3(6H, m), 2.4-2.6(2H, m), 6.94(1H, d, J=THz),
7.33(14, 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)
$2[5.6,7,8-v9 £ 2k ek F[1,2-a] oz -2(3H) -8R -3,2 -5 [ £] 27 i)
5 (454 32)
& 2525C (o)
'NMR (CDC1,-CD,0D(1:1)) 6 : 1.9-2.1(4H, m), 3.0-3.2(4H, m), 3.50(2H, d,
J=18Hz), 3. 79 (2H, d, f=18Hz), 7.4-7.5(2H, m), 7.75(2H, s), 7.8-7.9 (24,
m)
MS m/z : 290 (M")
$2[5.6,7,8-19 B,k 5[ 1,2-a)teoe -2(3H)-BR-3,2 - 2 i#) (4644 33)
W& 276.5C (%)
NMR (CDC1,-CD,0D(1:1)) & : 1.9-2. 1(4H, m), 3.0-3.3(4H, w), 3.45(2H, d,

J=1THz), 3.66(2H, d, J=17Hz), 7.30(4H, s)

10 MS m/z : 240 (M)
KA 4)
4,4- = F A -1-F H-5-8-4,5-— Akt (febdr 16)

# 1.13 g (10 mmol) F R LB 8% F Sml FEF, Ao Sml

15 Whkey 40% FEEER, BAEFEHEF. TRTRE 2 DB, AR

R4 F R EAG R IAF), BRAWBITARAENM(CRUE T Ui
=82:1)424k, 432|860 mg (88% )T Brik,

4 530 mg (13.2 mmol) 60 % 49 A4k &F F 10 ml THF &, 3% 590

mg (6 mmol) k& Z&A. 1.4 ml (12 mmol)3 2 igxF 10 ml THF &

20 JeNEF, £ 50Ch®2 . ARELY FIAK, A 100 ml TE
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LEEFIR 2 R, Kk, MABAETIR, $8EL57 R AMiA
LABALBEM(TR LB Ta = L1)42 4k, 193] 1.22 g (73 % 4744k o
Y.

t& % 125-126°C
NMR(CDC1,) : 2.54(3H, s), 3.11(2H, d, J=13Hz), 3.19(3H, d, J=13Hz),
7.08(1H, s), 7.1-7.2(10H, m)

5 MS m/z : 278 (M%)

T b b aywT A

AL A 3T F ARAY 22 4948 A Foxt K AN AR 2 694k A 2 B 1241

¥, @idx kX LH, BTHE %%%&wﬁm,@ﬁﬁm%bﬁ

10 AERNE RIS AR E, PllotEhER, T2MER.
P B AR K RVA RIS FARAY L2 5K R 6 TR RS S04 7
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