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[0074] A BRW S 25 G, HoAR AR B R HR L 290 012 1000mg F 3 14 Bl 43« 2H &
Wyel e AR Y B s A T 9 A IR T X i, DAV SR TR X B W ot LLE 71 %
eI e X R A LA X B it A, DA R i %08 R gm0 Bt FH

[0075] % B AR AL A A P mT 550 22 1 [ A B A 8 Ak B R R4 5 T8 I e 3 L L
FUF) BT B TR0 T VR &5 o 70 KR IR BE S AL 290 01 2 2999 & 1 43 LU B V& PE K
53 FUKE 750 A BRI T K UE K3« AT AR 2+ TR 70497 dan Bl e 465 5 9 e 7904910 4 T KU
YRR B K B IR VI R B G i R 5 RNEH R A5 G RERE L FLBE 24 U O R B,
B s ST Rk o, 38 AT LB AR B, 45 s g o

(00761 Xt Wb bt FH, A%k BR SR AL 46 & vl 5 TG R 7K B ML i 45 T8 18 o] 33 35 1
VR B R

[0077]  Hai R -

[0078] AUk BHIRBE A A WA b SLie 2RI, HHISE M s, 87 it o B M e R A N
B A5 s S5 RRG WA AR LG , ST SE A0 /7 55 , 77 A2 44 =5 18 in i) @A B AT e

.

BN,

BARTHFR

[0079] "R ) SR A2 BA UG 9 B R T ANE AR K B IR BR 1] o

[0080] A& k7 THI ) Sk i ]

[0081]  SEJitf51 6% —3— (1 (4— (3-FEh Wbk A P 480 E) 4% L) Wik e 2 —4-2) 2R IF [d] S7olmd
(1)

[0082] szl
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No
HN
/@,CHO Acetone, K,CO3, reflux /©/CHO D—h HCI
+ B " T F
T |
HO Br [}
I:Oj
N 4
H
STAB,CH.Cl,

CH,CN, K,COy, refhux
N~
N 7 0 0/\ O ~N
/@/O\/\/ k/N
OHC F

[0084] 1) BU4-$23L A HIE6. 1g,1,3- —IRA%E15.0g, BRIRH20. Tg, II AN A BA50m] , fin#k
(5] 908 52 I 6 7N o TLOASEN , [ B 5E 48 , Y2 B 5, 28 T ), IONIE & & e, /KT, 7 20K
2 A VLZ NG K B BREE T, 28 T8 ), AR B PR Y AR JE AT 15 B ([ 49 . 4g, 4 AT
186-188°C , It #78.3% .

[0085]  2) HUEE—+b 77 W4 . Tg, TL/KBRER 4TS . 0g, Z f550m] , 6- 98 —3— (R IE Fe-4-3&) F3F
[d] Fomms EhER AR5 . 5, MFA R IR S B 6 /N, v B %R, 18, 28 T-VA 7, B v B 70 4 Tl -
LR g2 1 MR B L IR 6 . 1, % 82.4%

[0086]  3) HW 45 — 5 /=#)0.7g, IO MG IR0 35g, = L WA LM A AL ENO0 . 84g A — 5 H 4%
30ml, =R N 128, A Imol/ml S AL ENE YL , 73 25K 2 A HLZE e /KB B B 1)
T IEA AF IR TR, B Z T 15 B [ 4R0. 62, 44 25, :96-98°C, 1L % 68.6 % . 'H NMR
(600MHz ,CDC13) 87.40 (dd,J=18.0,12.0Hz,1H) ,7.20(dd,J=19.2,3.6Hz,1H) ,7.15-7.06
(m,3H) ,6.92-6.83 (m,2H) ,4.04 (t,J=17.9Hz,2H) ,3.65 (s,2H) ,3.56 (t,]=9.4Hz,4H) ,
2.78(p,J=15.8Hz,1H) ,2.57-2.34 (m,10H) ,1.90-1.64 (m,4H) ,1.42-1.55 (m,2H) .MS (ESI)
m/z 454.2 ([M+H]") .

[0087]  SEJitif52. 6% 3~ (1- (3— (4— (WRWE JE-1-FEH ) ZREA L) N E) Wikhe 25 -4-28) 2R IF
[d] &

[0088] &M (2)

(00891 féf M bk F8t G MR E , 4% 2 Wt 5] 1 1) 7 v &6 H b &9 s Rn sk 1 9w 5 (2) B
7~ o 'H-NMR (600MHz ,CDC13) 87.42 (dd,J=18.0,11.9Hz,1H) ,7.21 (dd,J=19.2,3.6Hz, 1H) ,
7.16-7.05 (m,3H) ,6.94-6.81 (m,2H) ,4.05(t,J=11.6Hz,2H) ,3.66(s,2l) ,2.77(p,]=
19.0Hz, 1H) ,2.60-2.30 (m,10H) ,2.00-1.64 (m,4H) ,1.62-1.18 (m,8H) .MS (EST) m/z 452.3
(IM+H]) .

[0090] St f53 69k —3— (1— (3— (4— ((4—HI MR IE Ha—1-J5) Y JE) R A JL) P 2% MR Mg 2
4-38) K9 [d] S5 mk (3)

(00911 g nch bk 466 jl 4 — HR SR I , 42 S i 97 1 14 5 ¥ 1 4% B At &9, 45 M= nR 1 g 5
(3) - "H-NMR (600MHz ,CDC13) 87.41 (dd,J=18.0,12.1Hz,1H) ,7.21 (dd,J=19.2,3.6Hz, 1H) ,
7.18-7.05(m,3H) ,6.95-6.82 (m,2H) ,4.05 (t,J=18.1Hz,2H) ,3.66 (s,2H) ,2.77 (p,]J=
19.0Hz,1H) ,2.63-2.31 (m, 10H) ,1.94-1.58 (m,6H) ,1.58-1.41 (m,3H) ,1.27-1.37 (m,2H) ,
0.86(d,J=14.4Hz,3H) .MS (EST)m/z 466.3 ([M+H]") .

[0092]  Sjstif5i)4 638 —3— (1- (3— (4— (R Mg e — 12 FH J) R 4(JE) A 4K) WRME k-4 J%) 2R 9
[d] % (4)

[0083]
N-o

F

10
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[0093] & NEh bk 45t Fsd L P 5, 22 SIZ Tt 451 1L 1 v kil & H AR &40, it s RnR 1 dm s (4) &
'H-NMR (600MHz ,CDC13) 87.41 (dd,J=18.0,12.1Hz,1H) ,7.21(dd,J=19.2,3.6Hz, 1H) ,
7.17-7.03 (m,3H) ,6.96-6.75 (m,2H) ,4.05(t,J=17.6Hz,2H) ,3.66 (s,2H) ,2.76 (p,]=
19.0Hz,1H) ,2.60-2.27 (m,10H) ,1.92-1.61 (m,8H) ,1.55-1.42 (m,2H) .MS (ESI)m/z 438.6
(IM+H]7) .

[0094]  sjfafsl5.3— (1- (3— (4~ (3,5~ FH SRR IE 2 -1-28) H ) ZRE L) TR 2E) Wik e 2 -4
5E) 59 R I [d] F7olme (5)

[0095]  “WgRshmbkge p3 , 5 — HH HEWRIE , #2 S5t 451 1 14 77 V2 1l & H AR &, gt X sR 1vh
%5 (5) o 'H-NMR (600MHz ,CDC13) 67.41 (dd,J=18.0,12.1Hz,1H) ,7.22 (dd,J=19.2,3.6Hz,
1H) ,7.12 (m,3H) ,6.89 (m,2H) ,4.05 (t,J=18.1Hz,2H) ,3.59 (s,2H) ,2.71 (m,3H) ,2.47 (m,
6H) ,2.05(dd,J=29.7,17.8Hz,2H) ,1.78 (m,7H) ,1.51 (d,J=19.0Hz,2H) ,0.95(d,J=
15.1Hz,6H) ,0.84 (m, 1H) .MS (EST) m/z 480.6 ([M+H]") .

[0096]  SEjfEf5]6 1 (4— (3~ (4~ 53R ZE I [d] T mknd —3-F8) MR e FE—1-38) 4RI K H
HE) ke JE-4-1 (6)

[0097] g nchibk 46t ji 4 —F2 SER G , 32 S it 5 1 1 5 ¥ 1 4% B At &9, 45 M= inR 1 g 5
(6) - 'H-NMR (600MHz ,CDC13) 87.43 (dd,J=17.9,12.0Hz,1H) ,7.25(dd,J=19.2,3.6Hz,1H) ,
7.15-7.05 (m,3H) ,6.93-6.82 (m,2H) ,4.04 (t,J=18.2Hz,2H) ,3.70-3.54 (m, 3H) ,2.76 (t,]
=19.0Hz,1H) ,2.59-2.33 (m, 10H) ,1.97-1.81 (m,3H) ,1.81-1.59 (m,5H) ,1.55-1.42 (m,
2H) .MS (EST)m/z 468.6 ([M+H]) .

[0098]  SLjitfs 7 \N—- 2, F-N- (4— (3— (4— (5—9 AR I [d] Fe G mkng —3-38) WRIE JE-1-J5) 4
) RH L) 2% (7)

(00991 Kb mph 6k il — £ L fi% , # S L 7 vkl & B b &, SN 1h w5
(7) « 'H-NMR (600MHz ,CDC13) 67.37 (dd,J=15.0,9.9Hz,1H) ,7.18 (dd,J=15.9,2.9Hz, 1H) ,
7.15-6.95 (m,3H) ,6.92-6.71 (m,2H) ,4.03 (t,J=15.1Hz,2H) ,3.64 (s,2H) ,2.74(dd,J=
31.5,15.8Hz,1H) ,2.59-2.25 (m, 10H) ,1.96-1.62 (m,4H) ,1.54-1.42 (m,2H) ,1.01 (t,J=
12.6Hz,6H) .MS (EST)m/z 439.6 (IM+H]") .

[0100]  Sjif58.3— (1- (3— (4— ((2, 6 HI FLnEmpkAR) H ) ZR4AHL) A E) MR e ik -4-2%) -
6—9m AR I [d] Tk (8)

[0101]  KgRshmbkge pl 2 , 6 — HH LN mpk , 42 St 451 1 1) 77 V2 1 & H AR &, gt Xn =R 1 vh
%5 (8) - 'H-NMR (600MHz ,CDC13) 67.41 (dd,J=15.0,10.1Hz,1H) ,7.22 (dd,J=16.0,3.0Hz,
1H) ,7.16-6.99 (m,3H) ,6.98-6.73 (m,2H) ,4.05(t,J=15.1Hz,2H) ,3.79-3.40 (m,4H) ,
2.85-2.67 (m,3H) ,2.60-2.20 (m,8H) ,1.96-1.63 (m,4H) ,1.50-1.42 (m,2H) ,1.12(d,J=
11.5Hz,6H) .MS (EST)m/z 482.3 (IM+H]") .

[0102]  Sjif519. 69 —3— (1- (3— (4— ((4—HIFEMR IR -1-Jk) HI3L) JR A IE) P 2) WRIE Bk -4
5 2RI [d] Folme (9)

[0103] Y nchibk 46t pli 4 — H SR MR , 42 i i 57 1 1 9 ¥ 1 4% B At &9, 45 M =nR 1 e 5
(9) . "H-NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J=16.0,3.0Hz, 1H) ,
7.17-7.03 (m,3H) ,6.96-6.72 (m,2H) ,4.05 (t,J=15.2Hz,2H) ,3.66 (s,2H) ,2.77 (p,]=
15.8Hz,1H) ,2.57-2.40 (m,10H) ,2.39-2.27 (m,4H) ,2.14 (s,3H) ,1.95-1.64 (m,4H) ,1.54~

11
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1.43 (m,2H) .MS (EST)m/z 467.3 (IM+H]") .
[0104]  SEj510.3— (1- (3— (4- ((4- L HENRMR-1-48) FHAR) JRAAHL) P 2E) DR g Bk -4-25) -
6—9m R I [d] % mk (10)
[0105] R nehibkf A — 2, FENR W , #5051 1 1K) 7 v il 2% B bt &4, MR in R 1 9 5
(10) - 'H-NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J=16.0,3.0Hz,
1H) ,7.17-7.03 (m,3H) ,6.93-6.76 (m,2H) ,4.05(t,J=15.1Hz,2H) ,3.66 (s,2H) ,2.77 (p,]
=15.8Hz,1H) ,2.57-2.33 (m, 12H) ,2.32-2.18 (m,4H) ,1.97-1.62 (m,4H) ,1.56-1.43 (m,
2H) ,1.03 (t,J=12.6Hz,3H) .MS (ES)m/z 481.3 ([M+H]") .
[0106]  Sjitafsil116-9—3— (1- (3— (4 ((4—ZRILWRME-1-J) F L) 2R L) P 3E) Wik iE J—4-
5 2RI [d] Folme (11)
[0107] g neh bk 46t jliA— 2R LR W , 2 STt 9] 1 1K) 7 v il 2% B bt &4, MR inR 1 9 5
(11) - 'H-NMR (600MHz ,CDC13) 87.36 (dd,J=14.9,10.0Hz,1H) ,7.22-7.12 (m,3H) ,7.12-7.03
(m,3H) ,6.94-6.81 (m,4H) ,6.81-6.62 (m, 1H) ,4.02 (t,J=15.1Hz,2H) ,3.64 (s,2H) ,3.17
(t,J=10.3Hz,4H) ,2.75(p,J=15.8Hz,1H) ,2.60 (t,J=10.3Hz,4H) ,2.56-2.26 (m,6H) ,
1.96-1.61 (m,4H) ,1.56-1.43 (m,2H) .MS (EST) m/z429.3 ([M+H]") .
[0108]  Sjfafsi12.6-4- (4= (3~ (4~ CRI: [d] FpEme—3-2) NRIE-1-2&) TN ZE) 2K H 26 i
Wbk (12) $46-9—3— (WRBE FE—-4-3L) 2RI [d] Fp w4 e d— ORI [d] Fpigg e —3-38) WRIZ , 4% 5K
T L T ik 2% B AR &, R 1 45 (12) « 'H-NMR (600MHz , CDC13) 88.40 (dd, J
=14.9,3.0Hz,1H) ,8.11-8.05 (m, 1H) ,7.86(dd,J=15.0,3.1Hz,1H) ,7.75-7.69 (m, 1H) ,
7.22-6.99 (m,2H) ,6.98-6.37 (m,2H) ,4.04 (t,J=15.1Hz,2H) ,3.87 (t,J=10.3Hz,4H) ,
3.65(s,2H) ,3.56 (t,]=9.4Hz,4H) ,3.43 (t,J=10.3Hz,4H) ,2.51-2.40 (m,6H) ,1.94-1.64
(m,2H) .MS (ESI)m/z 454. 2([M+H]*)
[0109] S5 1369 —3— (1— (4— (3-FEhmbk AR P 480 JE) 2R HH J) MR g -4 4%) 2R IF [d] =
ru: (13) K mph At 69 —3— (MR IE Fh—4-38) 29 [d] Folme , 69— 3— (TR IE JE—4-3%) zlxaﬂd]
A 8t S ML AR, 2 S A5 1 1) v i 4 E AR, FR S A5 1 1 T R L A H ARG A, 4
*@ﬁﬁﬂ?@lﬁjﬁﬁ (13) .'H-NMR (600MHz ,CDC13) 67.39 (dd,J=14.9,10.0Hz,1H) ,7.19(dd,J
=15.9,2.9Hz,1H) ,7.16-7.03 (m,3H) ,6.93-6.69 (m,2H) ,4.04 (t,J=15.1Hz,2H) ,3.65 (s,
2H) ,3.59-3.38 (m,5H) ,2.66-2.36 (m,6H) ,2.36-2.25 (m,4H) ,2.00-1.63 (m,4H) ,1.55-1.42
(m,2H) .MS (ESI)m/z 453. 2([M+H]*)
[0110]  SEZHEf 14643 (1- (4— (3— (NRIEILE—1-3L) P4 L) 7 H 3) R 3L —4-3%) 2K 3%
[d] Fome (14)
[O111] g b bk ol 6- 980 —3— (WRWE E—-4-2%) 4 FF [d] %t , 69 —3— (WRIE JE—-4-J%) IR IF
[d] 55 ST 480 ol N bR, 2 SIZ e ] 110 77 v il 46 B A &4, g5 iR n R 1P 4w 5 (14) o 'H-NMR
(600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21(dd,J=15.9,2.9Hz,1H) ,7.17-7.03
(m,3H) ,6.96-6.63 (m,2H) ,4.05 (t,J=14.9Hz,2H) ,3.66 (s,2H) ,3.49 (p,J=16.0Hz, 11) ,
2.68-2.12 (m,10H) ,1.97-1.61 (m,4H) ,1.58-1.44 (m,6H) ,1.44-1.21 (m,2H) .MS (ESD) m/z
452.3 ([M+H]") .
[0112] S5 15.6-%—3— (1- (4— ((1-F FENRIE Fe—4-J5) 480 3k) 78 k) iR i -4-38) OF
I [d] Fme (15)

12
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|| STAB CH20|2
[0113] ﬁj

N
I

0

DEAD,PPhg, THF

[0114] 1) AR IKHFIEG . 1g, IG5 -3— (URIE JE-4-48) HKIf [d] W13, 2g, =4
ok A S AL 21 . 2g A1 — & FF e 100m 1, 53R e 127N, B Tmo 1 /m1 & S8 A BNV WL » 47
ZKIE B HLZIITo /K BRER B T-1 , 28 T8 551, 193 5 Ca iR A AT IR AT A9 38 ([ 148 . 4, 1%
R1:122-123°C,UX%51.5%

[0115]  2) BEE— 2277 ¥)1 . 2g, IO AN-HI FE—4-WRIEFF0 . 84g , — R ELHH2 . 2g F120m1 PY APk
W, UK VA ED 6 1) Forp 2480 i 1 . 3gDEAD , ¥ N 52 B 5 25 5 i Wi 87N o FHAE RIS AL 4
WGE , 7 27K A HLUZ T KR BR B T8 , 28 TI 501, 45 3 2 oy kA A 2 A 15 2 (a3
R#0.85g, st %54 .8% . 'H-NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J
=16.0,3.0Hz,1H) ,7.17-7.00 (m,3H) ,6.97-6.71 (m,2H) ,3.76 (p,J=14.7THz,1H) ,3.66 (s,
2H) ,3.49 (p,J=15.9Hz,1H) ,2.56-2.36 (m,8H) ,2.18 (s,3H) ,2.16-2.01 (m,2H) ,1.96-1.82
(m,2H) ,1.81-1.68 (m, 2H) 1.55-1.42 (m,2H) .MS (EST) m/z424.2 ([M+H]") .

[0116]  SEJE516.6-%—3— (1- (4— (3— (WRWE - 1-28) A L) 2R 2 88) Wik 2 -4-2%) 2R IF

[d] &M (16)
OH Acetone, K,CO;, reflux /@/\/ OH Q
AN - H
H0/©/\/ v o Br” "0

CH;CN, K,COs, reflux
(I.‘.I
$=0
o O o)
on T
HO CHCl; TsO

O @*@

CH,CN, K,CO0;, reflux

[0118] 1) HX4-FEER L WE6.9g,1,3- I KE14. 9, BRIER #1120 7, TN A ER50m1 , Jin#4
5] J7E S5 26 7N o TLCAS: I, S5 B 5E 5, ¥4 B2 =3, 28 TV 77, INNIE & & e, 7K, 43 257K
2, A VLZE NG K B R EE T, 28 T8 ), 1R 3 PR Y AR JE AT 45 B B [ 49 . 3, 4 A
102-104°C, i %72.3% ,

13
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[0119]  2) BEE— /15 . 2, o /KR IR #1'8 . Og, L IE50mL , WRIE3 . 4g , IFA RIS b6 7]
B, A2 SR I8, 28 TTVE R, PTG T : B2 81 231 AR AR VR B R A4 . 3, IR
%81.8%.

[0120]  3) HY 28 2042 6g¥ T-30ml — & FH ot , B M4 30 T Vi A\ FH 10m LI A () 2 . 8 H
LB, T N 5E IR N 1278, F 1Imol/m1 & B AL AL » 2 227K 2, B HLE TG K
BRIR LT , 2T 0, 15 1 5 Co IR Y , A JZ AT 49 3 € iR 3 . 8, W %291 .5 % .

[0121]  4) BUES =207/ W2. 1g, To/KIRER 2. 1g, £ E50m1 , 6- 98 —3— (WRIE FE-4-4%) HIF
[d] S me SRR 5 1. 3g, I RT3 [ N6 /NI, & 2 == 3, b 8, 28 T 77, e i 77 — & H
Bt FREE30 . 1t AR A3 R B (a [E 4K 1. 9g, 1 15 123-124, U %83.2% . 'H NMR (600MHz ,CDC13) &
7.40(dd,J=15.0,9.9Hz,1H) ,7.20(dd,J=15.9,2.9Hz,1H) ,7.15-7.05 (m, 3H) ,6.93-6.66
(m,2H) ,4.04 (t,J=14.3Hz,2H) ,2.90-2.60 (m,5H) ,2.59-2.28 (m,10H) ,1.98-1.63 (m,4H) ,
1.63-1.43 (m,6H) ,1.43-1.18 (m,2H) .MS (ESD)m/z 466.3 ([M+H]") .

[0122] s 17 6-5—3— (1- (4— (3-SR AR PN 480 JE) 2R £ 2%) WRWE -4 58) 2R IF [d] ot
W (17) Ho MR W 80 B R, 42 S Bt A5 16 1) T vl 2% E bk &4, e MRk 1 e 5 (17) & H-
NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.22(dd,J=16.0,3.0Hz,1H) ,7.16-
7.07 (m,3H) ,6.96-6.65 (m,2H) ,4.05 (t,J=15.2Hz,2H) ,3.55 (t,]=9.4Hz,4H) ,2.86-2.60
(m,5H) ,2.56-2.31 (m,10H) ,1.96-1.63 (m,4H) ,1.55-1.42 (m,2H) .MS (ESI) m/z 468.3 ([M+
H]Y) .

[0123]  SEJtEf518.6-%—3— (1- (4- (3— (4-FH FLNR IR -1 -3%) L) 7K £ 3%) DR g L -4-2%)
I [d] S %mk (18)

[0124]  REWRFE 6 RRN-FH BRI , 3% St 51 L611) 7 v 1 2% B Anfb &9, iR 1 g 5
(18) . 'H-NMR (600MHz ,CDC13) 87.39 (dd,J=15.0,10.0Hz,1H) ,7.20(dd,J=16.0,3.1Hz,
1H) ,7.16-7.05 (m,3H) ,6.92-6.79 (m,2H) ,4.04 (t,J=15.2Hz,2H) ,2.86-2.60 (m,5H) ,
2.57-2.33 (m,6H) ,2.28(s,8H) ,2.13(s,3H) ,1.91-1.66 (n,4H) ,1.55-1.43 (m,2H) .MS (ESI)
m/z 481.3 ([M+H]") .

[0125] S ff 1969 —3— (1— (4— (3— (4—HI JENRE - 1-F%) AR IE) 2R 2 08) MR BE FE—4-
5 2RIt [d] JolEme (19)

[0126]  KEWRHE $ ple4—H DR IE , 3% STt 51 L611) 7 v 2% B Anfb &9, iR 1 g 5
(19) - 'H-NMR (600MHz ,CDC13) 87.39 (dd,J=14.9,10.0Hz,1H) ,7.20(dd,J=16.0,3.0Hz,
1H) ,7.14-7.05 (m,3H) ,6.96-6.70 (m,2H) ,4.06 (t,J=15.2Hz,2H) ,2.86-2.59 (m,5H) ,
2.58-2.26 (m,10H) ,1.96-1.58 (m,6H) ,1.58-1.17 (m,5H) ,0.86 (d,J=12.3Hz,3H) .MS (ESI)
m/z 480.3 ((M+H]") .

[0127]  SZjEf6]20.4— (3— (4— (2- (4— (2, 3-SR HL) WRIE-1-38) 7, 50) R4 L) TN &L) gk
(20) PR e He FS bk , 698 —3— (WRIE Fk—4-3%) 8 FF [d] el Eh IR Eh ¥ pl 2, 3- — SR LR
e R TR L 4% S 161 7 vE K 4% B ARL A, SR E 19 45 5 (20) - 'H-NMR (600MHz
CDC13) 87.25-7.05 (m,2H) ,7.02-6.86 (m,2H) ,6.86-6.71 (m,2H) ,6.52 (dd,J=14.6,3.4Hz,
1H) ,4.03 (t,J=15.1Hz,2H) ,3.53 (t,J=9.4Hz,4H) ,3.42 (s,8H) ,2.81-2.59 (m,4H) ,2.47
(t,J=15.4Hz,2H) ,2.32(t,J=9.4Hz,4H) ,1.93-1.61 (m,2H) .MS(ESI)m/z 478.2 ([M+H
1.

14
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[0128]  sjafs21 . 1- (2, 3- AR HE) —4- (4- (3— (WRAE FE-1-J5) AR 2K 2 38) ki (21)

[0129] K569 —3— (WRAE JE—4-3%) 2RI [d] olme Eh iR R ¥ pli2, 3- — &R FEIR R Eh R 2
s 1600 J7 ik & B AR &, g iR 14 445 (21) o 'H-NMR (600MHz , CDC13) 8
7.18-7.08 (m,2H) ,7.07-6.76 (m,4H) ,6.55(dd,J=14.7,3.5Hz,1H) ,4.05(t,J=15.2Hz,
2H) ,3.44 (s,8H) ,2.81-2.60 (m,4H) ,2.51-2.40 (m,6H) ,2.02-1.69 (m,2H) ,1.58-1.43 (m,
41) ,1.42-1.25 (m,2H) .MS (ESD)m/z 476.2 ([M+H]") .

[0130]  SEjfafs|22.1- (2,3- 5 A HE) —4- (4- (3— (4-FP REMR -1 -3%) PR RL) 2K 2 3E) IR s
(22) PR WE 4 BN FA ZE IR , 6380 -3~ (URIE 2 -4-28) K IF [d] Fomme dh R £h 4 li2, 3- =&
FRIENRIE SRR £L , Fo S 16 1% J7 v % B bs L &4, &R inR 1h 45 5 (22) 'H-NMR
(600MHz,CDC13) 67.25-7.09 (m,2H) ,7.02 (dd,J=14.9,3.4Hz,1H) ,6.98-6.78 (m, 3H) ,6.55
(dd,J=14.7,3.5Hz,1H) ,4.05 (t,]=15.2Hz,2H) ,3.44 (s,8H) ,2.88-2.57 (m,4H) ,2.48 (t,
J=15.3Hz,2H) ,2.29(s,8H) ,2.14 (s,3H) ,1.94-1.68 (m,2H) .MS (ESI)m/z 491.2 ([M+H]") .

[0131]  sEZJEf5)23.1- (2,3 5 AIE) —4- (4- (3- (4-H FEWR g Fe-1-%) AR L) 7K 2. 35) IR
W& (23) FEWRBE i g4 - JEDRIE , 691 —3— (WRFE FE—4-3) 2RI [d] Folme Shig sh ¥ pl2, 3-—
SRR SRR 2L, F ST 1610 5 vk & B A b &4, g5 X R 19 i 5 (23) o 'H-NMR
(600MHz ,CDC13) 87.18-7.07 (m,2H) ,7.05-6.88 (m,2H) ,6.87-6.78 (m,2H) ,6.53 (dd, J=
14.7,3.3Hz,1H) ,4.04 (t,J=15.1Hz,2H) ,3.43 (s,8H) ,2.83-2.59 (m,4H) ,2.57-2.25 (m,
6H) ,1.99-1.42 (m,5H) ,1.39-1.27 (m,2H) ,0.86 (d,J=12.3Hz,2H) .MS (EST) m/z 490.2 ([M+
H]Y) .

[0132]  sjaffi24. (2,4- R HE) (1- (4- 3-NEMRARIN A IE) 2K £ 38) WRIE JE-4-58) H B
(24) W4V E #e S IR , 638 —3— (TR AE JE—4-3) 2R FF [d] Folmde Eh R Sh ke ol (2, 4- 5K L)
(R WE J—4—2) FH R R 6 , 3% S 16 1 v il ¢ HARAL &4, 5 MRk 1+ 4w (24)
o "H-NMR (600MHz ,CDC13) 87.85-7.78 (m, 1H) ,7.23-7.07 (m,3H) ,6.99-6.92 (m, 11) ,6.91-
6.79 (m,2H) ,4.05(t,J=15.2Hz,2H) ,3.55 (t,J=9.4Hz,4H) ,3.33 (p,J=16.1Hz, 1H) ,
2.81-2.60 (m,4H) ,2.56-2.31 (m, 10H) ,2.16-2.04 (m,2H) ,1.94-1.68 (m,4H) .MS (ESD) m/z
473.3 ([M+H]") .

[0133]  sjaffi25. (2,4- 3R SE) (1- (4- (3— (WRFEFE-1-28) WAL 2R £ 38) WRIE JE -4
A5) HH (25)

[0134]  R56-9—3— (WRAE Je—4-55) 2RI [d] S olemb Eh PR b #e pl (2, 4- 9o ) (R IE J—4-
55) FEA SRR £, 4 S Bl 16 1% T ik % H ARtk &4, X R 1 4i 5 (25) o TH-NMR
(600MHz ,CDC13) 87.85-7.78 (m, 1H) ,7.24-7.07 (m,3H) ,7.00-6.93 (m, 1H) ,6.90-6.74 (m,
2H) ,4.05(t,J=15.1Hz,2H) ,3.33(p,J=16.1Hz,1H) ,2.84-2.61 (m,4H) ,2.58-2.32 (m,
10H) ,2.16-2.04 (m,2H) ,1.94-1.71 (m,4H) ,1.59-1.43 (n,4H) ,1.41-1.32 (m,2H) .MS (ESI)
m/z 471.3 ([M+H]") .

[0135] S f5126 69 —3— (1— (3— (4— (- Mk AR £ ) R L) TN %) IR g Bk —4-4%) % 9F:
[d] FEmE (26)

[0136]  KEWRIE 4 s 69 —3— (MR E i —4-%) 25 [d] Feomp ER R 6, 691 —-3— (WRAE FE—4-
HE) TR I [d] e 26 1 6 46 S M bk, 42 STt 51 1 6 1) 77 v 1 2% B AL &40, i X 32 19 2
5 (26) . '"H-NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J=15.9,2.9Hz,

15
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1H) ,7.17-7.03 (m,3H) ,6.96-6.74 (m,2H) ,4.05 (t,J=15.1Hz,2H) ,3.56 (t,J=9.4Hz,4H) ,
2.85-2.61 (m,5H) ,2.61-2.27 (m, 10H) ,1.94-1.60 (m,4H) ,1.55-1.42 (m,2H) .MS (EST) m/z
468.3 ([M+H]") .

[0137]  SZifi27 . 6-9—3— (1- (3— (4- (2— (WRWEFE-1-3L) 2, 58) A L) TN &L) WRnE Bk -4
) AT [d] F%me (27)

[0138]  REWRME 4 s 69 —3— (MR IE i —4-%) 25 I [d] Femp ER R 6, 691 —3— (WRAE FE—4-
HE) R I [d] el 26 1 R 46 BONRBE , 4% STt 51 16 1) 77 v 11 2% B AL &40, i =X 2 19 2
5 (27) . '"H-NMR (600MHz ,CDC13) 87.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J=16.0,3.0Hz,
1H) ,7.17-7.02 (m,3H) ,6.93-6.59 (m,2H) ,4.05 (t,J=15.1Hz,2H) ,2.90-2.60 (m,5H) ,
2.61-2.27 (m,10H) ,1.96-1.61 (m,4H) ,1.62-1.08 (m,8H) .MS (EST) m/z 466.3 ([M+H]") .
[0139] S5 2865 —3— (1- (3— (4 (2— (4-FH LR IE -1 -J%) £ 0%) R HE) T 2E) Wk
Fe—4-55) 2RI [d] Fomk (28)

[0140]  REWRBE 4 s 69 —3— (MR E i —4—%) 25 [d] R obmp Eh R 6, 691 —3— (WRAE FE—4-
52) ORI [d] e W 35 R 3k 6 e 4 — R WRIE , #% St 451 16 1K) J7 v ) 4% B b &40, g fy =X
1 4% 5 (28) o 'H-NMR (600MHz,CDC13) 67.41 (dd,J=15.0,10.1Hz,1H) ,7.21 (dd,J=16.0,
3.0Hz,1H) ,7.15-7.06 (m,3H) ,6.95-6.78 (m,2H) ,4.05(t,J=15.0Hz,2H) ,3.48 (p,J=
16.0Hz,1H) ,2.85-2.60 (m,4H) ,2.60-2.24 (m, 10H) ,1.91-1.59 (m,6H) ,1.58-1.20 (m,5H) ,
0.86(d,J=12.1Hz,3H) .MS (ESI) m/z480.3 ([M+H]") .

[0141] S f5)29.6-8—3— (1- (3— (4- (2— (4-FH FLWRIE -1-3%) £ 55) R FL) T 3E) MR -
4=58) AR IF [d] Fme (29)

[0142]  REWRAE 4 s 69 —3— (MR IE i —4-%) 25 [d] e obm Eh R 6, 691 -3 — (WRAE FE—4-
52) ORI [d] e W 5 IR 3k 6 g N— R R S , 42 St 451 16 1K) J7 v ) 2% B A &40, g f =X
F 1485 (29) o 'H-NMR (600MHz ,CDC13) 67.41 (dd,J=15.0,10.0Hz,1H) ,7.21 (dd,J=16.0,
3.0Hz,1H) ,7.17-7.03 (m,3H) ,6.96-6.61 (m,2H) ,4.05 (t,J=14.9Hz,2H) ,3.47 (dd,J=
32.0,16.0Hz,1H) ,2.79-2.61 (m,4H) ,2.58-2.33 (m,6H) ,2.29 (s,8H) ,2.14 (s,3H) ,1.92-
1.65 (m,4H) ,1.55-1.42 (m,2H) .MS (EST) m/z481.3 ([M+H]") .

[0143]  SR1SLHEAI1 ~ 31| &ML G W95 L H 515
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[0146]
m’Q\N’\
21 e NUN I
"\E:LOM,Q
4 .
22 cl '\,l!l
1 CUUNN
SN
|
a’[:;\u’ﬁ
23 - me
- L0
‘/@\0/\\/\"/\0
25 Fm@k/ﬁ
"‘/\‘(‘;I\Q/“\-./‘\N
26
@
\/\Q\Qf‘-\/‘m"xl
27 s
O
mu’ﬁ
28 \'B
Spfs
[
g = T
29 MLBD
(01471 B. 243 J5 1 F 32 it 451
[0148]  sLjif5]32
[0149]  5-HTiaJBLfF) 1] 4%
[0150]  RER Tk, UK 3 , IR BN B2 )2, I\ 3m1 25 phif (0. 05MFY) Tri s—HCT 25 /il » 25

0.1% FIHIIR MLER < 10um PR T Fl4mM CaCly) T-4R43-4s 519K, SIHAIR, SR IG NN Bml G2
(0.05Mf{) Tris-HCIZZE MR, 70 1% I HLIR LR  10um e f4 5= Fl4mM CaClz) , F-37°CHFAL
10min, 4k 58 i 1R R T 8% 5 &, 76120001, 4°C 850 20min, 37 & M1 3m1 2% i
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T, iR & 2R A, BN SmI Z2 i, &0, B IR, B0 SEEE, 35 HIE W 0T
TET-80CHhitfr# H,

[01561]  SZARZE G SLIaht KL .

[0152]  [&]fo7 Z=PC H:°H-8—0H-DPAT (67.0Ci/mmol) , W [ PerkinElmer /A ] ; 5-HT, I [ RBI
N GF/CHR BB AT AEJE 4%, M H Whatman 2 &) ; Trisi# H 4335 ; PPO.POPOPIY H 7 —) ;
VAP IR MR - Beckman  LS—650078 22 T HEVR A4 IR 4R 1144

[0153]  =2E& 7V

[0154] (1) S ¥ il 2% T 10 IS O & 1 92 i, D 2R L2 81035 2, ¥ 16 A E TR N 2]
100m1 12528 A 5 TN 52 114 2% 1l S22 50m 1 B 1) TR 22l » 46 FH

[0155]  (2) %% S B 43l NN JE 1] 24 1 100uL , Z2 i 100uL .

[0156]  (3) &A% (TB) IIALOOMLZE MR, FE4R: et 4554 (NB) IMAG-HT100uL (4K
10°M) , %32 3Rk B85 25 A5 (SB) IIAN100uL 32 i L A4 (RIRE107°M) ;

[0157]  (4) & [ W45 Al D0 N TR P i 442 H-8—0H-DPAT  10uL (5% J b 5 24 1% 24 AT 45
IIFER & EE Tk ) o

[0158]  (5) ¥4 & S B 37 CIRIMF 10min, e 3 58 58 , 25 6 (1) PiC 8 o oo ol 1 B ot 8, UK
(R B 22 IR 78 40 6% o T A L T 3 3m L IR BR AR, I N 2m L ) B S DN ARV VR A
(01591 (6) W IN AR RN N TH -2

[0160] & (1%) = (B4 G E cpom— & Wcpm) / (24568 cpm—IEHF 7 45 5 cpm)
X 100%

[0161]  fb&WpBE R LI N B AT IR S5 . SRe 45 2R LKk 2

[0162]  Sjiif533

[0163]  5-HTan 1) 4%

[0164] KB W7k, UK EERAE SR B2 2= 5 TN 3m1 22 (0. 05MA Tris—HC1 4% Mk« HX
6.05gTrisi& T 1000ml W& /K, FIWKHCLIHPH AT . 5) T-4R43-4s5)H , S)H 41k, ARG N
5ml &z MW, 137 CHEAL10min, ¢4k 58 J5 18 ORI % E & , 7120001, 4 °C B5.0:20min, 5
IEWE IO 3m1 G2 P, IR TR A AR VR 2T, B IMNSm1 G2 P, 250, (BEE IR0, B
OSEEE, BB B UTIE T80 CRig 74 H -

[0165]  SZAkZh & SLiabt Kl .

[0166]  [A]fi7 Z it [*H] -Ketanserin (67.0Ci/mmol) , [ PerkinElmer X & ;
Methysergide, I I RBIA &) ; GF/CHZ BS 4F 4E € 4K, W H Whatman A &) ; Trisit 14324 ; PPO.
POPOPIW [ iRk 71— s NSV 1 N SR - Beckman  LS—650078 22 Th % Vi 4 IR SR 15504
[0167]  =2E&J7v4:

[0168] (1) Hc ¥ il 2% T 1) IS RO & 1 2 i, I 2R ML 20 B35 2, ¥ 15 R E TR N 2]
100m1 2528 A 5 TN B 114 2% 1l A2 50m 1 B 1) TR 22l » 46 FH

[0169]  (2) &% B 43 N JE 1] 24 1 100uL , 2 i 100uL .

[0170]  (3) 45678 (TB) IMA100uLZE M, B PR 4568 (NB) I AMethysergide 100
uL (ZIREE10M) , 552 AL B DR S I 45 60 (SB) NN 100uLAZ iR 1k &4 (IR EE10 W)
[0171]  (4) & [ N 43 BN NSO P B 4P H-Ke tanserin 10l (8% ) N4 ¥ 24 FAT
BN B EE Tk E) .
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[0172]  (5) ¥4 S SEA 3T CURIFL5min, SR8 B, 45 A A LA B o ol P i 08, FUK 7%
FRIAR B P 78 23 e i4% » K0 A HC R T8 Sm L PR JR AR 5 0 N 21 £ R 248 DR R R 5T 5
[01731  (6) 4 IR TBON R IR THEUT 4

[0174] 4l (1%) = (5 & B opn—L A Pepm) / (B45 44 com— R4 5745 4 opm)
X 100%

[0175] (L& B SEIR M S , BEAT PRIR S 6 S0 45 S L 32

[0176]  Sjitif5134

[0177]  DofiSSfry il %

[0178]  RELMrk, UK B3 AF , U SCIRAA DA 3m1 2 3 (0. 05MI) Tri s—HC1 22 /i,
#NaCl 120mM.KC1 5mM.MgCl2 1mM.CaCl2 1mM) , F-4443-4s53%, S5 4R, ARG I\ 5ml 2%
MR A S R R B, 76120001, 4°C 85 020min, 35 TE W N 3m1 42
W, PR TR A 23R 50, T INNBmI G 0P, B0, R =B, B0 58 B, 39 RIB W, Bit
UE T80 Clitf7#% Ho

[0179]  SZHk&s & ikl

[0180]  [A] 4 Z A :°H-Spiperone (67.0Ci/mmol) , M PerkinElmer/ & ; Butaclamol , 1ty
I RBI /A & ; GF/CHY B 4T 4 4K, W [ Whatman 24 & ; Tri s 11 4325 ; PPOPOPOPIA [ _E #5451
— s BRIV IN BRI - Beckman  LS—-650078 22 T RE Wi A TN R T T4 o

[o181]  SLB6T7 ik

[0182] (1) S H fhil & i F) JIEE 3 B A 42 ¥, H S WL 23 #5050 50 6 16 U IR N 3
100m1 1 2528 7, I\ I8 B 10 2% bl 52 50m 1 ) VR B, 4% FH

[0183]  (2) % [ REE 43 A AN G i 4 #1000l , 2% 4 100uL,

[0184]  (3) B&GE (TB) IMATOOMLZE M, 45 M 45 58 (NB) I 100uLButaclamol
(BIRBELON) , %32 AL A WS PR 455 (SB) N T00MLAZ B &) (ZIRFE107°M)
[0185]  (4) & [ i & 43 BN T PE B AR H-Spiperone 10ul (5% = M4 ¥ ¥ 24 FATE
INEE HE B T K E)

(01861 (5) 445 S 37 C IR T 20m i n, SV 56 B 45 A A LA S8 o ol P B i 8 FUK 7%
FRIAR B P 78 23 i4% » Ko A HC R T8 Sm L PR JR AR 5 0 N 21 £ R 248 DR R R 5T 5
[01871  (6) 4N R TBN RN THEU T4

[0188] il (1%) = (445 & & opm—IL A Wepm) / (B45 44 com— R4 5745 4 i opm)
X 100%

[0189] (L& ERHK LIRS , BEAT PRIR IS0 LI 45 R AR 2.

[0190]  Sijiif51135

(01911 ZHJiieH, 32 A JBE ) 1) 6

[0192] i B W7 Sk, UK b 4R 40, S ECRR BR /NG BN 3mL 2% il (B — U4 1. 365w,
0. Imol /LA AL N TOmL , FHXU A /K ke 22200mL) , FBE IR £ #4185 , 7E48000g ,4°C B Ly
10min, 3¢ kW BTV FEANNZE it , BT B0, B LSS EE L 37 I AT
T-80°CHhif & H.

[0193]  SZik&t & sednbt k.

[0194] [F A7 &l H-pyrilamine (67.0Ci/mmol) , JEH PerkinElmer 2 @ ;
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promethazine, ¥ I RBIZ &) ; GF/CHLBELF4EE 4R, ) 1 Whatman 24 7] : Tri ik [ 4335 : PPO,
POPOPIA H i 7l — ) s BR v 1 IN BRik - Beckman LS-650078 22 T RE Wi A TN BR T T4 o
[0195]  SEEGT7V%:

[0196] 55— 25« Jeofég il &6 U F) BE FHE B IR G2 b, FH S0 2 WLy 8035150, K 15 HAR B TR N B
100m 1) 7525 HH 5 AN B ) )9 02 50m LR (1R B, 46 H o

[0197] 28 =20 . 3% I N 43 9l I N B 48 41 1001 L

[0198] 25 =P . M LA (TB) AN 100uLZE phit , JE 4 5 45 &% (NB) A 100uL
promethazine (A KEELOM) , 3 SZRASWHE 5 MRS A8 (SB) I 100uL32 iR Ak 54 (483
FE107°M) ;

(01991 B PUE : % S I 40 BN BUR PE R H-pyri Tamine 10uL (% 2 Ri45 #5352/
T8 INRERT %3 B UK )

[0200]  ZFH P K55 R N 30 C IR IFE60min, [ B 5E e , 45 A i T 6 36 3k il I pRs ot g,
UK TR RS 0 FS 5 e VP BB SRR o M 2L ) PR A AR IR ST
[02011  E5750 IR ORI THEUCT 2

[0202] il (1%) = (&5 & B epm—Hb & heom) / (4 & B eom—IEAE 545 & B cpm)
X 100%

[0203]  (h AWK SB35 , AT T U SRR S B0 « S I 485 TR L3R 2.

[0204] K24k S W0t % 2 AR K
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[0205]
Ki(nM)
KRS
D2 5-HTia 5-HTza Hs Hi
1 1.5 85.5 4.41 166.3
2 10.8 89.7 5.1 269.5 .
3 1.7 0.4 3.1 1004.1 .
4 2.15 81.64 8.61 93.70 .
5 10.23 74.82 80.08 19.26 -
6 1.88 165.79 214.73 88.15 -
7 1.66 167.77 2.19 4.81
8 10.90 189.57 7.57 263.70 .
9 1.66 11.86 4.66 8.15 985
10 1.13 1.78 27.54 5.93 1367
1 9.62 22.26 19.07 11.48 768
12 3.91 27.08 6.71 4.98 217
13 188.5 212.6 8.9 7.0 -
14 186.7 231.6 99.5 26.9
15 165.49 232.35 88.59 6.97 =
16 1.2 0.9 5.4 4.9 1908
17 1.7 107.5 91.7 2.1 1316
18 6.4 273.72 1.02 239.6 .
19 5.70 3.36 9.34 7.11 1468
20 94.0 105.1 53.7 66.3 =
21 175.02 9.27 38.44 91.41
22 21.80 10.66 984.10 176.77
23 22.68 5.74 160.25 86.36
24 374.6 192.9 1007.7 1214.3 ’
25 917.67 811.97 1215.36 560.78 .
26 10.5 5.6 8.41 14.0 1268
27 9.68 7.42 9.36 13.4 2019
28 7.41 9.61 42,88 11.9 -
29 13.38 16.38 8.65 270.71 -
I 5= HR 18.9 85.8 16.8 1105.8 -
[0206] |l fAkAhszob 4k R F A9, 10, 26 F127 X PUFh 32 44 (D2, 5-HT1a, 5-HT2aFl1H3) A

BRI SR AN 7 s SHISR A7, 327 RE LSO FA PR AR A RIS 55 ARG AR AHLE , XSTHLIK) 2%
M35, 7= A B SN B AT REIE RN

[0207]
[0208]
[0209]
[0210]
[0211]
[0212]
[0213]
[0214]
[0215]

St 51136 WMK-801 1755 1) 1 vl S It AL & W Ak P RS 1 o0 2405

SRS AN A

(et 3 I A/ INERL, ME I 252K AR R (202) o, R B T B LI B F i rp a3t
PR IMER , [ 28 AL 2R A PR A ] 5

MK-801, 132 [H Sigmazy 7 AL 7=, BL il 7772 : FHO. 1% I 4k AE ZCHL A lmg /m 1 F K 5
AR PE L) - SRR E B S ST RIS B B 280 JBi) LR 55 r 78 S 501 5
80, W E 1095 «

RGP/ BEAL D 2 A B A B FRZH CRIREERZE) 25404

S H FEAIHFEE 10% IR0, Im1/10g, P R ZH 7 B 45 A% EHO . 1mg/kg , 259020 43 ]
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B8 SN FIRAY 4525 )5 1h 2 H A IEES 0.1 % PR MERO. 1m1/10g, BEAL4H L BH
ST HRZH (30min) 2440 I i v MK -80 L VAWK 0 . Img/kg o FoJ5 I 5E &40 /N RR904r B N E K %
Bl 5 R M3,

[0216]  Sijit 5|37 B FhuT IE 75 5 /) B 2 TE 5L 56

[0217]  sEZIGEH)

[0218] i HEKM/INGR, , BfEVE , A4 B 18~22¢ , HI T 5¢ 75 J Ll S IR FE b ot it

[0219]  FE R H]

[0220] 23R PHPE 259 « SR e B 20T FURE I L BT o] SR P S P i L 57 5
[0221] B IS IE, Sigma 2y FIHEAHE, I FHAT0.9%NaCl (£0.1% 4E4: K C) il , PLECELH ;
[0222]  #EHE 2K C,F20061113, [ 254 FAL 24 R_F A PR A 7 ;

[0223]  SALAMTE S, H32026305 , 44 P 17 485 Tkl 25 ) A PR A 7.

[0224]  f% &% : H HIZEE%E, PP .

[0225] s3G5 v Pl Fh IS E 5 /)N B 2 e S 56

[0226]  KM/INER, BEVE AR E 18 ~22g , BEAL 3 9 [P X R 2 L ABE AU 28 | S 14 244 % 77 = . ()
5 B SEUR P S P 2SS BLECT UK ME B AP DL R A S R R A (R
BUFNEIL TR , B 10 H o [ %) R RN 20 E 15 25 T A8 B TR R K, FE PR 254 20
VE S 45 T AERLBH M 259 (SRR 2 IR 28, FEINAZEK) (a5 FI A HE B 45 T4
NFEAL AW, HE B AAFUNO . Iml/10g. B B 44 25 1N 5 B2 R VRSB Fh ik (Img/ke) , AR FH
0. 1m1/10g o V5T A HE 5, S7. RIS ZEE JE 1 BE5 43, W% 3 5 Bl e i fi5 255 10—
11,20-21,30-3153 B0 AT A I AT VP43, VRor e « DU 2 FE AR B 4553280 5 PR A2 7E X 58
135 81 DU R R AEE 155 R2. 5 R LK 3,

[0227] St f5]38 4B (A S I 5 v

[0228]  sEZIGEHW)

[0229]  fa FE B2 B Pl /INER,, MERRE %28, (2222) g, A 5L 75 0 L B Tt b O g it

[0230]  F= k-

[0231] 23R 2 SR e B« G 0T FURE B L BT Bl SE IR MK | 55 76

[0232] f% %%

[0233] & 4IRS A4 - /NBR B B A0 3em, i T AR & SemfI AN AFE «

[0234]  SEEG 5V

[0235]  KM/INER , MEREE 251, AR B 20~24g , BE ML 2 2 B 1 X0 REZH R TR 21 L BH PR 259 %571 =
H R 35 F AT ST AR PR 5r PG L 221 L B80T L SR E I L SURCT) LA B P & 7R 24
BRFZH10 o BH X HEZH RS TR 25 HE B 2 T AHIREV 708K, BRE 25 W 2 18 45 T AR S BH P
254 (s RIS 2 Bl R, FEINMAZEK) (&35 IR0 B 46 TN IR &Y, #EH
A0 Iml/10g. % B 452530min. 60min. 90minft , K5/ R P R AT IV e M i 2 K 20em, B
#£0.3cm, im T TAEG 5. semf)/ME b, B SY J IBCRCT & T, 10 5% /N P S A1 TE A
PRI R R ], DL 30s 1B B A B A B B o 4 SN R BTN — BB TR, 60 2%
1EWEE Gt AN S W57 4L FE P S S S, 45 R W23,

[0236]  Sjifs|39 . a itk B A 5T

[0237]  JP 53V PR B e BXKM/IN B, , ERE 25 BE AL 70 o 40, B 2-5 1, 40 70 e &AL

24



N 109232549 A W OB P 91/21 7

E492000mg/ kg ZH A FFI4H , $20. 2m1 /10gH#E B 45 25 . M2 E0W3 H W HIBE T 1B Ol o (NS 379
E=HWNAIARBS AU FAAE, AR S O B R w i, h8isd, ER7H jEeinss . an
R = HWBET-3 H a3 KL i, 5% A B0t 23k 5 HLD50.)

[0238] B EIE B R0 IXKM/NER, , MEREE 5 BE AL o T4, B HA R, 0 7 e &AL &4
1500mg/kg+1000mg/kg~500mg/kgZH A% 720 , $%0 . 2m1/10g3#E B 45 24, M2 3041-3H N I
TET GO

[0239]  &55R /N B IR EE AR LDs0 K T-2000mg / kg » EA B/ NI S BRI

[0240] 3. LIk E VIR S A0 25

[0241]
wamey U0 MK-S0L ervmur s ®&x/ EEE/ W
Pomeke 5955
= tal MK-801
5 ) FoHE {“E“D‘:f"m : 50 B HEE S
ah 3 - S50, %S B E
g e
(EDso,po, M
mg/kg) (EDso,po,
mg/kg)
9 1200 0.12 0.16 56 466 350
10 820 0.87 1.01 72 82 71
26 > 2000 0.15 0.09 32 213 355
27 > 2000 0.11 0.13 45 409 346
BIRIEES 21 - 0.09 0.49 4.45 5.44
S|AF 152 2.29 4.1 >50 >21.8 15,9
FI 32 R 32 0.02 0.05 1.08 54 20.4
EWME 805 9.1 2.02 130 14.3 64.35

[0242]  ZERFHHALESY9,10, 26 FI2TLE B IRE R b F BN, 224 280 T FHPEZ

25
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