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Lo —MAERZIRE G EERREF I 5%, B A ds R IR G 0 18521 Jiti 1

AR PV A ED, 2 BV A SRR G Y, e TR 2 3 b g DMK

o,

R7 R¢ Vv
Hrp .
RY R R, RY R RS R, RS, ROFA R "phsr ik H H, X, CX 5, CHX,, CHX AT C,Xg5 3 HL
Hh X Z2WE, kb awfe 25 CHA 2D 0. 1 A KR (Temmlg) K28, JfH

AV ISR T RN T2

2. BURELR | prid (7738, Horh XZIE B F, CL, Br F1 T 441 s 25 o
3.RCMER | & 2 T —ITdR i vk, o X2 Fo

4 BURESR 1 & 3 RE—IATR 73, o irdib &4k B i DU R 4L 4l
a)b- 4 -1,1,2,2,3,3,4,4- )5 - ke (CAS#H 362014-70-8) ;

b)1,1,2,2, 3,4, 4,5~ J\5 - B IREE (CAS# 773-17-1) ;

c)1,1,2,2,3, 3, 4,5~ U - Bk (CAS# 828-35-3) ;

d)1,1,2,3,3,4,5- L - Bkt (CAS# 3002-03-7) ;

e)1,1,2,2,3,3,4,4- JUG — H3ekE (CAS# 149600-73-7) ;

1, 1,2,2,3,4,5- L& - Ik (CAS# 1765-23-7) ;

2)1,1,2,3,4,5- N - AT (CASE 699-38-7) ;

h)1,1,2,2,3,3,4- B - B¢ (CAS#E 15290-77-4) ;

)1, 1,223, 4- 755 - ke (CAS# 199989-36-1) ;

D1,1,2,2,3,3- 75 - FRIEE (CAS# 123768-18-3) ;1

k)1,1,2,2,3- T — BRIkt (CAS# 1259529-57-1) .

5. BURIER 1 & 4 PE—IATR I 7%, o prid b 645k A L 4k -
) 1,1,2,2,3, 3, 4,5~ UG - Bk (CAS# 828-35-3) 5

e)1,1,2,2,3, 3,4, 4- J\G - B8k (CAS# 149600-73-7) ;F

h)1,1,2,2,3,3,4- G - 50kt (CAS#E 15290-77-4) o

6. —M{EZIRE PSRRI 5k, Bk i ass Gl e R 4 m Ak 5238 % it

ARER— A TG, M T RLEDRREY , HILENRZIRKE H5lE MK

i,
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R?*| R*
R!—o0 % c:—RS
R*| R
L - n I
Horr
n +& 04,
R'JEH ;

R, R®, RY, R°F R a7 bk B H, X, CX 4, CHX,, CHX FI1 C,X;IF H.

Hh X 2Kz, b EWAE 25°C A2/ 0.1 KA (TémmHg) )z, FFH
AT P SR AN I i R 2

7.RUNESK 6 BTk 7, Hoh X2k B F, CL, Br f T 22 i 2= o

8. BUME R 6 &2 7 P E—T TR 5, Hf X2 Fo

9. BUNEE R 6 &2 8 BTk (W73, A eG4k B UL 44 -

a)1- 5 —1-[2,2,2- =5 -1-( ZFFHE) LHE ]- FEE (CAS# 1351959-82-4) ;

b)4,4,4- =5 -3, 3- X ( =P ) -1- TEE (CAS# 14115-49-2) ;

c)1,1,2,2,3,3,4,4,4- JLE —1- TEE (CAS# 3056-01-7) ;

d)2,2,3,4,4,4- 759 —3-( AL ) -1- T E (CAS# 782390-93-6) ;

)3, 4,4, 4= UG —3— ( =3 L ) -1 THE (CAS# 90999-87-4) ;

£)1,1,4,4,5,5,5- Lo —1- [ (CAS# 313503-66-1) ;0

g)1,1,2,2,3,3,4,4,5,5,5- F—% —1- ¥ (CAS# 57911-98-5) .

10, —FpAE 23838 g E BRI ) 7738, Il J7 VA0 80 WK 2R 48 1) Tk 52 4R 3 T
A B R T &, SRl 1T AL SR EY) , R R Z iR E 5]
FEC BRI

R! R* R®

| |

R?*—C——0——C——0 cl R’

R3 RS RS

Hrp .

n & 1-3,

R', R, R*, R, R®, R®, R R ¥Mir ik B H, X, CX 5, CHX,, CH,X #I1 C,X,; 3F H.

Hph X Z2WE, ik awfe 25°CHA 2D 0. 1 AR (TemmHg) K28, JF H
X IT AR F A I ik R 2.

L1 BOREESR 10 frak iy 5k, Hrp X2t 5 F, CL, Br AT A i s 2% .

12. MK 10 2 11 ARk i) 751, Hrp X & Fo

13 MK 10 2 12 AE— TR 1) 771% , Herp ik eG4k B B U T R4

3
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a)l, 1,2- =5 -1, 2= 0 ( =& PHEEE) - &bt (CAS# 362631-92-3) ;

b) 1, 1,1, 2= D% -2, 2- X ( =5 P ) - 45t (CAS# 115395-39-6) ;

) 1-( ZRMAEI)-1, 1,2, 2- VU —2-( = PEIL)- 2%% (CAS# 40891-98-3) ;

d)1,1,2,2- PUGR -1, 2= X ( =5 FHERE ) - SHE (CASE 378-11-0) 5

e) 1, 2= 5 -1, 2= X ( =PI ) - &bt (CAS# 362631-95-6) ;

)1, 2= X ( =3 PEIE ) - 25¢ (CAS# 1683-90-5) ;

g 1,1,3,3- VUG —1, 3- X ( = FHEIE ) - Ake (CAS# 870715-97-2) ;

h) 2, 2= 5 —1, 3= W ( = H FF4ESE ) - TA%E (CAS#H 156833-18-0) ;

i)1,1,1,3,3- Tuf —3- FEE 2-( ZFFHEIL) - Akt (CAS#H 133640194 ;

D1,1,1,3,3,3- 5% —2- (R AR AR ) - TS (CASH 124992-92-3) ;Fi

k)1, 1,1,2,3,3- /N9 —3- A -2- ( =/ AEIE ) - AkE (CAS# 104159-55-9) »

14, —FhAEZ 3038 g ORI 7738, BT 7 VA48 0 WP IR 2R 45 1) BT A28 3 7
A BER—F R T &, 2 fal 11T (b SRS Y, dbdE ik 52384
5 | RS RRIE,

R® 1
o R
R’ RZ
R6 1{3
Q 4
R’ R™ 111

Hrp .

RY, R R?, RY, R, RS, RUFH R PARAT b ) H, X, CX 5, CHX,, CHX 1 C,X,5 9 H.

Hp X B2RE, kb &M 26 CRA 2/ 0.1 A KA (Témmtg) 28, JFH
2 TIT AP SR A i I i S 128

15, BUREESK 14 17735, Hor X2k H B F, CL, Br F T At A ki 5= o

16. BAEK 14 2 16 PAE—I R ) 5, Hrp X & F.

17 BMEEK 14 2 16 PRI R ) 751, b ik G490 B i DUT AR 4

a)2,2,3,3,5,6- /NI -1, 4— —INELE (CAS# 362631-99-0) ;

b)2,3- —4-2,3,5,5,6,6- T -1, 4— —MELz (CAS# 135871-00-0) ;
c) R -2,3- ~& -2,3,5,5,6,6- 5% -1, 4- —HE (9CT) (CAS# 56625-45-T7) ;
d) Wik -2, 3- & -2, 3,5,5,6,6- /S -1, 4— —BELE (9CT) (CASH# 56625-44-6) ;
€)2,2,3,5,6,6- A% 1, 4~ Bk (CAS# 56260-26-2) ;
£)2,2,3,5,5,6- /% 1, 4~ — Bk (CAS# 56269-25-1) ;
g) K -2,2,3,3,5, 6- AN -1, 4- Mk (9CT) (CASH 34206-83-2) ;
h) Wi -2, 2, 3,5, 5, 6- 59 -1, 4- Mk (9CT) (CAS# 34181-52-7) ;
i) R 2,2, 3,5,5,6- /a0 - 5 BB (8CD) (CAS# 34181-51-6) ;
i) M -2, 2, 3, 5,6, 6- 759 -1, 4- —HEk (9CT) (CAS# 34181-50-5) ;
k) 3% -2,2,3,5,6,6- 7570 — AT PR (8CI) (CAS# 34181-49-2) ;
4
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1) (5R, 6S)-rel-2, 2, 3, 3, 5, 6- /<9 -1, 4- —ME (CAS# 34181-48-1) ;

m2,2,3,3,5,5,6- L -1, 4- —HEk (CAS# 34118-18-8) ;Hil

n)2,2,3,3,5,5,6,6- /U5 -1, 4- —EE: (CAS# 32981-22-9) .

18, — PRS2 IR g BRI 732, BTk T Al 46 <38 i PRIR 2R 48 1v) T 3l 52 48 % it
A RER R IV LAY, s P IV Kb SR A Y, HILE TR 2l 5|
FEC AR,

Hrp .

R, R, R, R, ROR R A7 bk ) H, X, CX 5, CHX,, CHX A1 C,Xg5 9F HL

Hh X 2Kz, b & 25 CR A 20 0.1 MRS (Témmtg) Mz, FFH
K IV PSR T2 R I 40

19. BRMZEK 18 Fridk )71, P XOZ2IE A F, CL, Br f1 T 4L i &= o

20. BUMZEK 18 22 19 i fE—Ii k) 773, H X & F.

21 BUMEESK 18 &2 20 i E—I Tk (17732, Hd rid k&4 B i DU 44 -

a)2, 4,4, 5= PUg —5- ( =5 I ) -1, 3- 4 /IF (CASH 344303-08-8) ;

b) 2- & 4, 4,5~ =5 -5 ( —F P& ) -1, 3- —5JI (CAS#H 344303-05-5) ;

c)4,4,5,5- UG —2-( /AL ) -1, 3- "5 LI (CAS# 269716-57-6) ;

d)4- & -2, 2, 4= =5 -5 ( =TI ) ~1, 3- Z5IN (CAS# 238754-29-5) ;

e) R —4,5- =& -2,2,4,5- VUG -1, 3- —4URIF (9CT) (CAS# 162970-78-7) ;

£) W= -4, 5— =& -2, 2,4, 5- PU5R -1, 3— —45J%FF (9CI) (CAS# 162970-76-5) ;

g)4- 5 -2,2,4,5,5- Tiok -1, 3— —45RFF (CAS# 139139-68-7) ;

h) 4, 5- —& -2, 2,4, 5- VUG -1, 3- —4%FF (CAS# 87075-00-1) ;

i) k-2, 4, 4,5- UG -5-( =F I ) -1, 3- “4ULFR (9CI) (CAS# 85036-66-4) ;

3) Wik -2, 4, 4, 5- VUG -5-( =& A ) -1, 3- 53 (9CI) (CAS# 85036-65-3) ;

k) & X -2- & 4,4,5- = @ 5-( = ® OB FE)-1,3- = H & H (9CT) (CAs#
85036—-60-8) ;

Do = -2- & -4,4,5- = | 5-( = & T & )-1,3- = F & K (9CD) (CASH
85036-57-3) ;

m) 2, 2- —5 -4, 4,5, 5- PU4 -1, 3- —45RFF (CAS# 85036-55-1) ;

n)4,4,5- =5 -5-( =FEFHE) -1, 3- "I (CASH 76492-99-4) ;

0)4, 4= —F —2,2- W ( =FFHE ) -1, 3- 4RI (CASH 64499-86-1) ;

p) M —4, 5- 5 -2, 2- X ( =F AL ) -1, 3- "5 JLIF (9CI) (CAS# 64499-85-0) ;

Q) &R 4, 5- ZH -2, 2- W ( ZFEFFEE) -1, 3- 4 IF (9CT) (CASH# 64499-66-7) ;

5
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r)4, 4, 5= =5 —2, 2= A ( ZFFIE) -1, 3- 4 JLIR (CAS#H 64499-65-6) ;
$)2,4,4,5,5~ T —2- ( ZFFHE) -1, 3- 5 JRIN (CAS# 55135-01-8) ;
£)2,2,4,4,5,5- /N9 -1, 3- Z4URIF (CASE 21297-65-4) ;Fil

w2,2,4,4,5- Tud —5- ( = AL ) -1, 3- 4 JLIF (CAS# 19701-22-5) ,

22, —PAESZ R 5 RBREE 55, BTk iy s i i iR R4 n) T ik 2 18
MABER1,1,2,2,3,3,4,4- )\ - Ot (CAS# 830-15-9), HILAEITARSZIX# 5[
JRRIEE o

23, —PPAE 2R g EBRIR I 32, P B0 4 ik PP R 4 1) rid 218 5
A BE— R VI &Y, 2 MR VI RIS IIREY) , R ETiR 2R E P 5
FEC BRI

R* R VI

Hrp .

R', R, R®, R, R®, R®, R R ¥MirHivk B H, X, CX 5, CHX,, CH,X I C,X,; 3F H.

Hrp X Z2WE, fridfb sy 25°CHA 2D 0. 1 AR (TemmHg) 28 <Hs, Jf H.
K VI PSR T B R I 48

24. BURELSK 23 ikt 777% , Ho X218 B F, CL, Br AL T Rt 4L s 52

25. BUMEESK 23 &2 24 P E—T Ik ) 773% , H X & F.

26. BURE SR 23 22 25 FYE—TUITR I 773k, o ik 591k A DA 484 -

a)2, 3,4, 4= IR IIE -2, 3— X ( =5 A ) - Wi (CAS# 634191-25-6) ;

b)2,2,3,3,4,4,5- BRVE -5-( = FFH) - W (CAS# 377-83-3) ;

c)2,2,3,3,4,5,5- LHEVIEA -4-( =5 ) - Mg (CAS# 374-53-8) ;

d) (2a,38,4a)-2,2,3,4,5- 71 @ P & -5-( = 4 A & )- ML Mg (9CI) (CASH
133618-53-8) ;

e) (2a,3a,4B8)-2,2,3,4,5— HEME -5—( =5 FH) - LG (CAS# 133618-52-7) ;

) (2a,3B,4a)-2,2,3,4,5- H W P & -5-( = W B 5 )- Wk M (9CI) (CASH
133618-53-8) ;

g) 2a,3a,48)-2,2,3,4,5- 1. % P & -5-( = W B FL)- WK M (9CI) (CASH
133618-52-7) ;

h)2,2,3,3,5,5- /N IIE —4-( =ZH P ) - BRI (CAS# 61340-70-3) ;

1)2,3- “HIIA -2, 3- W ( =H PR ) - e (CAS# 634191-26-7) ;

2= -2,3,3,4,4,5,5- LHRIVUE - Wi (CAS# 1026470-51-8) ;

k)2,2,3,3,4,4,5- LRI —5- FHE - Wl (CAS# 179017-83-5) ;

1) kX -2,2,3,3,4,5- SNTIIE -5-( =J 3L ) — Wi (9CT) (CAS# 133618-59-4) ;
F

m) i -2, 2, 3, 3, 4, 5- ANEIUE -5-( =F I ) - B (9CT) (CAS# 133618-49-2) .

6
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27, — FHES AR P S RRER K 5 3%, Prid I At s Sl PP 2R 48 ] B 32 1A 4 I
HARER—F X VIT B G, SR VI KSRGS, IR 2 {3
51 R

VII

Hrp s

RY, R R, RY R R, R, RS, RN R “MST ik B H, X, CX 5, CHX,, CH,X, AT C,X5;JF H.

Hh X 2Kz, b EWE 25 CREA 2/ 0.1 MRS (TémmHg) Mz, FFH
A VIT HP SR 72O ik i 4%

28. BURESK 27 ik 753, H X928 Al F, CL, Br I T At 4L i 22

29. BNk 27 2 28 P fE—T k) 773, Hh X & F.

30. BUMEEK 27 2 29 PRIk ) 7732, Hd rid k&1 B i DU A s A -

a)2,2,3,3,4,5,5,6,6- JLE VIS —4-2H- 0L (CAS# 71546-79-7) ;

b)2,2,3,3,4,4,5,5,6- JLEIUE -6-( =% FHE ) -21- iltMg (CAS# 356-47-8) ;

c)2,2,3,3,4,4,5,6,6- JLHIIE —5-( =5 FHL ) -2H- ML (CAS# 61340-74-7) ;

d)2,2,6,6- PUGRPUS —4-( =PI ) —2H- ML (CAS# 657-48-7) ;

e)2,2,3,3,4,4,5,5,6- JLIPUE —6- I 21 0L (CAS# 874634-55-6) ;

£) 2 VUSNLE (CAS#355-79-3) ;

g) (4R, 6S)-rel-2,2,3,3,4,5,5,6— /UG VUE —2H- nitisg , (CAS# 362631-93-4) ;F

h)2,2,3,3,4,4,5,5,6- JLRVIE —2H- LA (CAS# 65601-69-6)

31BN K 6 22 30 rhE—I ik i vk, b rd b & REA /D T4 1 1M H X T
270, 016mM [ E/RIK IR

32. BUMEEK 6 & 31 WP E—I Tl 173k, b Bk &3 o GABA 24k, {HAH]
il NMDA 2 1%

33 WALk 6 2 32 thE—I iR 7 vk, Hb ik 2 i F 2 FLah

34. BNk 6 22 33 th Ik 7, Hh ik 2 il 2 Ao

35. — M EY, IR A G EBREK 6 22 30 thAE— I ks (19 77 v A8 FH i —
WEWRZ PG IREY) , Hrp B 41690 9% B0 A TN s i85 2% rid ik & 4
sk TR 2 P AR A -

36. — PR BEIL IS IS B 58 GABA 32 A4 T AN il NMDA 52 A4 IR BRI (1K) 7712 , ik Ty
A

a) T8 PRI K] E PR KBS A 5 A

b) EHEH AR T2y 1. 1mM IR JBE JR 7K 5 i R 1Y BRI 1), G o P 3k R IR 571 12 458 12 1 i
GABASZ A4 I HANHH] NMDA 5244, FH 1A SR 00 S5 P0G 5 58 GABA 32 4 1T AN i) NMDA =2
A R BRI o
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37. — P FEEE B GABA 32 /K SLAMH] NMDA 52 7R (IR B 530, ik 5 A0 46

a) B 52 R I BE IR K SR SE 5

b) W BA R T2 1. 1mM R R IR AV A P 10 BRI 711) , JEG v o SRR 571 B 15 5% GABA, 52
PR SCHNH] NMDA 32 0, FH LB PR EE 50 GABA, 32 & XA NMDA A2 44 (1) BRI o

38. BURE K 36 22 37 HE—TUHTIR K 7738, e ik SRR A2 N BRI 571

39. AU ER 36 42 38 AT —TATIR ) 5 vk, Horh Brid Rk B i DA R 44 - i
R, sk, s R, s AR, BRI RS, AH T, s AR Sk
M ARPYENE g , HorAr prik BRI )R 25°C By 2270 0. 1 AN KSR (76mmHg) 28K, JF
HEJRFEA iR R 15

40. BURELR 36 22 39 AT —IU AT iR 1 753, o BT i RIS B AR EEK 6 22 32
A& — TR AT ¥ 77 v AR e FH AL 540 o

AL BORIEESR 36 PR I 7732, b ridk K5 18 B H DL R 4l < 0ot DRk e
HWPGRE , W, RFERKES , 1, 2- “EUNEIR T ke, MHSRLIY,

A2, BURVEESR 37 FIR I 732, v Pridk R 18 B i DL R 4 - o, TRVA S
SULHER , S, BURbE, HEEHCE, Mk, bt FRINLE, S, 2, 6- R,
AR, Ok, EAWE, o, RILBLY.

A3, —Tofiff o ORI 0T ORI 711) — B0 A2 AR FRTRE S 1k 1) 7 4, BT i 7 46 < o Pk
BRI FHI) P JBE R A AR B2 15 v 1 B T T 1 20 1 RIS — A T 2 A 1 v e o {9
fE,

Horh HAACT 20 1. 2mM 18 B IR 7KV P R0 BRI 1) AN FD ) Na 3T, HLBERE D] NMDA 52
A, EGR P FLEE MR IEE (Kyp), M99 H 2R 2 PR 1Y 5 GABASZ 1A

Horh HAACT 20 1. ImM )P 2R AR A28 P BRI 551 AN 310 1) Na, 8 30 BYCAS S i) NMDA 52 1%
{HRERS 5 PN FLES M AR TE (Kyp) , 3R H 2R 52 PR FF 15 98 GABASZAE 5

Horh AR T2 0. 26mM 19 EE 7R 7K A P () RS0 AN ) Na JBLTE , AND7] NMDA 52 14
BANIE G A FL A5 R BRI (Kyp) U, (HEROE IG5 H 20 IR 52 A T 5% GABA,SZ 1A s Al

Horh HAK T2 68 1 M R IR 7KW Ak B 00 BRIBR S AN S0 1) Na 330, ANPPHI NMDA 5214
ANHETR PR FLEE MR IE (Kyp) FVRL , BRI GR GABASZ A, (HREMS I 5 H 2 IR 21k

N T iff 502 JRRTEAS 0T BRI 711) — UK 52 1K PR S 12k o

A4, BURVEESR 43 PR 17732, Horb Pk BRI )36 L BCR)ZE K 6 2 32 HE— T i ik 1)
LR A E ) .

AB. — T BRI ART ORI T11) — R0k A2 A PRV RE S 1k 1 v, T i 7 24 <31 ik
BRI 1) P B8 R 7K ¥ A P 2 vy T 19 DK B RIS 500 m) LR 05 (100 SRR T 5] — 0B MR =2 AR 1
TR FEE R R B 5 ST YT s R 5] ) B8 PR KV R FE 221K T T2 1 26 T BT IR BRI 7 A
VAT PR RR IR — 0k 2 A (1) JEE TR 7K Vs At P TR (VR P

Forh B T4 1. 2mM (1) B8 SR 7K S At P52 1 BRI ANl Na JE 38, {HLBEAZ H 1) NMDA 52
A, HsRPISLET IR EPIITE (Kyp), SR T2l B 32 AR T B 2 GABASZAA

Horh HAAC T2 1. ImM )P JR AR A B T BRI 551 AN 310 1) Na, 38 38 BYCAS S ) NMDA 52 1
B BENS G R PR FLES A BRI E (Kyp) , SR 2R 2 AT 91 GABASZAA

Horp B T20 0. 26mM (1958 ZR 7K At B T RIS 1) AN P07l Na JBLTE , AN NMDA 52 44

8
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SRS FLGE MR TE (K,p) AL, (EREME ISR H &R A2 A I HE5R GABASZ 1A s 1

Hrh B T2 68 1 M K EE IR K AR R ) RIS AN P 1) Na B3, ASH ] NMDA 3244
ANHEBE PR FLEE M I IE () HUL, BRI R GABASZ A, (H BB MY o H 2 IR 21K

N T A 2 JRR T ) 0T SRR ISR — OIS B2 A R e S ek o

46. BURELR 45 Pl (1) 7535, Forb P BRI 1) o W N SRR IR 55) o

AT, BURVEESR 45 2 46 HPAT—TTIA R 51k, Horp B RIS A b LR L2 < o
PRI, wARTmE, wi ARG, IR AR, SRR T, AR CRE, mifR PR
A AR PY kg , o B R IAE 25°C R 20 0. 1 A KSR (7TémmHg) 783, IF
HEJRFEA iR R 15

48, BURNELR 45 22 AT AT —IU T IR 1 753, o BT i RIS B AR EEK 6 22 32
B — TR ATR ¥ 77 v AR e FH AL 540 o

49. BUREE SR 45 2 48 W T — AT IR 1 75 v% , Horb Brid Rk B i DU R AL 4L
Tt , BRIAMES ) HOPHPE , T —BE, KFERRER , 1, 2- —SUSEM T 5t , RIRUY.

50. BURE SR 45 22 49 YT — AT IR vk, Hrp Bk pRERsnE B A i CL N 4810
bRt WINB , JIEE, SRe, Bakt, HIEMr, HmBs, B, WAL, &
ffi,2,6- —HERE, FEBR, —OlF, SH0TR, o, RIELEDY.

51 BURE SR 45 22 50 YT —IAT IR vk, Horb Brid R 48 18 15 o8 A/ T4
1. ImM 9 JBE JR ZK WA JF ELIG 5 GABA A2 AT AN ] NMDA 324K

52. BURE SR 45 2 51 YT —IAT IR vk, Horb Brid RIER A48 o8 B K T4
L. ImM [P IR ZK WA B I HLER S 3% GABA, 52 16 LA NMDA 52 1%

53. BANE R 45 & 52 HFAT—IUHTIR R 751k, o B i BRI RN =X RR R3] g 23481
/P
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51 B RY 77 %

[o001]  XJAHIG HHE A2 X 51 H

[0002]  ALRHIEE K 2012 42 8 H 10 HAEAZH 3L EIilf i &R g 5 61/681, 747,
2012 4F 7 7 10 HIEAZ S b &R Hig 5 61/670, 098 IR, N 2@ ik 5] A DAL 3
KIEAATL,

[0003]  SKFAEBFBUR Bt B FIF 925 FF & AT R B BIRCR) 1) 75 B

[0004] ¢ [ 37 BAERFS B F2 T 4R 340 5 GM092821 R LBUR R Bh AT AR . #EA
R BUR B SELERCR)

& BRI

[0005] A% BH A T8 o 5 IR TR 51 1140 BB 2R K ¥ A P R 18 52 RIS e R IR ) — Bk M =2
PRI FE I IR 7 V25 o AR R WA 32 A0 T eSO s o R 1) L L B vy 8 SEAIR IR K A P ok
TS RIS BRI — SRR S AR e B B 7 Ve AR IR FR A T ok 2 PR aR 42 (45
ur, W NBUERERIE ) it A R AR R A T B BRI S i A8 52 13 v 5 | SRR
B T 1

[0006] TS 5t

[0007]  BRIAAE H 1 5 AL

[0008] 3% 38 I PR FH s mh (1) 3 A 4 B BRI SRR 0T — IR 5 R (TM3) B8 7~ (491 40, NMDA
AR, PR ESIE (TM4) B FilE (51, GABASZ AA ), B9 Pl B 1~ 18 8 8 5K i 19 Al
Z o Sonner, % A, Anesth Analg(2003)97 :718-40, il , 1R 2 458 EAFH LB AN
JRR TS 551) 18 568, GABA, FEL AL -0 1) NMDA HE 9o {HL R A1 A AN R AL 0 A0 A 4 25998 715 AN AH G 11
TIRTEWE? S RECAR 2 () = B 7 1“5 T 325 (induced fit) " BEAY , Wiki i — K4
GEL T EILE) , (Koshland, Proc Natl Acad Sci U S A 1958 ;44 :98-104) 24 il &,
PR g e o s AR R YR B I AR RAR R IRIAL &4 (BRI, BRI ) F%Rr 5 45 B4 s IR
SF 1. Sonner, Anesth Analg(2008) 107 :849-54. Ak , X AS[R] 52 14 Vi 2% ) ook e 6 FH i
RUHLAE 50-200 15 TH P EIRFE (EC50) W25k LR A, 72 vk A & P B 2 (EC50) ,
X BN B2 AR SRR R T ML AR Bl R A 1 WOk T GABAZ AR K FE KBS (etomidate) 3
# VE H (Tomlin 28 A , Anesthesiology (1998)88 :708-17 ;Hill-Venning, ¢ A ,Br J
Pharmacol (1997) 120 :749-56 ;Belelli, Z& A, Br J Pharmacol (1996) 118 :563-76 ;Quast,
2 N, J Neurochem(1983)41 :418-25; Fl Franks, Br J Pharmacol 2006 ;147 3 1] 1 ;
S72-81) B, NMDA 52 14 [¥) #i 4= FF°F (dizocilpine) MK-801) #5Hi/EH. Wong, %5 A, Proc
Natl Acad Sci U S A(1986)83 :7104-8 ;Ransom, 5 A ,Brain Res (1988)444 :25-32 ;Fil
Sircar, Z& A ,Brain Res(1987)435 :235-40. WARHM A7 FHER T A2 4 (54
AR F R CR ) e R A M SR T S BRI T 2 AR 32 4k . SR, A
A IR TE YR N TR T BT T K S 3 — DL AN BRI R E H— R Y, R A
SR NTE A PR 25 5 Wi R IR 1) 52 A4 S M AT 1 BT FRT R B8 22 4 BT 24551

[0009]  JARE TR S 1) B - T A A A

10
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[0010] 4= B JAR P 571 a0 ok Xo) 40 B i 52 1R F 0 0 4E A 5 A s 2 R g i, X4
gC B H F A% AL VE . Sonner, 25 A, Anesth Analg(2003)97 :718-40 ;Grasshoff, 2§
N ,Bur J Anaesthesiol (2005)22 :467-70 ;Franks, Br J Pharmacol (2006) 147 ¥4 T 1 ;
S72-81 ;33 ;Hemmings, %% A , Trends Pharmacol Sci (2005)26 :503-10; F1 Forman, %%
N, Int Anesthesiol Clin(2008)46 :43-53, JUEVE N RASHRTEIIZhEE, BRI 7> B\ 40
B, (HRIX L2550 i n] e il e P R A 2 A E RIS . SEBr b, O BIR, 28
RIS 7 540 PE A BB Y Dh e (Franks, 28 A, Nature (1984) 310 :599-601), iX %8, Jig
AEE T8 A ThBE I BRI VE 5 A2 SR o XTI U BRI ) P ) — 26 L %08 TR ek
SRR S AL . i, TAIABY (Jewett, 2% A, Anesthesiology (1992) 77 :1148-54 ;
Bieda, 28 A\, ] Neurophysiol (2004)92 :1658-67 ;Peduto, 2§ A , Anesthesiology 1991 ;
75 :1000-9 ;Sonner, 2% A , Anesth Analg(2003)96 :706—12; F1 Dong 2 A , Anesth
Analg (2002)95 :907-14), & & WK fg (Flood, Z& A , Anesthesiology (2000)92 :1418-25 ;
Zhong, 25 A\, Anesthesiology 2008 ;108 :103-12 ;0" Meara, Z& A, Neuroreport (2004) 15 :
1653-6), Fl#% Wi Z (Jewett, 25 A, Anesthesiology (1992) 77 :1148-54 ;Bieda, 25 A, J
Neurophysiol (2004) 92 :1658-67 ;Yang, % A ,Anesth Analg(2006)102 :1114-20)
173G 58 GABASZ AR LU, JF HUE AT AR R A GABA B2 RSG5, W WIAKRR O &
2 (pictotoxin) B fa7 A4 FFA (bicuculline) A 25 Hr ek FH 1F. S % EH (ketamine)
F 8 (EAR5EA) i H X NMDA 32 K K F5 Hu4E 7 A2 BB . Harrison %8 A, Br J
Pharmacol (1985) 84 :381-91 ;Yamamura, %& A , Anesthesiology(1990)72 :704-10; F
Kelland, 2§ A ,Physiol Behav(1993)54 :547-54, £ 3 & WK F (Dexmedetomidine) &
Rtk a2 '8 IR ZAAWE A, 2 tE o 25 BRSSP0, 7 b Se e
(atipamezole) F5$T. Doze, ZE N , Anesthesiology (1989) 71 :75-9 ;Karhuvaara, Z£ A , Br
J ClinPharmacol (1991)31 :160-5 ; il Correa-Sales, Z& A , Anesthesiology (1992)76 :
948-52, A REANIE TI5 A, B2 AR K 22 B804 30 SRR I 288 SR P e 5o P BRI 51138 HLAT
fEAIZKE EDSO {8 (., £ 1) .

[o011] £ 1
[0012]  —& BRI ) 7K 4H EC50
[0013]

11
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N K¥EECso | Hyfp 2 2% 3R
(uM)
[ARIE] L 2 K&, | Tonner %5 A,
Anesthesiology(1992)77: 926-31
e 2 A | Flood, %A,
Anesthesiology(2000)92: 1418-25
[EIRUNIE 3 iFHsk | Tomlin, %A,
Anesthesiology(1998)88: 708-17
A1 ALK 7 BRdsE | Tonner, 25 A, Anesth
Analg(1997)84: 618-22
e 25 N | Flood, 55N,
Anesthesiology(2000)92: 1418-25
HH 2 b 210 I} | Franks, %5 N, BrJ Anaesth(1993)71:
65-76
[0014]
e 230 M} | Franks, 55 A, BrJ Anaesth(1993)71:
65-76
S 290 s} | Franks, %5 A, BrJ Anaesth(1993Y71:
65-76
i 1300 I} | Franks, %% A, BrJ Anaesth(1993)71:
65-76
VAN 25000 iRl | Franks, 53N, BrJ Anaesth(1993)71:
65-76

[0015]

PR SN BRI B I 8 A, 3 U RO, X AU AR E AT L

FURE 5 B 25 /0, B+ W N BRI ). GABA, (Hara, %5 A , Anesthesiology 2002 ;97 :
1512-20 ;Jenkins, ZE A, J Neurosci 2001 ;21 :RC136 ;Krasowski, 2£ A, Mol Pharmacol
1998 ;53 :530-8 ;Scheller, 2 A ,Anesthesiology 2001 ;95 :123-31 ;Nishikawa, %%
N, Neuropharmacology2002 ;42 :337-45 ;Jenkins, 2§ A , Neuropharmacology 2002 ;
43 :669-78 ;Jurd, % A ,FASEB J 2003 ;17 :250-2 ;Kash, %% A ,Brain Res 2003 ;

960 :36-41 ;Borghese, Z& A ,J Pharmacol Exp Ther 2006 ;319 :208-18 ;Drexler,

N , Anesthesiology 2006 ;105 :297-304) &Y NMDA (Ogata,

12

faray
=F

2 N ,J Pharmacol Exp
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Ther (2006) 318 :434-43 ;Dickinson, Z& A , Anesthesiology2007 ;107 :756—67) 3% 14 1 [
— R SEAR AT DA B AR T 2 A« At~ A HL T4 R R SRR 1) (R R o R ST 52 A JBR I 71 A
BRI R AL W] BEG 7R 7 T3 45 5 8 29I S i, (B SEA—E k. ATAHEIX L
R R Z AN - K ST AR, fEPREEE 148 Bertaccini %A, Anesth
Analg (2007) 104 :318-24 ;Franks, 2¢ A ,Nat Rev Neurosci (2008)9 :370-86) miAF lifuix 4k
ORI . AT RE BRI BT RS nT B A LR I AH B AL S B HERR . AR, JETT RE, AR
KM (EATERHERR ) W52 PRI 75 1« AEH 7 1”7 ARSI RIS — 28 B AH BLAE
(PEE . RIS OLT , SEAR I A2 AR TR 15 A 8 HY S A R e /NI FE- (MAC) (Eger,
%N, Anesthesiology (1965) 26 :756-63) IR E T &4, B R AYTERE AL A
AL A A HERN SR EAN AR R AHEAEN , W2 A/ 2 AR B,
T2 AR VURI 7K P 25900 9% P A A AN TT BERT o

[oo16] X T FiliE FiFR“HBFRE” &6 M A N —F il (cut-of f) " %MV,
4N, HE AN R A B R 3 I s A P R BRI R 2 7, Wl Meyer—Overton R BT 00
i) (Overton CE :Studies of Narcosis. London, Chapman fl Hall, 1991), H2|iE3] 12-
K (+ kel ) (Alifimoff, Z: A ,Br J Pharmacol (1989)96 :9-16) ., Hf5 8 K%
KRB AR BRI SR) (R, 76 C = 13 AMicA “mkul” 20V ) o 2RI, I8 BIR LN B
T E R 2 A TRike € = 9(Liu, 58N, Anesth Analg(1993)77 :12-8), X T4 %
B ¢ = 2(Liu, 28 A, Anesth Analg(1994)79 :238-44), 3 HXf T4 ALK P2
JE/E C = 3(Koblin, %5 A, Anesth Analg(1999)88 :1161-7) o 41 F R ~F b Tk N5 & BRI
FGEEAL R R RELE, AN AL B A E ? R4 MK, AR AT DL KRR
b NVDA 326 ThEe, B33, e ¢ = 10 Aeaedil. HEE 1, Q- i KR
FEHBAM] NUDA 5214, ELBI%SEE , Hrh R # 3 56 20k, H 3 C = 16 (Peoples, A, Mol
Pharmacol (2002) 61 :169-76) o MR HEE A7 1A, 1 HIE FRAK B R A
I, AR AR T AR O I 06 75 IR B N KRS, AN 5K 70 - RT s

[0017]  BREEFFICIE R ) “ AR e B - 1@ .

[0018]  FEELTTAESCEARKIIR AL , BRI & n] Rl e 7 45 & B O B AH X Ry 2 i 1)
AL AR B IR E b AR A, S B e U I AR AP AR T 15 S S e DL
e AR, Wi SR DU SRR B AL, WX SE 255758 T UL S Hoe 2 Ak (B AHIR 32 14
TEAFEL f0) AHEAER . flhn, B F A2 (RLFITR2) 2% B W LR FE RIS o
g RL = 1 INIZ59 Dh A4, RL BERS AT ™ A= 58 BRI AR, JF H R1 19 EC99 /T R2 [
EC1, Mz ik EREMEIRTY R M= AR Bk SR, WS R e fioe AEse, )
ST R2 [P DR CL M AR R R (B 1) o

[0019] 1R 2 W]y & BREFE I ELF 75 A& B SCh Rl i S2 . T vH By 2 GABASZ A HI AL 1)
EMERATFL, A K24 600 M) EC50 (Hill-Venning, 28 A\ ,Br J Pharmacol (1997) 120 :
749-56 ;Prince, 2 A ,Biochem Pharmacol (1992)44 :1297-302 ;0rser, & A ,J
Neurosci (1994) 14 :7747-60 ;Reynolds, 26 A\, Eur J Pharmacol (1996) 314 :151-6), JfH.
MATTARAE T VA Y 38 o 1 5 GABA, FRLIR AT 3 FL BRI A M. IR 48 K 73 (Sonner, 5§ A, Anesth
Analg(2003)96 :706-12) . AR, PVHM L LL 160 u M ) IC50 i >k B A 4H 5¢ NMDA 52
K L3 (Orser, %8 A ,Br J Pharmacol (1995) 116 :1761-8) . & % i = 32 1@ i 5 31

13
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NMDA 32 44 7= A= R , Hirps L 14 w M 9 1C50 $07H) (Liu, 2% A , Anesth Analg(2001)92 :
1173-81), RV 365 u M &% Wi 0 UL 56 % 39 0 AN AH 5 4 IR i85 JE GABA,SZ PR Ly (Lin, 5%
A, J Pharmacol Exp Ther (1992)263 :569-78) . {EiX4&i&ir , I ELSLK) S, 2 FhA[A]
RAAH EAEH O T mARRHRSE R D ua ) AT BEAE SRS S2 4R b e AR LU= A AH 1R e P R%
Fo M, 1€ <50 w M IR ZKAH A BE , 44 A Tk (A WR N R IR 51380 55 X GABA, I NMDA 52 & HLAF 1R /b
PR (Lin, 28 A, J Pharmacol Exp Ther (1992) 263 :569-78 ;Moody, & A , Brain
Res(1993)615 :101-6 ;Harris, Z& A, J Pharmacol Exp Ther (1993) 265 :1392-8 ;Jones, 2¢
N, J Physiol (1992)449 :279-93 ;Hall, Z A, Br J Pharmacol (1994) 112 :906-10) . 7] f
XL ZFNA A KT 5 A A K BT BRI — RSS2 7R BRe e B A s R e AT mT DA
W T AR R R E B - EOARAR AR, L SOnT DAAE BRIER T 7 11033 26 245 701) (1% B8 f= /KA VR B
Rtk (R 1),

[0020] & EHAIA

[0021]  FE—ANT71, AR SR IEAES2 IR g AR T 78— Sesir &2, prik
TFA ARG IR R G W 52 R A B E I — Al T a9, sk Al T A iR

=Y -
[0022]
—Rz_ R*
Rl—/o0 T CI R®
R3 R6
L. _n I

[0023]  Hrp

[0024] n J& 04,

[0025] R'YJEH;

[0026]  R*, R’ RY, R%FN R “Hs7 ik { H, X, CX 4, CHX,, CH,X AT C,X5; FF H.

[0027]  HA X 2z, Jrikib 5w 25°CHA 2D 0.1 MR AE (T6mmHg) 28,
HHA T PERFEA IR 2k, ARSI E 5 BRI /2 sty &, X2
HEHHF,CLBr f1 T 4R ER. £ sl Rd , X & F. 5y EH R
¥ A H, CH,0H, CHFOH F CF,0H, CHC10H, CC1,0H 1 CFC10H, 7E—%e5jfi /7 &2 |, R, R®, RY, R°AH
RO 7 M % B 1, F, C1, Br, I, CF ., CHF,, CILF, C,F,, CCl,, CHC1,, CH,C1, C,C1,, CC1,F, CCLF,, CHC
IF, C,C1F,, C,CL,F,, C,CLF,, Fl C,CIF, #F—2eszjfi /7 S, Aridib & ik A i CU N Rk
2ﬂ H

[0028] a)1- 3R —1-[2,2,2- =5 -1-( =R ) L5HE 1- FEE (CAS#1351959-82-4) ;
[0029]  b)4,4, 4— =5 -3, 3- W ( =HFHE)-1- TEE (CAS#14115-49-2) ;

[0030] ¢)1,1,2,2,3,3,4,4, 4 JUi —1- TEE (CAS#3056-01-7) ;

[0031]  d)2,2,3,4,4,4- /NT —3-( =5 ) —1- T (CASH#T82390-93-6) ;

[0032]  €)3,4,4,4- PUgR —3-( =5 &) -1- Tl (CAS#I0999-87-4) ;

[0033] f)1,1,4,4,5,5,5- -t —1- JEF (CAS#313503-66-1) ;F

14
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[0034] g)1,1,2,2,3,3,4,4,5,5,5- % —1- L% (CAS#57911-98-5) ,
[0035]  fEHE— DRI, AR HILIAESZIRE P oK A fE—2Slr =p
PR 72 A 22 P W ZR 8 1) 52 3 Tl A R ) — Pl TT &4, sl Aol 1T e &

YRR A -
[0036]
Rl [ R4_ R5
R? l o) lr o <l R7
Lokl &
~ -l II

[o037]  HiHb .

[0038] n 2 1-3,

[0039]  R',R% R’, R, R°, R°, RV R ® M7 btk B H, X, CX 4, CHX,, CH,X FlI C,X;; 3F H.

[oo40]  Hir X 2z, Jridib-&W4E 25°CHA 20 0. 1 MR AUE (T6mmHg) HIZE s,
I HA T AR FEA B IR 75, WA R E T o R . fE2 S &h , X
JEEHBEF,CLBr f T AN K 3R £y &h X2 F. fE—25 i &
bR R RS R RS R RUFA R s ik ©§ H, F, C1, Br, 1, CF 4, CHF,, CH,F, C,F,, CC1,, CHC1,, CH
,C1, C,C1,, CCLF, CCIF,, CHCIF, C,C1F,, C,C1,F,, C,C1.F,, 1 C,C1,F, #F—esji /7 &, Frik
&Yk B i LN A4l -

[0041] &)1, 1,2- =4 —1,2- W ( =5 FHEEE ) - 4%t (CAS#362631-92-3) ;

[0042] b)) 1,1, 1,2- DU -2, 2= X ( =9 4L ) - &%t (CAS#115395-39-6) ;

[0043] o) 1-( @ AEIE)-1, 1, 2, 2- T5 —2- ( =F FHEIL ) - 5t (CAS#H40891-98-3) ;
[0044]  d)1, 1,2, 2= PUGR 1, 2= R ( =5 FFEIE ) - &pE (CAS#378-11-0) ;

[0045] €)1, 2- 3 —1,2- X ( =HFHEE ) - L5t (CAS#362631-95-6) ;

[0046] 1)1, 2- X ( =PI ) - &HE (CASH1683-90-5) ;

[0047] @)1, 1,3, 3- PU%R —1, 3- X ( =F FHEIL ) - Akt (CASHST0715-97-2) ;

[0048]  h)2,2- 4 —1, 3 X ( =FFHEIL ) - Nkt (CASH156833-18-0) ;

[0049]  i)1,1,1,3,3- Fid —3- 4L 2-( = TEIL ) - ikt (CASE133640-19-4
[0050]  §)1,1,1,3,3,3- /N9 —2- (A4 ) - TAkE (CAS#124992-92-3) ;F0
[0051]1 k)1, 1,1,2,3,3- /N -3- A4S —2- ( = PAIE) - NEE (CAS#104159-55-9) ,
[0052]  FEH-E 7, AR SR UEIEZIRE g AR Tk, 76— 2S£, frid
TNEBAIEA NN R Gl 2R E A M ERN— A T &, sk X 11T &
KRG -

[0053]

15
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RS
0 R
R’ R>
R6 ) R3
5 o~ ' d
R’ R™ 111

[0054]  Frp

[0055]  R', R% R, R, R®, R®, RTA R *As7 ik © H, X, CX 4, CHX,, CH,X T C,X5; 5 H.

[0056] Hrh X 2K E, TR LAEMLE 25 CHARD 0.1 MR (7T6mmHg) IS,
I HRTTT AR FEA B R IR 2, WMAEZ IS T o | BRI . /22 M s 29, X
R A T, CLBr A1 T AL AL s 5. fE— 90T b, X2 Fo (B 285077 %
R R R RS R, RS RV R ®ghsr ik A H, F, C1, Br, 1, CF ., CHF,, CH,F, C,F;, CC1,, CHC1,, CH
,C1, C,C1,, CCLF, CCIF,, CHCIF, C,C1F,, C,CLF,, C,C1,F,, M1 C,C1,F. fE—Sbsili 7%, Frik
&3k B HEL N 484 -

[0057] a)2,2,3,3,5,6- /5% -1, 4— WEkz (CAS#362631-99-0) ;

[0058] b)2,3- "% -2,3,5,5,6,6- /A -1, 4— MELE (CAS#135871-00-0) ;

[0059] ) i\ -2,3- "5 -2,3,5,5,6,6— /N -1, 4— "WELE | (9CT) (CAS#56625-45-T) ;
[0060]  d) M -2, 3- 40 -2, 3,5, 5,6, 6- 7598 —1, 4— —BELE | (9CT) (CASH56625-44-6) ;
[0061] €)2,2,3,5,6,6- % 1, 4- —BELE (CAS#56269-26-2) ;

[0062] £)2,2,3,5,5,6- /N9 —1, 4— —HBEdE (CASHE6269-25-1) ;

[0063] @) [k -2,2,3,3,5,6- 759 -1, 4- MLz (9CT) (CASH34206-83-2) ;

[0064]  h) Miixk -2, 2, 3, 5, 5, 6- 7590 —1, 4— —MEEE (9CT) (CASH34181-52-7) ;

[o065]1 i) i -2,2,3,5,5,6- /NFR — A kg (8CT) (CAS#34181-51-6) ;

[oo66]  j) M=k -2, 2,3,5,6,6- /o -1, 4— — L (9CT) (CAS#34181-50-5) ;

[0067] k) i -2,2,3,5,6,6- /N - X BELE (8CT) (CASH#34181-49-2) ;

[0068] 1) (5R, 6S)-rel-2,2,3,3,5,6- /N -1, 4— —MEEE (CAS#34181-48-1)

[00691 m)2,23,3,5,5,6- L 1,4~ —BEg: (CAS#34118-18-8) ;Fll

[0070] 1n)2,2,3,3,5,5,6, 6\ —1,4- —HEL: (CAS#32981-22-9) .

[0071]  {E5—J7 , AKX E Do R 7. £ £, ik
T AR A IR 3R 40 ) 52 i A R — Al TV &4, sl Al TV A S
RED -

[0072]
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[o073]  Hirp .
[0074]  R', R? R’, R, R°Al1 R “Shar ik © H, X, CX 5, CHX,, CHX Fll C,X5; FF H.

[0075] Hrh X @iz, JrikbawE 25°C R 270 0. 1 A~ KR (Témmtg) 28k ,
I H IV SR AR 75, WIS R E T o R . E2 P STy &, X
JEEEBEF,CLBr f T A AN KR £l Ed X2 F. fE—25ji &
b, RY RS RS, RY, ROFIR Sz ik B H, F, C1, Br, I, CF ., CHF,, CH,F, C,F,, CCl,, CHCl,, CH,C1, C,C
1,, CCL,F, CCIF,, CHCIF, C,C1F,, C,C1,F,, C,C1,F,, F1 C,CL,Fo E—2EsSli 5%, Bk &4
kA BT AR

[0076] a)2,4,4,5- V% —5-( = HEE) -1, 3- 5 (CAS#344303-08-8) ;

[0077]1  b)2- 5 4,4, 5- =5 -5 ( = P& ) -1, 3- 4K (CAS#344303-05-5) ;
[0078]  ¢)4,4,5,5- PUgR —2—-( =9 &) -1, 3- 4K (CAS#269716-57-6) ;

[0079]  d)4- 5 -2, 2,4- =5 -5 ( =P HE ) -1, 3- 4RI (CAS#238754-29-5) ;
[0080] e) e —4,5- =& -2, 2,4, 5- VY% —1, 3- —4JKIF (9CT) (CAS#162970-78-7) ;
[o081] ) Wi -4, 5- =& -2, 2, 4, 5- VU3 —1, 3- 5 LIA (9CI) (CAS#162970-76-5) ;
[0082] g 4- 4 -2,2,4,5,5- TLH —1, 3—- 5 JLIF (CAS#139139-68-7) ;

[0083] h)4,5- —& -2,2,4,5- VY% -1, 3- — 4K (CAS#87075-00-1) ;

[o084] i) R -2,4,4,5- PUR —5- (= IE) -1, 3- Z4 3 (9CT) (CAS#85036-66-4) ;
[o085] ) Mz -2, 4, 4, 5- PUFR -5 ( =R A2 ) -1, 3— 53 (9CT) (CAS#85036-65-3) ;
[0086] k) & R —2- & -4,4,5- = L -5-( = | B H)-1,3- = & K F 9CD)
(CAS#85036—-60-8) ;

[0087] 1) Wi =X —2- & —4,4,5- = & H-( = & B &K )-1,3- — & & ¥ OCI)
(CAS#85036-57-3) ;

[0088] m)2,2- —%( —4,4,5,5- Y% -1, 3- 4RI (CAS#85036-55-1) ;

[0089]  n)4,4,5- =5 -5 ( = HF I ) -1, 3- Z5 LIS (CASHT6492-99-4) ;

[0090]  0)4,4- 3R -2, 2= X ( =P E ) -1, 3- 45U (CAS#64499-86-1) ;

[0091] p) i X —4,5- = W -2,2- X ( = | B H)-1,3- = & K ¥ 9CD
(CAS#64499-85-0) ;

[0092] ) J& X —4,5- = H -2,2- 0 (= ® P HE)-1,3- = & K 3 (9CD)
(CAS#64499-66-7) ;

[0093]  r)4,4,5- =5 -2, 2- X ( = FE) -1, 3- 4RI (CAS#64499-65-6) ;

[0094]  $)2,4,4,5,5- Fig —2-( = FHE ) -1, 3- 5 LI (CAS#55135-01-8) ;

[0095]  t)2,2,4,4,5,5- /NH -1, 3- 4RI (CAS#21297-65-4) ;F0

[0096] )2, 2,4,4,5- Fig —5—( =) -1, 3- 5 %I (CAS#19701-22-5) ,
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[0097]  fE5— 7l , AR MIPEIAE S E h G BRI 7 ik, fE—28SEti S, pnid
JTE AR VI R G ) 52 0 T AT RO — R Y AL G, s MV AL S TR

a4
[0098]
Rl RZ
RlO R3
R® R
RS RS
R” RS Vv

[oo99]  Hirb .
[o100] R, R% R, RY, R°, R, R, R®, R%FN R "“Phsr ik 9 H, X, CX 5, CHX,, CH,X 1 C,X,; 3 H.
[oto1]  Hrp X2z, Jridbawie 25°C A 270 0. 1 A KR (Témmtg) 28k ,
I HA VAR FEA B R 720, MR R E R, 2Ry &%, X
JEEHBEF,CLBr f T AN KR, £l r &h X2 F. fE—25 i &
i RL R RS R R RO R, RS RO R “BhS7 bk (9 H, F, C1, Br, 1, CF,, CHF,, CH,F, C,F;, CCl,, CHC
1,, CH,C1, C,C1,, CCL,F, CC1F,, CHCIF, C,C1F,, C,C1,F,, C,C1.F,, F1 C,C1,F. fE—Lesujiy &,
Pk &0k B i LS A4l -

[0102] a)5-%(-1,1,2,2,3,3,4,4- U - Bkt (CASE362014-70-8) ;

[0103] b)1,1,2,2,3,4,4,5- )\ — Bk (CAS#T73-17-1) 5

[0104]  ¢)1,1,2,2,3,3,4,5- )\ — Bk (CAS#828-35-3) ;

[0105]  d)1,1,2,3,3,4,5- B4 - 8kt (CASH3002-03-7) ;

[o106]  e)1,1,2,2,3,3,4,4- J\GR — kT (CAS#149600-73-7) ;

[0107]  )1,1,2,2,3,4,5- L - bt (CAS#1765-23-7) ;

[0108] @)1, 1,2,3,4,5- /A - M REE (CAS#HE99-38-7) ;

[0109] h)1,1,2,2,3,3,4- -t - FRLEE (CASH15290-77-4) ;

[o110] i) 1,1,2,2,3,4- /N9 — IR e (CAS#199989-36-1) ;

01111 §)1,1,2,2,3,3- /N9 — FFLE (CAS#123768-18-3)

[0112] k)1, 1,2,2, 3— Tid — FRkE (CAS#1259529-57-1) . 7F—4bsujfiy &rh , frikik
HiE B B UL AR A

[0113]  ¢)1,1,2,2,3,3,4,5- J\5 - Bk (CAS#828-35-3) ;

[0114]  e)1,1,2,2,3,3,4, 4- J\5 — Bk (CAS#149600-73-7) ;7

[0115]  h)1,1,2,2,3,3,4- L - Rk (CAS#15290-77-4) .

[o116]  7E5)— 70, AKX ZIEE Pyl MK 775 £S5 EZ1,
ik T EAFEAEFR RGN 2 A EHHARERL1,2,2,3,3,4,4- JUHE - H O b
(CAS#830-15-9), MIMAESZ IR H 5 | & FRIEF -

[0117]  FE5— 771, KSR g R Tk 5SS &, frid
TT GG NN R i n) 32 R il A R B — A VI S8, sRE R X VI K4 S 1)

RE
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[0118]

R® R VI
[o119] M.
[0120] R, R R’ R, R®, R, RUFI R ®Ma7 bk B H, X, CX 5, CHX,, CH,X Fl C,X;; 01
[o121]  HAp X 2 E, Jridb 5% 25°CHA 2D 0.1 MR AE (T6mmHg) 128,
I HA VI AR FEA B IR 72, WINESZ R E o R . /E2 RSty &h , X
JEEEBEF,CLBr T AN KR £y Edh X2 F. fE—2Sjih &
R R RS R RS R RUFI R ST ik B, F, C1, Br, 1, CF ,, CHF,, CILF, C,F,, CC1,, CHC1,, CH
,C1, C,C1,, CCLF, CCIF,, CHCIF, C,C1F,, C,C1,F,, C,C1.F,, 1 C,C1,F, 7F—Hesji /7 &, Frik
1AWk B LN AR A -
[0122]  a)2, 3,4, 4- VUG VYA -2, 3- X ( =& L) - L (CASH#634191-25-6)
[0123]  b)2,2,3,3,4,4,5 -LHIIE 5-( = FE) - g (CAS#3TT-83-3) ;
[0124]  ¢)2,2,3,3,4,5, 5~ LHE IS —4-( =5 F25E ) - LM (CAS#374-53-8) ;
[0125]  d) (2a,3B,4a)-2,2,3,4,5- o # V0 & -5-( = s F Z)- B g (9CD
(CAS#133618-53-8) ;
[0126] e) (2a,3a,48)-2,2,3,4,5- 71 ® P & 5-( = @ F HFE)-HM 0f
(CAS#133618-52-7) ;
[0127] ) (2a,3B,4a)-2,2,3,4,56- 7o & P & -5-(C = & F 2 )- W M (9CD)
(CAS#133618-53-8) ;
[0128] g) (2a,3a,4B)-2,2,3,4,5- Tu % P & 5-( = & B & )- W i (9CD)
(CAS#133618-52-7) ;
[0129]  h)2,2,3,3,5,5- ANEIE -4 ( =5 P HE ) - R (CAS#61340-70-3) ;
[0130]  1)2,3- R PUS -2, 3- X ( =FR FF5E ) - Weng (CAS#634191-26-7) ;
[0131]  j)2- % -2,3,3,4,4,5, 5~ LHIUE — PRIF (CAS#1026470-51-8) ;
[0132]  k)2,2,3,3,4,4,5- LHRIIE -5 FHE - Wil (CAS#179017-83-5) ;
01331 1) & = -2,2,3,3,4,5- 7% ® MW A 5= & B & )- B M 9CD)
(CAS#133618-59-4) ;fll
[0134] m) M X -2,2,3,3,4,5- /v @ W A -5-( = # T FE)- B W (9CD)
(CAS#133618-49-2) ,
[0135] 7R — 71, AR UEAE2 IR g R 7. 8 —Ssir 2, frid
TNEBAFEA NN R Gl 2R E T A E N — A X VIT &8, sk #p X VIT &4
[KITR G

[0136]

19
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VII

[o137]  Hip .

[0138] R, R*, R’ R%, R’ R%, R', R®, R%FM R "“MSr b B 1, X, CX 5, CHX,, CH,X, FII C,X;F0

[0130] Hrp X ZxiZE, Jrikb&aWE 25°C A 270 0. 1 A~ KR (Témmtg) 728k ,
I HAVIT SR FEAE R 720, AMAESZ R E 5 M. £ 2 My &9, X
JEEEBEF,CLBr f T A AN KR, £l Eh X2 F. fE—25ji &
bR RS R RS R RS R, RS RPAIR 'Mar bk B |, F, C1, Br, I, CF,, CHF,, CH,F, C,F,, CCl,, CHC
1,, CH,C1, C,Cl,, CCL,F, CCLF,, CHCIF, C,C1F,, C,CL1,F,, C,C1.F,, #1 C,CL,F, 7F—Leszjfi /7 &,
Pk &40k B i CL A4 -

[0140] a)2,2,3,3,4,5,5,6,6- JURVUZ —4-2H- Nt (CAS#71546-79-7) ;

[0141]  1)2,2,3,3,4,4,5,5,6- JUEVUE —6-( =FFZE ) -2H- LM (CAS#356-47-8) ;
[0142] ¢)2,2,3,3,4,4,5,6,6- JLAEVMIE -5-( =& T ) -21- ik (CAS#61340-74-7) ;
[0143]  d)2,2,6,6- PUFE VIS —4-( =7 FHE ) 20— nkig (CASH657-48-7) ;

[0144]  €)2,2,3,3,4,4,5,5,6- JURPUE —6- 2L —2H- ML (CAS#874634-55-6) ;

[0145] ) 45 VUSLAE (CAS#355-79-3) ;

[0146] @) (4R, 6S)-rel-2,2,3,3,4,5,5,6- J\FIUE —2H- ML , (CAS#362631-93-4) ;Fil
[0147]  h)2,2,3,3,4,4,5,5,6- JURPUZ —2H- LA (CAS#65601-69-6) o

[0148]  {EZ RSy R, b 5 EA /N TZ 1. 1mM HOK T2 0. 016mM [ /58 7K 7K
RS . FEZPPSEHE T RA , Frd b G358 GABASZ 4K , {EAFNH] NMDA 5214,

[0149]  FE—HESjli 7y R, iR iRE R I . £ L8y b, k2l & 2
N

[o150]1  FEE—2W T, AKHPBMAEY, Frik -G aHE ESCRASCHER ) 7+
I 2 B AL SR G — R G 4 , Hh rid 4 & P sk Ec il T ik & ¥ el i
2 P AL A PIRTR A DN BRI IS %

[0151]  FERE—2B 751, AR B Rk A0 S s B o GABA, 2 14 Ty AN 41 il NMDA 52
R RRER A ) 730 AE— B8t &=, Pk 77 A0 -

[0152] &) fiff e BRI I B ZR /K Vs A B 5 A

[0153]  b) EFEAIKTZY 1. ImM ¥ BE 7R AV A P2 TRY JRR IR 1), HC r P s JRR 18 5] 22 36 {2k 44
5% GABA, 32 & H AN NVDA 5244 , ik B0 S0 S 58 58 GABA 52 fA11 AN i) NMDA 52
R RIS . 7EZ RST80T RIS N ORI o 76— 2857 =, Brik
PRI B DL AL < i A QR , iRl pifR ke, s, MR
ft, KA R, AR UY SR A < AP St , A B BRI SRIAE 25°C A 2220 0. 14
KA (TemmHg) 28, FF HEIR FEAE IR 728 £S5 29, ik ik
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MR35 B b SCRIAS SCHEIR 1) 5 i O &4 (6 — S8 7 b, BT BRI H i
DU« T4, mkikmets , Hupavk (diazepam), W%, MKFCHEAS , 1, 2 SN HIF
The, RIS,
[0154]  FEAHSCRITT I , A% B3R AE 2 156 HE 1 55 GABA, % 1A S NMDA 52 445 i JoR I 541
Jiike fE—YesE T R, BRI
[0155]  a) fff e BRI IR R R K S AR 5 F W
[0156]  b) MEFE LA & T4 L. ImM ) B8 SR 7K A8 55 1 ORI 91, 1w Bk R e 551 Bk 34 i
GABASZ /A S NMDA 3244, riy E e PR ER 5 GABA 32 4K SUHH] NMDA 52 14 ) BRIER 51 o 7E %2
RSzt S, TR BRIEEF)E N BRI o £E—SUSziiliy =rb , TR BRIEEFE B AR
ARMAA U, s e, eifC Ml ke, s URIR , B R, sfCFR Okt
I £ DU S e A e % P e e, G BT I BRI 25°C A 2270 0. 1 A KA (76mmHg)
SR, JFHER FEORNBE R T8 78— S8soiir &, Frad pREsesE 5 ke
AR T G £t b, BTRRRIEFE B B LT 4R
A bwEEE, NIAm, ST, FRke, Bkt , MERRT, HommE , sk, Ak, &
i, 2,6- KR, PEHE, OB, FHTR, OB, KLY,
[0157]  FES—J7TH , A e RIS BRI — B0 52 0k 10 Re S M R A R B AL S <o R
TR 1) 1) PEE IR AR AR P A 1 v T ARG T T 1 O T ORI 511) — S0 2 AR PRIV A P R (LR
[0158]  FLrp HUA R T4 1. 2mM [ B8 JR 7K i P55 T R B 57 AN 90 71 Na 3B 18, {H R A% 910
NMDA &2 1A , HA5E P FLES M A IEIE (K, M58 H RS2 AR 5] GABA, 21K ;
[0159] oA BRI T4 1. LmM R BE 7R ZK S AR P2 1D JRR I 51 AN 100 il N, 168 1 80N D i) NMDA 52
A, (HRERE I B M FL A5 M UEE (K, , MGoR H 2R 2 ARG 5 GABASZ K
[o160] oA HAK T4 0. 26mM [ B8 JR A H A B2 1 BRI SR AN P07 Na 818 , ASFHH] NMDA
ARSI GR P FLES AR (Kyp) HLUA, (HRENEIG5R H 2 RS2 ARG 5iR GABA,SZ 14K ;I
H
[0161]  HoA BA{K T2 68 1 M [T/ SR A A FE 1) BRIBRFAS 3061 Na JBIE , ANHDiH] NMDA 52
Tk, AHBESRFFLEE A A IE (Kyp) HIL, BANHESE GABA, 32 AH B 5 H &R 321K s\
T 2 IR TR0 BRI — BBURK T A2 AR R e M o AEZ RSt 7 &b, BT IR BRI R 28
RS AE— e SR, BT RIEESE A B DL N4 AL AR, AR T EE, ifR
e, AR AR, RIS, sIARER CUE AR Y SR R g X PO Sk g,
o TR BRI FIAE 25°C R /0 0. 1 MRS (TémmHg) IZESE , IF HAUR T30
JAFH. fE—Ssii 7 b, AR BRI B b SO SRR 8 77 v A i FH AL 540
[0162]  FE5—J7 1, AR BHHE AL BRIRFANT PRI — R 2 R R e (9 7 Ve £
—HEST Ty GRrp, BTR T A R TR T BRI ) JEE SR K AR R v T TIUE I Ok T BRI 5 AT
DL 7 49 JRR T 5] — S50 e 52 R P 7 s AR 1 (94 sl 0 BRI (1 PR K S A T
FIE (19 5T RIS AN BE R (10 RIS T1) — R0 52 1 1) JBE JR AR s A P RO
[0163]  FLrf AR T2 1. 2mM [ B8 JR 7K i P55 T R I 57 AN 0 1) Na 3B 18, {H B A% 910
NMDA 244, ISR FLGE M IEIE (Kyp), B9 H 2R S2 PR FI AR GABA A2 1K
[0164] oA BRI T4 1. LmM R EE 7R A S B2 FAD BRI 1) AN 4100 il N, 168 1 80N D i) NMDA 52
&, (HRERE I SR M FLAS M UEE (K, , MGoR H 2R 2 ARG 5 GABASZ K
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[o165]  Horp BAAK T2 0. 26mM 1 /5 /R ZK Vs it B 1) ORI 551 AN 0 ki) Na JE 3 , 7] NMDA 52
PRE G P FLEE AR E T (Kyp) FEUI, (HRENE G0 H 2R 52 IR RIS 3 GABASZ A 5 3F H.
[ot66]  Horp, HAAK T4 68 1 M (1) EE R ZK ¥ fdt B 1) BRI SR AN 1 il Na J 3 , AN NMDA
R, ANHEERPYFLEE MR E TE (Kyp) HUAL, BASIESE GABA,SZARH BEAE MY 5 H 2 RS2 1K
NI iff 5 JRR I 70T ORI 711) — BBURK I 52 AR R S e o AR 2 P St Ty 22 rh , ol BRI 2 W N
AR BRI o FE— S5l b, P BRIESAE 5 i DU Al 4 - i ARRE , i
RBE, ARG, s EURIN, SRR, A e, p A P S 7 < £ 7Y
SUEr , HA TR BREESFIAE 25°CHA 20 0. 1 KA (TémmHg) (28 % , FFHERF
A R R 3 7B 2857 =, PR BRI RIL B b SCRAR SR IR 1) 77 2 7 it
WG . eSS 7y 2, PR BREEE B DU AR e, PRkt , Hiv
A, T, KFERKEE , L 2- ZRUNERINT b, AR, RS R, TRk
PSR B LR 4L 4 Bk, Al , SUGRHER , okt BT, MR IR, MR
Bk, Wt , AR, &7, 2, 6- IRy, PERSL, Ol FULER, CfE, &H
FAI o AE— LS Ty Zrh, T PTIR BRI LA R /N T2 1. 1TmM 59 BB R ZK s i R 1
GABASZ AAH AN NMDA 5244 . 7E—2850)i 77 &b, W R LA K T29 1. 1mM (] JEE
IR KR FE 3 HLEES998 GABA, 52 4 X 3] NMDA 244
[o167] & X
[0168]  ATE“WR AN BRI S F8 HLAT BRIV i BT L 28 e 22 14 3 T BRI L ) JRR I 1] 25 1%
BT 45 WP IR it FH () AR BRI N TR o s A1) e Py B N, 2 JRR IR ) A (AN FR 42 A ek R IR 1) (3
B, SEKE, CREBERIHL RS ) FISER (L0, SRR ) o
[0160]  ATE“ ] VA 55T BRI 1| BB 245 A i R IR 771 el BRLR 711) o JRR I 791 el B 1) ] AT
ok B2 VRS A SRR G AR SR BT, 9 B i R A T SO E P AR 2 ] DA A AORS
PRI RIBIA R, Bk P2 T PR P IR sz B I, BTE SR 5 R Js s i/ B
EM .
[0170] AT “ BRI — RUBMESZ R 7 & ¥8 45 G BRI 5 1 40 B B i 12 9 HLHE D) R A 1 BRI
TGS G o BRI — U 52 PR30 A o Il Bl 28 —E RS (W 6- s
P& S BRI ) 5 T (R R A M g HT DL R 2, 3,4, BT MBI, XA
ZART UIALSE 2 A8 2N 54 AR A AR SR — T DI Re . IX L2 AR TS L
B ) 05 40 M 1 & 120 E PRI B O, R g e SR AT, B DAL 7 ek
725 20 i 52 A T G PR Y T AR PR o Y.« SO SR ER R PR B S 1R ) B A T 4 e e
PLIIEAR o 79 Pk T RRIER 1) — BB ME 2R HE v - 2R T IR (GABA) 21K, N- %L -D- K
KR (\MDA) =24k, U FlE , BRI E FEE, WAL WS EIE ,
(=3 =t NN B - N = W7o 1 =
[0171] R “HUE” sl AME” i miasEhTa R FHENE
A/ BGRIE, R/ B ETT S N, 2 CLSEER BRI AT 52 1 JL R/ BT A9 52 iR [
EABNE
[0172]  GAR ST I, ARTE “ 57 2 38 AN BR A R I R A F AL S0 R A s
PEECMETT, JF HARX RE M EE , & an8uAsBe R, B, Bridas ela] LU T~ A
SR B AEY F RN A FHR T A58 AP R AHEAER .
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[0173]  dnASCrpAE AR, AR “ 25 T 2 4 it F 1) M 24 FH DB IR FH AR il 5 140 & 0 )
g PR B A AL LR  JEH LA A LER A AL SR K G 5.
[0174]  WnASCHAE I, RiE 7 G4 7 87 9AAEY 7 e AR RH P K 20—
it G5 2 HERRTR G . ik 2yA -G AR T RSN T 2R

[0175]  FEEECHEA IR Rde BT A i (i, B4, BdsHIs2 iR 3 7 37 2
I, LESZARE [ )8 R/ s R 25500 / AE PR TR A B F B il 1 R A
AT LVE RS WO / B 2 i T SR T R E , R/ O8N SRE AL TR 2 25 /AL A
Yo XPRRETT AT LLELEE , filan, EA TR, R IR,

[0176]  ARiG“HE 7 “Mk, 7“2 W EHRHIRTAEILs , Blan, AskHE AR
FLah, i, SEARKE, PIFEMmEFLEM (lan, RESMW, EEM ), RIS
v (i, SRS, AR, 5, ), BEEREWILSIY (B, KK (rattus),
AR, #2E (lagomorpha), GFd ) .

[0177] ARG EEIRKEEAR L e T vF 5 ol &2 (W 1E 25°CHRILE pH = 7. 0 LA FIIK FEAE 4K
HAETE AL G DI R T PR IR

[0178]  ARiFE “HfA AU LE” JE T8 REOE B0E Rr w BRI — 50U ME 2 AR R AL A 40 1 1
(LR PR FEE o a0 SR ORI 710) (10 7K 5 A P AR 0 T4 o2 ORI 571) — BB 2 AR TR v A P
{8, T2 il R AR AR 152 A o 01 SR BRI ) AU AR B vy 0 AR5 IR 771 — Bk
VESZ R S R B AR, B A TR BRI RE S, (HA AT, WE 1521k

[0179]  BRAESIAMRA , H B S BUER 7 —BURER—#5 , RBE“RE”, BhRATRE
IR TE (R C B — 2 )\ ) W E BB BRI . PR S aiE T, &
B, IENE, BN, ETHE, SUTE, »TE, MTHE, EE, ECE, EREE, E
FIE W TARCPRSA S (B, ek, s, peRRaE , ik, WhtE, K
REEE ), UAELHERT R LAR BB 2 b i I 2, B H B e B 24 Bk
i fldn, 20, 18, 16, 14, 12, 10, 8, 6 B /b 8] = RERR S5 1

[0180]  ARIB“WhesL” B S8 ERN 7 —BUREEM—E5r, BOAEH 1 AEE MK - TN
AR ERE. A el (BOAERE ) EEMEA | 2 24 MR T, fEAR AL
EEA 10 AN B D RR T RAR LS . ARGk B AR e 3 2 08 i B AT DY Bl R
AT ST ) R e 2 RO e R 2 A

[0181]  AiE “Ihedt” ZIg B AR SRR T (B, G JJrket ) JF H2searm
AR T S B B AL T— DRI . — DA C JR 77 DU e A
CIBEEL” IR EAETR NN Z R IN, dE il , 3R [2.2.1] PEgt, IR [2.2. 2] EkE
o UAELFERTS LA BB TR AR R T AR Y, RIS P B s B 8 N ECE
DR RR R T

[0182]  RiE“HefaIL , ” “RedLE " M “ Pt ” (smifChesa s ) DAL s U A
HHEES MBS AR T, fEEA, B T5 50 T T4 o i I e e F R
TN, KT TR AR, B v UAR R B R 3F Bk ] DL & DUOE s B A H 5 B
HERE AR T 3 2 8 Ui, KL, RoaR A —NR™HFE B W FRIRIE S | g ledt , 19
S 7 N

[0183]  BRAESABRA, R “xif7 B8z, ” B S BUEN S —BURERN—#4, B

23
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T IR BU R 7o S3h , RTETE W “ i fQUbEdk | 7 RON IS B s AU SR 2 i AU 2

B, ARE“C UL ROV BIE =R T2 | 2, 2, 2- =L, 4- T2k, 3- RN,

faray
53 o

[0184]  RTE “I7EL” BN 5 & 14 DI TR IR, XA I T7 AR EL ], HE R
AR SR ST A B DA 2 I — = DA USSR —A, A, B=AN B ER
Roaedt, btk , Mopedk - btk , piat, WU, BEE, ket , &%, Btas, Bhik
Ik, ThtAR AL, U, UL, ARBiAE , CORCILA RZEL, Fidk, HMkedt,
et — BeUIWT , R AL | PR B0 ), — (CR'R” ), ——COOR ( Hirb n J2
0 %5 (HAL, R MR MOrHh S sibedt , HRBE, bidk, Mbedk, Fpebbiiin®l,
IREE BB R BT AR ) B - (CR'R” ) ,——CONR™ ( HirPn 52 0 %2 5 (8L, R
FIR” Ahor st ket , OF H AR r o &, et , Mopedt , Bobedtpidt
RILBORE R, RO AR ) o R, AR TR, (EAR T, SR, R
B, 1= AR, M 2- 2, ROHUUER. U, RIE“R 7R RIRH D — 2 H AR T
SR T B REBIR A, [RII OR B 5 A MR B AIR L 57 R [, o, mEme s, WEIikcEE
WEMRIRR | BEWY L, S, ZRIRTIEAN, 0, RIS, HAATIAEAGLR AT AL, R A
PR EUR TR TR . SR 07 B ] LUB I 2% I8 T2 T IR R B 7y o D7 65
P AR AR PR il P S0 A R R, ZRAEAIBOR AL | 1y 2% 57 R A 1T 1) A1 BR A 1 s 9] A b e 2 |
AR | MEBEAE , WENEAL , WAL, MEUGL , WRURIMEL , MEMERRL , PRORIL , BRRELL, OR
JE=REE, WRASSE  SROFURMEEL  ROFMEREEL | SOOF =M SROFRREMGE | RIR IR
M, SRMSIDREE , WIWREL , A0F =Wk | WEWIRILNE AL , MRy JF e AL | MEMEmEnE AL | iR
WEFFILE , ZRIFBEMEEL | IRIFIRMEEL , ZFEWy Sk | WSIDRE , MEUbREL | Sndsmbhat | S WM
B, mEMRIL ) Il el pRIREL L PUMEL  DEMRE  SIRRmRIL
B, Mg, WEMRIL ) WRISL , WEWYELSE, ME2, RiEDFE, B HERM (Flin, 57
L, DR ) AR, EONALHE b SRR D7 B BRI OF R T

[o185]  J7HEALPA AYIUACEE 2 Ff 2 BT HIE W ANE 255 B R G LRI AL & 8

WEfE bkl - x%,—0rR,—0CO)R,—NRR” ,--SR",—R", —CN, ——N0,, ——CO0,
R, —CONR’R” ,—C(0)R’, —OC(O)NR'R” ,——NR"” C(O)R’,—NR"” C(0),R’, —NR’ ——C(0)
NR” R” 7, —NH-——C(NH,) = NH, —NR’ C(NH,) = NH, ——NH--C(NH,) = NR’, —S(0)R’, —S(0

)R, =S (0) NR'R” , —NR*S(0),R" , —N;, 4x3 (C,.) HEdaHE, Mazd (C,p) ket s 3F HIL
FRRT MR T ARIHIE AR, Cgbidt , Co oMM, Co ol | €, gHRELR AT HEA
7, (CREUOTE ) -C L bedt | RO SE —C | bidk.

[0186] 77 ¥ % 77 M iR AR AT I 1~ B 109 PR AN BOAG 2 Al AT 28 3t 9 5 -T-C (0) — (CH)
U= IR AG, Jerp T USRS 0 —NH—, ——0—, —CH,— S8k, JFH q 2 0
B2 WREEL . &R, D7 IR BT OT IR AR T L P A QI T DU 4 X -A- (CH)
B BRI RAR, b AR B AT 3 0 —CH,—, ——0-—, —NH-—, —=S—, —=S(0) —, —=S (0
)o==, —S(O)NR — SRS, JFH r 2 1 2 3 AR, IXHIE BB i 82 —nl DML %
M B A il , D7 PR BN 07 FRUAR AR S L AN IS ] DAL et g 2K — (CH)
X (CHy) = HUHAREEEAC, b s ¢ o7 H0h 0 22 3 f9ESR, JF H X2 —0—, —\R
"=, ==S—, ==S(0) =, —S(0),——, B —=S(0),NR’ -5 —-NR’ == Hl —=S (0) ,NR" —— P (R B A Hk

24



CN 104619319 A i BB 16/78
R 1k HA BRI €, btk

[0187]  fASCHATAI), ARiE“IRIR 57 BARTEE (0), & (), B (S) Mk (Si).
[o188]  [ff[&lfjik

[0189] 1 R W] SR 25050 Bt 2l RIFESR) — SO ME 2 A& (R1 P R2) 1) MAC ) 5Tk & 43
LCIIRE R B2 o 2590 oRxs R R, (B A S AR ERRIEACR . SR B S R2 K
SEANU AR EAE F B/ DTk A2 7= 2R 100 % RIS (MAC) PIT b /5 1

[o190] || 2 3K BH & 3l T8 I VT R A - b TSI AE 25 °C g 8% i K Hh IR JRR I SR B UK
W AR FE Y R 2 ({52 B SciFinder Scholar). 7Y 4- RSS2 44 (TM4) B A i i
ZAR R RYVERAS Y T (R 259 B 7R R mOROKCP SRR 26T e R (O L A-F) o i
T 3- KBS (TM3) I TM4 52 AR 3 3 () 259 7R A mOIR KPS L 2 BT I/ R 68
(@,6U). A=TF%t,B=0kik M4 (Nistri, % A ,Neurosci Lett(1983)39 :
199-204),C = #h P§ # (Macdonald, % A ,Nature(1978)271 :563-564),D = | —
g (Dildy-Mayfield, 28 A ,Br J Pharmacol (1996)118:378-384),E = Kk +& Bk
fic (Flood, Z& A , Anesthesiology(2000)92 :1418-1425),F = 1,2- — & /N & # T
e (Kendig, 2 A ,FEur ] Pharmacol (1994) 264 :427-436),G = -& # %t (Jenkins, %%
N , Anesthesiology 1999 ;90 :484-491 ;Krasowski, Br J Pharmacol (2000) 129 :
731-743 ;Hollmann, Anesth Analg(2001)92 :1182-1191,Nishikawa, Z§
N , Anesthesiology (2003)99 :678-684),H = A JH My (Yamakura, Z& A , Neurosci
Lett (1995) 188 :187-190 ;Hales, Z¢ A ,Br J Pharmacol (1991)104 :619-628),1 =
A M B (Flood, % A ,Anesthesiology(2000)92 :1418-1425 ;Hol lmann, Anesth
Analg(2001)92 :1182-1191 ;Yamakura, %% A ,Anesthesiology(2000)92 :1144-1153), ]
= % % %t (Jenkins, Z& A, Anesthesiology (1999)90 :484-491 ;Krasowski, Z¢ A ,Br ]
Pharmacol (2000) 129 :731-743 ;Hollmann, % A ,Anesth Analg(2001)92 :1182-1191 ;
Yamakura, Z& A , Anesthesiology (2000)93 :1095-1101 ;0gata, & A, ] Pharmacol Exp
Ther (2006) 318 :434-443) , K = B % %t (Krasowski, Z¢ A ,Br J Pharmacol (2000) 129 :
731-743 ;Martin, % A Biochem Pharmacol (1995)49 :809-817), L =E¥£F (Yamakura,
2 A, Anesthesiology (2000)92 :1144-1153 ;Wong, % A ,Proc Natl Acad Sci U
S A(1986)83:7104-7108) ,M = Hh 3 BF (Hollmann, 5§ A ,Anesth Analg(2001)92 :
1182-1191 ;Nishikawa, Z& A, Anesthesiology (2003)99 :678-684), N =% %t (Jenkins, Z&
N, Anesthesiology (1999) 90 :484-491 ;0gata, 2¢ N, J Pharmacol Exp Ther (2006)318 :
434-443 ;Martin, 2 A\, Biochem Pharmacol (1995)49 :809-817), 0 = ¥} A ¢ (Ogata, Z¢
N, J Pharmacol Exp Ther (2006) 318 :434-443 ;Hara, Z& A , Anesthesiology (2002) 97 :
1512-1520.),P = & ffj ,61Q = 2,6— — A JL 2K My ,66R = A 4% # % (Jenkins, 2£
N, Anesthesiology (1999) 90 :484-491 ;Krasowski, Z& A ,Br J Pharmacol (2000) 129 :
731-743 ;Martin, Z& A Biochem Pharmacol (1995)49 :809-817),S = —. Z ¥ (Krasowski,
2 N ,Br J Pharmacol (2000) 129 :731-743 ;Martin, 28 A Biochem Pharmacol (1995)49 ;
809-817),T = %A 4tk W & (Yamakura, 2% A , Anesthesiology (2000)93 :1095-1101 ;
Ogata, Z& A , ] Pharmacol Exp Ther (2006)318 :434-443),U = Z, % (Yamakura, %%
A, Anesthesiology (2000)93 :1095-1101) . Z £ MR SLEG 25501 717 4— RIS T 2 1l 1
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(B, v - 2855 TR A B8 GABASZ 1A, H 22/, FIMHER S WEAH 52 14 ) Fil 3— kit
FRE - E (i, N- FJE —d- RAZ BB NMDA 5244 ) (1. 4R, HAREERKE
FEFE I 25 ANBE YT 3— IRES A2 1K
[0191]  [&] 3 K BIK H3RIL GABASZ AR (Z2) BUNMDA 324k () 22— IR UN BR4H M IR
XA AR R AT S o SRR 4% (=) R BB R BRI, I HLE 3k () R tiRie e 22
IR T e AR 3 B R TR YT GABASZ A, T e R T NMDA A2, E R AGEA
PR . PR, NMDA 52 08 S I T e AN e TR) R fe e e A
[0192] & 4 RS2 ARBOL N R g N BERKIS RS R g, N T8N ERRE, A
25 2 RN BET T GABA,SLIRTTY NVDA 2R 4654 , I H B 46 45 3R R 7R VR IA BE 11Y
GABA,SZ AAHXS NMDA 2 AR TC 52 AL &4 o FLIR] IR IR EA 2 2 R TR SR AR, X T A7 AE
B o
[0193]  [&] 5 R AREUL RNV I B ES  AZWiRIR TR g, RBEEZSHE 3. L
2 A A B B R 25 e S A R A
[0194] ¥ 6 REZARBULBNV LSS TR RIS AR R . SR E B
22K 3. Juse LB I A A AR R BR A
[0195] || 7 R BB il RS2 AR A T (R B3R O BRI ROKIS IR R IR pR 2. 29 E A (8 2%
i HH R i P S L PN T 0 3 B2 A i R O HLAE TR L 2k 45 Fia R IRV A Y TR S AN TR Y 7
Mo IREXEEEIR 3 FIAFERIEM (1- B, IERTR, FIGEREmE ) X7 Tk NMDA 52 R4
A 1B TE AN A2 AR IR AR P O AL 95 % BARIX ), AP AT T 8 3L 13 FiAsFE AL,
[o196] e HIPEIR
[0197]1 1. 51§
[0198] AR BHER /M5 T LA tH BRI AT « ORI 00T IR I 711) — B0 52 AR TR R S T
DLIE 1ok 50728 BRI SR R 7K S S Y (i, sl FRAIG ) o 225 T AN R S I BRI — sk
PRS2 1 () I AL A P AR AR, R DAV vl JRR I ) A 1T S0 B AT /S T BRI 50 PR 7K A P TR 7K
TP P A AR ) 52 ARSI (] IS AN T EL AR T BRI 1) 1) 7K i PR P 7K Ak P A L L )
o T, B AT S iR R R TR BRI RO K B BRI 1) — SRR A2 A 5 HLA AH X BEAIG
TR P2 ) SRR S0 /D BSURR I 1) — BB 52 A o AR IR AR, T8 5 bU At BRI 5] 1)
TRV AR FE 5 AN (R JBR IR 1) — BB 52 7 Y 13 (L Y75 o P2 A0 b R 1 2 e e ORI 1) 6T A [+ R e
| — BURPEZ AR R R P I A & . ARILE BA TEFR S BRI (rational) 4h2%
G BT A A CLTA Y LA [F BRI — B0 52 AR IR A A S AR S P K 0
[0199]  —SERREEFILLESEA) (K ECB0) £ 4- IRESHESZ4k (R, GABA,) BY 3— IRF5fi
ZAk (BRI, NMDA) , (HANGS & WA S2 R ISR o SR, A R 8 Wy 55 R B 1K 245 4T LA
VAT PRS2 A FR B R s AN T U B AP R M W by, i BT TR 22 R
LIS PRSI R i (B 2) o BT E 2 hELE , S8 KK LIE 2 LL AR vriy
R REAF KRR AL, B 2 3387R, /N TR ImM 1K AR IR AR FE 1) 40
G RIS R KGR e i S DL I R L W) B BEOR R R K R A A
AT LAY 3= A1 4= IREG A2 o 7K BRI TR FE AT T ARSI T g B8 - 18 T R 1) B
fRE T A K s B I R BRI — 48 A 5 1 B T 1) 52 A4 5 AR REAR k35 5 M)
o ¥4 o Mk BRI SH (O BBUR Y (Lobo, 26 A, Neuropharmacology (2006) 50 :174-81) » M4k,
26
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I 0 P B R T BRI R A 1 28R 7T DA FR T K BB 7K 23 AN 78 A2 1 B IR 7K s At P
(Katz, 2% A\, J Theor Biol (2003)225 :341-9) ., 5Zfp b, XA REAE R HEUE , M 23
FERR L

[0200]  JBRIFFILESGXUZ P A1) 50 Ao ot 7 A i g Sk 56 54 10 1) i &7 (Vemparala,
% N, Biophys J(2006)91 :2815-25) o A J5 ¥ it & Jlg — 7K Gt 10 DX Sl 002 1) A [R] [X 35k
(Stimson, % A, Cell Mol Biol Lett(2005)10 :563-9) . BREEFIERA L, FALW A, HiG
mE, e, AL 1, 2- =R ke (TFE) BL/e RELE/K M Ckiz A FtiAL (Pohorille
2 N, Toxicol Lett(1998)100-101 :421-30) . 4R, WM LLE, —MEfy 240 T TFE
49, AR EKEK T 5 KE , FF B HAEAKRAEEZ)5] (honimmobilizer)
A IRYE#SZ (Pohorille, fERT ) o CVEESH AR, W BREFEFILE M — /K 5t 1 ) AR B m] LI
/INKIFK ) (Wustneck, 58 A, Langmuir (2007) 23 :1815-23) Jf B BG4 I 100 Hs ) 43 A5
(Terama, 25 A, ] Phys Chem B(2008) 112 :4131-9) , iXW] BEICR IS /K ARRAS (Ho,
% N\ ,Biophys J(1992)63 :897-902), Ff HEE @ & 7 EE AT Rkt ti@E
() BRIFE BB PR AT LA ] B b ok 28 5 5 1 S8 KA BLAE AT PR RS2 A R AR &

[0201]  ARif, P& B H A AR R B0 A 3 K S ZK R AR LA A 6 R A B 1 i
MAZSEARF . 2- IREBRE (1t , P2X, P27 524K ), 3— ISR (40, AMPA, BREhEEmL , AN
NMDA 324K ), 4= X #5 % (nACh, 5-HT,, GABA,, GABA,, MH Z R4 ), F1 7- IRESHE (G- 2 E 1%
BRHIS2AR ) BBE R RBE K EAMITE (Foreman JC, Johansen T :Textbook of Receptor
Pharmacology, % 2 it . Boca Raton, CRC Press, 2003) . [Klitt , B R] G0 A5 7K 53 %15
T 52 AR I DA ZI ) SRR R 1) 4 - B B R T AN (R S 1) B R N A AN TR 1 X6 (] — 88 5k
P (R8T I 12 SEAHAL, PR Ay 3 6 A 5 2 1 e 47 [ 0

[0202]  4n BLBRIEFRIAE AR — 7K S 0 Y FEARE S P AH LA X AR A AR 2% 1) B8 - Jd
PR EEN, A EnT DA PR T .

[0203] 2 —, UK TR mAHEAEHNZEEER, LR EEA L%
KW fAE P AT AR 9 258 43 1 I 12 B R A TR 19 BRI 1) — SRR Rl i . iIX R R Z IR ZF 3
R, XL 9T W, GABA,, H 22 , NMDA, Wy L &5 f OB am 18 |, Je e BRI 77) — 0/ 1k
T AT DL R AR BRI R Y, RS AR, &, B, fZig i (Yang, %%
N, Anesth Analg(2008) 107 :868-74 ;Yang, 25 A\, Anesth Analg(2008) 106 :838-45 ;Eger,
& N\, Anesth Analg(2006) 102 :1397-406 ;Solt, Z& A, Anesth Analg(2006) 102 :1407-11 ;
Krasowski, 2& A , ] Pharmacol Exp Ther(2001)297 :338-51 ;Brosnan, 2§ A , Anesth
Analg (2007) 104 :1430-3 ;Brosnan, ZE A, Br J Anaesth (2008) 101 :673-9 ;Mohammadi, &
A, Bur J Pharmacol (2001)421 :85-91 ;Anderson, 25 A\ , J Med Chem(1997)40 :1668-81 ;
Brosnan, 2§ A\ , Anesth Analg(2006) 103 :86-91) . 87-96) . M4k, FEAKATH HI BRI 5 1)
T T AU 19 52 A S AR I T DB A RR R U I (Yang, 28 A, Anesth
Analg(2008) 106 :838-45), #&7~iX2E A [F LG Y)35 A 5 A AH KB 7l W AH B 7E A 2t
AR S AL o

[0204]  E5 ., BRIt S THAH B A B AR AR R IEE 2 A AR AN A BRI, X 31
00 T VR Y A Y B e PR B N D K R, O AL (S A R Ak
FELESR B AAH IS B R (B il IE (a0, 3— IRIEIR 2 ARAEN 4- RSS2 4K ) 2 I8 MY i%
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AN WIBHE L FZ S (E9) . EEFFH, A AERE D B AN F S e 1A
JRE I OL NI BRIk GABA, (N a B,y ,) S2ARE NMDA (N NRL/ KBl NR2A) 244 (] 51 BE4H
MR RGN o IR . A T4 e R U ( RAAHFEIR B BER] ), ik ign Q- {7 & 4b i
JE B P U 2R R RS o B, BEda I R IE T B IE SOt RN IE Tt 4 s B Hh 1 - 28
A= A I B 1= A T 1= A 2 R s I e — JBERT — SRR A 555 WP
[ T A S S 2 GABASZ AR B IE PRI 7] GEEEES: >10% B ), XA KT R4
1M PR JBE JR K VS 1A B2 A & )t BE A5 1 710 NMDA 3248 (GBI JE4E D10 % IR ), /e 9
PR IRI . BRI, KSR 5% GABAAHXT NMDA 52 AR FRe S PEAH G o 2 AH R AR 4T
HE AR A S AE AE SR M R 2K A [P A AR, T AR S B b & A A
i FLE I 22 B S RV TR o B N R RS R I A AR (R SR EELEAS SR T
FERFER AR BhAh , BN B ST O i P R TS 1 (AR AR 28 U A 32 44
R e 1 1 AR 2 TR R DG ER

[0205] R N JBRIFE: 57 41 280 5 1Y B 490 FH N BRI o S 25 e )l PR FH 2, RIS Al 1L 857 R P
WV T 5 X L 2 2 B8 i R R o R (R 2540 T SRR T D80 ORI ) 22 A M T 5 S R R
(R0 SR, W A ) P 44 A 1 ORI ) 28 £ 20 tH4D 70 SEAREZ AT T % (Terrell, Anes
thesiology (2008) 108 :531-3) .

[0206] 7™ A= B 3 R B 22 4 IR JBR I 57 e 222 T AR e 52 A B3 52 A4 88 S I R RE A 1 1 12 JB
(14031 (Solt, ZE A, Curr Opin Anaesthesiol 2007 ;20 :300-6) . A 3C A 424 H 45 3iF
I 55 NMDA AHXS GABA,SZ AR St R AH 5% F) (B IS AL T 5 00 1 30 52 At A7 A1 2R DL ) I
R — R e I RO . IR, RO AR & RS2 AR T I TE AL VR PE 259
()25 B2 JE e o IR FEMEAE T NMDA 52 44 IR W N (1) 245 570 T DA AR 358 i 40 e it S5k 25 0 B
b, e mT v 5 NMDA F5 B A R AL (Cahusac, %5 A, Neuropharmacology (1984) 23 -
719-24 ;Bovill, % N ,Br J Anaesth(1971)43 :496-9 ;Sanders, Br Med Bull (2004)71 :
115-35 ;France, 2 A\, J Pharmacol Exp Ther (1989)250 :197-201 ;Janig, 25 A\, J Auton
Nerv Syst(1980)2 :1-14 ; fil Ness, 2 A ,Brain Res 1988 ;450 :153-69), == ZLif ol &
26 GABA 2 /A1 HI I 25 ) R AR (A AR UF (11312 B 2k (Clark, % A, Arch Neurol (1979) 36 :
296-300 ;Bonin, %2 A ,Pharmacol Biochem Behav(2008)90 :105-12 ;Cheng, 2 A ,J
Neurosci 2006 ;26 :3713-20 ;Sonner, 2 A ,Mol Pharmacol (2005)68 :61-8 ;Vanini,
Z: N, Anesthesiology (2008) 109 :978-88), {H ik 1] LA T £ & 3% (¢ 0P WK 31 i) (Harrison,
2 N ,Br J Pharmacol 1985 ;84 :381-91 ;Hedner, 2% A ,J Neural Transm(1980)49 :
179-86 ;Yamada, Z& A ,Brain Res 1982 ;248 :71-8 ;Taveira da Silva, Z& A ,J Appl
Physiol (1987)62 :2264-72 ;Delpierre, 2 A ,Neurosci Lett(1997)226 :83-6 ;Li, %
N, J Physiol (2006)577 :307-18 ;Yang, ] Appl Physiol (2007) 102 :350-7) . X[ T-5|# 41
MW AU A R I 32 A, AT AMA LS, T SO AR O I AR E
[0207] =) i A o b D R0 UROMGE aod o S50 1 4 BV Bk B0 e ATT i 3 B A TS B
HAYGEN 22 @R 2550 @l , TSI 25 ) KBS RE o anadl i in A\ i 2 [ 5%
R, Bl ERAN R E R ) G A AR A T 0, B 22 RSl RO I R
JRITT B A AL R PR 4 B BRI o AH B, B RO RSE T BRI 8 5038 0 B AR K S A B2, ATV B
132 AR TR 2 i T IR O S B SR LS B E T o 38 W] BEAE =28 AU A i SO v 1 LU AsE 24
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WIATE A 280, M A1 IX 28 51 Sk B2 38 0 250 ED50 FHis sk B S A1 ) A7 sl iy ] R 7 2
)25 8505 IR RS M)

[0208]  [BEVEAA ST — e e PR RO AE R A AC VERIT 908 kBRI SR L AR AT il o 9, R
I RH IR G ) 52 A3 Fe ) [FRYE , LA ok B AN [RHEB K G 1 52 AR B, 0w i R b
BN AZ S AR AL o

[0209]  TI. fdBREFRAEMILED

[0210]  a. AW N SXOBRERFI (1) P

(02111 A5 FH A Ak P 1o L LA YRUIN 226 £ G 400 % JRR IS ) — ABUIEK P S2 AR 1) Zh 280 R 24 B 2 %
P, C% e T Il 2 0 IRE ishk AE BRIR R AR AL S 4. — S A 55 GABA, SZ A 1T AN
%) NMDA 244 o ZE T AT BE RIS IR, 287008, #hoK - A%, k- K&,
R (B ERZ ), e TR N BT S IR R AR A AR T, R AN [F] BRI — B
SR SZ ARG 25 B2 M, FNEEE, e BRI &)

[0212]  i. JEEJRIK At B AN A L E

[0213] RN 1) 255710308 o FH 1/ BARAEG P oRK A0 28 25 8 PN A 28 0 % P 11 3 L T T 4 i i =2
IS IRY ST A BRI o B IS PR ZR 7K AR P A PN e i 85— 68 R 40 i B 52 A Ak ) PR 1
e BA KT REY 1. 1mM ) BE R KR R d4 1 719 NMDA 52 4 , T 48878 R v P ) JRR I 1)
I AT NMDA 3244, VB X Tz B2, 70 S AIK IR A P A RF S0 15 NMDA 52 AR 1 I
FOLE RS =y IV A P 2 IR R0, Ik 2 (R AFAE /N ARk e AR, ANBEIY SR GABA,SZ 1A 1)
W N RV JEAN A2 RS o 5o T GABASZ PR TR 1 1) 7K I At P L AR A K24 0. 068mM, 1T H ATk H
AT = A H R A R A 0. 3mM ZE(H A 0. 016 ) 95 % B 5 X [[] . X% GABA i 1 4%
A AR AR A 0] PR IR K AA FE T B, FH 0T B8 A BRI e e ) PR B M R i 1k o SRR T
0. 068mM ¥R A IR Z5 7 ANT] g L IBRIE R o VAR KT 100mM (AE S SHER SR
AR RA P 25 Rsh 12 i, I EZAE R VR85 1k s A R PR

[0214] ii. &Sk

[0215] 18 ik PR 2R 40 il FH WR N BRI 711) L IR] o 7 B2 AR 8 v 1 25 /0 M DA 2F 1) BB 3 O PR
WAFNLE . FFAE 1A KA L0 G5I% 1 2555, BT 280 2 75 68 ok BRI
(AR FNRR L B RREL ) o X T RS 18, BATIEFEAE 25°C 0. 1 A~ KU (T6mmHtg) ()5
K&k

[0216]  iii. Th/k - KBRS

[0217]  EA A Ostwald 7K — <40 B 58 20000 WO JBR IR 551) 52 I P =5 ) R DI 0 1) 9k N
(washin) FIPEH (washout) zl) Jj%% . A LUE H 2 BT A KM QSPR X, slIB I AEAb - 50k
S e TR R 2R SR AR IR (e — R EER KT Ostwald 2h7K - R BLF%L)
AL A VAR Sl . A S 4E 3T CNAZ HA < 0. 8 IEh/K - S A %L

[0218]  iv. B% — W &L

[0219]  TRARRRIR T 200 A AN AT RIS, AT AEIRIR B o <IALBRAS AT AYE . IRIE SR+
EAH I R R EAL S .

[0220]  v. SEAMWAVIMER

[0221] 1. AWk

[0222]  SEEI LA PR A Refl B BT AR

29
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FAG R A& B A A TR R , IF HLRAE & A X SO L 45 R A S 9
it 12 TP A HERR o

[0223] 2. faE M

[0224] Atk (FF AR —00 88 ) FH T BRI R 0 165 COMB ML 5 PRIkt i PR ASE FH R 245 551)
W IRAE AR AE AR T ARASE . AU A K P AT RS AM, B, S0RREER ML
G o BRI N LA N KSR AR TR R N . AT IR B (1) 40 5 4 ] CLE FAANER 2 1)
A R 2 SR E AR T B K A 5 I ELIIS SEHiK AR 46 A 4 mT LART BE 5 | D AN A 22 [ 0K 2L iy
(HXTH e 9 FAE 2 CEE) 3k, Bk, MU RAEERMEY. Ehx LD
2 i FH AR HE 7 B AR RS (R OEEE, TN OB, =Rk, KELWG
(vinethylene), &) I H BRE 4 AR, X T— 282550, il 5 atEa 2% ML
T8 A DU B — i B PR 2455 o

[0225] 3. RIS — R/ 18 3 R0 52 AR RGN,

[0226]  Iffit R AH O (1) BRI 71 I 122 ) 1) M 7 P ) — 200 3 R 4 JH 52 1k I L sl 3 i) 1 o 38
TG SZ A, AR, AU EE KA G4 (4- RSk, N— FRZENRAE ) ks &
NMDA =2 A ) L F v Ak, , HEWE 43k PIUIAE mr ik B S HURRIR SR FF BT Re g R st Rk,
AME S A BRI S .

[0227] 4. fRHMFIA P EEE

[0228]  —HESEARGER (W AANEIE T ) 1 5P B4 M rp AR B A i R 5 S 4 B 1tk o X B4k
EDRANIER . HEZH OSSN mFE R G e e ) & ARIER .
[0220]  b. i BF 14 F) BRI 571)

[0230] AT AT IAARVHE B Ul B 1 I BRIEAL S ) R FEAEAS R T s ARBEAT AR, AR (3R
Wk) frA4, s MEGERT AR, S T, AR IREET A, wARER e
Yy, wARPUERRIRTAEY) , RS RT Y. Frid b &9 LAk EC I A T 407
WRAT ] 52 AR B, B, A TR NSRS .

[0231] AP R EY T LS RIE G, I Hax Pk RS TEA R B . 75— A3
JFEY, PriREh R RIE “ 57 BREAC R BH IR 7 v T AT F 0 B IR I I el B . AR
“OP R ER R YR A A2y 5 N P BRSO S R R M B . T 25 AT RS2 ) R
AT LLEAE s g s P s, AR B S rh BN, 8 ) An 78 S Ak BRC )
AR B B 7 A FH A S P RO

[0232] &3 25 F R I ek T A TE HLIR BRA A MLER il &5 o JCATLIR 1) S 49 A0 FE Bt 1R
i BR S  Eh IR IR IR SR A PR B IR B R A IR (B FR IR A Sh il iR — &3 )
HIE AN LIk BAENIRIARIIZE , IR, F&F, FAREDE, 23, &
FHMERR S, HSLp AR TR LR IN IR VIR HIIR « SBEPR - HIPHIR  FLIR R IR WA 1R
FrAZE R DUIR MR A BRI R Lok IR & SO IR TN R R AR R I R 28 AR R 2 11 TR
4= BRI K OR - RPR MR (MR ) AR S THIR AR TR 2 R — R0 R T IR
2— FRHE AR 0 R T IR X 2 R R R I AR 2 R B IR IR Mg IR . B - R T
MR KA IR LB TR A FLRE TR o

[0233] A BHALEDHIE R BB s b s, B, & JE L, SRR e E )R
FEE 4 @k, W, i, B5Eh VB R VER R VRN ER AR EL 2 FHBRIN Al B I B A
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FRC A ALER, W, Bl N, N - SRR LT, JEERR, B, DO, L
fie, FRAIIG (N- SRR G ) RIS R Rl P Ik 26 £k m] DUMAH AL A 49 18 a4 1 63
(1) R 5 5 T IR AL A S N ) 2% o

[0234]  —SEASC P IR AL S AL T2 L o TR FE 5 DY R A
[PIRRIR o BUIX LS FHEP O AN 5, AR B EE AL ELRE DAAT R i e A 0k, BAX
W SRR TR A, AR BN i S A AR [ YR A5 4 8 L A %) A ot e S5 A s it P ek
THFEPOMNEYRI T 2507 b, X FReE 7775 e e AR A AR R
PRI o A0 ST S, 5 FRE e 7%, e e X S A AR 1) S M BLRARIE Y . A
RAAFE A BA F O A RSN BEIR G T8 AR SRR AL S —
MNREE AR BRI 7 FEREES T Erh, — XTI AR S 5 — AR R R AR R
5 LB T A SO R I VAR A R . LTS rp, — MM EE LR R
Ty AT e SR A R (R s B A X A SR IR 19 7 VAT A R AR IE 1

[0235]  i. AREEATAED)

[0236] Ui BRI i AREEAT B AR EAR T —F X T LG9, i Fi T AL &9
RBEY -
[0237]
_RZ_ R4
R!'—o0 i cl R’
RL Il{cs

[0238]  Hrp

[0239] n /& 04,

[0240] RYZEH;

[0241]  R* R®, RY, R°AT R PR ik H H, X, CX 5, CHX,, CHX AT C,X5; FF H.

[0242]  HA X 2z, Jrikib&W1E 25°CHA 2D 0.1 MR AE (T6mmHg) 28,
HHAX T PERFEA IR 2, ARSI E 5 BRI /2 sty &, X2
HEHHF, CLBr fI T Ak #F . A2ty &, X & Fo A2y &9 R
¥ A H, CH,0H, CHFOH F CF,0H, CHC10H, CC1,0H 1 CFC10H, 7E—%e5ijfi /7 &2 |, R, R®, RY, R°AH
ROMis7 bk § 1, F, C1, Br, 1, CF ,, CHF,, CHLF, C,F;, CCl,, CHC1,, CH,C1, C,Cl,, CC1,F, CCIF,, CHC1
F, C,CIF,, C,CL,F,, C,C1,F,, 1 C,CLF,

[0243]  FE—2ESCR 7T, Pk i AREERT AL A H AT A A -

[0244]  a)1- 3R —1-[2,2,2- =9 -1-( = F R ) L5HE 1- FEE (CAS#1351959-82-4) ;
[0245]  b)4,4, 4— =5 -3, 3- W ( ZHFHE)-1- TEE (CAS#14115-49-2) ;

[0246] ¢)1,1,2,2,3,3,4,4,4- JL# —1- T (CAS#3056-01-7) ;

[0247]  d)2,2,3,4,4, 4= /ST -3-( —HFHE ) -1- TEE (CAS#782390-93-6) ;

[0248]  e)3,4,4,4- D5 —3—( =5 2 ) —1- THE (CAS#90999-87-4) ;

[0249]  )1,1,4,4,5,5,5- L —1- &l (CASH#313503-66-1) ;Hil
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[0250] @)1,1,2,2,3,3,4,4,5,5,5- % —1- JKEL (CAS#57911-98-5) ,

[0251]  FE—d8I e SEiliTr &, ik i AARERT AL B LT A A -

[0252] a)1,1,1,3,3,5,5,5~ )\ —2- ( =R 3E ) —2- S (CAS#144475-50-3) ;5

[0253] b) (2R,3S)-1,1,1,3,4,5,5,5- Ju @ —4-(C = H B X )-2- K ¥
(CAS#126529-27-9) ;

[0254]  ¢) (2R, 3S)-rel-1,1,1,3,4,4,5,5,5- JLi —2— [l (CAS#126529-24-6) ;

[0255] d) (2R,3R)-1,1,1,3,4,5,5,5- J\ & -4-( = & B *)-2- & &
(CAS#126529-17-7) ;

[0256] ) (2R, 3R)-rel-1,1,1,3,4,4,5,5,5- JUIE —2— JliE (CAS#126529-14-4) ;

[0257]1 ©)1,1,2,2,3,3,4,4- J\GR —1— T (CAS#119420-27-8) ;

[0258] ©)2,3,3,4,4,4- /N 2-( =FFHRE)-1- THE (CAS#H111736-92-6) ;

[0259]  h) (R%, S%)-1,1,1,3,3,4,5,5,5- JL&E —2- KEE, (9CI) (CAS#99390-96-2) ;

[0260] i) (R%,R%)-1,1,1,3,3,4,5,5,5- JL&E —2- KEE, (9CI) (CAS#99390-90-6) ;

[0261] j)1,1,1,3,3,4,4,5,5,5— 19 —2-( = FHE ) -2- [KEE (CASHETT28-22-7) ;
[0262] k)1,1,2,2,3,3,4,4,5,5,5- 9 —1—- JKEE (CAS#57911-98-5) ;

[0263] 1)1,1,1,3,3,4,4,5,5,5- 19 —2— J&EL (CAS#377-53-7) ;

[0264] m)2,2,3,4,4,5,5,5- J\GR —1— JBEE (CAS#357-35-7) ;

[0265] 1n)2,3,4,4,4- Fig —2-( =& FH)-1- T (CAS#357-14-2) ;

[0266] 0)2,2,3,3,4,4,5,5,5- S - JLEE (CAS#355-28-2) ;

[0267] p) (R%, S%)-2, 3,4, 4, 4 Tid —2- ( =@ P& ) -1- TEE (9CI) (CAS#180068-23-9) ;
[0268]  q) (R%, R%)-2, 3,4, 4, 4 Tif —2- ( = F&E) -1- THE (9CI) (CAS#180068-22-8) ;
[0269] 1)1, 1,1,3,3~ Tod —2- ( =G 3L ) -2- THE (CAS#144444-16-6) ;

[0270]  s)1,1,1,3,3,4,4,4- )\ 2- T EE (CAS#127256-73-9) ;

[0271]  1)2,2,3,4,4,4- 755 —3-( = A ) -1- T (CAS#782390-93-6) ;

[0272] w1, 1,1,3,3,3- /N8 —2-( =F TP )-2- Al (CASH2378-02-01) ;

[0273] v)1,1,2,2,3,3,4,4,5,5- 1% |- O (CAS#1118030-44-6) ;

[0274] w)1,1,2,2,3,3,4,4,5,5,6,6— T 5 —1- T\ (CAS#119420-28-9) ;

[0275] x)1,1,2,2,3,3,4,4,5,5,6,6,6— =% —1- Ol (CAS#7057-81-0) ;

[0276] ¥)3,3,4,4,5,5,6,6,6- JLH —1- C.FF (CAS#2043-47-2) ;

[0277]  2)2,2,3,3,4,4,5,5,6,6,6— 1% —1- O (CAS#423-46-1) ;

[0278] aa)2,2,3,4,4,5,5,6,6,6— 1% —1- CLEE (CASH356-25-2) ;

[0279] ab)3,3,4,4,5,5,6,6,7,7, - T3 —1— Bl (CAS#185689-57-0) ;

[0280] ac)2,2,3,3,4,4,5,6,6,6- 1% —-5-( =@ FHE)-1- ©FF (CAS#849819-50-7) ;
[0281] ad)2,2,3,3,4,4,5,6,6,6- 1% -5 ( =F I )-1- OEF (CAS#89076-11-9) ;
[0282] ae)2,2,3,4,4,6,6,6- \#H 3,5, 5~ = ( ZFFFE)-1- & (CAS#232267-34-4) ;
[0283] af)2,2,3,4,4,5,6,6,6- JLA —3-( =& P )-1- OFL (CAS#402592-21-6) ;
[0284] ag)4,5,5,6,6,6- /N —4-( ZF P& ) -1- CEE (CAS#239463-96-8) ;Hll

[0285] ah)4,4,5,5,6,6,6- L -3, 3- X ( =P )-1- CFF (CAS#161261-12-7) ,
[0286]  FE—HEsijfi 7 &, Bib i AREERT AR AER NBEFRR] , B HEWA R Z 22,
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HHERNEYEZ , B AHEBR AN IR 2 . 7E— 2SR, AR SO R 1 i A1
ATV HAER NG AE— 2SS0 =, ARSI ) s AR AT AR AR RN 2208
o AE—RESETT S, AR PR ) e AT AE A A E WO B BRRI R o AE— 2857 2
o, RSO R ) i AT A A E RN ) 22 AR 2 o FE— 285l Zerh , AR SO I 1) 1
REERTAEWHNEL B 2o AE— 2SIy S, AP R 1 o ARBERT AR AR BUR R A
— e A, AT R I ) AR BT AR AR IR 2

[0287]  FE—4URpE ST £, TR < ARABERTAEMIE B 2,2,3,3,4,4,5,6,6,6-
S5 (= A ) —1- CFF (CASH89076-11-9) . W43 2, 2, 3,3, 4,4, 5, 6,6, 6— 95— (=
I ) —1- CEELEURT K R BE T AE GABA-A 52K S zh 77 R0 Ik 59 Y NMDA 32 AR 55157 . 4
KUEFEEA 2,2,3,3,4,4,5,6,6,6- T3 —-5-( A )-1- CEUEZKE R EEF
5 | BB RRAR S I 7V

[o288]  ii. AR MK (ZREE) R7E

[0289] Ut AL A —lF (REBEATAED) BFEHEAR T —F X 1T k&9, s Fik 11

FIL &R S
[0290]
vy
R? T 0—4—C——0——C—R’
R3 RS RS
- i I

[0201]  Hid .
[0292] n f2& 1-3,
[0293]  R', R% R, R, R®, R®, RTAH R *Als7 ik B H, X, CX 5, CHX,, CH,X F1T C,X5;FF H.
[0204] Hrp X RKE, FIiRbEWAE 25°CHAED 0. 1 MRS (Témmtg) 7S
FHH T PER A B IR 75, IWINES IR E o R . 752 FpsElir &, X
JEEEBEF,CLBr fl T A MK 3R, £ £, X2 Fo fE— S5l &
R R R RS R RS RV R ®phar ik A H, F, C1, Br, 1, CF ., CHF,, CH,F, C,F,, CC1,, CHC1,, CH
,C1, C,Cl,, CCL,F, CC1F,, CHCIF, C,C1F,, C,C1,F,, C,CL,F,, H1 C,CLF,
[0205] 74Uty T, Pk iR mE (RBEATAEY ) 16 A DL T4 A -
[0296] &)1, 1,2- =% -1, 2- X ( —H FHEE ) - Lkt (CAS#H362631-92-3) ;
[0297]  b) 1, 1, 1, 2- PU% -2, 2- X ( =5 FFESEE ) - LkE (CAS#H115395-39-6) ;
[0208] ) 1-( "R IE) -1, 1,2, 2- PU%R —2- ( =G PE L) - 24 (CAS#40891-98-3) ;
[02900] d)1,1,2,2- PUg —1, 2- X ( = FPEIE ) - 4% (CAS#3TS-11-0) ;
[0300]  e)1,2- g -1, 2= A ( =5 PFEHE ) - &t (CAS#362631-95-6) ;
[0301]  £)1,2- X ( =# PHAEE ) - &bt (CAS#1683-90-5) ;
[0302] @)1, 1,3,3- PUd -1, 3- X ( =FFHEIL) - AkE (CASHST0715-97-2) ;
[0303]  h)2,2- 5 —1, 3- B ( =5 A4 ) - Nt (CAS#156833-18-0) ;
[0304] i)1,1,1,3,3- Fidm —3- F4IE 2-( =& THEIL ) - Akt (CAS#133640-19-4 ;
[0305]  §)1,1,1,3,3,3- /N9 —2- (AR 40 ) - TABE (CAS#124992-92-3) ;i
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[0306] k)1, 1,1,2,3,3- 733 —3— FEIE —2-( =5 P4 ) - Nkt (CAS#104159-55-9) .
[0307]  iii. pif T HREEATAEY)
(03081 3 0T ME AT A LI (R IR T — B 111 0044, B 111 1

AR EY) -
[0309]
1{8 o R]
R” R2
R6 R3
RR 9 R

[0310] M.
[0311] R, R R, R, R®, R®, ROFI R *phor ik B H, X, CX 5, CHX,, CHX I C,Xg; - H

[0312]  Hrp X3, ik &M4E 25°C RA 20 0. 1L A KAUE (T6mmHg) 78U,
I HATIT AR FEA B R IE T2, WMAEZ I T o R . /22 Mseii s 29, X
JEEHEF,CLBr F1 I AR 3. fE—2USjli 7 &b, X2 Fo 70— 2050l 7 %
bR R RS R RS R, RUFA R s bk B H, F, C1, Br, I, CF 4, CHF,, CH,F, C,F,, CC1,, CHC1,, CH
,C1, C,C1,, CCL,F, CCIF,, CHCIF, C,C1F,, C,C1,F,, C,C1.F,, #1 C,C1,F,

[0313]  fE—2Usiji 5 &= h , ATk iR Rk ARk B e BL R 4L 4

[0314] a)2,2,3,3,5,6- /N -1, 4- BkgE (CAS#362631-99-0) ;

[0315]  b)2,3- =& -2, 3,5,5,6,6- /N 1, 4— —IBELE (CAS#135871-00-0) ;

[0316] ¢) X -2,3- =& -2,3,5,5,6,6- /A —1, 4- —IELE (9CT) (CAS#56625-45-T) ;
[0317]  d) ik -2, 3- =& -2,3,5,5,6, 6= /N 1, 4— —BEEE (9CT) (CAS#56625-44-6) ;
[0318] ¢)2,2,3,5,6,6- /N -1, 4— —IMEEE (CAS#56269-26-2) ;

[0319]  £)2,2,3,5,5,6— /S -1, 4— —BELE (CAS#56269-25-1) ;

[0320] @) A —2,2,3,3,5,6- /N -1, 4— Iz (9CT) (CAS#34206-83-2) ;

[0321]  h) AR -2, 2,3, 5,5, 6- /N —1, 4- Bk (9CT) (CAS#H34181-52-7) ;

[0322] i) X -2,2,3,5,5,6- /N — AF BEEE (8CT) (CAS#34181-51-6) ;

[0323] ) W= 2,2, 3,5, 6, 6— /N9 —1, 4— L (9CT) (CAS#34181-50-5) ;

[0324] k) kX -2, 2,3,5,6,6- /N~ XF MELE (8CT) (CAS#34181-49-2) ;

[0325] 1) (5R, 6S)-rel-2, 2,3, 3,5, 6- /NH —1, 4— Mk (CAS#34181-48-1) ;

[0326] m)2,2,3,3,5,5,6- -t —1,4- "Bk (CASH34118-18-8) ;A

[0327] 1n)2,2,3,3,5,5,6,6— J\G -1, 4— —Blkgx (CAS#32981-22-9) .

[0328]  iv. pfX SN ETAY

[0320] Ui W o ) g AX A AT AE VA FR AN R T — A TV b &4, sk A TV 1Y
WEDRREY) -

[0330]
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[0331]  Hirp .
[0332]  R', R? R’, R, A R “phar ik © H, X, CX 5, CHX,, CHX Fll C,X5; FF H.

[0333] Hrp X Z&izE, JrikbawE 25°C A2/ 0. 1 A~ KR (Témmtg) 728k ,
I HF IV SR FEA B R 72, WIS R E T o R . 2 RSy &, X
JEEEBEF,CLBr f T AN KR, £ E&h X2 F. fE—25ji &
b RY RS R RS RPN R A7k B H, F, C1, Br, I, CF ,, CHF,, CH,F, C,F,, CC1,, CHC1,, CH,C1, C,
Cl,, CCL,F, CC1F,, CHCIF, C,C1F,, C,CL,F,, C,CL.F,, A1 C,CLF,

[0334]  FE—HUSCRiT R, Pk i AR EURIMIT AL B DU A AL -

[0335]  a)2,4,4,5- DY —5-( =H P ) -1, 3- —5UKkIF (CAS#344303-08-8) ;

[0336]  b)2- 5 4,4, 5- =5 -5 ( =P ) -1, 3- 4K (CAS#344303-05-5) ;
[0337]  ¢)4,4,5,5- PUGR —2—-( =9 &) -1, 3- 4K (CAS#269716-57-6) ;

[0338]  d)4- 5 -2,2,4- =5 -5 ( =9 A ) -1, 3- 5K (CAS#238754-29-5) ;
[0339] o) X —4,5- =& -2, 2,4, 5- VY% -1, 3- 4 KIF (9CT) (CAS#162970-78-7) ;
[0340] ) Wi -4, 5- =& -2, 2, 4, 5- VU3 —1, 3- 5 LIR (9CT) (CAS#162970-76-5) ;
[0341] @) 4- %5 -2,2,4,5,5- TR —1, 3- "5 UK (CAS#139139-68-7) ;

[0342] h)4,5- —4& -2, 2,4, 5 VUG -1, 3- —4URFF (CAS#87075-00-1) ;

[0343] i) kX -2, 4,4, 5- PUR -5- (= FE) -1, 3- Z4H (9CT) (CAS#85036-66-4) ;
[0344] ) Wiz -2, 4, 4, 5- PUSR -5 ( =R A2 ) -1, 3— 5 (9CT) (CAS#85036-65-3) ;
[0345] k) & & -2- 5 -4,4,5- = F -5-( = @ B K )-1,3- = & & H (9CD)
(CAS#85036-60-8) ;

[0346] 1) Wi =X —2- & —4,4,5- = & H5-( = & B & )-1,3- — & & ¥ OCI)
(CAS#85036-57-3) ;

[0347] m)2,2- —%( —4,4,5,5- WU -1, 3- 4K (CAS#85036-55-1) ;

[0348] n)4,4,5— =5 -5 ( = ) -1, 3- Z5 LIS (CAS#T6492-99-4) ;

[0349]  0)4,4- 3R -2, 2- X ( =P E ) -1, 3- 45U (CAS#64499-86-1) ;

[0350] p) M =X -4,5- = & -2,2- W (= HF F E)-1,3- = H K M (9CD)
(CAS#64499-85-0) ;

[0351] @) & X -4,5- = & -2,2- W (= H F E)-1,3- = F & ¥ (9CD)
(CAS#64499-66-7) ;

[0352]  r)4,4,5- =5 -2, 2- X ( =P ) -1, 3- 4RI (CAS#64499-65-6) ;

[0353]  $)2,4,4,5,5- Fig —2-( =) -1, 3- 5 I (CAS#55135-01-8) ;

[0354]  t)2,2,4,4,5,5- /NH -1, 3- AU (CAS#21297-65-4) ;F0

[0355]  u)2,2,4,4,5- Tk —5- ( =H 3L ) -1, 3- 5k (CAS#19701-22-5) ,
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[0386]  v. IACHILERTAY)

[0357] i BRI i AR B T AE B FE AR T— XV LA 2 B V AL &9
IR

[0358]

R7 RS vV
[o350]  Hirb .
[0360]  R',R*, R, R, R, R®, R', R®, R R "Hsr bk © H, X, CX 5, CHX,, CHX FT C,X;; I H.
[0361]  HA X2z, Jrikib-&5W4E 25°CHA 20 0.1 MRAUE (T6mmHg) IZE s,
I HA VAR FEA B R 720, MR R E R, 2Ry &%, X
JEEHBEF,CLBr f T AN KR, £l r &h X2 F. fE—25 i &
iR, R RS RS R RS R, RS RO R "M Hiik (9 H, F, C1, Br, 1, CF ,, CHF,, CH,F, C,F;, CCl., CH
Cl,, CH,C1, C,Cl,, CCL,F, CC1F,, CHCIF, C,C1F,, C,CL,F,, C,C1,F,, F C,C1,F,
[0362]  FE—HUsCytiT 2, Pk i ARER b AT ARk B E LA A A -
[0363] a)b- %0 -1,1,2,2,3,3,4,4- U - Bkt (CASE362014-70-8) ;
[0364] b)1,1,2,2,3,4,4,5- )\ — Bk (CAS#TT73-17-1) 5
[0365] ¢)1,1,2,2,3,3,4,5- )\ — Bk (CAS#828-35-3) ;
[0366]1 d)1,1,2,3,3,4,5- L - ke (CAS#3002-03-7) ;
[0367] e)1,1,2,2,3,3,4,4- J\5 - kT (CAS#149600-73-7) ;
[0368] 1) 1,1,2,2,3,4,5- LH# - Ikt (CAS#1765-23-7) ;
[0369] g)1,1,2,3,4,5- /N - FFELE (CAS#699-38-7) ;
[0370] h)1,1,2,2,3,3,4- -t - IR LEE (CASH15290-77-4) ;
[0371]  i)1,1,2,2,3,4- /SO — FRLE (CAS#199989-36-1) ;
[0372]  §)1,1,2,2,3,3- /SO — FRLE (CAS#123768-18-3) il
[0373] k) 1,1,2,2,3- Fa - Bkt (CAS#1259529-57-1) o
[0374]  FE—USjti T 2, Pk i ARER b RT ARk B B DA AL A -
[0375] ¢)1,1,2,2,3,3,4,5- JUR — BRIk (CAS#828-35-3) ;
[0376] e)1,1,2,2,3,3,4,4- JUR — FF ke (CAS#149600-73-7) ;H1
[0377]1 h)1,1,2,2,3,3,4- Lo - H 3kt (CAS#15290-77-4) .
[0378]  7F—SE S 7 S, DL S I OA 1 AR = U7 v i A, BRAE AL S a2
1,1,2,2,3,3,4,5- Ukt EFLLS s &, Fridb& W A E B hPL N ARk
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F.

A gt . F F

F F

; G , Al .
TEHE e S Ty S, DAAR SO IR (AT = VR B A Ak G ik B i DU AR
i) 41 : (4R, 58)-1,1,2,2,3,3,4,5- J\ f ¥F /& %%, (4S,55)-1,1,2,2,3,3,4,5- J\ & ¥
ke, (4R, 5R) -1, 1,2, 2,3,3,4,5- J\ G % K. (4R, 59)-1,1,2,2,3,3,4,5- J\ %
RO ke, (4S,58)-1,1,2,2,3,3,4,5- U FF & k%, (4R, 5R)-1,1,2,2,3,3,4,5- J\
T G T VR A W mT BLBL A ST R 1 DAY . AR R B AL R DL S [l
AT & 7 Vi L, B4 1,1, 2,2,3,3,4,5- U 068 1 4 58 SRRk B 0 4k,
ur, (4R, 58)-1,1,2,2,3, 3,4, 5- J\&@EI LS, 8 (4S,58)-1, 1,2, 2, 3,3, 4, 5— J\ G Lt
8 (4R, 5R)-1, 1,2, 2,3, 3,4, 5- JURFF ke,

[0379] 7B SeSuj £, VARSI A WAEE 7 iE A, s ik &9 2
1,1,2,2,3,3,4- LRIF L (CAS#15290-77-4) « FERLES &b, Frdib & RAIE

F F

F F

SR NN SNV EE Y A F

%
%,

&
F

7 e Sz ity g, DUAS SCH AR AT R T iR A s I ik A R BUE
A4l (R-1,1,2,2,3,3,4- & & B Mk A (S)-1, 1, 2,2,3,3,4- & G FF R bt
R)-1,1,2,2,3,3,4- & & R BE fl (S)-1,1,2,2,3,3,4- LK R LR AW, B
W, AN EEIR AW, W] UL LA SCH A IR 5 VAT o AR R BH S A S DAAS S I 1) v
WA, BUAEH 1,1, 2,2,3,3,4- LR IR BGE (CAS#15290-77-4) [ Rf 7E SLAK 44 14, H
ur, (R)-1,1,2,2,3,3,4- BRI L (51, 1, 2,2, 3,3, 4- LRI bt

[0380] vi. HARIRCRERTAEY

[0381] Ui I PEM AR O T AW BEFEHEAR T 1,1,2,2,3,3,4,4- JUH - H S 4
(CAS#830-15-9) .

[0382]  vii. KIfRPUSMERERTAY)

[0383]  ij BH P 1) i A QP SRR AT AE M AL FEEAN R T —Fh X VI L sk £ Ahal VI f1L

EWHTREY -
[0384]
R® o R!
R7 R’
R® R3
R> R* VI
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[0385]  Hid .

[0386]  R', R% R, R, R%, R®, RUAN R *Ala7 ik B H, X, CX 5, CHX,, CH,X F1T C,X5; JF H.

[o3g7]  Hrp X @, Fridfeayde 25°C A/ 0. 1 A KA (TémmHg) 28, JF
HAVI AR F A B IR 7280, A2 Do R E2 ML &H X
JEEH M F,CLBr FI T 2RI e fE—2USEfli 7 b, X 42 Fo 76— SE50j 7 &
bR R R RS R, RS RV R ®har ik E H, F, C1, Br, 1, CF ., CHF,, CH,F, C,F,, CC1,, CHC1,, CH
,C1, C,C1,, CCLF, CCIF,, CHCIF, C,C1F,, C,C1,F,, C,C1.F,, 1 C,CL,F,

[0388]  FfE—LEsiji &b, Prid AR S PRmaRT A2 A B BN AR A -

[0389] a)2,3,4,4- VIGRIIA -2, 3- A ( =5 A ) — el (CAS#634191-25-6) |

[0390] b)2,2,3,3,4,4, 5~ LRIYE -5-( =HFE) - W (CAS#377-83-3) ;

[0391]  ¢)2,2,3,3,4,5,5- LRIIE —4-( =ZFHFE ) - W (CAS#374-53-8) ;

[0392] d) (2a,38,4a)-2,2,3,4,5- H & VI & -5-( = & B & )-BE W (9CD)
(CAS#133618-53-8) ;

[0393] e)(2a,3a,48)-2,2,3,4,5- 1. W P & H5-(= @ B HEH)-Wk If
(CAS#133618-52-7) ;

[0394] f) (2a,3B,4a)-2,2,3,4,5- F & W & 5-( = & P & )-8 m (9CD)
(CAS#133618-53-8) ;

[0395] @) (2a,3a,4B)-2,2,3,4,56- 71 & VW & -5-( = & F Z&)- W M (9CD)
(CAS#133618-52-7) ;

[0396] h)2,2,3,3,5,5- NEVIA —4-( =T HEE ) - e (CAS#61340-70-3) ;

[0397]  1)2,3— 4 PUSL -2, 3- A ( =5 P& ) - Weil (CAS#634191-26-7) 5

[0398]  j)2- % -2,3,3,4,4,5, 5~ LIS - WEE (CAS#1026470-51-8) ;

[0399] k)2,2,3,3,4,4,5- LRIIE -5 FHE - Wil (CAS#179017-83-5) ;

[o400] 1) & KX -2,2,3,3,4,5- /v # W & -5-( = 5 F FE)- B m (9CD)
(CAS#133618-59-4) ;fll

[0401]  m) Mt =X -2,2,3,3,4,5- 7% % P A 5= m B ZE)- " i 9Cch
(CAS#133618-49-2) ,

[0402]  wviii. RIARPUSMLIRAT A4

[0403] i BH P 1y i A VU S L R AT 2B ) LR RN BR T — A X VIT B &4, 82 A VI

AL SRR S
[0404]
Rl() Rl
9 © 2
R R
R® R’
9 R*
R 6 3
R R VII

[0405]  H.r .
[0406] R', R’ R’,R%, R’ R®, R', R®, R%FI R "M~ bk B H, X, CX 5, CHX,, CH,X, Il C,X.;3F H.
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[o407] A X2z, Jrikib &4 25°C HA 20 0.1 MRS (T6mmHg) HIZE U,
I HAVIT SR FEAE R IR 20, RS2 g BRI £ 2 Py &, X
JEEH B F, CLBr F T A M K 3. fE— 2850y b, X2 Fo FE— S50 &
H R RS R RS RO RS R RY ROFH R Mz dthit B H, F, CL, Br, 1, CF ,, CHF,, CH,F, C,F,, CCl,, CH
Cl,, CH,C1, C,Cl,, CCL,F, CC1F,, CHCIF, C,C1F,, C,CL,F,, C,C1,F,, # C,C1,F,

[0408]  FE—4Usjti 7y &, Pk pi AR VY St AT A0k B i DU AR A -

[0409] a)2,2,3,3,4,5,5,6,6- JUEVUE —4-2H- NtMG (CAS#T1546-79-7) ;

[0410] 1)2,2,3,3,4,4,5,5,6- JLEVIE —6-( =F AL ) -2H- mLiE (CAS#356-47-8) ;
[0411]  ¢)2,2,3,3,4,4,5,6,6- JLAEVIE -5-( =F 3L ) —21- #PE (CAS#61340-74-7) ;
[0412]  d)2,2,6,6- PUFEVIE —4-( =& F A ) —2H- 0kl (CASH657-48-7) ;

[0413]  €)2,2,3,3,4,4,5,5,6- JURVUE —6- 2L —2H- ML (CAS#874634-55-6) ;
[0414] ) A FVUSNLIR (CAS#355-79-3) ;

[0415] @) (4R, 6S)-rel-2,2,3,3,4,5,5,6- \G VU —2H- 0t (CAS#362631-93-4) ;A1
[0416] h)2,2,3,3,4,4,5,5,6- JLE VIS —2H- MEM (CAS#65601-69-6) .

[0417]  TII. A]PAZ 3 HI2 iR &

[0418]  ASCH IR I BRIEEAL S A0 7 5 TAEAT = R B L 52 i & T o [ R . 91l
PR 32 A 0] LA [ i 5 i B M R R/ BuUbBh I F AR

[0419] W] LG0T S0 e i RIS — B0ER Ik 52 AR BROBR IR 1) — 52 4 NP S (1) SRR IR 1) LA A ke
PE B 55 OB 00 R 2 BRI — 0 52 AR BORR I 71 — 52 4 NP 28 1) SRR IR 1) LA Ak
PEENAT B N ) DA PRI 52 R IR R () AR o B, Pk BB mT LIOXHIB0S NVDA 32 4%, PR fL
PRIEAE , AR E IS , GABA 3244, Hale 2k, sl e BRI — U2 R i —
Tl B 22 i i) R ) LA R0 P BCAT 3 R R B R S NMDA A2, PRFLATIETE , LT 4%
B IRIE , GABA ZAA , HZMRZA , B BRI — RO PE 52 44 T 1 — vl 22 ol 10 ORI 77
BT R B 55 RO B ARS: o FEIX PG LA, e T R I BRI ) A (R KSR R /N T
R SR G T BT X B S AR W AR P AR

[0420]  {EZFhscii 7 Z&rh , AT HLR) R B GABASZ AR AE 32 i T 51 i icAZ B S /
ik, (Ha/MEBEEET 5| & hT L NMDA 52 AR P0 I AH O (AT B8 1 PFI st 22 BIE A
[0421]  TV. ifiI5)HM it

[0422]  a. fil5)

[0423] ARG BFELMALGW G, Frid A S &—M (B, ARChHEA
X 1, R0, X Trr, K1y, v, v R VITAR s VITT ) A S sk R (1)
r, AR T, AT L T1L L1y, v, LI A VITH /8GR VI §) fed
VIRNEEY) , BiHEh, RS2l o R .

[0424] L AP 2520 & My m] DA LU Tt H 52 10 19T 2t AR o BH I 28 /D — Rl & 4 B8
SLER AR, BTIR 25 ST DAL B A ) 22 /b — R S s 2R, F—Fheli 2 gl
HER, —FhakZ e By, B —2ed 5. AR 2D —F b & 9m] DL A BE
bR e, WS AN BN E TS s T AE AT A E
Vi, WA R A R

[0425] AR WAEW TGRS, 29 BE, FAEE ISR AR 2 AR G
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7 Y32 WA RN ALIR GO FIRE — 25 i 415 40 A0t R A2 i AN (] o 3 0 2849 1 77 =X
BTk AT LLALEE 0. 1% 3] 100% (w/w) [KISEYE 853 o

[0426]  BACSCrRAE IR, RTE “ 25 HER” BN FIARE, AE W@k, & ani kel
5] (A L 70 711) S A 70 23 FE) < eV 701 R ) JROTZ 790 S 31 s R sl s d okl (2 4
BB AR W AT FH AL S Pk N BEBIR 2R ), TR DURFESL T D e . LAY
U AR A B A — AN 28 B A T BUs s e BRI S R B . S EIRTES
TR ) H o A A R L B T2 ), AR AR AT A S, OF B
ZRE T F AT LLHAE BRI R — LS S Ol 1 N A % B RN U
¥, Wi FoKER A SR (AT R, MIATAEY), WWR TR, LIRATYER
MBS IRETAE 2 s RIS TENR s 22238 s IR s34 WU, W Wrm] ml vl AR S o, 15 o
feEah, FFFI, Ziqenh, ZRRah, MR al, ROKUACR Sl s TR, A B 20T
BE, W arH LAY, HERIE AR £ T BE , AR SRR H B S BT g
I, WA RS A AL RGP S EEIR  TEAFK SR B K MRV s ST
BAEPR R 22 PPV N T 25 R LB R AR A . WA SO AT, “ 25 B IR
ST ARG DRE AR, AT 5230 2 A2 Bl 2 M T E A
A, LA MPTEBEH], FRREZERIS . #h AR EE LAt r] LI A N TR &
Yo “Z5HEAR” A DLk — B A T AR R S 25 3. T USSR AEH] T Ak 9]
S BRI 29 G WP I EBA N  R ASUED CN B HASIRAE , B 40 Remington :The
Science and Practice of Pharmacy (Remington :The Science&Practice of Pharmacy),
321 fiz, 2011, Pharmaceutical Press, fll Ansel’ s Pharmaceutical Dosage Forms and
Drug Delivery Systems,Allen, 28 A, 4m%E, 26 9hi, 2010, Lippincott Williams&Wilkins
o, HaEE g HIFAAR S

[0427]  {fEZ M SEHETT =, EHML S T AWt , Bl , &SI Tl
N, I, BANIEIR . fEZ AT =Y, B SV EITIR S WIRITR G W28 RABAR A
RER 3 S BRGSO BUA AR, Irik 8o R an, 40, 27, siEl, st
TREW . 7 JE R AT LRI A & AR R ) b o & 2% 18 ) 350 458 T v i 49 KSR A
N BRI o it P IR AT T HAR N G0R 81 2 WO B MO8 T 7F 2 R 2=, 51697 195
(RN AL , 1697 BB BN R ISR B RIAE R 45

[0428] AL IR ) 25 W AH G W R RT DA I 2 A s P L0 I A S T R AR T
A% o T, AR T IR RS M B B B A e A LE B Rl SR, A
B (ARG E A E ) BOE s O T S B A AR P IR

[0420]  ANASCHATHIA , “EALFE” 2 VAW &, Frd A m) s HE 1) &
FRE P R 73 o V5 T 8 70 T 25 T4 T FH T 52 K TR e 3 PR ) e ) R (SR 7 —
W, B, SRIER—Fek = — BRI DU kR H R E sk 2 ) H
FEz— (B, BRA 1 B AKELIR) . EHZREHFIER, 5 T8 FE, H47
AT LAAR [F] 5 AN A o

[0430]  JRUE XA SO SR IR 9 S R IA 3= E A X 1l T A TAS B T AR 254
HEW , BRFARN G PR A S YE HE TR S A ARz . 1B hiE 1t H]
25 NI 2350 i As 20 & 0 1 25 55 A s A 2 Y, O HLE T i 2 1 B 2 3
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F A DAL LA T8 SE 8 (WRA ) Bork MR T XA e . 2% B A R 25 A5V %
WA BFEART AL R, WILahd, WG A S FLah 4, 55 A& F i 5L
Y (B, A4, %, B, ), YIFRRIHELE (i, A ), RS s FLEh )
o, R ERD

[0431]  b. i

[0432]  FE—HESfi L, PR 5 2ad A v R il IR B BRI (Agldn, — AR S
iR ) T, L 1L, AL 1T K1y, Kv, v K VIT A/ 8 VITT G2 Ak
I, K11, K111, K1V, v, LI, X VIR / 868 VI b S RREY) ) » Al LUE
ke CLRASBT R BRI , a5t , 1R, SRR ASUR B R IR AT F BRI SR 4, W] A
Py, BN, N, DUAW, &5, R, sl i ] He i@ 42t A BRI A it S0 %
TEH .

[0433] DL DIIRISET 75 MR i, flan, (b3, diZ6hk, s, RLmues | &
e L )5 2t P PRI 71 o

(04341 i FH P BRI 551 791) B2 0 AR ST AN 03 ST e PR ) B PN ) 22 H4F 07 580 F T AR 7 3%
B 2555 B 38 24 5 B 1 — %38 S 4F Goodman Al Gilman’ s The Pharmacological Basis of
Therapeutics, % 12 it , 2010, fERT , FI{E Physicians’Desk Reference (PDR), ##l , ¢
% 65(2011) B 66(2012) i , PDR Network fefit , H% ARt 5| HIFAA .

[0435]  JBRIEH: S )3 A7) B AR 2 AR B AN F], Pk DS 2= A e P ) e #6044, A5
WIHIR), B RO, PERITERE, 2R E =R, AL TT B AR I i A R B I
EININ i 1 e N3 a 2 =  GEAC  =& 0J 2 e < 58 1 == ol i e = D) B B i Ty )
AR

[0436] A7 20 1)1 18 A1 AU A AR B3 RS T A, JCFERR I A SO 4 S i) 1 40 2 TF Y
o MH, ML S HAR R B B BRI, R RE 5 28 9 G 0t FH R & (dose) BIGH
& (dosages), MR FF LA 88 =254, HEIERIT 20 o3 BA &b
B 7 BRI BT w5 RCR R 8 — Ml 2 BRI R I 415 1A 21 (efficacious) B
M (effective) Bo F T it FH BRI 571 (40 36 224 3] 52 R 5F1) 52 25 245 I () 38 1D >4 7 v 4
A T # W, Goodman FI Gilman ] The Pharmacological Basis of Therapeutics, Zf
12 B, 2010, £F By ;Physicians’ Desk Reference (PDR), 7& Bi ;Remington :The Science
and Practice of Pharmacy (Remington :The Science&Practice of Pharmacy), = 21
fz , 2011, Pharmaceutical Press, 1 Ansel’ s Pharmaceutical Dosage Forms and Drug
Delivery Systems,Allen, Z£ A, gadE, 8 9 W, 2010, Lippincott Williams&Wilkins ;
FMartindale :The Complete Drug Reference, Sweetman, 2005, London :Pharmaceutical
Press., A Martindale,Martindale :The Extra Pharmacopoeia, % 31 fz , 1996, Amer
Pharmaceutical Assn ', H & BIEHET S H ALK,

[0437] AT LA 4379 7 551 2 A ) R DABR 2 DA A7 BT 75 1897 ROR IS AL S 9 TR KR
ikl , T8t FH SR 0 B R AT A S K, B R 2 55 B I TR R S AR A
R L8R sk PR O T, 250 B BUR R RE AT AAS b ISR A
AT N B 5 % NN AN U e A M v e L 4§ AR = s 9 1 == o

[0438]  Z/DAENHLGA A RIS DI 25 257 LR TS A&
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[0439] FEZFhsLi m &, MAGWERWTWIRE, Flar, WA, s/ o8
P I IE 1) 32 1R A I8 o W N SRR IR 25 4 511) R 25 24 11 B0 R R 2R B R AR A b i A 1 O
i iR 76 ) 1 ,MILLER’ S ANESTHWSIA, Ronald D.Miller, Z& N %4 %8, % 2%, 7
i , Philadelphia, PA, Churchill Livingstone/Elsevier, 2010 ; 1 Meyer, %2 A , Handb
Exp Pharmacol. (2008) (182) :451-70 H., £F—SLJti 7 &7, W LUk 15 | pRIEE )
AW UL 1A KAE (latm) £ 0.1-10. 0% , B4, latm [ 0. 5-5.0% ,
fn, latm (29 1. 0-3. 5% , 41, latm (129 0.1,0.2,0.3,0.4.0.5,1.0,1.5,2.0, 2.5, 3. 0,
3.5,4.0,4.5,5.0,5.5,6.0,6.5,7.0,7.5,8.0,8.5,9.0,9. 58 10. 0% {5 &, W& s
(R BRIFE NS 3635 o A FH ok S A0 T 25 2%, it FH AL S B kA & 0 R HR G4 -
[0440] ¢ T DLZE BRI OBk 7 i R R PR 405 B AE AR S ] 3k 45 . # it

Mz A AT A SR 4, 2R, B, BELREY), 8 R TAEY), T3R5
TR AT A T ECE P BRIEAR BRN () T 55 259090 RE s 28 BRI LB ) > 4 LN o <
WX G DL EE SERRE e, S, 3R, SRS REG , UIR1EE
TR AT A T B P BRIEAR PR RN [ BT 75 250 T, I s AR BRI A ) A AR LR o 24
WA AT DLIE ok 1 N FH A0 P 1 R B e R R SR, RO TSR ER , n R PR
SR AN fESi T, el LU T B a2 i35 1 B /N S B a 4,
FH 1t Bifi 2 420 PP W 245 ) 38 ook PP S A B 08, G R SRR IR A A A L

[0441]  {EAREIN L7710, Il ML GV B EVNREY , FHR R TEAE G 1%
), K, CBE, BEhAKF, WIS o W5 A 1R AR T R A BN B /N 5
B EA 3 BAE BN Y A 7 AR BN RIORE R IS o et B 8 2544 LUK /K 8K I 5k
JEEIR AT VRS AR R /I AT RN /NG ) O B 5 L REAS A R N Il R rh 2 N B8 i IR0

WP ASGER . MARB) ORgar 3k ) B WS 8 B A= 42 K40 15 & 30 3+
2 2 4 BICK R AT W ATE R ) AR RR BT R AL AR 40 43 (/NI R RIS .- 22 DU Tk
fE, BURHE R 1.0 2 5. Omg/mL {5 FH 7K B0 3E 7K B8R

[0442] A 336 SO e Ao v 0 2 i 1 1 25 2 T AR 2 SRR TIT I, 06 AERx ™ (Aradigm
Corp. , Hayward, Calif.) F1 Acorn 1% (Vital Signs Inc., Totowa,N. J.),

[0443]  JE EFIE WAL CRMNR]SRAT o 0T I IR 25 3 78 5 A7 n s 4 28 571
I H 24 B8 3 AW 2 R S UL A s 00 20 e 8 7 e e T ) B R I B B4
EEFIE, A& KR 20, fan, KE SRS 3,187, 748 ;3, 565, 070 ;
3, 814, 297 3, 826, 413 34, 592, 348 ;4, 648, 393 ;4, 803, 978 ;F1 4, 896, 832,

[0444]  FE-—LESTT SR, AR IHRMAES W& P AR B R T, ik ik as e
I 28 48 1] 52 4K Tt AT 200 18— AR SO i (A 5 B P A SO i 1AL S 01
REW. £ L9l %H , Fridie s R B iEsE. £ Sl &h , Fridb sk
BARIHAR. £ 22T =, TR SR IR ICIZ R . AR RS S, BT
TR KA R MRS . AR LUl T S, BT R B i S 5 e 4 55 R R B AN BB AR
7

[0445]  FE-—2USTT SR, AR IR HAE R 5l g UBE BUHBR N VA, Brid A

2R PR F2 4 17 524K 3 It AT 280 A SO i 1AL & ) AR SO g AL SR TR

Yoo AEREESCHE T S, AR PR IEE S h g OBUE B vk, Prid s A AR I R
42
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Gt I 32 A T AT 280 A SC P IR BIAL S AR SO R AL SR G o AE— 28I
EIHE T ST, AR SRR TIE O IZ BRI T, IR 5 AR AT R G )
AR A R R ASOH A R S SASOh AL SRR G . SR, £E52
U P I AT IZ 8RR BT R AR SR il (140 15 ) AR SC PR R 1AL S IR S K
TAERZIRE PR BUE TR R e STy S, AR IR AL S ™ A AR IRCR
SIS, Prid TE AR AR Gt ) 52 15 Tt AT ORI A i 1 A & sliAs
SRR A S WIR Y. I, 723210 T AR IR RS T /5 A S R 1R A
EWEA PR AL SRR G W E K THER RS PiE a2 ek TR . £HE
ST S, AR R BAERZ I TP AR B RN 07T, BT T s
2N ARG I 3 A I P AT R R AR S P 1A 1AL S A SO A AL SRR
A AE 2K A R RN BBURCIR 2 P 7 K AR SO A A S A S
IR SRR G E R TEZ A E - EEIRIRET & 2 .
[0446]  fE—2ESi S, AR BIHRMAERZIE b 5 R BUE SUHERN A, Prid it
FEZE NP 2 G 17 52 1K It AT 200 I A SO 1 1AL & ) s SR iR AL S IR &
Vo AERLESC T S, AR MR IE SR g R BUE vk, Prid iR i R
Gt T 52 T AT 28 A SC AP IR H AL S AR SO R AL SR G o AE— 28I
BT ST, AR IR A th s A IZER R T %, PR 5 R AR AT R G )
AR i A E KA R AL G SASOh A AL SRR G . S, fE52
T P G S AZ 8RR P 7 (AR SO i 140 5 1 AR SC P IR AL 5 0 R S I R
TAEZWAE G RBUE T F iR, RSl &=, AR S OE 2 5 R AR
SHITTE, BT T AR G P RCR Gt R 32 AR Tl A R A SO A AL S A AR SC
AR AL SRR G IR, #5328 5 HEEAENRPGES I 5 (A SO iR 1A 54
AP RA AL SR G E K TAERZ A E 5 RIS ER BT K& . el
TrgEH, AR IR BHER IR b 5 R B M R BURCRES 75, ik 5 i a4y
W 28 G i) 52 1 It AT 280 FOAS SO R I AL S A SC R R AL S R 5 o Y
A2 G DR 5 RN SRR BT 5 1A ST P AR R AL G ) BA SO i i
AL EWIIR G E R TAEZ A 5 ARSI & 1
[0447] A WAL FEAE D it A PR AR SO 3R 1RO A 5 40 AR SC R 1 3R AL S TR 50 771
B 1R EIAE 2 1K 5 R RS BRBIR A R 757 AE—2ESEE T &P, Prid 75 At
RRFANE (A S i (14 G 4 BAS SC P R AL 5 0 BRI AE 32 3 Hh 5 18
TEBRRER . A2 SRS S, Pk T AR A B 5 DR AFUE BT 50 S R R
AT A A S B SO R AL G RTR G Y, AT 521 HidiZ k. 5
ESRTE, PTIR AR T E HAE R g AL SRR BT 5 R B
(RIS SC IR AL 590 BRSO HIR AL S D R G, I ITTAE 24 P 5 R AR IRRES
ERCESEM T Fh , Pk T AR A AR 32 3 b 5 DR A BRCR 28 P 75 B30 2 5 vy
TR [ A ST R R AL G ) B SR i AL S IIRIR S, ANIAE 32 1 P 5 R X F
PR ABUERIRZS -
[0448] V. fiff 5 BRIF T BRIFETRIRBURKE 52 1A 1) S PR ) v
[0440] 7S W14/ 3L 30 k) 5 JAR AR 5] 10 /0 W4 000 O ELORE JBR AR 511 1) /0 5 A8 S5 5 K T IR I
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Tl — BB 52 AR P A A P A L BRI A AH B2, i o SRR 0 R IR 1) — BBURK M A2 AR 110 R
e BOE R IR T . AR T 00 T RIS — 0B 52 A 1) 7 s At P A o A I (L 1)
TR PS5 A BRI AN 2 32 A o HLAT (R T BRI — S0 52 4 R 7 At A | s
R 7K T A P2 TR BRI 5 B ST 1 32 1

[0450]  a. JRRII

[0451] RIS AT LR 2t A T A0 35 I B BRI I AR B AL A T8, 15 s = i R
| EE et s R o) B TR VA /7 SN [ 7 I N~ 1 L & B N | O N 1| P e s = 77N |
(B, RgeE) FFHAT DO R ERT i 5 1

[0452]  FE—SEsSE 7 S2rh, PTIR BRI 2 N SOBRE SR 9, 72— S8ty &b,
RIS L DU AL R i A TE (ELdE , 0, HugRmE , RBURAT , T, R
ft, PP, LA, — OBk, FRENER, KHBELY) s fmxfbie (5, 4
ur, wmkt, A7, Rk, KU ), Wi ik (B, il , AR
HRALW), WM (B, i, =&, O, R ), Puaefixft
PUEFIENIRIZRY , CMmZEmE (4, B, Ot CHEmE, — L&%ERE, fluoroxine,
N IR ) o AE—BESLH T S, PR BRI L Bt DU A4l <k, R, 8
Bt , sembt, PR, S, LEke, W, KHBUY. £ 8Lpr Rt , ik
R F)IE B DA N A AL i AREE , ARl AR, AR AR, AR
ft, KA CRE, AR DY SRR R i AR VY SNk , A SRR . FEZ RS =,
FTIR NSRRI — P 1, X 11, X111, 201V, AN, LvI, A VIT R/ 8K VITT i
ez fi 1, A 11, R 111, L1y, v, RV R VIT R/ 8 VITT RSP iR
G, WARSCHRIR

[0453]  FE—SLSLRf 7 Srh, Pk BRI A m v A6 BRI 1 BB R 2 . i, A — 2B S
Tr&H, PR REEE B B O AR ey CRURS , i, Il R R ),
DKM A (A FE, B, IKFEIKRES , SRITIKAE (metomidate), W ARE (clonidine), Hh
FEWKE (detomidine), ZEFEIKIE (medetomidine), A 3EALMKE , LKLY ), EEHZR
AR HRMIY , R E R R, RO (AR, B, ST, kil
B (tiletamine), M LMY ), FSIaITRREE R (G 4E , @10, FliE¥b e (alphaxalone)
ML ), BT AR AL A CBER , Blar, RIRESHEFRT A9, nlfs RIAIRATAE
V), BESRWATAEY) , F LA (thebaine) FIATAEY) , WEHERGFATAY , — KRB N EMAT
A, RIS (benzmorphans) FIRTAEY) , ZRIEWRREFINTAEN) ), Wy R < Ay BEE
G K SR , buterophenones 14X buterophenone 4b &4 K R, @AM
(guaicols) FIfCATBIANY (GFE, B, T &M ALHARY ), R ZE R ER EL A1 &
RAEPREATED (FG, B, =-RERILELY)) o 5250077 =, ik R
P DL 4RI - TIvam , IRFEIRRE , EH R IR, KRR, AU, Rk
.

[0454]  BRIEFAL A4 IE ARSI O IF HREIARLE , #1, Goodman and Gilman’s The
Pharmacological Basis of Therapeutics, % 12 iz, 2010, 7EHT , FI7E Physicians’Desk
Reference (PDR), #lf, %5 65(2011) 5k 66 (2012) A, PDR Network /1,
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[0455]  b. BRIEFH — MU SZ K

[0456]  JERIFEF — MO 52 42 G5 6 T ORI 71 I e JOR I 51 800 0% ) 52 AR R B TR o BRI
) = BURME 2 RS 2-, 3—, 4-, M T- RSS2 AR A o 7~ PR R BRI ) — B0 52 A4
FEHZ R, GABA 5214 , PFLEE M AETE (Kyp), M 138 8ETE (Na,), NMDA 5244, [
T SZARRFIX PP SZ PRI E A o BRIPR T — R 52 A2 AR A FN i o PP 91 58 A 3R AIE
[0457]  N- FIJE -D- RA 2 (NMDA) 52 /438 18 2 B — > AN [\ F 547 :NR1 (GRIN1) , NR2
(GRIN2A, GRIN2B, GRIN2C, Bk GRIN2D) Al NR3 (GRIN3A 5k GRIN3B) #4 % [ 5+ 2 /K. NR2 VP
A A 2R B TR BN &5 6 A e 52 1R 2 FL 3N I o 32 B2 1 X Ay ok o 42 36 i
%% k., NMDA %% 1A ] 40 7E Albensi, Curr Pharm Des(2007)13(31) :3185-94 :Paoletti
F1 Neyton, Curr Opin Pharmacol (2007)7 (1) :39-47 ;Cull-Candy, %2 A ,Curr Opin
Neurobiol (2001) 11 (3) :327-35 th&fik ., A NMDA NR1 (NMDARL, GRIN1) ) [FIFf % ¥ GenBank
Bt S A4 NM_000832. 6 —NP_000823. 4 (NR1-1), NM_021569. 3 —NP_067544. 1 (NR1-2) , N\M_
007327. 3—NP_015566. 1 (NR1-3), \M_001185090. 1 —NP_001172019. 1 (NR1-4) ;NM_00118509
1.1 —NP_001172020. 1 (NR1-5) ; A NMDA NR2A (N\MDAR2A, GRIN2A) (1] [F] #4754 [] GenBank & [if;
S0, 4% NM_000833. 3 — NP_000824. 1 ( [FF#%! 1), NM_001134407. 1 — NP_001127879. 1 ( [A]
R 1), NM_001134408. 1 — NP_001127880. 1 ( [AFH% 2) ; A\ NMDA NR2B (N\MDAR2B, GRIN2B)
] GenBank % [ifi ‘5 £9. 5% NM_000834. 3 — NP_000825. 2 ; A NMDA NR2C (N\MDAR2C, GRIN2C) K
GenBank & [ifi 5 49, £ NM_000835. 3 — NP_000826. 2 ; A NMDA NR2D (NMDAR2D, GRIN2D) [¥]
GenBank & [ifi 5 47 & NM_000836. 2 — NP_000827. 2 ; A NMDA NR3A (NMDAR3A, GRIN3A) [¥]
GenBank % [ 5 £ 5§ NM_133445. 2 — NP_597702. 2 ; A NMDA NR3B (NMDAR3B, GRIN3B) [¥]
GenBank & i 54056 NM_138690. 1 — NP_619635. 1, % T-dE NI FLEIY, NMDA % 14 ¥ 41
B R UFRAL

[0458] v - 23T IR (GABA)-A A2 LMW, HEANMWHRA I :a, B, v, § M rho
B4 . GABA 32 &, 9l 40, 7E Belelli, % A, J Neurosci(2009)29 (41) :12757-63 ;
Fl Munro, Z& A, Trends Pharmacol Sci (2009)30(9) :453-9 # % iR, A GABA-A %2
&, « 1(GABRAL) AR 4[] GenBank & fif: 5 145 NM_000806. 5 — NP_000797. 2 (Z84A 1), NM_00
1127643. 1 —NP_001121115. 1 (Z54£2), N\M_001127644. 1 —NP_001121116. 1 (ZZ{£K3), NM_00
1127645. 1 —NP_001121117. 1 (Z84&4), NM_001127646. 1 —NP_001121118. 1 (ZZ4A5), NM_0
01127647. 1 —NP_001121119. 1 (Z5{K6),NM_001127648. 1 — NP_001121120. 1 (Z51K 7). A
GABA-A 321K , a 2(GABRA2) ZZ{A ] GenBank & [if: ‘5 4 H& NM_000807. 2 — NP_000798. 2 ( 4%
# 1), NM_001114175. 1 — NP_001107647. 1 ( 7% 1k 2) , A GABA-A 52 & , a 3(GABRA3) [{]
GenBank % il 5 £ 5 NM_000808. 3 — NP_000799. 1. A GABA-A 32 1 , a 4(GABRA4) {]Z%
& ) GenBank % [ifi 5 £ & NM_000809. 3 — NP_000800. 2 ( 2% {4 1), NM_001204266. 1 — N
P 001191195. 1 ( 4% 1A 2),NM_001204267. 1 — NP_001191196. 1 ( 4% & 3), A GABA-A %
1A, a 5(GABRAS) AR 1AT¢) GenBank i 5045 NM_000810. 3 — NP_000801. 1 ( A84K& 1), \M
_001165037. 1 = NP_001158509. 1 (2514 2) . A GABA-A 3214, a 6 (GABRA6) ff] GenBank & [i;
SAHE NM_000811. 2 — NP_000802. 2, A GABA-A 5214k , B 1 (GABRB1) ff] GenBank % fif: ‘5 1,
5 NM_000812. 3 — NP_000803. 2, A GABA-A 5214 , B 2 (GABRB2) ffIZZ1K 1) GenBank [l 5
£, 35 NM_021911. 2 — NP_068711. 1 (4% {4 1), NM_000813. 2 — NP_000804. 1 ( ZF 1k 2) . A
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GABA-A 321k , B 3 (GABRB3) A1) GenBank % i 5 455 NM_000814. 5 — NP_000805. 1 (4%
A 1), N\M_021912.4 — NP_068712. 1 ( 4% £& 2),NM_001191320. 1 — NP_001178249. 1 ( 4% {4
3), \M_001191321. 1 = NP_001178250. 1 (Z21£4) » A GABA-A 524K, vy 1 (GABRG1) [#] GenBank
il 5 A5 NM_173536. 3 — NP_775807. 2. A GABA-A 3Z2{A , ¥ 2 (GABRG2) ZZ A [#] GenBank
& Bt B FE NM_198904. 2 — NP_944494. 1 ( ZZ f& 1), NM_000816. 3 — NP_000807. 2 ( 4% &
2), N\M_198903. 2 — NP_944493. 2( 2% £ 3), A GABA-A %2 & , v 3(GABRG3) [{] GenBank
% 5 A K5 NM_033223. 4 — NP_150092. 2. A GABA-A 5% {4 ,rho 1(GABRR1) 4% 14 f{]
GenBank & [ii 5 £ & NM_002042. 4 — NP_002033. 2( A% {4 1), NM_001256703. 1 — NP_0
01243632. 1 ( 4% {4 2),NM_001256704. 1 — NP_001243633. 1 ( 4% & 3), NM_001267582. 1
— NP_001254511. 1 (A5 & 4) » A GABA-A 52 4% , rho 2(GABRR2) [¥] GenBank % [if: ‘5 4 3%
NM_002043. 2 — NP_002034. 2. A GABA-A 52 & , rho 3 (GABRR3) [¥] GenBank % [if; ‘5 40 #§&
NM_001105580. 2 — NP_001099050. 1.

[0459]  FLHs — MURPERNETE 2 7 R B A1, HHTE SR PO fLERTHE R o 54T
FHPIASSE/NFYE D BV ERAL 20 o WO AR T 18 BB 9 W1, 7F French 1 Zamponi, IEEE Trans
Nanobioscience (2005)4 (1) :58-69 ;Bezanilla, IEEE Trans Nanobioscience (2005)4(1) :
34-48 ;Doherty Fl Farmer, Handb Exp Pharmacol (2009)194 :519-61 ;England, Expert
Opin Investig Drugs(2008) 17 (12) :1849-64 ;fiiMarban, 2% A, J Physiol (1998)508(3) :
647-57 P4EIR . ANIEE , R, KA, o WAL (SCNIA, Navl. 1) 484K GenBank &
it 5 A HE NM_001165963. 1 — NP_001159435. 1 ( ZZ4K 1), NM_006920. 4 — NP_008851. 3 ( 4%
4 2),NM_001165964. 1 — NP_001159436. 1 ( 7% {4 3), NM_001202435. 1 — NP_001189364. 1
(ZABfk4) . FhdiE , R, KA TT, a WERA7 (SCN2A, Navl. 2) B &[] GenBank % [if;
5 A9 K5 N\M_021007. 2 — NP_066287. 2 ( 4% 14 1), \M_001040142. 1 — NP_001035232. 1 ( 4%
A 2), N\M_001040143. 1 — NP_001035233. 1 (A=K 3) . gHIETE , K1, KA 111, o
TV HA7 (SCN3A, Navl. 3) (22K [ GenBank % [ifi 5 £ £ NM_006922. 3 — NP_008853. 3 ( 4%
& 1), \M_001081676. 1 — NP_001075145. 1 ( 4% & 2),NM_001081677.1 — NP_0010751
46. 1 (421K 3) . BhEIE, MBI 8, BRIV, a T 5§ {7 (SCN4A, Navl. 4) f¥] GenBank
% 5 AL FE NM_000334. 4 — NP_000325. 4, 4h i &, M 7], KAV, o T H
fi7. (SCN5A, Navl. 5) 27 {K [¥] GenBank % [ *5 £ H& NM_198056. 2 — NP_932173. 1 ( 4% {£&
1), NM_000335.4 — NP_000326.2( 7% f£ 2),NM_001099404. 1 — NP_001092874. 1 ( 4% 4k
3), \M_001099405. 1 — NP_001092875. 1 ( ZZ4£ 4), NM_001160160. 1 — NP_001153632. 1 (A&
£5), \M_001160161. 1 — NP_001153633. 1 (24K 6) . HhIHIE , HA[]#E, KA VI o TF
BAAT (SCNBA, SCNTA, Nav2. 1, Nav2. 2) ] GenBank i ‘54 F5 NM_002976. 3 — NP_002967. 2.
Byl E , BB T, BB VI, a YE 8B 47 (SCN8A, Navl. 6) 4% 1K [1] GenBank & [ 5 {4
F5 NM_014191. 3 — NP_055006. 1 ( 4% 4£& 1), NM_001177984. 2 — NP_001171455. 1 ( 4% 14k
2), BHiEE, WK1, B IX, a W5 AL (SCNIA, Navl. 7) [ GenBank % if; 5 £ 5
NM_002977. 3 — NP_002968. 1. ¥4 , HH[1#, KA X, a WAL (SCN10A, Navl. 8) )
GenBank it 5156 NM_006514. 2 — NP_006505. 2, Bl , & 148, KA X, a T EpfAr
(SCN11A, Navl. 9) [¥] GenBank & it 540 £5 NM_014139. 2 — NP_054858. 2, fHif1E , H k[ 14,
HKAT, B WAL (SCNIB) AR GenBank % fifi 5 £ NM_001037. 4 — NP_001028. 1 ( A& {4
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a), NM_199037. 3 = NP_950238. 1 (22K b) . gH1HIE , HH 4, KA 1T, B W HAL (SCN2B)
[¥) GenBank & [ii ‘540,55 NM_004588. 4 — NP_004579. 1, filiE , Bk 14, KM 11, B
FAAT (SCN3B) R 1K K] GenBank % it ‘545 NM_018400. 3 — NP_060870. 1 (ZZ{£ 1), NM_00104
0151. 1 = NP_001035241. 1 (A8{k 2) . il , k)8, ATV, B WAL (SCNAB) A {4
[¥) GenBank % i 5404E NM_174934. 3 — NP_777594. 1 (744 1), NM_001142348. 1 —NP_0011
35820. 1 (ZZ 44k 2), N\M_001142349. 1 — NP_001135821. 1 ( Z54% 3) .

[0460]  HZIRAZAZEH o F1 B WAL R LR, HEAMRZ/RWI W, 7E Kuhse, 5§
N, Curr Opin Neurobiol (1995)5(3) :318-23 ;Betz, % A , Ann NY Acad Sci (1999) 868 :
667-76 ;Colquhoun F Sivilotti, Trends Neurosci (2004)27(6) :337-44 ; Fi Cascio, J
Biol Chem(2004)279(19) :19383-6 "h&iih, HEEEZ 1K, a 1 (GLRAL) A1) GenBank % [it:
5L FE N\M_001146040. 1 — NP_001139512. 1 (Z£4K 1), NM_000171. 3 — NP_000162. 2 ( 2= {&
2) o HEMRZ K, a 2(GLRA2) ZZ1K[¥) GenBank it 5 £ 55 NM_002063. 3 — NP_002054. 1 (4
& 1), NM_001118885. 1 — NP_001112357. 1 ( 4% £ 2),NM_001118886. 1 — NP_001112358.
L (A% £k 3),NM_001171942. 1 — NP_001165413. 1 (45 fk 4) . H 2 8 % 1k , a 3(GLRA3) 4¢
& £ GenBank & [ 5 £1 % NM_006529. 2 — NP_006520. 2 ( [7] Ff & a), N\M_001042543. 1
— NP_001036008. 1 ( [@] F  b) . H 2 B 5214, a 4(GLRA4) ZF 1A ] GenBank % [5f: 5 4 K&
NM_001024452. 2 — NP_001019623. 2 ( 4% {4 1), NM_001172285. 1 — NP_001165756. 1 ( 4% {4
2) » HAMRZ MK, B (GLRB) ZE1K [ GenBank % [if: 5 f14% NM_000824. 4 — NP_000815. 1 (21K
1), NM_001166060. 1 — NP_001159532. 1 ( 484k 2), NM_001166061. 1 — NP_001159533. 1 ( 4%
1% 3),

[o461] P L ' @ 1 # 41, 7F Besana, 2¢ A ,Prostaglandins Other Lipid
Mediat (2005)77(1-4) :103-10 ;Lesage fl Lazdunski, Am J Physiol Renal
Physiol (2000)279(5) :F793-801 ;Bayliss fll Barrett, Trends Pharmacol
Sci (2008)29(11) :566-75 ;Reyes, 2 A ,J Biol Chem(1998)273(47) :30863-9 ;
Fl Kang 1 Kim,Am J Physiol Cell Physiol (2006)291(1) :C138-46 | %f
e BROE IE, WOHEK, B R 2 (KONK2, TREKL, K2p2. 1) 4% 4K [ GenBank % [if: 5 fu %
NM_001017424. 2 — NP_001017424. 1 ( 4% 44 1), \M_014217. 3 — NP_055032. 1 ( 45 {4 2), N\M
_001017425. 2 — NP_001017425. 2 ( A1k 3) . #PiE , Wik K, Aci 3 (KCNK3, TASK ;TBAKI ;
K2p3. 1) f#] GenBank & [ = 40 F& NM_002246. 2 — NP_002237. 1, PHi@E , W KK, B &
6 (KCNK6, KCNKS s TWIK2 ;K2p6. 1) [¥] GenBank %[ 54145 1. NM_004823. 1 — NP_004814. 1,
[0462]  c. fiffE BRI KT K Vs ik P2

[0463] W] DIAE A A RN AT 5 7 VR o R SR R K S AR gl , AT DA R O
EHLSEI S E e K fEE. — M & AR d i £ E 2% 4 (American Chemical
Society) $2 fft i SciFinder Scholar 3k 13 Jf H w] 76 J7 4 M HE scifinder. cas. org I
3% 15, {# H X T Solaris i) Advanced Chemistry Development (ACD/Labs) Software
V9. 04 (1994-2009ACD/Labs) t1#.1# [ SciFinder Scholar MIZKIAfEEE. 75 25°CHE pH =
T TAK AU ES AR B PRI IR A ) L v SR L SE IR SRR T AR s
HASE C 5. Flhn , TR AR B A Advanced Chemistry Development
of Toronto, Ontario, Canada ( J74E Mt acdlabs. com) T, Chemix 3447 Fo 2% 3R E I H.
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1] PLLE home. c2i. net/astandne M\ | F#,

[0464] 2%k, AL EWRI/KIBREE T REI M . U0, 8% 250 2 R CR
(R4 AT A pH (7. 4), {E 22-23°C B G2 I A A TR o X E8 22 S X T8 4 v B AN
[ 255 1] e 5 20 NMDA ¥ it P B B 1R/ B 254 o

[0465]  d. fiff i BRI RN PR IR ) — A0SR 52 1 PR e

[0466] {4 BRI R A WAk P52 5 JRR IR 51 — B0 52 7 8D e PR A L L BB (9 R A B A
TR IRRTRT (1) JEE JR 7K VS At P /I ORI 5] — BB 52 AR PR v it P A sl B (LR 5, I 4 SRR TR
AN BT R — SRR SZ R o S RIS 5) (49 K A P K AR — UM 2 A T v i
FER BRI BRI B S0E AABR I F) — RO 32 44

[0467] M lgn, fE—48SC)i 7 b, HAAAK T I0E BT T Na, 10 38 095 i 2 180 (8 1R B2 1)
JEE TR K s i P VT R TR SR AN Tl Na JBLTE , {HEEAEPITHI NMDA 5244 | 355 79 L &5 14 3ok B 1
(Kyp), YR H 2R AT 58 GABA,SZ 14

[o468]  FE—HUsijlir &b, BT HU B0 T NMDA 52 1A (195 At B 13 A 34K 55 1 B VR 7K
AR P TR BRI 771 AN 1) New 38808 B3 AN i) NMDA 5244, {H BEAE 15 5 R FL&5 ) BRI E (K 5p)
K H 2B 2 AR TN 5 GABA, 3214

[0469]  FE—HLsjiy =, BAARTHUE M T WAL AP IEIE (K, RV g B {a
IR FEE T PR SR ZK I A8 FE B BRI 1) AN 1) N JETE | ANF ) NMDA 52 fA BR AN 38 5 99 FL &5 ) sl
WiE (Kyp) WU, HEEWE NG5 H 2R 2 AR 5 GABA, 3214

[0470]  FE—HEsjfi e, HATK T U U5 T GABA,SZ AR IRI A At F 190 (B3R 55 1 BB VR 7K
AR T BRI 7 AN 1) Na, JEE , AN NMDA 3244, ANSE i Y FL &5 A U TE (K o) IR,
BUANIE G GABA,SZ A, (H AR G H 2 IR 52 14

[0471] 748507 &b, FTid BRI ) HAT I T 008 IR T NMDA 52 0 [R5 Ak B 190 (B R
FER R IR AR RS (ol , AR T4 1. 1mM) Jf HE 58 GABA,SZ AT AF ) NMDA 321k fE—
el g, TR BRI BT K T FE A6 T NMDA A2 44 (1 V5 A B 15 1 94K 55 1) 7 Vs i P
(W, KT4 1. 1mM) 3 HEEIG 5% GABA, 32 /K S 3] NMDA 5244,

[0472]  FEZ RISty 2, ST NMDA 524 RO i R 190 (R0 IR P AE 24 0. 45mM 224 2. 8mM, 1]
WIZ) 1mM 22 29 2mM (KI5 FE P9, 6040, 249, 0. 1mM, 0. 2mM, 0. 3mM, 0. 4mM, 0. 5mM, 0. 6mM, 0. 7mM, 0.
8mM, 0. 9mM, 1. OmM, 1. 1mM, 1. 2mM, 1. 3mM, 1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. 8mM, 1. 9mM 5% 2. OmM.
TE—SESI Ty 2, TIOE IR T NMDA 52 74 (R i B e FE A 29 1. 1mMo 7E— 285t 7 2
o, THUE IR T NMDA 52 44 (R A B2 B FE A 2 2mMe E— 285 77 S, BT il AR I 51
KT NVDA =2 14 [ 13 {5 7K 5 i P A R S () R VROK i B, FF FLIRL AN HI i) NMDA 5244
2S5 &b, Pk BRER SR B K T4 2mM, 9040, K T4 2. OmM, 1. 9mM, 1. 8mM, 1. 7mM
, 1. 6mM, 1. 5mM, 1. 4mM, 1. 3mM, 1. 2mM, 1. 1mM B 1. OmM ) ZKESARSE o 76— 28527 =rh , Pk
PRI ELAT 51 1 NMDA 52 R 19 18 (7K A P A ok B R R e B, 3 EL IR G BE A8 1 1) NMDA
ZAR. AR HST T T, PR BRI R A S T4 1oomM, @l , & T4 1L ImM, 1. 2mM, 1.
3mM, 1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. SmM, 1. 9mM 5K 2. OmM [ B SR AK AR S o

[0473]  FEZHMPSEHETT S, AT PIILE MBI TE (K, 5204 0 i FE B E R FE AR 2
0. 10-1. OmM F¥ Y& 8 9, 1 1, £ 0. 10mM, 0. 20mM, 0. 26mM, 0. 30mM, 0. 35mM, 0. 40mM, 0. 45
mM, 0. 50mM, 0. 55mM, 0. 60mM, 0. 65mM, 0. 70mM, 0. 75mM, 0. 80mM, 0. 85mM, 0. 90mM, 0. 95mM B
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L. OmMo 72857 S, FUE I TP FLES A P e (Kyp) SRR FE BB IR R
270.26mM, 7E—2ESEE T R, WALE P IEE (K, 521472 TREK 8% TRESK %214, 7E
— O S, IR BRI R A AR TP LES A IR T (K,p) SRR R KV A R
IR P EE RS (ol , AT 0. 26mM) , - ELIRI I AN B4 5 5 £ 45 R el BB (Kop) 32
o fE—SESE Ty 2, Pk BRI B A TP FLES R s (K,p) 52 1 1) (R K v A
FEE R R BT () RS JR KSR (9, v 1449 0. 26mM), I FLERIIH: BE % 1 55 199 £L 45 R el 4103
8 (Kyp) 3214

[0474]  FEZFRhSCHE TS, P RS JEEEE (Na,) WSS REKREEL 1.2 24
L.omM (TG RE Y, 0, 29 1. 2mM, 1. 3mM, 1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. SmM 8% 1. OmM. 75—
ey, PO TR JEEEIE (Na,) FI R REIRE AL 1. 2mM, 76—
SEME ST ZEr, PUE I TR [ T3 (Nay) (VA A B B AR B 24 1. 9mM, 7 — L5
W, P R AR TR T Bl IE (Na,) 16 B (B 7K At P L v B 1 JBE VR K
W (i, AIRT29 1.2m\), JF H A6 R 1 alE (Na,) o 75— 2850t 7 &
o TR BRI B v TR 1 (Nay) 1R R K A P ek L U B IR /K Vs A B (43
wr, =T L om) I H ka0 El i A T iR AEE (Na,) .

[0475]  FEZRPSEI T 220, KT GABA,SZ A RIS fift B B (K FE /144 50100 w MG HE
B, 4350uM60uM650M 680uM 70uM, 750 M, 800 M, 85uM 9010 M 95uM 8% 100 1 M.
TE—S8S 7 =, PUE X T GABASZ A (A B B (IR FE A 20 68 u Mo 76— 285 7
i PTIR R B AR T GABA,SZ R 1 13 (L 7K ¥ i R R B Y R VR K s A B (gl
KTZ 680N, 3f HIEME ARG GABA,SZ K. fE—Heszjfi 7 &h , T BRIEH A & T
GABASZ A4 () B A 7K i idp P e IR FE R KSR . (lan , s T4 68 u M), JF HLRLIG REAS 1
i GABA, A2 1A

[0476]  {EZFhSii Ty S, X H 2R A R B AR FE AR 20 0. 7- 22 -89 u M ¥ [H
W, B, 490.7uM, 3.9 M, 7.8 M 17uM 31 uM62uM 89 uM. 7E—L85zjti 7 &,
TE M T H & RS2 AR VS P B B J2 2 7. 8 u Mo £F— 485t 7 b, BTk BRIES) AT
AT H 2202 52 A4 T 13 (A VS A PR A L B2 IR B VRK WS R R, FF LR AN H 2 IR A2 14
TE— 2S5 77 2, BT IR BRI 1) B e T H 2R 52 7 1) 1 (L A I A el b A B TR A
o

[0477]  e. JEFETEENI BRI

[0478]  FE—2EsSCE Ty Srh, PRl e AR, 55 T Re A8 Bl BRI SRS 1) PRI — &5
SR 52 A S R B0 1 ) B R ) R (1) 20 B

[0470] M 4n , JEHERERIER AT LLEA AR T 00E (1) 0¢ T Na J0 T8 (195 A5 2 B (00 FE R 7K
fiE e (it , ART29 1. 2mM), AT BT BRI S AN Na J83E , (HEESEFD ] NMDA 5214, 1
SRPYFLES R PRI IS (Kyp) , Y5 H 2R 2 AT 91 GABA,SZ 1K

[0480]  7E—4BSLjli 77 Srh, BRI BRI AT ELEAAIS T FI0E (18 T NMDA 3244 IR 2
B P ) AR WS (I, AR 240 1. TmM) , AN T T 38 JBR I 571 AS 90 1) Na, 38 388 5 AS 0761
NMDA Az 4, {HREE IG5 Y FLAS M TE (Kyp), B9 H 2R 2 MR I B30 GABASZ 14 .
[o481]  FE—SCSZpfi 7 b, IR BRI SR AT LA HAT AR T F00E () 20 T+ W5 £L &5 g Jel o 1
(Kop) PRIV FE I A B2 IR KBS RS (it , AR 1249 0. 26mM) , M 1Ty I 3k BRI 751 A i) Na, 38
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T8, AP NMDA 32 AR B AN G5 Y FL A A A E 1 (Kyp) HRUL , (HAROE 1Y 5 H 2 IR 52 M I 1
% GABA, A2 1A

[0482]  {E—HESE y 2, EFE R BRERSR ] DLEAA K T P0E 12 T GABA, AR i 2
B9 FE RO AV R RS (B, IR T2 68 1 M) , AT BT 38 BRIZRFAS 3061 Na B 1E , ASF0 5] NMDA
A, AR LG IR TE () FERIE, BOANHESE GABASZ 1K, (HREAE 58 H 2 IR 32 4.
[0483]  FE—HUsii b, EREI BRI AT DLEAA R T TI0E (1 25¢ T NMDA 52 4R R i F
B VA B K S R B (B, A T4 L. TmM) , AT T 3R JRR % 751 184 5 GABA, 52 1A {EL AS 310171
NMDA 24K fE—ESjli 7 S, Frd BRI LA K TI0E I 26 1 NMDA A2 A R it B 1
W RIKEFRE (B, KFZ 1. ImM) FF HEER 5 GABA, 32 & SLAMH] NMDA 524K

[0484]  {E—HUsijli 7 S, SRR BRI B A X FE KA RS < T A RIS A S NMDA
AR, PSR ETE (K2P), MR 8@ (Nav), B GABAA 5244 , {HA] LIS H &
RES2 AR PR BRI AT LA EA /N T2 7. 8 u M R IRFE o

[0485]  FEFEMIBRIEFE T A KT 7. 8 u M BI7KEARA

[0486]  VI. I8 sk o7 BRI P 7 5 At P R 0 BRI R0 JRR TR ) — St =2 AR 1) e S Ik 1 77
%

[0487] A BHIAHR CE I8 ok 1T RIS K At R YT (BRI, B m Bl BAIR ) RIS 0T SRR T
) = SRR 52 AR SR BRI — BB =2 PR SRR M 7 v AT DA DI 22 5 VB M sl e 2
JIT 38 SRR T 551 A 15 0 25 AL A 5 At ER1 b 15 o s A BRI 00 % JRR T 711) — 0K 2k 2 AR B RR
PSR — OB 2 AR 2 IR S

[0488]  {fEZFhsziti &b, fn b SCHTIA, 1% 7 30 AT LI i i 5 S35 A BRI 51) (1K) 7K WAt P2
It J LU Ae BRI 1) — RO 52 1 14D 236 A IR IR 551 ) 46 o AL R AU A FE AT o SR BRI 571) 1) 7K
T AR FE AT T BRI 1) — RO 52 4 1) K s ik P o A R T8 RIS AN 15 BT ik 52
Ao T ST EEY T BRI — SRR SZ AR RE 0, W] LIS Q3 e A 27 7 VB A0 235 A ORI 77
7857 G BRI B AR R R, I T 55 A RIS 5] 1 2R AL A0) LA v AR 0 1 A2 AR B 2 1A T 2%
(Y7 e P55 o (A L VA B (IR AR A o AE BRI B0, S8 AR BRI s AU mT LR 5B 5T
(17 PRI — RO 52 PR SRR 1) — SRR PRS2 AR 2K

[0489]  AH &, 21 S RIS 71 1 ZAC V5 At vy T DRRTER 1) — A0k e 2 S PR 7K 6 At P 1 (i A b ok
A 7/ Bty N S et Al e e N 1 B 7 N e R I 4 O U S NS N T N |
2 AT LIAG G 388 Tk A 2 A8 00 236 AR BRI ) 78 70 B ARG R IER ) (1) 7K S AR, AT S8 AR RR TR 771 134 2%
L) ELA AR T BRI — R 52 PR B2 AR W 2R () K A P T A R R K VA R o E 1%
TEOLT , SEABRIET S AN R T 5T 1) 52 PR Bl s AR 2K

[04901 W] LU FH AR A0 2 1 ) 5 32 1 S AR BRI SR IR /K S A S o i, ] LA 2B A o5
ABRIE o A TR, T LA N 25 BR BRSO AR BRI b S, AR sk B AL &4
(RIZKAS RS o W5 1R, 77 A2 1) S8 AR BRI T 2 AL 3R AT B 2 00 RIS — Uk =2 AR 1)
Dhtese s, FF H 526 AR FAH LE, 40 5 B A 35 I s R R A g A o At P 1% BRI 57 AL
WIIREE T B BUREE ) hRERE T SR, 5206 A BRI LE , BRI SRIZRAL ) 2T F /By
3T LA I sl BT -

[04911 T, 24 Tyl /SRR K S AR RS, T LA 2 SR Bl A 5 2 I K MEEUAC , ol dar
b 22 BE S A AR PR Bl 2k S U, i, SRS sk s 2 o JmT A9 o i ok 385
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R BURIL , Bl , kil , Wke, B, BRI BB PROK SRR . WP a5 11, ] LA

[0492] A, D4 T BEIBRBSRI I KA ARIL , vl AR BRI ME s 1 U, , Bt
Fodk s HEIE A UK TEUCEE , Bln, pist stk o ] DA, 8 s b pedt
BREE, Biln, feke, Mke, B, Bes ks LI mesios ks i i . i we 1), m] LAKS

[0493] M40, AE—2EsjE 2 rh T RRIERST LA A KT T2 1026 T NMDA A2 4 (195 i
FE B (R BT (R K VS (9, AR 24 1. ImM) , DT BT 3R JRR IR 5 AS 910 21 N, 308 108 8 A0 1
NMDA 5244, {H e % WA o 9 £L 45 M) Al (K, , 50 H 2 R A2 (A T B9 58 GABA, 321K . Xt T
PRI — R 52 A4 (R 7S AR P A IR FE AR b SRR S ik

[0494]  FE—B50 Ty S, 1A BRI SR LU IS T 00€ 18 T AL 5 A U R E . (K,p)
(Vs P IR R R /KA T (i, 44 0. 26mM) , M 1T T3 RIS 571 AN 90 1) Na 28 308
ANHH] NMDA 52 14 5l AN 2 53 ) L 45 R B BB IE (K,,) HRURE , (HBERS IG5 H & R 52 1R 1 5
GABA, 524

[0495]  FE—HUsiyfiyr £, A BRI LLEAK T HOE S TR R 8 aEE (Na,) (1)
VAT B (IR P KSR (B, AR T2 1. 2mM) , AT BT 3 BRI AN ik Na JlL T8, {5
REASHNH] NMDA 244 | MG fL 45 /A B E (Kyp) , 358 H 2R 2 PR 19 5% GABASZ 1K
[0496]  7E—LSLji 77 S2rp, AT BRI SR LA & T F0E B9 9C T NMDA 5244 v i A2 i
W RIKE I (B, =20 1o 1mM) , AT P R BRI 571 e 4% B 4 5% GABA,SZ 74 S 3 il
NMDA 5244 .

[0497]  FEZRPSEIE T b, VAT BRI LA AR T NMDA 52 4 1) 13 (B 7K 5 i A2 A - ok P2
(RIZKEERE , FF LR EOE NMDA 5248, 7E— 28850y Zerh I BRI LA R A K T4
2mM, 20, T4 2. OmM, 1. 9mM, 1. SmM, 1. 7mM, 1. 6mM, 1. 5mM, 1. 4mM, 1. 3mM, 1. 2mM, 1. ImM &,
L. OmM I ZK SR o FE—SEsiti b, PR BRI DL RS T40 1. 1mM KRS . 7E
— g iy g R RRIE S DL R T NMDA B2 44K P (R 70 Vs i o k1 R B R K VAL
E—HESTl 7y 2, AT BRI LA m T4 LoomM, B40, T4 L ImM, L. 2mM, 1. 3mM,
1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. 8mM, 1. 9mM BY, 2. OmM [RI/K SRR . fE—Seseiir &, Ty
BRI LA = T4 L ImM (K

[0498]  FE—HESjiy S, VT BRI LA T LG i B EE (Kyp) 5204 1 B E
TR P A R B KIS S, I BRI A s Py FL &5 g i (K, 524k, fE st
W7 =, T RREEF) DL B AR T4 0. 10mM, 0. 20mM, 0. 26mM, 0. 30mM, 0. 35mM, 0. 40mM, 0.
A5mM, 0. 50mM, 0. 55mM, 0. 60mM, 0. 65mM, 0. 70mM, 0. 75mM, 0. 80mM, 0. 85mM, 0. 90mM, 0. 95mM B,
L. OmM RIZK AR FE o AE—S8S 77 S8, T RIS LA T2 0. 26mM /KSR . 1E
—EBSE T S, T BRI LU m T AL A A TE (Kyp) 52 A IR B 7K A P A
1R FEKERR RS, IF LRI RERE S s PR FL A5 fa PR 1 (Kyp) 24k fE— 2007 &=,
W BRI LLELA T4 0. 10mM, 0. 20mM, 0. 26mM, 0. 30mM, 0. 35mM, 0. 40mM, 0. 45mM, 0. 50mM
, 0. 55mM, 0. 60mM, 0. 65mM, 0. 70mM, 0. 75mM, 0. 80mM, 0. 85mM, 0. 90mM, 0. 95mM B5, 1. OmM [FI7K %
R ARS8 T7 Srb, AT BRI LA & T2 0. 26mM IR KAl T o A8 — 2850 T
ZErh, WAL B E (K,p) 521k 42 TREK B TRESK 5214,
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[0499]  fE—2EsLjE 7y Serh , A BRI R DLEAAS T R i iE (Na,) (1 B K o i
FERO RIS KIS E , I BRI AT s P hiliE (Nay) o /228507 29,
BRI LA T4 1. 2mM, 1. 3mM, 1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. SmM ¥ 1. 9mM [ 7K 5 A&
fEo AE—S0Si 7 b, W BRI LA AN T4 1. 2oM /KIS IERE . fE— 2857 &
W, T RIS LR R TS (Nay) (1 (R /K At P A R P R KIS AR
I BRI S RERS H e Fe 1 ) il (Nay) o AE—SESHE 7 A, W ORISR LA & T4
1. 2mM, 1. 3mM, 1. 4mM, 1. 5mM, 1. 6mM, 1. 7mM, 1. SmM 8%, 1. OmM [{I 7K VA RE S . 7E— L850 i &,
YT RIS DA A R T4 1. 9mM R 7K AR A

[0500]  FE—LEsj &b, T RRIRF DL R K T GABA,SZ A 1 19 (B 7K ¥ i P A o B
[RIZKEAARE , FF H R A G 58 GABASZ A . fE— 285077 b, W MRIFHILL A T4
50 M, 60 M, 651 M, 681 M 70 M, 751 M, 80 1M, 851 M, 90 u M, 95 u M BE 100 u M 1] 7K %5 fi#t
fEo fE—S0s5ir b, WY BRI DL RN T2 68 u M FI/KES MR . 7B 28SEt 7 &
W, U RIS LLELA T GABA,SZ AT 9 (R /K VA L FE AR L IR B /KB AR P, JF HLIKL L R
i MG 5% GABA S A fE— 28577 S, AT BRI LA = T°49 50 w M, 60 1 M, 65 1 M, 68
LM, 70 M, 75 M, 80 u M, 85 M, 90 u M, 95 u M B¢ 100 u M /K ISR . 76— S8seii 7 =,
YT RIS LA A 7 T4 68 u M IR /KR .

[0501]  7E—SLSjfi 7 Zerb, A BRI SR DL AR T 2l IR 52 1 1 8 (i /K s i P A ik
FERIKEARE , JF BRI AR s H R RS2 1k fE—Sesfi iy &b, P BRI LA & T
H 2R 52 AR IR B K S A FE AR R B I KV R R, O HLR e Re g G o Hr 2 FR 2 Ak o 6 T
ARV B (E ) 7.8 u M, {HR]LLLE 0. 7 3 89 u M TG W o

[0502]  FE—2SiTjfi 7y Serh, P U7 VI A R 1R R L AT I T K A 1) SRR IR ) S ) 1)
IR FE—2eSE Ty Srb, IR U7 V2 A A P R RS AU D 3R B SCRIAR S
BT

ST 5

[0503]  $&H DL S ptafs] AR 28 U B, (EAS BRI SR AR A B AR & B o

[0504] St 1

[0505] & B8 SR ZK At FEE TIUIU NMDA AH % GABA, 52 /A1 5

[0506] T 5t: AR 2 BRIEFI VAT 3— YRESHE (1% W1 NMDA) T 4- KBS (1% U1 GABA ) 21K,
IR AZ R SR TGARE S T PR K PR R S 560 RIS B AR RO A A o FRAT D080 o 6 D B R K s fe
P BEMS FH T T AR A0 52 A4 1T

[0507]  Jiyk:fESR BRI R IE GABA , (a | B,y ,) B NMDA (NR1/NR2A) 5244 F-48 FH bR UEXN
HLRR R A E ARF 90 . FEVBARIRERIST 14 FIARANE sedInE , I ASAN LG
X ANAETAE o — £ BB AREE . AT GABA, B NMDA 2 R [ 208 i SR 10 % B8R
FOR B MZELRm] 08 AL, TR B G it % E AR T2

[0508] £ L.k H T GABA T NMDA 19 Fh 52 A AR () 5N B BEALIV) 22 /D — S il 5 1R )30
43 458 GABA I NMDA 32 4K Vi . X5 T NMDA 52 4K i /K WS Af B A 7F 1. 1M HE B, 3G
H195% CI = 0. 45 & 2. 8mM, NMDA 32 RN AS 5 B B 87 R R iFAHC . X T
GABASZ 1, TEAIFFE IR 1) ik 38 TRl A A WL 8% 81 A1 o
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[0509] £ : X NMDA 52 /R Zh e (14 1 17 S IR SR /K s i B a0 b o ANAH G2 AR R 2 (7]
()22 AR, FEIR BEAT s 8 ) — A EAE I EGR , S5y, BT BEAN ] o

[0510]  J7yk

[o511] BN BF 40 o i 48 A1 2 & & k. AF A B 7R M K %% (University of
California), Davis MW 1% 47 F1F] FH 2% fi1 <> (Institutional Animal Care and Use
Commi ttee) FIHEMER 7758, I =Rl — BREF T HE PN JINEE (Xenopus laevis frogs) it
FAREHINE . FIIBIRGNE NG G, FEVEAE 0. 2% T B JEES (Worthington
Biochemical, Lakewood, NJ) 51 6% & UL 5P £F 40 iy 2= O 0 (defolliculate), ¥ H & ¥k
- it A7 E B 0 03k 8 1 20 R 1 Barth” s WV T IR W E 88mM NaCl, 1mM KC1, 2. 4mM
NaHCO,, 20mM HEPES, 0. 82mM MgSO0,, 0. 33mM Ca (NO,),, 0. 41mM CaCl,, 5mM TR B g4l , <K%
%, FEE, BESAK, IHRIERpH = 7.4, A M AEZE A C.S. %% (Fisher
Scientific, Pittsburgh, PA) .

[0512] fFHKI7afEH R A. Harris 1+ (University of Texas, Austin) {E kT 5424t
I B A 5 26 B E KA HE AR E B .O08EE (National Center for Biotechnology
Information database) H[¥Z37% BEEMH LLEL, AT A A 56 R K B 4y o 48 FH N GABA, a 1 A1
KL GABA, B 2 Fl v 25 W HRAL [ FLfE AE pCIS-TT Bk K 1k GABA,ZE. K2 0. 25-1ng
PA1:1:10 & BLHIEA al, B2, B v 2 BRIk R G o OF B4 Fsh k% W
TS IFAEZ G 2-4 FAFSE . X &8 ks L RIE v — W0 A7 3EE N RIARI 21K, WifE L GABA
LTt A R A 10 w MR T (chlordiazepoxide) W52 RME s AR X 10 u M SUALEE)
ZARABURTR N o 755 BT ON BRI e, 48 HH KB NMDA NR1 3e [ 1 pCDNA3 Z A,
AU K B NMDA NR2A 3B AE Bluescript ok, RIEB MR ERZ A AT H RPAL I 3%
RFE (T7TmMessage mMachine, Ambion, Austin, TX) 8% 4mbd & WV ST ) RNA, PA 1 :1 [ EE
HVRA , JFHAE 1 - 10ng & RNA VST AN BRI MO IFAE 2 )5 1 - 2 RAFFE. FHRAMABUK
SN ) 51 B0 L P AR

[0513]  GABASZ PR HEAEFRAIFT . DL ACE (R 3 3833 S 45 A0 Tef Ton 1B by ES 42 L 1. 5ml/
min i FH ARV 7F 250 1 L ZeME VT SV E = P 9T O REA A o 56 FH PR v LA H R AR R R
8 250 u L@ T8 e M WEVE =, 1y S0 22 LA 1. 5ml/min Jli A BU%S R 76 80mV (1) fRH Ha
P FTIN RESH Y GABAA LY.

[0514]  dEEARA% (FR) %W ( FHAE 18. 2MQ H,0 H il & F ik & A 715 22 pH = 7. 4 (1) 115mM
NaCl, 2. 5mM KC1, 1. 8mM CaCl,, F1 10mM HEPES ¥ ) FHSRWET: OF BESH L SN 704 &
A- B FEE T R EC10-20 (FR-GABA) (Brosnan, 2& A, Anesth Analg(2006) 103 :86-91 ;Yang,
% N, Anesth Analg(2007) 105 :673-679 ;Yang, Z¢ A, Anesth Analg(2007) 105 :393-396) .
FR #E7F dmin 2 )5 , ¥ ON BRI 5 55 T FR-GABA 30sec, #4575 —1> bmin [ FR phk s 5T
I BIBAR BTN GABA,~ V5 S, 5, ST BRI 5 AR FR (36 2) — 3ot
TSNS, BA PHEER% T 90 % KA M2 E—H TR ORI iR =18
2min, ¥7E H & A AH R 250 FE 1) FR-GABA S VETE 30sec. ¥EAEWETE FR Smin LLARVT 254
MYE, I HoA 5 B0 REZE i FR-GABA JEVT: 30sec DATRIA HLIATIR [0] 3R U FE 25 Wi S 1) 10 %
P o

[0515] £ 2
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[0516]

WA EWIRIAIR , LRI BN T, A5 SO IR SS 5 04 (CAS#), 708 (W),

£ 25 C 78Tk (Pvap), pH = 7 I AE 207K (1 BRI, ALy 5 AR AR 2 SciFinder
Scholar 5| I THHASTHE CUAEI &L ) .

[0517] &2
[0518]
MW | Puy(mm | R |8 | AR , aip
wEY CAS# . e
(amu) | Hg) M) #H | A (%)
[
1= 112-30-1 15828 | 1.48 %107 | 6.5x10™* [ 10 | 317 | Aldrich >99
-+ 112-42-5 17231 | 510 =107 | 1.7=x10% | 11 | 344 | Acros 98
1+ 112-53-8 18633 | 2.09x107 |41 x10° |12 [372 | TCI 99
o
T 106-97-8 5812 | 1.92x10° |14 %107 |4 156 | Matheson | 99.99
X 109-66-0 7215 | 527107 |43 %107 |5 184 | Aldrich >99
o 110-54-3 86.18 | 1.51 x10° | 1.2 x10" | 6 211 | Acros >99
[
A 124-13-0 12821 | 2.07 x10° | 5.4 %107 | 8 262 | Aldrich 99
T 124-19-6 14224 | 532 %107 |23 %107 |9 289 | Aldrich 95
A 112-31-2 156.27 | 2.07 %107 9.8 107 | 10 | 316 | Aldrich 98
|— 112-44-7 17029 | 832 %107 |42 =10 | 11 | 344 | Aldrich 97
[0519] £ 2
[0520]
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MW | Pop(mm | R | Bk | B alipE
ety CAS# , KR
(amu) | Hg) (M) # | A (%)
Wik
1-/ %% 109-67-1 7013 | 637 x10° | 1.4%10° | 5 176 | Aldrich 99
-2 592-41-6 8416 | 188x10° [42x10" |6 203 | Aldrich >99
Pz
1-Tk 693-02-7 8214 | 135%10° | 29107 | 6 184 | Aldrich 97
1-BEgh 628-71-7 96.17 |435%10" | 66x107 |7 212 | Acros 99
1-2F4k 629-05-0 1102 | 1.44x10" | 1.9%10™ | 8 239 | Acros 99
'8
-+ s | 124-30-1 26951 | 488 x107° | 13 =107 |18 | 546 | TCI 97
L= dkl | 10525-37-8 | 297.56 | 896 x10° | 2.7 %107 | 20 | 601 | Rambus |95
*
13- HIZE | 108-38-3 106.17 | 7.61 x10° | 1.2 %107 | 8 202 | Aldrich =99
13-2% | 141-93-5 13422 | 1.15x10° |6.6x10° |10 |257 | Fluka 599
Wiite
ke 287-92-3 70.13 | 3.14 x10* |33 %107 | 5 147 | Aldrich =99
Pk 110-82-7 84.16 | 9.37x10" | 1.0 %107 | 6 176 | Aldrich >99.7
%
TR 142-96-1 13023 | 7.10%10° | 1.6 107 | 8 277 | Aldrich 99.3
TR 693-65-2 15828 | 1.00%x10° |3.0%x10° | 10 |331 | Fluka 598 5
— Ok 112-58-3 18633 | 1.48 %107 |58 x10% [ 12 | 386 | Aldrich 97
g
R 2.5 106-30-9 15824 | 6.02 x10°" | 5.4 %107 |9 299. | MP Bio 99
FEWR B 106-32-1 172.26 | 2.24 x107 | 2.1 x10° | 10 | 327 | Aldrich >99
2R 2.1 110-38-3 20032 | 339x107% |44 =10* 12 | 381 | TCI 98
Rz
-5 | 592-50-7 90.14 | 1.84 x10* | 3.9%107 |5 193 | Aldrich 98
LA | 373-14-8 104.17 | 6.06 x10" | 1.2%10° | 6 220 | Acros >99
[0521] 2
[0522]
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MW | Py,(mm | BT [ Bk | B Al
WEY CAS# SFUR
(amu) | Hg) (M) ®» | &) (%)
1R | 463-11-6 13222 | 709 x10° | 1.3 x10* | 8 275 | Aldrich 98
1G]
2- 257 693-54-9 156.27 | 248 %107 [3.2x10° [ 10 |316 | TCI >99
- Wil | 112-12-9 17029 | 9.78 x107 [ 1.4 x10° | 11 | 343 | Acros 98
2 TR | 6175-49-1 | 18432 | 3.96 %107 |58 =107 [ 12 | 371 | TCI 95
ik
l-(ZB5)-C | 7309-44-6 | 14629 | 816 %107 [ 2.8x10° | 8 | 289 | Pfaltz 97
12 E)- 2kt | 3698-94-0 | 17435 | 1.08 107 [ 5.0x10% | 10 | 344 | Pfaltz 97
i

1- X Hi i 110-66-7 10421 | 1L42x10" |15 %107 | 5 207 | Aldrich 98

1-CR 111-31-9 11824 | 4350%10° |5.1x10™%| 6 235 | TCI 96

[0523]  NMDA A2 K HLZEFLAFST . 4R T S 4240 fe NMDA 32 /R L3RI /574 (Brosnan,
2 N ,Br J Anaesth(2008) 101 :673-679 ;Brosnan, 2§ A ,Anesth Analg(2011)112:
568-573) o il 5 2 , FELMETT VRS GABA, AR, Horh FH AR /R (1) BaCl AR 2R A
0. ImM EGTA 53X 44 T AU (BaFR) o F T NMDA B 5T (B RIS A &7 0. 1mM 23
AR (E) A1 0. 01mM HZ R (G) LA BaFREG %57 o

[0524] ¥ G J FHREVE 50 B DA SRR AR e FELST RN 28 — S5 2 3 7 52 5 6 GABABIF 5 AT
FEAR AT LEAH [F] o 7E NMDA AR 90, 48 H 5 GABA, HE s B 9 AR R IR &, IR B,

FH &7 (K 2) .

[05251 i [ BRI ESCHE 20 B o T S5 1T 254 3 4 T T BT (R R (R4 ) W A4
100 » Ip/Ty, oA TR0 T 20 2B + 29 R s R S Lt b DU B (e feL . A7 AE
i, AL (0 254 S 500 BB 2 PRI AL R BBl RIma R (9 B XA AN 25 AR IE (1)
P34 FL AT N 8 T SA(E £ SD R . SR A2 AR, (FRUAE ) g8 O IR FI <10 % 1
Ak, I XUR Student t K05, HAESG % R ERARZE, Bk, = 110% 32041
0 N R S AR T e TR, I HL<C 90 % FELR UG () 25 i [ R 3 B2 AR Th RE
[0526] EAK T HlE T4 R E fe B AL KOS ST S S AR 1 Togy, (logyS)
T 2RI . X 8AE, AENUT 5 I0 08B 1 2 IR AE AN 22 [ A R,
[ IR EDIR” (B 3) o VRT3 R R B A T 1 52 AR T BE 1) B AN T AL A R W
52 30N R B T VA A AR S IR Tog,oSe MAZES T, A2 A B AR B A T4 1ogyeS
¥ 95% B 5 X Jdl .

[0527] 4#EHL

[0528] X NMDA Fll GABA,SZ RN M S5 E3E 3 of, JF HAEK] 3 rhde e itidsk. ey
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TR A AP IE YR Y GABAA 2K ThRE , FF H—4% 5- 2 -6 ik G545 IR H#: GABAA
ZARIEAL, R - bt R . DA T R R AR R R S BT, ks,
M FEIEZ A1 , GABAA S ARl T Bl 3G IR S BE A B gk o XTI AL &4, R 5%
FIXT GABAA SZAAK [ 7K S At B A L3008 o

[0529] % 3

[0530]  {F FH % 56 /> OF REAH Mo i bR S F AR FEUR AR, Hl 14 S ASRNE BR L 2R 10T
NMDA 1 GABAA 52 A4 i 15 ¥y ~F- 24y mi . (4= SEM) , 1A Ay %f RSN I 1) 1 434 %6 EHAN 2
FEANTE it 52 ARSI G O0 T IR 254 N o 96 sl ) A0 I i 8 it R sl 351 (O T NMDA
TR AR IR ERAH 2R 54 T GABAA 2480 v - & TR) WIEN TN, T
/TS RN RV ) 25400 + sl sn w5 2 hi N 3R A (<), TR TR BRI sl )i
[RIZ59) + BRI Y., 2540 N 28 A s (1), FF HON T 56 RSB FRNEE RT X ) <10% 1)
250 + BB Y., 7R R JEHE Y (0) o

[0531]
%3
NMDA GABA,
WY Y% HE|% HahH % HE|% #HaH
25 B 2
BN R RN B
(IS
1- 51 " 7043 - 7 38620 4
1-—8% y.v 10142 0 o 181413 +
[0532]
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#*3
NMDA GABA
oty % HE|% MR % H#|% s
R LA 2y Y
RN B B B
14— I 98:+1 0 7 1774 +
THt X 7£2 - EH 62368 +
ekt 7 9443 0 X 32110 4
okt I 1001 0 T 12945 +
B
TR I 7143 - 6+3 357420 3
Tl X 1042 0 TG 219429 +
R I 9743 0 g 15945 +
g G 9748 0 P 299429 +
ke
1-150 x 6941 - 243 453438 +
1- W g 970 0 o 13242 +
1-2pk ¥ 4146 - 542 418421 X
1-PEbk P 68+10 - X 17248 +
1354k o 9642 0 7 25911 +
i3
LA ek I 7344 - x 1465 +
1-= s x 108+1 0 o 166+7 +
*
13- % T 5843 - v 366421 +
13- 2.3 " 10142 0 7 305424 +
[0533]
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*3
NMDA GABA
AW % HBE|% Ban % BE|% Bz
23k 71 DI 2 ¥
RO R B RN
ke 7 8342 ~ 342 19611 &
W I 1012 0 o 421417 3
B
TR I 5944 = 14+13 347433 +
LTk " 9742 0 T 2119 -
Ok v 11244 0 . 1131 +
[
PR 2.1 o 7843 - g 370+34 +
IR B x 901 - x 285+18 +
HIR L e 98+1 0 ¥/ 13742 +
ESHRY 5.2
LA p 76+2 - X 539435 +*
LA EH T 1011 0 114 20713 +
LA T 981 0 7 182+18 +
o]
2-%5 1 b 811 - G 476+52 +
2-F ke X 9842 0 TG 230+16 +
2-+ ki g 9743 0 T 325430 +
A
1-(LtnE)- ke 7 8741 - 7 350457 +
1-( L E)-F ke 7T 1011 0 o 12043 +
i
1- St 7 T 85+4 - 2048 46657 >
1- L T 10243 0 842 290441 +

[0534]

FH B, NMDA 52 A HLIE R 2% B REAL A SERE IR el s (3R 2), BN B e 7 A2 %

NN A B0 AR R AT H R D0 ARAL I 26 NMDA 52 7 Zh BE )
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HEREHN .

[0535]  NMDA 52 4 HL Y 15 B B AN B HAT /T 0. 45mM AT 2. 8mM 22 [R] ] 95 % E15 [X.
[ 1. ImM KSR FE AR OC (B 4) o 2 DAV MR B it FH B, 58 Rl 0 — S )
NMDA 32 A4 B, I HAR T30 B (K05 NMDA 2 AR ThREAS LA B AR . Ihah, e o it 7
VAR FE A2 DA PITIN NMDA 52 {4 B 1 E AL, A T S 75 252 26 e R R A 122 O B A PR (L P
XA, WMLUEE, B, B8, MEmadin g Em.

[0536] MY MNJEBEK L J/ N KIS FERE , (BRI sy 7K/ SR, 9 R RN I =
(Bl 5) B (I 6) IRRELNT , M2 EF) NMDA 52 A F BN A Bs — BB, 41
W, BB, 1=, R - BRI BB B R, T RE 2 2 1) FE R OUR = et
TGRSR S G R IEAFTEAL G W 577+ K/ JT TR 224, HL S 30 NMDA 52 144
1he BERIE T RERMRE (K5 4 A5 AN ) Z 1A B0 NMDA 32 (&8 1E , SR i iEAe
1= A J\BEFERE R 1- — el (KBE 7024 18 F1 20 ANk ) 2 (Al R IR .. an it ,
5 NMDA 2 AU AH R KX e S 73 TR A E , fElZebike 3 f50L F.

[0537] iR

[0538]  NMDA %2 #3155 K 29 1. ImM (1) 7K %5 i P B (B AH ¢ (18l 4) o AH /2, GABAZ
IR AL B, $&7R 75 AR KV i BEABLAF /F GABA, 8 11 8 7] Bg GABA 52 {4 ikt
DAL R e HE N ERANR A RE DL AR R 52 AR A O 5 I ON T BEAH Y. 3 R O (R Bk 2
BT ARBREIRZ4 N 2 (Eger, 25 A\, Anesth Analg(1999) 88 :1395-1400 ;Jenkins, J
Neurosci (2001) 21 :RC136 ;Wick, Proc Natl Acad Sci U S A(1998)95 :6504-6509 ;
Eger, Anesth Analg(2001)92 :1477-1482) . X ATH B Re A MBI LA K B LS ChikZiE
(Kl 5) 8o F AR (I 6) M%) AT, $eRiX se) B M AN v RE A2 24
V) — SR BRI 2=

[0530]  RAUMEQIt , A M BARRT R AR K S AR B TR R R KA i, (HrE A SE 6. — 288
AL T AEE BEALR W B D R VS A IS B0, OB B ] NMDA 5244, 4R i
K 1= M OB EEATIH] (R 3) o kb AR B LA S FYE YK R fd R KR
35 AT 1- BREE AT BESAT 345 2 U E R . DL R R B 2823 56 K1)
AR oA 1 ANEIANI RS A 1 R0 3- B SE . NMDA FEBUHR 1, 3- R R AL
[FIVEY) 1, 3— LR AR LR T 18(3K 3) .

[0540] O TR /K ZK V5 i 2 NMDA 2 AR 4 Lb 1 1) 72 A0 e A mT DL MR8 JBE IR 7K V5 i i v B
0, AN 2 I AR = A . K A B X LUK 0 i, DU X0 P e = . X/
[RIASHE AL B4, R s R SRS, HA T RE R A 1log BALRIZE XK % (Delaney,
% N ,Drug Discov Today (2005) 10 :289-295) . #Rfi , 2 FI (19 %5 FE AR M 1E B 48 16
AT DA 7 Bl e B R 1 0 T 55 S8 30 204 W %2 (Ferguson, J Phys Chem B(2009) 113 :
6405-6414)

[0541]  phAl, 76 25°CHILE pH = 7. 0 X FA/KTHEH T A0 5 I R R SR (. IX 2R
S — ARSI AR A5 At MRS N B B E 3 V5 A G PR AR B R X A
B, RIS 7L 250m0sm V. kA IBE T pxi A e R IR I N ) RV A T 598 0% s i B
(Lerman, Z& A\ , Anesthesiology (1983) 59 :554-558), &, &, FINdKIZK / Ehyasfd 5t 2
IXFE (Long, %8 A, Chem Rev (1952)51 :119 - 169) o X T-—464b &4, 2448 F X 4l K T4
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{EI, ERAELE T LS KR I il e I, VMR R OB . 7E 22°C AT I
G s SARTEAK P AR FE N AZ K T1E 26°CUH M. AR, K2 EAHIFF S 03 Tont
T B 514 (Abraham, 25 A, J Am Chem Soc (1982) 104 :2085-2094), [l 7E AL I EA
S B R FE N AN o X T IS VRN R AR 1 i, anidid Le Chatelier JEUER TN
WTKREAETFRE , RELHUHT M EVIEIREELE 7- 2 -8 1) pH {HRMZ %M. 2R
M, &AM B e B S AR 2E pH 1) pKa {H, FFHIFRE R 1- Rk 1- -\
PR L KA AR E (3R 2) 76 pH AN 7 38031 8 By /NE 66 % o KT AN 5T H 1 i v 457 1) /B8
IRAKFRIEAESE T 7. 4 (94E2E pH W] REIE FE il o

[0542] U AH T S 36 0 B AR AE TF S A (R P A X LB [ A I AN KE B, HE R IR KSR
1 NMDA 22 A3 15 8 b 2 TR ) S BEATI AR BH (2 o BRIZEF N A2 AR S IR SR ) 1) 45 6 5 IX 2L 55 1)
HHEAEHSHSREEEA 3. MKk, FREEF RS 6 TEA FEEA NS CAAER 1
KM (Trudell, 25 A ,Br J Anaesth(2002)89 :32-40) . X T-1f7 (1 CHE KGR E L
BH, DB T A7 s SRk IR B SR 1 o e FHAE b BRI ) — U ME 2 4 b 2 FE R T SE I &
A —BAE SR AR O RSB 1F , SECK HIREegs & DS R K o TR
HEHINEERI EE (Bertaccini, 28 A, Anesth Analg(2007) 104 :318-324 ;Abraham, 25 A, J
Pharm Sci (1991)80 :719-724 ;Streiff, Z A, J Chem Inf Model (2008) 48 :2066-2073)
1K LU BE B BRI — B (AR BLVE A A A A BER R ZE XS BRI, BN BRI 7K 4 7 Y
ZHEBE S FARBER TR ARG, AR A RERARS 5 Bertaceini,
4 N, Anesth Analg(2007)104 :318-324 ;Streiff, %% A ,J Chem Inf Model (2008)48 :
2066-2073) o CLZ40 7s E A S b o HRAS A AN A O BERE A Z A (4- IR R A2 1
BRI L ) ) 6 — WAL o — R 2 (8] JE B i K Al 1E NI 48 rh (Chiara, 5%
A, Biochemistry (2003) 42 :13457-13467), HTik 4— U5 K 52 14 8 5% I 10, 55 GABASZ 14 .
TR £ LR SZ R I GABASZ AR RS R IE 4R 7, P U I Sl 30 BRORR IR 771 45 5 R R 14 hnsieak
VAR 7K AR R FF EL RS o0 18 0 | ) 4% 31 B 1) 26 KA s B Fm] gk N E (Willenbring,
& A, Phys Chem Chem Phys (2010) 12 :10263-10269 ;Williams, Z& A, Biophys J(1999)77 :
2563-2574) o BRI , AT T 7KK 70 T 1] BEAS BELE AL 8 1 DB s B AR 8 /K 2 1 AT
WTEIE I RE

[0543] I8 ik W N BRI ) 0 S e, A, R AR AR Bk 1) NMDA 52 A4 1 7 — 22 /b3 7 —
16 36 K I 0 3h 75 45 & A &S R 4 (Brosnan, %8 A, Anesth Analg(2011) 112 :568-573 ;
Dickinson, 2 A , Anesthesiology (2007) 107 :756-767) . {HJRAEF 7 357K [RAH T AE F % T K
PSR — BB S AR R TR T 2 EE RS, HR R HE R — FERSCR BT 7R I B /N Sie K
7E NMDA i1 GABA, 32 & 2 [B]H FTANTA . (R R iX ez 4K J8 T AN AR R G R A R AR R
W, BRI ABLT- Rl g, SEBRR T BT R F R AR 23 T IR AT/ BURARRT K 237X OB os
KA E AR B ARRS S A/ SRR R 7 i 57 B2 K A R AR R A A Az A A . $
FTEYL , A7AE S NMDA 246 AH BLAE I DLe A B+ 838 W 3 B 7 e 7y - i e — 5 28
B, I HAiZEE W5 KT 0078 GABAZ (R & il iE i T T f Al . X SR A2,
BB I N RIS E R KGR FEAH ORI A B RN, I HLIK SOy A R e {EDK 1]
1EHA LR R G R AL B TE 2 7] B30 () BN AH D% B 11 22 TR) (B S AR AL

[0544] KT 7KW At B A LB () 8 ] REAEAKAH TR AN B 298 1 0 7 LU Eh 5 52 1k 2K
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(R B A AL K FE g e e Th g RIFE, H™ A2 BRI K Meyer—Overton KK
IR AN S AN 1350 sl R AT EE T FR SEAL 1 Th A% s 5 A /D BRI ) D) 2. IF
HAAAT S ) NDA ke — iAW AT E (370 B LA KV fdt B2 ) 38 [R] 1 o
(Eger EI, 2nd. Mechanisms of Inhaled Anesthetic Action In:Eger EI, % 2 jix . The
Pharmacology of Inhaled Anesthetics. IL, USA :Baxter Healthcare Corporation, 2002 ;
33-42) o FEARFHFTE U 1, 2- Z GOSN TRIR T B R B FRAR MG D rh GABA,— <8 4 HE 14 48 i
(Perouansky, %§ A , Anesth Analg(2005) 100 :1667-1673) Bk NMDA- {& #fi ¥4 CA1 4 £ JC
(Taylor, Z& A\ , Anesth Analg(1999)89 :1040-1045), Jf H A BEAE KM L R G i H &
H 7 R D IXBE RGN . B PR B KIS AR L, A7 AR 32 R8N, ) 22 ) 400 Rk — 1 dn A 52
B NMDA 52 PR FH XS GABA,SZ PR A2 1T o BEAR B IAGE 7R r 1) JRR I 771 48K 1 B 280, 5 245 70 7K v it

G, FF BT BE H — Rl e 2 Pl BRI SR — 52 A0 RK Rh 28 28 40 40 1l I o ik 1) 3 R ke o AH
B, S ARPEE SR KSR P A L AB PT DL T8 SOGE T4 S PR BRI 5 3% 0 oy o0 B2 55 A B IR A8
TIHIE . W RIZ55 ] el i 55 22 40 i 2 AR B T8 (R SR AN DA B AR R4 E T, AN
0 9k /) i R B8 T R 8 T I AT SR I S FBE AV AR P ek /), Y 1 S0 8E 5 —TT B A2 GABA,
B H 2R 32 A — B SR A0 2R R DT R AS & P LG 25 o AR B . AL, T SRR
) — BB 32 VR BA S T a0 B A B KBS AR R I 2550t ] DL AR AN T R 25 A 1 o,
UIAE GABASZ R AT k2 JF I & 1E (Raines, Anesthesiology (1996) 84 :663-671) . #H

2, NMDA 52 1A B8 i 33F 5 BI04 S PR BRI S0 PR L - B4R T, 43 AREATTANAE Ay X6 T RN SRR I 551)
AR FH S B 5 2t Jir 3L, BR] A 245 7900 e AN R YT NMDA 32 A —FE B AR AR PR AE (3R 3) —
BB A& 0 A /Nl (Liu, 28 A, Anesth Analg(1993) 77 :12-18 ;Taheri, %
N, Anesth Analg(1993)77 :7-11) .

[0545] AN K AR EE W] P NMDA 52 A AR, (HRST AT AR D6 SR BEAE S ML 0N o A
PR I 2 R A T 1- B 2- B A B BB R AR, BEERAE 1, 1 - S e
Ja s TREIR 25 B 5 R AU 7 AT — () b BERE P RO RR ) 1- B 2 (3% 2) o« PRI, 70
V57K 7 ¥ B SRV SR VB 255 (1), HA 9l 70 1E A 1) flL U - SR B 1 o )
PRI, X T B SR RO YE R, 5] e KB K MR BE 75 AR 7E IR IS h 1) [R] I SE 25 5
W H SR A vl AR — 255 AR RIRKAR I (3R 2) AHEL, X T ke 2L Mk, 7] B S DALE
SRR AR ST B o X AT LR A AT A AR 9T TP L 2 FLH AR R T HA L BB i
P ER)JE P NMDA 8k 1B o AT B SRAS ] R — e SR R A e SRR, JUDRE T4, R
JEE IR 7K B AR B A B BEAIR

[0546] B AT & H BE 4 N R BE IS, GABASZ A4 =1y D 25 i m) T35 . 3X 55 4 4 1

I K T )RR KRR 5 00 F R I 55 &% ) B Meyer—Overton Pl — 2 Mihic, £ A, Mol
Pharmacol (1994) 46 :851-857 ;Horishita, Z& A , Anesth Analg(2008) 107 :1579-1586) . 4K
1M, FEROEZ AT E S AP NMDA 32 R B DhAE B R I K KANF . KEEL &5
2y 25— A —40% ) NMDA SZ AR L. X1, Bt iE ] BirEsli bk 5L 5¢ 43 NMDA
SZAREI, ARITEREE 1- JREEHEEA S AL 15 % (¥ NMDA 32 4K e il DX o W P A AR 42
M ANEESE , Jit AANT] BERE S B B8 121 1 oA v ik 8 T 0k 3l ) S AR PR 1 7 T 28
Ao REIGIN T 2900 a1, 182 ] REFR AT S AT 1 i o R O B PR 2 KV At 2 ) 245377 4
KRBT o AN AIXHE NUDA 52 K T 25 1) 22 S A A s it 12 252 140 5% B JBE 7K 7K S Ak AR 1 - i
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(pre—cut—of ) WK 255 (K K V5 i E -2 1) (R RHOG 22 5 o

[0547]  F )i, WRIEF) — BB0RME A2 A I B B FIA [R) R /K e P A AR i 5 — v PRk
IR R, HonT A By ToRrgh vt o BRI AEAR 2 Prida 208, 1 R o ik SR A2 Bk
%, MURZEIER , W Wi A f#e <A 2 (hypoventilation) o ANEZ5RUMEFTR] BE
ANIF 0 32 PRk sl il s LA AT BRI, 4k A DLod/ N K 8 LA T NMDA
SZARERIEAE , T ASRAZ N T GABAFHNT NMDA A2 f4 () 26 3oy S 11 3 EL 1 NMDA 52 /&30 i/ &
(0 2C B P NAZ A FRAC BRI B o AH R, BN A T A3 A 6 52 PR e T 4 75 L 3 A A
NMDA 52 A4 H A5 280 B AN S22 55 AN [R], WU vy FEE AN T ¥ 2430 T e e A 0 LA S8 I 8 R /K Vs e P v
T+ NMDA #8511, AT sk 232 AR B de 2 BEAE o R, 22 Sk H A 3R R 25 T i
BRRG . RVPRAT] RE BT BR324 G5 G (1A 1 RRIEE 511, AR Ry s R K Ak
FETT 2 AT NMDA 52 44 () 4 00 e e 14 (3] 6 GABASZ AR JE AU R o A 21 /0N I VL o FEE A
NMDA 52 A Kb PR R IR A% 01328 K T-7E GABA, 32 A4 AL IR BRI A% 77 » A ] BE3R1F46T T~ NMDA 52 {4 [ AH
X BRI S M o

[0548]  SCjfs] 2

[0549] 1, 1,2,2,3,3, 4- -BHEI bt (CASHI5290-77-4) 5| BRI

[0550]  Fr A3 0 HIWR N BRI SR 0 22 Bl ANAHOC BRI 52 A4, # aniis B -3 (TM3) 24k, #5
JBE 4 (TM4) 3244, B TM3 A1 TMA 3248 & o BT 74 1 812 MRBEK R 2 2 (1) — &R 51
MIEIERE , ERRE, B, EWRE, IERE, AL, - FEksied, —pedkmk, kit
2K, W, [ARGEE, B, BRI, FABREE. FRATIAE P BRAN MO R AR R AR A A 5T T X
G T LE VAN 2GR BT NMDA A2 4K (TM3 BB K5 R R ) FH GABASZ R (TMA BB X A it ) 1
R KT GABAAHAS NMDA 3244, BATRIAERF M Z s, IRBEK A, 8l AR
ZIREREE. SR, AFAE5E T4 1. 1mM, HATZ) 0. 4 22y 2. 9mM 1] 95 %6 B15 X [A] (1) 7K ¥ it
FE = R PR U (78 pH = 7 VFE K P BERISAR AL ) o EOIZBI(E 5T R] s AL S ) RS 11
PEIVEY NMDA 52 R FF IEMEVE Y GABASZ Mo LA B AN m] i 1AL S A IE PR T 17 GABA 52
o BAVEYEE T T HEERZAK , K2P HIE , F1H R 488008 08 1) KK A A i
[0551]  FIRGhRAE PR O ZR A T %5 i e R ), PN oA ok 34 JRR IR 51 P 52 A4 80N g 2k
FFRALL 0 BRI AT LA AG Ui A 2502 L I i PR 0 R b e 3 L 2 AU R & M 1 73 o A
IRTTVE, IRAVEEE T AT A YT GABA S AR — Se 5 1L BR p AU A ER i AR R, At
TR GABAAHXT NMDA 52 AR 2% e Bk (B, 3850 GABA 2 44T ASH il NMDA 52 14 ) 11
2iFlle BAVEET 1,1,2,2,3,3, 4= BRI LS (HFCP) (CAS#15290-77-4), I H i ¥ fi#
FEFIIN T, & o b BV GABA(EASTE Y NMDA 52 A1 R 4545 5 BRI A3 ( B BIBRAE MR
PP HAE AR B AR SR ) o HECP 2 TR TEWR AN TR IEmA K P AR e 1, 9F LR
AR 7SR LRI R A%

[0552] DL 1 ARSI 1040, 2 (CEXI{E +SD) %, HFCP 78 4 H g ND4 /MR 5 | A2 79
IERYT (righting reflex) I (REFAIBAINE ) o 1R FILE IS Tt 72
ARG BRI . 2 /BT RIS, 7EZ0 1 20 B 20T HECP A i, /D IREK . 2 K
S WA BRT A0 i R 2H 2R ) 2H 205 P 2 R s SOE B PR E S o 0 F G K i R T
(), 1,1,2,2,3,3, 4- LRIF LA G GABA,, H &g, Fl—Sb3ME M , (B4 mik
POFIZK e FE R A6 NMDA 52 A4 T M o SV k2> NMDA B2 AR 30N, (B2 1, 1, 2, 2,3, 3,4- &
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WIS RE S 7 AL R 2 BN 1L Bl T T I 2 R, BT b E i 2 ) AR I T R AL
AL

[0553]  mRIRATHTAN , EEA AT IX 28 2550 () VE I WL RS 1t — 450 X RIA T4 T8, BT
BB BN BRI FAAE R o 5 R PR AT FH H, W N BRIR ) B A 259 B AR VR T T a4
(B2 kr (safety margin)) sAFAER I S FTFI B 22 225 T sk . ATV E T
M (IR KSR RE ) » HX 1 e RN BE 15 1 15 A B T 1 Ll A AZ B 2% (1) 1 51 52
MOREER . ROV T IZAR, TS E T 1 AR FH (08T IO & T R 7). (HECP) , $L
= NMDA 24K 5

[0554]  SCjtifs] 3

[0555] 1,1,2,2,3,3,4,5- J\FIFEAE (CAS#S828-35-3) | ki

[0556] LA 1 AN KSEHT 3. 340, 4(SFHME +SD) BRIk E, 1,1, 2,2, 3, 3, 4, 5- J\RIHF L
f (CAS#828-35-3) 1F 4 H AR Sprague—Dawley K 51 HIIE RS E R %2575 BA
TS IEA AT SR, I HLAE S Puist bl o | BRI 7y e 2475 i o 72 28 1 ATk 2551 5
KEAEDNT L B W EERIFREE SN Wil HoARRREE N, 1, 1, 2, 2, 3, 3, 4, 5 JURIF K
BRI EGE GABA,, H 2B , Al—Le) P B , (HAE Sk MR K A B R4 NMDA 52 4
WA RAE R Z NUDA 2R, (B2 1, 1, 2, 2, 3, 3, 4, 5= J\TRI e i ge i =2k 2k 2
HIDE N LB BT 5 253028 5, AT 5 b B2 30 7 A 1 T RE AR AL

[0557]  SEjiffsl 4

[0558] AR VUSINLiR (CAS#355-79-3) 5| AL ki

[0559] DL 1-10% I, A VUL (CAS#355-79-3) 5| ACHH IE [ S 113 2%

[0560]  SEJEfH) 5

[0561]  2,2,3,3,4,5~ /NTPUE -5 ( =5 S ) — Wi 5 | BRI

[0562] DL 1-10 % 1 3K J&,2,2,3,3,4,5- 75 9 PO & -5-( = 5 35 ) -k i ( ok A
CAS#133618-59-4 Il CAS#133618-49-2 [F) MR KITRAY) ) 5B IE KAk,

[0563] st 6

[0564] A&

[0565] & A SC R HEIR I AR BR IR AL A ) I — AR 5 ZE R AR LN o — RN X
RE 2 G IR E T RS E RS T R 4 9

[0566]
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1351959-82- | 1- f -1-[2.22- = %

4 -1-(=0 ) L5 2K -

[0567]
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.
4,4.4- =53 3-M (=5 | Mochalina, E. P.; Dyatkin, B. L.; Galakhov, I. V.; Knunyants,
14115-49-2 HE)-1- T L. L. Doklady Akademii Nauk SSSR(1966), 169(6), 1346-9.
Delyagina, N. I.; Pervova, E. Ya.; Knunyants, 1. L. Tzvestiva
Akademit Nauk SSSR, Seriva. Khimicheskaya(1972),(2),
376-80.
112233444 1 #
3056-01-7 | -1-TFg

2234 44- N HB(=

782390-93-6 | F T H)-1- T
3.444-MF3(=RH
90999-87-4 | FH)-1-T
1.14.4555-b#-1-1%
313503-66-1 | &
1,1.2233.44555 +
57911-98-5 | —%-1-/%EF
-
11.2-=5-1,2- (=5
362631-92-3 | HEHE)-ZH%
Venturini, Francesco : Metrangolo, Pierangelo : Resnati,
1,112-P & -22-0(= | Giuseppe + Navarrini, Walter 3 Tortelli, Vito. Chimica
115395-39-6 | mHEEHE)-The Oggi(2008), 26(4), 36-38.
Navarrini, Walter; Venturini, Francesco; Sansotera, Maurizios
Ursini, Maurizio; Metrangolo, Pierangelo; Resnati, Giuseppe;
Galimberti, Marco: Barchiesi, Emma; Dardani, Patrizia.
Journal of Fluorine Chemistry(2008), 129(8), 680-683.
Adcock, James L.y Robin, Mark L.; Zuberi, Sharique. Journal

[0568]
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&Y REWIZ % O
of Fluorine Chemistry(1987), 37(3), 327-36.
Cantini, Marco; Metrangolo, Pierangelo; Navarrini, Walter;
Resnati, Ginseppe; Venturini, Francesco. 7 AF| % (2007),
IT 2007MI1481 A1 20071023.
Marraceini, Anftonios Pasquale, Antonios Fiorani, Tiziana;
Navarrini, Walter. Bk ¥ F] 115 (1990), EP 404076 Al
19901227.
I« = & 7 %
H)-1,1.2,2- 05 -2-(=
40891-98-3 | B IEL)-240
Adeock, J. L. s Lagow. R. J. Journal of Organic
Chemistry(1973), 38(20), 3617-18.
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[0583] {ELL T H Mt TH MGl — R %, BFERELEY, F
1 Chambers, “Fluorine in Organic Chemistry. ”WileyBlackwell, 2004. ISBN ;
978-1405107877 ;1skra, “Halogenated Heterocycles :Synthesis,Application
and Environment (Topics in Heterocyclic Chemistry).” Springer, 2012. ISBN :
978-3642251023 ; UL A& Gakh, F1 Kirk, “Fluorinated Heterocycles” (ACS Symposium
Series) . American Chemical Society, 2009. ISBN :978-0841269538,

[0584] 2

[0585]  iAXEE & i 77 g TR 4 38 Howl DN A T 4% 30 o 408 (1) e AR B2 R
WA G (AR TR L) KA . il i AR & By ud B 1t 2 2% SO 6
B A B F, # 41 ,Mochalina, % A ,Akademii NaukSSSR(1966), 169 (6), 1346-9 ;
Delyagina, A ,Akademii Nauk SSSR, Seriya Khimicheskaya (1972), (2), 376-80 ;
Venturini, Z& A ,Chimica Oggi (2008), 26 (4), 36-38 ;Navarrini, 2% A , Journal
of Fluorine Chemistry(2008), 129(8), 680-685 ;Adcock, % A , Journal of
Fluorine Chemistry(1987),37(3),327-36 ;Cantini, 2% A, & K # H i (2007), IT
2007MI1481A120071023 ;Marraccini, 5 A, KM LR HE (1990), EP 404076A1 ;Adcock,
2 N, Journal of Organic Chemistry (1973), 38(20), 3617—-18 ;Aldrich, Z£ A , Journal
of Organic Chemistry(1964),29(1), 11-15;Weis, Z& A , Industrial&Engineering
Chemistry Research(2005), 44 (23), 8883-8891 ;Arimura, %& A , Journal of Chemical
Research, Synopses (1994), (5), 202-3 ;Du, %¢ A , Journal of the American Chemical
Society (1990), 112(5), 19206 ;Galimberti, % A , Journal of Fluorine Chemis
try (2005), 126 (11-12), 1578-1586 ; 1 Navarrini, % A, KK ¥ & F) H 3% (2004), EP
1462434A1, 8 % , Al LL A B %] W0 4E Navarrini, % A, Journal of Fluorine
Chemistry (2008), 129 (8), 680-685 H il I B X WALES (hypofluorite) ¥ MIAH S ]Ik
BALBRA ARG A

[o586]  7F LAY K HEIRBALBEA N T, LAEIRER (semi-batch) J7 V44 IR AL BR T
NYERFE T R iR B (R Vs v b, B E AR TP R o IS N S N W] DL A RT3
1 250m1 ZE EHN 2 (American Iron and Steel Institute) (AISI)316 ANEMN, H
AN ARV E o Il S N 25 1T DL CAHE B JEC IR AN R R ST . T IR S 8 1 Sk mT DLke
A T WA R H CVE R/ LA R G IS N s (R EERIHE <
LA UE R 4L AN (IR), ARG SIS (GC-TCD) FILLAMSAHERE (GC-IR) #irE
Lotre ElMNERIG , BN H 4nl/h BZUERRZ 30min, #1425 IF HA Qg <
FHETE (GC), GC- Ui (MS) , HEILYE (\WR) °F 23 M7= A MR &9 7T LURA R NI A
ARl L R (NG A

[0587] 7 HL A A S [ YR AL RS 0, R A e I s T 2 R A TR s v A T £ T 75 i

[[=H
0

g s
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FEAE T SR AR T ERE . PTIR s N ] DUTE S S0 H (K e A e BV 28 (CSTR) H LA Ak 511
ISR EAT o JITIR O N 28 B BRI, A8 T 75 UL B2 v H0 O HLRE A 4% CFL0F (2. 35nL/
h), He (2. 5nL/h), COF, (0. 3nL/h) HISARULEERL ERA S gz b (B, IE4) 12min) , Z 5
TG IR e IMANIRIEZ TG, N T 24, AE4T TP IR I W28 2 BT WA A0 B B AL
Mo A T NFEP R R R ZHOE B REALES , WAHRT LA 4nL/h B0 -80 2 -90°C
HIVE FEVE B 2 30min, 2 5 B im FE 4E 7 4F -80 3 —90°C KIYE N, 7] LK 4 2ml [ CFC1 =
CRCT N s A28 H DAY BT 4= s s R AL R o Bt (19 CF,0F 5 CFCL = CFC1 584 IV,
724 CF,0 - CFC1 - CF,Cl.

[o588]  XIALILACLEAIEE CLf

[0589] P ARER AL MR CRE & T R G TR 4T IF BT UL T & AR SCh 4
I ) ACER BEE R O bt BRI AL &), AL FE G54 20 V A VI 28, A o AR e bt
A ARER Cobt & i Ul B M 2 25 SO RS AR T, B0, Imura, 56 A, Jpn. Kokai
Tokkyo Koho (2001), JP 2001261594A ;Heitzman, 2% A , Journal of the Chemical
Society (1963), 2819 ;Sekiya, Akira ; Z& A ,PCT b 7 JF WO 96/00707A1, Sekiya,
2 N, Jpn. Kokai Tokkyo Koho (1996), JP08143487A ;. Rao, 2 A ,PCT b N JF
WO 93/05002A2 ;Burdon, %2 A , Journal of the Chemical Society(1965), ( 4
H ),2382-91 ;Yamada, % A , Jpn.Kokai Tokkyo Koho(1999), JP 11292807A ;
Otsuki, Petrotech( 4 5T, H 24 ) (2005), 28(7), 489-493 ;Takada, 2 A , Jpn. Kokai
Tokkyo Koho (2002), JP2002241325A ;Suzuki, Z& A , Jpn. Kokai Tokkyo Koho (2001), JP
2001247494A ;Sekiya, 2% A , Jpn.Kokai Tokkyo Koho(2001), JP 2001240567A ;Kim,
Z N, Jpn.Kokai Tokkyo Koho(2001), JP 2001240569A ;Sakyu, %% A , Jpn. Kokai
Tokkyo Koho (2000), JP 2000247912A ;Saku, Z& A , Jpn. Kokai Tokkyo Koho (2000), JP
2000226346A ;Yamada, 5 A, PCT [ Fr 2 JF W099/50209A1 ;Yamada, 55 A, PCT [ fx 2
JF WO 99/33771A1 ;Sekiya, & A, PCT [H 5 2 JF WO 98/51650A1 ;Banks, %5 A, Journal
of the Chemical Society[Section]C :Organic (1968), (5) :548-50 ;Stepanov, %
N, Russian Journal of Organic Chemistry(2010),46(9) :1290-1295 ;Saku, 2 A, Jpn.
Kokai Tokkyo Koho (2000), JP 2000226346A ;Sekiya, Z& A, PCT [H R /A JF WO 98/51650A1 ;
Sekya, 2 A, Jpn. Kokai Tokkyo Koho (1996), JP 08143487A ;Yamada, 25 A, PCT [H R FF
WO 94/07829A1 ;Anton, PCT PR/ TF WO 91/13846A1 ;Bielefeldt, 25 A, Bk¥H LA Hiif
(1991), EP 442087A1 ;Bielefeldt, Z£ A , FE[E A JT (1989),DE 3735467A1 ; il Evans, 2%
N, Journal of the Chemical Society(1963), (+H),4828-34. 8%, FALKIFF L HEA IR
WHIER e ] DUAE I AE Evans, 25 A, Journal of the Chemical Society(1963), (+
), 4828-34 ;Burdon, Z£ A, Journal of the Chemical Society(1965), (V4 ), 2382-91
HRER RS B

[0590] R fRER bt sl ki ARFR bt i] LU I H S BB AIE IR s ARER Gk G e, g, £
Evans, Z& A\ , Journal of the Chemical Society(1963), (+ H ), 4828-34 A, &
AT, H () ®E SEEhEALE ARG, ik - R R R 2 M ()
BINGRE . XL (R WING AT DA ERAEIF HorT LNEATTHI 2 280 () SR AH
FAED . HERRREMARG T REER RN, I H M -E2- AR Bel ek, X 15
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BING G EABR R RN, £ -20°CH () \INGZER A SRR — 2B b 1 it
VR T . ARG, KRR, BRI R -20°C BRI 50% v/v il
M, HEMAKBERILITER M . F TR MeS0,) LM i ik R SR I IR 08 e (1) L7 2
B (Ux 1,7 ZZRVUET (R) BIEREEY (180g. ) , il i i & A A6 (4F
HKAYB, 100°C , Nk 601. /hr. ) 4385 LA 7 il & 1) TH- JUIREE O & A T e, Hon]
DLIE e e I — ARG — Akie 1 (1 :3) RSB A AP I =R UHHEIE T . (R) B
S J R OU B R 25 5 i) ol ok B = A Bl AL, BE ik 7 R R AL AL R, DL AR A B
PR () mIkt. () WM () WML RR AT DAE AR 3047,
BLFE, B, AL, NMR OGS, Bl , ieE , AR EE .

[0591] A = H A SAHBAA AR L= AN () MIAEAAN () BIGEITU
= A A AR 5 F S AR R IR i £ R 1 (B ) OGE & i, B, Heid tzman,
2N\, Journal of the Chemical Society (1963),281-9 #ik. XTI LIS AHRAL ,
K IR R RN B YEFRRAE 190°C —250°C 1) = AL Eh 1 SN AS o B R A T 4
AR EN AR BIE A I BB R 2% AT R B AR A RN B B S 4R
ANVKIK I IR BR SV B V. 2 PG RIAVLUZE IR LM T8 -6 IR g 2em
Dixon PRARIATEIR (1/167x 1/167) MEAERS (4" x 17) &M, 8l /0 07 B 6 2 il
. AT () BN () BMmERERE, J8% () s3Itk
JEIE R o X TR, B i e R A AR L 28 A 72 Bkt 1A S 48 —78°C F B A St
4hr. I AR EBNKEE (10% w/v) ISP YA R B ¥ () QR
T (P,0,) FFzemi , JF H ol LU SAHE RS FILLAN IS 3 . X TIRIR , 75 0°CHRE182 1)
BEFR ) (3R ) SURIN BT IS AL B B e /K B e B 2 v o il 258 B e il A 74 4]
F T8 CHIR AT 76 16°C 5 /NNIHIHEfE , 78 0°CHd /MO A TKHES O I ER IR
(10% v/v) LABSAARE AR R A AR B, @A (27 x1/47) 2808 £k = 9F B LA
B SAHEIE R LA GIE 7 Hrk B A -

[0592] IEIEVSINARAHNE () MMM, EANBHERCREG KR () BRMRE,
B, /1 Burdon, % A, Journal of the Chemical Society(1965), (P4 H ), 2382-91 #
e M TR, RIS KAEE T, ¥ (F) R ESEERNRIES. X TR, f£0C
WHRAKBE I () AWML 2he. U5 TS AL BEAE S KBE P PR W o RO
RS EBFE 2hr. , FF HBE S CLE 77 U 50 B MR R ok & AL a8 . @k 7R B e
R JERY 6 ST AEZE T T4 (MgS0,) HIMEZE, LB AR Y . 7k B HI AR AT LU i UM (i
FEMI AR 8 [ olan, A 4. 8m. x 35mm. F4%, ZEIHARK —HIIR — T8 - ket (1:2)
JEIZ 98°C N, VALi# 111, /hr. To BEMGAIZES> P LB 20401 (IR) R/ BENMR 347
[0593]  pqfC g

[0594]  p AR BELE A K AL TR 4T LA T & A SCH 3R 1 <R
TN B R EEAL A, RS A TTT R R S, R IR A% W ke A ki U B M 2
SRR B R H AR T, B 40, Krespan, 5§ A, PCT B Br B 3E (1991),W091/04251 ;
Krespan, 2 A , Journal of Organic Chemistry(1991),56(12), 3915-23 ;Coe, %%
N , Journal of Fluorine Chemistry(1975),6(2),115-28 ;Burdon, %% A , 3£

+  F] 5 3,883,559 ;Burdon, % A , Tetrahedron(1971),27(19), 4533-51 ;Adcock,
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2 AN , Journal of Fluorine Chemistry(1980), 16(3),297-300 ;Dodman, %%
N , Journal of Fluorine Chemistry(1976),8(3), 263-74 ;Meinert, 2 A , Journal
of Fluorine Chemistry(1992),59(3), 351-65 ;Berenblit, % A , Zhurnal
Prikladnoi Khimii (Sankt-Peterburg, Russian Federation) (1980), 53(4), 858-61 ;
Lagow, % A, % L M| 5 4,113,435 ;Berenblit, % A ,Zhurnal Prikladnoi
Khimii (Sankt-Peterburg, Russian Federation) (1975), 48(10), 2206-10 ;Adcock,
4 A, Journal of Organic Chemistry (1975),40(22), 3271-5 ;Abe, % A, Jpn.
Tokkyo Koho (1974), JP 49027588B ;Berenblit, %2 A Zhurnal Organicheskoi
Khimii (1974), 10(10), 2031-5 ;Adcock, %8 A , Journal of the American Chemical
Society (1974),96(24), 7588 ;Abe, 25 A ,Bulletin of the Chemical Society of
Japan (1973), 46 (8), 2524-7 ; fl Sianesi, Z& A\, 7E[E A JF (1972),DE 2111696A. i ,
WAL B e mT DUIE I 28 = AL ARG (CoFy) B4 Y JUAN IR A1 S Ak — B ek & ple , il
7F Burdon, 2% A, Tetrahedron (1971), 27 (19), 4533-51 4R . 28 F - WE4F 8 5 7] L
A A A IE MR R DGR A, BN, W7E Coe, %8 A, Journal of Fluorine
Chemistry (1975), 6 (2), 115-28 A,

[0505] 7% Mt &Y ) 22 CoF g Ak — ML 4% ik 72 v, 4 9] &1 ¢ Burdon, % A, Tetrahedr
on (1971), 27(19), 4533-51 51, £ 100°CAE N7 (10dm °/hr) A — B e 1\ B FE 1
CoF, bRk (%%E L4 1F Bohme, Br. Dtsch. Chem. Ges. 74 :248 (1941) FlBordwell, ZE A, J Amer
Chem Soc 79 :376 (1957) iR ) o fEFTH —MELEE N N 8% )5 (K4 3hrs), FAMKEEN,
W 2hro {E ~T8°CHEr= AR IFFEIANVKAK o 23 B 7= AR Ak, HAEREAFAE —60°C YT
VEVUSR R . KRB 20 (B0, DU ) SR EAL R ) F NaHCO, 7K 85 VR0 Wk JF
M P08 22 421 Dixon PARIHAHE (1/167x 1/167) ¥ 2” HAERE . WAL 5 AT LA
WD niE R 2 B R - W EE (GLO) 2 B I A il L GLC, TR, MS A/ 5 NVR 737
[0596] ML 7Y ) 2% KCoF, gm 4k — Mk o it F2 vp, 4o 45 4 Burdon, 2% A , Tetrahedr
on (1971), 27(19), 4533-51 R, = RELELE Nyt (10dm °/hr) FPad i i (230°C)
FIPEHEI) KCoF JK (%34 E 7 Burdon, 28 A, J. Chem Soc. 2585 (1969) F ik ) . WSt
2y 3hr., FFZJE4kE: N 2hr o K WA HI 22 T8 C AR BE b 5 L ACTB BRI T8 LA
AR R RO EIA R, SRR, AT RARE— B, S B AR - g (GLO)
Wy Estpan , @ik GLC, TR, MS A1 / 8% NMR 23#r

[0507]  HURIIZE ALF, AR O — MERe ik e, Wil 4 il Burdon, %5 A, Tetrahedr
on(1971),27(19), 4533-51 PR, ¥ —BELLAE N (L. 5dm °/hr) Sl b i (€8
FANE O P RUEIRAE ) 700 ALF, (B EARZRAON R ) MBEEE (127x 3/47) . ¥~
WP EEAE PR S E B o R 2RI e A0 T v TR 229 390°C 2244 490°C 113G
LA Sl o ] DA i 2 A B R - WA (GLC) i — 2240 & A AL =4 9 i ik
GLC, IR A1/ 5 NMR 73 #7 o

[0598] P4 S

[0599]  pq A A H I G BT R TR 4 JF BRT DA T A AR S0P R
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AL A BRI AL A, BHE S TV IR L B R e A A RO I A U B
Z % S ER B RS BR T, B W, Kawa, 25 A, Jpn. Kokai Tokkyo Koho (2000), JP
2000143657A ;Russo, & A, Wk ¥ & H H iF (1999),EPI37720A1 ;Russo, &
N , Journal of Fluorine Chemistry (2004), 125(1), 73-78 ;Navarrini, 2%&
N , Journal of Fluorine Chemistry(1995),71(1),111-17 ;Navarrini, %% A ,
Bk 9 & F) B (1992),EP 499158A ;Navarrini, 28 A, Bk W & F) H 3% (1995), EP
683181A1 ;Muffler, % A , Journal of Fluorine Chemistry(1982),21(2), 107-32 ;
Anton, %& A ,PCT Fr B 3E (1991), W09109025A2 ;Berenblit, %% A ,Zhurnal
Organicheskoi Khimii(1974),10(10), 2031-5 ;Berenblit, % A , Zhurnal
Prikladnoi Khimii (Sankt-Peterburg, Russian Federation) (1975), 48(10), 2206-10 ;
Prager, Journal of Organic Chemistry(1966),31(2), 392-4 ;Throckmorton, Journal
of Organic Chemistry(1969),34(11), 3438-40 ;Sianesi, 2 A , & no T
(1972), DE2111696A ; Fl Navarrini, S8 A, BRI LR HIE (1991), EP460948A2. 1EH ,
A = AR R T LU SR I - (AL ) 9 e (BDM) 2 ifCHaid sk &, il , M
Navarrini, 25 A ,J Fluorine Chem 71 :111-117(1995) ik 185 38 ik Sk 48 25 o 2 1
A B 5 WAL S RN R, B, Gn Muffler, %8 A, J Fluorine Chem 21 :
107-132(1982) fEiRH .

[0600]  7F LAY R — ( JUAEIE ) o ke (BDM) s in T i A e iy e iy, 5, 4
i Navarrini, 22 A, J Fluorine Chem 71 :111-117(1995) #iiR{¥ , AT LAE H i gk akiE
BRG . (EPELRGN BT, BYEFFEL) -196°C 2 25 CIR T W 1), 20 Bk
PibEas , [Pl sty , POiRl, PEBAA (plunging) & KB R NES (20, Navarrini,
M NI 1, TERT) 8% 0. 2-5M % (50-300m1) [f] CFCL,, CE,CL, P IR R Bk 4l idi ke o Bl 5
¥ He L 1 5 LUIARRE IR (RS ) Pt CRWEZ 1/ DINGUE ) TR AR
N2%, B2 90 % MG B A8 o ZEAS 2% 5 T 2B iR il R NV IRA W) UL BRI 1 AR e B,
() CF, (OF) o 184543 74848 F HMS 500C Spaltrohr Fischer 3B 4y B 4N . 1E%E4:
RAN— BT Y |, fE24-196°CE 25 C IR, B AL 0. 4 T+ / /MR He (4
2 FF / /i) RS (36mmol/ /NI ) BRI (RIS ) B GEFIINME S R (2
Ol Navarrini, 2 N[ 1, E07) NEA 1072 10 M GEE R REEG 051 S HIHUR
DLFELS  [FIAVA 2% TR YR FA N 1 2 S S S 2 o EIERLIT IR AT 4hr J5 , B
ZAEAIE IS R NVIRE W LA BRI E IR RN CF, (OF) o ] LLIE I 70 Rz 2l R IR &
Y. T LU B AEIZE -50°C , -80°C , -100°C , —120°C 1 —196 C HIBE 7 5 RN M) 43
WA HIE -50°C , -60°C , -75°C , -100°C , -105°C , -112°C , —=120°C 1 —196 C [ B3/ —
GFIAE ~100°C & 120 CHUERTIR AW, SRVEBIINAE —75°C , -100°C , ~112°CHlc 44t
TAURIR . WU R T GLC, TR, MS F11 / B NMR A0 W e 18 — 48 R ER =40 o

[0601] i jﬁ Dt]: Ili

[0602]  RIARMLIR A BT & gh T3k 4 FF T UL & B SO #5148 7Y &tk
W JRR IR AL & 4, LG X VIT BB 2. ks i Atk PR 16T & 18 1 16 Bk 2 25 SOk A 6 E
AN FR T, B 4, Abe, 2 A, Journal of Fluorine Chemistry(1979), 13(6),519-30 ;
Abe, % A , Journal of Fluorine Chemistry (2005), 126(3), 325-332 ;Jpn.
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Kokai Tokkyo Koho (1980), JP55051084A ;Abe, % A , Journal of Fluorine
Chemistry (1979),13(6),519-30 ;Abe, 2 A , Journal of Fluorine
Chemistry (1978), 12 (1), 1-25 ; % [ & F 5 862538 ;Sander, 5 A , (1959),DE 1069639 ;
YLE LR S 718318 ;Abe, Z£ A, Journal of Fluorine Chemistry (1979), 13(6),519-30 ;
Abe, % A ,Bulletin of the Chemical Society of Japan(1976),49(7), 1888-92 ;
Wang, Organic Reactions (Hoboken, NJ, United States) (1985), % 34 % ;Dmowski,
4 A ,Polish Journal of Chemistry(1978),52(1), 71-85 ;Hasek, %2 A , Journal
of the American Chemical Society(1960),82,543-51 ;Abe, & A , Journal of
Fluorine Chemistry (2005), 126 (3), 325-332 ;Moldavsky, Z& A , Journal of Fluorine
Chemistry (1998),87 (1), 111-121 ;Nishimura, Z& A, Jpn. Kokai Tokkyo Koho(1989), JP
01249728A ;Nishimura, KK | & F| i iF (1988),EP 27127242 ;Abe, %5 A , Journal
of Fluorine Chemistry(1979), 13(6),519-30 ;De Pasquale, Journal of Organic
Chemistry (1973), 38(17), 3025-30 ;Abe, Z& A , Jpn. Tokkyo Koho (1973), JP 48012742B ;
Henne, 25 A, Journal of the American Chemical Society(1952), 74, 5420-2 ;Kauck,
2N, (1952), 3£ H & F| 5 2594272 5 Fl Zapevalova, 2 A , Zhurnal Organicheskoi
Khimii(1977),13(12), 25734, %, FALKIALIE R DUEREIE Je ik — 1 4 2w AL i —oc
Fis , # AL A E, %L%@Tﬁﬂ%%’*\)ﬂi,y\ﬁ'ﬁﬁi%ﬁﬁ%%, I BB S5 A TR A
IR D= A BT 5 A AL A R . SR X250 ZoolRide 508 1, KAl
(%) — TG lR FHC K BEP I LIATHE SR DU A . prad s n] DLGIan AR R 4 o X T 55
im o, O IR AR ER (10g. 8K 0. Imole) HIVRAWIREFIEL 185°C 24 250 CILZ
FEL VA v o 250 R BE T LB Drierite T, TR 2500, S THBERISAL, K2R
K T HDOGAT 5 UV AT BN A B o R sailiid iR 18 TRl ve B2 10K
B A AR, AN MR (5] % T 90 A ERTE DL AL A AL I PR E , K BRI A
ShF,CL/EAW il S M58 FPAE 155°C It 24 /Mo 5 ETH 22y 230p. s. 1. FFAEAH 22 %00
I FEAK 2220 50p. s. 1. o 1% RS )4 AL IR BE () 0K BE b o X T BRI, W]
LN IR T 2. B IREART ShF,CLE 450ml. 4R B 28 P iE v Indi g 125°C /N,
TR L) Top. s. 1. o IEEETHE 160°CiE 16 /M, )% 280p. s. 1. o ¥WHIE , Eid
BB R R Iy o AR RN PR R 3 F SOF,CLAE 160°CReds MY o ) TH2 2
320p. s. i. . RHIG , EEZAMHG, 77 L 7 K2 RACEE . %A WAL PR BE ] DL ik
P~ 10% HCL &AL (bubblers) LAEBRTAERIEREE , WL 1) H,S0,LA 25 B A i R 2%
ke, J%Eﬂi):MPosﬂ’f:‘ﬂo A LAE Ui GLC, TR, MS R/ B NMR 23 M 4L 4 o
[0603]

[0604] ﬁﬁ%”ﬁ?f]’*\)ﬂiﬁ%% g TRAFHT UM T & A S i id 1
i AQ DY A W R B AL S, RS VI BB g, Rl = AR R S R Ul B
Z % W mk o E AR T, B W, Chepik, £ A, Izvestiya Akademii Nauk
SSSR, Seriya Khimicheskaya(1991), (11),2611-18 ;Abe, %2 A , Journal of
Fluorine Chemistry(1979),13(6),519-30 ;Abe, %2 A , Jpn.Kokai Tokkyo
Koho (1978), JP53025552A ;Abe, %25 A , Jpn. Tokkyo Koho (1976), JP 51045594B ;Abe,
2 N, Jpn. Kokai Tokkyo Koho (1976), JP 51082257A ;Abe, 2 A , Jpn. Kokai Tokkyo
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Koho (1975), JP 50106955A ;Abe, %% A , Jpn. Tokkyo Koho(1973), JP48012742B ;
Jpn. Kokai Tokkyo Koho (1981), JP 56142877A. ;Abe, %25 A , Journal of Fluorine
Chemistry (1979), 13(6),519-30 ;Abe, Z& A , Jpn.Kokai Tokkyo Koho(1978), JP
531242594 ;Burdon, & A , Journal of Fluorine Chemistry(1991),51(2), 179-96 ; Fl
Abe, 28 A\ ,Bulletin of the Chemical Society of Japan(1976),49(7), 1888-92. il %,
SEACIERE RT LG i o A 2 A B e DU S R i T D sk R (T1T) 1/ 8] =%
b de = .

[o605] M 7Y [ WL Ak 2% AL S MY ] 40 B Abe Fl Nagase, J Fluorine Chem 13 :
519-530 (1979) Hfiik . W] LS H () L iR T Abe, 55 N, J Fluorine Cheml2 :1(1978) ;
F1 Abe, % AN, J Fluorine Chem 12 :359(1976) 1, M EFALIKALAY) (B, BRI ) %%
AU, TR S E | A2 AL TR AL A, IF FOB = AR R AE 3. 5A/dm* (¥ FHAK
HLRA 5.0 ~ 6.2V [ L s, F1ZY 5-6°C iR BE1T AL 437min (234Ahr) RS HA,
BEE R PRS2 9. 0V FFAh , A8 AR ZE R S s R B (-196°C ) st S i H
WL A RO R . 2 JE, IXEER S I I 2 A )] DA i i AR - TR
i (GLC) HE—2D 7 Bs - HAg il ik GLC, IR, MS F1 / 5K NMR 437 o

fo606] i 70 () id ik DU FUEL BR £ (TT1T) A0/ Bk = s AL &Y 11 4k e S 451 40 7E Burdon, %%
N, Journal of Fluorine Chemistry(1991),51(2), 179-96 HiiR, 118 it VY F 4k 18
(I1T) BPRIFAL, 75 200°C, 28 3 /N INkHe DY SR i bR (R ekt i Wity (1. 2m x 15em AR
(i.d.) ;6Kg KCoF,) « ¥ [ Nias AL (15 F+ /7N, 1. 5h) Wk, FRRBF N BV KB YE. 7]
DL fnigi it GLC, IR, MS A/ 8% NMR 23 By A A R o 0 Tl = AL B AL, 22 3h
PRI 2 W TR SOV AS (1. 3m x 18em AT ;243K 10Kg 1¥] CoFs) o W AE4ERF
TEZ) 120-150°CIIFERI N « ZERMKHT (25 F+ /7N, 2h) 2 ), ¥4 BE (-78°C) B AWEITE
UK EFHKIEVE. G E IR (CBRIRE B /KIS RN G /27K ) T8 MgS0 R85 P ,0,)
3 v LB Im LS By 28 A 4 o 72548, RN GLC 23 A1 o SRAS 4 43 v Lt — 2018
ik il & A GLC (T, Pye Series 104 %4y, HA KIGE FRIES B KL, Chromasorb
P 30-60 (1 :4) I Ucon L.B.550X ;Z8#745 , 1. Tm x 4mm N4% ;2044 9. Im x Tmm N
1) o8, LU A - i 2 RE o o IS BURIE 77 22, W LR AL W 4k . TR Ak
(R ] DL BB B B T (320mm x 26mm PNAT ), HEIH 1 o1 BRALER A B ER
HIVRE. AEHIRT, B 280°Cik 24h, [FIN BT 2218 AW . LA 420°C HIEHERE
B RAT WL 30min. FER G @ A LU W@ sk s dr AR - g (GLO) B4 It
FERACREHE AR 9, FEl i GLC, IR, MS F / B NMR 43#7 o

[0607]  EIIEAA, A S P R (1) St 451 R0 St M T U BH M B 1, FF HARR H %
O BRSO B FR 7R 25 AR AR I, I HL AR 7R A HR 16 52 BRI 5 R DL A T B SO 22
KGN . AT ErA BE, A0 I A A, &R LR g 7 ki 5 | H 2L
HRARTEN
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