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%) 10 7-[3-(1H-m94-5- ) K 8K ]-2,3,32,4-19 £.-1H-2%- 5 [2,1-¢][1,2,4]
KR %% 5,5-— 84
T A: 3-[(5,5- = AMH-2,3- = S -1H-28- 51 [2,1-¢][1,2,4) KSR =4 7-2)
XX E

¥ 68.75mmol BBr; & 25ml —R Y RERBEMELAHE 0TCH
27.50mmol 7-F £K-2,3- = S-1H-E-5F[2,1-¢][1,2,4] K HE 4 55 &,
1Laped 350ml —RFRIERY . ETBTHRIE 24 . BEERAHE)
NRFaK G R H T, K EFRBF 30 540, BB IR S, AKAFRILK,
FERFALZETFRIKRFBEG 5.

b5, >300C
TLEBF ST
C% H% N% S%
it FA 50.41 4.23 11.76 13.46

£ WA 50.00 4.19 11.28 13.41
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F B: 3-[(5,5-= A AH-2,3-= - 1H-& 5 [2,1-c][1,2,4] K F K —%-7-
R)-BKFHE

6,4 7.06mmol EEFEATE F4. 11.02mmol 3-FE LB .
11.02mmol B B4R (ID). 22mmol "2 F2 24 500mg 4A 4-F 7 /£ 200ml =&,
W b g B R B 24 B, e 100ml =R F B B RAARAE, K
BEAR., FRARRE, REEZETARAEL, AR TR/ FE 95/5
BB, SF 4B HEHHES AL, BERLWN Y ETEBT,
RINERE, QKB MY, ek,
B0 229-233C

R E R
C% H% N% S%
it B8 60.17 3.86 12.38 9.45
% ME 59.42 3.96 12.29 9.63

B C: 7-[3-(1H-m9 o2 -5- ) K EH]-2,3-= S-1H-e8- 5 [2,1-¢][1,2,4]-K FF
Kk 55- R |

¥ 0.35mmol =-iET XA H E €4 3.53mmol L& FHKIF =
A 7.07Tmmol B RA=ZFEAAKE Soml =B PRy, $RsY
A 24 A BRAMEEEE, RN, RERAWEEBTIET,
B bmBARE., BELAHIANTBRTETHA 10%EBEERE
B. &-JFmitRAg, B LRGBS seR—k, A INHCI 8k, EBHEBREEG
EILEY, KAFE K EH.

& 155°C
TLEE DT
C% H% N% S%
AR 53.40 3.69 21.98 8.39

5 RE 53.17 3.67 22.19 7.81
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T D: 7-[3-(1H-w-5-F) K A4 -2,3,3a,4-19 S -1H-7bes 52, 1-¢] [1,2,4]
FHAE R 55— R

¥ 10ml Z8Fe 0.52mmol L& FRKFH ZHAE 1.58mmol NaBH,
BETER 30 047, FRAWEZEFTEF A 10ml IN HCL. HHEE R,
RELRRFEN Y, YA ERR, KFALA CBRITEL R, RFFMANL
.
B & 266-272°C

AEKESHT:
C% H% N% S%
WA 53.12 4.20 21.86 8.34
% ME 53.14 4.36 21.93 8.56

LS 20 7-[3-(1- F K- 1H-w o5 5) K & £ ]-2,3,3a,4- 19 S -1H-"1.7% 5
[2,1-¢][1,2,4] K&K =% 55-— &1L
T’ A T-[3-(1-F R 2H-mw o 5. A ) K& A [-2,3- = & -1H- ok 2% H
[2,1-¢][1,2,4] K& =% 5,5-— a4

F 200ul (0.39mmo) R (= ET RK) G R £ 44 1 HF4 T4
(300mg, 0.78mmol)#y 20ml XK ZEEEF R P, HERE R 10 547, Kb
LBE, FmN Iml ks ETRTHBIFEIR. BEREY, HFE1-F2-F
A 2H-m9 o F AR 6 RA Y, WL IRIF AT

IR B: 7-[3-(1-F A-2H-w9 7 5- ) K R 2K 1-2,3,3a,4- 19 £, -1H-7t 2% 5
[2,1-c][1,2,4] K& —k 5,5- — RAL
HMBEAES 1 FTRD 7k, AFE A VP HEFH E WS R,
B 5.2 202-204C
TLEME LT
C% H% N% S%
i FE 54.26 4.55 21.09 8.05

~

55 MME 54.14 4.63 20.30 7.88
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FEHAB] 31 7-[3-Q-F ER-2H-we-5- 3 ) K A -2,3,3a,4-79 £-1H-vh % 5
[2,1-c][1,2,4] KFHE =% 55- = 8fdh
T A 7-3-2- F A 2H-w9 = 5. K ) K A K )-2,3- = & -1H- w2 5
[2,1-¢][1,2,4] X HE =% 5,5- =KW

A dml TR 16301 FABLE A £ 3640 1 R C 22
(500mg) /& 4ml /KF= 105mg NaOH #80& 7. HRAMHER 2 IR RER
R RANELEER. BREHMRGLEY, L/ FHRELEY.
B E AT

C% H% N% $%
A 54.54 4.07 21.20 8.09
% A 54.52 4.24 20.72 8.18

H % B: 7-[3-2-F A 2H-wg 5 ) KR K -2,3,32,4-79 S -1H-7 2% FF
[2,1-¢}[1,2,4] K3 E =% 55-— 8

BRI FTED G E, ATR A FZFON0SWER B,
B8 226C

TLEBE 45T
C% H% N% S%
W HHE 54.26 4.55 21.09 8.05
% ML 54.06 4.78 20.01 8.19

VATF SR80 4-12 BB LG 1 TR F 44, ATRBYRALETYH
MER, R E AR EHRITA,

SEAEH 4: 7-[3-(1H-2K-2- ) K R -2,3,32,4-79 R-1H-7LoE 7 [2,1-¢] [1,2,4]
KR =% 5,5- =84

KA 5 T-[3-(1H-K-1-F) K AIK]-2,3,32,4-9 K- 1H-71t7%-5[2,1-c][1,2,4]
KHAE =5 55 —f it
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LA 6: T-[3-(1H-2ko-5-2)FK f.3]-2,3,32,4-19 R -1H-7b2E- 57 (2,1 -c][1,2,4]
X&%‘g—:‘%‘ 595"’:%4{:‘%

LA T: 7-[3-(1H-1,2,3- =4 5-K) R A K )-2,3,32,4-79 £ -1H-7k 2% 5F
[2,1-¢][1,2,4| K H &K —_% 55-—F At

E A4 8 7-[3-(2H-1,2,3- = -2- ) K & K ]-2,3,32,4- W9 £, -1H-vb % 5
12,1-c][1,2,4] KA FHE =% 5,5-— &L

LA 9: 7-[3-(1H-1,2,3- == -1- X)) K R K )-2,3,324- W K -1H-H % 5
[2,1-c][1,2,4] K FHE =% 55— F W

LB 10: 7-[3-(4H-1,2,4- == -3- K) K R |-2,3,32,4- 9 K- 1H-1. % FF
[2,1-c][1,2,4] K FE —%% 5,5- — QL4

LA 11: T-[3-(1H-1,2,4- =2 -1- A ) KR R )-2,3,32,4- 79 £ -1H-1%- 5
[2,1-¢][1,2,4] K FHEK =% 5,5-— 8L

FAAH 12: 7-[3-(4H-1,2,4- = - ) K R K 1-2,3,32,4- 19 S-1H- 7% 5
[2,1-¢|[1,2,4] KK —% 55 =M

b 13: 3-{3-[(5,5-=8AH-2,3,3a,4- 9 F-1H-vbo&- 5 [2,1-¢] [1,2,4] K
R ek 7R B R E-1,2,4-78 e S(4H)-BR
FI’ A: 3-[(5,5-= B -2,3- = S-1H-2E-5[2,1-c][1,2,4] K 5K —%-7-2)
A X]-N-ZA KT I ik BL Bt (carboximidamide)

¥ 616ul (4.42mmol) = Tehn £ 2 KA B 3 (307mg, 4.42mmol)#)
1.5ml DMSO &% ¥, & RFRIHF 10 947, R INRMHKIERRSE.
KE G R TE A 250mg (0.737mmol)E364] 1 3K B KFE =4, His
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BAE 75°C THEE 16 I EF. KA R RAYEE TR, ARKBFRE. WK
FIRECK 8 ERPRY, Ao\ CH,CLE L E 43 £ 88 | 78 iR X 4 S AFAFAAL

a4,
1 & 165-169°C
AEWERH
C% H% N% S%
AR 54.83 433 15.04 8.61
% M4E 55.07 4.18 14.66 8.95

T B: 3-[(5,5-=fA#H-2,3-= B-1H-7l & 5 [2,1-¢] [1,2,4] K HE —&-7-
A)-FE]-N-[(TEBEL)EL| KT 2 BH B

F 6511 (0.65mmol) & F B TER A 2432 0CH TR A KIFH Y
(244mg, 0.65Smmol)# 1.5ml DMF F= 59ul (0.72mmol)s sk ¥ . &£ 0CF
BEH 30 947 7 Al KILIR AL Bl . 1B IR M IRAFAFANA .
£ & 101-105C

T C: 3-(3-[(5,5-—F AL -2,3- — F-1H-wbm8- 55 [2,1-¢] [1,2,4] K HE =%
7- )R F K )-1,2,4-7% e 5(4H)-FF

¥ B BREAF 7 H(220mg, 0.49mmol) £ = F X Gml) ¥ FAH £
200, BRASHEE TR, BERRHEIFALESY.
& >250C

FI D: 3-(3-[(5,5- = 8ALH-2,3,32,4-9 S -1H-%RFF[2,1-¢][1,2,4]-FK FH&
AT EH )R E-1,2,4-7% ek 5(4H)-BR
BB 1 TRD MF %, AT CHEZG WA BH.
2550 241-244C
TERENT:
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C% H% N% S%
it H A 53.99 4.03 13.99 8.01
5% WA 54.28 4.01 13.50 7.92

KB 14: 3-{3-[(5,5-=F44-2,3,32,4-19 S-1H-28-5[2,1-¢][1,2,4]- K FHF
R -7 BUR KK -1,2,4-7% = 5 (4H)- AR
T A: 3-{3-[(5,5-= A MH-2,3- = F-1H-"125- 51 [2,1-c][1,2, 4| RHAE =%
7-EO)EE R A 1,2,4-25 =k -5 (4H)- AR

%) 5234 13 T3 A KAF4 F % (300mg, 0.81mmol)4) 6ml CH;CN &%
RPN 239mg (1.21mmol)AAEK A =Kok, KRG MmN 481ul (3.22mmol)
DBU. ¥R EAEREFTBRTHE 1 I, REAZFHATAKESLE
(CH,CL,/MeOH 95/5). ¥ &R E=MOBorEALE, $REDE
MeOH ¥ A4, i idid % & AT LEH.

1.5 228-230°C
AEBEGH:
| C% H% N% S%
it HAE 52.16 3.40 13.52 15.47
5 M4E 54.27 3.72 13.43 15.76

FH& B: 3-{3-[(5,5-—A4H-2,3,32,4- 19 'é’L-lH-vbt‘!&-i'f-[Z,l-c][1,2,4]-33-%-%
TR B A KA -1,2,4-"% ek 5(4H)-FLE
R EAS 1 THRD HF %, RA ﬂﬁt A KT = Ak A RAL.
B & 231-235C
TLERE A
C% H% N% S%
A 51.91 3.87 13.45 15.40
5 MAE 51.68 3.98 13.07 15.49
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LA 15 7-[3-Q-BAH-3H-1,2,3,5- A E 4 )R A K ]-23,32,4-19
S -1H-7 8- 5F[2,1-c][1,2,4]| K FFE =% 55- — 8
T’ A: 7-[3-Q-84L-3H-1,2,3,5- B 4FE — 4 F) KA K ]-2,3- = &-1H-
g5 [2,1-¢][1,2,4) KR =% 5,5- — R4ty
EAHE 0CHE®SE] 13 THR A KFHGZHQ250mg, 0.67mmol)#

15ml THF ZF & FAA 109ul (1.34mmol)t?, KRG #iiEEF 3ml
CH,ClL, F 45 72ul (1.01mmol) BABLR. /£ 0°C T3k 30 5-4F, RS HH

EFR, BB, RLET, ¥ERAWERTHFH QY RER. EH
IR M AT AT RS .

FH& B: 7-[3-Q-Atf4h-3H-1,2,3,5- B 58FE — = 4-HO) KA H)-2,3,32,4- 19 &
-1H-wbe& 57 [2,1-¢] [1,2,4] K HE =% 5,5- — 8t

BB EAS 1 FTRD 6k, RATE A RFEGZmEA RA.
BE5: 178-182°C
7T

ERENHT:
C% H% N% S%
it BAE 48.56 3.84 13.32 15.25
% A 48.62 3.84 13.27 15.49

E ) 16: 7-[3-2-k ) K EL]-2,3,32,4-19 F-1H-2EF[2,1-¢][1,2,4]- %
FE =k 55 A
T’ A: 7-(3-iE XA H)-2,3- = R-1H-#552,1-¢][1,2,4) K&~ 55—
a0

HREHARS 1 TR B TR, RAG-ERXL)MB A4 1 THK A
K04 - AR A AL

FH B: 7-[3-Q-k )R EH)-2,3- = F-1H-8 52, 1-¢] [1,2,4) KR =
% 5,5- a4
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BB A 4369 7 4(200mg, 0.50mmol). 222pl (0.66mmol) 2-(= T &
W 45 2 ek v A2 30mg (0.025mmol) - Z KK BE 4ml FEF A& F R E
FAS oA AR R B TR, B RAWIATAE EHELE(CH,ClL/A B 96/4),

KA ARAAA Y.
B & 186-189°C
TERE
C% H% N% S%
i EE 63.15 4.24 7.36 8.43
5 A 62.85 4.22 7.37 8.40

FH C: 7-[3-Q-kr ) K EHA)-2,3,30,4-19 S -TH-7L2-5F[2,1-¢][1,2,4) K5
® % 55- 8

BB EAS 1 FERD M5k, RA TR B RFGFHEAHRA.
# % 178-180C

TEKESH:
C% H% N% S%
T FAE 62.81 4.74 7.32 8.38
5 MME 63.11 4.82 7.28 8.34

A 17 7-13-3-"k A KA HK]-2,3,32,4-79 - 1H-E 51 [2,1-¢][1,2,4]-K
& =% 5,5-— a4
F A: 7-[3-G-"kr )R EA]-2,3- = - 1H-eE 51 [2,1-¢] (1,2, 4] KR =
% 5.5- 8

RART, HEab 16 FH A K454 (300mg, 0.76mmol). 111mg
(0.99mmol) 3-k"HAMEL. 137mg (0.99mmol) K,CO; = 45mg (0.038mmol)
vg. = XA oml TEA 1.8ml KeRAH T RIFRAE 80CTIn#k 3
DB, AR CEFRERAYMAKF IN HCl ¥. & d LR KT
A .
B b 128-1327C
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H IR B: 7-[3-3-"krhA) R AI)-2,3,32,4-99 R -1H-7e&- 5 [2,1-¢][1,2,4]-FFF
% 5,5- A

B EHRS 1 FTERD 5%, RATR A RFE T HEAHRA.
5.5 186-189°C
7T

EWRELHT:
C% H% N% S%
it A 62.81 4.74 7.32 8.38
% WA 62.43 4.77 7.33 8.43

% 18: 7-[3-(1,3-"% = -5- K ) K & K 1-2,3,32,4- W & -1H- #t % 5
[2,1-¢][1,2,4] X & —% 5,5-—F

BR IS 17 AT %, ETRAFA 1,355 X MEAK A 3-mk0h
BABL .

£ 5 210°C
FEMESH
C% H% N% S%
it B AR 59.52 4.47 10.96 8.36
5% M4E 59.47 4.51 10.68 8.74

SEAA] 19: 7-3-g-2- A KA H)-2,3,3a,4-19 S -1H-28-5[2,1-¢] [1,2,4] K
FE =k 55— 8
TR’ A: 7-G-HR-2- 2 KA H)-2,3- = f-1H-E 5 [2,1-c][1,2,4] K g =
% 55— fied

R EAS 16 TR B F &, KA 2-(E=T AT L)ueg4E A R4,
B & 205-207°C

FH B: 7-G-H-2-E K AH)-2,3,32,4-09 R-1H-%-5[2,1-¢][1,2,4]- K
E % 55- AW
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BB EAL 1 THRD MF %, RATER A RGN ZWIEH A
g 129C

RERESTHT:
C% H% N% S%
i EE 64.10 4.87 10.68 8.15
5 W48 64.30 5.07 10.55 7.71

%) 200 7-[3-(1H- ot % -1- K ) K R K ]-2,3,32,4- W & -1H- vk % 5
[2,1-¢|[1,2,4]| K HE —% 55 —fH

¥ 250mg (0.75Smmol) {3-[(5,5- = A AL -2,3,32,4- 9 & -1H-"L % FF
[2,1-¢][1,2,4]-FKF&E —%-7- )KL | XK A 13701 (1.06mmol) 2,5-=F
A WEKHAE 2.5ml K. 1.25ml AcOH #= 3.75ml 1,2- =R 1564 M AH
RAYF, £ SOCTHE 1 Iof; HRAMEZTIEFA CH,CL XK,
HA AR 482 NaCl Riz& sk, A MgSO, TIR. #Arfitbe-4pitiT4E
JEAE &, 3% s (CH,CL/ &A% 70/30).
B.%.: 169-170°C

AERE LA
C% H% N% S%
it A 62.97 5.02 11.02 8.41
5% M4E 63.14 5.18 10.85 8.15

L) 21: 7-G-"Dokk-4-E KA H)-2,3,3a,4-79 £ -1H-72%-5[2,1-¢][1,2,4] K
A& =% 55 AW

¥ 300mg (0.90mmol) {3-[(5,5-= R A 4-2,3,32,4- 1 F.-1H-"1t "% 5
[2,1-¢][1,2,4] 3R FFE —&-7-F) B KA B, 192mg Na,CO; (1.81 mmol).
Smg Nal. 126yl 2-i8& ZE(0.905mmol)/£ 6ml CH;CN F #4844 & AL &,
KBt kat ik, BIRRAL, PN CH,CL ¥, Adsfe NaCl ki, A
TREE, ¥ BRI AR &8 L(CH,CL/ A 96/4).
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15 199-202°C
e

FE AT
C% H% N% S%
A 59.83 5.77 10.47 7.99
5% ME 59.38 6.05 10.31 8.03

% 3 6] 22: 7-[4-(1H- 0 =2 -5- K ) KX & K 1-2,3,32,4- 9 & -1H- %
[2,1-¢][1,2,4] RFHE % 55- — 4
T A: 4-[5.5-=BAH-2,3- = S-1H-#E- 5 [2,1-¢][1,2,4] K HE —%-7-
R)-REFH

BB ER 1 TR BT, A - FEREMBRARL -RAXRAME
5.2 239-242°C

IR B: 7-[4-(1H-w%-5- ) K R A |-2,3-= 5-1H-eg- 51 [2,1-¢][1,2,4])- K FF
K =% 5,5- = E AL |
BRIZAL 1 TR C YT xR, RATEA KT ZHIEHRH.

HR]R C: 7-[4-(1H-w=-5- ) KR IK]-2,3,32,4-19 - 1H-7028-F[2,1-¢][1,2,4]
KIE % 5,5- 8Lt
MBEAS 1 TRD 5%k, RATRBKFEZWEH R,
b & 215-219C
TLEME AT
C% H% N% S%
it HAE 53.12 4.20 21.86 8.34
% AE 53,98 4.11 21.32 8.68
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FHA 23: 5-{3-[(5,5- = MH-2,3,32,4-9 S -1H-LK[2,1-¢][1,2,4]-FK5F
A7) R KK -1,3,4-78 = e 2(3H)-BR
FH A: 3-[(5,5-=BALH-2,3- = S -1H-=5-F[2,1-c] [1,2,4) K AR —%7-2)
SRR T B F Bg

W EAEG) 1 TR B AT &, BB-(FRER) XL MERARE 3-RAXK
AL,
B & 239-242°C

AEBE ST
C% H% N% S%
e ] 58.06 4.33 7.52 8.61
% RMA 52.53 4.01 7.84 9.00

TH B: 3-[(5,5- =R A4h-2,3- = R-1H-E 5 [2,1-¢][1,2,4] KB —%-7-
AR)-FUK) K F Bt
¥ 500mg (1.34mmol)H IR A FKAF&) = A= 978l (20.13mmol) Bk —7K

h MeOH, @) B ELRAM T ImAK, BB RS, 408 FHANLSY.
185 197-201°C

TR C: 5-3-[(5,5-= &b #-2,3- = S-1H-28 5 [2,1-¢][1,2, 4] KK =4
S7-BO) B KA -1,3,4-% == -2 (3H)-BR

#¥ 150mg (0.40mmol) %K B K476 =4 . 85mg (0.52mmol) 1,1"-3 &
ZeketFe 95l (0.68mmol) Et;N £ THF (3.7ml)F= DMF (3.7ml)iRA % ¥ ¢4
BIFRER 3 i, RS MEZEEIR, A INHCI B, ARG Gk,
¥k, RFARAEY.

TR D: 5-{3-[(5,5-= AttHh-2,3,32,4-v9 - 1H-28-5F[2,1-¢][1,2,4] KK =
H-7-R) B AR A -1,3,4-7% =k 2(3H)-BA

34



200410048273. X oM P ZE24/25m

BRIAG 1 FRD 7%, RATR CRFFE > H1E A RAL.
1. &.: 254-258°C

AERETH:
C% H% N% S%
WAL 53.99 4.03 13.99 8.01
% A 54.31 4.27 13.24 7.72
AL PTG HBFHRR

e B 9P EE tm AL P ) AMPA 558935 41 & AR
a-7 ik

mRNA #28H Wistar X K69 A EH &, KA AFBER /KB R
ik, BiLAK-AT 4 FLHRTEELERLE E 2 (AYmRNA, HA
SOng/9F B tm e K-Fix 4. & 18°C FTHIFEmAIEf 2-3 RuE LRk
A, KB JE 8-10°C F k.

if 3% A AR AR Al B4 (voltage-clamp)”ik, FZEHBMETAEA
pe#gisF, & 20-24°C TF OR2 AR F /& Plexiglass®E ¥ 2, 4 3 5 it
1ie3&J. Exp. Zool., 1973, 184, 321-334).

BIEFRANRE R A A, RS RETD R, AMPA 8948 A
RAEH 10uM. s FHE MR G, RE A BEECLX)X A4
(EC5X) T4 & AMPA #5369 & 705% B (5-50 nA)#) R ..

b-4# X

AE PRI ERKRIZE EmIBT AMPA #9535 BAR, B %E
MEER BAE Tk 694 St . RS 1 A8 EC2X 4 0.2uM, EC5X 3
0.8uM, E#&45] 17 8916484045 EC2X 3 4.5uM, EC5X 4 11.5pM, F 364
18 894G # EC2X 2 0.66uM, EC5X 24 4uM.
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By LAY
#)& 1000 A F A e9BeF, R €4 100mg 4 7-[3-G-"k)-KE
#1-2,3,32,4-19 S-TH-"1& 51 [2,1-¢][1,2 4] KRR =% 55- =R (FHb)

17)
7-[3-(3- 7k " 2 )- K & K [-2,3.324- @ & -1H- #b % 5
[2,1-¢][1,2,4] K FHE =% 5,5- — AW (44 17) 100 g
BRAALGHE 2¢g
ISR IR 10 g
LB 100 g
ARG BR 4R 3g

"E 3g
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