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H:

R', SO,
N

NH (XXI11D),

R’2 ' Rs
R'; R'

£+, Ry. R RyFR, THAAEL LR EAFTHET,
£d, AXXX)EXXIUDEHLEH T,
B¥AAR AAAR, FERTHERIL(C-Con AR, SLREE

EHFNXXIV)H e
HO SO,
R;
2 R R3

4 R5
H£4, Ryv Rsw Ryfe RswX(DATZ X,
# X(XXIV) #1440 5 X(XIV) 8 B BR A4 B AL .
R;B(OH), (XIV)
£ F R XOMATEL, KFXWb) LAY, © R XAMLEH e BT X

SO

RIO \2
~CH

C\
R/ R B

£F, Riv Riv Ry Ryv RsdmX(DFATE L,
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o R EB03E, 4T RE R HBRAR, BFXWb)eihsdtiTEaLitie,
e REZ4E, RATRAEMBEARAELEWL, WRERGE, RATAY
BERARAWEE S BRILFMEK, ABPREEHE, KATHRABRRBKEL
AR A A 2 .

RERLTRBEHEEY, FasXDHLEHEAHAETHERS,
HS—FHREFETHERE. REREH . EALANEHESHT, TL
HRBEARLE T O, FHEFRARLT)RERL GG EHESY,
AR SERL. ETE4H. ARKRE. &F. &7, FH. KFHN. LB
AR, EAHEIR . TR BERF.

HRAHF ETHREBEBRRGER S~ ERE. LHEBRUREH T
FohkERKE., LEEH 1-500mg/ R, LA S KLE,

Tk FH R THARLR, ERAETH XA REANEE.

B R 6 R 3) Fy i dn b JE 5, R T HB A58 41& 5 k4%

Je T A5) P B iR 9106 b 42 M KRR F KSR A (LS. NMR.
FREF)VAR.

52 364
A 12 7-RKER-2,3,32,4-19 S-1H-1EH(2,1-¢][1,2,4]- KK =% 5,5-
Z &AL
T A: N-[2-(REAABEI)-4-F A F K ]4-R T Bk

¥ 144mmol = LA €4 135mmol 4-R T EHA 30ml WEEH
(THF)SERAR K 8 Am £ 6,4 96.4mmol 2-R A -5-F FA KBB4 200ml
THF ER& Y. ETETHFIRE, KB THF FRESHIAKTY. A
CRRUEEERE, BAVAREFTHR. RLE, KFHRGB G .

YR B: 5,5-—fAeH-7-F £ K-2,3-— S -1H-LE5[2,1-¢][1,2,4]- K FHE =
-3
B bR FEHIRZ EHE 320ml IN S ELMKER T E TS THE

22
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AR, AN S0ml LERTEBSEHATRIABEEE, JEdiiz ke 8 W29,
7RI,

TR C: 5,5- =8 A4W-7-F £.3-2,3,30,4-79 - 1H-"1EF[2,1-c][1,2 ,4]-F 5
K%

¥ 106.5Smmol St E 6,4 35.5mmol Lk F IR E MY
40ml —F A FBEDOMP)EF AT, TR THAEIRE, R ERSHD
1, REE LR RASY TN 150ml K44 IN B8, mizHidikd B4
4.

£ 8. 193-198°C

F;’ D: 5,5-—FAH-2,3,32,4-9 £-1H-2EF[2,1-¢][1,2,4]- K H B —%-7-

B

ERAAT, ¥ 793mmol Z B EHRMA-60TH EL
26.7mmol X FIRIKIFH E B4 350ml —RFREFRY, KB EK
H LR, RE, RRAMHAZER, BHEA., AxsTAHEE RS
Wz, Fe 100ml K, BIABLHTY R HEARKRE . BT RN EERILRE,
KRB g € BAKRAKSE, A CBk%, TRFE B GEY,

B E 237-242°C

T E: 7-REH-2,3,32,4-19 S-1H-EH[2,1-c][1,2,4]- K HFE % 55 =
£

¥ .4 0.832mmol iR FHRKF MY . 1.66mmol K I FER .
1.25mmol B B%4R. 2.5mmol "o 100mg 9-F 5% &) &% 20ml —RF
B(CHCL) ¥ 83 5 B, EAmA 20ml CH,CL &, ¥&F&iEE, ¥k
RAELE, RERSWBIARELEL, A _RTE LB TE95/5)%0Y
RBLATE B 65 4.

B E.: 239-243°C
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AEBELSH:
C% H% N% S%
+ F A4 60.74 5.10 8.85 10.13
5% RME 60.67 5.06 8.65 10.22

FH#H) 2: 7-KEHK-2,3,32,4-09 F-1H-78 52, 1-¢][1,2,4]- R HE =% 55-
Z 84, o-FH4R
kA 3 7-KEIHK-2,3,32,4-79 R-1H-62E-F[2,1-¢][1,2,4]-KHE =% 55-
Z R4, B-SHAR

k5] 2 Fo 3 B4 H BT EFHA Chiralcel OC® ¥ F#4] 1
8RS BAFE 6, KA HGBBLIERN 4 1000/0.5 FABE/ = LERAMY.,
ABE, KERFMEREARAE EHITEESL, A_RFR/ B LB
(20/10):R4~4 o BL..

EHH) 4: 8-FFH-2,3,32,4-19 S -1TH-E 52, 1-¢][1,2, 4| K AR -5 55—
g1t
WREARG 1 RN T %, RAEE N RAHFE LA GEY.
#.%5.: 184-187°C

TLEME ST
C% H% N% S%
i+ F Al 60.74 5.10 8.85 10.14
5% ML 60.24 5.04 8.69 10.09

BB RAG] 1 TR Tk, AVRE FRAZEQMESF TRE®
Blégtea.

EAHH] 5 4-[(5,5-=FAH-2,3,32,4-19 S 1H-E-5F[2,1-¢] [1,2,4) EFHE =
%-T- )8 AF i
B 5 242-245C

24
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TLEMET T
C% H% N% S%
it B8 59.81 4.43 12.31 9.39
5k ME 59.72 4.53 11.95 9.61

£&B] 6: 3-[(5,5-=RAH-2,3,30,4-79 K- 1H-"L2EFF[2,1-¢] [1,2,4] K HE—

%-7-2) KT
5 227-230C
AERELH:
C% H% N% S%
it A 59.81 4.43 12.31 9.39
5% AME 59.87 4.50 11.79 9.12

SEAH] T: 7-(4-F EEEK)-2,3,32,4-79 S - 1H-2% 5 [2,1-c][1,2,4]- K FHFE =

B 5 222-226C
LEBESH:
C% H% N% S%
it M8 61.80 5.49 8.48 9.70
5 RME 61.77 5.54 8.29 9.38

FHH 8: 7-(3-F AXRI)-2,3,32,4-W9 S-1H-E- 52, 1-¢][1,2,4]- K &=
% 5,5-— 4
B % 190-195°C
TLEMENHT:
C% H% N% S%
it EE 61.80 5.49 8.48 9.70
5% A 62.16 5.55 8.22 9.56
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KA 9: 7-(4-F LA K EL)-2,3,32,4-79 S -1H-E 32, 1-c][1,2,4] B HE

—% 55-— &4t
B %.: 188-191°C
TLEMESHT:
C% H% N% S%
it EAE 58.94 5.24 8.09 9.26
5% P4E 59.11 5.35 7.90 9.43

LA 10: 7-(3-F AAXEH)-2,3,32,4-79 S -1H-AE - [2,1-¢][1,2,4| K 5
w %k 55-— 84
%5 152-155°C

TLEENHT:
C% H% N% S%
i+ HAE 58.94 5.24 8.09 9.26
% R{E 59.06 537 7.75 9.12

KA 11: 7-G-F RAEARAIL)-2,3,32,4-09 K- 1H-1E- 32, 1-¢][1,2,4] K H
B % 5,5-— 8, oS-k
KB 12: 7-3-F EEKEHL)-2,3,32,4-79 K- 1H-0K- 55 [2,1-¢][1,2,4] F 5
K% 5,5- =R, pF-H4k

A5 RG] 2 o 3 FTRME 54T, £ F WA LB 525640 10 6948
SN BEITERHES) 11 F 12 85105% .

KA 13: 7-2-F RIREI)-2,3,32,4-9 K- 1H-5 I (2, 1-¢][1,2,4]- K 5
K % 5,5-—Fd

B & 175-176°C

TEBE AT

26
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C% H% N% S%
WHE 5894 5.24 8.09 9.26
5 P4E 58.91 5.34 7.93 9.26

FHAH] 14: 7-G-Z R FEFEEA)-2,3,32,4-D9 £-1H-5- 5 [2,1-¢][1,2,4] %
HE —% 55— A
.5 195-197°C

TLEELHT:
C% H% N% S%
i FAE 53.12 3.93 7.29 8.34
5 R{E 53.31 4.05 7.20 8.22

E5E#) 2 F 3 FTEABHEHT, £FHAE LS L6 14 6910
Aty AT L 4] 14a F= 14b #5104% .

FAHAH] 14a: 7-3-Z A F ARXEXK)-2,3,32,4-09 S-1H-%5[2,1-¢][1,2,4] %
FFE =% 5,5-— AL, afFHk

TLEEHHT
C% H% N% S%
AR 53.12 3.93 7.29 8.34
5 E 53.05 4.29 7.21 8.08

S#64) 14b: 7-3-Z A F A XA HK)-2,3,32,4-99 S-1H-"1% 5 [2,1-¢] [1,2,4] &
HoE =%k 5,5- = f4bdh, BRAHIK
TLEE T
C% H% N% S%
it A 53.12 3.93 7.29 8.34
55 MME 53.24 4.19 7.28 8.12
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FA&H 15: 7-G-AHE K AHK)-2,3,3a,4-19 S -1H-"b2&H[2,1-¢] [1,2,4]-K &
—% 55-—§4L
B & 201-204°C

AEBRENAT:
C% H% N% S%
it FE 53.18 4.18 11.63 8.87
5% A 53.53 4.23 11.36 8.80

K& 16: 7-[3,5- = (= R T E) KK K)-23324- w9 & -1H- % % 5
[2,1-¢][1,2,4]| RHE =% 55- =&t
b5 201-203°C

LERE N
C% H% N% S%
IR 47.79 3.12 6.19 7.09
% RME 47.90 3.24 6.10 7.07

EHH) 17: 7-G-REEHK)-2,3,32,4-19 f-1H-7boE-5[2,1-¢][1,2,4]- KK =
% 55— 84
& 194-198°C

AEREH
C% H% N% S% Cl1%
HHEAE 5478 4.31 7.99 9.14 10.11
KRMEL 54.92 4.36 7.91 9.15 10.95

k&S] 18: 7-3-THREAFXEIKL)-2,3,32,4-19 K -1H-2E-F[2,1-c][1,2,4]- K5
w k55— 8

.5 150C

AEWENHT:
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C% H%
it H A 59.98 5.59
52 M4E 60.11 5.64

N% S%
1.77 8.90
7.56 8.61

£EA 19: 7-G-Z R F AL X EA)-2,3,32,4-09 S -1H-175-F[2,1-c] [1,2,4]

RHAE % 55— A4

& 175C
AEREDHT:
C% H%
it HE 51.00 3.78
5K PE 51.10 3.82

N% S%
7.00 8.01
6.93 8.10

B 20: 7-(1-FEH)-2,3,32,4-79 S-1H-28F[2,1-¢][1,2,4]- KR =%

5,5-— 8/
B % 227-229°C
TEREH:
C% H%
it EE 65.56 4.95
5 RE 65.29 5.11

N% S%
7.64 8.75
737 8.42

EHA 21: 7-Q-FEL)-2,3,32,4-W9 S-1H-s2E5[2,1-¢][1,2,4]- K FHF K =%

5,5-— 84
1 .&.: 234-236°C
TEBE S
C% H%
G 65.56 4.95
5% R4E 65.31 4.95

29
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r;’;i)@'fi’l 22: 7-(3-%%&2&?{.&)-2,3,33,4-@gL-IH—Vl:[:.E&'}"‘f‘[Z,l-C][1,2,4]%%‘
® % 5,5- Rt
b5 179-182°C

TLEMESHT:
C% H% N% S%
G 65.38 5.25 6.63 7.59
% RE 65.55 5.24 6.52 7.25

LS 23: 4-[(5,5- =R ALH-2,3,32,4-19 B-1H-"1b78-F[2,1-c][1,2,4]- K FHF &K
—%-7-R) B KB

W LG 9 BT 64 A RFTIKIFE 9 74, PR LERT R
TR H ARG A E m £ =8 0HH CH,CL BRAMY. EFETE
FHRALRE, KRS ERSTEH, EmAKE, A CH,CLER, F
BAEREK, BRADILE, MACERALREFZIB =Y.

5 175-178°C

LR E S
C% H% N% S%
G 57.82 4.85 8.43 9.65
% PE 57.66 4.83 8.18 9.63

FH#H] 24: 3-[(5,5-=FAH-2,3,32,4-T9 S-1H-328-FF[2,1-c][1,2,4]- K H&
—%-T-R) B KBy

EERT, EXAET, &£ 20mg 25 44£F, F 20ml LA 10pl
REBR T S 100mg EE45] 22 8954 5 I aF. DRAERL, BB
ANTEY, HREXRFANZY.

£ 5. 205-208°C

TLEE 5
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C% H% N%
it B4 57.82 4.85 8.43
5= WA 57.80 4.89 8.27

S%
9.65
9.31

E£&4] 25: {3-[(5,5-=RMH-2,3,32,4-9 R -1H-728-5-[2,1-¢] [1,2,4]- K H XK

Z T RA R A T
BB 170-172°C

AEBRELSH
C% H% N%
R 60.32 5.06 7.82
5% P4E 60.52 5.24 7.71

S%
8.95
8.91

LB 26: 3-[(5,5-=FAH-2,3,32,4-v9 S-1H-7L28-5F[2,1-c] [1,2,4]- K FE

EPWEN FIEL L
8 223-227°C

TLEWE N
C% H% N%
i A 57.74 4.85 7.48
5% R4 57.49 5.02 7.31

S%
8.56
8.37

LA 27: 3-[(5,5-=FAH-2,3,3a,4-v9 F-1 H-7tbeE- 5 [2,1-c][1,2,4] K& =

B-7-R)BR| X T B

¥ 300mg EHEH] 26 69 HEF T Sml IN NaOH ¥ . A=A FHIF 1

B, FOIN BBk, SEREHRFE W Y.

B g 271-274°C
TLEF AT
C% H% N%
AL 56.66 4.47 7.77
5% PE 56.58 4.68 7.70

31
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EHH] 28: 4-F H-7T-KEHX34-—52H-1,24- K H K =% 1,1- =l
TB’ A 7-F EX-4H-1,24-KHE % 1,1- =84t

£ 80CT, /£ 131g FPRRER B 227ml Z TAEAEET, ¥ 3.0g 2-
RA-5-FAARHSBEA Soml FRYHEH IR, ATRBETR, ¥&Kb
P NP FF R ILIEY .

B .2 253-257°C

TEB: 7-F 84 4-F A 4H-1,2,4- K HE —% 1,1- = a4k
¥ 2.88g LiX HIRIKIFH) F M odehn E 6.4 570mg 60% NaH #9754
WMAHORS 9ml DMF &b, Rt 30 04F, LB FE/RLER
&, REEMETFHiN 0290 AR T A, FHIE 1 DB, mARER LR
SR, RBILRGIFAKT R, RER LBARFHE 5.
%0 205-209°C

TR C: 7-F AHEA4-FA34-—5-2H-1,24- K FHE =% 1,1- &4t

¥ 1.19g B EAA4AAn R 2.37g LR HHREG W 40ml TEE b 69 Btk
F. RSB EAHME., EEETRE 1 IRE, BRAYEKSFA
2, /N INHCl ¥4, ¥ & GBI 15 24, B FHLsH.

H 5 126-128°C

TR D: 4-F 8 5-3,4-—5-2H-1,2,4- K FHE —%-7-85 1,1-— 8/
ERAAT, ¥ 79.3mmol =B HFmERFE-0CHES 2¢ L
ARG RIFAT F 6 200ml —RFREFR Y. EiHBETHRE 1,
REFETBHBEER., ARRERSHTREFAHE, mA 100ml
KIFBIAB AR R . BH RGBS RTIE, KRG EKRAKESE, B
R CE A, TRFEE 659,
B % 168-172°C
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FRE: 4-FET-EERX34-—8-2H-12,4-FHE —% 1,1-—f/H
BREAS 1 TRE TR F %, RA LEFRATE IS AR
HHEFE W,
& 141-145°C

TLERE N
C% H% N% S%
it FE 57.92 4.86 9.65 11.04
5% RME 57.97 4.95 9.45 11.36

R FEEH) 28 ATy F ik, RAE T RAEF LS 29-32 #9404
Y.

FHA) 29: 4- TR T-KEHX 3 4-—F-2H-1,24-KHE =4 1,1-—f4Ld
.6 179-181°C

TLEWE AT
C% H% N% S%
it EE 59.19 5.30 9.20 10.53
& RA 59.00 5.31 9.07 10.53

LB 30: 4-FE-T-KEK-34-—5-2H-1,24-KFE =% 1,1- =84t
B E.: 143-145°C

AERELH
C% H% N% S%
it FHE 60.36 5.70 8.80 10.07
£ R{A 60.75 5.74 8.62 10.15

EHH) 31: 3-[4-TE-1,1-=RAH-3,4- — £-2H-1,2 4- K HE —%7-%) &,
AT

33
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B 5 143-146C

TLEE S
C% H% N% S%
it J i 58.34 4.59 12.76 9.74
K A 58.71 4.68 12.44 9.49

EHH] 32: 4-THE-T-G-FREAXEAH)-3,4-—F-2H-1,2,4- K5 E—% 1,1-
—&4H

15 & 91-93°C
TLEE AT
C% H% N% S%
it B4l 57.47 5.43 8.38 9.59
% RE 57.17 5.40 8.01 9.41

£ 33: T- R EA-34-— K 2H-1,2- R H K% 1,1- =8
T A: 6-F fA2-2-BARAHE)-1,2-FH FEek 32H)-8 1,1-=H
¥ 360mg 6-F &k-1,1-—FAH-1,2- = 5K [d] B2 -3-FA9 % K
MmE 72mg 60% NaH F #id 458 E 1.oml AAK-_FEXFBuAENEFE
. EEBTHEI0 NS, RERSHE M, QLT 162u £
REF. R RAHE 110C Tk 30 547, BHEZ TR, REhAK
1 RAWIRIR, BB, AKFRILK, FHEFLT TR,
£ %.: 185-191°C

TR B: 2-TBEA-7-F 84 2H-1,2- KK %5 -4-81 1,1-— 84

¥ 1.08g SHEE R TIEMT 23ml LB 447 LEF4Ne) B R, A
REBEEZE 40°C, B THN 6.30g TH A 854, R RASMEH.
BH T AN Sml TEE, FHE 50-55CF Ak 10 947, BB R RA- sk
Bpadp, B 3NHCI B, BEHANEE RIS,

B 5 162-166°C

34



02825812. 6 oM P 3E24/38W

FTRC:7-FRA23- 5 4H-12-KH K5 44-T 2 =F A 1,1- =& id
¥ 5.35g LR HBHEAFE FH. 200me 3T F EXE# A 5.6ml L_BLE
B RT T 200ml X & B RBHT B, PR BRAR L 22 A Dean-Stark
FE. GQRT2DHE, AERER, BEAYERT LB TEEAH VA
RKigk#&, RERMF NaCl sk, TR, dEFRLFIHRY, Ki
) LB/ A B AT 0.
#.%.: 100-110°C

FHED: 7-F &4 2,3- = 5 -4H-1,2-KHE % 4-B 1,1-=—EALdp

¥ 2.63g LR F B F A S0ml F BEF= SOml 3N HCI A4 T 48R
EERTHME IS 547, AR B TE, KA CRER, $AydeTiRt
AEALE, LRFEL, $ERLUMAFRBRF, FEKILE.

%8 124-127°C

FHE: 7-F £4-3,4-—52H-1,2- X H %K% 1,1- &4t

F 1.75g 10% Pd/C HAET, #/£ 40ml TERF# 1.77g Lk T B4 -
HESBRETOCT R, ERAPHIKTETE, BEMEMAH. HRAKL
EFHRBRRYHAATRE ERLE, RA 955 —R TR/ TCRUBKREEH
RBLA TR B & =4,

B%.: 144-145°C

& F: 3,4-—5-2H-1,2- KK 5-7-8 1,1-— &

$ 14.1ml 1M BBr; ¥ — R T REREREA I E-35CH 1g LR P
ZHty 45ml —RFRERT. BRAWAZTER., ETETHIEI I
&, KR EBRAMEIN SCHAKTHA CRTEER, 45tH4m, A
Fo NaCl #oi, FI, TRHFARL. REFEIKR, BEmAy THE8RT,
"B ARRIA Y.

#.%: 173-177C
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TR’ G: 7-XEH34-— 5 2H-1,2- K 84 1,1- = Rk
A BRI BT R GG K B, B S 1 TR E RN F Rk

REHEY.,
e 129-132°C
AEESH:
C% H%
R 61.07 4.76
5% A 61.40 4.85

N% S%
5.09 11.65
5.11 11.40

ESRE P RAZEGFTEMB, HBEES) 1 TR T EKF LR

%) 34-38 #91bo-H.

%S 34: 7-3-FAERXEN)-2,3,32,4-19 R-1H-28 5 [2,1-c][1,2,4] K HF

K% 55— 84
35 160C
AR ELH:
C% H%
it HAE 56.33 5.01
% RME 56.33 4.93

N% S%
7.73 17.69
7.77 17.83

FHH] 35: 7-G-TEFREHL)2,3,32,4-W9 S -1H-2%5[2,1-¢][1,2,4) K&K

—% 55-— &AL
B % 143-144°C
AERESH:
C% H%
i EAE 62.77 5.85
5% WA 62.69 5.88

36
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LS| 36: 7-3-FAERERAL)-2,3,32,4-19 K- 1H-HEFH[2,1-c][1,2,4]- K
— % 55-— 8
B8 171-172°C

AR ETH
C% H% N% S%
it FE 63.66 6.19 7.81 8.95
% R4E 63.63 6.18 7.77 8.69

A4 37: 7-G-AREEL)-2,3,32,4-19 F-1H-8F[2,1-c][1,2,4]- K FH R =

% 5,5-—FAdh
& 201°C
TLEENHT:
C% H% N% S%
it EAE 57.47 4.52 8.38 9.59
5% AE 57.06 4.51 8.15 9.63

A 38: 7-(3-12 K EIH)-2,3,3a,4-v9 S -1H-5FF[2,1-c][1,2,4]-FHE =

% 5,5-—F4L
£ 8 193-195C
AERELHT:
C% H% N% S% Br%
HHEE 48.62 3.82 7.09 8.11 20.21
SKAME 48.95 3.82 7.03 8.13 20.02

FHH) 39: 3-[(5,5-=AH-2,3,32,4- 9 E-1H-1% 5 [2,1-¢][1,2,4]-KH &
-7 FR | X T Bk

A 1ml CH,CL, ##4 0.71mmol EBLR A E 6,4 0.46mmol £
#) 27 FAZ 9B Sml CH,CL A= 10p] DMF 4 &%+, ¥RSHETE

37
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FHA B30 4P H AL ETF. B4, ¥ 5ml CH,CL A EMF, &
& B 3 F i T 3ml CHLCL 89 LR R BER . £ TR FHHE 2 )6
5 R LA A CH,CL %8, A AR A A IN HCL. K F24iF= NaCl
B, TRMES04)E, RAREEN, $EAWER AR LR RS
HFAE. REAERRFIB Y,

B %.: 139-142°C

TEREH5H:
C% HY% N% S%
HHE 5681 4.77 11.69 8.92
55 MME 56.39 4.88 11.22 8.65

B 40: 3-[(5,5-=FAAH-2,3,32,4-v9 S -1H-vtheg 5 [2,1-¢][1,2,4]- K H&
Z%-T-FR)FR)-NN-= F E K F Bk
HRELAH] 39 697 &, EWRAELET, A FRAERS Sy,
B8 199-202°C

TLERESHT:
C% H% N% S%
G it 58.9 5.46 10.85 8.28
5 M4E 58.97 5.54 10.66 7.86

K& 41: 3-[(5,5-=FAH-2,3,32,4-19 S -1H-7t28 52, 1-¢][1,2,4]- K 7K
Z-7-3) B )-N-F R K F Bk
W KAH 39 Tk, AWRAET, A TERABRRSITELEY,
B 5 130-135°C
TLE T
C% H% N% S%
i H AR 57.88 5.13 11.25 8.59
5 M{E 58.08 5.45 10.56 8.26
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KA 42: 3-(5,5-= b H-2,3,32,4-79 K- 1H-7b28F[2,1-¢][1,2,4]- K HE =
%-7-2) SR KA

F& %264 15 69 4 (2.19mmol) A2 F 100m] T8 .8 F= S0ml 884
BT AN 100mg 10%48/8K, EXZET AL A, & B4ERH,
KRAEBREETHWBLADELRTRE, SREXTINEY.

38 221-226°C

TEBRENH:
C% H% N% S%
it B E 57.99 5.17 12.68 9.68
5% E 57.90 5.28 12.44 9.59

K Y] 43: N-{3-[(5,5-=F1eH-2,3,32,4-79 S -1H-71b8 5 [2,1-c][1,2,4]- K H
E R T-R) R E-N-(T A BBLA) T stBLae |

3% 0.90mmol = ZfE. —#]4* X DMAP = £ 0.45mmol L3645 42 695
9 30ml CH,CL &R ¥, R/E &M 0.90mmol A 8Sml CH,Cl, #4884 T rksg
5. EZRTFTHFIEE, ¥RERASWEAAN HCL. 44 NaCl), Fi&
(MgSOy). ¥ Rt BAF FHh it /74K &4k, A CH,ClL 100% -
CH,CL/MeOH 95/5 & 5ehl. F—H stk 8 = A8 5 F = F s BILH
PR, B A E WA R T BB, FBE T TR LA L

.
B 5 214-215C
LEMRE ST
C% H% N% S%
it HE 44.34 4.34 8.62 19.73
£ RME 44.72 4.55 8.55 19.84

KB 44: N-[3-(5,5-=FAH-2,3,32,4-19 £ -1H-b2% - [2,1-c][1,2,4]- %
E%-7- ) FR) KK T stk
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Jo LR AL T, AFHAA AN T AEPTIRB &4 T RA7EEL

BEHBRRAGFE ZFEY.
& 117-120°C

TLEMF 7.
C% H%
it AR 49.86 4.68
5 RA 50.13 4.77

N% S%
10.26 15.66
10.06 15.34

LB 45: N-{3-[(5,5-=FA4-2,3,32,4-79 S -1H- 18 H [2,1-¢][1,2,4]- K HF

K TR R R A LB

HB KA 43 TR T ik, RAET HBRBLRH RS,

18 169°C
TLEME T
C% H%
R 51.05 5.00
5% A 50.9 4.97

N% S%
9.92 15.14
9.87 15.00

FHH] 46: N-{3-[(5,5-=FMH-2,3,32,4-79 & -1H-1EF[2,1-c][1,2,4]- K5

H %7 ) FOR R R -2-ARBL S

R KAS] 43 FTid 6y ik, RAET GARBLEHFiaie .

B8 179°C
TLEESHT:
C% H%
it HE 52.16 5.30
KA 51.88 5.33

N% S%
9.60 14.66
9.87 14.71

FH#AH] 47: N-{3-[(5,5-=FMA-2,3,32,4-79 S-1H-H8 52, 1-c][1,2,4]- K

E R TR R R A K BB
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BREAY 43 ik ok, RAETQRBERAF ISP,
15 5. 142-145C

TERE N
C% H% N% S%
WHE  56.04 4.49 8.91 13.60
5K R4E 56.33 4.62 8.60 13.67

L#6H] 48: N-{3-[(5,5-=FfH-2,3,3a,4-79 S-1H-"85F[2,1-¢][1,2,4]-K
R B-T-R)ER) XK LB

B EHRG) 43 TR F ik, KA CEEF4FiE40eY,

1% B 251-253°C

AERELHT:
C% H% N% S%
WA 57.89 5.13 11.25 8.59
% AE 58.16 5.18 11.09 8.48

FHH] 49: 3-[(5,5-=FMH-2,3,32,4-79 E-1H-"EH[2,1-c][1,2,4]- K F&
=%-T-8) R R BB
TH’ A 3-[(5,5-—8AH-2,3,32,4-19 S -1H-728- 5 [2,1-¢][1,2,4] K FE =%
T-3) B KRB R

F 2ml K EFE A 3400 KEGERBITHIBEN SO, &K 15 4PHE4T
tefa, FIRF, £ SCTF, %14 1.51mmol 4] 42 4984 1.3ml 7K BE B Fo
2.4ml R HCl BAMFHER, QEERTFHMFLERET 1ml K
1.7mmol LFEEE4A, KR RAMAE ST THEE 30 4. @A SO, 4858
R T AN 0.6mmol CuCL.2H,0, #HKIFeh & FmAHZE 5C, ¥ LH4E
BEHERSERFAMEEHEY, KROMAE SCTHRE 1 I8, REER
FH 130 94 R R A ZER, BRERSHEINKT, BB REHHF
AKAd. FREFFANGEY, AXEHK.
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THEB  3-[(5,5-=§AH-2,3,32,4-19 §-1H-wboE-F£[2,1-c][1,2,4]- K =
%-7-2) FR | KA B

¥ 0.48mmol L& F IR A 6= 10ml 28% S EAL4%. 2ml KF= 1ml
A RAH T FERTHIEE, RIS T AR, EXAE
RE|RBGBEERTR. FERBAT L TAREFAIE IN HClL F. ¥
R B R 10 54F, SRR F 4. #ATAREHL4L, A 90/10
CH,Cl,/ 7 B iRA~ 4k h B BLA .

#.E: 197-200°C

TERENH:
C% H% N% S%
it E AR 48.6 4.33 10.63 16.22
5% RME 48.81 4.49 10.23 16.27

£#H) 50: 3-[(5,5-=FfH-2,3,3a,4-99 S-1H-78 5 [2,1-¢][1,2,4]- K FH&
Z-7-F) B -N-F A KRB
KB 49 TR A ) E5E T BER N R ZLESY.

5. 86-91°C
TLERE AT
C% H% N% S%
it AL 52.16 5.30 9.60 14.66
5K PE 52.96 5.30 9.33 14.41

LS 510 3-[(5,5-=RAH-2,3,32,4-19 S -1H-75- 5 [2,1-¢] [1,2,4]- K H%E
Z-7- ) FR)-N-J+ 7 R KR B

FEAH| 49 TR A 64 =% 535 T 6 BER L KFZESY,

¥ %1 151-155°C

AEMESHT:
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C% H% N% S%
it EAE 52.16 5.30 9.60 14.66
3 M{E 52.41 5.50 9.68 14.66

LG 52: 3-[(5,5-=FAMH-2,3,32,4-19 K- 1H-L7E-F[2,1-c][1,2,4]- K %
TR ER R AR — LB

ERAAT, ¥ 5.40mmol E£5] 38 443840484, 16.2mmol THER;
Z LB, 16.2mmol = Z M. 1.62mmol Pd[P(Ph)s], #%4% 4 110°C F 4
4ml DMF ¥ ##E&, &E DMF, J$ELAMWATRTEY, BANM
A INNaOH. K. 48f= NaCl sk, TR AZRLEHF—H R,
BRLECHPLERHFANEH.

£ %.: 148-152°C
TLEBE DT
C% H% N% S%
R 53.09 5.57 6.19 7.09
5 ML 53.08 5.64 6.10 6.95

534 53: 3-[(5,5- =8 A4h-2,3,3a,4-79 S-1H-"lR 52, 1-c][1,2,4] K HE =
%-7-R)E A R A BB K T
AZ70CTF, # 0.66mmol £3E4] 52 4 =%/ 3ml IN NaOH 34 8
Dt R EEARA INHCIBiL, BEG&EREY, FF0H8EY.
5 177-182°C
AEELH:
C% H% N% S%
it HE 50.94 4.99 6.60 7.56
5% RE 50.85 5.02 6.59 7.65
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K] 54: 3-[(5,5- = FAH-2,3,32,4-19 & - 1H-wtbo8 (2, 1-c] [1,2,4]- K HE
Z5%-T-R) B R BER
F TAF(20ml). 0.66mmol 35 364] 52 ¢ = H A= 1.98mmol 12X = F A st
SRAECATHRE L., AZRALENfd BekA, $E4AYMA 10ml
FEEF . BH 30 04TE, WERALET HBELMWMA INHCI ¥, %
F—HBRY, BN S F CHCLEL LS, TR 8=y,
B8 166-169°C

TALEKE
C% H% N% S%
it EAE 48.49 4.32 7.07 8.09
5% R4E 48.34 4.29 7.00 8.06

B 55: 7-3-F AXEH)-34- =58 -2H-1,2- KA %K% 1,1-— 8y
BREAES 1 TRE TR T, BEAG 33 FERF E/NEHE
3-F AR A -NBRABHH S A7 1A% .
#.E: 116-118°C

TEME ST
C% H% N% S%
it HAE 62.26 5.23 4.84 11.08
5 WA 62.69 5.17 4.94 10.90
BREAG) 28 TR T %, EFVRBYRACEABUBRATRE +

12 ) 1E B 6 5 RABR 4|13 £ 264 56-61 494059,

KAH] 56: 4-THK-T-[3-FAKL)RKER]-34-ZF2H-[1,24]- X HE %
1,1-= &4t

B 5 127-130°C

TEHRF N
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C% H% N% S%
GRCEE 54.83 5.18 7.99 18.30
5% ME 54.80 5.16 7.97 18.22

EH#H) 57: 4-TE-T-3-FEXRER)-34-—8-2H-[1,2 4| X FAFE =% 1,1-=
1

¥ & 72-75°C
TLEE
C% H% N% S%
G 60.36 5.70 8.80 10.07
% RE 60.6 5.64 8.82 9.97

S 4] 58: N-{3-[(4- L R-1,1- =& fth-3 4- — 5 -2H-1,2,4- K HE —%-7-%)
FA A T H Bk
b 165-168°C

TLEME A |
C% H% N% S%
i+ HAE 48.35 4.82 10.57 16.13
5% P4E 48.74 5.02 10.39 16.22

FHA] 59: 1-{3-[(4- TA-1,1-= Rt -3,4-= £-2H-1,2,4- K FE =% 7-
A)-FAE) KK} LE
$.%.: 164-166°C
TLEIE H:
C% H% N% $%
it JAE 58.94 5.24 8.09 9.26
% RE 59.06 5.24 7.81 8.88
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£3#64) 60: TE-7-3-Eo L AR)34- = F2H-KHF[1,24 =4 1,1-=&
%4
B & 152-154°C

TEEIH:
C% H% N% S%
it FE 50.30 4.55 9.03 20.66
5% RME 50.26 4.42 8.92 20.97

£ 61: 7-3,4-—F ARXEH)-4-TE-34- =R -2H-1,2,4-FHE =% 1,1-
— R4
£ % 109-111°C

TLEE AT
C% H% N% S%
it HE 61.42 6.06 8.43 9.65
5 AE 61.37 6.09 8.25 9.36

EHH) 62: 3-[(4-TE-1,1-—RAH-3,4- = F-2H-1,2,4- KK =%-7-5) &
A RE&

BB LS 42 ARGy &, BT R KA 15 AT HRFIEL
oM.

B b 128-132°C

TLERE N
C% H% N% S%
T HAE 56.41 5.37 13.16 10.04
5% PE 56.84 5.53 12.89 10.17

%34 63: N-{3-[(4-LA-1,1- = §ft#-3,4-— £-2H-1,2,4-KFH K —%-7-%)
B R )-1,1L1-= BT B
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F L] 43 PR T, 1544 62 th = P BB BT R S % 4T
Ze.
. 136-138°C

AFEBELH:
C% H% N% S%
AL 42.57 3.57 9.31 14.21
ML 43.24 3.76 9.10 14.33

EHA) 64: 1-{3-[(4-THK-1,1-=RMH-34-— K -2H-1,24-FH K —5-7-K)
FAIRKITE

% 0.8ml ZAKZE Y4 % KmA 042mmol NaBH,, K5 A
0.21mmol £&45) 59 & =4 . FEREZETHH 20 54, KRELRESY
AERisdA-4p, BidifAe IN HCl Bk, ¥R RAHA LR TUEBER, ¥
A A(K, 488 NaCl), THRMgS0,)F AL #1138 64 =4.

5 60C
AERESH: |
C% H% N% S%
it HAE 58.60 5.79 8.04 9.20
5% P& 58.57 5.71 7.75 8.97

LA 65: 3-[4-TE-1,1-=8MWH-3,4-—F-2H-1,24- K FE—%-7- 1) &

E-QL T
BB EHP) 27 TR T B ENEH).
15 &.: 228-230°C
AERE ST
C% H% N% S%
WA 55.16 4.63 8.04 9.20

5% MME 54.89 4.69 7.89 9.32
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%#H) 66: 3-[(4-THE-1,1-—f W3 4-=F2H-1,2,4- K HE —%-7-2)&
AR T Bk
BB A 39 FTiR g7 ik, ML RAL ] 65 84 F M #1540,

15 85-90C
TLEEHHT:
C% H% N% S%
it EE 55.32 4.93 12.10 9.23
5% PE 55.21 5.13 11.52 8.85

%) 67: 3-[(4-TXK-1,1-=FAH-3.4-—H-2H-1,2,4-KFHE =% 73§
A ]-N,N-= F 2K 7 BhAgk
R SAH] 40 FTIR 77 ik, BRI T KB 65 89 = B Fiad .
&5 65-70°C

AEEDH:
C% H% N% S%
itHE 5758 5.64 11.19 8.54
5% AE 57.54 5.78 10.55 8.20

k4] 68: 3-KEH-6,62,7,8,9,10-55 EHsZ 5 2,1-c][1,2,4] KHK =%k 5,5-
—R4
HREAG 1R T &, ETRAFTRA 5-RARREFaeY,
B 5 211-213°C
TLEESHT:
C% H% N% S%
i B A 61.80 5.49 8.48 9.70
% RE 61.61 5.45 8.35 9.79
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RERFE A HRFHE
FEAE M SRR R ML T & AMPA H-F4934 M AR
a-7 &

mRNA &AM Wistar X 569 KR B4 &, RAFRRBINE/ X/ £
ik, BAEMKAT AL X ERTEELERLE L S (A)mMRNA, FH14
SOng/SF & mAL A KT iEH. £ 18°C FTHIPHmpbit £ 2-3 RAESRE
iR, B 8-10°C TE#.

18 1 R @, L W, E 4 (voltage-clamp)”iE, FE 20-24°C FF OR2 AR ¥
A Plexiglass® F ¥ 5 & & # F #4792 % (J. Exp. Zool., 1973, 184, 321-334),
FZRBETRAESGST,

GZIHFNRER A A, EER %R ERR. AMPA H14ER
REH 10uM. stFHE—ANFR ALY, AEEEHIZEC2X)XEAE
(EC5X) T4 E AMPA #5769 9 3% E (5-50 nA) AR E..

b-4 X

ALK AW AR KA E EAnsR T AMPA ¥t M4, ©MME
M R AT 5T bt et AR T, KHEH] 3 69168 HEG EC2X 4 0.8 pM,
EC5X 5 3.6 uM, 4] 29 #9404-49 45 EC2X 4 1.4 uM, EC5X 3 4.5 pM.

i bdh
#14 1000 / K F 485, B H €4 100mg ¢4 EH44) 1 H1Lbd
EAH] 1 690 100g
phRASAE 29
N B IR 10g
FLAE 100g
g BR4E 3g

A 3g.
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