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AUSR R A P BB £ A4 (CNS ) AdHLAE (210X 2970 % ) 17
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Ao~ BEBABLEA (118)

H!-NMR(de-DMSO) & : 4.76(2H,br.s), 4.85(2H,br.s),
6.15(2H,d,J=7.6Hz), 6.46(1H,dd,J=8.2,2.4Hz),‘6.57(
2H,m), 7.75(2H,d,J=7.68Hz),

2 £ 8 #H 2

Q-fH B -4-8 -5-(4-F R -4H-0lk mF -1-% ) -% By

B %, #3.811g 2-B & -4-% -5-% -F B, 2.473¢
4-EEME, R1.827cE A& B KN 130C, BKE T M
SEBMIZHRASER B3INKE, B35 1.125¢ 2-5 & -4-
B-5-(4-F R -40-ofb o -1-8)-% B .
i§££>365°c(ﬁﬁ)o
TR DWW (2% HCi1HsNa03F)
st B : C,53.02: H,3.245 N,16.863 F,7.62(% )
BAME: C,52.63; H,3.465 N,16.64; F,7.44(% )
H'-NMR(de-DMSO) & : 6.27(2H,d,J=7.8Hz), 7.18(1H,d,
JFu=7.0Hz), 7.57(2H,br.s), 7.87(2H,d,J=7.8Hz),
8.07(1H,d,Jru=11.2Hz),

4-6 -5-(4-F R -4f-okng -1-%)-1 . 2-48 % — B

B 5%, 1.065¢ 2-B% & -4-48 -5- (4-4 1§ -4H-0 g -1-
E)-ZFBRBENREB N 450l 2 B EF R, TRAKREHT
W195mez 10% LB E LW ERE. RE%, REG &Y &

AUSER BB b BB FAEAL (CNS ) Ad¥LE (210X 297204 ) 18
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Juidoyd A7

B7

A BPHH (19)
ZEERABUEZRELEH, BESNERBHEE S B, ik

BH2BBWE A0 BERFEREBH K, & & & 0 =
HFR-FBH QOUDBREHZE S, AR KENS D
BB, BRWNZEBEL S, 580208 4-F -5- (4-% &t
CAH-M W -1-E)-1,2- K = B,

= 8 227-229.5T

TESAN (B4 A CiaHioNa0F)

B BB C.60.275 H.4.605 N,19.17: F,8.67 (%)

BE M ME: C,60.38; H,4.7635 N,19.01; F,8.62(% )
H!-NMR(de-DMSO) & : 6.24(2H,d,J=7.8Hz), 6.50(1H,d,

JFu=12.6Hz), 6.58(1H,d,Jru=7.8Hz), 7.70(2H,d,J=7.8

Hz ) °
2 £ 8 #l 3
a (@)
X AN
- Z N U\/\/NHZ m\/\/NHZ
. — Qg — &
Ct NC, VS Y

4-8 -3-(4-F X -4H-vf g -1-% )-6-8 & ¥ BF

B %, @A 14.3g 3, 4-— B -6-B EE B, 9.0lg 4-
W OE U NE, 5.87¢2 864 M ML, R70nl= W H B 2 &

op

WR130CzwmBE P MBISARK, AN, Bk kE
BReW, T BBARSE, BB, K16.9¢H B 1 8 5B

!

HmAE100e W B2EHLEMUBERAH 2109 F 828 B,

ety LERRR, ABEBBKRY, 5 89.78¢ 4-8H -3-(

AR R E B T B EFARAE (CNS ) AdHLE (21029704 ) 19

Cmpraa.  heod b A Botsh Baw 3t )
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A7
B7

WD Oh S H S B - R

A ARHRA (20)
4-F N -AH-h 0E -1-8 ) -6-85 B KB (B % : 288F 2917 (
AB)ZHENER., BZ, 300ncH 2 R ERF RS E
g, 19 El 268mg 4-% -3-(4-E R -4H-bmE -1-% )6-p B %
Bz R 8.
wOE o 290-293C (& ®)
B R D W (5 H BCii1HsNa0aCl)
it B E : C,49.735 H,3.04;5 N,15.82; C1,13.35(% )
EBE@E: C,49.52; H,3.205 N,15.66; Cl,13.08(§6)
H1-NMR(dse-DMNSO) & : 6.22(2H,dd,J=6Hz,J=2Hz), 7.19¢
1H,s), 7.73(2H,br,s), 7.78(2H,dd,J=6Hz,J2Hz), 8.23
(1H,s),

4-% -5-(4-F K -4H-mk o -1-F)-1,2-18 % - B

BHX, #H53.0g 4-8 -3-(4-F K -4H-ubmg -1-% )-6-
B R KB, 3.78g8k ¥, 10mlik, 90nlZ B, KR 1.15nl2
NE MBS R B AT EMBE RSB, BB E N
1350l Z M EBIBAWF, B HHyflo Super-Cel (i & & )
BEABENELRAEN. ULBA AL AR A LA
0e WM ER, EUBREG 2 NFEER. HAE S
MAERB. BROURFH/EABBE S, 852 04 4-
B-5- (A8 f% -4H-1 0 -1-%)-1,2-# % — B 2 5 8 .
BB 260-261C (£ ) |
T E S W (DA ACiilioNs0C])
it M : C,56.06: H,4.28; N,17.83; Cl,15.05(% )

B #ME: C,56.05; H,4.305 N,17.75;3 C1,15.17(% )

AU R B 7 BB FAERL (CNS ) AdBLE (210X 29704 ) 20

CoiPrans  Remos b N Brobsl B3k )
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A7
B7

o~ BEASER (21)
H*-NMR (de-DMSO) & : 4.97(2H,s), 5.12(2H,s), 6.12¢

2H,d,J=8Hz), 6.58(1H,s), 6.64(1H,s), 7.57(2H,d,J=

8 H Z ) o
o] e}
V\ V\
Bedh S ey
N
N X N, NC)\/\NCz NC/\/\NHz

A-W -3-(4-F X -4H-of o -1-% )-6-5% B ¥ B
B%, B2 HF1.0g8 3-H-4-% -6-BE XMW, 507ng

A-F E b m, 330me 86% EEH LW, Ro5nl=- F T W 2§
TV RIIOCHB P MBIIF. EREAS BENS ETE HS3
ZHME B EEIT, B % 836ng 4-F -3-(4-8 £ -4H-1fk 0z -
1-B)-6-BEXHE 2 88,

& & : 354-357TC (& @)

TR DH (D H HCi2HsNal3)

st H : C,56.25;5 H,3.15; N,21.87(% )

CEWMME: C,56.255 H,3.27: N,21.83(% )
H'-NMR(de-DMSO) & : 6.28(2H,d,J=8Hz), 7.13(1H,s),
7.92(2H,d,J=8Hz), 8.24(2H,br.s), 8.68(1H,s).,

4-% -5-(4-F X -4H-nf o -1 -% )-1.2-48 %X — B

B %, & F490ne 4-F -3-(4-8 /% -4H0-0fk o -1-% ) -
6-85 B X B, 642mg# B , 4nlK , 16nlZ B K 0.2nl12 2N

EBRMBRGYR BB NRIIF, EBRZSBEU2EE

AR BB FE R RAEE (CNS) A4 (210 X2970% ) 21

Cmipramd  JBsige e A Btk 2ok )



A7
B7

PR D MmO R

« BBAELEE ( 22)
B3z Mm@EFEZEE T, BEHHEMEEBE., R B, 405megt B 5

BUFH/RAEBELE R, 835 274ng 4-W -5- (4-5 & -
AH-WE B -1-% )-1,2-18 % = B .

B OB 321-333T (&5 M)

TCR DN (2 H BCi2010N40)

Bt B : C,63.70: H,4.465 N,24.77(% )

B W C,63.57; H,4.59; N,24.41(% )

H'-NMR (de-DMSO0) & : 5.21(2H,s), 5.90(2H,s), 6.17(

2H,d,J=8Hz), 6.59(1H,s), 6.82(1H,s), 7.73(2H,d,Jd=

8Hz ) o
2 % E fl5
O%/\ SN
G AN K_/N\/\/NH’ K/N NHy
LT — g — r
Me,NO,S NQ, MeNGys” X NG, MeyNT,S NHy

A-— B B MR MR -3-(4-E AR -4H-mhom -1-% ) -p-p B %

B%, #&#H3.0e 3-8 -4-=- F E BB B & -6-58 &
FB . 1.39g 4-B B WM, 0.91g2 86% M E L&, B 20
nlZ FEEZEAWRIC I WA MR .5, W&
TEPIHEA Z S BT RS B, 95 1.675g 4-— B =
B BMOME R -3- (4-K R -4H-Mh 0E -1-% )-6-8 2 % B,
WM 344-347C (5 B )

T E DM (4 4 & Cialli1aNa0s$)

A4k R L i P BB FARM (CNS ) AMLIE ( 210X 2072 ) 22

Cmiprapie oot fo A Bobsk 2ok )
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B7

TN H oo R S

A BURY (23)
st B 18 : C,46.155 H,4.17;: N,16.56: 5,9.48(% )
BEW®ME: C,46.11: H,4.22: N,16.36; $5,9.37(% )
H!-NMR (de-DMSO0) & : 2.56(6H,s), 6.16(2H,d,J=8Hz),
7.09(1H,s), 7.71(2H,d,J=8Hz), 8.25(2H,br.s), 8.51(

1H,s) o

4o BOH BH OGS OBN K -5- (4% FR -AH-O BF -1-3 )-1.0-fh %
g:ﬁ

B %, & H1.50g 4-= B 2 B B BB B -3- (4-8 /8 41~
e oBE -1 )-6-B B R B, 1.49sM B, OnlK, 36012 B
BO.45n]l 2N B 2 R AW R B A T B K H K 459 & .
WERASZHAEFRET LRSS, Ao EN @, o
AR BB UTR /EARBE S, B51.30g 4-— F X
BB -5-(4-E R -AH-M o - 1-E) -1, 2B E-B 2R
B OB : 334-336T (4 8)
RSN (D B CiolioNa0ss)
st BB : C,50.63; H,5.23; N,18.17: S,10.40(% )
E 8 HE C,50.43‘; H,5.28; N,18.16; S5,10.58 (% )
HI-NMR(ds-DMSOQ) & : 2.51(6H,s), 5.21(2H,s), 5.90(
2H,s), 6.17(2H,d,J=8Hz), 6.59(1H,s), 6.82(1H,s),
7.73(2H,d,J=8Hz) .

2 = B Pl 6

AR BB P B F AR (CNS ) AdBLAE (210X 29704 ) 23

(Cmipragdh R Bo v Bk B sk )
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PR P o> 3 H O e B S S

A~ BB (24)

4-FF B -5-84 B -2-(4-F 0 -AH-ofb o -1-B -= & B B X (

| £ luoride)

BH%, BH2.40g 4-B % -2-F -5-HE=ZHF EE
2.0g 4-F® # W nE . 684ng 86% &E H AL . 150l W E W
TEADRIOCHB T MB2IE, AHABAY ., XK K
AKMERAD T, BBAUB I HRNEBE YRR /Z8RZ

B S, /95 2.609g 4-FF X -5-8 £ -2 (4-58 18 -4H-1 5

-F1I-E )= B EXEXZ R M

5 % 274-275%C

TR D W (2 H % Ciz2lleNalsFa)

5 E @ : C,48.17; H,2.705 N,14.045 F,19.05(% )

% W iE: C,48.12;: H,2.78: N,13.98; F,19.11(% )
H!-NMR(de-DMSO) & : 6.19(2H,d,J=8Hz), 7.17(1H,s),
7.74(2H,d,J=8Hz), 8.17(2H,br.s), 8.38(1H,s),

4-(4-F K -4H-ofk o -1-F )-5-= F B & -1,2-14 X —

B, W& H2.56e 4-BF M -5-8 X -2-(4-8 1K -4H-
e oE -1-% )= H B E X, 2.87¢¥i ¥, 14.4nlK, 57.6nl
ZB, R0.86nl 2NEBM X E AR BE PN HREKLISH
. WS ETEHISZIHEBFEETRRS B, B 5 1.73¢
4-(4-% 4% -4H-0E mE -1-2 )-5-= & B B -1,2-% ¥ - B 2

A R iR P BB R AR (CNS ) AHLAE (210X 29704 ) ¢4

(omipramd Bt B A Bk =3k )
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A~ BABA (25 )
B & o
BB : 264-266C (& B)
TR DN (2% ACiz2Hi1oN30F3)
i+ B HE: C,53.53: H,3.74; N,15.61: F,21.17(% )
® ®mM#E: C,53.555 H,3.87: N,15.52; F,21.30(% )
HY-NMR(de-DMSO0) & ¢ 5.23(2H,br.s), 5.53(2H,br.s),
7.57(2H,d,J=8Hz), 6.09(2H,d,J=8Hz), 6.54(1H,s),

- 6.86(1H,s)o

B Hl 1
Y\”/NIO . N o
N ,\ I \f ([a)
H QN z Q
- -7-(4- -4H-1 -1-B)-1.4-= & v 1 ok -2, 3 -
=

B %K 9.007¢g 7-4 -6-8 % -1,4-= & 1§ 13 -2,3-8
, 7.611g 4-B E M mE, R5.210e2 EELF R KEWE
120nlz KB EEP., BEWRI30C, ERFTMRHE2
N, BE, BMSOnlk KK 30l ANEMEIRER &
oW E R A E B (PH3EL), BEFBEBOARY ., X
RAKBFE. SN RYBDNREMBRINSE F560nlK R 56nliR
BRKZBEBEUHF . BN RELREBZFHINBEESE T, W
U BEE., DREBPTHBRELINKRLA. RESBUR
wREBLEFUAK, FERZIBESLE. ERFB/BZE®R,

AW R B A T BB FA2% (CNS ) AdHLKE (210X 2972 % )

25

(mipravds  Resos o fv Bk B sk )
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T PR O FE N S B S 3R

AU (20)

9 2 7.56g 6-8 & -7-(4-F 8 -4H-b g -1-8H)-1,4-= &
W -2,3-= 8 (B XMW E A la),

BB 5300 |

FEDH (D H B CisHaNals)

it E#E : C,52.0: H,2.69: N,18.66 (% )

B @ #E : €C,51.83; H,2.89: N,18.69 (% )
HI-EMR(ds—DMSO)6= 6.22(2H,d,J=7:4Hz), 7.21(1H,s),
7.78(2H,d,J=7.4Hz), 8.00(1H,s)

IR(HE ): 3080,2920,2580,1730,1695,1635,1595¢m"!

b eWilaz BB & :

B e >300T

TBCE W (5 H & Ci3HsNals « 1/2H2S04 ¢« H20)

it EE : C,42.51; H,3.02; N,15.25; S,4.36(% )
ﬁﬁ“ﬁ‘v C,42.27; H,3.10: N,15.65: S,4.36(% )
H1-NMR(de-DMS0) & : 6.81(2H,d,J=7.6Hz), 7.33(1H,s),
8.05(1H,s), 8.30(2H,d,J=7.4Hz0,

EeWlaz BRENTHNSRAEA .

B %, H2.706(9. Onnol)6-F8 % -7- (4-% 1% -4H -1 0t
1-E)-1,4-= W E IS B -2,3-= BB W E 30017 B & B
. B % M 2.2501(10.0mnol, 1.1% B ) 50% & & 1§ B X
BEREMABRBAD T LRE., BERAM1.540 K, %@
BUEE R 22U BRDBEAAE B L. FB 2B 60K
BN BB MR B RN 200012 B, AERBEE LK S R
LS. RGBRERLER 2N 2 S L B2 RS, B

AR R AR PR B EAR%E (CNS ) A4S (210X 297K ) 26
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A7
B7

A~ BRABLEA (97 )

B ¥ &R, SE3I.08cEBMEZZSEE, X HJS.9%,
W OB 230-233T

T ED>H (D H HCiali7Nals - CsH1aNO - 2.5H20)

&t E £ : C,48.215 H,5.84: N,15.62; H=20,10.04(% )

® ®WMHE: C,48.405 H,5.80: N,15.86;5 H20,10.20(% )
H!-NMR(de-DMSO0) & : 3.11(9H,s), 3.41(2H,t,J=4.6Hz),

3.85(2H,m), 6.14(2H,d,J=7.4Hz), 6.87(1H,s), 7.71(

2H,d,J=7.8Hz), 7.82(1H,s)o

B A2

H N
F\/\/N aQ Y\ H
’/{, T¢ —_— \VN\/\/NM%
e oSN o |
QN : Q e XN ~aq
H

6-8% B -7-(3-%5 -4-& X -4H-otf mg -1-B )-1.4-— & 0§ 18 wf

—

B %, K 267meg 7-% -6-8 ¥ -1,4-= & "2 1 of -2, 3-

[

M, 171lne 3-H -4-FE B 0z, R 92nc® S 6 & B K &
E3alf k= FEME, e wi R R F130C T K B804
c BERMAKRANGEBREB RS WP, WE®H R
W2, BBHABEEBUR, TAKBG. KBY R = 5
MEBRAKZEAY T AL S, BH3760eH B8 B 2 6-8

Bt B B 0F

“T-(3-%| -4-5 /X -4H-otf og -1-F )-1,4-= & 0% 15 o -2,
3‘:&:’]0
B OE o >300T

ABIER BB A TREEZE (CNS) ALK (21029704 )

27
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A7
B7

£ - BRI (28
TR DH (D H BCisHsNa0sCl « CaH7NO « H20)
it BE: C,45.13: H,3.79;5 N,16.45: C1,8.33(% )
W HEME: C,45.145 H,3.46: N,16.33; Cl,8.57(%)
H'-NMR(de-DMSO) & : 6.38(1H,d,J=7.8Hz), 7.27(1H,s),
7.86(1H,dd,J=7.8,2.4Hz), 8.02(1H,s), 8.42(1H,d,J=

2.4Hz), 12.43(2H,br.s),

NG,
|
Q
F\/\/N\éc \/NWNT/
| -
: ™ A,
C.N/\/\:Ao C‘;N/\/\g a9

6-84 B -7-(3-84 #F -4-F X -AH-ofb o -1-K)-1,.4-= & 0§ 18

Bk -2.3-= B

B %, B67Tng 7-% -6-8 & -1,4-= & 2 15 8 -2,3-
B, 840meg 4-FB B -3-pf E M E, 403ngE K L HF B X I

[

AbnlE K- R E®R, BESYNRERTI30CT K E 2D
B, BHEBMS BUERA 22 A IERET. FBARBY R
FREBEBRBRKFPELS S, B H672ng 6-8 & -7-(3-B &

[l

AR -AH-MEBE -1-%)-1,4-= S OEUE M -2,3-Z B 2 &
B,

BB >300C

FE S M (S4B CialirNs0r)

it HEMEH: C,45.23: H,2.045 N,20.09(% )

®HME: C,45.25: H,2.82; N,20.20(% )

AHIER A B A THREERE (CNS) A4 (210X 29704 ) 28
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A~ HPASLER (29 )
H!-NMR(de-DMSO) 8 : 6.62(1H,d,J=7.8Hz), 7.40(1H,s),

7.96(1H,dd,J=7.8,2.0Hz), 8.06(1H,s), 9.11(1H,d,J=

2.0HZ)0
B Hl4
Ct
O ’
N I .
£ N N Q
Z IS T
1T T — CT T
OZN/\/\}'_‘( a o N

6-B% # -7-(3.5-— H -4-F X -4AH-off o -1-H )-1.4-= F &

nEowk -2,3-= B

B %, ¥ 1.129g T-9K -6-F X -1,4-= & 13 15 B -2, 3-
—F, 1.648¢g 3,56-— H -4-R E Wt , K 672ngE & 1t #
BAMAIOnlE k= FEBP . #EEHWRII0T, &
R RE3INB . WEM 22 BE SR ERERS B, FE
ARYBNBRER-_FE IR, BARBUEER X6
BB, AMSENKERY, LHNESBRERKA, B 5
1.473g 6-B % -7-(3,5-= & -4-5 8 -40-WM 0g -1-% ) -1,
4-= E S M -2,3-Z 6 2 & # .

W R >300T

% E B4 (5 B A CiaHeN4a0sClz - 1/2H20)

s BEHEH: C,41.29; H,1.87: N,14.82: C1,18.75(% )
E @ B : C,41.47; H,1.845 N,15.085 C1,19.01(% )
H!-NMR(de-DMSO0) & = 7.39(1H,s), 8.06(1H,s), 8.55(

2H,s) 6

AMGEREB A TEBEIZL (CNS) AddRE (210X 29720 % ) 29
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A7
B7

A~ BB (30 )
' 65

o
O : j\:? H

N N_ O
m\/\/NH" NININSN
= _— oL
X 2
2/ TNH;

6-& -7-(4-F X -af-ofk o -1-FH)-1,4-= FH R IFH -2,3-=

Bl

B %, B 4.2668 4-M -5-(4-8 X -4H—ﬂ&ﬂi-1m-§)-l.
2-19 X = , B 1.927¢E B m A48nlZ ANE B P+ . BREY
mBEFE2.50K. RE®R, @B B &H8E, LNKEKE,
X % % B 8 3.920g 6-8 -7T-(4-8 8 -4H-tb mg -1-% ) -1,
A-Z— E 215 -2,3-= M o
BB : >300C
TR SN (2 #H A CislHsNa03F+ 0.2H20)
5 M B : C,56.405 H,3.06: N,15.18, F,6.86(% )
% @ H: C,56.215 H,3.195 N,15.245 F,6.93(% )
HY-NMR (de-DMSO) & : 6.23(2H,d,J=7.8Hz), 7.13(1H,d,
JFu=16Hz), 7.17(1H,d,Jru=12.6Hz), 7.80(1H,d,J=6.4

Hz), 12.08(1H,br.s), 12.15(1H,br.s)o

E Ol 6
o
ov\ t\l N0
. z N\/\/
N PN 7
[ o NS0
CIN\NHI H

6-% -7-(4-F X -4f-ufwg ~-1-FH 0-1.,4-— FHor g off -2,.3--

AU R B T EBE RS (CNS ) AdfLAE (210X29720 4 ) 30
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A7
B7

& - BABASELEE (31)

;I
B%, & H1.93g 4-H -5-(4-E R -4H-mbog -1-% ) -

lo2-1 X — B, 2.21cE B, R40nl 2NE B 2 B 6 W i
?éEFDHﬁ:EIiRZd\H%O ?%E%Ziﬁ%%ﬂtiﬁ-iﬁmﬁa%ﬁ, 8
Bl 2.1g 6-% -7-(4-8 R -4H-W 0F -1-% )-1,4-= & 03 1% o
-2,3-=2 Mz HEHBE A, (B E:D400C), B F Z 500neg
HRNEYU B EFBREKXKBESE R, B % 299n¢g 6-%47—(
A-F R -4H-wbmE -1-F )-1,4-= F BB M -2,3-= B o
¥ B 420-445TC (2 )
‘TR S W (2 H HCislisNa03Cl « 1/4H20)
B ME: C,53.07; H,2.91; N,14.28, C1,12.05(% )
B @ f: C,53.09; H,2.835 N,14.245 C1,12.36(% )
H!-NMR(D20-HNOs) & : 7.46(2H,d,J=8Hz), 7.57(1H,s),

7.59(1H,s), 8.57(2H,d,J=8Hz),

B0 17
Q OV\
= | H
N s NH, X \,/\”/N a
' ” XN
) RSN o)
NC NH, NC H

6-% B -7-(4-E K -4H-ofmF -1-F)-1.4-=— W eF 0f M -2,3-

Cmwand  Jwa i Brsbsk 2o 3)

=

B %, &% 246neg 4-W -5-(4-& 8 -4H-otb mg -1-%)
-1,2-f X Z B, 294ngBE B, Snl 2NE M X B S W W B
BB R2ME . AARAYLBEB RSB, BFIE
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— S pP2NE B EH L EBERS 2284 N EBRBERS, 8§ 7
201lmg 6-W -7-(4-5 R -4H-HH:DE-1-%)-1.4;25@"%m"
2,3-=2 8

B % : 410-415TC (& @)

TEDH (5 H HCialsNala - 3/4H20)

4+ HEME: C,57.23: H,3.26: N,19.07(%)

@ : C,57.54; H,3.33: N,19.10(% )
1-NMR(D20-HNO3) & = 7.50(2H,d,J=8Hz), 7.68(1H,s),

7.88(1H,s), 8.72(2H,d,J=8Hz),

e}
X

AN Y\' N o

{ NG N
K/N NH, A A
\/\”/ l\ T |\
)‘\/\ Meng,s” N0

Me NG4S NH,- e H

B-— H E B M B E -7-(4-F 18 -AH-ofk o -1 - )-0F 18 ok -2,

Cmipraid el B N Bt sb B3 )

3-— M

B%, & A500ng 4-F B BB MEE-5-(4-8 R -4H-k
B o-1-%)-1,2- % — B, 438ne® M , K 10nlZ 2N#E B 2
BRAUYRBBEITNBEHRIMIFE ., SHAREEDEUNRKE
M. BRAE S HE., BE, EWEES 25340 K

SR _BFREERBRRAKPTES S, B8 20lng 6-=

PO OB R M R -7-(4-8 AR -4 -1-8)-1,4-= E B 05
W -2,3-= 8 o
¥ %5+ 400-405T (5 B )
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TE SN (D H BCisHi1aNa0sS - 1/4H20)

2 g iE: C,49.11: H,3.985 N,15.27;5 §,8.74(% )

® B {8 : C,49.22; H,4.105 N,15.37: §,8.72(% )
1-NMR(D20-HNOg3) & : 2.17(6H,s), 6.91(2H,d,Jd=7THz),

7.13(1H,s), 7.37(1H,s), 8.10(2H,d,J=THz)o

c
CHCH s SN CHyCH;CHy
- Y ! N N__O
r\I/'\H/N \fo - 7 “ \i
[ P
AR axN AN o]
o ¥ 3 H

G gl 3 -7- (4-S % -AH-Wh U -1-%)-1-(FE R E)-1.4-= 8

M IE Wk -2.3-— M

B4, K 1.244¢ T-% -6-HE-1-(EAX)-1,4-= &
Y UE W -2,3-= B, 952mg 4-F E W, R 71lueH & & &
MoK M A1l k= FEE T, RERT, 130C T # #
E A w3 A . REEMSOIKEHRS WP, BB AN
E B BLEEREASY GH2E3), BHERAR. BBARY
YR - B EFRPEE R, S5 1.08g 6-8 % -7-(4-8 R
CAH-W R -1-%)-1-(EAE)-1,4-= E B LB -2,3-= M
BO% o 5300
S F B (B A B CrelliaNals+ 0.2H20)
i+ M#E : C,55.56;5 H,4.20: N,16.20(% )
s 8 M@E: €C,56.635 H,4.29: N,16.37(% )

H'-NMR(de-DMSO) & : 0.94(3H,t,J=7.2Hz), 1.65(2H,n),
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A~ AR (3
47.10(2H.m), 6.21(2H,d,J=7.6Hz), 7.77(2H,d,J=7.6Hz)

, 7.86(1H,s), 8.02(1H,s),

1o
Q ~
CHCiCH; N CHFHCH;
‘:\/\/N\&O K/N\/\/N\&O
o — |
e TNt ”\‘/\/\NAO
Q.N H Co! H

6-BF B -7-(3-84 & -4-& {8 -4H-uf oy -1-%)-1-(F K &) -

1. 4-— H g ik -2, 3-2 f

B %, #803ng T- -6-BE-1-(ERE)-1,4-= &
o 05 W -2,3-" B, 700mg 3-F XK -4-F E W 0 - B 365me
EELELHFRIOCZER B TBRIUEFHIZHERISEER
B4.5/h K . 3 5 1.059g 6-8 B -7-(3-B & -4-8 {8 -4H-
MEmE -1-B)-1-(ERAE)-1,4-Z FE F 120 -2,3-= 8 ,
B OB : >300°T
i E oW (2 ACielliaNs07+ 0.3H20)
S BB : C,48.945 H,3.495 N,17.83(% )
% @ (B : C,49.02; H,3.68: N,17.92(% )
CH'-NMR(de-DHS0) & : 0.94(3H,t,J=7.4Hz), 1.66(2H,n),
4.06(2H,m), 6.64(1H,d,J=7.8Hz), 7.98(1H,n), 8.00(
1H,s), 8.10(1H,s), 9.12(1H,d,J=1.8Hz), 12.46(1H,

bl".S)o
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a Q :
SN \(j{ H j\:/\ H :
N
X N\/\/NH'! NN \éo * X N\/\/N\(C
= NH: N 3 Q.N N

H . H @

- (4-F R -4H-uE wE -1-F)-1.4-— HF ISk -2,.3-— B

B g, 4.8408 A (A-8 K -4H-UE B -1-% ) -1,2- M %
B R2.402:H B A MEOnl 2 ANE BT . BEAWRE
A EMBER2 AR, BAUR AR BB U R E L
W= M EEEEES S, M5 4.786c 6-(4-% R 48k 0% -
1-%)-1,4-= E S 0 -2,3- B .

BB >300T

B K (9 F B Cisholals)

3 5 H: C,61.18; H,3.55; N,16.46 (% )
= ® ®E: C,60.94; H,3.62: N,16.37(% ),

-84 ¥ -7-(4-F R -AH-otbmg -1-F)-1.4-— FE IS M -2,3-

-

B %, NRuk?®  FTH 510 6-(4-F 8 -4H-mb o -1-8] ) -
1,4--'25“2"%'“%—2,3-:Eﬂi§ﬂﬂﬁ5mliﬁﬁ§§‘P, I H B
RES, B, BW253 e BAFEZFHBBER. BEY
ReOCMBBRBIINKE, BEEF, M2k KEBZREY
B, Y UANEE LW AR ABLBEBRZIrPIZES, B B U &
TEBER., MAKBRNEBSES 2 B8 % HE E 426ne
6-8 ¥ -7-(4-8H X -4H-tpg -1-8)-1,4-= & #0154 -2,3-
;S |

WO : >300°T
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HY1-NMR(de-DMSO) & : 6.20(2H,d,J=7.8Hz), 7.20(1H,s),

7.76(2H,d,J=7.8Hz), 7.99(1H,s),

BIH-NMRR HPLCE B & W 6-8 2 -7- (4-8 R -4 H -
BE-1-B)-1,4-Z Sl -2,3- " FHHEEMN 1B/ L4
Wiak HEYWE.

G%/\ w
a i \ N O
= \/N\/"\|/l ~F
N NH; | i l\
N ﬁ . Vo VT tae
I‘-;: { -
X NH, H

~
FyC

6-(4-58 8 -4H-ofk mg -1-K)-7-= @ B & -1,4-— & 05 1% o -

2”3":-EE

B %, & #H300me 4-(4-F R -4H-m 0 -1-% )-5-=
OB OE-1,2-F Z B, 30lngE B, R 6nl 2NE B ¥ E &
PREBTMBERTI)HAAELGY, LBBAE 2B
o BE, H333ncM B H T H N R BN - B EERE K
TERAEWPBESE R, B 216ne 6-(4-H R -4H- 02 -1-%
)-T-ZH B R -1,4-Z E BB -2,3-= 8,
W OE o 410-4207T
TR DN (D B CraleNalaFa - 1/4H20)
it 1 : C,51.315 H,2.61: N,12.82;5 F,17.39(% )
= H®MME: C,51.365 H,2.87: N,13.04:5 F,17.11(% )
H!-NMR(de-DMSO0) & : 6.18(2H,d,J=8Hz), 7.22(1H,s),

7.55(1H,s), 7.70(2H,d,J=8Hz), 12.33(2H,br),
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6-B ® -7-(3-& -4-F 18 -4AH-nofk mF -1-H)-1.4-= & % g o

B %, ¥ 127ne T-# -6-58 % -1, 4-= 8 03 15 W -2, 3-
~H, 96ng 3-M -4-F E W E, R S5ucH ML H B K E M
El0lB k- B TED, BRAWRER T, 130C T 8 ¥
A . BE, AMSOnIkKEBRERS W F, % W 2N
EBMTAERAY. BB AABY ., LU KEK. M
el WEELWE BB BY ., AR REEBE B R LB
B, BRABEBRTA, BBUEBSBLEZGE, &5
147ng 6-8 B -7- (3-8 -4-H i§ -4H0-k g -1-H )-1,4-= &
v IE Mk -2,3-2 B .

B e >300T

st E o (9 & CiaH7Na0sF « 0.3H20)

it HHE: C,48.255 H,2.375 N,17.313 F,5.87(%

B B H: C,48.09; H,2.61: N,17.49: F,6.27(% )
Ht-NMR(de-DMSO0) & : 6.46(1H,dd,J=9.0,7.4Hz), 7.28(
1H,s), 7.85(1H,dd,J=7.6,2.0Hz), 8.08(1H,s),8.37(
1H,dd,J=7.8,2.0Hz),
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5B G- K -T- (4-F A% -4H-W B -1-% ) -1,4-= & 0T 0% K -
2,3-— M (la)BNNDAZR B X HEBEANENE IS ©

H %, Sle-Wistark Z B (#8 | % 250% 300e) 2 X M
B OB R 20f: 8 M 2 5nM TrisZ M 4% % W (& 1uM EGTA, 0.1
nM PHSF, B 0.01% # ¥ # & % (Bacitracin), pH7.4]%
B L., KK BRS50,000xeBE 0 30 8, X FxHBRFZF
NEEHHE.,. EFLEBEENX, BERKBERIFE®-80T
T MEB TEHEHELEARZBE, X R 0.08% Triton X-100
BB T, 20 FTRRFLIODE ., R, FHEFBRIEERX,
E 2R 50 Tris- 2B EBH B (pH7.4), BEBRKEX
0 Eﬁﬁiiﬁi100nM[3H]’Ef§§EL§%§U?E-I§2?19’]155?52“:%
wIlaWBEBRBEST. BREPYPROICEBERFIOE . FEZIRE
% X & B Whatnan GF/CH E B2 B MUK IERE, &£ B EHEKN
B B B ASTBEERBHE EOR S L InHE R HH®H
B MEFTIFEFE MBS HMBEICcolE, fEE&WIaz
ICsoffi fh 8 I YHOOO (VO 92/07847Hi % 2 B M 152 b & &)

EaNBEU, LI A FERRE. BEBERR & 2.
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& 2
1t & Y ICso(u M)=?
‘Ia 6.6
YMOOO 67

a)F A2 BHIHE B
& I1a2 B HYNOOZ 10 % ERH AR

% B
S He-BE-7T-(4-8 K -4H-ﬂ&.lﬁ'1'§)'1.4':§"§55#‘
23— M (Ia)HANPAR B2 B S B & &

% s . Slc-Wistark £ H (B % % 250%F 300e) 2 * B
FEERI10E 82 B 2 30mM Trisd B & H % (& 2.5aM Callz,
CH7. 1) E E b . Bk BS B OE R 30,000xeh D 155 ML H
pEREEE. EREBR-X, RRARBREF R
50T . REEE ML S MB B R B PR 300H Tris-Z
BEEHB (B 2.50M CaClza® 100mM KSCN, pH7.1), 1§ &
Bk . B E kB 30nH(SHIANPAR KBl B E 2 4L & B lal
A E L., BEAMBEFROCNGE . BEERL DL &
B Whatman GF/CH & @ % U & 1t 5 8 , # B B A s oS
M BB REE EOOHRE R, DR E OB EE
TR PG E 2SN B R E ICooff o B FIYNOOOH B
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HEHE, ALt xHEBHFERELSWIaz ICs0fE . &R

R OE 3.
% 3
& . ICso(u M)=>
Ia 0.10
YMGOO 0.28

a) A z [SH]AMPA

N=\ H
Mty
02N N 0
H
YMS00

mABE, ERUEEZEHGED S —EHFALS
W, EREHR P EMETZNDAZHE RANPARBERI M Z W
EREABRRE. 2B WP &Y E AT MM &b BEBRHENIDA
SHREAMPAZREZE S, RATAENFABBLHEERS
Bz BHEXAMNBREEY.
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, B E&EERNR2
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ECAREE (#HP2 L4 OXOPYRIDINYLOUINOXALINE DERIVATIVE )

An oxopyridinylquinoxaline derivative represented
by the following Formula I or pharmaceutically acceptable
salts thereof:

O N Rl R‘

Rl

wherein R' is hydrogen, halcgen, nitro, or trihalomethyl;
R! is hydrogen, halogen, nitro, cyano, trihalomethyl,
carbamoyl, carbamoyl substituted with lower alkyl,
sulfamoyl, or sulfamoyl substituted with lower alkyl; R’
is hydrogen, nitro, or halogen; R' is hydrogen, lower
alkyl, substituted lower alkyl, lower cycloalkyl, or
substituted lower cycloalkyl; R''s are substituents
independently selected from the group consisting of
halogen, nitro, cyano, lower alkyl, carbamoyl, and
carbamoyl substituted with lower alkyl; and n is an
integer of 0 to 4. The derivative works as an antagonis-
tic agent against both the NMDA receptors and the AMPA
receptors, so that it is effective as a therapeutic agent
for neurological disorders caused by excitatory amino
acids binding to the receptors.
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R22A B X .

_ ERARBREALEEMBENANS TERZ®
B ER2BREARY, BEUTR(DATZ2ER K
EEREHRFAD R EBE LTER2E8FAREH

A

AR AR T EEFARRE(CNS)A4RSE (210 X 2972%)




20 e omobe 2 34 H O modu B SE S RIS

€
-
L

uU’\.d4

€ X Ci1-Ceft &

MiKE: RnARIE2Z B 8,

5. mEBE HEAMEEEs AZEZ2ARY,
s BB LR EBERZHAETE R

6. W A EMEBEL ACERARY .
BATREAERS .

7. mEHHEMEESEs ACEZEARY .,
ERBEVP—HEEAHESERE. 2

THEEEEERMAMERZEAHE .

H3
0 N R3 %‘
N N~ 0 )
j;D L (1)
5 7 N
(RJHR R‘ H
HmRIASE: R2ASE, 9%, BHE, WE, =&
B Kk, K BC1-CefR EMR2Z2EB/RBE; RH € R4

RSABE N BB FRBEERRMAE 2

% ERARRF
wo#ME
hEHERRBR

HopZmEH

=
T

£ R E .

AR A BB TR (CNS )A4RE (210 X 2972 %) 2




	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS

