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FOLELEYIIIRATCTLEEYDARBBERTLREREM
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o, WatewllILBEMRED (MBELS
mmAkEY, ZEEF)IFREEHEER,

BEWtaw(IIR B AEHNETREBRELE 2 AH B A
AUBRER/BEG/MABTPEMNELRER, LR/EE
, AR (MEEHR, MBBEREKEE, BEEXKMHEMH
ZHEF, nEODEHRAR, MABRAR. MEZS &
ZHR, BHER TOES I E2HAR, E¥ B KESE
ZCHRHR, BBERBAR, BE2REREEARE IS . It
fp, BEHMERNLEEDTRHEEMNDRE, 8, 78,
EEsaE, RE, FRIIB, BB, AR, REX%E., N
WEBEEHUHXEE, FEHVRZHEBHE, cERBEEE
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(B R®E ~2 80820 HE4H, 147-153H
(19944 )fr & MUl 5 KX # 17 )

(i) 7% &

FHS A 2344 EEEKE (n=7), THAER
ABME® A FAERBHES &, KES2HRT MH
U¥YMBBEEL FPAEMEZREBLAD. HBLEED
e RERBREZROO.CIFREBHER, BERSBH KU
IZA/FTRBERBEARE., fREHKE, E8XEHER
perspex# (25x 25X 35E K VB B H X H 60 &, HE
LR EIERB, SHBRITHE —EBREFEBXHE,
BEHUEHRBET

(IR B &HR
ABLEeEY AR (ZER/TR) 8 &
B AW %) (R & /W)
2 0.32 0.57
6 0.32 0.60
8 0.1 0.60
7 0.1 0.71
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BRAFTIREH LS I RELBEBHR X (BE,
RES) WEHEREBHEEBRHAE 27198, £3 B,
1157-1173KH (1986 )2 H ¥ ., # — ¥ , HEHE T E M &
AR (P W FCTEH B A & K E W0 98,/ 27930% % )al | M
RAEMRrE 22t AR REZRER/SH

B Al .
HrEeEEN, FBHZ2LEGY 1R HEEER
‘ tHETERERAEAERN, A B RLEEY BB

FEHERODESRASENHBIHIREZEETERHEBEN
AmeEHAEBER. YERIRERDS. RS A
ITaBEM, &, AR, NE, B, FHRAE, B
FHHM, ABAE, EFEFHR, TRBB K EEEH®
ME . ZEH. RERIAECH. EHHRAEEHAEM
i/
HERLEDIIIZHMEBITHMRAEBRRESEWE . |

A E -BH#Eg#Ho.1, 1, 10, 50, 100, 250, 500K% 1000

’ ERtLtEYIIITFAARBEIRERR. 8%, 8 A

REMEBEIFTFAI.IZER ZEH 10008 %,
TH R R EREGTHLNSE SHH,
i H
REA-RRCE-3-FREOQEAHA)ZFE (0EH )R D
Bk (208 A ) m A NaOH(4N, 20 # ), R ZE#E T # #
1 M B BER. ARAKRZIBZE, #EHril, 5 M
HHE, BHLUEE K, REBETEHELABRERT
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BA4-FRC-3- M, HouXrLHLEER.,

NMR (DMSO-dg, &) : 1.60 (3H, s), 1.35-1.65 (1H, m),
1.75-2.2 (5H, m), 2.25-2.45 (1H, m), 5.25-5.4 (1H,
m), 12.09 (1H, br s)

MASS (LD) (m/z) : 139.2

B E M2
REA-FRD-3-BMEBEB(1.TE)R=ZK(1.88 #)

# CEZTEQBER)AMAN-_FXBERK (2.6 ),

m@Es Mg, THEEER, WEBEUZHBIME, KXH
LLHCI(IN), B KB ENETREREHE K, RBBET
k. WEBER, HHBEEFHELE(I50BH ; 1-3% &
BMIRKREEDCKR)IFI-E=ZTEERE -4-FRS -3-

1% (0.82% ),

NMR (DMSO-dg, &) : 1.37 (9H, s), 1.60 (3H, s), 1.65-2.2
(6H, m), 3.2-3.4 (1H, m), 5.2-5.3 (1H, m), 6.68
(1H, br s)

MASS (LD) (m/z) : 234.3

B B3

REI-E=ZTEREKE-4-FRS -3-(0.4% )2 @&
ER(VAZEAR IR KB KR (V.8 F ), ROCT A=
mZB(L.2EH), ROCTEREL M. BRE, WRE
BRALCEZ K (4N, 2ZEH). GERER ., B8 U
—TRARABRI-BKE-I-FREO--ABEME, 54L&

#E AL 65 A .
1
& 1,2,3,6-1 8 MaE (0.250 )R 4-%F & ¥ I M og
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F o BEARA ()

(0.649)2 1, 2-Z Wk (5 EA IMBETISC 6 K,
REEAH, AVWBEEWR&EL (0EH; 0-5% F B2 =
REAK) BREBVELEZ2Z2BZE (4N, 2 EFH). ©
MR, BB U RERAE - (0 -4-F R EE)-
-1,2,3,6-V4 & 0tb o B B % (0.43% ),

NMR (DMSO-dg, &) : 2.05-2.35 (2H, m), 3.64 (2H, t,
J=6Hz), 4.05 (2H, t, J=2.5Hz), 5.6-5.8 (1H, m),
5.8-6.0 (1H, m), 8.06 (2H, d, J=7THz), 8.55 (2H, d,
J=THz), 10.58 (1H, s), 14.72 (1H, br s)

MASS (LD) (m/z) : 204.2 ‘

Bl 2

BR1,2,3,6-mE Mo (B2 R )2 W E KK (2 H )R
HEBES, REBTHMANERNB4- X8 (0,112 #)
e MEBRTHAEIVNEKE, FHEREER, BHN LU _-_ERART

B l1-(4- X B S K )-1,2,3,6-0 & Mot (117F 5 ),
NMR (DMSO-d¢, &) : 2.0-2.2 (2H, m), 3.51 (2H, t,
J=5.7Hz), 3.85-3.95 (2H, m), 5.65-5.95 (2H, m),
6.95-7.15 (2H, m), 7.35-7.55 (2H, m), 8.47 (1lH, s)
MASS (LD) (m/z) : 243.1
B3
TH SN2 25E®E.,
2-(4-8 X K B EE R )-1,2,3,4-W & £ 1 ¥

NMR (DMSO-dg, &) : 2.85 (2H, t, J=6Hz), 3.69 (2H, t,
J=6Hz), 4.63 (2H, s), 7.07 (2H, t, J=9Hz), 7.18
(4H, s), 7.48 (2H, dd, J=5, 9Hz), 8.60 (1lH, s)
MASS (LD) (m/z) : 293.2
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Bl 4

RELI-B=ZTREEKE-4-FRD-3-H (0.18% )2z &
Bl (0.IBEHA )R KB H K (0.I6EH ), ROCTmA
ER B (0.4 H ), ROCTHRRHEELI AEF. BRE, &
BR1,2-ZRZKE (5 EHR)e MAZZK(0.6BH )R 4-
XFEKBEMoE (0.183% ), MBHET5C 6/hK . REE
HBBHEEHHAE(GOEHR ; T FEBEZ_EBEHK), &
RarRtE2 BB (4N, 2 EH). FERAER, & %
B-_RPABTEN-(4-FRD-3-#-1-%%)-N"- (0 og -4-
)R B (0.144% ),

NMR (DMSO-dg, &) : 1.64 (3H, s),,1.4-2.4 (6H, m), 3.6-
3.9 (1H, m), 5.2-5.35 (1H, m), -7.26 (1H, d, J=8Hz),
7.82 (2H, d, J=7Hz), 8.51 (2H, d, J=7Hz), 10.91
(1H, s), 14.50 (1lH, br s)

MASS (LD) (m/z) : 232.2

Bl 5

RE&1-BE -4 -RRC-3-BHBHE (0.IK)I)Z=K
R (5 FH), ROCTHR XM AME (0.14%F F )R 4-
mTERR (3MA). BEEZXTHLMEL M, &R K
BRBZIZWE. ¥oBEHMERKRRBELICIL(IN, BB
EHFBRREE KR, REBETEHE., ARRREAR, B W
BHEBHHAE(IER ; 0-20% 2B ZEBEREDC K )T S
1-(4-8R F EKE)-4-FH IR -3-18 (98% = ),

NMR (DMSO-dg, &) : 1.59 (3H, s), 1.4-2.3 (6H, m), 3.8-

4.1 (1H, m), 5.35-5.5 (1H, m), 7.27 (2H, t, J=9Hz),

7.89 (2H, dd, J=5, 9Hz), 8.25 (1lH, d, J=7Hz)
MASS - (APCI) (m/z) : 234 '
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Bl 6
THLELEEDTBEAMS 2 HEMSE .,
2-(4-m Y EE MR E )-1,2,3,4- W | &

NMR (DMSO-dg, &) : 1.65-1.9 (1H, m), 1.95-2.25 (1H, m),

2.7-3.1 (4H, m), 4.05-4.3 (1H, m), 7.08 (4H, s),

7.2-7.4 (2H, m), 7.85-8.05 (2H, m), 8.45 (1H, d
J=7.5Hz)

MASS (APCI) (m/z) : 270
Bl 7
RE&E1l-BE-4-FRC -3-MEMBE (103FBR)Z =K
B (5 B]H), ROCTHR XM AMGE (0.14F # ). 4-
WEooE M R OB BN (0.124% )R N, N-Z B R M 0 (0.1135 ),
M EXERIEBEL AEFE, BRARZBZE, BE
PH4.6, # 7 BEH BB K R Bk L KR &8 K, RuWE
X TR /K. AEAERKR, BRI RFBEE - (M -4-
BEEBE)-4-F RS -3-48 (46 70 ),

NMR (DMSO-dg, &) : 1.64 (3H, s), 1.45-3.35 (6H, m),
3.8-4.1 (1H, m), 5.25-5.45 (1H, m),_ 7.74 (2H, dd,
J=1.6, 4.5Hz), 8.53 (1H, d, J=7.5Hz), 8.70 (2H, dd,
J=1.6, 4.5Hz) |

MASS (APCI) (m/z) : 217

14

o8
THRALELEHTHAT 2HFEHRSZ.,
2- (M oF -4-% B IE %&£ )-1,2,3,4-1 G K

NMR (DMSO-dg, &) : 1.65-1.9 (1H, m), 1.95-2.15 (1H, m),
2.7-3.15 (4H, m), 4.05-4.3 (1H, m), 7.10 (4H, s),
7.78 (2H, dd, J=1.6, 4.5Hz), 8.65-8.8 (3H, m)

MASS (ABCI) (m/z) : 253 '
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g9
IDRE&EI-B=ZTEREBEE-4-BR-3-# (0.18% )2
B E M (0.IBER IR KB B K (0.36EH ), ROCT M
AZRZEB (0.54FH), ROCTHREL MB ., BRETA
BEea1-BE-4-FKRA-3-29.
) 1I-BE X -4-FRE-3-B2YER_KBHK (58 H)

‘ o MOCTMAZZEKR (0.ZEH )R ERB 4- ¥ 8 (97

fMA) ROCTRRH#EOI.5AK.,. BRRAK, BFRARZ
MZIM. oA EHRELUEH K. FRRAKR, B Y
UECH IBN-(U-BIRE -3-4 -1-%)-N'-(4-8 ¥ &)
Bk 0.206% ),

NMR (DMSO-dg, &) : 1.63 (3H, s), 1.3-1.9 (3H, m),
1.9-2.1 (2H, m), 2.1-2.4 (1H, m), 3.6-3.85 (1H, m),
5.25-5.35 (1H, m), 6.07 (1H, d, J=8Hz), 7.04 (2H,
€, J=9Hz),7.36 (2H, dd, J=5, 9Hz), 8.38 (1H, s)

MASS (LD) (m/z) : 271.2
B 10
. TH AT HM2 2 H &K, #FH2-K%-1,2,3,4-

HERXJIEBLELEYmMEE.
N—(4_ﬁsﬁ§)_N'—(1’2,3,4_mﬁ%_2_§)ﬁ

NMR (DMSO-dg, &) : 1.6-1.8 (1H, m), 1.8-2.05 (1H, m),
2.63 (1H, dd, J=8, 16Hz), 2.83 (2H, t, J=THz), 3.02
(1H, dd, J=5, 16Hz), 3.8-4.1 (1H, m), 6.22 (1H, d,
J=7.5Hz), 6.95-7.2 (2H, m), 7.12 (4H, s), 7.3-7.45
(2H, m), 8.40 (1H, s) '

MASS (APCI) (m/z) : 285

-18-
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#l11

REaEBRB_XHREOAT)Z BB K (5 B H), ROC
TR RXRMAME (0.2IZEH IRAIA-BM X BER (0.232 #H ),
Bl EZEREREL N, BRARZBZIE. &5 8
FHEIKRBEBELHACI(IN), RBENBTHERESE K,
BRo B X T & 12 . WM EBR, B8 L BB W BTG (4-
T B E)-= X B (0.49% ),

. NMR (DMSO-dg, &): 6.40 (1H, d, J=9Hz), 7.2-7.45 (12H,

m), 8.01 (2H, dd, J=5, 9Hz), 9.30 (1H, d, J=9Hz)

MASS (APCI) (m/z): 306
gl12

REeEd4-mEFER (0.2 )2 KRB &K (L0EH), ROCT
KX AMBE(0.ISEARA IR - FRBEEBER (0.417% ),
B 2= 3 M L10hEE, N, N-Z F BRI (0.22% ),
BREL M. FRAKRZBZE. M2 8E 8B KX
B LUHCL(IN), BB ENBETRREHT K, REBET
TR, AEEEK, BHLU_-KRABAENN-=FFK-N-
A-68 X R0 .384%% ),

NMR (DMSO-dg, &): 7.07 (2H, t, J=9Hz), 7.15-7.3 (6H, m),
7.3-7.5 (6H, m), 8.45 (1H, s)
MASS (APCI) (m/z): 307 '

13
E&é (R)_1)2)3’4'mﬁ;ﬂ%_2—§lﬁﬁﬁg(0.9%)2:
FHK(ISEHAH), RICTHRRXMAZZR (1L.TI1E H)

-19-
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E o BHARAC )

RA-B T B R (0.58FEH )., BB EE®E LM EL MK,
BRAKR B ZE . 285 8EKXEELHIL(N),
BRBEHETRREREE K, REBETERE. AEBEZEK,
L= RRABMOISE (R)-4-48 -N-(1,2,3,4-W | % -2-
K )R EBEMK (1.26% ),

NMR (DMSO-dg, &): 1.60-1.89 (1H, m), 1.95-2.16 (1H, m),
2.70-3.14 (4H, m), 4.05-4.30 (1H, m), 7.09 (4H, s),
7.30 (2H, t, J=8.9Hz), 7.86-8.04 (2H; m), 8.45 (1H,
d, J=7.6Hz)

MASS (APCI) (m/z): 270.3

gl 14

BRE&(S)-1,2,3,4-mEF-2- XA HE (0.9 )z =
FHRKE(SEH), RICTHERRMAZZKR (1.T1E # )
RA4A-B T ERR (0.58F H ), BB ZEEXEE %M -1 B,
BRARZIBZIE. B2 HAEHEEIKXFEEULICL(IN),
BREEHBTBRREE K, REBSETEE. 5 BRERER,
BHIU-RERABOE (5)-4-8 -N-(1,2,3,4-W 8 ¥ -2-
)OS EK (1.26% ),

NMR (DMSO-dg, 5): 1.60-1.89 (1H, m), 1.95-2.16 (1H, m),
2.70-3.14 (4H, m), 4.05-4.30. (1H, m), 7.09 (4H, s),
7.30 (2H, t, J=8.9Hz), 7.86-8.04 (2H, m), 8.45 (1H,
d, J=7.6Hz)

MASS (APCI) (m/z): 270.3

gl 15
RET-HEE-1,2,3,4- 08 % -2-%0 (0.49% )2 =
FHKE(SEH), ROCTHRXRMAMBE (0.298 F )R 4-

-20-
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CERAREA ()

ATER (V.ZZ2H), BBEZTHB LB EL NEE, &R
KRB M. 5987 EBIKXEEICL(IN, K
BEaHAfRREEE K, REBBETEE. ABREK, ®
WU - R BTG 4-F-N-(T-FRE-1,2,3,4-1W8F
-2-B)-FEBER (19TE ® ).

NMR (DMSO-dg, &): 1.60-1.85 (1H, m), 1.92-2.13 (1lH, m),
2.63-3.10 (4H, m), 3.70 (3H, s), 4.00-4.25 (1H, m),
6.60-6.79 (2H, m), 7.00 (1H, d, J=8.2Hz), 7.30 (2H,
t, J=8.9Hz), 7.89-8.04 (2H, m), 8.44 (1H, d,
J=7.6Hz) i

MASS (APCI) (m/z): 300

#l 16

R&E6-F8E & -1,2,3,4- W& & -2-XKK (0.57%¢ )z =

FHBR(EHAH), ROICTHRRMAZZ K (046 # )R

A-mM Y ER (0L.I0EH ), BB EEB L M1 NE, &

RARZIBZIE. 98B BEIKREELLHECI(LIN),

KBEEHBEREEHE K, RBEBIETEH., HEREZEB,

W8 L= BN Mo E§ 4-, -N-(6-H0 &K & -1,2,3,4-0 &K

K -2-% )V BEMK (0.59% ),

NMR (DMSO-dg, &): 1.60-1.85 (1H, m), 1.92-2.10 (1H, m),
2.60-3.07 (4H, m), 3.71 (3H, s), 4.00-4.30 (1lH, m),
6.60-6.75 (2H, m), 6.99 (1H, d,(J=8.2Hz), 7.30 (2H,
t, J=8.9Hz), 7.80-8.04 (2H, m), 8.42 (1lH, d,
J=7.6Hz) ‘

MASS (APCI) (m/z): 300

#l17
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0

RE&E®B®H-2-XK (0.,297TR)Z2 =K B ke (58 H ), I

0°C T HR XM AMGBE (0.23Z2HA)IRI-BMFEER (0.268 H )

c HEZEFEF W IEMMILI N, FRARZIBZIE. ¥ 5

Bt BEIKRBEEDHICI(IN), BBE AN BTBEREH K,

PRWE Bk T R . AEBRAR, BRLU_-KERABAEI-K

-N-(E & -2-H)-F B (0.325% ),

NMR (DMSO-dg, O8): 2.94 (ZHK dd, J=6.7, 16.0Hz), 3.24
(2H, dd, J=6.7, 16.0Hz), 4.55-4.80 (1H, m), 7.06-
7.40 (6H, m), 7.83-8.04 (2H, m), 8.67 (1lH, d,

J=6.7Hz)
MASS (APCI) (m/z): 256
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AS
BS

. . EETtaD
W P UBEARE (BRAILAR
FEHLHLBERODTABERLECADRERAE, HAUAFIE
g,
Rl
X-Y-Q-R3
R 2

X HR" RR2 HE K KMWKHESF,
R %5 & %,
X AN %,

® v sER%E, B

0
Il
Q % —C'_’

(35wl D 20 ot oy B N Bk B 3k )

X XARHE (HAZ L4 AMIDE COMPOUNDS
Amide compounds of the formula:

X-Y-Q-R3

wherein R! and RZ2 are taken together to form lower

alkenylene, etc.,

R3 is aryl, etc.,

X is N, etc.,

Y is a single bond, etc., and
O

. Il
Q is -C-=

and salt thereof, which are useful as medicament.

-2-
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L —EIOTFRAZ N BE  ne on
1
R
Syoy-g-g3 (1)
R2/

XA RREREERETHREXXGXEGE  £TRE
U= WAL C . (B EZER
ROE XEWNALEE -
X & CH >
Y & -NH-- H
0

I
Q & -C->

¥ RE RRABRETHRERS N —EBE -
ES R S F I
R'> R*B X M8 2 f B A LL-Y-Q-R®;
oK
DM BB EAGES 1 E2 ey Kb
R'E RPEB R M LA ERE D — %8
M B HEEAEESE 2 BH2AEW o HB(R)-4-5 -
N-(1,2,3,4-T0 &% -2-%)-F8 & -
s EEAGES 1 E2 W o E
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N> FHEA R E
RE RPEBEBTHEFA L — KB -
SMEFEAMGEES 4 HZLAY  HB 4-% -N-
(G B -2-% ) BB -
6. —EHBMTFTALEYRELEZ 5%

r1

3
X-Y-Q-

AXF R VRERPX,YR QFZ W HFEHFGHEE 1IE
E & 5

HBFE/FTA LA HEE :

R

;>_W< (V]

R

BTRAULEYREERER BT EYRE B
HO-Q-R’ [111]
FEDETRELAWHES

r1

R;i>>——NH—Q‘R3 (Tc)

FHF RR R K QZEHZEWHFHEFGEESE
138 -
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