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[Syk B Bz 8% BBl 3 4] &) B3k
(DE#H Syk &xad

1% Bl RT-PCR 7 i%, # A %8 Burkitt’s ik & B %a §1 % Raji

~30~

AURREHA ¢ BHBEEZE (CNS)AS 845 (210 x 297 %)
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50 B 5 O e HOme P B e ot 9% S (S

A7
B7

10

15

20

B~ IARA ()

(American Type Culture Collection)Z 48 RNA 7 & 45 A %3
Syk FA# 3% B35 2 cDNA h %, 4% cDNA B % 3& A pAcG2T
(Pharmingen, San Diego, CA)SA % A2 K8 5 8 #5152, A
1% 4% 1) % 1 47 4642 K % % (BaculoGoldTM, Pharmingen)—
B 78845 Sf21 4= g (Invitrogen, San Diego, CA) o

HREAEAENBEAR KRB EILLE SR21 tafo PR, H#
Sf21 4m B Rk 3% sb3k K 89 & 2B % 5 A A& £ B4 B A A-S-
##85(GST)HH 689 Syk #BgZ &K G H -

ARIE B T 4R A5 AT 43 4 GST-Syk & a1k A 4 B A
%5 % £ (Amersham Pharmacia Biotevh AB, Uppsala, Sweden)
“it, &G H 24 E & SDS-PAGE % T A7 90% -
(2)5 ARk

HR, KazmEemitiAe 30 BRAZIKA &
KISDFGLSKALRADENYYKAQTHGKWPVKW 4& &5 ik 5
PR B ER, AR R B N-RKig A M AF 2 & 4 4
45/ ME ey EALERAK(AL) ©
(3)] = Syk Bk pie R Sk B S M

FA Syk #t B R 3R 4% 187 7% (50 & 3 F & B Tris-HCI (pH
8.0), 10 & 3 F & & MgCl,, 0.1 & ¥ 5 & Na,VO,, 0.1%
BSA, 1 ZEZ FRE DITT) MBI ERAE, B oF 4 32 %
3t GST-Syk & 0.5 44 5¢, AL ZRA- (35 #LFH)M A 96 832
FmZ ZAEN, RiEAE 2.5%5=F EH(DMSO)VF L& T A5
WA PR S o N &A%, fE£3LR A F e 300 S EHF
e ATP (10 4 91) M4 5] 48 4k B &R | iR 14 89 R B4 4 (50

RUEEREBA P HEEZE (CNS)AL I (210 x 297 %)

C - 0 o B (Vs 5 )

o,
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P20 R Ok B H w3 e 3P s o 9 3E R

A7
B7

10

15

20

B~ BB (29)

% F)% 0.65 £ E FRE GST-Syk., 3 M EFBE AL,
30 f4 E HIRE ATP, RI3Abé4s. 0.25%DMSO & Syk i#
B R s R -

HRGHAETRT R 1N, E&d oA 120 #st
#0k S7R(50 % 3 F UL Tris-HCI (pH 8.0), 10 & 3 5%
& EDTA, 500 & ¥ ;& & NaCl, 0.1% BSA){& R 151k, ¥
REMBHETRRBNZIT AR £ FB T4 30 5
s A M E-AL &5 F 45w, A4 0.05% Tween-20 =
Tris-4 71t & 88 K (TBS) (50 & 3 F-j& & Tris-HCI (pH 8.0),
138 ¥ F/RE NaCl, 2.7 £ £ F R E KC)F kg fm 3 %
#%, heAF k& & Amersham Pharmacia’s £ 4+ F 4542 T 89
450 %3 H 32 & Tris-HCI (pH 8.0).138 & % 32 & NaCl.
2.7 2R FIRE KCL, 1% BSA, 60 &8 57/ T+ Hi-54 86 B
¥ 57 %4188 . 4G10 (Upstate Biotechnology)z 100 #4 # 152
R B4 RT3 60 548, Ak, A 100 $FF &AL
% 7% (Amersham pharmacia Biotech) i & &5 % 127 3 8 %
ARVO (Wallac Oy, Finland) & A 7503 2 340 £40k & A
MR ETZ 615 ZHOR T, 4£ 400 £ 2 3£ R 400 BFH 2
T O TR B R AR G B -
[Syk #Bg¥p ) & R 3K %]
(D% # Src R HE4E A4

#¢ Upstate Biotechnology (Lake Placid, NY)#% & A %2
Src #a A o

# Jurkat cDNA B Ex 135 445 T Lo i 5 52 zeta-42

~32~

RUFRREBA FEHBEAKIZE (CNS)A4 M4 (210 x 297 %)

( o 20 50 o e B B )

R il 1 et T ———
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#E0 PR Oou 3 H w3 P 3P o ol S8

A7
B7

10

15

20

A

LA (/)

(Zeta)z cDNA B F, K 4§ Zeta 2 K BGAZ 8 & &4 40 4%
Fiz-/ )N 9 & 3 A B9 6%k & B (His-Zeta) 3 AR 3% His-tag #h/b%&
#(Novagen, Madison, WI) 3%, BA 4& & 48 #1 A5 4516 o

i TBS # #% His-Zeta A ® iR B & 10 L/ B A ZE
R, MAAFRBERMIFDBANRITHFm 2 KN, ik
mfrCHe &A@ RAEH 2 &k @ F & His-Zeta -

A 4 0.05% Tween-20 2 TBS &kt fm 3 k1%, #
4 0.1 £ Sre 2 35 $H R R A MR N & & His-Zeta
Z 533 A m2 AP, Kk 2.5% DMSO 548 F 4% 5 #4409t
BRI S WA N EAE P, LIRS F Ae A 10 247 100
WMEFREZ ATP U3 R B, R&RAH4A 0.1 £
Mt Sre, RIERALSH ., 2.5% DMSO, 10 $4 3 F 8 & 2 ATP
4£ Src BiBg R 4& 187 % (50 £ 3 F /R & Hepes (pH 7.4), 10
3 FIRE MgCl,, 0.125% BSA), #R&HAe TR T B
BB H S pst, SBhFAMERMKLLRE, 5768
His-Zeta Z #F B2 1bAE A , Ao ASAAZ T 4G10 89 100 24788
iR, BARIE EMUR E R AR S K o
[8] & # RBL-2H3 4§ R84 T ¥ B B4 ]

e 7L ISAFCS, F#F G 4100 B4/ ) B A #k
5278 F (100 B/ £ )X & D o6 &N E F 4%47 RBL-2H3 4a
B, #% 3 8 2 F(3.2x10Y) A tm s AE A 96 3% & m 2 A 4% Y
4 0.3 85t/ & FH - =24 A By(DNP) & 1%/ & & [gE
(SPE-7: Sigma-Aldrich Corp., St. Louis, MO)f5 4& F 3% & 42
i 24 )8, 548 A PIPES 4 #77% (25 & ¥ ¥ 8 & PIPES, 125

~33~

RUIEREBA P HBEEEE (CNS)AL A& (210 x 297 2% )
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P25 PN O om B H omedu Py 3P e of 9% 3 8

A7
B7

10

15

20

A~ BHARA (3>)

EFEFRAENaCL27 ELFREKCLS.6 EXERERNH
¥, 1 ZEH R E CaCly, 0.1% BSA, pH 7.4):8 fu 5 k1%, 4
% By 42 0.3% DMSO 7342 F A RI3RAb A4 (45 84 7)) 4 37C &
15 s8R MR A 0.1 Bt/ E 52 5 %7 DNP-3 e 4
44 do 55 (DNP-BSA, Sigma-Aldrich)f& 37°C % #15i 45 4
48, EIREFRQOMINEHFBMAZ | E L E H
ARA-B-D-F HrEreskf 0.1 3 58 RAZ B 48(pH 4.5)
FPAITCHA 1 NFUAARTHEEREZFELE, EdA
200 #% 7+ 0.1 3 F ;& & Na,CO,/0.1 ¥ Fj# & NaHCO, (pH 10)
18 ¥ RZ B X R FEAF ok 38 ] & 4 OD,,) Z R LA T4
MREgZ i E -
[ X8R T 8HE X & BHRMEPCA)]

#F 6 F A ey Mt Wistar X &8 RAARMME T ALHE
Hy 3 £ 50 249t 0.1 % %/ E 544/ & R 4-DNP IgE ¥
4B (SPE-7)4& & 814b(i.d.), & 24 J\854%, A4 0.6 &%
DNP-BSA (30) (LSL CO., LTD)& 0.005 %, Evans £ % 1 &
FrBKE b FRPMRE R, EHHRAT 0.5 012 BB
MESGp LS, R ARG, MHARICSHRIZZ
KB EMAEG(HBE), 48R SIE, PR BRERE
B K\ AR ERR IR ZAE, L0530 n48th, FAE
RAIE, AT L& E, £ 63 CTFAFERE T XREE
P& Evans B 4@ &, R4 620 EHOK R B R
PIAREMZ AEEHE -

& At G4 2 PCA Hp#)%t43t Bk F

~34~

AEIRR A ¢ B B £ E (CNS)AL #48 (210 x 297 %)
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P w32 HOme o e R e o 323

23

A7
B7

10

15

20

EARE L

LB (33)

Rl %={ (TR BE- R R (T BT B e
18)}x100
[f£ X\ R &850 X R E K]

A 6 3B K eyt Wistar K 8 A 10 24050/ 8 &t
-DNP IgE, SPE-7 & # Rk M sx4b(iv.), &1 R4, ERAKA
¥ &% ZA5(1000 & 3./~ , 1.p.) R e A (gallamine) (50 &
ZINF, LV)REET, A4 1.5 % % DNP-BSA (30)2 0.3
ZHBAKEHFRNBERERA, FREEANTEHALS
B2 EH/HEE, 708/ n48), ShEBRZRABILEZ
A% B % 205k M 47 3R R (PIP), PIP x 44 4L ) of R FE A MR 7
BOBREZ %4t, A LB, £RMAT S L OHIKS
&R -

RENARERFIETXEAZ RN, BEHENE
B E 486 A A b4 BB hah A L 4 40 £ 90%, &
PEELEORRA, FLSMy R T FI W miEH :
IC5)mAS0S MEFRE<BS2MEFRE<CSIIOMER
<D

NFRIL M AETERNAR T LB TBEGEERR
BRI EM o
K )

AFRALTXFPHRAEHH XA F @R, 22 E R4k
AR 7 X PR & A A Z AP R SLE -

AETFHEH T, WREFEAIIRA, 24T THIE
this & €%, HER T EL%LE MAT (Finnigan MAT)i# 47 -

~35~

KGR E AR T BB RA%E (CNS)AL LI (210 x 297 2% )

(omf D 3 8t 380, ebiak B (v B sl =R oSk )
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¥ 0P X ohogk H2 H omo Ju e P i o 5% 36

A7
B7
A~ A (3¢)
£#1
NH,
NC: OMe NC/‘\@OMG
+ MeCN —>

.\C[OMe OMe

=R AM(52.7 3, 521 £FE F )5 THF (1 #+)4-78
CZE&FHhAn-BuLi (1.6 LHFEEMNDTI Y, 272 Z5,
435 ZE F)E & 15 o548, 454 THF (200 £5)2 T AE(18.8
3,460 Z X H)jw N LDA (=B & A g A b e) s g B & 15
10 nsEmAEL G &R, BAFERASWMLAL-TSCHH 30
§84% hu N 3,4-—F AKX FA5(50 %,,306 & 3 F)4 THF (200
EINZIER, PAFEIRAMAE-TRC I 20 548, Kk
EEREBEREZTBMBRETOEEER, BILERET
m TR B, HKG00 ZH) WA RE RS, BIERLE
15 REBTFIREiRYE, KE s KA CHClL 2 M, 54 #4
FlER KAk & Na,SO, 3005, kB T4 IF2 A
M H# MeOH & & B & & 4bib, 138 & 4 (4 £ 50.0
X, 80%E #) -

20 L

f LB CBFZ R [#648(11.3 %, 490 £¥ F)A&

~36~

AUIRREBA ¥ BB RIRE (CNS)AL I8 (210 % 297 2K )

(ol P2 i I o ke B B e BB Of s )
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A7
B7

E o~ BABHA (2F)

LB (240 £GP AwABRIR(28.0 %, 367 EXH)R a
RAERF(S0 5L, 245 EEF), MARQREMAERRT Ao

BB, B RAWA EE B A KG00 BH)HE, RiE "
A% REHC $40, A3tk A KR x

S THF (64 %, 2%)- 3
2

x

CH, &

/ISJ\ — s) 2

NZ N | N)\N \ E
HZN)\/KCEO_M‘* + GCHJI — HZN)\/'KCEO—Me g
O—Me . ~

R TIR(75.6 31,485 TEFH) K 4-pz 3 -6-3,4-—F
Ak A)-2-G k- E v (63.8 £, 242 & E H )3 DMSO (560
BN ZIER F m N fiFo ) NaHCO, KA %R (270 ), #
15 RERCHAETRTRFEEBR, HRSMAKA00 E5)
ML A B BIESATEI T EHEM(GLI L, 73%)

j“s : . CH,
: J
= X
S | O—Me O’Me —_— FN N M
HZN)\)\C[ + Me\o)\/Br N/)\/\(:[O e
O—Me

A 4-RE HK-6-3,4-—F R K K)-2-(BL T ) F 2 (25.7
U, 880 EEH)RIE AR F AMEEL(29.8 %, 1760 £

A P 3 Um0 [ Ome i e B i o % 6

~37~

._____________,__________.‘;zg,-_______.ﬂ__-.__......v;p,g._____.______.__________

RUSRRAEBA F FAEE (CNS)A4 BA& (210 x 297 2% )
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B D B T oposk 0 HOme P 3B g o S B

A7
B7

F BN (36)

H)#A(500 £ )& THF (35 & )2 78k 4 18 A F Ao il
R, BRSWMAETR, HILEMBIE LA KA MeOH
H ok, M A4 HBr 8 58 3 R & fofbf B 7 F — 18 K&
(25.0 %L, 78%, »F & :315.3968) -

5 AT G W I R R A 34— F
AAFHZRAR, ERBEMN LEZ S, UHETE

LAimzAeedy, LR R IC IR P -

~38~

AEIRR B A ¢ BB FAZE (CNS)A4 A& (210 x 297 2% )

(ool D 2k o 0 o o B (B S TR S )
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o

22D P T O 3 M Omn R s et 3R

A7
B7
B~ A (37)
% 1
XARR TR TRFE | ZREm | MS NMR -
11 3734338 B 374 |(DMSOd-6)1.52(3H,1,J=7.1
§ Hz), 3.53 (2H, g, J = 7.1 Hz), 3.82
[ (3H, s), 3.86 (3H, 5), 3.88 (3H, 5),
200 7.10 (1H, d, J = 8.7 Hz), 7.78-7.83
°© (2H, m), 8.00 (1H,s), 8.27 (1H, 5)
12 286.3579 C 287 |(DMSOd-6) 1.49 (3H, 1, J = 7.2
s, Hz), 3.52 (2H, , J = 7.2 Hz), 3.93
A (3H, s),6.95 (1H, d, J = 8.7 Hz),
| 7.71 (1H,d, J = 1.1 Hz), 7.83 (1H,
NN s), 8.01 (1H, s), 8.47 (1H, dd), 9.03
| . (1H,d, J =2.3 Ha)
7y
™,
13 299.3538 B (CDCI3) d 1.57 (3H, 1, J = 7.3 Hz),
S, 3.51 (2H, q, J = 7.3 Hz), 6.04 (2H,
N 5),6.91 (1H, d, J = 8.1 Hz), 7.47
4 (1H, d, J = 0.6 Hz), 7.56-7.6 (4H,
NW> m).
1-4 o, 301.3697 ND
AN
4
C;) e
4
N
HC
15 N 285.3703 B 286
H,
/ R
%
o)
[
HC
. |
~39~

AERREEA ¢ FAZE (CNS)A4 A4 (210 x 297 2% )
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A7
B7

£~ AR (35)

1-6

335.4308

1-7

1

2

387.4609

388.

(DMSO-d6) 1.34 (3H, 1, J = 7.1 H2),
1.52 (3H,t, J =7.2 Hz), 3.53 (2H,
q,J =7.2 Hz), 3.83 (3H, 5), 3.88
(38H,s),4.34 (2H, q, J=7.1 H2),
7.09 (1H, d, J = 8.4 Hz), 7.76-7.82
(2H, m), 7.99 (1H, s), 8.23 (1H, 5)

R
A

¢

1-8

%

329.4239

330

(DMSO-dé6) 1.50 (3H, t, J = 7.2 Hz),
2.36 (3H, 5), 3.50 (2H, q,J = 7.2
Hz), 3.82 (3H, s), 3.87 (3H, 5), 7.07
(1H,d, J =9.0 Hz), 7.52 (1H, s),
7.52 (1H, s), 7.76-7.79 (2H, m),
7.84 (1H, s)

1-9

315.3968

316

(DMSO-d6) 1.47 (3H, 1, J = 7.2 Hz),
347 (2H, q,J = 7.3 Hz), 3.85 (3H,
5), 3.94 (3H, 5), 6.69-6.73 (2H, m),
7.67 (1H,d,J = 1.4 Hz), 7.7 (1H,
5), 7.92 (1H, 5), 8.13 (1H, dd)

339.3416

340

(DMSO-d6) 1.50 (3H, t, J = 7.3 Hz),
3.53 (2H, g, J = 7.3 Hz), 7.50 (1H,
d,J=8.1Hz),7.75(1H, s), 7.86
(1H, s), 8.08 (1H, s), 8.31-8.36 (2H,
m) :

-0 P T w3 H w3 e R o o S8 T

0

N\ 7"

269.3709

(DMSO-d6) 1.50 (3H, t, J = 7.3 Hz),
2.37 (3H, s), 352 (2H, q,J = 7.3
Hz), 7.32 (2H, d, J = 8.1 Hz), 7.70
(1H, s), 7.81 (1H, 5), 7.95 (1H,9),
8.10 (2H, d, J = 8.2 Hz)

~40~

AUIRR EBA BB FAZE (CNS)AL M4 (210 x 297 %)

~

ank g B"
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#2 -5 R T ool B4 H om0 e 3 i of S 3R

A7
B7
B~ BEARA (39)
112 301.4349 B 302 [(DMSO-d6) 1.50 (3H, t, J = 7.3 Ha),
2.54 (3H,s),352 (2H,q,J=7.2
- Hz), 7.38 (2H, d, J = 8.6 Hz), 7.71
N (1H,d), 7.81 (1H, s), 7.98 (1H, 5),
A 8.13-8.17 (2h, m)
1-13 N 313.3795 B 314 |(CDCI3)d 156 (3H, 1, J = 7.3 Ha),
H, 3.51(2H, q,J = 7.3 Hz), 4.32 (3H,
A\ s), 6.96 (1H, d, J = 8.5 Hz), 7.46
4 (1H,d, J = 0.6 Hz), 7.56 (1H, dd, J
=\~ =2.2,8.6 Hz), 7.62 (3H, m).
14 | ng 269.3709
2/ \
1-15 255.3438
{
1-16 271.278
~41~

AUGEREHA ¥ BB RAZE (CNS)AL A& (210 x 297 2% )

i 25 A B (9 B RS )

- T 1 T
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A7
B7

~ ZRER3RBA (4o)

(F# 2)
HaEm3-FARTH, TRBEBLUNTH | 255,
W S-T AR IA-T-(3-F A5 K)ok ok H[1,2-c]%

nEo

J
/l s
3 /|\
/’\ ﬁ N
2 *  HO— |s|-—Cl —> l

N

| | 7S 0_\CH
= / 0\ 0 N ?
N CH, B Py 0
/4
S—cCl
Il

RIBAE 5 BT 6 RAREE T o 5- T R g R B A-7-(3-
F A RKIR)-wk ok F[1,2-c]9H (200 £ %, 0.70 £33 F),
FREMAETRTIRIFBR, HRIERSWERE v AKK
v, ACHCL®TER, BAEHRERBKFLLEH

15 MgSO, 3¢ k%, RIEAE A MR R4EHRIFE 4-5-T A i

-sRok I [1,2-c]H =g -7-4)-2- F A K- R ers £.(201 £ %,
75%)

CH, - cH,

» P

)§N H N)%N

GO, O —

" = P ONQ Z Z
pricy N OCH3 N

2 Il -

(oD 208 s o0 o b B (Y B s R OB )

O

~N

CH,
i
%2 S—Cl S—N
! !
2t
é 2
% W 4-(5- T Fms B B S - ok [ 1,2-C] o ox -7- 2 )-2- F 4,
?—_
]
%
/a\
1k
#
Ep
] 4D

AUIKR E A P H R FIEE (CNS)AL 45 (210 x 297 2% )
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P O B H ome P R G o S 3

PR

A7
B7

B~ BARA (4/)

AR EEA(200 £ %, 0.52 EEF)R A Amw(89 £ 54,
1.04 % 3 F)» CH,CL:MeOH (2:1, 5 £ ) 28R £ T8
RIHBE, B RWARERSHIER CHCL #4735, #
CHAME R BKERIELE & Na,SO, 1E, A M E B

5 WRFERAMZ S-CEBMEEA-T-[3-F A %-4-Gx A
og-1-Fx B AR)- KK ko H[1,2-c]Eeg, HEeh B bR
B 7 ik #bAE(45 & J,, 20%)
»F % : 432.5667
EHEH D

10 '"H-NMR (DMSO d-6) 1.21-1.40 (6H, m), 1.39 (3H, t,
J=7.2 Hz), 2.80-2.83 (4H, m), 3.37 (2H, q, J=7.2 Hz), 3.88
(3H, s), 7.13 (1H, d, J=2.6 Hz), 7.21 (1H, dd), 7.50 (1H, s),
7.75 (1H, d, J=1.1 Hz), 7.88-7.91 (2H, m)

BIFBAMN L2 S8, BB Tk 272 icbdh,

15 Lr#HREZIC, HEHLEET -

43~

RUSEREHA FHEFIZE (CNS)A4 48 (210 x 297 %)

( ol P20 50 350 o ek B (N B I )

-__.______._____.____.._______._%«;._____.__.3{____...._.;\‘gi._____________________
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s
21

K

a0 2 o Ohou e [ ome 2 e 22 g o R 3

A7
B7

SN L

% 2

B (¢>)

461.609 B

462

(DMSO-d6) 1.51 (3H; 1, J = 7.2 Hz),
2.38 (2H, 1, J = 6.1 Hz), 2.63 (3H,s),
3.08-3.11 (4H, m), 3.41-3.58 (4H, m),
7.59 (1H, d,J = 8.1 H2), 7.75 (1H, ),
7.87 (1H, 5), 8.12 (1H, s), 8.37 (1H,
dd), 8.61 (1H, s)

2-2

408.5013 A

409

(DMSO-d6) 1.51 (3H, 1, J = 7.2 Ha),
2.80-2.91 (2H, m), 3.38 (2H, q, J = 6.3
Hz), 3.52 (2H, q, J = 7.2 Hz), 3.98 (3H,
s), 4.64 (1H,1, J = 5.6 Hz), 7.17 (1H,
br), 7.36 (1H, d, J = 8.8 Hz), 7.72 (1H,
d,J=1.4 Hz), 7.84 (1H, 5), 7.99 (1H,
s), 8.42 (1H, dd)

2-3

477.6084 A

478

(DMSO-d6) 151 (3H,t, J = 7.2
Hz), 2.38 (2H, , J = 6.2 Hz),
2.43-2.51 (4H, m), 3.11-3.16
(4H, m), 3.42-3.54 (4H, m),
3.97 (3H, s), 4.35 (1H, 1, J = 5.4
Hz), 7.39 (1H, d, J = 8.9 Hz),
7.72 (1H,d, J = 1.4 Hz), 7.84
(1H, s), 8.01 (1H, s), 8.42-8.47
(1H, dd), 8.61 (1H, d, J = 2.4
Hz\

493.6731 B

494

(DMSO-d6) 1.49 (3H, 1, J = 7.2 Hz),
2.40 (2H, t, J = 6.0 Hz), 2.48-2.54 (4H,
m), 3.25-3.30 (4H, m), 3.42-3.54 (4H,
m), 4.34 (1H, 1, J = 5.4 Hz), 7.76 (1H,
d,J = 1.3 Hz), 7.88-7.91 (2H, m), 8.16
(1H, 5), 8.48-8.52 (1H, dd), 8.69 (1H,
d,J=18Hz)

392.502 A

393

(DMSO-d6) 1.51 (8H, t, J=7.2
Hz), 2.63 (3H, s), 2.92 (2H, q, J
=5.9Hz),3.40(2H,q,J=5.8
Hz), 3.54 (2H, q, J = 7.2 H2),
4.69 (1H, t, J =5.6 Hz), 7.53
(1H, d, J = 8.0 Hz), 7.74-7.79
(2H, m), 7.87 (1H, s), 8.07 (1H,
s), 8.29-8.33 (1H, m), 8.67 (1H,
s)

44~
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A7
B7

o BRRA (£3)

o
R

# 0 P TR Ohome e HOmo o e B s of 3 3E

2-6

434.5388

C-D

435

(DMSO d-6) 1.39 (3H, 1, J = 7.2 Hz),
2.79-2.82 (4H,m), 3.26-3.41 (6H, m),
3.89 (3H,5), 7.15 (1H, d, J = 2.6 Hz),
7.23 (1H, dd), 7.52 (1H, s), 7.75 (1H,
d,J=1.1 Hz), 7.88-7.92 (2H, m)

2-7

o= “é=0 ﬁg

364.4484

C-D

365

(DMSO d-6) 1.38 (3H, t, J = 7.1 Hz),
3.39 (2H, g, J = 7.2 Hz), 3.87 (3H,s),
7.11(1H,d, J = 2.6 Hz), 7.13-7.19
(3H, m), 7.59 (1H, s), 7.75 (1H,d, J =
1.1Hz), 7.87 (1H, 5), 8.00 (1H,d, J =
8.7Hz)

=0
B

S

435.5705

436

(DMSO d-6) 1.39 (3H, 1, J = 7.4 Hz),
2.05 (6H), 2.26 (2H, 1, J = 6.8 Hz),
2.80 (2H, 1, J = 6.8 Hz), 3.88 (3Hs),
7.13-19 (34, m), 7.56 (1H, s), 7.76
(1H, 5),7.94 (1H,d, J = 8.7 Hz)

447.5815

C-D

448

(DMSO d-6) 1.40 (3H, , J = 7.2 Hz),
2.78-2.81 (4H, m), 3.89 (3H, 5), 7.16
(1H, d, J = 2.6 Hz), 7.22 (1H, dd), 7.52
(1H, ), 7.76 (1H,d, J = 1.1 Hz), 7.88-
7.94 (2H, m)

2-10

476.5756

C-D

477

(DMSO d-6) 1.39 (3H, t, J = 7.2 Hz),
3.85(3H, 5), 7.14 (1H, d, J = 2.6 Hz),
7.21 (1H, dd), 7.49 (1H, s), 7.78 (1H,
), 7.88-7.94 (2H, m), 12.32 (1H, br)

%‘.

464.5646

C-D

465

(DMSO d-6) 1.13 (3H, t, J = 7.2
Hz), 1.38 (3H, t, J = 7.2 Hz),
2.36 (2H, t, J = 6.8 Hz), 2.75-
2.95 (2H, m), 3.38 (2H, q,J =
7.2 Hz), 3.89 (3H, s), 4.00 (2H,
q,J=7.1Hz), 7.11 (1H,d,J =
2.6 Hz), 7.19 (1H, dd), 7.33
(1H, br), 7.52 (1H, s), 7.75 (1H,
d, J = 1.5 Hz), 7.86-7.94 (2H,
m)

~45~
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2D R o> B HOm e B e ot SIS

A7
B7

F o~ A (£4)

(K #l 3)
£ 45 R3-F AAFHQ00 %, 134 EEF)NAH

(200 7 ¥ ha A K,COy (55.6 %, 402 ERF)RFAR

(232 £, 201 EEF), HAFHRERGMDRBR,
s ANETEG, AAETEGREEARER, EHRY

B B AT E] 4 ROR3-F AR AE(28.5 %, 88%),

RBARBIMNT P 1 258, 84 7-d-FaK-3-F AL

IR )-5- 2 R e s Ak ok 3 [1,2-Cl R <

10 j‘\
NTSN —_— /N ;
(/\/ Y O. (N\/ 7 Owcn, !
N7 CH, 3
oH

HR, £ 7-4-F 8 K3-F AA-FH)-5-C Az a ik

15 -skok 3E[1,2-c]Eew (5.0 %, 1277 EX F)F e A TFA (S £
RS FEQC ), BAFORELSHETETHR
HBR, AKKILE GBI ERFOLBRY, FHE
My 2 4-(5- T Fomk e bl A -wkok 5 [1,2-c]9F o -7-35)-2- F A
By % ¥4 CH,CL 3 R B 4bibm AN T —BREGB4 L,

20 88%) °
N
= i
(\N SN —_— (/\N N o
NA\/\@EO\W N"\/k@( “CH,
3
oH , O(CH,),0CH,CH,

~46~
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A7
B7

I

. |

I FAEBHA (¢l |

, |

Jt 4-(5- T Hrg B B Ik -k ok HH[1,2-c]Hog-7- 4 )-2-F &, !

AE(45S £5, 015 EEF)NDMF (1 £2H)FhwNiET A :

LR8G4 £, 030 EXF)RKCO, (62 &4, 045 % ~

B |

BH), HFRELASMAESOC FHEBR, LHEFTRE, % |

S M RAMEIAK D A EOAC EIR, 1555 604 K HUR 3

)

4 MgSO, 820k, LAT TR SO UMM AR B * )

AR AT BT B 6 A (246 B, 43.5%) - $

|

ST 8 3734774 : @

R

T3k : 374 5 %

10 EEE A 2

'H-NMR (CDCly) 6 1.25 (3H, t, J=7.0 Hz), 1.59 3H, , :

|

J=7.3 Hz), 3.51 (2H, q, J=7.3 Hz), 3.62 (2H, q, J=7.0 Hz), 3.86 |

|

(2H, t, J=5.2 Hz), 3.96 (3H, s), 4.25 (2H, t, J=5.2 Hz), 7.02 3T

(1H, d, J=8.4 Hz), 7.47 (1H, t, J=0.6 Hz), 7.65 (4H, m) !

15 BABEA TS 3 25, LHTFI&3 Arzitsd :

. l

W, Lk e ZH2 IC kb o :

@

|

|

|

|

|

1@ [
pis |
R |
%o |
F13 |
E |
F i |
B |
g |
ol |
3 !
& |
N {
1 !
#+ |
£p |
# ~47~ :
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BT P % odomh B0 HOm Ju e B ol o 28 3E ES

A7
B7
A~ HERA (¢6)
%3
[ s 3% PEATITEN TR | EHEm MS- - NMR
3-1 329.42 A
32 ~ 341.4351 A
o,
JN S HG
| o \F )
33 421.5221 B 422 |(CDCI3) d 1.59 (3H, 1, J = 7.3Hz),
3.50 (2H, q, J = 7.3Hz), 3.81 (3H,
Ak s), 3.98 (3H, s), 5.15 (2H, s), 6.87-
6.93 (2H, m), 6.99 (1H, d, J = 8.5
Hz), 7.29 (1H, d, J = 8.6 Hz), 7.39
(1H,d, J=8.6 Hz), 7.47 (s, TH),
7.57-7.69 (m, 4H).
material ~ 301.3697 A 302 [(CDCI3)d 159 (3H, 1, J = 7.3Hz),
for S o 351 (2H, g, J = 7.3Hz), 3.99 (3H,
Exampl N 5),5.81 (1H, s), 7.02 (1H, d, J =
e3 | T 8.9 Hz), 7.47 (1H, 5), 7.62 (4H, m).
4
NJ\)Wiij%
CH
34 399.5157 A 400 [(CDCI3) d 1.37-1.70 (4H, m), 1.59
(3H, 1, J=7.3 Hz), 1.73-1.82 (1H,
JNN m), 1.87-1.97 (1H, m), 3.48-3.57
P (3H, m), 3.81 (1H, m), 3.95 (3H, s),
3.96-4.15 (3H, m), 7.00 (1H, d, J =
8.4 Hz), 7.47 (1H,1,J = 0.6 Hz),
7.64 (4H, m).
~48~
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e
A

\

#E D P R ook 0 Mmoo e P g o S T

A7
B7
B~ BREAEA (#7)
3-5 343.451 A 344 |(CDCI3) d 1.43 (6H, d, J = 6.0 Hz),
j 1.89 (3H, t, J = 7.3Hz), 3.51 (2H, q,
/ O J =7.3Hz), 3.81 (1H, m), 3.95 (3H,
By s), 7.01 (1H, d, J = 8.2 Hz), 7.47
aH, (1H, 1, J = 0.6 Hz), 7.62 (4H, m).
HE” o,
3-6 oy 383.5163 B 384  |(CDCI3) d 1.35 (4H, m), 1.62 (7H,
m), 1.85 (2H, m), 2.07 (2H, m),
YN 3.50 (2H, q, J = 7.3Hz), 3.95 (3H,
FNF s), 5.15 (2H, s), 4.29 (1H, m), 7.00
(1H,d, J = 8.4 Hz), 7.47 (1H, s),
i ? 7.64 (4H, m).
3-7 /\(}g 343.4073 A 344 |(CDCI3) d 1.58 (3H,t,J = 7.3 Hz),
2.35(3H,s), 3.51 (2H,q,J=7.3
/ O Hz),3.94 (3H,s), 7.14 (1H,d, J =
_ 8.4 Hz), 7.50 (1H,t, J = 0.7 Hz),
Z o, 7.69 (4H, m).
o
o
3-8 /\u-g 371.4615 B 372 |(CDCI3) d 1.35 (6H, d, J = 7.0 Hz),
1.59 (3H, t, J = 7.3 Hz), 2.89 (1H,
JNN quint, J =7.0 Hz), 3.50 (2H, q, J =
N\~ 7.3Hz),3.92(3H, s), 7.12 (1H,d, J
=8.3Hz),7.50 (1H, t, J=0.7 Hz),
7.62-7.74 (4H, m).
G{’ -
39 oy 372.4491 B 373 |(CDCI3) d 1.24 (2Y,t,J=7.1 Hz),
) - 1.58 (3H, t, J = 7.3 Hz), 3.35 (2H,
JNN quint, J = 6.6 Hz), 3.50 (2H, q, J =
2% 7.3 Hz), 3.95 (3H, s), 5.06 (1H,
broadt), 7.14 (1H, d, J = 8.4 Hz),
7.50 (1H, d, J = 0.7 Hz), 7.69 (4H,
m).
~49~
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o
3

B

2T P R oD B Omo Ju Py T g o 3 3

A7
B7
-~ ABA (¢8)
3-10 /\m, 379.4596 B 380 |(CDCI3)d 1.59 (3H,t,J =7.3Hz),
3.24 (3H,s),351(2H,q,4=7.3
J N Hz), 4.00 (3H, s), 7.41 (1H, d, J =
A 8.4 Hz), 7.52 (1H, d, J = 0.6 Hz),
. 0 7.51-7.71 (4H, m).
o-tay
-8
3-11 359.4067 A 360 |(CDCI3)d 1.59 (3H,1,J =7.3 Hz),
3.51 (2H, q, J = 7.3 Hz), 3.93 (3H,
JNN s),3.96 (3H,s), 7.24 (1H,d, J =
B X 8.4 Hz), 7.51 (1H,d, J = 0.7 H),
, 7.63 (1H, d, J = 1.9 Hz), 7.66 (2H,
m), 7.75 (1H, d, J = 1.9 Hz).
O O/CHS
3-12 372.4491 C 373 |(CDCI3)d 1.57 (3H,t, J =7.3 Hz),
oy 3.02 (3H, s), 3.14 (3H, s), 3.52 (2H,
JNN q,J=7.3Hz), 3.96 (3H, s), 6.96
P (1H,d, ) =8.4 Hz), 7.47 (1H,t, J =
0.6 Hz), 7.60-7.70 (4H, m).
S e*
: a4
15 (E#1 49
W3- hA4-FRATHEAREYE
Bk, W3- EK-4-FARFEROS u, 1643 £EHEF),
R ARBAE(3.7 %, 1972 TEF)REEHRMNEBQ2T 3,
328.6 £ ¥ H) B EE(200 EH)Z R A M EMB R, BEIL,

20 JLAR T SREEL A, B ARG it & b B AT
B, AN B RIEIFE - K4-FRARATH
(23.54 #,, 96%) -

RigAE A SRS LA BARF BN T B 3 258, #
T 7% 4 ez ibsdh o
25

~50~
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HED P % Oone 6 H omo o e B gl o 2 1

A7
B7

BN L

228

HEA (¢9)

x4

1 4 3%

T AT

sz SR ETY MS - NMR

41

391.4956 B- 392 |(CDCI3)d 1.52(3H, t,J=7.3 Hz),
340 (2H, q,J = 7.3 Hz), 3.96 (3H,
s),5.27 (2H,s), 7.00 (1H,d, J=
8.2Hz),7.31 (1H,d, J =7.6 Hz),
7.38(2H,t,J=7.4Hz), 747 (3H, |
m), 7.56 (1H, s), 7.63 (1H,dd, J =
22,126 Hz), 7.67 (1H,d, J = 2.0
Hz).

301.3697 A 302 |(CDCI3)d 1.57 (3H, 1, J = 7.3 Hz),
352 (2H, g, J = 7.3 Hz), 3.96 (3H,
s), 581 (1H, s), 6.96 (1H, d, J =

- 8.5Hz), 7.47 (1H,1, J = 0.6 Hz),
7.58-7.64 (3H, m), 7.69 (1H, d, J =
2.1 Ha).

4-3

343451 A 344 |(CDCI3)d 1.43 (6H, d, J =6.0 Hz),
159 (3H, t, J = 7.3 Hz), 351 (2H,
q,J=7.3Hz),3.92 (3H, s), 4.63
(1H, quint, J = 6.0 Hz), 6.98 (1H, d,
J=8.4Hz), 7.47 (1H, 5), 7.63-7.71
(4H, m).

4-4

383.5163 B 384 |(CDCI3)d 1.34 (4H, m), 1.57 (5H,
m), 1.87 (2H, m), 2.11 (2H, m),
3.51(2H, q, J=7.3 Hz), 3.92 (3H,
s), 4.30 (1H, m), 6.98 (1H,d,J =
8.4 Hz), 7.47 (1H, s), 7.63 (3H, m),
7.72(1H, d, J = 2.1 Hz).

399.5157 B 400 |(CDCI3)d 1.40-1.71 (5H, m), 1.78 |
(1H, m), 1.93 (1H, m), 3.52 (3H,
m), 3.83 (1H, m), 3.92 (3H, s),

3.994.18 (3H, m), 6.96 (1H, d, J = -
8.4 Hz), 7.47 (1H,t, J = 0.6 Hz),
7.63 (2H, m), 7.66 (1H, dd, J=2.1, |.
8.4 Hz), 7.72 (1H, d, J = 2.1 H2).

~51~
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A
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A7
B7

EA 1 L%

W (60)

4-6

373.4774

374

(CDCI3)d 1.25 (3H, t, J =
7.0 Hz), 1.58 (3H, t, J=
7.3Hz),351(2H,q,J =
7.3Hz), 3.63 (2H,q,J=7.0
Hz), 3.87 (2H, t, J = 5.2 Hz),
3.93(3H,s), 429 (2H,t,J =
5.2Hz),6.98 (d, 1H,J=8.4
Hz), 7.47 (1H, s), 7.63 (2H,
s), 7.67 (1H,dd, J=2.0, 8.4
Hz),7.73 (1H, d, J = 2.0 Hz).

4-7

R
B

%

343.4073

344

(CDCI3) d 1.56 (3H, t, J = 7.3 Hz),
2.37 (3H, s), 351 (2H,q,J=7.3
Hz), 3.90 (3H, s), 7.04 (1H, d,J =
8.6 Hz), 7.48 (1H, t, J = 0.6 Hz),
7.62 (2H, m), 7.77 (1H, d, J = 2.2
Hz), 7.93 (1H, dd, J = 2.2, 8.6 Hz).

4-8

33
5

372.4491

373

(CDCI3)d 1.25 (3H, t,J=7.1
Hz), 1.56 (3H, t, J = 7.3 Hz),
3.35 (2H, quint, J = 6.6 Hz),
3.51 (2H, q, J =7.3 Hz), 3.92
(3H, s), 5.07 (1H, broad t),
7.05 (1H, d, J = 8.6 Hz), 7.47
(1H, s), 7.63 (2H, m), 7.82
(1H, d, J =22 Hz), 7.92 (1H,
dd, J =2.2, 8,6 Hz).

4-9

A
/;

379.4596

380

(CDCI3) d 1.57 (3H, t, J =7.3 Hz),
3.22(3H,s),3.52(2H,q,J=7.3
Hz), 3.97 (3H, s), 7.09 (1H,d, J =
8.6 Hz), 7.51 (1H, s), 7.80 (1H, s),
7.98 (1H, d, J =8.2 Hz), 8.14 (1H,
s), 8.29 (1H, s).

4-10

4|84

o

372.4491|B

373

(CDCI3) d 1.57 (3H, 1, J = 7.3 Hz),
3.04 (3H, 5), 3.17 (3H, 5), 3.52 (2H,
q,J = 7.3 Hz), 3.91 (3H, 5), 7.05
(1H, d, J = 8.6 Hz), 7.47 (1H, s),

2.2Hz),7.93 (1h,dd, J=2.2,8.6
Hz).

7.64 (2H, broad ), 7.79 (1H, d, J =| |

~52~
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# D P ¥ OO B H omo Ju e I o o K 3§ P

A7

B7
A~ BARA (57)
(ﬁw&l

N\N

Wj “@Nw

HEAF B BB 3 8 ik 4-(5-T A AR RR B S -k o
[1,2-c]&=e-7-4)-2-F A HKE(750 £5L, 249 EEF),

10 8-2-8.01%(0.62 £, 7.47 £ F)E CS,CO, (243 %,
747 EEF )N RS BI)ZRAWQIR 3 N, A E
ik, FREMEIAKT EA EtOAc 3R, 4 # ER
K& dh MgSO, 5etk, EAETRELFREMEGERR
Mk E159F 3] 7-[4-Q-F-T R HE)3-F A A-RXA)-5-2 4

15 FRREER I -ok ok 35 [1,2-c]*F (805 & %, 88%) o

2\,

s™a4,

N

o i

R T-[4-2-R- L AK)-3-F AK-RKA)-S5- LR
A-wked [1,2-c]*H 72 (800 £ 51, 2.2 & E F )7 K& (10
E)ZERAE 100C TIRFBR, A4 EFREL, KRS
MEI A FE6) NaOH i5& 32 A CH,CL, 3 8, 4554 69 A 4%

20

-
z

~53~
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A P R o T H Omo Jo e TP e o O 3 Y

A7
B7

BN 7 L%

10

WA (&>)

BERREH MgSO, ek B A A X T R4, FRANEHE
KB R E AL AT B S-T AR AR BE A -T-[3- F A HK-4-(2-75
@ oh-4-2- T A R)- R K ]-okok 3H[1,2-c]E (650 £ %,
71%) °

»FE 4145274

K3k 415

EHER A

'H-NMR (CDCL,) § 1.59 (3H, t, J=7.3 Hz), 2.61 (4H, t,
J=4.6 Hz), 2.88 (2H, t, J=6.0 Hz), 3.51 (2H, q, J=7.3 Hz), 3.75
(4H, t, J=4.6 Hz), 3.96 (3H, s), 4.23 (2H, t, J=6.0 Hz), 6.99
(1H, d, J=8.4 Hz), 7.48 (1H, s), 7.61-7.68 (4H, m)

BAFBAN L2 BB, BT Ik S A2 ibsdhe

~54~
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(i Hi- 2k 3B o Yool ¢ (VB e R o3 )



1222974

oy
2

B2 P T o S H ome o e B e 3%

A7
B7
Fo~ FEBAER ( $3)
%5
x| . L aFem . ~HFE. | #RFR- NS NMR
5-1 4285542 A 429 |(CDCI3) d 1.59 (3H,1, J = 7.3 Hz),
2.05 (2H, quint, J = 6.8 Hz), 2.48
/ (4H, 1, J = 4.5Hz), 2.56 (2H, 1, J =
PN\ LF

7.1 Hz), 351 (2H, q, J = 7.3 Hz),
3.72 (4H, 1, J = 4.6 Hz), 3.96 (3H,
s), 4.17 (2H,t, J = 6.6 Hz), 7.00
(1H, d,J=8.4Hz),7.48 (1H, ),
7.61

52 414,571 A
oty

(CDCI3)d 1.04 (6H, t, J = 7.1 Ha),
159 (3H, 1, J = 7.3 Hz), 2.01 (2H,
quint, J = 6.9 Hz), 2.49-2.67 (6H,
m), 351 (2H, q,J = 7.3 Hz), 3.96
(3H, s), 4.15 (2H, 1, J =6.6 Hz),
7.01 (1H,d, J = 8.3 Hz), 7.47 (1H,
), 7.60-7.68 (4H, m).

53 oy 416.5432 A
N

(CDCI3)d 1.59 (3H,t,J=7.3
Hz), 2.07 (2H, quint, J = 6.6
Hz), 2.32 (3H, s), 2.60 (2H, t,
J=53Hz),2.68 (2H,t,J =
7.1 Hz),351(2H,q,J=7.3
Hz), 3.63 (2H, t, J = 5.3 Hz),
3.96 (3H, s),4.15 (2H, t, J =
6.4 Hz), 6.98 (1H, d, J=8.3
Hz), 7.47 (1H, s), 7.61-7.68
(4H, m).

5-4 441.5969 B

(CDCI3) d 1.59 (3H, t, J = 7.3 Hz),
2.08 (2H, quint, J = 6.8 Hz), 2.35
(3H, 5), 2.40-2.60 (10, m), 3.51
(2H,q,J=7.3Hz), 3.93 (3H, 5),
4.18 (2H,,J = 6.8 Hz), 6.97 (1H,
d,J = 8.6 Hz), 7.47 (1H, s), 7.62-
7.68 (4H, m).

~55~

RUGEREBF b BB RIEE (CNS)AL LA (210 % 207 A% )
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m
=—a

7

F AR (5¥)

5-5

455.6237

(CDCI3) d 156 (3H, 1, J = 7.3 Ha),
1.73(1H, m), 351 (2H,q,J=7.3
Hz), 3.91 (3H, 5), 4.19 (2H, t, J =
9.0 Hz), 6.97 (1H, d, J = 8.6 Hz),
7.47 (1H, 5), 7.62-7.68 (4H, m).

5-6

426.582

(CDCI3) d 1.43-1.62 (9H, m), 2.08
(2H, quint, J = 6.8 Hz), 2.42 (4H,
broad s), 2.53 (2H, broad t), 3.51
(2H,q,J =7.3Hz), 3.94 (3H, s),
4.18 (2H,t,J = 6.8 Hz), 6.97 (1H,
d,J=8.3Hz), 7.47 (1H, s), 7.60-
7.69 (4H, m).

426.582

(CDCI3) d 1.46-1.62 (9H, m), 2.10
(2H, broad quint), 2.46-2.56 (6H,
broad m), 3.51 (2H, q,J 7.3 Hz),
3.95 (3H, s), 4.16 (2H,1,J = 6.8
Hz),7.01 (1H,d,J = 8.3 Hz), 7.47
(1H, d, J =0.7 Hz),7.60-7.67 (4H,
m).

441.5969

(CDCI3) d 1.58 (3H, 1, J = 7.3 Hz),
2.05 (2H, quint, J = 6.8 Hz), 2.31
(3H, 5), 2.48-2.63 (10H, m), 3.51
(2H, q, J =7.3Hz), 3.94 (3H, 5),
4.16 (2H, 1, J = 6.8 Hz), 7.00 (1H,
d,J=8.3Hz), 7.47 (1H, s), 7.60-
7.68 (4H, m).

5-9

444.6212

(CDCI3) d 1.58 (3H, t, J = 7.3 Hz),
2.03 (2H, quint, J = 6.8 Hz), 2.58
(2H,t,J =7.1 Hz), 2.66-2.77 (8H,
m), 3.51(2H, q,J=7.3Hz), 3.95
(3H,s),4.14 (2H,t, J = 6.8 Hz),
7.00 (1H, d, J = 8.3 Hz), 7.48 (1H,
s), 7.60-7.67 (4H, m).

5-10

444.6212

(CDCI3) d 1.59 (3H, t, J = 7.3 Hz),
2.06 (2H, quint, J = 6.8 Hz), 2.60
(2H,t,J =7.1 Hz), 2.65-2.77 (8H,
m), 3.51 (2H, q, J =7.3 Hz), 3.93
(3H, s), 4.17 (2H, t, J = 6.8 Hz),
6.98 (1H, d, J = 8.9 Hz), 7.48 (1H,
s), 7.60-7.65 (4H, m).

~56~
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5-11

E

428.5542

B (CDCI3) d 1.59 (3H,t, J=7.3
Hz), 2.08 (2H, quint, J = 6.8
Hz), 2.49 (4H, broad s), 2.58
(2H,t,J = 7.1 Hz), 3.51 (2H,
q,J=7.3Hz),3.72 (4H, t, J
=4.4 Hz), 3.92 (3H, s), 4.20
(2H,t, J = 6.8 Hz), 6.98 (1H,
d,J=8.9 Hz),7.47 (1H, s),
7.63-7.67 (4H, m).

414.5274

B (CDCI3) d 1.58 (3H, 1, J = 7.3 H),
2.63 (4H, broad's), 2.90 (2H, 1, J =
6.0 Hz), 351 (2, q, J = 7.3 Ha),
3.75(4H, 1, J = 4.7 Hz), 3.93 (3H,
s),4.27 (2H,1,J =6.0 Hz), 6.98

(1H,d,J=8.2Hz), 7.47 (1H,d, J =
0.6 H2), 7.62-7.70 (4H, m).

469.6069

A (CDCI3) d 1.59 (3H, t,J=7.3
Hz), 1.61-2.22 (9H, m), 2.54
(2H,t,J = 7.1 Hz), 3.00 (2H,
broad d), 3.51 (2H, q, J = 7.3
Hz), 3.94 (3H, s), 4.16 (2H,
q,J =6.8 Hz), 5.24 (1H,
broad s), 5.43 (1H, broad s),
6.99 (1H, d, J = 8.3 Hz), 7.47
(1H,d, J =0.7 Hz), 7.60-7.65
(4H, m).

442.581

A (CDCI3), 1.16(3H, ), 1.18(3H, s),
1.59(2H, 1, J=7.5Hz), 1.92(2H, 1,
J=10.6Hz), 2.86(2H, s), 2.88(2H,
s), 3.48(3H, d, J=3.8Hz), 3.72(2H,
m), 3.96(3H, s), 4.23(2H, t
J=6.0Hz), 7.00(1H, d, J=8.3Hz),
7.48(1H, s), /.64(4H, m)
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H D P Ty O B H o3 e 3 g o S 38 Y

A7
B7
~ EBAEA (&4)
(51 6)
- e e : s7 > cH,
L, A
OMe

£ 7-34-=—F A 4- R R)-5-T B mg B s f-ok ok 3
[1,2-c]®w2 (1.1 %,,3.5 £F F)»n CH,CL (25 £#)& 0CTF
10 #%#@AeA BBryf£ CH,Cl, 2 | £ H R E5&25 £, 25.0
EEH), BREALASMAOCTHME IS »ERATRT
BE, RERKELERAMIEAKK, EhiBREKE
T 3 % F A CH,CL, 1445 3 4-(5- T A mm B BB AR -wk ok 3
[1,2-c]®oe-7-4)-%-1,2-— 82875 £ %, 87%) °

15
S s
A X
/NN - — NSN
| o o™,
20 JE 4-(5- T Hhwg B B Bk -mk ok 3R [1,2-c]oF vg - 7- 45 )- K-1,2-

—B5(86.2 £, 0.3 X H)# DMF (2 £4) F i ALK %
(112 249+, 15 22 F)E K,CO; (290 £ %, 2.1 £¥F),
#RIERAMELSOC THIHBR, 202 ERM%E, HH
BIAK P it B EtOAc 38, #5456t 6h A # EBUREH

~58~
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MgSO, #. % A A E TR, BARYMEOUBHEARE

ik AL 45 2] 7-3,4- = L R - R AK)-5- L A s e B K-k

o F[1,2-c]E5(39.1 £5., A =Z 36%) -
RTINS L2 B, BT 9%k 6 AR ibode

~59~
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A7
B7
B~ AR (£€)
%k 6
TOIRR Ty P ErTymn MS NMR
61 N 343.4489 A 344 |(CDCI3)d 1.46-1.61 (9H, m), 351
)\ R (2H,q,J =7.3Hz), 4.16 (2H, q, J =
(/\N W - 7.0Hz), 4.21 (2H, g, J =7.0 Ha),
P o 0 6.98 (1H, d, J = 8.5 Hz), 7.47 (1H,
_ O ~ d,J = 0.6 Hz), 7.61-7.68 (4H, m).
0 N,
62 o 4315541 B 432 |(CDCI3)d 1.24 (3H, t, J = 7.0 Ha),
§ 1.25 (3H, 1, J = 7.0 Hz), 1.58 (2H,
(L q,J=7.3Hz),3.51 (2H,q, J=7.3
"J\)W“\“t Hz), 3.63 (4H, m), 3.84 (4H, m),
S e 4.24 (4H, m), 7.02 (1H,d, J = 8.5
Hz), 7.47 (1H, d, J = 0.6 Hz), 7.60-
7.67 (3H,m), 7.72 (1H, d, J = 2.2
Hz).
Iy PN 287.3417 C (DMSO d-6)d1.52 (3H, 1, J = 7.3
c6 2K S O Hz), 3.58 (2H, q, J = 7.3 Hz), 6.92
NJ\N (1H, d, J = 8.3 Hz), 7.62 (1H, dd, J
(/\ N =22,83Hz), 7.70 (1H, d, J = 2.2
. oy Hz), 7.87 (1H, 5), 8.15 (2H, dd, J =
N 22,10.7 Ha).
oH
*
kIl
ke
-7 )
y:3
2
8
I
H
%
/E\
#
#
E
j ~60~

RUFRRERA P 12 £ (CNS)A4 A% (210 x 297 %)
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B7

10

15

20

& BHABA (57)

(x# 7

b 4-5e K -3-F S K-F 589 £, 0.60 3 F)» 1000 &
#F CH,CL,zzk ¥, £ 0CARBILEN —F AN RTFL
ThA 130 EAZTRAZAFAEEAN25 %, 079 %
H), £ O0C#HHF 1 o5z, AKEREFLE, Aeafosy
NaHCO, 5% (300 £ )& B /K300 £)F R REREY,
A A L &b MgSO, 300k R 4, MRS AR B ebiuim A
W — 185 B e

NC OMe o NC\C[OMG

T - O — Uy
O= F H
T

A= A F AR ELAS A 500 £ B3 ¥ 4 120°C Ju
B2UNBF, AEERL, ERETHBRHER, %
@i 3% &% HCI (200 & #) & EtOAc (300 & FH)# #2,
WK yEEts, BAMBR 3 EEE HCl 328, 464
by KB 48t ha A 6 % BB NaOH 5 ik ik 1b74 A EtOAc 3%
B, #BABE AR R BKGE00 EH4)FE, &d MgSO,

~61~

AMRREAA ¥ BB RIEE (CNS)AL IRAE (210 x 297 2% )

( >mof i 2k 3o o oo B (B ki 358 -5k )
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T Py ¥ o> 0 H ome Jo e I gl of O 3§ R

10

15

20

A7
BT
-~ AR (62)
Wi RgE, BRAEMAESBLBIE, HBIERIRELR

7% G e LRE B S AT R 3-F A K-4-oH A8 0-4- 25 B
(39 5L, 30%)z B &El 4 -

@l iE A 3-F A K-4-05480k-4- R -F R, AR HAM
REG L 25, B 5L RSB R-T-G- T Ak-4-5
78 ok -4- 2 - K)ok o - [1,2-c] 2 -

T8 13704768

g3k 371

EHER A

'H-NMR (CDCl,) 6 7.67-7.63 (m, 4H), 7.60 (s, 1H), 7.48
(s, 1H), 7.0 (d, 1H, J=15.1 Hz), 3.97 (s, 3H), 3.92 (t, 4H, J=7.6
Hz), 3.51 (q, 2H, J=12.2 Hz), 3.15 (t, 2H, J=7.6 Hz), 1.59 (1,
3H, 12.3 Hz)

(K #1 8)

7
S

2
NC._ CO,Et + \n/ + Et,SO, /”\/l\
: S HN OH

2

4548(3.92 %, 0.1 EH)EMLE 150 £ T8, AR
RELEE L E5(17.5 %, 0.15 £H)RAM(12.8 1, 0.17 £H)
EAERAWHEAR2 N, ANETREL, EAZETHRE
RO R, 157%F Wit K/MeOH % & 1% 43 2| & #1(13
%, S50%)z & & EAs -

~62~

RUFRRZ @A BB EZE (CNS)AL B (210 x 297 N2 )

( om i s 3o o ook [0 (N B el 1 -3 )

qu}
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A7
B7

B~ BB (47)

w

" J
j’\ Ti,NPh j\
\ \

A 6-BR A -2- T A rg s R -Fow-4-85(1.1 #,,642 X

H ) 3 &5 THF 238 P4 0°C T AwA NaH (0.23 %,,9.64

EEE), £0CL15 4k, WAN-RE=ZRTF A=k

B2(3.4 %, 9.64 X H), MRERASME OCHEI 1 /1eF

10 HBHREFR, L3084, A0S EHKERELSY

Bt RESAEEZTRE, BOERRE W EGILEEGME
FREMAT ., TH%)ZEEE R -

g J
s r X
15 /LQ B w NN
| + — yZ
H N/l\/k OTf HN

NH,
NH,

=R T ARBE(00 £, 033 EHF), 5 AMEK

20 (63 &5, 046 EEH), = FRAMQ4 £, 008 £F
H). Pdy(dba),; (34 £% , 0.03 £X H)R 5 E45(183 £ 1%,
0.56 £F H ) =5 k(S BH)ZRA WM IR L HEN Ar
REmMREA, BFELAMAESCHE 1 X, APEER, A

30 £ CHCL # R Ao hi 8 dyw ik t RBIE, #iBIER

~63~
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20 P o oo 3 H mo o e X o o B 1

= >
355

10

15

20

B~ BT

LA ((6>)

R ARG e WM AR BT RBALRIF MBS A
(40 £ 3, 49%) -

NH
H,N :

AR A FeE (20 £5L, 0.08 ZEF)R = F IR 4EEE(27
Z%, 016 TEH)E 1,4- =5/ K4 £7/1 2H)ZRE
waml R, BRERSWRYE, ¥R EHA S EF
MeOH ##, #& R4 A KZCO3 QEXFVER-_ERAITHE
B2(0.5 ZF) R, HFRAWBIE BAFBIERRE, K%Y
b BHmEER R #fr/%ﬁ:ubéa 53] 3-(5-T A rx pp g A -
wkok 3 [1,2-c]Hoe-7-K)- KA (7 £51, 32%) °

»F& 12703586

B3t 271

ERER A

'H-NMR (CDCl,) 6 7.60 (s, 1H), 7.58 (d, 1H, J=1.4 Hz),
7.42 (s, 1H), 7.39 (d, 1H, J=8.0 Hz), 7.33 (t, 1H, J=1.9 Hz),
7.19 (t, 1H, J=7.8 Hz), 6.97 (dd, 1H, J=7.8 Hz, 1.8 Hz), 3.72
(br s, 2H), 3.44 (q, 2H, 7.3 Hz), 1.49 (t, 3H, J]=7.3 Hz)

RAFFAAON il 2 SR, BB T ok 8z ibodhe

~64~

AUIRREEA B R EZE (CNS)AL B (210 x 297 2% )

(o i 2k ok 384 B ol B (N B ki ISR O3k )
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A7 .
B7
I
. I
B AR (£)) !
|
|
I
* 8 ,
I
X lsa R »FEM IEER T MS’ NMR :
81 ~ 285.3703 B | - 286 |CDCI37.72-7.66 (m, 4H), 7.50 (s, ~
a4 1H), 7.40 (t, 1H, J=7.9 Hz), 6.97 F
NN (dd, 1H, J= 8.3, 2.4 Hz), 390 (s, 7;5 |
3H), 3.52 (q, 2H, J= 7.3 Hz), 1.58 A
7 oL (t, 3H, J=7.3 Hz) :; I
oo
S
82 ~ 256.3314 C 257 |CDCI39.35 (s, 1H), 8.65 (dd, 1H, ; I
CH, J=4.8,1.4 Hz), 8.33 (dd, 1H, J= 5 |
¥
\ 7.9,1.8Hz), 7.77 (s, 1H), 7.70 (s, A
/ 1H), 7.54 (s, 1H), 7.43 (dd, 1H, J= # .
AN 8.0,49Hz), 353 (q, 2H, J=74 % e
| Hz), 1.58 (t, 3H, J=7.3Hz) Y <
% -
-
83 o, 261.3696 B 262 |CDCI37.63 (d, 1H, J= 1.3 Hz), 7.61 I
J : (d, 1H, = 1.1 Hz), 7.57 (s, TH), |
7.60 (d, 1H, J= 0.6 Hz), 7.39 (dd, I
N 1H, J=5.0, 1.0 Hz), 7.12 (dd, 1H, !
/ J=50,3.7 Hz), 3.48 (q, 2H, J=7.3 |
N Hz), 1,57 (t, 3H, J= 7.3 Hz 5]
| /
85 261.3719 B 262 |CDCI37.98 (d, 1H, J= 1.0 Hz), 7.63
$ (s, 1H), 7.61 (d, H, J= 1.0 Hz),
(‘%N 7.54 s, 1H), 7.48 (s, 1H), 7.41 (dd,
</\ 1H, J=4.9, 1.9 Hz), 3.50 (q, 2H, J=
N%/S 7.3Hz), 1.57 (t, 3H, J=7.3 Hz)

o
PR

-3 o 6 H o e R e

~65~

AUEFRR ERDA PREEIZE (CNS)AL MR (210 x 297 2% )
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A7
B7

F o~ B (44)

86
(dd, 1H, J=7.9, 1.0 Hz), 7.82 (s,
1H), 7.72 (d, 1H, J= 1.3 Hz), 7.66
(t, 1H, J=2.0 Hz), 7.56 (s, H),

J=7.3Hz)

299.3538 B CDCI3 8.99 (t, 1H, J=2.0 Hz), 8.35

3.56 (q, 2H, J= 7.4 Hz), 1.61 (t, 3H,

291.3247 C-D 292 |CDCI37.93 (td, 1H, J=10.8,2.2
Hz), 8.35 (dt, 1H, J=8.8, 2.0 Hz),
7.68 (s, 1H), 7.66 (s, 1H), 7.51 (s,
1H), 7.25 (q, 1H, J= 8.8 Hz), 3.52
(9, 2H, J=7.3 Hz), 1.58 (t, 3H, J=
74 Hz)

330.3666 C CDCI37.95 (d, 1H, J=8.2

(s, 1H), 6.96 (d, 1H, J=5.6
NN Hz), 3.97 (s, 3H), 3.33 (q,
A 2H, J=7.2 Hz), 1.58 (t, 3H,
& J=7.3 Hz)

Hz), 7.59- 7.30 (m, 3H), 7.02

(B4 rdp 1)

CH,

S
P

H-Br OH

BN

N

O—NMe

20 £ 7-3,4-=F A3 K K)-5-T K misked 7 [1,2-c]H
(255 %,, 64 EEF) (L E# 1 E#5)% MeOH (500 Z #)
z P A KOH K5k (2 & 2iRE, 13524, 270 £
BT AR AR T B R, EATIF RS
A EFR T ARRTIEMRE, WELBY, AKA

~66~

Y 0 > [ _
N/)\/kCEO-—Me N//K/\Qio Me
N O—Me
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A7
B7

A~ AR (48)
MeOH %k, 18 sb47 B8 %% it 4e K P 345 % &&%lmg%
JEHCl ¥ it miZ 8 A B RGEB A A4, WELK
%ﬁ%*&Mdmm%n%éﬁﬁﬁT%ﬁU3iJ”@°
OH

cl
éFN =N . éFN)§N _
NJ\/'\@[O Me . NJ\/'\@[O Me
O-Me O-Me
W 5-5 K-7-(3,4-= F A K I)-wkok H[1,2-c]-H 2 (44
10 i,mxzéﬁammuwa@z%ﬁﬁmﬁTM@4
N, EAETRGBRERLSY, BB mAKK, &b
TR B RS, AR B AR &ﬁ*?&m%%%N&EQ
ARER, WEERIEARLETREGT L, 92%) °
4 W48 B b AT B 5] 1-8 248 B) F ik AT ) 1-8
15 ZHAMFEMFHRELSY, TABMHEHERE C-7BA

K2 REskok f oo F 4 o
(R4 R 1D

Cl N

O—Me
|
0N O—Me O—Me

fr 48 ERE (27.8 %, 128 TEH )N 160 £ &K
THF Z38% ®, #£-70C R Ar F, ## oA 75 EF LT

~67~

RUIERRERA PHEBATIZE (CNS)AL BLAE (210 x 297 228 )

(oD 2t Jt o oo B (VB 1 o3k )
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A7
B7
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B~ A (44)

P e ET R AR5 RHRE)RLE 30 548, HiF
e eRBELA-TOCHIE 1 I, £30CRAr T, ##i
4 2,4-— 1 Ee(14.9 %, 100 £ 32 F )N 50 £ &K THF
ZERANMERRE PR30 548, BAFHIERAE-30C
I 1 RIE A 0°CAR 45 48, ABSER(6.4 £, 104

ZEF)RA( £5,56 X F )% THF 2 5% 4E R B4 L,
HRAMEZTRTHRES 248, A% Z0C, iEiwADDQ
(2,3-=8.-5,6-— 5 A-H-F8%, 22.7 %, 100 &3 F) 30
7 THF Z5%, HREMWAE TR TR 10 54, 44
Z20C, wA40 B2H4 3 EFHRE A RALsKRERIEA 0C
I 10 n4e, 45300 EFBEEE LB NIRAY, HAKR
o8, A MgSO, 30kk, MiEB A4k, BB HmEdEs
J& k(BB T BS/ T 1:4)6b46148 75 2] 2 (13.8 3, 48.4

%) e

245 £ BAKM P OChAN 2,4-—H-6-34-—F 4
- R)-Eox(T %, 24.55 EEF) BB AT HME ERF
RAZH 30 n4g, B BEREM T ELRY, HREHhE
% A B 7 ik (BtOAC/ 24/ F 8% 2:1:0.1) 464614 43 3] £ 4
(3.9 %, 56.6%) °

~68~
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A~ ARA (67)

H[2-8-6-(3,4-= F R IR HK)-Fow-4- K- (1123 £
%, 4 EEH)HmE 10 TH47EE AR AW BSCTHRHIF
@R, BT F EBIREIN S50 BAKKIERE, £
SEMCE LB 3R KR T EEE R AT 2] A (1010 sei
10 92.7%) e

OH
-—N)%N N—N/gN
15 O—Me
W 7-G,4-=F B KI)-[1,2,4] = FF[1,5-c]"E % -5-BF
(1010 z;@ 371 22 F)E 10 £ AA NN- 24
K20 5 )2 IR 120C Atk 3 /0 BF, A ET A
20 HEEA AR IEBERGHAME 20 £FKE 15 ZHtafe
NaHCO, /kiik 2 a4, B 2x150 £ A B8 L &5 2 HUR
A4 3 5 A F o ZEBUR A MgSO, 308k, £ B2 T AR IS HI &
SRAT R MR & BB (850 £31, 78.8%) ¢
& d 4k A b AT ] 1-8 248 B) ik AR F 7] 1-8

~69~

AUIRRE @A ¥ B R REEE (CNS)AL IR (210 x 297 %)
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A7
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A~ BAREA (68)

Z I F EFFH R EALS Y, TUREMHARRE C-7RA

K2 RE =k HErg b R o

(X519

4 5-8-7-(G,4-=F B R K)ok ok H[1,2-c]=E 5w (57.94

5 Z%H, 02 BEFH), 1-(4-AFEH)N &b 2HCI (55.69 £

#,02EE DR _BERATHEREEBS3 £EL, 066 %

H)WN 3 EF 2-AEEZIRAMAE O0CHEHE 3 o, AHE

T8, EFFIFHRAME AN BHAK, EHBEWE

EApGeBE R, LIRERIFa&EHEMG6 £51, 64.6%)
10 2 7-(3,4-=F A& KAK)-5-[4-(4- A K K) 75 Lok oi-1-K]-2k

o JF[1,2-c]"H R -

( Smof i 2 i 380 i kol B (N B e 1R o )

s )\/\@[ [j *
0O—Me d

NF & 433.4846
3k 434
20 EHER C
(%X #1 10)
4 5-8-7-(3,4-= F AL )k ok H[1,2-c]E 72 (57.94
£, 02 2EF), 4B F Rww(23.79 £51, 022 £
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R
A

¥ -0 P I O B0 H w3 e o 28 T

A7
B7
o~ BHAREA (2°)
911 o~ 298.3475] _A
a,
/ N
Y %
O/G‘ls .
912 oL 284.3204 B
/ N
Y -
0/0*3
913 : 372.4303 B
Nél\N/\>
\ N
/
HC
@iI:rk)m
O
914 381.8247 382 |(CDCI3) 3.97 (3H, 5), 4.06 (3H, 5),
N/@\C 6.99 (1H, d, J = 85 Hz), 7.17 (1H,
) d,J = 7.9 Hz), 7.32-7.66 (3H, m),
N\N/kN - |7.80 (1H, d, J = 1.9 H2), 8.18 (1H,
.9 . br), 8.32 (2H, 5), 8.37-8.39 (1H, m)
NJ\/K(:( o,
?
™,

915 377.4062 378 |(DMSO 0-6) 2.09 (3H, 5), 3.76 (3,
), 3.77 (3H, s), 6.77-6.80 (1H, m),
6.99-7.14 (3H, m), 7.60-7.63 (2H,

N\N/kN o, m), 7.72 (1H, 5), 856 (1H, 5), 9.42
W (1H, s),-9.62 (1H, br)
?
a4
316 363.3819 A 364 |(DMSO d-6) 3.85 (3H, 5), 3.90 (3H,
Q\«, $), 6.20 (1H, d, J =79 Ha), 7.12
(1H, d, J = 8.3 Ha), 7.52-7.67 (2H,
§ m), 7.81-7.84 (2H, m), 7.92 (1H, s),
(1 8.58 (1H, 5), 8.62 (1H, br)
H,
T4~

AUBRREBA ¥ B EAEIZE (CNS)AL MAE (210 x 297 % )

#

(oo Pi- 2 i 84 i dirale B (Y B
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A7
B7

EAR L%

A (73)

9-17

364.3666 C

365

(DMSO d-6) 3.78 (3H, 5), 3.80 (3H,
$),7.00 (1H, d, J = 8.4 Hz), 7.19-
7.23 (1H, m), 7.34-7.37 (1H, m),
7.64-7.69 (2H, m), 7.78 {1H, s),
7.97 (1H,d, J = 3.6 Hz), 8.5 (1H,
s), 9.80 (1H, br), 10.12 (1H, br)

398.4278 C-D

399

(DMSO d-6) 3.84 (3H, s), 3.86 (3H,
s), 7.12 (1H, d, J = 8.3 Hz), 7.52-
7.56 (1H, m), 7.82-7.91 (3H, m),
8.07 (1H, d, J = 9.0 Hz), 8.32-8.35
(2H, m), 8.64-8.68 (2H, m), 8.83-
8.86 (1H, m), 10.56 (1H, s)

9-19

439.4097 A

418

(DMSO d-6) 3.83 (3H, s), 3.89 (3H,
s), 6.36 (1H, d, J = 15.9 Hz), 7.13
(1H,d, J = 15.6 Hz), 7.09 (1H, d, J
=8.2Hz), 7.53 (2H, d, J = 8.6 Hz),
7.77,7.81,7.99 (2H, d, J = 8.6 Hz),
8.55 (1H, )

9-20

441.4256 A

420

(DMSO d-6) 2.17 (2H, 1, J = 8.3
Hz), .77 (2H, 1, J = 7.45 Hz), 3.83
(3H, s), 3.87 (3H, 5), 7.07 (1H, d, J
=8.3Hz),7.23 (2H, d, J = 8.4 Hz),
7.74-7.85 (5H,m), 8.54 (1H, ),
10.07 (1H, br)

9-21

435.446

436
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A7

B7 |
|
A BHRY (24) i
9-22 MG 471.5639 A 472 :
|
|
|
|
JN ~
N~ i I
|
il Moy
923 432.4833 A 433 ,ﬁ? I
W 7] :
S

JN N pa
P & I
¥ |
7

&

9-24 432.4833 A 433 H#
S
B 1
Al :
|
- |
9-25 446.5103 B 447 I
W =T
M I
~"\/K(:(‘\m’ |
o™ :
9-26 519.5649 B 520 I

0,

\ ) .
|
Y i
JN 1
4 N .I
|
|
9-27 411.9135 A | 412 |[(DMSO)3.83 (3H;5), 3.85 (3H,s), I
4.95 (2H,5), 7.09 (1H, d, J=8.5Hz), I
7.28-7.39 (2H,m), 7.54 (1H, dd, I
'@ J=1.6Hz, 7.7Hz), 7.69-7.87 (5H,m), :
= JHN 8.03 (1H,5). !
o 2 |
9&; I
& |
At I
A 9-28 387.4609 A 388 |(DMSO) 1.17 (3H, 1, J=7.1Hz), 2.99 |
2, - (2H, 1, J=6.9Hz), 3.72 (2H, , I
8 J=6.9Hz), 3.83 (3H,5), 3.87 (3H,5), I
T 4.10 (2H, q, J=7.1Hz), 7.07 (1H, d, I
H J=8.3Hz), 7.69 (1H, d, J=1.4Hz), I
% ) 7.76-7.82 (34,m), 8.00 (1H,s). I
A g '
i !
# I
£p 1
* 7¢ |

AUGRRZEBA B EEZE (CNS)AL RAE (210 x 297 2% )
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P % obom B Hme Ju e P i of 22 38§

A7
B7
)_.I\
Ao~ ABAEA (D5)
9-29 404.4727 A 405 -
/ AN
= N Y
OH,
9-30 Cj ~= 340.3851 C 341
[VR
fk%(jf“
o
9-31 396.4498 B 397
ﬂ"*
(/\v/L\v
NK@‘\W
e
9-32 473.5362 C 474  |2.58-2.69 (4H, m), 3.46-3.57 (6H,
07 m), 3.81 (3H, s), 3.86 (3H, s), 6.00
(2H, 5), 6.79-6.92 (3H, m), 7.04
(1H, d, J=8.2Hz), 7.59 (1H, s),
7.73-7.76 (4H, m)
9-33 415.4992 ¢ 416  |(DMSO d-6) 3.42 (4H, t, J=4.5Hz),
3.67 (4H, t, J=4.5Hz), 3.82 (3H, 5),
3.88 (3H, 5), 6.83 (1H, 1, J=7.2Hz),
7.02-7.07 (3H, m), 7.24-7.29 (2H,
m), 7.63 (1H, s), 7.75-7.81 (3H, m),
7.85 (1H, s)
9-34 445.5256 C 446
\ & '
\ 7
R
ay O )
~77~
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A7
B7

F o~ AR (56)

9-35 Olu.zo 460.4967| _ C 461

9

~</\N/‘§N -
NN Osen,
- o/c”l
9-36 "E—p 457.5368 c 458
O
(\u/kn
— 0.
N F \CH,
o
9-37 oL 353.4275 B 354  |(DMSO d-6) 2.33 (3H, s), 2.65
| (4H, s), 3.53 (4H, 5), 3.81(3H, s),
3.87 (3H, s), 7.05 (1H, d, J=8.4Hz),
7.60 (1H, s), 7.73-7.77 (4H, m)
M
NA\)\Q:O\%
0"
9-38 N 416.4868 B 417
| P

I

»

N= \F O\CH:
O/CHs
9-39 449.9442 C 450

&g )
}i&
3R
3
O
24
7 J NJ§N
) r/'\/KC[%u.
5 -
T O/C“-
A
%
/a\
1
#+
£p ~78~
¥

(50t 0 B B N Bt R85 )
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A7
B7

A~ BHARHA (27)

940 | . :/GH. 4455256 C 446

9-41 417.4743 B 418

9-42 484.3893] C-D 484, 486

9-43 4455256 c 445 |(DMSO d-6) 3.43 (4H, |, J=4.9H),
3.70 (4H, t, J=4.9Hz), 3.74 (3H, 5),
3.83(3H, 5), 3.89 (3H, s), 6.43 (1H,
d, J=8.1Hz), 6.56 (1H, s), 6.62 (1H,
d, J=8.2Hz), 7.09 (1H, d, J=8.6Hz),
7.16 (1H, 4, J=8.2Hz), 7.76-7.84
(4H, m), 7.99 (2*, 5)

944 429.5262 [ 430

9-45 541606] CD 542
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A7
B7
E -~ B (OF)
9-46 4334709 C 434
9-47 - 43348%|  C 434 |(DMSO d-6) 3.30 (4H, t, J=47H2),

3.67 (4H, t, J=4.7Hz), 3.82 (3H, s),
3.88 (3H, s, 6.99-7.21 (5H, m),

Oy
; 7.63 (1H, ), 7.75-7.84 (4H, m)
M ',

9-48 I 421.547 C-D >
N
I
ory
N O~en,
o
9-49 OYCHG 381.438 B 382
N
(]
(/\N/kN
N\ o\CHa
. o
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A7
B7

B HARHE (7)

9-50

484.4851 C-D

485

F F -
=
Na |
)
N
(\N)%N
N= NF O\CH,
_CH,
(o)
9-51 HOH 383.454 [ 384
O |
N
{/\N/‘*N
= (0]
N = \CHQ
o~
9-52 N 389.4609 B 390 |(DMSOd-6) 1.32 (3H, 1, J=7.1Hz),
[ 3.61 (2H, q, J=7.1 Hz), 3.79 (6H,
X s), 4.84 (2H, s), 6.99 (1H, d,
T\“ J=8.5Hz), 7.42 (2H, d, J=8.5Hz),
N 7.56-7.67 (5H, m), 8.49 (2H, d,
J=8.5Hz)
(/\N*N
N/ / O\CH3
o
9-53 ! 418.4998 A 419 [2.50 (2H, p, J=1.8Hz), 3.30 (3H, 5),
3.60 (2H, t, J=7.2Hz), 3.81 (3H, 5),
3.85 (3H, 5), 4.68 (1H, t, J=4Hz),
5.37 (1H, d, J=4Hz), 7.03 (1H, d,
HO, oH J=9Hz), 7.27-7.36 (5H, m), 7.53
/k (1H, s), .63 (1H, s), 7.70-7.74 (2H,
N/ = O\(}{a
O/CHJ
954 O = 3384128] B 339 -
N
(ﬂ(KN
_
o
N*/K@i “cH,
o~
~81~

AHGERELBA B B £4%8E (CNS)A4 AAE (210 x 297 2% )

H

(oD 2 o B4 i ek B (N BB



1222974

i
Al

fé

2D P S o Bt H mo Jo e R o of 28 3

A7
B7
-~ A ($0)
9-55 ] 324.3857] B 325
N
(/\N/kN
N/ / O\(}_13 -
'_ O/CH:!
— |
9-56 ; : 326.4017 B 327  |(DMSO d-6) 1.27 (6H, t, J=7.0Hz),
t 3.57 (4H, q, J=7.0Hz), 7.05 (1H, d,
N o, J=7.0Hz), 7.57 (1H, s), 7.66 (2H,
PR ), 7.73-7.75 (2H, m)
(/\N NN
— 0.
NJ\)\@[ “CcH,
ot
I
9-57 N ' 381.438 A 382
2
N
(/\N)%N
N/ Pz O\CH3
O/CHS
9-58 [ 352.3962 B 353  |(DMSO d-6) 2.67 (4H, t, J=6Hz),
3.81(3H, s), 3.85-3.89 (7H, m),
7.05 (1H, d, J=8.3Hz), 7.63 (1H, 5),
" 7.73-7.80 (3H, m), 7.87 (1H, s)
(/\N*N
N % 0\0H3
O/Gi: i
9-59 % 428.5387 C-D 429
/ AN .
ot
~82~

AR R B A & B B RAZE (CNS)AL A& (210 x 297 2 %)
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9-65

368.4393 B

369

9-66

396.4498 C

397

9-67

s
agoe:

(0]

)

396.4498 C

397

(DMSO d-6) 1.90 (4H, t, J=55Hz),
3.57 (4H,, J=5.5Hz), 3.81 (3H, 5),

3.87 (3H, 5), 3.96 (4H, 5), 7.05 (1H,
d, J=8.3Hz), 7.60 (1H, ), 7.73-7.77

(4H, m)

9-68

A

Oy

O

£

)

439.5215 C

440

9-69

A

P

2

/

2

354.4122 B

355
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411.4645

425.4916

367.4546
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A7
B7
A BARHA (L)
9-78 |[[™* 367.4546 c 368
CH,
H,C—
N
(/\N)*N .
NT NF O~en
_CH,
(o)
9-79 347.3797 A 347 |(CDCI3): d 3.96 (3H, s), 4.00 (3H,
Q $), 6.99 (1H, d, J = 8.4Hz), 7.20
(1H, 1, J = 8Hz), 7.44 (1H, 1, J =
N w/gN 8Hz), 7.51 (1H, s), 7.67 (1H, dd, J
¢ = 2Hz, 8.4Hz), 7.75 (1H, d, J =
N 2Hz), 7.92 (1H, d, J = 8Hz), 8.13
(1H,5), 831 (1H, 5)
G{J .
9-80 o, 4204721 B 420 |(DMSO-d6) : d 3.73 (3H, s),
3.81 (3H, s), 3.83 (3H, 5),
3.84 (3H, s), 4.77 (2H, d, J =
1, 5.2Hz), 6.47 (1H, dd, J
N g =2.4Hz, 8.4Hz), 6.61 (1H, d,
(/\N/Ku J =2.4Hz), 7.09 (1H, d, J
= e, =8.5Hz), 7.32 (1H, d, J
=8.4Hz), 7.51 (1H, s), 7.67
L. (1H, d, J =2Hz), 7.78 (1H,
: » dd, J =2Hz, 8.5Hz), 7.99 (1H,
5), 8.42 (1H, s), 9.10 (1H, s)
9-81 N 313.3591 B 314
/ AN
NG
NW%
o’m’
9-82 NO 381.4773 C 382
M -
N\
O/G’S
~87~

RUGRREBA BB EZE (CNS)AL A& (210 x 297 2 %)
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A7
B7
F o~ HRA (8F)
9-83 [’ 413.4787 A 414
M o
9-84 M\Q 375.4299 B 376
M
— / -
_OH,
9-85 0 4715145 c 472
L
(0
M
N)\/‘\O\AO‘
0/0*;
9-86 367.4505 B 368
(/\N)\\
NW
o’G{‘
9-87 v 312.3746 A 313 |(CD30D) 1.06(3H, t, J=7.2),
NN 1.84(2H, q, J=7.2), 3.67(2H, 1, J =
. 7.2), 3.89(3H, s), 3.92(3H, 5),
N 7.03(1H, d, J = 8.4), 7.22(1H, 5),
_ 7.46(1H, s), 7.69(1H, dd, J = 2.1
4% N\ SN and 6.3), 7.75(2H, d, J = 2.1)
ﬁqﬁ CH,
3
é‘av o /CH,
-1
A
B
8
T
H
®
{_:\
1k
it
T -85~
A<

AHIKREBA T BB RARE (CNS)AL MRAE (210 x 297 2% )
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A7
B7

9-88 359.4067 A

360

(DMSO) 3.67 (3H,s), 3.83 (3H,s),
3.90 (3H,s), 7.07 (1H, d, J=9.0Hz),
7.72 (3H,m), 7.91 (1H,s), 8.01
(1H,s).

9-89 Dj/(m 373.4338 B

374

(DMSO) 1.12 (3H, 1, J=7.1Hz), 3.82
(3H,5), 3.90 (3H,s), 4.12 (2H, q,
J=7.1Hz), 4.42 (2H,5), 7.05 (1H, d,
J=9.1Hz), 7.72 (1H, d, J=1.5Hz),
7.75-7.78 (2H,m), 7.91 (1H,¢), 8.01
(1Hs).

9-90 O, 373.4338 A

374

(DMSO) 3.01 (2H, 1, J=6.9Hz), 3.64
(3H,s), 3.73 (2H, t, J=6.9Hz), 3.83
(3H,s), 3.87 (3H,s), 7.07 (1H, d,
J=8.3Hz), 7.70 (1H, d, J=1.4Hz),
7.77 (1H,s), 7.80-7.82 (2H,m), 8.00
(1H,s).

9-91 373.4338 B

374

(DMSO) 1.31 (3H, d, J=7.1Hz),
2.97-3.04 (1H,m), 3.65 (1H, dd,
J=6.3Hz, 13.6Hz), 3.76 (1H, dd,
J=7.3Hz, 13.6Hz), 3.83 (3H,s), 3.88
(3H,5), 7.07 (1H, d, J=8.4Hz), 7.69
(1H, d, J=1.4Hz), 7.77-7.82 (2H,m),
7.84 (1H,s), 7.99 (1H,9).

9-92 401.488 B

402

(DMSO) 0.67 (3H, t, d=7.3Hz), 1.12
(2H, h, J=7.6Hz), 1.45 (2H, p,
J=6.8Hz), 3.82 (3H,5), 3.90 (3H,s),

-14.06 (2H, 1, J=6.8Hz), 4.42 (2H,s),

7.03 (1H, d, J=9.0Hz), 7.73-7.77
(3H,m), 7.92 (1H,5), 8.01 (1H,s).

9-93 5‘ 407.4514 B

\

(DMSO) 3.57 {3H,5), 3.77 (3H,9).
5.77 (1H,5), 6.92 (1H, d, J=8.5Hz),
7.25 (1H,5), 7.37 (1H, 1, J=7.9Hz),
7.67 (1H,5), 7.68 (1H,5), 7.74 (1H,
d, J=7.9Hz), 8.03 (2H, d, J=8.2Hz),
8.16 (1H, d, J=8.2Hz), 8.32 (1H,s).

~80~

AURREHA P BB RAZ:HE (CNS)AL A& (210 x 297 N %)
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=1

K

ol 35 H o 3 e R G 2%

A7
B7

% BARHE ()

9-94

465.5277 A

(CDCI3) 2.76 (2H, 1, J=7.6Hz), 3.05
(2H, 1, J=7.6Hz), 3.76 (3H,5), 3.78
(3H,5), 3.89 (3H,5), 6.71 (1H,3),
6.72 (1H,5), 6.83-6.85 (2H,m), 6.93
(1H,s), 6.96 (1H, d, 7.3Hz), 7.61-
7.67 (3H,m).

9-95

518.571 A

(CDCI3) d 2.62 (2H, broad t),
2.88 (2H, t, J = 6.5 Hz), 3.76
(4H, t, J = 4.7 Hz), 3.87 (3H,
s), 3.98 (3H, s), 4.23 (2H, t, J
= 5.8 Hz), 5.76 (1H, broad s),
6.34 (1H, broad s), 6.99 (1H,
d,J=8.5Hz),7.14 (1H, s),
7.18 (1H,dd, J=2.8,9.2
Hz), 7.47 (1H, s), 7.60-7.67
(4H, m),9.09 (1H,d, J=9.2
Hz), 11.69 (1H, s).

9-96

s

475.5461 A

(CDCI3) d 2.60 (2H, broad t), 2.86
(2H,1,J = 6.0 Hz), 3.74 (4H, 1, J =
47Hz),3.84 (3H, 5), 3.92 (3H, 5),
4.21(2H, 1, = 6.0 Hz), 6.74 (1H,
s), 6.96 (3H, m), 7.42 (1H, ), 747
(1H, ), 7.54-7.67 (5H, m).

9-97

/ X
Z

524.5992 C-D

(DMSO d-6) d 2.58 (4H, broad t),
2.79 (2H, broad t), 3.61 (4H, t, J =
4.7 Hz), 3.85 (3H, s), 4.15 (2H, t,J
=5.4 Hz), 5.71 (2H, broad s), 6.55
(2H, m), 7.03 (2H, m), 7.21 (1H, s),
7.53-7.83 (5H, m).

9-98

Do

c

4745184 A

" 475

CDCI39.06 (d, 1H, J= 9.2 Hz),
7.68-7.65 (m, 3H), 7.46 (s, 1H),
7.25(d, 2H, J= 2.9 Hz), 7.18 (dd,
1H,J=9.1, 2.8 Hz), 7.02 (d, 1H, J=
7.9Hz), 4.00 (s, 3H), 3.921, 4H,
J=4.6 Hz), 3.8 (s, 3H), 3.16 (1,
4H, J= 4.4 Hz)

9-99

o
RASSJS
7

it

@ |
ak

F\Z

P

444.4973 A

445

DMSO 12.93 (s, 1H), 9.06
(d, 1H, J= 8.5Hz), 8052 (s,
1H), 7.99 (d, 1H, J= 8.2 Hz),
7.97 (s, 1H), 7.77 (s, 1H),
7.75-7.67 (m, 5H), 7.19 (t,
1H, J=8.2 Hz), 6.99 (d, 1H,
J=8.5 Hz), 3.94 (s, 3H), 3.75
(t, 4H, J= 4.4 Hz), 3.05 (t,
4H, J= 4.4Hz)

~90~

AUEREBA ¥ EEREZE (CNSAL RAE (210 x 297 2% )
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$E D P R o omk X M Ome 3o e R gl of S8 3% S

A7

0 055
9011 B7

IR (87)
(X #) 11)

4
<7‘NA§N + /[::TéZN —_— NJ:::r// '
: N‘Lw¢L1::j:°‘Me HoN /N /K

5 0-Me N = O-Me
J\/KCEO—Me
A S-R-7-(3,4-= F AL RI)wk ok HH[1,2-c]H =2 (57.94
£, 0.2 %;‘:E)& 4B FREGS44 £, 03 EEF)
25 2 2-REEAR 1S EH HO RESMZ R IFRWNE
10 HCl, K%K REMAE LS ZI0CHIFBR, AHETR,
BhHBEUEELNEBIELHE MM TLC 441845 2]
&y Az 4-[7-3,4-= F A4 3)-sk ok H[1,2-c]"F =
-S5-B R K]-FRE(G8 £, 51.2%) -
»F & - 371.3983
15 H 3k 1 372
EHER A
&dE AT P R ] R 0 RARBEMNT 6] 11 25
B, BHETI&I0FATZTFIESY -

~91~

AERREHA FRBEARIZE (CNS)AL A& (210 x 297 2% )

(o pi- 2k % 384 B ek ale B (B i ISR o )
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A7 ” .
B7
E o~ AW (99)
#* 10
b ES P N >FE ERER . MS NMR
11-1 74715 B (MeOD) 2.88 (3H, ), 2.90 (3H, s),
3.79 (3H, s), 3.88 (3H, 5), 7.04 (1H,
d, J=8.3 Hz), 7.43-7.53 (2H, m), o
7.57-7.66 (4H, m), 7.86 (1H, d, #
J=8.3 Hz), 7.95 (1H, d, =23 Ha), %
8.16 (1H, d, J=2.3 Hz) e
#
@
z
E
112 390.4456 A (MeOD) 2.28 (3H, s), 3.74 (3H, s), &
3.82 (3H, 5), 3.84 (3H;s), 6.85 (1H, ¥
dd, J=2.9, 8.6 Hz), 6.92 (2H, m), R
7.34 (2H, m), 7.49-7.56 (3H, m), g
y T 7.93(1H, s) &
*
o
13 [ o o 4154119 A (DMSO) 3.88 (3H, s), 3.94 (3H, 5),
7.17 (1H, d, J=8.3 Hz), 7.73 (1H, d,
J=7.9 Hz), 7.80 (1H, d, J=1.9 Hz),
7.85 (1H, s), 7.86 (1H, dd, J=1.9,
8.3 Hz), 7.94 (1H, d, J=1.5 Hz),
N 8.08 (1H, d, J=7.9 Hz), 8.13 (1H,
A m), 9.27 (1H, d, 8.3 Hz), 12.35 (1H,
5), 12.28
CH,
11-4 o 460.5375 A (d8-DMSO) 1.11(6H, s), 2.84 (2H,
Mﬂ ), 3.39 (1H, m), 3.83 (3H, 5), 3.85
by (3H, s), 7.11 (1H, d, J=9.0 Hz),
7.27 (2H, d, J=8.3Hz), 7.68-7.83
W y (5H, m), 8.07 (1H, m), 8.75 (1H,
L m), 10.49 (1H, s)
" 115 4444944 A (d8-DMSO) 1.72-1.85 (1H, m),
& N,@:jk 2.10-2.19 (1H, m), 2.42-2.58 (1H,
a0 CH m), 2.66-2.75 (1H, m), 2.81-2.91
%o (2H, m), 2.93-3.01 (1H, m),
2 X 3.31(2H, m), 3.83 (3H, s), 3.85 (3H,
a4 Py s), 7.08 (1H, d, J=8.2Hz), 7.20(1H,
A d, J=8.2Hz), 7.55-7.85 (6H, m),
%, 8.39 (1H, s)
8
I
H
%
&
#
it
;g ~92~

e £ T CEEEnl . BT TR

AURREBA P EEEEE (CNS)AL AAE (210 x 297 2% )
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},‘g

-0 PSR O M Omo Ju e 3P ke o 9 3 |

A7
B7
I~ EBARA (9/)
11-6 ﬁ) 440.4814 C 441 )
/ AN
NW
e
11-7 % 360.4192 A 361
M
=%
0/0*3
11-8 C'HJ 376.4185 A 377
(/\N)\\l
N;\)\C[K%
o
11-9 360.4192 A (DMSOQ.d-6) 2.31 (3H, s), 3.81
(3H, s), 3.86(3H, s), 7.03 (1H, d,
J=8.6Hz), 7.25 (2H, d, J=8.7Hz),
7.60 (2H, s), 7.67-7.80 (4H, m),
/ N 8.26 (1H, s), 9.45 (1H, s)
5%
11-10 F %/F 430.3898 B 431
NN
Z
H,
~93~

AUIRREBA ¥ BB RAEE (CNS)AL MR (210 x 297 %)

.

(Sl D 2t 3o b Yokl ¢ (VB i 10 ok )
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s
)

H2D P Do 30 N me 3 P XD g of O 2

A7
B7
-~ WA (72)
11-11 389.4173 (DMSO d-6) 3.81 (3H, s), 3.83
(3H, s), 7.01 (1H, d, J=8.5Hz), 7.39
(1H, s), 7.51 (1H, t, J=7.9Hz), 7.63-
7.65(3H, m), 7.73 (1H, s), 7.74
(1H,5), 7.99 (1H, s), 8.06 (1H, d,
7.9Hz), 8.30 (1H, 5), 8.4 (1H, 5),
9.67 (1H, s)
11-12 387.4042 (DMSO d-6) 3.82 (3H, 5), 3.85
N (3H, s), 7.12 (1H, d, J=8.5Hz),
| { 7.76-7.80 (3H, m), 7.93 (1H, d,
W o J=8Hz), 8.04 (1H, 5), 8.13 (1H, 5),
JNN 8.51 (1H, s), 8.95 (1H, 5), 10.95
=N o (1H, S)
o
11-13 % 404.432 405
|
MH/C
NJ\A@:D\O‘
oI
11-14 o 515.5738 516
waat
Hﬁl
M
N
11-15 m 377.4061 - 3718
</N\$(1%N
N\
O/CHJ
11-16 : 346.3921 347
/ N
ST
S,
~94~

ARUGRREHA ¥ BB EIZE (CNS)AL A& (210 x 297 %)

(o i 3 s o1 b ek B (VB ke S 3B o )



1222974

e
)

¥ P O T H w3 e B jlie o S8 34

A7
B7
B BHHARE (73)
11-17 m 376.4185 A 377
o
Nw
/O
11-18 360.4192 A
&pﬁ([::]
M
— 7 0\0_{"
el
11-19 o 404.4291 ND 405
(wim
H\)\@%g
» O
11-20 436.4931 A 437
11-21 . 432.4833] A 433
/ N
_CH,
405

11-22 404.4291 A
JoRs

/\NJQN

Wm

~95~

AIRRE A F B R4EE (CNS)AL RAE (210 x 297 2% )

(o P 2k o i el o (VB e 1R oSk )
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s
A

B

PP 5 o S M mo e B G o 9 3%

A7
B7
2 o)
B HARA (79
11-23 447.4543 A 448
[o]
(wkn
N
et
11-24 o 418.4562 A 419 [(DMSO-d6) 2.58 (2H, t, J = 7.5 Hz),
2.87 (2H,1,J = 7.4 Hz), 3.85 (6H,
s), 7.1 (1H,d, J = 8.2 Hz), 7.34
ol (2H, d, J = 8.2 Hz), 7.70-7.80 (5H,
A\ m), 8.07 (1H, d, J = 1.4 Hz), 8.77
L (1H,), 10.51 (1H, §)
o o
11-25 o, 390.4456 B 377 |(DMSO-d6) 3.56 (3H,5), 3.58
0 - |(3H.s), 3.83 (3H,5), 3.89 (3H,5),
6.28 (1H, s), 7.07 (2H, d, J = 8.5
Hz), 7.16 (1H, d, J = 8.3 Hz), 7.25
(1H,d, J = 1.5 Hz), 7.29-7.32 (1H,
| A m), 7.36-7.42 (1H, m), 7.67 (1H, s),
2% N .
o, 7.79-7.84 (2H, m)
O,
11-26 o 404.4291 A 405 |(DMSO-d6) 3.85 (3H, 5), 3.88 (6H,
s s),7.14 (1H, d, J = 8.5 Hz), 7.75-
7.81 (3H, m), 8.06-8.13 (5H, m),
8.7 (1H,d, J = 1.6 Hz), 10.71 (1H,
M s)
N/J\/KCERW
11-27 454.5085 A 455 |(DMSO d-6) 3.49 (2H, t, J=6.4Hz),
o o  [3.73(2H, q, J=6.4Hz), 3.82 (3H, 5),
I~ 3.87 (3H, s), 7.03 (1H, d, J=8.5Hz),
3 7.64-7.79 (6H, m), 8.31 (2H, 5),
/NS 8.55 (1H, ), 9.88 (1H, s)
N\
H,
o
11-28 0 390.402 A 391
CH
/NN
} S
~96~

AMIRRE @A P BB FIZE (CNS)A4 RAE (210 x 297 2% )

(oo P 2o 3o i e i (VB s 18 o )
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A7
B7

B 2 O e H o 2o e 3 e 8 1 3

s HARHA (F5)

11-29

362.3914

363

(DMSO d-6) 3.82(3H, s), 3.83
(3H, s), 6.85 (1H, s), 6.88 (1H, s),
7.07 (1H, d, J=9.1Hz), 7.58-7.61
(3H, m), 7.71-7.73 (2H, m), 7.88
(1H,s), 8.48 (1H, s), 9.94 (1H, s)

11-30

] Py

%

362.3914

363

(DMSO d-6) 3.85 (3H, s), 3.86
(3H, s), 6.67 (1H, d, J=7.8Hz), 7.11
(1H, d, J=8.6Hz), 7.24 (1H, ¢,
J=8.6Hz), 7.31 (1H, d, J=7.8Hz),
7.44 (1H,8), 7.71 (1H, s), 7.79 (1H,
s), 8.07 (1H, s), 8.91 (1H, s), 10.52
(1H, s)

11-31

o

362.3914

363

(DMSO d-6) 3.75 (3H, s), 3.77
(3H, 5), 6.91 (1H, 1, J=7.6Hz), 6.96-
7.00 (2H, m), 7.13 (1H t, 7.9Hz),
7.52 (1H, s), 7.55-7.61 (4H, m),
8.23 (1H, )

11-32

A

431.4986

432

Y, \_7
7o %“}

X

\

2

391.3896

392

(DMSO d-6) 3.84 (3H, s), 3.89
(3H,s), 7.12 (1H, d, J=8.3Hz),7.74-
7.80 (2H, m), 7.83 (1H, s), 7.90
(1H,s), 8.24 (1H, 5), 8.25 (2H, d,
J=9.4Hz), 8.32 ( 2H, d, J=9.4Hz),
8.67 (1H, s), 8.88 (1H, brs), 10.3
(1H. brs)

g %

389.4609

390

(DMSO d-6) 3.80 (3H, s), 3.84
(3H, 5), 6.82 (1H, d, J=9.2Hz), 7.02
(1H, d, J=8.6Hz), 7.54 (1H, s), 7.60
(1H, 5), 7.63-7.68 (3H, m), 7.72
(1H, ), 8.23 (1H, s), 9.36 (1H, 5)

~97~

AHIRREBA FERBERZE (CNS)AL RAE (210 x 297 2% )

(o D2 ok 0o il B (Y B el 2 oW )



1222974

B0 P X oD omh B M Ome o e B e o 9 3%

A7
B7
- HARHA (P6)
11-35 — 402.4568 A 403
(wgw
— / O
o
11-36 N/[::IjiN$ 389.4173 A 390
(m*m
=%
o
11-37 376.4185 A 377 |(DMSO d-6) 3.84 (6H, s), 4.58
82H, 5), 7.1 (1H, d, J=8.7Hz), 7.17
(1H, d, J=7.9Hz), 7.40 (1H, 1,
J=7.9Hz), 7.71-81 (3H, m), 7.89
NN (1H, s), 8.08 (1H, s), 8.92 (1H, 5),
_ 10.28 (1H, brs), 10.64 (1H, s)
N o,
o
11-38 CH 4228776 A 387 |(DMSOd-6) 3.80 (3H, 5), 3.85
A (3H, 5), 7.12 (1H, J=8.6Hz), 7.60
N (1H, d, J=8.7Hz), 7.75 (1H, s),
7.79-7.86 (34, m), 8.08-8.15 (3H,
A m), 8.84 (1H, s), 10.66 (1H, s),
/ 13.10 (1H, brs)
- / 0
¢
O/G‘S
11-39 F 382.3729 A 383
ﬁF
o
V4
H,
~08~

AWEREBA FEBREIEE (CNS)AL A& (210 x297 2% )

~
%

any a éx_

oy

(> Di- 2k 384 o ekl % (N B
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oy
2

P o> H2 H w2 o o S 3

Pty

A7
B7
B HARA (7))
11-40 F F 400.3634 A 401
bed
M
N)\/HCKRQ&
11-41 0 444.8534 A 445  |(DMSO d-6) 3.83 (6H, s), 7.09
F (1H, 8.7Hz), 7.64-7.82 (5H, m),
o Ho 8.1 (1H, s), 8.16 (1H, q, J=4.1Hz),
8.34 (1H, s), 11.36 (1H, brs)
2N
e
11-42 0 4044291 CD 405 |(DMSOd-6) 3.70 (3H, s), 3.63
(3H, 5), 3.88 (3H, ), 6.69 (1H, 5),
- 7.06-7.14 (34, m), 7.45 (1H, 5),
HC 7.78-7.83 (2H, m), 7.91 (1H, 5),
(\N)\N 7.94 (1H, s)
JN S .
N\
o
11-43 0 405.4167 A 406 |(DMSOd-6) 3.73 (3H, s), 3.82
- (3H, 5), 3.88 (3H, 5), 7.05-7.09 (2H,
w ° m), 7.16 (2H, d, J=9.4Hz), 7.58
(1H, 5), 7.75-7.77 (2H, m), 8.09
(1H, 5), 8.19 (2, d, J=9.4Hz)
/ AN
2%
"8
11-44 F 396.4 A 397
el
M
%
NA\)\C[N%
O/CH,
11-45 N’D\(@/m 394.8642 B 395
/ AN
G
O/G*s
~90~

ABIRREBA FHERFIZE (CNS)AL R (210 x 297 2% )

(Sl P St Jo b bl B (VB e 1B oS )

e R T
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3

32D P 2 b B H o e 22 g o8 9% 34 0

A7
B7
7~ HARA (99)
11-46 F 444.4169 B 445 |(DMSO d-6) 3.66 (3H, s), 3.63
O\\f (3H, 5), 3.88 (3H, 5), 659 (1H, 5),
! 7.08 (1H, d, J=8.3Hz), 7.25-7.28
(2H, m), 7.38-7.45 (3H, m), 7.76-
M oo 7.84 (2H, m), 7.88 (1H, s)
asce-
11-47 386.4574 A 387
H,M/Q
M
N
o
11-48 399.4561 A 400
NMQ
M
NA\/\Q:KO‘
o
11-49 390.4456 B 391
H,
HC
M
‘ O/CH,
11-50 T . 394.8642 A 395 |(DMSO d-6) 3.66 (3H, s), 3.83
(3H, 5), 3.88 (3H, 5), 6.63 (1H, 5),
: 6.99-7.09 (2H, m), 7.31-7.43 (4H,
m), 7.78-7.83 (2H, m), 7.88 (1H, s)
M
N\ &
o
~100~

AUFRREBA P FAZE (CNS)A4 #4486 (210 x 297 2~ %)

(Sl D 2k 38 B ekl B (VB b 198 4 )

e ety TR TR
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B
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B2 P SR O B mo o e B e o 9 B

A7
B7

B~ ARA (77)

11-51

A

404.4291

11-52

C

D B

461.7491

A 425

(DMSO d-6) 3.82 (3H, s), 3.8
(3H, 5), 7.05 (1H, d, J=8.3Hz), 7.34
(1H, d, J=7.9Hz), 7.42 (1H, 1, J=
7.9Hz), 7.63 (1H, s), 7.68-7.72 (3H,
m), 7.87 (1H, d, J=6.8Hz), 8.27

(1H,s), 8.32 (1H, ), 9.65 (1H, 5)

11-53

Y
P
Y

364.3825

(DMSO d-6) 3.74 (3H, 5), 3.77
(3H, 5), 6.96 (1H, d, J= 8.3Hz),
7.36-7.40 (3H, m), 7.53-7.62 (2H,
m), 8.19 (1H, s), 9.57 (1H, )

A

\/Z<\§"
\n

)

382.3729

(DMSO d-6) 3.75 (3H, s), 3.77
(3H, s), 6.97 (1H, d, J=9Hz), 7.22
(1H, d, J=7.5Hz), 7.18-7.25 (2H,
m), 7.55 (1H, s), 7.57 (1H, s), 7.72
(1H, d, J=7.7Hz), 8.15 (1H, s), 9.5
(1H, s) -

11-55

Cfg .
Y

380.8371

(DMSO d-6) 3.71 (3H, 5), 3.76
(3H, s), 6.95 (1H, d, J=8.3Hz), 7.38
(1H,d, J=7.8Hz), 7.37-7.51 (2H,
m), 7.56 (1H, 5), 7.62 (1H, s), 7.73
(1h, d, J=7.9Hz), 8.18 (1H, 5), 9.59
(1H, brs)

~101~

AWTERREHA T BB RIZE (CNS)AL RAE (210 x 297 2 %)

(oD o 84 i ook B (N B e 295 5 )
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s
)

220 x>k F H me o e B gl ob 9% 3

A7
B7
E ~ AR ((00)
11-56 5 | s91.3896] A 392 |(DMSO d:6) 3.83 (3H, 5), 3.88
(3H, 5), 6.97 (1H, J=8.3Hz), 7.50
o (2H, s),7.66 (2H, 5), 7.69 ( 1H, s), |.
7.753(1H,5), 803 (2H,5),825 |
(1H, 5), 10.17 (1H, brs)
AN
1157 F 382.3729 A 383 |(DMSO d-6) 3.62 (3H, 5), 3.87
F (3H, 5), 7.05 (1H, d, J=8.3Hz),
7.49-7.73 (6H, m), 8.12-8.24 (2H,
m), 9.71 (1H, s)
ol
W
O/G‘:
11-58 o 412.8795 A 377 |(DMSO d-6) 3.81 (3, 5), 3.85
(3H, 5), 3.86 (3H, 5), 6.83 (1H, d,
J=8.7Hz), 7.12 (1H, J=8.3H2),
- 7.37-7.46 (2H, m), 7.62 (1H, 5),
7.73-7.77 (3H, m), 8.08 (1H, s),
NN 10.48 (1H, s)
N)\/Hg[ah
SO
11-59 hy 388.4297 A 389 |(DMSO d-6) 2.63 (3, s), 3.82
(3H, 5), 3.83 (3H, 5), 7.03 (1H, d,
J=8.7Hz), 7.63-7.78 (6H, m), 8.22
(1H, d, = 6.2Hz), 8.29 (1H, 5),
850 (1H, s), 9.72 (1H, s)
/ N
FN\Z
11-60 364.3825 A 365 |(DMSO d-6) 3.81 (3, s), 3.85
(3H, s), 7.03 (1H, d, J=8.7Hz),
7.26-7.32 (2H, m), 7.62 (2H, 5),
7.65-7.71 (2H, m), 7.87-7.92 (2H,
/ N m), 8.24 (s, 1H), 9.57 (1H, s)
—
Z
H,
o
11-61 | - 380.8371 A 381 |(DMSO d-6) 3.81 (3H, s), 3.86
(3H, 5), 7.05 (1H, d, J=8.3Hz), 7.50
(2H, d, J=9Hz), 7.62-7.72 (4H, m),
7.94 (2H, d, J=9Hz), 8.25 (1H, 5)
/ N
N NP
d%
~102~
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e
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A7
B7

F~ AR (/9/)

11-62

CH

A

N\ 4/ z<\
(o}
Q
b o

L

434.3287

362

(DMSO d-6) 3.85 (3H, s), 3.86
(3H,5), 7.11 (1H, d, J=8.5Hz), 7.37
(2H, d, J=8.7Hz), 7.72-7.77 (2H,
m), 7.94 (2H, d, J=8.7Hz), 8.10

(1H,5), 8.92 (1H, 5), 10.85 (1H, s)

11-63

A

\ 7
A\

385.429

386

(DMSO d-6) 381 (3H, s), 3.86
(3H, s), 4.05 (2H, s), 7.05 (1H, d,
J=8.4Hz), 7.42 (2H, d, J=8.5Hz),
7.62-7.73 (4H, m), 7.92 (2H, d,
8.5Hz), 8.28 (1H, s), 9.61 (1H, 5)

11-65

\
\

2

389.4173

390

(DMSO d-6) 3.86 (3H, s), 3.89
(3H,5), 7.13 (1H, d, J=8.5Hz), 7.30
(1H,t, J=7.6Hz), 7.72-7.82 (4H, m),
7.97-8.04 (3H, m), 8.14 (1H, 5),
855 (1H, ), 8.72 (1H, d, J=8.3Hz),
13.16 (1H, 5)

X

£

2

406.445

407

3.74 (3H, s), 3.77 (3H, 5), 3.78 (3H,
s), 3.81 (3H, s), 6.63 (1H, d,
J=8.6Hz), 6.74 (1H, d, J=2.6Hz),
6.95 (1H, d, J=8.3Hz), 7.50-7.57
(5H, m), 8.18 (1H, s), 8.98 (1H, 5)

11-66

X

\/b{ \/tg“ﬁ

388.4326

389

(DMSO d-6) 3.94 (3H, s), 3.97
(3H, s), 6.98 (1H, d, J= 8.9Hz),
7.36 (1H, d, J=8.7Hz), 7.46 (1H, ),
7.58-7.63 (3H, m), 8.15 (1H, s),
8.47 (1H, d, J=8.7Hz), 8.93 (1H, 5),
9.50 (1H, s)

11-67

461.3545

389

(DMSO d-6) 3.86 (3H, 5), 3.90
(3H,5), 7.12 (1H, J=8.5Hz), 7.75-
7.83 (3H, m), 7.98 (2H, d,
J=8.7Hz), 8.09 (1H, ), 8.29 (2H,
8.7Hz), 9.05 (1H, 5), 9.12 (1H, s),
9.34 (2H, 5), 11.20 (1H, 5)

~103~
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o
A

#0 P om X M OmeJu e 3P e of 2B T

A7
B7
ﬁ N %XI%BH%QBH (/0)’)
11-68 ; 506.4365 A 434
N '/©/‘\/0\
~ cH
(«g
— 5 0 .
: </0+,
11-69 £ 430.3899 A 431 |(DMSO d-6) 3.82 (3H, 5), 3.67
e (3H, 5), 7.03 (1H, d, J=8.3Hz), 7.14
(1H, d, J<7.2Hz), 7.57 (1H, 1,
J=8.3Hz), 7.64 (1H, 5), 7.69-7.72
(3H, m), 7.90 (1H, d, J=7.2Hz),
PPN 8.13(1H, ), 8.29 (1H, 5), 9.76 (1H,
;g s
S
11-70 oe® 427.8506 A 392
mmi)
[«g
=N
»
171 F 414.3905 A 415 |(DMSO d-6) 3.62 (3H, 5), 3.87
(3H, 5), 7.07 (1H, d, J=0Hz), 7.64
) (1H, 8), 7.71-7.73 (3H, m), 7.80
(2H, d, J=8.7Hz), 8.16 (2H, d,
J=8.7Hz), 8.30 (1H, 5), 9.89 (1H,
/NN brs)
O
et
11-72 439.9054 A 404
) 5\.
/ N
V7
~104~
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o
)

AT 2 b B0 1m0 e B g o S 3

A7
B7
B BERA (03)
173 | 4815779 A 482 |(DMSO d-6) 0.78 (3H, t, J=7.5Hz),
q 1.22 (2H, h, J=7.5Hz), 2.79 2H, q,
N : J=6Hz), 3.81 (3H, 5), 3.67 (3H, 5),
e 7.01(1H, d, J=8.7Hz), 7.53-7.56
P (2H, m), 7.64-7.70 (4H, m), 7.77
(1H, d, J=8.5Hz), 8.22 (1H, d,
o J=8.5Hz), 8.30 (1H, 5), 8.4 (1H,
11-74 oH o | 541.9079 A 433 |(CD30D) 2.97(6H, 5), 3.43(2H, 1,
J=6.0), 362(2H, 1, J = 6.0),
cH 3.87(3H, 5), 3.90(3H, 5), 6.96(2H,
&y d,J=8.7), 7.06(1H,d, J=8.1),
7.57(1H, 5), 7.64(2H, d, J =8.7),
(/\»)\\ 7.72-7.77(2H, m), 7.93(1H, d, J =
P 2.1), 8.33(1H, )
o
11-75 0 456.8839 A 421 |(DMSO-d6) 3.81(3H, s), 3.83(3H,
s), 3.88(3H, s), 7.08(1H,d, J =
Ho R 8.4), 7.35(1H, dd, J = 3.0 and 8.7),
CH 7.53(1H, d, J =3.0), 7.63-7.71(3H,
m), 7.98(1H, d, J = 8.7), 8.11(1H,
JN S d,J=1.8), 8.36(1H,d, J=1.),
NJ\/K(I&% 11.06(1H,5)
el
11-76 O 461.928 A 426 |(DMSO-d6) 3.85(3H, 5), 3.87(3H,
S s), 7.14(1H, d, J = 8.4), 7.37(2H,
o ° s(br)), 7.73-8.97(3H, m), 7.93(2H,
d,J=8.4), 8.10-8.15(3H, m),
8.97(1H, s), 11.02(1H, s)
/ AN
1-77 390.3972 A 391
"’53
M
NW
o
11-78 551.7661 A {(DMSO d-6) 3.86 (3H, 5), 3.90
| g (3H, s), 7.13 (1H, d, J=8.6Hz), 7.72
(1H, s), 7.79-7.81 (2H, m), 7.97
cH (1H, s), 8.04-8.10 (3H, m), 8.33
(1H, 5), 8.52 (1H, d, J=8.7Hz), 8.59
JN S (1H, brs), 12.95 (1H, brs)
=%
dﬂ
~105~
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A7
B7

£~ EHARHA (/00

11-79

515.5671 A 516

11-80 0 497.9366 A

Pene

N

e

N
\

11-81 cl

(o}
CH
CH
H
|
N 4,
AL \CH,
CH,
C
(2H, t, J=6.1 Hz), 3.84 (3H,
I\/0 s), 3.85 (3H, s), 3.91 (4H,
m), 6.79 (2H, AB, J=8.9 Hz),
N 7.10 (1H, d, J=8.9 Hz), 7.58
AL \CH, 7
CH,
AN
AL
ah

4259176 A (DMSO) 3.83 (3H, s), 3.85 (3H, 5),
4.29-4.51 (6H, broad s), 6.75 (1H,
s), 7.12 (1H, d, J=8.4 Hz), 7.33
(3H, s), 7.73 (2H,m), 7.80 (1H, d,
J=8.4 Hz), 8.1 (1H, d, J=1.4 Hz),
8.78 (1H, ), 10.44 (1H, s)

11-82 H 511.0229 A (DMSO) 3.30 (6H, m), 3.53

(1H, s), 7.73 (1H, s), 7.76
(1H, m), 8.09 (1H, d, J=2.3
Hz), 8.75 (1H, d, J=2.3 Hz),
10.41 (1H, s)

11-83 555.0319 B (DMSu) 3.46 (4H, broad s),

) 3.81 (3H, s), 3.83 (4H, m),
3.84 (3H, s), 3.90 (3H, s),
4.17 (2H, broad s), 7.10 (1H,
d, J=8.5Hz), 7.22 (1H, d,
J=9.0 Hz), 7.68 (3H, m), 7.80
(1H, dd, J=2.0, 8.5 Hz), 8.08
(1H, d, J=2.0 Hz), 8.43 (1H,
s), 8.85 (1H, s), 10.05 (1H,
s), 10.66 (1H, s)

s

)

|
| (2H, AB, J=8.9 Hz), 7.62

3w )

any

(oo Pi- 2 i 384 b il B (Y B ek 1B oF

DR R Ok FH ome I e B o 0¥ 9 3

~106~

AGEREBRA PR RAZE (CNS)AL MRAE (210 x 297 25 )
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;,é}

P20 P w3 H w3 e I o o 3 T

A7
B7
F o~ BHARHA (o)
11-84 442.906 A 407 |(CD30D) 3.85(3H, s), 3.87(3H,s),
3.88(3H, 5), 3.90(3H, s), 7.06(1H,
o dd, J=3.6and 8.4), 7.31(1H, dd, J
=2.4.and 8.4), 7.43(1H,d,J =
§ 2.4), 7.56(1H,s), 7.74-7.79(2H,
% m), 7.92(1H, d, J = 2.1), 8.29(1H,
H\A@“\g\ d,J=18)
el
11-85 505.759 A 469  |(DMSO-d6) 3.84(3H, 5), 3.85(3H,
o v s), 7.11(1H, d, J=8.4), 7.67(1H,
d,J=1.8), 7.72-7.78(2H, m),
cH 7.97(1H,dd, J=2.4 and 8.7),
N 8.13(2H, dd, J =2.1 and 13.2),
4 8.24-8.30(2H, m), 11.68(1H, s)
NJ\)\(:(\CH.
e
11-86 0 519.7861 A 485  |(DMSO-d6) 361(3H, ), 3.82(3H,
He, ; s), 383(3H, s), 7.08(1H,d, J =
o 8.4), 7.60(1H,d, J = 1.8), 7.68(1H,
dd, J=2.1 and8.7), 7.76(1H,s),
7.98-8.10(4H, m), 8.35(1H, s),
JN S 10.87(1H, 5)
=%
| e
11-87 r ; 479.7395 A 445 |(CD30D) 3.81(3H, s), 3.83(3H, s),
CH 7.32(1H, d, J=8.4), 7.51(1H, m),
7.53-7.60(2H, m), 7.61-7.71(2H,
m), 7.99(1H, d, J = 2.4), 8.28(1H,
NN d,J=2.1)
2%
O,
11-88 c . 496.1941 A . 461 |(CD30D) 3.79(3H, s), 3.85(3H, s),
| e 'Ij]/e 6.98(1H, d, J=9.0), 7.42(1H, 5),
7.53-7.61(4H, m), 7.71-7.79(2H,
/kN m), 7.99(1H, )
4
Qj\/‘\@o\%
o
11-89 | cn 438.877 A 403 [(DMSO)3.81 (3H, s), 3.84
(3H, s), 7.02 (1H, d, J=8.4
Hz), 7.11 (1H, d, J=8.4 Hz),
)=o 7.33 (1H, dd, J=1.9, 8.4 Hz),
- 7.49 (1H, d, J=1.6 Hz), 7.67
N (1H,'s), 7.71 (1H, d, J=1.9
L Hz), 7.76 (1H, dd, J=1.9, 8.4
o, Hz), 8.06 (1H, d, J=2.1 Hz),
A, 8.62 (1H, d, J=1.9 Hz), 10.29
(1H, s), 10.65 (1H, s), 10.73
(1H, s)
107~
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)

}4

30 P 2% o) B2 M Omo I P 2 o o 9% 1

A7
B7

7~ AR (ob)

11-90 525.0554

489

(DMSO0) 2.04 (2H, quint., J=7.7
Hz), 3.20 (6H, m), 3.84 (3H, s),
3.85(3H, s), 3.90 (6H, m), 6.83
(2H,d, J=7.4 Hz), 7.11 (1H, d,
J=9.0 Hz), 7.62 (3H, m), 7.75(2H,
m), 8.08 (1H, d, J=2.2 Hz), 8.81
(1H, d, J=2.2 Hz), 10.48 (1H, s)

- 0
11-91 - 475.5522
OO0

476

(DMSO d-6) 2.58 (4H, t, J=4.4Hz),
2.81 (2H, 1, J=5.6Hz), 3.74 (4H, 1,
J=4.4Hz), 3.91 (6H, s), 4.1 (2H, 1,
J=5.6Hz), 6.90-6.94 (3H, m), 7.40
(1H, s), 7.54-7.68 (6H, m), 7.87
(1H, s)

11-92 428.8789

393

(CD30D) 3.90(9H, s(br)), 6.99-
7.13(3H, m), 7.43(1H, d, J = 2.4),
7.56(1H, s), 7.74(1H, dd, J = 1.8
ande.3), 7.85(1H, d, J = 1.8),

7.93(1H,d, J =2.1), 8.31(1H, s)

11-93

HO oL 428.8789
e
CH
AN
S

393

(CD30D) 3.78(3H, s), 3.80(3H, s),
3.87(3H, s), 6.57-6.59(2H, m),
7.02(1H, d, J =8.4), 7.42(1H, d,J
=8.4), 7.49(1H,s), 7.64-7.67(m,
2H), 7.87(1H, d, J = 2.1), 8.20(2H,
d,J=15)

11-94 O 0 Q 418.4998

419

(CDCI3) 1.00 (3H, t, J=7.4
Hz), 1.48-1.58 (2H, m), 1.80
(2H, quint., J=6.5 Hz), 3.93
(3H, s), 3.95 (3H, s), 3.99
(2H, t, J=6.5 Hz), 6.55 (1H,
s), 6.91-6.98 (3H, m), 7.37 ~
(1H, s), 7.48 (1H, s), 7.57-
7.61(3H, m), 7.64 (1H, d,
J=1.5Hz), 7.68 (1H, d, J=2.0
Hz)

H,

11-95 F 430.3899
O
N

431

(CDCI3) 3.94 (6H, s), 6.76 (1H, 5),
6.97 (1H, d, J=8.4 Hz), 7.29 (1H,
AB, J=8.9 Hz), 7.46 (1H, 5), 7.54
(1H, 5), 7.60 (1H, dd, J=2.0, 8.4
Hz), 7.65 (1H, d, J=2.0 Hz), 7.69
(1H,d, J=1.4 Hz), 7.79 (2H, AB,
J=8.9 Hz)

~108~
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A7
B7

e
R\

5T P 2 b 6 1 me e g 8 36 2

B HARA (10))

11-96

CH

£

Lo

455.9048 A

420

(MeOD) 3.90 (3H, s), 3.92 (6H, ),
7.09 (1H, d, J=8.2 Hz), 7.22 (1H,
dd, J=2.9, 9.2 Hz), 7.48 (1H, d,
J=2.9 Hz), 7.58 (1H, s), 7.75 (1K,
§), 7.76 (1H, m), 7.96 (2H, m), 8.68
(1H, d, J=9.2 Hz)

11-97

r
CH

Ay

504.7743 A

468, 469

(DMS0) 3.85 (3H, s), 3.90 (3H, s),
7.13 (1H, d, J=8.5Hz), 7.73 (1H, s),
7.80 (2H, m), 7.90-7.95 (2H, m),
8.07 (2H, s), 8.20 (1H, s), 8.59 (1H,
s), 8.70 (1H, d, J=8.9 Hz), 12.9
(1H, s)

11-98

Vs

404.4727 A

405

(DMSO0) 1.29 (6H, d, J=6.0 Hz),
3.80 (3H, s), 3.83 (3H, s), 4.61 (1H,
sept., J=6.0 Hz), 7.00 (2H, AB,
J=8.9 Hz), 7.03 (1H, m), 7.58 (2H,
AB, J=8.9 Hz), 7.67 (1H, dd, J=1.9,
8.4 Hz), 7.74 (3H, m), 8.22 (1H, s),
9.39 (1H, s)

11-99

CH

Z
H,
N
T
ey
H,
N
Z o,
o
o
AN
FZ

W
™0
Fhery

439.9054 A

404

(MeOD) 2.93 (3H, s), 3.85 (3H, s),
3.90 (3H, s), 6.99 (1H, d, J=7.4
Hz), 7.20 (1H, t, J=6.9 Hz), 7.47-
7.54 (2H, m), 7.61-7.66 (2H, m),
7.81(1H, d, J=7.7 Hz), 7.85 (1H,
s), 7.95 (1H;s), 8.73 (1H; d, J=7.7
Hz)

~109~
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e
)

K

#20 R oomk B H e Jo e R i o B T

395

(DMSO0) 3.81 (3H, s), 3.86 (3H, s),
3.86 (3H, s), 7.05 (1H, d, J=8.5
Hz), 7.24 (1H, t, J=9.3 Hz), 7.54
(1H, d, J=8.9 Hz), 7.61 (2H, s),
7.68 (1H, dd, J=1.9, 8.5 Hz), 7.74
(1H, d, J=1.9 Hz), 7.99 (1H, dd,
J=2.5, 13.9 Hz), 8.23 (1H, 5), 9.54
(1H, s)

(DMSO d-6) 2.63 (2H, 1, J=7.7Hz),
2.88 (2H, 1, J=7.7Hz), 3.85 (3H, 5),
3.92 (3H, s), 7.12 (1H, d, J=0Hz),
7,55 (1H, d, J=8.7Hz), 7.72 (1H,
brs), 7.81-7.84 (3H, m), 7.88 (1H,
s), 8.33 (1H, brs), 8.56 (1H, ), 8.96
(1H, s, 8.6Hz)

(DMSO d-6) 3.85 (3H, s), 3.92
(3H, s), 7.12 ( 1H, d, J=9Hz), 7.22
(1H, t, J=7.3Hz), 7.66 (1H, t,
J=7.3Hz), 7.75 (1H, brs), 7.82-7.85
(2H, m), 7.90-7.95 (2H, m), 8.36
(1H, brs), 8.58 (1H, s), 9.07 (1H, d,
8.2Hz)

(DMSO d-6) 3.84 (3H, s), 3.86
(3H, 5), 7.10 (1H, d, J=8.4H2), 7.70
(1H, d, J=8.7Hz), 7.76-7.86 (4H,
m), 8.05 (1H, 5), 8.33 (1H, s), 8.63
(1H, ), 10.30 (1H, )

2.89 (2H, 1, J=7.8Hz), 3.85 (3H, 5),
3.90\3H, s), 7.12 (1H, d, J=8.3Hz),
7.57 (1H, d, J=8.6Hz), 7.73-7.80
(3H, m), 7.87-7.94 (4H, m), 8.48
(1H, 5), 8.75 (1H, d, J=8.5Hz)

(DMSO d-6) 2.64 (2H, t, J=7.8Hz),|

A7
B7
E ~ ASBALER (/08)
11-100 394.409 A
11-101 535.3856 A
11-102 ) 463.323 A
CH
CH
é*w/kw
O/Gt
11-103 496.784 A
CcH \
(QQ* o
CH
A AN
NP
O/GS
11-104 W(E]::T/\/ﬁb Na 483.4578| A
M .
%
H,
~110~

AMIRRZ AR P BB RIZE (CNS)ALMAE (210297 %)
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A}
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A7
B7
B~ R (109)
11-105 475.5025 A (DMSO d-6) 1.89 (2H, p, J=7.4Hz),
2.27 (2H, 1, J=7.4Hz), 2.65 (2H, 1,
3 J=7.4Hz), 3.83 (3H, s), 3.90 (3H,
s), 7.08 (1H, d, J=8.5Hz), 7.51 (1H,
A\ d, J=7.0Hz), 7.68-7.78 (5H, m),
NS ) 7.83(1H, s), 7.91 (1H, ), 8.49 (1H,
s), 8.93 (1H, d, J=6.8Hz), 12.06
(1H, brs),
11-106 549.4124 A
CHM%KJA/EM
CH
}HN
N\ F
oI
11-107 0 ] 497.4846 A
Na
o
/ AN
2%
11-108 0 ] 498.4727 A (DMSO d-6) 1.81 (2H, p, J=7.3Hz),
Nd 2.02 (2H, 1, J=7.3Hz), 2.58 (2H, t,
o J=7.3Hz), 3.83 (3H, s), 3.90 (3H,
s), 7.09 (1H, d, J=8.3Hz), 7.36-7.67
g N (3H, m), 7.79-7.83 (3H, m), 8.39
PN\ (1H, brs), 8.87 (1H, d, J=8.5Hz)
434.4102 A (DMSO d-6) 3.86 (3H, 5), 3.87
(3H, s), 7.11 (1H, d, J=8.8Hz), 7.71
N (1H, s), 7.85-7.88 (2H, m), 7.90
(1H, 5), 7.98 (1H, 5), 8.11-8.12
. (2H, m), 8.23-8.26 (2H, m), 8.82
(1H, s), 13.10 (1H, brs)
[0)
~111~

AMIRRZBA P HEBERZE (CNS)A4 RAE (210 x 297 2 %)
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o
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A7
B7

B~ BRRR

B (((0)

11-110

503.9688 A

(DMSO-d6) 3.85(3H, s), 3.86(3H,
s), 6.74(4H, m(br)), 7.14(1H,d, J
=8.4), 7.74-7.87(5H, m), 7.99-
8.07(2H, m), 8.07(1H, d, J =2.1),
8.67(1H,d,J = 1.8), 10.63(1H, s)

11-111

504.5878 Cc

(CDCI3) 2.45 (4H, 1, J=4.6 Hz),
2,65 (2H, 1, J=6.1 Hz), .19 (2H, t,
J=6.1 Hz), 3.70 (4H, t, J=4.6 Hz),

5), 4.84 (1H, s), 6.78 (2H, m), 6.91
(1H, d, J=2.6 Hz), 6.95 (2H, m),
7.41 (1H, s), 7.45 (1H, s), 7.61 (1H,
d,J=1.3Hz), 7.63 (1H, d, J=2.0
Hz), 7.66 (1H, s)

3.89 (3H, s), 3.92 (3H, 5), 3.93 (3H,

11-112

492.5768 B

(CDCI3) 2.31 (3H, s), 2.59 (2H, 1,
J=5.3 Hz), 2.70 (2H, t, J=6.1 Hz),
3.26 (2H, t, J=6.1 Hz), 3.63 (2H, t,
J=5.3 Hz), 3.87 (3H, s), 3.93 (3H,
s), 3.94 (3H, s), 6.76 (1H, d, J=8.5
Hz), 6.92 (1H, s), 6.95 (1H, m),
7.02 (1H, s),7.09 (1H, dd, J=2.4,
8.5 Hz),

11-113

461.928 A

(CD30D) 3.98(3H, 5), 4.02(s, 3H),
720(1H,d,J=8.5), 7.59(1H, 1, J =
7.5), 7.79-7.88(4H, m), 8.08(1H,
d,J =2.0), 8.16-8.22(2H, m),
8.59(1H, d, J = 8.0)

11-114

CH

461.928 A

(DMSO-d6) 3.85(3H, s), 3.86(3H,
s), 7.09(1H, d, J = 8.5), 7.44(2H,
s), 7.70(3H, d, J = 5.0), 7.78-
7.84(2H, m), 8.06-8.15(2H, m),
8.38(1H, ), 8.65(1H, s), 10.58(1H,
s)
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11-115

CH

516.0194

A - [(DMSO-d6) 1.66-1.69(4H, m),
3.17-3.18(4H, m), 3.85(3H, ),
387(3H,s), 7.14(1H, d, J = 8.5),
7.75-7.82(3H, m), 7.93(2H, d, J =
8.5), 8.07(1H, d,J =2.0), 8.18(2H,
d,J =85), 8.76(1H, s), 10.79(1H,
s)

11-116

CH

532.0184

A (DMSO-d6) 2.91(4H, t(br), J = 4.5),
3.66(4H, t(br), J = 4.5), 7.15(1H, d,
J=85), 7.76-7.88(5H, m), 8.11-
8.22(3H, m), 8.76-8.79(1H, s(br)),
10.86-10.96(1H, s(br))

11-117

466.9267

A (DMSO0) 3.37 (3H, 5), 3.38 (3H, ),
3.80 (3H, s), 3.83 (3H, s), 7.1 (1H,
d, J=8.3Hz), 7.26 (1H, d, J=8.3
Hz), 7.51 (1H, dd, J=1.9, 8.3 Hz),
7.63 (1H, d, J=1.5 Hz), 7.68 (1H, d,
J=1.9Hz), 7.70 (1H, s), 7.77 (1H,
dd, J=1.9, 8.3 Hz), 8.08 (1H, d,
J=1.9Hz)

11-118

CH

452.8999

A (DMSO) 3.32 (3H, s), 3.81 (3H, 5),
3.84 (3H, s), 7.10 (1H, d, J=8.3
Hz), 7.18 (1H, d, J=8.3 Hz), 7.42
(1H, dd, J=1.9, 8.3 Hz), 7.56 (1H,
d,J=1.9 Hz), 7.68 (1H, s), 7.71
(1H, d, J=1.9 Hz), 7.76 (1H, dd,
J=1.9, 8.3 Hz), 8.07 (1H, d, J=1.9
Hz), 8.64 (1H, d,

11-119

424.479

A (DMSO d-6) 3.82 (6H, s), 7.01 (1H,
d, J = 9.0 Hz), 7.50 (1H, br), 7.58-
7.75 (4H, m), 7.8 (2H, 5), 8.02

7.9 Hz), 9.73 (1H, br)

~113~
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11-120

424.479 A

(DMSO d-6) 3.25 (3H, s), 3.82 (3H,
s), 3.87 (3H, s), 7.02(1H, d, J = 8.6
Hz), 7.64-7.79 (5H, m), 8.28-8.30

(3H, m), 8.57 (1H, br), 9.88 (1H, br)

11-121

407.8592 B

(CDCI3) 3.74 (3H.5), 3.81 (3H,s),
7.06 (1H, d, J=8.5Hz), 7.54-7.58
(2H,m), 7.63-7.65 (1H,m), 7.75-
7.78 (2H,m), 7.87-7.90 (1H,m),
8.04 (1H, d, J=7.9Hz), 8.09 (1H,s),
8.51 (1H,s), 10.94 (1H, bs).

11-122

439.4939 A

(DMSO) 3.57 (3H, s), 3.80 (3H, s),
3.82 (3H, s), 7.03 (1H, d, J=8.1
Hz), 7.40 (1H, s), 7.66 (3H, m),
7.72 (1H, ), 7.80 (3H, 5), 7.90 (1H,
d, J=5.4 Hz), 8.57 (1H, d, J=8.1
Hz), 9.46 (1H, s)

11-123

&

453.5207 A

(DMSO d-6) 2.58 (6H, s), 3.78 (3H,
s), 3.79 (3H, ), 7.00 (1H, d, = 9.0
Hz), 7.45-7.50 (1H, m), 8.43 (1H, d,
J = 8.3 Hz), 9.61 (1H, br)

11-124

397.864 A

11-125

460.5312 B

(DMSO d-6) 1.76-1.86 (2H, m),
2.27 (2H,1, 7.5 Hz), 2.62 (2H, 1, J =
7.5 Hz), 3.62 (3H, s), 3.83 (3H, 5),
3.88 (3H, s), 6.40 (1H, s), 7.06-7.11
(3H, m), 7.24-7.26 (2H, m), 7.32
(1H, d, J = 1.5 Hz), 7.78-7.85 (3H,
m), 12.04 (1H, br)
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11-126 0| 474558 | 10000 (DMS0 d-6) 1.35 (3H, 1, J = 4.2
W Hz), 1.78-1.85 (2H, m), 2.20-2.28
(2H, m), 3.82 (3H, 5), 3.88 (3H, 9),
S 4.11-4.18 (2H, m), 6.31 (1H, s),
A o 7.08-7.10 (3H, m), 7.25-7.26 (2H,
m), 7.30 (1H, s), 7.76 (1H, s), 7.79-
0 7.82 (2H, m), 12.00 (1H, br)
o,
11127 0 424.479 A (DMSO), 3.22(3H, 5), 3.82(3. 5),
oy 3.88(3H, 5), 7.08(1H, d, J=9.0H2),
S 7.23(1H, s), 7.65(1H, d, J=1.5Hz),
y 7.74(2H, s), 7.98(2H, d, J=8.7H2),
8.21(2H, d, J=8.7Hz), 8.30(1H, 5)
JN S 9.94(1H;'s)
NA/m
11128 o 4324816 A (DMSO d-6) 3.1 (36H, ), 3.83
(3H, s), 3.88 (3H, 5), 6.47 (1H, d,
J=0Hz), 7.05 (1H, d, J=8.5Hz), 7.52
| (1H, brs), 7.69-7.84 (6H, m), 8.18
(w*m & (1H, brs), 8.47 (1H, 5)
fk)WiIfw
&0
11129 N/[::]:E:*g 204432 A 405
N
| P
o4
(K 1 12)
F
J
S
A 1
N + HN

oy
N/ S O—Me
H,N
O—Me
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A7
B7

B~ A (/F)

£ AKRR(88.90 £ %, 0.8 ZEE TN 1.5 BHEK
DMSO 75k Pl N = T 8547(94.26 £ 3., 0.84 £E H)
B 5-C 3 rm B 8 2K -7-(3,4- = F A IE K)ok ok H[1,2-c]7F
%(126.16 &5, 0.4 EXHF), A AT1F 60 BRI BRI Ao
5 A3EHAKK, BbBIEKREEEGLBHERK, 2-5/
BRR LEBEFRIBIFEARAE M ZCG-RERL)[7-C4-—F A4
FE)-wkok F[1,2-c]oFog-5- K10k, &d 2 M TLC &4t
ANz she) 24(127.000 £ 37, 87.1%) -
B3 0365
10 EHER A
BhfE AR R4 ] R BRARBFE BN #1225
BT %1 AATZT IS -

B
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B7
£~ AR (/5)
* 11
L L ST R . TR T EnEs MS | NMR
12-1 459.5527 B (CDCI3) 2.54 (4H, bs), 2.59-2.64
(2H, m), 2.79-2.87 (2H, m), 3.68-
3.77 (4H, m) 3.94 (3H, S), 3.97
(3H, 5), 6.78 (1H, bs), 6.95 (1H, d,
J=7.5 Hz), 7.22-7.28 (3H, m), 7.45
(1H, ), 7.49 (1H, s), 7.59-7.62 (1H,
A m), 7.65-7.71 (4H, m)
VaNY
H,
122 - 386.4166 A 387
% |
N | A
(/\r‘)\
N\
O/CH;
12-3 P 347.379 A 348
< |
M
N\
O/CHJ
12-4 377.4061 A (DMSO d-6) 3.80 (3H, s), 3.63
o (3H, 5), 3.86 (3H,’s), 6.94 (1H, d,
J=8.9Hz), 7.02 (1H, d, 8.5Hz),
7.61-7.68 (4H, m), 8.17 (1H, 5),
NN 8.19 (1H, s), 856 (1H, s), 9.59 (1H,
~ s)
0/0*:
~117~
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A7
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£~ AUAREA (//6)
125 T 9 410.4549 B an
\
J:ym“
M
A
) O\CH,
o0
12-6 ::j 4475195 B 448
N/[s o
/ N
PN L
0/043
12-7 347.3796 A 348
&
S
/ \
fkfk[:fN%
0/0*3
128 ~ 347379 A (DMSO d-6) 3.83 (3H, 5), 3.89
| (3H, 5), 7.08 (1H, d, J=8.2Hz), 7.65
N (1K, 5), 7.73-7.76 (3H, m), 7.97
(2H, d, J=5.9Hz), 8.29 (1H, s), 8.53
JANN (2H, d, J=5.9Hz), 9.95 (1H, brs)
N
d%
129 ; 426.2757 A (DMSO d-6) 3.62 (3H, ), 3.68
) : (3H, 5), 7.06 (1H, 5, J=8.6Hz), 7.57
% (1H, s), 7.65 (1H, s), 7.68 (1H, 5),
i 7.70 (1H, 5), 8.09 (1H, d, J=9.0Hz),
A 8.35 (2H, m), 8.51 (1H, s), 10.64
b JN S (1H, brs)
2t
é A
%)
A
z ]
H
%
A
j= ]
4
it
£p
R ~118~
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12-10

332.365

(DMSO d-6) d 3.85 (3H, s), 7.07
(1H, d, J=8.6 Hz), 7.27 (1H, m),
7.49-7.64 (5H, m), 7.81 (1H, s),
7.83(1H, s),8.06 (1H,d, J = 2.2
Hz), 8.49 (1H,d, J = 1.9 Hz), 9.30
(1H, broad s), 10.15 (1H, s).

12-11

380.8371

12-12 N/@E,

425.2881

425

12-13

414.3905

415

| 12-14
i \
M&Zm,

436.4716
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12-156

3

N

E—O

377.4061

(CDCI3) : d3.95 (3H, s), 3.98 (3H,
s), 6.97 (3H, d, J = 9Hz), 7.47 (1H,
), 7.65 (1H, dd, J = 2Hz, 8.4Hz),

7.72(1H,d, J = 2Hz), 7.78 (2H, d,
J=9Hz), 7.99 (1H, 5), 8.29 (1H, 5)

12-16

Ol

459.5471

460

(CDCI3) d 2.05 (2H, quint, J = 6.8
Hz), 2.48 (4H, 1, J = 4.4 Hz), 2.56
(2H,t,J=7.1 Hz), 3.73 (4H,1, J =
4.6Hz),3.94 (3H, 5), 4.16 (2H, 1, J
=6.6 Hz), 6.76 (1H, 5), 6.98 (1H, d,
J=8.4Hz),7.20 (1H,1, J = 7.4 Hz),
7.39-7.46 (3H, m), 7.51 (1H, s),

12-17

bj

374.3982

375

(CDCI3) d 2.37 (3H, s), 3.87 (3H,
s), 6.93 (1H, s), 6.98 (1H, d, J = 8.7
Hz), 7.18 (1H, 1, J = 7.4 Hz), 7.25-
7.45 (4H, m), 7.61-7.71 (4H, m),
7.87 (1H, dd, J = 2.2, 8.6 Hz).

12-18

Z@g
¢

422.4858

423

(DMSO d-6) d 3.94 (3H, 5), 5.22
(2H, s), 6.85 (1H, s), 6.95 (1H, d, J
=83Hz), 719 (1H,1,J = 7.4 Hz),
7.28-7.55 (8H, m), 7.65 (1H, d, J =
15 Hz), 7.72-7.76 (3H, m).

12-19

" 4

332.3614

333

(DMSO d-6) d 3.86 (3H, s), 6.84
(1H,d,J=83Hz), 7.15 (1H, 1, J =
7.3Hz), 7.45 (2H, m), 7.55-7.60
(34, m), 7.33 (1H, d, J = 1.9 Hz),
7.91 (1H,d,J = 7.7 Hz), 8.26 (1H,
s),9.25 (1H, 5), 9.50 (1H, ).

12-20

b

404.4676

405

(CDCI3) d 1.24 (3H, t, J =
7.0Hz), 3.61(H,q,J=7.0

4.24 (2H,1, J = 5.3 Hz), 6.68
(1H, s), 6.99 (1H, d, J = 8.4

Hz), 7.20 (1H, t, J = 7.5 Hz),
7.40-7.45 (3H, m), 7.52 (1H,
s),7.58 (1H,dd, J=2.1, 8.4

Hz), 3.85 (2H,t,J =5.3Hz), |

Hz), 7.60-7.76 (4H, m).
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12-21 344.3724 B 345  |(CDCI3) d 4.30 (3H, s), 6.93 (1H, d,
J=8.4 Hz), 7.04 (1H, broad s),
719 (1H,1,J=7.4 Hz), 7.44 (3H,
m), 7.52-7.64 (4H, m), 7.73 (2H, d,
/ N J = 78 HZ)
— / j .
o
12-22 330.3456 B 331 |(CDCI3) d 6.00 (2H, s), 6.70 (1H,
broad s), 6.89 (1H, d, J = 8.2 Hz),
7.21 (1H,t, J =74 Hz), 7.42-7.48
(4H,m), 7.52 (1H, d, J = 1.7 Hz),
JNN 7.58 (1H, dd, J = 1.7, 8.2 Hz), 7.66-
- 7.71 (3Hm).
=%
12-23 374.4418 A 375 |(CDCI3) d 1.47 (6H, 1, J= 7.0 Hz),
~© 1.49 (3H, 1, J = 7.0 Hz), 4.17 (4H,
m),6.95 (1H, d, J =8.4 Hz), 7.18
(1H,1, J = 7.4 Hz), 7.38-7.48 (4H,
JN S m), 7.55-7.71 (4H, m), 7.79 (2H, d,
NﬁLV%LT::]jm\/Ot J=8.0Hz).
O/\CH:,
12-24 462.547 B 463 |(CDCI3) d 1.24 (6H,1, J= 7.0 Hz),
N/Q 3.62 (4H, m), 3.84 (4H,q, J =5.1
Hz), 4.23 (4H, m), 6.75 (1H, s),
M 6.99 (1H, d, J = 8.5 Hz), 7.19 (1H,
NS t,J=7.4 Hz), 7.40-7.49 (4H, m),
7.60 (1H, dd, J=2.1, 8.4 Hz), 7.65
(1H,d, J =21.3 Hz), 7.72-7.75 (3H,
m).
12-25 445.5203 A 446 |(CDCI3) d 2.59 (4H, 1, J= 4.6 Hz),
Q 2.87 (2H, 1, J = 6.1 Hz), 3.73 (4H, 1,
J=4.6Hz), 390 (3H, s), 4.23 (2H,
AN t,J=6.1Hz),6.95(1H, d,J=85
y Hz), 7.18 (2H, s), 7.39-7.76 (9H,
m).

~121~
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12-26 ] 445.5203 A 446  |(CDCI3) d 2.61 (4H, t, J = 4.6 Hz),
Jij] 2.87 (2H,1,J = 6.0 Hz), 3.74 (4H, t,
J=4.6Hz),3.93 (3H,s), 4.22 (2H,
(\N/l\\ t,J=6.0 Hz), 6.83 (1H, s), 6.97
AN oy (1H, d,J=8.5Hz), 7.19 (1H,t,J =
) oﬁ 7.4 Hz), 7.39-7.76 (9H, m).
12-27 T 422.4858 [ 423 |(CDCI3) d 3.94 (3H, s), 5.21 (2H,
’(@ s), 6.72 (1H, broad s), 6.98 (1H, d,
J = 8.6 Hz), 7.25-7.44 (10H, m),
7.64 (2H, m), 7.72 (3H, m).
12-28 404.4676 A 405 |(CDCI3)d 1.24 (3H,1,J = 7.0 Hz),
Q 3.62 (2H, g, J = 7.0 Hz), 3.87 (2H,
t,J=53Hz),4.27 (2H,t,J=5.3
M Hz), 6.70 (1H, s), 6.95 (1H, d, J =
N oy 8.5 Hz), 7.20 (1H, t, J = 7.4 Hz),
o 7.32-7.50 (4H, m), 7.60-7.75 (5H,
m)
12-29 \/@\M 362.3912 A 363
M
N\ O
WU "
o
12-30 ’(er. 381.8214 A 382
~122~
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A7
B7
B~ BB (137)
12-31 354.393 B 355
A
~
NMC[O\%
!
12-32 361.3595 A (d8-DMSO) 3.99 (3H, s), 7.12-7.22
Q (1H, m), 7.38-7.50 (3H, m), 7.65
(1H,s), 7.75 (1, 5), 7.85 (2H, d,
A\ o J=7.9Hz), 8.31 (1H, 5), 8.40 (1H,
| I, |dd, J=2.3, 8.7Hz), 8.60 (1H, d,
4 0 J=2.3Hz), 9.63 (1H, 5)
9
H,
12-33 374.3982 A (CDCI3) d 2.41(3H, s), 3.65 (3H, 5),
'/@ 6.84 (1H,d, J = 8.3 Hz), 7.12-7.21
(3H, m), 7.28-7.43 (4H, m), 7.60
M (2H, m), 7.74 (2H, d, J = 7.7 Hz).
g
(o]
12-34 475.6141 A (CDCI3) d 2.02 (2H, quint, J = 6.8
Q Hz), 2.57 (2H, 1, J = 7.1 Hz), 2.67-
2.75 (8H, m), 3.94 (3H, s), 4.14
/Y (2H, 1, J=6.8 Hz), 6.70 (1H, s),
7 6.98 (1H, d, J = 8.3 Hz), 7.20 (1H,
t,J = 7.1 Hz), 7.33-7.58 (9H, m).
12-35 431.5371 C (CDCI3) d 0.96 (6H, t, J = 7.2 Hz),
Q ~ 2.57 (4H, g, J = 7.2 Hz), 2.89 (2H,
t,J = 5.8 Hz), 3.96 (3H, s), 4.25
N (2H,t,J=5.1Hz), 6.98 (1H,d, J =
4 * 8.6 Hz), 7.16-7.60 (6H, m), 7.77
AA (1H,d, J = 1.9 Hz),8.05 (2H, d, J =
7.6 Hz), 9.96 (1H, s).
~123~
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12-36

S

(CDCI3) d 2.05 (2H, quint, J=6.8
Hz), 2.29 (3H, s), 2.31-2.58 (10H,
m), 3.94 (3H, s),4.15 (2H,t,J=6.8
Hz),6.74 (1H, s), 6.98 (1H,d, J =
8.6 Hz), 7.20 (1H,t, J=7.1 Hz),
7.40-7.76 (9H, m).

12-37

",
e

CDCI3 7.64-7.61 (m, 4H), 7.57 (dd,
1H, J=13.8,3.2Hz), 7.47 (s, 1H),
7.00 (s, 1H), 6.91 (d, 1H, J=15.1
Hz), 3.92 (s, 3H), 3.91 (t, 4H, J=
8.2 Hz), 3.84 (s, 3H), 3.13 (t, 4H,
J=7.6 Hz)

12-38

CDCI37.67 (d, 2H, J=9.1 Hz), 7.62
(s, 1H), 7.56 (s, 1H), 7.54 (s, 2H),
7.38 (s, 1H), 6.93 (d, 2H, J=9.1
Hz), 6.60 (d, 1H, J= 8.6 Hz), 3.91
(s, 3H), 3.83 (s, 3H), 3.76 (m, 4H),
3.27 (t, 2H, J= 6.4 Hz), 251 (m,
4H), 1.86 (t, 2H, J= 6.4 Hz)

12-39

CDCI3 7.77 (d, 2H, J= 7.5 Hz), 758
(s, 3H), 7.52 (s, 1H), 7.41 (d, 2H,
J=79Hz), 737 (s, 1H), 7.16 (t,
1H, J=7.9 Hz), 6.62 (d, 2H, J= 8.7
Hz), 3.92 (s, 3H), 3.26 (d, 2H,
J=6.2 Hz), 2.5 (m, 10H), 2.32 (s,
3H), 1.85 (t, 2H, J= 6.4 Hz)

12-40

MeOD-d4 8.08 (s, 1H), 7.86 (d, 2H,
J=7.6 Hz), 7.68-7.26 (m, 8H), 7.19
(d, 1H, J=7.7 Hz), 3.93 (s, 3H),
3.49-3.22 (m, 6H), 2.42 (1, 2H, J=
8.1 Hz), 1.88 (m, 2H)

12-41

_ [J=6.0Hz), 3.94(3H, 5), 6.77(1H, 5),

(CDCI3), 2.94(3H, s), 3.34(3H, s),
3.38(2H, 1, J=6.0Hz), 3.58(2H, 1, _

7.00(1H, d, J=8.5Hz), 7.19(1H, 1,
J=7.6Hz), 7.43(1H, 1, J=7.6Hz),
7.46(1H, ), 7.52(1H, 5), 7.58(1H,
dd, J=1.9Hz, J=8.2Hz), 7.67(1H,
dd, J=1.9Hz, J=8.2Hz), 7.76(2H, d,

J=7.6Hz)

A7

B7
472.5898 A
431.4935 A
488.5888 A
471.6057 A
456.5472 A
403.4835 A
~124~
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12-42 75103] A (CDCR), 2.38(3H, 5), 2.95(3M, 5,
N/@”‘ 3.34(3H, 5), 3:39(2H, 1, J=6.0Hz),
3.57(2H,1, J=6.0Hz), 3.96(3H, )
\ 6.85(1H, 5), 7.00(1H, d, J=8.2Hz),
7.21(2H, , J=8.2Hz), 7.48(2H, d,
7 J=11.0Hz), 7.57(1H, dd, J=2.2Hz,
J=8.5Hz), 7.64(2H, d, J=8 5Hz),

o,
@ 7.65(2H, d, J=1.9Hz)

12-43 471.4806 A (CDCI3), 2.95(3H, s), 3.35(3H, s),

3.39(2H, 1, J=6.0Hz), 3.59(2H, 1,

J=8.5Hz), 7.04(1H, 5), 7.53(1H, ),
7.56(1H, s), 7.60(1H, s), 7.68(1H,

d, J=3.7Hz), 7.69(1H, d, J=3.5Hz),
7.93(2H, d, J=8.5Hz)

12-44 481.5743 A (CDCI3), 2.94(3H, s), 3.06(3H, 5),

3.35(3H, ), 3.40(2H, t, J=5.9Hz),
3.60(2H, t, J=6.3Hz), 3.97(3H, 5),
7.03(1H, d, J=8.2Hz), 7.29(1H, 1,
J=7.3Hz), 7.58(2H, d, J=8.8Hz),
7.62(1H, s), 7.68(1H,5), 7.74(1H,
td, J=1.6Hz, J=7.3Hz), 8.01(1H, dd,
J=1.3Hz, J=7.9Hz), 9.11(1H, d,
J=8.2Hz), 9.85(1H, s)

F

./©/L\‘ J=6.0Hz), 3.95(3H, s), 7.02(2H, d,
-

e
f
)e
Z

Lo
(o]

12-45 390.4012 A (DMSO d-6) 3.82(3H, s),3.88

y (3H,'s), 7.07 (1H, 5), 7.70-7.79 (6H,
[ m), 8.18 (1H, s), 8.47 (1H, s), 8.65
S (1H,'s), 10.04 (1H, s), 11.97 (1H, s)
L }

g

12-46 . 482.3796 A (CDCI3), 2.95(3H, 5), 3.35(3H, s),
'(@/B 3.40(2H, 1, J=6.0Hz), 3.59(2H, 1,

J=5.9Hz), 3.95(3H, 5), 7.01(1H, d,

J=8.2Hz), 7.20(1H, s), 7.50(1H, 5),

7.52(2H, d, J=6.9Hz), 7.54(1H, d,

7 J=1.9Hz), 7.56(1H, 5), 7.59(1H, d,

J=1.9Hz), 7.64(1H, d, J=1.0Hz),

Lo i 7.71(2H, d, J=6.9Hz)
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12-47

415.4945 A (MeOD) 2.36 (3H, 5), 3.09 (4H, t,
J=4.3 Hz), 3.84 (4H, 1, J=4.3 Hz),
3.91 (3H, 5), 7.00 (1H, d, J=8.3
Hz), 7.23 (2H, AB, J=8.3 Hz), 7.40
(1H, 5), 7.55 (1H, s), 7.62 (1H, dd,
J=15, 8.3 Hz), 7.74 (2H, AB, J=8.3
Hz), 7.76 (1H, 5), 8.05 (1H, )

12-48

436.9009 A (CDCI3) 3.17 (4H, 1, J=4.5 Hz),
3.93 (4H, 1, J=4.5 Hz), 4.00 (3H, 5),
6.91(1H, s), 7.06 (1H, d, J=8.5 .
Hz), 7.23 (2H, m), 7.36 (1H, dd,
J=1.9,85Hz), 7.48 (1H, d, J=1.5
Hz), 7.66 (1H, dd, J=2.6, 8.5 Hz),
7.96 (1H, s), 8.27 (1H, d, J=2.6 Hz)

12-49

(MeOD) 3.1 (4H, 1, J=4.5 Hz),
3.85 (4H, 1, J=4.5 Hz), 3.93 (3H, 5),
7.03 (1H, d, J=8.3 Hz), 7.49 (1H,
s), 7.60 (1H, d, J=15 Hz), 7.65
(1H, dd, J=1.9, 8.3 Hz), 7.69 (1H,
s), 7.73 (2H, AB, J=4.5 Hz), 8.10
(3H, m)

469.4648 A

12-50

372.4906 A CDCI3 7.65 (s, 1H), 7.63 (s, 2H),
7.63 (s, 2H), 7.47 (s, TH), 7.26 (m,
1H), 7.02 (d, 1H, J= 8.9 Hz), 3.96
(s, 3H), 3.59 (t, 1H, J=6.0 Hz),
351 (q, 2H, J=7.3 Hz), 3.40 (t, 2H,
J=6.2 Hz), 3.35 (s, 3H), .95 (s,
3H), 1.59 (t, 3H, J= 7.3 Hz)

12-51

433.5093 A CDCI37.64 (d, 2H, J=9.3
Hz), 7.62 (s, 2H), 7.63 (s,
1H), 7.59 (s, 1H), 7. 52 (s,
1H), 7. 43 (s, 1H), 6.97 (d,
1H, J= 8.2 Hz), 6.94 (d, 2H,
J=9.3 Hz), 3.90 (s, 3H), 3.83
(s, 3H), 3.57 (t, 2H, J=6.0
Hz), 3.36 (q, 2H, J= 6.0 Hz),
3.34 (s, 3H), 2.92 (s, 3H)
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12-52

CDCI3 7.72 (s, 1H), 7.68 (d, 2H, J=

754 (d, 1H, J=85 Hz), 7.43 (s,
1H), 6.96 (d, 1H, J= 8.5 Hz), 6.93
(d, 2H, J= 8.9 Hz), 3.98 (s, 3H),
3.83 (s, 3H), 2.89 (s, 6H)

8.8 Hz), 7.63 (s, 1H), 7.68 (s, 1H), |

12-53

CDCI37.94 (br s, 1H), 7.77 (s, 2H),
7.74 (s, 1H), 7.62 (s, 2H), 7.59 (d,
1H, J=13.8 Hz), 7.52 5), 7.48 (s,
2H), 6.97 (d, 1H, J=13.8 Hz), 3.95
(s, 3H), 3.91 (t, 4H, J=7.6 Hz),
3.14(t, 4H, J= 7.6 Hz)

12-54

CDCI37.80 (d, 2H, J=7.9 Hz), 7.69
(s, 1H), 7.67 (s, 1H), 7.63 (s, 1H),
7.59 (dd, 1H, J=8.2, 1.9 Hz), 7.50
s), 7.40 (t, 2H, J=8.1 Hz), 7.18 (t,
1H,J=7.4 Hz),6.97 (d, 1H, J=8.2
Hz), 3.94 (s, 3H), 3.91 (t, 4H, J=
4.6 Hz), 3.14 (t, 4H, J= 4.5 Hz)

12-55

CDCI3 7.74-7.52 (m, 6H), 7.44 (s,
1H), 7.20 (br s, 1H), 6.93 (d, 3H, J=
15.0 Hz), 3.90 (s, 3H), 3.83 (s, 3H),
3.70 (t, 4H, J=7.7 Hz), 3.18 (t, 2H,
J=12.6 Hz), 2.83 (s, 3H), 2.43-2.33
(m, 6H)

12-56

CDCI3 7.65 (d, 2H, J= 8.9 Hz), 7.61
(s, 1H), 7.58 (d, 1H, J= 6.0 Hz),
7.52(d, 1H, J=8.2 Hz), 7.43 (s,
1H), 6.98-6.92 (m, 3H), 3.95 (m,
4H), 3.83 (s, 3H), 3.41 (t, 2H, J=
6.3 Hz), 3.31 (s, 3H), 3.22 (t, 2H,
J=7.6 Hz), 2.84 (s, 3H), 1.84 (m,
2H)

A7

B7
389.4567 A
480.3638 A
401.4677 A
502.6156 A
447 5361 A
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12-57

479.562

480

CDCI39.87 (s, 1H), 9.10 (d,
1H, J= 8.5Hz), 8.01 (d, 1H,
J=7.9Hz),7.26 1, 1H, J=
8.5 Hz), 7.69 (s, 1H), 7.64-
7.59 (m, 4H), 7.30 (t, 1H, J=
6.9 Hz), 7.02 (d, 1H, J=7.9
Hz), 3.99 (s, 3H), 3.92{t, 4H,
J=4.1Hz), 3.17 (s, TH)

12-58

417.4715

418

DMSO 10.44 (s, 1H), 8.74 (d, 1H,
J=2.2 Hz), 8.09 (d, 1H, J= 2.2 Hz),
7.70 (m, 2H, ), 7.69 (s, 1H), 7.64-
7.59 (m, 3H), 7.010 (d, 1H, J= 8.9
Hz), 6.88 (d, 1H, J= 8.8 Hz), 3.87
(s, 3H),3.75 (t, 4H, J= 4.1 Hz),
3.09 (t, 4H, J= 4.2 Hz)

12-59

441.4927

442

(MeOD) 3.14 (4H, t, J=4.4
Hz), 3.87 (4H, t, J=4.4 Hz),
4.01 (3H, s), 6.85 (1H, dd,
J=1.9, 8.5 Hz), 7.10 (1H, d,
J=8.5 Hz), 761 (1H, d, J=8.5
Hz), 7.65 (1H, d, J=1.3 Hz),
7.78 (1H, dd, J=1.9, 8.5 Hz),
7.80 (1H, s), 7.85 (1H, s),
7.88 (1H, d, J=1.9 Hz), 8.22
(1H, s), 8.91 (1H, s)

12-60

479.5585

480

(MeOD) 3.09 (4H, 1, J=4.7 Hz),
3.16 (3H, 5), 3.85 (4H, t, J=4.7 Hz),
3.94 (3H, 5), 7.02 (1H, d, J=8.5
Hz), 7.49 (1H, d, J=0.6 Hz), 7.60
(1H, d, J=1.6 Hz), 7.67 (2H, m),
7.72 (2H, m), 8.12 (1H, d, J=0.6
Hz), 8.16 (1H, m), 8.72 (1H, t,
J=1.9 Hz)

12-61

7 N

24

390.4049

391

~128~

AMKRREBA T B EIZE (CNS)AL MRIE (210 x 297 2% )

"

®.

(o Db 20 i 04 e e cale B (v B



1222974

§ S B

o

220 R O 30 Home o e I ol

A7
B7
5 ERRA (1))
(X #113)
J N).C\\l}q'--- + - )S\Q ‘
5 Nék/\C[o—Me HS/© (/'}E\;'L@[O_Me
O—Me

O—Me

A 5-8-7-(3,4- = F B A KH)-ok ek 54 [1,2-c]% =2 (0.26
8 H)RFE(0.52 & 3 F )7 DMSO 2 5% e £ 8 T4
10 BR&, BA4eafody NaHCO; B & MF RIERAH ¥ Foib, AK
M A CHCl 38, BAMERRA B KFRIELD
Na,SO, 3.4 , J§FriF e & ¥ 5- R A i A-7-3,4-=F A
Jh Aok ok - [1,2-c] B o R 45 3 45 B AR SR M Tk S AL
»FE :363.4414
15 Bk 364
EMER A
@i RAET PR K BRARF LA T H) 13 25
B, UHTFIEI12ATZTFIASY -
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A7
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EARE 1L

A (12F)

* 12

Xoisask| -

DT

Exz AT ETR

NMR

13-1

391.4956 B

13-2

393.4679

13-3

378.4561

13-4

378.4561
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13-5 432.3315
Cl
S
A o _» \G-{J
S,
0O
13-6 Br. 442.3374
0
/ \
NS
"oy
| !
13-7 393.4679
o
N/ % \(HJ
pogt
O
13-8 _CH, 453.5209 454 (DMSO-d6) 3.63 (s, 3H), 3.76 (s,
3H), 3.77 (s, 3H), 3.80 (s, 3H), 6.95
(d, 1H, J = 8.53 Hz), 7.14 (s, 2H),
7.41(d, 2H, J = 1.99 Hz), 7.57 (dd,
1H), 7.75 (d, 1H, J = 1.40 Hz), 7.97
(d, 2H, J = 8.02 Hz).
13-9 Ho 391.4956 (CDCI3) 2.48 (s, 6H), 3.65 (s, 3H),
3.88 (s, 3H), 6.84 (d, 1H, J = 8.464
Hz), 7.21-7.37 (m, 5H), 7.65-7.71
(m, 3H).
=y
Az \%
s

AUIERZBA P EE FEE (CNS)A4 M4 (210 297 2% )

(oo 2 s B i ook B (N B ek 155 o )
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A7
B7
% AR (139)
13-10 c 432.3315 B (CDCI3) 3.73 (s, 3H), 3.89 (s, 3H),
6.85 (d, 1H, J = 8.45 Hz), 7.24 (d,
S 1H, J = 2.09 Hz), 7.32-7.35 (m, 1H),
i 7.38-7.44 (m, 1H), 7.54-7.57 (m,
X 2H), 7.65-7.67 (m, 2H), 7.72 (d, H,
A o J=143Hz).
“%
13-11 420.5153 A 421 | (CDCI3) 3.60 (3H,s), 3.92 (3H,9),
@ 6.92 (1H, d, J=8.2Hz), 7.45-7.58
j\ (4H,m), 7.64 (1H,8), 7.76 (2H, d,
J=12.6Hz), 7.89 (1H, d, J=7.3Hz),
JN N 8.12 (2H, d, J=7.3Hz).
N)\/‘\Qia\o_g
7
H,
13-12 He. 367.4325 A 368 | (CDCI3) 3.78 (3H,5), 3.85 (3H.s),
/“,'\N/\> 3.91 (3H,s), 6.88 (1H, d, J=8.5Hz),
Y 7.25 (1H,s), 7.35 (1H, d, J=8.5Hz),
Y 7.61 (1H,s), 7.68 (1H,8), 7.71
J (1H,s).
NM@[RO{J
?
H,
1313 P 365.4166 A 366 | (CDCI3) 3.94 (3H,5), 3.98 (3H,3),
Q 6.97 (1H, d, J=8.9H2), 7.10 (1H, t,
3 J=4.9Hz), 7.58 (1H,5), 7.62-7.66
Q (2H,m), 7.96 (1H,8), 8.50 (1H, d,
4 J=4.9Hz).
fk)T:I%n
™,
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13-14

418.5214

419

(DMSO) 2.58 (1H, bs), .75 (2H, t,
J=5.3Hz), 2.98 (2H, t, J=5.3Hz),
361 (3H,s), 3.78 (3H.5), 3.89
(2H,s), 6.95 (1H, d, J=8.5Hz), 7.29
(1H, d, J=7.9Hz), 7.34 (1H,s), 7.45
(1H,5), 7.51 (1H, d, J=7.9Hz), 7.56
(1H, d, J=8.5Hz), 7.96 (2H, d,
J=6.3Hz).

13-15

363.4414

364

(DMSO-d6) 3.78 (3H, s), 3.87 (3H,
s), 7.16 (1H, d, J = 8.4 Hz), 7.32-
7.40 (5H,m), 7.75 (1H, d, J = 1.4
Hz), 7.89-7.92 (2H, m), 7.99-8.03

(2H, m)

13-16

461.5902

(CDCI3) 2.37 (3H, s), 2.58 (4H, 1, J
=5.1 Hz), 3.31 (4H,1,J = 5.0 Hz),
3.70 (3H, s), 3.89 (3H, s), 6.85 (1H,
d,J =85Hz), 6.98 (2H,d,J =89
Hz), 7.35-7.42 (2H, m), 7.55-7.67
(5H, m)

13-17

303.3884

304

(DMSO-d6) 7.35-7.37 (3H, m),
7.59-7.65 (3H, m), 7.79-7.85 (5H,
m), 8.06 (2H,s)

13-18

333.4149

334

(DMSO-d6) 3.77 (3H, s), 6.89 (2H,
d, J = 8.9 Hz), 7.58-7.64 (3H, m),
7.74-7.80 (5H, m), 7.95 (2H, d, J =
12.3)

13-19

421.4751

CD

(DMSO-d6) : d 3.51(3H, s), 3.54
(2H, s), 3.73 (3H, 5), 6.82 (1H, 5),
6.89 (2H, s), 7.12-7.23 (4H, m),
7.55 (1H, d, J= 1Hz), 8.19 (1H, d,
J=1Hz), 12.28 (1H, s)

~133~
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13-20 : 421.4784 A 422
(0]
/ N
™,
&%
1321 449 5287 c (DMSO-d6) - d 1.72-1.86 (2H, m),
2.14-2.27 (2H, m), 2.56-2.62 (2H,
m), 3.53 (3H, 5), 3.73 (3H, s), 6.82-
6.90 (3H, m), 7.11 (2H, d, J= 8Hz),
7.18 (2H, d, J=8Hz), 7.55 (1H, s),
8.19 (1H, 5), 12,01 (1H, s), 13.43
(1H, s)
13-22 4475167 A 448
X Yo
z\Nj%q
O/Gt
13-23 o 4755709 B 476 | (CDCI3)1.83 (1Hm), 2.22-2.27
o, (1H,m), 2.70-2.99 (3H,m), 3.07
(2H, d, J=7.THz), 3.74 (3H,5), 3.75
(3H,5), 3.90 (3H,5), 6.87 (1H, d,
JNN J=8.4Hz), 7.34 (1H, s, J=2.0H2),
A 7.36-7.51 (3H,m), 7.60 (1H,s), 7.67
- (1H,5), 7.68 (1H,9).
o
13-24 421.4751 A 422 | (DMSOd6)d264 (2H,t, J=75
Hz), 2.96 (2H, 1, J = 7.5 Hz), 3.80
- (3H, 5), 691 (1H, d, J = 8.5 Hz),
7.24 (1H, dd, J = 2.2, 8.5 Hz), 7.29
(1H,d,J =22 Hz), 7.47 (2H,d, J =
JN S 8.2 Hz), 7.67 (1H, d, J = 8.2 Hz),
A oH 7.83(1H,s),7.89 (1H, d, J= 1.6
oﬁ{; Hz),
13-25 4635119 A 464 | (CDCI3)d2.36 (3H, s), 2.82 (2H, t,
J=7.0Hz),3.10 (2H, 1, J = 7.0 Hz),
o 3.80 (3H, s), 6.72 (1H, d, J = 8.6
Hz), 7.22-7.28 (3H, m), 7.45 (3H,
m), 7.62 (3H, m).
~134~
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A7
B7
F o~ AR (33)
13-26 511.5995 A 5§12 | (CDCI3)d2.76 (2H, 1, J = 7.5 Hz),
3.06 (2H, , J = 7.5 Hz), 3.78 (3H,
s), 5.16 (2H,s), 6.83 (1H, d, J= 8.5
Hz), 6.90-7.45 (9H, m), 7.53 (2H, d,
J=2.0Hz), 7.64-7.68 (3H, m).
1327 ) 421.4751 A 422 | (CDCI3)d2.77 (2H,1,J = 7.5 Hz),
3.06 (2H, 1, J = 7.5 Hz), 3.78 (3H,
s), 6.86 (1H, d, J = 8.0 Hz), 7.15-
7.32 (3H,m), 7.39 (2H, d, J = 8.2
(\MK Hz), 7.53 (2H, d), 7.68 (3H, m).
JN )
Fk)wilém
CH
13-28 0 534.634 A (DMSO d-6) d 2.62 (2H, 1, J= 7.5
Hz), 2.92 (2H, 1, J = 7.5 Hz), 3.15-
3.55 (6H, m), 3.66 (3H, s), 3.77
(2H, broad t), 3.97 (2H, broad t),
M 4.41 (2H, 1, J = 4.7 Hz), 7.06 (1H,
PN oy d,J=85Hz),7.41 (1H,d,J=1.9
Hz), 7.47 (2H,d, J = 8.2 Hz), 7.54
(1H, dd,
13-29 N\ 354.393 A (DMS0) 3.74 (3H,s), 3.79 (3H,s),
/L\ N 6.97 (1H, d, J=8.5Hz), 7.06 (1H, d,
7N J=8.2Hz), 7.36 (1H, d, J=1.9Hz),
7.40 (1H,s), 7.41-7.44 (1H,m), 7.51
| A (1H, d, J=1.9Hz), 7.80 (1H,s), 8.06
a2 % oy, (1H,s).
OH,
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P P % 0D B H Omo Jo e 3 ol o 28 3% BN

A7
B7
F o~ HAA (2H
(K 1] 14)
o}
k/ O/ﬁ
EHO\O:©\'/\'4N Ny N°H ‘\/N
N N\/> - |/ O\:. CHQ\OJQ\'/\FN
5 \le, 4 °H YN

f 5-R-7-(3-F A K-4-"% 42 mh-4- K- KK )-ok ok 5[ 1,2-¢]

oz (2.0 %, 5.80 EEF)W DMF 2 BFRk ¥+, £ 0CA

10 Ar R/BTF ju X NaH (60% W #g4hd ¥, 197 £%,, 493 &
FH), 48 10 4814, oA 2-BR RN Eh A F 85(1.06 %, 6.96
THEH)ER A — 4z NaH (60% 7 w4 F, 197 £ %,, 4.93
EEH), REBRERSGMAT R THEER, A 03 E
FHESERAE R AT L1, B RIERESMBINKY, BFHHE

15 A CHCL (REF S HHE B E MgSO, 841k, £ A
EFREER, & 2-[7-G-F RA-4-7548H-4- K- K K)ok ok
F[1,2-cl]omoz-5- A K- e Bt F s X AR B4t
RAXTF — 1835 5% -

Q ) 0
H3C\
20 N | HNT Y |
X, X
HN” N HN” N
A A
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A7
B7

B~ BARHA ()

#% b F &5 7 EtOH #h#4v 2,20 ) T 2R
IR, fHBEREEALANEMIEMA MeOH ik, B %
YE $UIR AR AF B 2-[7-(3- F AA-4-25 48 vk -4- K- R K)ok ok 3
[1,2-clo@ o -5- 2k i A |-+ e B8 e 2% 3% & BI A2(780 & 5L,

5 40%) °

EHER A

@ dy b AR P R A 1 % 1 BRARIESA AU B ) 14 2
B, BHTIEI3ATZIT ALY
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A7
B7
E o BHRS (26)
* 13
X 4k PERTI T [Ty T EnFa T Mg NMR
[14-1 oy 407.495 B (DMSO) 3.72 (3H,5), 3.83 (3H,s),
3.86 (3H,s), 4.80 (2H,s), 6.89 (2H,
d, 8.6Hz), 7.09 (1H, d, J=8.4Hz),
7.47 (2H, d, J=8.6Hz), 7.69 (1H,s),
5 7.81 (1H,s), 7.84 (1H, dd, J=2.0Hz,
d\j\@( 8.4Hz), 8.01 (1H, s).
o]
|
[o18
14-2 377.4685 A (DMSO) 3.83 (3H,s), 3.84 (3H,s),
4.85 (2H,5), 7.08 (1H, d, J=8.5Hz),
7.28-7.37 (3H,m), 7.56 (2H, d,
J=8.4Hz), 7.71 (1H,s), 7.78 (1H,9),
7.78-7.86 (2H,m), 8.01 (1H,s).
14-3 361.4039 B
14-4 426.2728 B
145 426.2728 B
~138~
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s
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B

R ¥ O N om0 e B gl o 3 T

A7
B7
B (3))
14-6 426.2728 B
14-7 304.376 C 305 |(CDCI3) 7.30-7.40 (3H, m), 7.70-
/@ 7.60 (4H, m), 7.65-7.81 (5h, m),
. 8.43 (1H, )
NWAW
</ _
N)\/‘\Q
14-8 o 320.3754 C 321 |(DMSO d-6)6.98 (2H, d, J=8.6
Hz), 7.36-7.43 (3H, m), 7.58 (2H, d,
S J = 8.6 Hz), 7.90-7.93 (2H, m), 8.23
w(LN (1h, ), 8.70 (1H, s)
N AN
{
N~ A
149 339.8086] CD 340
S
N\'\&
y
<Nék/ X
AP
|
14-10 4344771 A 435 |(DMSO d-6) 3.53 (3H, 5), 3.78 (3H,
N s), 6.6.70 (1H, d, J = 16.0 Hz), 6.97
(1H,d, J = 8.6 Hz), 7.31 (1H,d, J
= 2.0 Hz), 7.60-7.95 (6H, m), 8.32
JNS (1H, s), 8.68 (1H, s), 12.53 (1H, br)
=2\
ot}
~139~

AUGERZ WA & BB RAZE (CNS)AL R4 (210 x 297 2% )

H

(i Di- ek 84 S ke B¢ (N B



1222974

=)

B

D P Ol B mo I e I o o 2 3

A7
B7

B~ AR (1)

14-11

437.4807

438

(CDCI3) 3.63 (3H, s), 3.79 (3H, 5),
3.89 (2H, s), 6.74 (2H, d, J = 8.7

Hz), 6.98 (1H, d, J = 8.5 Hz), 8.16
(1H, ), 8.64 (1H, s), 12.66 (1H, br)

14-12

\\
\
of &

A

420.4285

421

(DMSO d-6) 2.59 (2H, 1, 4 = 7.5
Hz), 2.91 (2H, 1, J = 7.5 Hz), 3.83
(3H, s), 3.88 (3H, ), 7.00 (1H, d, J
=85Hz), 7.09 (1H, d, J = 8.3 Ha),
7.14(1H, s), 7.47-7.59 (m), 8.40
(1H, s), 8.63 (1H, s), 12.13 (1H, br)

14-13

R

12}

S
4

\

445.4669

446

(DMSO) 3.62 (3H,s), 3.83, (3H,5),
4.94 (2H,5),7.06 (1H, d, J=8.5Hz),
7.54-7.65 (2H,m), 7.70 (1H,s), 7.75
(1H, d, J=2.1Hz), 7.81 (1H, dd,
J=2.1Hz, 8.5Hz), 7.85 (2H,m), 7.96
(1H,s), 8.01 (1H,s).

14-14

7

5%,

387.4609

388

(DMSO) 1.06 (3H, t, d=7.1Hz), 1.75
(3H, d, J=7.3Hz), 3.83 (3H,s), 3.91
(3H.5), 4.05-4.15 (2H,m), 4.84 (1H,
q, J=7.3Hz), 7.06 (1H, d, J=8.2Hz),
7.71 (1H, d, J=1.5Hz), 7.76-7.79
(2H,m), 7.86 (1H,s), 8.02 (1H,s).

14-15

“@ﬁ

N
V

\

411.9135

412

(DMSO0) 3.83 (3H,5), 3.84 (3H,5),
485 (2H,5), 7.41 (2H, d, J=8.4Hz),
1.58 (2H, d, J=8.4Hz), 7.75 (2H.s),
7.81-7.88 (2H,m), 8.03 (1H,5).

14-16

\\
\ 4
o

369.3681

370

(DMSO) 3.83 (3H,s), 3.88 (3H.5),
4,67 (2H, g, J=10.2Hz), 7.09 (1H,
d, J=8.2Hz), 7.76-7.82 (3H,m), 7.98
(1Hs), 8.08 (1H,5).

~140~

RUEREBA ¢ FI2H (CNS)A4L A& (210 x 297 2% )

i )

auh

(i Pi- 2 o1 B Wkl | (N B e 1 oF

-______._______.___..._______,;@g,-__._____.‘ﬂ'___—-—_.v‘;ﬁg ®-———



1222974

T

T P SR oD I H omo e P o o 2

% - HHRE (39)

14-17

I

329.4239 A 330

(DMSO) 1.08 (3H, t, J=7.3Hz), 1.91
(2H, b, J=7.3Hz), 3.50 (2H, ,
J=7.3Hz), 3.83 (3H,5), 3.88 (3H.s),
7.09 (1H, d, 8.3Hz), 7.69 (1H, d,
J=1.4Hz), 7.78-7.81 (3H,m), 7.9
(1H,s).

14-18

A
Y

371.5052 C-D 372

(DMS0) 0.86 (3H, t, J=6.9Hz),
1.25-1.35 (4H,m), 1.44-1.52
(2H,m), 1.86 (2H, p, J=7.3Hz), 3.52
(2H, 1, J=7.3Hz), 3.83 (3H.5), 3.88
(3H,s), 7.07 (1H, d, J=8.3Hz), 7.69
(1H, d, J=1.5Hz), 7.77-7.82 (3H,m),
7.98 (1H,9).

14-19

1.5

>

2° g

414574 B 415

(DMS0) 0.96 (12H, d, J=6.6Hz),
2.87 (2H, 1, J=7.1Hz), 3.04-3.08
(2H,m), 3.57 (2H, 1, J=7.1Hz), 3.82
(3H,s), 3.88 (3H,5), 7.06 (1H, d,
J=8.5Hz), 7.68 (1H,s), 7.74 (1H,5),
7.78-7.82 (2H,m), 7.96 (1H,5).

14-20

343.451 A 344

(DMSO) 1.08 (3H, t, J=7.4Hz), 1.57
(3H, d, J=6.9Hz), 1.86-1.95 (2H,m),
3.83 (3H,5), 3.88 (3H,5), 4.22-4.25
(1H,m), 4.23 (1H, d, J=8.4Hz), 7.68
(1H, d, J=1.5Hz), 7.76-7.81 (3H,m),
7.99 (1H,5).

14-21

355.4621 A . 356

(DMSO) 1.72-1.82 (6H,m), 2.34-
2.42 (2H,m), 3.83 (3H,s), 3.88
(3H,s), 4.37-4.42 (1H,m), 7.09 (1H,
d, J=9.0Hz), 7.68 (1H, d, J=1.4Hz),
7.77-7.82 (3H,m), 7.98 (1H,5).

~141~
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A~ AR (J40)

14-22

=

»;
\ 4

ﬁ—o

343.451 A

344

(DMSO) 1.09 (6H, d, J=6.7Hz),
2.12-2.20 (1H,m), 3.46 (2H, d,
J=6.7Hz), 3.83 (3H,s), 3.89 (3H,s),
7.09 (1H, d, J=8.4Hz), 7.70 (1H, d,
J=1.5Hz), 7.77-7.82 (2H,m), 7.84
(1H,s), 7.99 (1H,s).

o

14-23

A

oinl

357.4781 B

358

(DMS0) 0.93 (3H, t, J=7.4Hz), 1.06
(3H, d, J=6.7Hz2), 3.42 (1H, dd,
J=7.3Hz, 13.2Hz), 3.59 (1H, dd,
J=6.0Hz, 13.2Hz), 3.83 (3H,5), 3.88
(3H,5), 7.08 (1H, d, J=8.3Hz), 7.69
(1H, 5), 7.77-7.84 (34,m), 7.98
(1Hs).

14-24

430.5298 B

431

(DMSO0) 1.36 (9H,5), 3.47 (2H, ba),
3.59 (2H, bt), 3.82 (3H,s), 3.89
(3H.5), 7.06 (1H, d, J=8.5Hz), 7.14

|(1H, bt), 7.69 (1H, d, J=1.4Hz),

7.76-7.85 (3H,m), 7.99 (1H,5).

14-25

pa g? 4
Z o

A

391.4956 B

392

(DMSO0) 3.17 (2H, t, J=7.9Hz),
3.15-3.20 (8H,m), 7.08 (1H, d,
J=8.5Hz), 7.20-7.36 (5H,m), 7.69
(1H,5), 7.78 (1H, d, J=2.0Hz), 7.82
(1H,5), 7.84 (1H, d, J=2.0Hz), 7.99
(1H,s).

14-26

X

\

\/\_\_} N\
ﬁ—o

357.4781 B

358

(DMSO) 0.88 (3H, 1, J=7.2Hz),
1.25-1.50 (4H,m), 1.87 (2H, p,
J=7.3Hz), 352 (2H, t, J=7.2Hz),
3.83 (3H,5), 3.88 (3H,5), 7.08 (1H,
d, J=8.3Hz), 7.69 (1H,s), 7.77-7.82
(3H,m), 7.98 (1H,9).

~142~
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B7

F o~ ABAREE (/H4)

14-27

358.4657

359

(DMSO0) 2.75 (2H, t, J=6.8Hz), 3.68
(2H, t, J=6.8Hz), 3.82 (3H,s), 3.88
(3H,s), 7.07 (1H, d, J=8.5Hz), 7.69
(1H,s), 7.77-7.84 (3H,m), 7.98
(1H,s).

14-28

357.4781

358

(DMSO) 0.97 (6H, d, J=6.2Hz),
1.73-1.80 (3H,m), 3.54 (2H, 1,
J=7.4Hz), 3.83 (3H,5), 3.88 (3H,5),
7.07 (1H, d, J=8.4Hz), 7.69 (1H, d,
J=1.4Hz), 7.76-7.83 (3H,m), 7.98
(1H,9). -

14-29

C%b
>

2

369.4892

370

(DMSO) 1.47-1.98 (8H,m), 2.23-
2.28 (2H,m), 3.83 (3H,5), 3.89
(3H,5), 4.21-4.25 (1H,m), 7.09 (1H,
d, J=9.0Hz), 7.68 (1H, d, J=1.5Hz),
7.77-7.80 (3H,m), 7.98 (1H.5).

14-30

n

X
P

e

395.459

396

(DMSO) 3.83 (3H,s), 3.85 (3H.5),
4.85 (2H,s),7.08 (1H, d, J=8.5Hz),
7.14-7.20 (2H,m), 7.57-7.62
(2H,m), 7.69 (1H,s), 7.77 (1Hss),
7.85 (2H, d, J=8.5), 8.02 (1H,5):

14-31

383.4943

(DMSO) 3.83 (3H,5), 3.86 (3H.,5),
6.93-6.96 (1H,m), 7.08 (1H, d,
J=8.5Hz), 7.21 (H, d, J=3.4Hz),
7.38 (1H, d, J=5.2Hz), 7.70 (1H,s),
7.82-7.90 (3H,m), 8.04 (1H.5).

14-32

- 2
Fl 4.
o g

393.4708

394

(DMSO) 3.44 (2H, 1, J=7.1Hz), 3.83
(6H,5), 3.96 (2H, t, J=7.1Hz), 7.05
(1H, d, J=8.5Hz), 7.68 (1H,5), 7.80
(2H,s), 7.85 (1H, dd, J=2.1Hz,
8.5Hz), 7.99 (1H,s), 8.51 (1H, d,
J=2.5Hz), 8.59-8.61 (1H,m), 8.64
(1H, d, J=1.4Hz).

~143~
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A7
B7
I~ EERAEER (142)
14-33 o 358.422 A 359 |(DMSO) 2.63 (3H, d, J=4.6Hz),
o 3.82 (3H,5), 3.80 (3H,s), 4.23
(2H,5), 7.04 (1H, d, J=8.4Hz), 7.71
(1H,s), 7.47 (1H, d, J=2.1Hz), 7.79
A (1H, dd, J=2.1Hz, 8.4Hz), 7.89
A . (1H,5), 7.98 (1H,s), 8.23 (1H, bg). |
14-34 o o 478.5268 A 479
Wm
S
M -
N\
%
14-35 0 9 434.4102 B (CDCI3), 3.94(3H, s), 3.97(3H, 5),
- 6.85(1H, d, J=2.8Hz), 6.99(2H, d,
° J=4.7Hz), 7.49(1H, 5), 7.65(2H, s),
7.67(2H, d, J=4.8Hz), 7.84(2H, d,
Q J=2.8Hz), 7.99(1H, ), 8.02(1H, s)
Py -
CH,
14-36 ) 405.4167 C 406
m"ﬁ@
| N
A m
O,
P
3
%
4
At
A
B
B
I
H
&
4
(43
i+
% ~144~
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A7
B7

F o~ AR (B)
(KX # 15)

# 5-R-7-(3,4-= F A IR )k ok H[1,2-c]F == (50
£33, 0.17 é;;i1$)‘ 2-SARFEE(S3 £5, 035 BEH)
10 A& K,CO;(48 £3, 035 £¥ H)» EtOH X B F R £ iR
THRHBE, FRKAREREASY, Al gEREHC ¢
Fot% A CHCL, #4733, #% CHCL B R KFkitsd
Na,SO, 5%, KA KRR RGBHIF2I ALY, FAiFay 2-(7- o7
KA -wkok H[1,2-c]Foe-5- A i R)- X PR d &
15 MeOH & & & fm 44640 £ 5, 57%) -
EdfE AR PRI &I BARBEMA TR 15 24
B, UWHETIE 4mRZTILSY -

(oD 2 e 0o kit B (v B e BB o s )

.._...____.?gg .'___.._.__.._...._______.______

220 P o> B HOme e 3 g o S 3 (Y
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A7
B7
B~ AREREER (/i)
%k 14
[t st 5 IEETTE >FE | EnE®’ | MS NMR
15-1 F 432.4274 A 433
F
S ;
/ \
Nf‘\/k@&ox
e
15-2 0 408.4389 A 409
HO' 74
S X I
r
e
15-3 453.5424 A 454
O&"
S
/ AN
N
e
15-4 352.4399 B 353  [(CD30D) 0.85-2.30(11H, m),
3.88(3H, s), 3.92(3H, s), 7.03(1H,
d,J=8.4), 7.21(1H,s), 7.45(1H,
. d,J=1.5), 7.65-7.75(1H, m),
M 7.77(1H, s), 7.84(1H, s)
= O_
N\C[ o
5 O/CHa
}#A}i
kil
%
3
24
A
B
B
I
A
#
=3
43
it
£p ~146~
o
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A7
B7
E ~ BEARE (/45
(ﬁ%ﬂl@
Z N
¢ Je

S -

l N)\N T-_ - + /@ Y | N/l\N
‘ . l 0
NP Oy, e N/)\/k©i o,
o o)
| |
CH, i CH,

#7-G,4-—F A A R)-5-T A g pah A -okok
[1,2-c]*%5=2(335 £ 3%, 1.06 £ X F)E ML = BS54 (TFA, S
10 &), &5 4814 TFA %4, KR GWEHEL 10 25
CH,Cl,, #&i&A%rE 0°C i e m-CPBA (70%, 524 &
3,212 B F), E R RSB ETRIWRIF S AT,
AN BEBARGIS £H, 4.63 EXF)RHEE(54 5,
228 R H)EFRAMATRTRIHBRE, BKIWARIE
15 Ao A CHCL #ATHEER, KAMKE A BK, i
NaHCO; &%, BAKFHRE L & NaSO, #0%, HHME R
W AR R AEMZ 7-G,4-—F A - K R)-5-(vbuz-4- R 5%
Bz B AR )~k ok F[1,2-c]F ok H 48 oy B 42 B A7 0k 4h4E(160 &
| 419%) -
20 »FE 1 364.429
B3 365
EHER A
1H-NMR: (DMSO-d6) 3.67 (s, 3H), 3.78 (s, 3H), 6.97 (d,
1H, J=8.52 Hz), 7.38 (d, 1H, J=2.06 Hz), 7.54 (dd, 1H), 7.76
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B7

I~ HARA (146)

%15

(d, 1H, J=1.45 Hz), 7.80-7.83 (m, 2H), 8.00 (s, 1H), 8.09 (s,
1H), 8.74-8.76 (m, 2H)

&l i AR P F 1 3% I RARIE SN ) 16 2 5
B, B TFTHEISHTZTFIILAY -

R sk PR B

FFE

T

BETETY

MS

NMR

16-1

369.4077

A

(DMSO-d6) 3.75 (s, 3H), 3.79 (s,
3H), 4.16 (s, 3H), 6.98 (d, 1H, J =
9.00 Hz),7.15 (d, 1H, J = 2.00 Hz),
7.38 (dd, 1H), 7.81 (d, 1H, J = 1.45
Hz), 8.18 (s, 1H), 8.18 (d, 1H, J =
0.69 Hz)

16-2

510.6383

(DMSO-d6) 1.38-1.44 (m, 2H),
1.56-1.65 (m, 4H), 2.95-2.98 (m,
4H), 3.66 (s, 3H), 3.76 (s, 3H), 6.89
(d, 1H, J =8.55Hz), 7.36 (d, 1H, J
=1.98 Hz), 7.48 (dd, 1H), 7.77 (d,
1H,J =147 Hz), 7.91(d, 2H, J =
8.42 Hz), 8.02-8.09 (m, 4H)

16-3

387.3862

388

(DMS0-06) 7.34 (2H, d, J = 8.2
Hz), 7.57-7.64 (3H, m), 7.78-7.81
(3H, m), 7.94-7.97 (2H, m), 8.04
(1H,s), 8.12 (1H, 5)
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£~ HWRA (147)

16-4 402.4008

403

5(DMS0-d6) 5.70 (2H, ), 6.73
(2H, d, J = 8.5 Hz), 7.33-7.38 (4H,
m), 7.7 (1H, s), 7.97-8.06 (4H, m)

16-5 496.6113

497

(DMSO-d6) (m m 3.65 (s, 3H), 3.77
(s, 3H), 6.90 (d, 1H, J = 8.52 Hz),
7.35(d, 1H, J = 1.88 Hz), 7.49 (dd,
1H,), 7.77(d, 1H, J = 1.29 Hz),
7.97-8.08 (m, 6H).

16-6 512.6107

ND

513

(DMSO-d6) .95-
3.00(m,6570(m3.69 (s, 3H), 3.75
(s, 3H), 6.92 (d, 1H, J = 8.56 H2),
7.36 (dd, 1H,), 7.42(d, 1H, J = 1.95
Hz), 7.7 (d, 1H, = 1.38 Hz), 7.93

(d, 2H, J = 8.45 Hz), 8.03-8.11 (m, |

4H).

16-7 379.4437

380

(DMSO) 3.64 (s, 3H), 3.7 (s, 3H),
5.94 (br, 2H), 6.94 (d, 1H, J = 8.51
Hz),7.38-7.40 (m, 2H), 7.52 (dd,
1H), 7.73 (d, 1H, J = 1.42 Hz), 7.82
(d, 1H, J = 4.94 Hz), 7.96 (d, 2H, J
=218 Hz), 8.24 (s, 1H).

(/\/N
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A7
B7

10

15

20

B~ AR (148)

fe 4-(5-T S g B B AR -ok ok HH[1,2-c) e -7-35)-2- F &
K-8y(7.5 5u, 18.1 ZEF )W 15 £ THF 25k 44 0C
TFheANaH (2.3 3, 56.6 EEHF), £ 0CHE 15 5484,
AAN-2A = 5 FAZMEIR(0.2 %, 28.6 EHH), BR
BRAMAEOCHIE 1 I HFRAERETE, &1 /A,
EAETHRIELSMEYG, SHERRNLGHILREGY
BIFFI AT A2 X T EE 6.3 5L, 80%)-

N
éﬁN N SN
A OoH, + HO-NH, ————> / o
_ 3 2 NM@ “CH,
o}

AAeI ) = FLUF AR BiE5(100 £5, 023 EEH), =
S TR - RXABMAT £, 0.06 £ X F) Pdy(dba); (21
%, 002 EE ) Refse(113 £ %, 035 EXF)AE
HRAET P ZRAMBRIAEHLEANAr RE MR R, oA
o2 (S BIHAHEGRG £ E, 1.62 £EHEF)E, H8
A4 130-135C Ahudk | X, 24P 2 %%, B 30 £ CHCl,
HRELOMILE R LREEE, HBERREILEERY
M4 B TR R R Mk Ab 14T B [4-(5- T Hrg A Bl k-
ko F[1,2-c]E5e-7-35)-2- F AR AK]-F K-8(49 £ 52,
68%)
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% BAEREA (1)

CH, | sz
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S

(/\N SN N \N

fe (45 €50, 0.14 EEF), FEQGTIHNKER
¥, 30 &%, 1.00 ZFFH)R NaBH,CN (15 £ 5%, 024 &
?—3—)& 5% MeOH 28 PN 08 £ 1 ¥ 22 E

, AR THFBRIL, A 05 EF 1% ZRE NaOH

R REAFIE, AR, ARG e d R R R R
L8458 =831 £ %, 66%) °

i AP R ] R RARIFB AT F 17 25
B, BHTFIE L6 ATZTF IS -
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1

MS

NMR

CDCI37.62 (s, 2H), 7.45 (s, 1H),
7.44 (dd, 1H, J=8.7, 2.3 Hz), 7.30
(d, 1H, J=2.3 Hz), 6.86 (d, 1H, J=
8.3 Hz), 3.91 (s, 3H), 3.50 (q, 2H,
J=7.4Hz), 3.29 (t, 2H, J= 6.4 Hz),
2.80 (t, 1H, J=7.3 Hz), 2.62 (s,
6H), 1.82 (m, 4H), 1.57 (t, 3H, J=
7.3 Hz)

CDCI3 7.66 (s, 1H), 7.62 (s, TH),
7.46 (s, 1H), 7.43 (dd, 1H, J=8.3,
2.3Hz), 7.34(d, 1H, J= 2.3 H),
6.85 (d, TH, J= 8.3 Hz), 3.91 (s,
3H), 351 (q, 2H, J= 7.3 Hz), 2.96
(s, 3H), 15 (t, 3H, J= 7.4 Hz)

CDCI3 7.71-7.52 (m, 3H),
7.43 (s, 1H), 7.36 (dd, 1H, J=
3.8 Hz), 6.65 (d, 1H, J=8.3
Hz), 3.93 (s, 3H), 3.51 (q,
2H, J=7.4 Hz), 3.41 (m, 4H),
3.25(t, 2H, J= 6.8 HZ), 2.41
(t, 2H, J=8.1 HZ), 2.03 (p,
2H, J=7.7 HZ), 1.88 (p, 2H,
J=7.3H2Z), 1.60 (t, 3H, J=
7.4 HZ)

CDCI37.67 (d, 1H, J= 8.3 Hz), 7.56
(s, 2H), 7.45 (s, 1H), 7.23 (m, 1H),
6.67 (d, 1H, J= 8.3 Hz), 3.97 (s,
3H), 3.52 (g, 2H, J= 7.3 Hz), 3.27
(t, 2H, J= 6.4 Hz), 2.54 (m, 8H),
2.35 (s, 3H), 1.88 (m, 2H), 1.59 (t,
3H, J=7.4 Hz)

A7
B7
B~ EEARER (/50)
#* 16
X 1) s 52 >FEEL PaFg | snim
17-1 j)'. 399.5601 B
/ f AN
N~ \F
7
™,
&y
17-2 s)(}i3 314.4112 B
M (1)1J
\/ /
?
*H,
17-3 S)Gt 425.5543 A
M
NJ\/KQ:;\M
u\g
17-4 440.6128 A
Y
»?k/k(i;\‘
ey
~152~
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% - AR (257)

‘ 17-5 399.5601 B CDCI37.75(d, 1H, J=2.3
Hz), 7.71 (dd, 1H, J=8.3, 2.3
Hz), 7.63 (s, 2H), 7.48 (s,

/7 : fP® 1H), 6.96 (d, 1H, J= 8.7 Hz),
% 3.93 (s, 3H), 3.65 (p, 1H, J=

N 6.8 Hz), 3.51 (q, 2H, J=7.3

by , Hz), 3.18 (t, 2H, J= 6.8 Hz),

2.85 (s, 3H), 2.72 (s, 6H),
2.14 (m, 2H), 1.58 (t, 3H, J=

7.3 Hz)
17-6 o, 385.5333 A
N T
»%\)\()f‘\/\/\,
?
(38
17-7 oy 371.5065 B CDCI37.67 (dd, 1H, J= 8.3, 1.9
S) Hz), 7.57 (d, 1H, J=2.6 Hz), 7.55
Q (s, 2H), 7.44 (s, 1H), 6.67 (d, 1H,
& ) J=8.3Hz), 3.96 (s, 3H), 351 (q,

o A 2H, J=75Hz), 3.30 (1, 2H, J=6.4
Hz), 2.64 (t, 2H, J= 6.4 Hz), 2.31 (s,
6H), 1.58 (t, 3H, J= 7.4 Hz)

17-8 371.5065 B CDCI3 7.63 (s, 2H), 7.46 (s, 1H),
7.43(d, 1H, J= 8.0 Hz), 7.33 (s,
1H), 6.86 (d, 1H, J= 8.3 Hz), 3.91

JN o (s, 3H), 3.51 (q, 2H, J=7.2 Hz),
AN 3.29 (t, 2H, J= 6.1 Hz), 2.65 (t, 2H,
J=6.3 Hz), 2.29 (s, 6H), 1.58 (t,
o™ 3H, J= 7.4 Hz)
17-9 j:g i 390.5088 C CDCI3 7.56-7.27 (m, 10Hz), 6.65
(d, 1H, J= 8.3 Hz), 4.46 (br s, 2H),
3.97 (s, 3H), 3.50 (q, 2H, J=7.4
g : Hz), 1.57 (t, 3H, J= 7.4 Hz)

2y
\
\

& l
3
%
3 -
a1 17-10 358.4638 B CDCI3 7.65 (d, 1H, J= 8.3 Hz), 7.60
A ) S, 1H), 7.57 (s, 1H), 7.55 (s, 1H),
B 7.44 (s, 1H),6.68 (d, 1H, J=8.3
8 JNOS Hz), 4.76 (br s, 2H), 3.95 (s, 3H),
- P 3.67 (t, 2H, J=5.3 Hz), 351 (q, 2H,
A | N J=7.2 Hz), 3.42 (s, 3H), 3.39 (1,
)’% Z o 3H, J= 4.9 Hz), 1.58 (1, 3H, J=7.1
j=]
Hz

3 k/o )
i+
Ep

~153~
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A7
B7

B~ BB (/42

17-11

i

408.5276

CDCI3 7.63 (s, 2H), 7.46 (s, 1H),
7.43(d, 1H, J= 8.0 Hz), 7.33 (s,
1H), 6.86 (d, 1H, J= 8.3 Hz), 3.91
(s, 3H), 3.51 (q, 2H, J= 7.2 Hz),
3.29 (1, 2H, J= 6.1 Hz), 2.65 (1, 2H,
J= 6.3 Hz), 2.29 (s, 6H), 1.58 (1,
3H, J= 7.4 Hz)

17-12

427.5701

CDCI3 7.63 (dd, 1H, J=8.3,1.9
Hz), 7.59 (s, 1H), 7.56 (s, 2H), 7.44
(s, 1H), 6.66 (d, 1H, J= 8.3 H2),
5.41 (brs, 1H), 3.97 (s, 3H), 3.78
(m, 4H), 3.50 (q, 2H, J= 7.2 H2),
3.29 (brs, 2H), 2.52 (m, 4H), 1.87
(p, 2H, J= 6.4 H2), 1.58 (1, 3H, J=
7.3 H2)

17-13

385.5333

CDCI37.69 (d, 1H, J=8.3
Hz), 7.60 (s, 1H), 7.57 (s,
1H), 7.53 (s, 1H), 7.43 (s,
1H), 6.67 (d, 1H, J= 8.3 HZz),
3.94 (s, 3H), 3.51 (q, 2H, J=
7.3 Hz), 3.27 (t,2H, J=6.9
Hz), 2.42 (t, 2H, J= 7.0 H2z),
2.27 (s, 6H), 1.85 (p, 2H, J=
6.8 Hz), 1.58 (t, 3H,J=7.3
Hz)

17-14

314.4112

CDCI3 7.68 (dd, 1H, J=8.2,1,9
Hz), 7.59 (d, 1H, J= 1.6 Hz), 7.58
(s, 1H), 7.54 (d, 1H, J= 1,9 H2),
7.43 (s, 1H), 6.65 (d, 1H, J= 8.2
Hz), 3.94 (s, 3H), 3.50 (q, 2H, J=
7.4 Hz), 2.93 (s, 3H), 1.58 (t, 3H,
J= 7.4 Hz)

17-15

328.438

CDCI3 7.65 (s, 2H), 7.63 (s, 2H),
7.47 (s, 1H), 7.01 (d, 1H, J= 8.6
Hz), 3.99 (s, 3H), 3.51 (q, 2H, J=
7.3 Hz), 2.87 (s, 3H), 1.59 (1, 3H,
J=17.3 Hz)

17-16

415.4945

CDCI3 7.64 (s, 1H), 7.61 (s, 2H),
7.59 (s, 1H), 7.55 (d, 1H, J= 8.3
Hz), 7.42 (s, 2H), 6.95 (d, 2H, J=
9.1 Hz), 6.75 (d, 1H, J= 8.3 Hz),
3.88 (s, 3H), 3.84 (s, 3H), 3.40 (t,
4H, J= 6.4 Hz), 1.94 (m, 4H)

17-17

441.5969

CDCI3 7.65 (s, 2H), 7.63 (s, 2H),
7.47 (s, 1H);7.00 (d, 1H, J= 14.4
Hz), 3.96 (s, 3H), 3.70 (t, 4H, J=
7.9 Hz), 3.51 (q, 2H, J= 12.1 H2),
3.21 (t, 2H, J= 12.6 Hz), 2.87 (s,
3H), 2.44-2.36 (m, 6H), 1.77 (m,
2H), 1.59 (1, 3H, J= 12.3 Hz)
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A7
B7

o
=

i

#20 P  obomk B2 HOme o e 3P o of 3 3

A

AR BASREA (/63)

£ F & 17 & 87091604 2 RIBAET L SR &
b kBRSO RF ELR, RPFHEHEZRZ

IC50 -;lé $8 -
17 .
ToIaR PEFTITI —ThFE STy MS NMR
1 331.3802 B (CD30D) 3.90 (3H, 5), 6.92 (1H, d,
N@ J=9.1Hz), 7.11-7.19 (1H, m), 7.32
(1H, 5), 7.39-7.51 (4H, m), 7.54
L (1H, 5), 7.86 (2H, d, J=8.7Hz), 8.06
l (1H,s)
VaN
a,
4314549 A (d8-DMSO) 2.52-2.62 (2H, m),

2.65-2.76 (2H, m), 3.90 (3H, s),
7.10-7.19 (2H, m), 7.42-7.52 (3H,
o m), 7.61 (1H, s), 7.79-7.87 (1H, m),
8.01 (2H, d, J=7.9Hz), 8.32 (1H, ),
8.91 (1H, s), 9.21 (1H, s), 9.47 (1H,
s)

373.4179 A (d8-DMSO) 2.14 (3H, s), 3.89 (3H,
5), 7.08-7.19 (2H, m), 7.41-7.52
(3H, m), 7.61 (1H, s), 7.78-7.88
(1H, m), 7.95-8.05 (2H, m), 8.31
(1H, s), 8.82 (1H, 5), 9.16 (1H, s),
9.47 (1H, s)

4 361.4067 Cc 362 |(CDCI3) 3.82(3H, s), 3.95(3H, s),

| 3.99(3H, s), 6.70-6.77(2H, m),
6.96-7.02(2H, m), 7.46(1H, d, J=1.1
Hz), 7.60-7.71(4H, m), 8.32(1H, d,

| J=3.0 Hz)
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A

¥ -0 R T oomk B0 H omo o e R o o 38 3R

A7
B7
B~ HRA (59
5 N/[::]/jLN/~\[f“ 463.4974 A 464 -
CH
/ AN
- Z
e
6 o 447.498 A 448
|
NKJ/IL,(}({J\/D
(«& )
N?K/‘\@G\G{;
| o
7 N/[::]/jLN/~\LTH 447.498 A 448
[V&
000
o0
8 N/[::Ijin/(xn :: 523.5067 A 524
o
9 Oz(@ 372.3867] 10000 373
N
/ AN
N\ Z
0/0*3
10 416.4402 C (CDCI3) d 2.24 (3H, s), 2.36 (3H,
Q s), 3.90 (3H,s), 7.07 (1H, d, J= 8.6
HC Hz), 7.34-7.45 (6H, m), 7.63 (1H, d,
J=12Hz),7.75 (1H, d, J = 2.2
JNN O\I/"# Hz), 7.81 (1H, s), 7.89 (1H, dd, J =
By | 2.2,86Hz).
~156~
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SR (15%)

16

2N
\ 4
[e)
o 2

374

(CDCI3): d 3.97 (3H, s), 4.02 (3H,
s), 7.04 (1H, d, J = 8.4Hz), 7.17
(1H, d, J= 1Hz), 7.40 (1H, dd, J =
1Hz, 8.4Hz), 7.46-7.60 (5H, m),
8.1 (1H,s), 8.39 (1H, d, J =
8.4Hz)

17

_og?g

463

(CDCI3) 2.68 (2H, 1, J=7.3Hz), 2.84
(3H.5), 2.91 (2H, 1, J=7.3Hz), 2.97
(3H,5), 3.62 (3H,5), 3.80 (3H,s),
7.02 (1H, d, J=8.5Hz), 7.34 (1H, d,
J=1.9Hz), 7.52 (2H, d, J=8.2Hz),
7.61(1H, dd, J=1.9Hz, 8.5Hz), 7.72
(2H, d, J=8.2Hz), 8.1 (1H,s), 8.17
(1H, d,

18

7).

..E_O

505

(CDCI3) 2.70 (2H, 1, J=7.2Hz), 2.93
(2H, 1, J=7.2Hz), 3.44 (4H, 1,
J=5.1Hz), 353 (4H, 1, J=5.1Hz),
3.62 (3H,5), 3.79 (3H,s), 6.99 (1H,
d, J=8.6Hz), 7.34 (1H, d, J=1.8Hz),
7.48-7.61 (3H,m), 7.72 (2H, d,
J=8.1Hz), 8.03 (1H,5), 8.07 (1H,9),
8.22 (1H,s).

19

58

462

(CDCI3) 1.92-2.04 (1H,m), 2.25-
2.31 (1H,m), 2.82-3.02 (3H,m),
3.1 (2H, d, J=7.8Hz), 3.75 (3H,s),
3.90 (3H,3), 6.86 (1H, d, J=8.4Hz),
7.32 (1H, d, J=2.1Hz), 7.38 (1H,
dd, J=2.0Hz, 8.4Hz), 7.47-7.52
(2H,m), 7.59 (1H,5), 7.64 (1H,s),
7.68 (1H,s).

20

+

Wﬁ%
=2

435

(CDCI3) 2.58 (2H, t, J=7.7Hz), 3.06
(2H, 1, J=7.7Hz), 3.75 (3H,s), 3.90
(3H,5), 5.28-5.36 (2H,bs), 6.87 (1H,
d, J=8.5Hz), 7.31 (1H, d, J=2.0Hz),
7.36-7.41 (3H,m), 7.61 (1H,s), 7.65
(1H, d, J=1.8Hz), 7.69 (1H,s).

A7
B7
374.4026 B
499.0359 A
541.0735 A
461.5438 A
434.5208 A
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SR
A}

W

3R 3 o) ne H0 M me P R s o 9 3%

EARE 2 L

AT
B7
REA (15])
21 448.5479 A 449  [(CDCI3) 2.50 (2H, t, J=7.9Hz), 2.78
(3H, d, J=4.8Hz), 3.05 (2H, 1,
J=7.9Hz), 3.75 (3H,s), 3.90 (3H,5),
5.39-5.40 (1H,bs), 6.87 (1H, d,
NN J=8.5Hz), 7.29 (1H, d, J=2.0Hz),
AN 7.34-7.39 (3H,m), 7.59-7.67
“ (5H,m).
9
™,
22 389.4131 B (DMSO-d6) : d 3.79 (3H, s), 3.84
“J::] (3H, s), 7.13 (1H, d, J = 7.5Hz),
(& 7.39 (1H, 1, J = 7.5Hz), 7.61-7.90
o (1H, m), 8.43 (1H, s), 10.56 (1H,
SN s), 11.74 (1H, s)
PN
?
*H,
23 o P 487.5849 A (DMSO) 2.63 (2H, 1, J=6.4Hz), 2.93
W (2H, 1, J=7.2Hz), 3.26-3.33 (4H,m),
s 3.63 (3H,5), 3.77 (3H.s), 6.95 (1H,
L d, J=8.7Hz), 7.35 (1H, d, J=1.9Hz),
[ ) 7.45 (2H, d, J=8.3Hz), 7.51 (1H,
M@"‘% dd, J=1.9Hz, 8.7Hz), 7.70 (2H, d,
0 J=8.3Hz), 7.74 (1H, d, J=1.5Hz),
o 7.96 (1H, d,
24 - 459.5335 A (DMSO0) 3.16 (2H, t, J=6.8Hz), 3.27
[ N (2H, 1, J=6.8Hz), 3.64 (3H.s), 3.78
(3H,5), 6.95 (1H, d, J=8.3Hz), 7.36
$ (1H, d, J=1.9Hz), 7.45-7.49 (3H,m),
M 7.70 (1H,8), 7.73-7.74 (2H,m), 7.96
fk%(j:m (1H,5), 7.98 (1H,5).
. |
(o1}
25 444.4357 A 331  [(DMSO) 3.40 (2H,bq), 3.76 (2H, t,
J/“’ F%im J=6.6Hz), 3.84 (3H,5), 3.90 (3H.5),
-l 7.06 (1H, d, J=8.4Hz), 7.72 (1H, d,
=2.0Hz), 7.79 (1H,s), 7.83 (1H,
JN S dd, J=2.0Hz, 8.4Hz), 7.91 (1H,s),
ﬁaLv¢L1:::{fkoﬂ 7.99 (2H, bs), 8.07 (1H,s).
?
™,
~159~
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A~ ZRBAEA (/8F)

26

G

e

345.3796

346

(DMSO) 1.59 (3H,5), 3.81 (3H,5),
3.89 (3H,5), 4.00 (2H.5), 7.07 (1H,
d, J=8.9Hz), 7.65 (1H, d, J=1.4Hz),
7.78-7.83 (3H,m), 7.88 (1H,s).

27

AN
N)\)\@%‘
S
AN

?
o,
/Y%
o]
Il
z o
?
H,

Y

330.3666

(CDCI3) 1.58 (3H, 1, J=7.1Hz),
352 (2H, q, J=7.1Hz), 4.04 (3H, 5),
7.20 (1H, d, J=9.0Hz), 7.52 (1H, s),
7.68 (2H, 5), 8.19 (1H, dd, J=2.3,
9.0Hz), 8.63 (1H, d, 2.3Hz)

28

358.4202

(DMSO d6) 1.52 (3H, 1, J = 7.5 Ha),
353 (2H, q,J=75Hz), 3.83 (3H,
s),3.88 (3H,s), 7.10 (1H, d, J = 8.3
Hz), 7.57 (1H), 7.72 (1H), 7.79-7.82
(2H), 7.93 (1H), 8.07 (1H)

29

N/@/\(‘% o

N

e

N

475.5461

(DMSO) 1.04 (1H, d, J=6.0Hz),
1.09 (3H, d, J=6.3Hz), 1.17 (3H, d,
J=6.3Hz), 3.81 (3H,s), 3.86 (3H,s),
4.82-4.87 (1H,m), 7.03 (1H, d,
J=8.5Hz), 7.26 (2H, d, J=8.2), 7.39-
7.40 (1H,m), 7.61 (2H, d, J=8.2Hz),
7.69 (1H, d, J=8.2Hz), 7.70 (1H,s),
7.74-7.81 (2H,

30

4

N
H

N
?
H,
o
H
N,
CH

=
CH

506.3875

d, J=8.5Hz), 8.34 (1H,s).

(DMS0) 2.85-2.90 (1H,m), 3.11-
3.15 (1H,m), 3.36-3.78 (3H,m),
3.81(3H,s), 3.86 (3H,s), 7.04 (1H,
d, J=8.5Hz), 7.31 (1H, d, J=8.2Hz),
7.60 (1H,s), 7.62 (1H,5), 7.71 (1H,
d, J=8.2Hz), 7.77 (1H,s), 7.86 (1H,

~160~
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A7
B7

5 BHRE (5T)

31

414.4272] A (DMSO) 3.82 (3H,5), 3.87 (3H,s),
7.07 (1H, d, J=8.2Hz), 7.39 (1H, t,
J=7.9Hz), 7.64-7.70 (4H,m), 7.87
(1H,s), 8.17 (1H, d, J=7.9Hz), 8.26
(1H,s), 8.69 (1H, d, J=8.2Hz), 11.6
(1H, bs).

32 ) , 432.4816 A (CDCI3), 3.00(6H, s), 3.95(3H, ),
4.01(3H, ), 6.87(1H, d, J=2.8Hz),
6.98(1H, d, J=8.5Hz), 7.04(1H, dd,
J=9.1Hz, J=2.8Hz), 7.44(2H, s),
7.63(2H, d, J=4.7Hz), 7.65(2H, dd,
J=8.5Hz, J=1.9Hz), 7.71(2H, d,
J=1.9Hz)

N\ 2
N\ 4

2 g

33 404.428 A (CD30D), 3.89(3H, s), 3.92(3H, 5),

6.98(1H, d, J=2.6Hz), 7.01(1H, s),
7.04(1H, s), 7.15(2H, d, J=2.6Hz),
7.36(2H, ), 7.56(2H, d, J=1.5Hz),
7.64(1H, dd, J=8.8Hz, J=2.3Hz),

7.71(2H, s), 7.76(1H, d, J=2.3H2)

:/%ézzo
-3

Q,

331.3733 B 332 [(MeOD)3.89(3H, s), 3.92(3H, s),
7.07 (1H, d, J=9.1 Hz), 7.59-
7.72(5H, m), 7.76-7.79(1H, m),
7.87(1H, s), 7.91-7.99(1H, m),
8.00-8.03(2H, m)

Y

35 345.4001 C 346 |(MeOD) 3.85(3H, s), 3.87(3H, s),
4.56(2H, s), 7.03(1H, d, J=9.0 Hz),
7.23-7.40(5H, m), 7.57(1H, d, J=1.5
Hz), 7.66-7.70(2H, m), 7.79-
7.81(2H, m)

54

z\\
2\ /
Q

0 DY T oo B Mo e S e oy 9 B
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A7
B7

®

220 P o Oome 3 HOmedn e R e ot S T

5o~ A (f60)

36

361.4031 C

362

(MeOD) 3.75(3H, s), 3.89(3H, s),
3.92(3H, 5), 6.91(2H, d, J=6.6 Hz),
7.07(1H, d, 8.2 Hz), 7.13(1H, m),
7.56(1H, d, J=1.3 Hz), 7.74-
7.77(2H, m), 7.83(1H, d, J=0.63
Hz), 8.37(2H, d, J=6.6 Hz)

37

390.4012 A

391

(DMSO d-6) 3.86 (3H, s), 3.90
(3H, s), 7.12 (1H, d, J=8.6Hz), 7.29
(1H, 1, J=7.4Hz), 7.690-7.74 (3H,
m), 7.91 (1H, s), 8.01 (s, 1H), 8.12
(1H, s), 8.51 (1H, d, J=7.4Hz), 8.63
(1H, d, J=7.4Hz), 8.96 (1H, brs).

38

445.4849 A

446

DMSO 15.93 (s, 1H), 10.38 (s,
1H), 8.37 (d, TH, J= 42 Hz), 7.72
(s, 1H), 7.58 (s, 1H), 7.41 (d, 1H,

7.16-7.06 (m, 3H), 4.01 (s, 3H),
3.93 (1, 4H, J= 4.8 Hz), 3.19 (t, 4H,
J= 4.4Hz)

J=1.9Hz), 7.27 (d, H, J=22 Hz),

15

AT & 18 ¥ BT 9L & M ARIRAEAT L3 5 B 3 4

LB RAILEERTEEAR -
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A7
B7

10

15

20

Ao~ BEANEA (/6>)

(HHERTH 1)

BT 1A m2Atsm(10.0 £ H)REASEEGC0E
F)Z A BB R TR Z K ER(7.0 & %,/0.07
EI)AAL, B FHBEE R 700 ELAERK 500 B4 E
B IRA, BRAMBRERA FE -

(Rt FH2)

BFEH 1A RZAESW(5.0 £ F)AR £4E48(20.0 £ %)
B R K MAT R ABEAE R 2.0 BF, BAAIFHERS
BEABARHTEAN2 EAE|A, FHLARBLEH DT
BlESIER -

(EXwE R P eBEE XRE KRS

A 6 3B K etk Wistar X8 R A 10 24508 Rt
-DNP IgE, SPE-7 & ## 8k M #ib(iv.), & 1 X%, £ AKE
T 8 L E5(1000 & 3 /AF, i.p.) R Aedr 8 (gallamine) (50 %
RINF, LVREET, B4 1.5 % % DNP-BSA (30)x 0.3
THBEKE OB EABTR, BRETEALLHALS
B2 B, T0 B8/ 5sE), BhEBHERABLES
1 5 % 22 4% B 475k B (PIP), PIP 2 %4 4L ) o5 R M fa 7
BIREZ 846, FEARBETH 2 B &5, £RHK
AT S p 4R BARS TEBIGC E0/A), KA %
BIL2 78 48 PR P BRR 5R AL ey M o

~164~
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s PUEARE (RAZLHM

wkok B og 47 4 M) B = o F B0 4T 4 4

REERAGNT K215
R1
Y—N&N
#AWAV%W3

(1)

HPR Z-XR' RELERARZ%EBL REEE

10 BRARZHEBEAIREZLERARZELSENN X & CRRS,
O, S, SO, SO, &% NR'"; YR CH&N;R*ZH, REEL
BRRKZ C-Coi A2 RRAREEERAZSE A, A
FREEBRRZEFSAE RIAAFTLEERKRZIFEA. RE
ZRBRARZHFAF RO R AR THEXAR LKL H.

qQ

b o B R AR B RUE M -

AR R B8 A P BB R AR (CNS) Ad¥LE (210X 297 )
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w~%t%%%%(%%iﬁﬁ:

IMIDAZOPYRIMIDINE DERIVATIVES AND TRIAZOLOPYRIMIDINE
DERIVATIVES |
A compound of the formula:
R!
ﬁ——-N SN
/)\./k
R® "N R
(1)
wherein R' is -X-R', an optionally substituted

heterocyclic residue, an optionally substituted carbocyclic
residue or optionally substituted condensed ring moiety; X is
CR’R’, O, S, SO, SO, or NR'; Y is CH or N; R® is H, an optionally

substituted C,-C,, alkyl,etc.; R?® is an optionally substituted

aryl, or an optionally substituted heteroaryl, etc.; R! is an
optionally substituted aryl, an optionally substituted
heteroaryl, etc.; R’, R®, and R’ can be identical or different
and represent H, an optionally substituted C,-C,, alkyl, etc.

Thecompoundhaseﬂlexcellentanti—allergicactivityand

the like.

-1~
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( REdemi Hr 20 Bl e N Byt sk B ok )



1222974

DR R w3 H omo 3 e T e of 9 3R

19153
p % g J»\
C8 J
D8 4

10

15

20

25

- W3 E A K E

EAH P HEHE 90110055 3%
: ROC Patent Appln. No.90110055
EEZFHEHNER T XA - KHA(—)
Amended Claims in Chinese — Encl.(I)
(RE 92 £ 11 A l‘( Hix %)
(Submitted on November ‘Ci ,2003)

—#TFTRAxiLs:

1

R
Y———N/|§
R?)‘\N//K/I\Ra

# b R! ﬁ%«\-OR”\ _SRH\ -NHR“‘ —NRIZR” %
_CR14R15R11 :

RUKRAXABA AREEE COOR" Rk 2 oEwy
AR A H K C-Con ), Frsh. REEE C-Cq

ABRAKZ AR REZL C-CoRARKRZI =4
A REEEC-CoARKzmor k REZE R,
R'PE/H RMER K2 C-Ciott k. Ci-Cio B4, #
F2&RPRR/ERTRKAZEL REEER'Y,
NWWﬁRmmﬁz%ﬁg‘&9wéX#%ﬁ’£
REZALE253BEEAE N ORSZHETFAA
T 2@ R B4k,

R'"pk &@mA, i, -COOR'"® R & % H
C,-C¢$c %), -CO-NH-CH;. -NH-COOR''*?* wpuft £
Z(C-Cor A A, XA, IRFELE—Z =&

e mik,. C-Cetn %&3@%&&1C(%%%

- 165 -
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D PR O B H me Ju e P a9 2B

A8
B8
C8
D8
N PR EANEE
ZERAARAZEL,

RIPK&EBRE, BARC-Con @ -4,

R'MK &d#,

R k% H, &, mA. g4, 4. 84,

5 Ci-Cetn & 2. K . C-Cotnls ik, C-Ceto A& .

HRRE-C-Celn K-A K ZRERKZTFTE, = &
ARKZTFAA. REZE R RAZ C-Coln k.,
mek & BEE ., -CONR')R'™® -SON(R'*")R!
NR'™HRM™ -SO,R™Y | KA E E4£ COOR'® B 4%,
10 Z Cy-Ce ¥ 3 ,

R kx-S mEEL aEnt. BiEaht, B
A, REAC-Colnie ., REEERA-C-Ce AR
RzBERATFER, wti,

R'™P & % H & C1-Co bt bk,

15 R'WS k% H, Bk&. BR%A-C-Co i A,
.Ekégé",%ﬁ"ﬁgs ——-(Cl C6rﬁi)5§ | C6);“L§S&?§-‘_%
Ci-Cott B Z A, C-Coeln A K-B X R & EIRAK

Z C-Ce i ik,
FRMPER —gegmiaey NHA S K6 B

20 EZ. RTHBEAOANAUISS—BNZLORFARETEL
Ci-Co St A B A,
R'"IK &5 & C-Co st & C-Ce 2 X,

wmﬁ%ﬁﬁcﬂkﬁﬁ,
R"O &% % H, % C-Co s %,

- 166 -
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A8
B8
C8
D8

10
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20

s FiEEA R E

R'"#& % H,

R'"&k %k —2=18:% A &.45 C,-C 5% .-COOR''®*
(R'"® % H &% C-Ce 3 4)R=0 2 B4 4,

RZ & % C-Ce k. &-CO-Ci-Co e %,

R" & 48 B R,

ZRZARP —femiaffed N & 4-6 B tafo 2238,
BRTHEONEFRIFRES—EANERT, LH
RELE—RXREEEL € C-Coto sk C-Coti s 4 |

¥A, AR CCRAARRKRZEL, ML
Z B AR,

R*“Z RV 2 H;

Y & CH;

R? % H. C-Cs¥ % %-COOR?, £+ R & H %
Ci-Co ¥t 2k

Bk C-Com ARBRAKZ A, =i
e REA, —FRARREHERE, IRFEE—
z BatEmAE, C-Cobe k. A& A, X,
C-Ce Bk & . -OR*', -NR¥R* & -SO,R* % B 4%

@

(\_
P
»

R & C-Cotn &k g & . = (Ci-Co b2 2 ) B & 32
k. C-ColnshmiAnik. -SO,R, A EEE R
Rz C-Coti k. RMAEERE R“Zﬁu&z C3-Cr B I%
%,

R % % C-Co tx 4,

- 167 -
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A8
B8
C8
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10
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s WEEA G E

RVR & C-Ce ik, . REBE C-Co ki
AABRKZEL —(C-ChrA)VERA . C-CohAR K
R C-Coln ABRRZIBRA, K56 BHfopnBLE S 2
BN, SER/XOZH#REFERATEL—R=_MELH
3 C-Coln sk, BMATEMAR(C-Cs )i xR
RABRAK,

RP & % H % C-Co ko &,

R*R&A#E C-ColABA. C-Comi A, &
@& R Rz C-Com 4,

AP RYRE_FHA C-Co ik Biamk ik
A, C-ComARRZ AN A dot A, AR L
xokok K,

£-NRVR™ M % 5-6 Bt st R E L4 — %
BEE N SER/RO2H#BRTEREEE C-Cor
B,

R & B = (C-Cotn )R £
REZELEAC-CoRARC-Corr ARA 2
A, C-Cotntish C-Colphm i, B RES
BHEBERC-ComARKZANARTA . REA C-Co
Bk B

AEAEERRIBEBHEA, RALAEET
BB -

WMEFHEHEERE | Bzitsdh, £+ R' %
-OR"' | -SR'"'_ -NHR'' %-NR'?R"? ;
RU'RARABRA AT 2 COOR”'Hxﬁzvé;f}
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A8
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N FHEMNLE

10

15

20

AR ZEH K C-Coe k), Frh, REZL C-Cq
ARKZ kAL REEL C-Co mARNRZ =4
A ARER2EC-CotAmKRzmih RELER"
R'" &/ R'ME&Kz C-Clo Bad S k48484, C3-Co
But REZERP RMR/ERVTERAZ R,
AEE&RY, R R/ R RARzww A, K 9-10
BEXARBEAATESCZES3AEAAENRS R
BRFEREZE RPRA,

R % & . B#A, -COOR" R"® K % H %
C;-Ce 2. %), -CO-NH-CH;, -NH-COOR''?* =t uf 3k
—(C-Com )ik, BiXA, IRNFRE—EEHE
HEEA CCGHRAARZBARRKZIFRAZIRALER
Rz R,

RPK&AdA, BAKRC-CoraAR-5%,

R'M & & & 3,

RISk H, @A, A, g4 A A &
. Ci-Cokels sk, Ci-Com k. C-Coln i . 5
@R E-C-Cotp A-A 4. R ARKRZITFEA, =8 4
BRAZTFAA REEZERRAZ C-Coaid R X
s % A . wmoek & . B A . -CONR'™)R'C
-SO,N(R'P®)R'¢ | .NR'P")R'° | -SO,R' | £ EF
% & COOR'"* B 4%, 2 C,-Co 4 % ,

RU'P &k —hmBEl QKA Bizmk, B
£ RA. CCoii . AEEEAL-C-CRAR

B
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A8
B8
C8
D8

10

15

20

~ ¥R A & E

Rz AFas, wmak,

R & % H & C-Co tp %,

R'We & H, BkA ., B HA-C-Con gk,
FEHeRik ., =(C-Ce it )j‘s)ﬂiﬁ: Ci-Cobt K B fa K
C-Cote ARARZB A, C-Ce A A-# AR % ARK
Z Hid R X4t C-Cotln K&,

H# RMPRE R —jemasiey NA S &6 B4
FHE . RTHEEONRSS—EBNRXROEFEAE
28 C-Com IR A,

R'WIK &4 C-Co iz % C-Coxr &,

R 4% % & & Ci-Co kit 3,

R & & H. % C-Coxt %,

R &k & H. di& % C-Cot &%,

R &K% —2={8:% 8 &3 C-Cstz . COOR'™
R'"™* % H K C-Co i £)R=0 2 A&,

RZ & % C-Ce % . #-CO-C-Ce iz,

R" % 4 B # R,

H#RPEARD s it N & 4-6 B o fo 2 58,
BRTHREONRFAIARES—ENKERT, B &
REBE—RHMEEE 4 C-Coki sk .Cr-Colus & .
A CBARAKZEA C-CohREEBRKZERA. &

Az AR ARK,
Y & CH
R2Z H, % C,-Co ke & ;
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RM"Z C-Corehp . —(C-Co e X ) A %
%, C-Cohmim i, stm ZREEE R
BRAAZ 4K X48-C-Cotr . RRFEERPRK
Z %-C3-Co i %,

R¥M & & C-Cote

W”ﬁ%%é@%CM%%iﬁ\éﬁ‘ﬁ%%@
Ci-Co B ABMRZ AL, =(C-Ce K )EXK . Ci-Co
AR IR C-Coti AR Z A, K 5-6 oot iR
AZ2% 28N, SR/ O0OxBEFEREEL C-Co
bk, BATEAR -(C-Comi)mARK,

IWR%Hﬁoaﬁg,

R R A#BK C-Corhp ik, C-Coti A5 4. &
& R Bz C-Coti %,

AP R KA - FmA C-Cott A4, Bk,

XA, C-CopABRaAzZ Namt A, Ao,

H-NRPR* A E 26 C-Co HARK ZE 2
A REE2E C-CorARAZEHA RAETEL
Cr-Col AmMPRZANA®RR, RREFELC-Colh
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N FHEHRE
B Z vk g o K,
R¥ & & B % . =(C;- Csf"zi"s)ﬂﬁﬁt C-Cerr s e 3 |
f@ ¥k C-Cekr L pe 3k | CotrBssh . C-Celrh sk . 5

10
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20

25

A REEZLERE C-Cerritk C-Ce i B AR Z
NEUHFR, IRFTEZLELHEARRZI N a®RE,

REZHEMRRIBEEOVA, REAEEET
BXZ B -

BEYHEAHAERE | Hxitdd, £¢ R Kk
-OR", -SR" #-NHR" ;

R'k &R E2@R'"” RYR/HFRTRKAZ EH&,
ARE2eRY RYR/&RWBKzwmagh, K 9-10
BRXAMBERAETEZLES 3 NRTFTEAFTESE
R B4,

Rk H, mA, A, s #4. & &
B, C-CotrBsfh. C-CottAsk. C-Cotthpr k. 5
B A-C-Cotr -84, ZmARRKZFTA, =K
BAZFAL. REE2ERPRAZ C-CrEMRX
& Xk e & . Bk £ . -CONR'PHR'™PC |
-SOzN(RHSb)R”SC\ NR'"PHR' L -SOR"™Y KR F
% 4 COOR'®* B 2 C,-Co i & ,
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