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UCH: 1, NMDA(N-BIE-D-OLAIMEIOIE) =&X, 2. AWPA =EH %L 3. JI0IUIOIE +8Hl. -2 2ELD
L-OLATIEAR2 OIS Ml JHN |8e 2 &4 Ot0lks =X & otLicdt Jtssh & DIt R8s
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NMDA, AMPA & JIOIUIOIE =EM=Z2 =24 004 =X /0N 228 2] =2 U
SO doldelstd AN 2ot MFeetE IAF Z2ME JIRZ .
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7-(1H-0l0ITH&-1-2)[1,2, 4] ECIOIE 2[4, a]%llie ,4(2H,5H)-CI2;
7-(1H-010ICHB-1-2)-8-ERIZER2ME[1,2,4]E2I0 [4 3-a] F s Atel-1,4(2H,5H)-Cl2
8-E22-7-(1H-010IC+E-1-2)[1,2,4]ECIOIEZ 4,3~ ] &H21-1,4(2H,5H)-CI2;
8-(2-HIE-1H-0I0ICHE-1-2)-7-ECIEE2HE [1,2,4 ] CIOIER2[4,3-a] R sael-

1,4(2H,5H)-CI2;

8-(4-HIEZ-1H-0I0ICHE-1-)-7T-ERIERZEHE[1,2,4]ECIOIEZE[4,3-a] A=atel-
1,4(2H,5H)-CI2;

8-(1H-0I0ICIE-1-Y)-7-ECIEZ 22N E[1,2,4] ECIOIEZ [4,3-a] Al =&t2l-1,4(2H,5H)-CI2
B-RE2ECL-7-ECIERLZME[1,2,4]ECIOIEZ[4,3-a] A =4l-1,4(2H,5H)-CI =2;
8-LIH2ICI =-7-ECIE2 2 HE-[1,2,4]ECIOIEZ [4,3-a] A= &t2l-1,4(2H,5H)-CI2;
8-(4-HE T HAUT-1-L)-7T-ELER2ENE[1,2,4] ECI0tER[4,3-a] A= 4 El-1,4(2H,5H)-C

o

8-(2,4-CIHIZ-1H-0I0ICHE-1-2)-7T-ECIERZHE[1,2,4]ERIOIEZ[4,3-a] A =48l -
4(2H,5H)-CI2 stolEz222et01E;

8-(2,4-CIHIZ-1H-0I0ICHE-1-2)-7T-ERIERZHE[1,2,4]ERIOIEZ[4,3-a] A =48~
1,4(2H,5H)- oe;

8-(1H-0I0ITHE-1-L)-7-LIEZ[1,2,4] ERIOI B 2 [4,3-a] A = At 21-1,4(2H,5H)-Cl 2;
7-LIEZ-8-EIQR22Z2|-[1,2,4]ECI0E2[4,3-a] A =& 2l-1,4(2H,5H)-Cl 2;
8-(4-HE-1H-010ITHE-1-2)-7-LIEZ[1,2,4] ECIOIE 2 [4,3-a] A =& 2l-1,4(2H,5H)-CI 2
8-22Ze|-7-LIE2[1,2,4]ECIOIE2[4,3-a] A s &atel-1,4(2H,5H)-Cl2;

8-(2-0| AT 2E-1H-0|0IC+E-1-L)-7-LIE2[1,2,4] ECIOIE 2 [4,3-a] 7 =& 21-1,4(2H,5H)-Cl

<.
8-(2-n-Z 2 Z-1H-0I0ICtE-1-2)-7-LIEZ[1,2,4] ECIOIEZ[4,3-a] F =& &l-1,4(2H,5H)-CI 2
8-(1H-#II=0|0ICHE-1-L)-7T-LIEZ[1,2,4] ERIOIEZ [4,3-a] A= & 2l-1,4(2H,5H)-CI 2;
8-(2-0lE-4-0IZ-1H-0I0ICHE-1-2 )-7-ECIZER 22 M [1.2,4] ECIOtEZ [4,3-a] A =4tEl-
1,4(2H,5H)-CI2 StOIEE2E=220IE;
8-(2-n-Z2Z-1H-0|0ICtE-1-2)-7T-ECIEZRZHE[1,2,4]ERIOIEZ[4,3-a] A =48l -
1,4(2H,5H)-CI2 StOIEE2E=220IE;

8-(2-0l A ZZ2EZ-1H-0I0ICIHE-1-)-7T-ECIER22MHE[1,2, 4] ECIOIEZ [4,3-a] A =48~

HY-1H-0I0ICHE-1-2)-7-ECIER 2N E[1,2,4]ECIOIEZ[4,3-a] A=48l-
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S48 4+ U= B4 S04 E=XMol B3 121D MEBSIH SBO0 AL, 2 2O HEE
SOI= B3 AMSHNOZ 58 +84 2 3 & 09 2e| E32 F ey, AHSEO
2 SIBEE oMy T DN oM TS sAMY BN EMoE GHMEE XA =ee 27U, MmUY
= HIFTU S0 HIRRGH

SANO BXH, GH E= MK BN, B LHO HBSBS AHSN TH2 HE| L O
of o9l SO BEALIO EME 4 UoH, RS ZPBES IH E= NS PAHY S DA, £=
Rl BET. SH, AUNHG 22 ¥ T 0120l BN YLH e AT S0 HA el =
S HIZRE(WS Fot Z8) A7 FA 2% HERA ABE & UCH 0[2F AHER ZHS U 0/9
OP S01Z FEE FJ10 24 SBE2O =N E= 2HO, L= SANO HEE SaN0 g2S
BRE £ USD, 048 ©F S0 HEES OACH ABE 12 SO B S BH S2o| X
BIEh ANPA 28 REYS BRE 4 UL HotM, IXY 24 &2 10 WX 200ng E= FoIE 50ng Ol
AS BRsls HHE Mets EXO 9l S0i HE|OITH

Hes S8 X2 NES LEHED SA 52 AIPA 28 28 2 0150 W2 SHOE o
SHOY, = 2ol SIE22 AIPA ST A0 U0MO BSH) SIAs ME(0: YD, IR SET,
AXSIOIH HY, HYE By, A, o, AL FLS, YELES, Oel L HEHL 245 pEQE 2
&, MY, 2FY, 2E U LEAXE)Y xR, M, 23 = =0l RPES WA = A0 QY
S S2H)0 B3 BIFIGHHE 019 el 35 EE Lol £E3% YO HHEM, AKSHOE G
Scls OXl TE SAHNS SA F= 8, S5l BIRIEGIE 010 %RSE L2 EEHRA, BT,
NI £= HIH g & Ytk

Olgfst XE WHS 0120l RPEs WK UMM =2 &Y LS IS L Sol
ANPA =SI0I Sl SZEHLE 019 2E XBRAH I SUSH, 0l 2 2HO| AWPA 28 5i&
29| MYEH L5y L= SN0 SRILE 019 22 MEo XRI 27 WHMUNH S6isHs
CHE TEBICH

HCHOH, & Zye 22 MY M2XO JISHA o S6l APA SBHO o KL 0l
veE Mxo NE0F B SR UAOA 08 AE6l SIs AHE MEoD| As = 2ol ses

AAI0N 1
4-(1H-0IDICHE-1-Y )-LIEZ A

NN-CIHIEZS0I0IE 250ml &2 4-ERLZLIEZ B (25g; ~0.18mol) =
~0 74mol)S JtEtCh. CFoH BtZ2 SE =S 140TCH A 2AI2E S WEt = =0 20 ZX sE=SS &
Hd=2Z M =S80, 1 329(~94%), & @ 199-202°C.

b. 4-(1H-0IDICHE-1-L)-0tL el

OlE OLAMIEIOIE 500ml 2t OIEt=E 500ml 2ol =&t -(1H-010ICHE-1-Y)-LIEZ HI FI (20g;
~0.11mol)8 2HUES =0MZ A 5% Pd-C 0.50g2 AIE5t0 W=(Parr) =43t HXl H0A 28.12kPa(40psi)
2t 25CHA =AFHAIZICH. Sol UF% SE2S XI5l o, SEAIH ZX SE=S(149)2 ZEHOZA
=Setlh. 838 @ 142-1447C.

c. 1-HISAZ0I0l--4-(1H-0I0ICtES-1-L)-# A

L= HERISHOIEZFEEE 400ml 2| 4-(1H-0I0ICHS-1-2)-0t< &l (14g; ~88.2mmol)2l AU 2
= EC|0E0teI(14.0ml; ~102mmol)S JtECH. OIS&E 2=22t0I=(11.2ml; 100mmol)E =I5k, BHS
EE2 2AI2F SO WBSILH. S0HE 2 20t0l MHotL, TAIE S &) wWeoted EXM sHE2(19.2g;
85%)2 =S8ttt 8% @ 177-180TC.

d. 2-0l S & 200l =-5-(1H-0I0ICtE-1-L )-LIEZ HIH

-0l S&Z0t0I =—4-(1H-0IDICHE-1-L )-HI B (16g; 61.8mmol)S OCUHAM & &H(d=1.52) 100m! Ofl
MA3GI JFstCt. O COIM 1AIZE SOt A= uptst &, Brg S82g =0 20 =M & 2(18g; 80%)

2 ZugezM S5t 83 ¢ 180C(EH).
e. 6-(1H-0I0ICtE-1-2)-4-40t0| EEA A =4&21-2,3(1H,4H)-CI=

Ol OLMIEIOIE 500mI 2t OlEtS 500mI =2 (EMEo=ZA) 2-0IS&
-2)-LIEZ M (18g; ~49mmol)2l SHZ =0MZ M 5% Pd-C 1g2 AMESH II=2 223 X H0A
28.12kPa(40psi) Ol A ==ABHAIZICEH.

sdE dd=0 S0E ot 01|‘=é' OLMIEHIOIEZ MIHSICE. Ot HOIDE 5% o ==&tat
ZECZE =3 NHECH. HUs AN Sae2 S5 (pH ~6)AIH EM sES(11g; 92%)2 #5@[#. =]
1 300 (=3aH)

f. 4-HIESA-6-(1H-0I0ICHE-1-2)-FA=a2-2,3(1H,4H)-CI2

M QIAOI=AZE 25U (pH 7.4) 500ml =2 6-(1H-0I0ICHE-1-2 )-4-45I0| SE A R =&t e!
2,3(1H,4H)-CI2(10.4g; 42.6mmol)2l &Kol GIE= 500mlS D& Chs, WEEZ0H0IE
15.0ml (~126mmol )2 JFEHCH. 25COUIA 2A S WEHEHCH. XSS Hustl, HES=Z HHGIH ZA

26-12
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3t82(9.8g; 69%)2 +=S8HCH. 8& : 230C(ZdH).
g. 4-HEHZSA-2-222-6-(1H-0I0ICHE-1-2 )-A =4 8-3(4H)-2
%—?—@(57m|: 118mmol) &2 20% LA EHS 0COHA 2= NN-CIHEXE
O 4-HESAI-6-(1H-0I0ICHSE-1-L)-A =4 H)—EIS(Q.EQ: 27.5mmo|) o u
gdoll =SS 25CUHAM &M wet SZAIZICH SAE 242 SN W
EHNA AN SMSTUHESS Jtotd BEM SHeS(9.50; 98%)2 EXES=ZAM #—%@E.

b

5t

h. 4-WIE S Al-2-(2-01 S AISH2 L 5101 S 24Xl &= )-6-( 1H-01 0] CHE-1-2 )-71 = &t~

OLHIELIEE 500mI =2 4-HIAKIA-2-222-6-(1H-0I0ICtE-1-2)-F
~27.6mmol )2l AN OIE StHtHMIOIE(28g: ~270mmol)E 7P°H3. S B2 EEEs WA 2EAZ0.
AR202 WAAA BN SES(11.1g; 9%)2 HHE2M =S8 F @ 197-199C.

2-(2-0I S AIFH2 L350l =Xl £ )-4-5H0l ES Al-6-(1H-0I DI CHE-1-2 ) -FA =& 2-3(4H)-2

N N-CIHIEEZE0101E 200mI2F 2 100ml 2t2 E&2 F29 4-HEZSA-2-(2-0SAIIIEL 50| =2t

% )-6-(1H-0I0ICHE-1- O') Al =421-3(4H)-2(10.99; ~25.9m m0|)° 2HSE Z0E M 5% Pd-C 1g2 A=
St THOI Dt A20AM 2= z}oFE} =Z0HE ot Mo, TAIE OLHMIED M wWetstd ZXH 3t
&=(7.99; 92%)= —ﬁ“—%@ﬁh & : 216-218C(=0dH).

7-(1H-0101CHE-1-2)[1,2,4] ECIOIE 2[4, 3-a] A =4 el-1,4(2H,5H)-CI 2
24 NN-CIHEZS0I0IS 250mI T2 2-(2-0IS A2 L 60| =2t Kl = )-4-5t 0l == Al-6-( 1H-0I
-2)- Ii“é -3(4H)-2(7.8g; ~23.6mmol)2l =M EZIHYZAT(18.5g; ~70.6mmol)S
} SSIE2S 140COIA ZHAl A mbtst Ef%, 250 SEAIZICH. TAIZ CI2ZZ0ED
WESIY EH 382 (5.79; 90%)2 =S8ttt €& : >300T.

ﬂJH

1H—NMR(DMSO—da) © 8 125 (2H, EEE s), 8.6 (1H, d, J=9.2Hz), 8.15 (1H, s), 7.65 (1H,
s), 7.5 (1H, dd, J=9.2Hz ¥ 2.5Hz), 7.35 (1H, d, J=2.5Hz) 7.15 (M, s).

A0 2
7-(1H-0I0ICHE-1-2)-8-ECIER 22N E [
=A

A0 10IA D=8 S-
CEZRE ZHMH sg=S M. 88 0 >300

(2H,5H)-CI

A4]ERIOERZ[4,3-a] =4 4
EcZF220/E2 010

=
-ERZ-5-LIEZHIX
)

ARl

1o oz

1H—NMR (DMSO-ds) : & 12.8 (°2H, E2E s), 8.95 (1H, s) 7.85 (1H, s), 7.45 (1H, s), 7.25
(1H, s), 7.10 (1H, s).

AAION 3

8-2 2 2-7-(1H-0|0IC+E-1-L)[1,2,4] ERI0FE R [4,3-a] 7 = A R1-1,4(2H, 5H)-C|2

&St %&(95~97%) 7.5ml =2 7-(1H-0I0ICHE-1-L)[1,2,4]ECIOIEZ [4,3-a]lA=&el-
1,4(2H,5H)-CI2 0.94g9(~3.5mmol )2 MY K& A2 1.22g(~3 9mmo|)% tet OIS, B8
0.2ml(~3.9mmol )= JIStCE. 24COIA 48AI2F SOt AL WBHSCH. BES32228H g &2 ot
8t =, g 40l REC. E2N=2SES ol RSt MHAESE2 =S80 259 Xost MHdES SH
pHOt 622 HE=: 4N SAMSHLUESS Jlot EXH 38 =(0.429; 35%)S ENS=2 M £S6H0. 8&
>300C(2al).

"H-NR (OMS0-dg) @ & 13.0 (1H, E2E s), 12.0 (HH, EEE s), 8.75 (HH, s), 7.90 (1H,
s), 7.45 (H, s), 7.15 (1H, s), 7.10 (1H, s).

AAI0N 4
a. 4-0t0| =-2-(2-DIE-1H-0I0ICH &-1-2)-5-LIERU X ERIZR 220/ =

2+ NN-CHEEZS00IE 50ml &2 4-00c-2-222-5-LIEZHXECISF2:201=
20.0g(~83mmol)2l SHH 2- EHIE'OIDID’< 30g(~370mmo| ) £ 7%8&1, 180°C Oll Al SOAIDF S A=
wWEHSHCH, Yol g8 £ 400ml 0l 20 EX SES(14.7g; 62%)2 =S5t & 1 222-225T.
TE2

b. 4-0IS4&

12l

o
il
m
i mlo

o
=)

2-(2-MIE-1H-0l0ICk&-1-2)-5-LIE

=z
Oml =9 4-0i0|=-2-(2-0€-1H-0l0ICHE-
| IEa2 222101E 11.3ml(~102mmo ) 2 ,
% Gstd, HEES SLAIFH EXH 2%%*%(199)% Aotst QUZ N £=SEHLE.
EAN-6-(2-HE-1H-0I0ITHE-1-L)-7T-ECIZEF L2 HE A s 4t
96% OlEt= 500m| XS 4-0I S A 0L0] =-2-(2-HIE-1H-01 DI CHE-1-2)-5-LIEZH X EZ|
E22201& 199—| 2MS =Z0H2A 5% Pd-C 2gS AME06I0H 2 =43 &I S0A 28. 12kPa(40psi) Ofl
AN =ASISHCH. S0 NE MHE2 o P6P7 OEtE2=E MAESICH ZH AHOIZE IN =8 =452
=3 MAHSICH &8 =4 YU pHIt 42 SI&F 4N FAS Jtet =X 9}0*‘:(9 5g; 58%)5
Ct. & : >3007C.
d. 1-HESAI-6-(2-UHE-1H-010ITH&E-1-L)-7T-EL EFLZHE H=s4el-2,3(1H,4H)-CI2

E
O 12 mw

_lIr\)
=X}

b

O
=8
=

o

o
T
fel]
=

o Hu

o
=
=

A o



1019950704895

MIEtS 80mI2t IM QIAOI=AZE 2FU(
-1H-0I0ICHE-1-2)-7-ECI ER 2 HE A =4el-2,3(1H,4 .3g(~16.3mmol )2l X HHEZ0t
01E 2.1mI(17.7mmol ) S DJtSICH. 25COIA 1AIZE S0oF A& weHeitt, FEES oustl, St Al
222 H2AZ2! HES2 M=ot =AM 9%@%(5.29: 78%)S =S8tk 8F 1 156 C(ZH).

| @
T
=z
a
z
(.O
g
n
>
N
T
e
9_
I_rl
jaf]
>
in
;
/L
I'\|)
2
um

|
i
(=}
o
]
B
A

|
ne
5
Im
ot
e
o
HU
2

g ZE00IE 75ml

)
%?—%(18.5m|: 35.7mmol) =2 20% A9 ZHS B5CTHAM R+ |
- )-Cle

N,
o 1-BIESAI-6-(2-0IE-1H-010ICHE )—7—%§|%§9§[Hle'?li’§% 2,3(

3 H 4
4.859(~11.7mmol )2l mBH M0 ﬂjrom Sl 2822 25CHAM M mErst 2, X250 S2Al
A 3 %Ei SCHE UZN =S8 OHMELIEY 75m Z2 Zotst MA20 M O ItHLA
0lE 14.5g(~140mmol)S JtBICH. ol Bt S22 3AI2E SO SRAIZICH L0 A H22AIHA EH 3
B2(2.0g; 35%)S EMSZN S0 8F @ 232C(2dH).

f. 3-(2-0ISAIFI2 L 5I0| SRR &= )-1-5t0| E E Al-6-(2-0 £ -1H-0I DI T+ E-1-L ) -7-ECI ZER 22
HE R sael-2(1H)-2

OlEt2 100mI 2t N N-CIHEZS0I0IE 50mI S EBE2 F2 1-HEA2AI-3-(2-0 S AIFE L 5t0l
T2tk & )-6-(2-H 2 -1H-0I0ICHE-1-Y)-7-EcI Z2 2 Y A S & 21-2(1H)-2  1.4g(~2.8mmol )2 2HS
Z0I2A 5% Pd-C 0.1502 AR50 CHIILOIA 2=AS8HCH S0ZE a0 MHEID, HHS XZ5H0

SYAA B SES(1g)S8 RAS MESZM +=SEH.

g. 8-(2-HIE-1H-0I0ICHE-1-2)-7-ECIZER 22U E[1,2,4]ECI0IEZ[4,3 -a]FA=&El-

1,4(2H,5H)-CI2
2= NN-CIHEZS00IE 50ml =2 Xotsh 3-(2-0SAIZE 60l E2tX £ )-1-50I =S Al-6-
(2-HIE-1H-0I0ICHE-1-L)-7-ECIZER2HEA=4E-2(1H) -2 1ga SHH EclHLEAH
1.05g(~4.0mmol)E Jt&ICE. 130CUIM 17A12F SQF A& WBrst
ot=

, AlBotol SEAIZICH 28 20t
El

)S =
EJchm(delora, Seld; 106 NEtss 28R CI222MHEHE EM SE2(0.79; 75%)2

ASBEIL S8 : 375C(2).

"H-NVR (DMOS—-ds) : & 13.0 (2H, E2CS s), 8.45 (1H, s), 7.70 (1H, s), 7.20 (H, s), 6.95
(1H, s), 2.05 (3H, s). MS (m/e): 350 (M, 100%)

AAIGH 5

8-(4-HIE-1H-0I0ICHE-1-)-7T-ECIEZRZUHE [1,2,4]ECI0IE2-[4,3-a] A =48~
1,4(2H,5H)-CI=

AAI0 40N D=8t 2

2 2 4 OOl c-2-222-5-LIERHXIECI SR 2:201E
ot 4-HEO0IDICIEZRH EHM stEEsS s

Ho
S5t B : 350C(26H).

'H-NVR (OMSO-ds) : & 12.5 (2H, 22Z s), 8.50 (H, s), 7.70 (1H, s), 7.65 (1H, s), 7.10
(1H, s), 2.20 (3H, s). WS (m/e): 350 (M, 100%)

AAIG 6

8-(1H-0I0ICHE-1-2)7-E2I 222 WL [1,2,4] E2I0HE 2 [4,3-a] T = A RI-1,4(2H,5H)-CI

AAIGH 401K D18 SEI SAS HHOZ 4-010|--2-222-5-LIERHEERZ22240|C
o OIDICIZE22E HH 1822 MZESC. 8= : 320C(2).

H-NMR (OMSO-ds) & 1.31 (1H, E2= s), 12.1 (1H, 225 s), 8.50 (H, s), 7.85 (1H,
s), 7.70 (1H, s), 7.40 (1H, s), 7.10 (1H, s). MS (m/e): 336 (M, 100%)

AAG 7

B-R2E2|L-7-EE2R2HY[1,2,4]E2I01E2[4,3-a] I & 2I-1,4( 2H,5H)-CI2

AN 40N JIS8 SED QAS HHOZ 4-0l0|L-2-222-5-L|ERHEELZ29210|C
o D2EZpIORSE HAl HEES MZE éru S ¢ > 300C.

H-NMR (OMSO-ds) & 13.0 (H, B2 s), 12.0 (22EZ s), 8.75 (M, s), 7.50 (1H, s),
3.70 (4H, m), 2.80 (4H, m), MS (m/e): 355 (M, 70%)

AAIG) 8

8-IIHeIC =-7-E2| 222 N [1,2,4] ECI01S 2 [4,3-a] = ArRI-1,4(2H,5H)-CI @

AAIGH 401K D18 SEI SAS HHOZ 4-010|--2-222-5-LIERHWEERZ22240|C
o MEZICCZ2LE HH 31822 MZESC. 85 : > 300C(25H).

1H—NMR (DMSO-dg) : & 13.0 (2H, BE2E s), 8.75 (1H, s), 7.50 (1H, s), 2.80 (4H, m), 1.65
(4H, m), 1.55 (2H, m).

26-14
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AAI0N 9
8-(4-HIE W Het&-1-& )-7-

AAIO 401K D=8t SEI KAS HHOZ
o -HELHANCZRH HH =S =2 8

Im
o
Ul
u
to
HU
2

1,2,4]ECI0tZ2[4,3-a] A =4el-1,4(2H,5H)-CI=
4-0t0|=-2-222-5-LIEZUXEZSF220/1E
& 1> 3007C.

"H-NIR (DMSO-ds) : & 13.0 (2H, E2E& s), 8.65 (MH, s), 7.50 (HH, s), 2.70 (4H, m), 2.45
(4H, m), 2.30 (3H, m).

A AI0N 10

a. 8-(2,4-ClHE-1H-oloIch
1,4(2H,5H)-CI2

AAI0 40N Dl=8E 2ED K 4-0t0|=-2-222-5-LIEZHXECSEF 220l E
ot 2,4-CIHNEOI0ILIEZRH M StE=SS MEstt. 88 > 300C.

MEA

-1-9)-7-ECERLZMHE[1,2, 4] ECIOIEZ [4,3-a] =48l

"H-NMR (DMSO-ds) : & 2.02 (s, 3H), 2.11 (s, 3H), 6.91 (s, 1H), 7.69 (s, 1), 8.44 (s,
1H), 12.15 (br.s, 1H), 13.15 (br.s, 1H). MS (m/e): 364 (M, 100%)

b. 8-(2,4-CIHE-1H-0I0ICIE-1-L)-7T-ECER2ENE[1,2,4]ECIOIEZ [4,3-a]lF =48l
1,4(2H,5H)-CI2 StoIE22 2201
Al

Of AAIN 10a0llA M=s Fcl BIIE 0CUHAM 1AIZH SOt 37% S&t &1 wbetstth, @&
OIEE O3St =2lAII2, OtME2=Z HESC. 2=222H MZESoIH =8t
tCH, & @ >275T(=261).

<

tol

i=

2

EzE2¢
22 +5

o o
o o

o &

"H-NMR (DMSO-ds) : & 2.30 (s, 3H), 2.34 (s, 3H), 7.59 (s, 1H), 7.87 (s, 1), 8.83 (s,
1H), 12.42 (s, 1H), 13.3 (s, 1H).

A0 11
E22Z2[1,2,4]ECI0EZ [4,3-a]F=&el-1,4(2H,5H)-CI=2
o

24 7 OHZAM0I2E S22 UMK E= XS MAStD=, AW 10M D=
BHOZ 5-EFLZ-2-LIEZOIEECZRH HM =S M Z&tC,

o

H-NWR (DMSO-ds) © & 13.0 (1H, s), 11.9 (1H, s), 8.3 (1H, dd), 7.2 (2H, m)
b. 8-ER22-7-LIER[1,2,4]E2I01E2 [4,3-a] 7= &2I-1,4(2H,5H)-CI2

LG EAHO5~97%) 15mI =2 8-EZE82Z[1,2,4]E2|0tE [4,3-a]A=42l-1,4(2H,5H)-CI=2
2.51g(~11.4mmo! ) 2l Er’—O”Oil A2 E 1.27g(12.6mmol )S JF&tCE. 25001|/\-| 302 S0t A= wbBtstC, Bt
S EESS 840 B0 =M SHE=2(2.09; 66%)= E2HMSZ N =S8t

1H—NMI:{ (DMSO-dg) : 8 13.2 (1H, s), 12.0 (1H, s), 8.5 (1H, d), 8.0 (1H, d)

8-(1H-010I1THE-1-2)-7-LIEZ[1,2,4]ECIOIEZ2[4,3-a] A =4 2l-1,4(2H,5H)-CI 2

22 NN-CIHEZE0I01E 10ml =9 8-Z2L2-7-LIER[1,2,4]ECI0IE2 [4,3-a]lA=24el-
1,4(2H,5H ) Cl2 0.59(~1.89mmol)2l S0 OI0ICHE(~5.9mmol) 0.492 DF@E} BtS éé‘%% 120C Ul A
2A2F S0 WBISICH, XB5H0 SZAIH EH SFE22 QLQLZA &=Sold, 018 210 &M wWEstd 1

StA |9|EP —r% 0.34g(58%), E&: >300C(=ZaH).
1H—NMR(DMSO—dG +D0:0) : 8 8.60 (1H, s), 7.97 (HH, s), 7.93 (1H, s), 7.45 (H, s), 7.15

(1H, s).

A0 12

7-LIEZ-8-EI22Z2|[1,2,4]EL2I0IEZ[4,3-a] A= 42l-1,4(2H,5H)-CI2

A0 110IA DJI&st LI SAIS gYHog 8-ER=2-7-LIEZ(T, 2 41E2|OIEZ[4,3-a]F
=afel-1,4(2H,5H)-Cl20 B2 EEQQE—‘?—E HH SEE2S MASCH 83 @ 230C(2061).

"H-NMR (OMSO-ds) : & 12.9 (HH, BE2& s), 12.0 (HH, EEE s), 8.45 (HH, s), 7.75 (HH,
s), 3.25 (4H, t), 2.80 (4H, t).

A0 13

8-(4-HE-1H-0l0ICH&E-1-L [1,2,4]ECIOtEZ2[4,3-a]F=4&2-1,4(2H,5H)-CI=2

AAIG T10IA D18 LHY SAE LHOZ -ER2-7-LIEZ([T, 2 4]1EC|0tEZ[4,3-a] A
=ael-1,4(2H,5H)-0I22 4-HEO0I0IGEZ22H EX g2 ME&U. 88 @ 365T(2H).

"H-NVR (OMSO-ds) @ & 12.8 (2H, EEE s), 8.70 (1H, s), 8.05 (1H, s), 8.0 (1H, s), 7.95
(2H, d), 7.8(2H, d), 7.4 (2H, t), 7.3 (1H, t).
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ALAIGI 14

8-R2Z2|-7-LIEZ[1,2,4] ECIOIEZ[4,3-a] A s 2atel-1,4(2H,5H)-CI 2

$9_§—7—u5§[ 2,4]1ECI0tE2[4,3-a] 3
= (

AW 110M D=8 ZEY RAIE HEZ 8-
=421-1,4(2H,5H)-Cl2)t LEZCZ2H EX &s2 MIst. 88 : 250°C (= ol ).

"H-NVR (DMSO-ds) : & 12.4 (2H, E2E s), 8.45 (1H, s), 7.75 (1H, s), 3.7 (4H, t), 2.95

AAIGH 15
8-(2-0| AT 2H—{H-0|0|CHB-1-2)-7-LIE2[1,2,4] ER| 0B 2[4,3-a] A = A 21-1,4(2H,5H)-C| 2

AAIGI 110IM IS8 2D QA 2802 g-B292-7-LIER[1,2,4]E2|0152(4,3-a] 3
=AMRI-1,4(2H,5H)-CI2 1 2-0/ AT 200 GEZSH TH SI82S MESIC. S5 : 240C(2).

"H-NWR (DMSO-d;) :
(1H, d), 2.65 (H, m), 1.10

ALAIGH 16

8-(2-n-T 2E-1H-0|0|+E-1-L)-7-LIER[1,2, 4] E2| Ot B 2 [4,3-a] Z = At 2I-1,4(2H,5H)-C| 2

AAIG T10IA D=8 LY |AIE LYoz 8-2222-7-UEZ[1,2, 4]EEIO £2[4,3-al#
=Sael-1,4(2H,5H)-0I22 2n-Z2ZO0I0ICEZ2H EN g2 ME&U. 88 @ 260C(2H).

& 12.75 (2H, E2E s), 8.55 (1H, s), 8.05 (1H, s), 7.20 (1H, d), 6.95
(6H. d).

"H-NUR (OMSO-ds) : & 13.3 (MH, s), 12.3 (1H, s), 8.50 (1H, s), 8.05 (1H, s), 7.25 (1H,
d), 7.00 (HH, d), 2.35 (2H, t), 1.55 (2H, q), 0.85 (3H, t).

A AU 17
8-(1H-HI=0|0ICtE-1-L)-7-LIEZ[1,2,4] ECIOIEZ [4,3-a] A =4&tel-1,4(2H,5H)-Cl &
ot HOZ 8-B222-7-LIEZ(1,2,4]E2/0152[4,3-2] 7
X8tCh. 8& > 300C(2aH).
1H—NMR (DMSO-ds) : & 12.7 (2H, B2E s), 8.70 (1H, s), 8.55 (1H, s), 8.15 (1H, s), 7.80
(1H, m), 7.30 (4H, m).
A A0l 18

a. 2,4-LEFE-5-LIEZHXECSR2201=

2,4-C1222-5-LIESRYXECZSF220/= 1000t SHEE 89.5g12 2&== SLI|0AN 2
FHS MECIH ZBHISZAA AXZAIZICH OI0A, 2=+ NN-CIHEZSO0t0IE 200mIE Jtotl), ==
= EA0H0l 150TOHA 2F 12412 S¢F JHEetC. = 300ml 2t OlE OLMIEIOIE 200mI € &2l & =0
UFQE}. goff SHS DJI SHALZ2E BA0I et 8, OlE OLAIEIOIEZ AASHL. gt R8I &3 &
= 100ml2t = 100mIZ 32 MFHotD, IEHLZ R4 FMUES2E HXIZAIZICH " WEs ¢
AZAIRICH. ZOtEh QUS ZYAIH BN sEes 629(70%) «=S8tCh.

H-NR (COCl3) = & 7.25 (t, 1H), 8.49 (t, 1H).
b. 4-0t0IL-2-EFRLZ-5-LIEZHITELEZ201E

24-CIERR2-5-LIERHZEZIZR2210/S 619(269mmol) S
g2= 500mlol HOLetCH. &oll Eg=2S A=20AM &M netotl, sttt #3d
ZAFH BN SEES 55.50(92%) =S8t 8& : 139-141TC.

H-NR (DMSO-ds) : 6 6.97 (d, 1H), 8.1 (br.s, 2H), 8.30 (d, 1H).

c. 8-(2-0IE-4-MIE-1H-0I0ICHE-
1,4(2H,5H)-CI2, clolEE22=22t0l=

A0 100IM JIs=8h S SAS H¥Hez 4-0l0lc E—EEQE—S—LIEE“JZEEEI%—?—QEPOI
Co 2-0IE-4-HEOIDITEZRE HEM o= M=ZEC. 838 : 281-283C.

HJH
ﬂIQ

)-7T-ECIZEZRQZME[1,2,4]ECIOIE2[4,3-a] A satel-

"H-NUR (OMSO-dg) : & 1.22 (t, 3H), 2.34 (s, 3H), 2.55-2.72 (m, 2H), 7.60 (s, MH), 7.89
(s, 1H), 8.81 (s, H), 12.48 (s, 1H), 13.28 (s, 1H).

AAICI 19

8-(2-n-Z2Z-1H-0I0IC+E-1-2)-7T-ECIZR 220 E[1,2,4]ECIOIEZ[4,3-a] A=&8El-
1,4(2H,5H)-CI2 StolE22=22101=

AAIO 100 Jl=8t Y- SAS HHOZ 4-0t0l.-2-ERE2-5-LIERHXIECIER2:2H0]
Cot 2n-Z2E0I0IHE2RE H2H eSS MIsC. 88 > 300C.
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"H-NR (OMSO-ds) : & 0.86 (t, 3H), 1.55-1.79 (m, 2H), 2.65 (t, 2H), 7.83 (d, H), 7.87
(s, MH), 7.91 (br.s, 1H), 8.82 (s, 1H), 12.44 (s, 1H), 13.30 (s, 1H).

A AI0I 20

8-(2-0|AZZ2Z-1H-0|0ICHE-1-2)-7T-ECIERZHE[1,2,4]ECIOZEZ [4,3-a] A= aEl-
1,4(2H,5H)-CI2

AAIG 40IM Dl= 3._ LHIU FAS LHHOZ 4-0t0|=-2-BEFLE2-5-LIEZHXZECIEF2:20]
o 2-0|AZZHOIDICIEZRH EN SE22 M=ESCH 8% @ 340C(=2dH).

"H-NWR (DMSO-ds) :
(1H, d), 2.55 (1H, m), 1.15
ALALGH 21

8- (4-DIZ-2-H 2 -1H-0I0I CHE-1-L )-7-ERI Z2 Q2 W [1,2,4] ERI0tE 2 [4,3-a] A = &t 2I-
1,4(2H,5H)-CI2 ato|S 222210/

AAIGI 1004l JI28 2B SAS LHO2 4-010|L-2-Z2Q2-5-L|ERHUEER|Z2 2240
Cot 4-HE-2-HLOI0IGER2E TR SIB2S RESIC. S& : 206C(2).

& 12.70 (2H, E2EZ s), 8.50 (HH, s), 7.70 (1H, s), 7.15 (HH, d), 6.95
(8H, d), 1.10 (3H, d).

"H-NWR (OMS0-dg) : & 2.43 (s, 3H), 7.4-7.6 (m, B5H), 7.77 (s, ), 7.80 (s, 1H), 8.92 (s,
1H), 12.41 (s, 1H), 13.28 (s, 1H).

AAICI 22
7-222-8-(2-02-4-0E-1H-010IC+E-1-2)[1,2,4] ECIOtZE 2 [4,3-a] A =& 2l-1,4(2H,5H)-C

2

HE2E R | HIIZAM 2eldts AE HelotD=, A0 180IA D=8t &Y KA gy
2 1,2,4-ECI222-5-LIEZHAY 2-0E-4-HEOIDILEZFH EM st&=2S M=ESC. 88 @ 273
275C(2H).

"H-NIR (OMS0-dg) : & 1.09 (t, 3H), 2.12 (s, 3H), 2.36 (a, 2H), 6.87 (br.s, 1H), 7.44 (s,
H), 8.49 (s, 1H).

AAION 23

a. 4-0l0I.2-ERLZ-5-LIEZHXLIEY
2,4-LIE2Q2-5-LIERYUXLIEZY 20g(108mmol)S 25% =452 2 & 200mI 0l Jtotd goil E&
== 2=20AM 90=2 M HEESS Uote 22A2IL, S0 A X2 HES2

8g(96%) £S&ICH. S& : 197-199C.

1

H-NWR (DMSO-ds) : & 6.90 (d, 1H), 8.27 (br.s, 2H), 8.62 (d, 1H).

b. 7-AlOFe-8-(1H-O0lDICIE-1-2)[1.2.4] E2| Ol E 2 [4,3-a] 7 = & 21-1,4(2H . 5H)-C| 2

SAIO 401 DS HBT SAE BHOR 4-010|2-BRQR-5-LIERMELISY D 00|
E29E EN S22 MESC. S8 : >300C

"H-NMR (DMSO-ds) & 7.18 (s, 1H), 7.62 (s, 1H), 7.69 (s, 1H), 8.09 (s, 1H), 8.67 (s,
fH), 12.25 (br.s, 1H), 13.20 (br.s, 1H). IR (KBr): 2233cm  (CN).

AACH 24

7-AlOt=-8-(2-0lE-4-0€-1H-0I0ICH&E-1-2!) [1,2, 4] ECIOtZE 2[4, 3-a] A = & &l-1,4(2H, 5H)-Cl
2 Ol0IEZEZ2H0IE
2 A0 1001 A JI st 2d
|

S-4-HI20I0ICE22H HH SES

=]

At

| =

o

'E-J i 4-010|
.88 > 270
"H-NWR (DMSO-ds) : & 1.25 (t, 3H), 2.37 (s, 3H), 2.7 (a, 2H), 7.70 (s, W), 7.91 (s, 1H),
8.88 (s, 1H), 12.50 (s, 1H), 13.3 (s, 1H).
ALAIO 25
a. 1-HIE=SAI-3-E22-6-(1H-010I1CHE-1-2)-7T-E2IEFILHE H
E=20(50ml, 96mmol) £ 20% EAZO 2HS A2 M P4 N,
O 1-HIIZ-6-(1H-0I0ICHE-1-L)-7T-ECIER2ZHE A 4 21-2,3(1H,
Ct. Zoll E8 =22 A20A &AM nBetd, EREALIES 169(1
Ch. 102 &, Yol E8=22 2 500ml0l 2HE=0. K 200m)E =&
0o ¢}

> 30

L-0-Z2Q2-5L|ERHELIEZ D 2-0|
c )

(24dH).

o
\_|

o

—EIWl%E%OPDI S 100ml
.1g(30mmo )2 gt

010 Of¥

O
[N
3
3
o

)2 EAAEN Ot
| DEHSHSIA Ot
| AZAIH Tt

fual)

ol ol

JME 0ot od
£ 11.09(87%) «=S8tCt.
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"H-NWR (DMSO-ds) : & 5.37 (s, 2H), 7.16 (s, 1H), 7.4-7.65 (m, 5H), 7.70 (s, ), 7.94 (s,
H), 8.15 (s, TH).

b. 1-HIE=ZAI-3-0t0| =2t Xl =-6-(1H-0I0ICHE-1-2)

2)-7-ECIERME A= E-2(1H)-=2
StOISetEl «=3t=(2.7ml, 55mmol)S 0COHIA I’LEFSPE'-I CISZZ20IE 100ml =2 1-HE=SAlI-
3-222-6-(1H-0l0ICHE-1-) 7 ECIERHERA=LE-2(1H)-= 5.99(14mmol )2l SHO ItEHCEH. 1Al
2t 2, Yol EFEs &Y, HXZAIIL, TAE 22 HOtst l}%, XA XotE 2N SEES
5.39(90%) ==<8&tLCt.

H-NR (OMSO-dg) : & 5.32 (s, 2H), 7.09 (s, 1H), 7.3-7.6 (m, 8H), 7.79 (s, 1H).
HIE S A-8-(1H-0I0ICHE-1-L)-1-EI LK A-7-ECIEZ22MHE [1,2,4]ECIOIEZ[4,3-a]l A=

. 5=
-2
F= HECSIOIEZFe 10ml 2 EIQEAA(1. Iml, 14mmol )2 EHES 0CHAN 2 1|
Ol==2 &2t 100ml 2t 2= N.N-CIHEXZSO00I= 25ml2te E= 2 1-HESA-3- oPOI‘:E}I
olgIctE-1-g)-7- EE,I SHEASHE-2(H)-2 2. 91g(7mmo|)°| wet S0 HOFEHCEH. ol
£ 0COlAM 2AI12 SOt WEtgt), Y AZAIZICH. O &ALE 2 100ml ol SEAIDILD, DX E
LLEBSZ ZF3tAIZ2l TS, OEC. HES22H ISt EX =SS 1.649(51%) =S8HCE.

rr

"H-NWR (OMS0-dg) : & 5.32 (s, 2H), 7.19 (s, 1H), 7.4-7.6 (m, 5H), 7.72 (s, 1H), 7.95 (s,
1H), 10.44 (s, 1H).

5-GLOIEEAI-8-(1H-0I0ICHE-1-2 )-1-El=SA-7T-ECIZE22MHE[1,2,4 |ECIOEZ[4,3-
)

=2 5-HIA=ZAI-8-(H-0I0ICHE-1-2 )-1-EI=2A-7T-ECIER 2N E[1,2,4] ERl
389(3mmo|) o EHE A20AM 202 = wgtotil, 2= 200ml 0
OlA =AAEAN Jtotd wEteEl =8E2 pHE 5 WAl 622 £F
Stol HEHM StetES 270mg(25%) =~S8tCt.

o 4

1H—NMR (OMSO-dg) : & 7.16 (s, 1H), 7.49 (s, 1H), 7.94 (s, 1H), 8.00 (s, 1H), 10.44 (s,

@

8-(1H-0IDICHZE-1-2)-1-El22A-7-ECIER2UE[1,2,4]ECIOIEZ] 4,3-a]lA=4E-

1H-0I0ICHB-1-L)-1-EIQ=2A-7-ECIZ222UE[1,2,4 |E2I0IE [4 -a] 7
|) 360mg(1.37mmol )2l 2ME 140°COIA 20AI2t St 1
2289 xmo EI:*EE[HIEFOE omrorm X otst
HAN SE2S 90mg(40%) =S8HCH. &&: >300C.

|Fﬂ
o
E
nc o
>
0Z T Jir

"H-NR (DMSO-ds) : 8 7.14 (s, 1H), 7.44 (s, 1H), 7.77 (s, 1H), 7.89 (s, 1H), 10.38 (s,
H), 12.4 (BEEE s, H), & 155 (I BEEE s, 1H).

(57) &9 g+

=78 1
UBKAI(])O] F=ARl BIBIE U ARHHOR 5EE = 0/9 o
X
1 NH
R \ (1)
N_ N
N'v o
2
R
AIIAMOIA, R 2 RS =9 sts XIBEK SAHLE 6HLE 0/AS] HY & G222 A8 O
78 C= MRS 000E, P22y, |u.1|a|c|u, OHAK ., El2R282L £ HX0|0|0ES
B0/, R YR =9 O otlts 24, G2, G- ZAl, S22, N0, ON £= CF0lD, X= 0 &
< solct
i-l?.sl' 2
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(2H,5H)-CI&; 7-

Mgl AAM, 7-(1H-0I0ICHE-1-2)-[1,2,4] ECIOIE 2 [4,3-a] A =4ael-1,4
1 5H) Clz; 8-E22-

(1H—OID|E}—’EE—1—%')—8—§EI FLZ0ME(1,2, 4]EEIO}’<§ [4,3-a]F=4&el-1,4(2H
7-(1H-0IDICHE-1-2)-[1,2,4] ECIOIZE2[4,3-a] A =& &l-1,4(2H,5H)-CI 2 8—( -0l & -1H-0I0I CH&-1-
o)-7-ECIZER22ME[1,2,4]ECIOtEZ[4,3-a] A=42l-1,4(2H,5H)-CI=; 8-(4-HE-1H-0I0ICHSE -1-
2d)-7-ECIEZZME[1,2,4]ECIOEZ-[4,3-a] A =&8-1,4(2H,5H)-CI2; 8-(1H-0IDICIE-1-)-7-E
IZE222MNE-[1,2,4]ECI0tE2[4,3-a]A=LE-1,4 (2H,5H)-CI2; 8-2E2E2|-7-ECIERZHE-
[1,2,4]ECIOtEZ[4,3-a] F=42l-1,4(2H,5H)-CI2; 8-HIHCICI--7-ECIER2HE-[1,2,4]E|0tE
2[4,3-a]lA=4a-1,4(2H,5H)-C12; 8-(4-HEMHAUN-1-2)-7-ECIERLZHE[1,2, 4]ECIOIER
[4,3-a] A =4&el-1,4(2H,5H)-CI2; 8-(2,4-CIHIE-1H-010ICtE-1-L)-7-ECIERZHE[1,2,4] ECIOtE
Z2[4,3-a]F=4&el-1,4(2H,5H)-CI2 St0IE2222t01S; 8-(1H-0I0ICHE-1-2)-7-LIEZ[1,2,4] ECIOIE
2[4,3-a]A=4el-1,4(2H,5H)-CI2; 7 LIEZ-8-EIR22ZC|[1,2,4]ERI0IEZ[4,3-a]l A=atel-
1,4(2H,5H)-CI2; 8-(4-H'E-1H-0I0ICHE-1-2)-7-LIEZ[1,2,4] ECIOIE 2 [4,3-a] A s & 8l-
1,4(2H,5H)-CI2; 8-Z2EZc|k-7- LIEEH 2,4 ]EEIO}KEM 3-a] A=4&8l-1,4(2H,5H)-CI=; 8-(2-01&
T2E-1H-0I0ICTHE-1-2)-7-LIEZ[1,2,4] ECI0IE 2 [4,3-a] A =& 8l-1,4(2H,5H)-CI 2; 8-(2-n-Z2E-
1H olgictE-1-2)-7-UuEez [1,2, 4]EE OLEZ[4, 3 alA=atel-1,4(2H,5H)-C12; 8-(1H-#=0l0ICtZS-1-
[
o)

a)-7-LIEZ[1,2,4]E IOP"EM 3-a] IE%*E' 1 4(2H 5H)-Cl2; 8-(2-0€-4-HE-1H-0l0ICtE-1-2 )~

7 EEIHEQEHIE 1,2,4 ]EEIO 2[4,3-a]F=4ael-1 4(2H,5H)—EIS olOIEZ2E222H0lE; 8-(2n-Z2

-1H-0I0I1CHE-1-Y)-7-E QEIHIE' [1 2,4]ECIOIE2[4,3-a] F=4&2l-1,4(2H,5H)-CI2 ol0I=2

:EEPOI‘: 8-(2- OI_).\_EE% 1H-010I1CHE-1-¢) CIERQZ20E[1,2,4]ECIOIEZ2[4,3-a] A =s4tel-
4-

E
2)-7-ECIEF 20 E [1,2,4]ECI0tE2[4,3-a]

-7-
1,4(2H,5H)-C1=2; (4-HE-2-HE-1H- OIDI[]’E< 1-
7-222-8-(2-0l2-4-HE-1H-010ICHE-1-2) [1,2,4] E2l

8-
=4gl-1,4(2H,5H)-CI2 oloIEZ2=22t0I1E;

OlZE2[4,3-a]lA=&e-1,4(2H,5H)-CI2; 7-Al0t=-8-(1H-0I0ICHE-1-2)[1,2, 4] ECIOEZ [4,3-a] A =4
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