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- EIO"%HI%, OilE' EIOLEEME, E-EIOIESENE, OIDIE"E'EHI , DIE- OIDIEP%%W%, e
-OI0ICHEENE, |’<' -0I0ICHEENE, |£O|DIE"3'EHI , OIE-=ALCIOt xa'D1I EEIOP%%‘HI%‘,
HE-ECIOIEENE, Z2E- EEIOP"E'HIE', Bl & - EEIO}"E'HIE', oelCigme EIOPXE'EHI ., ALO
CHE- EEIO}xa'Dﬂ%, CIIEOI0I=HE-ECIOIZEME, Ol0I<0lE- EEIO}"a' g, EIIHIE'OHJILOH
E-EC0IEENE, EIHI%OPDIiBFE‘-‘DﬂE' ECIOIEENE, N-OEmHetE EIO}xa' oEel
EI‘-'OHE' ECIOIEENE, THAXNENE-ECIOIZENE, DEEEI‘-'OHE' EEIO}"E'EHI , D1|E' HIEet

Z2HE, IelldiE, HE-T20LHE, OHS-TI2I0LHE, HsA- mamuuﬂa, NEEES]
YHSA-TRACLHEY, HltXEdHE, 222-T20UXLHE, L , metNEug, Asel
JOiE, OlASelHHE U AsaUHES EaEC

ROl IEXQ JIXI2S AOI-ME, SI0IS=AREY, SI0ISSANL-AOIZ2AANEY, TR0, o
SO0 HE-220tZ, LIECICEHZELUE, AOH-E, SLOI=SAIMHE-HE, HetEEME, CHE
-IctEEHE, HE-0ISAZENE, EIOIEEME, HE- EIOP"E'EHIE, GIE-EICIEEHE, HE-EIOt
Z20E, OI0IUEEUHE, HE- OIDIEP’CE'IHIE', HE-OI0ICHEENE, HE-OI0IUEEME, #X00|
CHEENE, HE-SACIOHEENE, ECIOIZSEUHE, HE-ECIOIEEHNHE, Z22-ECI0IEENE, H
Z-ECIOtEE0E, UecUEHE- EBIOFIE'IHIE, AOt=OIE-ECIOIEEHE, TIHEOOI=HE-E2IOt
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Z2HE, COEO0I-NE-ECIOIEEMHE, CIHEODNI =II2ELNE-ECIOIEENE, RE222LWE-
ECIOtEEHE, HE-HECEZZMHE, LCIULEHE, HE-L2ULUE, THE-LICIEHE, MSAl-
TICICIEHE, AOISZEZZUHSEA-LICICILHE, T2IGNEHE, 222-L2AUXNEHE, Dot
g, LXNEHE, A=ClEHE, OaF=clHdllE & AsacEEsS Tt

(_\

RO S3 JIX2S SHOISSARY, SISSAHZ-AS2AMHEY, NE2ACILI}HSLHLY, Ao
5 SIS EADlE- N, Do, NS N R e, ElolSRHE . e toSLuE, e
EIOISEHE, 0I0GSYHE, HE-00ICSEHE, 0IZ2-0/0ICHSLHE, HE-00ILSLHE, HE-
S2loE2HE, DelCLHE, HE-NCEHE, ONE-I2CLHE, HSA-L2CILHE, A0S
ooy SA-ICZHE, NelCNLHE, 222-T20XLHE, I0ltLHe, Ietlue,
AselLlE, OlAASeLHE 2 AsaLHES TEE.

Riol HIZ &S JIXI2S HEL-S2/0tEL NI 0I0

=2 20 e stgt=2 SH AME-SdiAs ofdl st=tAl 11AY stef=E, 019 & & Z2Ee 010

ﬂl

84 IIA

N—N
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N

00— (CHg)n— ng
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1o
H
>
o
o
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80
rr
$?
>
=}
iy
H
$?
=l
@
l
>
o
lu
H
ue
X
N
H
nc
S}
I

O R &2 Yool XMl ols HESHHNE Cre 22, Ot (Crp) 22, S22, AlOt:, SHOIESSAI0N
g, Cis Z2Al & Gy MOISELZ(Cis) L BAIE ZESICH. MEXO XM= OE, dE, HE, 22
Z, AMOt, CIOIESEAINE, HSEA ¥ SSIEZZHEAIE Ze

R0l =5 Jtxi22 stolc SIOIESAINE-AIOIZ 24, TIECICIEIEY, AMOLHY, SIOIES

ABIE-HY, TS, Elnﬂe'marxa', EIOIEE, HIE'EIO}xa', HIEEIOLEE, OI0ICHEE, BEO0I0
CHEE, OHE'OIDIEIE', HIZOI0ICHEE, OEECIOEE, meltle, HEueltye, UnE-ueltd,
HISAIICICIE, AOIZEZ2EZZHSA-LelCE, Li2ltXe, SZ20/elttXe, Teliitie, Ietie,
FAscle, OlAFselE & AsLeldsS Eeetlt.

= 20 e stet=2 JIEt AE-ScdiA= ofdl st=tAl 1B stef=E, 019 & & Z2Ee0IC0.

fl

2454 118

N—N
\
YI l >\R|
N
Z] ~ N
O—(CH,_ —Rr*

>

FIIAONAL,

0
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oz XE = U=, Cs €, Cay AOIZ2LE, Cyy MOISZ2LIAHYE, O, Csy dllHIZAIOIZ

S 70 0 BEXQ XSS HE, §E, 0AZ2E, 33-2<, 1 1-UHZIR2Y, HE-A0I22
D2™, AIZZ2RE, HE-A02E2L, AOIZZHE, HE-A0ISZHE, A0S, MOIZZER
HY, HE, IS0, WE-I2el0Y, DHaCY, 2282Y, 222, Ialdy, ¥,
Y, 222-El0d 2 ClZ0t0I-8 Zasic,

=700 U8 ST JUSS HEY, Y, 0ADZE, 32-92, HZ-A022L2L, A0I222E,
HE-AMOCISZRE, MOISZHE, HE-AOSZHE, A g, IEclte, HE-mZelll
g, HlmcItle, 2222, BE2Zele, di2le, FE, EilE &€ SZ=2-El0LEsS Z&sth.

>
o

119 Ol Cis 22, OFH(C6) 22, TalL(Cre)2Z, 22, AlOt:, AlIOH
L(Cre)22, SIOIESAIMNE, Crs L2BAl, Car AOISE2L2(Cis ) LS Al, CI(Cie) 2RO =(Crp ) L,

! 0 : HeltlY, D&t (Ce)Zd,
)g2s EESCH. EXQ XEHde G 22, 02 (G222, I
| o

57 AOI2 222 (Cr-

I
Ny
i
c
3
e
Y
=
iy
@
w0
I
E

OJ8 R &2 SE XM dsEe JX=S2 HE, g, -T2, g, OeltEnE, 222, Ao
L, ANOH=OIE, SIOISEAINE, HSAl, MOIZZZ2Z0HISAlI, CIHEOOILEHE, ot0l-0g, CIHE
Ol0I=0IE, CIIEO0I=3t2ELME, N-HIETHCY, TIScCEuE, TIHaXNLEHE ¢ LEE2Y
HEgs =Zgsttt

i
=
i

OE RPAMto] SR XEAC EXO JIXES K, Cn-ZE2m HE meltuie, 222, Ao
L AOILHE . SOICZAIME, MSEA, AOZ2D2THSAl, CIHLO0-HE, CIHL0D-0E,

CIHEOHI=JI2LHE ¥ 2E2ZCIEHE

o
I
0
o
o

RP9 =& JixI22 AIOI=HY, SI0ISSANE-HY, D245, OH-T4EY, HE-0ISASY, E
OLEE, HE-EIOtEE, OE-EIOLEE, OI0ITEE, HE-OIDIGEE, HE-OIOILGEE, HE-0I0ITUE
g, HXO0IDICHEE, HE-SAMCIOLEE, ECIOEE, UHE-ECIOEE, TZE-EC|0EE, HE-EC0t
£2, LCIUEHE-ECIOEE, AO-HE-ECIOHZEE, CNHEOOI-HE-ECIOIEE, OH0I=ME-EC
OtEg, CHECII-UE-ECIOIEE, CMHEONIIHELHE-ECIOIEE, N-HEIIH2ICIE-EclotS
g, MEcCICZ0E-ECIorEE, MHCNZNE-ECIOEE, D2 ZCILNE-ECIOEE, NE-HECS
g, Ieltld, HE-oeltld, CHE-maty, MSA-Leltle, AOZSZ2ZZEHSAI-Lelcle, meal
ChXd, E22-0elCXe, Telilitlie, ek, Ascld, 0aFsele & AsaelesS ZEEti).

EH JIXI22 AOI=HE, SIOIEEAHE-HYE, HctEE, CME-LDICEE, NE-0ISAEE, E
!, BIE-EIOIEE, OIE-EIOEE, OI0DIOEE, UE-0I0ITEE, OE-0I0ICHEE, HE-0I0ICHE
g, HIXO0I0ITHEE, HIE-SACIOLEE, ECIOEE, NE-ECIOtEE, T2 2-ECI0tEE, HE-E2/0t
£, LI2CEHE-ECIOIEE, AOI-OE-EcIOtEE, CIHEO0I=HE-ECIOtEE, CIHEODI <0l
S-Ec|0tEE, CIHEOCHII=IIEEHE-ECIOIEE, B22CLUE-ECIOIEE, NE-HEESE, Llal
Cle, OIE-meltle, CHE-mate, SA-Leltle, AIEZ2ZZZENSA-LeltY, meltie,
SZ2-TeltAlE, Tlelolte, mietkle, AAscle, 0AAscle ¥ AsaeldE LEEh.

R 2 dtg&st Jixls2 HME-EcI0EZ0IC0.

92-11



£2(3,4-alZ et

Al BlEtAl |IBO| BEISOl SR MEAELS 57| a18tAl 10O BES U RSO
2 0|Ct.
=Y
N—N
/ y\ 1
R
5 N
R® || l
~N
01
G
N R
ADIALOIAL,
R'S Al afstAl | O 501 Ol® Bt 2D,
0= AHOIZZT2H, AOIZ2EY, AII22HY E= A2 2sal 89 &D(0|1,
Re 24 €= peolD,
e 24 £= geolg
AD| SHSHAL |ICO HEH0], R'S XatstAl= HZOICH
HHZ &S UEHOIA, Q= EEEIH= AOIZ222E 29 &I|0IC
NEsiHls, Re £A0C
MetstHls, RS HIZO0ICH
2 goo| ME( =5l =X saee
3-H 2-6-(2-T2I L) M2 S AI-7,8,9, 10-HI E 2510l S 2—(7, 10-0I Et . )-1,2,4-E 2] Of
3,7-CIH 2-6-(2-T 21 ) M = Al-1,2,4-E2| 0t S 2 [4,3-b] W2 T+ & ;
-HY-6-(2-Ll2IY)HE=A-7,8,9,10-H ECISI0I E2-1,2,4-EC|0I=2[3,4-a] ZTE L&
7.8-CI0I2-3-H 2 -6-(2-T 2l 2 ) HE S Al-1,2,4-E2| 0t B2 [4,3-b] W2l CH A ;
7-0 2-3-H 2-6-(2-T 2| ) 2 R Al-1,2,4-E2| Ot B2 [4,3-b] WaICH A ;
7-01l -3~ 2 -6-(2-T 2| ) I 2 R Al-1,2,4-E2| Ot B2 [4,3-b] WaICH A ;

1019997000606

2 olgd= 019

|
’

7,86-HE-3-HE-6-(2-T2IZ)HE=SAI-7,8,9, 10-H EtoI0IE2-1,2,4-ERIOHEZ([3,4-a] ZEetE;

8-0I€-3,7-CIHZ-6-(2-LI2IZ)HE=SAI-1,2,4-ERI0IEZ2
HE-6-(2-IelZ)HESAI-7,8,9,10-H Ect5t0I =E2-(7, 10-HIEt =

3-H 2-6-(2-Tl2l 2 ) HE K AI-(7
8,68-CI 0l 2-3-H 2-6-(2-I 2/ &
3-H 2-7-(TI B2l S-1-2 ) -6- (T 2 E1-2-L B SAl)-1,2,4-E2/ Ot 5 2
3-H 2-7-(Tl 2| §l-4-2 )-6-(T
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[4,3-b]II2ICHA;
)-1,2,4-E2| 0t
3-HIY-5-(T 2l E-2-2L IS Al)-1,2,3a,4,7-BIELO} XFAFOI 2 2 BIEH o JLIZ EF 21
3-HIY-5-(Tl 2l E-2-2L IS Al)-1,2,3a,4,8-BIELO} XFALOI| 2 2 BIEH o JLIZ EF 2
8-l £ -3-H 2-6-(2-T 22 )L =S AI-7,8,9, 10-EHI ECISIOI E2-1,2,4-ER|0IE2
8-HIEtL)-1,2,4-ER|0IE2[4,3-b] T 2ICHA;
JHIE=2A1-7,8,9,10-EIECISI0I = 2-1,2,4-E2|0tE 23,
[4,3-blHl2ICHR;
|2lEl-2-LHEAl)-1,2,4-ER|0ERZ[4,3-b] T 2ICIR;
3-HIY-5-(Tl 2l E-2-2L B S Al)-6,7,8,9-EHI ECISI0I = 2-1,2,3a,4,8-BIELOL RFAIOI 2 2 BIEH a | L

[3,4-a] =

E2[3.4-al=E

&l

(L)

fet

Jul

l—al.

Il
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3-HE-5-(male-2-LH=Al)-6,7,8,9-H ECI50|=E2-1,2,3a,4, 7-H ELOL XL ALO| S 2 HIEL
7-HIE-3-HE-5-(Oleld-2-2 S Al)-6,7,8,9-H ECSI0|=E2-1,2,3a,4,7-H ELOFXFALO| 2

el

[a

3-HIZ-6-(Il2lE-2-LHSAl)-7-(EI2EI-2
3-HIZ-6-(Il2lg-2-LHSAl)-7-(EI2EI-3
3-HE-6-(2-mele)HE<sA-7,8,9, 10-H ECtS0IE2-(7,10-Z 21t )-1,2,4-E2|0tZE 2 [3,4-a| Z &t

)-1,2,4-EC|OtZ 2 [4,3-b]TI2ICHE;
)-1,2,4-E2|OtZZ[4,3-b]Hl2ICHE

(L)

ﬂ19 ﬂ19

|2 HEY-6-(2-LIcIZ)HE=A-7,8,9,10-HIELIGI0IE2-(7,10-0Et = )-1,2,4-E2|0IE 2 [3,4-
a]TECHA;
3-(3-OISAlHY-6-(2-LIcIY)HE=SAI-7,8,9, 10-HIEClol 01 = 2-(7,10-0lEt = )-1,2,4-ECIOIE 2 [3,4-
a]ZESHR;

(2-EF22)HY-6-(2-L2IY)HE=A-7,8,9, 10-EHIEtot0I =2-(7, 10-0lEt = )-1,2,4-ECI0IE2[3,4
—a] T EeE;

3-(3-mele)-6-(2-Iele)HE<=Al-7,8,9, 10-HIECISI0I E2-(7,10-0lEt = )-1,2,4-E 2|0} E 2 [3,4-a] =
S PN

A0 222 E-6-(2-LlcIY)HE=2AI-7,8,9,10-H ECIot0I =2-(7,10-0Et=)-1,2,4-E2I0IE2[3,4-
a]TEeHA;

6-[(6-0E)-2-LH2Id]HE=AI-3-HE-7,8,9, 10-HIE2IG0I E2-(7,10-0lEt)-1,2,4-E2| 0} 22 [3,4-
a]TEeHR;

6-[(3-0E)-2-H2Id]HEY=AI-3-HE-7,8,9,10-HIE2IG0I E2-(7,10-0lEt)-1,2,4-E 2|0} 22 [3,4-
a]TEeHR;

6-[(4-0E)-2-H2Id]HE=AI-3-HE-7,8,9, 10-HIE2IG0I E2-(7,10-0lEt)-1,2,4-E 2|0} 22 [3,4-
a]TEeHR;

6-[(5-0E)-2-H2Id]HE=2AI-3-HE-7,8,9, 10-HIE2IG0I E2-(7,10-0lEt)-1,2,4-E 2|0} 22 [3,4-
a]TEeHR;

-HY-6-(3-LclE)HE=A-7,8,9, 10-EIECIGIOI E2-(7,10-0Et=)-1,2,4-ECIOIE 2 [3,4-a] Z &2t &I ;
3-Hl -6-(4-T2I L) HE = AI-7,8,9, 10-HI E 24510 S 2-(7, 10-0Et i )-1,2,4-E2| Ol S 2 [3,4-a] T2 & ;
3-HY-6-[2-(1-HIE)OIDICIEE |HE = AI-7,8,9,10-HI E2tol0l =2-(7, 10-0lEt = )-1,2,4-ECI0IE2[3,4
—a]ZEeHAL

6-(3-AlOt-HY ) HE =S AI-3-HYEY-7,8,9,10-HIECISI0IE2-(7, 10-0Et - )-1,2,4-ECI0IE2[3,4-a] T E
ct&l;

6-[1-(3,5-CIHE)LIAEL |HE =S AI-3-HE-7,8,9, 10-HIE2GI0I=2-(7,10-0Et = )-1,2,4-ECI0IEZ2
[3,4-a]l=Z&etal;

6-[4-(2-HE)EIOIEE |HE=AI-3-HE-7,8,9, 10-H EClol0O|=E2-(7,10-0lEt = )-1,2,4-ECI0E2[3,4-
a]TEeHA;

FHY-6-(2-Asacid)HE=2A-7,8,9,10-HIELIG0I E2-(7,10-0lEt - )-1,2,4-E2I0tE2[3,4-a] T &
ct&l;

3-HY-6-(3-LcICHRIY)HE =2 Al-7,8,9, 10-HIEL2Io0| E2-(7,10-0lEt = )-1,2,4-E2I0tE 2 [3,4-a] T &
2t&l;

6-(1-8I 2 0|0ICHE-2-2 ) HIE = Al-3-HE-7,8,9, 10-H Ectot0I E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 (3, 4-
a]TEeHA;

-HY-6-(01AR=2-1-Y)HE=2AI-7,8,9,10-EHI ECISI0OIEZ2-(7,10-0Et=)-1,2,4-E2|0IE2[3,4-
a]TEeHA;

6-(1-0l 2 010ICHE-2-2 ) HIE = AI-3-HE-7,8,9,10-H Ectot0I E2-(7, 10-0lEt = )-1,2,4-E2I0IE 2 (3, 4-
a]TEeHA;

3-HL-6-(1-I2HE2 )WL =S A-7,8,9, 10-EI E2+5t0I S2-(7,10-0IEH e )-1,2,4-ERI Ot E 2 [3,4-a] T2}
I\_I

FHY-6-(N-LISeICILEIIBLY ) HNE =S AI-7,8,9,10-H ECIot0I =2-(7,10-0Et = )-1,2,4-E2I0t S 2 [3,4-
a]TEeHA;

6-[4-(3-HE) el HE=AI-3-HY-7,8,9, 10-H ECtol0O|=E2-(7, 10-0lEt-)-1,2,4-ECIOIE 2 [3,4-
a]ZEet&l,

-HE-6-(2-A=clE)HESAI-7,8,9, 10-HIECtSI0IE2-(7,10-0lEt=)-1,2,4-E2|OtE 2 [3,4-a| Z &}
6-(2-010ICHEZ ) HE S AI-3-HE-7,8,9, 10-H Ectot0I =E2-(7,10-0Et = )-1,2,4-ECIOtEZ[3,4-a] Z &
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>

6-[2-(5-0IE)EIOIEZ | HE S AI-3-HL-7,8,9, 10-HIEtol0l=2-(7,10-0lEt = )-1,2,4-ECIOIEZ[3,4-
a]ZTEeHE;

6-[2-(4-0IE)EIOIEZ | HE S AI-3-HL-7,8,9, 10-HIEtol0l=2-(7,10-0lEt = )-1,2,4-ECIOIE 2 [3,4-
a] ZERHRL

6-[2-(3,5-CIHE ) IcIZ ]HE =AI-3-HE-7,8,9, 10-HIE2toI0I E2-(7,10-0lEt = )-1,2,4-E2IOIEZ[3,4
—a] TERIE;

-HE-6-(2-IetXE)HMESAI-7,8,9, 10-HIECtSI0IE2-(7,10-0lEtc)-1,2,4-E2IOtZ 2 [3,4-a| Z &}

6-[2-(4,6- EIDHE')MIEI‘:']WIE'%/\I—S—THI%—K&Q,10—H|EB}8}OIE§—(7,10—01|Efi)—1,2,4—EEIOP—’£—§[3,4
1=

3-HE-6-(4-EIOtEL)HESAI-7,8,9, 10-HIECtSI0IE2-(7,10-0lEtc)-1,2,4-E2IOtZ 2 [3,4-a| Z &}

6-[2-(5, 6 IleE')lLIEI‘:']DHE'%/\I—S—THIE'—7,8,9,10—H|EBF8}OIE§—(7,10—01|Efi)—1,2,4—EEIOP—’£—§[3,4
1=

6-(4-HIE0I0ICHE-2-L)HE S AI-3-HE-7,8,9,10-HIE2IGI0I =2-(7,10-0lEt = )-1,2,4-E 2|0l EZ 3,4~
a] ZERHRL;

3-HY-6-(4-12I0ICIY)HE=2A-7,8,9, 10-HIE2to0I E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-a] &= &
ct&l;

6-[4-(2-0E)EIOIEZ |HE S AI-3-HIL-7,8,9, 10-HIEtol0l=2-(7,10-0lEt = )-1,2,4-ECIOIE 2 [3,4-
a] ZERHEAL

6-(6-22 20l 2ITHE-3-2 ) HE = AI-3-HE-7,8,9, 10-HIE2to0I E2-(7,10-0lEt = )-1,2,4-E 2|0t EZ[3,
4-a| TERLE

6-(2-010ICHEE ) HE = AI-3-(4-HIEH Y )-7,8,9,10-H E2tat0I E2-(7,10-0lEt - )-1,2,4-E2IOIEZ[3,4
—a] ZERIE;

6-(4-CIOIESEAHEHY )HE = AI-3-HY-7,8,9,10-HI E2tot0I E2-(7,10-0lEt - )-1,2,4-E2IOIEZ[3,4
—a] ZERIE;

6-(4-0l0IEEAEY)=2AI-3-HYE-7,8,9,10-HIE2IGI0IE2-(7, 10-0lEt - )-1,2,4-ECI0IEZ[3,4-a] =&

e
6-(4-CtOISSAIHEAOIZZHA )HE SA-3-HE-7,8,9, 10-H Ectot0I E2-(7,10-0lEt = )-1,2,4-E2]
OlEZ[3,4-a]ZEetd;

6-

(3-OlOIESESAIHEHY)HESAI-3-HE-7,8,9,10-H E2IGI0I=2-(7, 10-0lEt = )-1,2,4-ECI0IEZ[3,4
—a] ZELAL,
6-(1-0E-1,2,4-EC2I0IE-3-2 )HE = AI-3-HIY-7,8,9, 10-H Ectol0| =2-(7,10-0Et = )-1,2,4-E 2| O}
E2([3,4-a] T2t
6-(2-0E-1,2,4-E2I0IE-3-2 ) HE = AI-3-HIY-7,8,9, 10-H Ectol0| =E2-(7,10-0lEt = )-1,2,4-E 2| O}
E2([3,4-a] T2t
3-HY-6-(3-AI0I2ZZ2ZHE SAI-2-LI2IZ)HE SAI-7,8,9, 10-HIEClot0l=2~(7, 10-0lEt = ) -
1,2,4-EC|0IE2[3,4-a] = &eti

-HY-6-(3-0ISAl-2-LI2IZ)HE=SAI-7,8,9, 10-HIE2IGI0I =2-(7,10-0lEt = )-1,2,4-ECI0IEZ[3,4-
|ZEeLE;

6-oigmele-2-2)HE =S AI-3-HE-1,2,4-ECI0IEZ[3,4-a| ZE &
1-HIE-1H-1,2,4-E2|0tZS-3-2 U S Al)-3,7-CIH Z-1,2,4-E2|0tEZ[4,3-b] T 2| Ct &
6-(2-0lE-2H-1,2,4-E2|0tZE-3-2 U S Al)-3,7-CIH Z-1,2,4-ECIOtEZ[4,3-b] T 2| Ct & ;
3. 7-CIHE-6-(2H-1,2,4-E2I0tE-3-2 NS Al)-1,2,4-ECI0tE2[4,3-b] LI 2ICtE;
6-(2-OlE-2H-H E2tE-5-LHSEAl)-3,7-CIHE-1,2,4-EC|0tZZ [4,3-b] Tl 2IC+E;

3, 7-CIHE-6-(2-Z2E-2H-1,2,4-E2|0tZ-3-LHEAl)-1,2,4-EC| 0t &2 [4,3-b] T 2| C+ X ;
3,7-CIHE-6-(1-Z2E-1H-1,2,4-E2| 0t Z-3-LHEAl)-1,2,4-EC|0t &2 [4,3-b] T 2| T+ Xl ;
6-(1-0lE-1H-0I0ICtE-4-L HI S Al)-3,7-CIHE-1,2,4-EC|OtZZ [4,3-b] Tl 2IC}+E;
6-(3-0IE-3H-0I0ICtE-4-L HI S Al)-3,7-CIHE-1,2,4-EC|0tZZ [4,3-b] Tl 2I T+ ;
6-(4-0lE-4H-1,2,4-E2|0tZ-3-2 HISAl)-3,7-CIH Z-1,2,4-ECIOtEZ[4,3-b] T 2| Ct & ;
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—(
—(

92-14



1019997000606

-(5-0IE-2H-1,2,4-E2| 0t E-3-2 NS Al)-3,7-CIHIZ-1,2,4-E2I0}EZ [4,3-b] Ll 2| CtE;
-(3-0IE€-3H-1,2,3-E2|0tE-4-L NS AI)-3,7-CIHIZ-1,2,4-E2I0tEZ [4,3-b] Ll 2| CtE;
-(4-HISAIHE)-6-(1-HIE-1H-1,2,4-EC|0tZ-3-LH S Al)-7-HE-1,2,4-EC|0tZ2[4,3-b] Ll 2| Ct X ;
HEmelg-2-d S Al-3-HE-7-(LlH 2l g-1-2)-1,2,4-E2|0tZZ [4,3-b] Tl 2| T+ ;

22 Eel-4-2)-3-HE-6-(Lele-2-LoSAl)-1,2,4-ECI0tZZ [4,3-b] T 2IC+&Al;
3-HIE-7-(1l2lEl-3-2)-6-(melg-2-d S Al)-1,2,4-Ec|0tE 2 [4,3-b] L 2| Tt &l ;
8-0IE-6-(2-02-2H-1,2,4-E2I0tZ-3-2 IS Al)-3,7-CIH E-1,2,4-ECI0tZZ [4,3-b] T 2| C+&l;
6-(1-HIE-1H-1,2,4-ECI0IE-3-L IS Al )-7-(LEE8-4-2)-3-H Z-1,2,4-E2I0tEZ [4,3-b] Tl 2| T+

,\,\,\,\,\

’

6-(2-HIE-2H-1,2,4-EC|0t&E-3-L IS Al )-7-(22E2-4-9)-3-HE-1,2,4-EC|0t&E2[4,3-b] T 2| Tt XI;
7-MOI 223 A-6-(2-HE-2H-1,2,4-EC|0tE-3-L U S Al)-3-H E-1,2,4-ECI0tZZ [4,3-b] T I CHE!;
7-MOI 223 A -6-(1-HE-1H-1,2,4-EC|0tZ-3-L U S Al)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T 2I CHE!;
7-ANOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-L HSAl)-3-H EZ-1,2,4-ECI0tZZ [4,3-b] T I CHEL;

8-HIE-6-(1-0IE2-1H-1,2,4-E2I0tZ-3-L NS Al)-3,7-CIH E-1,2,4-ECI0tZZ [4,3-b] T 2I C+&l;
7-MOI222E-6-(1-HE-1H-1,2,4-ECI0tZ-3-L H S Al)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T 2| CHEL;
7-32-2E-6-(2-HI2-2H-1,2,4-E2| 0t ZS-3-L NS Al )-3-H E-1,2,4-E2I0tS2[4,3-b] Tl 2| Tt & ;
7-MNOI222E-6-(2-HE-2H-1,2,4-EC|0tE-3-L HSAl)-3-HEZ-1,2,4-ECI0tZZ [4,3-b] T 2 CHEL;
7-0l€-6-(2-0lE€-2H-1,2,4-E2| O} B-3-L NS Al)-3-HIE-1,2,4-E2I0tEZ [4,3-b] LI T+ ;
7-38-F2-6-(1-012-1H-1,2,4-E2| 0t Z-3-L NI S Al )-3-HE-1,2,4-ECI0tZZ [4,3-b] T 2| C+&l;
7-0l€-6-(1-BIE-1H-1,2,4-E2| O} B-3-L NS Al)-3-HIE-1,2,4-E2I0tEZ [4,3-b] LI Tt ;
7-0lE-6-(2-0lE€-2H-1,2,4-E2| O} B-3-L NS Al)-3-HIE-1,2,4-E2I0tEZ [4,3-b] L 2| T+ ;

7-(1-HEAMOIZ222E )-6-(2-UH€-2H-1,2,4-E2| 0t E-3-2H S Al )-3-HE-1,2,4-ECI0IEZ[4,3-b] Ll 2l
CH&L;

7-0lE-6-(1-0IE-1H-1,2,4-E2| O} B-3-L NS Al)-3-HIE-1,2,4-E2I0tEZ [4,3-b] LI T+ ;
7-MOI22RE-3-HE-6-(2H-1,2,4-E2|0tZ-3-LHSAl)-1,2,4-EC|0tEZ[4,3-b] T 2I C+X;
7-AMOI2Z2HE-6-(Tl 2| e -2-LH S Al)-3-(EI2E-2-2)-1,2,4-EC| 0t &2 [4,3-b] Tl 2| Tt X ;

7-MOI22HE-3-(2,4-LIERZRHY )-6-(1-HE-1H-1,2,4-EC|0tE-3-L U S Al )-1,2,4-E2|0IEZ[4,3
-blo2ICtE;

7-MOI22HE-6-(1-HE-1H-1,2,4-E2|0tE-3-2 NS Al )-3-(E| M -2-2)-1,2 4-Ec|0tEZ [4,3-b] Il
el CHE

7-AMOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-3-(E|2H-2-2)-1,2 4-Ec|0tEZ [4,3-b] Il
2l CHEL

7-MOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-3- (T2l & -4-2)-1,2,4-EC| 0t E 2 [4,3-b] Il
el CHE

7-AOI22HE-3-(2-E2R22HZ)-6-(1-HE-1H-1,2,4-E2|0tZ-3-L U SAl)-1,2,4-ECI0tEZ[4,3-
blmlelCtEl;

7-AOI22HE-3-(2-E2R22HZ)-6-(2-HE-2H-1,2,4-E2|0tZB-3-LHISAl)-1,2,4-ECI0tEZ[4,3-
blmlelCtEl;

7-MOI2RHE-3-(2-ERZRHY )-6-(LlcIH-2-LHSAl)-1,2,4-E2I0tZ 2 [4,3-b] LI 2| CHEI;

7-MOI22HE-3-(2,4-LIERZRHY )-6-(2-HE-2H-1,2,4-EC|0tE-3-L U S Al )-1,2,4-ER|0IEZ[4,3
-blI2lCtE;

7-AMOI22HE-3-1
8-

El
7-AIOI 22 H E -
CH&L;

7-AMOI22HE-3-HE-6-(2H-1,2,4-E2I0tE-3-L U S Al)-1,2,4-ECI0tEZ [4,3-b] T I CHEL;
3-(4-HEH L )-7-HE-6-(L 2l E-2-2 U SAl)-1,2,4-ECI0tZ 2 [4,3-b] LI Tt ;
3-(4-HEHL)-6-(-HE LI E-2-LUSAl)-7-HE-1,2,4-E2I 0t Z2[4,3-b] L 2I T+
6-(1-0lE-1H-0I0I Tt ZB-2-L NS Al )-3-(4-HIEH L )-7-HE-1,2,4-E2I0tZ2[4,3-b] Ll 2ICt X ;
3-HE-6-(male-2-LHSEA)-7-(EIR2=2E8-4-2)-1,2,4-EC|0tEZ[4,3-b] T 2I T+

ﬂJ

Yﬂ

d-6-(I2le-2-2HSAl)-1,2,4-EC|0tE2[4,3-b] Tl 2| T+ ;
|2-6-(2-0l€-2H-1,2,4-E2I0tE-3-2 NS Al)-3-HE-1,2,4-EC|0tE 2 [4,3-b] Il 2]

2 =
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6-[2-(4-BIEEIOE-5-L) NS AI]-3,7-CIH Z-1,2,4-ECI0tZZ [4,3-b] T 2 CHE!;
(£)-7-(2-HEmSclg-1-2)-3-HE2-6- (L2l -2-2UHSAl)-1,2,4-E2I0tZ2[4,3-b] Tl 2| T+
6-(1-HIE-1H-1,2,4-ECI0tE-3-L U S Al )-3-HE-7-(Ll2lg-4-2)-1,2,4-ECI0tS2[4,3-b] Tl 2l T+ ;
7-MOI22HE-6-(1-HE-1H-1,2,4-EC|0tZ-3-L HSAl)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
7-0lAZ2E-6-(1-HE-1H-1,2,4-E2I0tE-3-L H S Al )-3-H Z-1,2,4-E2I0tZZ [4,3-b] T 2I T+ ;
-AMOI22E2E-6-(1-UHE-1H-1,2,4-EC|0tE-3-L U S Al)-7-HE-1,2,4-E2I0tEZ [4,3-b] Tl 2| C+A;
-(2-ER2Z2HYE)-6-(2-HE-2H-1,2,4-EC|0tE-3-L U S Al)-7-HE-1,2,4-ECI0tEZ[4,3-b] LI T+
-(2-ER2Z2HYE)-6-(1-HE-1H-1,2,4-EC|0tE-3-L U S Al)-7-HE-1,2,4-ECI0tE 2 [4,3-b] LI C+A;
(1-0IE2-1H-1,2,4-E2/ 0t Z-3-2 NI S Al)-7-H £-3-(E| QE-2-2)-1,2,4-E2|0 4,3-b]Il2ICtal;
(1-0IE2-1H-1,2,4-E2I 0t Z-3-2 NI S Al)-7-H £-3- (Ll 2l €-3-2)-1,2,4-E2/0 4,3-b]Il2ICtAl;
HE-2H-1,2,4-EC|0tE-3-LHIS Al )-7-H E-3-(EI 2 #-2-2)-1,2,4-E2/0 4,3-b]Il2ICtAl;
)
=S
)-7

=S

)- ;
| )- P
|€-2H-1,2,4-E2|0tE-3-L NS Al)-7-H Z-3- (Tl 2l &-3-2)-1,2,4-E2| 0t 4,3-b]Il2ICtAl;

1,

)=

t

=2

=
(2- 2|
(2- 2|

=)

(
(
(5
7-HE

-3-2)-6-(1-HI€-1H-1,2,4-EC| Ot Z-3-L U SAl)-7-HE-1,2,4-ECIOtZ=Z[4,3-b] T 2| CI&;
1,2,4-E2|0tZS2[4,3-blOl2ICtE;

I
r

El_
=
El_

—_

H-1,2,4-E2|0tZ-3-L NS Al)-7-H £-3-(El 2 BI-2-2

6-
6_
6_
6_
3_
6- 1
6- £-1,2,4-2 AICIOHE-3-2 S Al)-3,7-CIHE-1,2,4-EC|0tE 2 [4,3-b] 2| CHE;
-3-(ElE-2-2)-6-(2H-1,2,4-EC|0tE-3-L U S Al)-1,2,4-ECI0tZ 2 [4,3-b] T 2I T+ ;
)-6-(1-0IE-1H-1,2,4-EC|0tE-3-L IS Al )-7-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2I CtE;
-1,2,4-E2|0t&-3-2 IS Al)-3-HE-7-(EIQH-3-2)-1,2,4-EC|0t&EZ[4,3-b] T 2I C+X;
-1,2,4-EC|0t&-3-L IS Al)-7-(EI2H-3-2)-1,2,4-E2|0tZ 2 [4,3-b] Tl 2| C+H&I;
-(EI2®-3-2)-6-(2H-1,2,4-EC|0tE-3-L NS Al)-1,2,4-ECIOtZZ[4,3-b] T 2I T+ ;
1,2,4-E2|0tEB-3-LHSEAl)-3-HE-7-(E|QH-2-2)-1,2,4-E2|0tZZ[4,3-b] Ll 2| CtEl;
-1,2,4-E2|0t&-3-2 IS Al)-3-HE-7-(EIQE-2-2)-1,2,4-EC|0tEZ[4,3-b] T 2I T+ &5
)-6-(2-0I€-2H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2ICtE;
)-6-(1-0IE-1H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2ICtA;
6-(3-HIE-1,2,4-SACIOtB-5-L NS AI)-3,7-CIHIE-1,2,4-E2I0tEZ [4,3-b] Tl 2| T+ ;
3-(4-E2L2HYE)-6-(1-HE-1H-1,2,4-E2| 0} E-3-L NS Al )-7-HE-1,2,4-ECI0tEZ [4,3-b] LI T+ ;
3, 7-CIHE-6-(2H-1,2,3-E2I0tZ-4-2 NS Al)-1,2,4-ECI0tZ2[4,3-b] Ll 2ICt X ;
3, 7-CIHE-6-(TctEl-2-L IS Al)-1,2,4-ECI0tEZ [4,3-b] Tl 2| CHE;

3-(4-HIEH E)-6-(1-HE-1H-1,2,4-ECI0tZ-3-L U SAl)-7-H Z-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
6-(4-BIEEIOtE-2-L IS Al)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b] LIt ;
6-(5-BIEEIOtE-2-L IS Al)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b] LIt ;
3, 7-CIHE-6-(TcIDIE-4-L IS Al)-1,2,4-ECI0tEZ [4,3-b] T 2ICHEL;
3,7-CIHE-6-(T 2l X -3-L S Al)-1,2,4-EC|0tE -b]Il2ICHEL;

(

(4,
6-(1-HE-1H-1,2,4-E2I0IE-3-LUSA)-7-(LEZ2/-4-2)-3-(EIQH-2-2)-1,2,4-EC|0EZ[4,3-
blmlelCtEl;

3, 7-CIHE-6-(EIOtE-4-L IS Al)-1,2,4-ECI0tEZ[4,3-b] Tl 2| CHE;
6-(5-HIE 0l AE-3-L IS Al)-3,7-CIHIE-1,2,4-E2I0tZ2[4,3-b] Ll 2ICtE;

3-(3-E222HEY)-6-(1-HE-1H-1,2,4-E2|0IE-3-LHSEA)-7T- (22 E8-4-2)-1,2,4-EC|0IEZ[4,3-
blolelCtEl;

3, 7-CIHE-6-(TcIDIE-2-L S Al)-1,2,4-ECI0tE 2 [4,3-b] T 2ICHEL;
6-(2-HIE-2H-1,2,3-EC|0t&-4-L IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I C+E;

7-(1-HEAMOI22EE)-6-(1-UHE-1H-1,2,4-E2I 0l E-3-LH S Al )-3-HE-1,2,4-ECI0tE2[4,3-b] 1l el
CH&L;

"
i
“:’
ne

-1
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m@ m@ ‘“ m@ m@

-2H-
-1H

T
i
T

40

m

NS
o

e

-(2-HIE-2H-1,2,4-E2|0tZE-3-2H S Al)-3-HE-1,2,4-ECI0tE2[4,3-b] Ll 2ICt X ;
-(2-E222HY)-6-(1-HE-1H-1,2,4-EC|0tZ-3-L U SAl)-1,2,4-ECIOtZ 2 [4,3-b] Tl 2

7
(=}
I
mm Hu
El
A 03

7-AHOI 22 HE-3-(4-HEAMHYE )-6-(2-0E-2H-1,2,4-ECI Ot E-3-L N S Al )-1,2,4-E2|0tZZ[4,3-b] Tl

92-16



1019997000606

2l CH&L

7-(1-UHIE A0 22 HE ) -6-(1-UHE-1H-1,2,4-E2|0IE-3-LH S Al)-3-HE-1,2,4-ECI0tEZ[4,3-b] 1l el
CH&L;

7-(1-BlE A0l 228 E )-6-(2-01E-2H-1,2,4-E2| 0} E-3-L IS Al)-3-H Z-1,2,4-ECI0t £ 2[4, 3-b] T 2|
CHal;

-ANO| 22 HE-3-(Fa&t-2-2)-6-(2-HE-2H-1,2,4-E2I0tE-3-2 U SAl)-1,2,4-E2|0tZ=Z [4,3-b] Tl 2|
P

(L)

AO| 22 HIE-3-(Fe-2-2)-6-(1-HlE-1H-1,2,4-E2| 0t Z-3-L U S Al )-1,2,4-EC|0tEZ [4,3-b] Tl 2]
x| -

,7-CIHE-1,2,4-ECI0tE 2 [4,3-b]II2ICHE-6-2 SAIHE)-1,2,4-EC| Ot E-1-LOMELIEEY;
-HEAOIZ22E28)-6-(2-HE-2H-1,2,4-ECI0tE-3-LHSAl)-3-HIEZ-1,2,4-ECI0tE2[4,3-b] Tl

|
==

gA0IZ22E2H)-6-(1-HE-1H-1,2,4-E2/0tZ-3-L H S Al)-3-HE-1,2,4-ECI0tZ =2 [4,3-b] I

QZHE)-6-(1-0E-1H-1,2,4-EC|0tZ-3-L U SAl)-7-HE-1,2,4-EC|0tZZ [4,3-b] T 2IC+El;
-HEAOIS2HE)-6-(3-HEmale-2-LHSAl)-3-HE-1,2,4-ECI0tEZ[4,3-b] LI CHE;

-(1-H€-1H-1,2,3-E2I0tE-4-L N = Al )-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] Tl 2ICtZXI;
-HEEIQE-2-2)-6-(1-HIE-1H-1,2,4-ECIOtZ-3-L NS Al)-7-HE-1,2,4-EC|0tEZ [4,3-b] Tl 2

L
¢
it
m

[3-(3,7- EIIHI‘—' 1,2,4-EC|0tE2(4,3-b]Tl2ICHE-6-LSAINE)-1,2,4-E/0tZ-1-L ]-N,N-CIH € OF
E

3, 7-CIHY-6-[1-(Teld-2-2HE)-1H-1,2,4-ECI 0t E-3-L U EAl]-1,2,4-ECI0tEZ[4,3-b] Tl 2| Ct & ;
6-(1-B1&-1H-1,2,4-E2|0tZS-3-2 IS Al)-3,7-CIH Z-1,2,4-ECIOtEZ[4,3-b] T 2| Ct & ;
2-[5-(3,7-CIHE-1,2,4-EC|OIEZ[4,3-b] T 2I Tt -6-L S AIHIE )-1,2,4-E2| 0t E-1-2L ] OL NI EOIDI &

N-[2-[3-(3,7-CIHIE-1,2,4-EC2I0tEZ[4,3-b]HI2ICIX-6-L S AIHE )-1,2,4-ECI0tE-1-L ]I E ]-N,N-
CIBIE 0el;

3, 7-CIHE-6-(TIcIDIE-5-L IS Al)-1,2,4-ECI0tEZ [4,3-b] LI 2ICHE!;

6-[1-(2-(2222-4-2)-0E)-1H-1,2,4-EC|0tE-3-L U SAI]-3,7-CIHE-1,2,4-EC|0tEZ [4,3-b] T
el CHE

6-(2-HIE-2H-1,2,4-EC|0tE-3-L U SAl)-3-HE-7-(T Sale-1-2)-1,2,4-EC| 0t &£ 2 [4,3-b] T 2| C+ Xl ;

7-(5-SEREIQH-2-2)-6-(2-0IE-2H-1,2,4-E2|0tE-3-L H S Al )-3-HE-1,2,4-E2|0tEZ [4,3-b] Il
el CHE

7-(5-2EREIQH-2-2)-6-(1-0IE-1H-1,2,4-E2| 0t Z-3-L H S Al )-3-HE-1,2,4-E2|0tZZ [4,3-b] Il
el CHE

6-(1H-HIZ0|0ICHE-2-L U S A)-3-(2,4-CLIZFLZ2H L )-7-(1-HE MO S22 HE )-1,2,4-E2I0tEZ[4,3-
blmlelCtEl;

3-(Fe-3-4)-6-(2-Il2lZ)HE S AI-7,8,9,10-HIECIGI0I1 =E2-1,2,4-EC2I0tEZ[3,4-a]| Z et ;
7-MOI2E2ERE-3-HE-6-(E22-2-01E=SAl)-1,2,4-ECI0tZZ[4,3-b]TI2ICHE;

(7-AOI2 22 E-3-HE-1,2,4-ECI0tE2[4,3-b] I 2| CtX-6-L S Al OMELIEY;

N-[4-(7-MOI 22 R E-3-HE-1,2,4-ECI0tZ2[4,3-b]) T2l THE-6-L A ) R E-2-01 L ]-N N-CIH E 0t ! ;
2—[3—(3,7—E|fﬂl'é'—1,2,4—EBIO}3§§[4,3—b]EI elCtE-6-LSAINE)-1,2,4-E2I0tS-1-L NI E 0t2;
%LZ(TEITHIE'—G—H—(Z—(HI%BIE|—1—%')01|EE!)—1H—1,2,4—EBIOP—§——3—°E'U1|§/\I]—1,2,4—EBIOF—’EE§[4,3—b]EI el

6-[1-(1-0IE Ll H 2| S -4-2)-1H-1,2,4-E2I0IE-3-L H S Al ]-3,7-CIH E-1,2,4-ECI0tEZ [4,3-b] Ul 2| Ct
&

7-CIHY-6-[1-(2- (DI H 2t X -1-L )l & )-1H-1,2,4-ECI Ot E-3-L U S Al]-1,2,4-EC|0tEZ [4,3-b] Tl 2|
X

FELS

(1-HIE A0l 2 2HE )-6-(2-HI2-2H-1,2,4-ECI0IE-3-2L IS A)-3-(2,4-LIZER22MH L )-1,2,4-E2|
tE2([4,3-b]OlcICtAL;
(

MOI2ZEE-1-0Y)-6-(2-UHE-2H-1,2,4-E2I0IE-3-LHS Al )-3-HE-1,2,4-ECIOIEZ[4,3-b] 1l
|CHEL;

3,
C
7=
Ot
7
2
7-(ER-3-2)-6-(1-H - 1H-1,2,4-E2/ 0t 5-3-LH S A)-3-HI=-1,2,4-E2| 0HE 2 [4,3-b] T 2/ CHE
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N N-CIOIE-N-[6-(1-DIE-1H-1,2,4-E2|0tZ-3-LHS Al )-3-HE-1,2,4-EC|0tE 2 [4,3-b] Tl 2| CHEI-7-
a1otel;
7-(1-HEA0I22HE )-6-(1-HIE-1H-1,2,4-ECI0IE-3-2 U S Al )-3-(2,4-LIZE2LZ2H L )-1,2,4-E2|

OFE2[4,3-bluleICHA;
7-(1,1-ClHEZ=22)-6-(1-HE-1H-1,2,4-ECI 0l E-3-LH S Al )-3-HI L-1,2,4-E 2|0t E 2 [4,3-b] Tl 2| C}
&l

6-(2-0IE-2H-1,2,4-ECI0IE-3-LHEA )-3-(4-EFLL2MH Y )-7-(EIQH-3-2)-1,2,4-E2I0IEZ2[4,3-
bl 2ICHA

6-(1-HIE-1H-1,2,4-E2I0IE-3-LHS A )-3-(4-EFL2H Y )-7-(EIQEH-3-2)-1,2,4-E2|0IE 2[4, 3-
bl Il 2ICHE
6-(2-0IE-2H-1,2,4-EC|0IE-3-LHEA )-3-(2-EFLL2H Y )-7-(EIQH-3-2)-1,2,4-E2I0IEZ2[4,3-
blIl2ICHA

F(2-ERZHY)-7-(1-HE A0 222 )-6-(2-UHE-2H-1,2,4-ECI0IE-3-LHS Al )-1,2,4-E2I0IEZ
[4,3-blUI2ICIE;

F(2-ERQZHY)-7-(1-HE A0 222 E)-6-(1-HE-1H-1,2,4-ECI0IE-3-LHS Al )-1,2,4-E2I0IEZ
[4,3-b]IlelCHA

6-(1-HIE-1H-1,2,4-E2I0IE-3-LHS Al )-3-(2-EF L2 H Y )-7-(EIQH-3-2)-1,2,4-E2|0IE 2[4, 3-
blIl2ICHA

8-HIE-7-(1-HIE A0 222 E)-6-(1-HE-1H-1,2,4-E2| 0l E-3-L HE Al )-3-HE-1,2,4-E2I0IE 2[4, 3-
blIl2ICHA

8-HIE-7-(1-HIE A0 228 € )-6-(2-HE-2H-1,2,4-E2| 0l E-3-L HE Al )-3-HE-1,2,4-E2I0IE 2[4, 3-
blIl2ICHA

6-(1-0IE-1H-1,2,4-E2|0IE-3-LH S Al )-3-HL-7-(L Sl H-1-2)-1,2,4-ECI0tEZ [4,3-b] LI 2ICI X ;
7T-AOI 222 E-8-UHE-6-(2-HE-2H-1,2,4-E2|0IE-3-LHS Al )-3-HE-1,2,4-E2|0tEZ [4,3-b] Tl 2|
CH&L;

7T-AOI 222 E-8-UHE-6-(1-HE-1H-1,2,4-E2I0IE-3-LH S Al )-3-HE-1,2,4-ECI0tEZ [4,3-b] Tl 2|
CH&L;

7-(1-HE A0 22 HE)-6-(2-UHE-2H-1,2,4-ECI0IE-3-LHS Al )-3-(2-EF 22 HYL )-1,2,4-E2|I0IEZ
[4,3-blIlcICHE

7-(1-HE A0 22 HE)-6-(1-HE-1H-1,2,4-ECI0IE-3-LHS Al )-3-(2-EF 22 H YL )-1,2,4-E2|I0IEZ
[4,3-b]IlelCHA

7-AMO0I228E-6-[4-(2,6-CIHE 22 22-4-2)2E-2-0|L =2 Al ]-3-HIE-1,2,4-E2|0IE2[4,3-b] 1Ll 2
CHR; 2 019 & & T2Ep{)S mshstit

Lot 2 IO 2o 2 NZE ERFE ot SAUA &I EoE it 22 SEE2 etal |2 g
82 L= AdMHEHCZ FEHE 0|2 & T&= 0|19 Z2EHE E0ESE E&ESsE, 22 g E/E
= ollgt geol M2

=2 2H ol HH XN2E LRI ots SAUA AD] HOE Ui 22 REHE2 &4 |9 FES
L= ANSHOZ FEEE 019 @ E£E= 0|9 Z2EIE S0esS ELeols, 3 X8 Y/E= o
B B (0IE 83, 2t = 2 &S He &X9 F2L)0 =2 M=

J

Bt 20N, = ZE2 ALE GABA, =2HM 2l BIECIOHME Z& 292 ZECIXZ ALE GABAL =Z X
o a3 ME=R0 E A(Ki)Ol 10nM 0IGHOI D, AtE GABA4 =&XHI2 a3 MERR S L& AT
= ¢doh €2 I cHQIOIA GABA ECyp BHE0I CHOH 40% Ol&2 &5 HES LIEHUHD

s A= AFoH €2aEE XHI°' HI ctOIOl Al GABA ECy EF

At GABA, =EHI2 o =
SO0l CHoli 30% Olotel &ls HES UEHHE HIME =AM SF&EES M

oot
|'0II

2 29O Olaist YAUAM, AtE GABAy =EX2 a3 MESSO0O is 28 i'ikéﬂ(KJ% HolA olo| Dl
== 240N SEE Ui 20, 2 299 0|HE LAS SEAIe= FEE22 al3 AERY 2 &
St (Ki)2 10nM Olol, Hit&otH = 2nM 015H, 2CH Aot HE 1nM 016H0ICE.

= Yol Olefst LAU A, AFR GABA, =22 a3 ¥ a1l AERAYES LHAII = CHEDIH FE2AGE
MIZZ 2EOIOI Al GABA ECy BFE22 Al HE2 HO A 28 [ZX: Wafford et al., Mol. Pharmacol., 1996,
50, 670-678]0 Jle=s ZZEZ KAISH gtgoz =FE £ QUL A gUy=2 otE6H d’é%%%
DN, MENOZ OtFOIH HELGE O0IR2A Ltk-ASO0MME MIES HIYESS AtEote HESHAH
=aig = QL.

2 2O 0ldst A= ESAIE =2 AL GABAy =EHMS a3 AESIES LHAIII= 2AEGHA
SHAZAE THEES ME 2210 A GABA ECx BHEO0ll CHoH 40% Ol4f, HIZZRGIH = 50% Ol4H, 2CH "=
olHl= 60% OlAe AL HEZ2 UEIE £ QUCH L8, 2 2o 0|2s SAS SSZAIeE FFEE2
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w
|

O, ROl 240 A MO|E B9t 22 SBtAl | J E= KO SIBES HE XG0 =0§ AASHAIH
RIb 2400 38tAl |G E= |HO| ASGts SIBISS 22 £S5 & U0, E8, ROF 240 A X
oSl HIQH 22 BIBtAl |G E= | HO SEES SAX0 HE 225 WY, {2 S0, LES AO:
B2510|C2IT o 22 AN EMoHH XEs LHGIS T HECZ MHelste Rt e 220 AS
Sle BlE22 MEBAIZ & UCH. SABHH, ROt HIXISHE ZJ|0 £S sistal | o siat2s N
o2 mZE o 0 oF, M= S0, 2A5UEE 2 NN-CHEZ=20i0/S0 Z=Wal0 222
SCHZ, €= EQHYEAD U ClOE OFECIIH=ZAYOIEC =MWot0 GHOIS=AILY SCHZE X2l
5101 ROF XIBHE AISBl= SIBt22 MEBAIZ 2 QUL E8k, ROF AlOFS(Cre) 220l ZJ(0 2S2 3t
StAl | O BIEI2S LIES NEA0SSO 22 7|9 E=XaI0 Xarst 0l& 510128 SSH2 25
O AIS5Hs 3-XIBE 1,2,4-E2/015-5-2(Cr) 22 QAMZ MBAIZ & UCH R XSHIF 222 2
X, OIZ Sof 2220 oo XSS EJ|0 2SS sistal | o SHBES2 R XBAIF NEst O(Cr)
2101pl0 20 Hel, MENOZ wW=S B 1,4-CSAD 2S SOHOA JtEst=s Helol sk C(Ch
D000 5 XIBE ASEs B2 MBAZ 2 UL

= 2o OE == MXotIl As &0l Sofl SMOIZEHS E8=S Mg E2, 0/

OldEXME Oidl 220tEDcHIIt 22 S&F Jl=0 2o =g = UACH A 2

2 MZE = UAJL, HEHQ HESHO0IEEHME HSLS0H gd = =
[e]

UCH. AR S, WE S8 0t HPLCR 22 HEE JIs, = (-)-U-p-SRL-d-Et2Et24 Y/
E= (H)-CU-p-ERL-I-EIZEE24Y 22 zHo H4no & AW s 22LMOILE ML &

d, Ol0N 224 Z2EH3 & Rl S M0l 2o &2 HEH0LEMZ 2oE = JcH. Lot Al

7+ SEEs E2UM0IEEE HAHE = Ol0IES &4, 00N IIES BEXZ22 AZ0EDNIA

=cl & HAHOU 2loh Sohg %= ULCH.

AJ| B4 EX B0 RE 2y EXAL LAY = PSd 082 2Sote N0l R0/ HLE o

Mgt 2~ QL. 0IE 28 [&=X: Protective Groups in Organic Chemistry, ed. J.F.W. McOmie, Plenum

Press, 1973; and T.W. Greene & P.G.M. Wuts, Protective Groups in Organic Synthesis, John Wiley &

Sons, 199110l Ji=< Uit 22 S&X B OS50 2ol +=38g = AU, Bs O82 ol JIs 2

OF22RH SXE Y-S AMESHH 2018 =5 HAUM MAE = UL

ot AAlll=E & E€9
=

= gl e stE HIZOIA &G 28EHE a2 = a3 NERIE FRotE AR GABA,
PN

[SH]—EEDPHIE(MBS\Q MIZOl CHOH 18nM; a2B3y2 MIZEOI CHOH 18nM; a3B3y2 MIZEOI CHAH

S SEAL Z2USSHE 100U,
S Az WEEE ME(IONY 1E0]).

HE 27

ASoS ME2LE MHSICH PBS(SF 20m)E JIEICH MEES AIWTAIID 50m BHEEBO|

O, 47 guS £ rS OmE Esol Gemel MEXL ADSS B0 HES H2S

FaZcl0lA 3000rpmE 2022t FAZClIAIA BAIZ 20, 2R Z dsA2I0
| (25cm x 25¢0m) & 2kE M 10me0fl THE EFAIZICEH

S 2S %62 ZAO0IE T DOIM S & AL AA| FEE=:

=4 2SN 30044

e
ZomS con
(@]
=
o
O

HI

" [HI-E20tHIE 504(a1B3y20l CHEt =& =% 1.8nM; a2B3y 20l CHGH: 1.8nM; o3B3y 20l Ch

| BEI2S 10% ONSO(E)0I BaHAIZ A2l IO E= =Of EHH (0] 10% DNSO) 50ut; AlE SHEtE
S= BRUSAMB(HISON 28 £38), 55 5= 10uM
NI 10042

EHSZ ATOA 1AIZE0 B252I8 201, S (Tontec) T D@ (Brandel) HIE +EIIS AL
SHOI GF/B CIZDI2 OIDHOHOY Bl Ea 230 3x3m2 AFSCH OfBIIS AXADID %H 82 )
02 H=SO. = 20 UE /K= & A0l 4o 3000 LA 40000pmOl D 4TI A IS
ASE Z2 HIS0IX Zeol ol 200dom 0IGHOI1LE, = -0 CHol1500 LHXI 2000dpm0l ) M| A
(eltilex) DA &=OIS H=g 22 /SOIX Zetol 4o 200dpn 0I510ICH  Z& ¥ HlEE
L HE 517 2400 A% SHSSO, OIZRE O A KB 22 AR S0 Ul 4B & Y
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Ct.

HAIHE #Eicte SEEE &I EA2Z AESIAH, 0l 25t ALE GABAy =EH2 a2 /L= a3 A
2euoz=go [HlRo 15-1788 CHAION CH3H 100nM OI5+e] Ki at2 Jthle X2z Ho .

&AI00

A0 1

3HY-6-(2-Oeclg)HE=A-7,8,9,10-H Ectot0OI = 2~(7, 10-0lEt = )-1,2,4-ECI0tEZ[3,4-a] ZE et &
a) 4,5-CIOtXIECIAMOIZ2R[6.2.2.2,7]=-2(7)-A-3,6-CI2

HIALOIZ2 2 [2.2.2] R E-2-0-2,3-CIotS A& 24510 I‘ZEPOI‘:(_ [&=: J.Org.Chem., 1993, 6740-
6744101 Jl=E HiE 201 M=E&E)(60.8g, 0.342m)E LIEE OHMIEIOIE E |8P |‘:E1|O|E(55.5g, 1.2mol
eq) ¥ GtOI=ctE SHOIS2I0IE(19.82mé, 1.2mol eq)2t &Ml 50% =& OLNIE&H(1600me) 0l SaHAI2ICH
BIS SEESS IO 16A2FSO JIXE S0 WAL KEE DHME B0 oo LD AB
QE0A 80CZ HXZAIZIJI &Mool 2 ¥ CoE OHZZ MESIH SZote ME2s +S8HCHS59.3g,
8E=214C).

=

"o NWR(250MHz, DMSO) & 1.16(4H, d, J=7.1Hz), 1.69(4H, d, J=7.1Hz), 3.18(2H, s), 11.31(2H, br s,
NH); MS(ES') m/e 193[MH] .

b) 3,6-CI1222-4,5-CI0I XN ERIAOI22(6.2.2.2,7] SHIF-2(7) ,3,5-E 2/ ¢l

AN 19 S a)2REHO MAS(59.29)2 S AIHS01(300m) 0l SHAIID 250 1AM S 0F b
ST SUNE WSSOl NS ouiol SRl BuisAC @AS c|:§§m|5+(200me)0ﬂ Z 6 Al
H OASGH BEED DH L A4 BASALESS (RAAZH) 60l U2 ZFAZIC.  HISO
=S M, SIS =el5n +HES OSS=0e(x20m)oz 280, He RIIB8 A

.ol

o T M= |
(MgS0,4) Al 21 12 DA BELAH SXGl= HHE22 =S80 (59.59, & >370T).

"H NWR(250MHz, CDCls) & 1.39(4H, d, J=8.1Hz). 1.92(d4H, d. J=8.1Hz), 3.47(2H. s): MS(ES ) m/e
229 [WH] "

c)6-22=2-3-HE-7,8,9, 10-HIEcIG01E2-(7,10-0Et = )-1,2,4-E2IOZ 2 ([3.4-a] ZE 2t

AAIO 19 S b)2RHS MHS(2.5g, 0.011ml)S HIZASH0ISet& (1.65g, 1.1mol eq) L E2INE O
BI(1.68me, 1.1mol eq)2t &M A (50m)0 SEAIDILD BHES ESSS SFo0 620 JtZstt. 8
HE N&2o XMISHH MAHStLD ZAME EZH=E=M CSZ=ZHEL 0 LA 50% HE OLMIHIOIEE ALZ36t
O Aot A0AM IZO0EDHIIAIA ZEHE =0 OE OtMHIOIE/AMCZRE THZEHSIAIH SHGt
= MH28 +S80.(1.39, 8F=186 WXl 188T).

1

H NMR(250MHz, CDCls) & 1.43-1.59(4H, m), 1.91-2.05(4H, m), 3.57(1H, s), 4.07 (1H, s), 7.58(3H,
), 8.58(2H, dd, J=7.8 2 1.5Hz): MS(ES) m/e 311[MH] .
CoHiCINGI CHEE SIA A

3

A =X: C, 65.56; H, 4.83; N, 17.74.

&tXI: C, 65.70; H, 4.87; N, 18.03%

d) 3-HE-6-(2-I2lg)HESAI-7,8,9,10-H Ectst0Il =E=-(7, 10-0lEF
tE

)-1
21Z9tls B(0.2631, 0.0024m0)0 +ALUES(QLULY 60% 24 0.113g, 1.75m
BEES H2004 loESe el ol 2U. SN0 19 9 o) =E 48E
EE2S M20|A IAIASOH DUEICH 80| SSHE MK 22
fas W _2HS OB G TSCL L NS 0E OMEIOIS22E
451510 SXol= MA2S S8 (0.1120, SE=196 LAXl 198C).
4

,2,4-EIOtEZ2[3.4-a] = etz

L

_|_

=2
=
A

1H NMR(360MHz, CDCls) & 1.45(4H, m), 1.95(4H, m), 3.58(1H, s), 4.00(1H, s), 7.26(1H, m), 5.48(2H,
s), 7.44-7.53(4H, m), 7.77(1H, m), 8.40(2H, dd, J=7.8 L 1.5Hz), 8.68(1H, m); MS(ES') m/e 384[MH] .
CoaHaNsQOI CHEH A A2 A

=Xl C, 71.76; H, 5.54; N, 18.03.
H XD C, 72.04; H, 5.52; N, 18.26%.
A Al

3,7-CIHE-6-(2-HelZ)HESAI-1,2,4-E2I0tEZ[4,3-b]-Tl | CtE

A SIEES S a)dlAde HIAMO0IZZ[2.2.2]SE-2-0-2 3~ IZIJ}E A4 OHOLOIEZH0IE THA! ALEEl=
S LD SH AAM 120 SH a), b), ¢) ¥ Aol JI=E LES AISGH0 MZSCH S
c)UIM MZE 7-HE OI4ZEXE 8-HY OIH4EMECt TLCAMAM MAGI HMelotd 0ledst SHAHUAN 5
HZAM CISZ20EtL 0 LHAI 5% OIE OLMIHIOIEE AZdt= Aot 2 2Z0tEHTI0 o =0l
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SEME =elsttt. HA

'H NMR(360MHz, COCls)
8.07(1H, s), 8.41(2H,

CosHiNsOOIl CHEH B AF

&X' C, 72.81;

HEctool E2=ZEE
MZsttt, HH ste=2

"H NMR(360MHz, COCI,)
m), 7.73(1H, m),

Xl C, 72.59; H, 4.47; N,
H, 4.52: N,

8 5.65(2H, s),

d, J=6.6Hz),

XM
~

18.04.

g =2A-7,8,9,10-HIECIGI0IE2-1,2,4-E2|0t &

a)lM el HIAOIZ2Z2([2.2.2]8E-2-%-2,3-CI3I=
OHGoIERIER B AAIM 12 S a),

Off CHet CIOIE:

& 1.94(4H, m),
8.36(2H, d, J=6.6Hz),

CoHigNsQOll CHEH A A2 A

=
H X C, 70.57; H,5.
AN 4

rx JI)II

Xl C, 70.50; H, 5.25; N,

19.27.

76: N, 19.59%.

atst=0il et OIoIe:

18.46%.

7.24(1H, m),
8.65(1H, m);

sE=194T.

2.74(2H, m),
8.66(1H, m):

&=203TC.

b),

3.14(2H, m),
MS(ES") m/e 358[MH]".

7.34(1H, d, J=7.8Hz),
MS(ES) m/e 380[MH] .

5.56(2H, s),

7,8-CI0IE-3-HZ-6-(2-LIcIZ)HESAI-1,2,4-EC|0tEZ[4,3-b] T 2I T+

a0 sEg=Es HAH
CHEl AFS
ot04 HMIZ=StC.
'H VR (360MHz., COCl3)
ddd, J=7.8,7.8 ¥ 1.8
CigHZNsOOll CHEH B A2 A
}é
Al
AAIN 5

=z JI}II

7-0IE-3-HE-6-(2-LcIZ)HE S A-1,2,4-E2I0tE

aJl stg=EsS HAl

NI Z8HC.

AN 220IdEHE 2.
W NMR(360MHz, CDCls) & 2.42(3H, s), 5.59(2H, s),
7.8 & 1.8Hz), 7.83(1H, s), 8.37(2H, d, J=7.6Hz),

HAM =

A c)UlA M=

c) Ol A<

8 2.35(3H, s),
z), 8.37(2H, d, J=7.6Hz),

Xl: C, 68.38; H, 4.82; N, 20.64.
FXl: C, 68.87; H, 5.17; N, 21.13%.

c) Ol A2l

CigHisNsO0ll CHEH A AZA

=
Al
A0 6

rx JI)II

FXI;

7-0IE-3-HE-6-(2-TIcIZ)HE =2 A-1,2,4-E2I0tE
HIAFOIZ2Z[2.2.2]

& sEg=EsS

£S5 g2 Al

"H NVR(360MHz,
7.80(1H, m),
[WH]'.

DMSO)
7.99(1H,

Xl: C, 68.09; H, 4.31;
C, 68.12; H, 4.76: N, 22.06%.

A a)olA e
L ELHAM[EX 28 Synth. Commun.,
ot0d MIZ=StCH.

N, 22.01.

& 1.31(3H, t,

d, J=7.9Hz),

8.23(3H, m),

= 3,6-CI2Z=22-4,5-CIHE N2t &
F=0 CHet CIole:

2.69(3H, s),

3,6-CIZ222-4,5-LI0t

= 7-0E OI8Ed=

OlgEHME =2cletltt.

J=7.4Hz),

92-25

5.58(2H, s),
8.65(1H, m);

7.28(1H, m),

%
1990, 24
Al c)OIlM HIZE

8.34(1H, m),

Z[4,3-bluleICt

AERIAMOIZ2Z[6.2.2.2,7]=0I9t-2(7),3,5-E¢2l
al MBE= 3,6-CIZ22-4-0IEMalCtaln MW AAIN 12 &2 ) & d)ol JIzsE LES A6t

8-0IE OIdZEMZLH TLCHOIA AMAol HEs6td] &
M2 A EI%‘EEEHIEFLH 0 LHXI 10% O OLMIEHIOIES AtEot0 &t 2 JA=OHENIN o ¢
HAM stet=0l et Cioly:

]H cICHA

3,6-CI2E2=2-4,5-CIOIAHERIAOIZE[6.2.2.2
SN A AIG 12 €3 c)
&&=185C.

& 7- 01| g OI’H"'JHIL 8-0il &
N Aol 2E0t1 SEMZAN EIE‘EEEHIEH_H 0 WXl 10% 0IE O}HIHIOIEE AZ
33H11|01| ﬂloH gol HANM 22

J=7.4Hz),
8 84(MH, d, J=4.7Hz);

&= 199°C.

7.49(4H, m),
; MS(ES’) m/e 318 [WH]'.

7.53(6H, m),

7.27(1H, m),

MS(ES') m/e 332 [WH]'.

1019997000606

7.69(3H, m),

7.47(4H,

71019t 2(7) 3,5-Ec/ol
% d)oll JI=E LS A
7.27(H, m), 7.47(4H, m), 7.75(1H,

R o

t

o

o
=

7.76(1H, ddd, J=7.8,

A-CIOIEZEZ2H0IE

tol=el= Tl
| a), b),
RS Es! TLC“OH/\-I
oto Alelot & IA=Z0t&E
=0l CHet dlole:

ANEE=

c) & d)oil I

s88= 193°C.

5.85(2H,

s), 7. 58(3H, m),

MS (ES

") m/e 332
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CigHiZNsO.2HCI Ol CHEt B A=A

=Xl C, 56.20; H, 4.53; N, 17.28.
&XI: C, 56.45; H, 4.74; N, 17.32%

U-6-(2-T 212 )HEL2AI-7,8,9, 10-HIE2I5I0| E2-1,2,4-E2| 0t S 2 [3,4-a] T2} &

1] BHE22 S a)HAC HIAOIZZ([2.2.2]SE-2-0l-2,3-C|IH=AIA OI5I0ISRIE [HAl AMZE
4-CIBH0|S 2-1,2-Lt I RIC| = A AF OHSI0IE RIS SHH AAICG 12 S a), b), ¢) & d)oil Il

S SYS AR50 MZEC. S o)A HZEE 78X OMRAES 9 10-W=x O|AR AL TLOA
A AAHSl H8oiD SEH=H CIZZZHEL 0 LIX 3% HE OHEIOIEES ASSI0l daist 2 3
ZOFEHIO oloh Dol SHUMM S20I8RME SelaiCt. BX B 20 3t GI0IE: SA=240C.
"H NWR(360MHz, CDCls) & 3.02(2H, t, J=7.9Hz), 3.38(2H, t, J=7.9Hz), 5.74(2H, s), 7.31(4H, m),
7.51(4H, m), 7.74(1H, m), 8.37(3H, m), 8.71(1H, m); MS(ES') m/e 406 [WH].

CosHioNsOOIl CHEH & A2 A

& =Xl C, 73.81; H, 4.48; N, 16.96.
&XI: C, 74.06; H, 4.72; N, 17.27%.

8-0IE-3,7-CIHE-6-(2-LI2IE ) HE =S AI-1,2,4-ECI0tZEZ([4,3-b] Ll 2ICt X

A SEtE2 9 a)llMe HIAMOI2Z2([2.2.2]SE-2-0-2 3-CIIt=A A QI5I0IECIS Al AIESE
-OIE-4-HY el o5tol=el=2k &M AAI0 12 S a), b), ¢) X d)01| JleE YEE AISotH

SHCH. © o)l MZE 7-HE-8-HE OdEMd= 7-HE-8-HE OI4EMECH TLCAUAM MASI
4205t0 SEH=EA EI:*EE[HIEFLH 0 LHXI 15% Ol E O}HIHIOIEE ALSSHO A2t 2 AZ20tEH
Ol 2ol &oll EH0A SE20IdEME =2clattt. =M =0l et CoIe: 88= 1820.

"H NMR(360MHz, DMSO) & 2.45(3H, s), 5.50(2H, s), 7.30(2H, m), 7.54(8H, m), 7.77(1H, m), 8.25(2H,
d, J=7.8Hz), 8.58(1H, m); MS (ES') m/e 394 [MH] .

C24H19N50.0.5EtOACO“ Chgt |AEHN
aA=X: C, 72.05; H, 4.94; N, 16.55.
Ab

H&EXI: C, 72.27; H, 5.09; N, 16.86%.

AAN 9

(£)-3-HE-6-(2-I2IZ)HE=SAI-7,8,9, 10-H ERtGOIE2-(7,10-HIEt ' )-1,2,4-E2I0IEZ [3,4-a] =
et

aJ stEges ¢ a)dMe HIMOI%E[Z.Z.Z] E-2-01-2, 3-CIFt= &4t Qtol0lEelE Al AEE=
-2 U -2,3-CIFH= A2 OHSH0I SRS 9 B ALAIG 1_J €3 a), b), c) & d)0l JI=E LEHS A
Zot0 MZetCh. =X SHe=0l et GIoIE: O"* =182C.

"H NWR(360MHz, CDCls) & 1.31(2H, m), 1.69(1H, d, J=9.2Hz), 1.95(1H, d, J=9.2Hz), 2.12(2H, m),
3.76(1H, s), 4.14(1H, s), 5.59(2H, s), 7.28(1H, m), 7.48(4H, m), 7.76(1H, m), 8.36(2H, d,
J=7.8Hz), 8.68(1H, m): MS(ES') m/e 370 [WH].

CooHioNsQOll CHEH A A2 A

12

=Xl C, 71.58; H, 5.18; N, 18.96.
H XD C, 72.08; H, 5.13; N, 18.89%.

o )-1, 2 3a,4,7-HELOIXIAIOIZE2MEH o |LZ @ 0.25 5t0/S01E L 3-H
SAI)-1,2,3a,4,8-BIEFOLXFAFOI 2 2 BIEH o | LI T & stol=aole
4,7-

5
HIELOLRIALOI 22 HIEH o JLIZEE Y 5-222-3-HE-1,2,3a,4,8-HE

SZ=20/0lGI01E2] &) EESES HIAMOIZZ[2.2.2]SE-2-AU-2 3-CIFIS &4 2150IE2 CH&l
t o ) =

MEL = 3,4-0lcIECI2 otol=cl=2t M &AM 12 A éi), b
Zol MXstt. E& =0l CHEt HIOoIE:

"H NMR(250MHz, CDCly ) & 7.54-7.62(3H, m), 8.04(0.5H, dd, J=7.3, 1.5Hz), 8.38-8.46(2H, m),
8.71(0.5H, dd, J=7.3, 1.5Hz), 9.15(0.5H, d, J=8.0Hz), 9.17(0.5H, d, J=8.0Hz), 9.60(0.5H, s),
10.11(0.5H, s); MS(ES+) m/e 284 [MH]+. 282 [MH]Jr.
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b) 3-HIE-5-(LI2IE-2-2NHISAlI)-1,2,3a,4,7-HEIOI X AIOI S 2 HIEH a | LIZ
-5-(TlelEl-2-LHSAl)-1,2, 3a 4,8-Hl POFIH\FOIJEMIE [allLtZEa

S(2LLH 60% S4F 76mg, 1.9mmol)S == OMF(10m)LH 2-Ticl &3t
/\-I ZAGH JFEtCH. 458 =0l AAM a)2RES 22 =Z0I0I0I01E £&2(380mg, 1.35mml)S

A20AM FIt 1AIZ R0l B8 EFES S(200m)2 SIAAIDD CE2 [HIE*MOOFT\E 2 2x
200m)2 MIESECEH. HigE =22 G(100m)2 MEotD AZX(MgS0.)AIDILD, GRG0 EE | 2ICH.
HAE NESZ2RH MZBEHSIGHH = £ sgHY EEDPEJEHLLIOH 2| of :EI% = gle
111 EE=2M =S8t 2049 01d = 3 S-OLIEZHIAY HY 2cd Z2ES
Z6t0 oI = el HPLCol 2ol 22l5H0

HOEMN 25 --HYE-5-(L2lg-2-LHSAI)-1,2,3a,4,7-HEIOXIAIOIS 2 HIEH o JLHEZEE 0.25 &t0]
CYoIE: 8F>190TC;

gel 0.25 SloI=clolE &
0.5 olol=elolE
H

5
= 2o(180m¢, 1.9mnol)0f

|Fﬂ ,\m

)
~

=

"H NMR(360MHz, CDCls) & 5.79(2H, s), 7.34-7.37(1H, m), 7.52-7.58(3H, m), 7.61(1H, d, J=7.9Hz),
7.83(1H, t, J=7.7Hz), 8.34(2H, d, J=8.9Hz), 8.47(1H, d, J=7.8Hz), 8.90(1H, d, J=4.0Hz), 9.11(1H,
d, J=5.3Hz), 9.61(1H, s); (n0e CIOIEIZ AI25I0 SE2QMaErS SBCH. MS(ES) m/e 355[WH] .

CooH1aNg0. 0.25H001 CHEH FAEA
a=X|: C, 67.00; H, 3.87; N, 23.37.
At

bXI: C, 66.93; H, 4.07; N, 23.42%; &
& BN EE: 3 lHI‘—' -5-(Ielel-2-2HSAl)-1,2,3a,4,8-HIEIOLXIAIOI 22 HIEH o JLIZERI 0.5 5I0IE

5.75(2H, s), 7.33-7.37(1H, m), 7.50-7.60(4H, m), 7.82(1H, t, J=7.8Hz),
29-8.33(2H, m), 8.68-8.70(1H, m), 9.05(1H, d, J=5.3Hz), 10.03(1H, s);

(N0 CIOIEIZ AIZ25I0I 2=QURIsstS SH2I5HCH) . MS(ES) m/e 355[MH] .

CooHiaNeO. 0.5H,00 CHEH AAZA

'H NMR(360MHz, COCl3)
8.07(1H, d, J=5.3Hz),

a=Xl: C, 66.25; H, 3.89; N, 22.73.
H &I C, 66.11; H, 4.16; N, 23.13%.
AAIN 12

(+£)-8-0E-3-HE-6-(2-L2IZ)HESAI-7,8,9,10-HIECtSI0I1=E2-1,2,4-EC2|0tEZ[3,4-a] ZEetX
a) OE 4-HE-2-(ECEIL2NEEZLSA)AOSZHA--UIISAY0IE

-10CHAN CIZZZHEH(500m)UH OHIE 4-HE-2-A0IS 2 At=-1-I= 4 201E(50g, 0.27ml) S HY|
N.N-CIOIAZZZ O E0tl(52me, 0.3ml)S Jiot) 22EE -5 WA -10C2 RXGHHAN ECIERLZ0HE
Hnd 2=2¢ct0/=(57m, 0.3ml)E HIISHLH. BHE EEES8 A22Z JI26t10 3AI2S e WBHEHC.
TLCOt B+E B80%E LIEHLHL, -5C=Z H2AIDID FItS N N-CIOIAZZE W E 0t (14me, 0.1mol) 2 OO
N ECSRZMHELEY :‘EEPOIE(15.5W 0.1m)2 JI5tD B8 EEESS 15AI124S¢ EQOH/\-I u
ettt E&2s d(2x200m), d Hot = WSLPE% 2x200mf) L H=(1x200m)2 MASECH =
JIEE HE(MgS0)AIZID, GRUAITID BSLAIHA SXGH= MEHS(859)S PM QU2 AN =SEH.

o

'H NMR(250MHz, CDCls) & 1.04(3H, d, J=6.5Hz), 1.43(3H, m), 1.73-2.09(4H, m), 2.39-2.63(3H, m),
4.25(2H, m).

b) 1-0IE 2-HE 4-BEACIZZHA-1-0-1,2-CII}=A 0 E

-20COIA OMF (500me)LH AJAIOH 122 Sl a2 R EH2 MA=(85g, 0.27ml) X Zets(| I) NIEIOIE

(1.85g, 0.0083mal), HIA(EIEI%EAEI‘—)EIEW(QQ 0.0162mol), OlEF=(250m¢) L Ecl0 €0t (75.5me,

0.54mol) S DISHCH. LASIEIAS EHg Soil 15252 SHAIZI Tl PSS 60CE DPEOPD_ 2 AHSHE

2 Uolstol 15232t EXIAIZICH 90”2 d2tAID1 D SBHE &2 MIoH0 MASLH TAE 0E

OMEIOIEN EdliAIZI =0l S(4x200m) %4—+—(1X200m€)§ MESTH  RI152 A (MgS0.)AIZI 2

DtAIDI D SLAIH SAL 0 LHX 10% OIE OLMIBHIOIES AMSot Aot ZA0A =20t EJEHLLIOH
Al

oo FEE £ MESS +S510] BHO= MHS(270)S DHY QURH ST,

[OI

1H NMR(250MHz, COClz) & 1.12(3H, d, J=6.5Hz), 1.33(3H, m), 1.70-1.96(4H, m), 2.35-2.61(3H, m),
3.73(3H, s), 4.25(2H, m).

c) &-DIEACIZ2ZHA-1-0-1,2-C| IS Al &

Ol et (200me) L ALAlOH 122 CU#I b2RES HH=(33g, 0.15ml) S0 =S(20m) I =MBLE

(32.7g, 0.6ml) SHS JtotD EJO0A 15AI2t=0H JtSSECE. EEHUS H2ASID EMHE 1&E9 It

of M>Astn =(200m)S Jhét §01| pHOt 20t & MK s== %&% etth. =dE5E USZ2Z0E
2 = HHEsl =I5 %*#(1><200m€)§ N&EstL, ?_t’E(MgSOﬁAIJI O{DtAIZI 22
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W NMR(250MHz, OMSO) & 1.15(3H, d, J=6.5Hz), 1.21(1H, m), 1.86(3H, m), 2.37(3H, m), 3.34(2H, bs).
d) 4-HI€-(3,4,5,6-HECSI0IEZ2)TE 0t510/E2/E

AAIN 129 S c2RHS MHS(16.59, 0.89m0)S F==0tNIELH(200me) 0 Al 15A12tS S &FJAIZICEH
S0tMELS D_‘:OI & Zot0l MAHGHLD, ZAIE SR SoHAIZL F0l SLAIH SHols MHAES

(15.29)2 M =S5tCt.

t

W NMR(250MHz, OMSO) & 1.03(3H, d, J=6.5Hz), 1.21(1H, m), 1.96(3H, m), 2.23(3H, m).
e) 6-0IE-5,6,7,8-H ERIc0IE2EE X1, 4-0I2

AD] StEtEg HIMOIZZ[2.2.2]SE-2-0-2 3-CIot= A4 ot5t0IE2IE T
Sl OIGHOIZ2ISE AFESI0I AAIGI 19 S a)oll D= 2y
SHE=0l e dlole:

o >

I 4-0f
AtE

"H NVR(250MHz, DMSO) & 1.13(3H. d. J=6.8Hz). 1.19(1H. m), 1.76(3H, m), 2.29(1H. m). 2.50(2H. m).
11.2(2H, bs); MS (ES') m/e 181 [MH] .
f) 1,4-C1222-6-H=-5,6,7,8-H E2510|S 2 T2t

o) SHE=E 4,5- EIOPI}EEI/\POIZ‘E[ES 2.2.2,7]E4-2(7)-%-3,6-CI= CH&l 6-ME-5,6,7,8-HECISH
Olezoeetd-1,4-LI22 ALE5tH A0l 12 & b)ol Jlse LES ALEoto MZ&c. =HA &
=0l CHet dloleE:

"H NWR(250MHz, COCls) & 1.29(3H, d, J=7.0Hz), 1.90(4H, m), 2.54(1H, m), 2.93(1H, m), 3.18(1H, m):
MS (ES') m/e 217 + 219 [MH]+.

&) SEg2E 3,6-CLIZ22-4,5-LIOtAERIAIOIZ [6 2.2.2, 7] Soi3t-2(7),3,5-Ecldl Uil 1,4-CI2
2E2-6-01E-5,6,7,8-HIECIGIOISZZECIES AE8ct0H AAIG 19 A c)ol Jlzse LHHs AHE6H0
MZstC. B8z < 1:1 HI22 HH =2 Ssg=S +Sett. =S ol SAUN 22lAl
JIX H=C. =M stegES2 =g=00 et diold

'H NWR(250MHz, COCls) & 1.12(3H, m), 1.44(TH, m). 2.21(2H, m), 2.77(34, m). 3.40(1H, m), 7.74(3H,

m), 8.43(2H, m); MS (ES’) m/e 299 + 301 [MH]'.

h) (+)-8-BI=-3-H < -6-(2-I 2|2 ) HIE = AI-7,8,9, 10-EI E2+5101 E2-1,2,4-E2| OS2 [3,4-a] Tt &
20l SIESE G-TE-6- (-T2 WERA-7,8.9 10-HEASI=R(7, 10-0IEH )12, 4221015
[3.4-a] TetRl CHAl AIAIGI 129 S g)2REHC EE2S AFRGI0] AAIN 19 S Aol Jl=

=13
HE ALZol0 MZE _FE}. 202l MH=28 Aot & AZ0EDNE, CUS=ZHELW 0 WX 8% [HIEF%
ALEol0d 2elsttt. 1Dg Ry =S 0E OWIHIOIE/EI%EEHI%QE—‘?’—H MZ2EtAIH =M e

'H NMR(250MHz, DMSO) & 1.23(3H, d, J=6.3Hz), 2.05(2H, m), 2.35(1H, m), 3.00(2H, m), 3.24(1H, m),
5.71(2H, s), 7.58(5H, m), 8.08(1H, m), 8.36(2H, m). 8.80(1H, m); S= 185 LiXl 187°C: NS (ES') m/e
372 [WH]'.

HZ R, MH2Z2 T3 22lAH (+)-9-H-3-H-6-(>-I2Y)HLSAI-7,8,9, 10-EHIEetst0| S 2-
1,2,4-E2|0FE2[3,4-a] T24T A0l LIENLCH IX SE20 e GIOIEHS ERIZ2Q20tHEI0E
o0l ChEt H0ICH

'H NMR(250MHz, DMSO) & 1. 3(3H d, J=6.5Hz), 1.24(1H, m), 1.9
5.60(2H, s), 770(5H m), 8.08(1H, d, J=7.8Hz), 8.20(2H, m), 8.

(S') m/e 372 [WH]'. PEE COSY L NOE &E 0l ol LS.
AAIGI 13

2H, m), 2.80(3H, m), 3.16(1H, m),
5(1H, m); & 152 WX 154C: NS

EcIOtE2(4,3-blmelctal

4
E-2-0-2 3-C|II=SA A OGI0IECIE HA AFEZE= 1-AF
=8 Proc. Indian Acad. Sci., Sect. A, 1978, 87A

d)ofl Jl=s 2YHE AI86t0 HZXStC. EH sE2

(10), 371]9+ ’@»ﬂ
1
H NMR(360MHz, COCls) & 1.71(2H, m), 1.81(2H, m), 1.99(2H, m), 3.01(2H, m), 3.38(2H, m), 5.58(2H,

s), 7.28(1H, m), 7.48(4H, m), 7.76(1H, m), 8.37(2H, d, J=7.8Hz), 8.67(1H, m): MS (ES+) m/e 372
+
[MH] .
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CoeHoiNsO. 0. 1H001 CHEt H A2 A

I=%|: C, 70.52; H, 5.25; N, 18.44.

HAKI: C, 70.80; H, 5.72; N, 18.76%.

AN 14

8,8-CI 01 2 -3-H 2 -6-(2-TI 21 2 ) HIE S AI-7.8,9, 10-EI E2}510| S 2-1,2,4-E 2/ 0tE 23, 4-a] TE 2} &

a) CIOIE 4,4-(CIHE)ALOI2 28 MI-1,2-[| = A |0l €

Al BEIES AAN 129 S a)0l JISE WD QAS YHOZ, S 2-I2HIE Al-4,4-CI I E AHO]
S A= [ch 238 Liu, H.-J.; Browne, E.N.C.; Chew, S.Y., Can.J.Chem., 1988, 66, 2345-2347]2
AEBH0 62% +B2 RZESHY.

"H NWR(360MHz, COCl;) & 0.96(6H, s), 1.42(2H, t, J=6.4Hz), 2.12(2H, t. J=2.6Hz), 2.38(2H, m),
3.76(3H, s), 3.76(3H, s): MS (ES) m/e 249 [MH]", 195[M-OMe] .

b) 4,4-(CIBIE ) AFOI 2 28I MI-1,2-C|IH = Al AF

OlErs(23m) 2 =( 8m€)LH AAIG 142 S a) 2REI2 M S(3.78g, 16.7mmol) S =4H5H2HE (3,509,
66.9mmol) o] EEEES 80THA 23AI2tSQH DS EICH. W2 ZF0fl, Eg8=8 & 15mM=Z Z’;“ 2121 Dowex
50WX8-200 Ol2 wah o= TAAIIID 0 WA 20% MeOH/HzOE EE AN 2ot d8E 2.73g(82%) 2

SH2M DHEAM LSBT
' NUR(250MHz, ds-DMSO) & 1.09(GH, s), 1.61(2H, t. J=6.2Hz), 2.26(2H, t. J=2.8Hz), 2.48(2H, m).

c) 4,4-(CIHIE)AI0I 228 dI-1,2-CIIISA 2 otot0lEelE

£ AA0 122 S d)ol JI=E - |AE 22, o AAM 142 BH c)22H2
MESE AE0H0 93% =22 MESHCH

W NMR(250MHz, ds—OMSO) & 0.96(6H, s), 1.48(2H, t, J=6.2Hz), 2.13(2H, t, J=2.8Hz), 2.35(2H, m).
d) 6,6-CI0IE-5,6,7,8-EHIEct5l0IEZ2 T Eet&-1,4-C|2

Il sterEs AAIN 12 ©H a)ol Jl=E g |A
S22 AMEotH 2% =22 ML,

-

o

[=1=3]
==

|0

2, ¢ A0 142 ©H c)Z2REHS

'H NMR(250MHz, ds-DMSO) & 0.92(6H, s), 1.43(2H, t, J=6.4Hz), 2.16(2H, s), 2.38(2H, t, J=6.4Hz): NS
(ES) m/e 195 [MHH]".
o) 1.4-C1222-5.6.7.8-HERI510|S2-6.6-ClHE Ze2la

= =
&l stgtEsS AA 1°| 3 b)ol JIEE LRI RAE LHOZ, o AAIM 142 S d)ZRES
HE=SE AMECIH 99% =22 MX8tCH.

'H NMR(360MHz. COCl3) 1.04(6H, s), 1.65(2H, t, J=6.6Hz), 2.53(2H, s), 2.78(2H, t, J=6.6 ¥ 1.3Hz);
NS (ES) m/e 235/233/231 [MHH] .

f) 6-222-7,8,9,10-6H Ectst01=E2-8,8-CIHE-3-H Z-1,2,4-ECI0tZZ [3,4-a] ZE et &l

B (50me) L AAIG 142 Sl e)2 2HS MAS(2.53g, 10.9mmol), E2/NIEO0HRI(1. 13.1

2 dixol ot0IEctRIE(1.79g, 13.1mmo)o| E&E2 SHRUM 3=t ZEE Cl-AE3 E@(Dean-
Stark trap)2 2 JtEsCt. EOHE ZIB0AM MHotD CIZZZOHIEH(50me)S ZHAMO JHSHCE. =k
wetetl), M DHZRE HlotD, HHS AZUA SLAIZICH TAISE &2 A=20tEDHII(A
2, 10 LHXI 20% EtOAc/CHCIR)Z FAMGHH 9,9-CIHE OI8ZEM2 =2=ot=s MH29 22 2ele &8
£ 2.189(64%)2 +=S8tCt.

T NMR(250MHz, CDClg) & 1.10(6H, s), 1.72(2H, t, J=6.5Hz), 2.56(2H, m), 3.26(2H, m), 7.51-7.60(3H,
m), 8.42-8.47(2H, m): MS (ES) m/e 315/313 [M+H]+.
g) 8,8-CIHE-3-HE-6-(2-H2IZ)HESAI-7,8,9,10-HEcSt01E2-1,2,4-E2|0tE

GHoill, S== OMF(5me)LH =ASHUHES (2L 60% =&, 40.4mg, 1.01mmol) 2| L BHE §
|§(95m@ 0.985mmol) £ Jtotl) EEES AR0UM 1AIZESQH WEHSICH. O0IMA 01
OMF(5me)LH AJAICI 149 Sl f)22H2 MAZ(0.205g, 0.655mmol)Sl wEtE &S0 7F
FOF 28AI2tS 0t ﬂ%m, 18AIZ2E L 25A12F S0l =ASHLIES(8.4 & 7.6m)8 FII2 JPE*EP.
fSS EtOAc(50m)2t =(50me) AROIOI 2HHGtD =&HES EtOAc(2x50me)2t &M =It=2

HHEE | FE522 AEX(NaS0)AIZID XBUAM SLAZICH TASE &2 220tE0HI

b
2% MeOH/CH.Cl, OIOIA Z=20ILt, 80% EtOAC/CHLIL) 2 FMGIH SXot= MES 71.4mg(28%)2 =S5t
3 133 WXl 136°C (CHLI~EtOAC-B &)

Tlon THO -0 R
EJ‘_ >

o gon jo >

:|:
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"H NMR(360MHz, ds-DMSO) 1.10(6H, s), 1.71(2H, t, J=6.5Hz), 2.53(2H, m), 3.20(2H, m), 5.59(2H, s),
7.31(1H, m), 7.47-7.54(4H, m), 7.80(1H, dd, J=7.8 L 1.7Hz), 8.37(2H, dd, J=8.0 %L 1.3Hz),
8.67(1H, m); MS (ES) m/e 386 [MH] .

(E
CosHasNsO0ll CHEH A A2 A

>

Xl C, 71.41; H, 6.12; N, 17.99.

C, 71.67; H, 6.01; N, 18.17%.

PALGH 15

—H & -7- (Il H 2l e-1-2)-6- (I 2| H-2-L H S Al )-1,2,4-E2I0tE 2 [4,3-b]T2ICtE . 0.45 StOIEYIOIE
a) 4-E22-1,2-CI6t0IEZ2 Il 2| CtE-3,6-C12

40% OMIE&H/2(750me) L R+=E2 22 AH(50g, 283mmol) 2 OMIEAMLIES(76.5g, 562mmil) o] E&E2S
A20AM EAGH L=3t5t0I=ctE(16.5me, 339md) 2 HMe|&tCh. 2 EUS WEGD 100TOHA 18A

| =
=
&FX

x

C;O m>~

2hSoh JtHECE. WAl EEE22 2(1£)0 210 OlE OtMHIOIE(6x500m )2 F=EEHCH. HIgE =
E2S HZ(MgS0)AIZILD, A geAlﬁ HN atet=(20g, 37%)2 QXM DX=Z AN =S8t

1 + + + _ _
H NMR(250MHz, ds—OMSO) & 7.68 (1H, br,s); MS (ES ) m/e 193 [MH] , 191[MH] . Oli& &2 FIt9
M L0l AFEEtCY.

b) 4-E22-3,6-CIZE22T/2ICtET

Aot SRl (100m) L 4-222-1,2-CI6t0I =2 T 2| -3,6-Cl2(10g, 52mml) &S wotstD ZAGH
100COIA 16AIFSOF JFESICE.  H2FAl Do MStFRIS MS0A MAHEICH &HAE ERA(x2)
O HISAIZE R0l CIZZ20HE/SUHMN =S80, EEES SHUAUES(DH)SE AN &
JIGStAIRICE. 200 BEEES +Sob)| flol E¥=S FIE SAAZ 2RIt AU, 24 S5 =d
5t =8Nz CSEZRUEN(x3)2F F=E8IC. HIEE FE22 24X (NaS0,) A2, O#Il})xl?lj s
AZICH.  ZHAFS A2Iot 2 H0lA IZ20tEHII0N 2ok FBHAIZILL, CISZ2Z20ELEZ EEAIH EX
SterE(5.0g, 42%)2 M J_iﬂi/\-l =SBt

1 + + +

H NMR(250MHz, COCl3) & 7.68(1H, br,s). MS (ES) m/e 230 [MH] , 228[MH] .

c) 3,6-CI2Z22-4-(IlHel=-1-) Tl CHE

OIH2I S (475me, 4.8nmol) S AR20A ZHAGHH 2= DMF(40m)LH 4-E=22-3,6-CIS220I2ICHE(1.0g,
4.4mmol) L ERA2EE(1.2g, 8.7mmol)o| WBHE = H/<>“5“°”01| tetth. =g=2S A20A 16AI2:S2t, 0f

M 60COIA 3AIZtSS WBHEICE, BrES82 2(250m) 0l =0, =8Hus 01|‘=é' OMIEHIOIE(x3) 2
FESICH. HIEE FE22 HE=(MgS0,)AIZILD, HIAIIID BLAIZICH. TAIE A3t & &AM 22
DIEDeHTIN 2o FRMAIZI2, 0.5% HES/CS22HELZ EEAFH BN S&=(1.0g, 98%)S P
U2 M ==&,

1 + +
H NMR(250MHz, CDCls) & 1.63-1.81(6H, m), 3.24-3.29(4H. m). 6.84(1H, s). NS (ES’) m/e 234 [MH]',
232[WH] "

d) 6-222-3-HL-7-(IH2IE-1-2)-1,2,4-E2|0tS 2 [4,3-b] T 2| C+ &

EIA'E“(OI/\*X'J’HIOI Sg2, I0m)WH 3,6-CI2E22-4-(LlH 2l S-1-2 )Tl 2ICHRI(0.55g, 2.4mmol), HIZ! 5}0]
Seb&l(370mg, 2.7mmol), EZ|0IE0F2I(3756me, 2.7mmol) L p-EF[AMAEZA P2L56l0

ml)o| E&22 mwém SZ0A & ASH 24A|a+%e+ JbeiBICE, WAl DARMS XTOIM MG
SAE CIEZZZ20HE L 2 AN 2HHAIZICH. =4HHE CS22MEN(xI)C2 FIE ==&, i
e =E2ES HE(NaS04) A1, HIFAIZILD SEAIICH. &AE AlZ2|3t & éOﬂH AZ0FE KT Ol
olgl HHMAIZIL, 30% HE OIMEHEIOIE/CIZZZHECZ EEAHA SHGIA %2 2204EM(ECH &
24)(177mg, 23%) L EH SHE=S(383mg, 50%) (2L =4)2 £Ssttt. HHM &= 01| CHSt CIOolE:

" NMR(250MHz, CDCls) & 1.62-1.86(6H, m), 3.09-3.13(4H, m), 7.42(1H, s), 7.50-7.60(3H, m), 8.40-
8.44(2H, m).

e) 3-HIE-7-(LlHelE-1-)-6-(Lel-2-2LHSAI)-1,2,4-E2I0tZ2[4,3-b] T2l C+X. 0.45 SOl =2il0]

Im

S ASHLUEE(2Y W 60% =4, 39mg, 0.96mmol)S ’é‘SOHA-I "'*oH)H S OMF(10me)L] 2-TIlele Itdl=

(104mg, 0.96mmol) MO DJtSHCH. AR0IAM 1AI2E 0 2= OMF(10m) LY 6-SE=-3-HE-7-(TIH 2l &~

1-2)-1,2,4-E2|0tE 2 [4,3-b] Tl 2| CHEI (200mg, 0. 64mmol ) %Oﬁ”g FAIIE Solf JFOFE} Sg=s a2

OIA 16AI2tESQE WEHSHCE. OI0A DMFE X S0IM MHotLD &AIE CIZZ2Z2HED = ALOIO 28HAIZ!

Ch. HH&tE FE22 HAEZ(NaS0,)AIZ11D, GIAIIID SLAIRICH.  ZAH(246mg)E ZE 30 2ol OIE
oz

OLMIHIOIE/BA(x2) 222 H FHMGHH EH 3tES(130mg, 53%)S =SE&HCt.

"N NMR(250MHz, COClz) & 1.64-1.86(6H, m), 3.20-3.26(4H, m), 5.63(2H, br,s), 7.22-7.32(2H, m),
7.42-7.56(4H, m), 7.76(1H, td, J=7.7, 1.6Hz), 8.31-8.35(2H, m), 8.66(1H, br,s). (n0e OIOIEIE At
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S5t0f 2EoHSES SEst). NS (ES) m/e 387 [WH]'.

a=Xl: C, 66.97; H, 5.85; N, 21.30.

H &X' C, 67.08; H, 5.63; N, 20.96%.

A AL 16

-H Y -7- (Il 2l -4-2)-6- (T2l H-2-LH=Al)-1,2,4-E2|0tEZ([4,3-b]T2ICHE. 0.5 SOISHI0IE

a) 3,6-CI222-4- (I eld-4-)ImelCtEl

-CIHIS A OIEH20mE) LY 4-BE22-1,2-Clol0IE2 02| CHRI-3,6-CI2 (A A0l 152 Al a) &E)(530mg,

mol) & 4-Tieled B84, C-2I&Z(500mg, 3.7mmol) L EFALIE S (800mg, 7.6mmol)2| E&=

} O’JHI 33/9 HH§/§X Ol ol E&tASIAIZICH. OIHA HIEZPDIA(EZIHEZAT)ECIS

3mmol) S JIstD B2 S 28 é‘i =30 8 =0t 33 UIE/SH0l 2o CIAl EHetAS

SE=2 uWbtotn S=20M EAGHH JIEot] H22=Z2H 16AI2tSet BESSHCH.  W2HA

Ol HMIASICH. &AFE =IOt 8 HISL0l AHSSHCH.
Al

o & iy
© K

=)
x

=
0H

2 UNE0Ee>: My ™
>Ny N
N>y

222 ﬂﬂl% AStESLOI(10mE) 0l E=C0. POl FENMS SLIFOA 20AI2tS0F IS ST
FLES AS0A MASCH. &ALE %—?— I(x2)22 HISE =0l CIZZZ0EDL = Aol 2
[ZICH. EE22 DM SHMUESSZE AN HIILSHAIZICH. 2)He &2 =clAlZICH(&et0IE
S8 ool QS MAE =+ A= BHSE). EU2 USZZ20E(xI)22 FIHE =0, i
=2 FEES jd_’F_(MgSO4)/\I9| GIAIZID SZAZITH &SAIE Aeldt 240AM 2A20tE0H Ol &
ZHMAIZIL, 3% O %/EI:*EE[HI to2 E=06t0l HH e E(240mg, 28AH 0 ZHM 38%)S M
HZAM =S8t

1 + +
H NMR(250MHz, ds—OMSO) & 7.77-7.79(2H, m), 8.37(1H, s), 8.90-8.93(2H, m). MS (ES) m/e 226 [MH] ,

+
228[MH] .

b) 6-222-3-HZ-7-(TlclE-4-2)-1,2,4-ECI0tZE2[4,3-b] Tl 2ICt X

A (08 2H E8=2)(5m)WH 3,6-C122 2-4-(1l2|e-4-L )Tl 2|CHE (390mg, 1.7mmol), BIE L 5t0I=
cHEl(260mg, 1.9mmol), E2|0fL0tel(270me, 1.9 mmol) L p-SIALZA(32mg, 0.2mmol)C| EBSS Wet
ot SFOIA ZAGCHH 20AI2tSeE D160, =82S USZ2208 Y ZE3 =4 BMUESAMOIN =2
BHAIZICH. =dUg CSEREHE(x3)2Z2 FIHE FESHL. HHE.'E' FE=SS
AX(ZMUES)ASID, GIRAIDILD SLAIRICH A IAZ0LEHII0 2o =K

= a3 2 At
N3ID, 3% HES/U2220S02 SSAIH DA 5182 (2180, 42%)S SHEA DH2A ~Sa0.
"H NMR(360MHz, ds-DMSO) & 7.60-7.69(5H, m), 8.36-8.38(2H, m), 8.72(1H, s), 8.78-8.80(2H, m). NS
(€s) m/e 308 [MH]', 310 [MH]+.
¢) 3-Hl'2—7-(Il2lEl-4-2 ) —6- (Il 2| El-2-A U = Al)-1,2,4-E 2| OS2 [4,3-b] T 2ICHEI . 0.5 5H0ISaI0IE
pN|

2-Tl2lotdl = (105me, 1. 1mm0|)% H20M Eao0l P2 DMF( om)L =ASHUIES(QLU 60% =&,
40mg, 1.0mmol)| MEHE SEFRO JHEHCH. 1Al TOH 2= DMF(10+t5me) LY 6-2 2 2-3-HL-7- (12l -
Al

4-2)-1,2,4-E2C|0tEZ[4,3-b] I 2ICHEI(200mg, 0.65mmol) EHS DJIEHCE. RS A20M 16AI2t=0t
wetst 20l 2(100me)0ll =0, SHUS OE OHMEIOIE(5x100m)2 =S50, HIgE FE2S
2 (NazS04) AIDI 2, OIAISI D SLAIRICEH £/\PE 01IE' OMIHIOIE (20m2 A20AM HFSICH &

St DA(170mg)E 2 Ol OLMEIOIEZRE MZISAIZN EX SHES(120mg, 49%)S 24 DHEA
SSEO, BE=215C 2.

T NMR(360MHz, ds~OMSO) & 5.76(2H, s), 7.47-7.50(1H, m), 7.67-7.72(4H, m), 7.97-8.02(3H, m), 8.38-
8.42(2H, m), 8.72-8.78(2H, m), 8.87-8.89(2H, m). MS (ES+) 381 [MH]+.
CooHigNsO. 0.5H 001 CHE AAZA

=Xl C, 68.21; H, 4.10; N, 21.34.
H&EXI: C, 67.86; H, 4.40; N, 21.58%.
AAN 17 & 18

-HY-5-(Oleld-2-L S Al )-6,7,8,9-H ERIGI0IE2-1,2,3a,4,8-HEIO KA 22 HIEH o | LIZ EFE
=]

0.35 GIOISOIE & 3-BL-5-(Il2IE-2-2L U SAI)-6,7,8,9-EI E2t510I E2-1,2,3a,4,7-HEFOLR ALOI 2

2HEH o |LZL¥ 0.75 50ISaI0IE

a) 3-H=-5-(II2IE-2-L IS Al)-6,7,8,9-HIE2t5H0 S2-1.2,3.4.8 BIELOFXFANOI 2 2 BIEH a | LE T 2@l

2 3-H=-5-(I 2 El-2-2 K SAl-6,7,8,9-BHI E2H5t0| S 2-1,2,3a,4,7-HIEHOL XFAO| 2 2 BIEH o LI E 22

BIEHS (140me) L} 3-T '-5-(TI 2| El-2-L HIS Al)-1,2,3a,4, 7—E+|E+orxw0|:§mle[a]unaaﬂ 2 3-I L
212~ U= AI)-1,2,3a,4, 8-BIEIOIIAIOI S 2 BIEH o JUZS R (AAG 10 2 11 =XE), oN

-5—
I

—
—_

I ,2,3a,4, L= e (
.0me, 2mmol) O] SEEE A2 M 452=0F 30psiZ2 ASIECIEI S (140mg) 22 £AFAIRICH. ZH
SZZMHEH/NHES/L2LI0-80:8:12 EZEAIIIHAN Lel0IEE & A

o =
D
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OIAIZA HEH Otel(465mg, 65%)2 &M DHZM =S8, 82 &2 AZ0EIHIN 2o 2l
= 2UCH. 242 OIZENE St A b), c) & d)0l Ji=E Z2ESS AE5I0 =el8tlt.

b) 3-HE-5-(Tlele-2-L U S Al)-6,9-CI5t0I =EZ-7H-1,2,3a,4,8-H ELOtAIAIOI 22 BIEH o | LIZ E&I-8-3}
S4A4 3IZ-REUMAHE ¥ 3-HE-5-(TO2lE-2-LHSAl)-8,9-CI5t0l| =E2-6H-1,2,3a,4, 7-HIEL OF X} ALOI
SZHEt [OL]L P Erell-7- JFE’\'M 3=-F€ 0AHZ

Cl-32-2€ CILZUI0IE(700mg, 3.2mmol)S 0CUHM ZASHH 2= CIZZ2Z20EWH 3-HE-5-(Il2lg-2-
UM EAI)-6,7,8,9-HIERIGIOIEZ-1,2,3a,4,8-HEIOINIAIOI 22 HIEH o JLIZ SR & 3-HIY-5-(Il2l -
2-A S Al)-6,7,8,9-HERICI0I=E2-1,2,32,4, 7-HIEIOI XALOI 2 2 BIEH o LI Z E &l (555mg,  1.55mmol) &
EclHZ0t2!(550me, 3.9mmol) alc 4- EID{I%OPDI_‘.—_HIBIE(ZOWg 0.16mmol) 2] E&S2| WBHE MU It

Ch. A20M TAIZSO BISAIZ S0l 2o 2=0A 16AI2FSOr Deteict, =82S (222H S
B3 8 SASAUEBA0N ZHHAAC, SA%S OSS2HE(x3)02 232 =S80 bHE
S FESS AE(NaS0,)AIDID, GHIAIFILD SLAIZICH. &AIE A25t & A0A IZ0LEDHTIN 9
o ZHAIZID, 5% HES/COZ22HE22 SSAH IH S22 S2(610m, 8%2AH 24 D
2 $Sa

Ol OLMIEIOIER BEAIISGA Z2 242 o A=0IE TN <lsh 20X S22 =250l 5 2
g 258 & UCH

20 2 24 FHY-5-(Tlelg-2-LH=Al)-6,9-CI5t0I =E2-7H-1,2,3a,4,8-HIELOt XL ALOI| 22 BIEH o ] Lt
ZER I 3328 NAHS(4e). MBS WE OMHHOIS/HOSSE HEISAAD
S®=170 Xl 1737

"H NMR(250MHz, COCls ) & 1.52(9H, s), 2.84-2.90(2H, m), 3.81(1H, t, J=5.8Hz), 5.00(2H, br,s),
5.60(2H, s), 7.32(1H, dd, J=7.5, 4.9Hz), 7.49-7.55(4H, m), 7.79(1H, td, J=7.7, 1.8Hz), 8.34-
8.38(2H, m), 8.64-8.69(1H, m). NS (ES+) m/e 459 [MH]+.

CosHagNeO3. 1.4H001 CHEH RAEA

61.83; H, 5.60; N, 17.52.

: G,
: C, 62.07; H, 6.00; N, 17.37%.

S0 =4 FFHY-5-(Telg-2-LUSAl)-8,9-CIGH0IE2-6H-1,2,3a,4,7-BHIEtOt KtAIOI 22 BIEH o JUHE
gel-7-ot=a 4 35-2E HAHZ(227mg). MEZ2 0E OMEHIOIE/EMCZRE THZAAHSAIZICH 8
&=166 LHXl 168°C.

"H NMR(250MHz, COCls) & 1.53(9H, s), 3.20-3.26(2H, m), 3.82(2H, t, J=5.8Hz), 4.62(2H, br, s),

5.61(2H, s), 7.31(1H, dd, J=7.0, 5.5Hz), 7.48-7.56(4H, m), 7.79(1H, td, J=7.7, 1.7Hz), 8.35-
8.38(2H, m), 8.64-8.68(1H, m). MS (ES) m/e 459 [MH] .

CosHasNeO301l CHEH R A2 A

=Xl C, 65.76; H, 5.81; N, 18.25.
H&EXI: C, 65.49; H, 5.71; N, 18.32%.

HY-5-(Ol2lE-2-HSAl)-6,7,8,9-HESH0IE2-1,2,32,4,8-HELOLAIAIOI 22 HIEH o [LIZE &l
tO ‘:EIIOIE

SZO0LMIEA(BM)S 0CHM ZEASHH = CIS2=201EH(3me)LH 3-HIE-5-(Il2l&-2-2 0
Al)-6,9-CIGt0IE=2-7H-1,2,3a,4,8-HIELOL At /\POI:‘EJH'E[OL]LP“E*E“ -8-It=a 4t 32-FE
mg, 0.56mmol) SOMOHl JFEICE. 1AIZE 20l ZES A30UM MASHD HME CSZ20HEY
EHALZE AOIO ZHHAIRICH. =dUS CS2Z2UEH(x2)22 FItz FES&C. HIEE
(NazSO.) A1, OIBtAIZI D BSEAIZICH. TAIE &2Iot ZA0A IZ20tE0HTI 2o EH
ZZ0E/HES/L2LI0H60:8:150:8:1)2 S&ot EHM  OF2I(176mg, 88%)2 P
+=S&th, 8&8=175 WXl 178C.

c) S3-HE
0.35 5t0l

Eg|

Mo Hel

o

4 S
b biox S I

= o
kJ
[w

-
U
x

"H NWR(360MHz, ds-DMSO) & 2.62-2.66(2H, m), 3.08(2H, t, J=5.7Hz), 4.13(2H, s), 5.56(2H, s),
7.37(1H, dd, J=6.9, 5.3Hz), 7.50-7.59(4H, m), 7.87(1H, td, J=7.7, 1.7), 8.22-8.25(2H, m), 8.62-
8.64(1H, m). MS (ES)) m/e 359 [MH].

CooHigNeO. 0.35H001 CHEH A A=A

=Xl C, 66.14; H, 4.98; N, 22.71.
H&EXI: C, 65.86; H, 5.17; N, 23.04%.

-HE-5-(mele-2-LHSAl)-6,7,8,9-HIECIGI0I=E2-1,2,3a,4,7-HELOKIAIOI 22 BIEH o | LIEZ EFE
BPOI‘:EIIOIE

5

CIZERLZO0LHEA(BM)S 0CUHAM ZASHH 2+ CS2=2MHE(3m
Al)-8,9-CIot0I E2-6H-1,2,3a,4,7-BIEFOF X} /\}OlziﬂilE[a]L}ﬁaaﬂ -7-It=4al 4t
mg, 0.47mmol) MO DJFEHCE. 1A 20l SZES A30AM MASHD &
EHMZE AOIOI 2HHAIZICH. =HUS EZZ0E(x2)22 FIZ2 =

d)
0.7
&
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(NasS0s) AI211D, GIIHAIDID SLAIRICH. TAIE A3t Z2A40AM 2Z20tEDH TN 2o HHMSt2, CI2
ZZ2ME/HES/22LI0H(60:8:1)2 S=6t01 HM O0tI(162mg, 96%)S SM DHZAM =S&U, 8F

=157 Xl 159°C.

"H NMR(360MHz, ds -DMSO) & 2.92-2.96(2H, m), 3.07(2H, t, J=5.8Hz), 3.84(2H, s), 5.56(2H, s),
7.36(1H, dd, J=6.7, 4.9Hz), 7.52-7.60(4H, m), 7.87(1H, td, J=7.8, 1.7), 8.23(2H, dd, J=6.3,
1.9Hz), 8.62-8.64(1H, m). MS (ES') m/e 359 [MH].

CaoHigNeO. 0.75H001 CHEH A2 A

=Xl C, 64.93; H, 5.31; N, 22.30.

H X C. 64.59; H, 5.29; N, 22.60%.

A A0 19

7-0IE-3-HY-5- (Tl el E-2-2H S Al )-6,7,8,9-EHIECIGI01=2-1,2,3a,4,7-HEIOL KHALOI 2 2 HIEH o ] LE

kel

LIEE A0tz ES |EclE(55mg, 0.88mmol)S A20M ZASHH 2= [HI'E*%HOM)LH 3-HI<-5-(1l 2
E-2-UHEAl)-6 9 HEctst01E2-1,2,3a,4,7-HELOIXALOI 22 HIEH o [LEZE#I(126mg,  0.35mmol)
= Of iIEMUOOmf 1 75mmol) O LIBHEl ZOHQ DFEICE. EEES 0CZ YW2ADIL =4 ZELHGIE

(35me, 0.48mml)S JIStCh. BHSES 0TCOA 30250, OI0A A201A SAIZFSQH WEHEHLH. HHE=

=

BAMEE )22 HEARICH su2s NDOA HMAHS 20 HAIS CIZ2Z20IE( x
IS8 FIE FEEIL. HEE FE22 AEX(NaS0,)AIZILD, GHIAIDID SLAIZICH TAS Aeldt
ZAMAN 220tEDHTIN 2o FHMGtD, CIZZ220E/HES/22LI0H95:5:0.56-92:7:1)2 E&6H0
HAM Otel(130mg, 100%)S SM DHIZAM =S&C. 0 222 0E OMHOIEZREH MZEHSIAIZICH
& 186 WXl 188C.

o

It &4 EHAMIZAE(5Me

w

"N NMR(360MHz, COClz) & 2.57(3H, s), 2.84(2H, t, J=5.7Hz), 3.27-3.31(2H, m), 3.61(2H, br s),
5.59(2H, s), 7.28(1H, dd, J=6.7, 4.9Hz), 7.45-7.52(4H, m), 7.75(1H, td, J=7.8, 1.8Hz), 8.35(2H,
dd, J=8.3, 1.8Hz), 8.64-8.68(1H, m). MS (ES+) m/e 373[MH]+.

ngHgoNsOO“ s |AEA

=Xl C, 67.95; H, 5.57; N, 22.43.

H&EXl: C,67.73; H, 5.41; N, 22.57%.

A A0 20

3-HE-6-(TIele-2-LHSEAl)-7-(EIQE-2-2)-1,2,4-EC|0tZ2[4,3-b] I 2ICtEl 0.45 GLOIEI0IE
AD| stE2s AN 162 SHAH a), b) & o)l JsE LEHS ALESIH MZEGE, © 2-EIQHE ZB24t
S oA a)9 4-T2lE E24, Cel§g Al AMZs6tD 1.1 Sotel p-ERAULZELS 0.1 SOt e &
A b)ol AHZEHCH

HAM =t&t=0 et CIolH:

" NMR(250MHz, CDCI) & 5.74(2H, s), 7.18(1H, dd, J=5.2, 3.8Hz), 7.28-7.34(1H, m), 7.50-7.58(5H,
m). 7.74-7.77(2H, m), 8.28(1H, s), 8.38-8.42(2H, m), 8.68-8.72(1H, m). NS (ES) m/e 386 [MH] .

CoiHisNsOS. 0.45H,0. 0.05(CHi0) Ol CHEH RAEA

: C, 64.46; H, 4.16: N, 17.63.

rx JI)II

H&EXI: C, 64.105 H, 3.82; N, 17.35%.

A A0 21

3-HE-6-(I2le-2-LHSAl)-7-(EI2E-3-2)-1,2,4-EC|0tEZ[4,3-b] T 2| CtXl 0.2 GHOISHI0IE

AD| stE2s AAN 162 SAH a), b) & o)l JsE LEHS AIE6IH MZEGE, © 3-EIQHE ZB24t
£ ©l a)9 4-Il2lg B2, L2l tal AFE0tD 1.1 St p-ERALEEAES 0.1 SIF Ui &
A b)oll AHZEHCH

HAM =t&t=0 et CIolE:

"H NMR(250MHz, COCls ) & 5.70(2H, s), 7.26-7.32(1H, m), 7.44-7.58(6H, m), 7.70-7.80(1H, m),
7.96(1H, br s), 8.20(1H, s), 8.40-8.43(2H, m), 8.58(1H, br d, J=5.6Hz). MS (ES’) m/e 386 [WH] .
CoHisN:0S. 0.2H,0. 0.07(CiHi0)0ll CHEr RAZA

IZXl: C, 64.83; H, 4.11; N, 17.78.
H&EXI: C, 65.04; H, 3.69; N, 17.38%.
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AAOf 22

(+)-3-HY-6-(2-T2I 2 )N SAI-7,8,9, 10-EHI ERSH01 E2-(7, 10-Z 2T )-1,2,4-E2I 0B 2 [3, 4-
=R

AJ| BIE22 S a) HIAIOIZ2R2[2.2.2]2E-2-01-2 3-CIIHZA A OH5I0IS2|IS Al AFREE HIA
0122[3.2.2]=-6-01-6,7-CIIHZ A & OHBI0|SRIS[&X 23 J. Chem. Soc., 2524, 197012 & &l Al
Gf 12 B3 a), b) L o0l JI=E LS AFREI0I MESICH HA SHES0l et GI0IH:

SH=187C

"H NVR(360MHz, COCls) & 1.42-2.19(10H, m), 3.56(1H, s), 3.98(1H, s), 5.60(2H, s), 7.28(1H, m),
7.48(4H, m), 7.74(1H, m), 8.38(2H, d, J=7.8Hz), 8.66(1H, m); MS (ES') m/e 398[MH] .

CoaHasNsOOl CHEH A A2 A

a=Xl: C, 72.93; H, 5.85; N, 17.64.
A

otol=ctX=et M Ao 12 &
tet= 0l CHet OIoIe: s&8=167T.

F

"H NMR(360MHz, DMSO) & 1.40(4H, m), 1.90(4H, m), 2.40(3H, s), 3.48(1H, s), 3.74(1H, s), 5.57(2H,
), 7.36(3H, m), 7.57(1H, d, J=7.8Hz), 7.87(1H, ddd, J=7.8, 7.8 & 1.7Hz), 8.14(2H. d, J=8.2Hz).
8.68(1H, m): MS (ES') m/e 398 [MH]'.

CoaHasNsQ0ll CHEH A A2 A

a=Xl: C, 72.37; H, 5.73; N, 17.62.

H XD C, 72.52; H, 5.83; N, 17.62%.

2 A0 24
3](_3—Eplaif\l)l_HI‘é'—S—(Z—HIEI‘:E')IHI‘%%/\I—ZS,Q,1O—EIIEEJ8POIEE—(7,10—01|ELH—.)—1,2,4—EEIOP—§-E[3,4—
ajxtEcrd

A SHEES A c)2 XY StolSetd el A8 = 3-HSAIMES0IEatXIEt &M AAIG 12
©2H a), b), c) & d)0il JI=E LHS ASotH HM=ZSCH EXM S0 S OI0IE: 8&=185C.

H NMR(360MHz, OMSO) & 1.40(4H, m), 1.91(4H, m), 3.49(1H, s), 3.76(1H, s), 3.85(3H, s), 5.59(2H,
s), 7.08(1H, m), 7.37(1H, m) 7.47(1H, t, J=8.0Hz), 7.59(1H, d, J=7.9Hz), 7.88(2H, m), 7.96(1H, m),

8.64(1H, m): MS (ES) m/e 414 [WH] .

ColaNs0o0ll CHEH 21 A = A

A= C, 69.36; H, 5.65; N, 16.58.
MRl C, 69.72; H, 5.61; N, 16.94%.

c)o HIZXQ GLOIECHE [HAl ALEEl= 2-ERZHZESI0IEXER W A0 1
Jl=% HYHE AL=6H MZSCH. HAM StEE0 it HIolH:

1
H NMR(360MHz, CDCl3) & 1.51(4H, m), 1.92(4H, m), 3.56(1H, s), 3.98(1H, s), 5.46(2H, s), 7.26(3H,

m), 7.44(1H, d, J=7.8Hz), 7.54(1H, m), 7.71(*H, m), 7.80(1H, m), 8.63(1H, m): MS (ES') m/e
402[WH]".

CosHaoFNsOOHl CHEH R AE 4

=Xl C, 68.81; H, 4.81; N, 17.17.
A

H&EXI: C, 68.81; H, 5.02; N, 17.45%.

A A0 26

—-(3-Ilel€)-6-(2-T2l & )HESAI-7,8,9, 10-H ESH0I E2-(7,10-0lEtc)-1,2,4-ERIOIEZ([3,4-a] =
et
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otol=ctal THal AtZ2E= LIZE A StOIEctNI=2 S A0 12 &
Hoa), b), c) & doll DIz LES AIE6t0 MEZSCH HH SES0 8 Clole: 8&=198T.
'H NMR(360MHz. COCls) & 1.49(4H, m), 1.96(4H, m), 3.59(1H, s), 3.99(1H, s), 5.61(2H, s), 7.28(1H,
m), 7.49(2H, m) 7.78(1H, m), 8.72(3H, m), 9.69(1H, s): MS (ES) m/e 385 [WH] .
CooHaoNeO Ol CHEH A A2 A
Xl: C, 67.56; H, 5.66: N, 19.51.
|+ C, 67.27; H, 5.65; N, 19.61%.

3- MOIDEME‘“ -6-(2-Tl2lg)HE =S AI-7,8,9, 10-H Etot0IE2-(7,10-0lEt = )-1,2,4-E2I0tE 2 3,4~
a

Cetdl el MEE= AOIZ2ZEZ2EIIS AL SHOIECRER S
,c) Z Aol JI=E UHS ARG MESCH. EX SES0l e oiole: &

1
H NMR(360MHz, CDCls) & 1.09(2H, m), 1.31(2H, m), 1.44(4H, m), 1.89(4H, m), 2.38(1H, m), 3.52(1H,

s), 3.90(1H, s), 5.57(2H, s), 7.28(1H, m), 7.52(1H, d, J=7.9Hz), 7.76(1H, m), 8.64(1H, m); MS (ES)
m/e 348 [MH]'.

CaoHa1NsO01l CH

1

ol

AR A

F

=Xl C, 69.12; H, 5.85; N, 20.19.
HA&EXI C, 69.14; H, 6.09; N, 20.16%.
AAIGI 28
6-

((6-HE)-2-melg)lEsA-3-H-7,8,9, 10-H ERtGt0|=2-(7, 10-0lEt=)-1,2,4-ECI0tEZ [3,4-
a]ZEetd SlolEE2=220lE

A SEEs U d)2 2-TI2IZotHls td AISS = 6-HE-2-GIOIESAIE melgnt M A Al
120 &3l a), b), c) ¥ d)oil JIsE LHS AISBGIH MO 84 oo fIHEQ Hi= Y 2
MHZEHSA0 HEtSl %‘gk A EUU 2SS SolAlZI= HO0ICH. HHM St20 e doIH: &
=255T

1H NMR(360MHz, DMSO) & 1.42(4H, m), 1.91(4H, m), 2.71(3H, s), 3.51(1H, s), 3. 78(1H, s), 5.80(2H,
s), 7.59(4H, m), 7.80(1H, d, J=7.8Hz), 8.22(1H, m), 8.30(2H, d, J=7.9Hz); MS (ES ) m/e 398 [MH]+.
Cg4H23N50. HCIOfl CHst XA

&=X|: C, 61.67: H, 5.36: N, 14.74.

HAEXI: C. 61.28; H, 5.36; N, 14.89%%.

&LAIO 29

6-((3-0E)-2-1mezled)HE=2AI-3-HE-7,8,9, 10-HIE2tG0I=E2-(7,10-0lEt = )-1,2,4-E2I0tE 2 [3,4-
a]Z et

A FEEE S d)2 2-LI2IEHHl=E A Al EEDe 3-0HE-2-6101= /\IEHIE' olels ot &l A Ao
19 A a), b), ¢) & d)oll == 2HS AME6t0 HXESCH. HEH SE20 st OIolE: 8&8=245
T.

'H NVR(360MHz, COCls) & 1.48(4H, m), 1.88(4H, m), 2.43(3H, s), 3.47(1H, s), 3.98(1H, s), 5.63(2H,
s), 7.26(1H, m), 7.49(3H, m), 7.60(1H, d, J=7.5Hz), 8.43(2H, d, J=7.8Hz), 8.48(1H, d, J=7.1Hz): NS
(€s) m/e 398 [MH]'.

CoaHasNsO. 0. 1H001 CHEH RAZA

A= C, 72.09: H, 5.76: N, 17.79.

HAEI: C, 72.200 H, 5.86: N, 17.54%.

ALAIO] 30
%gégz)2umwwmg%xH}mg#ﬁanwwzaam5@47meaiyaz¢§am§§mA—
ajEEcd

40| SERE S 0)o 2-MRlLIilE il ABEs 4-HEL-2-5l0lSSANE m2Ein B Sl
19/ ©3 a), b), ¢) L d)0l JIZE LS AR50 HMESC HH 20 e C0IE: S&E=190

e}
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'H NVR(360MHz, COCls) & 1.49(4H, m), 1.93(4H, m), 2.39(3H, s), 3.58(1H, s), 3.99(1H, s), 5.59(2H,
s), 7.13(1H, d, J=7.3Hz), 7.35(1H, s), 7.50(3H, m), 8.41(2H, d, J=7.8Hz), 8.51 (1H, d, J=7.3Hz):
MS (ES') m/e 398[MH]".

CoaHasNsO0ll CHEH A A2 A

a=Xl: C, 72.91; H, 5.78; N, 17.32.

H XD C, 72.52; H, 5.83; N, 17.62%.

2 A0 31
6]—(_(2:§1+%)—2—HIEI%)ml%%/\l—S—EI‘é'—7,8,9,1O—H|EBP8POIEE—(7,10—01IEL%_)—1,2,4—EEIOPZ§-E[3,4—
ajEtEcrd

Al stgEs ©AH d)9 2- MIEI‘:'DH:IIi el AtEEE= 5-0IE-2- o}OI‘ZE/\IEHIE' el SH AAo
chl 3 a), b), c) ¥ d)0il JI=E LEHS AMS P01 HI.’E@ b. HHM =0l et CloIE: 8&8=205

"H NMR(360MHz, COCls) & 1.48(4H, m), 1.92(4H, m), 2.38(3H, s), 3.56(1H, s), 3.99(1H, s), 5.58(5H,
s), 8.45(3H, m): MS (ES’) m/e 398MH] .

(ES
C24H23N500“ st |AE2H

=Xl C, 72.66; H, 5.72; N, 17.32.
At

H&EXI: C, 72.52; H, 5.83; N, 17.62%.

A A0 32

3HE-6-(3-IelZ)HE =S AI-7,8,9,10-EHIECIEI0I E2~(7,10-0lEt = )-1,2,4-ECIOIEZ[3,4-a| ZE 2t A
D] SHEES B d)o 2-Teldottls tal AIEEE 3-T2IZItdlsn &M AAlol 12 & a), b),
c) & d)ol Jl=E HHS ALESIH MZISC. EM StE=0l S Oiole: 8&=202T.

"H NMR(360MHz, DMSO) & 1.39(4H, m), 1.90(4H, m), 3.40(1H, s), 3.74(1H, s), 5.58(2H, s), 7. 46(1H,
m), 7.56(3H, m), 7.97(1H, d, J=7.8Hz), 8.36(2H, d, J=7.9Hz), 8.58(1H, m), 8.77(1H, m): MS (ES) m/e
384 [WH]'.

CoaHaiNsOOI CHEH A A2 A

1

=Xl C, 72.70; H, 5.49; N, 18.19.

H&EXI: C. 72.04; H, 5.52; N, 18.26%.

AAIGI 33

SHE-6-(4-IelE)HESA-7,8,9,10-EHIECIGHOI E2-(7,10-0IEt = )-1,2,4-EC|0tE 2 [3,4-a] ZE 2t &l
A StetES © d)2 2-TclEotdls tal AAESl= 4-Tlelotdl= &M AAlol 12 A a), b),
c) ¥ d)oll =S LS AISSIH MESCH EA SHES0l e HIoIH: 8&=205T.

' NMR(360MHz, COCls) & 1.49(4H, m), 1.95(4H, m), 3.55(1H, s), 3.99(1H, s), 5.49(2H, s), 7.41(2H,
d, J=6.0Hz), 7.49(3H, m), 8.32(2H, d, J=7.8Hz), 8.69 (2H, d, J=6.0Hz); MS (ES+) m/e 384[MH]+.
CaaHoiNsO. 0. 1H001 CHet A2 A

I£XI: C, 71.29; H, 5.16; N, 17.82.
&XI: G, 71.705 H, 5.54; N, 18.18%.

2-(1-OI€)0oIDICHEE ) HE S AI-7,8,9,10-EHIECt5t0I =E2-(7,10-0lEt = )-1,2,4-ERIOtEZ[3,4

IHEOIDICHE W S A A0
Ml stet=0l et GIoIE: &&8=274

i

&0 28 S d)2 2-TelEItdls
191 &3 a), b), ¢) & d)oil JI=E LY
T.

el AHES= 1-0
= HOd

=-2-310| == A
AE5H0T HIE =

b

o

'H NVR(360MHz, CO;0D) & 1.52(4H, m), 2.03(4H, m), 3.50(TH, s), 3.82(3H, s). 3.88(1H, s). 5.64
(2H,5), 7.05(1H, s), 7.23(1H, s), 7.66(3H, m), 8.41(2H, d, J=7.8Hz); WS (ES) m/e 387 [WH] .
CosHooNsQ0H CHEH RIA2A

& =Xl C, 68.20; H, 5.69; N, 21.77.
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H&EX C, 68.38; H, 5.74; N, 21.75%.
A A0 35

6-(3-AlOt=HE ) HE S AI-3-HE-7,8,9, 10-H Ectot0I =2-(7,10-0Et = )-1,2,4-ECIOtEZ[3,4-a] ZE
et

a)6-GtOIES AI-3-HIZ-7,8,9,10-HI Ectot0l E2-(7,10-0lEt = )-1,2,4-EI0tE 2 [3,4-a] ZE et
A AIG 1°| S c)2RHS MHZ2(3.0g, 9.6mml)S MFLUIEE EH(2N, 585 o 24m
= &

) &
10% =48 1,4-CI24(100m) 0l EoiAIDID IS S22 SF0UAM 3= JHEEL. |I SHE A
Al SO Ol MHGID TAIE 2(250m) 2 ClIE oldl= (250m€) ALOL Ol —v—HHMa'EP =88 2¢cl
ot CIOIE OlElZ2(100me) 2 23] =It2 MEE =0, pHOt 29t & WOHXl 5N S&te=2 Melsttt. S
C2RH FME DHE ool 2Adh =TI0 SNt HH2(2.79, 88 24 300C =H).

'H NVR(250MHz, COCls) & 1.35(4H, m), 2.00(4H, m), 3.49(1H, s), 3.84(1H, s), 7.71(3H, m), 8.54(2H,
d, J=7.8Hz); MS (ES') m/e 293 [MH] .
CoHiNOOl CHEH RIAZA

a=Xl: C, 69.33; H, 5.32; N, 19.17.

HAEXI: C, 69.86; H, 5.19; N, 19.23%.

b) 6-(3-AlOt=HE)HESAI-3-HE-7,8,9,10-H E&t5t0l E2-(7,10-0lEt = )-1,2,4-ECI0tEZ[3,4-a] &

et

AAION 352 ©HAH a)2REH2 MAH=2(0.3g, 1.02mmol)E 60% =ASUHES(0.019g, 1.28 L&) &M O

HEZSOot0I=(40me)0ll EoHAIZILL 80COHAM 20280t JtEEICH. a-EZ2-HE-SERLULIEZ(0.22g,

1.18 €2)8 Jtotld 14AI2tS 0 A6 DS SHct. 80| EE6HE MKl 22 Jtot) FXE Ol
Ol Slolf =&s =0l ESHZAM LS=20 W 0 LHX 30% HE OtMIHIOIEE ALEGHH Al2ldt

HEDPEJEHHIOH ool FMECH. HMHES 0E OLNHOIE/AMNZRH MHZEHSAIH S
£(0.229)2 +=SS&Ct. EXM SIS0l 8 OI0lE: 8&=216TC.

e

0z
for =
[10" I3

' NMR(360MHz, COCls) & 1.48(4H, m), 1.93(4H, m), 3.54(1H, s), 3.98(1H, s), 5.80(2H, s), 7.42(1H,
d, J=3.2Hz), 7.50(3H, m), 7.86(1H, d, J=3.2Hz), 8.45(2H, d, J=7.8Hz): NS (ES’) m/e 408[NH] .
CoiHioNsOSOHl CHEH & A4
=Xl C, 64.54; H, 4.98; N, 17.79.

&XI: C, 64.76: H, 4.92 N, 17.98%.

>
oI b

1-(3,5-CIHE ) Dt S8 ) HE S AI-3-HE-7,8,9, 10-H Ectstol=E2-(7,10-0lEt = )-1,2,4-E2I 0t S 2

w
T
2
e
um
o]
e

—CtOIESAINE-3,5-CIOIELctEn M & Al
MZ8tC.  HX ste=0l CHet CIolE: 83

0z
S
ton

Q'I_l

o
1o
f
x
e
o
1K
E
o
o
T
o
iy

Il
n =

' NMR(360MHz, COClz) & 1.43(4H, m), 1.89(4H, m), 2.27(3H, s), 2.32(3H, s), 3.41(1H, s), 3.96(1H,
s), 5.96(1H, s), 6.27(2H, s), 7.54(3H, m), 8.51(2H, d, J=7.8Hz): NS (ES) m/e 401 [MH] .

CosHaaNsQOl CHEH A A2 A

A =X C, 69.32; H, 6.07; N, 21.01.

H AKX C, 68.98; H, 6.04; N, 20.99%.

AAIO 37

6-(4-(2-UHE)EIOIEE )HE=AI-3-HE-7,8,9, 10-H Eclol0O| =2-(7,10-0lEt = )-1,2,4-ECI0IE 2 [3,4-
a] ZEZ}A

A SEEZS o-EZZ2-HE-SFLLIEE UA AMERHesE 4-S2Z2=HE-2-HEEIOFEZD &M & A0 35
Of &l b0l Jl== BEHS AI26 HZ&CH. EXM stsr=20l st iolE: 8&=180T.

'H NVR(360MHz, COCl) & 1.47(4H, m). 1.91(4H, m), 2.76(3H, s), 3.53(1H, s), 4.00(1H, s), 5.55(2H,
s), 7.26(1H, s), 7.52(3H, m), 8.48(2H, d, J=7.8Hz): MS (ES') m/e 404 [WH].

CooNsOSOIl CHBH & A=A

AZX: C, 65.82; H, 5.17; N, 17.25.

HAKI: C, 65.49; H, 5.25; N, 17.36%.
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A A0 38

HE-6-(2-A=s&elL)HESA-7,8,9, 10-H ECtS0I=E2-(7,10-0lEt = )-1,2,4-E2IOtZ 2 [3,4-a] ZE
et

2QLIEY Hal AIBHE 2-222HLFH =AU BH AAG 359
Slet2 0 Chet GI0IE: SX=250C.

"H NMR(360MHz, DMSO) & 1.43(4H, m), 1.92(4H, m), 3.54(1H, s), 3.75(1H, s), 5.88(2H, s), 7.44(3H,

m), 7.89(2H, m), 8.13(4H, m), 9.18(1H, s): MS (ES') m/e 435 [WH] .

CoHooNs0. 0.375 H00H CHEH 2 A2 A

=Xl C, 71.15; H, 5.10; N, 18.66.
At

H&EXI: C, 70.77; H, 5.20 N, 19.05%.
A A0 39
3-HE-6-(3-IealCtA )M ESAI-7,8,9, 10-HIECtSI0IE2-(7,10-0lEt = )-1,2,4-E2|OtE 2 [3,4-a| Z &}

&) SEES o-EZ22-HE-SRUEE A MEH= -2ZEZMNEIIUN[2E
al., Chem. Ber., 1987, 120, 649-651)2 &0l 2lch MZEE ]2 &M &AM 352 S b)01I Jlz=d &
= AE5tH XIZEEFE}. SFEEZUELCILNE S5l SE8H A0l HEAl = =]

S 20, ¢SS £ZENe 4 =0l MEel ~HeCH. =M S0 et CI0IE: 88=215T.

' NMR(360MHz, CDCls) & 1.49(4H, m), 1.91(4H, m), 3.54(1H, s), 4.01(1H, s), 5.85(2H, s), 7.54(4H,

m). 7.71(1H, dd, J=8.5 ¥ 1.7Hz), 8.36(2H, d. J=7.8Hz). 9.22(1H, dd, J=4.9 ¥ 1.7Hz): MS (ES') m/e
+
385 [MH] .

CooHaoNeOOll CHEH A A2 A

i

&=Xl: C, 68.60; H, 5.31; N, 21.65.

H &K C, 68.73; H, 5.24; N, 21.86%.

&LAI0l 40

6-(1-HIZ-2-0|0ITIEL ) HE S AI-3-HE-7,8,9, 10-HIE2IGI0I =2-(7,10-0lEt = )-1,2,4-E 2|0t E 23,4~
a]E%EP&

AD| g2 SH d)2 2-T2ldotdls Al AM=2E = 1-HZE-2- (S0 SEAIHE)-0I0ITE[2S (& X!
Birker, Godefroi, Helder and Reedijk, J.Am. Chem. Soc., 1982, 104, 7556)2| 2t&iof ek HEE ]
BH AAIG 12 S a), b), ¢) ¥ d)0l JisE YES t ot MI=8stCt. HEH St&=201 s dol
BH: 8&8=205TC.

]H NMR(360MHz, CDCls) & 1.20(2H, m), 1.43(2H, m), 1.80(4H, m), 3.11(1H, t, J=2.8Hz), 3.92(1H, t,
J=2.7Hz), 5. 24(2H S)' 5.55(2H, S). 7.03(3H, m), 7.18(1H, d, J=1.2Hz), 7.28(3H, m), 7.50(3H, m),
8.43(2H, m): MS (ES") m/e 463 [MH] .

CosHasNsO. 0.5 H00 CHEH A=A

=Xl C, 71.49; H, 5.62; N, 17.82.

H&EXI: C, 71.325 H, 5.77; N, 17.82%.

AAIO 41
S-HE-6-(0AASE-1-L)HE=SAI-7,8,9,10-H Ete0IE2-(7, 10-0Et = )-1,2,4-ERIOIE 2 [3,4-
alZ=etd

Al EEEE a-EZRZ2-NHE-SFLUEE Ud MEEHE 1-2EZZ0E0IAF = SH AAIC 352
S b)ol JI=E LHS AESIH MEISCH HM S0 (8 OolE: 8&=230TC.

"H NMR(360MHz, COCls) & 1.45(4H, m), 1.88(4H, m), 3.45(1H, s), 3.97(1H, s), 6.09(2H, s), 7.43(3H,
m), 7.71(3H, m), 7.93(1H, d, J=8.2Hz), 8.24(1H, d, J=8.4Hz), 8.42(2H, m), 8.58(1H, d, J=6.2Hz): MS
(€S) m/e 434 [MH]'.

CQ7H23N5OO“ s |AEA

&Z=X: C, 75.04; H, 5.25; N, 16.40.

H X2 C, 74.81; H, 5.35; N, 16.16%.

A0 42

6-(1-0lE-2-0I0ICtEL )HE S AI-3-H Z-7,8,9, 10-HI Ectot0l|E2-(7,10-0lEt = )-1,2,4-EC| 0t ZE 2 3,4~
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a] TECHX
Al FEESE A d)Q 2-I2lYotdl=s Al Algde 1-0E-2-(cI0I=E2AIHE)-0I0ICHE[2S (& X!
Tasaka, Teranishi, Matsushita, Tamura, Hayashi, Okanogi and Itoh, Chem. Pharm. Bull., 1994, 42,

g5)2 ol T2t MEE]D 8 AAG 19 S a), b), ¢) ¥ d)0l JIEE LS MBS0 Hxa

Ch. ERN SHE20| 03t GlOIE: S&=254T.

H NIR(SO0MHz, DHSO) & 1.84(8H. t, J=7.2Hz), 1.36(4H. m), 1.87(4H. m), 3.28(1H, s), 3.74(1H, s),

5.58(2H, q, J=7.2Hz), 5.55(2H, s), 6.96(1H, s), 7.33(1H, s), 7.58(3H, m), 8.50(2H, m); MS (ES ) m/e
+

401 [MH] .

CosHasNeOOIl CHE A2 A

i

=Xl C, 68.98; H, 6.07; N, 20.74.
At

HA&XI: C, 68.98; H, 6.04; N, 20.99%.

ALAIO 43

-HY-6-(1-LIctEL )HE=2AI-7,8,9,10-HIECIot0I =2-(7,10-0lEt=)-1,2,4-ECIOIE 2 [3,4-a] = €2t
b

AD] gtet2s S d)o 2-HielYotdHls Al AIEEE 1-(slol=ESAHE)IAE[2S (BE: Julia,
Martinez-Martorel| and Elguero, Heterocycles, 1986, 24, 2233)9 E’; ol et ME=]o a:”)“ 21 AL 0l
191 S a), b), ¢c) ¥ d)0fl Ji=E 2dHEHS AI=56I0 MZESCH. =S HAHUA, s MHdES £S5
SHJI SIBHA SHA c)§‘='E1°| MHESE £ASHIEEO2A SAIN JIE ZRIF UACH. EH Stet=0

gt CIOIE: 8&=1967TC.

"H NMR(360MHz, DMSO) & 1.47(4H, m), 1.99(4H, m), 3.38(1H, s), 3.87(1H, s), 6.51(1H, m), 6.62(2H,
s), 7.73(4H, m), 8.18(1H, m), 8.60(2H, m): MS (ES) m/e 373 [MH] .

CoiHaoNeOOIl CHE A2 A

A=Xl: C, 67.73; H, 5.42; N, 22.48.
At

H&EXI: C, 67.73; H, 5.41; N, 22.57%.

A A0 44
3-HE—6-(N-IIS2ICILIIEE )HE S AI-7,8,9,10-H ERtSI0I E2-(7,10-0lEt = )-1,2,4-ERIOE 2 [3,4-
a]ZEetd

]
) N :E;[Hllilj}\:lL_lu|§a|C|

0COIA CIZ2=20IEH(100me) L T S2lEl(5g, 0.07ml) M0l Ec|00t2l(11.8me, 0

ol CI22ME(20m) L 222 0tMIE :EE}OIC(G 2mé, 0. 077m0|)° HOtot, DAIZHEOF MEHG
o2 Ji2Etth. eS8 S(2x100m), = ( OOm@)E NESID, RII15S X (MgS0s)AlD
AZIH SZAIA ZHEL0I AtEE=E =Xt

b) 3-HEZ-6-(N-TLIECICIEIHEL)HESAI-

o™
110 o

N-SZZ2MHEIEZLLE2T L SH LA
b =2 §}§,‘%Oﬂ CHEt CIOIE: &8=219 WXl 221T.

wW
(@)]
o
n
x
z
210
o
>
n
0
T
0
>
0F0
_O'ﬂ
=
=
P
o

1H NMR(360MHz, DMSO) & 1.38(4H, m), 1.77(2H, m), 1.95(6H, s), 3.30(2H, m), 3.39(1H, s), 3.44(2H,
m). 3.75(1H, s), 5.11(2H, s), 7.53(3H, m), 8.29(2H, m): MS (ES') m/e 404 [WH] .
CoaHosNs0- 01l CHEH RAZA
&=X| C, 68.12; H, 6.23; N, 17.03.
HAX| C, 68.47; H, 6.24; N, 17.36%.
A AIOl 45
4-(3-HEH el d)HE=2AI-3-H<-7,8,9, 10-HIE2tat0I E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-

4-SIOI=ESAINE-3-HE L 2IEa SH 2A0 1
= Aot HMXstt. =M =0l e Clol:

"H NMR(360MHZ, CDCls) & 1.48(4H, m), 1.93(4H, m), 2.40(3H, s), 3.54(1H, s), 4.00(1H, s), 5.49(2H,
s), 7.39(1H, d, J=5.0Hz), 7.45(3H, m), 8.31(2H, m), 8.47(2H, d, J=7.8Hz): MS (ES') m/e 399 [MH] .

CosHoaNsO0I CHE A2 A
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=Xl C, 71.50; H, 6.11; N, 16.50.
&XI C, 71.16; H, 6.00; N, 16.87%.

3-HL-6-(2-R=alL)HE = AI-7,8,9, 10-HIE2t50l S2-(7, 10-M E e )-1,2, 4-E2| OS2 [3,4-a] T
L-ERD-HE-S2QLIES Al AT S 2-Z220 2T =20 sH AA0 352 S

o WS AIEGH0] MZASCH HA SHE20l et GI0IH: SE=203C.

'H NVR(360MHz, COCls) & 1.51(4H, m), 1.95(4H, m), 3.61(1H, s), 4.00(1H, s), 5.80(2H, s), 7.44(3H,

m), 7.53(2H, m), 7.82(2H, m), 8.30(4H, m); MS (ES') m/e 434 [WH].

CotooNsO0l CHEE R1AZA

X: C, 74.92; H, 5.38: N, 15.96.

|: C, 74.81: H, 5.35: N, 16.16%.

2-0I0ICHEE ) HE S A-3-HE-7,8,9, 10-H E2IGt0OI=E2-(7,10-0lEt = )-1,2,4-EC|0tZEZ[3,4-a| =&

a) 2-(SHOIEEAIHE)-1-[[2-(EcIHEAZ)HSAIHE]0I0ICHES

HIEH= (30me) LK 1—[[2—(EEIml%%%)fm%/\l]ml%]—1H—OIDIE}%—Z—?P%ﬁo*Hlol‘:[-E—;(
Matthews and McCarthy, J. Org. Chem., 1986, 51, 1981)2 2f&40il M2t MZEE](7.450)0
SlH A UEE BZ5610IE21=(0.429)E JIsttt. %S 0COHA 40=2s0t _’UFOFEP e
ZH(15m)E Jlolll, EE=2S AR20A 15230t WBHECH. eSS J20M Mook,

assl ¥g
S OlZ OIMIEIOIE(3x50m)2 MEBC. SIIES HEsiD, AX(HAUES)ADID IZUA ==
N 2uE ~soiot 0THA BISINAIL. DHE MIER sUOSSE HAHI A 1-[[2-(E2l
HIZAZ)HMSAHE]-2-(SHOISSAINE)00ICIES 2 2H(1.99) 22 A <S8t}

"H NMR(250MHz, COCl3) & 0.00(9H, s), 0.93(2H, t, J=8.2Hz), 3.54(2H, t, J=8.2Hz), 4.73(2H, s),
4.77(2H, br s), 5.39(2H, s), 6.94(1H, d, J=1.4Hz), 7.00(1H, d, J=1.4Hz): MS (ES ) m/e 229 [MH]+.

b) 6-(2-0I0ICHEE )HE S AI-3-HIE-7,8,9,10-H E&t5t0I E2-(7,10-0lEt = )-1,2,4-ECI0tEZ[3,4-a] &
gctdl StOIEZEZe0lE

A StE=ES A d)9 2-Telgitdls el A8&EE 1-

ADIE)0I0ICHE D &M &AM 19 EH a), b), ¢) & d)0f Jt

ol EHl= & d)2 MEEs +Sot)| 918 2H0/1 018 o PHIE1|OIE/D1IEF9E‘:’HEI s 2 M2
3t M0l 5N HAUA 50TC2 0= set Wekstht, HA StEE OH CHE OIolE: 8&=219C(2H).

[[ (EEIIHI%é%)OHEAI]EHIE'] -2-(5t0l1E=
=& HEHE MESIH MISC. 2IHE

"H NMR(360MHz, DMSO) & 1.42(4H, m), 1.91(4H, m), 3.51(1H, s), 3.78(1H, s), 5.84(2H, s), 7.59(3H,
m), 7.76(2H, s), 8.23(2H, m): MS (ES') m/e 373 [WH].
CottaoNe0. 2HCI. 0.7H,001 CHEH RIAEA

a=Xl: C, 55.07; H, 5.11; N, 18.22.

H &X' C, 55.08; H, 5.15; N, 18.35%.

2 A0l 48

iTl_HI‘é' -6-(2-EIOtEE )HE S AI-7,8,9,10-HIEtS0I=E2~(7,10-0lEt = )-1,2,4-ECI0tEZ [3,4-a] ZE et
AD| StE=22 A d)2 2-Telgottls el ASSE = 2-ot0ISSAIHEEIOLED & AAlol 12 A
a), b), c) & d)ol JI=z& ‘?D*tég ALE0H0 MIZSHCH. HM St =0l et G0l : §38=183TC.

"H NMR(360MHz, CDCls) & 1.48(4H, m), 1.92(4H, m), 3.51(1H, s), 3.99(1H, s), 5.49(2H, s), 7.52(4H,
m), 7.69(2H, m), 7.81(1H, m), 8.35(2H, d, J=7.8Hz): MS (ES') m/e 390 [WH] .

CosHzyNsOOI CHEH A2 A

=Xl C, 73.93; H, 5.17; N, 17.37.
&XI: C, 73.68; H, 5.19: N, 17.19%.

-HE)EIOIEE)HESAI-3-HE-7,8,9, 10-HIE&IGI0I = 2-(7,10-0lEt = )-1,2,4-EC| 0t ZZ 3,4~

AD| SIEES 9 d)Q 2-T2lEottls Ul ASS = 2-cl0ISSAIHE-5-HEEIOtS &M A A 1
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of &3l a), b), ¢) L d)0il JIEE WS AFRSI0 MZESICH. HHM SHES0 8 CI0IH:
SH=208TC.

'H NMR(360MHz, CDCl3) & 1.47(4H, m), 1.93(4H, m), 2.50(3H, s). 3.53(1H, s), 3.99(1H, s). 5.74(2H,
s), 6.95(1H, s), 7.51(3H, m), 8.45(2H, d, J=7.8Hz); MS (ES') m/e 404 [MH] .

CooHz2iNsOSOHl CHEF *IAE A

Xl C, 65.92; H, 5.30; N, 17.21.
FXl: C, 65.49; H, 5.25; N, 17.36%.

Ol 50
]_Z—Eggﬁllea')EIOP-E-%')ml':é'%/\l—S—lﬂl‘é'—7,8,9,10—HIEE}8POIE§—(7,10—01|EPi)—1,2,4—EEIOF3§§[3,4—

aJl stEes ¢l d)2 |
o & a), b), c) ¥ dol JsE &
88=165C.

&
|
A

6
a

N = JIMI

—OlOI=SAIHE-4-HEEIOLE L SH AN 1
stCt. HAM =0l CHst ool :

' NMR(360MHz, COCls) & 1.47(4H, m), 1.92(4H, m), 2.49(3H, s), 3.52(1H, s), 3.98(1H, s), 5.70(2H,
s), 7.49(4H, m), 8.46(2H, d, J=7.9Hz): MS (ES+) m/e 404 [MH]+.
CooHaiNsOSOHl CHEH R AE A

>

Xl C, 65.92; H, 5.33; N, 17.09.
Xl C, 65.49; 5.25; N, 17.36%.

Ol 5
52_(?aiixllille'zé')EIEI%)Wl%%AI—S—HIE‘—?,&Q,10—HIEBP6}OIE§—(7,10—01|Efi)—1,2,4—EEIOP-§-§[3,4

A EEE A d)9 2-I2lYotdl=s A&l Alg2de 2-ol0IESAIHE-3,5-CIHE-Leld (28 [&X:
Boekelheid and Linn, J. Am. Chem. Soc., 1954, 76, 128612 2r&H0l Slol MZXE ) &M AAIG 19 &
A a), b), c) ¥ )01I Il 2HS AI25H0 MXSCH ZH SHsrS0ll st OIolE: 8&=199T.

| =
—/
)

X

aA
6-

'H VR (360MHz., CDClg) & 1.46(4H, m), 1.86(4H, m), 2.34(3H, s), 2.38(3H, s), 3.44(MH, s), 3.96(1H,

s), 5.57(2H, s), 7.39(1H, s), 7.49(3H, m), 8.31(1H, s), 8.47(2H, d, J=7.8Hz); MS (ES') m/e 412
[WH]".

CosHpsNsO. 0. 1H001 CHEH H A2 A

>
ﬂ

:C, 72.51; H, 6.12; N, 16.86.
: C, 72.65; H, 6.15; N, 16.94%.

x
=z
>

=

B
=
o=
07 ()

nNo

—-(2-TIetXIE)HE S AI-7,8,9,10-H Ectot0OIE2-(7,10-0Et = )-1,2,4-E2|0tZEZ [3,4-a] ZE 2t

A SEEg2 o-BERI2-HE-ERQULEZE U MEHE 2-S=2=2MHE It (28 [&=: Jeronim et
al., Chem. Ber., 1987, 120, 649-651]2 220l <cH M) &M AAIG 352 EU#I b)ol D= &
EH=S AMEot0 MZ&tCH. HM =0l et HIoIe: 8=215TC.

"H NMR(360MHz, CDCls) & 1.50(4H, m), 1.94(4H, m), 3.57(1H, s), 4.00(1H, s), 5.65(2H, s), 7.51(3H,
m), 8.38(2H, d, J=7.9Hz), 8.63(2H, m), 8.84(1H, s); MS (ES) m/e 385 [WH]'.
CostooNs OOl THE! 21 A2 Al

=Xl C, 68.53; H, 5.24; N, 21.86.
&XI: C, 68.73; H, 5.24: N, 21.86%.

il 5

gZ_(AEa?IIEI[Hl'zé')l_ilEI%)HI%%AI—S—HIE‘—7,8,9,1O—H|EEP8}OIE§ (7,10-0lEt=)-1,2,4-ERIOIEZ[3,4

A SEES E71| d)o 2-II2IEotHl=s Al AI2E= 2-6l0IEEAHE-4,6-CIHE D 2IE (2 [&X:
Boekelheid and Linn, J. Am. Chem. Soc. 1954, 76, 128612 & K AISt OEQE Mzg)u 8N &l
ALOI 12 S a), ) c) & )0l DS gHES Aol MXStCH. ZH 20 st Clole: 88
=200C.

Al

AA
6-
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1H NMR(360MHz, CDCls) & 1.48(4H, m), 1.93(4H, m), 2.34(3H, s), 2.59(3H, s), 3.57(1H, s), 3.98(1H,
s), 5.55(2H, s), 6.98(1H, s), 7.14(1H, s), 7.51(3H, m), 8.43(2H, m); MS (ES') m/e 412 [MH]".
&LAI0l 54

3-HE-6-(4-EIOtELE)HESAI-7,8,9, 10-HIECISIOIE2-(7,10-0lEt=)-1,2,4-E2IOtE 2 [3,4-a| Z &t
by

AD| SEES A d)o 2-L2ldIHls Ual AIZ2E = 4-0l0ISESAIHEEIOIE (28 [&X: Boekelheid
and Linn, J. Am. Chem. Soc., 1954, 76, 1286]2] &1l S AISH &tHO2 MZE)W &M &AM 19 &
A a), b), c) & d)ol JI& E' SHES AMEot MESCH. = §+§.’ Ol CHS+ TIOIE: 8&=219T.

1H NMR(360MHz, COCl3) & 1.46(4H, m), 1.89(4H, m), 3.51(1H, s), 3.97(1H, s), 5.66(2H, s), 7.52(4H,
m), 8.46(2H, d, J=7.8Hz), 8.88(1H, s): MS (ES+) m/e 390 [MH]+,
CoiHigNsOSOHl CHEF R A A

a=Xl: C, 64.71; H, 4.90; N, 17.88.
H XD C, 64.76; H, 4.91; N, 17.98%.
A AIG 55

—-(2-(5,6-CIHIE )Tl E)E S A-3-HE-7,8,9, 10-HI ERIGI0I E2-(7,10-0lEt ' )-1,2,4-E2|0tEZ[3,4

A SHEEsS A d)o 2-T2lgdtdHls Udl A8&E= 2-ct0IESANE-5,6-CIHEHele (28 [&X:
WO M93/21158= 10l JI=E Hiet 201 MZEE)n &H A6 12 ©H a), b), ¢) & d)oil JIisE g
StCh. HXM =0l e dlole: 8&8=2507TC.

' NMR(360MHz, CD;00) & 1.58(4H, m), 2.10(4H, m), 2.56(3H, s), 2.84(3H, s), 3.71(1H, s), 3.83(1H,
s), 5.95(2H, s), 7.75(3H, m), 8.05(1H, d, J=8.06Hz), 8.39(3H, m); MS (ES ) m/e 412 [MH]+.
CosHasNsO. 1.9HCI Ol CHEH B AEA

a=Xl: C, 62.62; H, 5.44; N, 14.39.
&X' C, 62.46; H, 5.64: N, 14.53%.

(4- [HI 8-2-0|0ICHEE ) HESAI-3-HZ-7,8,9, 10-H Ectot0I1 = 2~(7,10-0lEt = )-1,2,4-ECI 0t E 2 3,4~
IEetd GHOIEZZEZ201E

a) 2-(GIOIESAINE )-4-0IE-1-[[2-(ECIHE AL )MSAIHE]OIOITHE & 2-(SHOIESAINE)-5-0E

-1-[[2-(EcINEAZ)NSAIHE]0DICHS

&) StE2o @22 1-[[2-(ECIHNZAZ)NSAIINE]-2-(SHOISSAIME ) (A0 472 3 a) &

Z)0l SAEE gHo=z HESCH 4- ¢ 5-HE XEE OdEMEsE #a 28 089 HMIAA =2Hst=
& Aoz, 0l 2D}II stgE22 22l6tl Xt otXl E’:'.: too-[[2-(Ecinigad) o=

ATHE]-4(5)-0E-2-(GtOISSAIBIE)0I0ICHS 0l CHE CIOIE:

M NMR(250MHz, CDCls) & 0.00(9H, s), 0.91(2H, m), 2.18 & 2.25(3H, 2xs), 3.53(2H, m), 3.53(2H,
m), 4.66 L 4.68(2H, 2xs), 5.30 L 5.33(2H, 2xs), 6.65 L 6.69(1H, 2xs): MS(ES) m/e 243 [WH] .

b) 6-(4-HIE-2-010IC+EE )HIE =2 AI-3-HE-7,8,9,10-H ECtS0IE2-(7,10-0IEF = )-1,2,4-E2I0tS 2
[3,4-a]ZEetXl GlOIEE2=Z20lE

a0 stgEs Y d)2 2-melgoty Ii CHal AFSE= AAIN 562 S a)2RHS MASD ) &
AlOI 12 &3 a), b), c) % d)0fl JI=E LES AMS60 HMAESCH. SOHAEQ s S d)o 44

=2 £=SotJ| g 20l OIE HEtS/0E OINHOIEZREHS 2 2 MZE3 M0l 5N S&0AM 50
CTZ 90==0Qh WBsCt, =AM sH&20l st ClolEe: 8&=220T(2d).

"H NMR(360MHz, DMSO) & 1.43(4H, m), 1.91(4H, m), 2.29(3H, s), 3.50(1H, s), 3.77(1H, s), 5.80(2H,
s), 7.43(1H, s), 7.59(3H, m), 8.28(2H, m): MS (ES) m/e 387 [MH] .

CopHeoNgO. 2HCI. 1.8H:0. 0.2C,Hg0-0ll CHEH A=A
Xl: C, 54.0 ; H, 6.0 ; N, 16.5.

=z JIMI

H&EXI: C, 53.76; H, 5.78; N, 16.48%.

AAIN 5

3-HE-6-(4-Tl2I0ICIE)HESAI-7,8,9, 10-HIECtSI0I=E2~(7,10-0lEt = )-1,2,4-ECIOtZ 2 [3,4-a] ZE
et
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&) SEES a-EZ22-HE-SE2UEE A MEH= 4-2Z2HETI0E (2 [EX: Jeronim et
al., Chem. Ber., 1987 120, 649-651]2 &0l ool MZE)D SH A0 352 A b)oil J=e 2
EHE ALE0t0d MIZStC. ZXH StES0l CHet CloIE: 8&8=194T.

'H NVR(360MHz, COCls) & 1.51(4H, m), 1.96(4H, m), 3.59(1H, s), 4.01(1H, s), 5.58(2H, s), 7.49(4H,
m), 8.33(2H, d, J=7.8Hz), 8.81(1H, m), 9.26(1H, s); MS (ES) m/e 385 [MH] .

CooHaoNeO Ol CHEH A2 A

a=Xl: C, 68.64; H, 5.29; N, 21.58.

H XD C, 68.73; H, 5.24; N, 21.86%.

2 A0l 58

6-(4-(2-0IEZ)EIOIEE )N E S AI-3-HE-7,8,9,10-HIECtot0I =2-(7, 100 Et = )-1,2,4-ECI 0t E 2 (3,4
alZEetd GtolEZ22=2et01E

24 SHEESE a-ER2-HE-EFLLIEEZE HY AMSEHs 4-S220HE-2-0EEIOLEL M AAIN 35
o &2 b)ol JI%E' BHHS AMEo0 M=8C. HAM S0 e Hiold: 8=168T.

'H NVR(360MHz, CDCl) & 1.46(7H, m). 1.99(4H, m), 3.13(2H, t, J=7.6Hz), 3.66(1H, s). 4.53(1H, s),
5.67(2H, s), 7.42(1H, s), 7.62(3H, m), 8.45(2H, m): MS (ES') m/e 418 [WH] .
CotN:0S. HCI. 0.5H000 CHEH 81 A=A
AZ=X: C, 59.66; H, 5.32; N, 14.90.
AT C, 59.67; H, 5.44. 15.12%.

A Al

6-(6-S22-3-T2IUXE)HESA-3-HE-7,8,9,10-H Etot01=E2-(7,10-0lEt = )-1,2,4-EC| Ot E 23,
4-a| ZEEtA

A SEEE u-EZ2-MHE-SERLIEY A AI2Sfe 222U E-6-SZ22-LI2 U8 (s [&X:
Jeronim et al., Chem. Ber., 1987, 120, 649-651]2] &rHO| Sloi MZEE ) &H A A6l 352 A b)ol
Jl=E 2Y¥E2 AlE20td HIXSHCH. ZH &S0 et GI0lE: 8&8=206T.

1

H NMR(360MHz, CDClz) & 1.51(4H, m), 1.94(4H, m), 3.51(1H, s), 4.00(1H, s), 5.81(2H, s), 7.51(4H,
m), 7.61(1H, d, J=B.8Hz), 8.34(2H, d, J=7.7Hz): MS (ES ) m/e 419 [MH]+.

CooH1gCINgO. 0. 1H.001 CHEH |IAZA

a=X: C, 62.95; H, 4.43; N, 19.60.
H XD C, 62.81; H, 4.60; N, 19.98%.
2 A0 60

6-(2-0I0ICHEE)HIE= Al
-a]ZEet&l 5ol =

A =2 A c)o HXY SHoIEetR Al AISE= 4-82 Q o}OI':EPII‘:, 2 E3 d)ol 2-mlel
2ol el AL 8S = 1-[[2-(ECIHEAZ)-0ISAIHE]-2-(t0IESAIHE)0I0ICHE (A d)ol 2-T
clEottls el ALSEl= AN 472 S a)0l D= Hiet 200 Xﬂx%')ﬂ} S0 AAIN 12 &3 a),

) LHS AIE0H MZEECH SIHEQ = AN d)2 882 S0t <
gt A0l OIE Oil Z/0E OHMIEICIEZRHS =2 L MHZH3 M0l 5N SA0UA 50C2 =S 1l
g P | CHEH CIOIE: 8&=214C(=2dH).

-(4-HEHE)-7,8,9,10-EHIERIGI0I E2-(7,10-0lEt = )-1,2,4-ECI0tEZ[3,4
|

r

H NMR(360MHz, OMSO) & 1.42(4H, m), 1.91(4H, m), 2.43(3H, s), 3. 51(1H, s), 3.78(1H, s), 5.86(2H,
s), 7.43(2H, d, J=8.1Hz), 7.76(2H, s), 8.12(2H, d, J=8.2Hz): MS (ES') m/e 387 [MH] .

CooHeeNs0.2HCI . 1.5H001 CHEH E A2 A

Xl C, 54.64; H, 5.72; N, 16.94.
|: C, 54.33; H, 5.60; N, 17.28%.

SEAMHEHE)HESAI-3-HE-7,8,9,10-HEctst0I=2-(7,10-0Et'=)-1,2,4-ERIOIEZ(3,4

O\l

HH stg== o)l HE S ALE0L0 t"%é* Otg=2 1 celolEdcle LR2 M MEI8CH.  2AGHH A
C2 USHE JINM |l 520 ZEE AE2U 4-StOIESAIMEME 22 (200mg) 0l CIOIE
(1.5m)Lf 6-22=2-3- ltII‘—' -7.8,9,10-HIE2tct0lE2-(7,10-0Et)-1,2,4-ECIOtZ2(3,4-a] ZE
H(50mg), OIOIA &AHO.5m)U U 1mlZ2AN 2§ HIA(ECINEAZ)0I0IEES &, ES8s &

_F,U_
A
rto ok 1M Jg

92-43



1019997000606

0x
A

P

(i}

k

3

OH
=

0

Ol 18AIZFS o WBHSHCH.  TLCOH 2& BFSS UEtWLD S8 2gss S(1m)ol 210 4
ol 2ol 2elotl B 2E0NAM 80CE HZEAIH HA SH&=(48mg)S =S80 0l
X

A9 HPLCOI o3 SEXSCH MS (ES') m/e 413 [MH] , HPLC>98%(HP 109022 =
om) S500S2 AME, 23cm 2, R% 1m/E L 0ISA2ZAN 50% OtMIELIEZ /pH 3.5 14l
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SE)SAI-3-HE-7,8,9,10-HIECIGI0IE2-(7,10-0lEt=)-1,2,4-ECIOtZE 2 [3,4-a] ZE

]
>

—EISFOIE%AI?%EF S AA 6101 Jl=

S0 that ol 4 NS (ES’) m/e 365 [WH]', HPLC > 99%(HP 10902
S /2 L OISAORA 50% OLMIELIEZ/pH 3.5 QlAr
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J
ton
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R A-(4-CHOIES AN ALOI 228 A ) B2 S AI-3-H £-7,8,9, 10-E E2t6t0I S 2-(7, 10-0IEF e )-
2I0tER[3,4-a] ZE2A

4- o+0|CEA|m| I AZ (A ABEE AA/EMA-4-CIGH0ISZAIHIE A2 23 4
AAIGH 6101 JI2E YIS AIE5H0I MIZECH EH SHES200 Et GIOIE: NS (ES) m/e 419

s (
2% 2 17A,(HP10909§ ME, ol3F S500S2, 23cm LY, REH IM/Z L 0SH2ZAM 50%
pH 3.5 QlAH 2EZ M),

P
o> >
1>
Im

>.

0K

U

t

o
]
o
o

+[]9ﬂ -
=

> L
I
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~ o0

PL
‘IIELIE

124
=
. =2
o)
N

SANHEHE)HESA-3-HE-7,8,9, 10-HIEct50IE2-(7,10-0Et = )-1,2,4-ECIOtZZE[3,4

I

SANNEHE 22 el AISE= 3-0l0I=SAIHEHE <20 SN '/\I01| 610l
41

= =

£ ME0tH 1I_7F_&H:P. E=D| GIOIE:: MS (ES') m/e 413[MH]" . HPLC>

99%(HP10909§ &S, 5|35 S50082, 23cm 2y, 7= 1m/E ¥ 0ISH2Z M 50% O}HIELIEE'/DH 3.5
(o]

® o
]
Mo
o @
rgﬂ O|I

A A0 65

6 (1-E-1,2,4-EC|0tE-3-2)HESAI-3-HZ-7,8,9,10-H ECtG0I =E2-(7, 10-0lEt = )-1,2,4-E2I O
-a]

&0 stetEs ol d)2 2-Ielditdls tal A8 E (1-HE-1H-1,2,4-E2|0t&-3-2)-HE S (28

[BZX: EP-A H4212102]0l Jl&E A2 AME6H0 M=) &M AAIM 19 A a), b) & c)dll I

== HHS ASotH MIeCh. =M ster=0l et Clole: 88=237T.

'H NMR(360MHz, COCls) & 1.47(4H, m), 1.88(4H, m), 3.51(1H, s), 3.96(4H, s), 5.54(2H, s), 7.50(3H,

m). 8.07(1H, s), 8.52(2H, d, J=7.8Hz): NS (ES) m/e 388 [MH] .

CoHaN001 CHEH A A2 A

a=Xl: C, 64.90; H, 5.38; N, 25.18.

H LD C, 65.10; H, 5.46; N, 23.51%.

A A0 66

6-(2-01E-1,2,4-E2|0t&5-3-2 )HE S AI-3-HE-7,8,9, 10-HI Ectot0I E2-(7,10-0lEt = )-1,2,4-E2| OF

1,
£2(3,4- a]E%E}B

AD| stgt22 ©AH d)2 2-Il2lgItdls tal AIEEe (2-0IE-2H-1,2,4-E2|0tE-3-L)-HIE s (28
[EX: EP-A H421210&]01l JlsE Z=2AS AEGH M=&) 3”)“ AAIO 12 €A a), b) & c)oll Il
== YYPS MECIHW MZESCH HA =0l e OI0IH: 8&=270T.

'H NWR(360MHz, COCls) & 1.46(4H, m), 1.93(4H, m), 3.45(1H, s), 3.96(3H, s), 3.99(1H, s), 5.62(2H,
s), 7.52(3H. m), 7.94(1H, s), 8.39(2H, d, J=7.8Hz): MS (ES') m/e 388 [WH].
CotN00I CHEH A2 A
AZX: C, 65.40; H, 5.47; N, 25.29.
AFXI: C, 65.10; H, 5.46; N, 23.51%.

3-HL-6-(3-A0I22ZZEMHESAl-2-T2IL)HE=SAI-7,8,9,10-HIEIS0I =2 (7, 10-0lEt = ) -
1,2,4-E2I0tEZ[3,4-a]Z&etd

a) S-AIOIS2Z2ZZ LN Y SAI-2-GI0IESAINE Teld
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.2g, 0.093mmol) S & A
SOt nbetstct. =822 0C=2 ¢
(5.09, 0.031ml)S JISICH. & |:§£§u'mla EH20I0I=(3.01me g, 0.031mol)E JtotD]
SOl OCOIA TAIZESQH WBHEILH, EE288 AROZ JIX6tD, 55 ZTHS HAHBN)SR pH 12 At
SStAIZICH. Z29S EI%§§m|E+(3X1OOW)O§ MAstD, OoH oz pH 142 &SI|4
StAIZID, CISZ220EH(3x 100m)22 CHAl MIASHCH. S & B RIS Higstn, S(1x
00me) L Lol HSILIEE 2 (1x100m)22 HI"* ol ESALUESOR AHZXAIFID JZ20A sS=AIHA
S—MOIEEEEM'[HIE'QAI -2-ol0IE=2AIME Helcls 22a DH(2.400)2 X =S &HCt.

=
vl

Of 222 0F5H0, DMSO(30me)0l JistD Al20IA ZASH 202
FAI31 D 3-5101S DAI-2-30IS=AIHE Weld sl0lS 222210/
AHO 4

o

Eo
|| [U|ﬂJJ

"H NWR(250MHz, CDCls) & 0.35(2H, m), 0.65(2H, m), 1.26(1H, m), 3.85(2H, d, J=6.8Hz), 4.33(1H, br
s), 4.77(2H, s), 7.13(2H, m), 8.13(2H, m): MS (ES) m/e 180 [MH] .

b) 3-HE-6-(3-AI0I S22 LU ESAI-2-TI2IL)HE=2AI-7,8,9, 10-HI ELtSt0I =E2-(7, 10-0 Et = ) -
1,2,4-E2|0tEZ[3,4-a]Z etz

Al sEEs A d)9 2-T2lgotdHls tdl AI8E= 3-AI0IS22Zz2E
eIt B A0 12 &3 a), b), ¢) & d)0l Jl=E LEES AZ5H0]
gt CloIE: 8&=213TC.

'H NVR(360MHz, COCls) & 0.28(2H, m), 0.53(2H, m), 1.17(1H, m), 1.47(4H, m), 1.88(4H, m), 3.50(1H,
s), 3.88(2H, d, J=6.7Hz), 3.96(1H, s), 5.67(2H, s), 7.26(2H, m), 7.47(3H, m), 8.22(1H, m),
8.46(2H, d, J=6.6Hz): MS (ES') m/e 454 [WH].

CorHerNsO01 CHEH A4

a=Xl: C, 71.43; H, 5.98; N, 15.39.
HAEXI: C, 71.50; H, 6.00; N, 15.44%.

-(3-0ISAl-2-He2le)HE=AlI-7,8,9,10-H ERtGIOI=E2-(7, 10-0lEt=)-1,2,4-ECIOtEZ[3,4-
EEI—E'.I|

]
a) 3-OISAI-2-GlOIE=AI0E Tl

&) SEES AMOSEZZZHE S20101= el AISZ = 0T OED &M AN 672 SAH a)dl
HS ALE0t0 MIZ&tCH.

S
>
mn
0

"H NMR(250MHz, CDCls) & 1.44(3H, t, J=7.0Hz), 4.06(2H, q. J=7.0Hz), 4.75(2H, s), 7.16(2H, m),
8.14(1H, m); MS (ES') m/e 154 [MH]'.

b)3-HE-6-(3-HISAl-2-1LI2IE )HE=AI-7,8,9,10-H Ectot0Ol =E2-(7,10-0lEt = )-1,2,4-ECIOIEZ[3,4-
a] ZE2}A

Al stgtEs ©AH d)9 2- _IEI‘:'JH:Hi el AtEE=E 3- 01IE/\I -2-ClOI=ESAINE Helddt M AAl
a), b), c) & d)il Ji=E gYgs /\}%0}04 MiZsttt, =M St&=0 et olE: 838

"H NWR(360MHz, CDCls) & 1.38(3H, t, J=7Hz), 1.44(4H, m), 1.88(4H. m), 3.50(1H, t, J=2.6Hz),
3.96(1H, t, J=2.6Hz), 4.10(2H, q, J=6.9Hz), 5.64(2H, s), 7.26(2H, m), 7.49(3H, m), 8.23(1H, m),
8.45(2H, m); MS (ES') m/e 428 [MH] .

CosHasNs0:01 CHEH & A=A

& =Xl C, 70.50; H, 5.93; N, 16.41.
At

H&EXI: C, 70.24; H, 5.89; N, 16.38%.
A A0 69
6-(6-HIEmelel-2-2)HE =S AI-3-HE-1,2,4-ECI0tE2[3,4-a] =&t

a) 2-OtMISAINIE-6-0E€ T2l

PO0tMEAH23m) S 110CZ JtE6tD 2,6-FEIE-N-= =(
TI0COIA SAIZtSeE JHZettt. dH2 =0, & =223 SFAA
8HCH(18.4g, HISE 110 WXl 120C @ 15mmHg) .

) 2-GlOIESAINE-6-0IEmele

2-OLMISAIBIE-6-TIETelEl (5g) S OIEStSW E3t HaH(250me, OLAIE S =22t01E 25mE BIEHS 225me

of Jt8t04 MZ)0ll =Otstch. BtS EEES ’é_OﬂA—I 18AIZtESQH LIBHSHC. Z0HE &l Sotol Mook

&MS CI2ZZ20IEH(100m) 0l SoHAIDIL) 2N +&MSHUIES SH(1x200m)22 M F St HH°*5| =y
S ga(1x200m)2 MES 20, AX(MgS04)AIZ1D, HIAISID ELAIH SXotes MEAE2 292

200)S 1AI2H0I 21X FDIISHCH. 8HS
2 OIHISAIHE6-HENRIHE +5

o
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1H NMR(250MHz, CDCls) & 2.54(3H, s), 3.80(1H, bs), 4.72(2H, s), 7.04(2H, d, J=7.7Hz), 7.57(1H, t,
J=7.THz).

c) -222-4-0l0|EetXl = f2t& ool EZ22220l&

80CHA OIEtZS(120mL)LH SHOIS2HER GHOISHI0IE(40me) 2] LEHEl oM
JbstCh. UF% SEES 80CHA 0.5AI2tS0QF W BHSH =
250 HEAFH 1-222-4-6I01EH AN - ZERLE 5O

|t|

1,4-CI222ZTYetX(209)2
g2 0l 2o +=&ot
.Bg)E =S8,
M NMR(250MHz, DMSO) & 4.B4(2H, vbs). 7.2(1H, vbs), 7.92(4H, bm).

d) 6—%@@—3—@%‘—1,2,4—EEIOP§§[3,4—8]E%EP&

Clsat(220m) L -2 22-4-6t0lEetXcZgetdl ot0IEZ2=22t01E(10g) S H ol
ECIE02I(7.24me) L HIE N éEE}OIC% 04 )E Jtetth. 40| =8== Z 200l 2F0M 8AIZH
SOt Ot sttt 2t °01| gt éé%o Sotll sFEAIIL ==& DHME Mol 2o =&otl, =

2L CoE oHZ=2 M&stD, XZ256H0 2 _7.5/\|D4 “HI 2P°*:(120g)% =SB
H NMR(250MHz, OMSO) & 7.60(3H, m), 8.00(1H, t, J=8.4Hz), 8.19(1H, t, J=B.4Hz), 8.31(3H, m),
8.61(1H, d, J=6.3Hz).

) 6-(6-OIE LI E-2-2 ) HE=SAI-3-HIY-1,2,4-E2|0IE2(3,4-a] =
El

4-
shol 4 ClHE=ZS HJIE(2Om12)LH 2-Gt ICE/\ Hg-6-0l €

FASUHES (22 60% = 107mg)2 Jtotd Bt 2§28 &
20 6-222-3-HE-1,2,4-EC|I0IEZ[3,4-a] ZE X (A Al
0.25AI2tS0F 80C2 Jtgsttt. dH2 S0l S0E X356H0 MHSHLD ZAIS CIZ2ZZ HIEH30me) o

HAIDID 2 & I22 MNESHCH. AHAZE(MgS04) =0l SHS HHAIIID SLAIHA HE OHMEHIOIE R
Ao SEE22RH MBI eE SHole MH2S HMZEGHH XM SEE28S +=SsttH(210mg, & 186

LHXI 187C).

et
[ (A AN 6721 & b, 0.50) 8

A 0.5AI2ts o ekl &fD]
672 S d, 330mg)ES OJtotl) SN

um

D
M%»
Mo

=<
|

0R0 IO rfor J2 A

o

H NMR(360MHz, DMSO) & 2.52(3H, s), 5.65(2H, s), 7.25(MH, d, J=7.7Hz), 7.49(1H, d, J=7.7Hz),
7.58(3H, m), 7.76(1H, t, J=7.7HZ), 7.94(MHH, t, J=7.6Hz), 8.08(1H, t, J=7.7Hz), 8.30(3H, m),

8.58(1H, d, J=7.6Hz): MS (ES') m/e 368 [MH] .
CooHiN:0. H001 CHEN 2AZA

=X C, 71.32; H, 4.44; N, 18.53.

H&EXI: C, 71.22;5 H, 4.73; N, 18.88%.

A A 70

6-(1-0IE-1H-1,2,4-EC| 0t E-3-L U SAI)-3,7-CIHIZ-1,2,4-ECIOtE2 [4,3-b] T 2I T+ &

A SHEESE AAIN 22 BA doil DisE LYY KAS HEES ALSotH 82% —rgi M Eotel, & 2-
HIEI"éiHin el (1-OI1E-1H-1,2,4-ECI0tE2-3-2 )N ES (A A0 6501 JI=& Hik 201 M=E)S A
SEC. Do) 290 BS ERE2S 21 = 222 A2 ol s 2ore “2% =4 NaCl+ &M O
g OLANIEIOIE AOIOI 2HHGEL, HHEE RI| =22 AX(MGS04)AIDID S0MN SLAIZICH. TAE
M o

82 20t (&elot 2, 2% MeOH/CH2C12) Ol
HAH Ster=20l CHEt CIOIE: 8&=229 WXl 233TC.

Ofoif Mot EtOAc-CH2CI2Z2RH TZE3HAIZICH

1|-| NMR(360MHz, CDCls) & 3.92(3H, s), 5.61(2H, s), 7.45-7.59(6H, m), 7.68(2H, dd, J=7.9, J'=1.6Hz),
8.03(1H, s), 8.05(1H, s), 8.55(2H, m); MS (ES+) m/e 384 [MH]+.
CoHiZN,0 Ol CHSE }AEA

=Xl C, 66.05; H, 4.34; N, 25.68.

H&EXI: C, 65.79; H, 4.47; N, 25.57%.

AN 71

6-(2-MIE-2H-1,2,4-E2| 0t E-3-L IS Al)-3,7-CIH Z-1,2,4-ECIOtE2 [4,3-b] T2 T+ &

&l i}@%‘é AAIG 220 S dOil JI=E LY SASH Y S ALS6H0 40% =22 MXoE, © 2-
nieleatbl= EH/\' (2-0IlE-2H-1,2,4-E2I0tE-3-2 )N E S (2 A0 6601 JI=& Hiet 20l HIZE)% AHS
sttt HA ==0l Ot GIoIE: &8=198 WXl 202°C.

"H NMR(360MHz, CDCls) & 3.74(3H, s), 5.67(2H, s), 7.47-7.61(8H, m), 7.90(1H, s). 8.08(1H, s),
8.42(2H, m): MS (ES) m/e 384 [WH] .
CoiN:0 0.7H000 CHEH 21A 2 A
I=X: C, 63.70; H, 4.45; N, 24.50.
H X C, 63.69; H, 4.68; N, 24.75%.
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AAIN 72
3. 7-CIHE-6-(2H-1,2,4-E2I0tZS-3-2L NS Al)-1,2,4-E2I0tZE2[4,3-b
a) [2-(2-(EcINIZAetE)NISAINE )-2H-1,2,4-E2I0tE-3-2 |0 &S

1-(2-(ECIEAtL)NSAMNE)-1H-1,2,4-E2I0tE(6.579) (28 [&#X: Fugina et al., Heterocycle,
1992, 303-314]01 Jl=& dHiet 20| HIX)E THE(10m2) 0l oHAIZ1) -70C2 H2AI91 10, OI[[H SFE2&E
(SUAHLH 1.6M 2 23.12m8)S -70C2 22 SXotHA 1520 ZH™H HIIstCt. 1AI2E =0
OMF(2.4me, 1mol &2F)E Dot B2 SE=2S 3020 Z2Md 0C=2 JI26HCH. Zgh sl 2s SH(300
m)E Jtat éi%% OlE OIMIEIOIE(2x300me) 2 =&stlt. KRIIESS HX(NaS0s) A2 HHIAIZID
HZ20HAMH SEAHA BH 22(6.50)S =SeHL. A 2SS HES(120M) L LEE B=Z510|=2E
(1.08me, 1mol &2H)E 2020 2 H 2ot =HIISCH. 1AI2E S0 20HE EOOH)H H2HotD &AIE =
(50me) 1t CI2Z2Z2MIEH2x 100me) AFOIOI SHHAIZICH., HiStE RIIESS I=(1x30m)Z2 MEotLD AHXE
(NazS0.)AIZ1D Odtot) AZ20AM sEAIHA 22SHIZIA U220 EWH 0 WX 4% HESS A2t &

2ot 2&0AN 220LEHTI0 2IcH FHGIH SXcl= SIES(50)2 EE L2 M =580

"H NMR(250MHz, C0Clz) & 0.00(9H, s), 0.93(2H, t, J=8.2Hz), 3.63(2H, t, J=8.2Hz), 4.87(2H, s),
4.11(1H, br s), 5.28(2H, s), 7.85(1H, s).

b) 3, 7-CIHE-6-[2-(2-(ECINZE AL ) WIS AINE)-2H-1,2,4-E2I 0t E-3-2LHISAl]-1,2,4-ECI0tE2
[4,3-b]I2ICt&
&) stetEg 2-HiclEotdls td AL8E= AN 722)2RE2 M82 M A0 22 a), b), c)
2 d)0l Jl=E LHS AMEotH HM=EZSHCL.

' NMR(250MHz, CDCl;) & 0.00(9H, s), 0.83(2H, t, J=8.2Hz), 3.55(2H, t, J=8.2Hz), 5.46(2H, s),
5.78(2H, s), 7.55-7.68(8H, m), 8.00(1H, s), 8.15(1H, s), 8.45(2H, d, J=7.8Hz).
c) 3,7-CIHE-6-(2H-1,2,4-ECIOtE-3-LHSAI)-1,2,4-ECI0tEZ[4,3-blTl2IC+E

AAIG 729 ©H b)2RES MES(0.68g)S 2N SaH(21me)t &N OIEFS(10me)0ll S EAIDILD 65CE
5.5AI12ts¢et JIE &t E3ot BAMUEE ENUS I’_ﬂljk SME MK HOtotd 012 G0l Slol =&
ot g3t ZMIIE Soll =2 =2l AEECL. LDHE HESZFH MZ2EEoltH SHot= é.”’é%g N
SEHCH0.245g9, 8=248T).

)41
ol

"H NVR(360MHz, ds-DMSO) & 5.61(2H, s), 7.48-7.63(6H, m), 7.44-7.77(2H. m), 8.40(4H, m), 14.13(1H.
br s); MS(ES') m/e 370 [WH]'.
CotisN,0 Ol CHEH RASA

=Xl C, 65.02; H, 4.04; N, 26.35.
&X' C, 65.03; H, 4.09: N, 26.54%.

6-(2-0lE-2H-H E2tE-5-L NS Al)-3,7-CIHE-1,2,4-E2|0tZ 2 [4,3-b] Tl 2| T+
a) 3,7-CIHE-1,2,4-ECIOtE2([4,3-b] Tl 2ICHE-6-2

1,4-ClsS4aH(e0me) 2 S(12me)ll 6-222-3,7-CIHE-1,2,4-EC|0tEZ[4,3- b]JlIBIE}I|(’\'A|01I 29| B
c) UM M =& NaOH(4.17me, 16. 7mm0l)° ot 8Hs XIIHoZ2 WEIGIHA SHJR0HA 7.5A 250t
ISl Ol EEES ZBUMN sFAIID =4 TAE S(200m) 1t ClIUE 01|E1|§(100m9) ALOL Ol
SHHAIZICH.  OI0A =85S pHot OI 2 WA M =4 HCIZ &tdstAlZITH =S S3d&E OME
ofntoll 2o «=&sotn, 22 MEE =0, M350l 60CHAM AZXZAIA EX 3ES 0.88859(92%)S 2444
DHZAM #=S8tCt.

"H NMR(360MHz, ds-DMSO) & 7.47-7.63(6H, m), 7.71(2H, dd, J=8.0, J=1.8Hz), 8.31(1H, s), 8.46(2H,
m), 12.80(1H, br s): MS (ES") m/e 289 [WH]'.
b) 6-(2-Hil 2 —2H-E 2|0t E-5-2 B S Al]-3,7-CIHL-1,2,4-E 2|0t S 2 [4,3-b] T 2| C+ &

D4 DMF(5M)L AN 7321 S a)RRES MAR(0.15g, 0.52mm0)0 SABLIES(UL 60% 2
&2 ol 2eEs ZAGH AS0H 452 O[04 80CHA Xt 0250 metstch. @2t 20|,
= MF(4m)L 5-E222HE-2-0IE-2H-H EctE[&#X 28 : Moderhack, D., Chem. Ber., 1975, 108,
887—896] EHZS JictD SEHEZ2 A=20M EASHH 1.5/\|?_F, Ol 80CHAM 17A|9J%9* W B,
Ol0iA E&22 2(30me)Dt OIE OHMIHIOIE (40me) ALOIOI Z2HHAIZICH. #=AdE2 OIE OLMIEIOIE(9x
40me) 2 FIIZ2 =56t HIgE |I| =22 HE(MgS04)AIZ1D BZ20A SAIZICH. TAFE EtOAc-
CH2CI2-MeOHZ 2 H THZESIAIH EHM 3tetE2 0.1002g(50%)S HAH DHIZ2A =S8t & 228 WX
233T;

"H NMR(360MHz, CDCIs) & 4.36(3H, s), 5.79(2H, s), 7.47-7.60(8H, m), 8.07(1H, s), 8.48(2H, m): NS
(€s) m/e 385 [MH]'.
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CooH1gNsO. 0.17H.00l CHEH A=A

a=Xl: C, 62.01; H, 4.13; N, 28.92.

H XD C, 62.00; H, 4.25; N, 28.92%.

A0 74

3, 7-CIHE-6-(2-Z22-2H-1,2,4-E2|0tZ-3-2 NS Al)-1,2,4-ECI0tZ 2[4, 3-b]m 2| C+ A

a) 3- 2 5-(3=2-RELNHEAAULSANE)-1-E2E-1H-1,2,4-ECI0tE

240t0 0C=Z d2t=, 2= DMF(10 mZ)I_H _/r_QHJEE(QO'LH 60% =&k, 1.5g, 37.5mmol) L 1-Q2&
Z28H(4.4me, 45pmol) o] wWEHE SEE0 == OMF(25m) L 3-(3=-2ELIHE AL SAINE)-1H-1,2,4-
EC|OtE(2E [EX: EP-A HM421210&]01 JI E' BtQE 201 MIZ)(8.0g, 37.5mmol)S 1020l Z X A&

ujo

Ct. Eg=2s ZA0H0 0CHA 2522 WeetD =ASUES(2LU 60% =&, 0.45g, 11.3mmol)
=12 Jictl) EES2 FIt 30202k wetEtt. 0l0M 2(300m¢)S DIty E8ES e OtMIHI0IE
(3x100m)2 FEEICL. HEE ]I FE2S F=(100m)Z MF5tD AZE(Na2S04)AIZI1D EZ0AM =
SANZCH TAE 2 JZ0tEDfT(Ael3t 2, 40 LHXI 50% EtOAc/&lat; 2 2r=20ILt, 15% EtOAC/é—ﬂ
A0l 2o AMGHH 5-(3=2-RECIHEAE=SAMNE)-1-22E-1H-1,2,4-E2|0tZ 4.109(43%) % 3-(3
S-2EUNEAESAHE)-1-Z2E2-1H-1,2,4-E2|0tZ 2.979(31%)E M4 DHEAM =586

-(3E-RELNHEA L SAINE)-1-E22-1H-1,2,4-E2| 0t &

T NMR(250MHz, CDClg) & 0.12(6H, s), 0.92(%H, s), 0.93(3H, t, J=7.3Hz), 1.91(2H, |FH, J=7.3Hz),
4.09(2H, t, J=7.1Hz), 4.77(2H, s), 8.03(1H, s).

5-(32-RELNE AL SAINE)-1-E22-1H-1,2,4-E2| 0t &

T NMR(250MHz, CDCls) & 0.10(6H, s), 0.90(%H, s), 0.95(3H, t, J=7.4Hz), 1.92(2H, |FH, J=7.4Hz),
4.19(2H, m), 4.84(2H, s). 7.81(1H, s).

b) (-Z2Z-2H-1,2,4-E2|0tE-3-L)0IES

HlEFS(18me) L MES(36m) L 5-(3S-2ECIHE AL SANE)-1-Z2E-1H-1,2,4-E2| 0t Z (& Al 0l
a)(4.16g, 16.1mmol) MOl 4M ==& NaOH(6me, 24mm)E Ji6t1) EEES A20M 19A12H, OI0HAM 45C
OlA =0t 5/\I?_F%P_F wetettt.  E0HE M S0A Xﬂ?iéh_’_ THALE & JED}EJEHMI(’\'EIJ} A,
EtOAc, OIO1M 10% MeOH/CH2CI2)0fl 2loh H MG HAl 3t&ES 1.97602 HEM QAZ M +=SEHH:

"H NMR(250MHz, CDCl3) & 0.95(3H, t, J=7.4Hz), 1.91(2H, SE&, J=7.4Hz), 4.16(2H, t, J=7.3Hz),
4.76(2H, s), 7.81(1H, s).
c) 3,7-CIHE-6-(2-TZ 22 -2H-1,2,4-EC|0IE-3-LHEAl)-1,2,4-ECI0IEZ[4,3-b] Ll 2| C+X

!

D SEES A0 22 S 4ol Jl=E LY SAS YYES AMSOH0 4% =22 HIZth.I & 2-
Oelgotdls el (2-Z2E-2H-1,2,4-Ec|0tE-3-2 )HES(SH b)S AISEC. =AM 20 U
ClOIE: &&=211 WXl 213C.

S
ef

'H NMR(250MHz, CDCls) & 0.68(3H, t, J=7.4Hz), 1.65(2H, |E&, J=7.4Hz), 3.96(2H, t, J=7.4Hz),
5.66(2H, s), 7.45-7.63(8H, m), 7.93(1H, s), 8.09(1H, s), 8.46(2H, m): MS (ES) m/e 412 [MH].
CosHayN-001 CHEH RAEA

IZXl: C, 66.75; H, 4.82; N, 23.60.

H&EXI: C, 67.14; H, 5.14; N, 23.83%.

A A0 75

3, 7-CIHE-6-(1-Z2E-1H-1,2,4-E2I0tZ-3-LHEAl)-1,2,4-ECI0tZ 2[4, 3-b] T 2I C+ &
a) (-Z2Z-1H-1,2,4-E2|0t&-3-2 )HES

OletS(13me) & MES(26m)L 3-(35-FECIHEAMESANE)-1-Z22- 2,

742] Sl a)(2.97g, 11.6mmol) SMO 4M ==& NaOH(4.3mé, 17.4mmo)E Oi5tD EE2S 45COHAMN 225
oF WEHSICH., ZBOHE X30AM HMIHGHD ZAIE & AZ0tEDHII(Aeldt 2, EtOAc, Ol A 10%
MeOH/CH2CI2)Oll I H MG EXM SHES 1.5099(92%)S MM DHZ M =S8t

1H-1,2,4-E2I0tE (A Al Ol

_,_

1H NMR(250MHz, COClz) & 0.94(3H, t, J=7.4Hz), 1.92(2H, |&FH&, J=7.4Hz), 4.10(2H, t, J=7.1Hz),
4.76(2H, s), 8.01(1H, s).
b) 3,7-CIHY-6-(1-Z2Z-1H-1,2,4-E2| 0} E-3-LH S Al )-1,2,4-ECI0t =2 [4,3-b] Ll 2IC+E

D SHEESE AAIN 220 BA doil Jls=E LYY KAst HEES AIEotH 70% =2 MZotE, © 2-
Oelgotdls el (1-Z2E-1H-1,2,4-E2|0tES-3-L)HES (A a)2 M%@EP A =tef=0l st
ClOIE: &&=212 WXl 214C.

'H NMR(360MHz, CDCls) & 0.90(3H, t, J=7.4Hz), 1.90(2H, |=&, J=7.3Hz), 4.10(2H, t, J=7.0Hz),
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5.62(2H, s), 7.45-7.58(6H, m). 7.68(2H. m), 8.03(1H, s), 8.06(1H, s). 8.56(2H. m): MS(ES') m/e 412
[WH]'.

CosHaN 001 CHEH AAZA

i

&Z=X: C, 67.51; H, 5.01; N, 23.86.

H X2 C, 67.14; H, 5.14; N, 23.83%.

A0 76

6-(1-0IE-1H-0I0ICHE-4-L IS Al)-3,7-CIHE-1,2,4-E2|0tZZ [4,3-b] Ol 2I T+

a) 4~ ¥ 5-(3=-FECLIHE AL =SANE)-1-HE-H-010IT+E

Aol -78C=2 YW2AE, 22 THF(25M) W 5-(33-RELIHE AL SAINE)-1H-0I0ITE [ X 28:
Amino, Y.; Eto, H.; Eguchi, C., Chem. Pharm. Bull., 1989, 37, 1481-1487](3.158g, 14.9mmol) M|
ﬂ&UO‘Zm@, 16.4mm0|)LH 1.6 SE2IE EYS JiéFE}. Sg22 ZAG6H0 -78COHAM 3020t wEtst
S0 QLE=OIEH(0.97me, 15.6mmol) 2 JISC. EE=SS AR20 M JI206t10 5AI2HS0F WEHSHCH. 0l A

S(150m)E Jlot) EEE2S CIHE OHHZ(150m)Z2 =80, KII =TESS 942 MAEsGtL, HAX
(MgS04)AI212 XBOAM sFAZICH. TAIE & EED}EJEHM(%EDILP, 0% EtOAc/S &) Ol 2ol A
Mot 4-(32-2LliHE AL =2AINEY)-1-HIE-1H-0I0ICHE 0.47329(14%) <L 5-(323-2ECIH A etY
SAHE)-1-HE-1H-0I0ICHE 1.463g(43%)E =SeHL}.

4-(3=-RELHEA UL SAINE )-1-HE-1H-0I0ICE:

B3

Ol

]H NMR(250MHz, CDCls) & 0.11(6H, s), 0.93(9H, s), 3.65(3H, s), 4.68(2H, s), 6.80(1H, s), 7.35(1H,
s).

5-(32-FEECIHE AL =2 AIHE )-1-HE-1H-0|0ICHE:

1H NMR(250MHz, CDCl3) & 0.05(6H, s), 0.88(9H, s), 3.67(3H, m), 4.65(2H, s), 6.90(1H, s), 7.41(1H,
s).

b) (1-HIE-1H-0|0ICH&E4-L)DIEtS

Oets(2.4me) 2 HESA.7TM)WH  4-(32-SECIHNE AL SAINE)-1-0E-1H-0101THE (A Al 0]
a)(0.4732g, 2.09mmol) M0l 4M ==& NaOH(0.778m¢, 3.14mmol)E DJtot) EEES 45CHAM 22 St wht
StCH.  OIUAN EE=22 TSN SLAIILD MAE & AR0tEHTI(AelIr &, CH2C12-MeOH-
NH3(==4d): 80:20:2)01l <IoH MG HA SH&E 0.224g2 +=SE&HCH:

W NMR(250MHz, CDCls) & 3.66(3H, s), 4.58(2H, s), 6.84(1H, s), 7.39(1H, s).

c) 6-(1-HIE-1H-0I0ICtE-4-L OIS Al)-3,7-CIHE-1,2,4-E2I0tE 2[4, 3-b] T 2| C+ &

D SHEESE AAIN 22 BAH doil Dls=E LYHIY KASt HEES AIEotH 44% =22 MXZotE, © 2-
El A

=] [¢]
meldotdls thal (1-0IE-1H-0I0ICHE4-L)HIES (A b)S tCH. HEH 2|' P20l Ciet OIoI:
& 199 WXl 202¢C.

o om

"H NWR(360MHz, COCls) & 3.63(3H, s), 5.50(2H, s), 6.88(1H, s), 7.41-7.64(9H, m), 8.02(1H, s),
8.56(2H, m); MS (ES’) m/e 383 [MH]"
CoHige0. 0.025H,001 CHEH RIAZA

a=Xl: C, 69.02; H, 4.42; N, 21.55.
H XD C, 69.01; H, 4.75; N, 21.95%.
A0 77

6-(3-0I€-3H-0I DIt E-4-L U S Al )-3,7-CIHE-1,2,4-E2|0t £ 2 [4,3-b] T 2| C+ &

a) (3-OIIE-3H-0I0ICHE-4-L)DIEr 2

HE=(0.5m) 2 DIEFS(1IM)L 5-(3=-RECIHEActE2AI0E)-1-0E A0 762 &
Hl a)(0.100g, 0.442mmol) A0 4M ==& NaOH(0.165m¢, 0.66mmol)S JtotL éé’%% %8 A 2A12F, O

OlM 50COIA 16AI2tS e wBtetlE.  Ol0A E8=2 d30A HMHotd HAE &2 A20tE NI
(&el3t &, CH2CI2-MeOH-NH3(=4d); 80:20:2)0il 2la A MG EHM 3t&= 31.3 :

?
o
o
aQ
iy
o

HU

1
H NMR(250MHz, COCls) & 3.71(3H, s), 4.62(2H, s), 6.87(1H, s), 7.38(1H, s).

b) 6-(3-HIE-3H-0I0ICtE-4-L S AI)-3,7-CIHE-1,2,4-E2|0tE2(4,3-b] Tl 2| C+&
A StEtES AAG 22 A doll JI"E‘ LYY FASH HBES ALEGHH 30% +=E= MZotE, & 2-
Lle|Eotbls el (3-DIE-3H-010I1CHE-4-L)MES(HH a)S MSEC. EM sEg20 EHO* oiole:

& 195 WXl 196°T.

"H NMR(250MHz, COCls) & 3.53(3H, s), 5.52(2H, s), 7.20(1H, s), 7.44-7.65(9H, m), 8.04(1H, s),
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8.49(2H, m): MS (ES) m/e 383 [WH] .
ColigNsD. 0. 12H00 CHEH &A= A

\=%: C, 68.31; H, 4.38; N, 21.55.
AFXI: C, 68.70; H, 4.78; N, 21.85%.

6-(4-0lE€-4H-1,2,4-E2|0tZ-3-2 U SAl)-3,7-CIH E-1,2,4-E2I0tEZ[4,3-b] Tl 2| C&

IALOI 221 & dOll JI=E 2 [AS $EES ALSoHN 46% =22 MZEotE, © 2-
& (4-DI1E-4H-1,2,4-E2I0IE-3-2)HES[Ex 2&: W0 H95/345425]2 AMSEHC.
gt IO0IE: &8 230 LHXl 235T.

-

"H NWR(360MHz, COCls) & 3.50(3H, s), 5.74(2H, s), 7.45-7.62(8H, m), 8.07(1H, s), 8.12(1H, s),
8.49(2H, m); MS (ES) m/e 384 [WH] .
CoHNO0I CHEH A2 A
AZX: C, 65.48; H, 4.34; N, 25.31.
MXI: G, 65.79; H, 4.47; N, 25.57%.

6-(5-0I€-2H-1,2,4-E2| 0t &E-3-L U S Al)-3,7-CIHE-1,2,4-EC|0t =

[4,3-b]Il2ICtAl
a) (3,7-CIHEY-1,2,4-ECI0tEZ[4,3-b]TI2ICtE-6-L KA OtH ELIEEZ
I A

A5t 22 OMF(20m)W 3,7-CIHIEZ-1,2,4-ER2|0tZB 2 [4,3-b]HI2ICHE-6-2 (A AIGI 739 &
a)(0.4021g, 1.39mmol) 2| LWBHE SoHY =ASIUHES(2LL 60% =4, 84.0mg, 2.10mmdl)S DJtstn E&
£2 A20lM 302, OI0AM 80TCOIM 20250t WetstCh, W2 Z0l, EZR20tHMIELIEZ (0. 146m¢,
2.10mml) S HOtotn 822 A20AM 14AI2SQH WEHSC.  0l0id S22 Ol2 OtMIEI0IE (100
me)2t = (100me) ALOIOI ZHHStD & =2e2lE FEoHH o)l fIo 23t =& NaCl2 Jt&ttt. =852 o
g OLMIHIOIE(2x100m)2 FIOtZ2 FE6tD HIgE RI| FE=S jd_7F_(N<’:12804)/\I9|D_ HB0A SEA
2ICH SAME HZ A2[O0IEHTI(A2IE 2, 2% MeOH/CH2CI2)0 2loi ZEMGHH HXl i#@%

|
0.4566g(100)2 &M DHEAM =S8t

1 +

H NMR(360MHz, COCls) & 5.11(2H, s), 7.52-7.63(8H, m), 8.12(1H, s), 8.45(2H, m): MS (ES’) m/e 328
[WH]".

b) 6-(5-HIZ-2H-1,2,4-E 2| OtE-3-L U S Al)-3,7-CIHIL-1,2,4-E 2| 0t S 2 [4,3-b] T 2| C+E

A R HES(3BM)U SH a2 REH2 MES(0.280g, 0.855mmol)o| e ZH| UHEE OISALOI
_(2,6mg, 0.048mmol) £ Dictl), ESES EAGHH A=201A 19AI12F, OI0IA 50COHIA 32 =2 WBGHD,
P USZ20E(Bm)S ot DHME SoHAI2ICH 2t S0, OtMEAH(2.5m, 0.044mmol) S ItatOd
ié’%; S3SHAIZICEH. OO Al OtMIE 5POIEEPIIE(63mg, O.85OmfﬂO|)E Jtotll S22 A=20K 20A12,
OlO1Al 50COIlA 23AI2tS e WErsttH, d2r S0, =S& 24 OXME 0l 2ol =8stl], CUEZ=Z
HEt2Z HESIH S2HAl OVé‘OIDI‘:E}x 230mgES +==8tht. Ol A Ol ZEASH 145COAN 22 S0t
JrEat, MAE 01|H| TLC(’\'EIEP . 5% MeOH/CH2CI12) 0l 2IdH & XIGtL XHj”‘iH\I?# HAH ste= 61mg
S M DHEMH =S80 8F 233 WX 235C

I

'H NWR(360MHz, COCI;) & 2.50(3H. s). 5.61(2H. s). 7.41-7.52(6H, m). 7.58-7.59(2H, m), 7.96(1H, s),
8.44(2H, m): MS (ES) m/e 384[MH]".

ALAIG 80

6-(3-I2-3H-1,2,3-E 2] 0t E-4-L B S AI)-3,7-CIH E-1,2,4-E 2 OFEZ [4,3-b] LI 2I CH A

a) 3-BI=-3H-1,2,3-E 2| Ot E—4-IH=2 A 2 0|5| S

25H0 -70C2 W2E, 2= THF(20m)W 1-HE 1.2, ES =
i/\*(él 23m€ 6. 77mm0|)LH 1. 6M e plE BMS MIIHG. =222 A) SZ0A 1A|1%9 i
S0l 22 OMF(0.465m¢, 6.02mmol) S JtdtD éé’% 0C=Z Jt=28ttt. OIUA X3t =+
4C|(25mﬂ)° totll Egt== Ol OINEIOIEZ = 13‘_(NaZSO4)AIJII’_ LS 0l A
ZAIZ2ICH  DAIE & AZ0tEDATI(A2I3E &, 40 o
0.128g(19%)S M QU N S5,

%@gw

1 + +
H NMR(360MHz, ds-OMSO) & 4.27(3H, s), 8.45(1H, s), 10.01(1H, s); MS (ES ) m/e 144 [MiMeOHtH] ,

b) (3-GIE-3H-1,2,3-E2I0t&-4-)-0IES
A 0CE H2E, 22 HES(. M)W SH a2 RE 2 MAHS(0.128g, 1.15mmol)o] wBHE ZoH |
LIEE B2 SPOI‘:E}‘:(M 8mg 0.390mmo) £ Jiotl), EEES &Il 2Z UM 1AI2tS2H WBHSHCH. 010
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N Z3 =4 NaCl(5m)E It E-ES 102
HHEE |RI =522 AZE(Na2S04)AI212 &2

2!, 5% MeOH/CH2CI2) 0l 2l ZEAMISto HEX stets

SOt wetsttt, =452 0lE OtMIHIOIEZ ==05t1],
SEAZIC.  TAE & JZ0tEDHTl(&elst

W NMR(250MHz, CDCl3) & 4.10(3H, s), 4.77(2H, s), 7.53(1H, s).

c) 6-(3-HIE-3H-1,2,3-ECI0tZ-4-LUSAI)-3,7-CIHEZ-1,2,4-ECIOtZE 2 [4,3-b] Tl 2| CHE

Al SIEES AAIN 22 SHA doil D= LYY FASH HEES AIEotH 29% =82 MZEotL, © 2-
elgotdls tHal (3-BIE-3H-1,2,3-EC|0tE-4-2 ) HES(ZAIN b)S ALZStCH. =AM &S0l st
CIOIE: && 190 WXl 193°C;

"H NMR(360MHz, COCls) & 3.94(3H, s), 5.60(2H, s), 7.49(5H, s), 7.54-7.63(3H, m), 7.75(1H, s),
8.08(1H, s), 8.41(2H, dd, J=8.3, 1.6Hz); MS (ES) m/e 384 [MH] .

CoiHiN0. H 001 THE E A2 A

=Xl C, 62.88; H, 4.63; N, 24.10.

w m>~

I/\I
-(4-HISAIHE)-6-(1-HIE-1H-1,2,4-EC|0tZ-3-LH S Al)-7-HE-1,2,4-ECI0tZ2[4,3-b] Dl 2| Ct X

| St&tE2 A c)2 HxY stolEetd tdl AMEE = 4-HISAME tolEatXE 2 &3 d)2 2-
| A = (1-HIE-1H-1,2,4-E2I0tZ-3-2)HESH W &AM 2 a), b), ¢), ddl
tE2ot MZ8tCh. EX ster=0l et HI0IE: &&8=205 WXl 206C

Eox
RN

o
>
]
i
i
o

"H NMR(360MHz, ds-OMSO) & 3.87(BH. s), 5.54(2H, s), 7.16-7.18(2H, d. J=7.2Hz). 7.49(3H, m),
7.74(2H, m), 8.36(1H, s), 8.41-8.43(2H, d. J=7.2Hz). 8.49(1H, s); MS (ES') m/e 414 [WH'].
AAIG 82
6-(3-DIl 2 01 21 £l -2~ B = Al ) -3~ 27~ (T B2l €1 -1-2)-1,2,4-E 2| Ot E 2 [4,3-b] T 2 T+ &
S p-T2lYItbls el AISEE -HE-2-T2ICHESD &M &AM 159 S3H a), b),

c), d) 2L e)0ll JI=E HHS ALZGI0 MESICH DA SE20 W HOIE: SE=160T
"H NWR(250MHz, COCls) & 1.52-1.81(6H, m), 2.45(1H, s), 3.08-3.28(4H, m), 5.63(1H, s), 7.20-
7.30(1H, m), 7.38-7.52(4H, m), 7.60(1H, d. J=7.6Hz). 8.25-8.36(2H, m); MS (ES') m/e 401 [WH] .
CosthaNeOOl CHEH A=A
AZ3X: C, 69.01; H, 6.00; N, 21.00.
HAHXI: C, 68.98; H, 6.04; N, 20.99%.

o 83

NI
=
i
i
i
>
o
-
¢
=
uc
&
b
el
]
m
r
ue
=2
n
>
T

0z

= 2
S c)o MH2Y el AEEl= 322220 &M A0 152 &H a), b), ¢), d) &
|

D
—

' NMR(360MHz, COCl3) & 3.30-3.38(4H, m), 3.88-3.94(4H, m), 5.64(2H, s), 7.30(2H, t, J=5.76Hz),

7.45-7 58(3H, m), 7.78(1H, dt, J=7.8, 1.7Hz), 8.26-8.35(2H, m), 8.67(1H, d, J=7.2Hz): MS (ES') m/e
389 [WH] .

Co1HaoNg02. 0. 15H001 CH

ol

AR A

r

=Xl C, 64.37, H, 5.22; N, 21.62.
A

—-(Olele-3-2)-6-(Tlele-2-duSAl)-1,2,4-E2I0tZ =2 [4,3-b] Ol 2| T+

)2 4-Tleld 24 Al 3-I2IE ES4S MS6Ho ZAI0 162 &2l a), b) &
t

T NMR(360MHz, CDCls) & 5.66(2H, s), 7.28(1H, t, J=6.5Hz), 7.35(1H, d, J=7.8Hz), 7.40-7.62(4H, m),
7.72(1H, td, 7.7, 1.7 Hz), 8.04(1H, dt, J=7.7, 1.7Hz), 8.11(1H, s), 8.43(2H, dd, J=9.6, 1.3Hz),
8.64(1H, d, J=6.5Hz), 8.74(1H, d, J=6.5Hz), 8.95(1H, s); MS (ES+) m/e 381 [MH]+.
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CootigNg0. 0.15(CoHs) 001 CHEH A4

a=Xl: C, 69.33; H, 4.27; N, 21.57.

H &X' C, 69.33; H, 4.51; N, 21.47%.

2 A0l 85

8-0lE2-6-(2-0IE€-2H-1,2,4-E2I0tZ-3-L NS Al)-8,7-CIH Z-1,2,4-ECIOtZ 2 [4,3-b] LI 2| C+E

A SHEES A d)9 2-H2lY JHls tdl A8EHe (2-0IE-2H-1,2,4-E2|0tE-3-2 ) HES (S

I
A E -A HMI4212105]00 JI=E =2AS AISSHH MZ)D M A0 82 ©H a), b), ¢) ¥ d)oil
= ME0H HMIZSHCH. HM =0l et GIoIE: §8=195TC

N
>
mn
OII
13

" NMR(360MHz, CDCls) & 2.57(3H, s), 3.56(3H, s), 5.57(2H, s), 7.28(2H, dd, J=7.7, 2.2Hz), 7.47-
7.60(6H, m), 7.84(1H, s), 8.44(2H, dd, J=6.8, 2.0Hz), 7.47-7.60(6H, m), 7.84(1H, s), 8.44(2H, dd,
J=6.8, 2.0Hz); MS ES' m/e 398 [MH]+.

(ES)
CooHioN-001 CHE E A2 A

i

=Xl C, 66.52; H, 4.87; N, 23.74.

H&EXI: C, 66.49; H, 4.82: N, 24.67%.

A A0l 86

6-(1-HIE-1H-1,2,4-EC|0tE-3-L U S Al )-7-(22E2-4-9)-3-HE-1,2,4-EC|0tE 2 [4,3-b] T 2| Ct X
AD| SEES 2 o) HH2lY el A8Ee= ZEER L Sl o) 2-T2l€ Sthls el AI8E =
(1-HE-1H-1,2,4-E2| 0t &-3- °')D1|E*9($°4[§3F_- EP-A MI42121052] Z2AHS AME00d M=)t &M &
Al 152 &3 a), b), ¢), d) & e)0ll JI=E S ALEot0d MZESCH. =AM sHES0 e ClolH:
&=205 WXl 206°C

1H NMR(360MHz, CDClz) & 3.28(4H, t, J=5.5Hz), 3.88(4H, t, J=4.7Hz), 3.94(3H, s), 5.59(2H, s),
7.21(MH, s), 7.45-7.55(3H, m), 8.05(1H, s), 8.46(2H, dd, J=2.0, 6.9Hz); MS (ES ) m/e 393 [MH]+.
CigHoNgO> Ol CHSE RAZA

& =Xl: C, 58.55; H, 4.95; N, 28.42.
H XD C, 58.15; H, 5.14; N, 28.55%.
A ALGI 87

2lOtE 2 [4,3-b] Il el CHE

= (2-Hg-2H-1,2,4-E2]
Ot&-3-2)- IEF%(—E—EJ ;,‘_7.51 EPA X1|4212102°| ZEDJ% APESH MZE)Rt 8N AAIG 862 S a),
b), ¢), d) & e)0ll JI=& LHS ALS6t0d HM=SC. HAH SE=S0 s dolE: &=210 WX 211

"H NWR(360MHz, CDCls) & 3.21(4H, t, J=4.7Hz), 3.84(4H, t, J=4.7Hz), 3.97(3H, s), 5.63(2H, s),
7.24(1H, s), 7.47-7.56(3H, m), 7.93(1H, s), 8.27(2H, dd, J=1.7, 8.3Hz): MS (ES') m/e 393 [MH] .
CioHooNs0, 01l CHBH 2 A 2

—AHOI 2 28I Al-6-(2-HI 2 -2H-1,2, 4-E 2/ Ot E-3-L B S Al)-3-HI'2-1,2,4-E2| 0t E 2 [4,3-b] LI 2/ C} &

) 6-222-3-HU-1,2,4-E2|01Z2[4,3-b] W2ICHA

3,6-CIZ2Z20I2ICHRI(20g, 134mmol) S HIZAGIO|S2HE (20.1g, 1.1mol &HEk) & EZINE OIS GI0IEZZ2
2210/S(20.3g, 1.1mol SH2F) Db M AR (200m)0 HEFAID|D BIS SEESZS B2ot0| 2AI2E0F Of
ABICH. BOHZ DT MG MHGD MAIS SSHMIAM CIZZ20EW 1% HESS ALZ6H0 A
213t MMM IZ0LEIHTI0N QAdH MG 2Xots MAS2S 2S50H17.1g, SA=199C).

"H NWR(250MHz, COCls) & 7.16(1H, d, J=9.7Hz), 7.53-7.61(3H, m), 8.16(1H, d, J=9.7Hz), 8.44-
8.50(2H, m); MS (ES') m/e 231 [MH] .

b) 6-(2-BI-2H-1,2,4-E 2|0t E-3-L W= Al)-3-H'2-1,2,4-E2|0tE 2 [4,3-b] LI 2/ CH &

THF(30m) LY (2-Bl 21-2H-1,2,4-E 2/ 0FE-3-2 )M EFS (0.9, 8.0mmol) (25 [&X: EP-A R4212105]01 J1&

E ZHE AMESIH MXE)2 SHH =LFFUEE(2LU 60% 24 0.32g)2 Jtotl) HS E&ss AR
OlA 30=2=Qt WEHSHCE. 0l =0 AAl0 882 il a)2RES MAE(1.15g, 5.0mmol)S DMF(20me) LA
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2tESoh WEHEICE. BIE EEES =(200m)2 S|A A9

= . E2 AZX(Na2S04) A9 OIS, SLAl
EM=ZAM CSZZ20IEW 4% MeOHE AIESHH &eldt 24 0A AZ20tE0HII0 2l oH
4 )

wl
iy
HU

rr ot Hu kJ

Mot =Xot
'H NMR(360MHz, COCl3) & 3.98(3H, s), 5.61(2H, s), 6.90(1H, d, J=9.8Hz), 7.51-7.60(3H, m), 7.94(1H,

s). 8.12(1H, d, J=9.8Hz), 8.39(2H, dd. J=9.6, 1.5Hz): MS(ES’) m/e 308 [MH] .
c) 7-MOI22&8 A-6-(2-HE-2H-1,2,4-EC|0IE-3-LH S Al)-3-H Z-1,2,4-E2| 0t EZ[4,3-b] T 2| C+A

AAIO 882 HH c)ERH2 MHS(0.91g, 3.0mmol)0ll S(12me) L EAH0.24mE, 1.5mol S
Sp.ar. =1.84)2 JIsttt. E&=2 70CZE JtZot] AOIZ2Z &4 = A AH0.85g, 2.3ml SHaf) 2 F Ak

2(0.05g, 0.1ml E2f)S DJISHCH. BtS E8=22 FAZ 2IAI|0 =3 HEMADE EEH(1.0g, 1.5
ml &2k)S FAIIE So 520 ZH™ ISttt 70COHAM FIIHZ D18 S0, B88s8 4380 21
=d 4‘—&@%’5'_50@ pH 8 LHXI 92 FIIHSAIDID CIZZ2ME(2x 100M)22 =S5 BHEE =
| 2522 AT (NaS0)AIFID OIDtot0, SLAHA S=ote MHEES +S8HC0H0.21g, &=192T).

T NMR(250MHz, COCls) & 1.22-1.54(6H, m), 1.72-2.04(4H, m), 2.79(1H, m), 3.98(3H, s), 5.64(2H, s),
7.48-7.60(3H, m), 7.88(1H, d, J=0.9Hz), 7.95(1H, s), 8.34-8.38(2H, m): MS (ES) m/e 398 [WH] .

CoHasN001 CHEH A A2 A

&Z=X: C, 65.01; H, 5.82; N, 25.10%.

H X C, 64.78; H, 5.95; N, 25.18%.

A A0 89

-AOI 228 A -6-(1-01E-1H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-EC|0tE 2 [4,3-b] LI CtA

A0 SHEE2 2 b)Y (2-HIE-2H-1,2,4-EC/0tE-3-L)HES Al A8E= (1-HE-1H-1,2,4-E¢2l

£-3-¢ SIEX: EP-A M42121052 =242 MSGHH M=)t M A0 882 Al a),
b) & c)0ll JI=E ZES AMS6t0 M=Z&CH. =M &S0 s ClolE:

Z g
il

"H NWR(360MHz, COCls) & 1.20-1.52(5H, m), 1.72-1.92(3H, m), 1.20-2.03(2H, m), 2.83-2.93(1H, m),
3.94(3H, s), 5.57(2H, s), 7.48-7.56(3H, m), 7.83(1H., s). 8.06(1H, s), 8.48-8.54(2H, m): WS (ES')
m/e 398 [WH] .

CoHea0 0. 15CsH:s 0. THO0l CHEH A A

Xl C, 64.40; H, 5.95; N, 23.89%.
|: C, 64.79; H, 6.33; N, 24.15%.
-AMOI22HE-6-(2-HE-2H-1,2,4-E2|0tZ-3- U S Al )-3-HE-1,2,4-ECI0tZ2[4,3-b]m 2| C+&X

—6-
A c)o /\}OI FElLE JPFAA A AISEI= AIOIZS2ZBIE It 40 SN & A0 88
al

)| s =S
). b) o)l JisE LHES ALESI0 MXISCH HHM SEE0l e olold:

of HH a

"H NMR(360MHz, CDCl; ) & 1.56-1.88(6H, m), 2.04-2.16(2H, m), 3.15-3.25(1H, m), 3.97(3H, s),
5.63(2H, s), 7.51-7.57(3H, m), 7.91(1H, d, J=0.8Hz), 7.95(1H, s), 8.37(2H, dd, J=6.6, 1.3Hz): MS
(€S) m/e 376 [MH] .

CooHziN70. 0.2CH: 00 CHEt E A=A
: C, 63.65; H, 5.51; N, 25.26%.
: C, 63.70; H, 5.82; N, 25.49%.

)

>
I
X

=

=

P o

u 2 =
ym
1
i

-HIE-1H-1,2,4-E2|0tE-3-L IS Al)-3,7-CIHE-1,2,4-EC|0tE 2 [4,3-b] Tl 2| Ct X

2-LI2IEZ3tbl= tHal & d)oll AlgE (1-OII2-1H-1,2,4-E2|0tE-3-2)-HEt= (2 [
D EP-A MI42121082 X2S /\Poooi HMZ)DH S AAC 82 A a), b), ¢) & d)oil JI=e L
t B0 HM =01 CHet CIolE:

o KA 0

"H NWR(360MHz, COCls) & 2.56(3H, s), 3.87(3H, s), 5.49(2H, s), 7.36-7.57(8H, m), 7.97(1H, s),
8.50-8.56(2H, m): MS (ES) m/e 398[MH] .
Cotio 001 CHat 2IAZA

& =Xl C, 66.45; H, 4.36; N, 23.95.
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HA&EX C, 66.49; H, 4.82; N, 24.67%.

AAI0 92

7-MOI222E-6-(1-HE-1H-1,2,4-ECI0tZ-3-L H S Al)-3-H E-1,2,4-ECI0tZZ [4,3-b] Tl 2| C+E

&Il stEEs B b)) (2-0IE-2H-1,2,4-E2|0t5-3- Cé)ﬂﬂ B2 Od (1-HE-1H-1,2,4-E2/0t5-3-
d)-HES(SS[E X EP-A H42121052 =2A42 ALE5IH HII) 2 CHAl )2 AOIZ22E 4 St AL
el AIOIZ2Z22E JISAAS AFESH0 A A0 8894 €3 a), b) ¥ c)l JI=E LHES AE6H0 HZ
stCt. HX =tet=0l Ciet CIoIe:

"H NWR(360MHz, CDCls) & 1.88-2.05(2H, m), 2.06-2.39(2H, m), 2.40-2.50(2H, m), 3.67-3.71(1H, m),
3.95(3H, s), 5.53(2H, s), 7.49-7.85(3H, m), 8.06(1H, s), 8.49(1H, s), 8.51(2H, d, J=1.3Hz), MS
(ES) m/e 362[MH] .

C19H19N700“ st |AEA

7-32-28-6-(2-H2-2H-1,2,4-E2| 0l E-3-LH Al )-3-TH L-1,2,4-E2| 0t Z 2 [4,3-b] I 2/ C} &

AI| BE2S S )o A2 =AM A ERHLOIMEMNS AIRSI0] A0 882 SHH
Ol JIES ¢S AIRSI0 MZESCH. EXM 200 e GI0lE:

"H NWR(360MHz, COCls) & 1.41(9H, s), 3.97(3H, s), 5.65(2H, s), 7.50-7.57(3H, m), 7.96(1H, s),
8.01(1H, s), 8.36-8.38(2H, m); NS (ES') m/e 364 [MH] .

CigoiN:0 0. 15H,001 CHEH A=A

| C, 62.38; H, 5.83; N, 26.45.

FXI C, 62.33; H, 5.86: N, 26.78%.

W
(el ]
oo

012 2R E-6-(2-0E-2H-1,2,4-E2I 01 Z-3-2 H S Al)-3-H Z-1,2,4-E2I0tE 2 [4,3-b] LI Tt A
= H oc)el AOIZ2ZEA JtS a4 HAl AIOIZ2RES ALESH0 A Al 882 &3 a),
b) L c)0ll =S LHS AI=2SH MXSCH EX =20l et GI0IE: 88=228T

"H NMR(360MHz, CDCls) & 1.86-1.98(1H, m), 2.00-2.22(3H, m), 2.26-2.45(2H, m), 3.54-3.68(1H, m),
3.97(3H, s), 5.59(2H, s), 7.47-7.60(3H, m), 7.86(1H, d, J=1.6Hz), 7.94(1H, s), 8.35-8.42(2H, m);
MS (ES) m/e 397 [MH]'.

CigHioN-001 CHEH A A2 A

a=Xl: C, 63.38; H, 5.22; N, 27.19.

H &X' C, 63.14; H, 5.30; N, 27.13%.

2 A0 95

7-0lE-6-(2-0IE€-2H-1,2,4-E2| 0t Z-3-2 NS Al)-3-H Z-1,2,4-ECIOtZ 2 [4,3-b] LI 2| C+E

A SHEES B )2 AOISZ2EA S A A ZZO|242 AMSGHH A AN 8829 Xl a), b)
2L c)oll Ji=E Y-S ALE6H0 MZSHCH. EXH SHES0 S dlolE:

"H NMR(360MHz, COCls) & 1.31(3H, t, J=7.4Hz), 2.71(2H, q, J=7.4Hz), 3.99(3H, s), 5.63(2H, s),
7.47-7.60(3H, m), 7.87(1H, s), 7.94(1H, s), 8.34-8.42(2H, m); MS (ES ) m/e 336 [MH]+.
CiHiN0 0. 1H 001 et B A=A

i

9
-32-2E-6-(1-0HlE-1H-1,2,4-EC|0tE-3-L NS Al)-3-H Z-1,2,4-EC|0tZZ [4,3-b] Tl 2| C+&

£ & b)a (2-0IE-24-1,2, 4—EEIOP" -3-2)0E=S el (1-0I1E-1H-1,2,4-E2/0t&-3-
SI[EZI: EP-A H4212102]0l JI=E X228 AE0H M=) & SHH c)2 AIOIZ2=Z&A It

& ECIHEOINELS AIS5H0 ’\'/\|01| 882 ©Hl a), b) ¥ C)OH Jled 2¥s ALSstol M
StCH. HM StE=01 et CIoIE:
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"H NMR(360MHz, CDCls) & 1.45(9H, s), 3.95(3H, s), 5.59(2H, s), 7.43-7.60(3H, m), 7.95(1H, s),
8.06(1H, s), 8.49-8.55(2H, m); MS (ES') m/e 364 [WH] .
CigHziN70 0.12CH:4 0.33H00 CHEH A=A

Xl C, 62.03; H, 5.58; N, 25.67.

HAEXI: C, 62.36; H, 6.19; N, 25.84%.
AAI 97
7-0E-6-(1-HIE-1H-1,2,4-E2|0tE-3-2 U S Al )-3-HE-1,2, [4,3-b]T2|CtE

4-E2]0
S o b)o (2-HIY-2H-1.2,4-E2/0E-3-2)HES
SH[HE: EPA HA212105]01 JISE XAS AEo

| IR 262 AFR5H0] ALAIGI 882 S a), b) ¥ ¢
RN EIEREE

-~ b~

CH 1-H&-1H-1,2,4-E2| 0t &-3-
) L A c)a AoIZ=ZE 4 It
Jl=e Y-S AS6tH MZESHCH

H NIR(360MHz, CDCIa) & 1.31(3H, t, J=7.4Hz), 2.66-2.84(2H, o, J=7.4Hz), 3.04(3H, 5), 5.56(2H, s).,
7.43-7.64(3H, m), 7.82(1H, s), 8.06(1H, s), 8.46-8.60(2H, m); MS (ES') m/e 336 [MH] .
CiHN 00 CHE 2ARA

A =X: C, 60.91; H, 4.73; N, 29.07.

H&tX: C, 60.88; H, 5.11: N, 29.24%.

A A0 98

7-0E-6-(2-H€-2H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-ECI0tE2[4,3-b] LI C+A

AD| SHEEs ¢ d)2 2-Ilelg Jtdls Al (2-HIE-2H-1,2,4-E2I0tE-3-2 ) HES (2SS [EX: EP-A
H4212108 101 JIsE XAS ALESI0 MZX)S AMSSHH AAI0 52 &3 c) & d)ol JI=E 2EsS A
Zot0 MX8tCh. =X Ste=0l et GIoIE:

1H NMR(360MHz, CDCls) & 2.34(3H, d, J=1.2Hz), 3.99(3H, s), 5.62(2H, s), 7.47-7.60(3H, m), 7.85(1H,
J=1.3Hz), 7.94(1H, s), 8.34-8.41(2H, m): MS (ES ) m/e 322 [MH]+.
CieHisN/0 0.05CeH .0l CHer A AEA

Al
=

Xl C, 60.26; H, 4.45; N, 30.18.

=z I

H &X' C, 60.12; H, 4.86; N, 30.11%.

A AL 99
7-(1-HEAMOIZE2RE)-6-(2-HE-2H-1,2,4-EC|0tE-3-L U SAl)-3-HE-1,2,4-EcI0tE2[4,3-b] Il 2l
Ct&l

AD| SIEE2E2 S )2 AIOIS2ZE A JI=2AA Al 1-HEAMOIOAZRE IISAM[EZX 28 Journal
of Organometallic Chemistry, 1988, 352, 263-272]= AtE6t0d AAI0 882 ©H a), b) & c)oll Jis=
BIHE AFEol0d MZESCH. EHM SE20 Oist Hlolg:

"H NWR(360MHz, COCl; ) & 1.51(3H, s), 1.80-1.92(1H, m), 2.02-2.26(3H, m), 2.34-2.45(2H, m),
3.95(3H, s), 5.60(2H, s), 7.47-7.60(3H, m), 7.47(1H, s), 7.94(1H, s), 8.38(2H, dd, J=6.6, 1.7Hz);
MS (ES') m/e 376 [MH]'.

CooHzyN-001 THE E A2 A

& =Xl C, 63.82; H, 5.53; N, 25.82.
&X't C, 63.98; H, 5.64: N, 26.12%.

E/\
7-HE-6-(1-0I2-1H-1,2,4-E2|0tZ 3—%'EH|§/\I) -3-HE-1,2,4-ECI0tE2[4,3-b]TlICtA
StetEs A d)9 SHOIESAINE meld ol

=
(1 1,2,4-E2|0t&-3-2)0 IE*E(—EP_*[%*ZE: EP-A RI421210=]0Il JI=E TS MESH MZX)S
AFSSH0E AAIG 52 Sl c) & d)ol JI=E HYES ALSotH MZASCH. HA S0l e Clold:

"N NMR(360MHz, COClz) & 2.37(3H, s), 3.95(3H, s), 5.55(2H, s), 7.45-7.59(3H, m), 7.83(1H, d,
J=1.2Hz), 8.07(1H, s), 8.43-8.54(2H, m): MS (ES') m/e 322 [MH] .

CigHisN 001 CHEH A AZA

=Xl C, 59.51; H, 4.45; N, 29.88.
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H&EXI: C, 59.80; H, 4.71; N, 30.51%.
A A0 101

7-MOI222E-3-HE-6-(2H-1,2,4-EC|0tE-3-LHSAl)-1,2,4-E2I0tZEZ[4,3-b] Tl 2| C+H

&0 SEES S a)2 AOISZHE StSAA 4 AOISZ2RE Jt=SaL L S b)o 2-EI2H 3t
Sal4h GloIERIXE il #ixel GHoIERIXE R 3-GHOIESAIME-2-[2-(ECIHZ At ) HSAHE-
2H-1,2,4-Ec|OtS (A A0 729] S a)S AFSSI0d AAIG 1022 &3 a), b) & c)0l JI=E LYY &
At HE S AFSSI MIASICH.  AAIG 722 &3 c)ol Dz 28z HM sEes +=SEt. H
Ml =tet=0l CHet CIOIE:

'H NWR(360MHz, ds-DMSO) & 1.74-1.90(1H, m), 1.90-2.29(5H, m), 3.50-3.71(1H, m), 5.54(2H, s), 7.48
7.69(3H, m), 8.14(1H, d, J=1.0Hz), 8.30-8.49(2H, m), 8.52(1H, br s); MS (ES') m/e 348 [MH].
CieHiN,05 0. 17H001 CHEH A S A

>

rx JI)II

Xl: C, 61.93; H, 4.65; N, 27.58.
X1 C, 61.69; H, 4.99; N, 27.98%.

AAIO 102

7-AOI 22 BIE-6-(T| 2| H-2-L H S Al)-3-(EI QEI-2-2)-1,2,4-E2| 0} E 2[4,3-b] Tl 2| C+ &

a) 3,6-CI222-4-Al0| 2 2B E T 2|+

3,6-CIZZ=ZTelCtx(10g)S S(200m)0ll SEAIIID =S5 HS04 (19.7g) 2 AtOl
(32.79)2 JtotD BtSE8 N.ot0ol 70CUHA EDIAIZICH. ZEHA2(2.28g)2 D6t =(
Ct.

25(45.99)2 =Otst OCOH/\-I TAIEESe HOtet =0, Bts=2S 230 212 =+ =]
8 LHXI 92 EIIHStAIZID OlE OLAIHIOIECISZ22HIEH(3x500m) 22 F=&E6t M (MgS0.) A1 Y

A3 AZXZAIRICH. EA-0IE OLMIEHIOIE EE22 FMGIH == MAHE2(13.49)2 =S8,

Al

"H NMR(360MHz, COCls) & 1.57(2H, m), 1.82(4H, m), 2.20(1H, m), 3.30(1H, m), 7.38(1H, s); MS (ES’)
m/e 217[WH]".

b) 6-2 2 2-7-A0| 22 HIE-3-(E| QH-2-21)-1,2 4-E2|0tE2[4,3-b] T 2ICHE
3,6-CI222-4-A0IZ2HETI2ICHA (1.60)2 140COHA 18AIZHEQH JAI2I(
SIOIS2IRIS(1.160) 2 E2lHZ0ID 5l0IS222210/=(1.169)2 2 It st 22 o
OFHIEIOIE S EFALIES 2o ALOIOl SHiBtD SIIAS 22lAF1D, AE(MgS0)AIFI D SZAIH 2AEA|
31D A0S OMIEIOIE S22 22610 A2I9t 2ANA MK 7- L 8-Al0|22He oS
AL

Sttt

ome)U 2-EIQHE It A4
I, (=

wote Br222 o

ﬂH)I'

=2
=

"H NMR(360MHz, COClz ) & 1.89(6H, m), 2.30(2H, m), 6.93(1H, s), 7.23(1H, dd, J=5.2, 3.9Hz),
7.54(1H, dd, J=4.9, 0.9Hz), 8.25(1H, dd, J=3.8, 1.0Hz); MS (ES+) m/e 305[MH]+ (20 2 =4).

"M NMR(360MHz, COClz) & 1.70(6H, m), 2.23(2H, m), 3.36(1H, m), 7.24(1H, m), 7.55(1H, dd, J=7.0,
1.6Hz), 7.99(1H, s). 8.24(1H, dd, J=5.3, 1.6Hz); MS (ES) m/e 305[WH] (2Ot O =24).

c) 7-AOI22HE-6-(Il2lE-2-2H S Al)-3-(EI2H-2-2)-1,2,4-E2|0tZ 2[4, 3-b] I 2| Ct&Al
2-olOIESAINIE I 2l el (56mg)S N,ot0ll CIHNEZS0t0IE(2me)0ll SHAIZICH. =ASFUES(2LU 60%
w/w, 21mg)S Jtstd 5 LAl 102 =0l 6-222-7-Al0I22HE-3-(EI2H-2-2)-1,2,4-EC|0IE2[4,3-

blI2ICtEI(100mg) S DIEHCH. BISES AR0AM 18AI2-&0 WBstD HE OtMIEIOIERE 2 Atolol &
BiGtD RII&4S Zoldtn AT (MgS0)AIZID SLAIF AXAIRICH. OHZ S= HESUW HE OtAIHEIOI
Ell HZHIANA =+ HHdES =S80

1

H NWR(250MHz, CDCls) & 1.73(6H, m), 2.16(2H, m), 3.38(1H, m), 5.68(2H, s), 7.21(1H, m), 7.28(1H,
m), 7.51(2H, m), 7.77(1H, m), 7.88(1H, d, J=1.1Hz), 8.15(1H, m), 8.65(1H, m): MS (ES') m/e 337
[WH]".

ALALGH 103
7-AOI22HE-3-(2,4-CI1Z2Q2HY)-6-(1-HZ-1H-1,2,4-E2| 0} E-3-LH EAl)-1,2,4-E2| 0l E2[4,3
bW 2ICHR

2,4-CIER Q2L SHOIEUXEES AHESHH AAIN 102 b) ¥ (1-HIE-1H-1,2,4-EC/0tZ=2-3-< )0
EF2S MSGHH AN 102 c)0l HRE Hiot SAS 2oz XS BEH sEgESsS =S5

oy

'H NWR(360MHz, COCls) & 1.75(BH, m), 2.14(2H, m), 3.24(1H, m), 3.93(3H, s), 5.42(2H, s), 7.14(2H,
m), 7.86(1H, s), 7.90(1H, m), 8.04(1H, s); MS (ES') m/e 412 [MH] .
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A A0 104

7-MOI22HE-6-(1-HE-1H-1,2,4-E2|0tE-3-2 NS Al )-3-(EI 2 -2-2)-1,2 4-Ec|0tEZ [4,3-b] Il
cICHal

2-EIQH SN SOISAKSE ASSHOL A0 102 b) L (1-HIE-TH1,2,4-5

S ALZEH0L AAICH 102 ¢)0l HQE HIQH SAFS B OZ2 MXESIN DAl 31822 +S8H.

'H NVR(250MHz, COCls) & 1.32(BH, m), 2.14(2H, m), 3.28(1H, m), 3.95(3H, s), 5.61(2H, s), 7.24(1H,
m), 7.50(1H, dd, J=1.2, 5.1Hz), 7.84(1H, d, J=1.1Hz), 8.07(1H, s), 8.25(1H, dd, J=3.7, 1.1Hz): MS
(ES) m/e 382 [MH] .

AAIOI 105

7-MOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-(3-El2H-2-2)-1,2 4-Ec|0tEZ [4,3-b] Il
cICHal

2 EIQH St=44 5I0IStXIEE ALESH0 &AM 102 b) 2 (2-0IE-2H-1,2
S ALSot0l AAI0 102 c)0l HRE Biet A 2 o= Mot EXH st

m

In<L
U

ron

£2-3-2)0Ess
Ct.

P

4
=
=

i
MOl

'H NMR (250MHz, COCls) & 1.73(6H, m), 2.08(2H, m), 3.18(1H, m), 4.03(3H, s), 5.69(2H, s), 7.24(1H,
m), 7.52(1H, dd, J=5.0, 1.2Hz), 7.88(1H, d, J=1.1Hz), 8.01(1H, s), 8.18(1H, dd, J=3.7, 1.1Hz): MS
(ES) m/e 382 [MH] .

AAIOI 106

7-MOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-3- (Tl -4-2)-1,2,4-Ec|0tE 2 [4,3-b] Il
el

OlALIZEIY GlOIZCtRAIEE AMESHH A AN 102
23t04 A0 102 c)0ll HRE Htet KA

£2-3-2)0Ess

o

At

' NMR(250MHz, COClg) & 1.75(6H, m), 2.12(2H, m), 3.22(1H, m), 4.02(3H, s), 5.68(2H, s), 7.96(1H,
m). 8.43(2H, d. J=6.2Hz), 8.83(2H, d, J=6.0Hz): MS (ES’) m/e 377 [WH]'.
2 A0 107

7-AOI22HE-3-(2-E2R22HZ)-6-(1-HE-1H-1,2,4-E2|0tZ-3-L U SAl)-1,2,4-ECI0tEZ[4,3-
b]ol 2l CtAl

0-ERZ A GOISUXEE ALZSHH AN 102 b) & (1-HE-

2 (1- H- -Ec|0tE
AHESHOT AAIOI 102 )0l JHRE HIQE SAS 222 MZEotH E1 st

=
=

_,_

E2-3-2)ls=s
HCH.

o #

.2,
]

o - L
[oll

BN
' NMR(250MHz, CDCls) & 1.69(6H, m), 2.12(2H, m), 3.23(1H, m), 3.93(3H, s), 5.41(2H, s), 7.29(2H,
m), 7.51(1H, m), 7.85(1H, d, J=0.7Hz), 7.97(1H, m), 8.04(1H, s); MS (ES') m/e 394 [WH]'.

A0 108

7-AOI222E-3-(2-E22Z2HE)-6-(2-HE-2H-1,2,4-E2|0tZ-3-L U SAl)-1,2,4-ECI0tEZ[4,3-
b]ol 2l CtAl

0-ERZ A GIOISUXEE ALZSHH AN 102 b) ¥ (2-HE-

2 (2- 2H-1,2,4-
AHESHO AAIOI 102 )0l JHRE HIQL SAS 222 MZEotH E1 se=S

n?ﬁ—‘

'H NVR(250MHz, COCls) & 1.72(BH, m), 2.08(2H, m), 3.19(1H, m), 3.84(3H, s), 5.49(2H, s), 7.32(2H,
m), 7.58(1H, m), 7.87(2H, m), 7.90(1H, m); MS (ES') m/e 394 [WH] .

A A0 109

7-MOI22HE-3-(2-E222H < )-6-(I2Ig-2-2HSAl)-1,2,4-E2I0tZ2[4,3-b] Tl 2| Ct X
c-EFLEHEHE SFIOIEUXNEE /\P 8%04 AAIG 102 b) ¥ 2-CIOIESSAINE H2lgsS AtEoted A Al
102 c)0ll JHRE Hi2t |SAIE ZEO2 MI6tH ZEH steEs =S80,

' NMR(250MHz, CDCls) & 1.74(6H, m), 2.16(2H, m), 3.32(1H, m), 5.48(2H, s), 7.25(3H, m), 7.42(1H,

m), 7.51(1H, m), 7.51(1H, m), 7.71(1H, d, J=1.1Hz), 7.88(1H, d, J=0.7Hz), 8.60(1H, m); MS (ES') m/e
390 [WH]'.

AALOY 110
7-AOI22HE-3-(2 4-C|Z2 Q2 H Y )-6-(2-HI 2 -2H-1,2,4-E2| 0 ES-3-2 HI = A
] T2l CHE

DACIESOZHEA S10IS2AKEE AR50 AAIN 102 b) 2 (2-HE—-2H-1
B2 r 5101 ALAIGI 102 0)0fl HRQE BIRl SAIE 9oz X

)-1,2,4-E2|0tEZ[4,3

Y
Qi

=3
=N
=
ton
1IN
M0 '~
o |
1
Jn

o
o
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'H NVR(250MHz, COCls) & 1.73(6H, m), 2.09(2H, m), 3.18(1H, m), 3.85(3H, s), 5.49(2H, s), 7.07(2H,
m), 7.90(3H, m); MS (ES') m/e 412 [MH]'.

AAN 111
7-AOI 22 HE-3-HE-6-(1l 2| E-2-2 U SAl)-1,2,4-E2I0tZ 2[4,3-b] T 2| T+
glE2] SIOIECHNIESE AISoHH &AM 102 -GIOIESAINE HelsS AHESHH A AN 102 c)ol

b
M= dret s Aret %EQE HIZEot =M 2

'H NMR(250MHz, COCls) & 1.76(6H, m), 2.18(2H, m), 3.34(1H, m), 5.62(2H, s), 7.30(1H, m), 7.50(4H,
m), 7.77(1H, m), 7.88(1H, d, J=0.7Hz), 8.36(2H, m), 8.65(1H, m): MS (ES") m/e 372 [MH]'.
AAIN 112

7-MOI 22 HE-8-HE-6-(2-0E-2H-1,2,4-E2|0tZ-3-L I S Al)-3-H Z-1,2,4-E2|0t£Z [4,3-b] Tl
Ct&l

3,6-CIEZ2-4-HE LIS ASotH AA |01| 102a, #l=2l GIOIECINEE
(2-Blg-2H-1,2, 4—EEIO}’<§ -L)HE=SE A
St0 B BE2S +SE0.

ALE3Ho AAIG 1020 &
Z0ot0 AAI0 102c0 HRE Hi2t |AE ZHZ M

"H NVR(250MHz, COCls) & 1.63(4H, m), 1.83(4H, m), 2.74(3H, s), 3.46(1H, m), 3.94(3H, s), 5.57(2H,
s), 7.51(3H, m), 7.95(1H, s), 8.36(2H, m): MS (ES) m/e 390 [MH] .

AAICI 113

7-AFOI 2 2 HIE -3 2 —6-(2H-1,2,4-E 2| O E-3-2L M E Al )-1,2,4-E 2| Ot E 2 [4,3-b] T 2/ C+ A

AJ| BE2Z O b)Ol 2-EIQH IZAA B10ISAKC Al MIZEO B0/SAKT L K ¢)o -5t
OS=AMNE2IT (HAl 3-5101 S= A E-2-[2-(E2I M= A2t ) 0l S Al HIE—2H-1.2,4-E 2] OFS (A Al 0}
729 S a)2 AF25I0E AAIOI 1029 S a), b) L )0l JI=E LHES AFRSI0] MZESCH  AA
720 S c)0l JIEE WHOZ A EBES ASEICH DA 20l U8 OI0IH:

1

H NMR(250MHz, CDCl) & 1.74(6H, m), 2.11(2H, m), 3.12(1H, br s), 3.22(1H, m), 5.58(2H, m),
7.50(3H, m), 7.85(1H, d, J=0.7Hz), 8.27(1H, m), 8.37(2H, m): MS (ES’) m/e 362 [MH] .

AAIGH 114

3-(4-BI L H Y )-7-H 2 —6- (1 2| Sl-2-2L I = |> 1,2,4-E210tE2(4,3-b] T 2ICHA!

AD SEES AN 29 SH a), b), c) d)ol Jl=e 2SS AIS6tE, & S c)ilAHd p-E=Y
OlOIECtAIEE BIZot0IECtXI S THAl AFSEHCH. EX St S0l CHet CloIE:

|'0II b=

"H NVR(250MHz, COCls) & 2.45(3H, s), 5.68(2H, s), 7.29-7.39(H, m), 7.51-7.55(3H, m), 7.66-
7.77(34, m), 8.07(1H, s), 8.18-8.31(2H, m), 8.64(1H, br d. J=5.6Hz). MS (ES') m/e 394 [MH] .

AN 115

3-(4-DIZH Y )-6-(3-H I 2| El-2-LH S Al)-7-H L-1,2,4-E 2| 0t E 2 [4,3-b] T 2| C} &

AN 290 EH a), b), c) ¥ d)0l JI=E YHS AMSotE, & A c)UA BIZELSH0I
D-%?—Q! otol=etNlE, & C*ﬁl d)A 2-T2lotdls el 3-HIEg-2-TelEiEessS At
| eSS0l CHSE dIolE:

a| stgt=
EetXie d
2. =

FZ 1o

=
ﬁ

"H NMR(250MHz, CDCIs) & 2.31(3H, s), 2.45(3H, s), 5.68(2H, s), 7.24(1H, dd, J=7.7, 4.9Hz), 7.32-
7.46(5H, m), 7.54-7.64(3H, m), 8.03(1H, s), 8.30(2H, d, J=B.3Hz), 8.46(1H, br d, J=5.5Hz). MS
(€s) m/e 408 [MH]'.

A A0 116
6-(1-0lE-1H-010I Tt Z-2-L IS Al)-3-(4-HE H E)-7-HE-1,2,4-E2| 0t E 2 [4,3-b] T 2| T+ X

D] SHEE2S AA0 22 S a), b), c) ¥ d)0il JI=E LES AEStE, & S c)0lA BMIZA5H0]
CetlE Ul p-E=9 ofolEetXE, & CU#I d)OlA 2-Telgdotdls tal 1-0lE-2-(SoIESAINE)
OI0ICHES MEECH. EX ster=0l et GIoIE:

"H NWR(250MHz, CDCls) & 1.14(3H, t, J=7.3Hz), 2.46(3H, s), 3.88(2H,q, J=7.3Hz), 5.62(2H, s),
6.98(1H, d, J=1.3Hz). 7.10(1H, d, J=1.2Hz), 7.34-7.54(7H, m), 8.02(1H. s), 8.40(2H, d, J=8.3Hz).
MS (ES)) m/e 411 [MH] .

AAN 117
3-HE-6-(male-2-LHSAl)-7-(EIR2=2E81-4-2)-1,2,4-EC|0tEZ[4,3-b] T 2I T+
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aJ SteEs AA0 152 S a), b), c), d) ¥ e)0il JI=E YHS AIEotE, & A c)2 mHe
E el EIRREEEE AISESCH. HA SE=0 st HIolH:

" NMR(360MHz, CDCls3) & 2.81-2.84(4H, m), 3.56-3.58(4H, m), 5.62(2H, s), 7.29-7.32(2H, m), 7.49-

7.53(4H, m), 7.79(1H, td, J=7.7, 1.7Hz), 8.31(2H, dd, J=8.3, 2.4Hz), 8.64-8.66(2H, m). MS (ES')
m/e 405 [WH] .

Xl C, 62.30; H, 4.90; N, 20.60.

v
&
=
um
m
Q
i
U‘I

VU EAI]-3,7-CIHEL-1,2,4-E2|0t&E2[4,3-b] Tl 2| C+A
A SEE2 AA0 610 JlEE LYS AIEotE, © 4—6+OIE§AIEHIE'H“"' U2 4l 5-(2-0l01E=
FE2 0l

AOE)-4-HEEIOIES AIESICH. EAM &t CHSt CIOIES: MS (ES ) m/e 414 [MH]+ HPLC 90%(313
S SH0DS2E ALEGHM HP10902 =2 &Hs, 23cm 2, |= 1/E L 0ISH2=2MH 70% OtMELIEE /pH
oH)

2| Cl-1-2 ) -3 L6~ (T 2| El-2-A W E Al )-1,2,4-E 2| OFE 2 [4,3-b] Tl 2/ CHAI
A [0 1521 SHH a), b), c), d) 2 e)0ll JI=E LS AFRstE, © X c)ol T2
O Al 2-BIEMZ2IC (2HMOIE)S AIRSICH HH 3820 et GI0IE:

"H NWR(360MHz, CDCls) & 1.17(3H, d, J=6.1Hz), 1.64-1.69(1H, m), 1.87-2.24(3H, m), 3.42-3.48(1H,
m), 3.67-3.74(1H, m), 4.23-4.28(1H, m), 5.60(2H, s), 6.81(1H, s), 7.29(1H, dd, J=7.5, 4.8Hz),
7.42-7.49(4H, m), 7.74(1H, td, J=7.7, 1.8Hz), 8.27-8.30(2H, m), 8.66(1H, br d, J=5.5Hz). NS (ES')
m/e 387 [WH] .

CQQHQQNGOO“ e |AEA

i

=Xl C, 68.24; H, 5.76; N, 21.67

H X C, 68.38; H, 5.74; N, 21.74.

A A0 120

6-(1-HIE-1H-1,2,4-EC|0tE-3-L U S Al )-3-H E-7- (T 2l & -4-2)-1,2,4-EC|0tEZ[4,3-b] T 2I T+ X

AD| stEEs AAo 162 ©3H a), b), c), d) L el JI=E EES AEotE, © €A c)2 2-1lel
g JHls &l (1-DIE-1H-1,2,4-E2I0tS-3-2)HES[EFX 28 EP-A Xﬂ4212109]° ArEEtCH, =H
Stet=0l et CIoIE:

"H NWR(360MHz, ds-DMSO) & 3.87(3H, s), 5.56(2H, s), 7.55-7.65(3H, m), 7.75-7.77(2H, m), 8.46-
8.50(3H, m), 8.61(1H, s), 8.71(2H, br d, J=7Hz). MS (ES') m/e 385 [MH] .
CootheNs0 . 0.05(CaHs02) . 0.3(H0)0fl CHEF A S A

Xl: C, 61.66; H, 4.09; N, 28.14.

H&EXI: C, 61.55; H, 4.35; N, 28.43.

AAI0 121

7-AMOI22HE-6-(1-01E-1H-1,2,4-E2I0tZ-3-L HSAl)-3-H Z-1,2,4-ECIOtZ 2 [4,3-b] LI 2| C+E

A stEtEs AAI0 882 HHHl a), b) ¥ )01I Jls=e ZEE AEotE, © CU#I b)el (2-0I€-2H-
1,2,4-E2/0tE-3-d)HE=S el (1-HE-1H-1,2,4-E2/0tE-3-L )HES[EFX & : EP-A M4212105]

E AEB5tD B c)2 AMOISZ A JISA A THA AIOISZHE JIsSALE M%—?JE}. HHM ster=ol
CHet CoIE:
"N NMR(360MHz, COCl; ) & 1.62-1.86(6H, m), 2.10-2.18(2H, m), 3.22-3.32(1H, m), 3.95(3H, s),

+

5.57(2H, s), 7.46-7.57(3H, m), 7.88(1H, s), 8.02(1H, s), 8.50(2H, br d, J=8Hz). MS (ES ) m/e 376
+

[MH] .

CooHoiN;0. 0.1(CaHi0) . 0. 1(H0) 0l CHEH RIAZ A
=Xl C, 63.73; H, 5.56; N, 25.16.
At

H&EXI: C, 63.70; H, 5.82; N, 25.59.
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AAI0 122
7-0laZ2E-6-(1-HE-1H-1,2,4-E2| 0t Z-3-2 0l

(
&J) stgEs Al 882 Il a), b
1,2,4-E2|0tE-3-2 )0t &l (1-0f ,
S ASot Sl c)0lA AOIZ 24 =S

Ch 3 b)OIA (2-0l 2 -2H-
X 28 EP-A H4212105]
ALSEtCH.  HEX ste=S0l O

1H NMR(360MHz, CDCls) & 1.31(6H, d, J=6.9Hz), 3.25(1H, E =&, J=6.7Hz), 3.94(3H, s), 5.57(2H, s),
7.46-7.56(3H, m), 7.86(1H, s), 8.06(1H, s), 8.50(2H, br d, J=8Hz). MS (ES+) m/e 350 [MH]+.
CigHigN,001 CHE RAEA

X C, 61.86; H, 5.43; N, 27.71.
bXI: C, 61.88; H, 5.48; N, 28.06.
AN 123

3-AI 22 T2 H-6-(1-M2-1H-1,2,4-E 2| Ot E-3-L U S Al )-7-H D-1,2,4-E 2| OFE R [4,3-b] T 2 C+ A

43| SESES B3 oo MEY S0ISE (o ASHE AISRESE SOISHKE % B )
O-TRIYIHlE el ABE S (1-ME-1H-1,2,4-E21015-3-2)HEIS D s A0 29/ S a), b),
c), d)ol D= wes /\}%6}04 ES=10 S

"H NWR(360MHz, COCls ) & 1.14-1.18(2H, m), 1.36-1.40(2H, m), 2.42-2.46(1H, m), 3.92(3H, s),
5.55(2H, s), 7.41-7.45(3H. m), 7.61-7.64(2H, m), 7.89(1H, s), 8.03(1H, s); MS (ES') m/e 348 [MH] .
CiHi0 + 0.5% HO0 CHEt 2 A=A

g)-6-(2-0IE-2H-1,2,4-EC|0tE-3-L U S Al )-7-HE-1,2,4-EC|0tE 2 [4,3-b] T 2| Ct X
3 c)o #ix GtoISetE Al AMSE= 2-E22HHE otolE2tXE 2 &l d)2

e (2-02-2H-1,2,4-E2|0tE-3-2 )0 &= SN AAl 22/ ©H a), b),
ASot RIZStCH

1|-| NMR(360MHz, CDCl3) & 3.89(3H, s), 5.47(2H, s), 7.32(6H, m), 7.65-7.68(2H, m), 7.96(3H, m); MS
(Es)) m/e 402 [WH]".
CoHigNOF + 1% NaOll CHEt RARA

a1

a=Xl: C, 61.85; H, 3.35; N, 23.77.

H XD C, 61.78; H, 3.95; N, 24.01%.

A0 125

-(2-ER22HE)-6-(1-HE-1H-1,2,4-E2I0tZ-3-L HSAl)-7-H Z-1,2,4-ECIOtZ 2 [4,3-b] LI 2| C+&
A SE22 I c)2 MY SI0IEetE Al AIESs 2-ERLZHA GI0IE2tXE 2 A d)<
2-IcIEotdl= CHal /\P Cl= (1-HE-1H-1,2,4-Ecl0tE-3- ) HESD MW A0 22 &2 a), b),
c), doil =& &S AFEotH MZSHCH

'H NWR(360MHz, COCI;) & 3.66(3H, s), 5.53(2H, s), 7.27(8H, m), 7.85-7.88(2H, m), 8.06(1H, s); MS
(ES") m/e 402 [MH] .
CoHigN:OF + 0.5% NaOil CHEH RIAEA
AZX|: C, 62.49; H, 3.73; N, 23.81.
MXI: C, 62.48; H, 3.96; N, 24.29%.
ol 126
-0 2-1H-1,2,4-E 2/ 01 E-3-L M S Al )-7-H 2 -3-(E| QB -2-2)-1,2 4-E2| 0} E 2 [4,3-b] T/ 2| C} &

| StetEsS S c)9 XY S0ISetal Al ArSSl= 2-ElQHE D}E’\/.\_ StolE2tXE ¥ B d)
2-mleleottls tal AtgE = (1-0IZ-1H-1,2,4-E2|0tE-3- °')EHIE*9[ L 28 EP-A H|42 210&]
S AAIN 22 S a), b), ¢) ¥ d)ol J=E LES AESH0 M=E P

P

B oo

T

NMR(360MHz, CDCls) & 3.91(3H, s), 5.66(2H, s), 7.25(1H, m), 7.43-7.69(6H, m), 8.03(2H, m),
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8.31(1H, m): MS (ES) m/e 390 [WH]'.
CigHisN,0SO0ll CHEH 2 A=A

: C, 59.01; H, 3.64; N, 25.10.
Xl C, 58.60; H, 3.88; N, 25.17.

AlG 127

6-(1-BIZ~1H-1,2, 4-E 2] OHE-3-2 I S Al )~7-HI -3 (1| 2] ©1-3-2 ) 1,2, 4-E 2| OHE 2 [4,3-b] T/ 2| T} &

& stg=Es 2 C)9| BIZ GOIEStR THal AMSEl= 2-T2lE SHoIEAXE 2 & d)o 2-Tle
ol Al A8&E (1-HIE-1H-1,2,4-EC|0tE-3-2)HESD &H AAG 2°| €3 a), b), ¢,
d)oll D= YEHS AE6H0] M5t

| =
-/
At

x

ﬂ]>

ol

"M NMR(360MHz, ds-OMSO) & 3.86(3H, s), 5.55(2H, s), 7.49-7.51(3H, m), 7.64(1H, m), 7.73(2H, m),

8.44-8.48(2H, d, J=14.4Hz), 8.66(1H, m), 8.82-8.84(1H, d, J=7.2Hz), 9.56(1H, s); MS (ES') m/e 385
[WH]".

CooHieNgO + 0.2% H001 CHE A=A

IZXl: C, 62.03; H, 3.97; N, 28.54.

&XI: C, 61.91; H, 4.26; N, 28.88%.

AAIGI 128

6-(2-HIE-2H-1,2,4-EcI 0t E-3-L U S Al )-7-H E-3-(EI 2 #-2-2)-1,2,4-E2| 0t = [4,3-b] T 2| C+ &I

A SHEES A c)2 HZEZY FHoIEtR Al AIEEl= 2-EIQE =42 SH0IEAXNE L S d)
o 2-IlelEdttlEs &l AE&= (2-HE-2H-1,2,4-E2I0tE-3-L )HES (28 [ X EP-A H421210%]
g{: Jl=E Hrek 201 M=) SH AAIG 220 SAH a), b), c¢) H d)0il JI=E LHE AMSSHH MX&
"H NMR(360MHz, COCls) & 3.79(3H, s), 5.74(2H, s), 7.26(1H, m), 7.47-7.57(6H, m), 7.90(MH, s),
8.05(1H, s), 8.24(1H, m): MS (ES’) m/e 390 [MH] .

CigHisN0SOHl CHEH RAEA

Xl C, 58.20; H, 4.09; N, 25.02.
Xl C, 58.60; H, 3.88; N, 25.17.

AAI0 129

6-(2-HIE-2H-1,2,4-Ec| 0t E-3-L U S Al )-7-H E-3- (Tl 2]
=

el
| StEES ©2 c)o HxEY SloISetE tHal A8 E=
o 2-Ielgdtdls Al A8 = (2-HE-2H-1,2,4-E2|0tE
of Jl=& diet 201 MZE)D SH AN 220 &H a), b),
Ct.

| =
—/
)

A

2)-1,2,4-EcI0tEZ[4,3-b ]I alCtA
2|

Telg Jt=a2 SHoIESHNE & S d)
-3-2)HES (2SI [EFX: EP-A JH|42121O
) =S 282 AIR6H0 MXESH

2 d)oll 2

-3~
3-

[¢]

"H NWR(360MHz, COCl3) & 3.79(3H. s). 5.69(2H. s), 7.47-7.57(6H, m), 7.90(1H, s), 8.10(1H, s),
8.77(2H, m), 9.76(1H, s); MS (ES) m/e 385 [MH].

CoHige00l CHEH A=A

AZX: C, 62.48; H, 4.02; N, 25.56.

|AFXI: C, 62.49; H, 4.20; N, 29.15%.

ALAIGI 130

(R R-3-2)-6-(1-H Z-1H-1,2,4-E 2| Ot E-3-L B S Al )7-H 21,2, 4-E 2| 0HE 2 [4,3-b] T 2] C+&

A SHEES A c)2 HZEZY SHOIEAXE A AIE&Z= 2-F& SHoIE2AXE L S d)2 2-Tl2
SotHls Al A8S = (1-HIE-1H-1,2,4-Ecl0tS-3-2)HESD &M AAG 22 A a), b), )
d)oll JI=E YEHS AESH0 M=ZStC.

x

"H NMR(360MHz, ds -DMSO) & 3.85(3H, s), 5.57(2H, s), 6.84(1H, m), 7.47(3H, m), 7.68(3H, m),
8.01(1H, s), 8.39(TH, s), 8.47(1H, s). NS (ES) m/e 374 [WH].
CioHisN,0, + 0.1 H,00 CHEH A=A

&Z=X: C, 60.46; H, 4.12; N, 24.14.
H X C, 60.46; H, 4.06; N, 25.97%.
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A A0 131

6-(1-HIE-1H-1,2,4-ECI0tE-3-L IS Al )-7-H E-3-(EI 2E-2-2)-1,2,4-E2|0tZZ[4,3-b] T 2| T+ X
&0 stEgEs YA c)o #xd SPOI‘:E}XIC el AHEEl= 2-El28 SHolSetXE &L &3 d)9 2-I
EI‘:'alei Ual A8eE (1-0I1E-1H-1,2,4-E2I0tZ-3- )0 et 20 W AAl0 22 & a), b), c),

Aol JIEE ges AR mzs_u

' NNR(360MHz, ds-DMSO) & 3.86(3H. s), 5.60(2H, s), 7.34(4H, m), 7.74-7.7 6(2H, d, J=7.2Hz), 7.84-
7.86(1H, d, J=7.2Hz), 8.29(1H, m), 8.39(1H, s), 8.48(1H, s). MS (ES’) m/e 390 [MH] .

CioHisN:0S + 0.1% H001 Ch3t HASA

%l C, 58.33; H, 3.50; N, 24.63.

i
-/
At

H &X' C, 58.33; H, 3.92; N, 25.06.

A0 132

6-(5-0IE-1,2,4-SAtCIOFE-3-L HI S AlI)-3,7-CIHE-1,2,4-EC|0tE 2 [4,3-b]Tl2ICtT

A StEEg I d)2 2-Telgottl=s el AIEE= 3-ctOISEAINE-5-HE-1,2,4-SAICIOtE[E X
=8 J. Med. Chem., 1991, 34, 1086-94]1+ &M & AIG 22 SH a), b), ¢), d)0l JI=E LHS AE
6t0 HMIZZ&tC.

"H NMR(360MHz, CDCl,) & 2.62(3H, s), 5.70(2H, s), 7.50-7.80(7H, m), 8.45(2H, m), 8.48(1H, s): WS
(ES") m/e 385 [MH'].
CoHiNeOz. 0.25H,00 CHEH SAAZA

a=Xl: C, 65.24; H, 3.94; N, 21.21.
At

HY-3-(El2E-2-2)-6-(2H-1,2,4-EC|0tE-3-L U S Al)-1,2,4-E2I0tEZ[4,3-b] Tl 2| T+ X
3 % A

AD] SHEES B 20)9 HXY StolSetd Al AFEEl= 2-EIQE Jt=a 4 SHolE2XE 2 S
2d)o 2-H2lottls el AMEEE 72a)2 HE2D M AAlol 22 &3 a), b), ¢), d) ¥ 72c)0ll
JleE LYHS AMESH MZ&tlt.

"H NWR(360MHz, COCls) & 5.14(2H, s), 6.72(1H, m), 6.91(3H, m), 7.05-7.26(3H, m), 7.55(1H, s),
7.76(2H, m), 13.41(1H, br s); MS (ES') m/e 376 [WH]'.
CieHigN,0S0ll CHEH S1AZA

a=Xl: C, 57.19; H, 2.98; N, 25.61.
HAEXI: C, 57.58; H, 3.49; N, 26.12%.
AAI0 134

3 (R t-2-2)6-(1-BI E-1H-1,2,4-E 2| 0t E-3-L N = Al )-7-HI 21,2, 4-E 2| Ot E 2 [4,3-b] T 2IC+A!

AD| SIEIES O c)o HMEY 510|StE (Al AFRES 2-ZY Jp=Alel 510|SHKE Y SH d)o
o-TmRIYItHls CHAl AR EIE (1-DBIE-1H-1,2,4-E2|0}5-3-2 )M EFS (281 [Z X EP-A HI4212105 Ol
Jl&E HEF 20 MZE)DF B AAIOI 221 SHH a), b), c) L d)0ll JI2E LHS ARSI MZESHC

"H NMR(360MHz, CDCls) & 3.91(3H, s), 5.63(2H, s), 6.66(1H, m), 7.26-7.69(7H, m), 8.02(2H, m); MS
(€S) m/e 374 [MH] .

C19H15N7020“ st fAsEmA

& =Xl C, 60.77; H, 3.93; N, 25.82.
&XI: C, 61.12; H, 4.05: N, 26.26%.

-(1-HIE-1H-1,2,4-E2| 0t Z-3-2L H S Al)-3-H E-7-(EI2E-3-2)-1,2,4-E2|0tZZ [4,3-b] T 2| T+ X
A

a0 sterEs AA 162 ©3H a), b) ¥ c)ol JI=E LEHS AMS56tE, & 3-EIQH E%J% e

cle B¢, O-cI88 el ArZotl) ECI0E0tE Sl0IE222201E2 1.1SIHES p-EF
dEA L EcloEotele 1.1SIt2 il ArZstn (1-HE-
=

= H-1,2,4-E2|0tZ-3- ) HES (A Al 0
65)E 2-IIcIEItdls thal &3 c)ol AtSsc. = Ol CHSt OIOIE: && 233 LAl 235TC

-~
=
[o)
o
g
=

H NMR(360MHz, OMSO) & 3.89(3H, s), 5.61(2H, s), 7.56-7.65(3H, m), 7.71(1H, dd, J=5.2Hz), 7.80(1H,
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d, J=5Hz), 8.29(1H, d, J=2Hz), 8.47(2H, d, J=7THz), 8.50(1H, s), 8.65 (1H, s). MS (ES') 390 [MH] .
CigHisN0S. 0.25H001 CHet BAZA

I=XI: C, 57.92; H, 3.81; N, 24.79.

[&tXI: C, 57.93; H, 3.97; N, 24.89%.

2 A0 136

6-(2-IE-2H-1,2,4-EcI0tE-3-L U S Al)-7-(EI2H-3-2)-1,2,4-E2|0tZZ [4,3-b] Ll 2| C+ &

X

aD| stEEs AN 162 S a), b) ¥ c)ol JlEE LHES AEotE, ¢ 3-EIQH 2242
a)ol 4-Teld 284, Cl-2l&g el AIEd6tn EcloZ0t2! stolE222et01E9 1.180 P%% p-EF
AdELA L E2IUEoRY 1.1SIt2 Al AIS6tD (2-HE-2H-1,2,4-E2/0t5-3- ) HIE S (A Al

66)= 2-LI2IEItdl= Al S c)oll AF=ZSCH.  HEHM StE20l i diole: & 220 WXl 222TC
(MeOH) .

1|_| NMR(360MHz, OMSO) & 3.91(3H, s), 5.79(2H, s), 7.58-7.65(3H, m), 7.71-7.74(2H, m), 8.00(1H, s),
8.20(1H, br s), 8.39(2H, d, J=7Hz), 8.68(1H, s). MS (ES+) 390 [NIH]+.

CigHisNOSOHl CHEF RAZEA

Al
=

3-HE-7-(EI2E-3-2)-6-(2H-1,2,4-EcI 0t E-3-L U S Al )-1,2,4-E2I0tZZ [4,3-b] LI 2| CH&

Al stEtEs A0 162 S a) L b) D2l AN 722 A b) ¥ o)l JsE ZEsS
MZGHE, © 3-ElQE 2245 AAM 162 S a)2 4-Telg 224, C-2I5E Al AS
GIE0t2 olol=2=222l01=2 1.1:3P§E prEFULEL  ECI0EOR 1,152
162 SHAI b)Ol ALSSEICH. HEX SHES0l (e dIolE: 8% 264 LHXI 266°C (MeOH) .

ANESHH
ot Eel
A AALO

' NMR(500MHz, OMSO, 330K) & 5.68(2H, s), 7.54-7.62(3H, m), 7.66(1H, dd, J=5.2Hz), 7.77(1H, d,
J=5tz), 8.26(1H, d, J=2Hz), 8.41(2H, d, J=7Hz), 8.50(1H, br s), 8.58(1H, s). MS (ES') 376 [MH] .
CigHiaN70S. 0.14CHLCI,0l CHEH A=A

!=Xl: C, 56.23: H, 3.28.

[&tXI: C, 56.26; H, 3.46%.

PAIGI 138

-(2-01E€-2H-1,2,4-E2|0tE-3-2 NS Al)-3-H E-7-(EI 2H-2-2)-1,2,4-E2|0}ZZ [4,3-b] Ll 2| T+

Il stetE2s A0 162 Al a), b) & c)l JIsE LEHS AISGIH MEGHE, & 2-EIQHE ZB24t

4-T|2lY B4, C-cl&g el M%ﬁh_ Ecl0E0t2 otolEZ2=201E2 1.1S0I=2

p-EFAULZ L B 2020210 1.1S 0+ Thal S b)Ol AtSotLD (2-HIE-2H-1,2,4-E2|0tS-3-
DOEFS (A0 66)2 2-T2lZotdls tal &3 o)l AISStt. HEHM SE20 & oold: 83

250 LHXI 254°C

> X

»
N

1 10 1o 0%
m
=
3
10

"M NMR(360MHz, ds—OMSO) & 3.96(3H, s), 5.82(2H, s), 7.24(1H, dd, J=5 % 4Hz), 7.52-7.65(3H, m),

7.80(1H, d, J=5Hz), 8.00(1H, d, J=4tz), 8.02(1H, s), 8.42(2H, d, J=7Hz), 8.80(1H, s). MS (ES') 390
[WH]".

CigHisN,0SOHl CHSH A=A

IZXl: C, 58.56; H, 3.93; N, 25.35.

&X't C, 58.60; H, 3.88: N, 25.18%.

ALGI 139

—-(1-0I1€-1H-1,2,4-E2I0tE-3-2 NS Al)-3-H E-7-(EI2H-3-2)-1,2,4-E2I0}Z 2 [4,3-b] L 2| C+ X

AAIG 162 EHH a), b) ¥ c)0ll JI=E ZHES AMESIH MZEGIE, S 2-EIQH 224
e a)9| 4-Icle 224, O-clsg el AtZotll Ec|0E0ore! 8}O|‘:§3§E}OI‘:°| 11892
p—%—?—oj HAZ4 Y ECE0RIY 1.1S0t2 A Sl b)ol AF235tD (1-HE-1H-1,2,4-E2|0tE5-3-
Al 65)2 2-LlcldItdl= el S c)ol AFESttH.  EZXM S&=0 s iole: 83
237 LH XI 239°C (DMF-H:0) .

Al

0

e nomoox P ﬂJ>
o
fon
(_)‘_
o
l

' NMR(360MHz, CDCl;) & 3.96(3H, s), 5.69(2H, s), 7.14(1H, dd, J=6, 5Hz), 7.47(1H, d, J=6Hz),
7.50-7.60(3H, m), 7.81(1H, d, J=5Hz), B.08(1H, s), 8.27(1H, s), 8.56(2H, d, J=7Hz). MS (ES') 390
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+
[MH] .
CigHisN;0S. 0.5H.001 CHEH JAEA

>

Xl C, 57.11; H, 3.96; N, 24.70.
H XL C, 57.27; H, 4.05; N, 24.61%.

PALGI 140

TZe-2-2)-6-(2-HE2-2H-1,2,4-EC|0tS-32 NS Al)-3-H £-1,2,4-E2I0tZZ [4,3-b] Ll 2| CHE
3.6-LI222-4-(Fe-2-2)-1 2t

2 THF(60me) L 4-E22-1,2-CIGH0IEZ 02| CHE-3,6-Cl2 (A A0 152 Al a &ZX)(3.5g, 18.3mmdl),

| =T
-/
At

>

~

[
~

rC ol Lt B (6 am, Zom) 2 LISSS @S U SR HLEAT)(1.42, 1imo%k)S 2IIAI3]
D AT HEAZ S0l 70CHA TAIE BEET. W3t 20|, SHES SE2A20. ZAES o0
AZID B OIOA CIOIE OIEIZZ MBS £ M822 M0l ASES HIOIKA 22(5.23)2
N +S8iCh.

A7 DAB stsiol(80m) D EBGID 4ASO BRARICH BB AstsiS SO AW Al
oD S2UO2 HISAIZICH TAS 2S(100m) U CIZZEHEH(200M)22 SIAAIZID 2ot 44
BAAALIES(200m) 22 F3HAIZICH  SHE2S 0ot 20He AS 2elARIb. RIISS AX
(NaSOOA312 SHNAC. BE H2ldt HHNUK 01si, HE OHEHOIES SEN EH 322
S 2N HH(1.67g, F SHO ZH M0)2ZA S8},

"H NMR(250MHz, CDCIs) & 6.67(1H, dd, J=4, 2Hz), 7.63(1H, d, J=aHz), 7.71(1H, d, J=2Hz), 7.92(1H,
s). NS (ES) 215 2 217 [WH] .
b) 7-(FERt-2-2)-6-(2-HI=L—2H-1,2,4-E2| 0t E-3-L I S Al)-3-H21,2,4-E2| Ot S 2 [4,3-b] T 2| C+ &

£ (

&D) stet2s AA0 162 S b) ¥ )il JIEE YWHS AME6HH 3,6-LI22=-4-(F&-2-9)-Tl2lC
HoZ2H MZIoHE, & ECIUHEOIR SIOIEZS=2LH0IE 1.1SIIEE2 p-SRALEM L EQJUE Ot
glo] 1.182t2 &l A b)oll AtESt, (2-BIE-2H-1,2,4-EC/0tE-3-2)HES (A AN 66)S 2-Tic

SotHls Al S c) 0l AFSEHCH.
HH stE20 e Ciole: 83 263 LHXI 265 (OMF).

M NMR(360MHz, ds—OMSO) & 3.95(3H, s), 5.84(2H, s), 6.74(1H, dd, J=4, 2Hz), 7.21(1H, d, J=4Hz),

7.55-7.65(3H, m), 8.00(1H, d, J=2Hz), 8.03(1H, s), 8.41(2H, d, J=7Hz), 8.47(1H, s). MS (ES’) 374
[MH]".
CigHisN70-01 CHE AAZA

HLEXI 2 C, 61.12; H, 4.05; N, 26.26%
A0 141
7-(Fe-2-2)-6-(1-HE-1H-1,2,4-EC|0tE-3-L U S Al )-3-HE-1,2,4-EC|0tE 2[4, 3-b] T 2| C+ X

o &2 a)e=z2=2H HIZth.I ch ECINEO0tR! FH0IEZ22Z2U0IES 1.1SIHES p-EF
Z4 2 EclolE0tRIe] 115012 tial S b)oll AFE5t, (1-HE-1H-1,2,4-E2/0t&5-3-2 ) Ul &
AAIG 65)2 2-TIelZotdls el S C)Oil ALSEtCH. ZH SHE S0l CHet dlole:

257 LHZXI 259°C (DMF) .

tRtES AAIG 162 A b) ¥ c)0l JIsE LS ALE6HH 3,6-CI2E2-4-(F&-2-g)-Ilelt
[0l 140 to
|

—

00 ﬂJH) 20
Ja m

0

' NMR(360MHz, ds-DMSO) & 3.91(3H, s), 5.63(2H, s), 6.74(1H, dd, J=4 L 2Hz), 7.33(1H, d, J=4Hz),
7.54-7.65(3H, m), 7.99(1H, d, J=2H), 8.44(1H, s), 8.46(2H, d. J=7Hz), 8.57(1H, s). WS (ES) 374
(]

CioHisN:0z. 0. 15H00 CHEH 214 = A

Xl C, 60.68; H, 4.11; N, 25.82.

N
A0 142
6-(3-0IE-1,2,4-SACIOFE-5-L HIEAI)-3,7-CIHE-1,2,4-EC|0tEZ [4,3-b]Tl2ICt
a) 52220 E-3-HE-1,2,4-2ACI0tE

CIZZZ0IEH(30m) L OLMIEOIDIE =2&(1g, 0.0135mmol) 2 SH E2/0IE0t2!(2.06m¢, 0.015mmol)S It
Gt 0C=2 H2AAIZICH. SZ2Z20tMIE 2=2c2t01E(1.18m, 0.015md)S 520 2™ =IOttt e =8
£2 0CHA 102, OIM A=20M 1TAIZtSoE WESILE, BtSE2 USZ22MHE(40M) 22 S|4 AIF| D
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(2x30m¢), H==(1x30m)=2 MESEICH KIIES AE(MgS0)AIIID AL BLAIA = MAS

o

—-(3-HIE-1,2,4-SACIOE-5-L IS AI)-3,7-CIHE-1,2,4-E2|0tE2[4,3-b] Tl 2| C+ &

AD| SEES AN 20)2RHS M&H2 2 Zo AN S a)2RHY X MESS AIS6I0 AAl
Ol 3521 &l a) & b)ol JIsE LYS AESH MZEHC.

'H NWR(360MHz, COCls) & 2.35(3H, s), 5.85(2H, s), 7.51-7.80(7H, m), 8.24(2H, m), 8.48(1H, s); NS
(€s) m/e 385 [MH]'.
CoHigNeOz. 0.05CH,Cl,. 0. 1EL0ACO CHEN A A

Xl C, 65.19; H, 3.99; N, 21.07.
Xl: C, 64.82; H, 4.29; N, 21.15%.

Ol 143

—EEQELHI“') -(1-HIE- 1H—1,2,4—EBIOf-’é—B—%l}iI%/\l)—Fl—Hl‘éﬂ,2,4—EEIOP-§-§[4,3—b]EIEIEP&'

) §P§. S c)o #IEXY SHOIEUE Hal AMBE= 4-ERL2UE ol0IE2tXE L A d)o
2-llclg P = EH AgE= (1-0IE-1H-1,2,4-E2|0t&-3-2 ) H Et S %JHI AAIK 29 a), b), ¢),
d)oil JI=E 2ys } ot0d MIZBtCh. &&=233 WAl 235C.

| =
—/
)

Al

A
3—(
é s

=2
==

"H NMR(360MHz, ds-DMSO) & 3.85(3H, s). 5.52(2H, s), 7.42(5H, m). 7.73(2H, m), 8.40(1H, s).
8.49(3H, m): MS (ES) m/e 402 [MH'].

SN0 144

3,7-CIHY-6-(2H-1,2,3-E2| 0 E-4-L M S Al)-1,2,4-E2| 0l E2[4,3-b] W 2 C+ A

a) 5-ZYU-1-[2-(E2IHL A2t ) HEAIHEE-1H-1,2,3-E2101 5

Aol -75TC 0lgtez W2=, 24 THR(30m)UW 1-[2-(EcIHE AL )HSAIIHE-1H-1,2,3-E2I0}
Z[&X 28 Holzer, W.; Ruso, K., J. Heterocycle. Chem., 1992, 29, 1203-7](2.0344g, 10.2mmol)2]
(o]

WHLEL ZH0| & AHE.70mE, 10.7mmol)LH 1.6M RE 2I& S (120 2H XIIEG. =22 A
=2E0AM 302 WEtet =0l 1320 Z2H —2OC§ Jt=28ttt. Ol A :;’%2 -75C DI2e=Z M2

Al21D 22 DMF(0.87mé, 11.3mmol) S 8—v—01| Z2d It Eg=2S -75C 0120 1.75A12F, OIOIA
0COIAM 75=2s¢et e F@D. OlHM Z3t =& NH,Cl(50me)S Dt E=2 CINE OlEHZ(75m) 010
n)

N OIE OtMHIOIE(2x75me)2 F=EEILE. || FZ2S AXE(NaS0,)AIZID 30N SZAIZICH &
40% EtOAc/EAH) Ol 2dh FMGHH HH SHES 1.7256g(74%)2 =

AFS H2 J2O0tEDcHT(A2ldt &,
MUz N =S80

"H NWR(360MHz, CDCls ) & -0.03(9H, s), 0.91(2H, m), 3.63(2H, m), 6.01(2H, s), 8.28(1H, s),
10.08(1H, s); MS (ES)) m/e 170 [M-SiMesH] .

b) 5-CLOIEZAIMNE-1-[2-(ECINE AL )HSAI|HE-1H-1,2,3-E2|0t=

LB 002 Yne, 2o HEEEUY L a2 b MES(17200. 7.57m)2 Derel Sl

LIEE E=206t01=2l&(0.2875g, 7.60mml)E JidtD, ES=2S &Il 2Z0A 20852+ Wekst o,

0 2 MEOE 0 HMESE BE 30 MEASL SHSE Eal 8 N (4on) 12

22HE(00) NI ZHAIRILH #8458 US2EHEBxW0)O= )b £551 Hee 20

£ AXE(NaS0,) AP AZBUM SLAIZICH. XAIE &2 AZ20tE0HI(&2I5t &2, 3% MeOH/CHgCI )
g sk

oo MG HX SE S 1.46429(84%

2 0|>|I ﬂJU s=

~

'H NMR(360MHz, COCls) & —0.02(9H, s), 0.90(2H, m), 3.59(2H, m), 4.82(2H, s), 5.78(2H, s), 7.67(1H,
s): MS (ES) m/e 230 [M+H]', 119.

c) 3, 7-CIHE-6-[1-[2-(ECIHE AL ) NS AIIHE-1H-1,2,3-E2I0tZ-5-L IS AI-1,2,4-E2IOtE2
[4,3-b]I2ICt&l
D SEES A0 22 EH dol D= ¥
melgotdls el 5-6tol =S Al-1-[2-(E2l ol
sttt HA ==0l e CIoIA:

o g
[
10
>
o
fis
—g

£ AISBoHH 84% =82 M RX5te, & 2-
-1H-1,2,3-E2I0tEZ (& Al Gll b)o ArS

"H NMR(360MHz, COCls) & —0.07(9H, s), 0.80(2H, m), 3.49(2H, m), 5.62(2H, s), 5.67(2H, s), 7.47-
7.62(84, m), 7.77(1H, s), 8.39(1H, s), 8.40(2H, dd); MS (ES’) m/e 500 [MH] .
d) 3,7—EIIHI‘é'—6—(2H—1,2,3—EBIOF§—4—%‘EHI§AI)—1 2,4-E2|0tE2[4,3-b] T 2ICHA

HEFS(12me) L 2M ==& HCI(25mé)LH S c2RE S M =(0.7025g, 1.41mml)S] EEHESS 60COH A
5.5A12tS¢t EE@EP‘ OlOHA =28 ZE3t =4 NaL0:E ZHIIGIH SSHAIZICH. =S& 2
toll oo &G, 2, OI0AN itz AHASGHD 330 60CHAM AXAIZICH OIS MHEESH (AL
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ot 2, 3 LAXI 5% MeOH/CHCI-)AIZH ZHSH S0 &% IZOLEDCHTI (4213 20, 3 WX 5% MeOH/CHCI )
A Bl 3182 0.20449(39%)S M DHZA +SBHCH 8F 208 X 220C;

"H NMR(360MHz, ds -DMSO) & 5.66(2H, s), 7.48-7.49(3H, m), 7.58-7.72(5H, m), 7.94(MH, br s),
8.40(1H, s), 8.47(2H, d, J=7.2Hz), 15.10(1H, br s): NS (ES) m/e 370 [MH]':

CaoHish0. 0. THO0 CHEH & A=

&Z=X: C, 65.07; H, 4.05; N, 26.01.
HLEXI D C, 64.72; H, 4.13; N, 26.41%.
AAI0 145
3, 7-CIHE-6-(TlctE-2-L IS Al)-1,2,4-EC|0tEZ[4,3-b] Tl 2| T+

a) 2-GlOIESAINE T2t

THF(6Ome)LH OIIE 2-Tiet&l

(THFLH 1M SH, 39me)E It&tct. 88U Agoz te P_J 24/\|1%_ w Bt

Et2&k, OI0A =4 LP e .

4 E“\V‘*LPEE 7 Z30F 2 O jPOHZP %‘%”% € OLAIEIOIE (3% 200me) 2 Al

, 23l SUEE SE°”(1><200m2)9§ HEGID, A (BMLUES)AIIILD &3
OLEDHI(&eot &, S&=LISZZ2HIELH 5% OIE2)0 2lch ZH

g 22 22(0.16g)2 M =S8t

gotl ]IS e
Ol A *Z—-’;S/\Ii'l} &
ot0 2-GlOI=ESAINIE

EZQEOFO
rum|m|l|_]°|m

"HNVR(250MHz CDCl5) & 3.42(1H, br s), 4.85(2H, s), 8.55(2H, m), 8.68(1H, s): MS (ES') m/e 111

+
[MH].

b) 3.7-CIHE-6-(TIctEl-2-L U S Al)-1,2,4-ECI0tEZ[4,3-b] Tl 2I T+

&)l SEEs = d)9| 2-I2IEottl=s Udl MBS s 2-clOIESAINE D 2tE D &M AAld 29 a),
b), ¢c) ¥ d)oil JI=E YUHS ALZS0 HMEEHCH

'H NVR(360MHz, CDCls) & 5.69(2H, s), 7.54(5H, m), 7.65(2H, m), 8.09(1H, s), 8.39(2H, d, J=6.6Hz),
8.56(1H., s), 8.60(1H, s), 8.67(1H, s): MS (ES) m/e 381 [MH].

AAIO] 146

3-(4-BI 2 WL )-6-(1-H E-1H-1,2,4-E2| 0l B-3-L M S Al)-7-HlL-1,2,4-E2|0tE 2 [4,3-b] T 2| T} &

&) EEs 2 C)9| i BN F IE ch&l CHAI ALBEl=E 4-DIZHIZY SH0I=etd & Sl d)2f 2-1
cleittls tHal Al8El= (1-0IE-1H-1,2,4-E2| 0 &~ 3 °')EH|EF%I’J S & AIN 22 a) b), c), d)oi
Jled YE=s /\}Rot@ HIEE&H’J &&=218.6 WXl 219.7C

'H NWR(360MHz, OMSO) & 2.51(3H, s), 3.87(3H, s), 5.54(2H, s), 7.44 (5H, m), 7.76(2H, s), 8.38(4H,
m); MS (ES+) m/e 398 [WH'].

AAIGI 147

6-(4-HIEZEIOIE-2-2L IS Al)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b] Tl 2I T+

A SEES I d)o 2-T2lgitdls Ul A8&= 2-0t01= /\ID1|E' -4-HIEEIOtS SN A0 2
S a), b), c) ¥ d)oll Ji=E LES ALSGI0 MASCH. HAM SES0 8 CloIH: 8&=177T

"H NMR(360MHz, CDCls) & 2.47(3H, s), 5.79(2H, s), 6.90(1H, s), 7.50-7.67(8H, m), 8.08(1H, s),
8.50(2H, d, J=7.9Hz): MS (ES) m/e 400 [MH].

CoeH7N:sOSOIl CHEH R AEA

Xl C, 66.25; H, 3.90; N, 17.47,

i
—/
)

H XD C, 66.14; H, 4.29; N, 17.53%.

A A0 148

6-(5-HIZEIOtE-2-L IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I T+
A

Al gEEs 2 d) Z—HIBI%'BPHI%: el AIS &= 2- 6}OIC§/\I[HIE' -S5-BIEEIOLE N SN AN 2
o a), b), c) H d)ol JIzE LHS AESH0 MXISCH. HHM SES0 HE OI0IH: 88=182T

"H NVR(360MHz, COCls) & 2.46(3H, s), 5.75(2H, s), 7.45-7.65(9H, m), 8.07(1H, s), 8.49(2H, d,
J=7.9Hz): MS (ES") m/e 400 [MH] .

CoeHi7NsOSOIl CHEH & A& 4
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AZX: C, 66.17; H, 4.02; N, 17.67.
HAKI: C. 66.14; H, 4.29; N, 17.53%.
AALOl 149
3,7-CI Bl —6-(1 2| 0| S-4-L B S Al)-1,2,4-E 2| OFE 2 [4,3-b] T 2| C+ &
AD| BB2S O b)O BROOMELIEY 14l AIBCS 4-222H2uel0lS (S5 [&X: Jeronin
et al., Chem. Ber., 1987, 120, 649-651101l D& S 2O ME)D M AAIG 792 a) 2 b)of Il
S B2 ANRGH0 MIZESICH Al SHE'=00 (3t CI0IE:
'H NMR(360MHz, COCls) & 5.61(2H, s), 7.33(1H, d, J=5.1Hz), 7.55(6H, m), 7.67(2H, m), 8.10(1H, s),
8.38(2H, m), 8.74(1H, d, J=5.1Hz): MS (ES') m/e 381 [M{'].
CotheNeOO0 CHEH A=A

AZX: C, 70.01; H, 3.96; N, 21.97.
HAXI: C, 69.46; H, 4.24; N, 22.09%.
ALALOH 150
3,7-CIH Y-6-(HI2ICHEI-3-2L B S Al )-1,2,4-E 2| O+ S

Al SEES I b)2 EZZOMELIEE Y AEEe= 3-2=2=20H 202l
et al., Chem. Ber., 1987, 120, 649-651]0 JI=& £&H2=Z MZE)D &M AAIM 7
= 2EHS AMESHH M=gC.

MUt
H
~
¢
.
E
o
[
[pal

(28 [&X: Jeronim
99| a) ¥ b)dl JI=

"H NMR(360MHz, CDCls) & 5.89(2H, s), 7.53(6H, m), 7.64(2H, m), 8.09(1H, s), 8.40(2H, m), 9.18(1H,
m); MS (ES) m/e 381 [MH'].
ALAIOI 151

6-(1-HE-1H-1,2,4-E2I0IE-3-LUSA)-7-(L2Z21-4-2)-3-(EI2H-2-2)-1,2,4-ECI0tE2[4,3-
blIlelCt&Al

a) 4-(3,6-CI2Z 22 0|2ICtx1-4-Y)

OIE AAIG 152 €Al c)0l JI=E LHE AS6H0 MEotE, & Z2EelsS

HH =0l CHEt CIoIE:

[Hcle &l AFSEHCEH.

t:|

"H NWR(250MHz, CDCls) & 3.30-3.34(4H, m), 3,87-3.95(4H, m), 6.89(1H, s): MS (ES') m/s 234, 236,
238 [WH'].
b) -2E2-5- (B2 Zal-4-2

o) II| 2| CHEI-3-2 50| E 2t &l

1,4-CISAH(100me) L 4-(3,6-CI2 22T 2ICHE-4-L )22 Z2I(5g, 21.3mm0l) L 5H0IS2HA 5H0IS3I0IE
SIS WEGtD BR0IM 20AIISOF WEFSICE. W2 S0 1,4-0ISAS JBOIA
BN

(7.0me, 141mmol) Q| E&I= A

HIJBtCh. OIOIA DALS CIZ220IED 23t 4 EHa LIEE AIOIOI 28HAIZICH. =452 EI%
SEUE(x2)2Z FIE HAESC. HHEE RI| =222 HZE(NaS0,)AI211D AL S

TALE EIJEEEHIEF/[HIEP /=4 L2LI0tE EEAIIHEAN Aot 2AHHAN 220tEHTIN 2ol @HI
ol -E222-5- (22 Z2el-4-2)-Lle|CHRI-3-2Lol0I =2t & (3.6g, 74%)2 A £=S&tHCt:

"H NMR(250MHz, ds -DMSO) & 3.37-3.17(4H, m), 3.72-3.77(4H, m), 4.31(2H, br s), 6.58(1H, s),

7.97(1H, br s); MS (ES) m/e 230, 232 [MH].
) 6-222-7-(D2Z2I-4-2)-2H-1,2,4-E2| 02 [4,3-b] T 2| CH &I -3-2

EEIEAE(%Omg, 2.5mml) S HASHH A20AM 1,2-CIZ220EH(60M)H 6-222-5-(L228l-4-4)
OlelCH&-3-25t0l St Rl (1.42g, 6.2mmol) 9| WEHEl MO JtStCt. OIHM EEESS

22A| 2t ot 7P SHCH., Y2tAl EE 22 Mol 2o =&s&t. DHE CHE oHZ2

SOMN AZAIHA FOte "*HI 10l ABEHE 6-222-7-(22281-4-2)-2H-1,2,4-
CH&I-3-2(1.1g, 67%)2 =S¢&tCt. EH &S0l st HiolH:

' NMR(250MHz, ds-OMSO) & 3.02-3.05(4H, m), 3.72-3.76(4H, m), 7.19(1H, s), 12.57(1H, br s); MS

(€S) m/e 256, 258 [MH].
d) 3-B2P-6-(1-HL-1H1,2,4-E2| 0l E-3-LH A )-7- (P2 Z2I-4-2)-1,2,4-E2| 0t =2 [4,3-b] T 2|

Egl-4-2)-2H-1,2,4-Ec|0tE[4,3-b] T2l CHAI-3-2(1.1g, 4.3mmol)
=S 1lEtotl] 80TCOIAM 24AI2tse JtEstCt. H2Al Eg=2S €
=48 LI2LI0tZ FIIHSAIRICH. O0I0M =828 CSE2EMHE(x
EZE(Nazsoz;)AIJI A1, SLAZICH. &SAE 5% HES/O2
SHHA 2ot ZA40AM Z20tEDNTIN 2o HHMGSIH -E22-6-222-7-(222

| HJ
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2lOtE2[4,3-blmelCt&(600mg)S =S50, H NWMR & 22 AHEY2 MHS0| SXol= S0 6-
BE22 SE8 S&sds UEHO. &) E822 FIto MU0l AU, =ASUES(2YU
60% 1—&, 80mg, 2.0mmol)S Z==5H0ll 0COHAM S== DMFLH &7 MH=(600mg) X (1-BIE-1H-1,2,4-E2|
Ot=-3-2 ) HIEF=(240mg, 2. 1mmol, &I Al O 6501| DI tet 20l HMZE)2 wBteE Nl ZEoto]
Jietch. ¥=2 HJolD Sg=S A=20AM 2/\|1F%9F wetettt, ers=sS =22 2FE =0 ol Of
MNIEHIOIESQE £ ALOI0I 2HHAIZICH. ==4Z=8 UZ2ZRRHE(x3)22 FIt FE&IC. HgE | =&
E2 AX(NaS04)AIFID GIDtAIDI D, BLAIZICH. ZAS 5 WX 8% HES/CIE2Z2HECZ S&E6HH
N Aot ZA0M I20tEDHTIN 2o ZFHGHH EH 3t S(358mg, 2&H0l CHAH 48%)S +=S8tCt.

"H NMR(360 MHz, ds-DMSO) & 3.20-3.22(4H, m), 3.69-3.71(4H, m), 3.68(3H, s), 5.47(2H, s), 7.41(1H,
s), 8.49 1H, s): MS (ES)) m/e 395, 397 [MH'].

e) 6-(1-HIE-1H-1,2,4-E2|0tE-3-2LHSAl)-7-(R2Z2l-4-2)-3-(E|2H-2-2)-1,2, 4-EC|0EZ[4,3-
blIlelCtAl

22 DMF(3m) W} 3-E22-6-(1-HE-1H-1,2,4-EC|0IE-3-LH S Al )-7-(2
[4,3-b] T/ 2| CHAI(100mg, 0.25mmol) LU 2-(E2|SEAEIY)EIQHE (240me, 0.75mmol) 2
Eoll 152S0F YIAIIHA SAATIA| u Ol0{AM CIZ2Z22HIA(ERIHY X
)2 JIsttt. ®H HXE 339 ! H%/%& =80l ol =II2 S AASHAIRICEH. OIO+H =
BH5tD EASGH 100CH A 16AI2HS ot JP%‘@E}. BE S22 UZ2Z2ZMHED 2 AOI0 2HHAIZ!
== IZEEEHIEF(XZ)OE FIE =S80, HIEE =222 24X (NagS0,) A3 12
%U*Alzu A2M OMFE DE 9 X | ZHALE 5% HIEtS /22 Z2NHELR
219 ZAA IAROIEDHIIN 26 HHMSHH EX SE=28 £S8Ch. EHM Se20

S OF &yt
1>
0x
r\UE

oy

"H NMR(360MHz, COCls) & 3.26-3.29(4H, m), 3.85-3.89(4H, m), 3.94(3H, s), 5.64(2H, s), 7.19-
7.23(2H, m), 7.47-7.59(1H, m), 8.05(1H, s), 8.18-8.20(1H, m); MS (ES ) m/e 399 [MH+].
CiHigNg02S. 0.3(H0)0ll CHE RAZA

& =Xl C, 50.84; H, 4.39; N, 27.35.
At

H&EXI: C, 50.56; H, 4.64; N, 27.75%.
AAI0 152
3,7-CIHE-6-(EIOtZE-4-LHSAl)-1, 2lOtE2[4,3-blml2lCtd

—6- 2,4-E
A SHEES I d)Q 2-Tl2ldotbls Ual AES s 4-0l0ISEAME-5-HEEIOIZY &M A0 2
o a), b), c) & doll JlzE LEHS AIEot0! MZISCH. EH &S0 e Clole: 8&8=236T
"H NMR(360MHz., C0Cls) & 5.73(2H, s), 7.29 (1H, s), 7.49-7.66(8H, m), 8.06(1H, s), 8.49(2H, d,
J=7.9Hz), 8.85(1H, s): MS (ES) m/e 386 [MH].
CziHisNsOSOIl CHEH & A=A
Xl C, 65.11; H, 3.72; N, 17.97.
|: C, 65.44; H, 3.92; N, 18.17%.
| 153
(5-HIEO0IZAES-3-LHSAI)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b]Tl2IC+E

6-
o sgtEs d)ol 2-Licl€otdls tHal AtEEE S—MIE'OIAA}I --2HESd M AA 22
a), b), c) & Aol Jl=& LHS ALSot MISCH. HEM &S0l et diolEe: &=180T

>
=
= >|l

"H NWR(360MHz, COCls) & 2.42(3H,s), 5.57(2H, s), 6.00(1H, s), 7.49-7.61(8H, m), 8.06(1H, s),
8.47(2H, d, J=7.9Hz): NS (ES) m/e 384 [MH] .

CooHiNe0S. 0. 1H,001 CHEH A=A

AZX|: C, 68.45; H, 4.00; N, 17.79.

MEIC C, 68.92; H, 4.47; N, 18.27%.

FERRZHYE)-6-(1-HE-1H-1,2,4-E2I0tZS-3-LHSEA)-7-(ZE222-4-2)-1,2,4-EC|0IEZ[4,3-

1,2- (1, sm)L 3-E22-6-(1-HE-1H-1,2,4-EC|0tE-3-LUHSAl)-7-(RE2E&!-4-
°')—1 2,4~ _EIO x[4 3-blHl2ICtRI(100mg, 0.25mmol, AAIGH 1512 €3 d), 3-EFZ2HH

&(50mg, 0.35mml) X Rz~ SHAUESE(70mg, 0.66mmol) 2 8%‘%° 22 JIHNE Sofl 15=23et &

2N SEAASAIZICE. OI0M HIERIA(ECIHYZAT)ZRtS(0)(30mg)S JH&HCH. &Ml ZX

~

i He
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35|19 "HHIE/EE N, =&0 SAASIAIRICH. OI0IA Eg=2S Bttt EAGH0 10Tl
Ul =
=

| Fotz
N 16AI2ts et Dt sttt W2 =0 Bt =8 CISZZ20EY = A0 2HHAIZICH. =852 U
EEEHIE*( 2)22 FItz FEEIL. HIEE FE=22 EEE(NazSOzx)/\I?ID_ Oitot SEAIZICH  ZHA
5 HEtS/US=Z2HEZ SSAIIEAM A2t ;é‘
%‘g(GSmg, 63%) S =SStCt. HEX StE20 st o
M NVR (360MHz, CDClg) & 3.27-3.29(4H, m), 3.87-3.90(4H, m), 3.94(3, s), 5.60(2H, s), 7.14-7.19(1H,
m). 7.20(1H, s), 7.46-7.52(1H, m), 8.05(1H, s), 8.21-8.28(1H, m); MS (ES') m/e 411 [WH'].

CigHigNgOoF . 1.2(H0)0ll CHE RIAZA

IZXl: C, 53.16; H, 4.85; N, 25.59.
H&EXI: C, 52.82; H, 4.99; H, 25.94%.
AAIOI 155
3,7-CIHE-6-(TIl2l0lg-2-LHEAl)-1,2,4-ECI0tE2[4,3-b] T 2IC+E
a) CIHE 2-(melolg-2-2) Y= U0IE

1,4-CIS4AH(Q00me) U CIHE  Z=ZUI0IE —“.‘—_).:EPLPEE(%% W 60% &4 18.99)8 EEGHG
HOPSICH,  =S& 20l 1,4-Cs4aH200m)H 2-E220/2l0lE(50.59) HIIsttt. Eg=22 A=20A
TAIZE, OIOIA ERO0IM A wEHsrch,  W2tE S0 pHOt oF 101 & WK S(400mf) & 5N HatS
JHetCt. 89S OlE OtMEHIOIE(2x400m)2 MESHLD, |RIISS HIE 0}7 235 EHARALIEE SH(1

x400me) Ei} ASLEE SU(1x400m)22 NEGHD HXZ(EALEE)AIID E30AM
sSZAZIC.  TAE 2 AZ0IEDHI(23 2, ES=CSZZ2HEWH 0 X 20% OIE OLAIENOI
E)0il 2ok Moo CIHE 2-(L2i0le-2-¢) L2 H0IES &M/ XM QU2 N =S5l

"H NWR(250MHz, CDCls) & 3.83(6H, s), 5.16(1H, s), 7.28(1H, t, J=5.0Hz), 8.87(2H, d, J=5.0Hz): MS
(ES) m/e 211 [MH'].
b) 2-GI T 2l0lEl

CIHE 2-(Iel0lg-2-2) L2 U0 E(14.

M)Al BN DIEICH, BUS W2AAIZI S0 2
2110 95 WXl 112COA HSd= 28
OlAl HiScte 282 £Zot=0, 0ls 2:
SE2(1.419)0I1C+. ADJ| S&AS =19 HRHE0l T

) & =(5.24m)S LM 160C=2 DMSO(50
Hlj@tr. OlHS TIILOIA SFAl
N HEZAICA, o7 WX 99T
-HE L0 ED CIHELnol=e

"H NMR(250MHz, CDCls) & 2.70(3H, s), 7.13(1H, t, J=4.9Hz), 8.66(2H, d, J=4.9Hz): MS (ES') m/e 95
[WH'].
c) -2yl

ECIS2Z220/2AI0H+4H0.629) 2 EF
2 HJtotll, scidls —‘E?TOH/\-I 3A
S0l S&SS 6AI2tSQ WBteitt. =delE &
WE M =MBILUEE SH(1x26m) ¥ Zah FoHL H(1x26m)22 MAHECH HHS 7*35(
MD}JHIE)/\IBID 30N s=AAH 2-S220HE020IHES 22 QUXNM/ZM 2UZ N =SEHL.
HA stet=0l et OolH:

W AAIG 1552 S b2REH2 &S0l
tekol ECI2Z220lAAlets4H0.629)2 D&t
d2iotl), (ol =284 =22 Mot

E
oM 0x

O 2 roh 4

_||ﬂ .

A

"H NWR(250MHz, CDCls) & 4.77(2H, s), 7.27(1H, t, J=4.9Hz), 8.79(2H, d, J=4.9Hz): MS (ES) m/e 129
[WH'].
d) 3,7-CIHZ-6-(T2I0ICl-2-LHEA)-1,2,4-E2| 0t E2[4,3-b] W 2ICHA

=k | b)2 ‘='§DO INELIEE Hdl A ESD = 2-S2Z22HE 00l SN AAIu 799
a) & b)ol JIsE LYS AESH MISC. EH S CHet CIoIE:

P
m
2

"H NMR(360MHz, COCls) & 5.74(2H, s), 7.23(1H, t, J=4.9Hz), 7.48(6H, m), 7.81(2H, m), 8.06(1H, s),
8.22(2H, m), 8.76(2H, d, J=4.9Hz): MS (ES') m/e 381 [MH'].
ngHmNsOO'” EHOP 3_4\_5'—/\_‘

Xl C, 69.45; H, 3.81; N, 22.11.

i
—/
)

H X C, 69.46; H, 4.24; N, 22.09%.

A A0 156

6-(2-0lE-2H-1,2,3-E2|0tZ-4-2 U S Al)-3,7-CIH Z-1,2,4-E2IOtEZ[4,3-b] T 2| C+&

HAoHHl -5CZ HAE, 22 OMF(2me)LH 223t PE%(Q%‘LH 60% =&k, 22.6mg, 0.565mml) Y LRE
Bl EH(29.6me, 0. 475mm0|)°| I’LE*E' S0 1020 2™ == OMF(7me)W 3,7-CIH E-6-(2H-1,2,3-E2| Ot
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)-1,2,4-EC|O0tEZ2[4,3-b| T2l CHRI (A AIGI 1442 ©AH d)(0.1675g, 0.453mmol)E = It5HCY.
£ 2.5AI12H01 Z2H A2z Jt2Eh 0, S(40me)1t OiIE' OLAIEN OI £ (40me) AOI Ol —v—HH
4ES OlE OLMIEIOIE(4x30m) 2 FIt2 F56t10, 25 =4 NaCl2 Jiote & =2alE

TAZICH. HHEE RI| FE5282 AT (NaS0)AIIID MBSUAM SLAIZICH. FAE 82 EIEDPEJEHLLI
(&ei3t 2, 5 WXl 100% MeOH/CHCI-) Ol 2IcH MG HRM 3tEE 69.8mg(44%)S 63:572 HIZ 2-HIE-

2H—1,2,3—EBIO}’<—4—°' SAH 2 1-HE-1H-1,2,3-E2I0tE-5-2 SAHS W 84 DHZEN =S8
Ct. =M =01 CHet HIOIE{ OX* 203 LHXI 205C

"H NMR(360MHz, COCls) & 4.19(3H, s), 5.61(2H, s), 7.47-7.61(9H, m), 8.05(1H, s), 8.40(HH, s),
8.52(2H, m); MS (ES') m/e 384 [MH];
CoHiN0. 0. TH00 CHEH A=A

Xl C, 65.27; H, 4.17; N, 25.14.

[ JI}II

H&EXI: C, 65.48; H, 4.50; N, 25.45%.

AAIO 157
7-(1-HEAMIZ2RE)-6-(1-HE-1H-1,2,4-E2I0tE-3-L U S Al )-3-H L-1,2,4-ECI0tE2[4,3-b] Il 2l
Ct&l

Al eSS SAH b)Y (2-0E-2H-1,2,4-Ec|0tE-3-2)HE=E tHal (1-HE-1H-1,2,4-E2| 0} &-3-
QANES (2B [ EP-A NMI421210S )01l JIs== ZXAHES AI26I0 HX)S AFZ6tD S c)2 A0IZ2=2
SlAb JF2AA HA 1-HIEAIOI2ZRE JI=2AAM[EX 28 : Journal of Organometallic Chemistry,
1988, 352 263-272]12 AFZot0 AAIG 882 SHAH a), b) ¥ o)l Ji== HEHES AME6IH MXSCH.
M ster20l st HIolE:

"N NMR(360MHz, COCl; ) & 1.56(3H, s), 1.80-1.91(1H, m), 2.08-2.24(3H, m), 2.38-2.52(2H, m),

3.93(3H, s), 5.54(2H, s), 7.46-7.60(3H, m), 7.69(1H, s), 8.04(1H, s), 8.48-8.55(2H, m): MS (ES+)
m/e 376 [MH]+.

CooHzyN-001 CHE E A2 A

i

=Xl C, 64.01; H, 5.51; N, 26.00.
At

-0l AT 2E-6-(2-HE-2H-1,2,4-E|0tE-3-LH S Al)-3-HE-1,2,4-EI0tE 2 [4,3-b] Tl 2| C+A
A SEES A c)o AMOISEREA StSAA e 2-HEZZI2MS AEot0 AAIM 882 S
a),b) ¥ c)oll D= LHS ALZ5I0] MZSCH HAM S0 U8 iolE:

1|-| NMR(360MHz, CDCls) & 1.32(6H, d, J=6.8Hz). 3.10-3.25(1H, m), 3.98(3H, s), 5.63(2H, s), 7.47-
7.61(3H, m), 7.91(1H, d, J=0.7Hz), 7.94(1H, s), 8.32-8.43(2H, m); MS (ES ) m/e 350 [MH]+_
CigHigN,001 CHEH A=A

a=Xl: C. 62.20; H, 5.28; N, 27.78.

H XD C, 61.88; H, 5.48; N, 28.06%.

2 A0 159
7-32-2E-3-(2-E2LRHY)-6-(1-HE-1H-1,2,4-Ec|0}E-3-LH = Al)-1,2,4-EC|0tZEZ[4,3-b] Tl 2]
Ct&l

AD SHEES B a)2 AOISZ2HE JISAA A ECIHEOHMELS ALZ6tD S b)ol 2-EIH
Jt= A4 GHOIERIXIE el 2-ERLEMEA GI0IE2tRIEE AFEdtD S )l 2-3t0IES AN E T2
el (1-0IE-1H-1,2,4-E2I0tE-3-2)HES (& [&X: EP-A H4212105]01 2JI=E Hiet 20! H
T)E AMESotH &AM 1022 A a), b) ¥ c)0l JI=S LS ASStH MISC. EAM SE20
gt HIoIE:

'H NWR(360MHz, CDCls) & 1.43(9H, s), 3.93(3H, s), 5.44(2H, s), 7.23-7.37(2H, m), 7.48-7.58(1H, m),
7.94(1H, s), 7.95-8.00(1H, m), 8.04(1H, s): MS (ES') m/e 382 [MH]'.
CioHooN,OF Ol CHEH RAZA

Xl C, 60.20; H, 4.98; N, 25.53.

=z JIMI

H&EXI: C, 59.83; H, 5.29; N, 25.71%.
A A0 160
7-AHOI 22 HE-3-(4-HEAHYE )-6-(2-0E-2H-1,2,4-ECI Ot E-3-L N S Al )-1,2,4-E2|0tZZ[4,3-b] Tl
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elCHal

A-HISAIBIZEL GHOIERIRIEE A= A0 1020 & (2-0IE-2H-1,2,4-Ec|0tE-3-L)HIES
St= AAI0 102c0l HRE HH2t 22 A YE2Z MXot0 2H =S =S8l

o

AS

'H NWR(250MHz, COCls) & 1.30(3H, s), 1.75(4H, m), 1.88(4H, m), 3.96(3H, s), 5.62(2H, s), 7.53(3H,
m). 7.96(2H, s). 8.38(2H, m): MS (ES)) m/e 390 [MH]"

A A0 161
7-(1-HEAMOIZ2HE )-6-(1-HE-1H-1,2,4-E2I0tE-3-L U S Al )-3-H <-1,2,4-ECI0tE2[4,3-b] Il 2l
Ct&l

-OIEAI0I S22 HEHAS ALESHE A A0 102a, B4 SIOIECHKIES AFESHE
-1H-1,2,4-E2|0tE-3-2)HESS AIE0t= AAIM 1020l HRE Hi2t 22 |A

M stetEES +=Setlh.

AAIGH 102b & (10l
P &EHeZ MZEGHH

FH o

' NMR(250MHz, CDCls) & 1.73(6H, m), 2.08(2H, m), 3.18(1H, m), 3.90(3H, s), 3.99(3H, s), 5.62(2H,
s), 7.06(3H, m), 7.88(1H, d, J=1.1Hz), 7.95(1H, s), 8.36(2H, m): MS (ES) m/e 406 [MH] .
AAI0 162

7-(1-HIEAMOIZ2HE )-6-(2-HE-2H-1,2,4-E2|0tE-3-L S Al )-3-H<-1,2,4-ECI0tE2[4,3-b] Il 2l
Ct&l

-OIEAI0I S22 HEHAMS ALESHE A AN 102a, B4 SIOIECHNIES AFESHE
-2H-1,2,4-EC|0tE-3-2)HESS AIE0t= AAIM 1020l HRE Hi2t 22 |A
N stgtEsS +=S8it.

AAIG 102b & (2-0
P &HZ M=EGHH

FH o

' NMR(250MHz, COCls) & 1.35(3H, s), 1.64(4H, m), 1.72(4H, m), 3.94(3H, s), 5.57(2H, s), 7.52(3H,
m), 7.91(1H, s), 8.06(1H, s), 8.49(2H, m); MS (ES+) m/e 390 [MH]+,

A A0 163
P ISR HE-3-(Fe-2-2)-6-(2-H€-2H-1,2,4-EC| 0t E-3-L U =S Al)-1,2,4-ECI0tEZ [4,3-b] Tl 2|
t&I

2-Fehsh SHOIEXEE AtEot= A0 102b & (2-HIE-2H-1,2,4-E2I0tE
AAGH 102001 HRE HIY 22 SA HEO2 MZESIH HM se2S +=8

\_|\l

-3-e)HESE MS

t

rr

jl ﬂl)i
[e]]

'H NMR(250MHz, COCls) & 1.72(6H, m), 2.08(2H. m), 3.19(1H, m). 4.04(3H, s), 5.67(2H, s), 6.64(1H,
). 7.42(1H. d, J=3.5Hz), 7.68(1H. d. J=1.6Hz). 7.86(1H, d. J=1Hz). 7.95(1H, s): MS (ES') m/e 365
[WH]~

2 A0 164
7- POI%E@%—S—(—?—Q—Z—%)—6—(1—D1|%—1H—1,2,4—EBIOP—§-—3—%D1|§/\I)—1,2,4—§EIO}%E[4,3—b]HIBI
Ct&l

et GIOIECHAIEE AT
AL 102¢01 OHER = Hi2b 22

Al
=

rr

b= AAO 1020 & (1-IE-1H-1,2,4-E2|015-3-2)HESS AL B3}
b %

SAl BHHOZ HZE50l HH BE2S 4S8}

1

H NMR(250MHz, COCls) & 1.74(6H, m), 2.13(2H, m), 3.26(1H, m), 3.95(3H, s), 5.59(2H, s), 6.64(1H,
m), 7.55(1H, d, J=3.5Hz), 7.66(1H, d, J=1.4Hz), 7.83(1H, d, J=1.1Hz), 8.06(1H, s): MS (ES’) m/e 365
[WH]"

AAOI 165

3-(3,7-CIH'2-1,2,4-E2| 0t S 2 [4,3-b] W 2| I E-6-LH EA)-1,2,4-E2| 0l Z-1-OL NI ELIE

AAIG 722 S c)Z2RH2 MHES OMF(5M)0P B EAIRICH. =45t PE%(% OLH 60% =& 15mg)
£ Jiotl, SE=S H20A 15252 wEHett}. :‘EEO}HIELIEE'( we)s Jtotn, ggEs 1 &

TEeE=a==

Ol 22d=Qot WS, Z2(25me)S Jistd #%%l ANMES O MGt && jiﬂ}EJEHuI(A'Elar
2, CIZ=ZZHEW 0 LHXI 3% HIEFS)0l 2ol HHMSCH MAHAZ22 e OIMHIOIE/HEESZ22H MHE
A M Z2H(17mg)S =SSt

"H NMR(360MHz, ds -DMSO) & 5.60(2H, s), 5.61(2H, s), 7.58(6H, m), 7.76(2H, m), 8.41(1H, s),
8.44(2H, m), 8.68(1H, s); MS (ES') m/e 409 [MH'].
CooHiaNe0. 0. 1CHs0,0 CHEH 21 A S A

aZ=X: C, 64.62; H, 3.74; N, 26.82.
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H&EXI: C, 64.62; H, 4.06; N, 26.87%.
A A0 166

7-(1-HEMIESEREZZRE )-6-(2-HE-2H-1,2,4-EC|0tE-3-LHSAl)-3-H Z-1,2,4-EC|0tEZ[4,3-b] 1l
cICHal

-HEAMEZEZEHME
%‘2H124EEIOP’E‘3%

A stet=2s =S8t

I_

/\}%SFE ALAION 102a, BIZAF BHOISCIKIEE AFESHE A AN 1020 2 (2-0
JHEFSS AFEct= AAIG 102c0 JHRE Hi2t 22 |A 2EOZ HIEESP@

F&"

' NMR(360MHz, CDCls) & 0.79-0.88(4H, m), 1.37(3H, s), 4.02(3H, s), 5.67(2H, s), 7.51-7.58(3H.m),
7.94(2H, d, J=4.8Hz), 8.38(2H, d, J=6.6Hz): NS (ES) m/e 362 [MH].
A A0 167

7-(1-HEMIESZEREZZRE
el
-HIEAOI S22 2 B A
g8-1H-1,2,4-E2|0t=-3-<

HUl 3= +=Sethh.

1-HIE-1H-1,2,4-E2I0tZ-3-L NS Al)-3-HE-1,2,4-ECI0tEZ[4,3-b] Il

m\c|

AESt= A A0 102a, B4 SHOISCtNIEE AEdt=
JHENS S AtEot= AAIG 102¢c0] JHRE Hiet 22 |SA 2oz M50

' MR (360MHz, COCls) & 0.78-0.90(4H, m), 1.42(3H, s), 3.94(3H, s), 5.60(2H, s), 7.46-7.58(3H, m),
7.87(1H. s), 8.05(1H, s), 8.49(2H, d, J=6.6Hz): MS (ES’) m/e 362 [WH'].

A A0 168
3-(3-E2ZHYE -HE-1H-1,2,4-E2I0tE-3-L U SAl)-7-H Z-1,2,4-EC|0tZEZ [4,3-b] Tl 2| C+E

)-

34| o HIXY GHOISEE HAl AFREl= 3-Z2Q2HE Gt0|SXE L S d)o

(1-BIE-1H-1,2,4-E2/ 0l E-3-2 )M ES D B AAlIG 29 Cwﬂ a), b),
I MIZBICH EX SIEI20I CHE GIOIH: S&=250 LHAI 2511

"H NWR(360MHz, ds -DMSO) & 3.55(3H, s), 5.25(2H, s), 7.36(3H, m), 7.42(3H, m), 7.95(1H, d,

J=7.2Hz), 7.98(1H, d, J=7.2Hz), 8.12(1H, s), 8.17(1H, s); (ES) m/e 402 [MH'].

)
CoiHigNOF + 0.5%H.0 + 0.1%EtO0AcOll CHet A=A

7-(1-HEAOI 228 2 )-6-(3-HEmalg-2-2HSAl)-3-HZ-1,2,4-ECIOtZ 2 [4,3-b] Tl 2| CHE
2-OlOIESAINE-3-HE Ml (43mg) S NeﬁH)H CIEZSOot0IE(2m) 0l SaHAIZICH. =ASILUHES(2Y
L 60% w/w, 14mg)S Dot 5 WXl 102 =0l 6-22=2-7-(1-HE-AM0IE2HE)-3-HE-1,2,4-EC|0IE

Z[4,3-b]lulelCt&(100mg) S JtEtC. BIE28S A20AM 18AIZESCH WEtet, ME OLMIEIOIER £ A
Ol ZHlistn, RIIMS Zelotn, HE(MgS0)AIIILD BSLAIZH AXAZICH. Y OLNHIOIEZSH
MHZESAIA 4‘——’# HEES =S80

1H NMR(360MHz, CDCls) & 1.30(3H, s), 1.77(6H, m), 1.93(2H, m), 2.44(3H, s), 5.62(2H, s), 7.25(1H,
m), 7.50(3H, m), 7.58(1H, d, J=7.8Hz), 7.92(1H, s), 8.42(2H, d. J=6.4Hz), 8.50(1H, m). ms (ES) m/e
400 [MH]'.

A Al 170

6—(1—[H|EE!—1H—1 2,3-Ec|0tE-3-2 IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2| C}+ &l

2-BlE€-2H-1,2,3-E2|0tE-4-2 2 EEES KR100-SC18(250% 4.6m¢)S At&ot= 0lHl HPLC

D, 1me/ZO0lM 35% MeCN/0.1% =& TFAZ EEEAIZITH. MAGl &&= 0I8ENE &R

BHEotn ZZ0A SLAIZICH TAIS ZE3 =4 NaHC0;(30me) 2t CIZ2ZZMIEH(15me) ALOI

S8 LS22MHE(@2x15m)22 FIt F50t1, HHEE RI| FE522 A =X (NaS0,)

ZAIZICH,  ZALS CHLI-EtOAc-HAMCZ2H MZI3AIH 2H SFEESS HPLCO 2
Al

BHAH DHIZMN =S8,

OI|

ol EHHAIE‘E. =
A2112 BJS—OHA-I =
st ZME 95% =1t

140

"H NMR(360MHz, CDCls) & 4.05(3H, s), 5.67(2H, s), 7.46-7.62(9H, m), 8.04(1H, s). 8.51(2H, m): NS
(ES") m/e 384 [WH]’

AAIG 171

3-(5-DI 2 Bl QB -2-2 )—6-(1-HI 2~ 1H-1,2,4-E 2| OHE-3-L M S Al )-7-H 21,2, 4-E 2| OFE 2 [4,3-b] W/ 2]
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Ct&l

A EEs A c)o HXY SH0ISeXIE U AtS&= 5-HIEEIQE SHolEatNE & &3 d)<
2-Ilelgottls el M8&Z= (1-0IE-1H-1,2,4-E2/0tS-3-2)HESD &M &AM 29 A a), b),
c) & d)0ll Jl=E LS AESotH RIS S&=209 WA 210C

"H NVR(360MHz, ds -DMS0) & 2.37(3H, s), 3.66(3H, s), 5.37(2H, s), 6.83-6.84(1H, d, J=3.6Hz),

7.28(3H, m), 7.52(2H, m), 7.88-7.89(1H, d, J=3.6Hz), 8.17(1H, s), 8.28(1H. s): MS (ES') m/e 404
[WH'].

AAIN 172

2-[3-(3,7-CIHE-1,2,4-E2I0tZS2[4,3-b]Ul2ICtE-6-L SAINE )-1,2,4-E2| 0t S-1- |-N,N-CI I E Ot
NEOoHDIE

2 ZO0NIELIEE A AI2Els 2-E2Z22-N,N-CIHEOINIEOIOIE2F &M A AN 16501
ArE36H0H HIZEEHCH.

1H NMR(360MHz, CDCls) & 2.99(3H, s), 3.07(3H, s), 4.99(2H, s), 5.62(2H, s), 7.50(6H, m), 8.04(1H,
s), 8.24(1H, s), 8.54(2H, m); NS (ES') m/e 455 [WH'].

CoaHooNg0s. 0.25H.001 CHEH RAEA

a=Xl: C, 62.83; H, 4.46; N, 24.31.

H XD C, 62.80; H, 4.94; N, 24.41%.

2 A0 173

3, 7-CIHE-6-[1-(TelY-1-LH=Al)-1H-1,2,4-EC| O} E-3-L U S Al)-1,2,4-ECI0tEZ[4,3-b] T 2| C+ A
&) =2 SZOMELIEE A ASEE=E 2-LI22 2220152 &M AAIN 1650 Jl== ¢y
= ME0H0 MIZSHCH

"H NMR(360MHz, CDCls) & 5.42(2H, s), 5.63(2H, s), 7.08(1H, d, J=7.8Hz), 7.21(1H, m), 7.51(7H, m),
7.68(2H, m), 8.03(1H, s), 8.24(1H, s), 8.51(3H, m); MS (ES') m/e 461 [MH'].
CosboNs0. 0. 1C,Hs0,01 CHEH 21 A A

a=Xl: C, 67.23; H, 4.22; N, 23.75.
H&EXI: C, 67.57; H, 4.47; N, 23.88%.
AA 174

-(1-#1&-1H-1,2,4-E2| 0} E-3-2 NS Al)-3,7-CIHIE-1,2,4-E2|0}EZ [4,3-b] Tl 2| C+ &
| SIS =S OIMELIEE OY AI8SEs #x S=20t01=2 M &AI0 1650 D= S-S AE

"H NMR(360MHz, COCls) & 5.30(2H, s), 5.62(2H, s), 7.22(2H, m), 7.33(3H, m), 7.50(6H, m), 7.68(2H,
m), 8.03(1H, s), 8.04(1H, s), 8.53(2H, m); MS (ES') m/e 460 [WH'].
CotpN,00 CHEE RIAZA

& =Xl C, 70.40; H, 4.20; N, 21.40,

HAEXI: C, 70.57; H, 4.61; N, 21.34%.

A0 175

2-[5-(3,7-CIHE-1,2,4-EC|0tEZ(4,3-b] T 2l CHE-6-LHEAIHE)-1,2,4-EC|0tE-1-L ] OtH EOIDI =
)| StEEE EZ2Z0HHMELIEE HA ASHe QRTO0LMEODIES AAIM 1650 JIs=E YHE A
Zot0 M8

"H NMR(400MHz, CDCI 5 + ds-DMSO) & 4.82(2H, s), 5.74(2H, s), 6.55(1H, br s), 7.18(1H, br s),
7.54(8H, m), 7.90(1H, s), 8.06(1H, s), 8.39(2H, m); MS (ES') m/e 427 [MH'].
ALAIOI 176

N-[2-[3-(3,7-CIHIE-1,2,4-ECI0tEZ[4,3-b] 2| CtX-6-LSAIHE )-1,2,4-ELI0tE-1-L W E ]-N,N-
CIHIE ot

AAIG 722 A c)Z2RH2 M&2(0.10g)S THF(5mE) 0l
g0lE= 0t (300L) & EIOHE'OPIEIJPE/\'HIOIE(43M)% J a
Ct.  FIt< EEH‘HI‘—'&.&&'( img) & EIOHE'OPIEIJPEQHI £)E Jiotal,

AZhE0oh WBSHCE,  2(50m) 8 JIct) +S& SHS 5N M2 AESHpH 2 1)AIZICH
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SEZHEH(3x25m) 22 MASILD IN =MSUEESZE MAHSHpH & 1)AIII2, CI2SZ2ZHIEH3 x 25m)
O OAl =S8, F Bl =S2RHS |RIISS HIgctL, AX(FAUUES)AIID TSN 55
ARICH &ALS g2 AZ0MEDHI(Aet 2, CIZZZ2ZHEW 0 WX 9% HIEtS)0l 2o Z XSk o
g OLNIHIOIE/AMOZRH THEHSIAIH R4 2H(33mg)S =St

O_L

H NMR(360MHz, COCls) & 2.22(6H, s), 2.70(2H, t, J=6.2Hz), 4.21(2H, t, J=6.2Hz), 5.61(2H,s),
7.52(6H,m), 8.04(1H,s), 8.16(1H,s), 8.55(2H, m): MS (ES) m/e 441 [MH'].
A

CoaHaaNgOOll CHEH A A2 A

1

IZXl: C, 64.97; H, 5.22; N, 25.06.

HA&EXI: C, 65.44; H, 5.49; N, 25.44.

A A0 177
3,7-CIHE-6-(1Il2l0lE-5-LHEAl)-1,2,4-ECI0tE2[4,3-b] T 2IC+E
a) 5-EZ2HE el

5—D1|':é'IL|EID|C|(3 0g), N-EZ224A0I0IE(7.1g) & BIEXY HSAMOIE(63mg)E 60N ZEFRZRES =
ALGHOIL 2A12F S0OF ALHBHENA (480m) SOUIA SHFO0IA B JHESHLH. S2elE A=222 H2AI9ID o
DHAIRICH. °“° 10%2] SEHAHLIES U (2 x 250m¢) 22 MIEGHD HZAZID (&40 OUlsE), I3 =
%AIJM—I EEHXIA“ JHE #Sot=ll, Ole 5-E=2R2HEN20E 2 5-CE=2HEL 00l 2=
3:29] Hiz2 EMots ES0ICH4.29). 0 SES FIt2 FMGHA &0 TS A0 AFSEHCE.

"H NMR(250MHz, ds-DMSO) & 4.98(2H, s), 9.30(2H, s), 9.43(1H, s): MS (ES') m/e 172, 174(1:1 H)
[WH'].
b) 3,7-CIHZ-6-(T2I0ICI-5-LHEA)-1,2,4-E2| 0t E2[4,3-b] W 2ICHA

EH b)) EZ20tMELIESZ AN 5-E22HEmel0IgS AHE5H0, AN 799 a)
SOl A= SES MESH HA FE=S NSt

0

b)ol 2=

bl

'H NVR(360MHz, CDCl2) & 5.56(2H, s). 7.56(8H, m), 8.07(1H, s), 8.38(2H, m), 8.82(2H, s), 9.22(1H,
s): MS (ES) m/e 381 [MH].

AN 178
6£;£(]—(2—EE%@—4—%)—01|%)—1H—1,2,4—EEIO+%—3—%EH|§AI]—3,7—E|1_H|‘é'—1,2,4—EE|O}%§[4,3—b]HIEI
N N-CIDIE I EFZ0FR! CHAIOH 4-(2-5I0IS= A0S )22 E 2
NS AZ5I0] EH SIS MZEE).

o

ArSot0, AAIN 17601 JI==ZH Us S

'H NVR(400MHZ, CDCIs) & 2.41(4H, t, J=4.6Hz), 2.75(2H, t, J=6.2Hz), 3.63(dH, t, J=4.6Hz), 4.23(2H,

t, J=6.2Hz), 5.61(2H, s), 7.51(6H, m), 7.69(2H, m), 8.05(1H, s), 8.17(1H, s), 8.55(2H, m): MS (ES')

n/e 483 [WH'].

AN 179

6-(2- 2 -2H-1,2,4-E 2] 0HE-3-L M S Al )-3-H &7~ (I E2| E-1-2 )-1,2,4-E 2| 0t E 2 [4,3-b] T/ 2/ T} &

a) 6-222-3-HlL-7-(T1 22| E-1-2)-1,2,4-E2| 0l Z 2 [4,3-b] W 2/ C} X

S )M DE2IES AFRSH0, AAIN 159 S a), b), c) L d)ol &S0

IH SE22 MZESH
6

b) 6-(2-0IE-2H-1,2,4-ECI0tE-3-L IS Al)-3-H E-7- (Ll Sl -1-
xl

S DMF(5mE)=Sl  3-GLOIESAINE-2-01E-1,2, o2 % 6-2=2=2-3-HE-7-(IISalg-1-2)-
1,2,4-E2|0tE2[4,3-b] L2 CHE (100mg, 0.33mmol )2 EB(RYS GO%OI ZoHo, 20mg,
0.36mmol )= JIEICE. EEES A20M 2A12 S WEHECH. B8 222 =(50m)=2 3|AG6tD, O
SZZ0EH(3 x 26m) 22 F=EEIL. &8 == P]HI%OE AXAIID O
DHAIZIL) SEAIZITCH. SALE OIgtS=2 H0totd, TlelCtal(e8mg, 55%)2 =

Settt.

=

rr
0K
ujo

AtE

tOd

ol

)-1,.2,4-EC|0tE2[4,3-b] Tl 2IC

ﬂl9

02
1
Hy
x

4>

% o
kJ
Ofor
e

—|:I

T NMR(360MHz, CDClg) & 1.93-1.97(4H, m), 3.41-3.45(4H, m), 4.00(3H, s), 5.58(2H, s), 6.66(1H, s),
7.43-7.53(3H, m), 7.94(1H, s), 8.28(2H, d, J=8.3Hz). MS (ES+) 377 [MH]+.
A A0 180

7-(5-2E2REIH-2-2)-6-(2-0IE€-2H-1,2,4-E2/|0tE-3-L N = Al )-3-HE-1,2,4-ECI0tZZ[4,3-b] Il
elCHal

S a)UlA 4-Ti2lEg 2284, 02l & Aol 5-222-2-EIQE 224
92-74
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SAMEL Y ECINE0R HA0 A b)UIA 1.1 &2 ECINE0tel St0IEZ2222t01EE ALE6t
D, 2-Tleldotdls talol &2 c)0lM 3-GIOIESAINE-2-HE-1,2,4-E2I0LE (A A0 65)2 ALESt=
A2 Melstnes, HAIM 162 SH a), b) ¥ c)0l I A=z BFS ALESH HAH sESS M=
SCH. HM SES0l tE Clole: 83 244 WX 247°C(Et0AC)

'H NMR(360MHz, ds-DMSO) & 3.95(3H, s), 5.82(2H, s), 7.30(1H, d, J=4Hz), 7.55-7.65(3H, m), 7.93(1H,
d, J=aHz), 8.03(1H, s), 8.41(2H, d, J=7Hz), 8.88(1H, s). MS (ES') 424 [MH] .
CigHiN,C10S. 0.35H,00 CHEH 21 A A

A=3X|: C, 53.01; H, 3.37.

HAEXI: C, 53.05; H, 3.44%.

&AL 181
7-(5-222E|12H-2-2)-6-(1-HE-1H-1,2,4-E2I0tZ-3-L N E Al )-3-HL-1,2,4-E2|0tE2[4,3-b] I
2ICHAl

S a)0lAM 4-TII2IY 224 0l2IE & WA 5-222-2-EIQH E2AtE AI25tD, 1.1 %%tzl p-=
é%*ﬂw 2L EZI0E0Le THA SHH b)OIAM 1.1 E2ol EZINEO0IE SIOIEZ2RCI0IEE AIRSH
D, 2 LLIEI':'J His CHAIO SHH c)OlAl 3-CIOISEAIME-1-0IE-1,2,4-EC|0tE (A A0 65)2 M%érz
2E HUBID=, AAIM 162 SH a), b) L c)oll =0 Y= ZHE ARSI EX SHEE2S X
StCH. EXN SHE20 et CIoIE: & 248 WXl 250°C (EtOAC)

'H NVR(360MHz, ds-DMSO) & 3.89(3H, s), 5.64(2H, s), 7.29(1H, d, J=4Hz), 7.56-7.62(3H, m), 7.93(1H,
d, J=4Hz), 8.45(2H, d, J=THz), 8.54(1H, s), 8.83(1H, s). MS (ES') 424 [MH]".
CioHiNC10S. 0. 1H000 CHE A=A

& =Xl C, 53.56; H, 3.36.

H&EXI: C, 53.61; H, 3.36%.

2 A0 182

6-(1H-#IZ0|0ICHE-2-L NS A)-3-(2,4-CIZFLZ2H L )-7-(1-HE MO SZ2HE)-1,2,4-E2I0tEZ[4,3-
blml2lCtE

2-(CIOIESAIBIE )| =0I0ICHE(39mg) 2 NGt CIIE ZSO0t0I=(2me) 0l SaHAIZICH AZUES(R
U= %NS /S, 11mg)S It X 5 WA 1028 =0l 6-S22-7-(1-HE-A0I22HE)-3-HE-1,2,4-
ECIOtE2(3,4-b]IlcICtRI(80mg) S JHEICH. BIEE2S A=20M 18AI2F S WBHGHL, OlE OMIHIOIE
2 2 MOI0 2HH3tD, |I| &2 2eldtn, HAEZAIIID(MgS0,) SEAIH L2 =S8CH. HE OHAl

HIOIEZ & A3l= Aot & &2 AZ0IEDHIIZ =28t MHYE2 +=S5HC.

' NMR(500MHz, CDCls) & 1.33(3H, s), 1.67(4H, m), 1.80(2H, m), 1.93(2H, m), 5.69(2H, s), 7.04(1H,
m), 7.13(1H, m), 7.31(2H, m), 7.40(1H, m), 7.79(1H, m), 7.88(1H., m), 7.96(1H, s): ms (ES') m/e 461
]

AAOI 183
3-(Zet-3-2)6-(2-I2Q ) HIZ S AlI-7.8,9, 10-EI E+510| E2-1,2,4-E2| OIS 2 [3,4-a] T &
a) 2,3,5,6,7,8-3IAIGH0| S R T2} X~ 4-C| 2

um
]
A

3,4,5,6-HIERGI0IEZ TS R2(25g, 0.164mol)E OLMIEL LIEE &==32(26.8g, 0.197mol) &
gtolEetdl +=3t=2(9.58m, 0.197mol )ﬂ M 40%2] =& OtAIEAH(500me) 0l SSHAIRICH. BHS S82S
&= =5

SHOIl BAH Jtsl CHS W2AAIZICH AI&E DHE of3tol Ol
MEGID, TR HEAIH DN MAS(03g, 84%)S 2S5}

"H NWR(250MHz, ds-DMSO) & 1.64(4H, br s, CHp = 2), 2.34(4H, br s, CH, = 2), 11.302H, br s, NH =
2): NS (ES) m/e 167 [WH]'.

b) 1,4-C1222-5,6,7,8-FHE2t5t0| S 2 T2t &

A EIQ(ZSQ 0.14mol)E SAIZstel(200me)0l SHAIZI D EF A EM JtLSEICH. E0HE A2 82
A1, S SHIAIZITCH &ALE OIS EEEHIEF(ZOOW)NI SoilAlZI12 AISSHA wetetd, MASl &
EALIES EH(200m)S JIotHAM ESHAIRICH. 2XIF HE MNX D8 SEHMUEES ZaAEN
st TS, EESS UZSZZ0E £ S AMOIUl ZHHAIZICH. R 58 =2clotl, AEAIII12(MgS0s),
EEZ SLAZICH. ZTALE CIHE OH=Z2 Aotstl, 83 SLAIA EM M85(25.89, 92%)8 =S8t
Ct

1 NMR (250MHz, CDCl3) & 1.84-1.90(4H, m, CH, & 2), 2.72-2.78(4H, m, CH, & 2).
c) -222-4-0t0|E2tX=-5,6,7,8-H ECtSIOIE2 EEetAl
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OlEtS(280m¢) =2l ot0IEctEl 2L6t0lE2il0IE(13.6m, 0.28mol) ¥ AHDIMAS(18.3g, 0.090mol)2 &
gE2s SF0A H*AH sttt =g=EsS 220A d2A911, 488 ZESS ARG, NS
S SLAIH HHM M828 +=S80H14.86g, 83%).

T NMR(250MHz, CDCl3/ds—DMSO) & 1.79-1.92(4H, m, CH, & 2), 2.59-2.65(2H, m, CH,), 2.73-2.78(2H, m,
CHa) .

d) 6-22=2-3-(F&-3-2)-7,8,9, 10-H Ectol0I=E2-1,2,4-E2|0tE 2 [3,4-a] ZEctH
1,1'-2t2L00I0ICtE(0.98g, 6.1mmol)E THF(30mE)S 2l 3-F=Z4H(0.68g, 6.1mmol)2l WBtE Z& S0
JbstCt,  &HD| GHolEetal (1. Og 5. 1mmo|)§ ol &0l E=ES 0.75A12F St mBtettt. A =20A 4
A2 =, BHE &3 ELAIID, 2 Jiotd S8 S5AI2t ¢t WBtetCt,

]

0z
0x
rn
E
un
2
o &
2

2 Eye £ 0.
s TSI, 2 9 AOE MAGID TS AZN ASs0CATE Loe
E2l020t0 S10|S2222101(0.10g, 0.73mol) 2 HESHO |Eam(o 80g) =
I %%% Seon W2AAZ, SIS NB MHBC DAS 549 HIE%/D%EEHIQEE
SENIIDA, A2t 2 MM IR0LEINTGI BR 2 ix 1(0.21)2 +S8tH.

1H NMR(250MHz, CDCl3) & 1.90-2.02(4H, m, CH, & 2), 2.74-2.80(2H, m, CHy), 3.16-3.24(2H, m, CHy),
7.28(1H, m, Ar-H), 7.58(1H, t, J=1.7Hz, Ar-H), 8.53(1H, m, Ar-H).
E!

e) 3-(ZF&-3-2)-6-(2-Iclg)HE=2A-7,8,9, 10-H Etot0lE2-1,2,4-ECI0tEZ [3,4-a] ZE et &

=
F=ASIUES(2LE  60%2 St  55mg,  1.4mmol)S  OMF(10me)S<el  2-T| 2| ItH| = (160mg,
1.46mmol )0l DJtstD, EFFESS A20 M 0.5A2 =t WBHEHC. O o8, &I Mg (100mg,
0.365mmol)S Jtot, BrE EEE2S 22 I Mol A20M 3AI2 St wEHEiCt, EEg2sS olg ot
MNIHIOIE(x3)2 F=&6tn, 8 FE22 2(x1) ¥ E=(x1)2 MEGID, AXAIFID(NapS0,) E B

A2ICH ®EH DHE oL Ol
'Y NWR(250MHz, CDCls) & 1.92-2.02(4H, m, CH, = 2), 2.72-2.78(2H, m, CH,), 3.12-3.16(2H, m, CHy),
5.60(2H, s, CH.), 7.24(1H, m, Ar-H), 7.31(1H, m, Ar-H), 7.51-7.57(2H, m, Ar-H), 7.79(1H, m, Ar-H),
8.44(1H, m, Ar-H), 8.64(1H, m, Ar-H): MS (ES') m/e 348 [WH].

CioHiN:Op. 0.9H001 CHEH A A

Xl C, 62.84; H, 4.98; N, 18.99.
bXl: C, 62.77:H, 5.21; N, 19.26%.

ALGII 184
7-MOI22RE-3-HE-6-(E22-2-01E=2Al)-1,2,4-E2I0tEZ[4,3-b]-Tl2IC+&A

DMF(2me)E o] Z=2I=22 22 (47mg, 0.84mmol)2 wEt=l oMy 22 (31mg, 0.77mmol)=°| 60% =23t
EE dEEWHZ2 ISt 6-2E22-7-AM0I22FE-3-HE-1,2,4-E2I0tS 2[4,3- b]uIEIEW(EOOmg,
0.70mmol)S Jtotal ol d = 905 SOt metst 2 % £ ZEA
EI_J(HZ ) = =
/\IDI ol 50/50 01|E' OIMIEIOIE /& A2 Aol &2
§+ =22 MM Xz AN =58l

rx JI)II

Al

9

A

"H NMR(250MHz, COCls ) & 2.19-2.26(1H, m), 2.37-2.55(3H, m), 2.69-2.80(2H, m), 2.90(1H, m),
3.97(1H, m), 5.35(2H, d, J=2.4Hz), 7.77-7.89(3H, m), 8.13(1H, s), 8.80(1H, s), 8.86(1H, s). =
ABER ES (MH1)=305.

A A0 185
(7-MOI222E-3-HE-1,2,4-EC2|0tZEZ[4,3-b]LI2ITtE-6-L S A OLHM ELIEH
a) 7-AOI222E-3-HE-1,2,4-ECI0tEZ[4,3-b] Tl 2ICtE-6-2

6-2Z2Z-7-M0IS 2R E-3-HE-1,2,4-E|0tE2[4,3-b] I 2ICt X (2.0g, 7.0mmol), 2N NaOH(50me) <
1,4-CIsAH(10me) S BHR0IM 16A12F SOF JHZSHCH. 018 YW2HAI91D =(150m) 8 Jtsitt. X288
HAIZI D HO0l SEFAIDILD, AASIGHI(2N HCI), GIIAIDI DD HZAIF M DHE S

' NMR(250MHz, COClz) & 1.89-2.02(1H, m), 2.08-2.25(3H, m), 2.36-2.48(1H, m), 3.56-3.70(1H, m),
7.48-7.60(3H, m), 7.88(1H, s), 8.38(1H, m). EE AHEH ES' (M+1)=267.

b) (7-AOI2Z2RE-3-HE-1,2,4-ECIOtEZ[4,3-b]TI2ICtE-6-L S Al )-OtMELIEE

22 (54mg, 1.35mmol)S2l 60%2 =ASHLIEE SEH, /Sgo”%l $4=(300mg, 1.13mmol) X EZ20LHIE
LIEE (200mg, 1.69mmol)S DMFsOH/\-I 90= =0t M WSttt 0lE & AIIIL(H0) ==&t (HE ot
NIEIOIE), MZGID(H,0, &E=) HXZAIIID(MgS04) B SLAIZICH. 012 = A3I=0l 50/502 MI€
OLMIEHIOIE /I AES ALEGHN Aot 2 AZ0tEJHIIE Soil 01 FMET. EAM =S =AM OH
EAN =S8t

i
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"HNWR(250MHz, COCls ) & 1.95(1H, m), 2.15-2.19(3H, m), 2.41-2.47(2H, m), 3.61-3.65(1H, m),
5.00(2H, s), 7.49-7.59(3H, m), 7.89(1H, s), 8.39(2H, m). ZE AMER ES (W1)=306.

A A0 186

N-[4-(7-AIOI 22 R E-3-HE-1,2,4-EC|0tZ 2 [4,3-b] Il 2| CtEI-6-L S Al ) R E-2-01 < ]-N,N-CIH € 0t 2!

a) 6-(4-22R2RE-2-01E2Al)-7-A0I222E-3-HEZ-1,2,4-E2|0tEZ[4,3-b] Tl 2| T+

DMF(3m) =9 1,4-CI222-2-2EI(275mg, 2.2mmol) L ErAF2E#(311mg, 2.2mmol )& OMF(
1859 St aol MAH=(200mg, 0.75mmol)sS = Jlot)l &0l 50C&2 JrLstct. gt &t
netst JH2 SCH. 0l2 W2 AIZ11) =26HSICHOIE! OMIBEIOIE/Z2). £I| 58 MG (H

IS A

ZAIID(MgS0,) B SEAIRICH. 018 S&AIZI=0 50/502 OIE OLAIEHIOIE /& Al
2 JZ20IEJHIIE Soif ZHEStt.

070
L
o2

eSS
2

0n =

F(2me
=

i

o||
) oﬂ”Ov
X 08 > |o
AT
e

Q! —‘—0
o]l

P

o
U

2

T NMR(250MHz, COCls) & 1.93(1H, m), 2.11-2.16(3H, m), 2.42(2H, m), 4.2(2H, m), 5.10(2H, m), 7.50-
7.59(3H, m), 7.84(1H, s), 8.47(2H, m)

b)N—[4—(7—MO|2%—‘?’—%—3—%'@'—1 ,2,4-EC|0tEZ2(4,3-b]I2ICAlI-6-Y S Al ) -2 E-2-01 < ] -N,N-CIH £ OF

1,4-Ci=24(4me)ES2| Ciigotel(1me) 2 HeieE MHS(40mg, 0.114mmol)E LSE FEUAM 50TOHAM
602 S© JtEEC. 018 &3 SZLAIZICH. 012 S=AI9I=0 50/502 OlE OLAMIHIOIE/=AME ALS
ote &c3t & JAZNEIHIIE Soll 01 FHetlt. HA sES=S WM IMES A =SSt

T NMR(360MHz, CDCls) & 1.93(1H, m), 2.14(3H, m), 2.25(6H, s), 2.43(2H, m), 3.30(2H, s), 3.66(1H,
m), 5.09(2H, s), 7.48-7.55(3H, m), 7.82(1H, s), 8.49(2H, m).

2 A0 187

2-[3-(3,7-CIHE-1,2,4-ECI0tE2[4,3-b]I2ITHE-6-L S AIHE)-1,2,4-E2I 0t E-1-2 | ¢f
NN-CIHIE O ES0t2! CHAIOI OIEHSOtEIES AFEoK AAIG 17601 D=2 A= SE S AISotH HA
=S MZStC.

" NMR(500MHz, CDClg + OMSO) & 3.12(2H, t, J=5.7Hz), 4.23(2H, t, J=5.8Hz), 5.62(2H, s), 7.54(6H,
m). 7.72(2H, d, J=7.9Hz), 8.07(1H, s). 8.29(s, 1H), 8.53(2H, d, J=7.4Hz): MS (ES') m/e 413 [MH].

2 AI0Il 188
SE,};TEITHIE'—G—U—(Z—(HI%BIE'—1—%)01|%)—1H—1,2,4—EBIO}—’£——3—%D1|§AI]—1,2,4—§EIO}%E[4,3—b]HIEI
NN-CIGIE NS 02l THAIO 1- (2 SIOIESAINE)IISCIE S ALSSIH AAIN 17601 JI=E0 U=s 3
= ME0IH HH HEESS MZStC.

"H NMR(400MHz, COClz) & 1.73(6H, m), 2.47(4H, s), 2.91(2H, t, J=6.4Hz), 4.27(2H, t, J=6.4Hz),

5.62(2H, s), 7.50(6H, m), 7.69 (2H, m), 8.04(1H, s), 8.17(1H, s), 8.55(2H, m); MS (ES+) m/e 467
[WH'].

A0 189

6-[1-(1-OIZ M2l E-4-2)-1H-1,2,4-Ec| 0t E-3-2 M= Al ]-8,7-CIH E-1,2,4-E2I0t &2 [4,3-b] T 2I Ct
xl

N N-CIHIE 0 E=0tel CHAIO 4-OtOI=SAI-1-HELIHCIHES AFSotol A0 17601 JIs=0 s =&
£ AIE0ot0 HA E== Mt

'H NMR(400MHz, CDCls) & 2.07(BH, m), 2.33(3H, m), 2.96(2H, m). 4.13(1H, m), 5.61(2H, s). 7.50(6H,
m), 7.70(2H, m), 8.04(1H, s), 8.09(1H, s), 8.53(2H, m); MS (ES') m/e 467 [MH'].

ALAIGI 190

3,7-CIH Z-6-[ 1-(2-TI B2t & - 1-2 ) Ol & ) 1H-1,2,4-E 2| Ot E-3-L HI S Al ]-1,2,4-E2|0tE 2 [4,3-b] Tl 2|

Aol 1-(2-ctOIESAINE ) IIHAES AHESHH &AM 17601 JI=E0 U= 3
5t

"H NMR(400MHz, COCls) & 2.52(4H, s), 2.77(2H, t, J=6.0Hz), 2.92(4H, s), 4.22(2H, t, J=5.9Hz),
5.61(2H, s), 7.52(6H, m), 7.69(2H, m), 8.05(1H, s), 8.54(2H, m): MS (ES) m/e 482 [MH].
A A0 191

7-(1-HEAOI22HE )-6-(2-HE-2H-1,2,4-ECI0IE-3-2 NS Al )-3-(2,4-LERL2H L )-1,2,4-Ec|
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OtE=Z([4,3-blTlaiCtd

-HIEAIOIZZHEI- &S AISots & Al
Ol 102b ¥ 3-GtOIEEAINE-2-0E-2H-1,2,

SHC=E HI otod HA =S =S8t

OS2t 0IEE AFES
| 102cOl A <f=8t Hie

= Al
[E———

t
b = At

§ Ol
o >

'H NMR(250MHz, COCls) & 1.30(3H, s), 1.68-1.94(8H, m), 3.88(3H, s), 5.50(2H, s), 6.99-7.14(2H, m),
7.82-7.95(3H, m), ms (ES) m/e 426 [MH'].
AAIO 192

7-(AMOI2SERE-1-01E)-6-(2-HE-2H-1,2,4-EC| 0t Z-3-L U S Al )-3-HE-1,2,4-EC|0tZZE [4,3-b] Tl
cICHAl

S )M AOISEHESISAUN BN -EZQRASSLESISUM[FE S8 E.0. Bergnam
and S. Szinai, J. Chem. Soc., 1956, 152112 AI=25tD, A b)0IA 2-E|QH AlAF BHOIS 2Ll E
CHAIDI HIZAF GIOIS2IXI0ISE S AFRSD, Sl c)OlA 2-5HOISSAIMEmaIE hAlo (2-0fl E-2H-
12,4-E2101ZE-3-2)HESS ANR501 SAIG 102014 %23 619 DA ZHO=2 MZE510f ZAl 3l
Bl22 48%0 +82 LSEH}.

"H NWR(360MHz, COCls) & 2.63(2H, br s), 2.89-2.87(2H, m), 3.97(3H, s), 5.66(2H, s), 6.54(1H, s),
7.58-7.51(3H, s), 7.78(1H, s), 7.95(1H, s), 8.40-8.38(2H, m). MS (ES') m/e 360 [WH] .

ALAIOf 193

7-(Z2t-3-2)-6-(1-HIE-1H-1,2,4-E 2| O E-3-L M = Al )-3-HL-1,2,4-E2| 0t E 2 [4,3-b] T 2IC+ A

EH0| 241CQl 2-EIQHY B2A A0 3-F2t BE2AHEX 28l J. Heterocycl. Chem., 1975, 12,
195-196]2 AFR5H01 AIAICH 13001l D12 S0l Y= ZHS AFR5H0! ZX 318122 RIZSHCH

'H NWR(360MHz, COCls) & 3.90(3H, s), 5.62(2H, s), 7.37(1H, d, J=1,8Hz), 7.53-7.64(3H, m), 7.85(1H,
t, J=1,8Hz), 8.46(3H, m), 8.48(1H, s), 8.67(1H, s); MS (ES) m/e 374 [WH'].

CigHisN,0:0 THE A S A

Xl C, 60.96; H, 4.06; N, 25.94.

=z JI}II

HAEXI: C, 61.12; H, 4.05; N, 26.26.

ALAIG 194

N, N- E [ -N-[6-(1-0IE-1H-1,2,4-ECI0IE-3-LHS Al )-3-HE-1,2,4-EC|0tEZ2 [4,3-b] Ll 2| C} &I -7-
aljotal

a) |

N-(6-E22-3-HIL-1,2,4-ECI0tEZ[4,3-b] T 2| T+ -7-2)-N,N-CI O £ Ot 2!
Ct

ALOI 1521 &3l a), b), ¢) ¥ d)0l JI=E0 A= SFS MEoHD 3 )il CINEOoteS A6t
N stetE2S MAetCh.

b) NN-CIOIE-N-[6-(1-0IE-1H-1,2,4-ECI0tZ-3-L NS Al)-3-H Z-1,2,4-ECIO0tZ =2 [4,3-b] Ll 2| CHEI-7-
Jotel

o

2

24 DMF(5m)E2 (1-HIE-1H-1,2,4-E2|0tE-3-L ) Et=(68mg) L N-(6-222-3-HE-1,2,4-EC|0tS

Z2[4,3-b]UlelCtEI-7-2)-N,N-CI Ol £ 0F 21 (180mg, 0.33mmo! )2l Ee"”Oﬂ TAJUEE (LS 60% S24AHH,
34mg, 0.36mmol)= JistCt. & A20 M 3AI2E SoF WetstCH, BtEe E8=2s =(home) = g Aol
D LE220EH(3 x 25m) 22 =60, g6t =528 %#E HIEotD SA0IAUHIESZ AZAIZID
O A1 D SLAIZICH OINIEIOIEZ22H MZEA3stotn, G4otol 2ol £=&o6tod ZM mlel
CIXI(81mg, 36%)=2 +=S8tC}t.

"H NWR(500MHz, DMSO-ds) & 1.08(6H, t, J=8.5Hz), 3.31(4H, q, J=8.5Hz), 3.87(3H, s), 5.50(2H, s),
7.22(1H, s), 7.47-7.59(3H, m), 8.37(2H, d, J=8.5Hz), 8.51(1H, s). MS (ES') 379 [WH] .
ALAICI 195

7-(1-OIE A0 22 HE )-6-(1-HE-1H-1,2,4-ECI0tE-3-LUHSA)-3-(2,4-CIER22HE )-1,2,4-EC]
OtE=2[4,3-blulelCtd

-HIEAI0I S 2 HEHAS /\} 5
102b & 3-otOIESAIME-1-0

-CISTLZ2Y T4 GHOIECHKIOIESE AMESE
= A | P
X*OE NES S R si‘ S =S8

1= A Al
tE0t= &AM 102c0I A =8t Ht2 t

Ab &t

J01ir
OH =

'H NWR(250MHz, COCl;) & 1.33(3H, s), 1.58-2.00(8H, m), 3.93(3H, s), 5.43(2H, s), 6.96-7.14(2H, m),
7.92-8.05(3H, m), ms (ES) m/e 426 [MH].

ALAIGI 196

7-(1-CIH 2 T2 )-6-(1-HI Z-1H-1,2,4-E 2| 0t E-3-L H S Al )-3-H 21,2, 4-E 2| OFE 2 [4,3-b] I 2] Cf
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&

(]

Al c)ol AOISZAMIISAL Aol 2,2-CIHEREIZAS A
5t

al b= AAIG 892 &3l a), b) ¥ ¢)
ol DIz A= SES MESHH =S MEREHCH. ZEH SES0

CHet CIoIE:
"H' NMR(360MHz, COCls) & 0.70(8H, t, J=7.5Hz), 1.41(6H, s), 1.89(2H, aq, J=7.5Hz), 3.94(3H, s),

5.58(2H, s), 7.46-7.56(3H, m), 7.90(1H, s), 8.06(1H, s) 8.51(2H, d, J=8.0Hz): MS (ES') m/e 378
[WH]".

CooHoaN70,01l CHEH RIAZA

& =Xl: C, 63.48; H, 6.19; N, 25.55

H &X' C, 63.34; H, 6.17; N, 25.85%.

2 A0 197

6-(2-0IE-2H-1,2,4-E2|0tE-3-L U S Al )-3-(4-ERL2H Z)-7-(EI2H-3-2)-1,2,4-EC|0tEZ[4, 3-

blIlelCt&al

S a)UlM 4-T2lY 284, 02l & Aol 3-EIQE 2243 At8ot, 1.1 &9 H=Xst0lEet

A+0l p-SRALEEA 2 ECINE Ot CHAIO SHAH b)OIA 1.1 E&2 4-HERLZUXGI0|ECHAH0I

c BIOHE'OPE' SIOIEZ2=2C2t0IEE AtE0ot, 2-Talgitdls Halol & )M (2- D1|E' —2H-
clo

I S|

o

ck_n3.>>|'9|n
szlmlm

N

[0}

O

O
—

=

D

2
V;O

E-3-2)HESS (AN 66)2 AIESt=s A2 MAdtns, AN 162 3 a), b) & c)ol
S E AMSoSIH EHM SE2£ M=EISC. =HA S0 e diold: &8 268 LH X

A=
My ©°

M iy
Wd

"H NVR(360MHz, DMSO) & 3.92(3H, s), 5.79(2H, s), 7.46(2H, t, J=OHz). 7.70-7.74(2H, m). 8.01(1H,
s). 8.19-8.21(1H, m), 8.45-8.49(2H, m), 8.68(1H, s). MS (ES’) 408 [MH].
CiaHiNFOSOll CHEH A=A
XI: C, 55.90; H, 3.44; N, 24.02.
X C, 56.01; H, 3.46; N, 24.07%.
ALGI 198
6-(1-BIE-1H-1,2,4-E 2| OtE-3-L U S Al )-3-(4-Z2 Q2 H Y )-7-(E| QB-3-2)-1,2, 4-E2| Ot EZ [4,3-
b] Il 2ICHE

| =T
-/
At

Al

S a)UlA 4-T2lY 284, 0l2l§& & Aol 3-EIQE 22As At8ot, 1.1 &9 H=Xst0lEet

. prERAULEL Y E|UE0H2! tHAlo SHA b)OIM 1.1 E&2 4-HERL2Z XG0/ =2t X0
S 2 EgloEotel }OI 22 220IEE ArZotll, 2-H2lgotdls Ao ©H c)UAM (1-0IE-1H-
E S (AN 65)2 AME0le X2 Mstne, AN 162 ©AH a), b) ¥ c)oll
o UAse 8= M%a@ HHM se=S MXZSCh. =X oSS0l et Clole: 838 254 WA

>
=}
In

"H NMR(360MHz, DMSO) & 3.89(3H, s), 5.61(2H, s), 7.46(2H, t, J=OHz), 7.71(1H, dd, J=5,3Hz),
7.80(1H, dd, J=5,1Hz), 8.28-8.29(1H, m), 8.51-8.56(3H, m), 8.67(1H, s). MS (ES') 408 [MH] .
CioHiNFOSOl CHBH S A=A

Xl C, 55.88; H, 3.40; N, 23.98.

Xl C, 56.01; H, 3.46; N, 24.07.
ALCI 199

| =
-/
At

Al

ﬂ]>

6-(2-0IE-2H-1,2,4-E2|0tE-3-L IS Al )-3-(4-ERL2H )-7-(EI2H-3-2)-1,2,4-EC|0tEZ2[4, 3-
blm2lCt& . 0.6(5H0IEdI0IE )

S a)UlM 4-T2lY 284, 02l & Aol 3-EIQE 224As At8ot, 1.1 &9 H=Xst0lEet
A0l =, D—EEO“’H%M L E2NEote CHAIOl &3 b)UIA 1.1 €22 4-IHERLZ YU XG0/ =2tXH0l

In

% EcC/0EOorE o}OI Z22c0/EE AMEotl, 2-T2lEotdls Aol A c)UlM (2-0IlE-2H-

1,2,4-EC|OtE-3-2)HES (AN 66)S AtE6t= A2 MAdt=, &AM 162 A a), b) ¥ c)oll
Jl=dd A= BES ME0HW BN =SS M=Ist. =AM SSS0 st Oolde: 88 175 WX
176°C (MeOH) .

T NMR(360MHz, DMSO) & 3.81(3H, s), 5.66(2H, s), 7.48-7.59(2H, m), 7.70-7.80(3H, m), 7.96-8.02(2H,
m). 8.24(1H, dd, J=4,3Hz), 8.75(1H, s). MS (ES') 408 [WH]'.
CigHiuNFOSOIl CHEr BAZA

I=XI: C, 54.58; H, 3.94.
H XD C, 54.56; H, 3.66%.
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A A0 200

-(-2R22HY)-7-(1-HE A0 222 E)-6-(2-H2-2H-1,2,4-E2| 0t E-3-L H S A)-1,2,4-E2| O E 2
[4,3-b] T 2ICHA

S a)UlAd ALOISZHIE Jt=SA A AN 1-HIEAIOIZ2RE SIS L0122 Sd HM4,220,795)S
St, S b)UA 2-EIQHE JtSAA SHOISHX0IE AN 2-ERLLE2MXGI0| St AI0IEE AS
3 c)AM 2-ctOIESAIME Y ol (2-HE-2H-1,2,4-ECI0tE-3-2 ) HES(FE S
421210801 JI=Z 0 Ues T2AHS AE2otH MIE)S ALEsts AAlG 1022 SH a), b) & c)
Do A= SES MECH =SS HMISC. EX S0 CHet OloIE:

"H NWR(360MHz, COCl, ) & 1.51(3H, s), 1.80-1.90(1H, m), 2.04-2.24(3H, m), 2.35-2.46(2H, m),
3.82(3H, s), 5.47(2H, s), 7.27(1H, br t, J=7.5Hz), 7.34(1H, br t, J=7.5Hz), 7.53-7.60(1H, m),
7.73(1H, s), 7.85(1H, br t, J=7.5Hz), 7.88(1H, s); MS (ES') m/e 394 [MH] .

CootboN,OF Ol CHBH 91 A2 A

>

I=XI: C, 61.16; H, 5.14; N, 24.90.
&XI: G, 61.065 H, 5.125 N, 24.92%.
A A0 201

3(2-ERQ2HE)-7-(1-HE A0
[4,3-b]Il2ICHEI

4
CHH a)0llA AIOISZ2EIE JtSAA AN 1-HEAOIS2RE HSAA(0I= Sol H4,220,795)2 ALE
t11, S b)OIA 2-EIQE St=4AlA GIOIS2HA0IE THAIO 2-ERLZHASI0| St 0IEE MEdtL,
SH c)UM 2-otOIESAIMEmelE tialol (1-HE-1H-1,2,4-Ec|0tE-3-2)HES(RE S5 A
421210501 JI£EH U=z =HS AHS6HH HEZE)S AEdts ZAI0 1022 & a), b) & c)dll JI=
S0 Us S AMEotH SIS 2SS MEISHCH. ZH SHE20 st dlolE:

x

S224)-6-(1-HE-1H-1,2,4-EC|0IE-3-L U S Al)-1,2,4-ECIOtEZ

"H NWR(360MHz, COCl, ) & 1.54(3H, s), 1.78-1.88(1H, m), 2.04-2.22(3H, m), 2.37-2.45(2H, m),
3.92(3H, s), 5.40(2H, s), 7.23-7.34(2H, m), 7.49-7.55(1H, m), 7.69(1H, s), 7.95(1H, br t, J=7Hz),
8.02(1H, s); MS (ES') m/e 394 [MH]'.

CooHaoNOF Ol CHEF & A2 4

=Xl C, 61.10; H, 4.96; N, 24.79.
A

HAXI: C, 61.06; H, 5.12; N, 24.92%.

alAI0l 202
6-(1-HE-1H-1,2,4-E2I0IE-3-LHS A )-3-(2-E8 2 HY )-7-(EIQH-3-2)-1,2,4-E2|0} =2 [4, 3-
bl 2| CHE!

SAH a)UlA 4-TIclY 224 01218 & AN 3-EIQE E2AS AFZ6tD, 1.1 &9 BIXsI0|Eet
OIS, p-EFAULZA L ECINEOIR THAW SHH b)UA 1.1 @9 2-ER2 8 X5101=2tX0l=
2 ECINEO0LE! GIOIEZZEZ22H0IES AI=ZotD, 2-HI2IE3tdl=s AN SH c)UA (1-IE-1H-1,2,4-
EC|OIE-3-L)HEIS (A AN 65)2 Al=6teE 212 Msdtns, &AM 162 S a), b) & c)ol JIsd
o U= S AM2cIH ZH SE=2 MEISC. ZH StE=S0 s Oole: & 216 LHX 218T
(MeOH)

'H NMR(360MHz, DMSO) & 3.93(3H, s), 5.50(2H, s). 7.48-7.59(2H, m), 7.69-7.78(2H, m), 7.85(1H, dd,
J=7.2Hz), 8.08-8.14(1H, m), 8.34(1H, dd, J=4,2Hz), 8.58(1H, s), 8.77(1H, s). MS (ES’) 408 [WH] .
CoHuN,FOSOl CHBH 2 A2 A

& =Xl C, 55.82; H, 3.57; N, 24.30.
A

MK C, 56.01; H, 3.46; N, 24.07%.

A0 203

80l E-7-(1-H A0 222 E)-6-(1-HIE-1H-1,2,4-E2| 01 Z-3-LH S AI)-3-H'D-1,2,4-E2I 0L E R [4,3-
bl Ll 2| CH

AD| SIEI2S B a)o] A0 AIZEHE =AM L 3,6-0222M2I0E A ABES 1-HE
NOIZ2REN SIRAN BT 28 US S5 KI4,220,7955] 2 3,6-CI222-4-HIZU2ICHA, S b)ol
2-EIQH =AM FOISSNT Thel ABES WZEL SOISSAKS, X B3 c)o 2-310IS =AM )
21 DhAl AFSEIE (1-BIE-1H-1,2,4-E2/0H5-3-2) MBS (28 [BX: EP-A H42121050) JIZE =2
S AFSGt0l MES])D B A0 1022 S a), b) X o)0i JISE HHS ALSGI0 MXSC. H
Kl S0 et CIOIE:

" NMR(360MHz, COCls) & 1.57(3H, s), 1.74-1.84(1H, m), 2.02-2.14(1H, m), 2.20-2.26(2H, m), 2.50-
2.58(2H, m), 2.62(3H, s), 3.93(3H, s), 5.48(2H, s) 7.44-7.54(3H, m), 8.04(1H, s), 8.49(2H, d,
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J=8Hz); MS (ES') m/e 390 [MH] .

CoiHasNA001 CHEH A A2 A

a=Xl: C, 64.74; H, 5.92; N, 24.88.

H XD C, 64.76; H, 5.95; N, 25.18%.

2 A0 204

8-HE-7-(1-HE A0 Z222E)-6-(2-HE-2H-1,2,4-Ec|0tE-3-2 HSAl)-3-HE-1,2,4-EC|0tEZ[4,3-
blIlelCt&Al

AD SEES B a)2 222 AOISREE =AM U 3 6-CS2202ICHE e AFEE= 1-HIE
AOIS 2 RE JISAM[EEX 28 US Sl HM4,220,7955] & 3,6-CI22=24-HEH2ICHR, A b)e
2-EIQH Jt=SAA SIOIERXIE A AIEE e XA SHOIE2tKE, & S ¢)2 2-Gt0IESAIHE T
2le el ALS&= (2-HIE-2H-1,2,4-E2|0tS-3- °')D1|E%(;i[’_é‘33 EP-A MI4212105 01 Jl&=& XA
£ ALEotod M=) SH AAlo 10221 SH a), b) & c)0l JIEE LYES AESH0 M=EESC. H
H stet=0l et olole

"H NMR(360MHz, COCls ) & 1.54(3H, s), 1.76-1.84(1H, m), 2.04-2.16(3H, m), 2.46-2.53(2H, m),

0.64(3H, s), 3.94(3H, s), 5.53(2H, s), 7.46-7.56(3H, m), 7.93(1H, s), 8.34(2H, d, J=8Hz); MS (ES')
m/e 390 [MH]'.

CoiHaaN001 CHEH R4
AZX: C, 64.83; H, 5.82; N, 25.04.
H &I C, 64.765 H, 5.95: N, 25.18.
A A 205
6-(1-BIE-1H-1,2,4-E2| Ot ZS-3-L NI S Al)-3-H £-7- (L Sl E-1-2)-1,2,4-ER| 0t = 2[4,3-b] Tl 2I C+ A

F> JI}II

T NMR(250MHz, CDCls) & 1.95-2.00(4H, m), 3.53-3.58(4H, m), 3.95(3H, s), 5.55(2H, s), 6.69(1H, s),
7.41-7.55(3H, m), 8.07(1H, s), 8.43-8.45(2H, m), ms (ES) (M+1) = 377.

A A0 206
7-AMO0I22RE-8-0E-6-(2-HE-2H-1,2,4-ECI0tZ-3-2 NS Al )-3-HE-1,2,4-ECI0t &2 [4,3-b] I 2|

“HE A2 2 SE FHZAAS AFESH0] AAIC 1023, HIZA BIOICSSHXIS S AFE5I0I AAIGI 1020 &
|El0H-1,2,4-E210tES2 AF25H0 AAICI 102c01 HRE HISH SAEH BEoz A
X5t0] BH BEES ASEIH
"H NMR(360MHz, CDCl; ) & 2.06-2.09(2H, m), 2.26(3H, s), 2.42-2.50(2H, m), 3.04-3.17(2H, m),
3.97(3H, s), 4.08(1H, t, J=10Hz), 5.57(%H, s), 7.48-7.56(3H, m), 7.92(1H, s), 8.36(2H, d,
J=7.7Hz), ms (ES') m/e 376 [MH]'.
AAIO 207

7-AMO0I22RE-8-0E-6-(1-HE-1H-1,2,4-ECI0tZ-3-2 NS Al )-3-HE-1,2,4-ECI0t &2 [4,3-b] I 2|

HEAIOI222E JI2AMS AIRSI0 AAIG 102, HIZA B10/S2IXCS2 AIR510] AAIG 1020 &
3510/ =AML -1-HIZ-1H-1,2,4-E2|0E2 AI25t01 AAIGH 102601 HRE HIY SAIE oz X
T50f BH StEtES £S8iCt.

"H NWR(360MHz, COCl, ) & 2.06-2.18(2H, m), 2.24(3H, s), 2.40-2.50(2H, m), 3.02-3.16(2H, m),
3.84(3H, s), 3.88-4.10(1H, m), 5.50(2H, s), 7.42-7.56(3H, m), 8.04(1H, s), 8.48-8.52(2H, m), ms
(€s) m/e 376 [MH]'.

ALALGI 208

7-(1-DIE A0 22 E)-6-(2-HIE-2H-1,2,4-E2|0tE-3-L NS Al )-3-(2-E2 22 H YL )-1,2,4-ECI0E2
[4,3-b]Il2ICHEI

-HEAOSZ2HIEAS AIECHH AAIM 1022, 2-SRL2 YL SLOIECINES AME6HH A AN 102b
2 3-CLOIESAINE-2-HE-2H-1,2,4-ECI0tES ASot0 &AM 102c0l JHRE Hiet |Ate HEe=Z
HI?E@PO# A stet=2s 4‘—53_[}

'H NWR(360MHz, CDCls) & 1.31(3H, s), 1.72-1.90(8H, m), 3.82(3H, s), 5.50(2H, s), 7.25-7.37(2H, m),
7.53-7.59(1H, m), 7.83-7.87(1H, m), 7.90(1H, s), 7.94(1H, m), ms (ES') m/e 409 [WH]".
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2 A0 209
7-(1-HIE A0 228 E)-6-(1-HE-1H-1,2,4-E2|0tZS-3-LHSA)-3-(2-EF22HYE )-1,2,4-E2|0t S
[4,3-b] T2l CtA

1- [HI%' AHOI 2 2 HIEFAL
2 3-GLOIESAINE-
JI =00 HEHl Stets

ALZSH0 AAI0 1023, 2-SFLZ Y4 GIOIECHXIEE AMZot0 A A0 102b
OIE-1H-1,2,4-ECI0tES ALE0I01 AAI0 102c0l JHRE B KRAS 2HO=Z

o —|~ 1o

'H NMR(360MHz, CDCIs) & 1.33(3H, s), 1.70-1.93(8H. m), 3.92(3H, s), 5.43(2H, s), 7.23-7.34(2H, m),
7.49-7.55(1H, m), 7.90(1H, s), 7.94-7.98(1H, m), 8.04(1H, m), ms (ES') m/e 409 [MH] .

AAIOI 210

7-AOI22 2 6-[4-2,6-CIHE P2 BRI-4-2 |2 E-2-0|L S A]-3-H Z-1,2,4-E2| 0l = 2 [4,3-b] T 2] Ct

&l
!

"H NMR(250MHz, COClz) & 1.11(3H, s), 1.13(3H, s), 1.21(1H, m), 1.92(3H, m), 2.13-2.20(3H, m),
2.39-2.45(2H, m), 2.68(2H, m), 3.33(2H, m), 3.59-3.69(3H, m), 5.09(2H, m), 7.46-7.58(3H, m),
7.82(1H, d, J=1.6Hz), 8.50(2H, m) ms (ES+) (M+1) = 432.

(57) &79 g+

5t atstal 1o &2, 019 &€ = Z2=2{d(prodrug).

7= 292 XSE £ U=, Crs L2, Cyr AO22LZ, Cuy AHOIZ22IY, O, Csy OIIHIZAIOIZ
C= O(Ce)22ot0l=0l2
2 7= 2002 =2t A JAX &M, doz HXEX-g& L/
[m]

Ce-10 HIAOIZZ Y, HIECIGIOI=E2LI2ICIE, m2ltle & O

R= g2z 1&g 22l Cy; AIOIZ222(Crs) 22, Z2IH
2

- = (Crg )e
2, Gy GIHIZAOIZ2LENEL (Ce)2E, 0L (Cr6)2E = G

Y & 70t 2)He =2t EhA X BN, ¥ XSE HEY B2 E@4E B, R= S0IESAI(C-
|

s) 22 0122 2d0ICt.
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H7E 5

HE-6-(2-IelY)HESAI-7,8,9,10-HI ECtSt0I=E2-(7,10-0lEt = )-1,2,4-EC| Ot E2(3,4-a]| ZE 2t &
3, 7-LIHE-6-(2-I2IZ)HNE=SAI-1,2,4-ECI0tEZ[4,3-b] Tl 2ICt AL ;
HY-6-(2-melY)HE=A-7,8,9,10-HIEtot0I=E2-1,2,4-EC2I0tEZ[3,4-a]
7,8-CINE-3-HY-6-(2-T2l)HMESAI-1,2,4-ECI0tE2(4,3-b] T 2| C+E;
7-HE-3-HE-6-(2-L2E)HESAI-1,2,4-ECIOtZ2[4,3-b] LI 2ICtX;
7-HE-3-HE-6-(2-LI2E)HESAI-1,2,4-ECIOtZ2[4,3-b] LI 2ICtX;
7,8-Hl2-3-HE-6-(2-Tlcl&)HERA-7,8,9, 10-HIECtSI0IE2-1,2,4-ECI0tEZ [3,4-a| ZE 2t &l
8-0Ie-3,7-CIHY-6-(2-T2l & )HMESAI-1,2,4-ECI0tE2([4,3-b] T 2| C+E;
HE-6-(2-IelE)HESAI-7,8,9,10-HI ECtS0I=E2-(7,10-HIEt = )-1,2,4-ECIOtE2(3,4-a]| ZE 2t &
SHE-5-(Teld-2-LHSEA)-1,2,32,4,7-BIEIOLRKIAOI| 22 ”IEH o LI Er 8l
HE-5-(meld-2-LHSAl)-1,2,32,4,8-BIEIOLRKIAOI 22 ”IEH o LI Er 8l
8-0IE-3-HE-6-(2-LIcIZ)ME=AI-7,8,9,10-EHIECIGI0I E2-1,2,4-EC| 0t E2[3,4-a] ZE 2t
SHE-6-(2-MelZ)HESA-(7,8-HE L )-1,2,4-E2I0tE2[4,3-b] T 2| CHE;
8,8-CI0IE-3-HZ-6-(2-LIcI L) E=AI-7,8,9,10-HIECIGI0I1 E2-1,2,4-EC| 0t E 2 [3,4-a] ZE 2t
HE-7-(THeale-1-2)-6-(T 2l e-2-LH S Al)-1,2,4-ECI0tE 2 [4,3-b] T 2I T+ ;
-HE-7-(Ilele-4-2)-6-(Tl 2l e-2-LHEAl)-1,2,4-ECI0tZE 2 [4,3-b] T 2I Ct &l ;
-HE-5-(Teld-2-LH=EAl)-6,7,8,9-H ECIS0I1=2-1,2,3a,4,8-HELOLXIAIOI S 2 BIEH o | LHEZE &S
HE-5-(Teld-2-LHSEA)-6,7,8,9-H ECIS0I1=E2-1,2,3a,4,7-HELOLXALOI S 2 BIEH o | LHEZE &S
7-HE-3-HY-5-(meld-2-2 = Al)-6,7,8,9-HERIGI0IE2-1,2,3a,4,7-HELOLXHALOI 2 2 BIEH o Lt

D,

3-H<-6-(1T
-HEY-6-(Hlele-2-LHSAl)-7-(E|QEI-3-2)-1,2,4-E2|0tEZ[4,3-b] Tl 2ICH & ;
3-HY-6-(2-T2lY)HESAI-7,8,9, 10-EI ERISI0I E2~(7,10-Z 21 =)-1,2,4-E2|0E 2 (3, 4-a] &2}

Itl

et

(L)

elE-2-LHEAl)-7-(EIQE-2-2)-1,2,4-EC|0tZ2[4,3-b] T 2IC+E

3-(4-HE)HLE-6-(2-M2lE)HESAI-7,8,9, 10-H ERIGIOIE2-(7,10-0IEt = )-1,2,4-ECI0tE 2 [3,4-
alZEetd;
3-(3-HISAHE-6-(2-LI2IZ)ME=A-7,8,9, 10-H E2t5t0l E2-(7, 10-0lEt = )-1,2,4-ERI0tE 2 3,4~
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a] ZERHA
(2-Ex2=2)HY-6-(2-LI2IY)HE=AI-7,8,9,10-HIE2tot0I E2-(7,10-0lEt - )-1,2,4-ECIOIEZ[3,4
—a] TERIE;
3-(3-meld)-6-(2-mele)HE<=A1-7,8,9, 10-HIECIS0I E2-(7,10-0lEt = )-1,2,4-E2I 0} B2 [3,4-a] =
S eS|

A0 2222 -6-(2-LlelY)HE S AI-7,8,9,10-H ECIot0I =E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-
a] ZERHEL
6-[(6-0E)-2-LH2Id]HEY=2AI-3-HE-7,8,9,10-HIE2IGI0I E2-(7,10-0lEt = )-1,2,4-E 2|0} B2 [3,4-
a]ZTEeHE;
6-[(3-0E)-2-H2Id]HE=2AI-3-HE-7,8,9, 10-HIE2IG0I E2-(7,10-0lEt = )-1,2,4-E 2|0t B2 [3,4-
a] ZERHEL
6-[(4-0E)-2-H2Id]HEY=2AI-3-HE-7,8,9,10-HIE2IG0I E2-(7, 10-0lEt = )-1,2,4-E 2|0t B2 [3,4-
a] ZERHAL
6-[(5-0E)-2-H2Id]HEY=2AI-3-HE-7,8,9, 10-HIE2IG0I E2-(7, 10-0lEt = )-1,2,4-E 2|0} B2 [3,4-
a] ZERHAL

3-HY-6-(3-LelE)HE=A-7,8,9, 10-HIECIGI0I E2-(7,10-0lEt=)-1,2,4-ECIOIE 2 [3,4-a] Z et &l ;
3-IHl Y -6-(4-1l 2l ‘_é)ﬂil'zé'%/\l -7,8,9,10-HIECoI0I E2-(7,10-0lEt=)-1,2,4-ECIOIE 2 [3,4-a] T et &l ;
-HY-6-[2-(1-0E)oI0IHEH I HE =2 A-7,8,9, 10-H ECtol0IE2-(7,10-0lEt = )-1,2,4-E2|0IE2[3,4
—a]ZEetE;

6-(3-AlOt=HY )HE 2 AI-3-HE-7,8,9, 10-HIECISI0I=E2-(7, 10-0lEt - )-1,2,4-E2I0IEZ[3,4-a] &= &
ct&l;

6-[1-(3,5-CloE)IctE | HE =2 AI-3-HE-7,8,9, 10-HIECIGI0I| E2-(7,10-0lEt)-1,2,4-ECIOIE=Z
[3,4-a] T EetXl;

6-[4-(2-0IE)EIOIEZ HE S AI-3-HIL-7,8,9, 10-HIEctol0l=2-(7,10-0lEt = )-1,2,4-ECIOIEZ[3,4-
a] ZERHEL

FHY-6-(2-Asacld)HE=2A1-7,8,9,10-HIELto0I E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-a]| &= &
ct&l;

3-HY-6-(3-L2ICHXIY)HE =2A-7,8,9, 10-HIECtot0I E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-a] &= &
ct&l;

6-(1-HIZ0I0ICHE-2-L ) HE S AI-3-HE-7,8,9,10-HIE2IGI0I =2-(7,10-0lEt = )-1,2,4-E 2|0t EZ 3,4~
a] ZERHEL

-HY-6-(0lAF=el-1-2 )HE=AI-7,8,9, 10-HIECIGI0I =2-(7,10-0Et = )-1,2,4-ECI0IEZ[3,4-
a] ZERHEL

6-(1-OlE0I0ICHE-2-YL ) HIE S AI-3-HE-7,8,9,10-HIE2IGI0I =2-(7,10-0lEt = )-1,2,4-ECI 0t EZ 3,4~
a] ZERHEL
-HY-6-(1-LHI2IEL)HE =2 AI-7,8,9, 10-HIE2HGH0I E2-(7,10-0Et: )-1,2,4-E2I0IE 2 [3,4-a] T}
A

FHY-6-(N-LIZSeICILIIBY ) HE S AI-7,8,9,10-H ECIot0I =E2-(7,10-0lEt = )-1,2,4-E2I0IE 2 [3,4-
a] ZERHEL

6-[4-(3-0E) Il ] HE=A-3-HE-7,8,9,10-EH ECIol0OIE2-(7,10-0Et)-1,2,4-E2|0IEZ2[3,4-
a] ZERHEL,

FHY-6-(2-F=cld)HE=2AI-7,8,9, 10-HIE2IGH0IE2-(7,10-0Et: )-1,2,4-E2I0IE 2 [3,4-a] Z &}
&l

6-(2-010ICHEZ ) HE S AI-3-HE-7,8,9, 10-H Ectot0I =E2-(7,10-0Et = )-1,2,4-ECI0tEZ[3,4-a] ZE

3-HE-6-(2-EIOtELE )M ESAI-7,8,9, 10-HIECtSI0IE2-(7,10-0lEtc)-1,2,4-E2IOtZ 2 [3,4-a| Z &}

[2-(5-OIE)EIOIEZ U E S AI-3-HE-7,8,9, 10-HIECIGI0IE2-(7,10-0lEt = )-1,2,4-ECI Ot B2 (3,4~

=
[H
um
o
pal

[_2—(4—[HIEE')E|0+§%' |HE=2AI-3-HY-7,8,9, 10-H Eclol0O| =2-(7,10-0lEt = )-1,2,4-ECIOIE 2 [3,4-
-ClIHE) oI ]HE = AI-3-H<-7,8,9, 10-HIE2IG0I1 =E2-(7,10-0lEt = )-1,2,4-E2I0tEZ[3,4
L

-I 2K ) HE S AI-7,8,9, 10-HIERIGI0I E2-(7,10-0lEt = )-1,2,4-E2|0tEZ[3,4-a] ZE e}

@
=
i
>
S

pal
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6-[2-(4,6-CIHE) ML ]HE =S AI-3-HE-7,8,9, 10-HI Ectst0lE2-(7,10-0Et ' )-1,2,4-ECI0tE 23,4
—a]ZEetEl

3-HE-6-(4-EIOtELZ)HESAI-7,8,9, 10-HIECISI0IE2-(7,10-0lEt=)-1,2,4-E2IOtE 2 [3,4-a| Z &}
Xl

(i)

6-[2-(5,6-CIHE )M Z ]| HE=2A-3-HE-7,8,9, 10-EIECSI0I| E2-(7,10-0IEt = )-1,2,4-E2| 0t E 23,4
—a]ZEeHAL

6-(4-DIZ0I0ICHE-2-L ) HIE =2 AI-3-THIY-7,8,9, 10-BHIEtGI0I E2-(7,10-0Et = )-1,2,4-E2I 0} B2 [3,4-
alZEeHE;
3-HY-6-(4-T2I0ICILY)HE=2AI-7,8,9, 10-H ECI5I0| E2-(7, 10-0lEt = )-1,2,4-ECI0tE 2 [3,4-a] =T &
cH&l;

6-[4-(2-0I 2 )EIOIE S |HE = AI-3-HE-7,8,9, 10-EHIECIGI0I| E2-(7, 10-0Et = )-1,2,4-ECI0ER2[3, 4~
alZEeHE;

6-(6-=2 22| 2ICHEI-3-Y)HE 2 AI-3-HIE-7,8,9, 10-H Ectat0I| =E2-(7, 10-0lEt = )-1,2,4-E2| 0t E 2 (3,
4-a| TERLAL;

6-(2-0I0ICHEBE ) HE =2 AI-3-(4-HEH L )-7,8,9, 10-H EL50| E2-(7, 10-0IEt = )-1,2,4-E2| 0t B 23,4
—a]ZEeHAL

6-(4-SIOIEZEAINEH Y ) HE =2A-3-HE-7,8,9, 10-EIE2SI0I| E2-(7,10-0IEt = )-1,2,4-E2|0tEZ (3,4
—a]ZEeHAL
6-(4-Sl0IESSANEE)SA-3-HYE-7,8,9,10-H ECIot0I| =E2-(7,10-0Et = )-1,2,4-E2| 0t E2[3,4-a] Z &
cH&l;

6-(4-SIOIEZAIHE MO 22 A ) HIE =S AI-3-THIE-7,8,9, 10-EHIECI5H0I =2-(7,10-0lEt = )-1,2,4-E2]
OlE2[3,4-a]lZEetE;

6-(3-ol0ISSAIHEHY)HE=SAI-3-HE-7,8,9,10-EHIE2tol0I =2-(7, 10-0lEt = )-1,2,4-ECI0IE2[3,4
—a]TEeHE;

6-(1-DIE-1,2,4-E2|0tE-3-2 )HE = Al-3-HI£-7,8,9, 10-EHIECt5t0| =E2-(7,10-0l Et = )-1,2,4-E 2| O}
ZE2[3,4-a]Z et

6-(2-DIE-1,2,4-E2|0tE-3-2 )HE = Al-3-HI£-7,8,9, 10-EHIECt5t0| =E2-(7,10-0IEt = )-1,2,4-E 2| O}
ZE2[3,4-a]ZEetA;

3-H<-6-(3- FOIE‘EEE%[HI% A-2-T2IY)HE=SAI-7,8,9, 10-HIECIS0I =E2-(7, 10-0l Et = ) -
1,2,4-E2|0tZ2[3,4-a] T2t ;

,9,10-HIE2totolE2-(7,10-0lEte)-1,2,4-E2I0tEZ 3,4~

o
rx
J8
i
for

ol
1Ho
L=
10

-(6-OlEmelg-2-2)HE=2A-3-HE-1,2,4-ERI0IEZ[3,4-a]| ZEctE 2L
al

6-(1-HIE-1H-1,2,4-Ec|0t&-3-L U S Al)-3,6-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I T+ ;
6-(2-HIE-2H-1,2,4-Ec|0t&-3-L IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I C+E;
3. 7-CIHE-6-(2H-1,2,4-E2|0tZ-3-2HSAl)-1,2,4-E2|0tZ2[4,3-b] Ll 2ICt X ;
6-(2-0lE-2H-H ERIE-5-LHEAl)-3,7-CIHE-1,2,4-EC|0tZZ [4,3-b] LI 2| T+ ;
3, 7-CIHE-6-(2-Z2E-2H-1,2,4-EC|0tZ-3-L NS Al)-1,2,4-E2I0tEZ[4,3-b] Tl 2| Tt ;
3, 7-CIHE-6-(1-Z2E-1H-1,2,4-ECI0tZ-3-L U S Al )-1,2,4-E2I0tEZ[4,3-b] Tl 2| Tt ;
6-(1-HIEZ-1H-0I0ICHE-4-LHIS Al)-3,7-CIHE-1,2,4-EC|0t&E 2[4, 3-b] T 2| Tt &
6-(3-0lE-3H-0I0I Tt E-4-L HI S Al)-3,7-CIHE-1,2,4-EC|0tZZ [4,3-b] Tl 2| T+ ;
4-HIE-4H-1,2,4-ER2| Ot E-3-L NS Al)-3,7-CIHIE-1,2,4-ERI0tEZ [4,3-b] Ll 2| CHE!;
-(5-0I€-2H-1,2,4-E2| 0t E-3-2 NS Al)-3,7-CIHIZ-1,2,4-E2|0tEZ [4,3-b] Ll 2| CtE;
-(3-0I€-3H-1,2,3-E2I0tE-4-L NS AI)-3,7-CIHIE-1,2,4-E2I0tEZ[4,3-b] Ll 2| CHE;
4-HISEAHY)-6-(1-HE-1H-1,2,4-EC|0Z-3-LH S Al)-7-HE-1,2,4-EC|0tZ2[4,3-b] LI 2ICt X ;
-HE Il g-2-2HSAl)-3-HE-7- (T B2l &-1-2)-1,2,4-ECI0tE 2 [4,3-b] Tl 2ICHE;
2E-4-9)-3-HEZ-6-(Mald-2-2HSAI)-1,2,4-E2I0tZS2[4,3-b] T2l T+ ;
g-7-(Ol2lg-3-2)-6-(mlalg-2-2HSAl)-1,2,4-E2I0tZ2[4,3-b] Ll 2I Tt
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8-0lE-6-(2-0lE€-2H-1,2,4-E2| 0t ZB-3-L HSAl)

7-CIHY-1,2,4-ECI0tE 2 [4,3-b] Tl 2ICHE;
6-(1-0l€-1H-1,2,4-E2| 0} &E-3-L H S Al )-7-( g

-3,
EE8-4-9)-3-HE-1,2,4-ECI0tEZ[4,3-b] Tl 2|CIE;
6-(2-MIE-2H-1,2,4-ECI 0t E-3-LUSAl)-7- (22 28-4-2)-3-HE-1,2,4-E2| 0 &[4, 3-b] LI Tt ;
7-AMOI 223 A-6-(2-HE-2H-1,2,4-EC|0tE-3-L HSAl)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T I CHE!;
7-MOI223A-6-(1-HE-1H-1,2,4-EC|0tZ-3-L HSAl)-3-H Z-1,2,4-ECI0tEZ [4,3-b] T 2| CHE!;
7-MOI22HE-6-(2-HE-2H-1,2,4-EC|0tZ-3-L HSAl)-3-HEZ-1,2,4-ECI0tEZ [4,3-b] T 2| CHE!;
8-MIE-6-(1-0IE2-1H-1,2,4-E2I0tZ-3-L IS Al)-3,7-CIH E-1,2,4-ECI0tZZ [4,3-b] T 2I C+&El;
7-MOI222E-6-(1-HlE-1H-1,2,4-EC|0tZ-3-L U S Al)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
7-38-F2-6-(2-012-2H-1,2,4-E2| 0t Z-3-L IS Al )-3-HE-1,2,4-ECI0tZZ [4,3-b] T 2| C+&El;
7-MNOI222E-6-(2-HE-2H-1,2,4-E2|0tZ-3-L HSAl)-3-H EZ-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
7-0lE-6-(2-H€-2H-1,2,4-EC| 0t E-3-L HIS Al )-3-H E-1,2,4-EC|0tE2[4,3-b] LI T+ ;
7-38-F2-6-(1-01€-1H-1,2,4-E2| 0t Z-3-L NI S Al )-3-HE-1,2,4-ECIO0tZZ [4,3-b] T 2| C+&l;
7-0E-6-(1-HIE-1H-1,2,4-EC|0tE-3-L HI S Al)-3-HE-1,2,4-EC|0tE2[4,3-b] LI C+E;
7-HIE-6-(2-0€-2H-1,2,4-EC| 0t E-3-L IS Al)-3-H E-1,2,4-ECI0tE2[4,3-b] LI C+E;

7-(1-HEAMOIZ222E )-6-(2-UH€-2H-1,2,4-E2| 0t E-3-2 H S Al )-3-H L -1,2,4-ECI0IEZ [4,3-b] Ll 2l
CH&L;

7-0l€-6-(1-0IE-1H-1,2,4-E2| O} B-3-L NS Al)-3-HIE-1,2,4-E2I0tEZ [4,3-b] L2 T+ ;
7-MO0I222E-3-HE-6-(2H-1,2,4-E2I0tE-3-L U S Al)-1,2,4-ECI0tEZ [4,3-b] T 2 CHEL;
7-AOI2Z2HE-6-(Tl 2| e -2-LH S Al)-3-(EI2E-2-2)-1,2,4-EC| 0t &£ 2 [4,3-b] Tl 2| Tt X ;

7-MNOI22HE-3-(2,4-LIERR2ZHYE)-6-(1-HE-1H-1,2,4-E2I0tZ-3-LH S Al)-1,2,4-ECI0IZZ2[4,3
-blol2ICHE;

7-AMOI22HE-6-(1-HE-1H-1,2,4-E2|0tE-3-2 NS Al )-3-(E| 2 -2-2)-1,2 4-EC|0tE 2 [4,3-b] Il
2l CHEL

7-ANOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-3-(E| 2 -2-2)-1,2 4-EC|0tEZ [4,3-b] Il
2l CHEL

7-ANOI22HE-6-(2-HE-2H-1,2,4-E2|0tE-3-2 NS Al )-3- (T2l -4-2)-1,2,4-EC| 0t E 2 [4,3-b] Il
eI CHE

7-AOI22HE-3-(2-E2R22HZ)-6-(1-HE-1H-1,2,4-E2|0tZ-3-LHISAl)-1,2,4-ECI0tEZ[4,3-
blolelCtEl;

7-AOI22HE-3-(2-E2R2Z2HZ)-6-(2-HE-2H-1,2,4-E2|0tZ-3-LHISAl)-1,2,4-ECI0tEZ[4,3-
blmlelCtEl;

7-ANOI 22HE-3-(2-E22ZHY)
4

7-AOI2 2 HE-3-(2
-blI2ICHE;

7-AHOI 22 HE-3-1
8-

El
7-AIO| 22 HE -
CH&L;

7-A0I22HE-3-HE-6-(2H-1,2,4-E2I0tE-3-L U S Al)-1,2,4-ECI0tEZ [4,3-b] T 2ICHEL;
3-(4-HIEH Y )-7-HE-6-(melg-2-2HSAl)-1,2,4-ECI0tZ2[4,3-b] Ll 2ICtE;
3-(4-HIEH L )-6-(3-HEmeld-2-LHSAl)-7-HE-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
6-(1-0IE-1H-0I0ICtZB-2-L NS Al )-3-(4-HIEH L )-7-HE-1,2,4-ERI0tZ2[4,3-b] Ll 2ICt X ;
3-HE-6-(Iale-2-LHSEAl)-7-(EIR2E2E8l-4-2)-1,2,4-EC|0tEZ[4,3-b] T 2I C+E;
6-[2-(4-BIEEIOtE-5-2) NS AI]-3,7-CIH Z-1,2,4-ECI0tZZ [4,3-b] T 2ICHE!;
(£)-7-(2-Bi€m8ele-1-2)-3-HE-6- (el H-2-L U S Al )-1,2,4-E2I0tEZ [4,3-b] T2l Tt ;
6-(1-0IE-1H-1,2,4-ECI0tE-3-L IS Al )-3-H E-7-(Ll 2l g -4-2)-1,2,4-E2IO0tS2[4,3-b] Tl 2l T+ ;
7-MOI22HE-6-(1-HE-1H-1,2,4-ECI0tZ-3-L NS Al)-3-H Z-1,2,4-ECI0tZZ [4,3-b] T I CHE!;
7-0lAZ2E-6-(1-HE-1H-1,2,4-E2I0tE-3-L H S Al )-3-H Z-1,2,4-E2I0tZEZ [4,3-b] T 2I T+ ;
-AMOI22Z2E-6-(1-HIE-1H-1,2,4-EC|0tE-3-L U S Al)-7-HE-1,2,4-E2I0tE 2 [4,3-b]TI2IC+A;

o=
—=
o=
—=

il

ﬂJ

fﬂ

-6-(I2le-2-2HSAl)-1,2,4-EC|0tE2[4,3-b] Tl 2IC+ZXI;
CERZHY)-6-(2-HE-2H-1,2,4-ERIOIE-3-LHEAl)-1,2,4-ECIOIEZ[4,3

d-6-(I2le-2-2HSAl)-1,2,4-EC|0tE2[4,3-b] Tl 2| C+ZX;
|2-6-(2-0l€-2H-1,2,4-E2I0tE-3-2L NS Al )-3-HE-1,2,4-EC|0tE2[4,3-b] Il 2]

2 =
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">

ZHY)-6-(2-HE-2H-1,2,4-EC|0tE-3-L U S Al)-7-HE-1,2,4-ECI0tE2[4,3-b] LI CtE;
ZHY)-6-(1-HE-1H-1,2,4-Ecl0tE-3-LUHSAl)-7-HE-1,2,4-ECI0tE2[4,3-b] Tl 2IC+E;
-1,2,4-E2|0tE-3-L U S Al)-7-HE-3-(E|2H-2-2)-1,2,4-E2/0 4,3-b]Il2ICtAL;
-1,2,4-E2|0tE-3-L IS Al)-7-HE-3-(Ol2lg-3-2)-1,2,4-E2/0 4,3-b]Il2ICtAl;
-1,2,4-E2|0tE-3-L U S Al)-7-HE-3-(E|2H-2-2)-1,2,4-E2/0 4,3-b]Il2ICtal;
-1,2,4-E2|0tE-3-L IS Al)-7-HE-3-(Hl2lg-3-2)-1,2,4-E2/0 4,3-b]Il2ICtAL;
tZE 1,
)-7 )-
t

|
M e
m@ m@ m@ m@ U 4
o 1o

"

—
|

-1

|
|
I I I I

=2
==
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==

NN

|
|
v 2 2 2 =2
I'\)I'\)

L
A
m
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P
ru9

-6-(1-0I2-1H-1,2,4-E2I0tZS-3-LH S Al )-7-H E-1,2,4-E2I0tZ2[4,3-b] Ll 2| Ct &

-1H-1,2,4-E2|0tE-3-L NS Al)-7-H -3~ (E| QH-2-2)-1,2,4-E2|0}EZ [4,3-b] Ll 2| C+ &l ;
-1,2,4-S MCIOHE-3-L U S AI)-3,7-CIHE-1,2,4-ECI0tZS2[4,3-b] Tl 2I Tt
-(EI2E-2-2)-6-(2H-1,2,4-E2|0tE-3-L U S Al)-1,2,4-ERIOtZZ[4,3-b] T 2I T+ ;
)-6-(1-HIE-1H-1,2,4-EC|0tE-3-L IS Al)-7-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2I CtE;
-1,2,4-E2|0t&-3-2 IS Al)-3-HE-7-(EIQH-3-2)-1,2,4-EC|0tEZ[4,3-b] T 2I C+&;

-1,2,4-Ec|0tE&-3-2 IS Al)-7-(EI2H-3-2)-1,2,4-E2|0tZ 2 [4,3-b] Tl 2| CHE!;
-(EI2®-3-2)-6-(2H-1,2,4-EC|0tE-3-L U SAl)-1,2,4-ERIOtZZ[4,3-b] T 2I T+ ;

-1,2,4-E2|0t&-3-2 IS Al)-3-HE-7-(EIQH-2-2)-1,2,4-EC|0tEZ[4,3-b] T 2I C+&;
-1,2,4-E2|0t&-3-2 IS Al)-3-HE-7-(EIQE-2-2)-1,2,4-EC|0tEZ[4,3-b] T 2I C+E;
)-6-(2-0I€-2H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2ICtEA;
)-6-(1-0IE-1H-1,2,4-EC|0tE-3-L IS Al)-3-HE-1,2,4-ECI0tE 2 [4,3-b]Tl2ICtE;
-1,2,4-S MCI0HE-5-L IS Al)-3,7-CIHE-1,2,4-ECI0tS2[4,3-b] Tl 2I Tt
LZHY)-6-(1-HE-1H-1,2,4-E2I0tZ-3-LHSAl)-7-H =2-1,2,4-E2I0tZ2[4,3-b] Tl 2I Ct X ;
3, 7-CIHE-6-(2H-1,2,3-E2I0tZ-4-2 NS Al)-1,2,4-ECI0tZE2[4,3-b] Ll 2ICtE;

3, 7-CIHE-6-(TctEl-2-L IS Al)-1,2,4-ECI0tEZ [4,3-b] Tl 2| CHE;

3-(4-HIEH E)-6-(1-HE-1H-1,2,4-ECI0tZ-3-L U S Al)-7-H E-1,2,4-ECI0tZZ [4,3-b] T 2| CHE!;
6-(4-BIEEIOtE-2-L IS Al)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b] L2l Tt ;
6-(5-BIEEIOtE-2-L IS Al)-3,7-CIHE-1,2,4-ECI0tE2[4,3-b] LIt ;

3, 7-CIHE-6-(TcIDIE-4-L IS Al)-1,2,4-ECI0tE 2 [4,3-b] T 2 CHEL;
3,7-CIHE-6-(T 2l CtR-3-L S Al)-1,2,4-EC|0tE -b]Il2ICHEL;

(

(4,
6-(1-HE-1H-1,2,4-E2I0IE-3-LUSA)-7-(LEZ2/-4-2)-3-(EIQH-2-2)-1,2,4-EC|0EZ[4,3-
blmlelCtEl;

3, 7-CIHE-6-(EIOtE-4-L IS Al)-1,2,4-ECI0tEZ[4,3-b] Tl 2| CHE;
6-(5-HIE 0l AES-3-L IS Al)-3,7-CIHIE-1,2,4-E2I0tZ2[4,3-b] Ll 2ICtE;

3-(3-ER22HEY)-6-(1-HIE-1H-1,2,4-E2|0tB-3-LHSEAl)-7- (22 E&-4-2)-1,2,4-EC|0IEZ[4,3-
blolelCtEl;

3, 7-CIHE-6-(TlcIDIE-2-L S Al)-1,2,4-ECI0tE 2 [4,3-b] T 2 CHEL;
6-(2-HIE-2H-1,2,3-Ec|0t&E-4-L IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I T+ &5

7-(1-HEAMOI22EE)-6-(1-HE-1H-1,2,4-E2I 0 E-3-LH S Al)-3-HE-1,2,4-ECI0tE2[4,3-b] 1l el
CH&L;

7-0lAaZ2E-6-(2-HE-2H-1,2,4-E2I0tE-3-2L U S Al )-3-HIZ-1,2,4-ECI0tZZ [4,3-b] T 2I T+ ;

7[};3(]—;* g-3-(2-E222H < )-6-(1-HE-1H-1,2,4-E2|0tB-3-2 NS Al)-1,2,4-E2I0tEZ[4,3-b] Tl 2]
Ség:gi@%‘—&@-ﬂﬂg/\lmlé)-6-(2—D1|'=é'—2H—1,2,4—§EIOP-’£-—3—°E'U1|§/\I)-1,2,4—§EIOP-§-§[4,3—b]EI
EI;];H’IEMOIEEE*'%)—6—(1—[H|'=é'—1H—1,2,4—§EIOP-’EE—3—%_'U1|§}\I)-3—EIE‘—1,2,4—§EIOP-’£-§[4,3—b]HIEI
EIQ;HIEMOIEEE“‘%)—6—(2—[H|'=é'—2H—1,2,4—EEIOP§-—3—%_'U1|§}\I)-3—EIE‘—1,2,4—§EIOP-§-§[4,3—b]HIEI
7u/l?|};)| ZHE-3-(F&-2-9)-6-(2-HE-2H-1,2,4-EC|0}Z-3-LUISAl)-1,2,4-ECI0tEZ [4,3-b] Tl

T

2 =2
‘*’m@mm
I

|
(6]
|

P
L4
=
m I
N
ne

|
—
—
|

-1

EE =
-

=
mE
m@ m@ ‘“ mm mm

|
l'\)
I'\)
I

OI')O')(.OO')O')(.O
TN
wm = 2
P
mefff

T
Bl
1S

|

I
e

¢
=]

P
$
Ml
U o

-|[[

92-88



1019997000606

T
H >
S
ly
HU
1=

HE-3-(Fet-2-2)-6-(1-0€-1H-1,2,4-EC|0tE-3-L U S Al )-1,2,4-E2I0tEZ [4,3-b] Il 2|

F_

-(3,7-CIHE-1,2,4-ECI0tE2[4,3-b] M 2ICHEI-6-L S AIHE)-1,2,4-EI 0t E-1-LOIMELIEY:
-HEAOIZ22E28)-6-(2-HE-2H-1,2,4-ECI0tE-3-L HSAl)-3-HIZ-1,2,4-EC|0tE2[4,3-b] Tl

DA
ot &
>

-HEACIZEEZ2E)-6-(1-HE-1H-1,2,4-EC|0IE-3-LHSAl)-3-HEZ-1,2,4-ECI0tE2[4,3-b] Tl

P
@
M

-(1-OIE-1H-1,2,4-ECI 0t Z-3-L IS Al )-7-HE-1,2,4-ECI0tZZ [4,3-b] T 2IC+&El;

)-6-(3-Ol € mlele-2-L S Al)-3-HE-1,2,4-ECI0tZZ [4,3-b] T 2IC+El;

2lOtE-4-2 NS Al)-3,7-CIH E-1,2,4-E2|0tEZ [4,3-b] I 2 CHEL;
6-(1-0IE-1H-1,2,4-EC|0IE-3-L U SAl)-7-HE-1,2,4-E2|0tE=Z [4,3-b] Il 2|

T
I

moawn am Ay
m L >
o T ©
oW
mm@v
;II'HHJ

@ 9P
Do 3
= 2 =2

-[3-(3,7-CIHEZ-1,2,4-E2|0tE2 [4,3-b] LI TR -6-L 2 AIHE)-1,2,4-E2I0tE-1-2 ] -N,N-CIHI £ OF
NEOHDIE;

3, 7-CIHE-6-[1-(Hele-2-d g )-1H-1,2,4-EC| 0t &E-3-L U SAl]-1,2,4-E2|OtE 2 [4,3-b] T| 2| CHEI;
6-(1-#IE-1H-1,2,4-EC|0t&E-3-L IS Al)-3,7-CIHE-1,2,4-EC|0tEZ[4,3-b] T 2I C+E;
2-[5-(3,7-CIHE-1,2,4-ECI0tE2[4,3-b] I 2| CIX-6-LSAIHE)-1,2,4-EC| 0t E-1-L ] Ot M EOLOI E;;

N-[2-[3-(3,7-CIHIE-1,2,4-E2|0IEZ[4,3-b]HI2ICHEI-6-L KA E )-1,2,4-ECI Ot E-1-L | OI Z ]-N,N-
CIOIEotal;

3,7-CIHIZ-6-(Ll2l0lE-5-2 IS Al)-1,2,4-E2I0tE 2 [4,3-b] LI Tt

6-[1-(2-(2228-4-2)-0lE)-1H-1,2,4-E2|0tE-3-2 NS Al |-3,7-CIHE-1,2,4-ECI0tZ2[4,3-b] 1
2l CHEL;

6-(2-0I€-2H-1,2,4-ECI0tE-3-L IS Al )-3-HE-7- (LI 22l e-1-2)-1,2,4-E2|0tZEZ [4,3-b] Tl 2| T+ ;

7-(5-2E2ZREIQH-2-2)-6-(2-HE-2H-1,2,4-EC|0tE-3-L U SAl)-3-HE-1,2,4-E2|0tEZ[4,3-b] I
2l CHEL;

7-(5-2E22EIQH-2-2)-6-(1-0HE-1H-1,2,4-EC|0tE-3-L U SAI)-3-HE-1,2,4-E2|0}EZ[4,3-b] I
el CHEL;

6-(1H-BII=0[0ICHEB-2-LHSEAI)-3-(2,4-CIERZHYE )-7-(1-HE A0 S2HE)-1,2,4-EC|0E 2[4, 3-
blolelCtEl;

3-(Fe-3-2)-6-(2-I212) ML SAI-7.8,9, 10-EI E2L510| =2-1,2,4-E2| O E 2 [3,4-a] TL 2 ;
7-MOI2 22 EY-3-HE-6-(Z2T-2-0| L SAI)-1,2,4-E2/ 0t 52 [4,3-b] W2+ ;

(7-AHOI 2222 -3-HE-1,2,4-E2|0tE 2 [4,3-b] DI 2ICHE-6-L S A ) OLH ELIE S

N-[4-(7-AHOI 222 E-3-HIE-1,2,4-E2/ OIS 2 [4,3-b]) I/ 2| CHEI-6-L S Al) 2 E-2-01 2 ]-N, N-CI Bl € 0} 2!
oRRE MEE sa2, 019 ¥ Y ZRE .

¥7g 8

2-[3-(3,7-CIHIZ-1,2,4-E2|0tE 2 [4,3-b] L2 CHRI-6-L S AIBIE )-1,2,4-E 2] 0HS-1-2 ]l £ 042
%L;Tuw;'—e—h—(z—(m%a9—1—%)01@) 1H-1,2,4-E2I0HE-3-L M S Al ]-1,2,4-E2/ 0t Z 2 [4,3-b] 1 2]

6-[1-(1-OIZ M2l E-4-2)-1H-1,2,4-EC| 0t E-3-L NS Al ]-8,7-CIH E-1,2,4-E2I0tE 2 [4,3-b] T 2ICt
&l

3,7-CIH 2 -6-[ 1-(2- (T H 2t & -1-2 ) 0l & )~ 1H-1,2, 4-E 2| 0 B-3-L U E Al ]-1,2,4-E2| 0t E 2 [4,3-b] T 2|
FRL;

(L)

7-(1-DIEAMO0I 22 HE )-6-(2-UE-2H-1,2,4-EC|0tE-3-LUHSAI)-3-(2,4-LIER22HYE )-1,2,4-EC]
OFEZ[4,3-blUl2ICHE;

7-(AIOI22E2E-1-0IlY)-6-(2-HIE-2H-1,2,4-E2I0tE-3-LH S Al )-3-H-1,2,4-E2I0tEZ [4,3-b] Tl
2l CH&l

7-(Fe-3-2)-6-(1-HE-1H-1,2,4-EcI0tZ-3-L U S Al )-3-HE-1,2,4-ECI0tE 2 [4,3-b] T 2I T+ X ;
N N-CIOIE-N-[6-(1-DIE-1H-1,2,4-EC|0tE-3-LH S A )-3-HE-1,2,4-ECIOtZ 2 [4,3-b] Ll 2| T+ -7~

ol]0}0l;

[

7-(1-DIEAMO0I22HE )-6-(1-HE-1H-1,2,4-EC|0tE-3-LUHSAI)-3-(2,4-CIER22HYE )-1,2,4-EC]
OFEZ[4,3-blUl2ICHE;
7-

(1 1-CHEEZ2E)-6-(1-HIE-1H-1,2,4-ECI0tE-3-2 IS Al)-3-HE-1,2,4-E2|0tEZ [4,3-b] Tl 2 Ct
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6-(2-BIE-2H-1,2,4-E2|0tE-3-LHSAl)-3-(4-ERL2H )-7-(EI2H-3-2)-1,2,4-EC|0tEZ[4, 3-
blmlelCtEl;

6-(1-BIE-1H-1,2,4-E2|0tE-3-LHSA)-3-(4-ERL2H L )-7-(EI2H-3-2)-1,2,4-EC|0tEZ[4, 3-
blmlelCtEl;

6-(2-BIE-2H-1,2,4-E2|0}E-3-LHSAl)-3-(2-ERL2H L )-7-(EI2H-3-2)-1,2,4-EC|0tEZ[4, 3-
blmlelCtEl;
-(2-E22Z2HY)-7-(1-HEMISE2RE)-6-(2-0E-2H-1,2,4-EC|0tE-3-LH=AI)-1,2,4-ECIOtZEZ
4,3-blmelct&l;

— W

3-(2-EFLZ2HY)-7-(1-HEAOI 222 E )-6-(1-HE-1H-1,2,4-E2I0IE-3-LUHSAl)-1,2,4-E2I0IEZ
[4,3-blUl2ICIE;
6-(1-HIE-1H-1,2,4-E2I0IE-3-L NS Al )-3-(2-EF L2 H Y )-7-(EILQH-3-2)-1,2,4-E2|0IE 2[4, 3~
bl Il 2ICHAL,
S-HIE-7-(1-UIEAIOI 2228 )-6-(1-HE-1H-1,2,4-E2| 0} E-3-L HIE Al )-3-HIEL-1,2,4-ELI0IE 2[4, 3-
blul2ICHAL,
S-HIE-7-(1-UIEAIOI 2228 )-6-(2-HE-2H-1,2,4-E2| 0} E-3-LHE Al )-3-HIL-1,2,4-ECI0IE 2[4, 3-
blul2ICHAL,
6-(1-HIE-1H-1,2,4-E2I0tE-3-LHS Al )-3-H L -7-(LI E2IH-1-2)-1,2,4-E2I0tEZ [4,3-b] Ll 2I Tt A ;
7-ANOI 222 E€-8-UHE-6-(2-HE-2H-1,2,4-E2|0tZ-3-LHS Al )-3-HE-1,2,4-ECI0tEZ [4,3-b] Tl 2|
CH&L;
7-AOI 222 E-8-HE-6-(1-HE-1H-1,2,4-E2I0tZ-3-LHS Al )-3-HE-1,2,4-ECI0tEZ [4,3-b] Tl 2|
CH&L;

-(1-HIE A0 22 HIE )-6-(2-HE-2H-1,2,4-EC|0IE-3-LHS Al )-3-(2-ERLZHYE )-1,2,4-ECI0IE=Z

.—.\1

4,3-b]melct&l;

-(1-BIEA0I22HE)-6-(1-HE-1H-1,2,4-EC/0tZ-3-L U SA)-3-(2-ER2E2HE)-1,2,4-ECIOtE=
4,3-b]melct&l;

.—.\1

7-MOI2222-6-[4-(2,6-CIHZ 22 B21-4-2 ) L E-2-0/ L SAI]-3-H2-1,2,4-E2|0HE 2 [4,3-b] Tl
OZoR 2 MuE sigte, 0o of & Zecy].

378 9

MOl M2 3i5tAl |9 382 = SAHANOZ 518EE 019 & T 0/o] TRCHIE ARHSH
o2 FBLL YA BM LEts AMAN FTA2

& 10

ok X2 W/EE GIYR AXHMES MES YAB HMIE WX Mes =2 oL B ol GE sgso 2
-

F78 11

Ay X2 Y/LE LR XHME HMEGD B HMIE WX Med =o oL B &0l 02 s 2
c

38 12

S0l RS W2 St BN HMISN GE S5 S5t4 |9 SES T= AHSANOZ 58
Solo w0l ZRCHIE SOES EESE, 20 A Y/TE oY g

A8 13

A IS LR Sl BN HMISN G2 9529 3184 |9 382 T= AHSAHOR 52y
S 0|9 & T 0]o TRCHIE SHES Zasts, 2 X2 L/TE oY w

78 14

AFZE GABA, SEBFIC MIXCIONNE Z& 290 THQINE AZ GABA, 28X o3 NERWH e
& AHA(K )0l 10 OIGH0I D, AR GBA, 2ETIS 3 HESHE BHAIS oEN SNz |
Zg HIE 2HOI0A GABA EC, B0 EHoH 40% Olael AL B2 LIEHHD, AIZ GABA, 87X «of
MESUS WHAIIE OEs BEUAD KEE AT 2H0l01M GABA ECo BHSOI THSH 30% 0I3HSl &
s H82 UEUE sige

H378 15
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Y, Z, R € RE HISNA 2= dret 21,
L.L L= Hge 01€71012,

AlkE Cis €2 1EO0ICtH.
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