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2, ECEFRZNHE, HEEFZNE, ECISFLIHEMNE, LIEZ, HSA, WSA, Z2ZA

=2z
& AlOt= S0I UCH.

°| H= Hgds e =4, 2228, 222, B2, 22%, HE, g, EERLZUHE, LIE
BIEAl, OO0l % AlOt S0l ULCH.

dErAI(] E= 11)2 HIEAE 3E22 ts
(a) 7-2E2EZ-1-0EEAN-2-(2-3IEEAI0E)-3,4,5,10-HIECIGI EZR T I CHXI = [4,5-b] A =2!1-4,10-CI 2;
(b) 2-(2-OLHISAl HE)-7-2E22-4-5IE5Al- 1,2,5,10-HIEctcl =21 2ICtXI = [4,5-b] A =&l-1,10-C
Q.

(c) 7-222-4-5|ESAN-2-(2-Z20I01<0E)-1,2,5,10-H ERtcIE2 TelttX=([4,5-b]RA=&-1,10-C
Q.

d) 7-222-4-5|E=Al-2-H<-1,2,5,10-HIEct5| E2 T 2ICHX = [4,5-b] A =2!-1,10-CI 2;

) 7

) 7-222-4-3|SEA-2-(4-HISAHE)-1,2,510-EH EGI E2 T 2ICHK = [4,5-b] A =2l-1,10-01 =2;

) T-222-4-3| S EA-2-(4-5|E=AIHYE)-1,2,5,10-EHI EC5I S 2T/ 2ICHXI = [4,5-b] 7 =21-1,10-CI 2;
) 4-
) 2

g SIEEA-8-LIEZ-2-(HE)-1,2,5, 10-HECSIE2TI2ICHRI: [4,5-b]RAsE-1,10-CI2;

h) 2-8l2-7-222-4-6|EEAI-1,2,5, 10—H|EBP6IE§EIEIEPII_‘.—_[4.5—b]$I%E|—1,10—EI8;

(i) 7-222-4-3=ESA-2-[2-(4-HL T H X =)0 E]-1,2,5,10-EHI ECtSI = 20| 2| CHXI = [4,5-b] 7 =2l -
1,10-01&;

(j) 7 - 822 - 4 - SlESA - 2 - (2-HHE)-1,2,5,10-HESIEZ2T TR =[4,5-b] R =8I~
1,10-C1&;

(k) -2 E2EE-4-0EEAN-2-(4-2B2EHYE)-1,2,5, 10-HESIEZ T 2ICIKI = [4,5-b] A =&!-1,10-CI2;
g) 7 - 222 - 4 - 5IEEAN-2-(4-HEHE)-1,2,5,10-HIEcISI E2T I CHX = [4,5-b] A =2!-1,10-Cl
Q(m) 7T-22E-4-5|E8A-2-(4-012Z2ZHY)-1,2,5, 10-H EIGIE 2T 2l CtXI = [4,5-b] F = &l-1,10-Cl
(n) 7,9 - I22& - 1 - SIESAI- 2-HE-1,2,5 10-HE2to| E20|2ICtXI = [4,5-b] A =8l-1,10-CI 2;
(0) 7-2EE-4-0|EEA-2-(1-LIZE0t0l=)-1,2,5,10-HIECIGI E2 T 2| CHXI = [4,5-b] A =2!-1,10-CI 2;
(p) -2 EE-2-(4-ERLRZ2HYE)4-06I|E5A-1,2,5,10-HIECIGIE2 T 2| CHXI = [4,5-b] A =2l-1,10-CI 2;
(0) 2-(4-BE2R2HY)-7-E22-4-0lE5AI-1,2,5, 10-H EISIEZ T 2ICHKI = [4,5-b] A =&!-1,10-CI 2;
(r) -2 2240 EEAN-2-(2-HEAMHYE)-1,2,5, 10-HESIEZ T 2ICHKI = [4,5-b] A =&!-1,10-CI 2;
(s) -2 EE-4-0|EEAN-2-(2-3IEEAHYE)-1,2,5,10-HI EcIGI E2 Tl CtX = [4,5-b] A =2l-1,10-CI2;
(t) -2 E2EE2-4-0EEAN-2-(3-3IEEAHYE)-1,2,5,10-HIECGI E2 T I CHXI = [4,5-b] A =2!-1,10-CI 2;
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(u) 7-222-4-5|=E=A-2-(3-HISAIHEL)-1,2,5,10-EHIEctol =2 T 2| Ct X = [4,5-b] A = &l-1, 10-CI 2;
(v) 7-222-4-0EEAN-2-(4-ECIZER2ZHSAIHE)-1,2,5,10-H ECtcI E2 T2ICHXI=[4,5-b] A=
-1,10-0CI=;

(W) 7-222-2-(3-22Z24-HSANHYE)-4-6|=E5Al-1,2,5,10-HIEtI E2 T 2| CH X = [4,5-b] A =2!-
1,10-01&;

(x) 7-222-2-(2-HISAlI 2 =-5-2)-4-5| =5 AlI-1,2,5, 10-HI EctGI E2T| 2| CHXI = [4,5-b] A =&l -1, 10~
Cl2010, ®it2

(1) 7-222-4-5|EEAN-2-(4-HSA-2-0EHE)-1,2,5, 10-H EctsIE2 T 2| CHXI = [4,5-b] A =& -1,10-
2 EE 019 N-HE223te

of -
==2T - o>
El

2) 7-222-2-(4-222-2-HEHE)-4-5|=E5A-1,2,5, 10-H Ects| =2 U 2| CHE [4,5-b] A =&l-1,10-C]

(3) 7-222-2-(2,4-CLIHEH Y )-4-0l=S=Al-1,2,5,10-H EIGI S 2T 2ICt & [4,5-b] F =&l-1,10-CI2
(4) 7-222-2-(3,4-CIGIEEAIHE)-4-51EEAI-1,2,5,10-H EctI E2 U 2| T [4,5-b] F =&!-1, 10-CI

f==

(5) 7-222-2-(3,4-UHSAIHY )-4-01==EAl-1,2,5,10-H Ecta| =2 LI 2ICt& [4,5-b] R =21-1,10-C| 2
CC =

(6) 7-222-4-5|S = A-2-(2-HIZEIQ0E)-1,2,5,10-EI E2+5| SR T2 CHA [4,5-b] 7 =&I-1,10-CI22
2RE HYE HIERE S22 TG0 L8,
(7) 7,9-C1222-2-(2,4-CIHEHY)-4-5|==A-1,2,5,10-HIE2toI =2 TI2ICXI = [4,5-b]F=&l-1,10-
e
(8) 7 - 222 - 4 - SISSA 2-(2-HEY-2-5ISSATRII20t0 =0 E)-1,2,5, 10-HIE245| S 212/ CH
X [4,50] 3 =21-1, 10-Cl 2

(9) 7-2R2-4-5/C=A-2-(F2-2-UHY)-1,2,5,10-HIEt5I SR U2ICHI = [4,5-0] 7= &I-1,10-C12
T 019 %EHOZ FHBIISH Ao HEES HES). S0 2= MOl 200 BRI
ALBHA(] E= |1 EE |1 E= [11)9 TRGHOR2 PEXNOR SAE 82 MEN U ¢ &
S0 TAE LeS HIRE LE A MEE = UCH SAYSHIS ABEN (1L 4-0H A=el
2 3-UIH2=A0IE(EY 23)2 SIS=A JIE HL8A5 Z Ot Hol SHBSS MIZT & QCL
J%, M) 2AB HERDIASAHYS PI0) U TEMUESS ARSI BRAF CINY ASe-
2,3-CI3l2=a20EE HMES =, 0 UNX 38 S (0], sl=eid =2 2o xelsth. D
HletZe YBrA(l)o] WRITACIR RME wee 2 2eio SHozA- MIH0, Yo HCizel 9o
S sgE 20| 9ls B A 6IY 2001, 511 X0 A GIAIECH 028 Hxe Lmmoz
31719 20l AAISCH

(a) LEHAI()O BHEI2S2 2J] 26H, R O C—C; L0/, 020l HY £= 0/9 #IX QLEH(0, Lt
2

ZE)MAN MEED, 0-CC, L, -OH, -BE, -NO;, -ON, CFs, -NH(CO)R" , —C-C, 2, -N' R’
COR . CONR R, SO, -SONR R, C-Co REBAI GGy LUSA-, SISZA C-Cs LUBA-
CCo LUSAI GGy ZUBA| CCo BBA-, SISZA| GGy LUSA GGy SBBA-, -0-G-Cp 22

NR" R, -NR* C-Cs &€& NR" R", -Ci=C¢ ZZ NR" R” , -0CFs, -NR" C-Cs EZEZAl, NR Ci—Ce 22
SIESAUA HdEHE 1, 2 = 32 JIZ XSHHL L= XSX Z20; olHZ0E=2 1elE, El
e, Zctgs Zgst, XX @AuU E= XE U’a—f— ol1e ¢Ix REH, £= OletE, O

OICHE, OISALE, SALE, EIOHS, OIAEIOFEDY 22 N, 0 & SOiI/\-I SEE 2 e oiHlz BAE =

H8 N

Eﬁ r> r|r OB

B8 0 E ER0IE, SALIOED 22 N 0 Ee Sl meel 3 Kol HEE BNE ZaEss O
B MEEE Ol SEIZOE JAol Ne OIS R 2 KeD, XHE WHE XM SEEA
LI, B ES AOHOIN HeE (EH LS XSHE Tao0l, SIEIZ0IE I} olH 2 0r
Jlael Bx BB S -(CH), 0 ZEBEIE obD LErA(1V)S AScts CINAHEZ BS22 Heldhn
NEE T OlE HEE BULNA 12 A2 S0 &4)| BSEE HRAZ =, OHMELAOHLINA &
FAUOSH S YBrA (V) SUS(TBR[3.4b]ABR)E SLBT. Les(V)ol H¥SS S5
S HER = JIE HEE SUHHNA 18 A2 SO HESEM (MeSOH22 X2lstol R = R Ot
Olziol &J| HOlEl HIRIZO0l YLEHA(1)0 SHBSS HHBCHES T4 1),
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HMS0l 280 LHXl 320g 21 SHR HE #HS 2 A0 AISECH. S= S (MCA)S| 7 HA AISE
HHS SE 2S(1988)2 20 JIXHE HietZCh 2H26i, 2= JSW SUS 24 HAAZ =,
HIZE HIZ 212 M= i SUE HMAA S cl2S UEC. HEAZ =, 325 ZIN SHHEZ
LN SO BtCH. MCA/SS EELR L e AZt=, S22 =0/, HE A5 HUCH S
el BA SIS NS LIS AIS0H0 HEoin 2,3,5-EclHlY, 2H-HEEE 222t01=(TT0)
S22 SMARIC, SMS JA ZAS ST 22 W 06 AZOW, ZME NE P22 o
& 2HIIZ FHE o+ AT, 2 2R 3N RUE & 2HII2 Jgotld, & 3 RUE Z2 2
2 St = 23 RUE et H) 2E[EBE LS, J. Cerebral Blood Flow 8:474-485
(1988)]. R2EM Uxzo SIEH &4 20l & %= Molad S22 2L Xolo SHH 242 AKHE
-t-HAEZ 2A80. 2 UO0lEts S2 n 0tele B2+ E2X0 CHet S.E.2 LIEIHC. 2 &3Z 2
=2 olgd &ds HaAAN

Higt=ol AAIOON 2l IAIZCH. AAIMINIA, S
0, 18 LiXl 25C YIS =& &

o —
I —.

(ii) 60C Olot2l HHM 20l 202(600 LHAI 4000 Pa, 4.5 WAl 30 mmHg) ot 3™ Z=ZI|E At=26H
o S0 S22 & Aot

(iii) 2ch4 AZ20IEDNIlE 013 0122 (0IE 9385)AM0A AlAlGHLD, 28 AZ20tEDHIE HA
JIOIEA(OIE 7734)AH0lM  &AAlotLl, &) SEER2 AS, USAEEN Aol E. AWM
AESIH, 8t AZ0IEDH I (TLC)E 01=2 et w20l AMots OtLH AWM AlEsts OFH
3 0.26 mm A2I9F 2 GHLF ZdI0IE(OLE 21521) A0l A AL AlGHD

(iv) dEtEO2 B8 HAZ2E TLC L= HPLCOI Slol £=&TID, 22 A2 HAIE222 =0 X1,

(v) 882 2889 210IH, (d)= Eo E UEUH, =& &2 JIME gierz20l MZEE 220 O
Of 22 A0lL), EZ MYUAM CHHIK 882 H= 222 Z20A GE@AH0 =dE = A2H

(vi) 2 2& MEE2 TLC £&= HPLCHI Sloff Hel =45t10, & XJ| 2H(NMR) AHEH(SYEE o3
0l =8t d-DMSO W2l 300 MHz H NMR) & 012 24 OI0lEl= 2HEARM;

(vii) =82 dAlEs22 HAI=E 210112

(xiii) 222 B0 2= (Pa)22 UEIMHM, DIEF 222 HOIXl & (bar)22 UEHHD;

(ix) &= J|s= 0|9 SAEQ 0|2 XUG, ol 22 2HZ A0 @ v(Z0), wE),
mp(ES&), £ (2le), m(L2l2lel), m(2el2), o(O), mg(L2l&H), min(&), h(Al);

(x) S04

|82 20 O 2Il(v/v)2 LIETHC.
0

e SIS0 AWM, HE Lelde EE IEHEsE el =8
, REE lHIE' A= ol & MU 240l
ZHO AAUUA N-2 olH 202 S Mdot=

0 = = grofol =
MZEH 20I2, 2 59010 Ly HEAZACR N-HE JI2 SAAIIS Y-l 23 20/C

T o Mor oo
R

I
iy

22-1-5|E8A-3-(2-3/EEANE)-3,4,5 10-H EctcIE2 T2l Ct Xl = [4,5-b] F = &l-4,10-CI 2]
0

el e 7-222-4-0lESAIFA=8-2,3-CII=E=40lE (50.0 g, 0.169 M)
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mp
MS(CI) : 308(M+H)
CisHioCIN;O,0ll CHEE 214 24

OI2Xl : C, 50.75; H, 3.28; N, 13.66
&=Xl : C, 50.65; H, 8.39; N, 13.78

"HONWR : 13.19(s,
1.

,WEISE), 8.22(d, J=9.0Hz,1H), 8.15(d,J=1.8Hz, H),
7.56(dd,J=9.0, 4 ,2

H), 3.75(t,J=5.7Hz,2H).
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& S22 CHE 7-E22-4-0|ESAMA=E-2,3-LIIZ=SLYU0IEE 6t 201 M=oHALH
a. OHE 7-222-4-0|E5AFA=E-2,3-LH=2=AI0IE

]

“PEIZ(22 M)USl BIE 2-010]—4-S22UXUOIE(2.50 g, 13.5 mi) L CIE OtMlE LIS ==

HOIE(2.05 g, 14.4 MM)O] WEtEl BE22 7 A2t SO A& HOISHHIA SRAIZCH 219 CIHE Of

MERICIFDIZSMAO0IE (1.16 g, 8.13 mMI)E HDt, £ 2.5 A2t SO BRA2 =, B2 =g2s

H202 UANID, 2B 1-HEAS(1.56 g, 3.9 NS ASEO2S EJIGHACH AHBO| HAFYO

0, MHS SE2S2 1.5 A2t SO HRAAL. SHSS 4202 HAAID, HUSH LIS =2
ny

mp : 232-233C
MS(CI) : 296(MHH)

CiaHioCINOsOIl CHEH A 24

OIZXl : C, 52.81; H, 3.41: N, 4.74

=Xl : C, 52.75; H, 3.47; N, 4.69

[& A0 2]

[7T-222-4-5|E8AM-2-(2-3|ESAM0E)-1,2,5,10-H ESI E2 Tl CHX = [4,5-b] A =&l-1,10-CI 2]
AN 1Z22H MEE 22 N & }dl"“’“o gotll, YxRM2Z pH £ 5.0 22 RIIZ &HEEAIR
Ct. E4& ddE8S =%, 22 ME, AXZAH S84 DM HH 3t82(12.27 g, 23.5%)2 H3otRA
Ct. &) S22 €22= OtMENNAM HEZEAAH 284 2HY DM =M g2 24 842 M
SotAL

p : 335-336C

MS(CI) : 308(M+H)

CiHioCINO,Ofl CHEH & A 24

OIZXl : C, 50.75; H, 3.28; N, 13.66

=Xl : C, 50.54; H, 3.39; N, 13.65

"HONR 12.53(br s,1H, w&Its8), 11.87(br s,1H w&ItsE), 8.
7.45(d,J=8.7Hz, 1H), 4.82(br s,H, R &Its8), 3.99(t,J=6.1Hz,2H), 3.7
[&AlGH 3]

[2-(2-OtHISAINE)-7T-BE22-4-0lEFAI-1,2,5,10-H E2IcIE 2T/ 2l CXI = [4.5-b] F =&l-1,10-CI 2]

A5 m)LHSl 30% ESstrAbt XS 7-BEE-4-0IEFA-2-(2-5IEEAME) - 1,2,5,10 - H
tslE2 0 etX = [4,5-b] A =8l-1,10-CI1=2(0.250 g, 0.81 mM)_J QEUXM HEHS 16 Al S HAa
IOt EFotAULH. ESES A22=2 dH, (20 m)2 S|MAT BXMESS LA =T

E = 2 HES2 MEE &, AXAIH 24 DHQ HH SHEE2(0.242 g, 86%)S L/UALCH.

p : 307-309°C
MS(CI) : 350(M+H)
CisHi2CINgOs - 0.2CHsCOHOI CHEH A& 24

7(d,J=8.7Hz, H), 8.04(s,1H),
t,J=6

17
0(t .1Hz,2H).

rroDJ°

ik

OI2Xl : C, 51.10; H, 3.57; N, 11.60
& =Xl : C, 50.81; H, 3.45; N, 11.86

W ONR 12.64(br s, 1H, W&It=8), 11.91(br s,H, WEIS8), 8.14(d,J=8.64Hz, H),
8.02(d,J=1.74Hz,1H), 7.43(dd,J=1.74, 8.64Hz), 4.32(t, J=5.54Hz,2H), 4.13(t,J=5.54Hz), 1.98(s,3H).

[& A0 4]
[7-222-4-5IE8Al-2-(2-ZE0/0l1=0E)-1,2,5, 10-HI EtGIE2 T 2ICHXI = [4.5-b] A =&!-1,10-CI 2]

2-(2-EZ2R0E)-7-222-4-5|=E5A-1,2,5 10-HESIE2 Tt X = [4,5-b] A =&l-1,10-CI2(5.00 g,
13.50 mM) ¥ ZE ZE0I01=(10.50 g, 56.70 mM)E 1B+, DMF(100 me)LHOIA 22 Al2h S0t R AIRALEH.
H2LAIZ] B HEIMS B S22 SAH(IN, 1.0 £)0 SACH. A HHMS0| EHZHA2M, 0IE
+TSIACH. &I DHE =4 HES(50%, 1.0 £)0 MHEEADID, ”F/Ou} Xclottd OlAist ey &
ElHs AACH. L 2 HES(0.25 £ )UH HEECZ KR K4 MM SHgds A . il
HMelotd ozt JPQ/\I?”EP. &) ONE ALz =&, HE=2 HZote M 22el ZX otE=
(4.65 g, 79%)2 LALCH.

p : 349-352°C

70-23
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MS(CI) @ 437(MHH)
C21H13C|N405 : 035 HZO : 010 CH30H0‘|| EH@' %ﬁ\_

A

=

T

HI

OIE2Xl : C, 56.78; H, 3.18; N, 12.55

=Xl : C, 56.40; H, 2.76; N, 12.59

R ;12 54(br s,1H, n&Jt=8), 11.88(br s,1H, WEIISE),

8.11(d, J=8.67Hz,1H), 8.00(br s,1H), 7.83(s,4H), 7.42(d,J=8.67Hz,1H), 4.13(br m,2H), 3.93(br

= SHO 2-(2-BR2R20E)-7-2E2E2-4-01E8Al-1,2,5, 10-HIEctcI E2T et X = [4,5-b] I =8I~
1,10-CI=22 otJl2t 20l HMZEotRULCH.
a. 2-(2-B220E)-7-E22-4-06l|E5A-1,2,5,10-HIECIGIEZR Tt Xl [4,5-b]FA=8-1,10-CI2
7T-222-4-0|=EEA-2-(2-5|EEAM0NE)-1,2,5,10-H EctsI =202t X = [4,5-b] F=2l-1,10-CI2(8.00
26.00 M)S =4 ES3t=240H(50%, 80 me), =4 (160 M) 30% ESstaa0 L HEEZAHSE
m

g, m =
m)o| SE20A WEtot MM FHES AQUCH. AJ| EHE 20 A2 SO FFE0| %*éd% 1ED)] DN ==
g =

AZICH &4 SEds A2o= LHD*AIBW 2AIZE St wEHAIZCH. DHME &, OtNELIEZ/0EHZ
2 MN=HE, 37 |51 S| 2ol BSER20E HHM 3&S(8.40 g, 88%)2 LRUALE.

HNMR 13.00(br s,1H, w&It=E), 8.23-8.18(m,2H), 7.60(dd,J=2.04, 5.73Hz), 5.20(t,J=9.37Hz,2H),
4.66(t,J=9.37Hz,2H).

e o
m)S HIIGI0l SEUM SHS AUCH M) BUS =5,
| —

[&Al0H 5]
[7-222-1-3|==AI-3-HE-3,4,5, 10-HIE245 =2 T2ICHX = [4.5-b] 7 =214, 10-C12, 2 ]
6-2E2-2-0t<2l=—2,3,4,9-H E2t5| E2- - B2[3,4-b] 7 =8-1,3,9-E2/2(1.70 g, 5.00 ) O
E2(0.85 £)UIOIA WEAIDIT], BIEHEEAN(S5 m)S EIIGIICH S SIS 16 Al SO 8= D}
2, A2O2 YUAACH MAE BSHSS USID(GIUAUS HAIG 60N AIBSII sl HESE), +
TE DHE NESSE AN, AXAH 24 2ol -222-4-5|S=A-3-H-1.2,5,10-H Ects| =21
BHXI = [4,5-b] 7= EI-1,10-CI2(0.48 g, 28%)S QUL &) 2LS HESHUA wet, 43 2el (0
ErSLHol 4552, 0.5 3 M gol =, u22g sR00=2
g EINU. TAGE TRAoS AN 7 Y =5, My D0 BRSE HEE/E20(20%, 25

M) BAAD ZEE DHME 2AC. DUE ST0 M 20l BN SASE(0.49 9, /WS 2N
Ct.
p © 253-257C

MS(CI) : 340(M+H)
C17H1oC|N303 : C5H14NO N 0 30 H2001| EH F% ‘i‘&

OIZ2Xl : C, 58.90; H, 5.31; N, 12.50
& =Xl : C, 58.88; H, 5.18; N, 12.41

=8

"H NWR : 15.00(s,1H, DEOHS B
7. 28(m,

7.45(t,J=7.53Hz,2H),
3.10(s,9H)

Y £z -222-2-0t€2l%:-2,3,4,9-HE2EZ-H-TIIEZ[3,4-b]A=2-1,3,9-ECI28 &I

7.

8.22(d,J=8.79Hz,1H), 7.85(d,J=2.01Hz, 1H), 7.61(d,J=7.53Hz,2H),
2 ),

38 H), 5.31 (s,1H, REIISE 3.83(br m,2H), 3.39(br m,2H),

-0tdel=-2,3,4,9-H EcISIEE-1H-TIIEZ[3,4-b]A=2-1,3,9-E2I2

(35 m)ULHe CIHEY 7-222-4-0|E5AF=2-2,3-EH=ESAY0E (2.50 g, 8.45 mM)2| witel
0| HY GIS2HA(5.82 ™, 50.20 MM)S EOIIGHO] A SMS AL 4J| BUS HFS0)
A 16 Al Sot ss JILBHACH. S ae om ¢@a DHE NES2 M50 B

=

mp : 397C

MS(CI) : 340(M+H)

CiHiCINOs0ll CHE &4 24

Ol2Xl : C, 60.10; H, 2.97; N, 12.40
A =X 1 C, 59.96; H, 2.79; N, 12.45

HONR 13, 80(br s,1H, W&EII=8), 8.54(s,H, WEItsS8), 8.23(d,J=8.70Hz, 1H),
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7.89(d,J=1.8%Hz, 1H), 7.58(dd,J=1.89,8.70Hz, 1H), 7.18(t, J=8.01Hz,2H), 6.82(m,3H).
[&AlGH 6]
[7-22E-4-5IE8A-2-HE<Z-1,2,5,10-H EctcIE 2T/l C Xl = [4,5-b] F = &l-1,10-Cl
AAIG 50A MES HLtHS 2(0.80 £)2 &

HE =&, =4 HES2(60%) 2 MEGIH 3|uHAMH _—‘EDE*O._' M stet=(1.20
mp : 347-349°C

MS(CI) : 340(MtH)

CiH1oCINsOs - 0.10H 00 CHEF R A E24M

x
=
X
n
fo
¥
z
rar
1o
12
e o
=
RS
N on rio

OI2Xl : C, 59.80; H, 3.01; N, 12.30
=Xl : C, 59.64; H, 2.76; N, 12.27

=2

I
>

W ONR 12.8(br s, H, n&Its8), 12.1(br s,H, R&Its8), 8.16(d, J=8.67Hz, H),
8.06(d, J=1.80Hz, 1H), 7.56-7.33(m,6H).

[&AI0 7]
[7-222-1-5IE8AI-3-(4-0HISAIHYE)-3,4,5 10-H Etcl E20|2ICtXI = [4,5-b] A =&l-4,10-CI 2

6-222-2-(4-HSAlIOtEel)-2,3,4,9-HESI E2-H-TIIEZ(3,4-b]F=8-1,3,9-E2|
7.40 mMM)S OIEF=(200 me)LHOIA WEIAIDID, HIEFEZEA (50 m)S HIIoIACH. S22 SHE
2 SOt Moo= BE MK B3R It M SEMHs AR0=2 W2 0 oA CH
ALGI 80I AFESHD] <IcH MESIUCH. =& E DHE HESZ MG &M 2ol HX
g, 44%)S 2ALCH.

mp - 371-373C
MS(CI) = 370(MHH)

CigH112CINsO401 CHEH & 24

OIZXl : C, 58.50; H, 3.27; N, 11.36
& =Xl : C, 58.30; H, 3.41; N, 10.92

TH NMR @ 13.33(br s,1H, w&dIs8), 12.47(s,1H, B 8Its8), 8.30(d, J=8.73Hz,1H), 8.23(br s, 1H),
7.61(m,3H), 7.08(d,J=8.90Hz,2H), 3.83(s,3H).
v Ll

2 2Z0 6-22=2-2-(4-HSAI0IE2lL)-2,3,4,9-HECSIEZ-H-TIEZ [3,4-b]F=2-1,3,9-E82l
22 otJI2t 20| HMZotAL.

. 6-2E2Z-2-(4-HISAOIE 2% )-2,3,4,9-HECIGIE2-1H-TIIZ2[3,4-b] A =2-1,3,9-EcI2
El

’
’

a

HES(17 me)LHel CIHE 7-222-4-0ESAMFs8-2,3-CISt2E=SH0IE (0.500 g, 1.69 mM)2 et
= SEAN 4-HSAHE dlSetd HMH(2.07 g, 11.83 mM) S HOIGHACH. ECI0E0t2l(1.88 me
13.52 mM)E ZHIt, ESSS 40 Al st 257 JiZo6iRUl. MAE SRS N2 oY, =& 1

=

e DHol BH SIE2 SHSAHY oIS
M)LHOIA 2 A2t SoF 8= Jjisiol 24l siEtois
PN
=

SICH. DHME =&, Yx4, HES 2 HHEZ MG 224 220l I st =(0.331 3%) S
Ao}
= AN .

mp : 365C(EdH)

MS(CI) : 370(MtH)

CigHi2CIN3OL0ll THEE & =X

OI2Xl : C, 58.50; H, 3.27; N, 11.36
a=Xl @ C, 58.29; H, 3.41; N, 11.14

"HONR 13.79(br s,1H,W&Its8), 8.22(br d,J=8.70Hz,2H, 1H, R &It=&), 7.88(d,J=1.79Hz, 1H),
7.57(dd,J=1.79, 8.70Hz, 1H), 6.78(s,4H), 3.67(s,3H).

[&AlCH 8]
[7-222-4-5|ESA-2-(4-0SAHE)-1,2,5,10-H ESI E2 T

AAI0] 70IM MEE GUNMS S(250 M)2 S|AGH0 24 SEN
(50%)2 M=ot S&l &M 2ol T st&=S(1.22 g, 45%)2 &

mp : 351-353C
MS(CI) = 370(MH)

[l

tXI = [4,5-b] R =8-1,10-CI=2]

AL, DHME =8, =4 lE=

Ch.

£2 1o
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OIZXl : C, 58.50; H, 3.27: N, 11.36
& =Xl : C, 58.51; H, 3.44; N, 11.03

"HONWR 12.74(s, H,R&Its8), 12.01(s,H, n&Its8), 8.15(d,J=8.70Hz, 1H), 8.05(br s,1H),

7.44(m,3H), 7.02(br d,J=6.96 Hz,2H), 3.80(s, 3H)

[& A0 9]

[7-222-1-3|E5A-3-(4-31ES AW )-3,4,5,10-HESI E2 LI CHX =
5

7-222-1-5|EEA-3-(4-HISAHE)-3,4,5, 10-HIEIGI EZ2 T 2t Xl = (4, -4,10- EI9(0 800 g,
2.16 MM)S HIEtEZ4H(16 M)A WEIGIH SEM g O*O*IZP AJ| BUZ 6 A2t 0 160CE
g, A2z d26tAL. 01|'5' 01|E1|E(25O m)E "43 OPO=I 22 JHESE 210, 0/ 1 A2t S0t
WEGHRILH. &D DHE ==&, HES/MHZ=Z MAEGH &2M 2ol HHM 3&2(0.661 g, 77%) &
ULCH.

mp : 393-395C

MS(CI) : 356(M+H)

CiH1oCINsOs - 0.2CH;SOsH - 1.3H001 CHEH B4 =2

[4,5-b] A =¢&l-4,10-CI2]
b

Jx

OI2Xl : C, 51.86; H, 3.39; N, 10.55
&=X : C, 51.76; H, 3.02; N, 10.37

' NWR : 13.30(s, 1

H Wets8), 12.5(v br s, 1H, B&It=8), 10,8(br s,1H, WEIISE)
.29(d, J=8.76Hz, 1H), 8.23(br s,1H), 7.61(br d,J=8.76Hz, 1H), 7.45(d,J=8.81Hz,2H)
.88(d, J=8.81Hz,2H), 2.32(s,0.5H).

A AL 10]
T-222-4-5|E8A-2-(4-3|EEAMHIE)-1,2,5,10-HI ECISI EZ2 LI CHXI = [4,9-b] F = l-1,10-CI 2]

-2 22-4-5|ESAl-2- ( -HSAHYE)-1,2,510-HEctsIE 202t X = [4,5-b] F =8l-1,10-CI2(0.800 g,
2.16 mM)S HIEFEZAH(16 M) LHOIA wHHSH0 SEM s A/UCH. &I EHS 6 AR E0F 150C 2
me)
2

- — Om®

tg, A2o2 WASHACH. olE olH=(250 2 HES(50 m)E ?54}8}01 EF’*Q” ’5‘@ = AL
&) DHE =%, HES/0HZZ MG 24 22l EH 3H&2(0.530 g, 51%) LACH

p : 316-318T
MS(CI) : 356(MtH)
CiHioCINsOs - CHgSOsH - 1.3H001 CHEH A 24
OI2Xl : C, 45.49; H, 3.52; N, 8.84
=Xl 1 C, 45.45; H, 3.24; N, 8.64

H NMR @ 12.80(v br s,1H, n&Jts8&), 8.15(
8.68Hz, 1H), 7.28(d,J=8.74 Hz,2H), 6.81(d, J=8.74Hz,2H), 2.35(

[&AION 11]
[4-5I E= Al-8-LIE2-2-HI<-1,2,5, 10-H Ect5| S21I 2| CHXI = [4,5-b] R =81-1,10-CI ]

d,J=8.68Hz,1H), 8.04(d, J=1.84Hz,1H), 7.44(dd,J=1.84,
s,3H).

2-0td el =-7-LIEZ-2,3,4,9-H EcsI E2-1H-LIZ2[3,4-b]FH=2-1,3,9-E2I2(0.830 g, 2.37 mM)=
HEdE F(42 m)LHOIIA et ooty &g QeIXa SHs AJLCH. HEHS(420 m)sS FHIb, MH=
St ZoMZg 2 AZE SOF B2 JIEG5H0 A HEHZ AL, SRS HH, HEHES A20A 3 Al2t
SOt WEBIARCH. HtE OXME HMAH, HIUHS 20 Al2E S8 EXIAIZELCH. AD] A2t S o &2 OX
Jb HHMOIAN SEHZUACH, SEHS MHUSIRLH. OF, UMES 2 250 M 2 ==, S(400 M) =2
S|&GHY &M AXMZI S MHOIUCH. &I AHE =8, =4 HIQ%(SO%)E MH&Est =, HHZZ N &St
Of 2 2ol TH SE2(0.590 g, 71%)2 LALCH.

mp : 382-385C

MS(CI) : 351(MHH)

CiHioNg©Os - 0.1CH0 - 1.1H001 CHEH B4 =24
OIZXl : C, 55.40; H, 3.52; N, 14.80

& =Xl : C, 55.42; H, 3.46; N, 14.60

I
=
=
juv)

2 12.91(br s, H, WEItsE), 12.44(br s, H, w&Its8), 8.86(s,1H), 8.53(d,J = 9.18Hz, 1H),
8.15(d, J=9.18Hz, 1H), 7.57-7.35(m, 5H).
+

Y SZQ 2-0tdelke-7-LIEZ-2,3,4,9-HE2ASEZ-H-TIIEZ[3,4-b]A=8-1,3,9-Ecl2s 5tII%t

20 HI.’EEP%EF
a. 2-0tdel-7-LIEE-2,3,4,9-HE2d EZ-H-TIEZ[3,4-b] A =8-1,3,9-EcI2
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MEFS(30 me)LHel CIOE 6-LIEZ-4-3ESEAMTFSE-2,3-CIStI2E=SHY0IE (1.670 g, 5.00 mM)2 et
= SEN0 HYEY olEctd(3.44 me 35 00 mi)S FHOIGIH XS MM ZHg ALt BUS 1 AL S
oF &3 JtE, o 15 mZ s==OIUACH. IS S NH6tH & 8EHs 2, 0/ HES(5 )2 34,
219l 16 A2+ S0t SRGIQUC. SE2S ARz W2, OJusiel 2M4 Oxel EHM sEso HYe
SlEctdl g2 2JACH &I SES YXR4 (25 m)UHOIM 2 A2t St &7, 4222 H2AGHACH. ot
2 gZM 2ol gHl SES(1.01 g, 58%)2 LACH

mp : 368C(Z0H)

MS(CI) : 351(MH)

CiHioNOsOll CHEH A =4

OIE2Xl : C, 58.30; H, 2.88; N, 16.00
=Xl : C, 58.21; H, 3.07; N, 16.15

iH NMR : 8.91(d,J=2.76Hz,1H), 8.60(dd,J=2.76, 9.18Hz,1H), 8.06(d,J=9.18Hz, 1H), 7.18(t,J=7.23Hz,
2H), 6.82(m,3H).

[ Al 12]

[2-HIA-7-222-4-5|E2Al-1,2,5, 10-H ECloI E2 LI 2ICHKI = [4,5-b] FH =2!-1,10-CI 2]

OIEFZ (100 m)LHC CIHE 7-222-4-0lEEAFA=el-2,3-LI2IZSAH0E (5.00 g, 16.90 mM) & Hi
2 BIS2tX Ol H A (46.15 g, 236.50 mM)2l W EHEl SEHY E2INEO0IRI(75.8 me, 541.0 mM)S &It
OIULCH SE =2 JIEot0 &M g2z 2, FM=0| g4 MMA 40 Al2t SO =S AIZCH, SENH
2 A0z W2t itotd S2=20| Z&& M Dol ZH IE=2 HE JIECHE HE HULCEH. ol
Et2d ZalxA L HESHA O Z2HSAH Mool IH 3H82(0.370 g, 6%)= AL

mp : 347-350C

MS(CI) : 354(MHH)
CigHiCINOs0Hl CHEF R A =24
OI2Xl : C, 61.10; H, 3.42; N, 11.90
& =Xl : C, 60.68; H, 3.61; N, 11.80
WONR ;12 65(br s,1H, W&It=E), 11.93(br s, 1H, é ts#&), 8.15(d, J=8.67Hz,1H),
8.02(d,J=1.83Hz, 1H), 7.48(d,J=8.55Hz, 1H), 7.36-7.23(m,5H), 5.11(s,2H).
[& A 13]

[7-222-4-5|=EFAl-2-[2-(4-HE T H2t R =)0 E]-1,2,5, 10-HEISI E2 Wl C X = [4,5-b] A =&l
1,10-Cl2]

2-(2-E220E)-7-222-4-53|E5Al-1,2,5, 10-H E2SI E2 U2t X = [4,5-b] A =&-1,10-CI=2(0.500 g,
1.35 )2 CIIEZSO0t0I=(10 M)A wEH, N -HIZIIHHE (10 me, 10.6 g, 65.5 mM)S EIIGHA
Ct. Mo 2 SENZS ~110CHA JIEotH 2 24 SHZ SHoIUL. SHS 6 Al s A
S0l 4 MNA JtEotRULH. SENE A=22 H2f, 5 2 S WEoIRUL. MdE 24 AEHS
=4 DIEt=(500 me, 50%)01 SSHAIZACH. O IN S&H(~20 )22 AU pH E 622 THAHIN XE
Oto M FANES AL, HFEHZS 1 Al S Wk, ol 2LES2AM N-HELIH2ES Z&ot
= HAH SEE (0.753 g)2 RULH. &I EEFS 129 HES(200 m)UHM HEBEAIZH &M 220l X

H 38£(0.428 g, 70%)2 2 UL

p : 361-364C

MS(CI) : 452(M+H)

CosHooCINsOs0fl CHEH R A &4

OI2Xl : C, 61.10; H, 4.91; N, 15.50
&Z=X ' C, 60.72; H, 5.06; N, 15.30

iH NUR © 7.95(d,J=8.67Hz, 1H), 7.64(br s,1H), 7.26-7.18(m,3H), 6.95(d, J=8.07Hz,2H),
6.78(t,J=7.32Hz, 1H), 4.15(br s,2H), 3.55-2.86(br m,10H).

[AAICH 14]

[7-222-1-5| SS AI-3-(2-B0I2)-3,4,5, 10-H E2t 6| 2 T 2| CHKI = [4,5-D] A =214, 10-CI 2, B2 &]
45T HEE(100 M)USl #681 LISB(9.46 0, 206.6 Sl WErEl BSolg) 2ofo) HEFE(50 ™)
BM 2-BIOIES|SRIA SAS(27.6 g, 118.3 MH)S EDISIACH MAE Tk siat sietoig pA|ZkE ol
TSI, 01BE DUE M, HES(50 M) MEGIAC. HES KBS B0 75 m = o;,
Colel 7-222-4- S RAPI=El-2 30228 0S(2.60 g, 8.45 S &Iloiol 24 Boug o9l
Ch S%S 16 A2 SO 24 FMS0| 4T MK SRAC HESAS D2 MDA, HES

l—

% 7-222-1-5|ESAI-3-(2-HI0i€)-3,4,5, 10-HI E2&5| E2 Tl 2| THXl =
Oil e

(50 m)2 MG &M =2 4,
tull SlEtd &6(2.90 g)S ZUACH. 4D 2™g Yxp (50 me)LHOIA 2

[4,5-b]RAsEl-4,10-CI29 2

O

\_
El
=
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A WES(508), HES/OEHZ 2 NS0 =A2 ME60] =M ool
0. 545)S RUCH AJ| ~HOZ 22 0B U MHUS MAO I5HM NBot=

0N 2olE 7-222-1-51SSA-3-(2-H02)-3,4,5, 10-H E2t5| S 2 T2 CH = [4
4,10-CI2(1.00 g, 2.72 )2 BIEFS(50 M)A mEH, +a5 2l (1.0 m, HES
WS ioian. uss sgus w1 A2 So S Helslol_ssia gos 2aid.

BHIEIS/S2(10% 50 m)0iA 3 3 Bbl S2AIH UK DHES AACH HELS(3 ™)
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EI0(50 MMM BIMAIA Xte o &g €0, OIE 16A12E SOt witotALCH. &I OME
T, SRU L HHZZ MESH LM 2L(1.19 g)2 2ACH. &I LS D F3B(50 mT)ctoA 100
TOIA 72 A2t S AXAIZ M 220l HH SHEE(1.00 g, 78%)2 SACH

mp : 227-229°C

MS(CI) : 368(MtH)

CigHisCINgOs - CsHuNO - 0.2H000 CHEF 24 24
OI2Xl : C, 60.70; H, 5.82; N, 11.81

A=X : C, 60.41; H, 5.74; N, 11.68

R ;14 86(s, H, W& Its8t), 8.17(d,J=8.82Hz, 1H), 7.80(s,1H), 7.33-7.19 (m,6H), 5.37(br s,1H,
E0ts8), 4.13(t,J=7.29Hz,2H), 3.84(br s,2H), 3.37 (m,2H), 3.10(s,9H), 3.00(t,J=7.29Hz,2H).

[& A 15]

[7-222-4-5IEFAl-2-(2-HWE )-1,2,5,10-HE2ISIE2TelCtXI=[4,5-b] A =&l-1,10-CI 2]

A0 140K MEE oY 2 MBS LYIMCZT MEIAA BE=sS AL DHE =8
Hes, 2 £ HHZY =A2 MESIH S84 220 X 3&2(0.81 g, 39%)S LACH

p @ 327-330C
MS(CI) : 368(MHH)
CigHiCINgOs - 0.1H 00 CHE &

M

=

HI

OIZXl : C, 61.70; H, 3.87: N, 11.36
& =Xl : C, 61.60; H, 8.99; N, 10.98

H NMR © 12.60(v br s, 1H,D&JbSE), 11.95(v br s,1H,D&IISE), 8.15(d, J=8.63Hz, 1H),
8.01(d,J=1.36Hz, H), 7.43(d,J=8.63Hz, 1H), 7.33-7.22(m,5H), 4.11(t,J=7.46Hz,2H)
2.99(t,J=7.46Hz,2H) .

[ AN 16]

[7-222-1-51 S5 A-3-(4-222HE)-3,4.5, 10-HI 25| S2 WI2I G X = [4,5-b] 7 = 214, 10-CI 2]
BIES(60 ™) & HISSEA(I5 M)Wl 6-222-2-(4-B220tL2l)-2,8,4,9-H Eats|S2-1H-TI
21[3,4-b] R =8I1-1,3,9-E2/2(0.670 g, 1.79 m)2 LMPIE SESHS 3 Al SOt BE, ASO2 W25
QCH EZEESS GIDH(OITAUS MAG 1701 AFBS| 2oH MFSHACH, +TE 4 DHES HES L
MEIZZ M50l &4 2ol ERI 3812(0.156 g, 23%)S AAUCH.

mP i >400°C

MS(CI) : 374(MHH)

CiHoCloNg0501l CHEH R A &4

OI2Xl : C, 14.60; H, 2.42; N, 11.23

aZ=X 1 C, 54.29; H, 2.19; N, 11.20

HONWR 13.40(s, 1H, DEBIHSE), 12.54(s, 1H, WEIISE), 8.30(d,J=8.79Hz, 1H), 8.23(d,J=1.89Hz, H),
7.75(d, J=6.90Hz,2H), 7.63(m,3H).

2 2Z0 6-222-2-(4-2220t<€2l%)-2,3,4,9-HECISIEZ-H-IIEZ [3,4-b]F=2-1,3,9-E82|
=2 otJI2t 20 MZEotACt.

a. 6-2222-2-(4-22220t€2lk)-2,3,4,9-HECISIE2-H-TIIEZ[3,4-b] A=El-1,3,9-EcI2
HEFS(50 me)LHel CINE 7-222-4-0lESARA=E-2,3-CIFI2Z=2A20E (2.50 g, 8.45 mM) & 4-2
Z22HY olSctE(10.60 g, 59.20 mM)2l wEtE SEHN E|OE0t2I(9.43 m)S HItoto 2 oM
S LQUCH. AJ| SHS 24 A2 SO 27, AR0=Z HAGIRUCH. 2(25 M)Z M50 2N BNES
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HACH AD| BEUS 16 AlZE SO Wyt

=

-
I

=Ps
=grol
o sor

g2

, (tetod DME MA, 01 B Huds 7 eS¢
A3 O BEE0l EEEACH. &I DHE =8, =4 HES(50%) L HHZEZ MHGIH 2
HA 2}6 o 4-2=22HY ol=etd Z(1.2 EACH. A SES Lx4H(25 m)HOIAM
=, OS2 d2AANRUCH ddE QelXM HEARS O, OX T4 2 OHEZ AR
gll x| A4 E% | X 3H&r=(0.810 g, 25%) S UL

p 1 399-401C

MS(CI) : 374(MH)

CiHoClNsOs0ll CHEH R A 24

-

3
451

0Z o )II_

i M

OI2Xl : C, 54.60; H, 2.42; N, 11.23
Xl C, 54.29; H, 2.61; N, 11.12

i

>

.22(d, J=8.67Hz, 1H),

HONR 13.80(v br s,1H, n&Its g), 8
1. J=8.79%Hz,2H), 6.87(d,J=8.79Hz,2H).

7.88(d,J=1.73Hz,1H), 7.57(dd, J=
[AAIO 17]

&), 8.67(s,1H, n&ltsg
73, 8.67Hz, H), 7.21(d,

SE24-0EEAN-2-(4-222HYE)-1,2,5, 10-HESIES 2T 2ICHXI = [4,5-b] A =&l-1,10-CI 2]

[7-2

AAIGH 160IA TS (MS S(75 M) 5| AGH0 BHAH SHEtMS A OIS 16 A2 SO MEHGHY
Ct. SEtHg o, ==& ﬂﬂl% 2, =4 HES, HES/HH2 2 HH29 =HZ NG A
290l TR 3HE2(0.420 g, 63%)2 L ALCH.

p : 359-360C
MS(CI) : 374(MHH)
CiHeClaNgOs - 0.5H,0 - 0.2CH;SOsHOIl CHEH A 24

OIZXl : C, 51.30; H, 2.71; N, 10.40
Xl © C, 51.44; H, 2.64; N, 10.60

JIM'

1H NVR : 12.91(br s, 1H, &t
8.06(d, J=1.62Hz, 1H), 7.63-7.46

[&AIOI 18]
[7-222-1-03lE=AI-3-(4-HEHE)-3,4,5 10-HEctoI =2 T el TtXl = [4,5-b] F = -4, 10-CI 2]
Oiet=(128 me) S OIEFEEA(32 m) SAHL 6-S22-2-(4-HEOtERl)-2,3,4,9-HELCISIE2-

H-TIIEZ[3,4-b]FA=2-1,3,9-EcI2(1.60 g, 4.53 mM)2 LEtE SEUS 4 A2 S 7, A2o=
WL, AHA 0

NEl
2517 ol HEGHAC
=(0.594 g, 37%)E

mp : > 400C
MS(CI) : 354(MHH)
CigHi2CIN3Os - 0.4H,001 CHSH &4 24X

i

&), 12.07(br s,1H,n&JI=8), 8.16(d, J=8.64Hz,1H),
m,5H).

—~

’ E _\%
. =8E '1|E HEES2 MEe =, OHZ22 AEGHH 24 2201 M 3te

s

OI2Xl : C, 59.89; H, 3.57; N, 11.64
aZ=X 1 C, 59.47; H, 3.14; N, 11.57

MR : 13.34(s, H,REIISE), 12.48(s, H,nEIIST), 8.30(d,J=8.75Hz, 1H), 8.22(br s,1H),
.75Hz, 1H), 7.55(d,J=8.01Hz,2H), 7.33(d, J=8.01Hz,2H), 2.38(s,3H).

7
24 SHO 6-2E22-2-(4-HE0tdel)-2,3,4,9-HEUSI EZ-H-TIEZ [3,4-b]F=E-1,3,9-E2I2
otJlet 201 M ZotALH

a. 6-222-2-(4-HE0tL2l%)-2,3,4,9-H EAS C2-H-TEZ[3,4-b] P=2-1,3,9-E2/2

OIEFS (140 m)LHO| CIHIE 7-2R22-4-5|S=AIF=RI-2,3-CI5I2=2AY0IE (3.90 g, 13.3 M) L 40
SHY SIS2tE YA (14.8 g, 93.2 mM)2] WEIE SELoN0| E2J00FRI(14.8 ™2, 106.4 mM)S EOHal
AL MEE M SUS 16 NI SO NSO SHS WK BRoi0. s Eus yEos
W2, 01D4GH0] 5lM 2ol HR SE29 4-HYHE o/Setd 2(2.30 g)S YUCH &I SRS Y=
&5 mﬁ)LHOH/H 2 N2 SOt B=, MEOR YASIYLL wHE M HEUS olustel H2M ol

p @ 380-382TC
MS(CI) : 354(M+H)
C18H1ZC|N303 ° 02H200‘|| I:H@' %ﬁ\_ _i‘/l\

T

OIE2Xl : C, 60.49; H, 3.50; N, 11.76
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& =Xl : C, 60.66; H, 3.26; N, 11.76

1H NMR : 13.81(v br s,1H, W& Jt=s%&), 8.39(s,1H, & Jt=8), 8.22(d, J=8.58Hz, 1H),
7.89(d,J=1.97Hz,1H), 7.58(dd,J=1.97, 8.58Hz,1H), 6.98(d, J=B8.28Hz,2H), 6.73(d,J=8.28Hz,2H),
2.19(s,3H).

[& A0 19]

[7-222-4-3|S2A-2-(4-HELHL)-1,2,5,10-B E2t5| S 2T 2ICHI &= [4,5-b] 7 =211, 10-C1 2]

A AN 18U MES ofuHE 2(160 m@) S|MBl] E2M SEgHs A1) 0|2 3 Al2E SO WEHet
AL, SRS oo, =88 IME =, EIZ/0HZ & 0H 29 =AZ MEGIH 24 290l &
M 3&=2(0.855 g, 53%)= AL

mp : 368-370C
MS(CI) : 354(M+H)
CigHi2CINsOs - 0.2H 001 CHEH A 24

OI2Xl : C, 60.50; H, 3.50; N, 11.76

a=X : C, 60.52; H, 3.23; N, 11.79

H MR 12.75(br s, 1H, R &It=8), 12.00(br s,H, n&Its8), 8.15(d, J=8.61Hz, H),

8.04(d, J=1.50Hz, 1H), 7.43(m,3H), 7.26(d,J=8.25Hz,2 ,3H) .

[& A0 20]

ZHY)-3,4,9, 10-HEctsIE2TI TN = [4,5-b] A =84, 10-CI =2
)

o -222-2- (4 olAZ=2g otdelk)-2,3

.13 g, 2.98 mM)2 MEHE SEMNS 7 A2 =0t B35, d22
AAIG 2101 AFEotDl ol MEGSHRICH, =& &4 D
HH 3t&2(0.401 g, 36%)2 LACH.

0
2
L

mp : 393-394C
MS(CI) @ 382(M+H)
C20H1GC|N303 ° 02H200‘|| I:H@' %ﬁ\_ _i‘&\‘

OIE2Xl : C, 62.33; H, 4.29; N, 10.90
a=Xl : C, 62.16; H, 3.98; N, 10.82

(d,J=8.76Hz, 1H),

13.33(s, H,W&Its# 28
58( .98(7&4, J=6.96Hz, H),

1.77Hz, H), 7.63-7.
6.96Hz,6H) .

e %"'PJ 6-2E2E-2-(4-01A2Z2Z0tL2l=)-2,3,4,9-HECSIEZ-H-IIEZE [3,4-b]F =8~
1,3,0-Ecl=2= otJI2 20l MZotALH

a. 6-222-2-(4-01AZ2HOtLelL)-2,3,4,9-HE2JEZ-H-TIIEZ [3,4-b]F=8-1,3,9-Ecl2

WEE(72 m)hel CIOIE 7-2224-6lS=NASE2,3-LNS=H01E (2,01 9. 6.80 mi) L 4-0]
ADS2EHY 5lS2tA HAe(8.90 g, 47.6 mM)O] MErEl SEroM() ERl0IOLRI(7.6 me, 54.5 mi) S
jl.ﬁl,o:' Dl—/\H ROH; O‘iO‘I[:l. le g%o 16 }\IDl- %O‘_ T§_|-§r, }\ISEOE LH 2S5} é, _,_EI\H o:jEl—OHOl =3}
= WK XEs| @USIBAl @er(1N, 100 M) X @S (100 m)ol EE =N el Hoisil. st
S 0/, HIES(100 m), HAH(100 m, 12N) ¥ 2S |

), 12.48(s, H,n&Its8E), 8.
m,3H), 7.40(d,J=8.49%Hz,2H), 2

(100 g)ol 2802 HZE H2 8US
HE DS MEGI NHFM 2ol TR 5829 40AZ2BHY 5ISatA H(1.80 0)S AUCH
Jl 2ES WELM(15 ™) KON A2 SO ES0H0] BN HEIMS Y[} HEUS M2Oo2 WY
OBGHAL, +TE DAE YEL(0 ™) L HEHSE MEGO B2 2wel HA HES(1.125 o

p : 367-369°C
MS(CI) @ 382(MHH)
CaoHisCINgOs - 0. 1H00H CH

o

s 24

OI2Xl : C, 62.60; H, 4.26; N, 10.95

=Xl : C, 62.60; H, 4.35; N, 10.73

W ONR : 1. 82(v br s, 1H, REIISE), 8.41(s, H, LEIISE
=1 7.

J &),
7.89(d,J=1.98Hz,1H), 7.61(dd,J=1.98, 8.64Hz, 1H), 04(d,
2.78(7&4,J=6.87Hz, H), 1.15(d, J=6.87Hz,6H).

[AAIO 21]

8.23(d, J=8.64Hz,1H),
J=8.42Hz,2H), 6.74(d,J=8.42Hz,2H),
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£ Aot g SENE 21, 01 5 Al S A=0

AAIOI 200 A1 K ZH8E 0f oK
g =N2

M mErsHACH BEroy ,
NIZ5H0] 8244 =2rol HRHISHE2(0.418

mp : 323-326C
MS(CI) @ 382(M+H)
C20H1GC|N303 : O5H20 . 01CH3803H0“ [:H?_F ‘O\L‘Iﬁ\_ —‘i‘—@.

ipa]
o —
K2

Q Zd~— —
i
T
als
0x

0=

. r_m
o
o
Q
=2
jul
o
~
==
o
I
§o
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o
In
1o

OIE2Xl : C, 60.29; H, 4.38; N, 10.49
& =Xl : C, 60.13; H, 4.10; N, 10.40

W ONR 12.73(br s, 1H, W&It=&), 12.00(br s,H, n&Its8), 8.15(d, J=8.70Hz, 1H),
8.05(d,J=1.74Hz, 1H), 7.45(m,3H), 7.33(d,J=8.40Hz,2H), 2.95 (7=, J=6.90Hz, H),
1.24(d, J=6.90Hz,6H) .

[AAI0] 22]

[7.9-CI222-1-0l=E5Al-2-H<Z-1,2,5, 10-HIECGI E2L

6,86-LI2E=-2-0t&2|%<-2,3,4,9-HECSI EZ-H-TEZ[3,4-b] A =2/-1,3,9-E2I2(0.60 g, 1.60 mM)
(20

S MES(200 M)A mELAIDILD, HEAEZEA(20 M)S W2ASHH 2EE 20T 0Iot2 |SXGHHAM &
ot dde ek BHES A20A SN wEtotAt. FHES0l BM SHLEU2H, QXA &
EsS | A2 S 7 JIEoIRU0. WS A4R202 W2AAII|D, WEGHA 410 YHM EXIGHAL
SEMS K1, HUMS 2S(200 )2 Lol SlA5to &4 SEIMs AQACE. HEHRS 2 Al S¢F )
g, DHE =&, 2, =4 NS, 50% HES/NEHZ L HEHZZ HESIH 224 2L HH ot
£ (0.368 g, 61%)2 LULt.

mp : 361-363C

MS(CI) : 374(M+H)

CiHoCloNsOs - 0.30H 00 CHEH & 24
OI2Xl : C, 53.80; H, 2.55; N, 11.07
=Xl : C, 53.71; H, 2.64; N, 10.97

"H MR 12.84(s, H, n&Jts8), 11.96(s, H w&Its8), 8.04(d,J=2.02Hz, 1H), 7.55-7.45(m,5H),
7.36(t,J=6.84Hz, 1H).

E% 20 6,8-0222-2-01221--2,3,4,9-HE2SIC2-1HTS2(3,4-b] 7 521-1,3,9-E2/28 5

Jlet 20l RIZEGHACH.

a. 6,8-CI1222-2-0122/%-2,3,4,9-HE25| S 2-H-TE2(3,4-b] 7 =2-1,3,9-E2|12

MIEFS (42 m)LHSl CIBIE 5,7-CI222-4-51SS AR =21-2,3-CIt 2 =401 (3.00 g, 9.09 nM)©|

UhEl SErougf HY ol SotX(6.26 ™, 63.6 MM)S AJIGIACH MAE =M SHS Ao XA NS

Ol EHZ MK 16 A2t SOt B5 JIHGHRUCH. BIEINUS WEIGHHA AS02 W2t =Ii2 HMAIA

Tt UM SESHS QT DAS 2F, WES2 NEFACHUES NEHHS HEHAC). +IE

DHE MES(1.20 L)WM THZIO0 AN 2ol EHES HY olSed (117 )2
UIGIBIN AROR W2t

ARACH. &I SES W, YEM(15 m) LHOIAM 2.5
=

otALH. A 2ol HHM 3HerE(0.629
g, 19%)S LRULCH. &I MBEUS A2 S FXAZ & 48 HHMSE2 W6t &I MES olg
= MESUHAN ZH S =24 2= 2ACH. L= m)oIAN &Il =FE LM Z2(0.126

mp @ 364-367C
MS(CI) : 374(MHH)
Ci7HoCloNsO; - 0.30H.0 - 0.10CH,COH Off CHSt |4A 24

OIZXl : C, 53.60; H, 2.61; N, 10.90
& =Xl : C, 53.49; H, 2.77; N, 10.82

"H MR 8.53(s, H, WEIIsE), 7.85(d,J=1.94Hz,1H), 7.65(d,J=1.94Hz, 1H), 7.18(t,J=7.84Hz,2H),
6.82(d, J=7.84Hz,3H) .

[& A0 23]
[7-222-1-53IE8AI-3-(1-LIZ2E)-3,4,5, 10-HI EcSI E2 T 2ICHX = [4,5-b] A =84, 10-CI 2]

6-22=2-2-(1-LIZE0t01)-2,3,4,9-HE2 E2-H-TIIEZ[3,4-b] A =8-1,3,9-E2I2(1.30 g, 3.34
m)S HIES(0.65 £)UHOUIA WEAIDILD, BIEEEEA (65 M)S FHOIGHUCH ZM SEHS 16 Al S
oF DIt SoHE MK &7 IS ZM SHs QAL &) SHS 4222 HAGACH. LS(10
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m)S HIIGI0] BAM SEtAS 2D, 0

=z =l

=
A 2401 ALZSED] 2IcH MESHACH, =&& X
HEH 3t&=2(0.560 g, 43%)2 LRUCH.

mp : 374-376C
MS(CI) : 390(M+H)
CoiHi2CIN3Os -+ 0.20H.001 CHSH | 24

A2t SQob WBHGHRICH. EENsS Htctn (oftds o
E Nig=s ¥ o2z AMAEGIH e &84 =22l

OI2Xl : C, 64.10; H, 3.18; N, 10.68
=Xl : C, 63.91; H, 3.42; N, 10.61

1H NMR : 13.40(s,H, W& Jts8), 12.58(s,H, &Its8), 8.35(d,J=8.70Hz, 1H), 8.25(d,J=1.76Hz, 1H),
8.12-8.07(m,2H), 7.74-7.53(m,6H) .

g 220l -E22-2-(1-L4ZE0I01)-2,3,4,9-H EcIsIE2-1H-LIEZ [3,4-b]F=2-1,3,9-E2I2
= otJ12 20| MZESHALH.

a. 6-22=2-2-(1-U4=ZE0t0lL)-2,3,4,9-H ECI6I| E2-1H-TI 22 [3,4-b] H=2l-1,3,9-EcI2

OlEtE (72 M)Ue CIHEY 7-222-4-0l=E2AIF=21-2,3-LIIE=2AY0IE (2.00 g, 6.80 mM) & 1-L+
ZE 5lEetd SEAH(9.26 g, 47.6 mM)2l wbBrE SHEHY E|NEO0ICI(7.60 M)S FHIIo 2 S
2 2AUCH. 012 4 LSO BFANZ &, SHS A20=2 H2H HE OIMHIOIE(0.35 £ )2 SI&AIHA &
ZM SHEHZ AL, AJ| SHEMHZ Aot DME MH, 012 HICH Od=F, (M2 HE OtAIE
OIE(500 m)0l 210, 012 HAH3%x500 M, IN)SZ2 MHEGIULCH. HIEE 2HS OEHI2(250 M) 2 5| A
ot E2M SEHE HAACH. DHME +=Fol( M 2aol HH &2 1-LUEE 5l=etd E(2.09
g)S YUALH. A SEES YURAHB0 m)LHUIA 2 Al2E SOt SF A2, ARCZ WH2 HU6HARCH. £
st DME x4t L HHZEZ MG &2M4 2a0l IX SIe=2(1.44 g, 54%)2 %ﬁﬂ

mp : 368 (=5H)

MS(CI) : 390(M+H)

CoHi2CINgOs - 0.30CHsCOH Ol CHEH A =24

OIZXl : C, 63.60; H, 3.26; N, 10.30
& =Xl : C, 63.90; H, 3.43; N, 9.97

HOWWR : 9.06(s, H, DEIHSE), 8.27-8.22(n,2H), 7.92-7.88(m.2H), 7.63-7.52 (m,3H),

7.41(d,J=8. 17Hz, H), 7.27(t,J=7 .86z, 1H), 6.80(d,J=7.86Hz, 1H).

[& A0 24]

[7-222-4-5| =SS Al-2-(1-LIZE)-1,2,5,10-H| E2t5| S 22| CH X = [4,5-b] 7 = 1-1, 10-CI 2]

A0 2B0IA THEE OIDIS S(0.75 1) HME = BM ZUIIR PEHOD SHAN AM HE
g o), HEtHORSEo IHE 48, 2, HES/HE L EHISE AHoH0 241 =2(0.585
QS 2L AD| BEE HES(2B MUNA BF J1¥, DS 0Bl SHLUK %S DHME HI,
012 BRI OIBoS 24 B2 =%, 012 HE OHMEIOIE(20 m)2 BIMARD. MAaE setos
013, 4TE DHE O OMEIOIE % NEHZE M50 54 2eol EH SHES8(0.240 g 189)S &
ALCH.

p @ 335-337C

MS(CI) : 390(M+H)
CoHi2CINsOs - 0.60H,0 - 0.40CHsSOH - 0.20CH100 - 0.15C,Hs0, Off CHEH R4 24
OI2Xl : C, 58.60; H, 3.88; N, 9.00

&=Xl : C, 58.37; H, 3.53; N, 9.14

]H NMR : 12.80(br s, 1H,w&Itss), 12.1(br s, H, WEIISE), 8.15-8.03(br m,4H), 7.67-7.50(br
m,6H)
[&l Al 25]

[7-222-3-(4-E22ZHY)-1-0l=5Al-3,4,5,10-HIEctc| =2 T 2| Ct X = [4,
[EFEZLH(T73 M) SHIHC -222-2-(4-EFZ20tE

ol Al c , E ct=Z
-H-IIE2[3,4-b]A=2-1,3,9-E212(1.40 g, 3.90 mM)2 wgteE HEHS 16 Al2t S0 87, A20
2 HASIAUCH. dHE QXM HEHAS KU AAS HAIN 260H AMESIES MESIACH, =TE
DHE HE=E £ HHZS =HdZ MAGI XM 220l EH S&S(0.374 g, 27%)2 SACH

p 1 >400C
MS(CI) : 358(M+H)

70-32



1019960702011

A

=

M

C17H9C|FN303 : H2001| EHS\_" %_)n\_

HI

OI2X : C, 54.30: H, 2.95: N, 11.20

M=% :C, 54.08; H, 2.62; N, 10.98
"H NWR : 13.38(s, H, mEH}
7.76-7.71(m,2H), 7.63(dd, J=
(

S8), 12.51(s,H, W &It=8), 8.30(d,J=8.75Hz, 1H), 8.22(d,J=1.78Hz, 1H),
d,J=1.
=2 =20 6-222-2-

8, 8.75Hz,1H), 7.40-7.36(m,2H).
4-ER2=20td2lL)-2,3,4,9-HESIEE-IH-TIIEZ [3,4-b]F=8-1,3,9-E
Ct.

2leg ol 20l MZEGHY
a. 6-222-2-(4-ER2201<2lx)-2,3,4,9-H E25I E2-1H-IIE2[3.4-b] 7 =2l-1.3,9-E2|2
OIES(48 MLl CIBIE 7 - S22-4-0SSAIHEE-2 3-LISIS=MR01E(2.50 ¢, 8.79 ) & 4-2

SQ2HY 5/SetE FA(10.0 g, 61.5 M)l MEIE SErMY| E2IZO2I(9.8 ™, 70.3 MM)S Dt
S0, B 2 oz 48 N2 P g2, A2o= wWatst =, 02 OIMEIOIE(190 m)R 5145}
Of Al ZEN WSS @D, 015 0BT MIGIACH OIDAS 24 (3x500 ™, )22 A=5/0l
O OLMEIOIE =0l HEO| 4OIH 5%, ANES +a, 01 O OIMEIOIE/HEE L KE22)
SN2 NEBIO BN 51829 4-E20=2HY 5Catd H(2.14 )2 2UCH. A 2SS YEA(20
2 W2ANZ 3, AFS0| FHLAS0, DA

m)OZ 2 A2t SOt ERGIUCH. OLMEM SHs AROo

E +85tH M 220 HH SE2(1.48 g, 47%)S L/UACH.

p : 390-392°C

MS(CI) : 358(MHH)

CiHoCIFNgOs - 0.40H001 CHEF B 24

OI2Xl : C, 55.95; H, 2.71; N, 11.51

& =Xl : C, 56.01; H, 2.67; N, 11.54

W ONR 13.78(br s,1H, W&Jt=8), 8.52(s, H, WEIIs8), 8.22(d,J=8.71Hz, 1H),
7.89(d,J=2,01Hz, 1H), 7.58(dd,J=2.01, 8. 71Hz 1H), 7.05-6.98(m,2H), 6.89-6.85(m,2H).

[& AN 26]

[7-222-2-(4-ER22HE)-4-0ESA-1,2,510-H EISIE2TI2ICHXI = [4,5-b] F =&l-1,10-CI 2]
AAIG 2501 MESH GitHS =(800 m@)i S| Aot E=M SEMS 21, 012 3 A2 S2F wbtot
ULH. SEHS oY, =¥ DHE 2, HES/HEZ & NH=2Y =AZ2 /dl oto A 2ol =2
stet2 (0.910 g, 65%)2 L AUALH.

p : 363-356C

MS(CI) : 358(M+H)
CiHoCIFNsO3 - 2.00H.0 - 0.06CHsSOHOI CHE & A =24

T

OIZXl : C, 51.30; H, 3.34; N, 10.52
& =Xl : C, 51.58; H, 3.00; N, 10.47

1 - _ _
H NMR @ 11.95(br s,1H, W&t }%%’), 12.50(br s,1H,W&Jt=8), 8.15(br d,J=8.26Hz,1H), 8.07(br

s,1H), 7.58(br s,2H), 7.43(br .26Hz, 1H), 7.29-7.24(br m,2H).

[AAIO 27]

[3-(4-E22HY<)-7-222-1-01E5A-3,4,5,10-HI ECIoI E2 T 2I T X = [4,5-b] A =24, 10-CI 2]
DIEt=(500 me) & DISEEL(50 m) SAUS 2-(4-E220tdel)-6-B22-2,3,4,9-HIEC5IE=2-
H-IE2[3,4-b]FA=8-1,3,9-E2/2(1.00 g, 2.39 nM)2 wBtE SEHS 16 A2 S 87, A20=
H2AGIACH. MHE M HEMNS HUSHACH O UAS A A 2801 ALZ5HI] ?IcH METH EH =&
DHE HE=22 MES =, MHZZ MG &4 2200 ZH 3t&2(0.222 g, 22%)S AL

p 1 >400C
MS(CI) : 420(M+H)

CrHBrCINGDs - 0.3H00{ CHE RA 24
012X : C, 48.15; H, 2.28: N, 9.91
M=% @ C, 48.15; H, 2.36; N, 9.88

H NMR : 13.36(s,1H, B &Its8), 12.51(s, H, n&Its8), 8.25(d,J=8.73Hz, 1H), 8.19(d,J= 1.55Hz,
H), 7.75-7.67(m,4H), 7.60(dd,J=1.55, 8.73Hz, 1H)

4 2H0 2 - (4-BERR20Ed-6-222-2,3,4,9-HEUS E2-H-TIIEZE([3,4-b]A=8-1,3,9-E¢]
=2 otJI2t 20 MZotACt.
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a. 2-(4-E220t€el=-6-2E2-2,3,4,9-HECISIE2-H-TIIEZ[3,4-b]F=2-1,3,9-EcIRE o2
20| K ZotACH

HIEIE(36 M)Wl CINE 7 - S22-4-51CSAASRI-2,3-0I5I==A0IE(1.90 9, 6.40 ) L 4-3
22HY s1Satd FAH(10.0 g, 44.7 nM)o] MBHEl SEroug) ER]K0MRI(7.1 me, 51.1 nM)S HOtat
ACH MAE 204 Sous 20 Al2F SoF HAM HFMS0| FHY UK SBSAZAC &) 22 AL
O2 WIAZID, 010 WA 2UOl BN HEBO| 452 0HY oSN (1.69 0)S AU A
STS WEL(20 ™)0IA 3 A2 SO BRAISID, ARo2 WAAZC MHE HAM seHS ol

DHE YZMO2 AEHE =, HEHE22 MEGI0 B2AM =20l TN SES(1.15 9, 43%)S 2UCH
o © 393-304C

MS(CI) : 420(MHH)

CiHBrCINOll CHEF A 24

Ol2Xl : C, 48.77; H, 2.17; N, 10.04

Xl : C, 48.52; H, 2.26; N, 10.00

JI)I'

1H NVR : 13.84(br s, 1H, MEIISE),
7.89(d, J=1.98Hz, 1H), 7.58(dd,J=1.98,

[&AlC] 28]
[2-(4-E22HE)-7-222-4-0l=E5A-1,2,5,10-H Ectcl =21 2| Ct X = [4,5-b] A =&l-1,10-CI 2]

8.71(s,H, W&It=g), 8.23(d,J=8.63Hz, 1H),
8 2(d,

71
.63Hz,1H), 7.3 J=8.70Hz,2H), 6.84(d,J=8.70Hz,2H).

A0 2701 MES oitUs 2(550 M) S|AGH0 2 SHEMS 2, 0|8 2 A2 S wtet
ALCH. SEENUS O, 012 2, NESS/0EHZ & OEHZ2 =MZ HMEGIH 24 DHe =ZX sE=
(0.716 g, 72%)2 LRULL.

p 1 359-361C

MS(CI) : 420(M+H)

CiHBrCINsO; - 1.3H001 CHEH A 2A
OI2Xl : C, 46.20; H, 2.64; N, 9.51
=Xl : C, 46.26; H, 2.66; N, 9.37

=2

I
>

W ONR 12.60(br s, 1H,W&It=8), 11.95(br s, H,REIIsE), 8.1
8.06(d,J=1.67Hz, 1H), 7.64(d,J=8.78Hz,2H), 7.55(d,J=8.78Hz, 2H), 7.43(

[& A0 29]
[7-222-1-0IEFAI-3-(2-HISAIHYE )-3,4,5,10-H Ectocl E2 U 2ICIXI = [4,5-b] FI =&l -4, 10-CI 2]
OiEt=(285 me) 2 MIEFLZAH(89 M) SHHC 6-S22-2-(2-HISAl0tEelL)-2,3,4,9-HECSIE2-

H-OIE2[3,4-b]H=2-1,3,9-E2I2(1.78 g, 4.81 mM)2 wbBtE SEMZ 8 A2t SO &2 FNZ0|
SIS K S261Q0CH MAS SEIHS AIROZ W2 {5 A|2F =0F MUEIGHQICH SEHS 0416

D (o{s AAN 300M ALESIESE MEASHRAC), =8& OHME HEegs & dd=22 =N2 NG
04 M 220l HA 3&2(0.889 g, 50%)S LRULCH.

p @ 356-359°C
MS(CI) @ 370(M+H)
CigHi2CINgOs - 1.20CH;001 CHEH A 24

6(d,J=8.61Hz, H),
d,J=8.61Hz, 1H).

=

Ol2Xl : C, 56.50: H, 4.15: N, 1
&=X : C, 56.50; H, 4.15; N, 1

H NMR : 13.34(s, 1H, é ts8), 12.45(s,1H, w&dts8), 8. 30(d,J=8.61Hz, 1H), 8.21(s,1H),
7.63(d.J=8.61Hz, 1H), 7.48(t,J=8.10Hz,H), 7. 40(d J=7.46Hz, 1H), 7.23(d,J=8.10Hz, H),
7.10(t,J=7.46Hz,1H), 3.77(s,3H).

¢ 220 -S==2-2-(2-HISAIOtE2I=)-2,3,4,9-HES E2-1H-IIEZ[3,4-b] A =8-1,3,9-E2I2
= GUI ot 20l MZ=ctACH

. 6-22=2-2-(2-0ISAl0tEel=)-2,3,4,9-HECSI E2-1H-
E

2[3
4 m)Uel CIHE 7 - 22&8-4-0l& ,\|$1h-=al 2,3-CII1E=4A01£(0.218 g, 0.74 mM) & 2-01
SIS2tE HA(0.900 g, 5.20 mM)2l WEHE BIEMQ S2l(Z0FRI(0.83 me, 5.9 )2 FIt
Sl MEE UM B 2 A2 SO BRI, EUE NEOE Wa, B0 DMA0 H2a
S 16 A2t SO DUIGIACH BENS 0D, +TE DHE WUC OIBVUS KE of
/\*, HAHBx50 me, IN) & H=~(50 me MESIALCH. MEE 4 2L JN 3

T
t:l

A-b]Fs8-1,3,9-E2l2

Hugm

5] 2 (50 gous o

12 22 (0.527 0)E UCH AJ| SES UERA(5 m)UUIA 2 Al SOt B2 AIH
E s L D, 16 A2t SO mBIGRICH HES
H

= |
O, =&E DHE L= X ddz22 =AZ NEGH 24 22(0.378 g)2 2ACH. &I S2ES

el
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206 m) 2 HES(1 m) SHHNAN wEAIZ 2 SHEds 27, 0|8 16 Al St wEGHAT
SENES o, =&8E LME =, HE=2 % =22 =AZ AHEGIH 224 =22 ZH JE=

mp : 390°C (=2aH)
MS(CI) : 370(MtH)
CigHi2CINsO, - 0.20H 001 CHet & &4
Ol2Xl : C, 57.90; H, 3.35; N, 11.25
a=Xl ¢ C, 57.92; H, 3.48; N, 10.9

H NMR : 13.80(br s,1H, w&Jt=%8), 8.23(d,J=8.67Hz,1H), 7.89(d,J=1.98Hz, 1H),

7.79(s, H, &= &) 7.58(dd,J=1.98, 8.67Hz,1H), 6.97(d,J=7.62Hz, 1H), 6.80-6.73(m,3H),
3.86(s,3H)
[&AI0I 30]
[7-222-4-5IEFAl-2-(2-0HISAIHYE)-1,2,5,10-H Ectol E2U2ICIXI = [4,5-b] F =&l-1, 10-CI 2]
AAIG 300 MES GIUHS S(600 M)2 S|AGHH E2M HEHs A1), 0|5 0COHA 1 Al2t S¢t
wek, (St DME MAHSHCH s A JIM BBII6H0 REHCZ =S AIH BHA SEdMg A
ACH. &I sEds o, =TE DHE S MESIO WM ool HH 3H&=(0.347 g, 19%)2 2
Ct

p : 347-349°C

MS(CI) : 370(M+H)
CigHisCINsOs - 1.30H,0 - 0.10CH:SOHOI CHEH RA =24

OIZXl : C, 54.00; H, 3.75; N, 10.43
& =Xl : C, 54.07; H, 3.33; N, 10.41

"HONR 12.68(br s,1H, WEItsS8), 12.00(br s,H, WEItsS8), 8.16(d,J=8.61Hz,1H), 8.07(s,1H),
7.48-7.40(m,2H), 7.32(d,J=7.59Hz,1H), 7.16(d,J=8.31Hz,1H), 7.05(t,J=7.59Hz, 1H), 3.76(s,3H).

[& A 31]
[7-222-4-5IE8A-2-(2-0|EEAHYE)-1,2,5, 10-H ERISIE2TICIXI = [4,5-b] A =8l-1, 10-CI 2]

9 7-2R2R-4-5|S=A-2-(2-HSAHE)-1,2,5,10-s)EHI E2} 5|S2T2ICHA = [4,5-
0.288 g, 0.78 MM)2l SUES 140COHIAl 7 A2t SO JIE, A202 WUAGIACH 2
m)Z 54, Ol0§, BOCHIAl 2 8IS0l OGN, HFS0| HAC0f LM SEfUs o
sletus =12 2(10 )2 514, OBoIUCH +ZE IHE 2(25 ™) L NHEE M=
otol 244 0X(0.23 g)E 2UCH. &Il SE= =S(13 m)0l HEAIDILL, 4ts =2l SH(HESUH
5B, 0.5 M)S BIIGH0] 2M BUS L M)l BAS S0CE 2 N2t ot JhSAIID, dEo
3l g X

2 H2AAZCH A5 me, IN)S EIIoHK 3 SHEIHS AL A 04 gHE o, == IME
= ¥ Mltl2e =A2 M=ot A 22l HH 3e=S(0.2 5 g, 81%)2 ULt

mp : > 400C
MS(GI) © 356(MH)
CoHoCINDG: - 0.8H0 - 0.10CH 000 CHEH 14 24
OIZX : C, 55.35; H, 3.36; N, 11.13
AMZX| : C, 55.53; H, 3.00; N, 10.89
HONMR : 12.68(s.TH, DEBIHSE), 12.01(s,1

J H, =X 1H, ,
8.16(d,J=8.18Hz, 1H), 8.06(s, 1H), 7.46(d,J=8.18HZ,1H), 7.23  (m,2H), 6.95(d,J=7.80Hz, HH),
6.87(t,J=7.17Hz, H).

[& A0l 32]

[7-222-4-5| == A-3-(3-HSAHE)-3,4,5,10-HI Ectol S 2T 2| Ct X = [4,5-b] A = &l-4, 10-CI 2]

HE=(0.93 ¢2) & EHIEF%“:—&(% m) AU -2 22-2-(3-HISAl0tE2l)-2,3,4, 9—E|IEE}8|E§—
H-IIE2(3,4-b] |5‘=al ,3,9-Ecl2(1.85 g, 5.00 mM)S WBtE SEIMS 16 A2 S0 st=5t0] 22
MosEtuS D), AJ| @E“L”% A20=2 W2t 24 A2t SO wEGtACH SEUS o totD (0 N
£ 2 A0l 330A AtEotESE MECIRUMH), =& LHME HES & HH=22 =HZ MAEGIH =2

ACH
2o HH 3&2(0.385 g, 21%)% & ACH.
p © 393-395T
MS(CI) : 370(M+H)

70-35
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ol

C18H1ZC|N304 ° O5OH20 N OO5CH3OHO“ [:H

OIE2Xl : C, 57.00; H, 3.50; N, 11.05
=Xl : C, 56.73; H, 3.11; N, 10.98
M

NMR : 13.35(s,1H, W EItS8E), 12.47(s,1H, W&It=8), 8.28(d,J=8.75Hz, 1H),
1.83Hz,s,1H), 7.60(dd,J=1.83, 8.75Hz,1H), 7.47-7.42(t, J=8.06Hz,1H), 7.28-7.26(m,2H),
3

JCPSEPE

|_

1.38, 8.06Hz, 1H .81(s,3H).

),
Aol -22=2-2-(3-UHEA0IE2IL)-2,3,4,9-HESI E2-1H-TIIE2 [3,4b]FH=2-1,3,9-E¢c|
ot 20| MIZ3tAHCH.

-2EE-2-(3-HISAIOtE2l=)-2,3,4,9-H ECSI EE2-1H-IIEZ[3,4-b] F=8-1,3,9-E2I

JLHel CINE 7-2 2240l EEAMFA=E-2,3-CIFIIESAHO0IE (4.61 g, 15.6 mM) ¥ 3-0f
2t&l FAFHE(19.10 g, 109 mM)2l WEHE SEMN ECINE0te(17.4 mé, 125 mM)S &D
ZA Zos 40 Al SOt BR, AR20=2 WAGHACH. OIE OtMIHIOIE(430 m)E &HD
Hs HQALCH. & SEHZS HUGIH DHE MIHGHH 015 HICH HUUS HAH(3x
ot Ol OHMIEIOIE SO0A BXHES0l ZAUSHALH. OlE OLMIHIOIE & H= 0t
940 g)E 2ACH. HUMS MHESIACH. i N=HHS Eotl, 01 HE OtAIHEIOI
) MEE GIE OLMIEIOIE ot SotRUbH. &J BHE sFAA OA
! OLMIEIOIEZ HHAHAIA 24 SEAs ACH &) EEHHS st H
1 g)2 ZALCt. HUMS DHZE =F6tD, 01 HHZ/NE OLAIHIOE=Z df
b, &0 SEEMS O{tGH0l M 3 E2M DX MA2(0.70 g)S LUCH. &I G
.24 g)E Eotn, ZELH(3E2 M)A 3 Al S &R

16 Al2t S0t LEHSIACH. & EEHE 0, = n
F Al 8=(1.93 g, 33%)S LALCH.
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M= S
mp : 369°C (=5H)
MS(CI) : 370(M+H)
CigHi2CINsOs - 0.50H 001 CHEt R &4

2
N
2 HE
o
2

U

F

Ol
n
]
M
I
[
FH
é
o
i

OIZXl : C, 57.10; H, 3.46: N, 11.10
&=Xl : C, 57.21; H, 3.53; N, 10.86
)

TH NMR @ 13.75(br s, 1H, W&Its8), 8.51(s,1H, n&Its8§), 8.23(d,J=8.69Hz, 1H),
7.89(d,J=1.87Hz, 1H), 5.58(dd,J=1.87, 8.69Hz, 1H), 7.08(t,J=7.96Hz, 1H), 6.42-6.39(m,3H), 3.69(s,3H).
[&Al0 33]

[

-2 E22-4-0IEFA-2-(3-UHISAIHYE)-1,2,5,10-H Ectol =20l 2ICtXI = [4,5-b] A =8l-1,10-CI 2
AAIG R20A MES XS AZS(1.0 £ )2 S/46t0 24 SEMg A, 0l 1

EISIALH. SEUS WY, =8 LHE =2 & OHZ22 =HAZ MAEGHH ZZ2a 22l I ste
(1.04 g, 56%)2 LALCH.

mp : 312-315C

MS(CI) : 370(M+H)

C18H1ZC|N304 ° OZOHZO N 010CH3803H0‘“ I:H@' %ﬁ\_

M

=

HI

OIE2Xl : C, 56.80; H, 3.37; N, 10.97
a=Xl : C, 56.90; H, 3.55; N, 10.93

1H NMR @ 8.17(d,J=8.64Hz, 1H), 8.06(d,J=1.71Hz,1H), 7.43(dd,J= 1.71, 8.64Hz,1H),
7.36(t,J=8.49Hz,1H), 7.15-7.12(m,2H), 6.93(d,J=8.49Hz, 1H), 3.79(s,3H).

(

(

AAIO 34]

7-222-4-5|EEA-2-(3-5|EEAMHE)-1,2,5, 10-HIESIE2L2ICHRI = [4,5-b] P =
El =

[EFEZ 412 m)Uel 7-222-4-5|ESAl-2-(3-HSAIHE)-1,2,5,10-HIE2t 3l
b]F=2-1,10-CI=(0.600 g, 1.62 mM)2 SHS 130-140CUHM 3.5 Al2t S0t JtZ, A20=2 ¢
Ct. 24 Z2Hs 2(36 M)Z 34, 0ollf, LS 230l 0FIE, BAS0| SHE0 2 S
Ct. &0 Sgds o, =&dE DHE 250 M) ¥ o222 NMAGIH 24 DHI(0.447 g)E
) 22 2(26 M)l EEADID, =43 2 SU(HESUS 45658%, 1.5 m)S ZItat
EHS AL &I EHS 50TZ 3 A2t S Jt2A17112, 4222 HZAIZCH. SAH(10 me,
Eotolod 24 FEHE 210, 01 O UotRUCH DHE 2 ¢ 0HZ2 =NZE MG 2
2(0.302 g)S LUCLH. &I ZM 2Ls HES A2, M8 EHES STAHA 24 1
SACH. LDHE HESH SEAINLDL, 2 2 SFAIHA HH 3tE=2(0.260 g, 45%)2 L /UL

mp : 333C(=0oH

o
T

U
2939
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Ci/H1oCIN3O, - 1.0H,0 - 1.40HCIOI CHEH &A 24

OIE2Xl : C, 48.1; H, 3.18; N, 9.89
=Xl : C, 48.5; H, 3.16; N, 9.45

"H MR 9.6(br s,1H, n&Jt=8), 8.15(br s,1H), 8.06(br s,1H), 7.46(br s,1H), 7.23(br s,1H),
6.95(br s,1H), 6.76(br s, 1H).

[& A0 35]

[7-222-4-5|ESA-2-(4-ECERZHSAHEY)-1,2,5, 10-H ECSI E2 LI T = [4,5-b] A =&l -
1,10-CI&]

HIEtS(85 M)US 3-IIE2LUHSA-7-222-4-5|ESAASE-2-II2S LY N-2-(4-ECERZ2HSA
EII'“')OI‘:BPIIC(GOO mg, 1.3 mM)2l WEHE SEHQ A20M HEEZA(Z m)S FHII6 F Ch. BtS
S22 68 Al2t S0 o2to] HEE0| E4E WMNX &F IHS6HACEH. 2(150 m

Z 2
MA, 0l T3 Gtz e, LaFAAUAM HZAIHA S50

g >
2%
S
1232
20
b
U
_O'ﬂ
W2 >

BSOS AMO| BEtHS AH 1|O| HH ste
(467 mg, 84%)S HUALt.

p : 320-322°C
MS(CI) : 424(M+H)
CigHoNsO4FsCl - 0.8H001 CHE & A 24

OI2Xl : C, 49.34 H, 2.44; N, 9.59
=Xl : C, 49.01 H, 2.10; N, 9.55

H NMR : 12.90(s,1H, & Jts8), 12.07(br s,1H,n&Jt=8), 8.16(d, J=8.64Hz,1H), 8.06(s,1H),
7.71(d,2H, J=8.82Hz), 7.45-7.50(m,3H).

=Y 2Z0 33 IINEEUNSA-7-E224-G|IESANASE-2-HESL L N-2-(4-ECIE2LZUHSAIHE)

CIEAIEES o6tII2t 201 MZoHALH.

a. 3IHEENEA-7T-222-4-0|EZANFASS-2-IISSA L

el CIHE 7-222-4-0lEEAA=E-2,3- EI?PEE“HIOIEU 0 g, 3.38 )2 wgkte &

ILHES(0.27 g, 6.75 mM) =EHS HIIotAL. SEHO| EolERULCH. BHE =
60C Z 1 Al2t S JI2AI-AL. 0l=F, BS=ES %‘89% ‘—OH%*, EIst S ALSHAIZICE

=, 422 C0E HHZ L OE OtMHOIEZ FEGIJLH. RII F==2S &4 OHOUSAUHAM A

AL, WD, XSS s=AI2H 01t LHQ EHM 3t AL, SEN AIAE2=ZA

OE OHMIHIOIE/AMS ALEGIH &0 22 MZE22 FMAIA #A4 DHel ZM SE2(571 mg,

60%)2 LRULCH.

p : 296°C(=aH)

MS(CI) : 238(MH)

CioHgNOsCl - 0.45CH;C0CH.CHs - 0.10H001 CHEE | 24

-

OIZXl : C, 51.30; H, 3.68: N, 4.34
a=Xl : C, 51.28; H, 3.62; N, 3.97

W NMR 8.22(d,J=8.7Hz,1H), 7.92(d,J=1.8Hz,1H), 7.28(dd,J=8.7, 1.8Hz,1H), 3.90(s,3H).
b. 3-HE2HNEA-7T-2224-SIEEANASE-2-II2ESL N-2-(4-ECIER2Z HSAHY) 3=t

OlE OLMIEIOIE(50 mE)LHSl &D| SEHE S (400 mg, 1.75 mM)S 2N =48 LIES (50 )22 XMl &
AHUA 4-(ECIZR2Z0SAH ‘é‘ SlEctdle Tts HIIE HlxﬁPﬂ Ct. |J1 &2 2cl, g4 ot2aul
BHUA HE, ASoHH sZAA 4-(ECISRZHSAHEYE dlE2tde 01(325 mg, 1.69 mM)
= FZoUCH &) 2HE 24 HEIC=Z Zeh(s m)ol 210, 0C2 EA UIIstol H2AIRACH S
Al 3-IZ2EHSAI-7-S22-4-3ESANASE-2-t2 =4 &H(121 mg, 0.43 mM)S

m)LHOIA 60C=E JIEAIHA 3-IHEEHSA-7T-SE22-4-0ESAFs-2-3t22
RUCH. 3 AlZt=0ll, WEHo EIRY Z=Z2A0I1EE 38 HMAHGIH 010t= & H&s
IIEENHSA-7-E22-4-0|E /\I?Iial -JtIEE2Y 2=22t0lE (130 mg, 0.43

o]

o)

27|
o X8

at
ElY 2220IS (4
22201=2 M4
S2SIACH. 0IH2
g 2= HEztsIS
| 40l EIIGHRACH,
sy DOl BRI S

23 m)oll 420AM €10, H=ctE Sl 4-(ECISRLLZHSAIHE 5=

==, IS SEES 1.0N &0l 20 ’é‘@%% MHoHRAUCH. DME =clotA

8=(185 mg, 95%)S L RULCH.

p : 346-350C

MS(CI) : 456(M+H)

TH NMR @ 12.67(s, H, R &Jts8), 10.79(s, H, n&Jts8), 8.37(br s, H WEIISE
H),

=),
8.13(d,J=8.61Hz,1H), 7.83(d,J=1.76Hz, 7.48(dd,J=8.61, 1.76Hz,1H), 7.21(d,J=8.50Hz,2H),
6.94(d, J=8.50Hz,2H), 3.70(s,3H)

MI'H%HIIO
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[&AI0I 36]

[7-2E2-3-(3-S22-4-HISAHE)-1-01=E5Al-3,4,5, 10-HIEctcl E2 I 2T XI = [4,5-b] A =&l
4,10-C12]

HES(1.13 £) L HEEZA(113 M)W 3-IIZBHSA-7T-222-4-5|EFAN F=el-2-9I 244

N-2-(3-222-4-HEAMHE )OI St E(2.25 g, 5.16 mM)2 WHtE SEMS 1 A2t SO 2M FXZ0|

S4E MK 2Z6IACEH. AD| SHEHS AR202 W2 16 A2 SO Wk, GUGIACH O HHS A Al

ol 370 At235tD] <ol MESIQUCH. =&E LHME HESE NS 5, NHEZ MHGIH &4 220l

HN 3t&2(0.153 g, 7%)S L ALCH.

b 1 395-396°C

MS(CI) : 404(M+H)

C18H110|2N304 ° 12H200“ EHS\_" %_)‘\_ ‘i‘&

OlEXl : C, 50.77; H, 3.17; N, 9.87

al=Xx G, 50.33; H, 2.87; N, 9.61

1H NMR : 13.36(s,1H, W &Its8&), 12.50(s, H, W &It=s8&), 8.28(d,J=8.78Hz, 1H), 8.22(d,J=1.74Hz, 1H),

7.77(d,J=2.42Hz,1H), 7.67(dd,J=2.42, 8.91Hz,1H), 7.62(dd,J=1.74, 8.78Hz,1H), 7.30(d,J=8.91Hz, 1H)

3.94(s,3H).

EY 2ZQ 3 IHEZUSA-7T-SE2E24-0IESAASE-2-IESH L N-2-(F-2E224-HSAIHE)0IE

et XIEE otJI2k 201 MASHCH

a. 2 Z-4-HSAHES| =etd

HaH(48 me, 12N)UQ 3-SEZ-p-OfLIAIY SAH(10 g, 52 mM) EXUES -10CE H2AIZCH. =(19.5

m Lo Ha LIEE(3.56 g, 52 mM) SHS AD| BtS20 Sl #I6t &I+ -5TC 0l&0l &R &

5 G =, SESE=S 1 A2 S 0CHA WEtstALH O, 4= Cotxs & EUs &

AH(25 me, 12N)LHSl 3t =4 0l=31S(44 g, 193 M) M2 SH(0CT LS HIA)H 2=IF 5T 0140]

CX 2= H5T2 EHIIoIUCH SotM ZXZ0l SHEW)| HLUgH, 2(20 m)S IS &, EE2

S 3 A2t S 0COIAM wWerotCH. Zetal DHE o, OlE OtMHIOIEZ MAS =, SE& UES

=N ZOtoIACH, MHd=E SEH=E HE OtAMHEIOIEN =2HHAIZILD, dM S22 Yol =24

=4 F2 2cotUb. =EE =4 = = X 0E OLMHIOIEZ AEGHAUCH. =I1 G0l 28 olE

OLMIEIOIE & & =4 Fo| MAEMHUMAS OHE OLAEBHIOIEE &otn, & OHOUSANA 2XZAIF14,
O

sSEANHA ZM DM XM 3ES(4.49 g, 51%)2 ACH

MS(CI) : 172(M-1)

'HNVR : 6.94-6.90(m,2H), 6.71(dd,J=2.70, 9.00Hz, 1H), 3.73(s,3H).
b. 3-IHELEUSAI-7-EEE-4-3IESANASE 2= N-2-(3-2E2E2-4-HSAIHE)SIEAXE
HIERISIEZ Z& (200 M) -SE2E2-4-HSAIHEGI SR (4.26 g, 24.7 mM) EEO”Oﬂ 0COHAM HIEC

SIEZEE(100 m)Uel 3-IHEENSA-7-22=2 4—8IE§A| Fsgl-2-3t22Y Z2=22101£(3.54 g,
1.8 mM, &AIGI 3500 HMZEE) EHS FHOIGIACH. MHE M SeEtdg 0CUHAM 0= =
wetstn, £(200 m)Z2 3|A5H0] &M R‘l*é LACH. &I EHS FLH(600 M, IN)2Z 2ItZ2 3|4 6h
Of E2ta SEtdls 2, 0| 1 A2 S WEIGIACH. SEHHS (U5t HUMS HESIACH, =&
e IHME % 2 OlEHI2e =NZ NHGHH 7-222-3-(3-222-4-0ISAIHE)-1-5| == AI-3,4,5, 10-H
ECtSIE2IICHKI=[4,5-b] A =81-4,10-CI20 CHoll JIMHE SHOAM &I ASE Z2ZM 2ol X
3t82(2.30 g, 457)2 2 ACH.

MS(CI) : 436(MH)

d,J=8.50Hz, 1H), 8.00(br s, 1H, W&t
, 6.98(d,J=2.28Hz,1H), 6.85(dd,J=2.28,

)
LSO HXE =, M HEE A HUUUAM FIte] M0l LMEIATH. DHE +=&otH 2AH 3t
B8 2(60%), 7-222-2-(3-2224-HSAHE)-1-3|=EFAl-1,2,5,10-HEtSI E2 T 2| CHA = [4,5-b] A
7-222-3-(3-2224-HSAIHE)-1-01EEAI-3,4,5, 10-HI EctGI E2 1| 2| CHA
J10-Ci2(5%)2 222 #4E 22 (1.80 g)2 M3atRUL.

7T-2E22-2-(3-2E224-HSAIHYE)-4-3|=E5Al-1,2,5, 10-HIEASI ER2 T 2ICHX = [4,5-b] A=~
,10-Cl 2]

AAION 360 MAESH HUUS 2 500 M = sFAILD, 2/SS(1.1 £)22 S|AGIH = SHEH
£ &1, 012 3 Al2t St ueotAt s utotll, =&E LHE %( me) Ol XHOiE*/\IBI
LI

0
16 A2t S¢ot DLELFBP%EP. 2/00H2 2 olEZol

=AMZ MESIH =4 2ol =X
mp : 348-351C

70-38
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MS(CI) @ 404(M+H)
C18H110|2N304 ° 120H20 ° O5OCH3803H0“ EHS\_" %_)n\_

s}

=

HI

OI2Xl : C, 46.89; H, 3.27; N, 8.87

=Xl : C, 46.54; H, 2.96; N, 8.91

WONR ;12 82(br s,1H, w&Its8), 12.05(br s, H, WEIISE), 8.16(d,
J=2. ),

8.06(d,J=1.56Hz, 1H), 7.64(d,J=2.37Hz,1H), 7.52(dd, 37, 8.8%Hz, 1H
7.23(d,J=8.8%Hz, 1H), 3.91(s,3H).

[& Al 38]

[7-2E22-2-(2-HSAI2IE-5-2)-4-0l|EEAl-1,2,5, 10-HIECIGIEE Hl2lCXI=[4,5-b] R =8&-1,10-C
]
S THF(40 me)LHel 5-8| S etk =-2-HIS AlIl2l=(0.839 g, 6 03 mM)e M&(ZS biAM)el mut

[e]
Ol THF(40 m)LHCl 3-IIZEEUHSEAN-7T-SEE-4-0|ESAl F=8l-2- 9}2_‘?‘_‘@' %EE}OICU 67 g,
A2oZ Jt2AI2l1, 2Ite

01Hz, H),
(

J=9.
7.45(dd, J=1.56, 9.01Hz, H),

ro

NS HIIotALH. 0COIA 3 AlZt St wBtet =, g8 %@%% 7 Al
2b SQOF WBGHRICEH. BtE EE2s 2/0E OLMHIOIE(30 m/40 m)Z SIAAID|ILD, 2N =48t LESS
Jtoto &) dd= =22 pH 4 2 XIEOUU. )] d-E EFES lotl, =8E 2dX
MODHE WS HES(10 me)0l HHAFAIDID, OIDtAIY 2 Dol B st&=2(0.17 g, 5.7%)S =eal
ot ACH

mp : 235-237C (=23dH)

MS(CI) : 371(M+H)

CiHiCINGO, - 1.45H00 CHEH A 24

OI2Xl : C, 51.45; H, 3.53; N, 14.12
A=R :C, 51.26; H, 2.95; N, 14.18

HONR 12, 88(br s,1H, w&Itsg), 12.09(br s,H, REIIS8), 8.34(d, J=2.24Hz,1H),
8.16(d,J=7.6Hz,1H), 8.05(s,1H), 7.85(dd,J=8.7, 2.24Hz,1H), 7.46(d,J=7.6,1H), 6.93(d,J=8.7Hz, H),
3.88(s,3H)

=2 SZQ FIHZEHSA-7-2S22-4-0=ESAMAsE-2-II2E2E 2220l ¥ 5-0l=ceth=-2-0I=
ATleleE otJlet 201 MZotATH

a. SFIIIZEEHSA-7-S2E2-4-0EEANFSE-2-JI22E S2240/E HE EEEPOI‘:UZ me)Liel 3-
IEEUHSA-7T-SEE2-4-0IESAFA=8-2-H=2=44 (1.56 g, 5.6 M) L EIQY Z=Z22t0I1=(5 me,

68.5 M)l EEES BFAMZ F, MHE SE IH

SIMAIZIL, MsEAMA LME &1, 012 OAl THF 2 X
Stet2(1.67 g, 100%)S UL,

b. 5-6l =t =-2-tISAlLleld

5
SANA DHME %ﬁ[}. o) &FR=SS THF £
clotl), sSAIH AZA OHQ 010t ZA

s 450 me)LHel 5-0t0l=-2-HISAITI2IE(5.01 g, 40.4 mM)2 M2(-10TC) wBr SHH =S(10 m¢)
el & LEE(2.9 g, 42 nM) SHS =IISHACH. -10CUHIA 102 S WEHE &, Btg Egss &
b HAH(15 me)LHel FEt =& 0l=32(22.9 g, 101 mM)2 M2(-20C) WE EHN 2ER2=Z FHItot
ALt MyE DE 2g22 2(10 mﬂ) 2 S FAH(15 )22 SIAAIFID, -10CUHAM It 1 Al
SOt Wits XSAZC. 0%, Eg2s Huctn, =€ IHME OHZ(3 MY 40 v =2&)2 M=ot
0, MBS0 AXZAIHA 225 DHQ Xﬂ SEtE9 DIJt8 G4 (7.03 g, 125%)S 2/UCH. &I 22
o dFF(3.97 g, A 22 mM)S OIZ OLMIBIOIE/UEIZ(75 me/25 me)oll SEEAIDID, 2N =45 LIESS
o) e wBt SN0 pH Ot 6.5 JF E MK FOotACH 158 St Wetst =, ]I &= 2cldt
4, =48 &= 0E OM1|E1|O|E/01|EIIE(1 1)°| 50 M 2ROZ 2 3 FEOALL. FI| 4= ggotld, Ax
(MgSO4)/\|J|I1_, HIAIZID, SFAIA COl4 MK 2$D AEEZ = 010t8 DM =EHM 3H&£(0.839
g, 27%)S AT
[& A0 39]
[7}%@% -4-3|EEA-2-(4-HSAl-2-HEHE)-1,2,5,10-H ESI E2 I CHXI = [4,5-b] A =&l-1,10-Cl
2
EHI FZ2 (500 me)LHel A ALOl 1a)01| UIIHEI &lst O ANUUAN =8E 7-S22-3-HSAIEEL-4-S -
4-ClslEg2Rse-2-t2E=4 L N-2-(4-HSA-2-HEHE) olE24XE(3.0 g, 7.2 mM) L DXHI[0.6 g,

1 6 MM, 7-2E2=2-4-5IESAl-2- (4 HSAI-2-HEHE)-1,2,5,10-EHIEctcl E2 T 2| G X = [4,5-b] A =&~

1,10-Cle % 6-2z=2-2-(4-UHISA-2-HEotLelL)- 2 3,4,9-HEeRloIE2-1H-TIIEZ[3,4-b] A =&!-
1,3,9—EEI89§ ?é,% ESE]9 WbtE SEMH [HIEFQE—AJ%O m)E FHOIotn, MAE e SE
ME 7 A2 SO SRAZC. MHE SHS A20AM ZM wEAIZL =, 600 Mo LdF/E2 5| A AIHA
M sENS HUAUTH 2 Al %PJ witet =, F5HS omao# DH(2.8 g, 100%)E LUCH. A
242 #H= HNES(500 M)A HZZHAIH WM Zaol ZH 3HE2(1.7 g, 61%)2 LA

354-356C
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a1

C19H14C|N304 ° 15H20 : 02CH30H : 0 (CQH5)200“ EH@ ‘O.L‘l ‘i‘/l\

OI2Xl : C, 55.60; H, 4.62; N, 9.73
=Xl : C, 55.25; H, 4.35; N, 9.60

1 H NMR(OMSO-ds ) : 12.74(br s,1H,w&Jts8), 12.00(br s,iH, wW&Itss), 8.16(d,J=8.8Hz,1H),
8.06(s,1H), 7.46(d,J=8.8Hz,1H), 7.21(d,J=8.6Hz, 1H), 6.91(s,1H), 6.85(d,J=8.6Hz,1H), 3.79(s,3H),
2.08(s,3H).

7T-222-3-HNSAHEBE4-S4-1,4-LSIER2FSE-2-H=2 S & N-2-(4-HISAl-2-0 E
c Jiet & ¢}
7T-22E-3-HSAIII2EEL-4-24-1,4-LSIE2ASsE-2-II2S5 a4 N-2-(4-HEA-2-HEHE) 5=

A-HISA-2-HEH L EHE &S (4.7 g, 25 MM)S CIHEMEHIZ(30
ALOIOIl 2HHAIZICH. OIHIZ &2 22A2110, =452 2It2 od=2 Ei.
8t OHZ ==22 HX(NaS0,) AI2ID, oIt & sHAIH M4 22el X .
SlEatXE 2= HE:IGIEZFE& (180 me)ol %SH/\I%\EP HedE sgHM EHE 0C=2 H2AII|1,
THF(90 m)Uel 7-2E22-3-HSAIEEL-4-S4-1, E8E 3.0

OJ
E
e
N
=
04
x
o
°C
im
o
X
(@)
2

j
a
on
In
H
U
I}
m
i
X

10.0 mM) SAUS 152 =t HIAZICH. FHIIE %E?_F =, ddE M4 FEHS 0COHA 0= St Dgu_
BrAIZI =, AR20A 2 Al2t St wetetACH. -200 g2 /€SS FItet =, 500 M2l M2 IN &2
ooty gt Eg =2 ¢SS SZ AL dd= &4 @‘i‘oﬁ”% 1T AIZE S0 wBtAID| 1, A DHE
Az =&stn, £ ¥ oHZ22 =ME MEGID, B3I HXZAIH MM 2ol HH 3&8=(3.3 g, 79
%S AT HUUS 2O =HAH UHWRES THF £ HMAGHLD, MAE SHEHS U0 35%
o 7-222-4-3|ESAlI-2- (4 OISAlI-2-0I€HE)-1,2,5,10-EHIEet SIS 2W2ICHX | [4,5-b]A=8-1,10-
Cle & 65%2 6 - 2222 - 2-(4-HSA-2-0E0tE I_‘.—_) -2,3,4,9-HECSIE2-H-IIEZ([3,4-b]A=E

—1,3,9 Egl2ez PHE(HPLC 24) £It2 0.6 g2 LAME M S0t

A0 390l AEE 7T-22E-3-UHSAIIEEL-4-22-1,4-05lE2 H=2-2-JI22E 2=Zcl0lEE
otJl2t €0l MAS

2
UD

b. 7-22Z2-3-HSAIIEZEBL-4-24-1,4-LI5|IEE2A=E-2-3I2EH S=22H0/&

HAGHH 222 ZEOHAN F2 22REE(850 M) 7-222-3-HISAl II2EE-4-224-1,4-051E
2R se-2-HESAL(CINAHZ0HAM M) wWeteE SEMY & 229 ElQY Z=22t01=(60.3 g,
37 me, 0.507 m)E EHIIGIAULH. HLEE S&ESS SN0l FHE WMX(1.5 Al2) SRGIJCH. A2C2
H2AZI 2, BHE 3|M SLI(HML 25 = 25TC)E AIECH0 sSHAIH 24 DHE SUACH. &I
SZs A20M TZoH0l 0SS AXAIZ HZM DHQ HAM & H3S(34.7 g, 93.2%)2 M35tA

[l

b,
A A0 390l AFEE 4-HISAI-2-0IEHESI Ectd SaHS It 201 MESHRULCH

c. &-UHISA2-HEH Lo =t F&g

S(56 m)Liel A& LIES(5.60 g, 81.2 mM) BHS -5CE K AIE 12N HCI(60 m) 2 =(64 m)S EF
Sl 2-0IE-4-HISAIOLE 2 (10.42 me, 81.0 mM)2 JIH wBt SEA0N 20 2 St HOIGHAUCEH. X&t
ENUS 1520 ZHAM -15CZ H2tAIZ12, 12N HCI(36 mE)Li2l SnCl, - 2H,0(53.3 g, 236.2 mM) SAHS
30201 ZX™AM Eotot, 2&E -15C WA -10C=2 FAIGHALH. =M SEHS -15COHAM 302 S
WGk, OIEt=(25 m)sS HIGHICH. SEHs -15TOHA 3 AlZD = wEetD, N (g)atHol
HIAIACEH. (HHE -10TC (K30l H=E ’”[[HJI)OH/\-I aAIGHL, 2 AlZ2H0l AL AOCIIE R &
EBHE ELAIIIL, 50% OIEr=/0EIZ=( N, SS0ot0il 20 Al

200 m) 2 OIEIZ (500 ™)Z MIEGIACH. DS
o SOF XA BM U0l TR BE2O HAN(8.60 g, 56%)S UCH.

mp : 107°C(=3aH)
MS(CI) - 152(M+H)
CgHioN20 - HCI - H.00 CHSt & 24

IZIR

OI2Xl : C, 46.49: H, 7.32; N, 13.55
AZX| 1 C, 46.46; H, 6.92; N, 13.00
300Mz ' H NMR(DMSO-ds ) : 10.01(
6.77-6.74(m,2H), 3.70(s,3H), 2.19
[ALAIGI 39(2)]
[7-222-3-HSANIISE2L-4-S4-1,4-LI5|IE2F =2l-2-II 2244t

o-(4-HEAN-2-HYHL)SI AT CUE &4 b 20l MAISICH ol225t0 24

ECtGIS2 (264 ™) 0| 4-HISA-2-HIZHE5IS %(11.38 g, 60.32 mM)S SSHAIZID, 2.6-

SEICI(14.06 ™, 120.6 MO 2 H2ISIACH A 82 B82S HALHOILAL S2rAIZI D, THF(328
[ —

s,8H, W&Its8), 7.48(br s,1H, w&Its8), 6.94(d,J=8.8Hz, 1H),
(s,3H).

W

e
[]IO

m)LHSl 7T-SE2E-3-HSAl IEEE-4-]4-1,4-L5IE2RAsE-2-IIEEY S=22t01=(18.14 ¢, 60.32
m) BHS BtS &I 2T WXl 5C2 2XNEHe 52 OGO EIIE 228 =, Uis SgES
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25 & =2 0T WA 2COHAM 2562 s WEtst =, 23 A&
EY=20 U= RSd S&EA0 2 WX et
MNIEGH D, SIJ1 AXAIH 224 O
38t=(39)2 12lStAIZIC.

DAD BXUME 2,6-REIE(2,6-CINIEM2IE) Aol 2,6-Cl-t-2E Helgds A&

ot

= UL

( 4
[7-222-4- SIEE/\I 2-(4-0ISAI-2-HEHE)-1,2,510-H Eto| E2 0 2ICtXI = [4,5-b] A =&!-1,10-Cl
= |

BIEFS(20 m)LHOIN 7-2B22-4-0|S=A-2-(4-HSA-2-HEHL)-1,2,5,10-HEet5 S2T2ICHA =
[4,5-b]71521-1,10-CI2(0.45 g, 1.17 )2 WEHSHD, N-HIE-0-223181(0.23 g, 1.17 M) HI5H0H
CEM RS Il AJ| BAUS EENID BSES B(20 M0 BAHAN B 2oS g M
Ol 22 20k 0.45um HOITRCIATE Sai GHAIDID, SZA3 M F222 AJH. F22S
>IEWB(20 M)E HHAAIN BA BEUS 2Tt DNE ANolD, >-TZBBE AHoI BA =

2ol A s&2(0.20 g, 29%)2 2 RAUCEH.
mp : 177°C(=8H)
CigH14CINsOs - CHigNOs - 1.5H.00 CHEH JA =24
Ol2Xl : C, 51.53; H, 5.65; N, 9.24
=X G, 51.17; H, 5.28; N, 8.88

300Mz ' H NMR(DMSO-ds ) : 8.14(s,1H), 8.10(d,J=8.6Hz,1H), 7.33(d,J=8.6Hz, 1H), 7.06(d,J=8.0Hz, 1H),

6.76(br m,2H), 3.84(m,1H), 3.76(s,3H), 3.65-3.56 (m,2H), 3.48-3.38(m,3H), 2.95-2.87(m,2H), 2.51-
2.46(m,3H), 2.02(5,3H).

[A A0 41]

[7-222-3-(4-222-2-H2H L)-4-5|==Al -3,4,5,10-H E25I =2 T 2ICHAI = [4,5-b] 7 =214, 10-Cl
2]

7-222-3-HSAHIERL-4-S24-1,4-C5| SR S-S N-2-(4-2222-HZH L )5 S2HX
5(2 00 g, 4.76 tM)E DES(1.0 £ )Oﬂ SEADID, HEEZA(100 m)S NSHOZ WEGIEA S5
HOLAIZACH MAE M SEls 4 AZ0H SR AH QUAXM gHg AL HES(600 M)E8 BF
HAHGtD, &st SHS AR20F H2LA|F &M SHEMS AU, A SHEUES HUCIACHOAAS A
ALGI 4201 AbEotD| <ok MEGSHZICH. +=&& DHE HES £ HHEE MG &4 22l ZAH st
82(0.72 g, 39%)S LACH.
mp : 336-339C

MS(CI) : 388(M+H)

C18H110|2N303 : 15H200“ [:H?_F ‘O\L‘l —E—/;‘

OIEXI : C, 52.87 H, 3.27; N, 10.28

=Xl : C, 52.51 H, 2.87; N, 10.12

300Mz 1 H NMR(DMSO-ds ) : 13.40(s,1H,w&Its&), 12.55(s,1H, W&It=s&), 8.30(d,J=8.8Hz,1H),
8.20(s,1H), 7.62(d,J=8.8Hz,1H), 7.53(s,H), 7.43(s,2H), 2.16(s,3H).

[&AIGH 42]

[7-222-2-(4-222-2-HEHE)-4-0EEA-1,2,510-HENS E2T2ICHX = [4,5-b] 7 =&l-1,10-C

AU 410 MEE GIUMS 2(1.0 £)2 3IAGH0 MAEE SEHS 2 A2 SO DEGHACH. DHE
=850, 2 4 HHZ22 =HAZ HHGIH M 220l I 3H&2(0.54 g, 29%)S 2/UCH
p 1 355-357C

MS(CI) : 388(M+H)

CieHiCINOs - 0.20H001l CHEH RIA 24
012X : C, 55.18; H, 2.93: N, 10.72
M=% @ C, 55.00; H, 2.62; N, 10.66
300Mz 'H NMR(DMSO-ds) © 12.84(br s, 1H, M&IFSE), 12.07(br s,1H, MEIFISHE), 8.16(d,J=8.6Hz, H),
8.07(s,1H), 7.47-7.33(m,4H), 2.12(s,3H).

[&1AIGH 42a]

BrS T4 60 JIXHE ot EX & AAIM 8201 JIME R FALEE ZA0 2ol HAM SEES
otld, O, THF LHel 2-IIZcl CIIt2HI0IE-7-S22-4-0lEFAA=E 3-It=2=a 42 Wit

[ud

3

Al

A 10

[k}
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SEH0 DCC E HILoIULH. N-t-2EEAIIEEL-N 4-S22-2-0EHE6I =t THF EHE &
SIETHO Al BOoIC. gt 2822 220K 4A12H S WEGHRIU. HEE BSES 22AM2 =
(HEE J20LEeT Y--0l, TLC £= HPLCOI 2l ZAIS &), 2420 Y0 IS 62 A
HotACH. 5% HIE %/CHQCIQ E ASE Sdi+ JAZ20tEJHII0 2ol =2 Mot ~F2| ol=ctAEE
SACH. THF WOl SEE SIEetXE0l NEEEZAS SOtotALE. BIES=SS 420AM 24 Al2H St wmet
8t £, A8 20 AL, MHE PSS Felotn, AXRGtD, HES2 BIA/ST Meldst, 2cl6te
A stetss EyACH

=Y 20 2-IISCUIIZSHOIE-7T-E224-0|ESAASS-3-II2 =244 & 0|2 2EE =Y 22
S AAI0 82a X 82b0il JIXHE ZE X0l et KM ZSHALCEH

EY 2O N-t-REAN}SEUN4-222-2-HLHUSISAAES 510 LHOZ MESHAL

Zot SERE LIEE 8% (12 m)Ue 4-2=22=2-2-HEHEoIEct® (992 mg, 6.33 mM)2l SEH

THF(24 me)LHSl CI-t-2 € CIII2L2UI0IE(1.52 g, 6.96 mM) SHS FHIIGIRUCH. 2.5 AlZt=0l, Eg=22

CIMENHZ &£ =& & A0I0l SHHAIZICH |RI FE2S gotn, 2 £ =2 MAEGtD, 2=X(MgSo

HAZID, Gotl, MB6H ==otgct. DIJtE S2S SEMEAM 25% EIOH%OHHIE—E—*!&% A= ot
OtEDeiIZ HAMGHe 24 DMl EXM SHEES(1.56 g, 96%)2 LRUCEH.

Z4 2y 32
MS(CI) : 256(M)
300Mz 'H NWR(DMSO-ds) © 8.81(br s,1H), 7.17(br s,1H), 7.00-7.08(m,2H), 6.55-6.62(m, H), 2.09(s,3H),
1.41(s,0H).
[&LAIGH 43]
[7-222-2-(2,4-CIHZHL)-4-51 S=Al-1,2,5,10-H Eetsl S2 M 2| CHRI = [4,5-b] 2 =21-1,10-CI 2]

(

HE=(330 m)0ll 7-222-3-HSANEEL-4-24-1,4-(5IEE2FsE-2-I=2 54 & N-2-(2,
H<)olSetXI=(3.80 g, 9.50 mM)S SEAIZILD, XNHHC=Z WEGIHAM HEAEEL(8 M)S =5 XD}
Jl &e

OHRACH. MAE QEIXM SEHS 20AI2H SO E]SIH SN SHS HJCH. & Hg A2o=
H2AotD, S(75 m)2 FOtotl &M SEMHg A, 0|8 2 Al2t SO WEHEIACH. DHME ot MAGH
D, GDIMS 2(300 M) S|AGH0 BA BMEIMS 27, 0|2 20AI2 SO WUHGIALH. DHE 2Eo
0, 2, He2/0d2, 22 =M2 M6 0I0t3 ZH SHE2(1.80 g)2 LACH. HESHA T
Z2Fot0] 22M 2ol 5N SHE2(0.58 g, 17%)2 AL

mp : 349-351TC

MS(CI) : 368(MtH)

C1gH1aCINsOs - H.0 - 0.5CH;0HOIl CHEH 2 =4

OI2Xl : C, 56.25 H, 4.34; N, 10.06

A=X : C, 56.01 H, 4.36; N, 9.90

300Miz 1H NMR(DMSO-ds) : 12.72(br s,1H, DEIts8), 12.02(br s, 1H, WEItsE), 8.16(d,J=8.7Hz, 1H),

8.06(s,1H), 7.46(d,J=8.7Hz,1H), 7.18 (m,3H), 2.33(s,3H), 2.07(s,3H).

EY 220l JIEAHXNEE &4Sote CHAHZEWAM MEE ASdle & Fot=0AM H=5HACEH.

[& A0 43a]

gL, 2,4-CIHEHEdIEtE S CI-t-2ECIIIEL2UH0IE2t F'_F%/\Ii A2 HMAdkD, AAIG 42a0 O
&l HFSP’OI H=E=E HNEsH N-t-B2EAMIIEEBE-N -2,4-CIHEH L0 EHES AtESH 22 Mot &
ALG 42a0fl JITHE LBrtAol HXHM Oek EX stet=2 MESHAUCH

[AAICI 44]

[7-222-2-(3,4-CIGIESAIHE )-4-5l=E5Al-1,2,5,10-HIEectsIE2 Hl2lCtXI<[4,5-b] A =8-1,10-Cl
2]
7-222-4-5|=ESA-2-(3, 4-CIISAIH E)-1,2,5,10-E Ectol =2 T 2l Ch Xl = [4,5-b] 7l = &1-1,10-CI2 (1.
00 g, 2.50 mM)S 48% HBr(40 m)LHOIAl 6 A2t St SHRAIH Qe XM SEtds A0t S-S MG
0, SEN0 O oMotACH. =8E UHE = & HHZ2 =AZ MAESIH &4 =2el 013

MHS(0.94 )2 2AUCH &) SHS 2= HE2(600 M)A HZEAIA maiol Gl HEe
(0.63 g, 68%)2 2UCH.
b © 269-272C
MS(CI) : 372(MH)
CothCING0s -~ 0.5H,0 - 0.75CHOHOl THEH R4 S A
OIZXI : C, 52.67 H, 3.49 N, 10.38
MZ3| 1 C, 52.66 H, 3.64; N, 10.14

300Mz 'H NMR(OMSO-ds) @ 12.67(br s,1H, W&Its8), 11.97(br s,1H, R&Its&), 9.19(br s,1H, WEIIs
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&), 9.10(br s,H,n&Is&), 8.15 (d,J=8.3Hz,1H), 8.04(s,MH), 7.44(d,J=8.3Hz,1H), 6.89-

£ SZQ 7-222-4-5|E5A-2-(3,4-CIHSAIHE )-1,2,6,10-H ECtcIE2 T2ICHXI=[4,5-b] A =&
A A0 4501 J1THE Hi2E 2801 HMIZGHRUCE.

A A 45]
-2 E2E-4-0|EFA-2-(3,4-CIHSEAHYE)-1,2,5,10-HI EIGIE 2T 2ICHXI = [4,5-b] A =&!-1,10-CI 2]

t28Y-4-S4-1,4-LISIEE2R=2-2-9I28Y 222(0/E (7.00 g, 23.3 mM)% HE
me)ol BoHAIDID, wHtotHA HERISIEZ F&H(420 m)LHel 3,4-CIISAIHE ol =et
m) el M&2(0C) S 20201 ZH EOIGIACH, M ’E”%” SEHs 0CHAM 302
2 Algh Sob MBIt d8/2 &dal(450 m)E 01| &Jtotl, 1IN HCI

, ZA SHENS 1 A2 SO WEGHRALH. IHE U2 = % olezs
(2 4-CIHIS Al
|3;| NS
tOd OIJt=3

2ol HAH

(
(

7
iy
HU
Hu
P
2
™~
>_
E

o o
T
0l0
ron
o
ﬂHD

—
—
—u——'—

N_

A i He

My Jad g
OH' '\’

x|om o

_4

> =
ES _|>'|'
ol >

AL
°

o =y
nc
on
In
o
-

n
o

Olor by Hu

m\J

J

ol
o9
o
©
o
«Q

o
32
=

p : 334-336C

MS(CI) : 400(M+H)

CigHiuCINgOs - CHsOHOIl CHEH |4 24
OI2Xl : C, 55.63; H, 4.20; N, 9.73
=Xl : C, 55.27; H, 4.31; N, 9.56

300M ' H NMR(OMSO-ds ) @ 12.75(s,1H,m&Jts8), 12.01(s,1H, W&Its8), 8.16(d,J=8.6Hz, 1H),

)
8.05(s, 1H), 7.45(d,J=8.6Hz,1H), 7.13(s,1H), 7.03 (s,2H), 3.80(s,3H), 3.76(s,3H).
[&AlGI 46]
[7-222-4-5|E8A-2-(2-0EEIR0E)-1,2,5,10-H ESI E2 T2l CHXI = [4,5-b] F = &l-1,10-CI 2]

CIHEXZE0I0IS(20 M)l LIES EIRQUSAIS(230 mg, 3.2 mM)2| SHEHY <
ME)-7-222-4-5|==AlI-1,2,5, 10-H E245I E2 LI 2| CHX = [4,5-b] FI = &1,
= ZOIGHRICH AD| &

2

o i io

1
fo

olo 10
o

2 g 3781121 A Al 4a0llA Hlxg*)—J et

Ol 23kAH EFRAIZICH. OlH, HD1 t

oF 1 /\IDF SO WEHSHALH.
ol

=
[

ne
I:J
]

{0
ILIIO

ol

M
[

0?:
o ox
20
2
HI
kJ

Mo rtn
2
>
™
0

m
o
™
0"

o
3
kJ
W0 4o
Ho
=20

p
>
>
Eﬂ
ﬁ
Iz
Iz
HI
na
r
FH
=
o
]
S
=3
«Q
<
o
30
[w)

p : 275-277C

MS(CI) : 338(Mt1)

CiHi2CINsOsSOll CHEH R A 24

OIE2Xl : C, 49.78; H, 3.58; N, 12.44
=Xl 1 C, 49.73; H, 3.73; N, 12.30

R : 2.11(s,3H), 2.79(t,2H,J=7.13Hz), 4.09(t,2H,J=7.08Hz), 7.42(dd,1H, J=8.59,1.6Hz),
57(d,1H,J=1.77Hz,), 8.13(d,1H,J=8.64Hz,), 11.8(br s,1H), 12.64(br s,1H).

8.
[A A0 47]
[7,9-CI222-2-(2,4-LINEHE)-4-3|==Al-1,2,5, 10-HIEtsI E2 T 2| CtXI = [4,5-b] A =&!-1, 10-Cl

2]

HE=(151 M) 5 7-LI222-3-HSAISIZEE-4-24-1,4-LI0IEZ FAse-2-3t=2=2 4L N-2-(2,4-
CIEH )5l =t XI=(3.60 g, 8.31 mM)2 DLE"EI SEHO NEtEZELH(7.2 m)E el &EOtotn, M
de SY¥=S SF IS0 2 Al S B8JE =, Bt SY¥ES A222 d2A2 =, HUotH
BME DHE Sciotyct. B ANMS0| HLTX0IA HUHS S(150 m)=Z2 5| A SHACH. MJI sEg=
S 220N M Wetotd, DHE HUZE =&8otd, = & HHZEZ MEotLD, I AXIZAIH /M 2
2ol HHl SHEE(2.78 g, 84%)2 LRULE.

mp : 335-336C
MS(CI) = 402(MHH)
CigH13CloNs03 - 0.2H.001 CHSH | 24

OIZXl : C, 56.25; H, 3.37; N, 10.09
&=Xl : C, 56.23; H, 3.83; N, 10.35

"H MR 12.73(br s, 1H, n&It=s8), 11.92(br s,1H, W&It=8), 8.03 (s,1H), 7.51(s,1H), 7.17-
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7.08(m,3H), 2.32(s,1H), 2.06(s, 1H).
J-LSEE-3-HSAIIEELY-4-S4-1 4-LISIEEA=E-2-IIESA & N-2-(2,4-CIHE H

%E =2 5

d)GIECtXEE otdI2t 20l MZotACH.

a. 3IIIE2UHSAI-5,7-LI2E2 243 ESAASB-2-II=2 AL

E(72 m)Ue CIE 5 7-CI222-4-3|EEAMFAsE-2,3-CIH=E=SHUO0E (4.0 g, 12.2 mM)2l wBHE
SEMN ASHUES +=82(0.97 g, 22 M S 24.2 mM) 2 EIIGIUCH. DHE SAl EdiAlZ|12,
HEE SHS 55TCHA 302 S JtEotAlt. Bt 822 Lol 20C2 A0, 2EE 20T
OlctZ SXAIIIEAM 6N Hat(4 m)S FHOIGHo AMSHAIZICH. EE S0l LU, 2 Al S S&
ds WA =, S22 HustD, =E8E DHE =, NHZ/HES & HHZ22 =A2

NI = ot L. 4_3| ATAIA E2ZM DM BN SES(2.82 g, 74%)S %*91&. OlE OHAIEIOIENA &
Jl 2eclE aHel ~gS MZIAIA 24 X 2H g =Ee 24 8425 AL

p : 339-340C
MS(CI) : 315(MHH)
Ci2H7C12N30sNOIl  CH

ror
0
N
AL
o

OI2Xl : C, 45.6; H, 2.23; N, 4.43
=Xl : C, 45.78; H, 2.43; N, 4.52

W NMR(MeOD) : 7.82(d,J=2.0Hz,1H), 7.44(d,J=2.0Hz,1H), 3.86(s,3H).

AN-5,7-CIZE22-4-0l=EFAF=e-2-3I22 22201

HEtSS ZE6HA 22 222EE(25 M) 3-IHZEEUSAI-5,7-LIS 2243 ESAAsE
0 . o wetEl &M EIRd 2=22H0I1E (1.50 g, 12.6 mM)S ZHItotA

FAIEESE 5 A2t St 2JolRUCt. Bt Eg=s 422

| & 252 (0.88 g, 83%)S ZRUCH. &I SH2 & JIE2AXNES L0 ALESHALCH.
2-3- 2

HEAIIEEE-4-S4-1,4-LI0| =2 R sel-2-Jt=2 =54 & N-2-

o
N
u
I
H
2
il

ol

INEEUSA-5,7-LI222-4-0EEAAsE-2-II128E 22201 (3.65 g, 11.0 mM)E E1|E
EE(274 m)0l SBoHAIZILD, whtstHA HEZISIE2FEeH (172 m)LHel 2,4-CIHEH Edl =e
g, 23.0 mM)2 HQ(O"C) EH0 HOoHACEH. 2/ HA EH0| e S4EA2MH, 48

0COIAM 30& S WPHGIACH. M ==(223 me) 2 IN HCI(669 m)2] =M=Z FIIGIH BtES
Ct. dd=l Eg=S 1 Al S¢ Dl_t”o}_’ 017P6PO4 d8= OME 2cotAtt. =& 1
OlEHZe =M=Z MAEGID, 018 SJ| AXZAIH MM 220l HH SHE2(3.60 g, 76%)S LUL

MS(CI) : 434(M+H)

F>|_
zma*

S0 =5 N

U opy HOh
Uy [

Mo
He

I_
+§

" H NMR(OMSO-ds ) : 12.55(br s,1H, W &Its&), 10.67(br s,1H, BEIISE), 7.76(d,J=1.6Hz,1H),
7.54(d,J=1.6Hz,1H), 7.19(br s,1H, n&I}=E), 6.91-6.76 (m,3H), 3.69(s,3H), 2.19(s,6H).

[&AIOI 48]

[7-222-4-0ESAN-2-(4-HSA-2-HEHE)-1,2,5, 10-H ELISIEZ H2ICX=[4,5-b]F=8-1,10-Cl
2 LEES ¢]

0.IN ==&t LIES(52.2 me, 5.22 M) 7-222-4-5|ESA-2-(4-HEA-2-HEHE)-1,2,510-HE

2tolE EHIEIE K [4,5- b]-:rL| gl-1,10-CI12(2.00 g, 5.22 mM)2l WEHE SELHY S(100 m) X HES
m)S FOISHRACH Al ST XMelst £, DHME SoHAIIILD, MEE SHs A0 ZHA00A=2CIA
Z21(0.4

5 M)OS GGt D4 MHE SEANAC. NESS 0|AZEBE(100 M)E HiAF AIDIL.
W50 DHE Z2I51%UC0H DHE OAZSHE2 012H HM=st =, 100C0HA A I2 2AXA
M Zorol O SHE2(1.64 g, 78%)S HRUCH

T

CigHiaCINsO; - 1.0Na - 0.02(CHs).CHOH - 1.8H 001 CHEH A 24

.|

OI2Xl : C, 52.10; H, 3.84; N, 9.56

&=Xl : C, 52.10; H, 3.71; N, 9.40

1H NMR(DMSO-ds ) : 8.15-8.17(m,2H), 7.31(dd,J=8.7,2.0Hz,1H), 7.11(d, J=8.4Hz,1H), 6.83-6.76(m,2H),
3.76(s,3H), 2.07(s,3H).

[&L A0 49]

[7-222-4-3|EEA-2-(4-HSA-2-HEHYL)-1,2,5,10-H E25| =2 HI2ICXI%[4,5-b] A =8&l-1,10-C|

2 3¢ 9]

HIEtS(4 M) 7-222-4-0|ESA-2-(4-HSA-2-0HEHE)-1,2,510-EHE SIE20I2ICHXI = [4,5-
blF=2-1,10-CI=2(400 mg, 1.03 mM)2l LWBtE SEMQ 45 S (HEFSWHS 455% 295.6 £,
1.03 mM)S ZFItotATH, Al St M2l £, LE DHE SdiADIL, HEE SHs 2O HES
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(8 me)t &M 2ot SeHANOIZ2CIAZ EE(0.45 un)2 OIDUGHRUCH GBMS R4 MEHZ sFAII
2 t 8 f

D, ZFEIF LHLIXIOEAL &7 248 0/ATZZES(15 M) L HIEr=S(8 m)t SH wBHoHRA OH
E +gdt, X3S0l 100THAM 2 HEAIZA &M Dol BH 3&S(411 mg, 81%)2 LACH

mp : 229-230C

CigHisCINgOs - CsHiNO - 1.1H001 CHEH A 24

OI2Xl : C, 56.88; H, 5.81; N, 11.06
=Xl : C, 56.91; H, 5.47; N, 10.98
'H NMR(DMSO-ds ) : 8.09-8.12(m,2H), 7.31(dd,J=8.6,2,1Hz,1H), 7.07(d, J=8.5Hz,1H), 6.75-6.82(m,2H),
3.80-3.85(m,2H), 3.77(s,3H), 3.37-3.40 (m,2H), 3.09(s,9H), 2.04(2,3H).
[& A0l 50]
[2-(4-BIESAIHY )-7T-222-4-6|E5A-1,2,5,10-H ECISI E2T2ICHRI = [4,5-b] FIsEl-1,10-CI2 2

BIEFS(50 ™)LHOl 7-2R2-3-HSAISI2EE-4-S4-1,4-CI5I SR A 52 -2-92 =AM N-2-(4-HES A
HY)I St XIS (1.19 g, 2.60 mW)Sl MEHEl SErN0| BIE AEAN2.4 ™)S HItotD, MNE 2822
I A2F SO B25I00H AROR WLs B, YIS 2H2S 0MotD, +FE B DHE HWEHE2Z Al
Hold, B AXAI 900 mgel BHS 61, 012 22 FHAIII AUoH HEGIACH GIDUS S =2
Dol 22 34ct, 02 SO WUE B, MNE HEUS KUstD, 2T DHE 2 L HHE2Z Al
HolD, B)| AZAIH KR & HEHO EH SIEES (151.8 ng)S VUL EDI0) +FED HEE &)
D(900 mg)S HIEFS(3.8 £) L HELEZA(63 ™)S N2 EBS=2 Sfod MBHAZ =, 420
2 WAGUCH MHE SEStUS OG0 AMSS HIGD, KNS S RO 22 45, UM
DUSIRCH HAE AFSS 2F5D, 2 L NEHE22 MESD, 2)| ATAH XS & Hejel T
SHer2(422.2 mg)S AACHIIR & HH 2o 5 82 : 574 mg, 52%).

=

S(Cl) © 446(MtH)

300Mz 'H NMR(DMSO-ds ) : 12.71(br s,1H, n&Its8), 11.98(br s,1H, R&Its8), 8.14(d,J=8.6Hz, H),
8.03(s,1H), 7.47-7.32(m,9H), 7.07(d, J=8.9Hz,1H), 5.14(s,2H).

eSS (77 m)Uiel 2-(4-HZESAIHE)-7-222-4-6|E5Al-1,2,5,10-HIEct SIS 2T 2ICHXI = [4,5-b]
=2-1,10-CI2(515 mg,1.16 mM)2l mBrE SEHHQ ~4ats S0 o 458&%, 0.36 M, 1.28 m
WS ZFOIGIACH. MHE EFESS UGt A2 OIME DHE =Zeictn, AUHS sFEAH 24
A22S LA A RS2 S20U(70 M)2Z SlNStL, sHAZC. IBRESS S2A/ANES(70
me/20 m)E SA5tD, sEAZC. ARES ZE FEQ SRU(70 M)2Z F|AGHL, sEAH =M
DA 28 ¥ HM SHE2(640 mg, 99%)S UL

mp : 304-306C

MS(FAB) : 446(M+1), 444(M-1)

CoaHieCINgOs - 0.5H,0 - 1.0CsHNOOH CHEF R 24

—

Ol2Xl : C, 61.95; H, 5.43; N, 9.89

A=X : C, 62.31; H, 5.59; N, 10.02

300M2 'H NVR(DMSO-0s) © 8.11-8.09(m,2H), 7.48-7.28(m,8H), 7.00(d,J=8.88Hz, 2H), 5.13(s,2H), 3.83(br
s,2H), 3.39(br s,2H), 3.09(s,9H).

a. T-222-3-HEAII2EL-4-=24-1,4-LIo|E2Fs2-2-II22A A N-2-(4-HE=SAIHY )olECHX E

4-2Z22-2-0IEHE0IEctE A0 4-BESAIHEolIECtAS AISE A2 HMeotn, AA0 4101 AFE
= ZEXH0l Tek AAI0 5001 AtEE 7-222-3-HSAHE2EL ol
ULCH.

%

Jio
i
-
i

N-2-(4-BIZSAIHE )3 ECtAEE MAES
[& A0 51]
[7-222-2-(2,4-U222HYE)-4-0l=E5A-1,2,510-HI Ectcl =S 2T 2| Ct X = [4,5-b] A =&l-1, 10-CI 2]

HIEFS (1500 M)US 7 - 22 2-3-HISAIIEEE4-24-1 4-LI5|E2H =8 -2-Ft2 =ML N-2-(2,4-
S22 HY)olEctXIE(3.00 g, 6.81 mM)2 WBHE SEHY HELZA(150 m)S FHIIGHACH. M4
SIEfHS 9 2SO EJotD, e SHS 4222 H2otll, 2d SEIIE MESHH = 9l
Bz =HoIUU. E2 SENUS A=20A 0= S Wetetd, Gotd LME SUACH. S0
S X0 (UM E S RU2 S22 AoIUL. SE=S A4=208 M wetet =, ootALt. +=
= IHE HHZ2 MAEHE Ol &t A2 5 2 S0 30 H™MelotAtt, MHE =
£2 0ot DME =alst, o [HIZ20 SEAIZILD, GHUSIACEH. =
S DHME 2 E NHZE2 MEStD, 3J] HAXZAIH M4 Dol EHM SHES(198.5 mg, 7%)S ¢

mp : 360-361C
MS(CI) : 408(M+H)

=

[ 00 0 09 1% i OO

tH o
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C17H8C|3N303 ° OZHQO : 0 1OCH3803H0“ EH@ ‘O.L‘l ‘i‘&\'
Ol2Xl : C, 49.02; H, 2.35; N, 9.76
a=X : C, 48.69; H, 2.10; N, 9.96

300z 'H NMR(OMSO-ds) : 12.99(br s,1H, W&Its&), 12.12(br s, H, R&ItsE), 8.15(d,J=8.67Hz, H),
8.07(d,J=1.23Hz, 1H), 7.85(d,J=1.02Hz, 1H), 7.60 (s,2H), 7.47(dd,J=1.61, 8.63Hz, 1H).

. T-2E22-F-HEAMNEELA4-2S4-1,4-L0EZF s -2-t=2= 44 N-2-(2,4-CI222HE )5 =X

Aol 2,4-CI222HLdERtXS MSBE S MG, AAIG 41a)0
ABE 7-222-3-HSAHE2EL-4-24 -ClolE2Fse-2-3t2=5
EAXNEE MZESHAULCH

7T-222-3-(2,4-LI222HYE)-1-01E5AI-3,4,5, 10-HI EIGIE 2T 2ICHXI = [4,5-b] A =&l -4, 10-CI 2]
El

oiers (645 m)LHSl 7T-SR2E-3-HSAIPIZEEL-4-24-1,4-LIGIE2ASE-2-It25 44 N-2-(2,4-CI2
Z2HE)0IERIXIE(1.28 g, 2.92 mM) 2 DLUJE' SETHN DNEEEA(65 m)S HIIGIACH. MHE &
HE 10 2ot gsotll, FAE0 od/\*EIJU U dygE g8ds 42202 4oL, 28=S oot
o DHE =olotn, (s S(300 m)2 3IAG6HH OE X8 E@HAIRC. &) dds8s =86t
0, AXAA 4 DHQ 2H = (266 5mg, 22%)S ZR/ULL.

p : 342-343C
MS(CI) : 408(M+H)
CiHsClNsOs - 0.1CHsSOsH - 0.2H 00 CHEE R4 24
OI2Xl : C, 48.73; H, 2.16; N, 9.95
=X 1 C, 48.69; H, 2.10; N, 9.96

300Mz 'H NVR(DMSO-ds ) : 13.50(br s, 1H, w&JIts8), 8.29(d,J=8.76Hz,1H), 8.19(d,J=1.26Hz, 1H),
7.92(d,J=1.71Hz, 1H), 7.70-7.61(m,3H).

a. -2ERE2-F-HSAINEEL4-24-1,4-L6IE2RASE-2-IIESAL-2-2 4-[I222HE)5IEAXE
A0 5101 AtE= ZXH0I Tt AAI0 52001 AL2E 7-2222-3-UHISAl 2 2€-4-54-1,4-LIo| =2
Se-2-3t224 4 N-2-(2,4-CI222HYE )G EAXNESE MESHALCE.

[& A0 53]

[7-222-4-5|ESAl-2-[2-(4-HISAOtE2l = )HE]-1,2,5, 10-H ESI E2T2IT X = [4,5-b] A =& -

1,10-Cl2]

2-(2-E220E)-7-222-4-31E5AI-1,2,5, 10-H EctSIE2 02| CHXI = [4,5-b] R =21-1,10-CI2(1.00

g, 2.7 mM, AAIN 4a0iid HMZEE) L p-OtLIAIE (1.33 g, 10.8 mM)S LBtGHL, DMF(ZO me)LHOl A 1.5
o (

A2t Sot BF JIEot 2 %ﬂ% 2ACH. BUs A22=2 AL, MHZ2 80 m)E IS5t

HE2 Mol HEUMg AJCH. SEMUS 2 A2t S WEGHD, GMstACH. =T E DHE MEHIZ(150
m)Z NHGHH Z2M 220l A SEE(1.17 g, 60%)2 LACH

p : 239-241C

MS(CI) : 413

CooHi7CINOs - HBr - 3.0CHNO - 0.5H00 CHEH &4 24

Ol2Xx| : C, 48.24; H, 5.58; N, 13.58

Al=ZR| @ C, 47.80; H, 5.20; N, 13.93

300Mz 'H NMR(OMSO-ds) : 8.14(d,J=8.7Hz,1H), 8.09(d,J=1.9Hz, 1H), 7.35(d, J=8.7Hz,1H),
6.75(d,J=8.9Hz,2H), 6.58(d,J=8.9Hz,2H), 3.96(t,J=6.8Hz,2H), 3.62 (s,3H), 3.27(t,J=6.8Hz,2H).
[& A0l 54]

[7-222-2-(3-222-4-5|=ESAMHE)-4-5|=E5Al-1,2,5, 10-H EctclE2 T2t X = [4,5-b] F =8l
1,10-CI&]

7T-222-2-(3-2E2E2-4-HSAMHE)-4-0lEEAI-1,2,510-H EcISIE2T 2| CHRI = [4,5-b] A =&-1,10-

Cl2(AAl0 370lM MZE, 1.0 g, 2.47 mM)S HIEFEZ4AH20 M)LHOIA W BHSHAY SN BMZS AYCH,
BHES 145CZ2 6 A2t SO JtgEst, A2e=z W2AGHAL %(60 m)S FOIo EZM e Mg A
1, 02 3 Al2t s¢t DLP_FG}I’_, HuotALEH. +=&8= IHME = € OH==2 MEHSH =4 €2 H#

M 3&2(0.98 g, 76%)S ALt
mp : 350-353C
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MS(CI) : 390

CrHClNOs - HO - 1.2CHSOHON CHEH 214 =4

OIZ2X : C, 41.76; H, 3.04; N, 8.02

AZ=X 1 C, 41.74; H, 2.76; N, 7.68

300Mz 'H NWR(DMSO-ds) : 8.15(d,J=8.6Hz, 1H), 8.05(d,J=1.9Hz, 1H), 7.53(d,J=2.2Hz, 1H),
7.45(d,J=8.6Hz, 1H), 7.33(dd,J=2.2,8.7Hz, 1H), 7.03(d,J=8.7Hz, 1H).

[l AI0] 55]

[7-2E22-4-31ESA-2-(4-0EEA-2-HEHEZ)-1,2,5, 10-EHIEcGI E2 T ICIX = [4,5-b] =8l -
1,10-Cl2]

7T-222-4-5|EEA-2-(4-HSAl-2-0HEHYE)-1,2,5, 10-H EctolE2UI2I TR = [4,5-b] F=&l-1,10-CI=
(1.00 g, 2.61 mM)S DIEEZA(10 me)LHOIA WEIGIH 2 SHs JJCH. BUS 150C=2 3 Al S
OF JtEGHL), A2oZ WHASIJUCH. WEHGHHM S(50 me)oll AD| H2E EHS HMIIGIH M SEMHs
20, 0I5 20 Al S0 WEetD, G =& E DHE 22 MHSE =, 2(50 me)0
SELAIZICE. AD SEHHQ &D] DHIE SHE =43 S U2 M, HESH 4b65E%)S FIIotH
2 ZHg AACH. &I XS 1 A2 St &7 JtZotl), 2Ito 45 SE (2 m)S HItot
1, BHS 3 A2 St SF JIEoAUL. )| EUE A222 H2AI11, INHI 2 pH & 12 &
SHAIH 2 sgs AACH. FEWUS Odtotl, =8 LHE =2 MAGIH 24 OXME 2AT. 1
22 HE=S2 oY MZHAIHA WM 220l Nl 5+82(0.35 g, 36%)S ALt

mp : 287°C(=3aH)

MS(CI) : 370

CigHi2CIN3O; © H0 - 0.7CH;OHOIl CHSH & &4
OI2Xl : C, 54.75; H, 4.13; N, 10.24

&=Xl : C, 54.75; H, 3.87; N, 10.18

300Mz 'H NMR(OMSO-ds) - 12.60(br s,1H, m&2Jts8), 12.00(br s, H, w&Its8), 9.55(br s, 1H, W&t
s8), 8.16(d,J=8.6Hz,1H), 8.06(s,1H), 7.45(d,J=8.6Hz,1H), 7.07(d,J=8.4Hz,1H), 6.70(s,1H),

6.66(d,J=8.4Hz, 1H), 2.00(s,3H).

[& A0 56]
[7-222-2-(4-222-2-H2HY)-4-5 == Al-1,2,5,10-H E2I5| S22/ CH X = [4,5-b] 7 = &I-1, 10-L
2]

= AAIGIE &AI0I 4201 0101 JIME 4D sigteol TE 84 YHOIC
-UH-7-222-2-(4-222-2-HELHYE)-1,2,3,4,5,10-# AL 5| S22 CHXI = [4,5-b] 7 = 21-1,4,10-E
212(0.61 g, 1.38 MI)S HIEEZA(12 M)LAOIA DMEFAIZ H& S8 SUS A0 &I SUS 45
TR 6.5 AlZH SO JI2AIH BEZY =M Slgois 2D, 0| M0 YWANRD. A5 (50 m)S
WMEHSIRIA EDIGI0] SsA BEtMZ D), 0|S KIBSIYCH. +FE DHE 2 L HEHS2 MG
5|A 22(0.49 g)S AUCH 4| 2L 2L (0.36 g)2 MESUOA WESID, S48 Zel 2N
(2 m, S EJGHAC. =S DHE SHAIIID, SSSS 0G0 =S8 SRS NIIGHAD.
OiZst BHS IN HCI S MBS0l pH 2 1 2 AMSIAIS SHZM sistog A0 HES (2 M)S

N.(g) SE3t [HIZZ AMZEotH AAI 4201 A

S 3| (

Y SH FHAE-7-222-2-(4-222-2-012€HE)-1,2,3,4,5, 10-# A5 EZ2TI2ICH X = [4,5-b] A =&
-1,4,10-Ecl2= otJ| EXt0ll 2l M ZotALt

a. 2-HiEe|E-1-(4-222-2-HEH L))ol St

HErS(15 m)UHe 4-S22-2-HEH Lo Satd HAH(1.00 g, 5.18mM)2 wereEl SHEHY HE2[S|
£(0.66 g, 6.22 mM) ¢ LES OLNIEIOIE(0.51 g, 6.2 mM)E HIIGIACEH. 3 Al S A20M &I
S S neAlZl 2, 2Iotgo HXAMHSIE (0.11 g, 1.3 nM)E FIIotD, 302 S Wets XHARA
Ct. BtS S22 20 =21, 4= S2g=2 HH=2 FSAIRUL. E0lazE 2SS 22 A211
(MgS0,), it L =EAIH QESEA HZELOGIES CIHE OtMES Z&dt=s M 22 M 2
2(1.71 g)8 ALt EE=SS 2(70C) ANIH OthES & M. 722 O

300Mz ' H NMR(CDCIs ) @ 7.79(s,1H), 7.68(s,1H), 7.65(s,1H), 7.49(d,J=6.3Hz, 1H), 7.42-7.26(m,4H),
7.16(dd,J=2.5, 6.0Hz,1H), 7.06(d,J=2.5Hz,1H), 2.21(s,3H).

b. 1-HIA-2-(4-22=2-2-HEH )3 =T

S HEUSEZFESH(43 M)LHS 2-HALIE-1-(4-S22-2-0EHYE) dIE2& (2.40 g, 9.81 mM)<
wikE SEMN HEUSIE2FSIH 2 SH (1M SU2 4.6 M, 4.6 nM)S HIIGIALCH. EHotsot
2 HIL =0l JIMOt 2oIAUTH. BIIE 2AIE =, UIS SEESE 202 S A20M witst =, A2
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A g3t =2 JIMZ2 ZAAEA ZSHAIZOH HCI JIME Bt S8S80 Eotg M, M FMS0l &
XMooz HHEZJACH HCIS FHItEt =, B8 EESS 202 S WEAIIILD, 2(150 me) L 10% Z&H(5
m)ol =ME ZMAZIH HIIGIN BISE2 ZSZ AL, MHE SHE sHAIH R HECSIEZE
g2 MAGHULH &F S S0 0H & ZES FIISIH ZI1422 e £, NHZ2Z2 FSOIRULL.
B8 FE22 HE(MgS0,), Gt & sHAIH ZEM 22(2.38 g)2 LACH. ESHIZAN &/0HZ
(3:1)E AtEct= Aeldt Z&uAM EcH4l AZ0IE DHIz &) =S MotUl. 2H9 22E ¥
gole T2 S Eotl, sEAIA M 220 HH S&S(1.30 g, 58.7%)2 LAC

MS(CI) : 247(MtH)

300MHz 1H NMR(CDCl3) : 7.22-7.41(m,6H), 7.14(d,J=2.4Hz,1H), 7.01(d,J=2.4Hz), 4.90(br
s, 1H, R &Its8) 5(s,2H), 3.77(br s,1H, D&IIsE), 1.98(s,3H).

3.9
c. 7T-2E2E-3-HSAHEBLA4-SL-1,4-LIGIEEF =B-2-I2S 4 A N-1-HE-N-2-(4-2S22-2-HE

’

H)olEatXE

T-222-3-HSAIIE2EL-4-]4-1 4-CI5|E2Fs8-2-I9I122Y 22el0/E (0.58 g, 1.93 mMM)E HE
tolE2 et (50 m)ol EoiAID1L2, 0CHAM HIECISIEZ Fe(100 me)Hel 1-BlE-2-(4-222-2-0E
HE)SIE2tR(1.00 g, 4.05 mM) UM 1520 ZHM ZOIGIACH. MEE S2HM FHg 4582 SO 0C
OlA mBHGt, Ol YW26H0l 0C2 RAE 2(75 M)Z SAAZUCH. MHE EHS 0CHA INHCI 2
FOIZ S|MHAIF M SHEHS HUL. SEHWUS 0CTHAM 1AIZ s WEtstd, ot =&8& 1
HME INHCI, 2 & OHEHZEZ NHGIH 2] AXAIH M 20l ZH 382(0.83 g, 84%)2 LA

mp : 172-175C

CosHoiCloNgOs - 0.6H,0 - 0.4CHi 00 CHE A =24

OI2Xl : C, 60.18; H, 4.79; N, 7.63

&=Xl @ C, 60.21; H, 4.44; N, 7.70

300Mz ' H NMR(DMSO-ds ) : 12.44(s,1H, 0 &Its8&), 8.04(d,J=8.6Hz,1H), 7.52(d, J=1.4Hz,1H), 7.43-
7.31(m,6H), 7.11-6.85(m,3H), 4.85(br s,2H), 3.69(s,3H), 1.76(s,3H).

d. SFHA-7-222-2-(4-222-2-HEHE)-1,2,3,4,5,10- A5 E2Tl2| CHXI=[4,5-b]A=E-1,4,10-
Ecl2

T-222-3-NISAIHEEE-4-SA-1,4-Lo|E2 A= -2-It2 =S4 &
N-1-BIE-N-2-(4-S22-2-HEH )3 SN =(0.92 g, 1.80 tM)E HES(37 M)A wBtotD, =4t
3t 2@ SH(1.03 m, HESH 4565%)S FIIoH0 42t 2Ms [l SHsS L/ACH. &) SHS
12A12F S0t 83 JtE6t, 0I5 A222 YWAGIACH N(g) S50l HESS MAHSIH S2HM Az 2
S A/ACH. =45 2 SH(1 me, HESUWO 455E%)S ZOI6tD, MHE s BHE (A2 S¢ 1
BIOIRUCH. OIEr=(40 m)S HDIIGtD, BHS -15CE H2AGHACE. IN HCI(10 m)S -15TOHlA wBHakol
HOIGHO] BHA SRS ARACEH N(g) SSotol HES(15 m)2 HMIHstD, SEHS HUGIULH. =T E
DHE 2 &L UHZ=Z NHGHH 3lea 2ol T 32 (0.76 g, 89%)S & RALCH.

mp @ 279-2817C

MS(CI) : 478

CosHi7CloNsOs - H0 - 0.3CHOHOIl CHEF BA 24

O0I2Xl : C, 60.06; H, 4.02; N, 8.31
&Z=Xl : C, 60.14; H, 3.90; N, 8.34

300Mz H NMR(DMSO-ds) : 12.68(s,H, W&It=8h), 8.19(d,J=1.9Hz,1H), 8.16(d, J=8.6Hz, H),

7.50(dd,J=1.9, 8.6Hz,1H), 7.35-7.24(m,6H), 6.94-6.91(m,2H), 5.28 (d,J=16.3Hz, H),
4.60(d,J=16.3Hz, 1H), 1.69(s,3H).

[A A0 57]

[7,9-CI222-2-(2,4-CIHEH Y )-4-53|=E=Al-1,2,510-HEeSIE2 Hl2ICX=[4,5-b] R =8l-1,10-C
2 LIES Z(0l= A0l 4701 HZE stetE2 LIEE ZOoICH

7,9-CI222-2-(2,4-CINEHE)-4-5| =5 Al-1,2,5,10-EHI ECt5I =

(AAIGN 4700 JITHE Hiet2Z0l MIZE, 375.6 mg, 0.925 mM)S 0.1IN =4&t8E LLEE(9.25 me, 0.925 mM)
2 HE=S(4 w)S ZEot=s =(20 m)0l wEHSol Edlictl, S g EAs &
20013201423 ZE(0.45um) 22 GGt P4 AEHE OUUES sFAZL. BRSS

(10 me)2 HHAHAID| L), MeE EFESS HUSHAUACH. =TE mé
ZIZStOl 100COIA A HAZAIH M DX ZH 3H&2(310.4 mg, 79%)S LRULH.

mp - 369-370C
CigH12ClIoNsOs - 1.0Na - 1.70H,0 - 0.02(CH3).CHOHOl CHEH A 24

~

0

OIZXl : C, 50.32; H, 3.12; N, 9.08
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A =Xl : C, 50.20; H, 3.44; N, 9.21

1

H NMR(DMSO-ds) : 8.01(d,J=2.2Hz, 1H), 7.28(d,J=2.0Hz,1H), 7.01-7.08(m,3H), 2.30(s,3H), 2.04(s,3H).
[&AIGI 58 LHXI 81]

ol AANIS=2 £2 S22 A o3cts Ot olEctANEE ALSote otdl JIxHE AAI0
Ol EAIE) O et MZESHJACH ot &l 22t 7-22 -1 &= OldH™ % 5,7-
El Ol MOl CHOH & AlGH 41 a) JIME 2Hol 2o MZotALt. Ot&l o
Aol F=2, 228 AAI0 41 a) & AAIM 47 c)HM AISE 4-SE22-2-HEHLZGISHE L
fHI'é'éIEBP&' EH&OH &g OlE ol=ctAIEE ALSoULCH

[E 1a]

Lkt 3w pstlemo e | oweme (RN

i (IR N)
I ' 1.3, X,
Tf(;‘;:;,‘ﬂ‘%ﬁ 12,520, B 24, |CLING

8 |.50qeddce |4ddq a ® |3s-an |ssagun | H NG AR, Co40. %5/51. 10

HAAE e T OB 0, WL &30
w4, 100 o %‘% p
aee44z84 A @ 7.1, 28716 )
2-EANANILE | (A4 g 398 L0Ve FLARA). | Cabinty

# | 50-4SUYES |0 3o 44T | B |ssiofisiny |5 IEA S I, 0608/ 10
WA Ale shim | oddod 44 S48 " |aatim, Ra.23.42

-1, 1098 43493 441 ;-::;I";»E:m.m Welf LW
: u»u(nﬁ.!@ﬁ;ﬂ'ﬁ;;

0% 4 12.460r 3,18, 2 1.
A RELISELW, IO,
£1-3,4.8, ju-q: .24, |+). 6, 1), 0640

© | dgce gy |99 4 16 {367-362 {A000IrE) | 7.61(66, =18, 0. 8e W), | Co55.04/55.82
§ 5.5“ tﬂ."m. 7-"(‘- ]’l’ﬁ.lﬂ. .qm.“
A 72000, [0.3,0.06, H), | M9.96/10.00
7,08(d, |-8.Gl, IR),
383,30, u_u)%%
7-tee-2-(,4-q 12.73(s, 0, 2% A
qqqm-;.gi:q Lanks 12,0000, B, 2HARR), |CALIRD, -
A-L25,0qug |44 04 343 8.16(d, J0, 7s, I, o.M0
o |geandaae {3110 PN | s ot L L m, |com.e
shmgd-1i0g | TAY A pke TA6(4, J<1.6,3. 56, 1), | %90
P LELT R ) 7.!)}1.:(;,!), Ne11.90/15. 31
2.5(n,
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= 1b]
e 1 we ffeme| wees | £ 3
12680 8,10, 1),
- 11.5%be s, 18, 2874 ¥),
r-ges-ra e 104 0 4500 4. 10, .
Bidsa) | B - |80, ey
62 |-1,4,6,10-WEeHe 4454 dAe] ] 0 ) .46, 0., ), FAIWL.16
s LL LR A9 459 . {“ L0001, FRNH
e loxfe a9 gl ::;:;hll.);‘]
L ¥, 3.
128 2,18, i
o 1200 8,18, 28344,
rgsesiiad |G LA, | ooty .40
pid-aesy | R P e SO R
63 ‘]-;5.“'45qu ."i“ q“ 8 A N“ 7-.‘“.’49-&“&.'.’. C=51.3/61.08
L3 L s TR ipes) T8N, (RN
ETIOR{ 25 Sdg 431 ::{(:}f‘:‘?m, .00 %
l:m:. , '
R E
1200, 1, 28444,
S T s.ls(m;ah.m.
-2 81| 4.00(s, IH),
UANH-HER '{‘,2'{'::{?;,“ = 1.53.11&1:&. oy i
64 1 IBINBHRES |t o | T PV ) e, [RwAR
:zﬁﬂﬁgg I’]ﬂ ﬁa . ':md' H:m'm': ﬁl.‘f“-“
h dhdg 48y Ll 0,
230s, 30,
2
WL
” 12.00fs, 18, 29A%Y),
EEEHAY [’ 8.16(d, 1.5, 18), .
rcacaiia AR 0y o | e CREE
85 | 5 l-dEnisey AN g | ¢ )Rl 1.61414.0.19), LWL
LE iy Frptt] 708 14.30,3)), R0
[ERTZ-1) dAdg 4t §.9{d 4. 90.5), ’
- 1.0l 4.0 5),
L 1.0, 3)
4o ¢
-4ze-11gee 123t 10,2 Colélitdh- 1000
Aiedsgd g | AR I Fyroerantadad b+
80 | S HEMAEER | s it | ™ | ) | e i, Frpir-u
AALlLbNe |y g e
ikt dag asw i i)
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[E 1c]

B 1) v peilevien)  woew | E T
-ZES--HER 4o 42 12.77(brs, 18, 28744 ), | ColelN0y « 1. 380
A2 (34U [ (44 uY 348 8.16(d, =8.61,14), * 0, 1Ck0H »

o7 |LRSICHSHY |54 3oy 7 lusse] B 7.46{dd,J=1.%5,8.68, 1H), 0. 10500
ceaki,5 | |34NY oy (1) { 7.35-7.33(e, 3, C=50. H4/80.85,
Dllae-LI0Y |94y 459 qAdg 2170, 10), 13.62/3.9%,
- At 2,3(s,3) 897619, 42
Tg3E--Hc) (A 12 12.85(be 5, ILZWAEY) | CNDS -
A2 (et s8] | (A4 0y 248 12.08(br 5,18, 28454 0.0

gg [TUHLLE1H |84 3oy ® || B |LBGAER 0. 5CHs0sH
Edegaddy | o334 das (1) [ 8,05(s, 18) C=50,84/50,78
k(:.'s-bl#lkil-l. 91}2 ‘;ﬁa LELE S 7.50;7.6(1.30) (=87 TR ]
102 484 7.31(d,18.3, 2 N8, T09,61
-ge8-1-HEY 13.5(br 3,18 2874)

o {Lel ot 12.000br 3,10, 28745 H) | CbeLINAS «
S A Tt I YY)

oo [MUHLLEIEA 1 s [ ™o 5.5
EaEasoy L] b an
4 ShR, 67,6900, ) Rann
e 7.99(4,5:8.48, %) N:10.48710.6

5(s30)
FELLEE Wi & 12.80 1,182 Coh Tl
Sl |l 0 149 L S |0 -

70 [1EHLLE1- | 40 300y o lwo| ® lewiem 0.4
HEHERNYt} | o] 4RNY oo L1 e CR.9/0.7
Al GHIHL- | 90 459 qAe4g 1. 80.3) KA1
Lie-te L) isv(-'su) ' ¥0.62/9.65
388303 12.18lbr 5, 1L 285 H)
;iﬁ.ii.‘:,i? 2.32(d,J:8.61, ) Tkl
HESAL45 0 - | [VEELTI 0,440

71 4§e}ﬂ51¥1'a|:! 4N 4 8 | gy | oy | LRGSR LI 5495468
Axl st | - 7.66-7.600,3) (EXT LN
LeHe 7.49(4,3:8.34, 18) Ne10.52/00.689
’ U3
833203 [44q @ 8.15(d,5:8.67,1) {cakemay:
1!1!11)4-'15! (A4 418 248 8.09{d,J-1.93, 1H) 1%
A-L2.5, 10528 | 44 -0y » (74(@ 208680 |

" s |t o | T (% ) |1 e by
Sl | oY 459 dRdg 1(s, %) N0
ye 434) 1.%6(s,3) e
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[EZ 1d]
g'lg Y ] 34 & | wlth | msicn NWR(DMSO-d &qq/qd)
12.76(br o, 10 2875 4)
12.02(br 3,10, 2045
£ :
rezzs - |t A 81604867 1H) vl
1 [ESEMHASICNE |y dpgg ol | g5 [giga| B0 | B060ID CE.19/58.60
AMELHANALUSD | gt 0 dyag 1) ;.;mﬂmﬂz’m H=3.844.24
Hee-Liode 300d.J=8.34, -
A4 wigma | s/
1.24-1.18(m, 3H)
12.800r .10 287454
12.050br 81028715
TR22 85022 [ 94 42 8.16(3.J=8,67.18)
AVAY-AEREL, | (A4 419 1Ae ¥ m |60 Parkaprol
% | 250-4EdYsesdy | M A At | 45 | a6p-a63 4+ | MEGI=B5BIH) H=2.4002.98
IASSbIER-11 | 9 22 dudg 1387.4(n,1H) N1/
e A3H) 1.23(04.J=2.42.9.58.1H) S
TAM1.H(m,IH}
212 300)
. 12.770r .10 28745 1)
W40 L.16(d.J=8.61.1H) G CINOs
1—{3;—2;(3.54‘14*! (444 414 A48 ¥4 Ko | B05(0J=186.10) 1340
p | SRS |y g uggaad | 10 [mone () | 160 LREIN | c-savme
CHERHERAATAL | gy g g4 61000,J-21928) H=3.86/395
UshtdLIde | 651w H) N=0.97/5.93
3761s.64)
127401 814, 28715 W)
12.03(br 2,11, 28715 8)
Q
T-822-4-4234-2-(2 ?;;‘,‘ EET L RT] 8.16(d.J=8.67,1R) mﬁm
7 | EERINMIS |y hhenaad | g | sn| M | BEI=1S0I0 RS
(L LU E B Y 99 g 444g (M+1) ;g;g:ﬂg; H=4.34.2
(. 5bieR-1104¢ L, 31.2(m, :
A3t R 2.86-2.82(m, 1H) N-BHM%
1.53-1.09(m.6H)
. I
TR (ﬁmﬁm - 10004486190, mgm
" -RQEAN)-125.10-4 39 oANY ik 0 |ym 466 | 7.45(d.=8.66.2H), C=40.58/40.67
EHIZRAAHEUS | g po dde (41| 7700078 280, H=201/241
IRELEEE | B14(6. =8 8.28) N=8098.37
[E 1e]
34; y 9 9 ¥4 FH |mpl(T)  WeiCY KMR(DMS0-dd (g’ﬁf%i)
37031, 1.2%m2H),
: T.38(8.J= 160 H]}, CubiCIB N
TEE2-F-(4-BER-04 | 4A4 42 16400 J=R7Lek, 1H), | €.6CH:SOH
8l SARY-4-4E34-105 | (344 1Y 348 34 TREY 450 3.05(s.11), C=d44,04/44.12
J0HESERI AL | 3040 AuAd 4ad 20 WY g g8 7,110, H=2.8257
{45b1R%8-1L10de | A oA 44T 12,03(bs, 1H), N=B.47178.30
) 12.72(be, 1H}

' SENEA Y 2RA0ICHO 15% HESS ARSI M2I3t 24 M- 24 ARNDEINTE
= =

otod &fJ| stgt== E Mot

At

“a) HMAIE =59 014 BISRINCE 2 8 AIRS 22 M, A0 41 OIA 20| HES Ofal
olEetXES 1elst BrEs ’é}\lo}mﬁ}

b) otol EXtol 2o M HPLC £ ALESto &0 stetE2S FMGHRULH /é'/\IO_iII ﬂ S JHE;?%'M’%?PQ

Sjoff H&ESEH Ota olEetXE2 Nelst ¢ELRZ ot 1 g2 0IJtE N-2-0tE 53—;3;9}2 /\IUOXQO_H

9_|1 =8 45 BEI(4 )0l EaHAIDID, E 22Uz HEeg=24 v)2 IHOOPIOEP mle %

+ A (41.4mmx 5cm) 2 2 E}OIL}””& C# B0A Z & (41.4mm>25cm) 0l &I %‘%Ei ;(100 Eal()?

b, $52 50 M/ 20I%A , EJ OIS &2 40% HEs/23 %O“OIO*EH = o?.g ea

o=z bH 3 ez =EE 0. 1% ECEZLLZO0tMEL 0IRULCH) . 2520 2 X 4OELHIL_£A lfmlnﬂa

J2H= 29 U CHS 10200 60 LAXI 100% Of 001 GiIEHS (100%) HEHTIH‘LSILEHEH 12'}201} o 315

= SdHASY RES 70 M/E22 SIHAIZLE. 230nmoilA 2= 5 IS&EEB,O |o =2 L JM 15
; LoI=0A 5 LXK 1020AM SEZICH *X*OI dE=S ZEols =22 pH 1 2 IN HCI g

gﬂ
Mo
0
¥ ox
.

um - o

21d
=)

BEoE URC. 40| HRUS NE SUIIZ AN HESS M0, 4NE HENE oI,
AHE DAE B2 MEGD, 2| AXAH ABO| 0-0t2 O|HHE ML

P = o p)ol MO M2 EH HLCE AIR5I0I Al SEES HHSA.

“a) FMAIE S5O Ola BICANCE 2 8 AIRS 22 HMOSD, AAG 41 A 20| HES 04l
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Sl=ctX =2 Jelet eSS & AIGHALE.
X

Z= 2Db)2 BX0l met M HPLCE ALE5He &0
Al

ton
9
o
mio
0
é
el
9%
[m]

7T-222-4-5|EEAN-2-(2-ER2HH)-1,2,5,10-HEctclE2 T2l CX = [4,5-b] A =&-1,10-CI 2]

AR20AM HE2IEZEEH60 M)l 2-TIIE2IC=IIEH0IE-7-222-4-6|EEAN A =E-3-IIES AL
(1.068 g, 3.3 mM)2 wEHE E‘E'O”Oﬂ CIANZ2234 St2EL2C0/0/01=(0.795 g, 3.85 MM)E HIIGHALCEH. N-
t-2SAHEEL-N 2-ERE2HE 5ISetA(1.10 g, 4.59 mM, AAI0N 82cOl JITHE Htetzol M=
g)2 HEUSIEZ Feb E2H(20 mf) SA A SEH0 ZOAU. &)l tts EE=S 420A 4
A2t Set DI_F'_FGPC’*C} 91’15' B2 =F T, A3 HUZ L2 RdI0tE MAHSHRICH. Hgd 2
ZHOIELHS 5% BIE=S AlSots Sdi+ 28 J20tE U0l 2 22 SN2 _/.\_’SQI ol=etX &

(1.67 g, 3.0 mM, 92%)E LRAC. HIEUSIEZFEH(B0 m)0l SHEE 3|EctXI S0 [HI HEZLH9.0 mE,
139 mM) S "47}0}04& BHESESS A20 A 24AI2F S WEE £ A2Z 2(600 M)l FAUACH. MHE =
dES ‘=‘Elof , AXAIID, BIEFE (20 M)2 BiA/SHH XMelstnd, =2al6hod SOCOH/\-I dZ HXAIA
SleAl DMel ZHM stE=E (0 733 g, 65.9%)2 ZALCH.

mp : > 300C

MS(CI) @ 372(MHH)

CigHiNsOsFCI Ol CHEH R 24

OI2Xl : C, 58.16; H, 2.98; N, 11.30
=Xl @ C, 57.81; H, 3.20; N, 11.08

300Mz ' H NMR(OMSO-ds ) @ 12.68(s,1H, &0 %é) 11.96(s, H, &Jts8), 8.15(d,J=8.7Hz, 1H),
8.03(s,1H), 7.43(d,H,J=8.6Hz), 7.15-7.32(m,4H), 5.17(s,2H).

a. 8¢ =20 2-ISclllIIZ2HI0IE-7T-E22-4-0|EZANFSE-3-IIZSA LS oIt 22 Y

2 MZE5HALCEH.

E0l24(40 m)LHSl 3-IHELBHSA-2-LIS2ICI=IH2UI0IE-7T-222-4-0|=8A HA=eI(2.52 g, 7.5
mi) ol SIEFHO &S ZHE(882 mg, 15.75 mM)Sl =& (20 m)S HOtotACH. ZIIE =2 SHAIOLRE, Bt

S22 60TZ JtI=2AIRLCH 3 /\IDJ =, BIEESE ot Ao =284 % '2 HIASHACH. O{tHS
pH 1 2 &t-35 Al MM JAMES SACH. S 6U=2 OHE =2clotd, =2 MAEGHLD, 30CUHA &

Sot0ll 16 Al2t S0t DJ_’E/\P*EP ﬂala shal el AFol HH §P§.%(1 59, 64%)S 2ACH.

p : 225-228C

MS(CI) : 321(MH)

300Mz 'H NMR(DMSO-ds) : 8.28(d,J=8.8Hz,1H), 7.77(s,1H), 7.64(d,1H, J=8.7Hz), 3.52-3.57(m,2H), 3.17-
3.19(m,2H), 1.83-1.98(m,4H).

b. & 2Z0 3-IJIELZHSAI-2-LIECICI=IIEHI0IE-T-22E2-4-0|EF A A=e2 otII% 22 2
oz HZEGHAUCE.

A20 A N, CHOloH HIEcCol=E2Zet(20 M)LHS 3-II22HSA-7T-222-4-0lEEANF =222
AlAH2.25 g, 8.0 mM)2 SEMY CIAI2ZE A BFEEEIOIDIE(HSS g, 8.0 mM) ¥ IZEel=(0.596 g,
8.4 mMM)= HIIoIQUCH. BIESE2 A20 A 15 Al2H S0t WbBtet, 0|F 24202 LY 0E U2 M
ot ALt JEEMELHOI 5 HEtESES ArEot= EH—rI 2 J20tEJdIIZ 282 MHE22 JNGHH
M DR EH SES(2.52 g, 94.3%)2 LAULCt.

mp : 215C

MS(CI) : 335(MH)

300Mz ' H NMR(DMSO-ds ) @ 8.12(d,J=8.7Hz,1H), 7.60(d,1H,J=1.8Hz), 7.47(dd,1H,J=8.8, 2.0Hz),
3.69(s,3H), 3.40-3.49(m,2H), 3.27-3.33(m,2H), 1.80-1.96(m,4H).

c. ¢ SEHQ N-t-REEANZELE-N 2-SFT2HEJ|EctE S 6t 201 MZotALCH

50C 2 Jt2AI2] CIHE ZSO0t0I=(30 m)LHel t-2EEHIX0IE (17.84 g, 135 mM) ¥ 2-EF 22

MIZEZ0t0/=(3.2 m, 26.5 mM) ES S0 EclME0t2! (7.4 mé, 53.1 mM)C’ EOtotAULCH. 50COIA 30

= S uetst =, B2 2822 =2 sl4otl, g EEEPOIEE ZEotRULt. &8 /I FEE=S

£ % 8+=2 MN=otld, MgSO, &0IA MAEotD, MIotl s=ARCH & HIEA—I 1:1 CIGIEOEIZ =t ot

£ AE0ol=s Sdisl 28 AZ20EDHIZ 0103 MHE2S *HI%P?}EP. Jclotod A el 2H gt

82(5.13 g, 80%)S LUACH

MS(CI) : 241(MH)

300Mz 'H NMR(DMSO-ds) : 8.27(br s,1H), 7.40-7.50(m, ), 7.25-7.36 (m,1H), 7.09-7.20(m,2H), 4.48(br
s,1H), 3.87-3.94(m,2H), 1.37(s,9H).
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[& A0 83]
[7-222-1-5|E5A-3-(3-LIERHIE)-3,4,5,10-H Ectol =2 T 2| Ct X = [4,5-b] A = &l-4, 10-CI 2]

HMASt ASole dRHME AMEdStE A A 1401| JIME Bi2t20l HE2S Al SE22 AASSHt0 =
Stef=22 MASHACEH. E£5, HESUOUA HIE dEASZ XHeldtd| Ml Md=22 =2lotACtH
mp : > 250°C

MS(CI) : 385(MtH)

CiHNJOsCI Ol CHEH B A 24

OIE2Xl : C, 53.07; H, 2.36; N, 11.02
=Xl : C, 53.55; H, 2.54; N, 10.94

' NMR(DMSO-ds) : 7.63(d,J=8.9Hz, 1H), 7.80-7.91(m,1H), 8.18-8.36(m,4H), 8.64(s,1H), 12.71(br s, 1H),
13.36(br s,1H).

[&AlGH 84]

[7-222-2-(3-2222HYE)-4-0l==Al-1,2,5,10-H Eto| =20/ 2| Tt X = [4,5-b] A =&!-1,10-CI 2]
MEs ASols MFAME ALEct= A0 1500 J1THE Hi2H201 HEH stE=S MEGHALEH.

mp : > 250C

MS(CI) : 358(MtH)

CiHoN3OsCIFOll CHEr A Z4

OI2Xl : C, 53.57; H, 3.07; N, 14.56

=X ¢ C, 53.55; H, 2.94; N, 14.44

T NMR(DMSO—ds) : 7.18-7.32(m, 1H), 7.46-7.60(m,4H), 8.06(s,1H), 8.17(d,J=8.7Hz,1H), 12.09(br s,1H),
12.92(br s,1H).

[&AIGI 85 LHXI 94]

NEst 435ts WRHE AS5t
SEfS 22lX H0lE ¥ +82

A 3501 JIMH=l dHiet20l MZoHRUCH. &2 Otal SIE2HXER
I MIAlSHCH.

9ﬂ|>
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[E 23]

HAG e ATAE A8sto] AN 359 A viojzto] sl
ANE HHEE A=A (ol A=AN=ZRY Y 582 ANY).

o
4 3 3 48 {mp(C){MS(ED|  NMRODMSO-9 ¥ e
d P ¢ (eA/a34)
3
CuHsNsOSFCI « 0.45
7-2322-2-(2-§5024Y)-4-%=8 8 7.26-7.64(m,5H), 8.07(s.1H), | Hs0
B | A5 iodsatzadadAs |13 )| B8 816w a-a00 10, 1208 | o558,
ShAER-1 1008 8.1H). 12.93(r 5,1H) H=2.19/2.3,
N=11.49/11.23
7.48(dd,J=8.7,2.04, 1H),
1-g22-2-(35-Ed R 2HYA a6 | 8081320, Pgeiei i
8 | 9)-4-4=84-1,2510-4E3H=z2 12 §) 250 M+ 8.18(d.0=8.6i, 1H), H‘lédl Bé ’
SRJcA = (4.5-b} A 0-1,10-0 & 8.40(s,2H), 12.20(br 8,1H), N:a'.'o/e‘,m'
13.13(br 5,1H) DA
CosNiOFLCl - 0.50
1822204 UERL2AY)-4-4 - ;fg;;g?“;:; WO
81 | =&A-125 10-HEFH =gy | 32 ) 250 g7 m.ax, €=53.07/53.08
A 4410 158170m10, 0711, | S-5000S5
: : 8.16(d,J=8.7h 1H) i
‘ CoHNOFCl
T-222-2-(2.5-4 83220 g)-4-8) 7.31-7.56(m.4H), 8.06(s.IH), -
# | sBL2sI0AsA =2t | 1 )20 | M6 |8 1600.0-8.1, 1), 12.120r ﬁ;g‘if;%%“'
(4.5-b)A%d-1.10-0¢ 8.1H), 13.00(br s,1H) N=1L18/1L.1§
748(6d.J=8.1.1 T, 1),
7.95-8.00(m,2H), CobaNAORRCI -
T-B22-4-HE3N-2-(4-YERAY)- 85 8.06(d.J=1.8ik, IH), 0.085CHsSO:H
B | 12 10sadz e s | %5 |y 20 | B |6 mas-g e ), C=51.06/5L.15,
JAEd-1.10-9 8.32-8.41{m.2H), 12.16(br H=2.59/2.58,
s.1H), ' N=13.94/13.90
13.15(br 8,1H}
A 7.64(dd,J=8.8,2.0tz, 1H), CisHaN:OsF4Cl - 0.30
7-?3.5—l**lE%*l-Ii—("—E-ﬂ!'-‘li” ' ™ 7.91-8.04(m,4H), H0
90 | A¥MY)-3.4.5.10-AEd =Ry | 12 ) 250 M+H) 8.24(d,J= 1.9, 1H), C=52,33/52.39,
Ax(4.5-b)Fed-4.10-de 8.32(4.J=8.81.1H), 12.61(br | H=2.34/2.96,
8.1H). 13.45(br 5,1H) N=10.17/9.91
T48(6dJ=85200.1). | CubsNiOSICI - 035
1-222-4-4=8N-2-(4-E2jB R0 2 408 7.86(s.4H), H:0
91 | A9HY)-1.25 10-dEYN = A | 49 )50 (M+H) 8.07(d,J=2.0,1H), =52.22/52.19,
Ak (4,5-b)Ad-1.10-0& 8.17(3,J=2.0z, IH), 12.09(br H=2.36/2.01,
8.1H), 13.04(br s,1H) N=10.15/9.82
[E 2b]
AN * 3
q
z
o o
1822445842 yERAY)1 o | . By0'+ 0.30CHSO:H
92 | 2510 EdHEEd YA [4.5-h) 15 19250 (M41) 8.07-8l25(n; m) 5.49(l 1H). 0=49.38/49.54,
A58-1.10-& g R H=263/2.35,
12.16(br 8,1H), N=13.31/12.98
£3.07(br 5.1H) e
3.3Hs,3H),
7.64(dd.5=8.8. 1.9k, 1H), CuHuN:05C1S - 0.25
T-222-1-4=5A-3-(4- B2 U s 8.01-8.11{m 4H). H0
9 1AL 0-HESH R4, | 12 | ) 250 (M+3) 8.24(d J=1.T, 1H), £=51.19/51.20,
5-01A%d-4.10-0¢ 8.31(d.J=8.8,1H), H=2.98/2.75,
12.64(br s,1H), 13.476br N=9,85/10.01
£ 1H)
3.28(2.3H),
R =§.6,2.0i,1H),
T-BRE-4-HSRAI-(4-AREANA 418 Z;E‘;dg“:{(: P
W |drLasodedaeatddAs, | a8 o | o | oot
5blAER-110-92 8.19(0.0=8.7k, 1H),
§3.0Mbr 8,13)

[&AIGI 95 LHXI 103]

gt &3otle d7ME AtEot
E2H9 2elE HOolE 2

=

A A0 800

JIE

=28 H 300 HMAISHC.

B2k 0l

70-55

K=ok AL

1019960702011

7  2-LEcitc?=



[E 3a]

PG F&te ATAE ALee Ao 8290 714 viel go] Az
Y. B-Ft2RWEA-2-VEgd e S-7-82 2 4-8 =5 A
F=dozReo +£88 39 AHAFAG)

"
q . t 4
. 4 4 4t |m0|MsED|  NMR(OMSO-4 A
k-
I 5.2106,2), Cubl?NOWF/Cl
PRz HeR Mg ReR | 143000.0-85. L6 1), | C=48.72/4B.40.
i N e el I R P Dy ey H=1.50/1 82,
: ' B.13(d.1=8.6. 1) N=9.47/0.28
5.2706.2H). 7.36-7.52(m.3H),
7.62-1.70(m, LH), CroHuNesC1 - 0.30
182202 NohM)-i-=R o |THGLI=TILOE, | mo
% |25 0HEd RSl | 61 |20 [ 570 | 8oa(aT-1 801, C=59.40/59.4,
ShlAEU-LI0-0E B.15(3.J=8 M. 8. H=3.04/%.10,
(2.00(br &, 5D, N=14 58/14.%
12.75(br 5, LH}
5.11(s.2H). 7.24-7.46m 5H),
1€220-3- 822 MDA 4k |80 Pl
o | A-Lasiedednsasdasle | o |vas | B |6 sid.-6. e 10, Myl
SbAER-LIcge | s il
5.29(s.2H),
. TOI-31LNE1R), | CaluNORCI
LA et oey | 490 | 8.00-8.086m 41, 0=59.05/58.71.
e LAS SRR | 820280 Loy 3. 15(00-8 T, 0, H=d.66/4.14,
A=, . Ny 11.94(br 8. 1H). N=12.16/11.85
1287(br s, 1H)
1,922,064 2H),
2.56-2.68(m, 2H),
3.88-3.98(m.2H).
T-222-4-8= 3410 (3422 sgp | T127.32n.5H), g:}é;.:’l?s??s
w |25 0dsaszsanazls | 51 |0 | B 12, M
FiERLIp :ﬁ;g{j}lﬂéﬂhlﬂ). By | N 11001082
8, EH),
12.53br s, 1H)
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[E 3b]
44
4 4 4 24 |mp(T) | MSOD | NMR(DMSO-de) t
4 A (oleR/44%)
®
2.27(s.3H), 5.05(s,2H),
1-82 2-4-HERA-3-(4-hunE)- 1.08-7.22(m.4H). CrHuN;0:C1
100 | 125 10-HEAgE 25 | 12 | )25 | 368 | T430.9=8 T 1H), ejsz.oslsl.ss.
DAL 10-01E (M+H) | 8.02(5.1H), H=3.84/4,00,
' 8.14(d.0=8. 7. 1H), 11.920br | H=11.42/11.34
8, 1H), 12.62(br 5, 1H)
5.19(s.2H), 7.40-1.56(m 3K),
1-822-4-HERA--(4-ENERO. - |7.70(d,9=8. 1%, 2H), CusHuNsOsFyCl
01 | 2d98d)125 10-dednzed | 6 | o0 | 42 [803IR, 0=54.11/54.01
A (4 5h 911058 (M+H) | 8.14(.J=8.60, 1), |H-263/2.82
11.96(br 8, [H), 12.7H0br N=9.96/9.62
s, 1H)
s b LSOm0 0238
T-222-0-(4- Aol Y)4-Heg wm |soem 0
102 | A-1.25.10- 4tz 2 (4 | 43 [ ) 250 H+H) 3'14(:'J=é7m B =59.60/50.57,
S AEY-110-08 11.96(0r o.1H). 12720br H=3.02/3.10,
\ S, e N=14.63/14.85
8, tH)
5.16(s.2H). T.12-7.40(m 4H), | CisHuM:OsFCI - 0.50
1-822-2-(2- R L29A)-4-3E g | 1-43(4d.=8,6,1.30, IH). HO
103 | 84-1.2.5,10-4Ed 8= | 59 { ) 250 (i H) | HOGIRD. 0=56.78/56.84
[4.5-0AE2-1,10- 8.15(d.J=8.61. 1H), 11.94(br | H=3.18/3.13,
’ 8.1H). £2.66(br 5.1H) N=11.03/10.98
ALAIGI 104]

[
[7-222-4-0lE8AI-2-(2,6-CIGIESAIHE )-1,2,5,10-HIEctcl =2 T 2| Gt X = [4,5-b] A =&l-1,10-Cl

@

-22= 4—6I‘:§/\| -2-(2,6-CIISAIHIE)-1,2,5,10-H Ects| E2 W2l CHXI = [4,5-b] A =&l-1,10-CI =2 (0.

5618 g, 1.4 mM)2l S&HS 50 meo| 48% SESAAM WOIM SBAAC. o 45 25

K& Z40] EJACH. 2A12E Seto 3* 01| HPLC 2422 &) BH20| 22 EUCE HES LUCH. E=

AZIROHA Ed2 BE=S 4ot Ol O{t=2 MAGID, =4 NHHU0 Hola A

S WA =2 M=o, IME [HI'EF%LHQI 4 me 45%°2] =4tk 20 SoiAlZ12, OIAl

U 212 6ot d2el AX S22 MHoIRUCH. &g HCl E ttdstold M AMES 21,

Ol2 Ot=Z HMIAGIACH. S8t DHME HES0 SoiAlZ|l, S0HE SLAIA 224 NHe 4839 M4
£(0.230 g, 44.3%)S ALt

MS(CI) : 372(M+1)
C17H11N305C| D 0.7HBrofl CHE &4 24

2

A

OIE2Xl : C, 47.55; H, 2.75; N, 9.78
& =Xl : C, 47.85; H, 3.85; N, 9.70

8.2(d,1H,J=9.0Hz), 8.12(s,1H),

300Me H NMR(DMSO-ds/TFA-d) : 12.65(br s,1H, W EIISE),
6.70(s, 1H).

7.47(d,1H,J=9.0Hz), 6.80(d, 1H,J=6.0Hz), 6.74(d,1H),
[& A0 105]
[7-222-4-3EEA-2-(4-It1=2=AHE)-1,2,5,10-H Eetsl =2 TlelCtX = [4,5-b] A =&l-1,10-CI 2]

HPLC 2 BtSS 2PAIGHHA 50 me IN KOH LHSl 7-2E2-4-5| =S Al-2-(4-AlOt = I 'é) 1,
C2OelthXI = [4,5-b] A =8-1,10-CI=2(0.400 g, 1.04 mM)2 SEHS 5 Al2t S é
gz el M ZA0| ZUCH. AR SEZ F MSE2 HPLCOI 2loH %F
ez OO, WS 0C=2 W2AAI|D, e HOIZ AESHAIRCH AESHAIDIXID
SHEUCH, 012 &Y HUAZ MIAGHACH. M HH H0IIE 22 Mot 1: :

ROl BIEAIRI =, 60TC & E Ol0IA S0HE MAGHUCH. 24 220l 22 Xl 0IE EH=SotH A2
e XI5 24 1M (0.400 g, 100%)E S ALCH.

MS(CI) : 384(M+1)
CigHioNsOsCl - 2. 7HCIOl CHEH &L 24

>IIﬂJ

_,_
_A._'_
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OIZX : C, 44.38; H, 2.87; N, 9.15

AIZR : C, 44.83; H, 2.65; N, 8.71

300Mz H NMR(DMSO-ds/TFA-d) © 13.04(br s,1H, DEIFSE), 12.20(br s,1H, DEIISE),

8.1(d, H,J=9.0Hz), 8.08(s,H), 8.03(d,2H,J=0.0Hz), 7.70(d,2H,J=9.0Hz), 7.465(d, 1H).

[&/AIGI 106]

[7-222-4-5| S S AlI-2-(4-5| S S AIHE)-1,2,5,10-H Eetsl S2 W 2| CHRI &= [4,5-b] 2 =21-1,10-CI 2]

511 48%C| HBr I EFAIZ A 50 M B0 7-222-4-5| S =A-2-(4-HSAIHL)-1,2,5,10-HI E2ts| S 2
melCXl=[4,5-b] 7 =8l-1,10-CI2(1.0328 g, 27.9 mM)S HIIGIRUCH. M SHEHRS 110CUHAM 3.5Al
2 S0 iEBAD. [PLC SHU OIS MRS SISO HRES UL HEUS WRO= Yot

1 THE: oiglE &

211, B84 ZMIIZ2 HUSHRUCH. &M DXHE 100 meo me 1
oHo E HI o}oc'l} 4o ol & 1

Moz MAHSIALEH. &4 IHMIt N7 RS8s € WA &
HE 72 A2t SO B AXAZALH &) S0l HotM=E =

MS(CI) : 390(M+1)
CiHoN3O,Cl, - 2.3HBrOll CHE A =2

= —

1z

OI2Xl : C, 35.43; H, 1.97; N, 7.29
& =Xl : C, 35.40; H, 1.95; N, 6.85

300Mz N NMR(OMSO-ds/TFA-d) : 8.08(s,1H), 7.49(s,1H), 7.30(d,2H,J=8.73Hz), 6.8(d,2H,J=8.73Hz).

[& Al 107]

[7-222-4-0lEFA-2-(4-3tZ=A00IEHE )-1,2,5, 10-H Ects| E2 T2l CHAI = [4,5-b] A =8 -1, 10-
2]

50 M S22 BtY E2tAI0 7-2E2E-4-6IESA-2-(4-Al0t=H E)-1,2,5,10-HI Ectol =2 T 2| Xl =
[4,5-b]A=8l- 1,10 CI=(0.2040 g, 0.558 mM)S ZACH. OIS HS0, 6 MmOl SaHAIII 1D, 50CE IH2AIR
Ct. Jt2AI2l EHE 10. = 01

0 g2 =2 230 20 &4 UHNE UCH. IHE 2 =SA0A Kl
Hot, 60 Mol EF/= 5% 30 m2 0.1N NaHCO;=Z AIEGHACH. 2= &4 HOAEE 1:1 GE=HE=
of AL, DMt M7 =S40l 2 WA S0HE MSotol Kl 16P Ct. 60 m2l OiEt= % 200 me
o THF2 MIHGIH X2 |RS4e M DHE JACH. I AEA &, AT HHE(0.1 7 g, 87.7%)

O &M DX SALCH
FAB : 277.2, 257.1, 299.1, 883.1(M+1)
CigH1iNsOCl - 1.3H:S0,01 CHEt A 24

OIE2Xl : C, 42.37; H, 2.68; N, 10.98
=Xl 1 C, 42.75; H, 3.10; N, 10.61

300z ' H NMR(OMSO-ds /TFA-d) : 8.23(s,1H), 8.10(s,1H), 8.05(d,2H,J=8.49Hz), 7.70(d,2H,J=8.49Hz),
7.465(d, J=8.49%Hz) .

[& A0 108]
[7-222-4-5IE5A-2-(4-HECIEZEHYE)-1,2,5, 10-H EcISIE2 T2l TR = [4,5-b] F = &l-1,10-CI =]

10 M NWPOI 7-222-4-5S SAI-2-(4-AOH=H'E)-1,2,5, 10-EI 2SI E2 T2/ CHILe [4,5-b) 7= 8-
1,10-CI2(0.5 g, 1.37 mM) ¥ E2I0IZO2l (0.206 g, 1.57 mM) L LIES OFXIS(0.534 g, 8.22 mM)
HOISIUCH. AD| BIEtoig X5 mwsin, 012 6 Al S0 170C2 JIZaiich. 0/, HPLC =4
OF BIS0| FSEUCHE AS AUACH A)| SUS WANH FH20| FEEI| AXGRCH HOlL
MOl LMK 22 WK A W2AE setoo) N OEHIZ2E HOISIAUC, &) DHE 22 0B
2 HitD, DML BZMO XR Rs4 220 =2 HIX MEHZE MEGYC. 1%, 018 100 ™
IN HCIOI SEtAIY oo Dol LIES OIS 2 E2| 202 AMHES HAGHACH. DHE B2
RHBHD, E24 DAL X9 SE8 220 = KX 11 HES:OEHZ BUOZ HEHGACH OIS
B AXAH 4=l MAS(0.52 g, 9. 1%)S ACH

FAB : 277.2, 257.1(M+1)
CigHiNOLCI - 2.4H000 CHE A

pas)

=

Bl

OI2Xl : C, 47.93; H, 3.30; N, 21.73
&=X 1 C, 47.36; H, 3.32; N, 10.57

300Mz 'H NMR(OMSO-ds) @ 12.10 (br s, 1H, w&Its8), 8.19-8.12(m,4H), 8.065(s, 1H),
7.85(d,3H,J=9.00Hz) .

[& A 109]
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ESEA-2-(4-N.N-CI0IE 32 =A0101EHE)-1,2,5,10-HI EtSI E2 T 2ICHA = [4,5-b] 7

r

5

U

T H
-IDBI-HJ
P

ol

= THFOl 7-222-4-3E5AI-2-(4-5t125AHE)-1,2,5,10-HEet sIE2 T el = [4,5-b] A
10-CI=2(0.3436 g, 0 897 mM)E ZHA UIISHHIA SIELAIZICH A BiEtolgf S0CI(0.13 me, 1.79
JE BOIoIUCH. OIS 60 & SO 8% JIEAIIIL, Ol 1 meol DMFE ZItotUCt. OMFE & OtohXtot
= JA SEM Z2H0| HU2H, 52 =0 CtAl S&ol &4 SN0l HACH. Z2otol THFE Ml

Jﬁékﬂ, 10 M2l OMFE A20IA EIIotALH d4= 0F2 eX4 EHS -10C=2 H26tALCH. 010
tel(o.27 me, 2. 69 mM)S  FOIotACH. CIMEO0RIS  FOISHAIOHR HAl LRM HES0|
30“\“'5”[} 50 me N HCIS 50 o H3t NaClDb B 2l &JkoHod &) E8dE NA=222 KRAAIA
2EM IJEES AL, FHESSE HA=E MHotD, 012 200 M = & 1000 ™ OEIZZ M EoUCH. 4:1
GiHZ: =2 MESH s 5S4 LME 2RUCH. SBJ1 AXZA =, &4 OHQ 2FO dd=

(0.1485 g, 38.1%)2 LRULt.
MS(CI) : 439(M+1)
CooHioNsOC1 - 1.7HCION CHEH A 24H

OIZXl : C, 52.75; H, 4.16; N, 11.18
&=Xl : C, 52.63; H, 4.45; N, 10.85

300Mz 'H NWR(DMSO-ds/TFA-d) : 12.90(br s, 1H, DB IFSE), 12.08(br s, 1H, DEISE),
8.21(s,1H,J=9.00Hz), 8.11(s,1H), 87.67(d,2H,J=9.00Hz), 7.48-7.46(m,3H,J=6.15Hz), 3.47-3.25(br
m,4H), 1.15(br s,6H).

[& Al 110]

[7-222-4-5|EEA-2-(4-IIE=SAIHEHYE)-1,2,5 10-H ESIEZ T 2ICHKI = [4,5-b] F =¢&l-1, 10-C
2]

[

50 m 2= HESH 7-222-4-0lE 2-(4-9t2=AHYE)-1,2,5,10-HIEISI S 2T 2ICHXI = [4,
b]F =2l- 1 10 Cl2(0.30 g, 0.785 mM)=2 "43}6}?‘1 Ch. &D| oHAH SHEOHQ) 2 ZE9 &EH HS0,E XU}@}
1, SEHS 26AI12H001 2™ HPLC 2 BtE8S a2z L”3*/\|9|D1 &

ABIHHA B2 A|ZACH. SIEHOH
ol

=

9
_('_\_
[[II
©
52
[

5t1, 50 meo| 7:1

2F
EtH=Z 100 ™ OlHIZZ SIAAIH 2II2 AEE2S 2AU
A AULCH.

t2 & =
OEHIZ:HE=S2 NMEHSIUCH. S| AXAI2 =, S Hol AR MAEE2(0.327 g,
MS(CI) : 398(M+1)
CigHi2NsOsCl - 1.5HCION CHEt A 24

S0
S
ﬂ||0
HQ

OI2Xl : C, 50.43; H, 3.01; N, 9.

&=Xl : C, 50.91; H, 3.60; N, 9.36

300Mz ' NMR(DMSO-ds/TFA-d) : 8.15(d, 1H,J=9.00Hz,), 8.05(d,3H), 7.75(d,2H, J=9.00Hz),
7.47(d, 1H,J=9.00Hz), 3.87(s,3H).

[AAIO 111]

[7-2E22-4-0lESA-2-(4,4-CIHE-2,5-CIsASASLIU-1-L0E)-1,2,5, 10-HIEctSI E2 T 2| CHA =
[4,5-b] A =8l-1,10-CI2]

60% ZFU2 a3 LES(150 mg, 3.75 mM)S =+ iz MEHGHD, 015 CIHEZES00IE(20
me)LHOl S EAIZCH 4,4-CIHESAEE-2,5-CI2 (580 mg, 4.5 mM)2 15201 ZHA 20 2EER2
2 ’_‘U}aﬁaﬂ dod=l ES8== 15 WAl 202 St 42014 WESHACH Ol, =22 =22 7-22=2-
EEAN-2-(2-BE2202)-1,2,5,10-H E2SIE2T2ITX = [4,5-b] A =E-1,10-CI28 &DItet, &t
=2 150CZ WA Jt2AICH. &I 2Z0AM 3 Al2t %Oﬂ, g3 g

ol i g.
0% ugﬂ

H2tE N HCI(100 me)0ll S RACH. & EF=2S & 5 WA 10 & S niH, &
dE 2 & OHZE=2 ME, 83 GIHAIA 8/4a Dxel AF2 *o”/S%(ZSO mg 67%)

| 112]

22 2-4-0|EEA-2-(2-HE-2-5|ESAZZTI 2001 =0 E€)-1,2,5,10-HI Ectol E2 Tl 2| Ct X = [4,5-
?I% gl-1,10-Cl2(9740-178-1) ]

Y 20 7-222-4-5|=EFA-2-(4,4-0IHE-2,5-LIsA=s42H-1-2HE)-1,2,5, 10-H ERISIE2T]
elCtXI=[4,5-b] A =2-1,10-C1=2(400 mg, 0.95 mM)S &A20M S(30 me)oll SEAIZCH ool 1IN
NaOH(2.0 me)E FOISIULCEH. A2 SHO| MHLASH, 0/ 50C=2 2 Al2b St JI2AIRCH. Ol
1.2NHCI (5 me)2 EOIGIRILH. EEE88 2012 30 2 =2 50CUHAM wEHAIZI £, A22o2 H2AAIZICH
A HFMES OUZ 356t0, HEZAIF A Dol AFO SHEE(330 mg, 89%)2 LRULL.

[& A0 113]
[7-222-4-0IE8A-2-(2-HEEIRHE)-1,2,5, 10-H EctsI =2 Tl 2l
CIHEZSO00I=(20 me)LHSl NaSCH;(230 mg, 3.2 mM) SHEHN 2= 2
220€)-1,2,5,10-H EteIS 2Tl eIt X< [4,5-b] F=¢&l-1,10-CI2

T olo -
N

2 O

>

nJLJ>

O — —
1_1\‘

~

L
el
(0]

(4,
7_

8]
-

5_
P 2Es

‘—OH

ron U
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S 2f 3 Al Set ol % Jt2AIRC. oll, 2= KMHotl, Bte EE=EsS €35 d2=
T.2NHCI (100 me)oll =10, 28 1 Al S weisHCH. M4 FMES &2 oustn, 2 ¢ oHzE=
NEE =, 50CHM &2 HEZAIHA s 220l 5+82(330 mg, 91%)2 AT

mp : 275-277°C
MS(CI) : 338(M+1)

"HONMR 2.11(s,3H), 2.79(t,2H,J=7.13Hz), 4.09(t,2H,J=7.08Hz), 7.42(dd,1H, J=8.59Hz,J, =1.6Hz),
8.57(d, 1H,J=1.77Hz), 8.13(d, 1H,J=8.64Hz), 11.8(br s,1H), 12.64(br s, 1H).

[AAIO 114]
[7-222-4-5IE8A2-(2-HE&EZLNE)-1,2,5, 10-HEISIE2T2ICHX = [4,5-b] A =&l-1,10-CI 2]

A20AM wErE HES(5 MU 7 - 222-4-0lEEA-2-(2-HEEIRNE)-1,2,5, 10-HECSIE21I
eIt XI=[4,5-b] A =2-1,10-C1=2(0.11g, 0.33 mM) SHol 2(1 M) 2&, 2LHAHOIE &S
1.0 EOtotATH, M4 = f

= O{otACH. 01otZ A
3 AXLZ SWA Q!

=

=2 A20M 17AI2 S wBtstACE. (10 m)S &HIt6t
CHAI Mrsee =0 W WEtetH &StME 2™ 6| HA
OZ =8 MHZ2(95 mg, 75%)S =elottd LRUCH.

kJ
re
00
fon
I
rt U0 gyp
1]
o
l

ol
%
a
2
[ f]
He

=]
=
N

AL 0x
a1
1% 10

=

|
>.

[0l 115]
-222-4-0|ESA-2-(EIQH-2-2HE)-1,2,5, 10-H EctcI=E2TlelCtXI = [4,5-b] A =&l-1,10-CI 2]

HA meteE HECIEZFH(75 M) 2-(EIQE-2-LHE)-t-2EIIZE HIXO0IE(1.0 g, 4.4 M)
-IIE0H0I=-3-ItE2EEA-7T-222F584-2 (1.2 g, 8.6 M) SH CIOIAZZEI}I=LCI0101E
4 me, 5.4 mM)E EIIGIAULCH. & EE82S A20M 2.5A12 S WEts &, H2 B8 ZetA3=
DAIZCH GItH(A 20N WEHAIZ) 0 DIEFE ZAH(12 me, 185 mM)S EIIGHACH. MHE SHS
o . TLC 242z 250 28& As LUAL. s =gE=S €
00 me)0fl SACH. SEHS 2 158 SOt Wk, G{oIACH. ZH HO0IRAE = L UE =
SHEtE(1.1 g, 84%)S UL

A
A0 111 LHXT 14401 CHet =c2I= CIOIEtE otJl = 4 LAl 80 MIAISHCH.

SR 5
e
O
e
12
o
2
x
£
T
O
8
)

I

HU

P

\J—
N
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[E 4a]

AR Ao ATAE AEsto] Ao 1119 714Q vlojgdo] 3o

ANE SHEL Az},

449 ¢ 4
b 3 3 +& | mp(¥) | Mscen NMR(DMS0-34) A
fg;&“z'g) 30mI. o NOCH.S
At | N W T 53 HO
U6 [8-125 10-AsA=g A las-| 11 Oy aFhasotu [ 45018 6, C=61.80/51.91,
bEd-L10-0e BUCIHI=0m0), 11916 ~BWAIE
L1H). 1261(br 8. (H) 2171,
;.gglﬁl;:i)&'lﬁ(m,ﬂl), CiaHisN0sC10.2
1-822-4-H=3A-2-(4.4- 92,59 50-351 T 0m 2HJ=8 ) H:0
1 182848 U-1-449)-1.2.5.10-9E | 67 ) 419(M+1) s'oz(l .lH). il C=51,18/51.23,
8 2902t 4,5-b) A U-1,10-58 1361 -8 0, - H=2,67/3.80,
190 1), 12.70br o 15) [N 261304
1.61(6,3H), 3.71(m2R),
4,13(m.2H), 7.37(m,5H),
1-82.2-4- 85 8A-2-(5- Y5 AY-2, 744(dd.1H.01=8. T, g:;a..mo.cu.z
44 220)5]t2-3-9o1¥)-1.2,5,10-4E y J1=1.95%), .
T st e soigee-1ion | 54 |105-17018000 0 [ o ). g:?i%:ém'
¢ 8.15(d, 1H.J=8.7Ha), N=13.99/13.81
5.84(o,1H). 11.9(br 5, 1H). 96/13.
12.64(br s,1H)
2.78(s.3H),
;':gg'gg')"=5'°“'" CrHuNOCH.9
7'§33.‘4'3|5*4-2'“"1'3'2,4"4%& 4'03(."2“ j=5 k) H:0
U, [ollciz-5-qt)-1 25.10-4ER = | 01 | ) 250 agateen [ 0021588, C=48.62/48.94,
Helt(4 5-0)Ad-1.10-9¢ r=2.0) 'a'oz(é 1H.J=2.00), (H=3.79/362,
8.130.1H, J=0.1), 11.9C |- 166771633
s, 1H), 12.61(br &,1H)
iﬂ{:ﬂsgg) ST6m2H). e NI
T-828-4-3C§4-2-(5,5-Ush¥-2.4-1f 7.43(d.1H.J =8 i) X0
19 |&eslstaTUAD)-126100ER | 01 o150 (g |40 -850, C=50.87/50.97,
SRR b1 1012 o 1500 1R J=8.6), 1104ty |H=30045.
.1H), 12.T1{br 8, 1H) ¥-16.44/16.14
43(m2H), 460m2H),  |CuHaNeOWGHLD
T-822-4-8224-2-(o)v]02-3-9Y ‘ 3‘§§§§'f§iJ7?§{f’im :l(gr;.on,on.sn
120 )-1.25,10-4 €32 oA 59 | 250 |368(M+1) TS, =i T/4%
4 5bAEd-110-08 iy A,
: 8.06(d.1H.=8.7h), H=3.52/3.41,
9.18(.1H). 3.35(br 1) N=16.20/16.24
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= 4b]
ERL] ¢ 4
it 3 5 #% [mv) | Msicn NMR(DMEO-30) B
3820m 2H), 4.16tm 20,
7-822-4-H52N-2-(5 5T -2, m{:"l'g?;s - g.g.,cm.o;s' 10
gy [FASRAAAESAARN 128301 o ooy el it g nate iy, C=50.87/59.90,
dzad = eddrd (450093 B4, 1H,J=8.7%) H=3.98/3.81
Lio-d& 0.54(s, 1H), 1LO9(IH), 12471075
12.636.1H)
3824m.2H), 4.06(m,2H),
1-2ER--HEIA2HL 5082 12620, i;‘""“""c' ‘LI
ohEele- -2l 9)-1 25, 10- 4 | . |323-3% 744460, 1H.9,=8.6%, a
2 Nezdaasiasoiedniod | 7 [ | 9D L0 0t 800 101 00, Moo
& BIGIHI=E ). DLslhr [ 0L
s.1H). 12.7br s, 1H) T
39465, 24,5, 46) 4.14(4 24,
7=5.410).74244. H.Jy=5. Tk, )
T-222-HHESA-2-(1 3-0gAH hh=1.T). , 2%"“"0'"'0‘ 1oH
YU (2 3042 249)-1.2, . 787044, 1H.4,= 4.8, a
3 15 so-agade st o son | S [T )T o0, .01 ), ﬁ;gziw:f’"
£d-110-9¢ 8.11(2,2H.=8. 7). Nl
9.10(m.2H). 18800 5, 1H), |V 1O36/15:
12..530br 5, 1)
4.04(L,2H.J=5.461k),
A.2T(L2H, 45 436),
7.18(d0, 1H.h=8.Mk, Ot 0801 - 1.0
1-822-4-HERA2 (92949 h=150), B03m M), [0
124 [S=-2Qd9)-125 0-0anE2 | 59 | ) 250 | aTsuen) 8,19, C=48.94/49.27,
ST 5-b) A1, 10-08 : 2H,J=6.TleJy= 1.2k 1=3.08/3.48,
B.24(d0. H, N=11.41/11,09
316,115 J7= 153H). 11.90(br
6. 1H). 12,590 5 1H)
et A k. i L45(ew 10H),  3.76(n 20D, |CaHNAOKCH - 1.0H
Eﬁ;ﬂ;:gﬁz_l‘ﬁ";‘)’ﬁ , £12(n, 2H). T44(0.1H.J=8.640
95 | peane et ot | 0 |00 |00 . 80 . lc-sueymeal,
R : BIS(d.tHI=8.86), 11,65 (brlH=4.44/4.2.
. o (M), 12.700br s (H) N=1115/L151
1224 HE A ML) e e, CauGiNGs 028
1% j;‘:'i;;;i&":fﬁ];;g?; 9 | 250 4534+ [7.99(m, 1H), :=55.24/55.26,
e " : 8.10(d, 1H.J=8.The), 11.90(br [H=3.16/2.96,
o 1), 12.6(0r 5.1H) N=12.22/12.08
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T 4c]
Al
AN I 4 # (wof wson | wkousod) | £ A
4230028, 3=5.65%5),
4 54(L.2H, =5, 66t).
e _ CuHy Ny
T-222-4-H2BA2-(1 2 4 Eo}g-1 :é;o(dd'm'h_s'm'h'l‘g 0.24200
127 |-4dg)-L25 10-dede =] | 10 |) 250 | 358(M+1) 7 93 iH)'lss(d IHJ=19 [C=49.31/40.58,
(45041 100 Mgy 33&’%3?2558
8.48(s. 1H). 11.9(brs.1H), : "
12,607 5.1H)
T RRE A HE (2 el 4.32m2H), 4. T(m 2hy,  |CuHNOING:O.THy
i28 [9AL-L25 0 am st | 15 |y 260 | asaguey (TSI RIS, e 0
%4 5b)A%E-110-G 2 BOLm.IH), 8132, sty
' A 10.90br 8, 1H), 12.60br o, 1) |1 =357/3.38,
W) =20 69/20.42
222435 IN-2-(1 23445 E
iy - 432001 54,0 =5.5Th),
FORE15 0 HEA 2R | 4.39(t.1.5H.1=5.550t),
A 5L 10-0L M Lo ety [CuinCINOR.58
129 o2 250 | ago0uery [PICLISH, JoS60R).
-2 HEN-0-(1,23 i 4EAE °"ff:4 ;-:E"'b‘:’i-)“g’:ff?-g“gm =2 86/3.16
g i, : 4(s.0.5H), 94T O.5H), [ -
FUAULLSIAE =Y | ooty e ST, hymgn 226,00
ASiSbIAET-L 1008 6.0.5H), 12.63(brs.0.5H)
3800w, L5H). 3,92 (e L5H).
TR YA LAY £.00(m, 1.5H), 4.38(m, 1 5H) [CeHWCINGN0.2Hn
B0 \ESAEG- D125 10450 | 14 |0 | ey [OLE SOOI o gy
3 =292 (4, 5-b) -1, 101 & . LI H~=3.50/1.48,
[1.95(br 8,1H), 12.75(br _
6 1H) JN—n\sszu.m
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= 5]
HEE Ao ATAE A8sho] UAd 1124 7 AY vhobgo] sl
A AR EL Az,
g I ¥ o |m) usen | wmousoa | B0
1.18(0,3H), £.38(s.3H),
34(r(n' ), 195, [CnHNORCH2Na
1-822-4-HER4-2- QY- HEs R
Nz 25l ool seqd)-1 25, 10-4E2 ! -26(m.0.5H). C50.48/50.58,
12 [ s (5 oyt 10 | B4 [P00-203] 52044 1) (74200 18.1=5me), Ay
N LBmOSH, i, [ HAE
8.13(a, H.J =8, ), /38,
11.9(br 8,1H), 12.6(br s, 1H)
1.50¢m. LGH), 3.43(m.2H).
TRREAHE R . OntsCIN el Ofs
E94siasrooled g)-1.2,5,10-4 ottpiiratiiaglng _
Bl | gse et foigea s o] B | 2250 | €00H+D) {7880, H4=5.86), C=53.28/53.17,
e : : B.01(s, 1H), He=5.14/5.00,
B.13(d. LHLJ=8.T), N=12.43/12.08
11.9r 5,16, 12:6(br 5.18)
A, B, o
18224 HERA2- (- =R AR 2-:2&"-12}?3'_7'39")“'2"" 0
192 Jobizd)-1 25 10-d4edaizzsy | o | )0 |amuen isu(a’mﬁ;?%' =54, 44/54.37,
e 5014211002 AS4(d.IH.J=1.5%). H=3.19/8.73,
8.04(d, 1H.J=8.7). o2 103
8.090bL, 1H.J=5, 615) T0/12:
3.50(m.2H),
4.05(1,H.J=6.00),
T-FER-HERA-2-Q-HEEA-22- 7.22m 6H), 7.36(m 4H),  |CaHuCINGs
YAt Eobol EA)-1 2.5, 10-HE 7.43(m.1H). 0=82.73/59.66,
1 e sanas 5oLl | 08 | 020 [0 o L), H=4.08/3.95,
ge - 8.15(d,1H.J=8,6%), N=10.84/11.11
B.26(bt, 1H), 11.90(br 5,15),
12.68(bre, 1H)
0.1001.30.0=7.35%),
1.17(s,3H), 1.38(m,1H),
L56(m.1H). 3.46(m.2H).  |CulWCINGOYD.2Na
T-R22--HERA2- (- AY-2- 4R 3.98(m,2H), ¢
134 [A¥2ISAR)- 12510458 | 16 | 5250 | 40TM+1) 74200 16.0=7.95), C=51.66/51.89,
£ 2Red1[4,5-b) 4 -1, 10-01 7.82(bt, 1H.J=5.6t), He=4,51/4.62.
8.00(d.1H,J=8.6i), N=12.39/13.31
11.87(br s,1H), 12.57(br
s.1H)
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(2 6]
AR FEshe ATAE A48 HAAA 11341 7149 vistgo] &
AAE SFEE A=,
s y 7 # | ap(t) | Msic) wrousow | B4
2.01(s,31),
279(t,2H.J=7.11k),

EEE ARSI L (AU S
1R [1.25.10-d et eemzicia -(4.5-b) | 85 | 282-284 | 338(M+1) 8.01( ‘lHi T H—'368/371‘l '
A1 10-9 T oo

8.13(.1H.J=8,6t0), N=12.44/12.30
11.9k{br s.1H), 12.64(br
5,1H)
1.20(t,3H.J=1.360k),
2.56(0.2H.9=1.38).
2.82(¢,2H J=7.281),
T-82.2-4-8584-0-(2-of e 04 4.06(1.2H.J=7.31lk), g‘f;;‘ﬁg};?‘fl
135 [1.25,10-HERH = 28gt (4551 | 53 | 264-066 | 352(M+1) [1.43(dd. 1.5, =5 6, Hed L
A 1104 2= 1.9508), N=1L98/(154
8.02(d.1H.J= 1.98t), S
8.13(d,1H.0=8.614).
11.9(br 8, 1H). 12.6(br s,1H)
0.88(m,3H), 1.36(m.2H),
2.52(m.24),
136 gég_'i”l':i"ﬂ“““‘"““’” 15 | U | D | o ), 8026 1), [H=4 78495,
‘ 8.13(. 1H.4=8.6t), N=11.06/11.21
11.92(br .1H), 12.63(br
8.1H)
0.94(t,3H.0=7.30),
155ex,2H.=7,30),
. 2.53(m.2H), CieHioCIN:Or
T-222-4-H 22 A-2-(2-n-Z2 4| 2o : 2.80(¢,2H.0=".31k), 0.2H:0
131 (912510 AEANE2A A (45| 78 | 265-268 | 366(M+1) [4.05(1.2H.J=7 ). C=52.21/5253,
-bl35d-1.100e 742030, 1H.J,=8.60.Jy=1.8) [H=4 53/4.41,
. 8.02(d.1H.J=1.9), N=11.80/11.49
8.13(d,1H.J=8. i),
11.9(br 5.1K)
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(2 7]

ARG F&se ATAE AL5he] Aok 1149

of AAd ¥ AxsU.

7148 wielgo)

12..79(br &, 1H)

449 . ¢ 4
4% 4 ] & | mp(T) | MS(CD NMR(DMSO0-ds) (ol2sy/a44)
2.51(s,3H),
3.53(L.2H.0=6.9%), CuHiCiNg0:Sy
T-B2E-4-HEEN-2-(2- g4 E 4.31(m,2H), L.OH:0,
14 pdde)-12510- A2 208c| 75 | ) 250 | 3T0(M+1} [7.43(dd, 1H.Jy=8.6Me.r= 1. 2E) C=43.36/43.33,
Ax(45-b)7%d-1,10-9& , 8.02{d.1H,J= 15k}, H=3.64/3.64,
8.14(8.10.3=58.608). 12.5(br [N =10,84/10.57
5.2H)
- 11.22(m.3H), 3.18(m,2H),
3.49(1.2H.0="1.131%). CasHuCINSSS1:
1-2228-4-HERN-2-2- Y4 4.30{¢,2H.4="1.161k), LGH:0,
128 [del¥)-1.2510-sedd e g0 |270-274 | 384(M+1) 744004, 1H.dy=8.T.0:= 1.9%) |C=44.84/44.71.
Ax(4.50)4%8-1, 10-02 . 8.02(d.1H.=1.%e). H=4.01/4.02,
8.13(d, [H,J=8,7ik), N=10.46/10.44
11.9%br 5,14), 1.270r 5, 1H)
0.89(1,3H,J =7 261z},
1.3%(m,2H}, L63(m.2H).
317{m,2H)
. CitHuCINAD:S
T-E2E-4-HERN-2-(2n Y :gg:tg:jg;’:; LOH:0,
19 | Edd9)-125.10-HEdNsdz| 100 288290 AR | 1H =8 ). G=4T.50/47 14,
A [4,5-b)HE-1.10-12 3'02( 'lH). e H=4.69/4.68,
SO N=0.77/9.11
8.13(d, 1H.J=8.6lk),
1L.97(br 8.1H),
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[E 8]
HAE F83tc ATAE A83to] ANl 11590 7149 vpspgo] st
AXgE 8L Axsq).
A I ¥ 44 | mptv) | Wsicn) NMR(DMS0-40 A
T-B22-4-428A-0-(E 9 9-2-9 :ﬁz;zm)ﬁgz(;fﬂ;n CutlCIN0:50.5H:0
s 49125 0=z a0 | > 50 |0 g oo oL
5(4.5-b)4£¥8-1,10-0)2 8.14(d,1H.J=8.71k), 11,92(br s, Nl—I 39/11 0‘
1H). 12.7(br 8,H) B
0N, RRAIIB ), [ o
140 |d)-1.25.10- ez sdd x| 51 | ) 250 0 [8.02(.1H.4=1.98). H=3.12/3.02,
(4. 5-bldlEd-110-0e el 3 T Tl N=11.39/11.10
8.14(d.1H 4 =8.7ik),
11.9(br 6.1H), 12.7(br s,1H)
224202809 —_— 13T ) T - o Prlyapii
41 A2 5I0-dEBERAdA) 65 | ) 950 |0 7.80(m 1H). 8,02(s,1H). H=2.88/3.12,
w45 AEU-LI00E B.14(d,1H.J=8.5), N=11.56/11.3%
11.920r 8.1H), 12650r s, [N=11-56/1L
4.92(s, EH). 6.46(s,1H),
1922 4-HELN-2-(1R-3-04 et [0 IRI =808 7.630m 1), CHUEIDE
142 -1z 10-4Edsce ey | 59 | ) 50 B 8.02(d,1H.J=1.6%), H_=4(.H/405 '
(5hAEE-1100e 8.14(d, 18.J=8 611, o122/ 1110
11,920 8.1, 2670r o, 1) (V712211
1.93(p.2H.J=5.37), 3,33(m.1H,
CRERAASAR QAL | o iosolas F49)), o
el e el IO P Rl RN T R LT R ivericis
Ak (4.5-b) A& W-1,10-4¢ 8.12(d,1H.,J 8,731}, 11.88(br N=1i 94/'11 89
0. 1H), 12.88br 5.1H) AL
2.96(8,2H,J=6.4%),
e ote gL, 4.14(L,28.6.42). CuHaGINGOr0.4H:0
9 r 5ot | o | g 3170+ G a8t =110, [oo5101/5.15,
AL AmA D [503d.1H.0=168k), H=3.06/3.00
i ’ 8.13(d, 1H,J=8.64lk), N=17.30/17.18
11.98{br o,1H), 12.81(br 5,1H)

2 =Ch
[&AIOI 145]
oldle AFES X2 L= OEe =2 A99 AD| AMAIMOU MAIE Hie 22 LUBHAI(])9 &2 £
= or9| ASIMOZ GZIIsst JS Teole HEXEQ ost™ 0 HES 0AISCH.
(a) &M
mg/ & Al
SteE X 50.0
9tLI =, USP 223.75
AZAJEYZ A LHEE 6.0
S MZ2 15.0
SICESAZZEHEAZSZ2 X (HPMC) , 2.25
AHIOI2 A DFOUIS 3.0
(b) &=
SterE X 10.0
9tLIE, USP 488.5
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AZAJEg=Z A LHEE 15.0
AHOF24 DIOUS 1.5
A HES2 A4st20H0 ZXIE SA9 HI0 ool ¢S 4 UCH 2 =9, FHs S49 ggoz
NEMAIH LE22X OINHOIE IS 0|EC DESS IS 2 UL
[&lAIGH 146]
2 AAS AAIG 29 3822 MEE HIZ? 20 MEs MO oloIC
HIZZ? & mg/mé
stet2 10.0
Ha2=0 19.5
HAERX(RLE) 39.5
FAE 2RA =220 1 m
orst 20INIA RIS SAO YHOR SMHS HEISIYUCH OlASH SIete 0120 AD| |89 a2 U
019 g2 S2 T JIE3I S FR0s SE20 ol 1 20 2SS Tssls H220
(N-HIEZ23101) 22080 24 SI82S IESIAIH XS £ ACH MES HEols de =@ 20l
HIZXGICH, HAER2XQ 22 2HHE HII6I0 HEO MASUS IS £ QUCH ZAIE£2 =Disl
0l %o BIIE IE 202 NECH T= ERMED L= 1-012I|UDF 262 JIEF 0121 HIOIAZ A
250 24 S22 NHEIAZ £ AT
[&AIGH 147]
AAIGH 29 SIEIS CHAIOI SIEI2 XO 22 A4S AIEst 212 HMIstD, AAIN 490 A2 20l MES A
X&tACt
[&lAIGH 148]
5182 XO| 22l ol 10 mg/me Jf SN Bt 5% HNAERX ARMS TEGE B2 MESAC
Al AAMSS HIMSEO A02 A=CUA, LEA(] E= |© L= || = ()9 SE2 L 0|2
Letote UstX ZASS ARSI 2 2D 2P LE = JIE FES X2 Y/TE g & U
Ch. &lAIGI 5, 7, 9, 16, 18 & 2001 SAIE Siet22 M 22ld +2H 240 ol 224010, =
5l YBrAl(] T [[1)o] Ster2S HIQIsHC
(57) 879 &g
7S
SHD| LBkAl(|1a)Q SIete, 012 &8 O|AH T= 0|9 AstNOZ 5lRIIss o
o
RT
N-P
R | )

N -

]

H  OH (I1a)
Al AIOIA, AS XBEX S HY €= I2lY $=, R2 oY XS = 0/ sE HY €= 1
pld2eH MeE D2l 2XO0I0, R'S —(CH),L-0l, O, n 0~6 HLHS HARRE Meie Na
0I0f, L2 XBEX 22 HY L= XSS HY[O0IM, XSS HUQ XSS 2620 0H, &2, N0, ON
COOH, CONH,, HIE2IE, Ci—Cs €2 Al, SOL-C, 2 (0IMY, g= 0, 1 E£&= 29), C-C, &2, C-C, HEZ
A2 C-C, HERAZAl, C-C4, LAY, CON(C-Cq 22!), & C(0)0 C-C, L2LZLEH SYPHCZ A
SE J] 1,2, 3, 4 = 5 29 XBMUYIZHE MEED, RE A2 AR BRA L N,ERH =
YNOo2 MEgLl, O, n0l 1, 2, 3 = 4 0 AR, L2 2249 AR 0H, &2, N0, CN, C-Cs L= Al
= 0-C, YLRLE SO MES J|2 XEE HY C= ISR 22 HYO0l OLICH
28 2
HASO UM, RS 22001 2401 ABIAI(][a)0] SHES, 09 58 0|AH F= 09 %stNOZ 5=
IsE o
28 3
MIB0 UM, A L R B 7-222HL0l 2401 ABtAI([1a)0] B2, 019 &8 0|4 T= 09
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78 4
HISU A0IH, A L RS 8 7,0-CI222H L0 240 ABIAI(11a)o] 8IS, 012 5¥ O4H E&
0l SfstNOR 58S .

378 5

H1go UM, 7-222-4-0|ESA-2-(HEIZER 222 HH)-1,2,5,10-H }6 uIEIE}IIL[A 5-b] #

E
2,
X

c
s28-1,10-0I2, 7-222-4-0|=E8A-2-(3,5-CIECEZ2NE A )-1,2,5,1 E1| ctolEZ2OIeITHAl =
[4,5-b]F=¢El-1,10-CI2, 7-2B22-4-5|=E5Al-2- (4—EEIHEQED1|%“JE') 2,5,10-HIEctalE21l2|
CHXI=[4,5-b]FI=8l-1,10-0I2 L= 019 4sSNo= FEIHsst ol 240l YBtal(1]a)e sH&tsE, 019
SH 0ldHM E£= 012 AstHCZ EJts8 .

H7E 6

M1 JAOM, 7-222-4-5|E=AI-2-HL-1,2,5,10-HE2t5I ES20|2ICHX = [4,5-b] R =2l-1,10-CI 2,
7T-222-4-5|EEA-8-LIE2-2-HY-1,2,5,10-H EGI E2TI2ICHA = [4,5-b] A =8l-1,10-0I2, 7-2=2
2-4-5| EZ2Al-2-(4-HISAl-2-0EH E)-1,2,5,10-H Eto| E2 0 2ITHX = [4,5-b] R =s8l-1,10-CI =2, 7-2
22-4-0|E2AN-2-(4-222-2-0HEHY)-1,2,5,10-H EctolEZ2 U 2ICHKI = [4,5-b] A =.l-1,10-CI 2, 7-
2 22-4-5|EE2A-2-(2,4-CIHEHE)-1,2,5,10-EH Ect| E2O I CHKI = [4,5-b] R =2l-1,10-01 =2, 7-2
22-4-5|E2A-(3,4-CIGIE2AHYE)-1,2,5,10-H Ects| E2I I CHKI = [4,5-b] R =2l-1,10-01 2, 7-2
22-4-3|E2A-2-(3,4-CIHSAIHY)-1,2,5,10-H E2to| =20 2ITHXI = [4,5-b] A =21-1,10-CI 2,7,9-
CI222-4-3|EEA-2-(2,4- EIEHIEUHIE') ,2,5,10-EHIECISIE 2T 2ICHAI = [4, 5] b]?{ié 1,10-Cl, 7-
222-4-5|EEA-2-(4-HNSAHY)-1,2,5, 10-BHIEASI E202ICHKI = [4,5-b] A s2-1,10-Cle, 7 - 2
22-4-5|S =2 AN-2-(4-38|SZAIHY)-1,2,5,10-EHIECISI S 2T 2ICHXI = [4,5-b] A =2l-1,10-Cl2, 7-22
2-4-3|E2A-2-(4-222HY)-1,2,5,10-HE2sI ES202ICHX = [4,5-b] A=2l-1,10-CI2, 7 - 2=
- 4-3|SE2A-2-(4-HEHL)-1,2,510-HES S202ICtKI = [4,5-b] A =&l-1,10-CI2, 7-222-4-5|
CEA-2-(4-0|AZTZEHY)-1,2,5, 10-EIES|I S 2 TI2ICHKI = [4,5-b] R =2l-1,10-C|2, 7- 222-4-5]
CEN-2-(4-ZERQ2HYL)-1,2,5 10-HEAF ER2LI2THX = [4,5-b] A s2l-1,10-0I2, 7-222-4-3|E
EAN-2-(4-B22HY)-1,2,510-EHIE2SIER2MEICIK = [4,5-b] R =2-1,10-Cl2, 7-222-4-5|E=2Al-
2-(2-HISAIHY)-1,2,5 10-EIE2SIE2MEICIKI = [4,5-b] A =2-1,10-CI2, 7-222-4-5|E=2 Al-2-(2-
SIS2AHY)-1,2,5,10-H E2ts|=20/2ICHA = [4,5-b] A =8l-1,10-C| =2, 7—§§§—4—6|E%A|—2—(3—m|

5,
2,
1,
2,
2,
5,

SAHE)-1,2,5, 10-EHESI E2M 2T = [4,5-b) A=8l-1,10-CI2, 7-222-4-5|ESAI-(3-5|ES Al
HY)-1,2,510-HE2toI E202ICX = [4,5-b] A =8-1,10-CI2, 7-222-4-5|E=Al 2 (4-EQIER2
ZHEHE)-1,2,510-EHEctcI =2 T 2ICHXI = [4,5- b]?lié 1,10-CI2, 7-2B2&-4-5IE5A-2-(3-222

-4~ [HIE/\IIHIE') 2 5 10-H EctolE2 T eICHXI = [4,5- b]?i%é' 1,10-Cl2, 7 - 222-4-0|EEAl-2-
(4—@§%Allﬂlu) 1,2, 5,10—H|EEF8IE§EIBIE}IIi[4,5—b]?1%E'—1,10—EIS, 7T-222-4-0|EEAl-2-
(2,4~ Elaiiﬁllu)ﬂ,2,5,10—H|EEF8IE§EIBIE}IIi[4,5—b]?1%E'—1,10—EIS, 71-222-4-0|EEAl-2-
(3-222-4-0|EEAMHE)-1,2,5, 10-H EctSIE2TI2ICHXI = [4,5-b] A =8-1,10-CI12, 7-B22-4-0l&
EAM-2-(2-HE-4-5IEFAIHEL)-1,2,510-HEcI =E2T2ITtX = [4,5-b] A =8-1,10-LI2, 7-2B2E-4-
SIESAl-2-(2- U1|E'—4—:‘§§E1|‘—') 1,2,5,10-HIEctsIE2 T 2|CHXI = [4,5-b] A =8-1,10-CI&2, 7,9-CI2
224~ SI_ Al-2-(2,4~ EIDiIE'ltIIE') 2,5 10-H Eatol=E2Ol2lCtX = [4,5-b] AI=8l-1,10-CI2, 7-E2

2,
1,
0-
-H EZISI S 2T 2ICHRI = [4,5-b] R =8-1,10-CI2, 7-2282-4-5|=
-H

2-4-5| S = Al-2-(2-HEHYL)-1,2,5 10-EHIECt5I E2 T 2ICHA = [4,5-b] A=2l-1,10-Cl, 7-222-4-5|
EEAl-2- (3 4A-CIHEHY)-1, 2 5,10
EAN-2-(2,4-CIHEAHL)-1,2,5 10-HEAFI ER2LI2ITHX = [4,5-b] A =2l-1,10-0I2, 7-222-4-3|E
EAN-2-(2,5-CIHEAIHEY)-1,2,5 10-HE2AFI ER2LI2ITHXI = [4,5-b] A =2l-1,10-0I2, 7-222-4-3|E
EA-2-(2,5-CIHEHY)-1,2,5,10-HIERSI ERT2ICHA = [4,5-b] A =2I-1,10-CI2, 7-222-4-5|E=
AN-2-(4-0ISAIHE)-1,2,5,10-H EloIE2 T 2ICHXI = [4,5-b] A =2l-1,10-CI 2, 7-222-4-5| =S Al-2-
(3-222HY)-1,2,5 10-HEAS ER2L2THK = [4,5-b] A =2l-1,10-CI2, 7-222-4-5| E = Al-2-(3-0
EmHY)-1,2,5 10-EIECSIERMCICHKI = [4,5-b] R =2-1,10-Cl2, 7-222-4-5|E2A-2-(4-0HEEI2
HY)-1,2,5 10-EHIE2SIERMEICHKI = [4,5-b] R =2-1,10-CI2, 7-222-4-5|E=2A-2-(3-222-4-0i
EHY)-1,2,5, 10-EIECISIS 2T 2| CHXI = [4,5- b]?IiE 1,10-CI2, 7-222-4-5|E= Al-2-(2,3-CI0
HY)-1,2,5,10-HE2ASI E2M IR = [4,5-b] A s.l-1,10-0I2, 7-22=2-4-3|E /\I—2—(4—01|%IHI‘é')—
1,2,5,10-H E2ts| S 20|2ICHX = [4,5-b ] RIsel-1,10-CI2, 7-222-4-5| S Al-2-(2-H2-4-Z2 221
2)-1,2,5,10-EIEct5I S 2T 2ICHKI = [4, 5+ b]?IiE 1,10-CI2, 7-222-4-5|E= Al-2-(3,5-CIHE AIH|
2)-1,2,5,10-EHIECIGIERT2ICHKI = [4,5-b] A =2l-1,10-0I1, 7-222-4-5|E=A-2-(2-0|AZT 2T |
2)-1,2,5,10-BHIECIGIERT2ICHKI = [4,5-b] A =2l-1,10-CI, 7-222-4-5|EEA-2-(4-SL2ETHY )-
1,2,5,10-H E2ts| S20I2ICHX = [4,5-b] Rlsel-1,10-0I2, 7-222-4-5| S AI-2-(2-HEA-4-E22H
2)-1,2,5,10-HI EIGIERT2ICHKI = [4,5-b] A =.l-1,10-CI, 7-2E22-4-5|EEA-2-(3-ER22H
2)-1,2,5,10-HI ECIGIER T 2ICHKI = [4,5-b] A =.l-1,10-CIL, 7-E22-4-5|E2EA-2-(2-ER22H
2)-1,2,5,10-BHIECIGIER T 2ICHK = [4,5-b] A =2l-1,10-CI 2, 7-2E22-4-5|E2A-2-(3,5-LIECIER
szimlE'u.ﬂu) 1,2,5,10- ngarolgiulalumm 5-b] R =2l-1,10-0l2, 7-222-4-5|EE Al-2-

(2,4-CIE 9@&“%‘)‘1 2, 5 10-HIEctsI S 2 0|2l CHAl = [4, 5+ b]-:r*I%E'—1,10—EIS, T-222-4-0|EEAI-
2-(2,5-CIER2ZHY)-1,2,5,10-HIECISIER T EICtX = [4,5-b] A =El-1,10-CI2, 7-222-4-5|E5 Al
2-(4-LIEE2HY)-1,2, 5 10-HlEctsIE 2T 2lCHRI[4,5-b] R =8-1,10-CI2, 7T-222-4-5|=ESAl-2-
(4-E2l 2 QEDHE/\IJHIE') 1,2,5,10-HIEctoI =2 0|2 TR = [4,5- b]-_rllié 1,10-Cl2, 7-222-4-5l&
EAM-2-(3-LIEERHY)-1,2,5,10- EHEBPBIEEEIEIEPII_‘.—_[4,5—b]-_7LI%E|—1,10—EI8, 1-222-4-0|EEAl-
2-(4-HIE€EZEHY)-1,2,5, 10-H EGIE 2T 2ICXI = [4,5-b] A =¢El-1,10-CI2, 7-SEE-4-0IEEAl-
2-(3-HEgZ=2Y)- 1,2,5,10—H|EBP8IE§EIEIEPII_'.—_[4,5—b]—:rLI§E|—1,1O—E|8, 7 - 222 - 4-0|EEAI-
2-(4-t=2=5AHYE)-1,2,5,10-H ECtoIE2TI2ICtXI = [4,5-b] F =8-1,10-CI2, 7-BEE-4-0|=EFAl-2-
(4-3IEEAHYE)-1,2,510-H EoI E2T2ICX = [4,5-b] A =8-1,10-CI2, 7-2SEE-4-5IEFAl-2-(4-
2= A00IEHE)-1,2,5,10-H E_toI E2 T 2| X = [4,5-b] A =&l -1,10-CI12, 7-S22-4-0|ESAl-2-
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(4~HIECIEHY)-1,2,5,10-HIE2SI S 2 OI2ICXI = [4,5-b] R =2l-1,10-CI2, 7 - 22E - 4 - 5|=5Al
- 2-(4-N,N- EIOilE'J}§§£O}DIEL_HI‘é')—1,2,5,10—H|EBP6I 202X [4,5b]F=8-1,10-CI2, 7-2
EZ24-3EEAN-2-(4-HESAHNEHE)-1,2,510-H Etol E2T 2ICHXI = [4,5-b] F=¢&l-1,10-CI2 CC“
019 ASHOZ 5iSIbsst Al A0 UBHAI(|la)9t SHEE, 019 S8 Ol4X E= 0/9 ooz
58otss o

78 7

S5O HIZO HEES U ANNOD FHBIISH PR E= SAKE THGs H 24D 2L
By a4 IBS X2 EE 0S| SIE ASE Ty
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