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T TEHEAZTAZIILESH

WwRERZIAFF A4 H (X FEBREARLS X
ek - RARRTE HF U LA R AR Z 4 % BR6H & & 1-4Ck
B)T#H e XAz 48 EALSH(H FREF-C(O)R6)A KX
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Azt sRARRTEF U LA ARZA 4 EBR6H & & 1-
ACk )T # b X (IMla)z M BL S H(H FXA 6 B8 £
Ao #vodFRFamBml)aX(IDz %ML Hm(HE P
RTEEULAMRRERZBAIREMKEF - ARERMEESR
o DMFZ %t E # ¢ » £60CE2100CZBE T *» £ & (&
o Z LRR)F AT #A4T -
R(la) b o (AP XA L@ AWl FRF)T
B X (III)z 48 1t & 4 (£ FRA-CH(R6)OHAER6Z &  1-
0 BVE S ALREMEH - ABHILRET (4o )i b 42
APBrsff — R P& F XA -

A& XMt b (AFXB o8& X A(B bR
F)NT B X))z 48 i & % (£ FRAE-CH,R6ER6A &
1 4CIRR A VRN F A BB TF - FRAEALT(H o) bk
AN-2 K T — 8 % % (NBS)& & -

X (It 4 % (E FRA-CH(R6)OHE R6 4 & & 1-4Ck
A)T Bl w)d XAz 8BS (E PRE-C(OR6)# &
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LiAlH, & R @ % 4 -
& 0 X4 4 4% (£ ¥ RA-CH(R6)OHHER6 A & % 1-
A)T A XAz 48 & 16 4 4 (£ ¥ RA -CH,R6)# 8h
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H g 2 SeO % & o

£ FH—HBRTET > KAIDL S #H (X FRAH-CH(1-4Ck
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R (I 4 H (X FREF-C(O)O(1-4CHh, X)) »
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A o #HrdFamBERA)2RtESbnKT -  BLRET

O (%] 40 )&= DMF ¥ £ 80C £ 140 C 2 /B & F #& 47 -
REFAL: |

R4
6]

(Xa) (1X)

133544.doc -50-



200924761

(ICV)N @/NIG/ ( ) C :(©/‘\
\
@N . (na)

ARBRALRBAS 2ok ) RA KL (U L XRIKR3A i)
O r2ua+ BECI - BrRIzHAT FLEAETAARL
RZLEEREIEEBEBLARL LT AR - L& T(H
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BHEHRTECwZREF  flo#d (# 40)% ACuBri &
BEH (B AP R LHKRLEZIRAY)TPZIHGe-HLLR
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R624 & R 1-4CH £ )T (# o) X (VIDZ 5 (£ ¥R E
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HF > KA(VDib o (X FRAE A U LA 24 % AR
% % -C(0)0(1-4C% £ ) » -C(O)R6 ~ -CH(R6)OH % -CH,R6
HR6AH £ % 1-4Cr £A)T & X (Xa)lb & (£ FR4EH U L
PR AR ZARI)RBEIN I AXAX)ZH AL B R A (2
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-CH(R6)OH# -CH,R6 B R6 4 & % 1-4CH £ )T # & X (XII)
zZ i EASH (R FPX,ACl Br ) & (XIV)2 48 & & A
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R (XV)ie &4 (£ FRA-C(O)O(1-4Ck X ) ~ -C(O)R6 ~
-CH(R6)OH# -CH,R6 B R6 & £ & 1-4Coh & B X, & ¥ 5% 8 &5
£ X F R E)T & X (XVIDZ 48 1t & 4 A 4 8 3R &

(B (EFAMN)ZHBA)REREH -
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John Wiley & Sons, 1999 » % 3% % P. Kocienskiz "{% # %
(Protecting Groups)", Thieme Medical Publishers, 2000 % -
ABRZLLYHAARAF o HI KXo E8ELILL Hlb
HOLAZYBMEZERM AR I HEHELEERTHE
BRI ERER —HERGILT 2 N LBRBEHH
LT ERER WX -
RFEAFAZIAD SN BETHE B RELLSHER
CRE S EL LR YN RS SN EA S N
O ¥ HAW -  FRALAWMITFARETAR S &> b
LB W RRHEBRORMLE R TF KRR
R BE T ERNE > MW FHE - LEXXREAE)FM
B - BREIARTAASTRA - ARSI AHKEREHETLRE
R EBREME  AEFEFREFLULRAEAARARAZILEFANE
B o A BBR - BFBAR - ABZIIAEBARIESD
ABER MBS  THRAEFZIBHELHBELLSY X
THEBEILSDBIEARE - REF X THMW )R ¥
O nntusrmiinmBuBse LA THL2BH R
BUHBEBRBZ I T EHILABREL LTRSS 2B
AEAZICESEHRBHGLIFHBERBRGEHBR EAHRN
TH o) AHBEAR b ASRAPTERAHEETRERY
ftoH R EDTEHSOARTHEFZIHREBRRIEH R EH
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HREBRIIEHREBRAOD TH IR T HLBARFHFT
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b EHBEBRAYGHEBIER BERTZHa T ELER
B kot HREBILSHT (Bl o) d 2y ¥ nsai
Bkt R oA/ IFHREBRABRY
THp B Mo FAHTHE HloHEr&(ED
RHBB)TRAUA > SHREHE ) EHETHERTARED
ARIFHBREBRBER B REBEE - Lo o JE H e
EHEXIFHREBTAEAD TN aEIHRERRSY
RBEZHBREBRO YN LA IR HERENR A

(9] HEMBEBR - A5 FHEEHBESY RIFEHEEMN
R B TRARNTEEHEREEBELSY - & HBREEHRS
MTERAHFTHR s BREEANEH S8 - T YR EHREX
A BT EABR ;B -

WA B RRARMETRER > AEARTRAARAIAMEZH
RE®H > MBEALERIFFEIABBAMARAELZAENR
ZHEHBREERNZZET RGO A R

[F2#5 K]

O ATRMEH MR AAER > mARAARSA - L4 4
AAEMEIAFAZA LS TUARM Y XHH -

FHIFARRILADREBATAEARRBEHAR
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ERRE S THERBE AU RRZIEZSE A MA"
ERZEERER -

x

133544.doc -57-



200924761

FRARTHE AKX F > mp ik ~HBE » hkhrsk &
DN o mink o~ 548 0 conc. kR R B4 v calec. R or i E A
fnd. %2 = ¥ % &4 » EF% 7~ %4 F K (elemental formula) - MS
ArE#EoH  MERTFTEHESHFZ, F8HTFT TLC: 4
B B # % » HPLCA & & s & 48 B # % » 'H-NMR % = 'H#
HMERLAZLZMAHEANRE T A RZICEML S UppmAR
¥ O BATHIUHzZRE ) wwhk TEB/E 8 RTATE
B (20C-25C)'DCM&A F* —f ¥k » THF R 7~ wW & % & >

©® DMSO%k7+=-F £# »DBUAR*1,8-= & =& [5.4.0]+ — -
7-% » EtOAck = L 8 ¢ & » DIBAL% * 1 = & T £
82 ' DCMA TR TR " ACNATLHAERE T EE R
BUBRBMHEAZTERAZ SR -
PRABA: 2-[3-(RhR-4-%)-1H-1,2,4- = -5- % |mx -8B
B B (US4011218% W02005100344 % pr i 2 42 /)
P BE-1: o -2-F &8 5 B & &
£ E B T H20 g(192 mM)sb=z -2-B% ~ KA B OGE )7
O coGomhbzmmmuisss - MaKKAHEA KR
B RALBRLILEER L& KABEMERLAAETTRE
NFE R EBEZALSH -
MS (M+1): 137.28
'"H NMR (300 MHZ, CDCl;3): & 8.53 (d, 1H, J=8 & 2.3 Hz),
8.02 (d, 1H, J=7.8& 2.1Hz), 7.72 (t, 1H, J=8.2 & 2 Hz ),
7.29 (t, 1H, J=8.4 & 2.1 Hz), 5.42 (bs, 2H), 4.60 (bs, 2H) -
FR-I1: 4-({22)-2-[ B A (wR-2-B)RTFEHEIMEIRE)
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%mRX-1-FTHEE =T &
©30 minz BB BERA k(1% )R NDHH v E37

g(l67 mM)I(ZF=ZTARXBRXR)RZ-4-FEN_AF KR
BOO mP 2B RF - MEBEURR-2-FEEIHEBREIMWE
RERSH FPALAETERTHEHEIIT - B_RFRAFL
A BEREMELAKFTHMEI0 mine BAARZEBBE
BEHBEURMBAEILESY -
MS (M+1): 348.07

© 'H NMR (300 MHZ, CDCl;): & 10.75 (s, 1H), 8.56 (d, 1H,
J=4.5 Hz), 8.10 (d, 1H, J=8.3 Hz), 7.75 (dt, 1H, J=8.2 & 1.3
Hz), 7.34 (dt, 1H, J=7.9 & 1.5 Hz), 4.18 (bs, 2H), 3.46 (s,

1H), 2.88 (t, 2H), 1.91 (m, 2H), 1.72 (m, 4H), 1.47 (s,

9H) -
% B -TI1 . 4-[5-(og-2-%)-1H-1,2,4-= o -3- % |k o2 -1-¥F
& % = T &

£220CF £ AR P45 5(129 mM)$ I 7 8 4 2
O (D2 [mA(hr-2-2)% F A A} R L)%K %-1-F
BME=ZTEEBERING MEEREH A EZ150CHFH
LEHZERER HMBEABRLEAFIAAEILSY -
MS (M+1): 330.5
'H NMR (300 MHZ, DMSO): & 9.11 (s, 1H), 8.74 (dd, 1H,
J=4.8 & 1.3 Hz), 8.17 (dt, 2H, J=8.2 & 2.1 Hz ), 7.66 (dt,
IH, J=8.0 & 1.3 Hz), 3.34 (m, 2H), 3.18 (m, 1H), 3.06 (m,
2H), 2.20 (m, 2H), 1.99 (m, 2H), 1.28 (s, 9H) -

133544.doc -59-



200924761

B B-IV: 2-[3-(%R-4-%)-1H-1,2,4-Z ok -5- % |k — B
% B
#BHCIN ¢ — B 52 2 100 mIE & 5 Av 239 g(111 mM)4-
[S-(wbog -2-%)-1H-1,2,4-= o4 -3- Jok ®-1-F 8¢ 5§ = T 8
PFEGCOmMD)YZERFTABEAETR FTHMFI NG - BHKhHB
FRrARZEMBBELARARALHEAKRUANEFLIOEBE R RKRX
2-[3-(% ®-4-%)-1H-1,2,4-Z ok -5- ooz — B BE B o
'H NMR (300 MHZ, DMSO): & 9.11 (s, 1H), 8.97 (s, 1H),
O 874 (dd, 1H, J=4.8 & 1.3 Hz), 8.17 (dt, 2H, J=8.2 & 2.1
Hz ), 7.66 (dt, 1H, J =8.0 & 1.3 Hz), 3.34 (m, 2H), 3.18 (m,
1H), 3.06 (m, 2H), 2.20 (m, 2H), 1.99 (m, 2H) -
M BB 4-[3-(%R-4-%)-1H-1,2,4-= vk -5- % ot g
RV FREBEAR GG -
PRMBC: 2-F £-6-[3-(%-4-%)-1H-1,2,4-= o -5- % | ®
RBFRHEARH -
PR AD: S-F K-2-[3-(%®-4-%)-1H-1,2,4-= ok -5- K | g
O WRBEFRRRAR G -
M ARE : 5-£-2-[3-(%"2-4-%)-1H-1,2,4-= ok -5- % |t vg
WREFHBARG -
PRMF: 2-[3-(%R-4-$)-1H-1,2,4-Z ok -5- % |# 2
REFTHBARGHG -
b G 4-[5-(1,3-<kk-2-%)-1H-1,2,4-= ok -3-K | %R =
WP BALH -
R MH: 4-[5-(kh-2-%)-1H-1,2,4-= o4 -3- K |k ®

133544.doc -60 -



200924761

BREFRHBALHE -
TRAEIL: 4-[S-(FE%-2-%)-1H-1,2,4-= o4 -3- K%K R
B PR EARE -
PRI 4-[5-(1H-%%-2-%)-1H-1,2,4-= o -3-% |k =&
P B-1: 1H-wu%-2-F & & B & B
#% 10 g(108 mM)IH-wh o8 -2-85 & F 8248 (1% )R
ROmD)Y 2B RBHIOmin- EBERWKESBHOGE E)
A RBEREHAEAERTHEMIIG HMAEREY
O ##8 ALHMILEER LEXFBMERDLLER
REARAFEFRZILEY -
TRRIL BRI S BRIVEAMMN TR HRA -
R RK: 2-[3-(kv-4-%)-1H-nb ok -5- 3 |ot o
WP REIHAR & -
PRAIRL : 2-[3-(k-4-%)-1,2,4-8 — ok -5- % |ut o2
PRIBLARE PRBARH -
PRAIHEM: 4-(5-X R -1H-1,2,4-= o -3-% )%k ¢
O vuevensrmaIng -
X1 3-KXK-2-(4-{[4-(5-b w2 -2-% -1,2,4- = ok -3- K )wk
R-1-A]F AR E)okok 3 [1,2-a]F e
TR 1I-4- (== FREFE)XE]2-R L ¥
#2.4 g(0.1 mol)Mg/g 82 ml 1-38-4-(=F A A F A)R
(0.012 mo )W THF(10 mD)¥Yy 2 A4 HAERRAA T AR
REARE ZBRBERHWEAN»30 ml THF ¥ 2 14.71
ml(0.088 mo)I-&-4- (= FRAAFRA)REERBERAH T
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Ml hA T R BHRAXEBZIHA - £0CTF H11.70 mI X
Z 8 (0.1 mol)»100 ml THF¥ X X R B KT mEiE#FRE
e M2 he HhHEENHClaf KBERT AR LH#TE
ERARERSH - BOHZAARRABE ALK - &

MgSO,3t A B £ BB T AR ER - BERKEHIRAMELER

E—FHiLZHEATARNT — 5 &

TH2:1-4- (= FRETFE)XX]-2-X W

£ 10°CF #29.16 g(0.183 mol)= & 1L & o =z 4 & 4 & 4

O Hm233 g 1-4-(ZFALATFA)XAI2-RXLEHR AT

#% (540 ml) ~ DMSO(140 m) & = z B (25.5 mD) ¥ 2 & &

oo MR AMBERBETRALEME2 he KB KA K

48 5 & -~ A1 mol/l HClit # ~ A 5% W/ WEHL KBB4 B R R

A NaClk %3k - B oI ARMBERRMIELE LR

BlAE BB ERREW(ETHK/EOA)LIL £ M -

MS (M+1): 271

#% #+'H NMR(300 MHZ » dDMSO){z % : 8.1 ppm (d, 2H);
O 7.6 ppm (d, 2H); 5.4 ppm (s, 1H), 4.3 (s, 2H) -

TR 4-[R(XB)LEE|X TR

#3.0 g 1-[4-(=FAATFTA)KE]-2-XZ & (0.011 mol)

60 mIZ B LB RO mMIAF FXERMBERH - £2 h

B R A BR AT X F w496 g(0.022 mol)# K B b

Al B E Ml hEZKERBERILAF LR BAKKR

BRREMANEEZTELE By ZLBRE HERAELSE

% B (i T % /EtOAc) & 1L 3% £k 4 -
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MS (M+ -Br) : 223
4% 72t '"H NMR(300 MHz » dDMSO)4% % : 10.0 ppm (s, 1H);
8.3 ppm (d, 2H); 8.0 ppm (d, 2H); 7.2 ppm (s, 1H) o
T4 4-3-KE ok H[1,2-a]Fg-2-K)RX F &
£O0OCT #H4.6 g 4-[IB(XA)ZHBAIRFH K164 &
®-2-BZ % 140 ml DMF¥ ##4 h- sDMF% % B # & & ¥
RENLHRILETRA  BRBBREKE -
MS (M+1): 300
© 5 #'H NMR(400 MHZ » dDMSO){z % : 10 ppm (s,1H), 7.0
ppm (1H) -
TS5 3-FE-2-(4-{[4-5-n®-2-%-1H-1,2,4-= o -3-%)
Fk-1-B]F B)XB)H b # (1,20 B R
%014 ml= Z B A /£ 156 mg 4-(3-% % ok ok 3 [1,2-a]
R -2-R)RFENIOmIFEFZIERY - QULERFH
A2 140 mg 2-(5-% & -[1,2,4] = = -3-4 )-wb vy — B &% B (4R #
US40112182% W02005100344+ rrii 2 2 A d4-(BH A B A)
O s vmzzTmrwz2BYA2 P HMBAZE
&0 Z %A w0.07 mlk 8 & & 198 mg NaBH(OAc); » £ %
BT B RN - A2 4R20 BB F MBI
198 mg NaBH(OAc); 24 hz # #£ h A B BB EH L # &
BB (—ARFR/FTE)LILEEYD -
MS (M+1): 513
4% ##'"H NMR(400 MHz > dDMSO){: % : 8.6 ppm (1H); 7

ppm (1H); 3.5 ppm (s, 2H) °
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X2 3-%4-2-(4-{[4-(5-vg-2-% -1H-1,2,4- = ok -3-%)

g -1-%]F A} X E)% & ¥ [1,2-a]®
FH2GURBEEHIZ AL AT HIPE A ®R-2-

R H A

MS (M+1): 512

4% #t'"H NMR(400 MHz » dDMSO)4z % : 8.7 ppm (1H); 6.9

ppm (1H); 3.5 ppm (s, 2H)

w3 7-X%-6-4-{[4-(5-®vg-2-£-1H-1,2,4-= ¢ -3-%)

O #=-1-%]17F £)X %)% #[1,2-b](1,2,4] = %

FH3IGURBEEHIZFIA S AESBRIFTHEAL,2,4-=

MS (M+1): 514

4% #% 'H NMR(400 MHz » dDMSO){: % : 8.0 ppm (1H); 7.9

ppm (1H); 3.5 ppm (s, 2H) »

K4 3-%5-2-(4-{[4-3- % -2-%5-1,2,4-F = -5 %)

dhoug-1-%]F R} R E)wk ok 3 [1,2-a] R

O LT AR BN 2 A ERES BE A T8
2o(S-9k R -4 2 -1,2,4-9% = ok 3. )k ok R Y f -
TS

MS (M+1): 515

4% #% 'H NMR(400 Hz » dDMSO){: %% : 9.2 ppm (s, 1H); 7.1
ppm (dd, 1H); 3.5 ppm (s, 2H) °

XS5 3-F A -2-(4-{[4-(5-wg-2-%-1,2,4-= = -3- %)%
®-1-5]1F A} X E)5k ok ¥ [1,2-a] % € -8-BF
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R BUARBETHIZ A B BAEAE - T BT LA 2-
AR BREREH -
MS (M+1): 537.23
'H NMR (CD;OD): & 8.675 (dd, J=7.2 Hz, 1.2 Hz, 1H),
8.073 (d, J=7.8 Hz, 1H), 7.945-7.87 (m, 2H), 7.65 (d, J=8.1
Hz, 2H), 7.60-7.56 (m, 2H), 7.49-7.46 (m, 3H), 7.444-7.419
(m, 3H), 7.345 (d, J=8.4 Hz, 2 H), 7.010 (t, 1H), 3.75 (s,
2H), 3.16-3.12 (m, 2H), 3.01-2.91 (m, 1H), 2.48-2.41 (m,
O 2H), 2.15-1.96 (m, 3H) -
X #6: 6-38-3-F X -2-(4-{[4-(5-"g -2- % -1,2,4- = o -3-
E)koog-1-%]F A} R E)skk H[1,2-a] =
P 4-(6-32-3-F KA okok 5 [1,2-a]box-2-% )% F &
3.3 mMol (2-i8-2-X A -ZEBA)-XTFTRRI2EE ZS5-
B -nbow -2- A B IEMMNI0 ml DMF$ - R B R A4 4
100C Fm#I8 B - E RERSHWAHEHMWMAK - K
HERLBRIEER - RKRAEKBLBRBLRE - HdF
O it mEYRFRAREILSY -
MS (M+1): 377.27, 379.27 »
'H NMR (CDCl;3): § 9.950 (s, 1H), 8.1 (dd, J=1.8 Hz, 0.9
Hz, 1H), 7.86-7.76 (m, 4H), 7.72(dd, J=9.3 Hz, 0.6 Hz, 1H),
7.6-7.54 (m, 5H), 7.5 (dd, J=9.3 Hz, 1.8 Hz, 1H) -
T2 [4-(6--3-XE ke (1,2-a]lw-2-B)XE]|F &
Z£O0CTF # NaBHy(1.5% )& Ao £ 4-(6-/2-3-K Kokt #
[1,2-a]t ez -2-2 )% F 8 (0.795 mM)# 15 mLF & + = & %
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HERTEERENAEERTHEHFLINN - &R EHRE

BRARAPLERE -BABRIEHBEALLEBEUFHAEE

4 o

MS (M+1): 379.27, 381.27 -

'"H NMR (DMSO-d¢): & 8.1 (dd, J=1.8 Hz, 0.6 Hz, 1H). 7.7-

7.525 (m, 8H), 7.5 (dd, J=8.4 Hz, 1.8 Hz, 1H), 7.2 (d,

J=8.4 Hz, 2H), 5.4 (bs, 1H), 4.5 (s, 2H) -

P B3 6-R-3-F 4 -2-(4-{[4-(5-® = -2-%-1,2,4- = ok -3-
O 2)R=-1-B]1FH)X 2)%kok#[1,2-a]m %

#£0°CTF % 0.52 mM [4-(6-38 -3-3 5 ok o 3 [1,2-a] v og -2-
B)XA]IFEAIS Ll RFRFTZXIERBBEEZRFTHZMWT
HEBR(NIEE) Z2HHFIMZCTBE(ASEE) TERE
REeMHMAZTRBTHHEI h FREYHYAKFLREDLA
DCM% B - # 5 & B BRME MHEBEEFRE - F 4
LZHATARETRZIREY - BABAHEBRDS mL
DMF ¥ o & sbE R ¥ & mw2-(5-9% =2 -[1,2,4] = o -3- & )-it

O -swms(s8) —2mUtes)- BARRIME
BOCTFAao#3he ¥REZLSHAKFLRELRAT T
ER - -BAREHLZRBLRGE - AAREBBARAFTIAAEAY
NEFHEARLSY -

MS (M+1): 590.13, 592.07 -
'H NMR (DMSO-d¢): 6 14.2-14.0 (bs, 1H), 8.7(d, J=4.2 Hz
1H), 8.1-7.9 (m, 3H), 7.7-7.5 (m, 8H), 7.4 (dd, J=9.3 Hz,

1.8 Hz, 2H), 7.2 (d, J=8.4 Hz, 2H), 3.5 (s, 2H), 2.8 (d, 2H)
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2.8-2.7 (m, 1H), 2.1 (t, 2H), 2.0 (t, 2H), 1.8 (t, 2H) -
BT 6-8-3-XK-2-(4-{[4-(5-h s -2- % -4H-1,2,4- = ok -
3-R)kg-1-K)F )X )k ok H [1,2-a]m =R

it oM B RETHOEGATRIPERS-Robog-2-8
MS (M+1): 546.20, 548.20 -
'"H NMR (CDCls3): § 8.7 (s, 1H). 8.2 (d, J=7.5 Hz, 1H), 8.0
(d, J=1.2 Hz, 1H), 7.8 (t, J=7.5 Hz, 1H), 7.6-7.5 (m, 6H),

© 7.5 (dd, J=7.8 Hz, 2.1 Hz, 2H), 7.2 (d, J=8.1 Hz, 2H), 7.3
(s, 1H), 7.2 (dd, J=9.3 Hz, 1.8 Hz, 1H), 3.5 (s, 2H), 3.0-2.8
(m, 3H), 2.1-1.9 (m, 6H) -

X#8: 8- FX-3-XK-2-(4-{[4-(5-wx-2-%-1,2,4-= =k -3-
A)kog-1-%])F A} R A)wk ok [1,2-a]m®

It M ARETHOE LS BIY F A3-F & abwg-2-
PR B4
MS (M+1): 526.27 -

O 'wwmr (CDCls): & 8.7 (d, J=3.3 Hz, 1H), 8.2 (d, J=7.8 Hz,
1H), 7.9-7.7 (m, 2H), 2.2-1.9 (m, 7H), 7.6 (d, J=8.1 Hz,
1H), 7.5-7.5 (m, 5H), 7.3 (t, J=5.7 Hz, 1H), 7.2 (d, J=8.1
Hz, 3H), 7.0 (d, J=6.9 Hz, 1H), 6.7(t, J=6.9 Hz, 1H), 3.5
(s, 2H), 3.0-2.8 (m, 2H), 2.7 (s, 3H) -

KW : 3-4-R E A)-2-(4-{[4-(5-nb w2 -2-% -1,2,4- = ok -3-
A)kog-1-2]F A} R E)k ok ¥ [1,2-a] =
T 4-[3-(4-REX X))ok H[1,2-a]g-2- K| X T &
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4% 0.46 g(1.5 mM)4-(3-/8 wk ok 5 [1,2-a]bsg -2- K )X F &
(% Sundberg®% A ; J. Heterocyclic Chem. > 25> 129 » 1988
MERB)ERENS mLF X T - QbREM T Hwi-A X
A (1.5 ) 2B AMIOE ST %2 = %X 4 M)
K,CO;3% E)R LB KRAM(MA mL)- £290CTF # R &R
A h4-6 he WREMASHZEET B BSH 20 mLik B
RERLAMWM LB LEER - B AKRERERBLRSE - # 8
SHREREEBEGILBEYUARTHRELEY -

O MsSM+1):317.33-
'H NMR(DMSO-dg): 8 9.9 (s, 1H), 8.0 (d, J=6.9 Hz, 1H),
7.85 (d, J=6.6 Hz, 2H), 7.8 (d, J=8.4 Hz, 2H), 7.45 (d,
J=9.3 Hz, 1H), 7.6 (m, 2H), 7.45 (m, 2H), 7.35 (m, 1H), 6.9
(dt, J=6.9 Hz, 1.2 Hz, 1H) -
B2 3-(4- R EE)-2-(4-{[4-(5- "2 -2- % -1,2,4- = ok -3-
E)mkog-1-5])F KX E)ok ok H#[1,2-a]®m R

BZLBEQEE)AMEOL g(0.31 mM)4-[3-(4-8 X %)

O skood H[1,2-a]b R -2-A]XFHENS mL THFF 2B R ¥ -
HRERLAESMBHESHE - QERP H o 2-(5-% =% -
[1,2,4] =& -3-K)- R -_BHRB(NSETE) - I HhHAMILEK
RSEE) - BRERADEHI05 & - BA405 42 2@
sb i & F 4 /v NaBH(OAc);(68 )  #RERSHHRH
R - RERASCYRAFTEHEFLERELRSE - BHAERFT
RBMEBRPRT TERAKAK  HBEALRE  -BRERE
HEGILBRAEMAERZSmELRLESYD -
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MS (M+1): 530.27 «

'"H NMR(CD3;0OD): 6 8.7 (d, 1H), 8.1 (m, 2H), 7.9 (dt, J=1.8
Hz, 7.8 Hz, 1H),7.6-7.7 (m, 3H), 7.2-7.5 (m, 8H), 6.9 (dt,
J=6.9 Hz, 1.2 Hz, 1H), 3.9 (s, 2H), 3.0 (m, 1H), 2.7 (t, 2H),
2.1 (m, 4H), 2.0 (m, 2H) -

X410 : 5-F K -6-(4-{[4-(5-o®-2-%-1,2,4-= o -3- %)%
R-1-F)F £ )X E)%k & 3 [2,1-b][1,3]F =

2 - SEENC SN FI- AN LN

O #33g4-(1-585-2-F KT HA)R T o4 F & (o Berk%¥ A
J. Org. Chem. 1988 > 53> 57917 it # # )% & » 200 mL =
PR T ~- BEERASHZ0C-10C - A biE &R T H Mo
DMSO(10 E)R=CLH(15SE ) LB AR MWm1.5% F % =-

ZRILHALY  BREHEETBRTHRHEBRE > & w200
mlK - &S B TE BEAEBRE B - 3L1% B K&K
K Ribod  HEETRERHGELZIRELEYDAKFTARE
it &4 -

O 'H NMR (DMSO-dg) & 8.15 (d, J=8.4 Hz, 2H), 8.06 (d,
J=8.4 Hz, 2H), 7.40-7.19 (m, 5H), 4.44 (s, 2H), 3.87 (s,
3H) -

T2 4-[R(AE)LEBEIXTRT &

BA- (R BA)RX P EE PE(3.8 g 14.9 mM)E A& #»300
mLZBZE/AWREHFT HRERSYHYEHMBALEL2 hz
BREmAMRELAQCERE) AHAEHERAARILL £ R

BRRAYABDRS he BRRERS WAL ~ BKBLEXHE -
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TR RAEY -

'H NMR (DMSO-d¢) & 8.18 (d, J=8.1 Hz, 2H), 8.05 (d,

J=7.5 Hz, 2H), 7.6-7.3 (m, 5H), 7.21 (s, 1H), 3.87 (s, 3H) «

PR3 4-(5- KX Akt H [2,1-b][1,3] 2 -6-B)RXTHRT &
£90CTF #0.7g2. 1 mM4-[R(RXK)TBBRAIRXTFT BT &

B2-BR A E(2.5% )20 ml DMF¥ # 46 h- # DMF#*

FAEABETREREHGELRAY -

MS (M+1): 335.27 «

O 'H NMR (DMSO-dg): & 7.9 (d, J=8.4 Hz, 2H), 7.7 (d, J=4.5
Hz,1H), 7.6 (d, J=8.7 Hz, 2H), 7.4-7.6 (m, 5H), 7.3 (d,
J=4.5 Hz, 1H), 3.8 (s, 3H) -

PB4 [4-(5-F Kk ok [2,1-b][1,3] 2 -6-K)K KT
B

#% 0.12 g(0.36 mM)4-(5-% % ok o% 3 [2,1-b][1,3] & & -6-
R)XTFH FEEAMn8 mL&KTHFY - £0CTF @ LiE R
PARAMAILERLGCETE) ERERAHEER TR LKH2

O . uusrmammpisnt LRALERE - RER
RENLBLEFPER BAMREBLBRALRBAEFTHE
it a4 o
MS (M+1): 307.27 »

'"H NMR (DMSO-dg) & 7.7 (d, J=4.5 Hz, 1H), 7.5-7.4 (m,
7H), 7.3 (d, J=4.5 Hz, 1H), 7.2 (d, J=8.1 Hz, 2H), 5.2 (t,
J=5.7 Hz, 1H), 4.5 (d, J=5.7 Hz, 2H) -

S 5-% K -6-(4-{[4-(5-h-2-%-1,2,4-= o -3-% )%
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we-1-A]F &R K )%k ok H[2,1-b][1,3] & &

EOCTH FREA(I.5% E)H mZE20.12 g(0.39 mM)[4-
(5-R A okok 3 [2,1-b][1,3]EA-6-X)RXRKA]FHEMNSmL= &
FRYYPZERHFEBZRY 2 HBAINW=ZCLEHEQRSTE) £K
BRREMAEZRETHRHM*EI h ¥ REHAKFTLERKREBLA
DCMER - AR RBRLBRALRE MAEBKEATH-F &
LZHATRAPETRZIREY - ¥R EHEEN4 mL
DMF ¢ - & sb & &R ¥ & Aw2-(5-v% =2 -[1,2,4] = =& -3- K )-

O w-—2m2(12% %) NaHCO;(4¥ E) - BRERSM &
Zm FRMFI2hBEHEEZEAESOCTHw#H3I he BRERLASHA
K EREBALHLEER - BAMRRBELBZLESE - &
A wBHCIEMmERZHREDEILAHLHCIE - 3 M
RZEBRAAR/FTEAKEAEBFTAREZLESY -
MS (M+1): 518.2 -
'H NMR (D,0): 8 8.7 (d, J=5.7 Hz, 1H), 8.5 (t, J=8.1 Hz,
1H), 8.4 (d, J=7.8 Hz, 1H), 8.0-7.9 (m, 1H), 7.8 (d, J=4.5
O Hz, 1H), 4.3 (s, 2H), 3.6 (br d, J=12 Hz, 2H), 7.6-7.40 (m,
10H), 3.4-3.2 (m, 1H), 3.2-3.1 (m, 2H), 2.1-1.9 (m, 2H), 2.3
(br d, J=12.6, 2H) -
K11 5-% B -6-(4-{[4-(5-mg-2-%-1,2,4-= ok -3-% )%k
Z-1-51F B )X K)okt #[2,1-b][1,3,4]k — =&
F Bl 4-(5-% A=k ok H$[2,1-b][1,3,4] B — ok -6-B )X 7 &
¥ E5
ZIOCTH0.7g2. 1 mM)4-[B(KXEX)LBAIRXTF B F &
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(o BBEETHI10/E H FH)R2- BB R E (2% )N 15 ml
DMF¥ #4#6 he A% DMFA R A B MW B FTN LB LE T
R - HBBRERERREZAY -
MS (M+1): 336.20 ¢
'"H NMR (DMSO-dg): § 9.2 (s, 1H), 7.91 (d, 2H, J=7.2 Hz),
7.7 (d, 2H, J=6.9 Hz), 7.5-7.4 (m, 5H), 3.8 (s, 3H) -
P2 [4-(5-F K5kt 5 [2,1-b][1,3,4]% — ok -6-%) K %]
L

(o) A 4-(5-K & ok o 5 [2,1-b][1,3,4]F — 4 -6-K )R F & ¥
85 (0.25 g+ 0.77 mM)E % 25 mL DCM¥ - £ %8 F @ it
B R P AMmMDIBAL(SE ) ¥ K E L4 %K H20 min - 3%
RERLEHADCMHER LB ARB R Kt - KARE &
BRABERBARFT LI KIKZIAMELRLESY -
MS (M+1): 308.20 ¢
'H NMR(CD;0D): § 9.02 (s, 1H), 7.58-7.50 (m, 4H), 7.43 -
7.38 (m, 3H), 7.32 (d, 2H, J=9 Hz), 4.6 (s, 2H) -

O B B3 5- K X-6-(4-{[4-(5-wg-2-%-1,2,4-= ok -3-% )%
®R-1-%]F %)X %)%k ok 3 [2,1-b][1,3,4]F — ok :

AOCTH FmdsR(1.5% F)H mE0.21 g(0.684 mM)[4-

(5- K A& ko2 # [2,1-b][1,3,4]F — 4 -6-K )X KA]F B »15 mL
—RFRFIERBERTY 2B AW BHEQROEE)-
THERBERASMAZRE THRHES he RBEREY - MK H
EAEARE-—FRLLZIFEATANZETRZIRETY - K2
MR 10 mL DMF o & b8 & b & ho2-(5-% = -[1,2,4]
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Zo-3-R) g —_BHEBEQRSEE) ZLEGCEE) BR
BREeMmMASOC T m#H8h - ¥RERLLMA KT LEREAR
MLBLUBER BARBHRBBLRE - £ F4EH&
b AEYREKEFTHREILESY -
MS (M+1): 519.27 -
'"H NMR(CDCl;): 6 8.67 (d, 1H, J=4.2 Hz), 8.5 (s, 1H), 8.1
(d, 1H, J=7.8 Hz), 7.8 (dt, 1H, J=7.8, 8.1 Hz), 7.66-7.62
(m, 4H), 7.4-7.2 (m, 6H), 3.59 (s, 2H), 3.0 (d, 2H), 2.9 (t,
O 1(H),2.1-1.9(m, 6H):
K12 6-38-3-F X -2-(4-{[4-(5-w "2 -2-%-1,2,4-= ok -3-
A)RR-1-%]F E )X K)ok 3 [1,2-a]F=®
TRl 4-(6-78-3-K Kok ok H[1,2-a]Fow-2-K)K 7 &
#0.15 g(0.5 mM)4-[R(XRK)ZHERX]IXFHR2.0% 5-
R E R -2-B A A6 ml DMFY - # R B R &M AE9IOCTF
mBERE WBRERLEGHAHFBLSNWK HMAEKEALLH
LEER  -BARBLEBBLEASE HEFHREBEHGLRE
O uunsmawen-
MS (M+1): 378.27, 380.27 -
'H NMR(DMSO-d¢): & 10.0 (s, 1H), 8.7 (d, 1H, J=2.4 Hz),
8.6 (d, 1H, J=2.4 Hz), 7.9 (d, 2H, J=8.7 Hz), 7.8 (d, 2H,
J=8.4 Hz), 7.5-7.6 (m, 5H) -
P OBE2: 6-38-3-¥% A -2-(4-{[4-(5-® g -2- % -1,2,4- = ok -3-
A)kg-1-%])F X)X B)ok 2 4 [1,2-a]F =%
BT RQ% )5 E0.044 g(0.116 mM)4-(6-38 -3-%

133544.doc -73-



200924761

Aok ek HF[1,2-a]F g -2- KA )X F M3 mL THF¥ 2 & %
¥ oo BRERESMBEHSTE - B R T H A 2-(5-% -
[1,2,4] =4 -3-KX)- R —_BHRB(NISETE)- 2 HHZMLE
RSETE) - BREALACHEHION & - 40582 2HHA
bR A M P 5 /wNaBH(OAC);(6% ) - B R B A 4 #
&R - #RELSGCYWAFEFLIRELRSE - #FAHEFRX
RBMBEBRPRHD PERAKAEKR - LBRBLRE  KBERE
EWMGIbREDUAEFARELESY -

O MS (M+1): 591.27, 593.13 -
'H NMR(CDCl;3): 6 8.63 (d, 1H, J=4.8 Hz), 8.61 (d, 1H,
J=2.4 Hz), 8.57 (d, 1H, J=2.4 Hz), 8.1 (d, 1H, J=7.8 Hz),
7.9 (t, 1H, J=7.5 Hz, 1.9 Hz), 7.59-7.61 (m, 5H), 7.49-7.52
(m, 2H), 7.4 (t, 1H), 7.3 (d, 2H, J=8.4 Hz), 3.7 (s, 2H), 3.1
(d, 2H), 2.9 (t, 1H), 2.4 (t, 2H), 2.1 (d, 2H), 2.0 (t, 2H) -
X413 8-F K 5-3-K K -2-(4-{[4-(5-b=®-2-%-1,2,4-=
g -3-K )k -1-K]F A} XK E)skk #[1,2-a]n=®

O Kol 3GRET B 128 8t -
MS (M+1): 542.20 o
'"H NMR(CD;0D): 6 8.64 (d, 1H, J=4.2 Hz), 8.06 (d, 1H,
J=8.1 Hz), 7.91 (dt, 1H, J=7.8, 7.5 Hz), 7.5-7.7 (m, 6H),
7.42-7.44 (m, 3H), 7.33 (d, 2H, J=8.1 Hz), 6.82 (t, 1H),
6.75 (d, 1H, J=7.5 Hz), 4.06 (s, 3H), 3.83 (s, 2H), 3.1 (q,
2H), 3.03 (m, 1H), 2.57 (t, 2H), 2.12 (d, 2H), 2.02 (t, 2H) -
X514 3-G-RE%)-2-(4-{[4-(5-® -2-%-1,2,4-= vk -3-
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E)m®-1-%)F B} X B)sk ok H#[1,2-a] =R

EHI4GREBETHIREH -

MS (M+1): 530.20 -

'"H NMR(DMSO-d¢): 6 8.7 (s, 1H), 8.07 (d, J=6.9 Hz, 1H),

8.0 (d, J=7.2 Hz, 1H), 8.0 (m, 1H) 7.7-7.6 (m, 2H), 7.5 (d,

J=8.1 Hz, 2H), 7.4-7.2 (m, 7H), 6.9 (t, 1H), 3.5 (s, 2H), 2.9

(d, 2H), 2.6 (m, 1H), 2.1 (t, 2H), 1.9 (d, 2H), 1.8 (t, 2H) »

XH15: 3-(4-F R EXE)-2-(4-{[4-(5-w®R-2-%-1,2,4-=
O %3-5)R=R-1-5]1F 2 )X 5)wkk #[1,2-a] %

FHISHRETHORDATRIP L A4 FRARXAME

RHH -
MS (M+1): 542.27 o
'"H NMR(CD;0D): § 8.7 (d, 1H), 8.1 (m, 2H), 7.9 (dt, J=1.8
Hz, 7.8 Hz, 1H), 7.6-7.7 (m, 3H), 7.2-7.5 (m, 8H), 6.9 (dt,
J=6.9 Hz, 1.2 Hz, 1H), 4.1 (s, 2H), 3.9 (s, 3H), 3 (m, 1H),
2.7 (t, 2H), 2.1 (m, 4H), 2.0 (m, 2H) -

O xmis: 3-vb ok -4-% -2-(4-{[4-(5-® w2 -2-% -1,2,4- = o -3-
A )k -1-5]F £} X E)ok ok [1,2-a] kR
BRI 4-G-mR-4-B ok ok [1,2-0]%R-2-5) % T &

4 0.2 g(0.9 mM)4-=k ok 3% [1,2-a] b o2 -2- R X F & (&
Sundberg% A : J. Heterocyclic Chem. > 25> 129 > 1988#f
HHB)ERANS mL_B F o & ER T & #oCsCOs(1.1
¥ E) LE4e(8 mol%) = XM (16 mol%) s = &R (2%

B)R4-B% - R(14E &) B RERLS % ALI00C T o #
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(#4#%)45 min- FRERSHMAHEEER > ADCM#H#E -
BAEMERA KK  HBRBLRE  HaFHREHGLRE
MAKFHREILESY -
MS (M+1): 300.33 -
'H NMR (DMSO-dg): 6 10 (s, 1H), 8.8 (d, J=4.2 Hz, 2H),
8.3 (d, J=6.9 Hz, 1H), 7.9 (d, J=8.4 Hz, 2H), 7.7 (d, J=8.1
Hz, 2H), 7.6 (d, J=5.7 Hz, 2H), 7.73 (s, 1H), 7.4 (m, 1H),
7(dt, J=6.9 Hz, 1.2 Hz, 1H) -
O »%2:3-wtox-4-%-2-(4-{[4-(5-®®-2-%-1,2,4- = = -3-
E)Hmg-1-K])F )X E)%k & 34 [1,2-a] R
BZTBEQEE)AMEONDNS g(0.16 mM)4-(3-w vz -4- %
skookt 3 [1,2-a] b -2- K )X FHMNS mL THFY 25 & F -
HRERLESHMBHESTE - GUEZERF D o2-(5-% = -
[1,24]=4-3-K)- g —BHRB(NISEIZT)- XTHHIMTE
RSETEE) - BRERAASHVEHI10454 - 40548 2 FH G
st iR & 4 F A /v NaBH(OAc);(6% €) - # RER & M ##
O wma BAERRAWARTHILEEARG - BAAF2
RBEMERBRNERTFPERKAELE HBRBLRE KLAEABYE
RV Gt EMUAEBEFTHAREILSYS -
MS (M+1): 513.33 -
'"H NMR(CD;0D): & 8.7 (d, J=1.5 Hz, 2H), 8.65 (d, J=4.8
Hz, 1H), 8.1 (d, J=6.9 Hz, 1H), 8.1 (d , J=7.8 Hz, 1H), 7.93
(dd, J=1.8 Hz, J=7.8 Hz, 1H), 7.9 (s, 1H), 7.7 (d, J=9 Hz,

1H), 7.3-7.7 (m, 8H), 7.0 (dt, J=6.9 Hz, 1.2 Hz, 1H), 3.9 (s,
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2H), 3 (m, 1H), 2.7 (t, 2H), 2.1 (m, 4H), 2(m, 2H) -

X170 2-(4-{[4-(5-R-2-%-1,2,4-= o 3-K )k og-1-% ]

FAIRXE)3-Q-EpE)kok #[1,2-a]n®

ROLVTHRERGOE G LS B RA-ED AWM H

Bt

MS (M+1): 518.20 o

'"H NMR(CD;0OD): § 8.65 (d, J=4.2 Hz, 1H), 8.1 (t, J=6.9

Hz, 2H), 7.9 (m, 1H), 7.8 (dd, J=2.1 Hz, 4.5 Hz, 1H), 7.7
© (4, J=8.1 Hz, 2H), 7.6 (d, J=9.3 Hz, 1H), 7.4 (m, 4H), 7.3

(m, 2H), 7 (dt, J=6.9 Hz, 1.2 Hz, 1H), 3.9 (s, 2H), 3 (m,

1H), 2.7 (t, 2H), 2.1 (m, 4H), 2 (m, 2H) -

X 18 : 3-(4-F X £)-2-(4-{[4-(5- " -2-%-1,2,4- = o -3-

E)HRR-1-K])F KR E)%K %3 [1,2-a]F ¢

B 1-[4-(1,3-— R AK-2-KA)KXK K] ¥

415 minz B BN 8 KT BT 24-(1,3-= & & E-2-

A)X PR (15 g 856 mM» 0.2% B)h mwE £ F A& »n
O ‘Luvzuppront HEAELLNBEME - RARK

RAEMANZOIOCELHARILLEZEBANMNEIRERTLERE - &

MIBBBET BRI ARELEALRE HOETRERBN&

tRhEMUEFTIAEBEARRZIABLEY

'H NMR (CDCls): & 2.622 (s, 3H), 4.165-4.04 (m, 4H),

5.875 (s, 1H), 7.588 (d, J=8.1 Hz, 2H), 7.987 (d, J=8.4 Hz,

2H) -

T R2 I 4-(RZEBE)EX TR

133544.doc -77-



200924761

4% 5.5 g(28.6 mM)1-[4-(1,3-— & R E-2-£ )% %]
BN AEKRASWMQ0 mL)Y - HiogitE24-F AKX
BMAERBEBERSHE RS he ABEABRERBLEBEH N
LBLETER BARBHEKR - REXRKEFTRAEAYD K
HEBPN LB LERAD Z RS H(100 mL)F - 44 R &R
e EiRc  ALERYEMSMWBEIAAFCET T) B A
NoRARFIL - ERERAS Y DRSS he HMEMHEBIRE -
A EREENHGLREDRAEFTRELEY -
©® 'H NMR (DMSO-dg): & 10.12 (s, 1H), 8.18 (d, J=8.1 Hz,

BF] 72

¥

>§\*¢

2H), 8.06 (d, J=6.6 Hz, 2H), 5.09 (s, 2H) -
B B3 d-skok H[1,2-a]Bo-2- K X F g
BA-(RLEBA)XTHERNAEAT - AR P& ho@g-
2-m(1E ) - FRERSCHRHERER - BAREBRESL B
R UEFEEEERRZIMAEILSY -
MS (M+1): 224.13 -
'H NMR (DMSO-dg): & 10 (s, 1H), 9 (dd, J=6.6 Hz, 1.5 Hz,
O 1H), 8.57 (dd, J=2.1 Hz, 4.2 Hz, 1H), 8.5 (s, 1H), 8.3 (d,
J=8.4 Hz, 2H), 8.0 (d, J=8.4 Hz, 2H), 7.1 (dd, J=6.6 Hz,
3.9 Hz, 1H) -
P B4 4-(3-3Rvkok H[1,2-a]Bog-2-K )% F & :
st 16 4 4 13 44 4R # Sundberg % A (J. Heterocyclic
Chem.» 25 129 1988)#k ¥ 2z 2 5 R & # -
TS 4-[3-(4- R E X )sk ok [1,2-a]Eg-2- K| X F &
4% 0.225 g(0.74 mM)4-(3-8 ok o 3 [1,2-a] "Bz -2- R )X ¥F
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BREAm»™S mLY X - QRS M P Hwd-5 KK ML
(1.5 ) 2#% 5 m10& & %z # = X4 B 4 0)-
KCO;3% E)ALBARAHMMA mL)- BRE RS M A
90C F Au#h4-6h- B R EMH A S £ F 8B %H w20 mLK B
BRERLSMA LB LEXR - A KRR BiR&E - #
HERETRRAGLREMUAFTIAMEILSY -

MS (M+1): 318.33 ¢

'H NMR (DMSO-dg): 8 10.07 (s, 1H), 8.89 (dd, J=2.1 Hz,
6.9 Hz, 1H), 8.68 (dd, J=1.8 Hz, 4.2 Hz, 1H), 8.36 (d,
J=8.1 Hz, 2H), 8.08 (d, J=8.4 Hz, 2H), 7.26 (dd, J=4.2 Hz,
6.9 Hz, 1H) -

P B6: 3-(4-F X £)-2-(4-{[4-(5-h 2 -2-% -1,2,4- = ok -3-
B)m-1-%]F B} X E)%k & 3 [1,2-a] B =%

B ZBQREB)AMEON23 g(0.72 mM)4-[3-(4-FL X £)
wkook H[1,2-a]F ok -2-% 1K FHEMNS mL THF P 2 8% ¥ -
HRERSHMBHSTE - QILER P H o 2-(5-% = -
[1,2,4] =& -3-%X)- g —BHRB(1S5FF) - T H AWK
RSTEE) - BRRERARAHBFHEI054 - 40582 2K
s i & ¥ ¥ & /wNaBH(OAc); (6% ) - # R B R &M #
R - BRERSCYAFTFEHFLERELRSE - FmEHF2z
BRBMEBNRTTERAKREK HBLRE - BIBRE
REHGLILBRAEDYARFAEILSY -

MS (M+1): 531.27 »

'H NMR(CD;0D): & 8.7 (m, 2H), 8.5 (d, 1H), 8.1 (d, 1H),
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7.9 (dt, J=1.8 Hz, 7.8 Hz, 1H),7.7-7.6 (m, 3H), 7.2-7.5 (m,
8H), 6.9 (dt, J=6.9 Hz, 1.2 Hz, 1H), 3.9 (s, 2H), 3 (m, 1H),
2.7 (t, 2H), 2.1 (m, 4H), 2.0 (m, 2H) -
X#19: 7-F £ -3-F X-2-(4-{[4-(5-®vg-2-%-1,2,4-= ok -
3-B)%R-1-B]F X)X E)%k &3 [1,2-a] =
W B GRBETHIZE AT RIFERI-F K Fg-2-
BAREMG -
MS (M+1): 527.13 ¢
© 'HNMR(CD;OD): 6 8.7 (s, 1H), 8.35 (d, J=6.9 Hz ,1H), 8.1
(d, J=8.1 Hz, 1H), 7.6-7.5 (m, 6H), 7.5-7.4 (m, 3H), 7.3 (d,
J=17.8 Hz, 2H), 6.9 (d, J=6.9 Hz, 1H), 3.7 (s, 2H), 3.1 (m,
2H), 2.9 (m, 1H), 2.6 (s, 3H), 2.3 (m, 2H), 2.1-1.9 (m,
4H) -
XH520:3-4-FREXE)2-(4-{[4-(5-n®-2-%-1,2,4-=
4 -3-E)RR-1-E]F E}X K)ok 2 ¥ [1,2-a]F =
P AURBETHAISIIA BB AT HESTHEA4L-F
O saxzrmmans-
MS (M+1): 543.27 «
'"H NMR(CD;0D): § 8.65 (d, J=4.2 Hz, 1H), 8.61 (dd, J=2.1
Hz, 4.2 Hz, 1H), 8.4 (dd, J=1.9 Hz, 6.9 Hz, 1H), 8.05 (d,
J=7.8 Hz, 1H), 7.92 (t, 1H), 7.73 (d, J=8.1 Hz, 2H) -
X 21 6-R-3-FK-2-(4-{[4-(5--2-5%-1,2,4- = o4 -3-
E)kg-1-%]F A} X E)wk ok 4 [1,2-a] B
T AUARBEEHIZZFIAB AT ERIT £ AS-K
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R -2-B R B M
MS (M+1): 547.20, 549.20 -
'H NMR (CD;0D): & 8.65 (d, J=3.6 Hz, 1H), 8.60 (d, J=2.4
Hz, 1H), 8.54 (d, J=2.4 Hz, 1H), 8.06 (d, J=7.8 Hz 1H),
7.97-7.89 (m, 1H), 7.70 (d, J=8.4 Hz, 2H) 7.65-7.57 (m,
3H), 7.55-7.42 (m, 5H), 4.20 (s, 2H), 3.46 (brd, J=10.2 Hz,
2H), 3.4-3.35 (m, 1H), 3.1-2.95 (m, 2H), 2.28 (brd, 2H),
2.2-2.0 (m, 2H) -
O *H122:6-R-3-X2-2-(4-{[4-(5-®"x-2-%-1,2,4-= ok -3-
A )meg-1-5]F A} E K)ok 3 [1,2-a]
LR AURBETFHILZI I BAEE - FTHBFPEAS-
oo ®-2-BE R MM -
MS (M+1): 530.27 «
'H NMR (CD;0D): § 8.65 (brd, J=4.2 Hz, 1H), 8.10-8.02
(m, 2H), 7.96-7.88 (m, 1H), 7.71-7.55 (m, 5H), 7.49-7.40
(m, 5H), 7.40-7.32 (m, 1H), 7.24-7.12 (m, 1H) 4.08 (s, 2H),
O ;.33 (m, 2H), 3.15-3.05 (m, 1H), 3.00-2.8 (m, 2H),
2.30-2.19 (m, 2H), 2.19-2.00 (m, 2H) -
523 6-9-3-% % -2-(4-{[4-(5-L o -2-% -1,2,4- = ok -3-
E)RR-1-X]|F X} X E)K % #[1,2-a]B=®
WEAAUARBEEHNIZZ IS B ALEE - T HEFEAS-
MS (M+1): 639.13 -

'H NMR (CD;0D): & 8.67 (d, J=2.4 Hz, 1H), 8.64 (d, J=4.5

133544.doc -81-



200924761

Hz, 1H), 8.58 (d, J=2.1 Hz, 1H), 8.07 (d, J=7.8 Hz, 1H),
7.91 (dt, J=1.8, 7.5 Hz, 1H), 7.68-7.57 (m, 5H), 7.51-7.47
(m, 2H), 7.44 (t, 1H), 7.34 (d, J=8.1 Hz, 2H), 3.8 (s, 2H),
3.11 (d, 2H), 2.90 (m, 1H), 2.42 (t, 2H), 2.15 (d, 2H), 1.96
(t, 2H) -
XH24: 7-FRA-3-FE5-2-4-{[4-5-®-2-%-1,2,4-=
o -3-R)RR-1-K])F B} X E)k ok #[1,2-a]F =

L EHBUARBETHIRLZZTIABSAEE - FTHRFEA4-

O vaA2-mii#-

MS (M+1): 543.13 -

- '"H NMR (CD;0D): 6§ 8.64 (d, J=4.5 Hz, 1H), 8.21 (d, J=7.2
Hz, 1H), 8.07 (d, J=8.1 Hz, 1H), 7.89 (dt, J=2.1, 7.8 Hz,
1H), 7.59-7.52 (m, SH), 7.49-7.44 (m, 3H), 7.28 (d, J=8.4
Hz, 2H), 6.54 (d, J=7.2 Hz, 1H), 4.07 (s, 3H), 3.73 (s, 2H),
3.12 (d, 2H), 2.92 (m, 1H), 2.44 (t, 2H), 2.14 (d, 2H), 2.0
(t, 2H) -

O xmi25:8i8-3-%8-2-(4-{[4-(5-m R -2-%-1,2,4- = ok -3-
E)dkg-1-%5]F X} R K)ok ok 3 [1,2-a] %

EFGUARBEEFIZZ IS AL —FTH T £ A3-

B -2-B R B o
MS (M+1): 590.07, 592.07 «
'"H NMR (CD;0D): § 8.64 (d, J=4.5 Hz, 1H), 8.07 (d, J=6.6
Hz, 2H), 7.92 (dt, J=1.8 Hz, 7.8 Hz, 1H), 7.65-7.54 (m,
6H), 7.48-7.42 (m, 3H), 7.34 (d, J=8.1 Hz, 2H), 6.81 (t,
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1H), 3.84 (s, 2H), 3.20 (d, 2H), 2.98 (m, 1H), 2.57 (t, 2H),
2.14 (d, 2H), 2.06 (t, 2H) -
X526 8-F.-3-% % -2-(4-{[4-(5-wg-2-%-1,2,4- = ok -3-
Ak -1-K]F K )R E)wk ok i [1,2-a] %

LR A UARBEESI2Z T XSS AE —F B P A3
Aok -2-REH -
MS (M+1): 547.20, 549.20 -
'H NMR (CD;0D): & 8.64 (d, J=4.8 Hz, 1H), 8.08 (t, 1H),

O 8.06 (s, 1H), 7.92 (dt, J=1.8, 7.8 Hz, 1H), 7.68 (t, 3H),

7.62-7.59 (m, 3H), 7.56-7.46 (m, 2H), 7.44-7.57 (m, 3H),
3.83 (s, 2H), 3.18 (d, 2H), 2.98 (m, 1H), 2.58 (t, 2H), 2.16
(d, 2H), 2.01 (t, 2H) -
X427 8-F A A-3-X£-2-(4-{[4-(5-®g-2-%£-1,2,4-=
o -3-K)kog-1-K]F E}R K )5k 5 [1,2-a] %

LB AARBEH NI IS AEAE - F B FEA3-
FARAE®RE-2-BREH -

O s (M+1): 543.07 -

'"H NMR (CD;0D): § 8.26 (d, J=3.9 Hz, 1H), 8.06 (d, J=7.8
Hz, 1H), 7.90 (t, 1H), 7.65 (d, J=4.8 Hz, 1H), 7.55-7.53 (m,
5H), 7.45-7.38 (m, 4H), 7.29 (d, J=8.1 Hz, 2H), 4.16 (s,
3H), 3.59 (s, 2H), 3.0 (s, 2H), 2.85 (m, 1H), 2.28 (t, 2H),
2.08 (d, 2H), 1.90(d, 2H) -
K28 3-X2-2-(4-{[4-(5--2-%-1,2,4-= o -3-% )%
R-1-%]F E}ER)-7-(Z R F 2)%k2H[1,2-a]F =R

133544.doc -83-



200924761

WA GUARBEHIZZ IS EE —FHE T A4
(=ERFR)ER-2-BBREH -
MS (M+1): 581.13 o
'H NMR (CD;0D): & 8.73 (d, J=7.2 Hz, 1H), 8.65 (br d,
J=3.6 Hz, 1H), 8.12-8.05 (m, 1H), 7.97-7.89 (m, 2H), 7.73-
7.53 (m, SH), 7.49-7.38 (m, 4H), 7.37-7.30 (m, 1H), 3.86 (s,
2H), 3.2-2.9 (m, 3H), 2.7-2.5 (m, 2H), 2.2-1.95 (m, 4H) -
X629 3-K%-2-(4-{[4-(5-g-2- K -1,2,4-= =k -3- %)%

O =-1-2]7 2% 2)vk2 5 [1,2-a]%R-7-H

R A UARBETHAI2Z I B S EE - FH P EA2-
BEAEABHERYESG -
MS (M+1): 537.23
'H NMR (CDCl;): & 8.675 (d, J=6.5 Hz, 1H), 8.177 (d,
J=8.1 Hz, 1H), 8.16 (s, 1H), 8.019 (d, J=7.2 Hz, 1H), 7.858
(t, J=7.2 Hz, 1H), 7.664 (d, J=8.1 Hz, 2H), 7.608-7.457 (m,
5H), 7.36 (d, 8.1 Hz, 2H), 7.285 (m, 3H), 6.907 (dd, J=7.2

0O Hz, 1.5 Hz, 1H), 3.714 (s, 2H), 3.185-2.155 (m, 9H) -

3-X % -2-[4-({4-[5-( R -2-%)-4H-1,2,4-= o 3- K |k ® -1-
E}FE)X Rk 2 H[1,2-a]%R-7T-HFE)-T-2-H—% B

#0714 gR TH B X B RAWENSO mlAH I+ 23.0
g 3-F A -2-(4-{[4-(5-wb oz -2-K -1,2,4- = ok -3- K Yok o -1-
A]F APRA)R ok 3 [1,2-a] 0 R -7-8F (30 R H K #] 2947 &
HE)F  BRERAYHARABDEE THHIXR - £ dBR
e AT B AL A4 BE R $ % o
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4% #% 'H NMR(dDMSO » 300 MHZ)4% 3% : 8.66 (d, 1H); 8.43
(s, 1H), 8.13 (d, 1H), 8.01 (d, 1H), 7.93 (t, 1H), 7.61 (m,
SH), 7.41 (t, 1H), 7.33 (d, 2H), 7.16 (d, 1H), 6.6 (2H) -
X030 3-FK-2-(4<ns1:XMLFault xmlns:ns1="http://cxf.apache.org/bindings/xformat"><ns1:faultstring xmlns:ns1="http://cxf.apache.org/bindings/xformat">java.lang.OutOfMemoryError: Java heap space</ns1:faultstring></ns1:XMLFault>