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sz KI"LeFH4EG-ERE-XE)

677—':‘ ‘? g(a E -Dé u‘-‘k- Q/H-‘ °
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C1
R1 I
R2
£ PRI -RRAEARI ¥ EXZEE - RNitbS WAL HELEPTHE ‘
hxiREBZEMN AREAAEABRAFT > Hliwtk 5PTHE
A
ot it R IL e TEHGAXT LS FALERE K
R
NH
C 1,
R1 Jig
0 ®

R2
£ F RI ~ R2&R3'ié&uiiifz - X II'iL &4 & A 1F & PTH
BhxrEHzEFML BEaesERERF > ¥l SPTH
BhiRERZA -
wiH XM X"t TH G XML BAEARA
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IIH

£ FRI" RAERY ¥ X &L - XI"{b&H LA K SHPTH
BhxrEHELE BROSEFERF  #letF s PTH PY
BhiREHKEA

dotg Xt > KIS TH#H G A Madt &

HERI"ERI"Y e L X R A RHSRA"ZZAAEK > LT @
R4" % 4= £ X & & °
E 0 RI"LE& M T HEH KD

£ PRI"ER2"H do £ L& &
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g ARz R A B AR E FPRA"ME A EXE A ©

X I"adb & 4 & KX "b At 4 4 A F 45 & PTH#F & 2 R i #| <

EOM o H ik A A REEF ol hetE B PTH#E £ & & & & A -

B HiE—FF&H AHEAFR/L XIS D

i|Q3
NH
CT
RA1 11

R2

#£ ¢RIl - RREAR3I#H 4w L X E £

st XMoo r s 202G FRE-XKE)2-F X

AR A]45-—FAA-XEGEREA-XE)TEH > HF A K-
A D){5-F & £ -2-[(m = Ay A]XA}-FE8R > EA
AKX A){5-F & &£ -2 [(wh = ¥k )R AR E-FE K
— et s 2RQREECRE)FERASA2ZRESR
E-XAVG-Z2AHA-EA)TEK2(Q3I=F AL EHGCE
A A]SAH2HEAE-RXAGEREA-XA)TEH
KREELE L THRSTATHrMIERKEmRE

MAXITFRI - RAEARBZEAFTLAF L EXHAXNIFTZ
Rl -~ R2 & R3 pf it & o

MAXTFRIZHFEZE L CH
AERERNKZELCCrAE il RERERAKIXK

A4 FlLABERLEE-R-KEAKAEARKZIKXAEAT
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2 LA FCEAFERAERESEF RS W
KB A A (Pl TP AE)E- R —RAR (o a2-2 ER):
AERLERAZEFEATFE oA FTRERAZIE R
FAR A S HEFTE  FloRHFEREEE - OH - & &k & (
Gldn T A KB EARE(Fe FAL)  BEKRKAE(
Blimfe £-CAA)RXREKBER LA KRR ALE(Fl T AX-T
fAE)E-R=—-—BRRK 5 H

X EAORAGAALEER O MEBERAL- - REAAKKA

e

SR EBEAL-KBEREAERR 0 Hlw2-CEEA-TRE)T
;}Eo
B ARHZTEHEETEAT  AEAFERL DD

I

AFRIZRHw EXHAKXNIZZ A

Rift4 E XM AKX E A

e p R XIId s 2-R2CGH-=FARA-KE)2-T A
AREA]4S—F AL XA GERE-RXA)FE GE2 A K-

XA)VS-FARAE2[(HEXATFEA)EE]FXEA}-FER > R A
K A£)-{5-F R A 2-[(w & AR A]RKE)-FE K

—fEfL A 0 E A R2-QEEA-TRE)TREAS-®-2HRE A
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E-XAV-@G-B R A KA)T AR (2-[Q3-= F A A 2% K04
VoA )EEA]S-A 2 AR -KAG-ERHA-KK)TEH
A BEE LTS AT rBIBERE R E -
AR EZRALEREZEARKEAY o L XHARI L ZER
BRA AP E  AELIRETL -

Hrxr o ABRRAGEEREXTH T X148 K
bt  REEL L TEZATrBIEALBRMAE
XImlfto R LB mam B2 ETHFAER
oG ABXHEERERAER -

e o R RARZAERNEH  FTAELELTHELR
WE T HhMIERABAER  AARXFAREL T &R

&
2B OAAABRRZIHRERN  HAEEZTIITEXIER
iR AR EMEITEY  ETHRAAEEZZHKEMFT B g R
jid

FHomioi HibARAFHoLamBRAELAZIAAREER
c B EBE TR MBENEHAGITE ALK KR
BREAIGTARE  THHRBAMAABAFTRERAKAIMAMR
AR FRARBEA

AERFAZEH AT ANEL P THZ2ZEHBXFLE AEAE
GNRE T AV AFEGRLSCEAEFAZIRKERN EE L
THEZ B aEHE A ok B ] de R EK

B4R 0 Bl e S AR R F KA KRR
FEE - BB BB LR
K EE > BLHE - BHE®E RKRELK  RATH -8 K

TH -8B - EEETH % AFRK FTEEIH - FTR=R
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B~ F KB > A mEBRRARIAKRARE S AR
B A B fA 0 Ehoorh B E K o  HAEWAABEMEAH
e agRHE LAz m T BE2EETITHZLIBRBTERT
AR KEE Lot BABREIEEBE 0 Pl dF &
X458 AREBE LERARELTAMBRERAL R -
AEE KX TET & H T T & E R

AE Sz X E H

R2

£ +RI -RAEARIHYwIEXZE L TEEgEALLES Y

F|23
NH
s
R1 II

R2

i

Dk A KB e B A B R A 5 & 8 (CISO,NCO) ~ £ & % -

BB A B X TaEE > £THF P %4 # F AK,COy/ F 8 X
BREBMABBEY  REZXFTE - AMKRI - RXALRIAE
AL A AR AZRI-RAZR3ZAME L BAHEH KR XM
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Ay oo flde 0 EBALRET G EEKRFZTAITZ KT
AR B AP wEBE TZER TR T RE -
AN X FERALS Y TEGH4EE XX K

NH,

R2 .

AR B B o Hle R HR3Br 0 R E & E K CO;
EEamig  HAETZ XXb#H AZFRIAZEE EX
OH' ARl T &2-AK L BAA-TERAL > TEHA LT
Bl AL S SR A-LF A6 A 4GEARE-KXE)IH

o o ok 2-BF BT X T ML H K AR -

£ % Rlbop TEF LI ABRBEARXZIEZREAKEA

. 4% F Ti(Oi-pr)s % 2 F 8 #F & R & # - & NaBH(OAc); % NaCNBH;
haRREGLA  BXTHEabenfentt2EZRE @
Al BRagtiaRzHAMESH(FHETXXAXLEH) -

R2

£ FR2OGmATXE L ARIAEFAAEER -
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X X114k & 4 7T 4Rk 3 & £ 48 & 8% VA ] 4w Jones 3K #] 2 R AL AF
Bl wAA B TR ARG & E B ATAE A XX 48 B R
Wiz AR A BILA R XXIEBEMEF e BF
Bl F BT o

i
H\C N _
O
XII X111
Br
R1
R2 | ®
Eﬁ’ﬁ%ﬁﬁi?’iﬂw%%’%ﬂ%£¢m%ﬁﬁ
AL 2% T g LB ER-OH » #ldmwt =
%-?%-ﬁi%%’éﬁ%#ﬂﬁ%iﬁXﬂi’@dﬁu%HumgL&ééﬁ%%
R g A TREME R ki X H 7 AR -
L — ﬁhﬁi? AP XINEH > LZFRIAZAF
FEBRA L EEEREEAE  TEH AFE W AXXEH
H
* N o
6 N
Ry, & ‘] ° XX
R2
A1 E L RERABRAERERRKZIF £ & B bk A § AL

'
Mzl kbR @ E R B A 45| 4o LIHMDS 2 Nal 5 & T
. Bk ¥ 0 | 4o THE/DMF » it i§ Fo fw 2 o
&£ & XXX AL & #
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B EBENEAEATABERER  #liEE X T FFALE -
HMAEZ XN EFTRIEAFTRERKECHELE > THE
B XXX A WA RB Ew = AT R RBEFREZME R -

XXM TEaAELRB LEREMAEE KA
ez XMis 4 HFRIAHH-
ABERA XTNEHTAAZAXIERHNZEHEF > A TH

MR B EXHRRBEEXT AT AL -
i AERFAGFEAFEHRAEAXNIRH 7 &
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riTS T

AP H R EXZEL LaF

a) & X 14t & 4 ®

R2
PA MR A R B e R OB R A 5 8k 85 (CISO,NCO) & # B 44 R AR
FE M EA S K o
b) #AHE W XITEH > A FRIZAFRERAKZF LK
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El-fZER At BIAFERERAZIFE-KRKE LS
et kA o KB X FE 0 B BRI - R2ARIE A B A
%K ZRICREZRIBLE AFHERKZKILEH -

o P ABFRAKXNER " EGETFTRLLSEATAR -

B it —F Fa o RAEPAMGEZHEEHAEKERXTEH

Z F ik

II

£ +RI -RERRHYwEXZ £ Lo XAXHARAEEE X
W ER AL A 4 2 i A b

R2

AFRIBERH L EXZL L& KRB X FE 0 8 #ERl - RZK
R3z £ it B &K XRC-RERIZLE  EHEHERZ AN
&4 e
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AERAGEETRAFTR > HultAT XHARERERKX
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THII4L &4 2 FE R AT 6 F o
b

Tl 1-23-—F & £

ok ok 6-K F K )4-(4-F A K -5

A -2-% A& R AR -1H-o% ok oif -2-8F
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A82E £ (0280 LT ) ASHkAAERA-KXE)EEA
A A)PEREIEFA_ARBEFZIERRN HFMmINBE R
(140 £ % F ) s B 47 2 119 £ £ (0419 £ £ F)6-i & 7 £-23-=
¥R ATk o B OHANCTHERR > AKHEE
#ACH,CLER - s A MR M (BB 8/ Tkl D&

o 47T EHF -

I { NMR (300 MHz, CDCl;) : 7.04-7.60 (m, 10H), 4.94 (s, 2H), 4.52 (d, 2H),
4.26 (s, 3H), 4.08 (s, 3H), 2.96 (£ € %, 1H), 2.48 (¢, 1H), 1.28 (d, 6H).

MS @ 496 (M+1)*

B.1-23-= 7 & % &£ £ ok -6-% F £ )4-(4-F2 & K -KXEK)6-R -2-%
A R & -1H-ok ok ok -2-BA & A&

#S52E % (01058 £ F)(2-[23-= F A& & 6K F &)
A )S-Am 2k AR E-RKAEVGEAA-RXE)FEHRAELISHE
Bz ER N Rl E 502008 X F)RE M o £ARH2
B AT EHRER 0 EEE G ECHCLEKZH

1

kxR EE - S ABRBAIMARLHER > EAE ¥ E
mELsm X B (BB LE /TRI Dl R EH -
I H NMR (300 MHz, CDCly) : 7.78 (d, 2H), 7.70 (d, 1H), 7.48 (d, 1H), 7.14-

7.51 (m, 6H), 6.10 (s, 2H), 4.62 (d, 2H), 4.24 (s, 3H), 4.18 (5, 3H), 3.01 (& &
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% | 1H), 2.52 (m, LH), 1.32 (d, 6H).
MS © 521 (M+1)*

QB E-SHAALEAFXA)GERE-XA)THRERES
% % F o A

Nal, N- 65 %&M&

NO,
HO/CQ‘/H ’ /Br s N, 1t

- l @
-75°C-nt
3h
NO; Jones- iij'l
2h, 1t

Fe
AcOH
20h,nt

-

425 % (150 8 £ F)S5-5 A 2-sf A-F FEE - M49229% X

e
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H)mefbsn ~ 445 4 M A R(EFRXF 280%) - 42Z #FN-2
A 2RABRIOEH AR AHAH TR THHFEOR -
BRERBRAY  BE o AAIMBEKEZY » IEAE
LEER > mAEA2HASHALAA-XTE -

I'H NMR (300 MHz, CDCl;) : 10.49 (s, 1H), 8.19 (d, 1H), 7.43 (s, 1H), 7.25
(d, 2H), 4.85 (s, 2H), 2.60 (s, 1H).

BUEZBE-XE)QHASHAERE-XE)T B X H &
0

I,
N\o' ‘

307 % (150 8 £ F)2- £ -5 A AR A-XK T &8 £ 200 % 4
THF ¢ 2 5% W #-75°CF » £40 4 48 47 B » & A2 200 £ 7+ (175
EEH)LERALEMEETHF F 2 08Mix & « #-75CTF #

HlILB% AR RlLEKRKER  EARHERCEX
MR IR A - B H i RE - A4 WUE 2re# it @
SS-kk AR & )-F B o

I H NMR (300 MHz, CDCl; ) © 8.09 (d, 1H), 7.45 (d, 1H), 7.26 (d, 2H), 7.19
(d, 2H), 6.98 (dd, 1H), 6.52 ( & f& , 1H), 4.80 (d, 2H), 2.88 (& & % , 1H),
271 (£ & , 1H), 2.56 (¢, 1H), 1.23 (d, 6H).

MS : 308 (100)(M-OH)", 294 (50)

CHUZmK E)Q-# kS AARE-XK)T RIS R
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@)
I,

N\O_
///\O 0
AG-EZFHE-XE)>QHE-SHABARL-KXEA)TH L2002

A FHEF 2 kA IERAN 0 RIER MO0 E S Jones | H o A

o

ST HE2NES E R E BB D RRE G MR IERG%)
BRBER - A _RFHEER > B4G@GE2RELA-XE)QCHE
Sk & K A A )-F &R -

IH NMR (300 MHz, CDCl;): 8.27 (d, 1H), 7.70 (d, 2H), 7.30 (d, 2H), 7.18 (dd,
1H), 6.97 (d, 1H), 4.81 (d, 2H), 2.96 (& £ * , 1H), 2.59 (t, 1H), 1.27 (d, 6H).
D. (2-F& £ -5-% & % & *)-(4-£ KA )-FERZ A &

A105942B0TEELF)G-ERA-XE)QCHASHAEARL
KB )-F B £ 250 & A B ﬁx?z/aﬁﬁq’fﬁf‘\ﬁaBﬁi(Z%%;i
EF)%iiFé}°%iiﬁ“Fi%#¥ZOll~ﬂ#fﬁ’%%éviﬁ’ﬁthMfEL?Mbéﬁs

ERERRER S Y  BE O EA_RFTREER - ER
oo pRoK / BEBECE(DhsEERGILE  BFQ
Rk ShAARA-RXA)GEREA-XK)TE® -

H NMR (300 MHz, CDCl; ) 7.64 (d, 2H), 7.30 (d, 2H), 7.12 (s, 1H), 7.05 (4,

1H), 6.72 (d, 1H), 5.71 ( & /& , 2H), 4.64 (s, 2H), 2.98 (£ & % , 1H), 248 (s,
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[H), 1.30 (d, 6H).
MS : 294 (M+1)*

QA A45-—FAA-XX)GE2RA-XA)TPHRLEHE LG
BEREHELELXAMBEEIEZF SR

MeO NH,
L,
MeO

T2 442 ARE-EE)IGFR-mEaL-FTA)SREALRA
£ -X A -7 A

#100E 20342 ELF)2HASRAEAAEL-XEA)GEA
0

£ -XA)TE - 80F % (058

(et

¥ ¥)K,CO; 277 £ % (0375 £
FH)-R-PAIPhEmBRE-XEIEHA_TFTREAFERETZ
B A o A80C F#HE6, B » B AI0C T3 8 « KRiE
BERRBAOMWMEE LKL T ABBIEER - K&
H#®EBAKRB Kk HAMSOMKZLE » BRE » AEL
Th R  EREYABBE LEEZEAXNR (T &K - EOAc=
2: D#hib » mFRALSY  AFEBRY -
| H-NMR (300 MHz, DMSO) : 8.34 (t, 1H), 7.90 (s, 1H), 7.80 (d, 1H), 7.67 (d,
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1H), 7.60-7.56 (m, 3H), 7.39 (m, 2H), 7.09 (dd, 1H), 7.01 (d, 1H), 6.70 (d, 1H),
4.61-4.53 (m, 4H), 3.54 (m, 1H), 3.19 (s, 3H), 2.96 (m, 1H), 1.25 (d, 6H).
MS : 462 (M+1)*

A T 5 T o B OR

Al A FAIFTLHEBERELS-XIE R

cx/\©/s"\

LA VR T e AsmESRE XG4 ®
2T )R- FPhamLs-KA)TEHRIG6EFGNERXF) =
LEAEGCEF R TR FTZIERRN - MHAERBREHHNE
THEIE RESONCTEINE - KK K RBERS D HE
AKkE  BA_ERTFTHEERGBKR - MHEHIAREBEAKA
Bokkd o BAKER BE - REALETTRE > BHEALA
bt HEEART-—FTH £FE-FT &L -
I H-NMR (300 MHz, DMSO) : 7.98 ( & /& s, 1H), 7.86 (d, 1H), 7.77 (d, 2H),

40267 & # (3.45

e

o

7.64 (t, 1H), 4.86 (s, 2H), 3.21 (s, 3H). @
B.3-Flhmmakh-XE)TFHEIEK

s’
HO/\©/ ~

B NaBH, R w2750 A BB EEL F)3-Flusgm A -R T &

e

£20% # ¢ 8 ¥ 2 % & A (% M PL. Omstein, T.J. Bleisch, M.B.
Amold, R.A. Wright, B.G. Johnson, J.P. Tizzano, D.R. Helton, M.J. Kallman, D.
D. Schoepp, M. Herin, J. Med. Chem. 1998, 41(3), 358-378 3% B. Eistert, W.

Schade, H. Selzer, Ber. 1964, 97(5), 1470-81) - # R B iz &4 # £ & T
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BHIIE - BRBERAMEANKRT » EABKRTEER=
Koo A H BB AKRBRKRME S RKEE  BIE

REATY RG mARALLY  BRART -5 % LF
— % 4L

I H-NMR (300 MHz, DMSO) : 7.85( & & s, 1H), 7.78 (d, 1H), 7.62 (d, 2H),
7.59 (t, 1H), 5.45 (t, 3H), 4.58 (d, 2H), 3.19 (s, 3H).
Fp3 AG-ERE KENGT R-FEETA)CRAER
X -1H-o% of nik -2-EF .

B9TE £ (021 L F)4G-E2RE-FXA)-G-F i@ A7
A)S A AR A-KXA-FEHAITE L0 EELF)RNBRMES
EAmBm T I RO AETRTHEHETRIE - KK HR @
BRELMBE AKT  EABBIEER HEHEFRE
Ak BBk 0 AMSO R AR > B AEAETR
o B REH AT B LEEREXAE

> mBRALESH AR EBKRY

I H-NMR (300 MHz, DMSO) © 7.95 (s, 1H), 7.81 (d, 1H), 7.70 (d, 2H), 7.61-

W

¥ (2 J% @ EtOAcl: 3) 4

7.50 (m, 2H), 7.47 (m, 2H), 7.45 (d, 2H), 7.38 (m, 1H), 5.59 ( & /& s, 2H),
4.78 (d, 2H), 3.64 (m, 1H), 3.20 (s, 3H), 3.00 (m, 1H), 1.25 (d, 6H).
MS : 487 (M+1)"
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T4 4-(4-B B K -KE)IDB-Q-F il Erxak A-C & K)-F K&

6-7 -2-% Bk F K -1H-o% ok ojk -2-EF)
NaH Ho
DMF 0°C 22
—— 0
HoC OH NN HOC /@ SN AOH A hee o /\/g\

NaBH,
EtOH, 0.5h

0 MeSO,Cl .
oSN S /\V/g
) ~

c ELN, 70 °C

KO,
DMF, 100 °C

OH

NaOCN " YO
—_— / (0] N
AcOH, rt

)-R F OB X A R

(QNS

AOCCTF #NaH(I3 A 4T EF)HRMESORL@LEEF)S-
s A AT AENEHDMFFZ R AN - AEH 1L HEFRL B
mAMEF W EELEF )ALLK AT R - RREBRES S 2
ﬁézﬁ’i%%%#w$%°%ﬁ’%&ﬁﬁé%@@
LKk F o AR CEER KOS ABKE KRB K
e > MAMgSOJ R K2t > BE > RARAEAELEFT R - R Y
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WA E B kAR KX B (K /EOAc=3: )& L » @ 7 4%
AiLeth  &H&EH -

| H-NMR (300 MHz, DMSO-d¢ ): 9.94 (s, 1H), 7.51 (m, 1H), 7.50 (s, 1H), 7.41
(bs, 1H), 7.27 (m, 1H), 4.20 (t, 2H), 2.85 (t, 2H), 2.18 (s, 3H).

B.3-Q2-F il Bax e & -0 & A )X TF B & &

i
I o/\/s\
0
#1645 @BISELFT)QFARL-T ALK ﬂéﬁiléﬂ'.

OEEF)VBACARRAENEABE T IERADPETERET
WH2E o KRB B RERS D MEE A£4NNaOH £ > E#E A
R LB ER - O HZIABEAETRBEAMNETR - KA
Bk kA AMgSO MK ERE > B RALETRE &
BRAlLH AREER  LHT-SEEIHE -
I H-NMR (300 MHz, DMSO-dg): 9.96 (s, 1H), 7.52 (m, 1H), 7.51 (s, 1H), 7.46
(bs, 1H), 7.30 (m, 1H), 4.40 (m, 2H), 3.26 & 3.08 (m, 2H), 2.62 (s, 3H).
MS © 213 (M+1)*
CBRQRPFrimmEi-CAKL)RAEA]TFEIESKR

i

0 /\/S\
OH

HA112GI8EEF)-Q-F R EmaEA-CAE)RT & L2
EHCE(EK)FZERR HmNaBH,0215% » STEEF)
c B EREBEAMATETHEMLEOS N « KRE - ML HEEE
KE o EAEBBEIEBER -MHEFAREARNKEEB KR
Mo AMgSO M K& B REAZTRE  ®ERA

89873 -43 -



200424196

bboidh aew HHT - FHAELHH -
LH-NMR (300 MHz, DMSO-dg ): 7.20 (t, 1H), 6.90 (bs, 1H), 6.88 (d, 1H), 6.80

(d, 1H), 5.18 (t, 1H), 4.45 (d, 2H), 4.30 (m, 2H), 3.25 iz 3.04 (m, 2H), 2.61 (s,

D1I-f £ F &£ 3-QFhRrEmmA-CRE)KI S K

i
o/\/S\

a
A0TEBUEEF)VRITEAHAZCHEENEH R TR T ®
2w E N £0CTF » & /wMeSO,Cl(031SE 4 » 4T E F) °
BERBREAOHAOCTHBELIE  REAZBTTONKE - R
KRR A MM Kk E 0 AR EFR MM

T A B A KR BKERK AMgSO MR K&K > BIE W R E
AEFRE BPREWATBLELEEXAEN(ZR T/
MeOH=9: D& it > mFHEALEH > &&EEH °

(e

I H-NMR (300 MHz, DMSO-dg): 7.28 (t, 1H), 7.04 (bs, 1H), 7.02 (d, 1H), 6.94

(d, 1H), 4.71 (s, 2H), 4.32 (m, 2H), 3.26 2 3.04 (m, 2H), 2.62 (s, 3H) ®
MS : 233 (M+1)*

E.4-Z @A -XA£)QBQFPRERBEA-CAL)FBKEEX]S-F-

2 AR A KA )FHEZ AR
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BEA S WA ERAT A2 E M E o B E 2K K5
e kA A-KA)GEARAA-RA)-FTRALRAT A3QF
b 3B AR B AR -T LA D)Ko
L H-NMR (300 MHz, DMSO-dg): 8.32 (t, 1H), 7.56 (d, 2H), 7.38 (d, 2H), 7.24
(t, 1H), 7.10 (dd, 1H), 7.00 (bs, 1H), 6.95 (m, 2H), 6.86 (dd, 1H), 6.74 (d, 1H),
4.57 (s, 2H), 4.42 (d, 2H), 4.28 (m, 2H), 3.55 (m, 1H), 3.24-3.00 (m, 2H), 3.00
(m, 1H), 2.60 (s, 3H), 1.24 (d, 6H).
MS : 490 (M+1)* PY
F4-4-E2 @ L -XE2)I-B-QFrammb-2 8E)F £]67A-2-
B A& R -1H-o% ok ok -2-BR Z A& A&

EHE A (e ERRATH Iz Eana s 2ad @
2EE-XE)VRDBQFP R EmGBLA-CRE)TF KEEA]S-A 2R
EBARA-KK)-FEE B M -

L {{.NMR (300 MHz, DMSO-dg): 7.72 (d, 2H), 7.48 (d, 2H), 7.46 (s, 2H), 7.35
(bs, 1H), 7.24 (t, 1H), 6.94 (bs, 1H), 6.87 (dd, 1H), 6.81 (d, 1H), 5.46 (bs, 2H),
479 (s, 2H), 4.30 (m, 2H), 3.67 (m, 1H), 3.24-3.00 (m, 2H), 3.02 (m, 1H), 2.61
(s, 3H), 1.29 (d, 6H).

MS © 515 (M+1)*

TS 4-(4-2 B K -KE)LB-Q-F KR EEA-T R & )F K6
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A 2-4 F A A& -1H-oF ok otk -2-ER

{: ] (0]
H//O
o/\/s\
N\(O
o) l 2

I H-NMR (300 MHz, DMSO-dg): 7.66 (d, 2H), 7.46 (d, 2H), 7.44 (s, 2H), 7.30
(bs, 1H), 7.20 (¢, 1H), 6.95 (bs, 1H), 6.87 (m, 1H), 6.76 (d, 1H), 5.42 (s, 2H), PY
475 (s, 2H), 4.27 (t, 2H), 3.63 (m, 1H), 3.56 (t, 2H), 3.02 (s, 3H), 3.00 (m, 1H),
1.24 (d, 6H).
MS © 531 (M+1)*

-8 294 3-QPhmaEi-C AR A) X THBALAETAE
3QFh B aamA-C RE)NR(F HI4B) B A o # g

-Q-FhsEmA-C AKX TE -

/@\ ___.__>H202 O\\ //O
oc o ™5\ HOC 0>
AcOH, 100 °C ‘

| o

£ ¥ 4
O\\ //O
Cl /\/S\

#20% (1022 £ F)3-Q-FAHA-CTRA)-RFHER2IZ

FRIZEF)VBALA T REIOEFBER B 2 Kk 0 100
M2 RE KRR RSD 48 48] £ 2N NaOH L
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oA EEER LB KR o M A A M B A R B R IE R
KB B Kk dE o MAMSOMKER » BE 0 RAELEFIRSE
B A B EEEERXE (T I /EOAc=3" 1)& 1
W FRRAASY o baeEalkited
I H-NMR (300 MHz, DMSO-dg) : 9.96 (s, 1H), 7.54 (2d, 2H), 7.46 (bs, 1H),
7.32 (m, 1H), 4.42 (t, 2H), 3.63 (t, 2H), 3.06 (s, 3H)
MS 229 (M+1)*

6 4-4-F A E-KE)2-QFARE-CT A )2HWA-S5-XF ®
£ 1-6-5 -2-% & R A -1H-o% =& ok -2-53 ER
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CICH,CN

KoCO,
DMF, 100 °C

Bu,SnN,
i 3
® iR
HN—N,
NﬁN\ \N,N
N
/L\N' ‘Lo oM NH
A ¢
§ z o
= o ©
Z K,CO,, KI O
g LET &S
60°C

\T\HF, 50 °C
Q
©/U\NCS

ARUERA-XPHEE)IF2REAZELA-XARBAILHX

~
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/\O 0]
$20% 683 B ELF) 2B ASHAEAAA-XEA)E-E2 A E-

XA )-F & -~ 0516 % (7.5

(e

T E)R T AR 16 5K, CO £ 20 %
#DMF F % i & 4w 2100C » £ A% BAET %20”%‘
B ERBRRAMANEETR EHMEEKLE S AABRCL
Bs XL - MO ZABRE A KEB KK MK A MgSO MR K 3
BoBE O  RAATTEK RAGHATHELELIREKX
B A (T4 /BtOAc=3: Nt > m B 12652 ALEH > &

% &4 &K E
| H-NMR (300 MHz, DMSO-dg) : 7.60 (m, 1H), 7.60 (d, 2H), 7.40 (d, 2H),
7.28 (dd, 1H), 7.04 (bs, 1H), 6.96 (d, 1H), 4.67 (s, 2H), 4.42 (d, 2H), 3.59 s,
1H), 2.98 (m, 1H), 1.25 (d, 6H). @
MS : 333 (M+1)*
B.(4-2 @A -KEA)SA2%ARLS2(IHE 4547 K)KE
R AT 82 b A
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#0822 % (247 % 5 F)2-4-2 A A-K T 8k A )4BH -2 KR

A% £ R AR #E08EH (B3 E L F)BuySnNy £ 20 £ A H

X PR ADABRE THEHESE - KRE S KK

FR A4 A 4 E E R 0 i & w15 & 2NKOH £ 2 £ # MeOH

c M R AR T IS BESARME 0 EHAKE

4 & w4NHCl » # 2| i 5/ pH~1 & 1k » # KB A Z R F 4 /

BEmEE=-3 1% RO HKB KRB KR MO,

Mmook BRE REAZTEE B AIEREF ®

AT B o BEOSIE . BIE - REE - HF0LEALML

bt AR EHS -

| H-NMR (300 MHz, DMSO-dg ) 8.22 (t, 1H), 7.59 (d, 2H), 7.40 (d, 2H), 7.14

(dd, 1H), 7.04 (bs, 1H), 6.72 (d, 1H), 4.81 (d, 2H), 4.61 (s, 2H), 3.59 (s, 1H),

2.98 (m, 1H), 1.25 (d, 6H).

MS @ 376 (M+1)*

C(4-2mA-XE)C{2QFAE-CTA)2HwA-5-%F K]k
£)5-m 2 AR A-KA)THZEA @

N:N

%1
L.

(0]

\\

#1045 27T E L F)G-E2 A AKX E){5-F 2% KX &K -2-
[(IH- o -5-%& F &) &R K )-F &~ 085 ¢ Ky CO5~ 0.25 7 KI
A

FHTCEAFEAEZIRED

e

#1041 % (295 £ £ F )R T Mg &40
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» HO0OC T W20/ - ERBREM A EE
K E > HABSE CEBER - MHEHFAMKEBAKEEK
B #E 0 vA MgSOy AR 7K % R BE o REAETRE - BRE

= it 4 E|

MA B EE L% X B (TH /EOAc=2: 1)4& 1 > @ 4% 0.65

542 A E-KE)Q{RQFARE-CA)2Hw 45K F ALK
E1S-m2RARA-XE)TEH(FEH  BERSH) £03

4,
@42 A A-XE)Q(I-Q-FAA-CA)IHm 4557 5]k
E)5Am2n ARE-XA)TH(ZEMH) -
I H-NMR (300 MHz, DMSO-dg): 8.32 (t, 1H), 7.56 (d, 2H), 7.38 (d, 2H), 7.18
(dd, 1H), 7.02 (bs, 1H), 6.92 (d, 1H), 4.78 (t, 2H), 4.72 (d, 2H), 4.60 (s, 2H),
3.80 (t, 2H), 3.55 (s, 1H), 3.18 (s, 3H), 2.96 (m, 1H), 1.24 (d, 6H).
MS : 434 (M+1)"
D442 & & -FKA)I2-QFE&AE-T A)2Hw4-5-% F &6
7 -2-% A R & -1H-of ok ok -2-50 BR 2 & A%,

LAY (B R)FEMADAT A B F LR
B g (4-2 £)-Q-{2-2-F &4 -T & )2Hw 4 -5-X F A
R A)}S-Am 2k AR A-XA)TREZR B KT && -
I H-NMR (300 MHz, DMSO-dg) : 7.74 (d, 2H), 7.73 (d, 1H), 7.60 (dd, 1H),

7.48 (d, 2H), 7.41 (m, 1H), 6.40 (bs, 2H), 4.88 (bs, 2H), 4.77 (¢, 2H), 3.76 (¢,
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2H), 3.74 (m, 1H), 3.16 (s, 3H), 3.00 (m, 1H), 1.28 (d, 6H).
MS : 475 (M+1)*

I R YRR I E

EH T 4GB RE-XE)IQGPRE-mEL-FE)SRAEEA
A-XK-F &

RELS S TR Az ez EALRET A

3% g5 @ 5p ik A -X 2 A& (4 B S.A. Laufer, G.K. Wagner J. Med. Chem.
2002, 45(13), 2733-40) -

MS : 446 (M+1)"
FEH8: 4-(4-EAA-XE)IQGPR-EmmA-FE)ekA R
&, % -1H-ok ok ok -2-FF o

I H-NMR (300 MHz, DMSO) : 7.70 (d, 2H), 7.66 (s, 1H), 7.58-7.44 (m, 6H),
739 (% &, 1H),735( % ks, 1H), 559 ( & & s, 2H), 4.78 (4, 2H), 3.67

(m, 1H), 3.02 (m, 1H), 2.72 (s, 3H), 1.28 (d, 6H).
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MS : 471 (M+1)*
FH9: 442 A E-KA)6CH 25 A R A-Tut w24 7 & -1H-
ok ok off -2-5F

2

X
N

N (0]
CLT
z o (
o
U H NMR (300 MHz, CDCl;) © 8.58 (d, 1H), 7.76 (d, 2H), 7.20-7.70 (m, 8H)
5.68 (s, 2H), 4.64 (d, 2H), 3.02 (& & %, 1H), 2.54 (t, 1H), 1.32 (d, 6H).
MS : 410 (M+D)*
F 4100 4(4-E B &£ E)6B 25 £ R A -T(G[123]= % 2%
- R )-1H-o% o ok -2-EF
. N=
2
o o

I H NMR (300 MHz, CDCl,) : 8.04 (d, 2H), 7.72-7.80 (m, 3H), 7.20-7.52 (m,
8H), 5.60 (s, 2H), 4.64 (d, 2H), 3.02 (£ € %, 1H), 2.55 (m, 1H), 1.33 (d, 6H).
MS : 476 (M+1)* |

1l 1-(3-i% - A )4-4-F A KKK )6-A 20k K A K -1H-%
ok ot -2-Ef

89873 .53-
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' H NMR (300 MHz, CDCl3) © 7.69 (d, 2H), 7.46-7.53 (m, 3H), 7.37 (d, 2H),

4.63 (d, 2H), 4.42 (m, 2H), 3.58 (t, 2H), 2.99 ( £ & % , 1H), 2.58 (m, 1H),

2.38 (m, 2H), 1.30 (d, 6H).

MS : 441 (M+1)* ®
B 12 4-(4-% B & K £)6-5 -2 & & A -lwk = -3-K F & -1H-

o ot ot -2-EF)

I NMR (300 MHz, CDCl3): 3.78 (s, 1H), 8.58 (d, 1H), 7.90 (d, 1H), 7.74 (d, [ _
2H), 7.54 (d, 1H), 7.26-7.44 (m, SH), 5.60 (s, 2H), 4.64 (d, 2H), 3.01 (£ Z %,
1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS : 410 (M+1)*

sof

B 130 1-[2-Q2-% A -T & & )-F X ]4-4-& A A -K K)6-A 2%
A A K -1H-o% ok ok -2-BF
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0
)
NH

Na(OAc) BH O (0]
3 ///\O

CHZCI O

AcOH,
NaOCN

AQRQAEAA-CAEX)FEAISA2REAAEL-XAT-G-E A
A-XE)>7 B & &

A100E £ (034 ZELF)0HASKRALERLE-KXE)G2R
X A)FERAILSEFHCHLCLY 2 EERN » Fm6lE 4 (036

Qi

EELAN2QARACAA)ATRHAMELAORBEEZ )= 8
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ARt - MREOHAETRTHHERR  AKHE 2

MACH,CLE IR - (g A M HE B (BB TE / Tkl 1)t
R E B

'H NMR (300 MHz, CD, OD) : 7.56 (d, 2H), 7.34 (d, 2H), 7.16-7.30 (m, 2H),

7.06-7.12 (m, 2H), 6.84-7.00 (m, 3H), 4.50-4.54 (m, 4H), 4.12 (t, 2H), 3.96 (¢,

2H), 3.00 ( & & %, 1H), 2.92 (t, 1H), 1.32 (d, 6H).

MS © 444 (M+1)"

B.l-2-Q#& £ -TA£E) LT A4GEREL-XA)6-A-2- X AR )
-1H-ok ok ok 2-BF 2 A A%,
Ho” >
N (0]
LT
//\o ‘ N

ASSE £ (01925 ¥ F) 2-2-0-% £ -2 & £ )% B £155 -2
CAE LKA GEAE XA THAEABE T 25 ©
o RS E (033 EE T )R s ABHE2IBE &

AT FPHBER > EEAREHACHCLAKZHMELS RRE
M AEMEULMAEALMERER - AEAKAE AR
& mBEFED

L NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.20-7.56 (m, 6H), 6.94 (t, 1H),
6.86 (d, 1H), 5.62 (s, 2H), 4.04 (t, 2H), 3.94 (t, 2H), 3.02 (+ & ¥, 1H), 2.56
(m, 1H), 1.32 (d, 6H).

MS © 469 (M+1)"

89873 .56
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T 140 1-[3-(2-5& &
)-6-7 -2-4 K FOA

TR KRy 2-K FA4G-E AL

I H-ok ok o -2-5F

HO™\_-0
| N\
S
) N 0
DO
/\O 7

- R

I H-NMR (300 MHz, CDCl;) © 7.64-7.84 (m, 3H), 7.22-7.50 (m, 4H), 7.12 (d;
1H), 6.76 (d, 1H), 5.58 (s, 2H), 4.62 (d, 2H), 4.20 (t, 2H), 3.96 (t, 2H), 3.42 ( &
% s, 1H),3.00 (& & %, 1H), 2.54 (t, 1H), 1.30 (d, 6H).

MS : 475 (M+1)*

R T T H T A

H 0
| N
HO™\__0 PN HO™\_-0
D , 1
Cuy, CuSO,, LiH S O(POCl,)
T =% 022 ©
100°C 0
A2-GEm 3-% B A )T B e R
HO™\_-0

D

s
AEp ASEHC_BFIERRA
114 £ % (0714 £ £ F ) % B&

LM E
R R e

M0 % (476 % &£ F)3- &
)4 B

$OH) F A4 o MR R E

AR 109% £ (1712 X
4 (1D & 151 £ % (19.0 £
/T‘i ° ?ﬁ@ﬁ/ki

1 o#5 P o #h 100°C T v i@

89873 .57-



200424196

KRR R 8BS0 BERBIREME R E IR
AEEER LB /TR (T 3)iE# e AAREL HFT0ETLHEE
mE O BMELABERAAT —RE £ FHA-
HPLC-MS : t=1.31 % 48 (M+1)"= 145)
B.3-(2-% & -T £ A )E 9 -2-H B X B

HO™ \_-0
|\

H S

AHOCTF » # Lk K ﬁ*ﬁﬁﬁ%i%ﬂi‘«%g(%O% ) & F o

ln

é‘)“*
434

AmELISEFEREEF) AL _BF@mAELE A3
DMFz &4 #+ - #RXEREY

#m 50 & 3+ A 2N NaHCO; 35 % » i 4 7

wER > BRAKEE BB EE
EHEXARBH(CR /BBRLE) AAxéEH  HELIRAMNE
REARE &£ Fi#&—F &t

15 1-G-R & 48AS5FAEA-FEA)GEAE-XE)O6
# -2-% & F & -1H-o% ok ok -2-ER
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o~ OH
OH
NH. Cl
o L
(e}
./\O _ | O .
ya

O NaBH,CN
CH,OH, AcOH O

© NaOCN
» AcOH .

A46TE £ O0SEEF)Q B A 5 25 L R A -X £ )48
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Aok -EA)FER 2868 A0S ELT BB AELISEI FEHEF
z@BE Lo RN AmNBIEELOSEEZF)S-RAFE 8
B ERIINAZAOSEELF)REMAALH - AT E T HHF
40 . 85 %% 0 4 INHCL4E & & % i #% # 24 INNaOH K 5 & &
A EZdl AAFTFHBTE BAGHAKREFE > LA
BEEL L BS AR R o A XA M B R K 3R Ny SOy) » &
KA BB EHEXEHGO, Tk /BB LE) &4
2aALed o Ax EBEHE -
I H-NMR (400 MHz, DMSO-dg) : 9.28 (s, 1H), 8.20 (t, 1H), 7.57 (d, 2H), 7.40
(d, 2H), 7.13 (dd, 1H), 7.02 (d, 1H), 6.95 (d, 1H), 6.90 (d, 1H), 6.76 (d, 1H),
4.59 (d, 2H), 4.34 (d, 2H), 3.77 (s, 3H), 3.54 (¢, 1H), 2.97 (m, 1H), 1.24 (d, 6H).
MS : 464 (M+1)*
B.1-G-£ % 4-58 £ 5-F & & -¥F £)4-@-E2 R E-KXK)6-A -2k
A E A -1H-o% ok ok -2-BF Z & A%

A431E £ (0093 2 EF)RG-RA 4L AS-F AA-F &K

b2
£)5-m 2k AR A-KEIGERA-XA)TEHAIEHABER

:

F xR AMA . AmI2IEXLO0IBEXF)AES - HNER
T 120 R EATETH AR ERAZGHAER
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NaHCO; ix &g L B 8% L Bs X M E > R 2 - » 8 A K B » I

MokAAAEEBR CEBEERB R - Ao HBRERRKILE

(Na,SO,) » A A EF A% - EH KB GCO,» Tk / #&

LE) EBREALESY LHEJZHAREBR -

'H NMR (400 MHz, DMSO-dy ): 9.41 (s, 1H), 7.73 (d, 2H), 7.48-7.58 (m, 4H),

7.36 (d, 1H), 7.07 (d, 1H), 6.84 (d, 1H), 5.39 ( & & s, 2H), 4.81 (d, 2H), 3.81 (s,

3H), 3.68 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS @ 489 (M+1)" ®
TREHZAASDFEAEM T NE R -

W16 1-Q-TE A F £A)4G-E2RA-XE)6-8 -2 & & & -

[Hevks ok o <25
~)
O
b
®

'H NMR (400 MHz, DMSO-dg): 7.73 (d, 2H), 7.46-7.50 (m, 3H), 7.37 (d, 1H),
7.30 (d, 1H), 7.23 (dt, 1H), 7.06 (d, 1H), 6.76-6.83 (m, 2H), 5.39 ( & /& s, 2H),
4.79 (d, 2H), 4.16 (q, 2H), 3.67 (t, 1H), 3.03 (m, 1H), 1.41 (t, 3H), 1.29 (d, 6H).
MS : 453 (M+1)*

B 17 1-G-C & AFA)4SGE2 R E-KK)6-8 2% X A A-

[ H-ok o o -2-8F)
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' NMR (400 MHz, DMSO-dg): 7.72 (d, 2H), 7.46-7.50 (m, 4H), 7.36 (d, 1H),

722 (t, 1H), 6.86 (m, 1H), 6.79-6.81 (m, 2H), 5.45 ( & k4 s, 2H), 4.78 (4, 2H),

3.97 (q, 2H), 3.66 (t, 1H), 3.02 (m, 1H), 1.26-1.30 (m, 9H). ®
MS : 453 (M+1)* |

T 18 1-2-%8 £ -6F A & -F X )4-@-2 H A -XK)6-A-2-

A & K -1H-ok ok i -2-EF]

L i NMR (400 MHz, DMSO-dg) @ 9.90 (s, 1H), 7.67 (d, 2H), 7.61 (d, 1H),
7.40-7.47 (m, 3H), 7.27 (d, 1H), 7.03 (t, 1H), 6.43 (d, 2H), 5.44 (s, 2H), 4.75

(d, 2H), 3.65 (s, 3H), 3.63 (t, 1H), 3.00 (m, 1H), 1.27 (d, 6H).

MS © 455 (M+1)*

£ 5100 1-0-2 8 & 4-F 85 -F £)4G2 H A -K £)6-F -2

e A & E -1H-o% ok vk -2-EF
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L H NMR (400 MHz, DMSO-dg): 7.71 (d, 2H), 7.47-7.55 (m, 4H), 7.35 (d, 1H),
7.05 (s, 1H), 6.86 (d, 1H), 6.73-6.76 (m, 1H), 5.41 ( £ A& s, 2H), 4.79 (d, 2H),

3.97 (g, 2H), 3.69 (s, 3H), 3.66 (m, 1H), 3.02 (m, 1H), 1.26-1.32 (m, 9H). ®
MS : 483 (M+1)*

#4520 1 1-(1H-73] ok -4-2 F % )4-4-2 A& & -K K )6-8 -2- A &

% -1H-ok ok o -2-5R

I H NMR (400 MHz, DMSO-dg) : 11.10 (s, 1H), 7.74 (d, 2H), 7.49 (d, 2H),
7.29-7.42 (m, SH), 6.96 (t, 1H), 6.64 (m, 1H), 6.59 (d, 1H), 5.74 ( £ k& s, 2H),
4.76 (d, 2H), 3.65 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS : 448 (M+1)*

w21 1-4-F2 £ 3-F AA-FA)4G-FAEA-KK)6A 2%
% & & -1H-o% ok ok -2-BF
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L H NMR (400 MHz, DMSO-dg): 7.70 (d, 2H), 7.56 (d, 1H), 7.45-7.49 (m, 3H),
734 (d, 1H), 7.03 (d, 1H), 6.61-6.69 (m, 2H), 5.37 ( & k& s, 2H), 4.78 (d, 2H),

3.73 (s, 3H), 3.66 (t, 1H), 3.01 (m, 1H), 1.28 (d, 6H). ®
MS : 455 (M+1)*

5220 1-Q-f8 A 4-F A -F A)4U-2 B E-KKX)6-H 28

B A A -1H-o% o ol -2-FF

I H NMR (400 MHz, DMSO-dg) © 10.05 ( & & s, 1H), 7.70 (d, 2H), 7.40-
7.50 (m, 4H), 7.35 (d, 1H), 6.76 (d, 1H), 6.46 (d, 1H), 6.28 (dd, 1H), 5.29 (%
& s, 2H), 4.78 (d, 2H), 3.66 (m, 1H), 3.64 (s, 3H), 3.02 (m, 1H), 1.28 (d, 6H).
MS © 455 (M+1)"

£ 45230 2-58 & -5-[4-(4-2 A A -K £ )2-8 K -6-B -2-% & A A -2H-
of ok otk -1-k FR]-RK T BT &
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'H NMR (400 MHz, DMSO-d¢) : 10.44 (s, 1H), 7.82 (d, 1H), 7.71 (d, 2H),
7.47-7.56 (m, SH), 7.35 (d, 1H), 6.95 (d, 1H), 5.44 ( & k& s, 2H), 4.78 (d, 2H),

3.86 (s, 3H), 3.66 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS : 483 (M+1)*

T 240 1-G-R & 48E-FE)4G-E2RE-KE)6-A -2k &

£, & -1H-o% o otk -2-FF

L H NMR (400 MHz, DMSO-dg ): 10.15 (s, 1H), 7.70 (d, 2H), 7.46-7.54 (m, 4H),
7.35 (m, 2H), 7.09 (dd, 1H), 6.90 (d, 1H), 5.37 ( & /& s, 2H), 4.78 (d, 2H), 3.66
(t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 459 (M+1)*

B 250 1-Q-8-F A)4-(4-E R AKX K)6-8-2- K A K -1H-E

o ek -2-EF)
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I NMR (400 MHz, DMSO-dg) : 7.74 (d, 2H), 7.56 (dd, 1H), 7.47-7.51 (m,

3H), 7.40 (d, 1H), 7.32 (dt, 1H), 7.25 (d, 1H), 7.21 (dt, 1H), 6.81 (dd, 1H), 5.48

( & /& s, 2H), 4.80 (d, 2H), 3.69 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H). ®
MS © 443 (M+1)*

FH260 1-(4-5 K35 F & A-F £)4-@G-2FHEL-KXKK)6-F-2-

e K A K -1H-o% = ok -2-EF

I H NMR (400 MHz, DMSO-dg) : 8.34 (s, 1H), 7.71 (d, 2H), 7.59 (d, 1H),
7.46-7.50 (m, 3H), 7.35 (d, 1H), 6.66 (s, 2H), 5.37 ( & & s, 2H), 4.78 (d, 2H),
3.68 (s, 6H), 3.66 (t, 1H), 3.01 (m, 1H), 1.28 (d, 6H).

MS © 485 (M+1)*

T 27 125 F R &A-FA)4U-BERE-FKEX)6-m-2-% X &

£ -1H-ok ok ok -2-5A

89873 - 66 -
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O__

' H NMR (400 MHz, DMSO-dg ): 7.72 (d, 2H), 7.46-7.49 (m, 3H), 7.37 (d, 1H),
7.28 (d, 1H), 7.02 (d, 1H), 6.83 (dd, 1H), 6.29 (d, 1H), 5.35 ( & & s, 2H), 4.78

(d, 2H), 3.87 (s, 3H), 3.67 (t, 1H), 3.56 (s, 3H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS @ 469 M+1)"

B 280 4-[4-(4-B & £ -K A )-2-80 X -6-78 -2-% K A A 2H-F =%

-1k T A IH-8 ok 2-% B Ak

NH,
O;L
N
/

N. O

Ut
4/\0? @

I NMR (400 MHz, DMSO-dg) : 11.50 (s, 1H), 8.03 ( & % s, 1H), 7.75 (d,
2H), 7.50 (d, 2H), 7.38-7.44 (m, 4H), 7.26-7.32 (m, 2H), 7.04 (1, 1H), 6.47 (d,
2H), 5.72 ( & & s, 2H), 4.78 (d, 2H), 3.67 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).
MS : 491 (M+1)*

290 1-(2-C & -T % )4-4-F & % -XK K )6-8 -2-% K A K -1H-

ok ok ok -2-]

89873 -67 -
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I'H NMR (400 MHz, DMSO-dg): 7.68 (d, 2H), 7.55-7.60 (m, 2H), 7.46 (d, 2H),
734 (d, 1H), 4.80 (d, 2H), 4.20 (d, 2H), 3.69 (t, 1H), 3.01 (m, 1H), 1.85 (m, 1H),
1.30-1.38 (m, 4H), 1.28 (d, 6H), 0.87 (t6H). ®
MS : 403 (M+1)*

T 430 (3-[4-(4-B B A -%X £)2-8A £ 6-F -2-% & A A 2H-ok =k
-l F AR A A -EER

\\
W,
>__€

' NMR (400 MHz, DMSO-dg): 7.71 (d, 2H), 7.45-7.48 (m, 4H), 7.35 (d, 1H),
7.17 (m, 1H), 6.81 ( & & s, 1H), 6.69-6.76 (m, 2H), 5.43 ( & k& s, 2H), 4.77 (4,
2H), 4.30 (s, 2H), 3.65 (t, 1H), 3.01 (m, 1H), 1.28 (d, 6H).
MS : 483 (M+1)*

FH31 Q3= FAA-FA)G-ERE-KE)6-A 25 K A
% -1H-ok ok o -2-8F

89873 -68 -
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' H NMR (400 MHz, DMSO-dg) :

7.72 (d, 2H), 7.47-7.50 (m, 3H), 7.32-7.37

(m, 2H), 6.91-6.98 (m, 2H), 6.41 (dd, 1H), 545(,@/% 2H), 4.78 (d, 2H),

3.87 (s, 3H), 3.82 (s, 3H), 3.67 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 469 M+1)"
#1032 1-2,3-=— &

KK )6-F -2-8 K &

-% 5 [LA4]=
% -1H-o% =k sk -2-8F

AHEH-6EFEA)GERE

—

N._ 0O

'H NMR (400 MHz, DMSO-dg) :

770 (d, 2H), 7.46-7.51 (m, 4H), 7.35 (d,

1H), 6.77-6.82 (m, 3H), 5.37 ( & /& s, 2H), 4.18 (s, 4H), 3.66 (t, 1H), 3.01 (m,

1H), 1.28 (d, 6H).

MS : 467 (M+1)"
2/ 4

% -1

® ]33 4-(4- X E)

)-6-7 -2-% K F

89873

1-(4-87 & -AH-3 W & R -3-K 7 %

_ué A U/HL 2 &ﬂ

- 69 -
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O

'H NMR (400 MHz, DMSO-ds) © 8.23 (s, 1H), 8.13 (dd, 1H), 7.82 (dt, 1H),

7.70 (d, 2H), 7.62-7.65 (m, 2H), 7.47-7.54 (m, 4H), 7.35 (d, 1H), 5.25 (s, 2H), @
4.80 (d, 2H), 3.67 (m, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 477 (M+1)*

534 4-(4-2 B A -KE)I-Q-F A-T £)6-F -2-% & & & -1H-

<

N. _O
Ll
z o [

) ¢

I H NMR (400 MHz, DMSO-dg) : 7.62-7.68 (m, 3H), 7.53 (dd, 1H), 7.46 (d,

o ok wif -2-BF

2H), 7.33 (d, 1H), 4.80 (d, 2H), 4.14 (m, 2H), 3.68 (t, 1H), 3.00 (m, 1H), 1.92-
2.01 (m, 1H), 1.37-1.45 (m, 1H), 1.27 (d, 6H), 1.18-1.26 (m, 1H), 0.88 (m, 6H).
MS @ 389 (M+1)*

F 5]350 1-(2,6-= £ -F £ )4-4-E &KX K )6-B/ -2-5 K A -1H-

ok ok o -2

89873 -70 -
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Cl

L H NMR (300 MHz, CDCl;) : 7.78 (d, 2H), 7.44 (d, 1H), 7.38 (d, 2H), 7.15-
7.40 (m, SH), 5.90 (s, 2H), 4.62 (d, 2H), 3.01 (& & % , 1H), 2.55 (m, 1H),
1.31 (d, 6H).

MS : 477 (M+1)*

F 51360 1-23-= - £ )4-(4-2 B £ X £)-6-8 2% & & & -1H-
ok o o -2-EF

Cl
Cl

I H NMR (400 MHz, DMSO-dg) © 7.74 (d, 2H), 7.57-7.60 (m, 1H), 7.46-7.51
(m, 3H), 7.40 (d, 1H), 7.31 (d, 1H), 7.23 (t, 1H), 6.76 (d, 1H), 5.49 (s, 2H), 4.80
(d, 2H), 3.69 (¢, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS @ 477/479 (M+1)*

37 4GB AE-KEA)CA-2ARAEA-L-G-Z AT E-F

3 )-1H-o% ok it -2-EF]

89873 -71-
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'H NMR (400 MHz, DMSO-dg) © 7.78 (s, 1H), 7.72 (d, 2H), 7.64 (m, 1H),
7.47-7.58 (m, 6H), 7.38 (d, 1H), 5.58 (s, 2H), 4.79 (d, 2H), 3.67 (t, 1H), 3.02 (m,
1H), 1.28 (d, 6H). ®
MS @ 477 (M+1)*

FH8: 4AU-BEAA-KA)6CH 2R EAL LG R T E-F

% )-1H-ok o ok -2-EF

' NMR (400 MHz, DMSO-dg): 7.71 (m, 4H), 7.43-7.51 (m, 6H), 7.37 (d, 1H),
559 ( & & s, 2H), 4.79 (d, 2H), 3.67 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS © 477 (M+1)*

639 1-3-2 G 45 A -F A)4-A-2 B A-KE)6-A 2%
% f A& -1H-o% ok ok -2-EA

89873 72 -
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' H NMR (400 MHz, DMSO-dg ): 8.86 (s, 1H), 7.70 (d, 2H), 7.46-7.55 (m, 4H),

7.33 (d, 1H), 7.00 (s, 1H), 6.63-6.70 (m, 2H), 5.36 ( & f& s, 2H), 4.78 (d, 2H),

3.97 (g, 2H), 3.65 (¢, 1H), 3.02 (m, 1H), 1.29 (t, 3H), 1.28 (d, 6H). ®
MS © 469 (M+1)*

FH40: 442 B A -ER)-G-KE-T £)6A 2% & A& -1H-

ok ok ok -2-EA

L H NMR (400 MHz, DMSO-dg) © 7.63 (d, 2H), 7.50 (dd, 1H), 7.45 (d, 2H),
737 (d, 1H), 7.28-7.32 (m, SH), 7.17-7.21 (m, 1H), 4.79 (d, 2H), 4.12-4.21 (m,
1H), 3.97-4.04 (m, 1H), 3.68 (t, 1H), 2.91-3.03 (m, 2H), 1.86-2.01 (m, 2H),

1.27 (m, 9H).

MS : 451 (M+1)*

4l 1-C4-= C AL -FE)AU-ERHE-KE)6CA 20 AR

% -IHeok ok ol -2-5

89873 -73-
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I H NMR (400 MHz, DMSO-dg ): 7.70 (d, 2H), 7.46-7.54 (m, 4H), 7.33 (d, 1H),
7.04 (d, 1H), 6.84 (d, 1H), 6.71 (dd, 1H), 5.39 ( £ A& s, 2H), 4.78 (d, 2H), 3.91-
4.00 (m, 4H), 3.65 (t, 1H), 3.01 (m, 1H), 1.25-1.30 (m, 12H). ®
MS : 497 (M+1)*

B 42 1-C-fLA4FARE-FE)4G-BRE-KEK)6-A -2

£ & K -1H-o%& =& ok -2-EF

' NMR (400 MHz, DMSO-dg) : 7.71 (d, 2H), 7.47-7.53 (m, 4H), 7.35 (4,
1H), 7.24 (dd, 1H), 7.06-7.13 (m, 2H), 5.42 ( £ & s, 2H), 4.78 (d, 2H), 3.78
(s, 3H), 3.67 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 457 (M+1)*

T 430 (4-[4-(4-B B A K K )2-8A & -6-F -2-% K R A 2H-2 4
h-l-R 7 AR R A B

89873 -74 -
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' H NMR (400 MHz, DMSO-dg ): 7.69 (d, 2H), 7.45-7.52 (m, 4H), 7.32 (d, 1H),
7.20 (4, 2H), 6.79 (d, 2H), 5.40 ( & & s, 2H), 4.77 (d, 2H), 4.33 (s, 2H), 3.65

(t, 1H), 3.01 (m, 1H), 1.28 (d, 6H). ®
MS : 483 (M+1)*

T 44 442 AHE-FKA»-GF R A23-=F £ -F £)6-F -2-

e & & K -1H-% o4 =ik -2-EF

I H NMR (400 MHz, DMSO-dg) © 7.74 (d, 2H), 7.49 (d, 2H), 7.44 (dd, 1H),
738 (d, 1H), 7.21 (d, 1H), 6.63 (d, 1H), 6.32 (d, 1H), 537 (£ A& s, 2H), 4.79
(d, 2H), 3.69 (¢, 1H), 3.67 (s, 3H), 3.03 (m, 1H), 2.32 (s, 3H), 2.15 (s, 3H), 1.29
(d, 6H).

MS : 467 (M+1)*

#5450 1-(4-F B A -F A)4@G-2 A A -KEA)6R 2% xR k-

| H-vk o otk -2-EF

89873 75
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'H NMR (400 MHz, DMSO-dg) © 7.71 (d, 2H), 7.47-7.53 (m, 4H), 7.24-7.53
(m, 8H), 6.97 (d, 2H), 5.43 ( & /& s, 2H), 5.05 (s, 2H), 4.78 (d, 2H), 3.67 (¢,
1H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS @ 515 (M+1)*
F 460 1-0-52 % -6F Ltk 2% F £)4-U-E A &K £)6
A -2-% & R B -1H-ok ok ok 2-5R

' H NMR (400 MHz, DMSO-dg): 10.06 (s, 1H), 7.71 (d, 2H), 7.44-7.49 (m, 4H),
7.35 (d, 1H), 7.12 (d, 1H), 6.96 (d, 1H), 5.46 ( & J& s, 2H), 4.79 (d, 2H), 3.67
(t, 1H), 3.02 (m, 1H), 2.14 (s, 3H), 1.28 (d, 6H).
MS : 440 (M+1)*

T 4T (2[4-(4-2 B A -K £ )2 & -6-5 24k K A A 2HE 4
h-1-k F A T6-F A KK R A R E

89873 76
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~ 'H NMR (400 MHz, DMSO-d¢): 7.71 (d, 2H), 7.62 (d, 1H), 7.48 (4, 2H), 743 @@
(dd, 1H), 7.33 (d, 1H), 6.92 (dd, 1H), 6.84 (t, 1H), 6.22 (d, 1H), 5.68 ( & & s,
2H), 4.78 (d, 2H), 4.68 (s, 2H), 3.81 (s, 3H), 3.66 (t, 1H), 3.02 (m, 1H), 1.28 (d,
6H).
MS : 513 (M+1)*
T 480 4-(4-B B A -KA)L-G-F RE-F E)6-# A KR K -IH-
ok of ik -2-F

I H-NMR (300 MHz, CDCl3) : 7.75 (d, 2H), 7.49 (d, 1H), 7.39 (d, 2H), 7.20-
734 (m, 3H), 6.76-6.92 (m, 3H), 5.53 ( & /& , 2H), 4.64 (d, 2H), 3.77 (s, 3H),
3.02 (& & 4, 1H), 2.55 (t, 1H), 1.33 (d, 6H).

MS : 439 (M+1)

89873 77
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49 4-(4-B B A K A )1-G4-= F A A -F L))o A A RE

I Heok ok ok -2-8F

15 25 97°C ®
I H-NMR (300 MHz, CDCL;) : 7.75 (d, 2H), 7.49 (dd, 1H), 7.38 (d, 2H), 7.32-

7.36 (m, 2H), 6.96 (d, 1H), 6.87 (dd, 1H), 6.79 (d, 1H), 5.48 ( & & , 2H), 4.64

(d, 2H), 3.85 (s, 3H), 3.84 (5, 3H), 3.02 (& £ % , 1H), 2.65 (t, 1H), 1.32 (4,

6H).

MS : 469 (M+1)*

FHS0: 442 A E-KE)G-T RE-F E)6HR AR AR -H

jog *

ok ok ok -2-E

| H-NMR (300 MHz, CDCly) : 7.74 (d, 2H), 7.48 ( & J& s, 1H), 7.38 (d, 2H),
7.24-7.34 (m, 4H), 6.85 (d, 2H), 5.49 ( & k& , 2H), 4.64 (d, 2H), 3.77 (s, 3H),
3.02 (& & %, 1H), 2.55 (t, 1H), 1.32 (d, 6H).

MS : 439 (M+1)*

89873 -78 -
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TSl 4R A A KE)LGSZF R E-F AR AERE
-1 H-o% ok otk -2-8F

I H-NMR (300 MHz, CDCL;) : 7.75 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.31 ¢
(d, 1H), 7.29 (s, 1H), 6.46 (d, 2H), 6.35 (t, 1H), 5.48 ( & & , 2H), 4.65 (d, 2H),
3.75 (s, 6H), 3.02 ( + & % , 1H), 2.55 (1, 1H), 1.33 (d, 6H).

MS © 469 (M+1)*

F 552 4B EHA-KE)NIGSZFARE-FT AR AARR

1Hook ok otk -2-8F)

v 25 77-78°C .
L H-NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.47 (d, 1H), 7.38 (d, 2H), 7.28-
7.32 (m, 2H), 6.83 (d, 1H), 6.72 (dd, 1H), 6.65 (d, 1H), 5.54 ( & f& , 2H), 4.64

(d, 2H), 4.12 (q, 2H), 3.85 (q, 2H), 3.02 (£ & %, 1H), 2.54 (1, 1H), 1.49 (¢,

89873 79
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3H), 1.33 (d, 6H), 1.28 (t, 3H).

MS : 497 (M+1)*

EH 3 442 A A-KANI-GTARE2-H2E-FE)CRAS
£, & -1H-o% =4 o} -2-2F

1% 25 186-187°C .

I H-NMR (300 MHz, CDCl;) : 10.13 ( £ /& , OH), 7.88 (d, 1H), 7.71 (d, 2H),

7.54 (s, 1H), 7.52 (d, 1H), 7.34-7.40 (m, 3H), 6.51 (d, 1H), 6.42 (dd, 1H), 5.41

(% J& ,2H), 4.68 (d, 2H), 3.98 (g, 2H), 3.01 (& & %, 1H), 2.56 (1, 1H),

1.38 (t, 3H), 1.32 (d, 6H).

MS @ 469 (M+1)*

540 442 A A-KE)-QAIZTARA-FE)CRAEAE ®
-IH-o% ok o -2-EF

~_° o

L {-NMR (300 MHz, CDCl,) : 7.74 (d, 2H), 7.46 (d, 1H), 7.38 (d, 1H), 7.37

(d, 2H), 7.29 (dd, 1H), 7.00 (d, 1H), 6.47 (d, 1H), 6.34 (dd, 1H), 549 ( & k&,

89873 - 80 -
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2H), 4.64 (d, 2H), 4.13 (q, 2H), 3.96 (q, 2H), 3.01 ( £ & %, 1H), 2.54 (t, [ H),
1,51 (t, 3H), 1.38 (t, 3H), 1.32 (d, 6H).

MS : 497 (M+1)*

TS5 4-(4-B AL -KE)NIQEZ TR E-FA)CRAEARAE
-1H-o% =k o -2-EF

15 25 199-201°C .

I H-NMR (300 MHz, CDCL;) : 9.15 ( & A& , OH), 7.85 (d, H), 7.71 (d, 2H),
7.49-7.56 (m, 3H), 7.38 (d, 2H), 7.01 (d, 1H), 6.90 (d, 1H), 6.79 (dd, 1H), 5.44

(E & 2H), 4.68 (d, 2H), 3.97 (g, 2H), 3.02 (£ & %, 1H), 2.57 (1, 1H),

139 (t, 3H), 1.32 (d, 6H).

MS : 469 (M+1)* o
£ 456 4-4-F A A -KE)-QTFARE-F A)6-A 2 KRS
1H-o% ok aif -2-EF]

89873 -81 -
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'H NMR (300 MHz, CDCly) © 7.76 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.18-
7.32 (m, 3H), 6.76-7.02 (m, 3H), 5.56 (s, 2H), 4.62 (d, 2H), 3.96 (s, 3H), 3.02
(4 & %, 1H), 2.56 (1, 1H), 1.32 (d, 6H).

MS : 439 (M+1)*

TH5T 4GB R AE-KA)I-(B-T R A L)6-% B LA E-1H-

™ o
Pu e
J

ok ok oif -2-BF

15 25 181-183°C .

L H-NMR (300 MHz, CDCL;): 7.73 (d, 2H), 7.47 (s, 1H), 7.37 (d, 2H), 7.30 (s,

2H), 7.22-7.28 (m, 2H), 6.83 (d, 2H), 5.47 ( & /& , 2H), 4.63 (d, 2H), 3.98 (q,
2H),3.01 (& € %, 1H),2.53 (& &, 1H), 1.38 (t, 3H), 1.31 (d, 6H). o
MS : 453 (M+1)*

EH S8 4B ARE-KA)IGERAL-FTEX)6RAERAE-

1H-ok ok sk -2-5F

89873 .82.-
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15 25 69°C .

UH-NMR (300 MHz, CDCl;) © 7.74 (d, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.28

(td, 1H), 7.25 (d, 1H), 7.19 (d, 1H), 6.74-6.88 (m, 3H), 5.50 ( & A , 2H), 4.63

(d, 2H), 4.50 (& & % , 1H),3.01 (& & %, 1H), 2.54 (t, IH), 1.32 (d, 6H),

1.29 (d, 6H).

MS : 467 (M+1)*

559 4-(4-B R E-KAE)I-Q4CERE-FA)CHAERE
-1H-ok o ok -2-EF) ®

UHNMR (300 MHz, CDCl,) : 7.74 (d, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.26-

7.33 (m, 2H), 7.20 (d, 1H), 6.83-6.90 (m, 2H), 6.75-6.80 (m, 1H), 5.51 ( £ % ,

2H), 4.63 (d, 2H), 3.87 (t, 2H), 3.01 (& & %, 1H), 2.54 (1, 1H), 1.76 ( Z, ®
2H), 1.32 (d, 6H), 1.00 (t, 3H).

MS : 467 (M+1)*

F 4560 1-(4-8 £ 3-F A A-F E)4@GE2AEA-KXE)6R AR

£, A& -1H-o% & #ik -2-EF

i 89873 -83-
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Y 25 72-74°C .

| H-NMR (300 MHz, CDCLy) : 7.76 (d, 2H), 7.48-7.54 (m, 2H), 7.38 (d, 2H),
7.32 (dd, 1H), 7.04 (d, 1H), 6.68 (dd, 1H), 6.47 (d, 1H), 5.53 ( & A& s, 2H),
4.65 (d, 2H), 3.64 (s, 3H), 3.02 (& & %, 1H), 2.55 (t, 1H), 1.32 (d, 6H).

MS i 517/519 (M+1)*

G161 4-(4-B2 A £ -K A )1-G-8 A -4-F AL -F E)-R & A

~ ¢
OH

iy

£, % -1H-o% o o -2-EF

s 2 112°C.

L H-NMR (300 MHz, CDCLy) © 7.73 (d, 2H), 7.47 (d, 1H), 7.37 (d, 2H), 7.25-

7.33 (m, 2H), 6.88 (d, 1H), 6.82 (dd, 1H), 6.77 (d, 1H), 5.60 (s, OH), 5.45 ( &

& s 2H), 4.63 (d, 2H), 3.85 (s, 3H), 3.01 (& & %, 1H), 2.54 (¢, 1H), 1.32(d, ®
6H). |

MS : 455 (M+1)*

ol

F62: 4-(4-2 A A-XA)-QCFRETEE-F E)6-A 28
E g & -1H-ok ok o -2-7

89873 -84 -
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'H NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.10-
7.32 (m, 4H), 7.02 (d, 1H), 6.86 (¢, LH), 5.58 (s, 2H), 5.34 (s, 2H), 4.62 (d, 2H),
3.58 (s, 3H), 3.02 (& & ¥, 1H), 2.56 (¢, 1H), 1.32 (d, 6H).

MS : 469 (M+1)

F 6163 (42 A3CAREFA)GEREA-XA)OCRA S

{/@EBr )
o7
b o ®
991

~N

% -1Hook ok o -2-5

7 °

Y& 2 144-146°C .

I H-NMR (300 MHz, CDCl3): 7.7 (d, 2H), 7.50 (s, 1H), 7.49 (d, 1H), 7.39 (d,

2H), 7.32 (dd, 1H), 7.04 (d, 1H), 6.67 (dd, 1H), 6.48 (d, 1H), 5.53 ( X f s, 2H),
4.65 (4, 2H), 3.84 (q, 2H), 3.02 (& & %, 1H), 2.55 (¢, 1H), 1.32 (d, 6H), 1.28

(t, 3H). o
MS @ 532 (M+1)"

F 64 (R EATAE-FEGGERE-XE)CRAE

£, & -1H-ok =k o -2-EF

89873 -85-
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15 25 159-161°C .

UH-NMR (300 MHz, CDCl;) © 7.74 (d, 2H), 7.48 (d, 1H), 7.30-7.40 (m, 4H),
7.17-7.28 (m, 2H), 6.86 (d, 1H), 5.45 ( & & s, 2H), 4.64 (d, 2H), 3.86 (s, 3H),
3.01 (& & %, 1H), 2.54 (¢, 1H), 1.31 (d, 6H).

MS : 487 (M+1)*

EH65: -G-RAA4FAA-FE)4U-ERE-XE)6RAE
F & -1H-o% ok sk -2-5F)

Y5 25 147-149°C .

I H-NMR (300 MHz, CDCl;) © 7.74 (d, 2H), 7.49 (d, 1H), 7.39 (s, 1H), 7.37

(d, 2H), 7.30-7.36 (m, 2H), 7.22-7.26 (m, 1H), 7.17 (dd, 1H), 6.85 (d, 1H), 5.44

(% & s, 2H), 4.64 (d, 2H), 4.07 (g, 2H), 3.01 (& & % , 1H), 2.55 (t, 1H), ®
1.44 (t, 3H), 1.32 (d, 6H).

MS : 473 (M+1)

FH660 LO-REAS= T R A Y E)4GEAE-KL)6R A

& f & -1H-% =& o -2-87 o~

89873 -86 -
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1% 25 80°C .

UH-NMR (300 MHz, CDCl;) : 7.74 (d, 2H), 7.51 (d, 1H), 7.33-7.41 (m, 3H),
7.28 (s, 1H), 6.88 (dd, 2H), 5.43 ( & /& s, 2H), 4.65 (d, 2H), 3.82 (s, 3H), 3.81
(s,3H),3.01 (& & ¥, 1H), 2.55 (t, LH), 1.32 (d, 6H).

MS : 503, 505 (M+1)*

£ 45670 (48 A 3FAE-FA)I4LGERE-XA)ORA L

( :[C' ®
OMe

F. & -1H-o% of ok -2-7

Y 25 133-135°C .

L H NMR (300 MHz, CDCLy ) © 7.74 (d, 2H), 7.50 (d, 1H), 7.33 (d, 2H), 7.22-

7.36 (m, 3H), 6.97 (d, 1H), 6.83 (dd, 1H), 5.49 ( & f& s, 2H), 4.64 (d, 2H), 3.85

(s, 3H),3.01 (& & % , 1H), 2.54 (t, 1H), 1.32 (d, 6H). ®
MS : 473 (M+1)*

F 68 L-G-A-% A)4GERRE-KE)6R AR E-1HA %

ot -2-EF

89873 - 87 -



200424196

Y5 25 72-73°C .

UH NMR (300 MHz, CDCl; ): 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.30 (d,
2H), 7.18 (d, 1H), 7.08 (d, 1H), 6.90-7.02 (m, 2H), 5.53 ( & /& s, 2H), 4.63 (d,
2H),3.01 (4 & %, 1H), 2.54 (t, 1H), 1.31 (d, 6H).

MS © 427 (M+1)*

569 1-34-— F-F A )4-U-2 & L -K K)6-% & A R A -1H-

ok ok sk -2-EF

z 0
Ys 25 84°C .
L H NMR (300 MHz, CDCly) : 7.74 (d, 2H), 7.51 (d, 1H), 7.38 (d, 2H), 7.33
(dd, 1H), 7.02-7.22 (m, 4H), 5.48 ( £ & s, 2H), 4.64 (d, 2H),3.01 (& & %,

1H), 2.55 (t, 1H), 1.31 (d, 6H).
MS : 445 (M+1)*
FHT00 (4 -F E)AAE A A K A)6k B AR A -IHE

ok -2-EF

89873 -88 -
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H NMR (300 MHz, CDCl; ): 7.74 (d, 2H), 7.51 (d, 1H), 7.38 (d, 2H), 7.33 (dd,
1H), 7.02-7.22 (m, 4H), 5.48 ( & & s, 2H), 4.64 (d, 2H), 3.01 (& & %, 1H),
2.55 (t, 1H), 1.31 (d, 6H).

MS : 443,445 (M+1)"

£ 450710 1-(4-F-F £ )42 @ A-FKA)6R AKX AL -THAA%

ok -2-BF

¥ 2 71-73°C .

L NMR (300 MHz, CDCl;) : 7.73 (d, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.20-

7.34 (m, 4H), 7.00 (t, 2H), 5.50 ( & f& s, 2H), 4.63 (d, 2H), 3.01 (& £ %,

1H), 2.54 (& /& t, 1H), 1.31 (d, 6H).

MS : 427 (M+1)* ®
f T2 1-O-f - R)4-(CE A A K K)6k A A R A -1HoE

ok -2-EF)

5 25 110-112°C .

89873 -89 -
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'H NMR (300 MHz, CDCly) : 7.75 (d, 2H), 7.50 (d, 1H), 7.38 (d, 2H), 7.21-
7.35 (m, 4H), 7.18 (d, 2H), 5.51 ( & k& s, 2H), 4.64 (d, 2H),3.01 (+t & %,
1H), 2.54 ( & /& t, 1H), 1.32 (d, 6H).
MS © 443,445 (M+1)"

T3 1-G-R K48 ASFAE-F RA)AGE A E-K K )6
B B A A A -1H-= ok ok -2-ER

®
Y5 2& 175-177°C .
H NMR (300 MHz, CDCL3 ) : 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.32 (¢,
2H),7.07 ( £ /& d, 1H), 6.89 (£ /& d, 1H), 5.42 ( & & s, 2H), 4.65 (d, 2H),
3.85 (s, 3H), 3.01 (£ & %, 1H),2.55 (& & t, 1H), 1.31 (d, 6H). ®

MS © 533,535 (M+1)*
T 74 G- A4 ES5-FRAE-FEA)EEAE-XK)O6
e & R A £ -1H-o& o ek -2-EF

Br

89873 -90 -
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Y5 25 175-177°C .
'H NMR (300 MHz, CDCly) : 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.32
(t, 2H), 7.07 (£ & d, 1H), 6.89 (& & d, 1H), 5.42 ( £ & s, 2H), 4.65 (d, 2H),
3.85 (s, 3H),3.01 (& & %, 1H), 2.55 ( £ & t, 1H), 1.31 (d, 6H).
MS : 533,535 (M+1)*

o750 (4R A -4je ES5T R A-F A )4GR B LK E)6
B A& R K -1H-o% o ek -2-8F

o

% % 122-123°C .
L NMR (300 MHz, CDCly) © 7.74 (d, 2H), 7.50 (d, 1H), 7.45 (d, 2H), 7.38
(d, 2H), 7.32 (dd, 1H), 7.16-7.22 (m, 3H), 5.49 ( & f& s, 2H), 4.64 (d, 2H),
302 (4 & % | 1H), 255 (£ /& t, 1H), 1.32 (d, 6H). ®
MS : 487, 489 (M+1)*
F 61760 -Gk A)AU-E A E K A ) 6H ® A R K -1HeE =
otk 2

89873 -91 -
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15 25 144-146°C .

'H NMR (300 MHz, CDCly) © 7.75 (d, 2H), 7.51 (d, 1H), 7.46 ( & & s, lH),
7.28-7.41 (m, 4H), 7.14-7.25 (m, 3H), 5.51 ( % & s, 2H), 4.65 (d, 2H), 3.02
(£ &%, 1H),2.56 (& &t 1H), 1.32 (d, 6H).

MS : 487,489 (M+1)*

FEHTT -G E 45— FRAE-F EA)4G-E2AE-KXKEA)R A
A & A -1H-o% ok ok -2-ER

5 25 132-142°C .

L NMR (300 MHz, CDCl;) : 7.80 (d, 2H), 7.56 (d, 1H), 7.43 (d, 2H), 7.41

(d, 1H), 7.32 (d, 1H), 7.12 (br d, 1H), 5.48 ( & & s, 2H), 4.70 (d, 2H), 3.86 s, ®
6H),3.06 (& & %, 1H), 2.60 (& & t, 1H), 1.36 (d, 6H).

MS : 546, 548 (M+1)"

4578 1-G4-— % -F A )4@G-B R/ EA-XKX)6-%k B KR E-IH-

vk o ok -2-EF

89873 9.
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1% 25 86-88°C .

"HNMR (300 MHz, CDCly) : 7.75 (d, 2H), 7.50-7.61 (m, 3H), 7.32-7.42 (m,
3H), 7.10-7.19 (m, 2H), 5.46 ( & A& s, 2H), 4.66 ( & f& s,2H),3.02 (£ & %,
1H), 2.55 ( & /& , 1H), 1.32 (d, 6H).

MS : 565,567,569 (M+1)" (Br,-Fl 12 % B # )

T4 79 1-G4-— & -F & )4@-E2 FH K -K £)6-% & & A & -1H-

ok ok ok -2-EF
Cl ‘
K@C‘

15 25 73-74°C .
I NMR (300 MHz, CDCl3) : 7.75 (d, 2H), 7.52 (d, 1H), 7.31-7.44 (m, SH),
7.16 (d,2H), 5.48 ( £ & s,2H), 465 ( & /& d,2H), 3.02 (£ & %, 1H),
255 (% j& , 1H), 1.32 (d, 6H). ' ®
MS : 477,479, 481 M+1)"(CL,-Fl 1= % B # )

T80 1-(4-F & -F A )4-(4-2 A E-K L )6 A A R A -1H-%
ok off -2-Af

89873 -93-



200424196

1% 25 92-93°C .

LH NMR (300 MHz, CDCl; ) : 7.74 (d, 2H), 7.47 (s, 1H), 7.37 (d, 2H), 7.29 (s,
2H), 7.21 (d, 2H), 7.12 (d, 2H), 5.51 ( & /& s, 2H), 4.63 ( & k& d, 2H), 3.01
(£ &% 1H),2.55( % A&, 1H), 231 (s, 3H), 1.32 (d, 6H).

MS : 423 (M+1)"

T H8l: 1-3-F & -F A)4-@G-E A A KE)6-r A AR KL -IH-E
ok off -2-Ef]

ri 25 115-116°C .

L H NMR (300 MHz, CDCly) © 7.75 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.27-

7.34 (m, 2H), 7.20 (t, 1H), 7.03-7.14 (m, 3H), 5.51 ( & & s, 2H), 4.64 (d, 2H),

3.02 (4 & %, 1H), 2.54 ( £ & , 1H), 2.31 (s, 3H), 1.32 (d, 6H). o
MS : 423 (M+1)*

4582 1-(4-CT A -F E)4@-F A A-KA)6n A KR K-1H2

ak ok -2-EF]

89873 -94 -
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15 2 75-76°C .

'H NMR (300 MHz, CDCl; ) : 7.74 (d, 2H), 7.48 (s, 1H), 7.38 (d, 2H), 7.30 (s,
2H), 7.23 (d, 2H), 7.14 (d, 2H), 5.52 ( & & s, 2H), 4.63 (d, 2H), 3.02 (& &
% 1H), 2.61 (q, 2H), 2.54 (£ & t, 1H), 1.32 (d, 6H), 1.20 (t, 3H).

MS : 437 (M+1)*

F 01830 1-G4-= F &% £)-44-2 A &K K)6%k A ERE-IH-

ok ok i -2-EF
X ¢

5 2 143-144°C |

L[ NMR (300 MHz, CDCL) : 7.74 (d, 2H), 7.47 (s, 1H), 7.38 (d, 2H), 7.31

(% & d, 2H), 7.02-7.12 (m, 3H), 5.48 ( & f& s, 2H), 4.63 (d, 2H),3.01 (& &

% 1H), 2.54 (£ J& t, 1H), 2.21 (s, 6H), 1.32 (d, 6H). ®
MS : 437 (M+1)*

FEH 4 - BEAHAEFTAEAGE2ARE-KXE)6AEEAK-1H-2

ok ok -2-E

N (0]
/N
e}

///\

89873 -95-
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LH-NMR (300 MHz, CDCl;) : 7.70 (d, 2H), 7.43-7.50 (m, 3H), 7.38 (d, 2H),
7.35(d, 2H), 4.67 (d, 2H), 4.26 (d, 2H), 3.00 ( £ & # , 1H), 2.55 (t, LH), 1.30
(d, 6H), 0.52-0.67 (m, 4H).

MS © 373 (M+1)*

)

85 1-(2-7% vE ok 5-A F A)4-@G-E2 A EA-XK)6-F-2- &
&, A& -1H-o% o vk -2-ER

([N\%Br

S .
L ¢
/\Q N

UH.NMR (300 MHz, CDCLy) : 7.66-7.72 (m, 3H), 7.32-7.52 (m, SH), 5.54 (s,

2H), 4.66 (d, 2H), 2.98 ( & & % , 1H), 2.54 (t, 1H), 1.32 (d, 6H).

MS : 496 (M+1)*

BB 86T (45— R -EH 2R T £)4EE @A £ R )6A 2R

A B & -1H-E ok o -2-5 ®

| H-NMR (300 MHz, CDCl3) : 7.76 (d, 2H), 7.36-7.54 (m, SH), 6.96 (s, 1H),

5.48 (s, 2H), 4.62 (d, 2H), 3.02 ( £ & ¥, 1H), 2.58 (t, 1H), 1.32 (d, 6H).

89873 -96 -



200424196

MS : 483 (M+1)"
FH87 4(4-E A A-KA)GC-F A E o 2K F &)6-A 2%
A R A -1H-ok ok ok 2-57

®
L H-NMR (300 MHz, CDCl;) : 7.72 (d, 2H), 7.30-7.60 (m, 5H), 6.96 (d, 1H),
6.58 (d, 1H), 5.54 (s, 2H), 4.64 (d, 2H), 3.02 (& & % , 1H), 2.54 (t, 1H), 2.42
(s, 3H), 1.30 (d, 6H).
MS : 429 (M+1)*
T 188 442 B &K £)6H 24k K B A -lok o2& F £ -1H-
ok ok it -2-EF

I H-NMR (300 MHz, CDCly) : 8.16 (d, 2H), 7.62-7.82 (m, 5H), 7.56 (d, 2H),
7.26-52 (d, 4H), 5.92 (s, 2H), 4.62 (d, 2H), 3.02 (£ & % , 1H), 2.52 (t, IH),
1.32 (d, 6H).

MS : 460 (M+1)*

589 4-4-2 A K -K E)6-B/ -2-5 K R A-1-[2-26,6-= F &% -

89873 -97 -
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BT -1 & )-T & - 1H-ok ok ok -2-EA

P

N _0O
(X
z o d

IH-NMR (300 MHz, CDCl;) : 7.72 (d, 2H), 7.42-7.50 (m, 3H), 7.42 (d, 2H),
4.68 (d, 2H), 4.26 (t, 2H), 3.02 (& & % , 1H), 2.56 (t, 1H), 2.50 (¢, 2H), 1.98 (,
2H), 1.93 (5, 3H), 1.62 (d, 2H), 1.48 (d, 2H), 1.32 (d, 6H), 1.16 (s, 3H).

MS : 469 (M+1)*

FHO0: 47 24 {2GERA-KPmA)B 20 ALK
ElEAFA-TH®

IH-NMR (300 MHz, CDCly) : 7.62 (d, 2H), 7.36-7.82 (m, 5H), 4.58 (d, 2H),
2.84-3.08 (m, 3H), 2.48 (t, 1H), 2.32 (m, 2H), 1.74 (m, 2H), 1.42 (m, 4H), 1.32
(d, 6H), 0.82 (m, 6H).

MS @ 450 (M+1)"

591 4-(4-F B E-XA) 6B A RKE-1-333-=Z A -A & )-1H-
ok ok ok -2-EF]

89873 -98 -

‘



200424196

I H{-NMR (300 MHz, CDCl;): 7.69 (d, 2H), 7.51 (s, 1H), 7.49 (dd, 1H), 7.37 (d,
2H), 7.33 (d, 1H), 4.68 (d, 2H), 4.47-4.56 (m, 2H), 3.01 (& & % , 1H), 2.60-
2.78 (m, 2H), 2.57 (t, 1H), 1.31 (d, 6H). ®
MS : 415 (M+1)*

592 1-B33-— F A -T £)4@-B &£ -KX£)6% & & 4 % -1H-

of ok oif -2-EF |

L H-NMR (300 MHz, CDCl;) © 7.68 (d, 2H), 7.42-7.48 (m, 2H), 7.35 (d, 2H),
732 (d, 1H), 4.66 (d, 2H), 4.25-4.35 (m, 2H), 3.00 (& & %, 1H), 256 (t, 1H),
1.66-1.74 (m, 2H), 1.31 (d, 6H), 1.10 (s, 9H).

% 25 69°C

MS © 403 (M+1)*

FH 3 1-22-= F A K44 A)4-4-F A KK EA)6-H 2R £

£, A& -1H-o% o it -2-8F

89873 -99 -



200424196

I'H NMR (300 MHz, CDCl;) : 7.78 (d, 2H), 7.36-7.52 (m, 5H), 5.90 (m, 1H),
5.12 (m, 2H), 4.68 (d, 2H), 4.32 ( & k& s, 2H), 3.02 (£ & %, 1H), 2.58 (m,
1H), 2.18 (d, 2H), 1.32 (d, 6H), 1.02 (s, 6H). ®
MS : 415 (M+1)*
#4594 1-(3,5-= F & -1-X & -1H-wb o -4- & F £ )4-4-2 & £ -¥
A& )-6-8 -2-% A& A A& -1H-% ok vk -2-EF

I NMR (300 MHz, CDCly) : 7.78 (d, 2H), 7.52 (4, 1H), 7.26-7.50 (m, 9H),
5.48 (s, 2H), 4.66 (d, 2H), 3.02 (& € %, 1H), 2.56 (m, 1H), 2.32 (s, 3H),
2.22 (s, 3H), 1.32 (d, 6H).
MS © 503 (M+1)*

B 951 1-(5-ik v -2-K F A )4(4-F A KK KA -2k A

A, A& -1H-ok ok ok -2-8F

89873 - 100 -
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'H NMR (300 MHz, CDCL;) © 7.68 (d, 2H), 7.31-7.50 (m, SH), 7.34 (d, 2H),

6.94 (d, 1H), 6.88 (d, 1H), 5.52 (s, 2H), 4.64 (d, 2H), 3.00 ( & & % , 1H), 2.56

(m, 1H), 1.30 (d, 6H). )
MS © 495 (M+1)*

T 96 1-5-78 F & vheh 2K F X)4@-E R E-KK)6-8-2-

B K K -1H-o% o ok -2-5F

IH NMR (300 MHz, CDCl3) : 7.70 (d, 2H), 7.62 (d, 1H), 7.42-7.52 (m, 2H),
7.38 (d, 2H), 6.38 (d, 1H), 6.22 (d, 1H), 6.96 (dd, 1H), 5.48 (s, 2H), 4.52-4.70
(m, 4H),3.02 ( £ & %, 1H), 2.58 (t, 1H), 1.32 (d, 6H).

MS : 429 (M+1)"*

597 1-(2-T & 5-8 A -1Hok ok 4-K F X )4-4-E2 & KX-XK)-
6-7 -2-%k % F. A& -1H-o& o oi -2-8F

89873 -101 -
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'H NMR (300 MHz, CDCLy) © 7.72 (d, 1H), 7.46-7.60 (m, 3H), 7.38 (d, 2H),

5.36 (s, 2H), 4.66 (d, 2H), 3.00 ( & & % , 1H), 2.70 (m, 2H), 2.56 (t, 1H), 1.66

(m, 2H), 1.30 (d, 6H), 0.86 (t, 3H). )
MS : 489 (M+1)*

FHO8: 4U-EBHE-KE)6T AR k&I ET £)6H 2

e & B & -1H-o% ok o -2-5A

'H NMR (300 MHz, CDCL;) : 8.22 (m, 1H), 7.64-7.78 (m, 3H), 7.50 (d, 1H),
7.30-7.42 (m, 4H), 6.72 (d, 1H), 5.48 (s, 2H), 4.66 (d, 2H), 3.94 (s, 3H), 3.02
(£ & %, 1H),2.56 (t, 1H), 1.32 (d, 6H).

MS : 440 (M+1)"

T4 990 T-[4-4-B A & -K K )2-80 K -6-7 -2-% & & A 2H-k o

ik & ¥ K -1H-93] ok -2-F A%

89873 -102 -



200424196

'H NMR (300 MHz, CDCl, ): 11.52 (s, 1H), 7.92 (d, 1H), 7.74 (d, 2H), 7.64 (t,

2H), 7.46-7.54 (m, 2H), 7.38 (d, 2H), 7.12-7.26 (m, 2H), 6.76 ( £ % 5,2H), @
4.64 (d, 2H), 3.02 (& & % , 1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS : 473 (M+1)*

T 41000 1-24-— B K -F = -5- K F A )4-4-F R/ A-KX)6-F -2-

b & E A& -1H-o% ok ok -2-5A

' H NMR (300 MHz, CD; OD) : 7.40-7.80 (m, 8H), 5.36 (s, 2H), 4.74 (d, 2H),
2.98-3.12 (m, 2H), 1.32 (d, 6H).

MS © 441 (M+1)*

F 41010 1-(6-78 F & -wbwg -2-K F K )4-4-F & K -K K)6-%-2-
B B B A -1H-of ok ok -2-EF

89873 -103 -
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' NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.64 (t, 1H), 7.20-7.52 (m, 6H),
7.16 (d, 1H), 5.64 (s, 2H), 4.76 (s, 2H), 4.64 (d, 2H), 3.02 (£ & ¥, 1H), 2.56
(t, 1H), 1.32 (d, 6H).

MS : 440 (M+1)

#5102 1-35-=-%8 = -T A48 & -F £)4@E A & -KXK)6

A -2-% A& A -1H-o% ok vk -2-EF

OH

L NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.30-7.52 (m, 5H), 7.16 (s, 2H),
5.44 (s, 2H), 4.66 (s, 2H), 3.02 (& & %, 1H), 2.56 (t, 1H), 1.30 (d, 6H).

MS : 537 (M+1)*

% 45103 0 4-[4-4-B @ A K A )2-8A K 6-8 2% A R A 2H-2 4

h-l-A T A2 FA TR W HFAIREBFZ-TE

89873 - 104 -
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'H NMR (300 MHz, CDCl;) : 8.20 (d, 1H), 7.70 (d, 2H), 7.30-7.58 (m, 4H),

4.94 (dd, 1H), 4.66 (d, 2H), 4.31 (d, 2H), 4.20 (m, 1H), 3.84 (dd, 1H),3.00 (£ (@
% % | 1H), 2.56 (t, 1H), 1.40-1.64 (m, 15H), 1.32 (d, 6H).

MS : 532 (M+1<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>