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'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.60 (d, 1H), 8.14
(d, 1H) -
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'"H-NMR (400 MHz, CDCls); 8(ppm) 7.34-7.38 (m, 2H),
7.44-7.52 (m, 3H), 7.53 (d, 1H), 8.10 (d, 1H) -
% £ 4] 3
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% - REBREBRER UPBEREEMNMEK(TKR-THTE)
%Gy BHLBILE-CRTELELE  FHEALED
5.67% (& %52%) °
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.42-7.54 (m, 6H),
7.61-7.65 (m, 4H), 7.66 (d, 1H), 7.74-7.77 (m, 1H) -
\ % & ) 4
5-(2-vb o & )-1,2-= f k= -2-8

N Z "NH

4% 2,5-= & wk %€ [CAS No. 624-28-2]4005 v 7 28% F &
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AR AR PH 11.0% > B A &35 % o KB A B HCIHA K
pH 7.0 MCHCL# 4R - MEBMBR AR  FAERE LT
B-THRRASBERL > FRALASHW201.5%(F £69%) °
'H-NMR (400 MHz, CDCl;); 8(ppm) 6.72 (d, 1H), 7.20
(ddd, 1H), 7.50-7.54 (m, 1H), 7.73 (dt, 1H), 8.12-8.15 (m,
1H), 8.19 (dd, 1H), 8.60-8.64 (m, 1H) -
% &5
3-i%-5-(2-wb® K)-1,2-= H wb oz -2-89

=

|

N~ Y "NH
N"YNo
Br
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NS0OCEBALE2ER  FHRAECEH230L (B £T9%) °
'H-NMR (400 MHz, CDCl;); §(ppm) 7.21-7.26 (m, 1H),

7.52 (d, 1H), 7.75 (dt, 1H), 8.21 (d, 1H), 8.61-8.64 (m, 1H),

8.67 (d, 1H) °

2 # 56

3-8 -5-(2-wb o X )-1-(3-wb =g X )-1,2-= £ wk 5 -2-8

/I /l
£ N /N\N
N"No
Br

WS BB S 2 3-%-5-(2-nb g K )-1,2-= & vk 98 -2- &)
18.75 % $2 3-wk o M & 18.36 %, ¥ 4w CH,Cl, 300%E # * & Av
—-p-% A -#[(N,N,N',N'-w 7 £ 2 = #)4 (1))t £3.47%
%o ROLARTHH#HIER - RERANH® B 4 % &£ (L
BB AE)GLILE  REBRER  UNILBRAMEIR
&8 0 IFARABBILSW24.2650(FE F99%) -

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.23-7.26 (m, 1H),
7.47-7.51 (m, 1H), 7.52-7.56 (m, 1H), 7.77 (dt, 1H), 7.87-
7.91 (m, 1H), 8.19 (d, 1H), 8.53 (d, 1H), 8.59-8.62 (m, 1H),
8.71-8.75 (m, 2H) °
% # 57

1-(2-wb s £)-1,2-=— B wb 2 -2-8A
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K~ fido R HBRKEE 0 UAMgSO % - BB REGBEK » &
BHUABBEREN (LB LE/THR=1"' 1) » 5%
FEBKEZARAILAMLIS8R -

'"H-NMR (400 MHz, CDCl;); 8(ppm) 6.31 (dt, 1H), 6.67
(d, 1H), 7.33 (ddd, 1H), 7.40 (ddd, 1H), 7.82-7.90 (m, 2H),
7.96 (dd, 1H), 8.57 (dd, 1H) -

% % 4] 8
1-(2-wb s K )-5-%-1,2-=— H wbog-2-5

<
Br 2 N \N
X0

W 1-(2-mb o X)-1,2-— B wbg-2-BA1.50% 2 = F A F &
BRASEF)ERT » HARALREHE T wN-R 388 5 8 1.60
R-RERNEBHEHF2IETR  AAKAHFE > AT K TE
MR ABREB UK BFo R B AREEL 0 AMgSOL# % - &
BRRGBEH  UNFBEERHX(THRIEBE/THKRL: 341k
REWM [FERBERRZIFEALEHL.I35 -
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'H-NMR (400 MHz, CDCl;); 8(ppm) 6.57 (d, 1H), 7.34
(ddd, 1H), 7.42 (dd, 1H), 7.85 (dt, 1H), 7.97 (dd, 1H), 8.10
(d, 1H), 8.57 (dd, 1H) -

%% 59

1-(2-wkb o2 & )-5-(2-w 2 & )-1,2-= & ok = -2-8

SNTNAONT YN
X0

P 1-(2-mk o2 & )-5-98-1,2-= R wtog -2-80.10% ~ 2-= T
A AN RO I FRAFEE25Z2FBRY > =
fZ X M42005%  MI0OCHME2NSE - BAE B & -
UAHE S RLEBLEHRR  AHREUAK -8R BEKE
% » MAMgSO 8.1 - R B RBHEHR  UBBETHERMN X
(LEELEBE)®ILtREY  FEATEHhRXRZIEEALE
i o

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.77 (d, 1H), 7.22

#0.076

(dd, 1H), 7.36 (dd, 1H), 7.61 (d, 1H), 7.76 (dt, 1H), 7.87
(dt, 1H), 7.97 (d, 1H), 8.12 (dd, 1H), 8.60-8.65 (m, 2H),
8.67 (d, 1H) °

% & #4110

1-(2-wb € X )-5-(2-wb =2 & )-3-%-1,2-= £ vt = -2-5
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1-(2-vk o2 & )-5-(2-wb 52 & )-1,2-= & wb % -2-8 0.07 % =
P RTFEBE2EHER > NAALARHF T N-RFLHED
20075 - RARDEBBJBH2IEHHZ > AAKHE - RN T
B LB - ABE UK - RBKRREFHR 0 UAMgSO,
LK RBRRBGBAN  UBBEREENEZ(LHRTLE/TK
3R GY > FRABERRKRIBRALESMHMOOSH -
'H-NMR (400 MHz, DMSO-d); 8(ppm) 7.33 (ddd, 1H),
7.58 (ddd, 1H), 7.83-7.88 (m, 2H), 7.97 (dd, 1H), 8.07 (dt,
1H), 8.59-8.62 (m, 1H), 8.65-8.80 (m, 1H), 8.72 (d, 1H),
8.81 (d, 1H)
% & 5] 11
3,5-—&-2-F R A=

Br ‘\N

/OMe

Br
2,3,5- = 8wk €300 N KA T m28%F BE4m80% F# »
SO C B BH2NE - REBRAAHE > N BT - K
R A f B KB 0 AMgSO K > REBR B -
REBYUBEREREN E(LBLE/THRL 20)4 1t > F
EAAILASMI8.5% °
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'H-NMR (400 MHz, CDCl3); 8(ppm) 3.99 (s, 3H), 7.93
(d, 1H), 8.14 (d, 1H) -
% #1512
3-2-r K)-5-BR-2-FRERR

3,5-— 8 -2-F A AWM R63% ~2-= T EAntw8.1%
Z PR FEHBRERIOOEAEZR Y WEB=ZXMBHE1.0T » NN,
AAT ~120C##20F c- BHERK » BREBIREBEH
NTEBLEMRAEGH - AHRBUKR AP RBKRKER
MU MgSO 2.8 - B EHAYE  UHBEREENEX(LE
LE/CR]1 DI REY  FERTERRZIBZRILED
2.8% °

'H-NMR (400 MHz, CDCls); 8(ppm) 4.02 (s, 3H), 7.31
(dd, 1H), 7.80 (dt, 1H), 8.02 (ddd, 1H), 8.25 (d, 1H), 8.40
(d, 1H), 8.71-8.74 (m, 1H) °
% & 4513

3-(2-wb® K )-5-FX X -2(1H)-wt =2 &

0:\124\124400.DOC -87-



200815402

-

P

3-(2-wbwg K )-5-8-2-F A Awbw1.0% -~ XX #MEO.9
XN —RE=ZXAME03R - ZLH2EFZIRE DN =
¥ R30EFHFF S N, AR FI20C##H 1.5/ 8% - 5§ 2 F B
N LEHTERBER  RBAFPRBE KK > AMgSO% K © &
BEWBER RO P mIT% R B E > T70C TF o #10
B o ERBERAKD > UAHE > UK,CO;% Fu o JE R H H
Z B K - BRE REFEATEHRKBEALED
0.5%, o

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.30-7.37 (m,
2H), 7.43 (dd, 2H), 7.62 (d, 2H), 7.82-7.90 (m, 1H), 7.87
(d, 1H), 8.64-8.69 (m, 2H), 8.57 (d, 1H), 12.30 (brs, 1H) °
% & 5] 14
1-2 X -3-s & -5-2-wbog K)-1,2-=— H k=g -2-8

L)

N
XN No
NO,

(142)3-#4 X -1-K ¥ -1,2-— H wb & -2-A

pe2-5 R -3- Amber Sk c RAMBT.I45% ~ T B H D
26% -~ Z L HB99EF - M RS8EHF N W Rk EH100%
# o HBHE—-—R RERASBWENRAK > T ETEMR -
FEHR KR ~EB%R RERZ SHRINIE - ERFER
& Ha71% -

'"H-NMR (400 MHz, CDCl;); 8(ppm) 6.39 (dd, 1H), 7.36-
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7.40 (m, 2H), 7.49-7.54 (m, 3H), 7.73 (dd, 1H), 8.38 (dd,
1H)

(14b)5-3% -3-#f A -1-F K -1,2-= G vt =2 -2- A

3-m A -1-XA-12-— At R-2-W1nz = F & FE&HEILO
EABER T WN-IRF MBI BEISBE L NEREH —
B BANSOCHRHEI I - RERAHEANKKT > KR
W hH o BRAELESMI2TR -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.36-7.39 (m, 2H),

( 7.50-7.57 (m, 3H), 7.88 (d, 1H), 8.42 (d, 1H) °
(14¢c)3-#4 B -1- % R -5-(2-wbog £ )-1,2-= H vk & -2-8
5.8 3.8 A -1-X A -12-— A wbox-2-81.27% ~ 2-= i
TEAG B AN R238% ~ B = XAMLE248E A N = F X
20 F 0 RNLAR ~120CTHH#HLIR - RERESH A
BEREREME(LBHRLUE/TKR 2)41 » FRABILE D638
ER -
O 'H-NMR (400 MHz, CDCl3); 8(ppm) 7.28 (ddd, 1H),

7.45-7.63 (m, 6H), 7.80 (dt, 1H), 8.61 (ddd, 1H), 8.63 (d,
1H), 9.03 (d, 1H) «

% & 15

- A-1-X K -5-2-wb K)-1,2-= H wbg-2-8

3.0
SNTNAON

o
NH,
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3-RF A -1-FK A -S-(mbor-2-K)-1,2-= f b e -2-8A 546 % %
ZLEBEER20H F w10% PAd/CI100E % °» Hy, K & T %
#H1IR  RERBSCYUUABBIE - RE > FEAEAILED41L
3 A

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.36-4.42 (m, 1H),
7.18 (dd, 1H), 7.28 (d, 1H), 7.44-7.54 (m, 6H), 7.61 (d,
1H), 7.70 (dt, 1H), 8.57-8.60 (m, 1H) -
% F 516

3-(2-F R HK)-5-(FEEHA)-1-FXHK-12-= G vt =g -2-8

o
@)

o~

-BREARBRR ANk FTEELERZIS-R-6-BARBE T E
6L AR MBOIREN® Ak H200EH F > v T B4
9T L A RIEH MEBHEHIR - RER T &
Ko XA HBR - FAHREABRBE KEKEL > U8 K
MgSO. % 1% > M B BB EH - ATIFE R Z YT 8%
HEaes&hx3-B-5-(FisA)1-XK-1,2-— & nk g -2-8A
735% c R P SHEBN_FATFEEKEI00E 7 w2-2- 1

A)-132-—F MBLEE4.6% ~ CsSO3 7.9% ~ B8 = X #4375
ZR AN, KRR T ~140CH#HF 1T - AHEETREL > R
BRENKY > MLBUEEMREL  UKkMHERBE KRR
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Yo A AKMgSO# Ik > REBHRER - REGBUBE
PREEMNF(LHR-LEB LE 2)1t > F RIS H3.23
i o

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.89 (s, 3H), 7.42-
7.55 (m, 6H), 7.61-7.66 (m, 2H), 7.75 (dd, 1H), 8.14 (d,
1H), 8.35 (d, 1H) »
% & 517

3-2-REA)5-BF A -1-FA-1,2-= B o % -2-8

HO =z N/©

NS0

Ci

B 3-3%-5-F A5 A-1-FKHK-1,2-= 5 w2 -

b

2-8 m2-F K K
P REEBIZARFEARZTI-Q2-AKXK)S5-F
1-% A -1,2-— & -2-BA36%F L BEN20EFH F » A4 £ -
C 18C# » FFTARIL_E AR KBS ME ks ER) 0.1%
- B-718CHBEFTR > —@EH— K%K > wIN HCIE
¥ U4 FNaHCO; K ZERF A > RTLHLEBEHRR > U
K~ o R B KR REF 0 LB AKAMgSOE % 0 REBAE
BRAEW BREMWUTBEREEMNEZ(TKHR-THTE )&
b BEBILAEMI2E R -
'H-NMR (400 MHz, CDCl3); 8(ppm) 4.48 (s, 2H), 7.25-
7.29 (m, 3H), 7.37-7.51 (m, 8H) -
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ESI-Mass; 312[M*+H]
% # 15] 18
3-F R A-5-2-wbg A)-1-X K -1,2- = Gt ®-2-8

.2
\N Z >N

A

o

COzMe
14 B2-78 RIBEE » U s F kA mXS5-B-2-8 )28 T &
A5 BRAAMBA TR E» WO Kk H2008 F F » v T #% 47
105 MR 1IZEH > NERAART > ZEEHFIR - K

R FmAK ' ARAHHR - FHRE R R B KR F
%o ARBRARKEBERE BREEBREYR HFAEXIBEBREEKY
MU Tk FEESERZS-B-3-FEEA-1-KXE-1,2-=
A wbog-2-BA3.595% - H P32 BN _F XA FEKIOOE
F+ 0 pm = -N-T % -(2-wt %€ % )4 [CAS No. 59020-10-9] 7.7
\ o= X240 X 0 WN, KR TF ~ 110°C # # 38
B o A EFRERBREANKT > RTEKTEWR
%0 UK~ BA R B RKIRREF 0 U E KMgSO, & % %
UNHZ B RAHBEBIE  BREBHRER  HHZIRILERT
B~ TR RFR LB FTRALEHLISIRN -
'"H-NMR (400 MHz, CDCl3); 8(ppm) 3.95 (s, 3H), 7.22
(ddd, 1H), 7.42-7.54 (m, 5H), 7.62 (dt, 1H), 7.76 (dt, 1H),
8.52 (d, 1H), 8.58 (ddd, 1H), 8.85 (d, 1H) -
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2 #1419

3-Q2-REE)S-HEA-1-FE-12-= G wbr-2-8

o )

X No
CN

(19a)5-s A -1-K K -1.2-— & wb = -2-8

UE £ B 14-12 F ik B2-BA-S-HAwRSKL 7
B AAIEEMS5935 °

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.67 (d, 1H), 7.39-
7.43 (m, 2H), 7.53-7.59 (m, 3H), 8.18 (dd, 1H), 8.68 (dd,
1H) -

(19b)3-i8 -5-Af K -1-F K -1.2-= G nt % -2-5

U E 4 #FH 1422 F ik 0 BS-H E-1-X EK-1,2-= &t
w-2-815.93% 0 F LIS H4T2xn -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.38-7.42 (m, 2H),
7.54-7.58 (m, 3H), 8.59-8.61 (m, 1H), 8.66-8.68 (m, 1H) -

(19¢)5-78 A -3-(2-F $ A)-1-F #£-1.2-= § wh 5 -2-#

MR & #FH3ZFiE B3-B-5-HEA-KXKX-1,2-= &
®-2-BA35%  FARRBILEMT8E X

'H-NMR (400 MHz, CDCl3); 8(ppm) 7.47-7.63 (m, 7H),
7.68 (dt, 1H), 7.80 (ddd, 1H), 8.38 (d, 1H), 8.78 (d, 1H) -
% & 1520

0:\124\124400.DOC -93-



200815402

S-BE X -3-Q2-REX)-1-XX-1,2-— fubg-2-8

/NQ

N0

CN

UE #6152 F %k BS-AHA-3-(2-F K K)-1-%%-
1,2- = & wb2-2-8A708% 1 » BFALEH4l4E 1 -
/ 'H-NMR (400 MHz, CDCl;); 8(ppm) 6.99 (d, 1H), 7.39-
7.49 (m, 7H), 7.60 (dt, 1H), 7.73 (d, 1H), 7.75 (d, 1H) -

T 1
3-2-FEE)S5-C-H X E)-1-X A-12-= f b w-2-8
58 B-2-F E A )-1-F A -1,2-= & b=z -2-8 100

z
o~ 2-B XA MEBLO60E F ~ CsCO; 130 A B EN_F A
FTEBRIOEAN » mEBEZ XBE20EF 0 "NLyKA ~ 120C
THRHFANTF - K AR REREIEANKY UTLBTLEW
C R ABEAMgSOEKER > REBREN  REDUABH
EREEMNE((LUKR-TEBRLE 2 )41 FRBILLEHISE
i °

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.40-7.80 (m, 14H),

7.97 (dd, 1H) -

T 5% ) 2
5-2- R EEA)3-Q-REXE)1-XK-1,2-= fwtg-2-8
AF 3-(2- 5 K E)-5-(2-7 X K )-1- -1,2-= & wk & -2-8A
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N

f“'fk

2FERBHNTCHRTELISEI » m10% PA/C(2 K4 )S5E
BOPAH AREBRTFTHFELISY - BERBEEL > REBEBRE
¥ ARBILAM20E L -

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.95 (bs, 2H), 6.76
(dd, 1H), 6.80 (dt, 1H), 7.14 (dd, 1H), 7.17 (dt, 1H), 7.41-
7.55 (m, 6H), 7.59 (d, 1H), 7.62 (dt, 1H), 7.74-7.82 (m,
2H), 7.88 (d, 1H) -
£ 5% 14 3
3-2- R EXE)S5-Q- T XA)-1-XE-1,2-— F wbsg-2-
&

HS5-(2-R K E)-3-2-R X K)-1- -1,2-= & ok % -2- &R
16E XA AN FRFEKRIOENSF » W =T KEO0O05EF &

FPrREAIH AETRBHELINTF  RERFT WL 8HCTEH -
UK~ BREL REBREYE RYHUFTBE
HEME(THR « CHLE 2)4L > FRALEMSE R °
'H-NMR (400 MHz, CDCl;); 8(ppm) 2.19 (s, 3H), 6.88-
6.95 (m, 1H), 7.08-7.15 (m, 1H), 7.38-7.55 (m, 8H), 7.61
(dt, 1H), 7.69-7.76 (m, 3H), 7.91 (d, 1H), 7.92-7.97 (m,
1H) -
£ ¥ Bl 4
3-(2-£.-3-mb o K)-5-2-wt g K)-1-X K -1,2-= f ot ®-2-8
Wi B 2% Bl62 F kb R 23-m-5-(2-mbog &£)-1-F % -
1,2-= & wk w2 -2-8200% % ~ 2-f -3-vt 2 70 8% 130 % % -
CsCO; 2502 A B F N FAFHBEIOE S > e = %8
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e

240 L0 N, KR ~ 100C FHR#F3IHF - A KR > RE
RIEAKT > R B TEME > REAKMgSOH KR K 0 R
BREBHREN  REDWUZBEERKH E(TKR « 8T E
2 )61t - FARBEILSWMI43E R, -

lH-NMR (400 MHz, CDCl;); 8(ppm) 7.20-7.24 (m, 1H),
7.31 (dd, 1H), 7.44-7.59 (m, 6H), 7.75 (dt, 1H), 7.91 (dd,
1H), 8.25 (d, 1H), 8.33 (d, 1H), 8.41 (dd, 1H), 8.59-8.62
(m, 1H) -
} R
3-Q2-REEX)5--wbr ) 2-FREMR

OMe

W 5-(2-wk o K )-3-72-2-F A A w0505 ~ 2-(2-&/ X
£)-1,3,2-— S B E50.42% ~ CsCO; 0.82% ~ = F 4 ¥ &
B20EF 2 REAER T WEZRXBELOIST > PNo KR T
140 C#H S5/ - TRAN B W LHKETE » XK~ PR
Bokik 0 UMgSO % - RBRREEYE  BREDUFTEBE
HEME(LBLE/CGR]L &L X T e RII2ZA
L4 H0.363% °

'H-NMR (CDCl;, 400 MHz); 8(ppm) 4.03 (3H, s), 7.24-

7.28 (1H, m), 7.46-7.51 (1H, ddd), 7.57 (1H, dd), 7.65-7.69
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(1H, ddd), 7.72-7.82 (3H, m), 8.31 (1H, d), 8.66-8.69 (1H,
m), 8.83 (1H, d) °
£ 5% 1] 6
3-(2-£LKi)-s-(z-vtbvzi)-z-(lﬂ)-vthv;im
W 3-(2-FL X A )-5-(2-mb g K )-2-F A A b 02050 &2
L4012 ZCHI0OEARFR T WA= FHK0.1E A
NEBBRBHEINE o NR AW F oo NaHCO; » AT BT
B i i - T EE T B R XK -~ dafo R B KK 0 A MgSO4%
B RBEEAY  BRYUYMUTBERERN E(LE T E/
Tl D&t FEFTEHRRZIBRBAALEHOILR -
'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 7.26-7.30 (1H,
ddd), 7.55-7.60 (1H, ddd), 7.66 (1H, dd), 7.74-7.79 (1H,
ddd), 7.80-7.86 (1H, ddd), 7.89-7.94 (2H, m), 8.28 (1H, d),
8.37 (1H, d), 8.56-8.59 (1H, m) °
s WX AN
3-2-FLEXERA)5-Q-mbr A)-1-K K -1,2-= fwbog-2-8
3-(2-8 X A)-5-(2-wb e £)-2(1H)-wb sz 8 0.11 5% »
ME0.12% ~ LE4AO.1%E ~ =T H0.3%F 2 CH,Cl, 10%
FARERNEBHRHE R - mBRAK 5B >~ K10EF
LB LEIOEH S HAKRE XK - RB KR
%0 UAMgSO % - REBRREZH  ZEHUAFTB LR
WiE(LBLUE/THR] )4t FEFTEHRIRALS
$0.063% °

'H-NMR (DMSO-ds, 400 MHz); §(ppm) 7.29-7.33 (1H,
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m), 7.48-7.63 (6H, m), 7.71-7.75 (1H, dd), 7.76-7.88 (2H,
m), 7.92-7.95 (1H, m), 8.01 (1H, d), 8.48 (1H, d), 8.54 (1H,
d), 8.58-8.61 (1H, m)

T 5 ) 8
3-2-REE)5-2-wb £)-1-3-8 X A)-1,2-= & vk ¥ -2-
&R

RE®RBGTIZ Nk BE2HEILLSY -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24-7.28 (m, 1H),

( 7.49 (dt, 1H), 7.63-7.81 (m, 6H), 7.95-7.98 (m, 1H), 8.31-
8.37 (m, 3H), 8.45 (t, 1H), 8.60-8.63 (m, 1H) -
Wi
3-2-f X X)-5-2-mb o K )-1-(3-8 X X)-1,2-= R ot ® -2-
&R
W 3-(2-8 K A )-5-(2-mb s K )-1-(3-7 KX X )-1,2-= & wt
®-2-BA317% £ 22-ABI0EHRKSEHFZRLERTY v
( Mo 180F L A R AL4E342F 54 > WRANF - R R E P

et pEMNLHBLE-KF > AHEE KR HBERE
% BREMUBERERNEZ(TCHLE/T K )61 >
BEEEBZAZMALEN2ISE 7 -

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.84 (s, 2H), 6.75
(dd, 1H), 6.82-6.87 (m, 2H), 7.20 (dd, 1H), 7.26-7.30 (m,
1H), 7.45 (dt, 1H), 7.59-7.65 (m, 2H), 7.72-7.80 (m, 3H),
8.29 (s, 2H), 8.56-8.61 (m, 1H) -

T HwH10
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3-2-fEA)-5-Q-e A)-1-G-F A X A)1,2-= &b
% -2- 8

W 3-(2-F X A)-5-2-wbw A )-1-(3-B X K )-1,2-= &
w-2-HA3lE AL Z WA BBER2EHST > WZT KO02E
o R kA FE AT EEAOIEF > BHELI05 o 2N
NaOH 2 # » TR THHESY > ¥ BN TERTE- KT &
ME KR BB BER O BREHURFTBEREEMN KT
BUB/CHR AL BRAREEEIHIFZAILSHIZE
i o

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.31 (m, 3H),
7.36 (t, 1H), 7.43 (t, 1H), 7.46 (dd, 1H), 7.61 (dt, 1H), 7.65
(td, 1H), 7.73-7.78 (m, 3H), 8.27 (d, 1H), 8.31 (d, 1H),
8.59-8.61 (m, 1H) °
T 11
3-2-REA)5- - A)-1-3-F B EE)1,2-— R wbr-
2- &

AN3-(2-FEA)-5-2-g A)-1-G-F X A)12-= &=
R -2-BAS0E AL ZLEBBERIEHT P mERTFEIZERLS
LB AARMAEMIOE R P MEBH{HF — K ° I
NaHCO;3 & ~ 2 LEHTEMR > AMBAKRKE S BE - RSE
%o RGMUABEREENE(CHLE/TK )41 0 £
XECEBZBEALENIIER °

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.00 (s, 3H), 7.11-

7.14 (m, 1H), 7.21 (ddd, 1H), 7.35 (t, 1H), 7.44-7.49 (m,
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2H), 7.59 (d, 1H), 7.66 (td, 1H), 7.70-7.77 (m, 4H), 8.25 (d,
1H), 8.51 (s, 1H), 8.58-8.61 (m, 1H) -

12

3-2- R X A)-5-Q-mbw A)-1-GB-= F B X £)-1,2-= £ wt
% -2- &

N3-(2-F K E)-5-Q-mb o A)-1-3-m X A )-1,2-= & wk
w-2-BS0%E AL ZLEBBERIEAT fm%’v RYBEAE LA
LEHAEAMEMINOESR  WEBEHONF  BAwb
RIRBAIEAA=ZCHBAXAAMIEMIIIOE L > B H#H—

#% > mNaHCO3;Kk > R B L EE#HmIR > AHE KK - &
B RER RYDUBTBERERMNE(LHBTE/THREZ)
Bt REAFERLREHBRBRILEDHI8E R -

Ju

'H-NMR (400 MHz, CDCl;3); 8(ppm) 2.99 (s, 6H), 6.77-
6.80 (m, 3H), 7.18-7.21 (m, 1H), 7.32-7.37 (m, 1H), 7.44 (t,
1H), 7.59-7.64 (m, 1H), 7.71-7.83 (m, 3H), 8.32 (s, 2H),
8.58-8.60 (m, 1H) -
£ %% ) 13
3-2-R X X)-5-2- R A )-1-[3-(5-F & F £ -2-°F & 5 -3-
A)E A)-1,2-= f nb 2 -2-5

N 3-(2-F XK A)-5-(2-mb o A )-1-3-8 X A )-1,2-= &
®-2-BA38E R ZLCHBEROEN T > K H b F AR
001 ZEF RBERSF22E XL NEBRH - 2185 % > &

%*ﬁ&? B2O0.01 E A 1@ XM 22T X > NWE BB
HUNE  ZHBRS0CHRFLINF - RERESDY BN 8
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LE-KY > AHEBKR KR -RER REHEND
Bk 6 H T > B A _ckk32F % 0 mBBR2NDE o
>ERMCLBCE-KT  FHRE KRR BB RER 0 K
BHUArBRERENE(LERLE/TR 2)&L FRFTE
Bl g 2 2 ML A H21E 1 - |

'H-NMR (400 MHz, CDCl3); 8(ppm) 3.43 (s, 3H), 3.64
(dd, 2H), 3.97 (dd, 1H), 4.09 (t, 1H), 4.7 (ddd, 1H), 7.22
(ddd, 1H), 7.29 (ddd, 1H), 7.46 (td, 1H), 7.53 (t, 1H), 7.59-

7.79 (m, 5H), 8.30 (d, 1H), 8.31 (d, 1H), 8.58-8.61 (m,

1H) -

T 14

3-2-fL X A)-5-2-mbeg KX )-1-3-F 85 X K )-1,2-= H vk =€ -
2-%A

BEXRGTIZF®  #FHRABILEY -

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.94 (s, 3H), 7.23
(ddd, 1H), 7.47 (td, 1H), 7.59-7.68 (m, 4H), 7.73-7.80 (m,
3H), 7.88-7.91 (m, 2H), 8.31 (d, 1H), 8.32 (d, 1H), 8.59-
8.61 (m, 1H) °

T & 15

3-2-RERA)5-Q-m e A2)1-C-F BB X E)-1,2-= & wt

% -2- &
#3-2-REE)S-Q-kwE)1I-(FrRAEXE)12-— &

g -2-BR 10 R M ALM0%FREZIFTFERERRG  PER
B —R REBEBEHERELLAY HBEeBRIEZHALLSLS
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'H-NMR (400 MHz, CDCl;); 8(ppm) 3.00 (d, 3H), 6.51
(brs, 1H), 7.23 (ddd, 1H), 7.47 (td, 1H), 7.58-7.68 (m, 4H),
7.73-7.80 (m, 3H), 7.88-7.91 (m, 2H), 8.31 (d, 1H), 8.32 (d,
1H), 8.59-8.61 (m, 1H) -

£ % 516
3-(2-£-3-vxhvi::&)-s-(z-vtbnﬁi)-l-%&-lﬂ-: £ vt ®-2-89
(BB 1)HE3-(2-R-3-0b =2 & )-5-(2-wb = 5 )-1- -1,2-=

Hbow-2-BA281 % % AN ERL_FAFTEBAE208 7 > Ao
FALSA170E 5L > HI30CH #1018 - R BIR AL E B
n R KL BRTE A MBKE B RAKE KR E K
Na,SO,#. % * BREBHNEZKRBRE » A B £ & E k%
(TR e LBLE)GWLBEEY  BTRLERAIHZIEARAILLS
M120% % -

(R B2 L FHO6XF A KRZ3-B-5-2-wbg &) 1-X
A -1,2-— B -2-BA2.9% B N200EH# = F X > (=
T4)SEH ~ B=Z KB 44008 % > N140C #EH 2/ 8F -
Ao 3-8 -2-fwb32% mE = XBEI100E £ 0 N140TC 3%
H2EF o mE = Xl 0 EIEE0ERL > H WX
FRBINFESmE > p3-R-2-AmbR23%x > »140C | #
— R -RBRANEESR > WMABRTLHKTLE  BHBED
BL > A Kk 0 A KNa)SO 3 2% > JE MR s % &l & & B R
o B EYREEBEN E(TR-TLELEZ2)4IL B e 8
B ZIZRABILEMIER °
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o,

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24 (ddd, 1H),
7.47-7.57 (m, 6H), 7.63 (d, 1H), 7.68 (td, 1H), 8.22 (dd,
1H), 8.37 (dd, 1H), 8.43 (d, 1H), 8.59-8.61 (m, 1H), 8.69
(dd, 1H) -

ESI-Mass; 351[M*+H]

T4 17
3-2- L X A)5-2-wkg A )-1-4-F &K X £)-1,2-= H b -
2- &

RE®RpAIZFTE > FREBLEY -

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.84 (s, 3H), 6.98-
7.03 (m, 2H), 7.19 (ddd, 1H), 7.28-7.33 (m, 2H), 7.40-7.46
(m, 2H), 7.46-7.51 (m, 2H), 7.53-7.57 (m, 1H), 7.72 (ddd,
1H), 8.12 (d, 1H), 8.29 (d, 1H), 8.57-8.61 (m, 1H) °
T 5% 1] 18
3-2- 8 X A)-5-Q2-wbw £)-1-(4-8 X X)-1,2-= & wt =€ -2-
&

#H3-(2-A K K)-5-2-wbmwA)-1-4-FAXK)1,2-= &t
% -2-B1440% 3L EN48% HBr> BB AINE - A EF
% R FNaHCO; K B R BER ER » AL & T & #
oo UKEHME 0 R AKMgSO, 3 % - B M &% B 4 R
BEW  UABBEHEENE(TH-TEBETE Z2)61 > 342
AL A M292E & o

'"H-NMR (400 MHz, CDCl;); 8(ppm) 6.67-6.73 (m, 2H),

7.12-7.18 (m, 2H), 7.19-7.27 (m, 1H), 7.30-7.38 (m, 2H),
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P

7.47-7.53 (m, 2H), 7.56 (d, 1H), 7.70 (s, 1H), 7.73 (ddd,
1H), 8.18 (d, 1H), 8.26 (d, 1H), 8.57-8.62 (m, 1H) -
E 5 1 19
3-Q2-f X A)5-2-b g A)1-U-—FHELAXE)1,2-= &
ot o€ -2 - &R

$3-(2-F F A )-5-(2-ub v X )-1-(4-8 X X )-1,2-= &
w-2-BA82F L ANN-— FHEAZEALASTEA BN =F
A9 EE2ES 0 H60C mKyCO; 558 L — &R o UK
HERBER UNLBLEHRR FAHREAEBFRBE KT
M MgSO,# 3% - BB B AL KB RE » ANH® B E #
(T s LB TUE A4t > FRABUCAEHM2TE R °

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.55 (s, 6H), 2.76 (t,
2H), 4.11 (t, 2H), 6.99-7.05 (m, 2H), 7.19 (ddd, 1H), 7.26-
7.34 (m, 2H), 7.39-7.45 (m, 2H), 7.45-7.51 (m, 2H), 7.55
(d, 1H), 7.72 (ddd, 1H), 8.12 (d, 1H), 8.28 (d, 1H), 8.57-
8.61 (m, 1H) °
£ 3% %] 20
3-2-f X R)-5-2-mbg X)-1-3-F &8 X £)-1,2-= Fwb=e-
2- &

RE®RFTIZ ik FREALEY -

'H-NMR (400 MHz, CDCl;); §(ppm) 7.24 (ddd, 1H), 7.48
(ddd, 1H), 7.63 (d, 1H), 7.66 (ddd, 1H), 7.72 (dd, 1H),
7.75-7.82 (m, 3H), 7.84-7.88 (m, 1H), 8.00 (ddd, 1H), 8.05-

8.08 (m, 1H), 8.32 (d, 1H), 8.35 (d, 1H), 8.59-8.62 (m, 1H),
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10.08 (s, 1H) «

£ 5% 5 21

3-2-REE)-5-2- % RE)-1-3-8F X 5)-1,2-= Rk R -
2- A

B3-(2-R K A)-S5-2-r A)-1-3-Fa X A)-1,2-= &t
e -2-BA585% H AN FEE20E A > KA T i £ 1L 48260
ER O ONETRBREH R KRERANTLHTLEHF > Raf
B H KL > AR AKMgSO 8 - M SR B &R KRB IR &
UNHZ B R (L8 LE )i - A REERAL®RLT
BE-LB YT ELE AR BILEMI20E R -

'H-NMR (400 MHz, DMSO-dg); 8(ppm) 4.60 (d, 2H), 5.37
(t, 1H), 7.29-7.33 (m, 1H), 7.42-7.47 (m, 2H), 7.48-7.55
(m, 2H), 7.59 (ddd, 1H), 7.73 (dd, 1H), 7.78 (dd, 1H), 7.83
(ddd, 1H), 7.94 (dd, 1H), 8.01 (d, 1H), 8.48 (d, 1H), 8.52
(d, 1H), 8.57-8.61 (m, 1H) -
£ 3 ] 22
3-2-R X A)5--mbe A)-1-3-RF X A)-1,2-= H wb=g-
2- &

W 3-(2-8 K A )-5-(2-wb s K )-1-3-% X £ )-1,2-= & wt
-2-BAS3E RAENE Ak H2EH 0 KA T =T K60E
R FREBA20FH > NEBHEHE3INNE - RE
NaHCO; K & B #H B > UL B L EE R > UEKMSO %
B BBREBRBBERRBRREFTZIAGHENF 2R >
mRAEMIERL REBREFLIIE - - RERRTZHRLEBEH

W& LA
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> UNaHCO; k& & ~#afo R B Kk » & KMgSO &
B BR BB ZRBRE MBI HRLER B LT -
LROLR T EL LS BRBILEHIZE L °

'"H-NMR (400 MHz, CDCl;); 8(ppm) 3.85 (s, 2H), 7.21-
7.26 (m, 1H), 7.41-7.81 (m, 10H), 8.29-8.32 (m, 2H), 8.59-
8.62 (m, 1H) °

FlAr THF22 ARRATFTXLEY -
£ 5% 1] 23
3-2-fL 2 £)-5-2-boe A )-1-G-2 8 F X E)-1,2-= R wt
wg -2-&F

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.04 (s, 3H), 4.47-
4.52 (m, 2H), 7.22 (ddd, 1H), 7.37-7.53 (m, 5H), 7.61 (d,
1H), 7.65 (ddd, 1H), 7.72-7.81 (m, 3H), 8.28 (d, 1H), 8.31
(d, 1H), 8.59-8.62 (m, 1H) °
£ 3 5] 24
3-2-REA)5-Q-be A)-1-G-F A E 7T X%)-1,2-= &
v wE -2 - &7

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.91 (s, 3H), 4.36
(d, 2H), 5.00-5.06 (m, 1H), 7.22 (ddd, 1H), 7.43-7.49 (m,
3H), 7.50-7.55 (m, 2H), 7.61 (ddd, 1H), 7.64 (ddd, 1H),
7.73-7.79 (m, 3H), 8.28-8.31 (m, 2H), 8.60 (ddd, 1H) -
T ¥ ] 25
3-Q2- R EA)-5-2- e £)-1-3-2 8 F X £)-1,2-= £
% -2- &
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W 3-(2-F K K )-5-(2-wbmg A )-1-(3-8 X K)-1,2-= & b
R-2-BAS6E X P EKLEIEH ~wmR1IEH > HERIR
R RERBREBEE  UANH® B E M L (THR-THT
Bs 2 )4hft > TR AEILESHI0E R °

'"H-NMR (400 MHz, CDCl;); 8§(ppm) 2.13 (s, 3H), 5.18 (s,
2H), 7.23 (ddd, 1H), 7.44-7.56 (m, 5H), 7.60-7.67 (m, 2H),
7.73-7.81 (m, 3H), 8.30-8.33 (m, 2H), 8.59-8.62 (m, 1H) -

= ¥ 5] 26

( 3-2-FL X A)-5-2- e A)-1-(4-F B X X)-1,2-= f b = -
2-8A
BRlERBTIZHNiE > FHBLLEMY -
'H-NMR (400 MHz, CDCl3); 8(ppm) 2.53 (s, 1H), 7.21-
7.24 (m, 1H), 7.36-7.79 (m, 10H), 8.28-8.32 (m, 2H), 8.59-
8.61 (m, 1H)
£ 56 5 27
/ 3-Q2-REE)-5-Q-mw R A)-1-(4-F A X E)-1,2-= & b
) % -2 -5

A3-2-FEA)-2-2-wbr A )-1-(4-F s X K )-1,2-= & ot
®-2-B50% % ZCH,CLEARIEF F > L2IH L&D EH
mT0%H £.i® X F £ 500% 5 | #H o 4o 48 o NaHCO3 K
FTERALBTE-KZF O FHRE KK - HE - RER
REMUEBERENE(LEBLE/TR 2)4L  Fx &
Bl g 2 ZEBILAMSE R °

'"H-NMR (400 MHz, CDCl;); 8(ppm) 3.11 (s, 3H), 7.24-
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7.28 (m, 1H), 7.50 (dt, 1H), 7.61-7.82 (m, 7H), 8.20 (d,
2H), 8.30-8.33 (m, 2H), 8.60-8.63 (m, 1H) °

£ 2% 4] 28
3-2-FER)5-Q-FTEvEw-3-%)-1-FX £ -1,2-= & ko -2-
&)

g1l FR2ALEH -
'H-NMR (400 MHz, CDCls); 8(ppm) 7.29 (d, 1H), 7.42-

7.57 (m, 6H), 7.65 (dt, 1H), 7.71 (d, 1H), 7.77-7.82 (m,

( 3H), 7.85 (d, 1H), 10.10 (s, 1H) °
£ % 529
3-2-REX)S5-Q-— BT ESD-3-£)-1-X E-1,2-= &b
wg -2-57

H#3-(2-F K K)S5-(2-FEvEsp-3-%)-1-KE-1,2-= 8w
w-2-BA20% % ~2M_ T B -w B kR R O0.1EFH -~ TEO.1
EA 2O A% B2EABZRRETERHISHNAR > W= &%
QA MEM208 X >0 AEHE3NHE - 2N NaOHK » R T
B LB 4R 0 AME UK fafo R B ARREF 0 UAMgSOu%
B REBEAEBAEY  RYUHUNHR B E R &L F a8
BRZEZRBILAHISE R

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.38 (t, 6H), 2.99-
3.20 (m, 4H), 4.57 (d, 2H), 7.07 (d, 1H), 7.40-7.58 (m, 8H),
7.60-7.67 (m, 2H), 7.77 (d, 1H), 7.87 (d, 1H) °
£ % 4] 30
3-2-REA)5-Q-BFrE % -3-%)-1-X £ -1,2-= & vk ox-2-
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&R

W3-k -5-(2-F EECE % -3-K)-1-K K -1,2-= R ook o -2-8
I0E A X W AR B2EHBERY » W= CEHBAEXAMHKEMNIO
EREHINE © H10% Na,CO3K > AL B BT A
R UK S afe R B Kk UMgSO %K - R B E KA
WG UBEREREH T FaEHRXIRAL
S M8E X o

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.86 (s, 2H), 7.11
(d, 1H), 7.33 (d, 1H), 7.42-7.54 (m, 6H), 7.60-7.65 (m, 1H),
7.75 (d, 1H), 7.76-7.79 (dd, 1H), 7.81-7.84 (dd, 1H), 7.91
(d, 1H) -

MS(ESI) : 385(MH")

£ 5% 31
3-2-REX)-S5-2-wbg K)-1-¥ X-1,2-= fiwbg-2-]
H3-(2-8 X K)-5-(2-mb g £)-2-(1H)-wt 2 BRI 46 E 3, #1

BE36E R A= AMBSE A AN WAk R2FFA > KA T fo
BER B LB Z40%TF XBERIATESL N EBEHI
N REBRBEBES  UHBENEZ(TH-TLHTER)
it > BRABEEMWIZE R -

'H-NMR (400 MHz, CDCl;); 8(ppm) 5.33 (s, 2H), 7.18
(ddd, 1H), 7.31-7.40 (m, 3H), 7.42-7.48 (m, 3H), 7.53 (dd,
1H), 7.64 (ddd, 1H), 7.68-7.79 (m, 3H), 8.18 (d, 1H), 8.30
(d, 1H), 8.56-8.60 (m, 1H) -

K 5 15 32
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3-2-f X A )-5-2-wb g A )-1-3-wb wg A )-1,2-= & wb & -2-
&R

# 3-8 -5-(2-mb e A& )-1-(3-mb we A )-1,2- = & ok ® -2- EF
530 BmA_F R FEAR200E FH > mmCsCO; 6.423%, ~ 2-(2-
S EA)132-— A M BELE3.69% ~ B = XA B4949%F R
HI20C HH 1 - RERAFNEEERE > WKETHKLT
» R MR S B Ak 0 A B AKMgSO 8 R 0 R R
BB BRREE  BRYMWUBBERENE(TKR-TET
BE A )it » B RERLEHVEZRALEMI’R -

3
mE

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.26 (m, 1H),
7.46-7.52 (m, 2H), 7.62 (dt, 1H), 7.66 (td, 1H), 7.74-7.81
m, 3H), 7.97 (ddd, 1H), 8.32 (s, 2H), 8.61 (ddd, 1H), 8.72
(dd, 1H), 8.80-8.81 (m, 1H) °

ESI-Mass; 351 [M"+H]

R AT TaplIZFTE > RKBEFTXR &R TFTisE
% o
£ ¥ %] 33
3-2-b R E)-5-Q-REX)-1-FA-12-— fw-2-]

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.35-7.40 (1H,
m), 7.49-7.64 (5H, m), 7.77-7.81 (2H, m), 7.86 (1H, dt),
7.96 (1H, d), 8.22 (1H, d), 8.51 (1H, d), 8.66-8.71 (2H,
m) °
£ 5 1 34
3-2-REX)5-C3-hw K)-1-X X-1,2-= fimboe-2-8
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'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.38 (dd, 1H), 7.45-
7.58 (m, 6H), 7.65 (ddd, 1H), 7.72 (d, 1H), 7.77-7.86 (m,
3H), 7.94 (d, 1H), 8.60 (dd, 1H), 8.79 (d, 1H) -

E % 9] 35
3-2-REXK)-5-(4-wbog K)-1-X K -1,2-= b g-2-8

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.44 (dd, 2H), 7.46-
7.58 (m, 6H), 7.66 (ddd, 1H), 7.81 (dd, 1H), 7.84 (d, 1H),
8.01 (d, 1H), 8.66 (dd, 2H) -
£ % %36
3-2-REE)-5-2-wrE)-1-X K -1,2-= fwbvx-2-5

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.26-7.59 (m, 7H),
7.62-7.72 (m, 3H), 7.76-7.80 (m, 2H), 7.82-7.84 (m, 1H),
7.86-7.88 (m, 2H) °

ESI-Mass; 374[M"+H]

T 5 5 37
3,5-= X K-1-2-mt® %K)-1,2-=— H nb=g-2-5

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.36-7.40 (3H,
m), 7.41-7.47 (4H, m), 7.52-7.56 (2H, m), 7.74-7.78 (2H,
m), 7.84-7.90 (2H, m), 7.98-8.01 (1H, m), 8.11 (1H, d),
8.61-8.63 (1H, m) °
£ % ]38
3-FXR-5--REX)1-2- = K)-1,2-=— K wb =2 -2-5

'"H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.34-7.40 (2H,

m), 7.40-7.50 (3H, m), 7.53 (2H, dd), 7.67 (1H, dt), 7.75-

0:\124\124400.DOC -111-



200815402

s

/v -

7.81 (2H, m), 7.83 (1H, d), 7.88 (1H, dt), 8.02 (1H, d), 8.15
(1H, d), 8.59-8.62 (1H, m) °

£ % # 39
3-2-REE)S-FE-1-Q2-wK)-1,2-= fiwbx-2-8

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.33-7.40 (2H,
m), 7.41-7.50 (3H, m), 7.54-7.59 (2H, m), 7.65 (1H, dt),
7.75 (1H, dd), 7.80 (1H, dd), 7.88 (1H, dt), 7.96 (1H, d),
8.03 (1H, d), 8.23 (1H, d), 8.60-8.64 (1H, m) °
£ %% 1] 40
3-2- R ER)5-Q- L ERA)-1-Q2-wb =z %X)-1,2-= f wt R -2-
&

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.36-7.40 (1H,
m), 7.45-7.51 (2H, m), 7.61-7.66 (1H, m), 7.66-7.71 (2H,
m), 7.75-7.80 (3H, m), 7.86-7.91 (2H, m), 8.05-8.09 (1H,
m), 8.34 (1H, d), 8.59-8.62 (1H, m) °
T 2 ) 41
3-2-fLEA)15-— K K-1,2-— ik R-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.32-7.37 (m, 1H),
7.41-7.56 (m, 10H), 7.63 (td, 1H), 7.69 (d, 1H), 7.77-7.82
(m, 2H), 7.98 (d, 1H) °

ESI-Mass; 349[M"+H]
£ %% ] 42
3-2-REE)S5-Q-FAEXE)1-XK-1,2-= Bk ®-2-8

'H-NMR (400 MHz, CDCl;3); &(ppm) 3.88 (s, 3H), 6.95-
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7.04 (m, 3H), 7.29-7.54 (m, 7H), 7.58-7.64 (m, 1H), 7.71
(d, 1H), 7.74-7.79 (m, 2H), 7.95 (d, 1H)

£ 3 ] 43
3-Q2-REX)S5-B4-—FREEXE)-1-FEK-1,2-= & wbw-2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.91(s, 3H), 3.94 (s,
3H), 6.92 (d, 1H), 7.00-7.02 (m, 1H), 7.04 (dd, 1H), 7.40-
7.59 (m, 6H), 7.60-7.68 (m, 2H), 7.76-7.79 (m, 1H), 7.82-
7.86 (m, 1H), 7.97 (d, 1H) °
E 2% 5] 44
3-2-RAEX)-S5-(E-3-%)-1-XK-1,2-=— FrR-2-W

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24 (dd, 1H), 7.35
(dd, 1H), 7.41 (dd, 1H), 7.43-7.56 (m, 6H), 7.63 (dt, 1H),
7.70 (d, 1H), 7.76-7.81 (m, 2H), 7.96 (d, 1H) °
£ % #] 45
3-2-REE)S5-Q-AREXEE)1-XEA-1,2-= Bt ®-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.16 (ddd, 1H), 7.23
(dt, 1H), 7.29-7.36 (m, 1H), 7.42-7.54 (m, 6H), 7.60-7.67
(m, 2H), 7.74-7.81 (m, 3H), 7.92 (dd, 1H) -
£ ¥ 5l 46
3-2-R X E)-5-CE9-2-£)-1-F 5-1,2-= At R-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.07 (dd, 1H), 7.17
(dd, 1H), 7.25-7.28 (m, 1H), 7.43-7.56 (m, 6H), 7.64 (dt,
1H), 7.72 (d, 1H), 7.74-7.80 (m, 2H), 7.93 (d, 1H) -
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F k5] 47
3-2-REA)-5-2A-1-G-wg £)-1,2-= f vt w-2-8
'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.32-7.39 (1H,
m), 7.41-7.47 (2H, m), 7.52-7.65 (2H, m), 7.73-7.80 (4H,
m), 7.94 (1H, d), 8.06-8.11 (1H, m), 8.20 (1H, d), 8.25 (1H,
d), 8.68 (1H, dd), 8.83 (1H, d) °
K 56 1] 48
3-Q2- R EA)5-C-% v FA)1-XK-1,2-= fnbwg-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 6.55 (dd, 1H), 7.42-
7.56 (m, 7H), 7.58 (d, 1H), 7.60-7.67 (m, 2H), 7.74-7.79
(m, 2H), 7.82 (d, 1H) »
T & 1] 49
3-2-REX)-5-Q-%h FA)1I-FEA-12- = f b ®-2-8
'H-NMR (400 MHz, CDCly); 8(ppm) 7.12-7.24 (m, 2H),
7.42-7.55 (m, 6H), 7.58-7.65 (m, 3H), 7.66 (d, 1H), 7.74-
7.77 (m, 2H) -
£ %% #5150
3-2- X E)5-QA-—FREBg-5-%)-1-F K-1,2-= §
vt o€ -2 - ER
'H-NMR (400 MHz, CDCl;); 8(ppm) 4.03 (s, 3H), 4.07 (s,
3H), 7.42-7.57 (m, 5H), 7.60-7.70 (m, 3H), 7.75-7.80 (m,
2H), 7.86 (d, 1H), 8.29 (s, 1H) °
T w51

3-2-REE)S-G-FREMZ-5-5)-1-%%-1,2-= H -
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2- &

'"H-NMR (400 MHz, CDCl;); 8(ppm) 3.92 (s, 3H), 7.30-
7.34 (m, 1H), 7.44-7.58 (m, 6H), 7.65 (ddd, 1H), 7.72 (d,
1H), 7.77-7.84 (m, 2H), 7.95 (d, 1H), 8.28-8.33 (m, 1H),
8.36-8.40 (m, 1H) °

F 5% 5] 52
3-2- R X E)5-Q-FARAEAEXE)1-G-wb g £)-1,2-= & wb
® -2- 8

'H-NMR (400 MHz, CDCl;); &(ppm) 3.89 (s, 3H), 7.00
(d, 1H), 7.03-7.08 (ddd, 1H), 7.35-7.40 (m, 2H), 7.46-7.51
(ddd, 1H), 7.63-7.72 (m, 2H), 7.72 (d, 1H), 7.77-7.80 (dd,
1H), 7.82-7.88 (m, 1H), 7.95 (d, 1H), 8.47-8.52 (d, 1H),
8.75-8.80 (m, 1H), 8.96 (brs, 1H) -

T 5 ) 53
3-Q2-REE)-5-2-FRE-5-C-REE)]-1-CB-wb = %)-1,2-
= £ vk w2 -2-8

'H-NMR (400 MHz, CDCls); 8(ppm) 3.97 (s, 3H), 7.12
(d, 1H), 7.41-7.50 (m, 2H), 7.54-7.62 (m, 3H), 7.62-7.68
(ddd, 2H), 7.70-7.80 (m, 4H), 8.03 (d, 1H), 8.32-8.38 (m,
1H), 8.71-8.76 (m, 1H), 8.93 (brs, 1H) °
£ ¥ B 54

3-(2- R EA)-5-(6-F A2t £)-1-K£-1,2-= Kt oz-
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.56 (s, 3H), 7.42-
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7.70 (m, 10H), 7.71-7.78 (m, 2H), 7.89-7.93 (m, 1H), 8.46-
8.54 (m, 1H) -
Bl Epl4zh ik REKBEF X AR TiAL
M o
4% 555
3-2-F A X K)-5-2-wbe K )-1-F A -1,2-= fwtog-2-89
'"H-NMR (DMSO-dg, 400 MHz); 8(ppm) 3.76 (3H, s), 7.00
(1H, dt), 7.09 (1H, d), 7.25-7.40 (3H, m), 7.46-7.60 (4H,
m), 7.76-7.84 (2H, m), 7.94 (1H, d), 8.23 (1H, d), 8.38 (1H,
d), 8.55-8.58 (1H, m) °
K % 1] 56
3-2-F R R R)-5-2-wb R E)-1-4- R KX HE)-1,2-= B ok -
2- &7 |
'"H-NMR (CDCl;, 400 MHz); 8(ppm) 3.82 (3H, s), 6.97-
7.05 (2H, m), 7.16-7.23 (2H, m), 7.24-7.32 (1H, m), 7.36
(1H, dt), 7.44 (1H, dd), 7.50-7.66 (2H, m), 7.74-7.90 (1H,
m), 8.02-8.08 (1H, m), 8.18-8.45 (2H, m), 8.58-8.64 (1H,
m) °
£ % 5] 57
3-2-RE K)-5-2-mbe K)-1-FX K -1,2-— H wt ®-2-5
'H-NMR (CDCls, 400 MHz); 8(ppm) 6.76-6.81 (2H, m),
6.86-6.91 (1H, m), 7.17-7.22 (2H, m), 7.26-7.75 (5H, m),
7.61 (1H, d), 7.78-7.86 (1H, m), 8.11 (1H, d), 8.41 (1H,
brs), 8.60-8.64 (1H, m) -
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E ¥ 5] 58
3-2-F A3 X XE)5--mwA)1-F EA-1,2-= H b r-2-8

'H-NMR (DMSO-dg, 400 MHz); &(ppm) 3.65 (3H, s),
7.28-7.32 (1H, m), 7.47-7.71 (8H, m), 7.78-7.86 (2H, m),
8.01-8.20 (1H, m), 8.33 (1H, d), 8.42 (1H, d), 8.58-8.60
(1H, m) -

5% 4] 59

3-3-FEABB EE)S-C-wbw K)-1-X K-1,2-= K wbe-
2-#

'H-NMR (DMSO-d¢, 400 MHz); S§(ppm) 2.65 (3H, d),
7.26-7.31 (1H, m), 7.40-7.45 (1H, m), 7.46-7.53 (5H, m),
7.53-7.59 (2H, m), 7.80-7.86 (1H, m), 7.96 (1H, d), 8.06-
8.12 (1H, m), 8.22 (1H, d), 8.37 (1H, d), 8.57-8.60 (1H,
m) °
£ % 1 60
3-2-F X A)-5-2-nrwE)1-XE-1,2-— Bk ®-2-8

'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 2.24 (3H, s),
7.22-7.34 (4H, m), 7.47-7.60 (5H, m), 7.78-7.84 (1H, m),
7.99 (1H, d), 8.21-8.24 (1H, m), 8.44-8.47 (1H, m), 8.55-
8.59 (1H, m) °
T 61
3-RX A -5-2-wE)-1-XK-1,2-= fiwb=g-2-8

'H-NMR (DMSO-d¢, 400 MHz); &8(ppm) 7.28-7.32 (1H,

m), 7.35-7.40 (1H, m), 7.41-7.47 (2H, m), 7.49-7.54 (2H,
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-

m), 7.56-7.60 (3H, m), 7.76-7.86 (3H, m), 8.02 (1H, dd),

8.42 (1H, d), 8.44 (1H, d), 8.58-8.61 (1H, m) -

F 2 1 62

3-(2-wb oz X)-5-2-mb® K )-1- K KX -1,2-= f wbog-2-8
'H-NMR (DMSO-ds, 400 MHz); &(ppm) 7.29-7.40 (2H,

m), 7.50-7.63 (5H, m), 7.80-7.88 (2H, m), 7.99 (1H, d),

8.50 (1H, d), 8.54 (1H, d), 8.62-8.66 (1H, m), 8.70-8.74

(1H, m), 9.31 (1H, d) -

£ 3 %) 63

3-3-£ X K)-5-2-n = E)-1-X K -1,2-— Hwbg-2-8
'H-NMR (CDCl;, 400 MHz); &(ppm) 7.24 (ddd, 1H),

7.46-7.66 (m, 8H), 7.78 (td, 1H), 8.10 (dt, 1H), 8.16 (t,

1H), 8.25 (d, 1H), 8.31 (d, 1H), 8.61-8.63 (m, 1H) -

£ % ) 64

3-(4-F X X)-5-2-wber K)-1-K K -1,2-— B mb=g-2-8
'H-NMR (CDCl;, 400 MHz); &(ppm) 7.22-7.26 (m, 1H),

7.47-7.60 (m, 6H), 7.70-7.78 (m, 3H), 7.95-7.98 (m, 2H),

8.26 (d, 1H), 8.33 (d, 1H), 8.61-8.63 (m, 1H) -

£ 3 51 65

3-3-fL X K)-5-2-wtg X )-1- X X -1,2-— i mbog-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.21-7.36 (m, 3H),

7.47-7.76 (m, 5H), 7.58-7.60 (m, 1H), 7.71-7.75 (m, 2H),

7.85 (m, 1H), 8.23-8.26 (m, 2H), 8.60-8.63 (m, 1H) -

ESI-Mass; 359[M"+H]
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E 3 %] 66
3-(4-fLEA)-5-Q-mbr A)-1-R K -1,2- = Rt R-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.22 (ddd, 1H),
7.37-7.41 (m, 2H), 7.44-7.60 (m, 5H), 7.72-7.80 (m, 3H),
8.12-8.16 (m, 1H), 8.21-8.25 (m, 2H), 8.62 (ddd, 1H) °
ESI-Mass; 359[M"+H]
F 5% 1] 67
3-2-wbog A )-5-2-wb g K )-1-X X -1,2-= f b g-2-8
'H-NMR (CDCl;, 400 MHz); §(ppm) 7.22-7.25 (m, 1H),
7.33-7.37 (m, 1H), 7.45-7.57 (m, 5H), 7.59-7.61 (m, 1H),
7.56 (td, 1H), 8.24-8.27 (m, 2H), 8.30 (d, 1H), 8.59 (dd,
1H), 8.61-8.63 (m, 1H), 8.95-8.96 (m, 1H) -
ESI-Mass; 326[M"+H]
£ % 4] 68
3-2-Be B A -3-mbw A)-5-Q2-mbg K)-1-FX K -1,2-= f k-
2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 5.46 (brs, 1H), 7.19
(ddd, 1H), 7.39-7.53 (m, 6H), 7.55-7.58 (m, 1H), 7.58 (brs,
1H), 7.71 (ddd, 1H), 7.82 (dd, 1H), 8.08 (d, 1H), 8.21 (d,
1H), 8.57 (dd, 1H), 8.59 (ddd, 1H) -
£ % ] 69
3-3-FAEXX)-5-2-wtg &)-1-F E-1,2-= fiwb®-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 3.84 (s, 3H), 6.92

(ddd, 1H), 7.20 (ddd, 1H), 7.31-7.38 (m, 2H), 7.42-7.55 (m,
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6H), 7.57-7.59 (m, 1H), 7.73 (td, 1H), 8.23 (d, 1H), 8.24 (d,
1H), 8.60 (ddd, 1H) -
ESI-Mass; 355[M"+H]
E 2% %70
3-(4-F A X X)-5-2-m e A)-1-X K -1,2-= F ot og-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 3.85 (s, 3H), 6.94-
6.98 (m, 2H), 7.20 (ddd, 1H), 7.42-7.55 (m, 5H), 7.57-7.60
(m, 1H), 7.73 (td, 1H), 7.77-7.8 (m, 2H), 8.18-8.20 (m, 2H),
8.59-8.20 (m, 1H) -
ESI-Mass; 355[M"+H]
) RN
3-(2- R X E)-5-2-mbe A)-1-FX K -1,2-= b g-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.13-7.22 (m, 3H),
7.31-7.59 m, 7H), 7.66 (td, 1H), 7.74 (td, 1H), 8.22 (dd,
1H), 8.29 (d, 1H), 8.58-8.60 (m, 1H) -
K 5 5] 72
3-3-f X X)-5-2-wbe K )-1-X X-1,2-— Gt =w-2-8
'H-NMR (CDCl;, 400 MHz); &(ppm) 7.03-7.08 (m, 1H),
7.21 (ddd, 1H), 7.35-7.63 (m, 9H), 7.74 (td, 1H), 8.23 (d,
1H), 8.27 (d, 1H), 8.59-8.62 (m, 1H) -
T ¥ 5 73
3-(4-REE)-5-Q-wbg X)-1-X X-1,2-= H b g-2-8
'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.08-7.14 (m, 2H),

7.21 (ddd, 1H), 7.44-7.60 (m, 6H), 7.74 (td, 1H), 7.78-7.83
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(m, 2H), 8.21 (d, 1H), 8.22 (d, 1H), 8.60-8.62 (m, 1H) -
E ¥ 1) 74
3-2-f X X)-5-2-m R E)-1-3-F R X E)-1,2-= 8wt R-
2-8

'H-NMR (CDCl;, 400 MHz); 8(ppm) 3.84 (s, 3H), 6.96-
7.01 (m, 1H), 7.04-7.11 (m, 2H), 7.17-7.23 (m, 1H), 7.26-
7.34 (m, 2H), 7.40 (dd, 1H), 7.46-7.53 (m, 2H), 7.54-7.58

(m, 1H), 7.73 (ddd, 1H), 8.14 (d, 1H), 8.29 (d, 1H), 8.57-

I
* 8.62 (m, 1H) -
75
3-2,4-— F R X A)5-Q-ww £)-1-FX K-1,2-= H ok ®R-2-
&
'H-NMR (CDCl;, 400 MHz); 8(ppm) 3.93 (s, 6H), 6.93
(d, 1H), 7.19-7.23 (m, 1H), 7.33 (dd, 1H), 7.41-7.57 (m,
6H), 7.58-7.60 (m, 1H), 7.74 (td, 1H), 8.19 (d, 1H), 8.22 (d,
{ 1H), 8.60-8.62 (m, 1H) °
(

ESI-Mass; 385[M"+H]
) ALY
3-(2-#.-3-nbw A )-5-Q2-wb g K)-1-X K -1,2-= i R-2-]
'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.20-7.28 (m, 2H),
7.44-7.56 (m, 5H), 7.56-7.60 (m, 1H), 7.75 (td, 1H), 8.19-
8.21 (m, 1H), 8.26 (ddd, 1H), 8.30 (d, 1H), 8.34 (t, 1H),
8.59-8.61 (m, 1H) °

ESI-Mass; 344[M"+H]

0:\124\124400.DOC - 121 -



200815402

L

s R
3-(4-F f A -3-mbog X )-5-Q2-mbw A )-1-X K -1,2-= fwb=g-
2- |

'H-NMR (CDCl;, 400 MHz); §(ppm) 3.98 (s, 3H), 6.80
(d, 1H), 7.22 (ddd, 1H), 7.44-7.59 (m, 6H), 7.72-7.77 (m,
1H), 8.15 (dd, 1H), 8.21 (s, 2H), 8.50-8.52 (m, 1H), 8.59-
8.62 (m, 1H) -

ESI-Mass; 356[M"+H]
£ % 4] 78
3-(6-R A -2-wbeog X)-5-2-wb g K )-1-F X -1,2-= H ok = -2-
&

'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 7.30-7.34 (ddd,
1H), 7.49-7.57 (m, 1H), 7.57-7.62 (m, 4H, 7.62-7.66 (dd,
1H), 7.82-7.87 (ddd, 1H), 8.02 (d, 1H), 8.39-8.43 (dd, 1H),
8.59-8.62 (m, 1H), 8.63 (d, 1H), 8.65 (d, 1H), 8.94-8.96
(dd, 1H) -
£ 51 79
3-(6-F & -2-mbog B)-5- X KX -1-3-wt = %)-1,2-= H wb=g-2-
&

'H-NMR (DMSO-dg, 400 MHz); &(ppm) 7.33-7.38 (m,
1H), 7.44 (d, 1H), 7.46 (d, 1H), 7.64 (d, 1H), 7.65 (d, 1H),
7.72-7.76 (dd, 2H), 8.07-8.11 (m, 1H), 8.30 (d, 1H), 8.34
(d, 1H), 8.42 (dd, 1H), 8.68-8.71 (dd, 1H), 8.82-8.84 (dd,
1H), 8.93-8.86 (dd, 1H) -

0:\124\124400.DOC -122 -



200815402

E 5% 1] 80
3-(2-f& -3-wb e K )-5-2-wb g K )-1-(3-F K X £)-1,2-= &
vt uZ -2 - &R

'H-NMR (CDCl;, 400 MHz); 8(ppm) 3.85 (s, 3H), 6.99-
7.10 (m, 3H), 7.20-7.31 (m, 2H), 7.40-7.47 (m, 1H), 7.58
(d, 1H), 7.76 (ddd, 1H), 8.18-8.23 (m, 1H), 8.23-8.32 (m,
2H), 8.32-8.37 (m, 1H), 8.58-8.64 (m, 1H) °
% 2 %) 81
3-2-F A A -3-mbeg £)-5-Q2-mbw K)-1-FX X -1,2-= R wb ok -
2- &

'"H-NMR (CDCl;, 400 MHz); 8(ppm) 3.98 (s, 3H), 6.96
(dd, 1H), 7.18-7.22 (m, 1H), 7.44-7.59 (m, 6H), 7.74 (dt,
1H), 7.90 (dd, 1H), 8.17 (dd, 1H), 8.25-8.28 (m, 2H), 8.58-
8.61 (m, 1H) -
£ 5% 9] 82
3-2-#.-3-mb® K )-5-2-mw K)-1-(4- R X E)-1,2-= fi b
wg -2 - A

'H-NMR (CDCl;, 400 MHz); §(ppm) 7.18-7.30 (m, 4H),
7.46-7.52 (m, 2H), 7.58 (d, 1H), 7.76 (ddd, 1H), 8.20-8.27
(m, 2H), 8.29 (d, 1H), 8.31-8.35 (m, 1H), 8.59-8.64 (m,
1H) - |
£ 7% 1] 83
3-(2-#.-3-wb o2 K )-5-2-mb g X )-1-(F®w-5-%)-1,2-= R wt
% -2-8
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'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.25-7.32 (m, 2H),
7.61 (d, 1H), 7.79 (ddd, 1H), 8.16-8.22 (m, 1H), 8.24-8.27
(m, 1H), 8.29 (d, 1H), 8.34-8.37 (m, 1H), 8.61-8.64 (m,
1H), 9.01 (s, 2H), 9.32 (s, 1H) »
£ 2% ) 84
3-(2-f,-3-mb e K )-5-2-wb g X )-1-(4-F E % £)-1,2-= &
v 92 -2 - EF

'H-NMR (CDCl;, 400 MHz); §(ppm) 2.53 (s, 3H), 7.20-
7.28 (m, 2H), 7.36-7.43 (m, 4H), 7.57 (d, 1H), 7.75 (td,
1H), 8.19-8.27 (m, 2H), 8.28 (d, 1H), 8.33 (t, 1H), 8.59-
8.61 (m, 1H) °

ESI-Mass; 390[M"+H]

K 7 1) 85
3-(2- R B -5-%)-5-2-h R A)-1-F X-12-= A wbR-2-87

'H-NMR (CDCl;, 400 MHz); 8(ppm) 6.67 (d, 1H), 7.21-
7.26 (m, 1H), 7.45-7.59 (m, 6H), 7.75 (td, 1H), 7.96 (dd,
1H), 8.14 (d, 1H), 8.26 (d, 1H), 8.32 (d, 1H), 8.62 (ddd,
1H) -

ESI-Mass; 342[M*+H]
K ¥ 15 86
3-(2-#.-3-wb e £ )-5-2-wt g K )-1-(4-F K A -3-nb =g £)-
1,2-= 8§ vt -2-8

'H-NMR (CDCl;, 400 MHz); 8(ppm) 4.00 (s, 3H), 6.88

(dd, 1H), 7.22-7.29 (m, 2H), 7.44-7.79 (m, 5H), 8.20-8.24
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P

(m, 1H), 8.27-8.29 (m, 1H), 8.33-8.36 (m, 1H), 8.61 (ddd,
1H) -
E 2% 7] 87
3-(2-#.-3-mbog K)-5-X X -1-3-wbsg X)-1,2-= £ wbo¥-2-8

'H-NMR (DMSO-d¢, 400 MHz); &(ppm) 7.31-7.37 (m,
1H), 7.41-7.48 (m, 2H), 7.52-7.66 (m, 2H), 7.71-7.76 (d,
2H), 8.06-8.10 (m, 1H), 8.16-8.28 (m, 4H), 8.66-8.70 (dd,
1H), 8.80-8.82 (d, 1H) -
% ¥ 17 88
3-(2- % -3-wb 2 K )-5-2-mb s £ )-1-3-R X % )-1,2-= £ wt
® -2- 5

'H-NMR (CDCl;, 400 MHz); 8(ppm) 7.17-7.33 (m, 5H),
7.48-7.55 (m, 1H), 7.56-7.61 (m, 1H), 7.76 (ddd, 1H), 8.20-
8.27 (m, 2H), 8.29 (dd, 1H), 8.32-8.35 (m, 1H), 8.59-8.63
(m, 1H) -
£ 6 ) 89
3-2-=— F R A -3-mbog X)-5-2-wber X)-1-X X-1,2-= fink
wg -2- &7

'H-NMR (CDCl;, 400 MHz); 8(ppm) 1.70 (s, 6H), 7.19
(ddd, 1H), 7.41-7.60 (m, 7H), 7.71 (td, 1H), 7.82 (d, 1H),
8.08 (d, 1H), 8.21 (d, 1H), 8.57 (dd, 1H), 8.58-8.60 (m,
1H) -

ESI-Mass; 369[M*+H]

Bl AT BBl TZ ik AR ATFTILAE W -
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E %% 4190
3,5-— X K-1-2-wbw X)-1,2-=— H vt o2 -2-81

'"H-NMR (400 MHz, CDCl3); 8(ppm) 7.33-7.40 (3H, m),
7.41-7.47 (4H, m), 7.54 (2H, dd), 7.76 (2H, dd), 7.86-7.90
(2H, m), 7.99 (1H, ddd), 8.11 (1H, d), 8.61-8.64 (1H, m) -
K #4591
3-2-R X A)5-2-mb e A )-1-4- A X A )-1,2-= F wb ' -2-
&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.18-7.25 (m, 3H),
7.44-7.55 (m, 3H), 7.59-7.67 (m, 2H), 7.72-7.81 (m, 3H),
8.27-8.33 (m, 2H), 8.58-8.63 (m, 1H) -
£ 5% 4] 92
3-Q-fL X A)-5-2-wb o A )-1-3-Ff X £)-1,2-= & wb =& -2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.15-7.25 (m, 2H),
7.28-7.36 (m, 2H), 7.44-7.54 (m, 2H), 7.58-7.68 (m, 2H),
7.72-7.82 (m, 3H), 8.28-8.33 (m, 2H), 8.57-8.63 (m, 1H) -
T ¥ 1 93
3-2-R X £)-5-2-x £)-1-4-R X £)-1,2-= fimb = -2-
&

'H-NMR (400 MHz, CDCl3); 8(ppm) 7.23-7.26 (m, 1H),
7.49 (dt, 1H), 7.61-7.86 (m, 9H), 7.28-7.30 (m, 2H), 8.60-
8.62 (m, 1H) -

£ 5 1) 94
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3-2-fL £ A)-5-2-mw A )-1-G-R X X)-1,2-= f ok ®-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.23-7.26 (m, 1H),
7.49 (dt, 1H), 7.61-7.89 (m, 9H), 8.30 (s, 2H), 8.60-8.62
(m, 1H) -
£ 4% 5] 95
3-(2- R K A)-5-2-mRA)1-(4-F RAEXE)-1,2-= B = -
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.86 (s, 3H), 7.02
(d, 2H), 7.21 (ddd, 1H), 7.42-7.80 (m, 8H), 8.29 (d, 1H),
8.31 (d, 1H), 8.58-8.60 (m, 1H) °
£ 3 #5196
3-2-fLER)5-2-me E)1-G-FARAEXE)1,2-= k-
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.85 (s, 3H), 6.95-
7.03 (m, 1H), 7.06-7.10 (m, 2H), 7.20-7.22 (m, 1H), 7.41-
7.81 (m, 7H), 8.31 (s, 2H), 8.59-8.61 (m, 1H) -

K ¥ 4] 97
32 A -5-2-mwE)-1-G-REH)-1,2-= Bt R-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.15-7.24 (m, 2H),
7.26-7.33 (m, 2H), 7.34-7.40 (m, 1H), 7.40-7.53 (m, 3H),
7.57-7.62 (m, 1H), 7.72-7.82 (m, 3H), 8.20-8.23 (m, 2H),
8.59-8.63 (m, 1H) -

B 51598
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3-X A -5-2-wbog X)-1-(4-A X X)-1,2-= B wb =g -2-5

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.18-7.24 (m, 3H),
7.34-7.39 (m, 1H), 7.40-7.45 (m, 2H), 7.46-7.52 (m, 2H),
7.57-7.61 (m, 1H), 7.72-7.77 (m, 1H), 7.77-7.82 (m, 2H),
8.19-8.23 (m, 2H), 8.59-8.62 (m, 1H) -

E %% 4 99
3-2- KX A)-5-2-wbw A )-1-(4- L X £ )-1,2-= £ b 52 -2-
&R
( 'H-NMR (400 MHz, CDCl3); 8(ppm) 7.16-7.24 (m, 3H),
7.29-7.35 (m, 2H), 7.45-7.54 (m, 4H), 7.56 (d, 1H), 7.70-
7.76 (m, 1H), 8.12 (d, 1H), 8.28 (d, 1H), 8.58-8.62 (m,
1H) -
T #4100
3-2-REX)-5-2-nwE)-1-4-F#@ X %)-1,2-= Bk ®-
2- &
[ '"H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.27 (m, 1H),
AN

7.48 (ddd, 1H), 7.60-7.69 (m, 2H), 7.72-7.82 (m, SH), 8.03-
8.09 (m, 2H), 8.29 (d, 1H), 8.33 (d, 1H), 8.58-8.62 (m, 1H),
10.10 (s, 1H) °
F 2% 101
3-2-REA)-5-2-wbmg X)-1-2-F 8 X £ )-1,2-= £ wb =z -
2-5

'H-NMR (400 MHz, CDCl;3); §(ppm) 7.20-7.25 (m, 1H),

7.44-7.52 (m, 2H), 7.61-7.70 (m, 3H), 7.73-7.83 (m, 4H),
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8.06 (dd, 1H), 8.31 (d, 1H), 8.36 (d, 1H), 8.57-8.60 (m,
1H), 10.05 (s, 1H) °

£ #4102

3-2-R A X)-5-2-w e E)-1-G-K X X)-1,2-= 8wk ®-2-
&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.21-7.25 (m, 1H),
7.43-7.50 (m, 4H), 7.55-7.58 (m, 1H), 7.59-7.68 (m, 2H),
7.73-7.81 (m, 3H), 8.27-8.31 (m, 2H), 8.58-8.62 (m, 1H) -

E ¥ ) 103
3-Q2-RER)5-2-mt g X)-1-3-F X K)-1,2-= H wb ®-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.43 (s, 3H), 7.20-
7.23 (m, 1H), 7.26-7.35 (m, 3H), 7.39-7.48 (m, 2H), 7.60-
7.66 (m, 2H), 7.72-7.81 (m, 3H), 8.31 (s, 2H), 8.58-8.61
(m, 1H) °
K % ) 104
3-2-fLERA)5-Q-mb A )-1-B-Z R F X E)-1,2-= & wt
® -2-5

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.25 (m, 1H),
7.47 (dt, 1H), 7.61-7.82 (m, 9H), 8.31 (s, 2H), 8.59-8.62
(m, 1H) -

T #4105
3-2-RERA)-5-2-mt o A )-1-(FE % -3-%)-1,2-= f ok ® -2-
&R
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'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.25 (m, 1H),
7.37-7.49 (m, 3H), 7.59-7.67 (m, 3H), 7.74-7.80 (m, 3H),
8.27 (d, 1H), 8.40 (d, 1H), 8.60-8.62 (m, 1H) -

T #5106
3-(2-R X E)-5-2-wbg X)-1-3-"c % F £)-1,2-= & b =2 -
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.83-6.86 (m, 1H),
7.19-7.26 (m, 1H), 7.48 (ddd, 1H), 7.52 (dd, 1H), 7.60-7.69
(m, 2H), 7.73-7.82 (m, 3H), 8.21 (d, 1H), 8.27-8.30 (m,
1H), 8.47 (d, 1H), 8.61-8.65 (m, 1H) -
£ 5% 4107
3-2-RE E)-5-2-t 2 £ )-1-(4-F % £)-1,2-= £ vt o2 -2-
&

'H-NMR (400 MHz, CDCl;); &(ppm) 2.41 (s, 3H), 7.18-
7.22 (m, 1H), 7.30-7.46 (m, 5H), 7.59-7.65 (m, 2H), 7.71-
7.80 (m, 3H), 8.29 (d, 1H), 8.31 (d, 1H), 8.58-8.60 (m,
1H) -

E % 4108
3-2- X A)5-Q-mb g A)-1-4-Z R TF X E)-1,2-= f wt
% -2- 5

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.25 (m, 1H),
7.48 (td, 1H), 7.61-7.82 (m, 9H), 8.30 (d, 1H), 8.32 (d, 1H),
8.59-8.61 (m, 1H) -

T 55109
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3-2-REA)5-2-m g K)-1-2-F &b g-5-%)-1,2-= &
k=g -2- &7

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.00 (s, 3H), 6.88
(d, 1H), 7.23 (ddd, 1H), 7.47 (td, 1H), 7.59-7.62 (m, 1H),
7.65 (td, 1H), 7.73-7.82 (m, 4H), 8.28-8.31 (m, 3H), 8.60
(ddd, 1H) -

ESI-Mass; 381[M*+H]

#4110
3-2-F 2 A)5-Q-mw A)-1-Q2-R X X)-1,2-= & wb5-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.26-7.35 (m, 2H),
7.52-7.58 (m, 2H), 7.64-7.71 (m, 2H), 7.72-7.85 (m, 5H),
8.51 (d, 1H), 8.68-8.72 (m, 1H), 8.77 (d, 1H) -

T2 111
3-2-RE A)-5-Q2-mb g A )-1-(E-5-%)-1,2-= R b ®-2-
&

'H-NMR (400 MHz, CDCl;3); §(ppm) 7.24-7.32 (m, 1H),
7.48-7.54 (m, 1H), 7.61-7.72 (m, 2H), 7.73-7.85 (m, 3H),
8.31 (d, 1H), 8.33 (d, 1H), 8.60-8.65 (m, 1H), 9.04 (s, 2H),
9.32 (s, 1H) ©
F M 112
3-2-fL 2 X)-5-2-wbw A)-1-[2-(wb B g-1-K)mb 2 -5-%K]-
1,2-= £ wb o2 -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.01-2.07 (m, 4H),

0:\124\124400.DOC -131-



200815402

.

3.49-3.52 (m, 4H), 6.44 (dd, 1H), 7.21 (ddd, 1H), 7.45 (td,
1H), 7.58-7.67 (m, 3H), 7.72 (dd, 1H), 7.76-7.88 (m, 2H),
8.23 (dd, 1H), 8.28 (dd, 2H), 8.59 (ddd, 1H) °

ESI-Mass; 420[M"+H]
£ % 5 113
3-2-REHE)5-2-wb o A)-1-[2-(4-F Kok ¥ -1-% )wb = -5-
x]-1,2-= it -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.57 (t, 4H), 3.63 (t,
4H), 3.57 (s, 2H), 6.70 (d, 1H), 7.21 (ddd, 1H), 7.25-7.38
(m, SH), 7.45 (td, 1H), 7.58 (d, 1H), 7.63 (td, 1H), 7.68
(dd, 1H), 7.73 (dd, 1H), 7.75-7.79 (m, 2H), 8.26-8.29 (m,
3H), 8.58-8.60 (m, 1H) °
£ 2 114
3-2-fL X2 A)5--nwA)1-Q-FARATCA Kb w-5-%)-
1,2-= & nk € -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.84-3.87 (m, 2H),
4.55-4.58 (m, 2H), 4.64 (s, 2H), 6.93 (d, 1H), 7.23 (ddd,
1H), 7.25-7.40 (m, 5H), 7.47 (td, 1H), 7.60 (d, 1H), 7.65
(td, 1H), 7.74-7.82 (m, 4H), 8.27 (d, 1H), 8.28 (d, 1H), 8.30
(d, 1H), 8.59-8.61 (m, 1H) °

ESI-Mass; 501[M*+H]
£ 54 115
3-2-f X X)-5-2-mbog X)-1-3-F A F A wbwg-5-%)-1,2-
— f wbwe-2-8
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'"H-NMR (400 MHz, CDCl;); 8(ppm) 4.64 (s, 2H), 4.66 (s,
2H), 7.23-7.26 (m, 1H), 7.26-7.38 (m, 5H), 7.48 (td, 1H),
7.61 (d, 1H), 7.68 (td, 1H), 7.74-7.81 (m, 3H), 7.95-7.98
(m, 1H), 8.29 (d, 1H), 8.32 (d, 1H), 8.61 (d, 1H), 8.69 (d,
1H), 8.72 (d, 1H) »

ESI-Mass; 471[M*+H]

116
3-2-REEX)-5-2-wtw X)-1-2-Z Bimbg-5-%£)-1,2- = &
vt o€ -2 - &7

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.41 (t, 3H), 3.23 (q,
2H), 7.23 (ddd, 1H), 7.29 (dd, 1H), 7.47 (td, 1H), 7.60 (dt,
1H), 7.65 (td, 1H), 7.72 (dd, 1H), 7.74-7.80 (m, 3H), 8.28
(d, 1H), 8.30 (d, 1H), 8.57 (dd, 1H), 8.60 (ddd, 1H) -

T H 117
3-2-fL X A)-5-2-wbme A )-1-(4-wb =g £ )-1,2-= £ wb =g -2-
&

'"H-NMR (400 MHz, CDCls); 8(ppm) 7.23-7.26 (m, 1H),
7.49 (td, 1H), 7.55-7.57 (m, 2H), 7.61 (d, 1H), 7.67 (td,
1H), 7.73-7.81 (m, 3H), 8.29 (d, 1H), 8.30 (d, 1H), 8.61
(ddd, 1H), 8.82 (d, 2H) -

ESI-Mass; 351[M"+H]

K #1118
3-2-REAE)5-2-mw A)-1-CG-F R A mboz-5-%£)-1,2-=
£, vt o -2- 8
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'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.91 (s, 3H), 7.22-
7.27 (m, 1H), 7.46-7.51 (m, 2H), 7.60-7.64 (m, 1H), 7.66
(ddd, 1H), 7.74-7.82 (m, 3H), 8.30 (d, 1H), 8.32 (d, 1H),
8.38 (d, 1H), 8.43 (d, 1H), 8.60-8.63 (m, 1H) -

T 119
3-2-fL X A)-5-2-mb o K )-1-2-8 T A A wb-5-%)-1,2-
= f bt -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.04 (brs, 1H), 3.97-
4.03 (m, 2H), 4.51-4.54 (m, 2H), 6.93 (d, 1H), 7.23 (dd,
1H), 7.47 (td, 1H), 7.61 (dd, 1H), 7.65 (td, 1H), 7.74-7.80
(m, 3H), 7.84 (dd, 1H), 8.27-8.30 (m, 3H), 8.61 (ddd, 1H) -

ESI-Mass; 411[M"+H]
¥ #] 120
3-2-RERA)5-2-mb g A)-1-2- b = -5-%)-1,2-= £ b
R -2-5

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.23-7.28 (m, 1H),
7.47-7.52 (m, 2H), 7.61 (d, 1H), 7.67 (t, 1H), 7.72-7.81 (m,
3H), 7.95 (dd, 1H), 8.28 (d, 1H), 8.30 (d, 1H), 8.59 (d, 1H),
8.61 (dt, 1H) °

ESI-Mass; 385[M"+H]
£ 2121
3-2-R X £)-5-2-wb o A )-1-[2-(4-F Aok " -1-K )b o€ -5-
A1-1,2-= # ot oz -2- B

'"H-NMR (400 MHz, CDCl3); 8(ppm) 2.37 (s, 3H), 2.54 (t,
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4H), 3.66 (t, 4H), 6.73 (d, 1H), 7.21 (ddd, 1H), 7.46 (td,
1H), 7.59 (d, 1H), 7.64 (td, 1H), 7.70 (dd, 1H), 7.72-7.79
(m, 3H), 8.27-8.29 (m, 3H), 8.58-8.60 (m, 1H) -

ESI-Mass; 449[M"+H]
£ % 5] 122
3-2-RERA)5-Q-m e A2)1-B-ZE=TEA-_FHwHERATF A
wh o -5-%)-1,2-= H vt 2 -2-5

'"H-NMR (400 MHz, CDCl3); 8(ppm) 0.13 (s, 6H), 0.95 (s,
9H), 4.85 (s, 2H), 7.24 (dd, 1H), 7.45-7.81 (m, 7H), 7.88 (s,
1H), 8.29 (d, 1H), 8.32 (d, 1H), 8.61 (dd, 1H), 8.68 (d,
1H) -

K % ] 123
3-2- R X X)-5-2-mbw £ )-1-2-Ambw-5-%)-1,2-= f »t
ug -2- &

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.11 (dd, 1H), 7.25
(ddd, 1H), 7.42-7.84 (m, 6H), 8.08 (ddd, 1H), 8.30 (t, 2H),
8.41 (dd, 1H), 8.61 (ddd, 1H) -

ESI-Mass; 369[M"+H]

T 124
3-2-R X E)-5-2- e £)-1-2-T A b we-5-£)-1,2-= £
ot o€ -2 - &7

'"H-NMR (400 MHz, CDCl;); 8(ppm) 1.36 (t, 3H), 2.91 (q,

2H), 7.23 (m, 1H), 7.33 (d, 1H), 7.47 (td, 1H), 7.60 (d, 1H),

7.65 (td, 1H), 7.73-7.80 (m, 3H), 7.86 (dd, 1H), 8.30 (d,
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1H), 8.31 (d, 1H), 8.60 (d, 1H), 8.68 (d, 1H) -
ESI-Mass; 379[M*+H]

T % 5 125

3-X A 5-2-wbr £)-1-Q-RERA)-1,2- = Fwb=z-2-8

'H-NMR (DMSO-d¢, 400 MHz); 8(ppm) 7.24-7.54 (6H,
m), 7.62-7.81 (4H, m), 7.93 (1H, dt), 8.11 (1H, d), 8.57
(1H, d), 8.69-8.72 (1H, m), 8.89-8.94 (1H, m) °
£ %% ) 126
3-2- R X A)-5-2-wbme £)-1-2-F L £ £)-1,2-= £ ok =¥ -
2-#

'"H-NMR (DMSO-dg, 400 MHz); §(ppm) 3.80 (3H, s), 7.12
(1H, t), 7.24-7.33 (2H, m), 7.44 (1H, dd), 7.49 (1H, dt),
7.59 (1H, dt), 7.71 (1H, d), 7.75-7.86 (2H, m), 7.90-8.00
(2H, m), 8.42 (1H, d), 8.47 (1H, d), 8.56-8.60 (1H, m) «

Bl AT L B & #132 &M A FXie ¥ -
£ % ] 127
3-XA-5-2-wbg £)-1-3-nbwg £)-1,2-= f wb ok -2-8

'H-NMR (400 MHz, CDCl;); &8(ppm) 7.23 (ddd, 1H),
7.36-7.50 (m, 4H), 7.60 (td, 1H), 7.75 (dd, 1H), 7.76-7.80
(m, 2H), 7.94 (ddd, 1H), 8.22 (d, 1H), 8.24 (d, 1H), 8.62
(ddd, 1H), 8.71 (dd, 1H), 8.75-8.79 (m, 1H) -

ESI-Mass; 326[M"+H]

K 5 5] 128
3-Q2-f X E)-2-wbor A )-1-3-wkmg £)-1,2-= k=2 -2-8
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'H-NMR (400 MHz, CDCl;); &(ppm) 7.23 (ddd, 1H),
7.31-7.36 (m, 2H), 7.41-7.51 (m, 3H), 7.56-7.59 (m, 1H),
7.75 (td, 1H), 7.96 (ddd, 1H), 8.15 (d, 1H), 8.30 (d, 1H),
8.60-8.62 (m, 1H), 8.69 (dd, 1H), 8.80 (d, 1H) -

ESI-Mass; 360[M*+H]

F % 4] 129
3-2-F & X A)-5-2-wb e £)-1-(3-wb & X )-1,2-= & w2 -
2-#A

'H-NMR (400 MHz, CDCl;); &(ppm) 3.84 (s, 3H), 6.98-
7.05 (m, 2H), 7.21 (ddd, 1H), 7.37 (td, 1H), 7.41-7.49 (m,
2H), 7.56 (d, 1H), 7.74 (td, 1H), 7.94-7.97 (m, 1H), 8.13 (d,
1H), 8.25 (d, 1H), 8.58-8.60 (m, 1H), 8.67 (dd, 1H), 8.79
(d, 1H) -

ESI-Mass; 356[M*+H]
£ 5% 4] 130
3-(2-F 8 vk % -3-%)-5-(2-wb 2 X )-1-3-wb = K )-1,2-= §
it o€ -2 - &7

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24-7.28 (m, 1H),
7.46-7.52 (m, 2H), 7.57 (d, 1H), 7.50-7.79 (m, 2H), 7.92-
7.96 (m, 1H), 8.24 (d, 1H), 8.30 (d, 1H), 8.61-8.63 (m, 1H),
8.74 (dd, 1H), 8.79 (d, 1H), 9.99 (d, 1H) -

T w131
3-(2,4-= £ X K )-5-(2-wb = K )-1-(3-mt =2 K )-1,2-= £ =t
® -2- 87
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'H-NMR (400 MHz, CDCls); 8(ppm) 7.22-7.25 (m, 1H),
7.32 (dd, 1H), 7.41-7.61 (m, 4H), 7.74-7.79 (m, 1H), 7.93-
7.96 (m, 1H), 8.15 (d, 1H), 8.29 (d, 1H), 8.59-8.63 (m, 1H),
8.69-8.72 (m, 1H), 8.79 (d, 1H) -

ESI-Mass; 394[M*+H]

£ 2 ) 132
3-Q2-Z R F X E)-5-2-w E)-1-3-wb g £)-1,2-= 8wk
uE -2 -8

( 'H-NMR (400 MHz, CDCl;); &(ppm) 7.22 (ddd, 1H),
7.44-7.56 (m, 4H), 7.59-7.63 (m, 2H), 7.72-7.78 (m, 1H),
7.94 (ddd, 1H), 8.04 (d, 1H), 8.30 (d, 1H), 8.59-8.61 (m,
1H), 8.69 (dd, 1H), 8.78-8.79 (m, 1H) -

ESI-Mass; 394[M"+H]

) 133 ,
3-(E % -3-%)-5-2-m o K)-1-3-wb g £)-1,2-= H vt ®-2-
&

C

'H-NMR (400 MHz, CDCl3); §(ppm) 7.24 (ddd, 1H), 7.39
(dd, 1H), 7.50 (dd, 1H), 7.60-7.63 (m, 1H), 7.65 (dd, 1H),
7.77 (td, 1H), 7.93 (ddd, 1H), 8.15 (d, 1H), 8.32 (dd, 1H),
8.44 (d, 1H), 8.62-8.64 (m, 1H), 8.72-8.73 (m, 1H), 8.77 (d,
1H) -

ESI-Mass; 332[M*+H]
£ 1% 5] 134
3-(1-ZE=TAB Ewb B -2-%)-5-(2-wb =2 X )-1-3-wt =€ X )-
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'H-NMR (400 MHz, CDCl;); 8(ppm) 1.47 (s, 9H), 6.25 (t,
1H), 6.36-6.34 (m, 1H), 7.21 (dd, 1H), 7.37 (dd, 1H), 7.43-
7.48 (m, 1H), 7.57 (d, 1H), 7.72-7.77 (m, 1H), 7.88-7.92
(m, 1H), 8.06 (d, 1H), 8.22 (d, 1H), 8.59-8.61 (m, 1H), 8.68
(dd, 1H), 8.76 (d, 1H) °

ESI-Mass; 415[M"+H]
£ 5% 4] 135
3-(2,6-= F X £)-5-2-wt = X )-1-3-wb = & )-1,2-= & b
" -2 - &

'H-NMR (400 MHz, CDCl;3); 8(ppm) 2.23 (s, 6H), 7.11-
7.27 (m, 3H), 7.45-7.55 (m, 3H), 7.65-8.02 (m, 2H), 8.20-
8.33 (m, 1H), 8.59-8.61 (m, 1H), 8.68-8.81 (m, 3H) °

ESI-Mass; 354[M"+H]

T % 41136
3-(3-z dh B X E)-5-2-m R A)-1-B-w ® £)-1,2-= & b
(

R’ -2- 8

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.08 (s, 3H), 7.21-
7.26 (m, 1H), 7.34 (d, 1H), 7.44-7.49 (m, 2H), 7.58-7.61
(m, 2H), 7.75 (td, 1H), 7.82 (brs, 1H), 7.86 (m, 1H), 7.89-
7.92 (m, 1H), 8.20-8.23 (m, 2H), 8.59-8.61 (m, 1H), 8.69-
8.71 (m, 1H), 8.77-8.78 (m, 1H) °

ESI-Mass; 383[M +H]
£ 2% 5137
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3-(2- R 7E 9 -3-%K)-5-(2-wb = X )-1-3-nb =g X )-1,2-= f wut
ug -2 -89

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.23-7.26 (m, 1H),
7.50 (dd, 1H), 7.61-7.74 (m, 3H), 7.79 (td, 1H), 7.91-7.94
(m, 1H), 8.36 (d, 1H), 8.57 (d, 1H), 8.60-8.61 (m, 1H), 8.74
(dd, 1H), 8.79 (d, 1H) -

ESI-Mass; 357[M"+H]
K 2 1] 138
3-2-RA-6-F AR EA)5-2-wb R A)-1-3-wb ® £)-1,2-=
B, vk -2-59

'H-NMR (400 MHz, CDCl;); §(ppm) 3.82 (s, 3H), 7.18-
7.27 (m, 2H), 7.35-7.38 (dd, 1H), 7.43-7.50 (m, 2H), 7.60
(d, 1H), 7.74-7.80 (ddd, 1H), 7.98-8.02 (m, 1H), 8.16 (d,
1H), 8.35 (d, 1H), 8.59-8.62 (m, 1H), 8.67-8.72 (dd, 1H),
8.83 (d, 1H) -
£ %% ) 139
3-(2-#,-3-wb =g X)-5-(2-nb € X )-1-(3-wb =2 X )-1,2-= § wt
wg -2-8A

'H-NMR (400 MHz, CDCls); 8(ppm) 7.21-7.29 (m, 2H),
7.45-7.52 (m, 1H), 7.59 (d, 1H), 7.78 (dt, 1H), 7.91-7.95
(m, 1H), 8.19-8.25 (m, 2H), 8.30 (d, 1H), 8.35 (t, 1H),
8.60-8.63 (m, 1H), 8.70-8.73 (m, 1H), 8.79 (d, 1H) -

Bl AT BBl 15> &M R FTxibs 4 o
£ ¥ 1) 140
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3-2- B X E)-5-Q2-wg A)-1-FX K -1,2-= fiwbe-2-8
'"H-NMR (DMSO-dg, 400 MHz); 8(ppm) 7.17 (1H, brs),
7.26-7.31 (1H, m), 7.40-7.64 (10H, m), 7.82 (1H, dt), 7.96
(1H, d), 8.21 (1H, d), 8.36 (1H, d), 8.56-8.59 (1H, m) °
AT E®H18 &R FiLdH -
K 5] 141
3-2- X A)-5-2-wbr K)-1-X X -1,2-= B b R-2-8
'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 6.87-6.93 (2H,
m), 7.22 (1H, dt), 7.30 (1H, ddd), 7.38 (1H, dd), 7.48-7.60
(5H, m), 7.82 (1H, dt), 7.99 (1H, d), 8.41 (1H, d), 8.45 (1H,
d), 8.57-8.60 (1H, m), 9.43 (1H, s) °
T 3 ) 142
3-2-8 2 A)-5-2-hw A )-1-(4- R X K )-1,2-= K ot % -2-
&R
'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 6.86-6.93 (2H,
m), 7.22 (1H, dt), 7.30 (1H, ddd), 7.36-7.44 (3H, m), 7.62-
7.68 (2H, m), 7.83 (1H, dt), 7.98 (1H, d), 8.40 (1H, d), 8.45
(1H, d), 8.57-8.60 (1H, m), 9.40 (1H, s) -
K % 4] 143
3-2-f X £)-5-2-mbw A )-1-3-8 X £)-1,2-= £ ok = -2-
&R
'H-NMR (400 MHz, CDCl3); 8(ppm) 6.71-6.76 (m, 1H),
6.85-6.91 (m, 2H), 7.19-7.34 (m, 4H), 7.41-7.50 (m, 2H),

7.56 (d, 1H), 7.74 (ddd, 1H), 8.17 (d, 1H), 8.23 (d, 1H),
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8.58-8.62 (m, 1H) °

Bl AT F s 19 &R A TFilLs Y -
£ ¥ 1] 144
3-2-f EA)-5-Q-mb g X)-1-G-—FERCAEXE)12-= &
ot o€ -2 - EF

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.89 (s, 6H), 3.41 (t,
2H), 4.54 (t, 2H), 6.99-7.04 (m, 1H), 7.13 (dd, 1H), 7.14-
7.18 (m, 1H), 7.21 (ddd, 1H), 7.30-7.35 (m, 2H), 7.43-7.51
(m, 3H), 7.58 (d, 1H), 7.74 (ddd, 1H), 8.15 (d, 1H), 8.28 (d,
1H), 8.59-8.62 (m, 1H) °
K 56 18] 145
3-2-f EA)5-Q-g A)-1--—FHEAAEE)1,2-= &
ot =g -2 - &R

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.98 (tt, 2H), 2.26
(s, 6H), 2.46 (t, 2H), 4.06 (t, 2H), 6.97-7.03 (m, 2H), 7.19
(ddd, 1H), 7.28-7.33 (m, 2H), 7.39-7.44 (m, 2H), 7.46-7.51
(m, 2H), 7.53-7.58 (m, 1H), 7.72 (ddd, 1H), 8.12 (d, 1H),
8.28 (d, 1H), 8.58-8.61 (m, 1H) °
£ 5 1 146
3-2-FEA)5-Q-b e A)-1-G-—FHAALEE)1,2-= &
ot =g -2 - B

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.96 (tt, 2H), 2.25
(s, 6H), 2.44 (t, 2H), 4.05 (t, 2H), 6.95-7.01 (m, 1H), 7.04-

7.11 (m, 2H), 7.17-7.24 (m, 1H), 7.28-7.35 (m, 2H), 7.36-
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7.43 (m, 1H), 7.45-7.53 (m, 2H), 7.56 (d, 1H), 7.73 (ddd,
1H), 8.14 (d, 1H), 8.29 (d, 1H), 8.58-8.63 (m, 1H) -

Bl AT ML B #1210 &R A FiLba 4 -
B ¥ Bl 147
3-2-88 F A A)-5-2-mwE)-1-K X -1,2-— H ot ®-2-5

'H-NMR (DMSO-dg, 400 MHz); 8(ppm) 4.46 (2H, d), 5.04
(1H, t), 7.24-7.60 (10H, m), 7.78-7.84 (1H, m, 7.96-8.00
(1H, m), 8.25 (1H, d), 8.45 (1H, d), 8.55-8.59 (1H, m) °
F %% 1) 148
3-2- X A)5-2-wbw A )-1-4-8 F XX )-1,2-= f nb e -
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.81 (t, 1H), 4.78 (d,
2H), 7.19-7.24 (m, 1H), 7.46 (ddd, 1H), 7.51-7.55 (m, 4H),
7.59-7.66 (m, 2H), 7.72-7.80 (m, 3H), 8.28-8.32 (m, 2H),
8.58-8.61 (m, 1H) -
£ 2 %) 149
3-Q2-REX)5-2-mbw £)-1-2-8 F £ £)-1,2-= H wb -
2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.35 (dd, 1H), 4.52
(dd, 1H), 4.62 (dd, 1H), 7.21-7.24 (m, 1H), 7.35 (dd, 1H),
7.46-7.57 (m, 3H), 7.60-7.69 (m, 3H), 7.72-7.81 (m, 3H),
8.26 (d, 1H), 8.36 (d, 1H), 8.58-8.62 (m, 1H) -

Bl AT 3L B 26 %22 > & m A F i 4 4 -
£ #5150
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3-2-R X A)5-C-mb e A)-1-4-RTF X E)1,2-= Rk =-
2-8A

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.84 (s, 2H), 7.23
(ddd, 1H), 7.47 (ddd, 1H), 7.49-7.54 (m, 2H), 7.55-7.63 (m,
3H), 7.65 (ddd, 1H), 7.73-7.81 (m, 3H), 8.28-8.32 (m, 2H),
8.58-8.62 (m, 1H) °
£ 36 4] 151
3-2-R K £)-5-2-mRE)1-C-RF X5)-1,2-= b ®-
2- A

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.81 (d, 1H), 3.91
(d, 1H), 7.24 (ddd, 1H), 7.39-7.44 (m, 1H), 7.46-7.58 (m,
3H), 7.62 (d, 1H), 7.64-7.71 (m, 3H), 7.73-7.81 (m, 2H),
8.22 (d, 1H), 8.34 (d, 1H), 8.59-8.63 (m, 1H) -
'ﬂﬁﬁ?%mm’%ﬁuT&%%o
T #4152
3-2-R X A)5-Q-mt A)-1-2-Z Hm A b g-5-%)-1,2-
= B vk wg -2-58

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.36 (t, 3H), 3.47 (q,
2H), 7.26-7.29 (m, 1H), 7.51 (td, 1H), 7.63 (d, 1H), 7.68
(td, 1H), 7.71-7.82 (m, 3H), 8.23-8.29 (m, 2H), 8.31-8.33
(m, 2H), 8.61-8.63 (m, 1H), 8.97-8.98 (m, 1H) -

ESI-Mass; 443[M"+H]
T 153
3-(2-#-3-mb ok A )-5-2-wk R K )-1-(4-F s 8 £ X £)-1,2-
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SN

= f wb g -2-8

'H-NMR (400 MHz, CDCl;); §(ppm) 3.11 (s, 3H), 7.24-
7.30 (m, 2H), 7.60 (d, 1H), 7.75-7.80 (m, 3H), 8.12 (t, 1H),
8.14 (t, 1H), 8.17-8.24 (m, 2H), 8.30 (d, 1H), 8.35 (t, 1H),
8.61-8.63 (m, 1H) -

ESI-Mass; 422[M"+H]

Bl AT B 29 &M R TS 4 -
K ¥ 154
3-Q-—F BT EE)S5-Q-mtw X)-1-X X-1,2-= f wb=g-2-
&R

'H-NMR (DMSO-dg, 400 MHz); §(ppm) 2.06 (6H, s), 3.37
(2H, s), 7.25-7.39 (4H, m), 7.44-7.61 (6H, m), 7.81 (1H,
dt), 7.96 (1H, d), 8.24 (1H, d), 8.43 (1H, d), 8.55-8.58 (1H,
m) °
F ¥ 4] 155
3-2-fLEA)5-Q2-ubg £2)-1-Q-—F BT X X)-1,2-— &
®-2-5

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.16 (s, 6H), 3.30
(d, 1H), 3.46 (d, 1H), 7.18-7.23 (m, 1H), 7.34-7.38 (m, 1H),
7.40-7.49 (m, 3H), 7.55-7.66 (m, 3H), 7.70-7.79 (m, 3H),
8.21 (d, 1H), 8.37 (d, 1H), 8.58-8.61 (m, 1H) °
£ 5 4] 156
3-Q-fLEA)S5-Q-brE)1-U-—FRETF EL)1,2-= F b
% -2-5
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SN

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.28 (s, 6H), 3.49 (s,
2H), 7.22 (ddd, 1H), 7.43-7.49 (m, 5H), 7.59-7.66 (m, 2H),
7.72-7.81 (m, 3H), 8.30 (d, 1H), 8.33 (d, 1H), 8.58-8.61 (m,
1H) -
£ 5% 4157
3-Q2-fLERA)5-(6-— BT A-2- b E)-1-XK-12-= &
ot =Z -2 -8R

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.49 (6H, t), 3.10-
3.33 (4H, m), 4.36 (2H, brs), 7.46-7.60 (7H, m), 7.63-7.68
(2H, m), 7.79-7.89 (3H, m), 8.28 (1H, d), 8.39 (1H, d) -

FlATl F w31 &R TilEH -

% #5158
3-2-fEE)5-Q-br A)-1-X T A-1,2-= ok ®-2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 3.18 (t, 2H), 4.33 (t,
2H), 7.19 (ddd, 1H), 7.22-7.34 (m, 3H), 7.39 (d, 1H), 7.43-
7.50 (m, 3H), 7.62-7.74 (m, 4H), 7.96 (d, 1H), 8.18 (d, 1H),
8.56-8.60 (m, 1H) -

T #4159
3-2-FL X £)-1-2-wb ® £ )-5-2-wt = £ )-1,2-= 8§ b =€ -2-
&

¥ 1-(2-wb w2 & )-5-(2-mb s & )-3-78 -1,2-= & vk =% -2-8A
0.05% ~2-(2-8 X £)-132-— A MEKBE0.04% ~ B = X3
4202% ~CsCO; O.IAZRAMN_FEATFEEF » No,X
A TFI120C #8208 « AUAFHE > UK LEHR > FH#&
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B oAk ~tafo REBKEFR > UAMgSO R - RERE X
W29 uUuwBERAERN (B TE/T KR=3
b 1FaEeh RXIZHMIE640.045% -

L 1) s

'H-NMR (400 MHz, DMSO-d¢); §(ppm) 7.33 (dd, 1H),
7.56-7.64 (m, 2H), 7.75 (d, 1H), 7.78-7.83 (m, 1H), 7.84-
7.90 (m, 2H), 7.95 (d, 1H), 8.00 (d, 1H), 8.07 (dt, 1H), 8.50
(d, 1H), 8.61 (d, 1H), 8.70 (d, 1H), 8.83 (d, 1H) °

K #4160
C 1-Q-REX)-3-2-wbr £)-5-X X -1,2-=— i wt=g-2-]
W 3-(2-mb w2 FK)-5-FX A 2(IH)mb g 81 0.265%, 2 — F A F
BB SE S AR F MNaHCO; 0.04% ° 1549 1% > #2-R ¥ M
0.15% 2 Cul 0.103% Au 7 & & » »1007TC B 2L 4% # 2/ 8 -
HEFER > UAKXKHE ULHBLEHR  FAHREUAK @
Fo R B Kk tE 0 MAMESO M » REMBMMBEHR - REH X
BB EREENE(LBLE/THEL: 2)4i > FXFTERK K
( Z ZAILAEH0.035% -

'H-NMR (400 MHz, DMSO-d¢); &8(ppm) 7.34-7.42 (m,
2H), 7.45-7.50 (m, 2H), 7.70-7.78 (m, 3H), 7.84-7.90 (m,
2H), 7.96 (dt, 1H), 8.11 (d, 1H), 8.31 (d, 1H), 8.47 (dd,
1H), 8.71-8.74 (m, 1H), 8.88 (d, 1H) °
T w4 161
1- 22 3-(1-X 2 T -2-£)-5-2-wb g £)-1,2-= & wb =g -2-
&R

W3- 1-R A S-(mbog-2-24)-1,2-= A b w -2-81 100 %
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No KR TF ~S0CHEH R - RERESEM Y BENTHRTE-

Ko AEEKE ~8KE - REZL RGO RAYTBEERE

ME(LEBELE/CR )it BRE2ALCLEMTER °
'H-NMR (400 MHz, CDCl3); 8(ppm) 7.22 (dd, 1H), 7.33-

7.35 (m, 3H), 7.46-7.60 (m, 8H), 7.75 (dt, 1H), 8.26 (d,

1H), 8.34 (d, 1H), 8.60 (ddd, 1H) -

F 5% 4] 162

5-(5-Z & R A wbeg-2-K)3-2-fEA)1-X E-1,2-= F, wb

% -2-8

(162a)3-(2- & X H )-1-K K -5-(

I
A
._.‘
&
&
v
x
I
\I;dk

nb oE -2 - 87

5B -3-(2-REA)1-XA-1,2-=— K ab=g-2-85.50% ~
= THHA55% - B = X MLI0T7TE L = F X60%
F RN, AR T ~120C#H#40n - REZA WA B %
RN E(LEHB CE /TR 21t > FR2BILAEM3.42F%

'H-NMR (400 MHz, CDCl3); 8(ppm) 0.90 (t, 9H), 1.07-
1.11 (m, 6H), 1.30-1.39 (m, 6H), 1.52-1.60 (m, 6H), 7.29
(d, 1H), 7.39-7.47 (m, 5H), 7.49-7.52 (m, 2H), 7.60 (d, 1H),
7.71-7.75 (m, 2H) -

(162b)5-(5-2 & A A wbox -2-2)-3-(2-F K A )-1- KX 3% -

1,2-= @ v g -2-%R

BI3-Q2-BEXA)-1- XA S (ZETHHRA)1,2-= & ot oz -
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2-BA3.42% ~5-LEE A A -2-R b 1.57% 0 B = K B 42352
EH A =F XKA0EFF 0 PN, KK > 120C F #H#8.5/]
B o RERADUB 2R E(CHRLE/TK A2)&&
b > 13RS HMISIE KL -

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.36 (s, 3H), 7.44-
7.56 (m, 6H), 7.62-7.68 (m, 3H), 7.77-7.80 (m, 2H), 8.27
(d, 1H), 8.28 (d, 1H), 8.40 (dd, 1H) -

B #4163
( 3-(2-f X A)-5-G-B At w-2-%)-1-FK £ -1,2-= £ wb®-2-
&R
W5-(5-C B A A mbow-2-%)-3-2-RFK)1-XK-1,2-=

Eook o2 -2-819538 % ~ K,CO3 192F #, w FEESOZE A > 2
TR0 > B FESOES > NA0CHHFISY - R E
RAMUNTLBELEHRE UFBBE  RKRRBRBRE X
LR -FTE AR L #BEALEHT6E R -

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.19 (dd, 1H),
7.49-7.52 (m, 1H), 7.55-7.61 (m, 5H), 7.71 (dd, 1H), 7.78
(dt, 1H), 7.82 (d, 1H), 7.93 (dd, 1H), 8.14 (d, 1H), 8.34 (d,
1H), 8.37 (d, 1H) °
T % 5 164
3-2-fLER)1-X A 5--FrwE)-1,2-=— it g-2-8

4% 4& Tetrahedron 50 (1), 275, (1994)% # 2 2-= T 4 & =
63 % ~ 5-8-3-2-F 2 A)1-FA-12- = Rutrw-2-FA50%
B OBZEBESEANMAFR2EH 0 ANLRXAT
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1200 8% — R - RERAWUAB LB E(LBTE/
TR ARSI FRBIEEHIOE R -

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.15 (t, 1H), 7.44-
7.54 (m, 6H), 7.64 (dt, 1H), 7.72-7.78 (m, 2H), 8.70 (s,
1H), 8.71 (s, 1H), 8.72 (d, 1H), 8.76 (d, 1H) °

T 5% 15 165
3-2-8 A mbog-6-K)-1-KE-5-Q2-wbg £)-1,2-= f wb R -2-
&R

B3-(2-F A A wbee-6-4)-1-K A-5-2-nk=g £)-1,2-= &
whoz -2-820% % A SN HClL 3 ¢ > Ao 2@ 3/ 85 >
B mEHCI 0.5EFA#HBHIIE - RERASHRBIRE 0 A
LBk REMWMFREAILEY

'H-NMR (400 MHz, DMSO-d); 8(ppm) 6.44 (d, 1H), 7.08
(brs, 1H), 7.47 (dd, 1H), 7.52-7.62 (m, 6H), 8.02-8.06 (m,
1H), 8.18 (d, 1H), 8.62 (d, 1H), 8.68 (dd, 1H), 8.82 (dd,
1H) -
£ 5% 1] 166
1-2-Be £ A vkt -6-%)3-2-REX)-5-2-mbw £)-1,2-=
£, vt % -2- 59

B1-(3-B X K)-3-2- R X E)5-2-m g A)-1,2-= A
w2 -2-B150% % - R AL B EMBELMNTLEH2EA T » N F
B HINES > Br, 0022 H 0 BHIINEF - RER S
MBENTEBTE T R20% K,CO;KkBER P - FHE K
s B RBER o RYWUBEREEWNE(LETE/
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N

T AL > FRBILEHSIBER °

'H-NMR (400 MHz, CDCl;); 8(ppm) 5.37 (brs, 1H), 6.76
(d, 1H), 7.20-7.24 (m, 1H), 7.41-7.80 (m, 8H), 8.28-9.40
(m, 2H), 8.59-8.61 (m, 1H) °
£ 5 5 167
1,3-— % £ 4-FA-5-2-wbsg X)-1,2-=— fi b2 -2-8

RAEEH 4S5 6REHBI2 B2,5-=8-4-F Bt =
BEZBIESM(EER2T%) -

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.10 (s, 3H), 7.27
(ddd, 1H), 7.30-7.51 (m, 12H), 7.76 (ddd, 1H), 8.66-8.70
(m, 1H) -

T #5168
1-% & -3-[N-(N'- % & Bk £)]-5-(2-»b 2 % )-1,2-= H wb®-
2-8

3 A-1-XA-5-2-wbe K)-1,2-— At R-2-BA50% R
HESB®AEEELAEANE Ak HIESS > N EREH2D
o N60CHBH2)H - RERNAZERK > WMIBE
RAFAZE S HBERALEHIOER -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.03-7.14 (m, 3H),
7.17-7.33 (m, 4H), 7.38-7.44 (m, 2H), 7.45-7.50 (m, 2H),
7.59 (br s, 1H), 7.68-7.76 (m, 2H), 8.02 (d, 1H), 8.54-8.57
(m, 1H), 8.58 (br s, 1H), 9.00 (d, 1H) -

F 5 1] 169
- E-1-E A -5-Q2-wbog K)-1,2-— fiwbE-2-8
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AE3-mA-1-KXEA-5-2-mbw K)-1,2-— G b g -2-8A30%F %
BAHWCH,Cl, 1EARRRIEHN » AL T HEABRIOE
RONEERHE R - RERBR > NLHLLEHE > X
£ Fo NaHCO; K 2% © H # B A MgSO,% Jk % » A NH#® B
WE(LBLE)SIL RLBLBE-CRARBEER AL AMA
zZRER FRALEMISE R °

'H-NMR (400 MHz, CDCls); &§(ppm) 7.23 (ddd, 1H),
7.47-7.60 (m, 8H), 7.70-7.80 (m, 2H), 7.95-8.00 (m, 2H),
8.12 (d, 1H), 8.57-8.61 (m, 1H), 9.28 (d, 1H), 9.35 (br s,
1H) -

T w170
3-F mA-1-%2 A -5-2-wbg £)-1,2-=— B b ®-2-59

W3- A -1-X A5 A)-1,2-Z R b ®R-2-8A40%E R

#NaOH 10E S i F XIEF P > HTOCH T F KX K30

ZH oo BMHIONK o BBRISE RERWNAEZZER
% ALBTLEHE UK - RBARARF - FHRE XN
MgSO, ¥ $ % > ANH® B B # 2 (L ®H LB /T ik 2 )&

b » FRBIEESHIZER -

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.48 (d, 2H), 5.60
(br t, 1H), 6.86 (d, 1H), 7.15 (ddd, 1H), 7.26-7.32 (m, 1H),
7.34-7.40 (m, 2H), 7.40-7.56 (m, 9H), 7.66 (ddd, 1H), 8.55-
8.58 (m, 1H) e
£ 5% 4171
3-2-FEA)1-BRAS5-Q-mwh)-1,2-= f b -2-8
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ML 3-8 -5-(2-nb ok & )-1,2-= A ok 2 -2-812.005% B B #H o
By E A ERARKS 4% BK,CO; 550028 A EMEN-JR
At o F3-38-1-38 % A -5-(2-0k ok £ )-1,2-= & ot wE -2-8A
506 % 0 BARE B2 BIS0OE L FRALEHI20E
'ﬁJ 0
'H-NMR (400 MHz, CDCl;); 8(ppm) 1.73-2.02 (m, 6H),
2.23-2.35 (m, 2H), 5.37 (quintet, 1H), 7.20 (ddd, 1H), 7.45
(ddd, 1H), 7.57 (d, 1H), 7.64 (ddd, 1H), 7.70-7.79 (m, 3H),
(' §.11 (d, 1H), 8.36 (d, 1H), 8.59-8.63 (m, 1H) -
£ 4 5 172
1-(3-[I- (YA B A)RrR-4-A-A AR E}-3-2-REXE)-5-
(2-7b w2 & )-1,2-= £ ok 9 -2-8A
AR 2 EHB6MARZI-H-1-G-F &KE)S5-Q2-w=
A)-1,2-= B b ®-2-81.02% » REHH 18 F3-18-1-(3-

g % A )-5-(2- R A)-1,2-= Rt ®-2-800.99% ° # K&
C N Ak H30EAANN-FRAP@BBEIOEF > = XM
 152% CN-Y AR A-4RRBII6CH AATHTHBA=

B = LB Z40%F X%:‘&Z.SZ% R EBRBEH KR o R
BEBERRE®R A BERENZ(TCHRLE/T )& >
B 1-{3-[N-(¥ s A)kg-4- K- AKX EX)}-3-B-5-2- =
A)-1,2-— B b ®-2-800.98% - A% A RIAESHKRT %
#32° 132 AMILESH0.855% o

'"H-NMR (400 MHz, CDCl;); 8(ppm) 1.73-1.87 (m, 2H),

1.88-2.02 (m, 2H), 3.43-3.52 (m, 2H), 3.70-3.80 (m, 2H),
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4.50-4.58 (m, 1H), 5.14 (s, 2H), 6.98-7.02 (m, 1H), 7.06-
7.11 (m, 2H), 7.22 (dd, 1H), 7.30-7.38 (m, 5H), 7.40-7.49
(m, 2H), 7.60 (ddd, 1H), 7.64 (ddd, 1H), 7.72-7.80 (m, 3H),
8.29 (d, 1H), 8.31 (d, 1H), 8.58-8.61 (m, 1H) -

% 4173
3-Q2-REE)5-Q-mwE-1-LE)-1-F X -1,2-= H b R-2-

&R
H3-2-F X A)-5-Q-mbe A )-1-X K -1,2-= & w9z -2-5
( 1.00% A MM A H30F H 1% > m60%K KB XK F #0099

XM EBBHELNNE > B w60%M RAiBRKTFEKLOOSL
#H30% o R ER T mIN NaOHAK E RSOZEFH > R TLE T
Bedh 42 - A E R4 fo R B KK 0 & AKMgSOs5 8k >
BB THBMRER RYEVELBLE-LRRYELEL >
EAILESHO0.465 °

'H-NMR (400 MHz, CDCly); 8(ppm) 7.21-7.27 (m, 1H),
7.36 (dt, 1H), 7.43-7.48 (m, 2H), 7.50-7.54 (m, 4H), 7.61
(dd, 1H), 7.63 (dt, 1H), 7.78 (dd, 1H), 7.81-7.85 (m, 1H),
8.10 (d, 1H), 8.21 (dd, 1H), 8.83 (d, 1H) °
£ % #5174
3-XmA-5-Q-wbog £X)-1-X K -1,2-— b g-2-8

HE 3-8 -5-(2-wbme B )-1-X A -1,2-= B wbog-2-8A538 L &
EXMIEALEZBRNTFRIOEA > W ®e2F 5 > 1,1'-4
SEBMA)VKBTER  FZTEMERL ONII0CH
R - REBRANEZERHL  UBBBE KT E®E
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BB THRERBRAER - ZEHUAYEB E &R W ENHY
BYTHR-THBTE 2 FRAEBILAMITER °
'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.06 (tt, 1H), 7.15-
7.19 (m, 2H), 7.29-7.31 (m, 2H), 7.38 (tt, 2H), 7.43-7.56
(m, 5H), 7.67 (d, 1H), 7.69 (td, 1H), 7.75 (d, 1H), 8.58
(ddd, 1H) -
| ESI-Mass; 340[M"+H]
T B 175
( 3-X A A -5-2-wbog X)-1-FX K-1,2-= S wbR-2-8
$ 3-8 -5-(2-mb o A )-1-X A -1,2-— & ww-2-8100% %
BESSE L AN _FATFEHMKIOEF > WK,CO3 84%E
%, - mibdR6E H > NISOCHHS T - REBBRALHEE
B mAK MTLBLEHRR  AHREUARPDRBEKRKER
%0 A AMgSO % REMBRER - REHABEBE
BB E(CH-TLBLE L)1t F2BILEM66E R -
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.13-7.19 (m, 3H),
7.26-7.27 (m, 2H), 7.36-7.54 (m, 7H), 7.60-7.61 (m, 1H),
7.66-7.71 (m, 1H), 8.03-8.04 (m, 1H), 8.54-8.57 (m, 1H) °
ESI-Mass; 341[M"+H]
%4176
3-(1-2 Al e £)-5-2-wtg £)-1-F £-1,2-= f wb®-2-8
3-8 -5-(2-mbo A )-1-FK K -1,2-— Ak r-2-8A27TE L&
1-2 B RBEIB0EL AN -—F A FHAKI0ZE S > /wNaOH 20
ERMN AR ~DBICTHRHA R - RERAHFEZ R
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B MR R AKERRK S RLHOEIIE o H AR
UA B8 Fo B BB ORI F w\é?wKMgSOﬁiu: o BB TR e
BEGYWUABERRWNE(THR-CHB LE Z2)1t » FE£A
L& Mm3E R °
'H-NMR (400 MHz, CDCl;); 8(ppm) 1.19-2.29 (m, 16H),
7.06-7.33 (m, 3H), 7.34-7.61 (m, 5H), 7.66-7.69 (m, 1H),
8.08-8.11 (m, 2H) °
ESI-Mass; 398[M"+H]
( T B 177
3-[4-Q-R 2 A )R -1-K1-5-Q-%n=w K)-1-X £ -1,2-= &
o o2 -2 - R
$ 3-8 -5-2-nbe A )-1-X A -1,2-— Bk g-2-8A29% L &
1-(2-F X A )k " 200 L& > »130C A T2/0F o R
BRANEERKL » ok RTLEBLEHRR - AHRE B
Fo R B RKEEIS 0 A B AKMgSO IR BREMBBRER - &
AU BERERMN E(THR-TEBLE 2)L > FREAL
HM8E X o
'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.20-3.22 (m, 4H),
3.50-3.56 (m, 4H), 7.00-7.13 (m, 3H), 7.32-7.61 (m, 10H),
7.79-7.84 (m, 2H) -
ESI-Mass; 434[M*+H]
T 55 178
3-(1-2 Al X)-5-2- b & )-1-X X -1,2-= fimbog-2-8
3-8 -5-(2-mb o B )-1-K K -12-— Rt R-2-840% 3 &
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N

N RckHI0ESA > w[LI-B(=EXBAE)-KHB] - R &
(IDSZE £ HCul 1.2 % PNLbRRAEBTFTHBE > —@FT
B 1-2 A K (0.5SMW & vk b B &R )04EF - PNLK R
TR THHFE KRB WMAKXKRCHELEHRE - FHRE AL
Fo R B KK IEZ 0 AL AKMESO IR > REBREHR - R Y
MABERERNM Z(TLR-TEBE LB 2)i > FE£BILSE
MI12%E % °

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.44-2.19 (m, 15H),
7.13 (ddd, 1H), 7.31-7.55 (m, 6H), 7.66 (td, 1H), 7.93 (d,
1H), 8.05 (d, 1H), 8.55-8.58 (m, 1H) °

ESI-Mass; 383[M*+H]
Tl 179
3-(1,1- =& & A-1-8 F £)-5-2-wbg £)-1-X & -1,2-= &
it o -2 - &R

#3-FE A B A-5-2-mbog A)-1-K K-1,2-= @ ok ®-2-8
13 AN W &k H20EFH > AN AR KA TERHSF > — @
B THRAABLAEQOMZBER)OSESF - #BEF
B —@WBHISHEL o S RILEK S RTLETE W
"o FHBMEUBIRBERREFEL > UEKMESOIE » R
BREBRER REVWRTBEREENHN EZ(THR-THRLER)
it 0 FRBIULESHEE R -

'H-NMR (400 MHz, CDCl;); §(ppm) 0.89-1.84 (m, 20H),
2.72-2.90 (m, 2H), 7.12-7.06 (m, 1H), 7.25-7.49 (m, 8H),
7.59-7.68 (m, 1H), 8.50-8.54 (m, 1H) -
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ESI-Mass; 443[M"+H]
K %% 4] 180
3-(2-f 2 A)-5-2-wb e A )-1-(1-F¥ %£-1,2,3,6-m £ vk ®-5-
£)-1,2-= fwtw-2-8

4 3-8 -5-(2-wk o A )-1-(3-mb o & )-1,2- = & wb 9 -2- 8
TISEH BN LIEA0EF > ¥ AR383F % » HT0CH#
— R c BYABRIEL NTOCHHE &R - A¥H EZ
B ORRTREAE  RYMWAENTFTEIEF; » HOCHS
B o A AILM258 H > —BAOCHREZEER  |H
— R oK REBREE NCLHLEHRE - AKRE U
b B AR FHR 0 U EAMSO R RETHBRE
oo i%%#h»xzﬁﬂ%’i%ﬁ%#ﬁf%(aﬁa-z,ﬁﬁz,aa%)é«tﬂ: 5

3-3% -5-(2-wk w2 A& )-1-(1- -1,2,3,6-m & vk v -5- % )-1,2-

— R -2-BA550E K c BAEF2I0E R AN _F AT 8K
20 F 0 m2-Q-REXEA)132-— A MK ELITIE X
CsCO; 313 % ~ B = X B4 15E % > »120TC #| # 1/h
B o A ETEBL mAK ALBEUEMRE - AKRE A
oA B Kk ER 0 M AKMgSO MR 0 BREBEMBBRIER - &
AU BERERNE(CHR-TBRLE 2 )1 - FHEAELL
S 1T4E L -

'H-NMR (400 MHz, CDCl;3); 8(ppm) 2.40 (m, 2H), 2.70
(t, 2H), 3.43 (d, 2H), 3.68 (s, 2H), 6.05 (t, 1H), 7.21 (dd,
1H), 7.24 (m, 1H), 7.30 (t, 2H), 7.36 (d, 2H), 7.44 (t, 1H),

7.54 (d, 1H), 7.63 (t, 1H), 7.70-7.77 (m, 3H), 8.19 (d, 1H),

0:\124\124400.DOC - 158 -



200815402

~~

8.23 (d, 1H), 8.60 (dd, 1H) -
F % 4] 181
3-Q-REX)S-XHBEE-1-XE-1,2-= Bt ®-2-8

FI3-2-REXE)S(FRAHEA)1-FHK-1,2-= @ nb 2 -2-5
ZEERAMKYBHBZHBEILHILE L EMNCHCL 5%
FoOoRAKATAHATERBA2EA R FTRER > mEAKE
Z P RATFEERE PN ARAT -~ Z2HFLILEF - BREIR
BRER » BHCHCl, > BBERNAKATHEANRXEIZIER
H M= LBO0.03EFXCH,ClLZ®k - #FBEFTE > ®"NLK
BT H3INEF o KA TR KR ERE N4 F NaHCO; K & &R
P RN LEBLUERR  FHRABERABFRBREFR AR
AMgSO,# %% » MEBMEMBRAER - ZEHUAE 2 AR N ®
(LI -LB LB AL FELERIRBLEMILE
i o

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.15 (tt, 1H), 7.33-
7.39 (m, 2H), 7.55-7.42 (m, 6H), 7.56-7.60 (m, 2H), 7.65
(td, 1H), 7.73-7.79 (m, 2H), 7.85 (brs, 1H), 8.06 (d, 1H),
8.25 (d, 1H) °
E 5 1] 182
3-2-REE)S-(1-F X X ket -2-K)-1-XK-1,2-= 8 v
w2 -2- 5

BI3-2-REXE)S-(FEHBA)-1-XKX-1,2-= & nb=eg-2-5
ZEE A KNSRI ZHREBILH24E LB N CHCL, 20%

o N AA TR TFTEBEALICE L 2CH,CLLAE R » W&
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Z_FRATEE PNARTERRHFLILE - REIRSE

RE®R » MW CH,Cly o b BBRMNAKA T HEAN-KK-1,2-4%
R o212 A ZCH,CLBER - A REER PN KA T H
- REMBRCH,ClL> WL ®HBI10EH » N 100C#HHS
INEE o B EFEBAL O ORBEBBRCTE > KA T KRB RE
A FNaHCO; KB R » AT B LEEWHRE - AHRE REH
A Bk FIRL o UEAMESOHE > REBREH - &Y
MUBBEREN F(DR-LBLE L)L FaLeE &

C 2mmismiss s -

'H-NMR (400 MHz, CDCl;); & (ppm) 7.19-7.30 (m, 4H),
7.33-7.37 (m, 1H), 7.39-7.43 (m, 4H), 7.44-7.45 (m, 1H),
7.46-7.47 (m, 1H), 7.55-7.61 (m, 3H), 7.61-7.66 (m, 2H),
7.68 (d, 1H), 7.71 (dd, 1H), 7.81-7.84 (m, 1H), 7.87 (d,
1H) -

ESI-Mass; 465[M*+H]

& # 1) 183
3-2-fE£)-5-Q-EHE2 E)-1-XE-1,2- = B wb®R-2-8

B3-8-5-(FABA)1I-XA-12-— Gt R-2-FAE2-8 X
AmEgE o REEHISGRZII-Q-AEE)S-(FaABRE)I-X
A-12-—fwbg-2-BAXEANMKSBAEXIHBILDIL
2 HBEMNCH,ClL 2085 » R AATRHTEBRAILELZ
CHCLE R » mMABHREX-_FATFEE > PNAR %
THHELIE - RBTESERER > BEWHCHCle XKAT
B AR BAA-BA XA ®H22E XL ZCH,CLE®R - R 2

R
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v 8 RBEBMBRCH,ClL,> mEB&KIEA > N 180T ## —
R o AMETEBL KA THKERNKIN NaOHK & & £
# FaNaHCO; KB R T H > R LB LEBEHIT - FRE AME
Jo A B K kBB 0 UEKMgSOEE > REBHRIBEHR - &
QYU BERERN E(LHR-CBTE L)k Fa s
S ZEAIEEMIER °

I'H-NMR (400 MHz, CDCls); 8(ppm) 7.32-7.35 (m, 2H),

7.37-7.41 (m, 1H), 7.46-7.51 (m, 4H), 7.51-7.55 (m, 4H),

( 7.87-7.89 (m, 1H), 8.00 (d, 1H), 8.14 (d, 1H), 8.42 (d,
1H) -
ESI-Mass; 415[M"+H]
£ » 1) 184
3-Q2-fLERA)S5-Q-XHF2A)1-XE5-12-= A R-2-W
B3-38-5-(FABA)I-X4-12-= & R-2-FR2-A %
A B AL EHIZARESRZIQ-RKXE)S(FAK
C A)-1-% £ -1,2-= vk g -2-8 2 85 & fw K o B AT Z # B

b 19% 5 EMCH,Cl, 208 # » AATHTE&HBALLE
% 2CH,CLE®R  WEBEEZ-_FATHE > "NoARAE
BT BN o KB T RERER  BEHCHCL - K&

T BEAERBA-EAMIOE A XICH,CLER - AR 2
iiﬁ’5&@@%%&CH2C12’M%§%E§EI%-&’75’:‘180°C$%#—-
Koo AKNEETEML > AATHRMEKRXIN NaOHK ZE R £
4 FoNaHCO, KB R $f0 » ML B L EHE - A HRE B
oA B K kiF K 0 A EKMgSO% % BB EY - &
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YU BERERN E(TH-CHLEZ)4L FEE6E
mZERBILAMIE R °

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.31-7.38 (m, 4H),
7.45-7.57 (m, 8H), 7.69-7.71 (m, 1H), 8.29 (d, 1H), 8.49 (d,
1H) -

ESI-Mass; 399[M"+H]
K % ] 185
3-2-fXA)S- XA TFA-1-XK-1,2-= B #tR-2-F

BI-Q-REA)S-BPA-I-XA-12-= A wR-2-824%
FENREOERRBIOEH > WBILAERL  ZEXABMEBRLEMWOGE
EE/EA)3EL - 1L,I-BAENN-=F K F 8 E)L7
%5 ROCHEHE R BEwEXBREHWCEEF/H
B5)50%& % ~ 1,1-@B A E(NN-=F X F & 8% )30%E 5t ° # 60
CH#—R AHEERAMCHKETE > ARABBR
Bk EMEAY 0 MK AIN NaOHXK B R ERIKE R > A #K
B A fe A B oKk F % 0 & AKMgSO R 0 REMRE
B RO UBERERM E(THR-THTE R F
BRILAEMIZE R °

'H-NMR (400 MHz, CDCls); 8(ppm) 4.87 (s, 2H), 6.97
(dd, 2H), 7.01 (dd, 1H), 7.26-7.34 (m, 4H), 7.40-7.51 (m,
7H), 7.54-7.56 (m, 1H), 7.60 (d, 1H) -

ESI-Mass; 388[M*+H]
T 315 186
3-2-REA)5-0-F £-1,2,3,6-m Hwbog-2-%)-1-FX % -
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N

1,2-= 8§, vt "¢ -2- &7

3-8 -5-(2-mb o A )-1- K A -1,2-— A wb®-2-BA99% 5L &N
CHI10EFA > WEXm B FE2EN > NIOOCHRHF =R - &
HEEREL ORBRTHERAEE BREHWENTFEIOEF
HOCAHH ~#EH#H - FERSAFmAALMNITSR - HRO
CH#—R#%E  RETHEBREHE i f NH,CIKE R
MNLEBLEMR FRERBPPRBKRKEFR  U&K
MgSO, %4 > REBEBBRER - ZREGH AT B E AR N ®
(TR - B LB A > 4F3-78-5-(1-F %£-1,2,3,6-@ & b
%-2-%)-1-2’3%-1,2-;iLVbt"i-Z-éﬁ]107%ﬁ, o 4§ Sb R W =
WA FEARIOE A » m2-(2-8 K %)-1,3,2-

81E % ~CsCO; 142 % ~ B =ZXMeETE R »N,

AR T ~140CH#FH 2 - AHEERMK > MK > AT B
LEE MR AMERAEFRBERRFR > XA AKMgSO, %
B OREBRER RYUYWUATBEREEN EF(THR-TE
LB At 0 RS MAIE R

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.26 (s, 3H), 2.30-
2.50 (m, 1H), 2.90-2.98 (m, 1H), 3.15 (dd, 1H), 3.31-3.40
(m, 1H), 3.85 (t, 1H), 5.72-5.78 (m, 1H), 5.79-5.85 (m, 1H),
7.40 (d, 1H), 7.40-7.57 (m, 5H), 7.60 (td, 1H), 7.64-7.70
(m, 1H), 7.72-7.73 (m, 1H), 7.74-7.75 (m, 1H), 7.76 (d,
1H) -
£ ¥ 1) 187
3-2-wb R T K )-5-2-mb e K )-1-K K -1,2-= fwbog-2-8
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3-8 -5-2-mbme A)-1-K AKX -1,2-— B b ®-2-FA23F L&
NTE20EH » ML 84E02E % ~ Z -4 F XAB43E 1
Z L0004 H > ANLKA ~1I0C FTH#F—R > mw2-TH
Awbex 9.2 % 0 Ny K A ~ 110C FH ST - A4 ZE
TS BRBEREIANAKRT  MTLHBUEHR - FHRE U
fhfe A B KR AEAKAMgSOEKE  RE T HBRE
B RUDUTBEREEMNE(THR-TCHRTE )& F
BRALEM2E R °

( 'H-NMR (400 MHz, CDCl;); 8(ppm) 7.12-7.16 (m, 1H),
7.18-7.23 (m, 1H), 7.36 (d, 1H), 7.44-7.51 (m, 3H), 7.51-
7.55 (m, 2H), 7.57-7.60 (m, 1H), 7.64 (dt, 1H), 7.70-7.79
(m, 1H), 7.78-7.82 (m, 1H), 8.03-8.07 (m, 1H), 8.24 (d,
1H), 8.28 (d, 1H), 8.57-8.63 (m, 2H) °

ESI-Mass; 352[M"+H]

& % 5] 188

¢ 3-(4-REHA)S5-Q-wngh)1-XE-1,2-= B R-2-0

W3-8 -5-(2-mb v K )-1-F K- 1,2-=— & wb g -2-8R 25%& 3¢ °

— WA FERB20EH > mNaOH 3E % ~ Cul 2 L * ® N
AKEAISOCTFTHHE—R  -AHEZEFTRAZL BFRBREANK
FooomAK RLHBLERR - AHREUAEBRFRBKRF
% o A AMgSO% % > RETHBREH REHWAFE
RN E(TR-TRLEZ2)4L > BERLSHIE
io

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.17 (ddd, 1H), 7.30
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N

(d, 1H), 7.39-7.56 (m, 9H), 7.61 (d, 1H), 7.67 (td, 1H), 8.08
(d, 1H), 8.52-8.54 (m, 1H) «

ESI-Mass; 391[M*"+H]
£ %% %] 189
3-(2-£L3§£t)-5-£§E‘:E»-I-KE-I,Z-:-EL%%-Z-@

W B 5-8-1-FR K -3-m-12-— G wbow-2-80 E2-8 KA M
B RS ZBI3Z A RFIFZ5-8-3-(2-R K K )-1-% % -
1,2-— B b2 -2-BA30E L AN m A .k H208 F * A1
(13-4 (ZXBA)ARIAIDIZE R > PN RATHRHF > —
AR TARABLAEQOMEBAR)IEHN - PN ARER
THF AL mBBAINE -  AHEER el R
s KBER » ALHCEHR - FRENBFRE KR F
%o RBABEBELE RERERER REHUFTEE
RN E(RH-FE L) FRBIEEMWOER -

IH-NMR (400 MHz, CDCl;); 8(ppm) 1.15-1.47 (m, 5H),
1.53-1.93 (m, 5H), 2.35 (m, 1H), 6.99-7.34 (m, 3H), 7.36-
7.60 (m, 8H) -

ESI-Mass; 364[M"+H]
£ % #5190
3-(1H-% Hokek-2-%)5-2-mb H)-1-FE-1,2-= Bmb®-
2-87

RBRE > B3-FaA-5-Q-wbrA)1-XEK-1,2-= 8w
w2z EARGBEMFZIHRBAAM25E L BN CH,CL
208 H >  RALTRATEBARICEAZI A TRER > v
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MR EZ-_FATFHEE PNHARKEETRHFLIIH - K
ﬁll&/ﬁi&/ﬁéﬁ ’75“CH2C12°75/‘\\}*}%\ ﬂ%ﬁb/&ffi/ﬁj)\ ’f‘?**

\

B BREBRABHRCH,ClL v T &8 m#HABRSHE - A E
TBE O RBERBEANAKAS M ANAHCO; KB R * L& LT
Bt it - A M B U RHE Kk iFH - & KMgSO %
B BRBREBLR AR BRUYMWUTBEERNE(TK-TH
L&)t FEAELZEALENIIER -

L)

( 'H-NMR (400 MHz, CDCl;s); 8(ppm) 7.10-7.94 (m, 13H),
8.57 (d, 1H), 8.60 (m, 1H), 9.43 (d, 1H) -
ESI-Mass; 365[M*+H]
T 4191
3.(2-mb ez B -1-%)-5-2-k £)-1-F K-1,2-— At ®R-2-0
4 3-8 -5-(2-mb e A )-1-FK A -1,2-= Rk ®-2-F40E T &
2-f A wbox23 B L AN _FATFTEEIOE F > mK,CO; 34
( EH ~Cul 3% PU4OCHEHF — R - RERLHEZR

%o mAK RLBILERR -AHREUABIPRBR KR F
% > A BAMgSOE R REMBRER - RBHUBEE
B Wk (NHE B) (AW -FE &)t #AELeHI0E
ﬁ_‘ °

'H-NMR (400 MHz, CDCl;3); 8(ppm) 6.24 (td, 1H), 6.69
(dd, 1H), 7.22 (dd, 1H), 7.37-7.42 (m, 2H), 7.45-7.57 (m,
6H), 7.73 (td, 1H), 8.33 (d, 1H), 8.36 (d, 1H), 8.58-8.60 (m,
1H) -
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F % 49 192
3-Z A -5-Q-wbg X)-1-F A -1,2-= f b ®-2-8

3-8 -5-2-nbme A )-1- K K -1,2-— A b ®-2-BA34F L&
N Rkl 10E H 0 A R AB[1,3-4 (= X B X )R R 14 (D1
ZR PN, ARAT—®@HE#$E —@F FTRERTEAE
(2.OME E &R)0.1IZF - AN, AR ~ £B FHFLAD R
fe B BTN S EER > K RTBRTEHR -
R %R
B BRI UBTBERERMNE(RNH-F & 26 F&
ML HMSE L °

Mg e BB K 2R 1R 0 A B KMgSO. i 0 R E MR

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.22-1.52 (m, 5H),
1.73-1.80 (m, 1H), 1.81-1.89 (m, 2H), 1.97-2.04 (m, 2H),
2.90-2.99 (m, 1H), 7.18 (ddd, 1H), 7.53-7.55 (m, 6H), 7.71
(td, 1H), 7.78 (dd, 1H), 8.04 (d, 1H), 8.59 (ddd, 1H) °
£ 3% ) 193
3-[2-(5-F %£-1,2,4-7F — ok 3-K)X K]-1-X X -5-2-m ®
A)-1,2-= f wb g -2-8

#3-2-R X K)-5-2-wbog A)-1-X A -1,2-= @ b R -2-
53 5 BN AS20%KZLEBIOES,  mBBAEKIIZELA
LEB®MITER > MmBBA24)E - BB BRAEKIOE LA
LEHM1ITE R » mBBRI6NE - AHEFTREL  RER
o AAKEFH BEZIER > £ EREBHILHWSOER >
AP 2208 A BANTF RXA4ZFH > WBKRKTLEKRICE L * B

R 96 /) Bé’j’ B E R R 1% > K ETF RAK COg‘P Fo > L T
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B LB R BZ D AK BB RKRREEF > X EK
Na SO, k%% » REBHBREY - B DU UBE & &R &
(THR-TE LB A )i FRALAHIZT R ©

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.56 (s, 3H), 7.18
(ddd, 1H), 7.38-7.59 (m, 8H), 7.72 (ddd, 1H), 7.71 (ddd,

1H), 8.08 (ddd, 1H), 8.11 (d, 1H), 8.27 (d, 1H), 8.58 (ddd,

1H) -
ESI-Mass; 410[M*+H]
( R EoaplzytikibE  SRATEH -
£ 3 5 194
3-2-FEA)5-(1-F Ambok4-%)-1-FK K -1,2-= B wbR-2-
&
'H-NMR (400 MHz, CDCl;); 8(ppm) 4.01 (s, 3H), 7.46-
7.56 (m, 8H), 7.62-7.68 (m, 3H), 7.78-7.81 (m, 2H) *
£ 5 ] 195
( 3-2-fEH)5-(6-F Ambok-2-K)-1-XK-1,2-= Rwt®R-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.56 (s, 3H), 7.07
(d, 1H), 7.40-7.66 (m, 9H), 7.76-7.80 (m, 2H), 8.28 (d, 1H),
8.30 (d, 1H) °
T #4196
3-Q2-RLERA)5-5-FHAmbor-2-%)-1-FK-1,2-= H ok R -2-
&

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.36 (s, 3H), 7.42-

0:\124\124400.D0OC -168 -



200815402

7.56 (m, 8H), 7.63 (dt, 1H), 7.76-7.80 (m, 2H), 8.26 (d,
1H), 8.28 (d, 1H), 8.41-8.42 (m, 1H) -

E 3% 5] 197
3-2-REA)S5-4-F Aotk -2-8)1-X A 1,2-= & wb®g-2-
&)

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.36 (s, 1H), 7.43-
7.57 (m, 8H), 7.63 (dt, 1H), 7.77-7.80 (m, 2H), 8.27 (d,
1H), 8.28 (d, 1H), 8.41-8.42 (m, 1H) -

( £ % % 198
3-2-REE)5-C-mAntr-2-%5)1-FX K-1,2-= Kb ®R-2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.20 (dd, 1H), 7.31
(dd, 1H), 7.51-7.60 (m, 6H), 7.68 (dd, 1H), 7.75 (dt, 1H),
7.83 (dd, 1H), 8.11 (dd, 1H), 8.51 (d, 1H), 8.55 (d, 1H) °
£ 5% 4 199
3-2-REA)1-X A 5-Q-H £)-1,2-= Bk R-2-8

'H-NMR (400 MHz, CDCls); 8(ppm) 7.46-7.57 (m, 6H),
7.66 (dt, 1H), 7.75-7.81 (m, 2H), 8.33 (d, 1H), 8.35 (d, 1H),
8.50 (d, 1H), 8.55 (dd, 1H), 8.93 (d, 1H) °
£ #4200
3-2-fLEA)S5-Q-FAEwR-5-5)-1-FK-12-— R b g-
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.69 (s, 3H), 6.67

(d, 1H), 7.18 (d, 1H), 7.44-7.66 (m, 8H), 7.78-7.81 (m, 2H),
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8.27 (d, 1H), 8.34 (d, 1H) °

£ 5 41201

3-2-REE)1-XA-5-Q-F 4 %)-1,2-= Kt g-2-8
'H-NMR (400 MHz, CDCl;3); &(ppm) 7.31 (d, 1H), 7.45-

7.56 (m, 6H), 7.65 (dt, 1H), 7.72 (dd, 1H), 7.77-7.80 (m,

2H), 8.18 (d, 1H), 8.25 (d, 1H) °

F 5 #5202
3-2-REE)-1-F A -5-4-Fg £)-1,2-=— Bt ®-2-8
( 'H-NMR (400 MHz, CDCl;); 8(ppm) 7.46-7.59 (m, 7H),

7.66 (dt, 1H), 7.76-7.81 (m, 2H), 8.31 (d, 1H), 8.56 (d, 1H),

8.74 (d, 1H), 9.16 (d, 1H) °

£ % 1 203

3-2-REE)1-F A 5-5-FE£)-1,2-= B ot R-2-8A
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.47-7.58 (m, 6H),

7.66 (dt, 1H), 7.75 (d, 1H), 7.78-7.81 (m, 2H), 7.92 (d, 1H),

8.92 (s, 2H), 9.22 (s, 1H) °

£ ¥ 19 204

3-2-REE)1-X A5G- %)-1,2-— Bt ®R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.46-7.56 (m, 7H),

7.66 (dt, 1H), 7.77-7.83 (m, 3H), 8.32 (d, 1H), 8.54 (d, 1H),

9.15 (dd, 1H) »

E % #1205

3-2-REE)-1-RE-5-4-454 £)-1,2-= vt ®R-2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.48-7.61 (m, 7H),
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f\

7.67 (dt, 1H), 7.79-7.83 (m, 2H), 7.92 (d, 1H), 8.00 (d, 1H),
9.23 (dd, 1H), 9.40 (dd, 1H) -

E ¥ 1206
3-2-REE)5-2-FEME-6-%)-1-FX K -1,2-= R b =-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.96 (s, 3H), 6.67
(dd, 1H), 7.18 (dd, 1H), 7.44-7.66 (m, 8H), 7.77-7.81 (m,
2H), 8.27 (d, 1H), 8.33 (d, 1H) °
T 5% 45207
3-Q2- R ERA)1-E A -5-(vFk-4-%)1-F K-1,2-= & ok ®-
2-#

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.46-7.57 (m, 6H),
7.66 (ddd, 1H), 7.72-7.81 (m, 3H), 7.87 (d, 1H), 7.97 (s,
1H), 8.76 (s, 1H) °
£ #1208
3-Q2-RER)5-G-HAEA-1- BT H-1-5)-1-XE-1,2-= &
% -2- &

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.12-2.19 (m, 2H),
2.46-2.50 (m, 2H), 2.65-2.69 (m, 2H), 6.36 (s, 1H), 7.45-
7.57 (m, 6H), 7.62-7.70 (m, 2H), 7.76-7.79 (m, 2H), 7.88
(d, 1H) °
T #4209
3-(2-R X £ )-5-(5,6-= 8, -1,4-=°F — i -2-%)-1-KX £ -1,2-
= 8 vk’ -2-89
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'H-NMR (400 MHz, CDCl;); 8(ppm) 4.12-4.14 (m, 2H),
4.21-4.23 (m, 2H), 7.42-7.78 (m, 12h) °
% #5210
3-2-fLE£)-5-(1-% £)-1-3-wb =g £)-1,2-= Rk 2 -2-8
'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.41-7.67 (m, 9H),
7.55-7.83 (m, 2H), 7.88-7.94 (m, 2H), 8.02 (ddd, 1H), 8.11
(d, 1H), 8.70 (d, 1H), 8.83 (d, 1H) -

ESI-Mass; 400[M*+H]

( £ 211
3-2-FLE£)-5-2-% £)-1-3-mbg £)-1,2-= B bR -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.44-7.58 (m, 4H),
7.61-7.70 (m, 3H), 7.78-7.82 (m, 2H), 7.83-7.90 (m, 2H),
7.92 (d, 1H), 7.95-7.96 (m, 1H), 8.00 (ddd, 1H), 8.12 (d,
1H), 8.72 (dd, 1H), 8.83 (d, 1H) °
ESI-Mass; 400[M*+H]
C £ 1) 212

3-(2-RE £)-5-(8-wk vk A )-1-3-wb & £)-1,2-= B vk ® -2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.43-7.50 (m, 3H),
7.60-7.69 (m, 2H), 7.77 (m, 1H), 7.81-7.87 (m, 2H), 8.03-
8.10 (m, 2H), 8.18 (d, 1H), 8.23 (dd, 1H), 8.68-8.72 (m,
2H), 8.87 (d, 1H), 8.98 (dd, 1H) -

ESI-Mass; 401[M"+H]
K 5213
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N

3-2-RE E)-5-3-mb o X)-1-3-wb =g £ )-1,2-= £ wb =& -2-
&

'H-NMR (400 MHz, DMSO-ds); 8(ppm) 7.45-7.51 (m,
1H), 7.59 (ddd, 1H), 7.64 (dd, 1H), 7.75-7.82 (m, 2H), 7.94
(d, 1H), 8.10 (ddd, 1H), 8.15-8.20 (m, 1H), 8.28 (d, 1H),
8.39-8.41 (m, 1H), 8.53-8.56 (m, 1H), 8.69 (dd, 1H), 8.84
(d, 1H), 8.98-8.90 (m, 1H) -

ESI-Mass; 351[M*+H]
£ 214
S-[(1-F sk K)vlk-2-%]-3-2-REXE)-1-G-%n = £)-1,2-
— B kR -2-87

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.70 (d, 1H), 7.23-
7.43 (m, 4H), 7.45-7.56 (m, 5H), 7.65 (d, 1H), 7.68 (td,
2H), 7.78 (td, 2H), 7.83 (d, 1H), 8.02 (ddd, 1H), 8.30 (dd,
1H), 8.72 (dd, 1H), 8.79 (d, 1H) °

ESI-Mass; 529[M*+H]

DR MAEERB2ZFTFERERLEZITE > AR T AL
o
K #1215
1-(4-B £ A)-3-Q-REX)-5-2-mb® %)-1,2-= £ v =€ -2-
&

'H-NMR (400 MHz, CDCl3); &(ppm) 3.86 (brs, 1H), 6.76
(td, 2H), 7.20 (ddd, 1H), 7.28 (td, 2H), 7.44 (dt, 1H), 7.60

(td, 1H), 7.64 (dd, 1H), 7.71-7.80 (m, 3H), 8.28 (d, 1H),
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P

8.29 (d, 1H), 8.60 (ddd, 1H) -

T #5216

5-3-Be Aab-2-2)-3-2-REE)-1-FH-1,2-= R wbg-2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.05 (brs, 2H), 7.07-
7.08 (m, 2H), 7.42-7.47 (m, 2H), 7.51-7.53 (m, 4H), 7.62
(ddd, 1H), 7.75-7.78 (m, 1H), 7.79-7.82 (m, 1H), 7.99 (dd,
1H), 8.06 (dd, 1H), 8.15 (dd, 1H) -

5% 5217
5-(5-mhato-2-£)3-C-RES)1-FA-1,2-= At R-2-
&R

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.77 (brs, 2H), 7.04
(dd, 1H), 7.39-7.52 (m, 7H), 7.60-7.64 (m, 1H), 7.76-7.80
(m, 2H), 8.08 (dd, 1H), 8.13 (d, 1H), 8.22 (d, 1H) -

E 515218
1-G-B A £ £)3-2-R 2 £)5-Q-E=RE)1,2-= &t -
2-&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.85 (brs; 2H), 6.76
(ddd, 1H), 6.84 (t, 1H), 6.86 (ddd, 1H), 7.14 (t, 1H), 7.27-
7.31 (m, 1H), 7.45 (dt, 1H), 7.63 (dt, 1H), 7.71-7.78 (m,
2H), 8.69-8.71 (m, 3H), 8.75 (d, 1H) °
T #H 219
3-2-Be A EA)1-R A 5-2-mbog £)-1,2-= Bk R-2-8

'H-NMR (400 MHz, DMSO-d¢); &(ppm) 7.23-7.37 (m,
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3H), 7.40-7.47 (m, 1H), 7.47-7.56 (m, 2H), 7.56-7.66 (m,

5H), 7.88 (ddd, 1H), 8.08 (d, 1H), 8.46 (d, 1H), 8.58 (d,

1H), 8.59-8.64 (m, 1H) -

F 5 4] 220

3-3-B X A)-1-XE A 5-2-wbog X)-1,2-= fiwb®R-2-5
'H-NMR (400 MHz, CDCl;s); §(ppm) 3.70 (br s, 2H),

6.68-6.72 (m, 1H), 7.13-7.26 (m, 3H), 7.42-7.56 (m, 5H),

7.56-7.60 (m, 1H), 7.64-7.76 (m, 2H), 8.22 (s, 2H), 8.58-

™

8.61 (m, 1H) °

F 5% 4] 221

3-(4-BE EA)-1-X X -5-2-n g £)-1,2-— A R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 3.77 (br s, 2H),

6.70-6.76 (m, 2H), 7.17-7.21 (m, 1H), 7.42-7.60 (m, 6H),

7.64-7.75 (m, 3H), 8.15 (s, 2H), 8.58-8.61 (m, 1H) °

K % 5 222

3-2-REA)5-2- R E)1-Q-BE T X-4-5)-1,2-= &

ok wE -2 - BN

7~

'H-NMR (400 MHz, CDCls); 8(ppm) 2.21 (s, 3H), 3.76 (s,
2H), 6.78-6.83 (m, 2H), 7.17 (d, 1H), 7.20 (ddd, 1H), 7.44
(td, 1H), 7.58 (d, 1H), 7.63 (td, 1H), 7.73 (td, 1H), 7.78
(td, 2H), 8.29 (s, 2H), 8.59 (ddd, 1H) -

ESI-Mass; 379[M*+H]

A ERAIZFTERKRLZITE > &R TS
4 o
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E 6 5] 223
3-¥ A A-1-2 R -5-Q2-wbg £)-1,2-= f b ®-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22 (ddd, 1H),
7.31-7.33 (m, 2H), 7.44-7.60 (m, 7H), 7.76 (dt, 1H), 7.92-
7.95 (m, 2H), 7.97 (d, 1H), 8.21 (d, 1H), 8.56-8.58 (m,
1H) -
£ ¥ 5 224
3-Q-fERA)S-XBp@mE-1-XE-1,2-— Bk R-2-0
'H-NMR (400 MHz, CDCl3); &(ppm) 7.26-7.27 (m, 1H),
7.30-7.33 (m, 2H), 7.41-7.65 (m, 10H), 7.70-7.73 (m, 1H),
7.83-7.86 (m, 2H) °
T #5225
I-2-RER)S-[CG-FTARERLE)WR-2-5]-1-X 5-1,2-=
£, vt o2 -2-8
I'H.-NMR (400 MHz, CDCl;); 8(ppm) 3.40 (s, 3H), 7.43-
7.48 (m, 4H), 7.50-7.54 (m, 4H), 7.64-7.66 (m, 2H), 7.74
(dd, 1H), 7.95 (d, 1H), 8.20 (d, 1H), 8.77 (dd, 1H) *
& 5 5226
IR (FHRBEE)ES]-1-XX-5-Q- = A)-1,2-= Kok
%z -2- 5
'H-NMR (400 MHz, CDCl;); 8(ppm) 2.96 (s, 3H), 7.25
(ddd, 1H), 7.30-7.35 (m, 1H), 7.43-7.63 (m, 9H), 7.76 (ddd,
1H), 8.30 (br s, 1H), 8.33 (d, 1H), 8.39 (d, 1H), 8.60-8.64
(m, 1H) -
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£ % ) 227
3-(4- (PR A)RE]-1-X A -5-Q-wbw %)-1,2-= & v
® -2-8

'H-NMR (400 MHz, CDCls); 8(ppm) 3.01 (s, 3H), 6.57
(br s, 1H), 7.20-7.28 (m, 3H), 7.45-7.61 (m, 6H), 7.77 (ddd,
1H), 7.79-7.85 (m, 2H), 8.22 (d, 1H), 8.24 (d, 1H), 8.60-
8.64 (m, 1H) -
T e 15 228
IB-(FHRBEEA)EA]-1-XA-5-Q-sb=w £)-1,2-= &b
w2 -2- 8

IH-NMR (400 MHz, CDCl;); 8(ppm) 2.92 (s, 3H), 6.98
(br s, 1H), 7.20-7.32 (m, 2H), 7.36-7.61 (m, 8H), 7.69-7.78
(m, 2H), 8.22 (d, 1H), 8.26 (d, 1H), 8.59-8.63 (m, 1H) °

A TapllzFTERRETE ERATIEY -
T 5 1] 229
5.[(6-2 8 Bk A)wbe-2-A]-3-C-REE)1-FXE-12-= &
o oE -2-5R

'H-NMR (400 MHz, CDCls); 8(ppm) 2.22 (s, 3H), 7.33
(dd, 1H), 7.44-7.80 (m, 10H), 7.85 (d, 1H), 8.08-8.12 (m,
1H), 8.24 (d, 1H), 8.28 (d, 1H) -
T 3% #5230
3R (CE@mA)ERA]-1-XE-5-2-mbr A)-1,2-= R ok ®-
2-8A

'H-NMR (400 MHz, DMSO-d¢); &(ppm) 1.96 (s, 3H),

0:\124\124400.DOC -177 -



200815402

S

7.19-7.26 (m, 1H), 7.30 (ddd, 1H), 7.34-7.40 (m, 1H), 7.40-
7.46 (m, 1H), 7.48-7.56 (m, 1H), 7.56-7.64 (m, 4H), 7.72
(d, 1H), 7.83 (ddd, 1H), 8.01 (d, 1H), 8.32 (d, 1H), 8.50 (d,
1H), 8.57-8.61 (m, 1H), 9.16 (br s, 1H) -
£ ¥ 1 231
3R (v EEA)ERA]-1-X A -5-2-b® £)-1,2-= &b
w2 -2- &

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.28 (s, 6H), 7.18

(ddd, 1H), 7.23-7.27 (m, 1H), 7.42-7.60 (m, 9H), 7.71 (ddd,

1H), 7.95 (d, 1H), 8.35 (d, 1H), 8.54-8.58 (m, 1H) °

F 5 19 232
3-B3-(EmmA)EL]-1-X A5 E)1,2-= Bt R-
2-#

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.11 (s, 3H), 7.19-
7.23 (m, 1H), 7.34-7.40 (m, 1H), 7.42-7.56 (m, 6H), 7.60
(d, 1H), 7.64-7.77 (m, 3H), 7.83-7.87 (m, 1H), 8.24 (d, 1H),
8.26 (d, 1H), 8.58-8.62 (m, 1H) «
£ 5 ) 233
- (zEmEEA)EE]-1-XA-5-2-m K)-1,2-= Bk ®-
2-8A

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.15 (s, 3H), 7.21
(ddd, 1H), 7.34 (br s, 1H), 7.44-7.57 (m, 8H), 7.59 (ddd,
1H), 7.74 (ddd, 1H), 7.80 (d, 1H), 8.21 (s, 2H), 8.59-8.62
(m, 1H) -
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Bl ATl B pl 122 FH RbZFH &k &R ATSES
4 e
£ % ] 234
3-(4-— F R X A)1-X A 5-Q2-wbg £)-1,2-= f wk & -2-5

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.00 (s, 6H), 6.75-
6.80 (m, 2H), 7.19 (ddd, 1H), 7.41-7.54 (m, 5H), 7.57-7.60
(m, 1H), 7.73 (ddd, 1H), 7.76-7.81 (m, 2H), 8.14-8.17 (m,
2H), 8.58-8.61 (m, 1H) °

A FRMAISZF EZRBREZIIE  EART LS
e
£ 5 ] 235
S-[(6-RE B A )ubor-2-£]-3-Q-REE)-1-FE-12- =&k
wg -2 - &F

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.46-7.60 (m, 6H),
7.64 (dt, 1H), 7.74 (dd, 1H), 7.80-7.83 (m, 1H), 7.91-7.95
(m, 2H), 8.14-8.17 (m, 2H), 8.52 (d, 1H) °

Bl AT T 162 BB 1ZFHEXRRILZFTE > & R
TAic & o
T #1236
3-2-RERA)5-Q- R EAmbwg-6-%)1-F K -1,2-= H b r-2-
&R

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.46-7.57 (m, 6H),
7.60 (dd, 1H), 7.66 (dt, 1H), 7.79-7.83 (m, 3H), 7.89 (dd,
1H), 8.29 (d, 1H), 8.41 (d, 1H) °
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£ 5 1 237
3-3-B X A)1-XX-5-2-mb £)-1,2-=— B vk ®R-2-8
'H-NMR (400 MHz, DMSO-ds); d(ppm) 6.74-6.78 (m,
1H), 7.15-7.26 (m, 3H), 7.27-7.32 (m, 1H), 7.47-7.61 (m,
5H), 7.83 (ddd, 1H), 8.02 (d, 1H), 8.41 (s, 2H), 8.57-8.62
(m, 1H), 9.43 (br s, 1H) °
T 5 15238
3-(4-8B X A)-1-X K -5-Q-nRE)-1,2-— Bt ®R-2-]
'H-NMR (400 MHz, DMSO-ds); &(ppm) 6.79-6.84 (m,
2H), 7.28 (ddd, 1H), 7.47-7.59 (m, 5H), 7.61-7.66 (m, 2H),
7.82 (ddd, 1H), 8.00 (d, 1H), 8.33 (d, 1H), 8.35 (d, 1H),
8.57-8.61 (m, 1H), 9.57 (br s, 1H) °
Rt E®RMMIOZFTE SRRATEH -
' 3 #] 239
I2-FLER)I-B-(=FTHEZAL)EE]-2-Q-n %’ E)-1,2-
= f vk -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 2.34 (s, 6H), 2.74 (4,
2H), 4.10 (t, 2H), 7.01-7.05 (m, 1H), 7.07-7.11 (m, 2H),
7.21 (ddd, 1H), 7.42 (dd, 1H), 7.45 (ddd, 1H), 7.59-7.66
(m, 2H), 7.72-7.81 (m, 3H), 8.30 (s, 2H), 8.58-8.61 (m,
1H) -
T % 4] 240
3-2-REE)1-B-(RRTCAE)EX]-5-2-nrE)1,2-=
£ kg -2-8
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'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.39-1.48 (m, 2H),
1.56-1.64 (m, 4H), 2.46-2.56 (m, 4H), 2.78 (t, 2H), 4.14 (4,
2H), 6.99-7.03 (m, 1H), 7.06-7.11 (m, 2H), 7.21 (ddd, 1H),
7.41 (dd, 1H), 7.45 (ddd, 1H), 7.59-7.66 (m, 2H), 7.72-7.81
(m, 3H), 8.30 (s, 2H), 8.58-8.61 (m, 1H) -
£ 3 ] 241

3-2-FREA)1-3-(mBRTCEE)XE]-5-2-wb = £)-1,2-

— R wt®-2-8
C 'H-NMR (400 MHz, CDCl;); 8(ppm) 1.76-1.86 (m, 4H),
2.57-2.70 (m, 4H), 2.92 (t, 2H), 4.16 (t, 2H), 7.03 (ddd,
1H), 7.06-7.11 (m, 2H), 7.21 (ddd, 1H), 7.41 (dd, 1H), 7.45
(ddd, 1H), 7.59-7.66 (m, 2H), 7.72-7.81 (m, 3H), 8.30 (s,
2H), 8.58-8.61 (m, 1H) °
£ ¥ ] 242
3-Q-fEE)1I-B(—EABECAL)EE]S-Q-HRE)-
( 1,2-= £, vt % -2-8A

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.03 (d, 12H), 2.83
(t, 2H), 3.04 (heptet, 2H), 3.92 (t, 2H), 6.97-7.01 (m, 1H),
7.04 (dd, 1H), 7.07 (ddd, 1H), 7.21 (ddd, 1H), 7.41 (dd,
1H), 7.45 (ddd, 1H), 7.59-7.66 (m, 2H), 7.72-7.82 (m, 3H),
8.29-8.32 (m, 2H), 8.58-8.61 (m, 1H) -
£ 5 1) 243
3-2-fER)1-B-(=FEARAE)XL]-5-2-nwE)-1,2-
= B vt o2 -2-8
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'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.96 (tt, 2H), 2.24
(s, 6H), 2.44 (t, 2H), 4.05 (t, 2H), 7.00 (ddd, 1H), 7.05-7.09
(m, 2H), 7.21 (ddd, 1H), 7.41 (dd, 1H), 7.45 (ddd, 1H),
7.59-7.66 (m, 2H), 7.72-7.81 (m, 3H), 8.30 (s, 2H), 8.58-
8.61 (m, 1H) °
K 5 5 244
3-2-REE)I-B-ChrAAX)XE]-5-2-wE)1,2-=
£, vt 9% -2- 8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.37-1.50 (m, 2H),
1.53-1.64 (m, 4H), 1.97 (tt, 2H), 2.30-2.45 (m, 4H), 2.47 (t,
2H), 4.04 (t, 2H), 6.97-7.02 (m, 1H), 7.04-7.09 (m, 2H),
7.21 (ddd, 1H), 7.41 (dd, 1H), 7.45 (ddd, 1H), 7.59-7.66
(m, 2H), 7.70-7.82 (m, 3H), 8.31 (s, 2H), 8.58-8.62 (m,
1H) -

T 6 ] 245
3-Q2-REE)1-B-(BHTRAE)KE]-5-Q-URE)1,2-=
#, vk % -2- 5

IH.NMR (400 MHz, CDCl;); 8(ppm) 2.48-2.65 (m, 4H),
2.81 (t, 2H), 3.68-3.80 (m, 4H), 4.15 (t, 2H), 6.99-7.04 (m,
1H), 7.06-7.13 (m, 2H), 7.22 (ddd, 1H), 7.42 (dd, 1H), 7.46
(ddd, 1H), 7.61 (dd, 1H), 7.64 (ddd, 1H), 7.74 (ddd, 1H),
7.78 (dd, 2H), 8.28-8.33 (m, 2H), 8.58-8.62 (m, 1H) -

F 5 ] 246
32-FEE)I-B-(=CTETAE)EL]-S5-2-HnRE)-1,2-

0:\124\124400.DOC - 182 -



200815402

s

= B wk®E-2-8A

'"H-NMR (400 MHz, CDCl;); 8(ppm) 1.07 (t, 6H), 2.64 (q,
4H), 2.89 (t, 2H), 4.08 (t, 2H), 7.01 (ddd, 1H), 7.05-7.10
(m, 2H), 7.21 (ddd, 1H), 7.41 (dd, 1H), 7.45 (ddd, 1H),
7.59-7.66 (m, 2H), 7.72-7.81 (m, 3H), 8.31 (s, 2H), 8.58-
8.61 (m, 1H) -
F ¥ 1) 247
3-B-(=FRCCAA)XE]-1-X A -5-2-nw £)-1,2-= £
o 9E -2 -89

'"H-NMR (400 MHz, CDCl;); 8(ppm) 2.34 (s, 6H), 2.74 (t,
2H), 4.13 (t, 2H), 6.92-6.98 (m, 1H), 7.19-7.24 (m, 1H),
7.33 (dd, 1H), 7.37-7.42 (m, 1H), 7.44-7.56 (m, 6H), 7.57-
7.62 (m, 1H), 7.75 (ddd, 1H), 8.25 (s, 2H), 8.59-8.63 (m,
1H) -
£ 5 5 248
3M4-(—mFHRCAB)EE]-1-X A -5-2-nRE)1,2-= &
ot o€ -2- &7

'H-NMR (400 MHz, CDCls); 8(ppm) 2.35 (s, 6H), 2.76 (t,
2H), 4.12 (t, 2H), 6.95-7.00 (m, 2H), 7.20 (ddd, 1H), 7.43-
7.54 (m, 5H), 7.59 (ddd, 1H), 7.73 (ddd, 1H), 7.76-7.81 (m,
2H), 8.17-8.20 (m, 2H), 8.59-8.62 (m, 1H) «
F ¥ 1] 249
3-2-REXE)1-3-4- T E-1-RE)XK]-5-2-nt 2 &)-
1,2-= £, vt =% -2-89
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'H-NMR (400 MHz, CDCl;); 8(ppm) 1.38-1.46 (m, 2H),
1.54-1.61 (m, 4H), 1.62-1.71 (m, 2H), 1.75-1.83 (m, 2H),
2.30-2.43 (m, 6H), 4.01 (t, 2H), 6.97-7.01 (m, 1H), 7.03-
7.08 (m, 2H), 7.21 (ddd, 1H), 7.40 (dd, 1H), 7.45 (ddd, 1H),
7.59-7.66 (m, 2H), 7.72-7.82 (m, 3H), 8.30 (s, 2H), 8.58-
8.61 (m, 1H) -

Bl ATl o A292F X RREZFTH > AR TAS
M o
E % %250
3-Q2-FL X A)1-B-(mBrwF E)XK]-5-2-wrwE)1,2-=
£, ok o2 -2- 59

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.74-1.84 (m, 4H),
2.48-2.58 (m, 4H), 3.69 (s, 2H), 7.14-7.25 (m, 2H), 7.38-
7.51 (m, 4H), 7.61 (d, 1H), 7.63 (ddd, 1H), 7.72-7.82 (m,
3H), 8.30 (d, 1H), 8.32 (d, 1H), 8.58-8.62 (m, 1H) °
£ % #5251
1-(3-[(4-T B Aok~ K)F B X A}-3-2-REE)-5-2-%=®
£)-1,2-= B wb g -2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.07 (s, 3H), 2.45
(dd, 4H), 3.45 (dd, 2H), 3.58 (s, 2H), 3.63 (dd, 2H), 7.22
(ddd, 1H), 7.40-7.54 (m, 5H), 7.60-7.67 (m, 2H), 7.73-7.80
(m, 3H), 8.29 (d, 1H), 8.33 (d, 1H), 8.58-8.62 (m, 1H) -

ATl TN FTERRILEZIT X ERR TS
4y o
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K 5 5] 252
3-(2-R A A)-1-(4-8 R K)-5-2- = A )-1,2-= R ot ®-2-
&R
'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.24-7.30 (m, 1H),
7.47-7.52 (m, 1H), 7.61-7.82 (m, 7H), 8.31 (dd, 1H), 8.42
(d, 1H), 8.60-8.63 (m, 1H) °
£ 5% 5] 253
1-X £ -3-2-wt " £)-5-2-wb sz X)-1,2-= f = -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.21-7.25 (m, 1H),
7.49-7.59 (m, 5H), 7.72-7.79 (m, 2H), 8.46 (d, 1H), 8.54 (d,
1H), 8.61 (ddd, 1H), 8.65 (dd, 1H), 9.14 (d, 1H), 9.87 (d,
1H) -
£ 5 ) 254
1-3%-3-2-Fg £)-5-2-wb® %)-1,2-= f vk ®-2-5
'H-NMR (400 MHz, CDCls3); 8(ppm) 7.20 (ddd, 1H), 7.25

(t, 1H), 7.44-7.54 (m, 4H), 7.66 (d, 1H), 7.75 (dt, 1H), 8.45

"

(d, 1H), 8.58-8.60 (m, 1H), 8.82 (d, 1H), 8.88 (s, 1H), 8.89

(s, 1H) °

£ # 1] 255

1-% & -5-2-wb g £)-3-(2-"E o £)-1,2-= G w52 -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.26 (m, 1H),

7.48-7.57 (m, 6H), 7.78-7.80 (m, 1H), 8.00 (dd, 1H), 8.52

(dd, 1H), 8.59-8.61 (m, 1H), 9.29 (d, 1H) °

F ¥ 1 256
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7~

1-3 A -3-(4-B £)-5-2-wt "2 £)-1,2-= K wt € -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.26 (m, 1H),

7.48-7.59 (m, 5H), 7.77-7.82 (m, 2H), 8.53 (d, 1H), 8.60-

8.62 (m, 1H), 8.73-8.77 (m, 2H), 9.27 (dd, 1H), 9.40 (d,

1H) -

E 5 19 257

1-2 £ -3-(5-FBg £)-5-2-wb o X)-1,2-= b ®-2-5
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24-7.27 (m, 1H),

7.48-7.61 (m, 7H), 7.77 (dt, 1H), 8.28 (d, 1H), 8.37 (d, 1H),

8.63 (ddd, 1H), 9.21 (d, 1H), 9.22 (s, 1H) *

B ¥ 5] 258

1-% % -3-3-%"# £)-5-2-wbg £)-1,2-= H vt R -2-5
'H-NMR (400 MHz, CDCls); 8§(ppm) 7.22-7.25 (m, 1H),

7.48-7.58 (m, 6H), 8.55 (d, 1H), 8.60 (m, 1H), 8.78 (dd,

1H), 9.14 (dd, 1H), 9.34 (d, 1H) -

£ % 1 259

1- % % -3-(4-5% £)-5-Q2-wb g £)-1,2-= R wbR-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24-7.28 (m, 1H),

7.47-7.62 (m, 6H), 7.78 (dt, 1H), 8.16 (dd, 1H), 8.33 (d,

1H), 8.53 (d, 1H), 8.63-8.65 (m, 1H), 9.23 (dd, 1H), 9.62

(dd, 1H) -

£ 5 #1260

3-(2-F Ak -6-%)-1-X A -5-2-wb g £)-1,2-= H b= -2-

&
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'H-NMR (400 MHz, CDCl;); 8(ppm) 4.07 (s, 3H), 6.73
(dd, 1H), 7.46-7.56 (m, 5H), 7.62-7.70 (m, 2H), 7.78 (ddd,
1H), 8.35 (dd, 1H), 8.39 (d, 1H), 8.66 (ddd, 1H), 9.21 (d,
1H) -

F 5 1) 261
3-2-F 2 A)-1-3-wt ok £)-5-2-F % £)-1,2- = B ok ®-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.18 (t, 1H), 7.46-
7.52 (m, 2H), 7.65 (dt, 1H), 7.71 (dd, 1H), 7.74-7.80 (m,
1H), 7.99 (ddd, 1H), 8.72-8.75 (m, 5H), 8.82 (dd, 1H) -

E 5 1] 262

3-(2-f bk -3-4)-1-XE A -5-2-FRE)-1,2-= Kb ®R-2-
&

IH-NMR (400 MHz, CDCl3); 8(ppm) 7.16 (t, 1H), 7.24-
7.27 (m, 2H), 7.48-7.57 (m, 5H), 8.19-8.23 (m, 2H), 8.69-
8.76 (m, 3H) °
E 3% 1] 263
3-(2-f ot ®-3-%)-1-3- 2 £)-5-Q2-FEREA)1,2-= &b
9z -2- &

'H-NMR (400 MHz, CDCl3); 8(ppm) 7.19 (t, 1H), 7.26-
7.30 (m, 1H), 7.47-7.52 (m, 1H), 7.94 (ddd, 1H), 8.17 (ddd,
1H), 8.70-8.80 (m, 7H) °
£ 5% 1) 264
3-(2-fumb e -3-%)-1-X K -5-2-Fw H)-1,2-= AL ®R-2-8
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'H-NMR (400 MHz, CDCls3); 8(ppm) 7.17 (t, 1H), 7.47-
7.56 (m, 6H), 8.14 (dd, 1H), 8.70 (dd, 1H), 8.72 (d, 1H),
8.80 (d, 1H), 8.85 (d, 1H) °
T 3 1] 265
3-(2-f kv -3-£)-1-3-wb g X )-5-2-F = £)-1,2-= & vt
R’ -2-5

'H-NMR (400 MHz, CDCl3); &(ppm) 7.20 (t, 1H), 7.52
(ddd, 1H), 7.58 (dd, 1H), 7.97 (ddd, 1H), 8.11 (dd, 1H),
8.71-8.76 (m, 4H), 8.78 (d, 1H), 8.81 (dd, 1H), 8.66 (d,
1H) o
F 5 4] 266
3-2-REA)1-3-8 X A)-5-Q2-FRA)1,2-= H vk ®-2-
&R

'H-NMR (400 MHz, CDCl;3); &8(ppm) 7.20 (t, 1H), 7.49
(ddd, 1H), 7.65-7.80 (m, 5H), 7.98 (ddd, 1H), 8.36 (ddd,
1H), 8.46 (t, 1H), 8.73-8.77 (m, 4H) °
E 2 5267
1-%3 %-5-Q-wb-g £)-3-(cEo-4-%)-1,2-= W R-2-W

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.24-7.28 (m, 1H),
7.48-7.58 (m, 5H), 7.64 (td, 1H), 7.79 (dt, 1H), 8.23 (d,
1H), 8.58 (d, 1H), 8.64-8.66 (m, 2H), 8.85 (d, 1H) -
£ ¥ #5268
3-3-FAA-1- BT H-1-%)-1-X X -5-2-nbg H)-1,2-= & vk
% -2- &
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'H-NMR (400 MHz, CDCls); 8(ppm) 2.09-2.16 (m, 2H),
2.48-2.51 (m, 2H), 2.87-2.91 (m, 2H), 6.53 (t, 1H), 7.22
(ddd, 1H), 7.43-7.57 (m, 6H), 7.75 (dt, 1H), 8.17 (d, 1H),
8.25 (d, 1H), 8.60 (ddd, 1H) -

E ¥ 1) 269
3-(5,6-= £,-1,4- =% = $-2-%)-1-F & -5-(2-» = %)-1,2-
= f vk -2-8R

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.18-4.20 (m, 2H),
4.30-4.32 (m, 2H), 7.19 (ddd, 1H), 7.41-7.54 (m, 5H), 7.63
(td, 1H), 7.73 (dt, 1H), 8.02 (s, 1H), 8.28 (d, 1H), 8.58
(ddd, 1H) -

T 3 1270
3-2-A X A)-1-F A -5-2-wb R E)-1,2-— R vk ®-2-87

'H-NMR (400 MHz, CDCl;); &(ppm) 7.22 (ddd, 1H),
7.40-7.61 (m, 8H), 7.68 (ddd, 1H), 7.74 (ddd, 1H), 8.06
(dd, 1H), 8.22-8.25 (m, 2H), 8.60-8.63 (m, 1H) °
F 51 271
3-(4-B EA)-1-X A -5-2-mwE)-1,2-= Hubw-2-]

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.20-7.25 (m, 1H),
7.33-7.40 (m, 1H), 7.42-7.57 (m, 6H), 7.60-7.79 (m, 7H),
7.90-7.95 (m, 2H), 8.25 (d, 1H), 8.30 (d, 1H), 8.60-8.64 (m,
1H) -

F 5 5 272
3-2-Z B R R)-5-2-g K)-1-XE-1,2-= H b g-2-8
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'"H-NMR (400 MHz, CDCl;); 8(ppm) 2.59 (s, 3H), 7.16-
7.21 (m, 1H), 7.40-7.60 (m, 8H), 7.63-7.67 (m, 1H), 7.68-
7.75 (m, 1H), 8.16 (d, 1H), 8.22 (d, 1H), 8.57-8.61 (m,
1H) -

F 5 5] 273
3-3-# X A)-1-%X A -5-2-wbsg £)-1,2-= f wbog -2-8

'H-NMR (400 MHz, CDCl;); &(ppm) 7.24 (ddd, 1H),
7.46-7.64 (m, 7H), 7.76 (ddd, 1H), 8.20-8.26 (m, 2H), 8.27
(d, 1H), 8.37 (d, 1H), 8.61-8.65 (m, 1H), 8.69 (dd, 1H) -

T 55274
1- %X & -3-(4-wb R K)-5-2-wb = K )-1,2-= § b =g -2-5

'TH-NMR (400 MHz, CDCIl;); 8(ppm) 7.24 (ddd, 1H),
7.46-7.62 (m, 6H), 7.73-7.81 (m, 3H), 8.28 (d, 1H), 8.39 (d,
1H), 8.61-8.64 (m, 1H), 8.66 (dd, 2H) °
£ % #5275
3-(4-7 X E)-1-X A -5-2-mb=g £)-1,2-— b =g-2-]

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.26 (m, 1H),
7.47-7.58 (m, 5H), 7.60 (ddd, 1H), 7.76 (ddd, 1H), 8.01-
8.06 (m, 2H), 8.26-8.31 (m, 3H), 8.38 (d, 1H), 8.61-8.65
(m, 1H) -

K 5% 451276
I-3-(FRE)XE]-3-Q-REXE)-5-2-w g £)-1,2-= fi b
®-2-5

'H-NMR (400 MHz, CDCl;); 8(ppm) 5.10 (s, 2H), 7.05-
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7.14 (m, 2H), 7.17 (dd, 1H), 7.21 (ddd, 1H), 7.30-7.48 (m,
7H), 7.60 (ddd, 1H), 7.64 (ddd, 1H), 7.71-7.81 (m, 3H),
8.29-8.32 (m, 2H), 8.58-8.61 (m, 1H) °
£ 5 5277
1-3-Z &8 X A)-3-2-R X X)-5-2-wbwg %£)-1,2-= H vk =R -
2-8

'H-NMR (400 MHz, CDCl;); §(ppm) 2.66 (s, 3H), 7.24
(ddd, 1H), 7.48 (ddd, 1H), 7.61-7.69 (m, 3H), 7.74-7.81 (m,
4H), 8.07 (ddd, 1H), 8.11 (ddd, 1H), 8.32 (d, 1H), 8.34 (d,
1H), 8.59-8.62 (m, 1H) °
T ¥ 5] 278
3-M-(B=ZTRH&BA)ELE]-1-FA-5-2-n® %)-1,2-=
£, vt ' -2-89

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.26 (s, 9H), 4.46 (s,
1H), 7.24 (ddd, 1H), 7.46-7.58 (m, 5H), 7.58-7.61 (m, 1H),
7.76 (ddd, 1H), 7.90-7.99 (m, 4H), 8.26 (d, 1H), 8.33 (d,
1H), 8.61-8.64 (m, 1H) -
£ 5 4279
3-(1-% %)-5-2-wb o % )-1-3-w & £)-1,2-= Kok €-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.21 (dd, 1H), 7.42-
7.50 (m, 3H), 7.51-7.61 (m, 3H), 7.71 (td, 1H), 7.81-7.85
(m, 1H), 7.87-7.90 (m, 2H), 7.96-7.99 (m, 1H), 8.20 (d,
1H), 8.37 (d, 1H), 8.60 (d, 1H), 8.67 (d, 1H), 8.84 (d,
1H) -
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ESI-Mass; 376[M"+H]
£ 7 4] 280
3-(1-% % )-5-2-mbog X)-1-X X -1,2-— f bt =2 -2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.19 (ddd, 1H),
7.38-7.59 (m, 9H), 7.71 (td, 2H), 7.84-7.89 (m, 3H), 8.18
(d, 1H), 8.39 (d,. 1H), 8.59 (ddd, 1H) -
ESI-Mass; 375[M"+H]
K 3% 4 281

( 3-(8-v& vk & )-5-(2-wb ® X )-1-(3-wb =2 %K )-1,2-= & ok == -2-
&R
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.18-7.23 (m, 1H),
7.38-7.56 (m, 3H), 7.84-7.58 (m, 3H), 7.86-8.01 (m, 3H),
8.19-8.23 (m, 1H), 8.30-8.36 (m, 2H), 8.56-8.62 (m, 1H),
8.66-8.70 (m, 1H), 8.91-8.97 (m, 1H) *
ESI-Mass; 377[M*+H]
( T & 15] 282

3-(8-v& vk A)-5-2-wbg K )-1-X A -1,2-= H b €-2-8A
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.18 (dd, 1H), 7.39-
7.54 (m, 4H), 7.55-7.65 (m, 3H), 7.66-7.73 (m, 2H), 7.85
(dd, 1H), 7.98 (dd, 1H), 8.2 (dd, 1H), 8.34 (d, 1H), 8.36 (d,
1H), 8.58 (d, 1H), 8.94 (dd, 1H) °
ESI-Mass; 376[M*+H]
£ % ] 283
3-(2-% £)-5-2-wb e £)-1-3-wb g £ )-1,2-= f k€ -2-8A
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'H-NMR (400 MHz, CDCl;); 8(ppm) 7.23-7.28 (m, 1H),
7.48-7.53 (m, 3H), 7.64 (dt, 1H), 7.78 (td, 1H), 7.85-7.91
(m, 4H), 7.97 (ddd, 1H), 8.25 (d, 1H), 8.35 (s, 1H), 8.38 (d,
1H), 8.64 (ddd, 1H), 8.72 (d, 1H), 8.81 (d, 1H) °

ESI-Mass; 376[M"+H]

F 5 ] 284
3-2-% £)-5-Q-ww K)-1-F A -1,2-= fiwbog-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.21 (dd, 1H), 7.44-
7.50 (m, 4H), 7.53-7.56 (m, 3H), 7.62 (dd, 1H), 7.72-7.77
(m, 1H), 7.83-7.91 (m, 2H), 7.92 (td, 2H), 8.25 (d, 1H),
8.37 (d, 1H), 8.39 (brs, 1H), 8.61-8.64 (m, 1H) -

F 5 9] 285
3-(2-wb B we b og-5-%)-5-2-wt o EK)-1-F K -1,2-= & wb
R -2- &

'H-NMR (400 MHz, CDCl;); 8(ppm) 2.00-2.04 (m, 4H),
3.50 (t, 4H), 7.74-7.78 (m, 9H), 8.03 (d, 1H), 8.06 (d, 1H),
8.21 (d, 1H), 8.57-8.60 (m, 2H) °

ESI-Mass; 396[M"+H]
£ ¥ 5] 286
3-(2-F vk % -3-£)-5-2-w g K)-1-FX K -1,2-= fwb=e-2-
&

'H-NMR (400 MHz, CDCl3); 8(ppm) 7.21-7.29 (m, 2H),
7.46-7.57 (m, 6H), 7.73 (d, 1H), 7.75 (td, 1H), 8.22 (d, 1H),
8.31 (d, 1H), 8.60-8.62 (m, 1H), 10.00 (s, 1H) °
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ESI-Mass; 359[M"+H]
K ¥ 1] 287
3-(2-fumb e -5-%)-5-2-wb e K )-1-K X -1,2-— H w2 -2-8]

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.24 (ddd, 1H), 7.37
(d, 1H), 7.44-7.51 (m, 3H), 7.53-7.60 (m, 2H), 7.64-7.70
(m, 1H), 7.76 (td, 1H), 8.24 (d, 1H), 8.26 (t, 1H), 8.31 (d,
1H), 8.62 (ddd, 1H), 8.75 (d, 1H) -

ESI-Mass; 360[M " +H]
£ 5 1] 288
3-(2-Fmbog-5-%)-5-2-nwA)-1-X E-1,2-= H b w-2-5

'"H-NMR (400 MHz, CDCl;); 8(ppm) 6.99 (dd, 1H), 7.24
(dd, 1H), 7.47-7.57 (m, 5H), 7.59 (dd, 1H), 7.76 (tdd, 1H),
8.25 (dd, 1H), 8.30 (dd, 1H), 8.37 (td, 1H), 8.57-8.58 (m,
1H), 8.63 (dt, 1H) -
£ 3 5] 289
3-(2-Z Biwboe-5-%)-5-2-mb e K)-1-X K-1,2-= fimbg-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.39 (t, 3H), 3.20 (q,
2H), 7.20-7.24 (m, 2H), 7.44-7.59 (m, 6H), 7.75 (td, 1H),
8.08 (dd, 1H), 8.23 (d, 1H), 8.26 (d, 1H), 8.61 (ddd, 1H),
8.78 (d, 1H) -

ESI-Mass; 386[M"+H]

F ¥ 1 290
3-2-REX)-5-2-wbog K )-1-(2-% % )-1,2-= H wkb°g -2- 5

0:\124\124400.DOC -194 -



200815402

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22 (ddd, 1H), 7.47
(td, 1H), 7.53-7.60 (m, 2H), 7.62-7.67 (m, 3H), 7.76 (id,
1H), 7.81 (td, 2H), 7.88-7.94 (m, 2H), 7.98 (d, 1H), 7.99 (s,
1H), 8.34 (d, 1H), 8.43 (d, 1H), 8.60 (ddd, 1H) -

ESI-Mass; 400[M*+H]

T 3% % 291
3-2-RER)5-Q2-wbg E)-1-(1-% %)-1,2-= H vk ®-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.21 (ddd, 1H), 7.45
(td, 1H), 7.54-7.65 (m, 6H), 7.65-7.83 (m, 4H), 7.93-8.02
(m, 2H), 8.30 (d, 1H), 8.46 (d, 1H), 8.57 (ddd, 1H) -

ESI-Mass; 400[M*+H]
£ 5 #5292
3-2-F K £)-5-2-wb o2 A )-1-(8-78 4 £ )-1,2-= & wb R -2-
&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.18 (ddd, 1H), 7.43
(td, 1H), 7.48 (dd, 1H), 7.61 (td, 1H), 7.63 (d, 1H), 7.69
(dd, 1H), 7.72 (td, 1H), 7.78 (dd, 1H), 7.86 (dd, 1H), 7.92
(dd, 1H), 7.98 (dd, 1H), 8.26 (dd, 1H), 8.36 (d, 1H), 8.43
(d, 1H), 8.55-8.57 (m, 1H), 8.95 (dd, 1H) *

K 5 4293
3-[(1-% # & A)d%k-2-%]-1-XX-5-2-m = £)-1,2-= £
v o€ -2 - &R

'H-NMR (400 MHz, CDCl;3); 8(ppm) 6.95 (d, 1H), 7.21

(ddd, 1H), 7.22 (ddd, 1H), 7.26-7.33 (m, 3H), 7.42 (dt, 1H),
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7.44-7.49 (m, 2H), 7.50-7.56 (m, 4H), 7.60 (dt, 1H), 7.71-
7.77 (m, 3H), 8.07 (dd, 1H), 8.20 (d, 1H), 8.34 (d, 1H),
8.60 (ddd, 1H) -
E %% 4] 294
3-(2-fwb ® -3-%)-5-(2-nb s £ )-1-(3-mb & % )-1,2-= Hf wb
®-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.20-7.28 (m, 1H),

7.51 (dd, 1H), 7.58 (dd, 1H), 7.64 (d, 1H), 7.79 (td, 1H),

( 7.94-7.97 (m, 1H), 8.18 (dd, 1H), 8.35 (d, 1H), 8.44 (d,
1H), 8.60-8.63 (m, 1H), 8.72 (dd, 1H), 8.74 (dd, 1H), 8.81
(d, 1H) -

ESI-Mass; 352[M*+H]

T ¥ ] 295
3-2-FER)-5--w A)-1-(w % -3-%)-1,2-= f ok ®-2-
&

( '"H-NMR (400 MHz, CDCl;3); 8(ppm) 6.46-6.50 (m, 1H),

6.79 (dd, 1H), 7.21 (dd, 1H), 7.29-7.32 (m, 1H), 7.45 (t,
1H), 7.60-7.66 (m, 2H), 7.72-7.80 (m, 3H), 8.23 (d, 1H),
8.47 (d, 1H), 8.61 (d, 1H), 8.72 (brs, 1H) °

Bl ATk B A6 1622 HF ik ksbik » &R A TS Y -
£ % #5296
3-2-REE)-5-G-AH Ambuz-2-%)-1-E A -1,2-= Hwbor-2-
&

'H-NMR (400 MHz, CDCl3); 8(ppm) 7.43-7.54 (m, 7H),
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7.62-7.67 (m, 2H), 7.73-7.76 (m, 2H), 8.03 (d, 1H), 8.24
(dd, 1H), 8.82 (dd, 1H) -

F ¥ 1) 297

3-2-fLE £)-5-[2-2,6-— F Awubg-1-K)wbwz-6-%]-1- X
X-1,2-= f wbwg-2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.17 (s, 6H), 5.91 (s,
2H), 7.12 (dd, 1H), 7.45-7.56 (m, 6H), 7.61 (dd, 1H), 7.65
(dd, 1H), 7.78-7.80 (m, 1H), 7.88 (t, 1H), 8.35 (d, 1H), 8.40
(d, 1H) °
£ 5 1) 298
5-2-BE A mbue-6-%)3-2-REE)1-XK-1,2-= H b ®-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.44 (brs, 2H), 6.43
(dd, 1H), 6.96 (d, 1H), 7.42-7.54 (m, 7H), 7.63 (dt, 1H),
7.76-7.78 (m, 1H), 8.24 (d, 1H), 8.26 (d, 1H) °
F 5 5299
3-2-RER)S-G-HAwbr-2-%)-1-F K-1,2-= R ot R-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.47-7.59 (m, 6H),
7.67 (dt, 1H), 7.75-7.82 (m, 3H), 8.35 (d, 1H), 8.52 (dd,
1H), 8.55 (d, 1H), 9.39 (dd, 1H) -
£ % 1300
5-(2- b ®-6-%)-3-2- R X X)-1-X X-1,2-= f b R-2-8

'H-NMR (400 MHz, CDCl3); &(ppm) 7.39 (dd, 1H), 7.45-
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7.67 (m, 9H), 7.78-7.80 (m, 2H), 8.23 (d, 1H), 8.34 (d,
1H) -

E #4301

3-2-REXE)1-XE-5-G-Z R F Aabwe-2-%)-1,2-= f wb
o€ -2 -8

'"H-NMR (400 MHz, CDCl;3); 8(ppm) 7.46-7.58 (m, 6H),
7.63-7.68 (m, 1H), 7.72 (d, 1H), 7.78-7.81 (m, 1H), 7.97
(ddd, 1H), 8.33 (d, 1H), 8.44 (d, 1H), 8.83-8.84 (m, 1H) °
£ % 302
3-2- R E)-5-2-Hkmbog-6-%)-1-FX X -1,2-= £ vk = -2-
&

'H-NMR (400 MHz, CDCls); 8(ppm) 3.55 (t, 2H), 3.83 (t,
2H), 6.57 (d, 1H), 6.97 (d, 1H), 7.43-7.66 (m, 8H), 7.77-
7.80 (m, 2H), 8.18 (d, 1H), 8.31 (d, 1H) *
£ % %] 303
3-2-fERA)S5-Q-Fas Ewbw-6-%)-1-F A -1,2-= fub=e-
2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.99 (s, 3H), 7.44-
7.57 (m, 6H), 7.65 (dt, 1H), 7.78-7.81 (m, 3H), 7.91 (4,
1H), 8.04 (dd, 1H), 8.30 (d, 1H), 8.37 (d, 1H) -

AT EHBLI64Z FEREREZIFTE > &R TLS
W
T 5 1) 304
S-B-(B=TERBE)XE]-3-C-REE)1-G-st=x £)-
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1,2-= & vt =g -2-8)

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.25 (s, 9H), 4.72
(br s, 1H), 7.47-7.54 (m, 2H), 7.60-7.71 (m, 4H), 7.73-7.83
(m, 2H), 7.93-8.02 (m, 4H), 8.73 (dd, 1H), 8.79 (d, 1H) °

Bl AT B A& 167X F ik » KX FH ik » &R Tl
o o
£ 5% 4305
3-2-REA)4-FA-1-F K -5-2-mbog £)-1,2-= & vt " -2-
&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 2.12 (s, 3H), 7.28
(ddd, 1H), 7.38-7.52 (m, 8H), 7.59 (s, 1H), 7.66 (ddd, 1H),
7.75-7.80 (m, 2H), 8.66-8.70 (m, 1H) °

Bl AT F A 168 F ik » KX F &k » &MU T
oM e
£ 5% %1306
1- X & -3-[N-(N'- X B4 Bk %)]-5-(2-wb 52 %)-1,2-= & b =2 -
2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.19-7.24 (m, 1H),
7.26-7.36 (m, 3H), 7.37-7.54 (m, 7H), 7.70 (d, 1H), 7.78
(ddd, 1H), 7.92 (br s, 1H), 8.09 (d, 1H), 8.55-8.59 (m, 1H),
9.33 (brs, 1H), 10.03 (d, 1H) -
£ %% 6307
3-2-REE)-1-X A -5-[N-(N'-X A 49k £)]-1,2-= f ok =2 -
2-8
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'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 6.95 (dd, 1H),
7.25 (dd, 1H), 7.41-7.61 (m, 8H), 7.65 (d, 1H), 7.71 (d,
1H), 7.77 (dd, 1H), 7.92 (d, 1H), 8.03 (d, 1H), 8.56-8.66
(m, 1H), 9.02-9.10 (m, 1H) °
K 5 15308
3-{4-[IN-(N'-T AW R E)X £ ]}-1-X £ -5-2- ® £)-1,2-
= B kg -2-8

'H-NMR (400 MHz, DMSO-dg); 8(ppm) 0.90 (t, 3H), 1.32

( (tt, 2H), 1.42 (tt, 2H), 3.09 (dt, 2H), 6.16 (br t, 1H), 7.29
(dd, 1H), 7.44 (d, 2H), 7.47-7.54 (m, 1H), 7.54-7.60 (m,
4H), 7.69 (d, 2H), 7.82 (ddd, 1H), 8.02 (d, 1H), 8.35 (d,
1H), 8.39 (d, 1H), 8.53 (br s, 1H), 8.58-8.61 (m, 1H) -
Bl AT B I69Z F kR RUEZFTH » &R ARTAAS
e
£ #1309
5 3-Q2-REE)1-XEE5-Q-h B A)HEA-1,2-= R wb®R-2-
AN -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.42-7.54 (m, 7H),
7.63 (ddd, 1H), 7.74-7.79 (m, 3H), 7.92 (ddd, 1H), 8.20 (d,
1H), 8.58 (d, 1H), 8.59-8.62 (m, 1H), 9.80 (br s, 1H) -

T #5310
1-%2 4 - 3-2-(1-wgg X)L s p A ]-5-2-wg X)-1,2-= £
o o -2 -7

'H-NMR (400 MHz, CDCl;); &(ppm) 1.78-1.86 (m, 4H),

0:\124\124400.DOC -200 -



200815402

,"\

2.66-2.74 (m, 4H), 3.36 (s, 2H), 7.20 (ddd, 1H), 7.44-7.56
(m, 5H), 7.66 (d, 1H), 7.75 (ddd, 1H), 8.07 (d, 1H), 8.54-
8.58 (m, 1H), 9.12 (d, 1H), 10.15 (br s, 1H) °
£ 311
1-% % -3-[3-[1-4- %X A vk X)) A 8k X ]-5-2- = % )-
1,2-= & vk =g -2-58

'H-NMR (400 MHz, CDCls); 8(ppm) 2.66 (t, 2H), 2.69-
2.76 (m, 4H), 2.80 (t, 2H), 3.30-3.36 (m, 4H), 6.81-6.86 (m,
1H), 6.90-6.97 (m, 2H), 7.18 (ddd, 1H), 7.22-7.29 (m, 2H),
7.40-7.53 (m, 5H), 7.62-7.67 (m, 1H), 7.73 (ddd, 1H), 8.03
(d, 1H), 8.53-8.57 (m, 1H), 9.11 (d, 1H), 10.56 (br s, 1H) -
£ ¥4 312
3-3-hs e ARBA)EE-1-X5-5-2-%nxE)12-= &
A R

IH-NMR (400 MHz, CDCl;); 8(ppm) 1.80-1.88 (m, 4H),
2.58-2.67 (m, 6H), 2.86 (t, 2H), 7.17 (ddd, 1H), 7.42-7.54
(m, 5H), 7.65 (d, 1H), 7.73 (ddd, 1H), 8.03 (d, 1H), 8.53-
8.57 (m, 1H), 9.11 (d, 1H), 10.91 (br s, 1H) °

R EHam170zF s REkbzFHk &R TAAS
4 o
T #4313
5- % A -3-Q-AEA)1-E KX 1,2-= finbw-2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 4.15 (s, 2H), 6.70

(d, 1H), 7.30-7.36 (m, 1H), 7.36-7.43 (m, 8H), 7.43-7.49
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(m, 3H), 7.59 (ddd, 1H), 7.72-7.77 (m, 2H) -
£ % #5314
3-¥ mA-1-XEA-5-2-mtw £)-1,2-— HwbR-2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 4.52 (s, 4H), 7.12
(ddd, 1H), 7.16-7.33 (m, 10H), 7.37-7.54 (m, 7H), 7.63
(ddd, 1H), 7.80 (d, 1H), 8.50-8.54 (m, 1H) -

F ¥ 4 315
3-Q2-R X £)-1-3-8 £ £)-5-2-w = £)-1,2- = & g -2-
&

BL-B-(FRB)XRA]-3-2-RRE)-5-(2-w = £)-1,2-=
Aowbog-2-8A52% % #5% Pd/C 20E L A FEE3EF F
AN, KA - EBTHBE KR -BEAEWERRBRRE » %
BEREREMN A(CHRLE-TR)GIL  FRALSH260E
i °

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.76 (dd, 1H), 6.87-
6.92 (m, 1H), 6.93 (dd, 1H), 7.22-7.30 (m, 2H), 7.44 (ddd,
1H), 7.60-7.67 (m, 2H), 7.73-7.80 (m, 3H), 8.25 (d, 1H),
8.32 (d, 1H), 8.33 (br s, 1H), 8.59-8.63 (m, 1H) -

R EaplI7TIZ T EZREZIIE ARATILE
4 e
£ % 14316
1-X 8 FA3-Q-RERA)5-2-wbr £)-1,2-= b =g-2-80

'"H-NMR (400 MHz, CDCl;); 8(ppm) 4.76 (s, 2H), 5.63 (s,

2H), 7.22 (ddd, 1H), 7.26-7.42 (m, 5H), 7.47 (ddd, 1H),
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7.57 (d, 1H), 7.64-7.80 (m, 4H), 8.23 (d, 1H), 8.34 (d, 1H),
8.60-8.64 (m, 1H) °

T w317

3-Q2-REE)1-ZEREATF A -5-C-wb R E)-1,2-= Kt R-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.32-1.42 (m, 2H),
1.55-1.64 (m, 2H), 1.65-1.75 (m, 2H), 1.76-1.86 (m, 2H),
2.53 (ddd, 1H), 4.10 (d, 2H), 7.21 (ddd, 1H), 7.45 (ddd,
1H), 7.58 (d, 1H), 7.64 (ddd, 1H), 7.71-7.79 (m, 3H), 8.16
(d, 1H), 8.28 (d, 1H), 8.59-8.63 (m, 1H) -
£ ¥ 1) 318
1-[1-(B=TaA)kR-4-5])F £-3-Q-REXE)-5-2-m=®
£)-1,2-= f b =g-2-5

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.22-1.35 (m, 2H),
1.45 (s, 9H), 1.68-1.78 (m, 2H), 2.14-2.27 (m, 1H), 2.61-
2.76 (m, 2H), 3.90-4.25 (m, 4H), 7.22 (ddd, 1H), 7.46 (ddd,
1H), 7.58 (ddd, 1H), 7.65 (ddd, 1H), 7.73 (ddd, 2H), 7.78
(dd, 1H), 8.17 (d, 1H), 8.21 (d, 1H), 8.59-8.63 (m, 1H) °
£ 5 4319
1-[1-(¥ B A)k-4- A7 A-3-2-REE)-5-2-=RE)-
1,2-= f wt9g -2-]

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.25-1.38 (m, 2H),
1.68-1.81 (m, 2H), 2.17-2.30 (m, 1H), 2.70-2.86 (m, 2H),

3.92-4.08 (m, 2H), 4.15-4.32 (m, 2H), 5.12 (s, 2H), 7.22
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(ddd, 1H), 7.28-7.38 (m, 5H), 7.46 (ddd, 1H), 7.57 (d, 1H),
7.65 (ddd, 1H), 7.69-7.79 (m, 3H), 8.17 (d, 1H), 8.20 (d,
1H), 8.59-8.62 (m, 1H) °
Rl AT B2 1742 F ik KR X Tk > &R R TS
4 o
£ % #1320
3-(t % -1-R)-5-2-mb g K)-1-X K -1,2-= H bt R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 6.33 (t, 2H), 7.22
(ddd, 1H), 7.36 (t, 2H), 7.45-7.57 (m, 6H), 7.74 (td, 1H),
8.10 (d, 1H), 8.12 (d, 1H), 8.61 (ddd, 1H) -
ESI-Mass; 314[M*+H]
£ 5 15321
3-2-fEBmA)S- Q- E)1-FE-1,2-= Rk R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 7.06 (ddd, 1H), 7.21
(ddd, 1H), 7.41-7.65 (m, 9H), 7.71 (td, 1H), 7.76 (d, 1H),
7.88 (d, 1H), 8.60 (ddd, 1H) -
ESI-Mass; 365[M*+H]
£ 5 1] 322
3-2-wb e B A )-5-QQ-wtg K)-1- X K -1,2-— Rk R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 6.80-6.86 (m, 2H),
7.20 (dd, 1H), 7.44-7.58 (m, 6H), 7.70 (d, 1H), 7.77 (td,
1H), 7.87 (d, 1H), 7.96 (s, 1H), 8.37 (d, 1H), 8.59 (d, 1H),
9.29 (d, 1H) °
£ 5 4323
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3-(1-R ek Bz X)-5-2-b g K )-1-X K -1,2-= H b =g -2-8
'H-NMR (400 MHz, CDCls); 8(ppm) 7.15-7.24 (m, 3H),
7.46-7.59 (m, 5H), 7.66 (t, 1H), 7.77 (d, 2H), 7.80 (td, 1H),
7.97 (d, 1H), 8.10 (d, 1H), 8.25 (d, 1H), 8.61 (d, 1H), 9.11
(s, 1H), 9.60 (d, 1H) °
ESI-Mass; 391[M*+H]
T ¥ 1) 324
3-(1-v =k K)-5-2-mb g K)-1-FX K -1,2-= f wbt®R-2-8
'H-NMR (400 MHz, CDCls3); 8(ppm) 6.52 (dt, 1H), 7.06
(ddd, 1H), 7.22 (ddd, 1H), 7.31 (td, 1H), 7.36 (ddd, 1H),
7.43-7.57 (m, 7H), 7.75 (dt, 1H), 8.03 (s, 1H), 8.09 (d, 1H),
8.50 (dd, 1H) °
ESI-Mass; 365[M*+H]
£ % 9] 325
3-(9-vk ok £)-5-2-wb g K)-1-F H-1,2-= Kb ®-2-]

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.29 (m, 4H),

/“\

7.35-7.63 (m, 9H), 7.52-7.57 (m, 1H), 8.12 (dd, 2H), 8.43
(dd, 1H), 8.46 (dd, 1H), 8.61 (ddd, 1H) -
£ 5% 19326
3-(vlvk-1-%)-5-2-wtg K)-1-X K -1,2-— R b R-2-8
'H-NMR (400 MHz, CDCl;); 8(ppm) 6.68 (d, 1H), 7.17
(td, 1H), 7.20-7.26 (m, 2H), 7.47-7.55 (m, 7H), 7.62 (d,
1H), 7.66 (d, 1H), 7.74 (td, 1H), 8.27 (d, 1H), 8.34 (d, 1H),
8.61 (ddd, 1H) -
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ESI-Mass; 364[M"+H]
£ 26 15327
3-2-F A -5- X Aabog-1-%)-5-2-wbg X)-1-X K -1,2-= §
o o2 -2-EF

W3- A-1-X A -5-2-wbr A)-1,2-— A ®-2-BA25F %
AT RI0ZF > w1-XE-1,4- 8 = 8F20% L B H F KR
B(KASHWO2E L » mBERISE - AHEETER > RE
"B N FoNaHCO3 K B R » M LB L EEHIR - AHKE U
B fo R BB KRB F S 0 A B KMgSOL 8% P BB BB IER -
BEUMUAB AR E(THR-CHB TE 2)d1t > FF A8
b HmI2%E % -

'H-NMR (400 MHz, CDCl;); §(ppm) 2.26 (s, 3H), 6.10
(d, 1H), 6.34 (d, 1H), 7.21 (tt, 1H), 7.17 (ddd, 1H), 7.21-
7.27 (m, 2H), 7.28-7.32 (m, 3H), 7.39-7.54 (m, 5H), 7.66
(td, 1H), 7.83 (d, 1H), 8.31 (d, 1H), 8.53 (ddd, 1H) -

Bl A E w3272 F & KRBT FH & &R T
/B
T 6 5 328
3-(2,5-= F Aubog-1-%)-5-2-wb g H)-1-X X-1,2-= &
wg -2- 87

'H-NMR (400 MHz, CDCl3); §(ppm) 2.16 (s, 6H), 5.92 (s,
2H), 7.22 (ddd, 1H), 7.56-7.43 (m, 6H), 7.75 (td, 1H), 8.07
(d, 1H), 8.37 (d, 1H), 8.60 (ddd, 1H) °
£ %% #]329
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3-2-R A E)-1-(h®-4-%)F £ -5-2-b R £)-1,2-= & ik
® -2-8

B[l (¥ asA)R=-4-A]F A3-2-REHL)S-C-n =%
A£)-1,2-— G b -2-8BA590F 5% > K EF A XL A 10%Pd/CH#
WA MmA > FARARBRLEMIZE R -

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.22-1.34 (m, 2H),
1.62-1.77 (m, 2H), 2.08-2.20 (m, 1H), 2.55-2.63 (m, 2H),

3.05-3.13 (m, 2H), 4.00 (d, 2H), 7.21 (ddd, 1H), 7.45 (ddd,

( 1H), 7.58 (ddd, 1H), 7.64 (ddd, 1H), 7.70-7.79 (m, 3H),

8.17 (d, 1H), 8.21 (d, 1H), 8.59-8.63 (m, 1H) -
FlAT B #3292 Fix AKX FHF & &R TS
4 o
K Ak 41330

3-Q2-REA)1-[3-(4-h AKX A -5-2- R E)-1,2-=
8, ok 2 -2-8

( 'H-NMR (400 MHz, CDCl;); 8(ppm) 1.60-1.73 (m, 2H),

1.98-2.07 (m, 2H), 2.69-2.77 (m, 2H), 3.08-3.17 (m, 2H),
4.39-4.46 (m, 1H), 6.98-7.02 (m, 1H), 7.04-7.09 (m, 2H),
7.21 (ddd, 1H), 7.38-7.48 (m, 2H), 7.58-7.67 (m, 2H), 7.72-
7.81 (m, 3H), 8.29-8.32 (m, 2H), 8.58-8.61 (m, 1H) -
£ #4331
1-(1- 28 Avkoz-4-£2)F £ -3-2-R X £)-5-2-w%n = %)
1,2-= £ w2 -2-8

HI3-2-R X A)-1-(k®w-4-K)F A-5-2-wbe £)-1,2-=
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Bowbow-2-8930%8 % EMNCH,Cl, 2 F » KA T e = T
0,04 R EXBRIVERL > MEBRJLH2IH - RE KR U
CHCL,# 8 > 4 NaHCO;k ~ 4o R B K%K F - F KA
UMgSO 8 %% » mEBREE  UBBEREEMNE(LRT
Bs-T )44t > R MILEMH25E R -

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.22-1.52 (m, 2H),
1.65-1.78 (m, 1H), 1.80-1.98 (m, 1H), 2.28-2.41 (m, 1H),
2.70-2.86 (m, 1H), 2.88-3.06 (m, 1H), 3.70-3.88 (m, 1H),
3.90-4.23 (m, 2H), 4.65-4.87 (m, 1H), 7.22 (dd, 1H), 7.36-
7.42 (m, 5H), 7.46 (dd, 1H), 7.55-7.60 (m, 1H), 7.62-7.72
(m, 2H), 7.72-7.79 (m, 2H), 8.16 (d, 1H), 8.22 (d, 1H),
8.59-8.63 (m, 1H) °

AT MBI FEREBEEZI T E > AR TS
4 o
F ¥ ) 332
1-(1-z 8B A vk ®-4-%)F £ -3-2-R X £)-5-2-n = %)
1,2-= & wt = -2-&

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.22-1.38 (m, 2H),
1.75-1.86 (m, 2H), 2.08 (s, 3H), 2.20-2.35 (m, 1H), 2.50-
2.60 (m, 1H), 2.98-3.08 (m, 1H), 3.79-3.87 (m, 1H), 3.95
(dd, 1H), 4.05-4.15 (m, 1H), 4.61-4.70 (m, 1H), 7.23 (ddd,
1H), 7.47 (ddd, 1H), 7.58 (d, 1H), 7.63-7.71 (m, 2H), 7.72-
7.80 (m, 2H), 8.17 (d, 1H), 8.21 (d, 1H), 8.59-8.63 (m,
1H) -
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F ¥ 1 333
1-[3-(N-Z & Ak -4- R E)EX X]-3-2-REXX)-5-2-% =%
A)-1,2-= B wb-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.77-2.02 (m, 4H),
2.12 (s, 3H), 3.37-3.45 (m, 1H), 3.59-3.72 (m, 2H), 3.75-
3.83 (m, 1H), 4.57-4.62 (m, 1H), 7.01 (ddd, 1H), 7.07-7.12
(m, 2H), 7.22 (ddd, 1H), 7.43 (dd, 1H), 7.46 (ddd, 1H), 7.61
(ddd, 1H), 7.64 (ddd, 1H), 7.72-7.80 (m, 3H), 8.29 (d, 1H),
8.31 (d, 1H), 8.58-8.62 (m, 1H) °
£ 3 5] 334
1-[3-[(N- X B A vk g -4- X -RE)XK]-3-2-R X %)-5-(2-
whoo & )-1,2-= R ok R -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.75-2.13 (m, 4H),
3.30-3.47 (m, 1H), 3.58-3.72 (m, 1H), 3.75-3.87 (m, 1H),
3.88-4.03 (m, 1H), 4.56-4.68 (m, 1H), 6.99-7.03 (m, 1H),
7.07-7.13 (m, 2H), 7.20-7.25 (m, 1H), 7.38-7.49 (m, 7H),
7.59-7.67 (m, 2H), 7.72-7.80 (m, 3H), 8.28 (d, 1H), 8.31 (d,
1H), 8.58-8.62 (m, 1H) °
E ¥ 1] 335
1-[1- (X E)k®-4-£]F £2-3-2-REXE)S5-Q2-%=®
%)-1,2-= f b -2-8

B3-2-REE)1I-(kk-4-B)F A-5-2-w® K)-1,2-=
otk -2-830% % ERCHCL 28 # » kAT =B

0L04E A R EXBRBARA2IERL  "EBRHF2IH - REXR
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A CHCIl;# #2 » A 48 /v NaHCO; 7k ~ 8 fv R B Kk % - A #4
B UAMgSO .04 > REBRRSE > U B EERMN E(TH
LE-TH)bi  BRAILEHI0E R -

'H-NMR (400 MHz, CDCl3); &8(ppm) 1.41-1.60 (m, 2H), -
1.77-1.85 (m, 2H), 1.95-2.06 (m, 1H), 2.20-2.31 (m, 2H),
3.80-3.88 (m, 2H), 3.98 (d, 2H), 7.22 (dd, 1H), 7.45 (ddd,
1H), 7.48-7.68 (m, 6H), 7.70-7.79 (m, 4H), 8.15 (d, 1H),
8.17 (d, 1H), 8.59-8.63 (m, 1H) °

/‘"\

FlAT L E R FI35TF ERREZIF X &R ATIS
4 -
£ 5 #1336
3-Q-REE)1-I-(FHRBE)RR-4-K]F £-5-2-n =%
%*)-1,2-= H wk =g -2-8

'H-NMR (400 MHz, CDCl3); §(ppm) 1.43-1.56 (m, 2H),
1.83-1.92 (m, 2H), 2.17-2.30 (m, 1H), 2.63-2.72 (m, 2H),
2.77 (s, 3H), 3.80-3.88 (m, 2H), 4.03 (d, 2H), 7.20-7.26 (m,
1H), 7.44-7.51 (m, 1H), 7.55-7.61 (m, 1H), 7.63-7.72 (m,
2H), 7.73-7.82 (m, 2H), 8.17 (d, 1H), 8.21 (d, 1H), 8.59-
8.64 (m, 1H) °
K 5 491337
1-3-M1- (A @BE)RR-4-KA-AE]XE]-3-2-RXE)-5-
(2-mb o &)-1,2-= R wb & -2-8

'H-NMR (400 MHz, CDCl;); §(ppm) 1.90-2.10 (m, 4H),

3.10-3.23 (m, 4H), 4.38-4.45 (m, 1H), 6.87-6.92 (m, 1H),
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6.98 (dd, 1H), 7.05 (ddd, 1H), 7.22 (ddd, 1H), 7.38 (dd,
1H), 7.46 (ddd, 1H), 7.52-7.66 (m, 5H), 7.72-7.80 (m, 5H),
8.25-8.28 (m, 2H), 8.57-8.60 (m, 1H) °
E 6 ] 338
3-2-REE)1-B-N-(FHBEE)RR-4-E-A XX E]-5-
(2-wb o & )-1,2-= £ vt xR -2-5
'H-NMR (400 MHz, CDCl;); 8(ppm) 1.98-2.10 (m, 4H),
2.81 (s, 3H), 3.30-3.41 (m, 4H), 4.56-4.62 (m, 1H), 6.98-
7.02 (m, 1H), 7.08-7.13 (m, 2H), 7.23 (ddd, 1H), 7.44 (dd,
1H), 7.47 (ddd, 1H), 7.61 (ddd, 1H), 7.65 (ddd, 1H), 7.73-
7.80 (m, 3H), 8.28 (d, 1H), 8.32 (d, 1H), 8.59-8.62 (m,
1H) -
£ % # 339
3-2-REA)1-Q-F AR R-4-%)F % -5-(2-wt =€ £)-1,2-
= f wt e -2-8
#3-2-REA)-1-(hr-4-A)F £-5-2-n =R E)-1,2-=
Bowbor-2-880% L EMCHCL; 284 > mm X FHT3E R -
S LEBmATEAEIMLMITE LR LB®AIER > N ERFHID
B o R JE & SA CHCl3# ## > 2 48 7 NaHCO; K 48 Fo R B K
%% o A M B AMgSO B % > RERSE  ANHR® B F
HERBME(LEUE-THR)GIL #R2RILEHEOERL -
'H-NMR (400 MHz, CDCl3); &(ppm) 1.44 (ddd, 2H),
1.68-1.76 (m, 2H), 1.92-2.06 (m, 3H), 2.37-2.93 (m, 2H),

3.48 (s, 2H), 4.01 (d, 2H), 7.18-7.25 (m, 2H), 7.27-7.32 (m,
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4H), 7.45 (ddd, 1H), 7.56 (d, 1H), 7.64 (ddd, 1H), 7.70-7.78
(m, 3H), 8.16 (d, 1H), 8.19 (d, 1H), 8.58-8.61 (m, 1H) °

Bl ATl FHFI329X F A RAREZFE» &RRTISE
M oo
£ ¥ %) 340
3-2-REA)1-(1-F Ak g -4-K)F K -5-(2-wb = £)-1,2-
= f wk g -2-8

'H-NMR (400 MHz, CDCl;); §(ppm) 1.38-1.50 (m, 2H),
1.65-1.80 (m, 2H), 1.88-2.05 (m, 3H), 2.25 (s, 3H), 2.82-
2.92 (m, 2H), 4.01 (d, 2H), 7.19-7.24 (m, 1H), 7.43-7.49
(m, 1H), 7.56-7.60 (m, 1H), 7.62-7.68 (m, 1H), 7.70-7.80
(m, 3H), 8.17 (d, 1H), 8.20 (d, 1H), 8.59-8.63 (m, 1H) °
£ ¥ 1) 341
1-[3-(N-F Aoz -4- %2 - E2)XB]-3-C-REXX)-5-Q2-m=®
A)-1,2-= B wb=e-2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.80-1.93 (m, 2H),
1.97-2.08 (m, 2H), 2.23-2.37 (m, 5H), 2.60-2.73 (m, 2H),
4.33-4.42 (m, 1H), 6.97-7.02 (m, 1H), 7.04-7.10 (m, 2H),
7.19-7.24 (m, 1H), 7.38-7.49 (m, 2H), 7.58-7.68 (m, 2H),
7.72-7.82 (m, 3H), 8.28-8.33 (m, 2H), 8.58-8.62 (m, 1H) -
T & 5] 342
1-[3-(N-¥ Aok -4-X-AE)XE]-3-2-REXE)-5-2-%=®
£)-1,2-= St -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.78-1.88 (m, 2H),
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1.97-2.06 (m, 2H), 2.26-2.35 (m, 2H), 2.58-2.76 (m, 2H),
4.33-4.41 (m, 1H), 6.97-7.01 (m, 1H), 7.04-7.08 (m, 2H),
7.21 (ddd, 1H), 7.24-7.28 (m, 1H), 7.30-7.34 (m, 4H), 7.40
(dd, 1H), 7.46 (ddd, 1H), 7.60 (ddd, 1H), 7.64 (ddd, 1H),
7.72-7.80 (m, 3H), 8.30 (s, 2H), 8.58-8.61 (m, 1H) °
£ 5 5] 343
3-(4-Be B RA)-1-X X -5-2-wh K)-1,2-= fiwb=g-2-8
B3-A-(B = TrRmEBA)REA]L-XE-5-2-n € X&)
1,2-— B kw2 -2-FA80E L AN A CEH3IEF » BRI
N e MAERT BB RBERUANTLE LE-W 8% & H
# 0 Ao NaHCOs & ~ @ fo & Bk k3% o # # B X
MgSO. % % % > B R % > AMA I RE RN TH®] T &R
% BERBILASMO0E L °
'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.31 (ddd, 1H),
7.49-7.61 (m, 5H), 7.82-7.90 (m, 3H), 7.97-8.02 (m, 2H),
8.03-8.07 (m, 1H), 8.48 (d, 1H), 8.54 (d, 1H), 8.59-8.62 (m,
1H) -
M Fap 181 F xR FTE » ERRTIAS
4 e
£ & 15) 344
3B id-s-Qubg K)-1-FXE-1,2-= fwbR-2-8
'"H-NMR (400 MHz, CDCl3); 8(ppm) 1.12-2.10 (m, 10H),
3.97-4.04 (m, 1H), 7.23 (ddd, 1H), 7.43-7.58 (m, 1H), 7.49-

7.59 (m, 4H), 7.74-7.77 (m, 1H), 7.79 (td, 1H), 8.55-8.56
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(m, 1H), 8.57 (d, 1H), 9.18 (d, 1H), 9.64 (d, 1H) -

& 2 1) 345
3-Q2-REE)5-(1-2 B BB A)-1-F K-1,2-= & b ®-2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.77-1.56 (m, 7H),
1.97-2.15 (m, 8H), 5.63 (s, 1H), 7.42-7.54 (m, 6H), 7.63
(td, 1H), 7.74-7.78 (m, 2H), 7.88 (d, 1H), 8.12 (d, 1H) -

K % 5] 346
3-(1-2 A e B £)-5-Q-wbog X)-1-X £ -1,2-= f wb ®R-2-
&R

'H-NMR (400 MHz, CDCl;); §(ppm) 1.50-1.72 (m, 12H),
1.99-2.15 (m, 3H), 7.21-7.29 (m, 1H), 7.43-7.49 (m, 2H),
7.48-7.60 (m, 4H), 7.75-7.80 (m, 1H), 8.47 (d, 1H), 8.55 (d,
1H), 8.60 (ddd, 1H) °
£ % 1) 347
3-[1-[4-2-REX)»kH+ A1 E]-5-Q- % £)-1-FX %-1,2-
—f whwE-2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 3.12-3.31 (m, 4H),
3.59-3.79 (m, 4H), 6.99-7.06 (m, 2H), 7.22 (dd, 1H), 7.27-
7.62 (m, 8H), 7.75 (td, 1H), 8.29 (d, 1H), 8.37 (d, 1H), 8.58
(ddd, 1H) -

ESI-Mass; 462[M*+H]
£ ¥ 19 348
3-[R-E M A ) A ]-5-Q-wbw X)-1-X K -1,2-= R wb=R-2-
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'H-NMR (400 MHz, CDCIl;); 8(ppm) 6.53 (d, 1H), 6.89 (t,
1H), 6.94 (d, 2H), 7.20-7.30 (m, 3H), 7.62-7.47 (m, 5H),
7.71-7.77 (m, 1H), 7.80 (dd, 1H), 8.56-8.57 (m, 1H), 8.64
(d, 1H), 9.16 (d, 1H), 11.23 (d, 1H) °

ESI-Mass; 383[M"+H]
£ % #5349
3-XmBp A-S5-Q-ubwE)-1-XK-1,2-= fwbr-2-F

'"TH-NMR (400 MHz, CDCl;); §(ppm) 7.06-7.17 (m, 1H),
7.23-7.28 (m, 1H), 7.31-7.37 (m, 2H), 7.46-7.62 (m, 5H),
7.73-7.83 (m, 4H), 8.58 (ddd, 1H), 8.63 (d, 1H), 9.29 (d,
1H), 11.86 (brs, 1H) -

F ¥ ] 350

(350A)3-(2-f K A )-5-(4-R X B 8 A )-1-3-mt ® K& )-

1,2-= & vk =€ -2-8F

(350B)3-(2-F X A)-5-(4-f X s K )-1-(3-nb oz #£)-1.2-

= #& vk ¥ -2-EH

B3-Q-A X A)S-G-RERA)L2-— Gt w-2-F38EF
##BEMWCH,Cl, 10EH » AA TFThoMABRKTFHRISIE R >

NEBBEHLINE - B ABRFRIOERL > KA TIH®
B2t 0 R30EF LB T B HE 0 XIN NaOHXK & &R
R AMRB Ut R B KK FR 0 X EKMgSOH E
REBEBREY RYEYDUBZBERERN EZ(TR-TH®TE
2 )it 0 BRERBALLAHI-QC-ARERA)S-G-AXEmER)-
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1-(3-mb o &£)-1,2-= B b g -2-8 9% L |/3-(2-8 X % )-5-(4-
FEEEBA)1-CG-gA)1,2-= A ME-2-FA6E L °

(350A)

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.27-7.33 (m, 3H),
7.36 (d, 1H), 7.40-7.44 (m, 1H), 7.48-7.57 (m, 3H), 7.63-
7.67 (m, 2H), 7.87-7.92 (m, 1H), 7.97 (d, 1H), 8.70-8.76
(m, 2H) -

ESI-Mass; 441[M*+H]

(350B)

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.30-7.37 (m, 2H),
7.44-7.52 (m, 3H), 7.56 (t, 1H), 7.58 (t, 1H), 7.34 (d, 1H),
7.84-7.88 (m, 1H), 7.89 (t, 1H), 7.92 (t, 1H), 8.24 (d, 1H),
8.71 (dd, 1H), 8.75 (dd, 1H) °

ESI-Mass; 457[M*+H]

At TmpiIs2z F kR KL HFE AR RTAS
4 o
£ 3 19 351
3-2-f X A)5-G-FA-1H-X3#hk=2-2-%)1-X 5-1,2-=
£ ko -2-8

I'H-NMR (400 MHz, CDCl;); 8(ppm) 2.45 (s, 3H), 7.05
(d, 1H), 7.34-7.43 (m, 7H), 7.57 (td, 2H), 7.62 (ddd, 1H),
7.68 (ddd, 1H), 8.18 (d, 1H), 8.27 (d, 1H) *

ESI-Mass; 403[M"+H]
£ ¥ 1) 352
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3-Q-REE)S5-4-FEA-1H-X kb -2-K)-1-X XK-1,2-=
8, vt og -2- 59

'H-NMR (400 MHz, CDCl;3); &(ppm) 2.50 (brs, 1.5H),
2.63 (brs, 1.5H), 7.02 (d, 1H), 7.14 (t, 1H), 7.30-7.40 (m,
7H), 7.52-7.58 (m, 2H), 7.65 (d, 1H), 8.18-8.23 (m, 1H),
8.24 (d, 1H) »

ESI-Mass; 403[M*+H]
T %% 4353
3-2-f X A)-5-(5,6-— K IH-F ok ok -2-%)-1-K % -1,2-=
£, wb =g -2- 59

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.39-7.49 (m, 6H),
7.52-7.54 (m, 1H), 7.60-7.66 (m, 2H), 7.70-7.72 (m, 1H),
7.72-7.74 (m, 1H), 8.21 (d, 1H), 8.37 (d, 1H) °

ESI-Mass; 457[M"+H]

£ 2 ] 354
f 3-.(5,6-= £ -1H-X 3 sk ok -2-%)-5-2-b & £)-1-X % -1,2-
\

— £ vk ®-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.27 (ddd, 1H),
7.48-7.63 (m, 6H), 7.82 (td, 1H), 7.83-7.89 (m, 2H), 8.59
(d, 1H), 8.60 (dt, 1H), 9.38 (d, 1H), 12.15 (s, 1H) °

ESI-Mass; 433[M"+H]

E ¥ ) 355
3-(6-f-1H-F H okt -2-%)-5-2-mb g £)-1-X X -1,2-= &
ol o€ -2 -7
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'H-NMR (400 MHz, CDCls); 8(ppm) 7.22-7.28 (m, 2H),
7.50-7.63 (m, 6H), 7.78-7.88 (m, 3H), 8.58 (dd, 1H), 8.61
(ddd, 1H), 9.40 (d, 1H) *

ESI-Mass; 399[M"+H]

E ¥ 149356
3-[1-(nb ok -4- K ) K Hhoker-2-K]-5-2- = EH)1-X %-1,2-
— B wkE-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.10-7.13 (m, 2H),
7.22-7.28 (m, 2H), 7.31-7.46 (m, 8H), 7.69 (dt, 1H), 7.77
(td, 1H), 7.91 (dt, 1H), 8.43 (d, 1H), 8.59 (ddd, 1H), 8.73-
8.75 (m, 2H) °

ESI-Mass; 442[M*+H]

E ¥ 4] 357
3-[1-(1-X Aok w-4- %) K HFokok-2-%]-5-2-nRE)1-¥
A-1,2-— R wbse-2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.01-2.20 (m, 4H),
2.56-2.66 (m, 2H), 3.02-3.07 (m, 2H), 3.58 (s, 2H), 4.09-
4.18 (m, 1H), 7.21 (ddd, 1H), 7.24-7.30 (m, 3H), 7.31-7.36
(m, 2H), 7.45-7.50 (m, 4H), 7.52-7.60 (m, 3H), 7.64 (d,
1H), 7.74 (td, 1H), 7.77-7.84 (m, 2H), 8.48 (d, 1H), 8.49 (d,
1H), 8.58 (ddd, 1H) -

ESI-Mass; 538[M"+H]
£ 5 #1358
3-2-Fu £ £)-5-(5,6-= 8 -4H-o% & [4,5,1-i,j]& K -2-%)-1-
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FE-1,2-— fwbw-2-5

'H-NMR (400 MHz, CDCl;3); 8(ppm) 2.30 (qu, 2H), 3.02
(t, 2H), 4.47 (t, 2H), 7.04 (dd, 1H), 7.20 (dd, 1H), 7.45-
7.57 (m, 7H), 7.65 (td, 1H), 7.79 (dd, 1H), 7.81 (dd, 1H),
8.10 (d, 1H), 8.22 (d, 1H) °

ESI-Mass; 429[M*+H]
B ¥ ) 359
3-(5,6-= £, -4H-%k & 3# [4,5,1-i,j]°& ok -2-%&)-5-(2- = & )-
1-%3 4-1,2-=— &, wbog-2-89

'H-NMR (400 MHz, CDCls3); 8(ppm) 2.20 (qu, 2H), 2.98
(t, 2H), 4.35 (t, 2H), 7.03 (d, 1H), 7.18-7.23 (m, 2H), 7.44-
7.58 (m, 5H), 7.62 (d, 1H), 7.70 (d, 1H), 7.75 (dt, 1H), 8.52
(d, 1H), 8.57 (ddd, 1H), 8.70 (d, 1H) »

ESI-Mass; 405[M*+H]
& % 1360
3-(1-£ 2 X Hokok-2-%)-5-Q2-wbog £)-1-F K5 -1,2-= R wb
® -2-5

'H-NMR (400 MHz, CDCl;3); §(ppm) 7.05-7.21 (m, 3H),
7.25-7.45 (m, 6H), 7.47-7.65 (m, 7H), 8.10 (d, 1H), 8.54-
8.59 (m, 1H), 8.85-8.95 (m, 1H), 9.22 (d, 1H) -

ESI-Mass; 441[M"+H]
T #5361
3-2-f X K)-5-(6-f-1H-X okt -2-K)-1-X £-1,2-= &
vt o -2 - &7
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'H-NMR (400 MHz, CDCl;); 8(ppm) 6.92 (td, 1H), 6.97-
7.07 (m, 4H), 7.11-7.14 (m, 2H), 7.18-7.24 (m, 3H), 7.25-
7.29 (m, 2H), 7.94 (d, 1H), 8.24 (d, 1H) -

ESI-Mass; 432[M*+H]

F % #5362
3-(2- 8. X £ )-5-(1H-%k =& 3 [4,5-c]wb e -2-%)-1-% % -1,2-
—fwbww-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.04-7.09 (m, 1H),
7.28-7.31 (m, 1H), 7.44-7.60 (m, 5H), 7.66-7.70 (m, 2H),
7.74-7.78 (m, 1H), 7.80 (d, 1H), 7.93-7.96 (m, 1H), 8.01 (d,
1H), 8.40 (d, 1H), 8.51 (d, 1H) *

ESI-Mass; 390[M"+H]
£ % 1363
3-(6-F £ -1H-X b okok-2-%)-5-2-mt g £)-1-X % -1,2-=
B vk -2-8

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.50 (s, 3H), 7.08-
7.15 (m, 1H), 7.23-7.26 (m, 1H), 7.45-7.69 (m, 7H), 7.81
(td, 1H), 7.88 (d, 1H), 8.56 (d, 1H), 8.59 (ddd, 1H), 9.40
(d, 1H), 11.95-12.07 (m, 1H) °

ESI-Mass; 379[M"+H]

T % 5 364
3-(5-F A -1H-X 3 wkok-2-%)-5-2-nbg X)-1-X £-1,2-=
£, ok 92 -2- 5

'"H-NMR (400 MHz, CDCl;); 8(ppm) 2.49 (s, 3H), 7.12 (t,

0:\124\124400.DOC -220 -



200815402

1H), 7.24-7.27 (m, 1H), 7.31-7.72 (m, 7H), 7.80 (td, 1H),
7.87 (d, 1H), 8.56 (d, 1H), 8.59 (ddd, 1H), 9.40 (d, 1H),
11.94-12.07 (m, 1H) °

ESI-Mass; 379[M*"+H]
£ 5% #1365
3-2-fERA)S5-[1-Q-F Aok w-4-B)E HFokeb-2-K]-1-X
%-1,2-= i nbe-2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.92 (dd, 2H), 2.36

( (t, 2H), 2.75 (ddd, 2H), 3.05 (d, 2H), 3.62 (s, 2H), 4.58 (tt,
1H), 7.26-7.41 (m, 7H), 7.44-7.51 (m, 2H), 7.52-7.56 (m,
4H), 7.65 (td, 1H), 7.70 (dd, 1H), 7.72 (d, 1H), 7.73-7.81
(m, 3H), 8.01 (d, 1H) *

ESI-Mass; 562[M"+H]
& % 1366
3-2-f X A)5-G-FRA-1H- X k2 -2-%)1-X 51,2
= f wkog-2-8
N

'H-NMR (400 MHz, CDCl;); 8(ppm) 3.83 (s, 3H), 6.85
(dd, 1H), 7.24-7.47 (m, 8H), 7.50 (d, 2H), 7.60 (dt, 1H),
8.15 (s, 1H), 8.16 (s, 1H)

ESI-Mass; 419[M"+H]

T 55367
3-(1H-% ok 3 [4,5-c]nk ® -2- % )-5-(2-v ® £ )-1- % % -1,2-
— f wtw-2-8

'H-NMR (400 MHz, CDCl;); &(ppm) 7.19-7.28 (m, 1H),
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7.48-7.63 (m, 4H), 7.69-7.90 (m, 2H), 8.08 (d, 1H), 8.12 (d,
1H), 8.16-8.22 (m, 1H), 8.34 (d, 1H), 8.59 (d, 1H), 8.58-
8.62 (m, 1H), 9.44 (d, 1H), 12.20 (brs, 1H) -

ESI-Mass; 366[M"+H]
£ ¥ 1368
3-(2-F 2 A)-5-[1-(mbog-4-F)E ko -2-K]-1-X % -1,2-
— f vk ®-2-8

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.29-7.34 (m, 4H),
7.35-7.51 (m, 8H), 7.59 (td, 1H), 7.69 (d, 1H), 7.73 (dd,
1H), 7.82 (d, 1H), 7.84 (dt, 1H), 8.91 (dd, 2H) -

ESI-Mass; 466[M"+H]

AT T 183z F xRz F & ERARTAS
My o
£ % 1369
32-LERA)S-G-ZRATFAEHEA-2-%)1-XK-12-=
8 ok’ -2-5

IH-NMR (400 MHz, CDCl;); 8(ppm) 7.32-7.37 (m, 2H),
7.47-7.58 (m, 7H), 7.61 (ddd, 1H), 7.99 (d, 1H), 8.14 (d,
1H), 8.21-8.23 (m, 1H), 8.39 (d, 1H) °

ESI-Mass; 483[M"+H]
T #% 4370
3-5-Z R T A EHEk-2-%)5-Q-E)1-XE-1,2-=
£, wtoE -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.26-7.30 (m, 1H),
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7.51-7.64 (m, 6H), 7.81-7.87 (m, 2H), 8.08 (d, 1H), 8.39 (s,
1H), 8.63 (d, 1H), 8.64 (t, 1H), 9.50 (d, 1H) -

ESI-Mass; 450[M"+H]
E % 4371
3-(2-F HvE 2 K)-5-Q2-wbeg K)-1-K K-1,2-= f ok 2 -2-8

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.26-7.30 (m, 1H),
7.41 (t, 1H), 7.50-7.60 (m, 6H), 7.84 (t, 1H), 7.88-7.94 (m,
1H), 7.98 (d, 1H), 8.12 (d, 1H), 8.60-8.63 (m, 2H), 9.48-
9.52 (m, 1H) -

ESI-Mass; 382[M +H]
T #5372
5-2-(X4vEod £)3-[2-Q2-X#HEk A)XK]-1-X X-1,2-=
£, vt =g -2- 8

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.09-7.14 (m, 2H),
7.25-7.33 (m, 4H), 7.37 (td, 1H), 7.42 (td, 1H), 7.46-7.52
(m, 4H), 7.80 (ddt, 2H), 7.90 (ddt, 2H), 7.95 (d, 1H), 8.12
(d, 1H), 8.30 (d, 1H) °

ESI-Mass; 514[M"+H]

B AT TP 184 F ik R ZFTEH > AR T

& e

B 4373
5-(2-%X 5ok £)-3-[2-Q-X#F 2 E)X K- 1-XH-1,2-=
£ wb 2 -2-5

'"H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.42 (m, 7H),
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7.44-7.73 (m, 9H), 8.26 (d, 1H), 8.34 (d, 1H), 8.48 (d,
1H) -

ESI-Mass; 482[M*"+H]

T % #5374
3-2-2F A5k £)-5-Q2-mbg K)-1-FX £ -1,2-= &t ®-2-
&R

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.22-7.28 (m, 1H),
7.29-7.32 (m, 2H), 7.42-7.46 (m, 2H), 7.48-7.50 (m, 3H),
7.54-7.58 (m, 1H), 7.70-7.80 (m, 3H), 8.55-8.60 (m, 2H),
9.03 (d, 1H) °

ESI-Mass; 366[M"+H]

& #1375
3-2-fEE)S-(REHF-F2-2-%)1-X K-1,2-= B wbR-2-
&

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.27-7.35 (m, 3H),
7.41-7.51 (m, 4H), 7.52-7.57 (m, 4H), 7.67 (d, 1H), 8.25 (d,
1H), 8.49 (d, 1H) »

ESI-Mass; 433[M"+H]
£ %1376
3-(5-fLEHTok-2-R)5-2-RE)1-FE-1,2-= Bt R-
2-8A

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.26 (ddd, 1H), 7.33
(dd, 1H), 7.47-7.58 (m, 6H), 7.72 (dt, 1H), 7.79 (d, 1H),
7.79 (td, 1H), 8.55 (d, 1H), 8.62 (ddd, 1H), 9.12 (d, 1H) °
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ESI-Mass; 340[M"+H]

B AT T AT FERREZI T X > &R AXT s
4 o
£ 3 5377
3-[1-(R-4-F)K Hohd-2-%]-5-2-s g X)-1-X % -1,2-
— B kR -2-8R

'H-NMR (400 MHz, CDCl3); 8(ppm) 2.01-2.15 (m, 2H),
2.42-2.52 (m, 2H), 2.66-2.84 (m, 2H), 3.20-3.30 (m, 2H),
4.21-4.40 (m, 1H), 7.19-7.83 (m, 12H), 8.49 (d, 1H), 8.52
(d, 1H), 8.56-8.59 (m, 1H) °

ESI-Mass; 448[M"+H]
E 6 15 378

(378A)3-(2-F % A )-5-[1-(vko®w-4-FK)F H kot -2-51]-1-

A HA-12-— g wboxg-2-

(378B)3-(2- . ¥ #)-5-[1-(1-F HA wbog -4- K )R H ok ok -2-

HA1-1-F A -1.2-— & wbeg-2-57

(378A)

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.90-2.02 (m, 2H),
2.65 (ddd, 2H), 3.01 (t, 2H), 3.28 (d, 2H), 4.69 (tt, 1H),
7.27-7.29 (m, 2H), 7.45-7.55 (m, 6H), 7.67 (td, 1H), 7.71
(d, 1H), 7.67-7.83 (m, 4H), 8.05 (d, 1H) °

ESI-Mass; 472[M*+H]

(378B)

'"H-NMR (400 MHz, CDCl;3); §(ppm) 1.90-2.00 (m, 2H),
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2.35-2.40 (m, 2H), 2.41 (s, 3H), 2.73-2.87 (m, 2H), 3.00-
3.10 (m, 2H), 4.51-4.62 (m, 1H), 7.26-7.30 (m, 2H), 7.44-
7.54 (m, 6H), 7.65 (td, 1H), 7.70-7.83 (m, 5H), 8.03 (d,
1H) -

ESI-Mass; 486[M*+H]
E 5% 4379

(379A)3-(2-§ % £)-5-(2-wb oz B )-1-(vk g -3-%)-1.2-=

&, vk % -2-ER

(379B)3-(2-F X A )-5-(2-wb o K )-1-(N-F Hvokow-3-%)-

1,2-= & vt =€ -2-FH

(379A)

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.90-2.05 (m, 2H),
2.13-2.22 (m, 1H), 2.35-2.44 (m, 1H), 2.70 (td, 1H), 3.05-
3.12 (m, 1H), 3.37 (d, 1H), 3.60-3.72 (m, 1H), 4.97-5.05
(m, 1H), 7.21 (ddd, 1H), 7.45 (td, 1H), 7.57 (d, 1H), 7.64
(td, 1H), 7.68-7.78 (m, 3H), 8.13 (d, 1H), 8.48 (d, 1H), 8.62
(ddd, 1H) -

ESI-Mass; 357[M*+H]

(379B)

'"H-NMR (400 MHz, CDCl;); 8(ppm) 1.65-1.75 (m, 2H),
1.92-2.05 (m, 2H), 2.45-2.60 (m, 2H), 2.70-2.80 (m, 1H),
2.97 (dd, 1H), 3.55 (s, 2H), 5.15-5.20 (m, 1H), 7.22 (ddd,
1H), 7.27-7.32 (m, 1H), 7.40-7.49 (m, 4H), 7.52-7.5 (m,
2H), 7.61-7.77 (m, 5H), 8.15 (d, 1H), 8.65 (ddd, 1H) -
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ESI-Mass; 447[M"+H]
E %% 4] 380
3-2-FEA)5-(N-F EAokozg-2-%)-1-X X-1,2-= & wb =g -2-
&

'H-NMR (400 MHz, CDCl;3); 8(ppm) 1.24-1.39 (m, 2H),
1.73-1.85 (m, 2H), 2.04-2.14 (m, 3H), 2.16 (s, 3H), 2.63
(dd, 1H), 3.00 (d, 1H), 7.37-7.56 (m, 5H), 7.59 (td, 1H),
7.64-7.70 (m, 2H), 7.72-7.74 (m, 1H), 7.74-7.76 (m, 2H) °

( ESI-Mass; 370[M*+H]
Rk EwRBTIZHE > ARRTILELH -
£ % ) 381
3-2- R X £)-5-2-t R E5)-1-2-H A F X-4-%)-1,2-= &
vt o€ -2 - &R
'H-NMR (400 MHz, CDCls3); 8(ppm) 2.69 (s, 3H), 7.23-
7.28 (m, 1H), 7.48 (td, 1H), 7.56-7.51 (m, 1H), 7.62 (d,
( 1H), 7.66 (t, 1H), 7.74-7.81 (m, 4H), 8.21 (d, 1H), 8.30 (d,

1H), 8.32 (d, 1H), 8.61 (d, 1H) °
£ % 1) 382
(382A)3-(4-F X B g & A )-5-(2-mb g K )-1- R K -1,2-=

g b g -2- R

(382B)3-(4-F ¥ #% 8 K )-5-(2-wbow K )-1-FX K -1.2-= §

ik oE -2 - &R

& 3‘(4';{(4 X 1!L£i)-5-(2-“lfh L %)-1-%%-1,2-; ﬁ."bt ug -2-

6% L AEMWCH,)Cl, 384 » A A ThMAEBRFEIE
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N E B TFHEMEI0N NEBEHSIER > RI0EF
LEB® B HE UIN NaOHAK B R A F > AHRERBA R
Bk FHR O RBAMESOL I REBBREN - REW
UBBEREBNH E(LHR-CHBLE 2)4i > FRABILLED

AR ETHEA)S- (2w A)1-K K 1,2-2 ok & -2-

B 1.2% L f3-(4-RExmEA)5-2-n=wH)1-XK-1,2-=
f ke -2-8A1.5%8 % °

(382A)

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.23-7.29 (m, 2H),
7.37-7.54 (m, 6H), 7.72 (dt, 1H), 7.79 (td, 1H), 7.87 (t,
1H), 7.89 (t, 1H), 8.44 (d, 1H), 8.57-8.60 (m, 1H), 8.69 (d,
1H) -

ESI-Mass; 407[M*+H]

(382B)

'H-NMR (400 MHz, CDCl;); §(ppm) 7.22-7.30 (m, 2H),
7.37-7.40 (m, 2H), 7.42-7.52 (m, 4H), 7.67 (dt, 1H), 7.80
(td, 1H), 8.09 (t, 1H), 8.11 (t, 1H), 8.58 (d, 1H), 8.60 (ddd,
1H), 9.06 (d, 1H) °

ESI-Mass; 423[M"+H]

Bl AT T 3822 F i K2 FHE > &R T XA
A e
£ » 1] 383

(383A)3-(2-Z A B ap & A wmbog -5-K)-5-(2-mbwg F)-1- K

A-12-= @ wt oz -2-
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(383B)3-(2-C A s dh K wbog -5-)-5-(2-mbog K )-1-K XK -

1,2-= &, wb & -2-86

(383A)

'H-NMR (400 MHz, CDCl;); 8(ppm) 1.24 (t, 3H), 2.96
(dt, 1H), 3.21 (dt, 1H), 7.23-7.27 (m, 1H), 7.48-7.58 (m,
5H), 7.60 (d, 1H), 7.77 (td, 1H), 8.03 (d, 1H), 8.28 (d, 1H),
8.38 (d, 1H), 8.44 (dd, 1H), 8.64 (ddd, 1H), 9.04 (d, 1H) -

ESI-Mass; 402[M"+H]

(383B)

'H-NMR (400 MHz, CDCl;); 8§(ppm) 1.33 (t, 3H), 3.44 (q,
2H), 7.25-7.28 (m, 1H), 7.49-7.62 (m, 6H), 7.78 (dd, 1H),
8.14 (d, 1H), 8.31 (d, 1H), 8.41 (d, 1H), 8.51 (dd, 1H), 8.64
(ddd, 1H), 9.13 (d, 1H) °

ESI-Mass; 418[M"+H]

£ 7 5 384
/ 3-2-T A wbwg-5-%)5-2-wbe A)-1-FX K -1,2-= wb®-2-
) &
#3-(2-fmbr-5-4)-5-(2-mb ok A)-1-K K -1,2-= Rk k-

2-RAIBELEN_F A FEE20EH > mK,CO; 10E 5
BEZRXABE2EL O PNAREBETH#E - —@ET =T
AMBE(I.OMm kB iER) PN, KR100C T mw#{H1
N RBEBRANEETRSL » mAK > RTLHBTLEHR - F
R A A R B RS AR AKMgSOE > RE MK
B REYYUABTBEREN E(THR-TH T E )41 >
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'H-NMR (400 MHz, CDCl;); 8(ppm) 1.33 (t, 3H), 2.87 (q,
2H), 7.20-7.24 (m, 2H), 7.44-7.60 (m, 5H), 7.64-7.70 (m,
1H), 7.75 (td, 1H), 8.18 (dd, 1H), 8.25 (d, 1H), 8.26 (d,
1H), 8.61 (m, 1H), 8.84 (d, 1H) -
£ # 1] 385
3-Q2-f X A)S5-4- L X A)-1-3-mb =g £)-1,2-= & wbt =& -
2-8

B AT K188 F xFRAEALEY

'H-NMR (400 MHz, CDCls); 8(ppm) 7.23-7.50 (m, 8H),
7.52 (d, 1H), 7.55-7.58 (m, 1H), 7.72 (d, 1H), 7.86-7.93 (m,
1H), 8.66-8.76 (m, 2H) -

F % 1] 386
3-2-F X A)-5-(IH-E s ekek-2-%)-1-%X K -1,2-= K wb=e-
2- R

Bl AT # B 6 6 1902 F & A A e

'H-NMR (400 MHz, CDCl;); §(ppm) 7.22-7.28 (m, 2H),
7.32-7.50 (m, 7H), 7.54-7.76 (m, 4H), 8.20-8.21 (m, 1H),
8.28-8.34 (m, 1H) -

ESI-Mass; 389[M +H]
£ ¥ 1) 387
3-2-4 Bk X)-5-2- g K)-1-F E-1,2-= vk ®-2-8

Bl ATl B 2 4] 1782 F ik & M o

'"H-NMR (400 MHz, CDCl3); 8(ppm) 1.21-2.06 (m, 12H),
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<
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#

2.48 (s, 2H), 3.25 (s, 1H), 7.18 (ddd, 1H), 7.33-7.52 (m,
5H), 7.54 (d, 1H), 7.72 (td, 1H), 8.09 (d, 1H), 8.11-8.13 (m,
1H), 8.60 (ddd, 1H) -
F 5 5] 388
3-2-R X K )-5-(4-F A vk ok HF [4,5-b]mb e -2-K]-1- % & -
1,2-= § wk =2 -2- 5

4 3-(2- R K A )-5-(1H-% & 3 [4,5-c]mb = -2-%)-1- X % -
1,2-=— G b -2-BA3E L ANIEH AE > m FEABM2E
O REEIHBFE R -REBREE  REHURIZBFAKH
2 > juNaOH 20 % > W EBEH4 I - REBEBRAT B
LB AR UK R B KRR AR AKMgSO %
BBE BB THERBBRAEY BREHURYTB T RN
S (NH® BT HR-T# L 42 )4i FRAILEM2E
_ﬁ.. °

'H-NMR (400 MHz, CDCl3); 8(ppm) 4.31 (s, 3H), 7.07
(dd, 1H), 7.43-7.61 (m, 7H), 7.64 (td, 1H), 7.72 (dd, 1H),
7.76 (dd, 1H), 8.09 (d, 1H), 8.71 (d, 1H), 8.73 (d, 1H) °

ESI-Mass; 404[M"+H]
£ % 15 389
3-2-REA)1-X A 5-3-2%-1,2,4-7F =2 -5-%)-1,2-=
£ vt % -2-8

B EB3-Q-REXEA)S-(FEEEA)I-FXK-1,2-= g wbe-2-
B Ao K 5 MR R JE PR Z B B31E XL ENCH,Cl, 20 # >
WAATHERTEHBRA20E L ZCH,CLER WA EX =
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FRATFTEHAME PNoRR CFRTHB$FLINF - REBTRS
RME#& » BWCH, Cld « bR ™ KA THEATKRII6OE
A ZCLBOOSEAZXITRERTY - A BETE > HPNX
ATF#HHE—RK - NI00C 1> AHEZERKL UK
RER » ABE N FRB KK FHR  REKMgSO%
oo ORBETHEBREY ZUMW228EAENT XRIOEA T
MmBBASIE o AHFEETRL . RBTHBRAEHR [Fa
GRS ZEBILEM24E R °

'H-NMR (400 MHz, CDCl;3); 8(ppm) 7.40-7.66 (m, 9H),

S

7.68 (dd, 2H), 7.80 (dd, 1H), 8.12 (dd, 2H), 8.32 (dd, 1H),
8.52 (dd, 1H) °

£ % 4390
3-(3-%%-1,2,4-"5 =& 5-%)-1-F £ -5-2-wb € %)-1,2-=
£, vk o -2- 8

AT E 5389 FARMIiLE Y -

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.25-7.29 (m, 2H),
7.46-7.59 (m, 7H), 7.70 (d, 1H), 7.81 (td, 1H), 8.20-8.23
(m, 2H), 8.59 (d, 1H), 8.63 (ddd, 1H), 9.14 (d, 1H) °
T 5 5391
3-2-RESH-3-£)-5-C-wb g B)-1-F K-1,2- = Bk R-2-0

W3-(2-FEAE Y -3-4)-5-Q-w g A)-1-K E-1,2-= &

b ue -2-BA22F LA NCEE20E S 0 BB EECLIE L
#% > b FNaHCO; KB R *» M LB LEWMR - A #H#E U
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ffo B B KR F R 0 A E KMgSO 8% 0 RE THEBRE
B A RABFIREGH25TE R BN _FATFEHBKIOE A
o = L BE0.02F A 0 KB TF ael, '-35 K ==k 443 F
Hoo M60CHBHINEHL AHEER > MWK - RTLE,T
Bs i3k - A E Rt R B KK FHR 0 XE KMSO %
B ORBRTHERENR BREHWURFBEEENE(T K-
B B 2 )éhib 0 FRABAILAEMISE R ©
'H-NMR (400 MHz, CDCl;); &(ppm) 7.23 (ddd, 1H),
7.46-7.58 (m, 5H), 7.59 (d, 1H), 7.65 (d, 1H), 7.77 (td, 1H),
7.78 (d, 1H), 8.38 (d, 1H), 8.57 (d, 1H), 8.59 (ddd, 1H) -
ESI-Mass; 356[M*+H]
K 5% 4] 392
3-12-(5-"F ok R)X A ]-1-X X 5-2-mtw K)-1,2-= fimboE-
2-8
H3-(2-F 8 X A)-5-2-wbow A )-1-X K -1,2-= & wbwg-2-
B 13 A AN FEIOEFf > WP XAREBEF 11Z L HE
K,CO; 8E % ' mBApBHA—&KR - RERAHNEZEER®R » jo
Ko RTLBUEHR - FHRE UK -~ A5 R B KKEFR
ML KMgSO, 3 4% - ANHEH B R B BIE @ B RAREIR
G o MM H ZMBMURBR ~ R FREBILEHIE R -
'H-NMR (400 MHz, CDCl;3); 8(ppm) 6.98 (s, 1H), 7.20
(ddd, 1H), 7.36-7.51 (m, 7H), 7.54 (dt, 2H), 7.72 (ddd, 2H),
7.84 (s, 1H), 8.11 (d, 1H), 8.30 (d, 1H), 8.59 (ddd, 1H) -
E ¥ %) 393

0:\124\124400.DOC -233-



200815402

3-[2-(5-"F ok A )k -3-K]-1-X £ -5-2- = £)-1,2-= &
o oZ -2 - &R

BT RBINNEAKT XK FRALSY -

'H-NMR (400 MHz, CDCls); 8(ppm) 7.14 (s, 1H), 7.16-
7.76 (m, 10H), 7.82 (s, 1H), 8.16 (d, 1H), 8.29 (d, 1H),
8.58 (d, 1H) °
£ 5% #5394
3-2-REA)S5-Q-r B E)1-XE-1,2-= Bt w-2-0

(394a)a -(2-F f A wbog-5-K)-2-nbog F &

$2-F G R -5-8wkez3.005% 2 W B vk S0E B IR AL
2 -78C A FTETE(NMTREER)IOEFA - BT E&T
y S H Aebee FEEL70% 0 H-7T8CH#FLINF - BE R

@

2 EB o mAFNH,CIK » AL B LEHIR > ALK~ B
A H Kk F LB LB B L 0 AMgSOEIE o B RERIR
oYU YBERE(LBRLE )AL BFAREBHZ
BAEALSHW1535% -

'H-NMR (400 MHz, CDCl;); &(ppm) 3.93 (s, 3H), 5.87
(brs, 1H), 6.72 (d, 1H), 7.24 (d, 1H), 7.31-7.36 (dd, 1H),
7.55-7.59 (dd, 1H), 7.74-7.80 (dd, 1H), 8.21 (d, 1H), 8.62
(d, 1H) -

(394b)5-(2-whow % K )-2-F R A wb =

W oa-(2-F & Aabee-5-%)-2-wb® F EE0.835 2 A 820
EHERMEFAL_EARELTIOL  NEBHRA{H - B X
B UAEREER EHEAER  FecBRHIERLS
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Ty

#0.80% °

'H-NMR (400 MHz, CDCl;); 8(ppm) 4.04 (s, 3H), 6.84
(dd, 1H), 7.48-7.54 (ddd, 1H), 7.89-7.95 (ddd, 1H), 8.09 (d,
1H), 8.36-8.40 (dd, 1H), 8.70-8.74 (m, 1H), 9.09 (d, 1H) -

(394¢)5-(2-mt oz 3 % )-1.2-= & ot o -2(1H)-

HES5-(2-mb e B A)-2-F R A2 0.7950 & N 48% & 8 B
5089 > AT0C#H #3045 - KA TFTURAHE » LAK,COzF
Fo o EBAM B I MBS UK TREF - LB FE8E
WRZAZBAILESHOSIE ©

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 6.45 (d, 1H),
7.65-7.70 (ddd, 1H), 7.95-8.00 (dd, 1H), 8.05-8.20 (m, 2H),
8.68-8.75 (m, 2H), 12.17 (brs, 1H) *

(394d)5-(2-wb =g # ¥ )-3-i%-1,2-= fwt=w-2(1H)-&

W 5-(2-w w2 B & )-1,2-= & ok ® -2(1H)- EQOZSiz__EF

RAPEKE20EABFRFT > B mN-2 3% 38 8 5 8K B 0.21
oo BMBEELUNE - UAHE - BRBRAMBZIWEYS > RAKK
BB FRFERRKRIBRBIEESHO26 ¢

'H-NMR (400 MHz, DMSO-d¢); 8(ppm) 7.67-7.71 (ddd,
1H), 7.99-8.03 (ddd, 1H), 8.04-8.08 (dd, 1H), 8.47 (d, 1H),
8.73-8.75 (m, 1H), 8.79 (brs, 1H), 12.72 (brs, 1H) °

(394e)5-(2-mb oz % K )-1-K K -3-/8-1.2-= s vt =% -2-&

#5-(2-mbor g A)-3-8-1,2-= Ak R -(1H)-M0.24% ~ X
AMMEE023% - TH4AON30E - Z L R1IZH 2w Rk"H 10
EABER AEBBHER - mERAKGES) K30
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EH)VR B TE(I00EH) S BHAHRE > UK - BFR
[ 353 #% > UMgSO %tk - REBRREBEH >  ZRYH U

% #
BEREENHE(LHBLUE/THR)GIL FaahRK2FEAL
A W0.21% ©

'H-NMR (400 MHz, DMSO-d¢); &(ppm) 7.50-7.60 (m,
5H), 7.64-7.68 (ddd, 1H), 8.02-8.09 (m, 1H), 8.57 (d, 1H),
8.66-8.70 (m, 1H), 9.00 (d, 1H) °

(3940)3-2-F X X )-5-2-wh =z 5 K )-1- X K -1.2-— s v

2 -2- B

5-(2-mbwE B A )-1-FX A -3-78-1,2-= & R -2-8200%
o~ 2-(2-R R 4)-1,3,2-=
E2H P RATHEEFZIRARTWE=Z X L60E
0 RN, KA T ~ 130CH#H#ESI - AHEETRKR > MT
B LB 0 MUK >~ tafn R B KRk F 0 AMgSO 8k - HE K
BREEE RYHUABRBEREEMH &L FRRFERK
ZBBALSWMASE L °

§. 7 B B 130%F 3 ~ CsCO3 400

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.40-7.58 (m, 8H),
7.62-7.68 (m, 1H), 7.75-7.78 (d, 1H), 7.89-7.94 (m, 1H),
8.11-8.15 (d, 1H), 8.47 (d, 1H), 8.65-8.68 (m, 1H), 9.16 (d,
1H) -
£ ¥ 19395
5-2- e B A)-1-XE-3-XK-1,2-= fmtR-2-8

5-(2-mb e B A)-1-XA-3-R-1,2-Z A g-2-F10E 3
XAPMEI0E L ~CsCO; 40 % ~ B =X Mé6E 1 o
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FRAPEHEEIZEAZRABRMN, KK TF ~ 130C % # 2/
B oo AN EZEERK MLBTE > XK #afRHE KR
F o UMgSO % - RBRREBAY  RYEVWUBBEREE
WME(LBUE/THR)EL  FXFeh RIEHAILEMHO6
TR

'H-NMR (400 MHz, CDCl;); 8(ppm) 7.32-7.58 (m, 8H),
7.75-7.79 (m, 2H), 7.88-7.94 (ddd, 1H), 8.09-8.13 (m, 1H),
8.42 (d, 1H), 8.63-8.66 (m, 1H), 9.01 (d, 1H) -
£ % #1396
3-2-REE)5-(a-A2- g FA)1-FH-1,2-= 8 v
R -2-8]

AN3-2-F X E)-S5-2-wmp E)1-XE-1,2-= s wbw-2-
258 L 2 FESEFERTY  NAATHMAILM2E
% o300 % > A4 FNaHCO; K # B » N LB L 4R -
LB LB R UK~ AR B KK F > AMgSO R - BER
BEAEN  RYDYUATBERBEMEK(LH &)L F
XE e RARZIEZHAILEMISER °

'H-NMR (400 MHz, CDCl3); 8(ppm) 5.72 (brs, 1H), 7.32-
7.72 (m, 13H), 7.80-7.92 (m, 1H), 8.57-8.65 (m, 1H) °

£ 3% 4397
3-Q-RERA)5-Q-mR-2- 2T HE)1-XA-12- = fwbe-
2-8

3-(2-/ X K )-1-XK 5-8-1,2-=— 8wk ®-2-80100%& 5 ~
2-LH A RI100E L ~ T EE6E R - = -(BF XKEA)M 17
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£ R
B oo %

LEE3IZEHFZRAR > BPN,AHR ~ 130°C # ## 2]
P EEBRE O ML TE > UK R B KR

Jin

A

o UMgSO 8 8k - RBRBRE AR REGHURTBERER
ME(LBLEB/CR)4L BaERRXRIBRALEHIE
i 0

'H-NMR (400 MHz, CDCl;); 8(ppm) 6.95-7.00 (d, 1H),
7.16-7.21 (m, 1H), 7.26-7.35 (m, 1H), 7.44-7.60 (m, 7H),
7.62-7.81 (m, 5H), 8.03 (d, 1H), 8.57-8.61 (m, 1H) -
£ % 41398
3-[2-Z & B AV g -3-%]-5-2-w = & )-1-K % -1,2-
= B wb g -2-8R

AR LB ALBRLUEBETSEALAIDWARKRHBBERT » PN,
Xf KA FMNaOH 1.3 % > # % > & F3-2-F 8 A%
oy -3-4)-5-(2-mb e A)-1-X A -1,2-— AW R-2-FI0E L Z
mARHAER PN, AR - ZFERHFLUINEFR > wK > R
LB®BUEEMRE - BHRAEREARBKRRREFR O OREK
MgSO, 3% » MEBE THRER ZRYHWUABE T ERINE
(TH-TEB LB )i FRACEMIER °

'H-NMR (400 MHz, CDCl3); 8(ppm) 1.28 (t, 3H), 4.21 (q,
2H), 6.34 (d, 1H), 7.19-7.23 (m, 2H), 7.34-7.41 (m, 2H),
7.43-7.56 (m, 5H), 7.74 (td, 1H), 7.88 (d, 1H), 8.00 (d, 1H),
8.30 (d, 1H), 8.58-8.60 (m, 1H) °

ESI-Mass; 429[M*+H]
£ % 41399
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5-7%-2-F & KA wmboz

WS- % wmbeg (2005 ) ~ 28% F B2 40 F B & R (15355 ) 4w
HEIF304 0 AFEER c AAK(Q6F)BEE =T AT A&
(l6FA )RR > HHEAREXNAEBARBRAFA)RIR
% 0 A KMgSO 3 )% & - 3B 2 F BB KRB IR 4 (65
T): 431605 (96%)R A& Hh (B EBKY)

'H-NMR (CDCl;, 400 MHz) : 3.91 (3H, s), 6.66 (1H, d),
7.64 (1H, dd), 8.20 (1H, d) °

MS : MH" 188, 190
£ ¥ #1400
6-F f A -3-wbx A8k

~N—"ocH ,

W 5-2-2-F AR R(I2A VAN ART » A& AKm H
kv P IBEMR O AHFENE-TSIC - EHAHNTAT
246 F/H THEAEEROBSOEFF) EXFBF=ZFEA
B(192EF) BB TR T300% > BRANBE > NEBRK
HER BB > KA TFTMm2E F/FHCIK(1.57) #H#1
NBF IR 0 mSE F/FH NaOHAK B R (460 FH)F o - R H ¢
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ML B UE(IA)BE  ABRLBLE(AT)BEMHR » 4
Br R BB - R10% R B AR(AA)R2KR - AHRE R &K
MgSO,% JE 14 » R B B 4% > 15 105% (88%)4% A 1t & ¥ (M
FEERH)-

'H-NMR (CDCl;, 400 MHz) : 3.83 (3H, s), 6.74 (1H, d),
7.98 (1H, dd), 8.10 (2H, s), 8.50 (1H, s) *
B #4401
2-F & K -5-wbwg-2-Kwb g

N~ 0CH,

W 6-F F A -3-wber A M (105% ) 2-8wbw(90%L)~ T
B 42 (3.215 ) Z £M(15%) K,CO3(2372)~ 1,2-=F &
A L (00FF) KOOEA)NHEHT > mBABRSNEF
404 o AR BR L > MLBLE(IF)BE - FHRE U

. 10% NH,ClAK & & (1#4) 10% & K (15) %% B X (1H)
hiER o ORBEE  F1260L87%) R ALY -

'H-NMR (CDCl;, 400 MHz) : 4.00 (3H, s), 6.85 (1H, d),
7.21-7.26 (1H, m), 7.67 (1H, d), 7.75 (1H, dt), 8.25 (1H,
dd), 8.66-8.70 (1H, m), 8.74 (1H, d) °

MS : MH" 187
T % #5402
5-nk oz -2-%& -2(1H)-vt ® &
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4
SNTNZONH
N0
1§ 2-F B & -S-wb ok -2-& b ox (5S04 )RAE B/ B 8 K

QA4F)Z R A B BRINE - RERAHE > WE =
TATRABQ2A)AF - KBERKKALS T w8E F /5
NaOHKZER(1.14)% > RE=ZTEXF ERQ2H)%R2R -
£k > RXEHCI310% # )82 83 F /9 NaOHK & & (100 %
)W & RpH 8% > Mw1-T B UASH )R B F £ B K (1.8
) 2RBR - AKERI-TEUASH)BHR - S5 FF
AR BRBREHEMS-S0C)  hRERBEHW T WE=ZTET
AaQ2A) #EH HELER - REBRKR - HHEKHN60C &
BB gk o K6 ) mBEMRL > KABETEE R - &K
BRIEBRW H 2 & & - 2 RAELBEG0TC) 51885 (66%)4% &
Lo th(kRaea&&i)e

'H-NMR (DMSO-dg¢, 400 MHz) : 6.42 (1H, d), 7.19-7.26
(1H, m), 7.74-7.81 (2H, m), 8.11 (1H, d), 8.17 (1H, dd),
8.52-8.55 (1H, m) °

MS : MH" 173
£ ¥ %] 403

1-% & -5-0b w2 -2-%& -2(1H)-wk 72 8
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4 5-wk oz -2- & -2(1H)-#t =2 & (185 % ) ~ PhB(OH),(261
%)~ Cu(OAc),(19.4% ) wkee (173% # ) - DMF(1480% #)
REBHBBET > R204 /72 ARBEZRAREARER > H
HRE - BRERBINESR > b RHHT26% ¥
FPHEAZTRAZIRE BB MBRAZR BFHHER
B35 E > A RKEEAEEOST%  HFRERENRK
KA Z10%E K (7.59)F » £ MAO 454 H - KRB IE R
Wb s RAKRGH)RF o BFAFE&ENHI0%R K(3.67)

(e zmTREASIIEA REARE S UAQH)
hF o  ERRNEREBEAFLEE > F187R(68%)HF A S
MFEeLER)-

'H-NMR (CDCl;, 400 MHz) : 6.77 (1H, d), 7.19 (1H, dd),
7.42-7.48 (3H, m), 7.49-7.55 (3H, m), 7.72 (1H, dt), 8.04
(1H, dd), 8.21 (1H, d), 8.57-8.59 (1H, m) °
MS : MH" 249
( £ %% ] 404

3-8 -1-% & -5-abow-2-%-2(1H)-wt R 8

_ /@
o |
N Z N

XD
Br

o

¥ 1-% K -S-mbog-2-4 -2(1H)-wb 2 87 (18631 ) ~ N-& 3% 34
B % B (141.73 ) N,N-=— ¥ & F & B (900F A )M A > 2
BTk o 25854 » i /wNBS 6.45% © R R M H
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e,

%t RKKAHFTHREREANAKMSH)?P > AEBEN
(W4T E R - REBERERRF E I E K > B EBD
IPA(3.25# ) H,0(650& #+ ) - # R B MK > UK AR R A
Btk o RAKKAH  BENRKEETARAEHER  REBIRER
B ZER - BER60CHEEMLE > F1915%(81%)4% A& 1t
o4 -

'H-NMR (CDCl;, 400 MHz) : 7.19-7.24 (1H, m), 7.42-
5.56 (6H, m), 7.74 (1H, dt), 8.19 (1H, d), 8.51 (1H, d),
8.58-8.61 (1H, m) °

MS : MH" 327, 329

Ll EHRB T FHEZILEHBAI-Q-REE)S5-Q2-F =
BBk X E)-1-X R -1,2-=— @ wbeg-2-8 ~ 3-(2-&-3-wb =& K )-
5-(2-mb o & )-1-% &£ -1,2-= & wbse-2-8 ~ 3-(2-5 % %)-5-

£
(2-nk oz & )-1-% A -1,2-= R ok % -2-8 - 3-(2- K %X %)-5-(2-

mboog A )-1-(3-8 X &K )-1,2-= R w5 -2-8 ~ 3-(2-# K & )-5-
(2-vk 52 3 )-1-3-8 X &£ )-1,2-= & ok € -2-8 ~ 3-(2- R X

B )-5-(2-o ® & )-1-(3-F s 8 B X A )-1,2- = & vk ® -2-
~3-(2-R R A)-5-2-mb e A)-1-(3-F B K K )-1,2-= R owk

o2 -2-8 ~ 3-(2-f K A )-5-(2-wb e A )-1-(3-= F B X X)-
1,2- = & wb o€ -2-80 ~ 3-(2-F X K )-5-(2-wb=w & )-1-[3-(5-7F
§F R -2-"F o oz B -3-K)- K K]-1,2-= R wbg-2-8 ~ 3-(2-
X A )-5-2-nb w2 A )-1-(3-F & X £)-1,2- = & wb = -2-
B~ 3-(2-fL K K)-5-2-mw K)-1-B-F B HEXL)1,2-= §
Wb og -2-8R ~ 3-(2-# -3-mbe EK)-5-(2-mbog K )-1-K K -1,2-=
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-

Howmboog -2-8 ~ 3-(2- R FX A)-5-(2-wb g KX)-1-(4-8 X K)-
1,2-= & vk wg -2-8 ~ 3-(2-& X X )-5-(2-wt g KX )-1-(4-= F
B R R A)-1,2-= R owb g -2-8 ~ 3-(2-4L K K )-5-(2-mb ®
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