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[0050]  1- ((4-HIEAHEAIL) il ) -1,2,3,4-PUSENRME (1-A-1) B & AL

H
CO)
Yo
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“Q
OMe

[0052] 101 (1.00g,7.45mmol) \DMAP (0.27g,2.24mmol) FATEA (1.51g,14.91mmol) & T
DCM (40mL) H, 0°C I 3 x4 2R At & (- 1) (1.46¢g,7.08mmol) [ DCME ¥ , 3 N 5¢
B, SRR, 1. 5h G TLCIE I (PE:EA=2:1) R W o IR I 5E 4% J& » DCMAR B , 7K (100mL X 3) ¥
G, M AINaCLVE ¥ (100mL X 3) ¥k , To7KNa, SO, T4 o e , S ik 4 , A1 JZ 4T (PE:EA=
8:1) ik, fHARR L {4 1. 59g, 5 3870.4% . 'H NMR (300MHz,CDC1,) 87.69 (d,J=8.0Hz,
1H) ,7.53(d,J=8.6Hz,2H) ,7.01 (t,J=7.4Hz,1H) ,6.89 (d,J=8.6Hz,2H) ,6.72(t,J=
7.6Hz,1H) ,6.50 (d,J=7.9Hz,1H) ,3.86 (s,3H) ,3.81 (t,J=4.9Hz,2H) ,2.97 (t,]=4.8Hz,
2H) .°C NMR (75MHz,CDC1,) 8163.03,137.87,131.24,129.38,126.63,126.44,121.78,
117.04,114.70,114.20,55.60,43.78,38.76.

[0053]  sEjiifs)2

[0054]  1- ((2- HARIEAHL) BEFEIL) -1,2,3,4- DUSMEIRIE (1-A-2) (K& K

[0051]

[0056]  LATI (1.00g,7.45mmol) A2~ Fl S F R A & (M -2) (1.46g,7.08mmol) y Sk}, #
TR AR AT -A- 1, 43 B [ f 1. 64g, 7% 72.2% . 'H NMR (300MHz,CDC1,) 87.98
(dd,J=7.9,1.7Hz,1H) ,7.50 (ddd,J=8.3,7.4,1.7Hz, 1) ,7.41 (dd,J=8.2,1.4Hz, 11) ,
7.08-6.99 (m,1H) ,6.94-6.86 (m,2H) ,6.66-6.59 (m,11) ,6.53 (dd,J=8.0,1.5Hz, 1H) ,3.79
(t,J=4.9Hz,2H) ,3.56 (s,3H) ,3.10 (t,]=5.0Hz,2H) ."°C NMR (75MHz,CDC1,) 8157.02,
136.84,134.86,131.35,128.18,125.24,124.10,123.91,120.28,117.06,114.52,112.21,
55.65,43.93,40.28,



CN 114230529 A W OB P 5/21 T

[0057] st 513
[0058]  1-((3,4- ~HISIEAIL) Bl EL) -1,2,3,4-DYSPENR I (1-A-3) B9& AL
H

[0059] Yo
-~ ST OMe

OMe
[0060]  DLII (1.00g,7.45mmol) F13,4- — F A JE R R it 5 (- 3) (1.68g,7.08mmol) )5
Bl B FE R AR AT -A- 1, 1345 (a4 1. 70, 77 3:68.4% . 'H NMR (300MHz,CDC1,) 8
7.69(dd,J=8.2,1.5Hz,1H) ,7.29(dd,J=8.6,2.1Hz,1H) ,7.03-6.94 (m, 1H) ,6.84(d,J=
8.5Hz,1H) ,6.75(d,J=2.1Hz,1H) ,6.72-6.65 (m,1H) ,6.45 (dd,J=8.0,1.4Hz,1H) ,3.90
(s,3H),3.77 (t,J=5.1Hz,2H) ,3.59 (s,3H) ,2.88 (t,J=5.2Hz, 21) . "°C VR (75MHz,CDC1,)
6152.61,148.85,138.13,131.23,126.82,126.66,121.75,120.77,116.96,114.59,
110.30,109.64,56.12,55.89,43.82,38.38.
[0061] syt fs4
[0062]  1-XFHHZERERERE-1,2,3,4-TUE BRI (1-A-4) &R

[0064]  DLTI (1.00g,7.45mmol) A4 - FH L IRAE RS (I-4) (1.35g,7.08mmol) Ak}, #fE
RAR ] H AR AT -A- 1, 355 E 41 60g, 725 74.4% o 'H NMR (300MHz ,CDC1,) 67.63 (dd,
J=8.2,1.5Hz,1H) ,7.43(d,J=8.3Hz,2H) ,7.17(d,J=8.0Hz,2H) ,7.00-6.92 (m, 1H) ,
6.70-6.62 (m,1H) ,6.45 (dd,J=8.0,1.4Hz,1H) ,3.83 (br,1H) ,3.74 (t,J=5.1Hz,2H) ,2.88
(t,J=5.2Hz,2H) ,2.36 (s,3H) ."°C NMR (75MHz,CDC1,) 8143.73,137.87,136.68,129.70,
127.29,126.60,126.22,121.75,116.97,114.77,43.82,38.81,21.59.

[0065]  SEjiifsl5

[0066]  6-FHARJE-1- ((4- FHARSEZRIE) MAMESE) -1,2,3,4-PUSEIEMR (T-B-1) (1A R

H
)
N

|
[0067] 0=S=0

OMe
[0068]  N-“EHE-5- AL -2- g2 1% (V-1 B %
[0069] ¥4 (2.07g,19.28mmol) ¥ T 4 (40mL) 1, I3 - % -4 - AL 2K FF Ik (IV-1)

7
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(3.00g,17.50mmol) AT /K BRERAT (4.84g,35.02mmol) ,85°C A4+ . 90min J5 TLC (& IT 51
PE:EA=5:1) M5 Ml ) B A& 75 58 4%, JEURM IR B 56 4% g, 45 N, ¥4 22 500, HhiE , D8R A K
(20mL X 3) Pk, M AN AL BN (20mL X 3) Wl , T /KB R4 T8 1« S, JE T & 0
WS B 143 . 928, 77 %866 % AL Bk — B4k, EHEA T . 'H NUR (300MHz,
DMS0) 68.87 (t,J=5.7Hz,1H) ,8.06(d,J=9.7Hz,1H) ,7.46-7.41 (m,2H) ,7.40-7.34 (m,
2H) ,7.32-7.27 (m,1H) ,6.35-6.25 (m,2H) ,4.64 (d,J=5.9Hz,2H) ,3.74 (s, 3H) «

[0070]  N'-dE-5- AR ERE-1,2- % (VI-1) BIE ER

[0071] ¥V -1(817mg,3.16mmol) ¥ T FHEE (40mL) H, i+ T - M AR (67mg,
0.63mmol) , &/ =1 =, =I5V . 90min /S TLC (B IFFIPE: EA=5:1) W Wl )¢ B A& 75 58 4%
Ji R s B 56 4 i, e A, SRR IR AR , AR 2T R IFAIPE:EA=10:1) 7355, (3R K
HEAR679mg , 72 3£93.9% . 'H NMR (300MHz,CDC1,) 87.50-7.35 (m,5H) ,6.73 (d,J=8.3Hz,
1H) ,6.36(d,J=2.7Hz,1H) ,6.28(dd,J=8.3,2.7Hz,1H) ,4.37 (s,2H) ,3.79 (s,3H) ,3.16
(br,3H) .

[0072]  1-*EFE-7-HAEIE-1,4- A MEREBk-2,3- —H{ (VI-1) &K

[0073] ¥4 VI-1(100mg,0.44mmol) R — Z.fg (517mg, 4. 38mmol) fKIXK I BB H , 140
‘C [ Bi4ho TLC (R ITFRIPE :EA=5: 1) Wil e B 15 58 4% o JRARH R B 58 28 J5 o 4 1R, 4 22 %
T IIN 2B (20mL) FiE £k 1h, IR AR B K 95me , 72 3R 76.9% . MR Gt — B4tk , B
%,

[0074]  1-JE-7-FI4HE-1,2,3,4- VUSRI (VIT- 1) (94 R

[0075] K VI-1(1.00g,3.55mmol) A EIXLETHH A , AR, oK DU Wk IR (60mL) 75,
0°C N2 inimol /LA ¢ DU S RRIR 2% 5470 (8. 80mL) , i N e EE B FE30min . SR 5 B £ = iR
X N12h, TLC (R FFFIPE:EA=2: 1) M I S B 75 56 4% o JFUR} S B 58 4 J& 5 0°C g I B v 2K
S SR , TSI A S E R RE20min, AU BEAEEN (20mL X 3) , & IR EHLE , K (20mL
X 3) Yl , W AN S AL ARV VR (20mL X 3) Wk, To /KB R A T8 i 18« St , VR 20 98 R A 4
KT (PE:EA=8:1) 438, 4 (1 (2 [ 1£350mg , * 2£38.8% . 'H NVR (300MHz,CDC1,) 87. 28~
7.14 (m,6H) ,6.39 (d,J=8.3Hz,1H) ,6.14-6.00 (m,2H) ,4.36 (s,2H) ,3.57 (s,3H) ,3.33 (s,
4H) ,

[0076]  4-"%JE-6- HIAIE-1- ((4-FAZERED) BEIEAL) -1,2,3,4- DUAMEREM IX-D &
%

[0077] 4 VI-1 (300mg,1.18mmol) ¥& T & H %¢ (40mL) 77, 43 %I ADMAP (43mg,
0.35mmol) \ = Z. 1% (239mg,2.36mmol) ,0°C 2218V ind- B E = A& (I0-1) (269mg,
1.30mmol) ) — & FH Be v, Wi I 58 B 23 [ i 2h, TLC (R JFFRIPE :EA=5:1) W Wl [ B 72 75
SEAT A IR N TE AT G WUR R I, R .15 (20mL) HEAE 0. Imo1 /L #h R YE % (20mL
X 3) , AKPek (20mL X 3) , YL RIS AL ARV L% (20mL X 3) , To /KBt BR AT ik 72« $h g , I8
YU VR 45 75 19 € [ 393mg , 2 5 78.4% . 'H NVR (300MHz,CDC1,) 87.59 (d, J=8.8Hz, 1H) ,
7.46 (d,J=8.9Hz,2H) ,7.23-7.14 (m,3H) ,6.87(d,J=8.9Hz,2H) ,6.82-6.72 (m,2H) ,6.26
(dd,J=8.8,2.7Hz,1H) ,6.04 (d,J=2.6Hz,1H) ,4.24 (s,2H) ,3.88-3.83 (m,5H) ,3.68 (s,
3H) ,2.98 (t,J=5.4Hz,2H) .

[0078]  6-FHAH( -1~ ((4- A ORI e L) -1,2,3,4- DU IEME (1-B-1) A R
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[0079]  #$IX-1 (350mg,0.83mmol) Jo/K Fl % (40mL) FOFE JEAR , IR £ 100mL IR JEE S
i, S B =IKR,60°C Jnidh, TLCHLI (PE:EA=2:1) [V o B 58 B8, Fek 8 - Jihie , TR e
LU, B ZHT GBI FIPE: EA=5:1) 44k, 18 A a5 k202mg , 7% 72.9% . 'H NMR (300MHz,
CDC1,) 87.53(d,J=8.9Hz,1H) ,7.46 (d,J=8.9Hz,2H) ,6.85(d,J=8.9Hz,2H) ,6.27 (dd, ]
=8.9,2.7Hz,1H) ,5.98 (d,J=2.7Hz,1H) ,3.82 (s,3H) ,3.77-3.70 (m,5H) ,2.86 (t,J=
5.2Hz,2H) .'°C NMR (75MHz,CDC1,) 8162.91,158.47,138.87,131.13,129.37,127.82,
115.09,114.10,102.99,99.13,55.52,55.22,43.75,38.37.

[0080]  Sijiify16

[0081]  6- FH4AHE-1- ((2- FHARCHEIRAL) AT AL) -1,2,3,4- PUSMENE MR (1-B-2) 1)-& )

[0082]

[0083]  4-7FJE-6-FHAHE-1- ((2- AR Rt -1,2,3,4- DIE IR (IX-2) &

%

[0084]  DAVII-1(300mg,1.18mmol) FN2- FH ALK RAE A (IM-2) (269mg, 1.30mmol) A5k},

BRAE AR AL A IX - 1,43 1 €L #4541 2mg , 725882, 2% o ' NMR (300MHz ,CDC1,) 87.95 (dd, J

=7.8,1.7Hz,1H) ,7.58-7.48 (m,1H) ,7.36 (d,J=8.8Hz,1H) ,7.31-7.23 (m,3H) ,7.09-6.99

(m,3H) ,6.89 (d,J=8.3Hz,1H) ,6.22(dd,J=8.8,2.7Hz,1H) ,6.15(d,J=2.7Hz, 1H) ,4.37

(s,2H) ,3.85(t,J=5.2Hz,2H) ,3.67 (s,3H) ,3.49 (s,3H) ,3.12 (t,J=5.2Hz,2H) .

[0085]  6-HH AR k-1~ ((2- H AU BN ) Bk JE) -1, 2,3, 4- DU IR bk (1-B-2) & Rk

[0086]  DAIX -2 (400mg,0.94mmol) JyJE AL, #AE i 2R H AL & 1-B-1,15 0 € [ 44

252mg, *#80.3% . 'H NMR (300MHz,CDC1,) 87.93 (d,J=7.8Hz,1H) ,7.55-7.45 (m, 1H) ,7.32

(d,J=8.9Hz,1H) ,7.00(d,J=7.5Hz,1H) ,6.90 (d,J=8.3Hz,1H) ,6.21 (dd,J=8.9,2.6Hz,

1H) ,6.07(d,J=2.6Hz,1H) ,3.94 (br,1H) ,3.75-3.66 (m,5H) ,3.56 (s,3H) ,3.01 (t,J=

5.0Hz,2H) .'°C NMR (75MHz,CDC1,) 8157.62,157.04,137.99,134.89,131.33,128.03,

125.66,120.25,117.28,112.28,102.65,99.36,55.74,55.33,43.73,39.83,

[o087] Sy fs7

[0088]  1-((3,4- —HIEAEAEL) Mt L) -6- 4 2E-1,2,3,4- PSRk (1-B-3) B &k
H

R

|
[0089] 0=8=0

OMe
OMe

[0090]  4-7HE-1- ((3,4- WKL IREL) Mt L) -6- 28 2E-1,2,3, 4- DY SR Mk (IX-3)

9
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[ B

[0091]  DAVI-1 (300mg,1.18mmol) A3, 4- — H 4k Z A LS (IM-3) (308mg,1.30mmol) Ay
JEORL, B R R AL A IX -1, 13 G A 424mg , 72 %56, 9% » 'H NMR (300MHz,CDC1,) 8768
(d,J=8.8Hz,1H) ,7.39-7.30 (m,2H) ,7.26-7.23 (m,2H) ,6.89 (d,]=8.5Hz,1H) ,6.82-6.76
(m,3H) ,6.32(dd,J=8.8,2.7Hz,1H) ,6.08 (d,J=2.7Hz,1H) ,4.28 (s,2H) ,3.97 (s, 3H) ,
3.90(t,J=5.4Hz,2H) ,3.71 (s,3H) ,3.62(s,3H) ,3.01 (t,J=5.4Hz,2H) .

[0092]  1-((3,4- —HISFEAHL) L) -6- H 40k -1,2,3,4- DU MEIREMR (1-B-3) 6 K
[0093]  DAIX-3 (400mg,0.88mmol) M JE A}, # AL 2R H AL & 1-B-1,15 0 € [E 44
256mg, 7 #80.1% . 'H NMR (300MHz,CDC1,) 87.60 (d,J=8.9Hz,1H) ,7.29 (dd,J=8.4,
2.4Hz,1H) ,6.88(d,J=8.5Hz,1H) ,6.81(d,J=2.0Hz,1H) ,6.32 (dd,J=8.9,2.7Hz, 1H) ,
6.00(d,J=2.7Hz,1H) ,3.94 (s,3H) ,3.81-3.75 (m,5H) ,3.67 (s,3H) ,2.87 (t,J=5.2Hz,
2H) .°C NMR (75MHz,CDC1,) 8158.74,152.55,148.79,139.11,131.19,128.00,120.88,
115.16,110.31,109.76,103.10,99.02,56.12,55.93,55.33,43.86,38.17.

[0094]  SEjiifsl8

[0095]  6- FH 4Rk - 1 - F R A A k- 1,2, 3, 4- PU S IR Ik (1-B-4) A& K

H
T
N

|
[0096] 0=8=0

Me
[0097] 4" -6- A2 - 1% FORRMIBERE - 1,2, 3, 4- DU SR R (IX-4) ) 5
[0098]  DAVII-1(300mg, 1.18mmol) A4 - HIHE AR (1M -4) (248mg, 1.30mmol) JyJ5Uk}, 15
R R R AL A IX - 1, 79 €l {4 406mg , 72 5681.8% . 'H NMR (300MHz,CDC1,) 87.64 (d, J=
8.8MHz,1H) ,7.48(d,J=8.3Hz,2H) ,7.29-7.20 (m,5H) ,6.89-6.82 (m,2H) ,6.32 (dd,]=8.9,
2.7Hz,11) ,6.10(d,J=2.7Hz,11) ,4.26 (s, 2H) ,3.90 (t,J=5.4Hz,2H) ,3.73 (s,3H) ,2.98
(t,J=5.4Hz,2H) ,2.47 (s,3H) .
[0099] 6~ 4R J: - 1 - F KRRk 2 - 1,2, 3, 4- PUSUENR I (1-B-4) (115 %
[0100]  DAIX -4 (350mg,0.86mmol) Jy 5k}, #AE AR R H Ar b 541 -B-1, 153 H ([ 7%
202mg, % 74.3% . 'H NMR (300MHz, CDC1,) 87.50 (d,J=8.9Hz,1H) ,7.40 (d,J=8.2Hz,2H) ,
7.16(d,J=8.1Hz,2H) ,6.23 (dd,]=8.9,2.8Hz,11) ,5.97(d,J=2.7Hz, 1) ,3.94 (br, 1H)
3.73-3.67 (m,5H) ,2.80 (t,J=5.1Hz,2H) ,2.35 (s,3H) .'°C NMR (75MHz,CDC1,) 6158.55,
143.72,139.04,136.48,129.72,127.63,127.32,114.86,103.09,99.06,55.25,43.79,
38.35,21.61,
[0101]  SLitafsil9
[0102]  1- ((2,4- - HRUHE L) i) -6- FR AL -1, 2,3, 4- DU AU IR Ik (1-B-5) 1 & A

10
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H
MeO. N]
s
0=S=0
OMe
OMe
[0103]  4-7FFE-1- ((2,4- “HAREFRI) EHEIL) -6- FHAE-1,2,3,4- VU IR (IX-5)

& A

[0104]  DAVI-1 (340mg,1.34mmol) F12,4- — HI4E LA MERES (IT-5) (382mg,1.61mmol) A
JFORL, B AR R R AL A IX -1, 13t i 444mg , 725 72.8% . 'H NMR (300MHz, CDC1,) 8781
(d,J=8.7Hz,1H) ,7.39(d,J=8.7Hz,1H) ,7.31-7.15(m,3H) ,7.02 (d,J=6.9Hz, 2H) ,6.47
(dd,J=8.8,2.3Hz,1H) ,6.36 (d,]J=2.3Hz,1H) ,6.19(dd,J=8.8,2.6Hz,1H) ,6.13(d,J=
2.7Hz,1H) ,4.35(s,2H) ,3.88-3.75 (m,5H) ,3.63 (s,3H) ,3.40 (s,3H) ,3.09 (t,J=5.1Hz,
2H) .

[0105]  1- ((2,4- — FHAR( L2 IE) MR L) -6- FRAR(3E-1,2,3,4- DU MR K (1-B-5) & %
[0106]  PAIX-5(1.00g,2.23mmol) M JEAL, #AE SRR H A& 1-B-1,15 0 & [ 44
603mg, =% 74.3% . 'H NVR (300MHz,CDC1,) 87.91 (d, J=8.8Hz,1H) ,7.40 (d,J=8.9Hz, 1H) ,
6.54(dd,]=8.8,2.3Hz,1H) ,6.42(d,J=2.2Hz,1H) ,6.28 (dd,J=8.9,2.8Hz,1H) ,6.11 (d,
J=2.8Hz,1H) ,3.88(s,3H) ,3.79-3.72 (m,5H) ,3.58 (s,3H) ,3.10 (t,J=5.0Hz,2H) ."°C NMR
(75MHz,CDC1,) 8164.94,158.55,157.51,137.70,133.15,125.89,120.29,117.58,104.19,
102.78,99.50,99.29,55.74,55.73,55.34,43.61,39.74.

[0107]  SEjiifs)10

[0108]  1- ((2,5- — FHAR( L ZFE L) MR L) -6- FRAR(3E-1,2,3,4- DU MR K (1-B-6) & A%

H
i
0=8=0
OMe

MeO

[0109]  4-7F3E-1- ((2,5- S HISEEREL) RS -6- 2L -1,2,3,4- DU IRk (IX-6)
[ ik

[0110]  DIfk-&4VII-1 (300mg,1.18mmol) F12,5- — I & JE R ML & (I1-6) (308mg,
1.30mmo1) JyJ5URE, #VE I FE A AL S IX - 1, 13 11 (0 [ 14 450mg , 72 %84 .4% . 'H NMR
(300MHz,CDC1,) 87.38 (d,J=3.2Hz, 1) ,7.29(d, J=8.8Hz,1H) ,7.20-7.14 (m,3H) ,7.02-
6.94 (m,3H) ,6.76 (d,J=9.0Hz,1H) ,6.14 (dd,J=8.8,2.6Hz,1H) ,6.07 (d,J=2.6Hz, 1H) ,
4.29(s,2H) ,3.76 (t,J=5.3Hz,2H) ,3.68 (s,3H) ,3.58 (s,3H) ,3.38(s,3H) ,3.06 (t,]=
5.2Hz,2H) .

11
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(01111 1- ((2,5- ZHEAZEREL) e L) -6- 4 2E-1,2,3,4- DS MENR Ik (1-B-6) 15 B
[0112]  PAIX-6 (400mg,0.88mmol) Ay ik}, #H A it #E M H AR L &1 -B-1, 15 1 €4 [ 44
251mg, *#78.5% . 'H NMR (300MHz,CDC1,) 87.48 (d,J=3.1Hz,1H) ,7.33 (d,J=8.9Hz, 11 ,
7.03(dd,J=9.0,3.2Hz,1H) ,6.84 (d,J=9.0Hz,1H) ,6.23 (dd,J=8.9,2.7Hz,1H) ,6.07 (d,
J=2.7Hz,1H) ,3.95 (br,1H) ,3.78 (s,3H) ,3.76-3.71 (m,5H) ,3.55 (s, 3H) ,3.08 (t,]J=
5.1Hz,2H) .'°C NMR (75MHz,CDC1,) 8157.65,152.84,151.15,137.89,128.60,125.69,
120.63,117.36,115.72,113.66,102.74,99.51,56.25,56.11,55.35,43.81,39.97,

[0113]  sEjiffsl11

[0114]  6-HI & IE-1- ((4- (&P EIL) 75 i) -1,2,3,4- WA MEEW (1-B-7) &
&

H
MeO. Nj
h
0=S=0
OCF;
[01158]  4-72E-6-HEIE-1- ((4- (R A K5 B -1,2,3,4- VIR (IX-
7) 815 Rk

[0116]  DAVII-1(300mg, 1. 18mmo1) Al4- (=% FF 4 5E) a0 (M-7) (339mg, 1. 30mmol)
SR, A R F A A IX - 1, 79 1 B 4A385mg , 775868 3% . T NMR (300MHz, CDC1,)
7.66-7.58 (m,3H) ,7.31-7.25 (m,5H) ,6.93-6.86 (m,2H) ,6.34 (dd,]=8.9,2.7Hz, 11) ,6.13
(d,J=2.7Hz,1H) ,4.21(s,2H) ,3.92 (t,]=5.5Hz,2H) ,3.75(s,3H) ,2.99 (t, ] =5.5Hz,
2H) .

[0117]  6-HI&E-1- ((4- (SR AL HHE) Bt -1,2,3,4- TU SRR (1-B-7) (14
89

[0118]  DATX-7 (350mg,0.73mmol) Jy 5}, B R A H AR L A 9 1-B- 1, 13 [ (A 4k
235mg, *#83.1% . 'H NMR (300MHz,CDC1,) 87.58 (d,J=8.8Hz,2H) ,7.50 (d,J=8.9Hz, 1H) ,
7.22(d,J=8.4Hz,2H) ,6.26 (dd,]=8.9,2.7Hz,11) ,5.99(d,J=2.7Hz, 1)) ,3.95 (br, 1H) ,
3.79-3.64 (m,5H) ,2.88 (t,J=5.2Hz,2H) ."°C NMR (75MHz,CDC1,) §158.82,152.22 (q,°J,. ;.
=1.8Hz) ,139.08,137.81,129.45,127.58,120.70,120.18(q,'J. ,=257.8Hz) ,114.37,
103.19,99.12,55.21,43.89,38.62.

(01191 SCjitifsif12

[0120]  1- ((2-SAIL) RAMESL) -6- HI 482k -1,2, 3,4 - DU IR A (1-B-8) & K

12
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H
Me()\(;‘\[Nj
N

|
[0121] I

'
[0122]  4-3k-1- ((2-FARIE) BEMEL) -6- FI AU -1,2,3,4- DU SR Ik (IX - 8) 1 £
[0123]  DPLVI-1 (300mg,1.18mmol) FN2- g A Mt & (I1-8) (186mg,1.30mmol) M J5iKl, #lE
SRR A IIX -1, 79 A (i 35 Tmg , 795673 .5% . 'H NMR (300MHz ,CDC1,) 67.82 (ddd, J=
7.9,6.9,1.8Hz,1H) ,7.66-7.56 (m,1H) ,7.47 (d,]=8.8Hz, 11) ,7.33-7.24 (m,4H) ,7.22-
7.14(m,1H) ,6.99 (dd,J=6.7,2.8Hz,2H) ,6.28 (dd,J=8.8,2.7Hz,1H) ,6.18 (d,]=2.7lz,
1) ,4.40 (s,2M) ,3.98 (t,J=5.3Hz,2H) ,3.71 (s,3H) ,3.25 (t, J=5.4Hz , 2H) .
[0124]  1- ((2-FAIL) RAMELL) -6- HI A2k -1,2, 3, 4- DU IR A (1-B-8) &K
[0125]  DATX-8 (300mg,0.73mmol) Jy 5}, B R A H AR L & 9 1-B- 1, 13 [ (A 4k
180mg , #3:76.6% . 'H NMR (300MHz,CDC1,) 67.83-7.71 (m, 1H) ,7.59-7.47 (m,1H) ,7.33(d, ]
=8.9Hz,1H) ,7.24-7.16 (m, 1H) ,7.16-7.08 (m,11) ,6.19 (dd,J=8.9,2.7Hz,11) ,6.02(d, ]
=2.7Hz,11) ,3.92 (br, 1H) ,3.80 (t,J=5.0Hz,2H) ,3.69 (s,3H) ,3.12 (t, J=5.1Hz,2H) ."°C
NMR (75MHz,CDC1,) 6158.80 (d, 'J. ,=255.5Hz) ,158.25,138.61,135.33(d,’J,=8.3Hz) ,
130.97,127.77(d,*J. ,=14.2Hz) ,126.17,124.55(d,"J, ,=3.8Hz) ,117.42(d,’J. .=
21.5Hz) ,115.03,103.05,99.36,55.26,43.89,39. 74,
[0126]  Sfifsl13
[0127]  6-HIEAHE-1- (F5-1-TedlkE) -1,2,3,4- USRIk (1-B-9) B &L

H
hﬂe()\\[:::::[:PJj]
N

|
0=8=0

[0129]  4-F%3E-6-HF4AHE-1- (F5-1-BMEEL) -1,2,3,4- DU AR IR (IX-9) 1A R

[0130]  DAVII-1(300mg,1.18mmol) A1 -Z&f#EE S (IM-9) (295mg, 1.30mmol) M ikl , #HfEid
TEA &YX -1, 18 A G h443mg , 72583 . 1% . 'H NMR (300MHz ,CDC1,) 88.18(d, ] =
1.8Hz,1H) ,7.94-7.80 (m,3H) ,7.70-7.55 (m,3H) ,7.45(dd,J=8.6,1.9Hz,1H) ,7.01 (t,J=
7.4Hz,1H) ,6.83 (t,J=7.6Hz,2H) ,6.55(d,J=7.3Hz,2H) ,6.31 (dd,J=8.8,2.7Hz, 1H) ,
6.01(d,J=2.7Hz,1H) ,4.09(s,2H) ,3.91 (t,]=5.4Hz,2H) ,3.68 (s,3H) ,2.92(t,]=
5.4Hz,2H) .

[0131]  6-FH&RJE-1- (ZE-1-HEEEHD) -1,2,3,4- DUSMENRE I (1-B-9) fI4 %

[0132]  DAIX-9 (400mg,0.90mmol) JyJE A}, # AL 2R H AL &4 1-B-1, 15 1 € [EH 44
218mg, ##$68.5% . 'H NMR (300MHz,CDC1,) 88.24 (s, 1H) ,7.93-7.82 (m,3H) ,7.68-7.57 (m,
3H) ,7.47(dd,J=8.7,1.7Hz,1H) ,6.35(dd,J=9.0,2.7Hz,1H) ,5.98 (d,J=2.7Hz, 1H) ,

[0128]

13
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3.83(t,J=5.1Hz,2H) ,3.77 (s,3H) ,2.83 (t,J=4.2Hz,2H) ."°C NMR (75MHz,CDC1,) §
158.68,138.98,136.65,134.81,132.13,129.30,129.25,128.85,128.58,127.94,127.73,
127.52,122.75,115.03,103.20,99.16,55.31,43.92,38.57

[0133]  sjitafs]14

(01341 4- ((6- 142 -3, 4- —SMENENHk- 1 (2H) - 5) B IBE L) 280k (1-B-10) & A&

H
MeO\C[Nj
N

|
[0135] 0=5=0

NH,
[0136]  4-JE-6-H - 1- ((4-RYREIRIE) BEIEIL) -1,2,3,4- DU IR (IX-10) 14
%
[0137]  DAVI-1 (300mg, 1.18mmol) FH4- LI It & (IM-10) (228mg, 1.30mmol) A AL,
BRI R R AL A IX - 1, 49 L 14 427ng , 72 5669.0% . 'H NMR (300MHz,CDC1,) 88.19 (d, J
=8.8Hz,2H) ,7.66 (d,]J=8.8Hz,2H) ,7.59(d,J=8.8Hz,1H) ,7.20-7.10 (m,3H) ,6.84-6.76
(m,2H) ,6.31(dd,J=8.9,2.6Hz,1H) ,6.17 (d,J=2.6Hz,1H) ,4.20 (s, 2H) ,3.92 (t,]=
5.4Hz,2H) ,3.73(s,3H) ,2.94 (t,J=5.5Hz,2H) »
[0138]  4- ((6-FEAHE-3,4- “EMENENME-1 (2H) - 55) R IE) 2K (1-B-10) (14 R
[0139]  DAIX-10 (300mg,0.73mmol) A5 KL, #AE L R H brib &9 1-B- 1,15 3 G FH 44
166mg , <3 71.3% . 'H NMR (300MHz,CDC1,) 87.50 (d,J=8.9Hz, 1H) ,7.26 (d,J=8.8Hz,2H) ,
6.53(d,J=8.7Hz,2H) ,6.24 (dd,J=8.9,2.7Hz,1H) ,6.00 (d,J=2.7Hz,1H) ,4.27 (br, 1H) ,
3.72(s,3H) ,3.66 (t,J=4.9Hz,2H) ,2.83 (t,J=5.0Hz,2H) ."°C NMR (75MHz,CDC1,) §
158.40,151.17,139.20,129.31,127.88,126.86,115.12,114.01,102.96,99.00,55.28,
43.66,38.20.
[0140]  Sjstifs|15
[0141]  6-FEZE-1- ((4- () 2R BEmESE) -1,2,3,4- DUSMEIEmRL (1-B-11) &

i
MeO E
|0

|
0=8=0

CF;

[0142]  4-FCHE-6- 4 IE-1- ((4- (ZF ) 5L mEMEE) -1,2,3,4- P& Mg mk (IX -
1) FIE Rk
[0143]  PAVI-1 (300mg,1.18mmol) Fl4- =& F FE R AR5 (IM-11) (318mg,1.30mmol) JyJii

14
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B B FE R AL AKX -1, 13 4 R 464mg , 77 % 70.2% . 'H NMR (300MHz,CDC1,) 87.73-
7.63 (m,4H) ,7.59(d,J=8.9Hz,1H) ,7.24-7.17 (m,3H) ,6.85-6.78 (m, 2H) ,6.30 (dd, J=
8.9,2.6lz,11) ,6.09(d,J=2.6Hz, 11) ,4.18 (s,21) ,3.89 (t,J=5.4Hz,2H) ,3.70 (s, 3H) ,
2.94(t,J=5.5Hz,2H) .

[0144] 6 F 4L -1- ((4- (S50 JE) 200 e AE) -1, 2,3, 4- DU S MRk (1-B-11) (145
89

[0145]  DIIX-11 (400mg,0.87mmol) A Bkt , AR R H AR L & 41-B-1, 13 5 tafil £
214mg, 7 #66.7% . 'H NVR (300MHz,CDC1,) 87.70-7.65 (m,4H) ,7.56 (d, J=8.9Hz, 11) ,6.31
(dd,J=9.0,2.7Hz,1H) ,6.00(d,J=2.7Hz, 1) ,3.81 (t,J=5.2Hz,2H) ,3.75 (s, 3H) ,2.89
(t,J=5.3Hz,2H) ."°C NMR (75MHz,CDC1,) §158.89,143.10,138.76,134.34 (q,°J, ,=
32.9Hz) ,127.84,127.61,126.12(q,"J, ,=3.6Hz) ,123.23(q,'J. ,=271.2Hz) ,114.45,
103.43,99.32,55.30,44.01,38.77,

[0146] s f5]16

(01471 1- ((4- GRUT 2&) Z2) R AE) -6- H 482k - 1,2, 3, 4- DU SN MR (T-B-12) (51K

H
)
N

|
[0148] 0=8=0

t-Bu
[0149]  4-"FHE-1- ((4- GRUT 2%) KAL) MMt 5s) -6- F 4 JE-1,2,3,4- YA g ik (IX-12)
ikEg51
[0150]  DAVII-1(300mg,1.18mmol) Fl4 - T FE Ak & (I -12) (303mg, 1.30mmol) J9 )i
Bl BRI R R A WIX -1, 13 [ 1R 442mg, 7238 76.4% . 'H NMR (300MHz,CDC1,) 67.61
(d,J=8.8Hz,1H) ,7.55-7.46 (m,4H) ,7.29-7.23 (m,3H) ,7.00-6.94 (m,2H) ,6.33 (dd,J=
8.8,2.7Hz,1H) ,6.11(d,J=2.7Hz,1H) ,4.16 (s,2H) ,3.88 (t,J=5.4Hz,2H) ,3.74 (s,3H) ,
2.92(t,J=5.5Hz,2H) ,1.37 (s,9H) .
[0151] 1~ ((4- GRUT 28%) #%5%) B AE) -6- 4R 2E-1,2,3,4- DU SR (1-B-12) [ 1k
[0152]  DAIX-12 (400mg,0.89mmol) A 5 KL, #AE L 2 R H brib &7 1-B- 1,15 3t [FH 44
224mg, *#69.9% . 'H NMR (300MHz,CDC1,) 87.52 (d,J=8.9Hz,1H) ,7.47 (d,J=8.6Hz,2H) ,
7.39(d,J=8.6Hz,2H) ,6.24 (dd,J=8.9,2.7Hz,1H) ,6.00 (d,J=2.7Hz, 1H) ,3.95 (br, 1H) ,
3.75-3.68 (m,5H) ,2.82 (t,J=5.1Hz,2H) ,1.29 (s,9H) .'°C NMR (75MHz,CDC1,) 6158.46,
156.64,138.95,136.53,127.51,127.20,126.04,115.06,103.03,99.19,55.25,43.82,
38.51,35.15,31.12,
[0153]  sjits)17
[0154]  6- AR - 1-ZEMEME 3L - 1,2, 3, 4- DU SR Ik (1-B-13) &A%
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H
T
N

|
0=8=0

[0155]

[0156]  4-"3FL-6-FF 4L -1-FRAAMERE -1,2,3,4- VUSRI (IX-13) 1) & 5

[0157]  DAVI-1 (300mg, 1.18mmol) FHZRA M & (IM-13) (230mg, 1.30mmol) Ak}, #Eid
TR A -1, 13 1 (8 4 395mg , 722684 .5% o 'H NMR (300MHz ,CDCL,) 87.67-7.56 (m,
4H) ,7.51-7.43 (m,2H) ,7.27-7.20 (m,3H) ,6.86-6.78 (m,2H) ,6.33 (dd,J=8.9,2.7Hz,1H) ,
6.09(d,J=2.7Hz,1H) ,4.23 (s,2H) ,3.92(t,J=5.5Hz,2H) ,3.73(s,3H) ,2.97 (t,]=
5.5Hz, 2H)

[0158]  6- AR -1-ZEMEME 3L - 1,2, 3, 4- DU SR Ik (1-B-13) &A%

[0159]  DAIX-13 (350mg,0.89mmol) A 5 KL, #AE L 2 R H Frib & 1-B- 1,15 3t [FH 44
201mg, % 74.3% . 'H NMR (300MHz,CDC1,) 87.56-7.48 (m,4H) ,7.42-7.34 (m,2H) ,6.25 (dd,
J=8.9,2.7Hz,1H) ,5.97(d,J=2.7Hz,1H) ,3.90 (br, 1H) ,3.75-3.68 (m,5H) ,2.80 (t,J=
4.3Hz,2H) ."°C NMR (75MHz,CDC1,) §158.62,139.39,139.00,132.88,129.08,127.62,
127.29,114.77,103.12,99.08,55.27,43.82,38.41,

[0160]  =SZjff518

[0161]  6-F4IE-1- ((3- (= L) ZKIL) BEMEIL) -1,2,3,4- VISR (1-B-14) K&

Ji
H
Y
0=8=0

[0162]

CF;

[0163]  4-FHk-6-FEAIE-1- ((3- (o %) R0k i mE L) -1,2,3,4- PUS MR ik (IX -
14) )6 1%

[0164]  DAVII-1 (300mg, 1.18mmol) 13- =4 H HE ARt 5 (I - 14) (318mg, 1.30mmol) JyJ5
Bl BRI AR FL A WX -1, 13 [ il 1R 449mg , 723 71.4% . 'H NMR (300MHz ,CDC1,) 87.90
(d,J=7.8Hz,1H) ,7.81-7.59 (m,2H) ,7.59 (dd,J=7.8,1.4Hz,1H) ,7.32-7.18 (m,4H) ,6.96
(dd,J=7.2,2.4Hz,2H) ,6.20 (dd,J=8.8,2.6Hz,1H) ,6.14 (d,J=2.6Hz, 1H) ,4.33 (s,2H) ,
3.91 (t,J=5.3Hz,2H) ,3.68(s,3H) ,3.15 (t,J=5.3Hz,2H) .

[0165]  6-FHAAZE-1- ((3- (U 28) KAL) B mESL) -1,2,3,4- DU R MK (1-B-14) &
Ji&

[0166]  DAIX-14 (400mg,0.87mmol) Jy AL, #Eid #2 A H brtb &4 1-B- 1,15 A 4 il 44
258mg, *#79.8% . 'H NMR (300MHz,CDC1,) 87.85-7.78 (m,2H) ,7.70 (d,J=7.9Hz,1H) ,7.58
(d,J=7.8Hz,1H) ,7.53(d,J=8.9Hz,1H) ,6.31 (dd,J=8.9,2.7Hz,1H) ,6.00 (d,J=2.7Hz,
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1H) ,3.81 (t,J=5.2Hz,2H) ,3.75(s,3H) ,2.91 (t,J=5.3Hz,2H) . '°C NMR (75MHz,CDC1,) 6
159.08,140.58,139.17,131.47 (q,"J,,=33.2Hz) ,130.55,129.87,129.37 (q,°J .=
3.5Hz) ,127.56,124.38(q,"J, ,=3.7Hz) ,123.18 (g, 'J, ,=271.3Hz) ,114.13,103.40,
99.10,55.30,44.00,38.64.

[01671 S fsl19

[0168]  1- (L HERHETEHE) -6- FH 4 JE-1,2,3,4- PSR (1-B-15) 14 1K

H
MeO N
[0169] \C[Nj

0:5:;:0
Et

[0170]  4-"FR3E-1- (L FRERAMERL) -6- & 2E-1,2,3,4- DU IR (K- 15) 1A %
[0171]  DAVI-1 (300mg,1.18mmol) FlZ ek & (- 15) (167mg, 1.30mmol) 9 JE R}, #AE
AR A AL A IX - 1, 79 1 € 4 342mg , 7758805 % o H NMR (300MHz ,CDC1,) 87.38-7.27 (m,
4H) ,7.25-7.20 (m,2H) ,6.27(d,J=2.7THz,1H) ,6.23 (dd,J=8.7,2.7Hz,1H) ,4.52 (s, 2H) ,
3.82(t,J=5.4Hz,2H) ,3.69 (s, 3H) ,3.47 (t,J=5.4Hz,2H) ,2.97 (q,J=7.4Hz,2H) ,1.34
(t,J=7.4Hz,3H) .
[0172]  1- (L FERsmEIL) -6- 4 JE-1,2,3,4- DU Rk (1-B-15) &%
[0173]  PAIX-15(300mg,0.87mmol) A 5 KL, #AE L 2 R H brib &7 1-B- 1,15 3t fH 44
151mg, *#2:68.0% . 'H NMR (300MHz,CDC1,) 87.34 (d,J=8.9Hz,1H) ,6.23 (dd,]=8.9,
2.7Hz,1H) ,6.15(d,J=2.7Hz,1H) ,4.33 (br,1H) ,3.80-3.70 (m,5H) ,3.46 (t,J=5.3Hz,
2H) ,3.01 (q,J=7.4Hz,2H) ,1.36 (t,J=7.4Hz,3H) ."°C NMR (75MHz,CDC1,) 6158.30,
138.77,125.83,115.40,103.03,99.52,55.32,46.78,43.53,40.96,8.01.
[0174]  Sjiif5)20
[0175]  1- ((3-JRIRIEL) WAMEIL) -6- A E-1,2,3,4-VUE IR (1-B-16) A R

H
)
N

[0176] 0=$=0

Br

[0177]  4-73E-1- ((3- AL REFEIL) -6- 4L -1,2,3,4- VUSRI (IX - 16) )& %
[0178]  DAVII-1 (300mg, 1.18mmol) FH3- IR K FAEIE A (IM-16) (332mg, 1.30mmol) A AL,
B AR R A IX - 1, 49 1 2[5 £ 466mg , 7 5279.6% . 'H NMR (300MHz ,CDC1,) 67.73-7.69
(m,1H) ,7.66(d,J=8.1Hz,1H) ,7.55(d,J=8.8Hz,1H) ,7.43-7.37 (m,1H) ,7.26-7.19 (m,
4H) ,6.87-6.80 (m,2H) ,6.29 (dd,J=8.8,2.7Hz,1H) ,6.10(d,J=2.7Hz,1H) ,4.21 (s,2H) ,
3.87(t,J=5.5Hz,2H) ,3.70 (s,3H) ,2.97 (t,]=5.5Hz,2H) «

[0179]  1- ((3-JRFKIL) it IL) -6-F4EIE-1,2,3,4- PUSMENRE I (1-B-16) )& B

[0180]  DAIX-16 (400mg,0.85mmol) A5 KL, #AE L R H brib &7 1-B- 1,15 3t fH 44
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245mg, 77 2875.5% . 'H NVR (300MHz,CDC1,) 87.79-7.76 (m, 11) ,7.71-7.66 (m, 11) ,7.54(d, ]
=8.9Hz,1H) ,7.47-7.42 (m, 1H) ,7.34-7.29 (m,11) ,6.32 (dd,J=8.9,2.7Hz,11) ,6.03 (d, ]
=2.8Hz,1H) ,3.84-3.76 (m,5H) ,2.95 (t,J=5.2Hz, 2H) . °C NMR (75MHz,CDC1,) 6158.89,
141.33,138.99,135.79,130.58,130.16,127.58,125.93,122.96,114.48,103.34,99.22,
55.35,43.97,38.72,

[o181]  sEjfifsl21

[0182]  1- ((3,5- 9 AIE) fdfidE) -6- 42 -1,2,3,4- DUZENR I (1-B-17) 195 1K

)

[0183] 0=8=0

r’ i b
[0184]  4-7R2k-1- ((3,5- ZHIAEE) BAMLAE) -6- L -1,2,3,4- PUSARENE K (IX-17) ()
=0

[0185]  DAVII-1 (300mg,1.18mmol) A3 ,5- R MEME S (M- 17) (276mg, 1.30mmol) )5
Bl BRI R FEL A WX -1, 13 [ il ik421mg, 723 75.9% . 'H NMR (300MHz ,CDC1,) 87.55
(d,J=8.8Hz,1H) ,7.29-7.18 (m,3H) ,7.13-7.02 (m,2H) ,6.97 (d,J=2.3Hz,1H) ,6.93-6.81
(m,2H) ,6.30(dd,J=8.9,2.7Hz,1H) ,6.14(d,J=2.7Hz,1H) ,4.27 (s, 2H) ,3.87 (t,]=
5.5Hz,2H) ,3.71(s,3H) ,2.99 (t,J=5.5Hz,2H)

[0186]  1- ((3,5- "R AIE) FEHEIE) -6- 48 3E-1,2,3,4-DUSMENR I (1-B-17) (&K
[0187]  DIIX-17 (400mg,0.93mmol) 4 Skt , AR R H AR & 41-B-1, 13 5 tafil 45
251mg, 7 #79.3% . 'H NVR (300MHz,CDC1,) 87.54 (d,J=8.9Hz,1H) ,7.16-7.11 (m,2H) ,7.01
(tt,J=8.5,2.30z,1H) ,6.33(dd,J=9.0,2.7Hz,1H) ,6.05(d,J=2.7Hz, 1) ,3.91 (br,
1H) ,3.82 (t,J=5.1Hz,2H) ,3.79 (s, 3H) ,3.01 (t,J=5.2Hz,2H) . "°C NMR (75MHz,CDC1,) 6
162.65(dd,'J. ,=253.1Hz,"J, ,=11.5Hz) ,158.98,142.70 (t,’J. ,=8.2Hz) ,138.85,
127.41,114.21,110.99(d,’J. ,=18.3Hz) ,110.86 (d,J, ,=18.3Hz) ,108.39 (t,’J .=
24.9Hz) ,103.48,99.31,55.31,44.07,38.87,

[o188]  sKjitifsi|22

[0189]  6- FH AR AL-1- (Ja) O ORMAIESL) -1,2,3,4- PUSMENRAK (1-B-18) )&

H
RO®
b
0=S=0
i Me

[0191]  4-"3L-6- HI A -1~ (Ja) F AR AE) - 1,2, 3, 4- DU S0z mk (IX - 18) 14 ik
[0192]  DIVII-1 (300mg,1.18mmol) 13- H FE KAk & (IM-18) (364mg, 1.30mmol) Ay JEE},

[0190]
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B AR L A IX - 1, 49 1 2 640 Tmg , 7 5283.3% . 'H NMR (300MHz ,CDC1,) 67.64-7.55
(m,1H) ,7.42-7.28 (m,4H) ,7.24-7.16 (m,3H) ,6.85-6.74 (m,2H) ,6.33-6.25 (m, 1H) ,6.09-
6.03 (m, 1H) ,4.20 (s,2H) ,3.86 (t,J=5.6Hz,2H) ,3.69 (s,3H) ,2.95 (t,J=5.2Hz,2l) ,2.32
(s,3H) .

[0193]  6- FHA AL -1 (J) O ORMEIESE) -1,2,3,4- PUEMENRRK (1-B-18) )&

[0194]  DIIX-18 (350mg,0.86mmol) Ay Sk, AR R H AR L & 41-B-1, 13 (5 tafil £
222mg, *#81.2% . 'H NMR (300MHz,CDC1,) 87.50 (d,J=8.9Hz, 1H) ,7.38-7.24 (m,4H) ,6.25
(dd,J=8.9,2.8Hz,1H) ,5.98 (d,J=2.8Hz,1H) ,3.74-3.66 (m,5H) ,2.82 (t,]=5.3Hz,2H)
2.30 (s, 3H) ."°C NMR (75MHz,CDC1,) 6158.61,139.28,139.22,139.02,133.63,128.93,
127.69,127.57,124.47,114.92,103.10,99.08,55.29,43.82,38.46,21.33.

[0195] skt 1123

[0196]  1- ((3,4- FAIE) fIEIE) -6- FI %0 -1,2,3,4- DU RE (1-B-19) 15K

H
OO
\
0=S=0

[0197]

F
[0198]  4-F3k-1- ((3,4- “HUARIE) TAMMEIE) -6- HI42E-1,2,3,4- MU SR M (IX-19) 1
Gy
[0199]  DAVI-1(300mg,1.18mmol) 13,4~ R KA HES (I1-19) (276mg,1.30mmol) Ay )i
Bl BRI R FEL A WX -1, 13 [ il ik 424mg , 773 78.6% . 'H NMR (300MHz ,CDC1,) 87.55
(d,J=8.8Hz,1H) ,7.39-7.31 (m,1H) ,7.30-7.20 (m,4H) ,7.17-7.10 (m,1H) ,6.88-6.80 (m,
2H) ,6.28(dd,J=8.9,2.6Hz,1H) ,6.14 (d,J=2.6Hz,1H) ,4.25(s,2H) ,3.87 (t,J=5.41z,
2H) ,3.70 (s,3H) ,2.98 (t,J=5.5Hz,21)
[0200]  1- ((3,4- —F L) BAMEIL) -6- F 2L -1,2,3,4- DU MENR I (1-B-19) 1 & Rk
[0201]  BIIX-19 (400mg,0.93mmol) Ay Skl , AR R H AR L &4 1-B-1, 173 5 tafil £
245mg , P7FT77.3% . "H NMR (300MHz,CDC1,) 87.50 (d, J=8.9Hz, 1H) ,7.43-7.35 (m, 1H) ,
7.35-7.28 (m,1H) ,7.25-7.15(m,1H) ,6.28 (dd,J=9.0,2.8Hz, 11) ,6.00 (d, ] =2.8Hz, 1H) ,
3.81-3.73 (m,5H) ,2.94 (t,J=5.4Hz,2H) ."°C NMR (75MHz,CDC1,) §158.94,153.19 (dd, T,
=255.7Hz,°J, ,=12.5Hz) ,150.03 (dd,'J. ,=253.0Hz,%]. ,=13.2Hz) ,138.97,136.30 (d
T =8.6Hz) ,127.63,124.49 (dd,*J, ,=7.4Hz,°J, ,=4.0Hz) ,118.14 (d,*]. .=
18.2Hz) ,117.20(dd,*J. ,=19.7Hz,"J. ,=1.5Hz) ,114.30,103.38,99.22,55.30,43.98,
38.74.
[0202]  Sjitifyi24
[0203]  1- ((2,6- U AIE) fEEHE) -6- 405 -1,2,3,4- DU SRR (1-B-20) 145 %
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H
MeO. N

[0204] !

[0205]  4-7R3E-1- ((2,6- 9 ARIE) RAMESL) -6- A HE-1,2,3,4- U e NZ ik (IX - 20) 1
B

[0206]  DAVII-1(300mg, 1.18mmol) F12,6- A AELA (IM-20) (276mg,1.30mmol) Ay
B B R R AL AKX -1, 13 4t fR427mg , 77 %81.2% . 'H NMR (300MHz,CDC1,) 87.54-
7.38(m,2H) ,7.27-7.17 (m,3H) ,7.02-6.89 (m,4H) ,6.22 (dd,J=8.8,2.7Hz,11) ,6.14(d, ]
=2.7Hz,1H) ,4.36 (s,2H) ,3.97 (t,J=5.0Hz,2H) ,3.65 (s, 3H) ,3.27 (t,J=5.0Hz, 2H) .
(02071 1- ((2,6- —FAR2E) BAMEIEL) -6- FH 2L -1,2,3,4- DY MENR IR (1-B-20) & A
[0208]  DAIX-20 (400mg,0.93mmol) A Skt , AR R H AR & 4)1-B-1, 13 (5 tafil £
242mg, *#76.6% . 'H NVR (300MHz,CDC1,) 87.58-7.47 (m, 1H) ,7.43 (d,J=9.0Hz, 1) ,7.01
(t,J=8.5Hz,2H) ,6.29 (dd,]=9.0,2.8Hz,1H) ,6.09 (d,J=2.8Hz, 11) ,3.99 (br, 1H) ,3.95
(t,J=5.0Hz,2H) ,3.76 (s,3H) ,3.30 (t,J=5.1Hz,2H) ."°C NMR (75MHz,CDC1,) 6159.73 (dd
' T, =258.3MHz,°J. ,=3.9Hz) ,158.22,138.17,134.77 (t,°J, ,=10.9Hz) ,125.72,118.04
(t,%J.,=16.3Hz) ,115.05,113.27(d,*J,=23.7Hz) ,113.23 (d,]_,=23.7Hz) ,103.17,
99.64,55.28,44.15,39.95.

[0209] s 7125

[0210]  1- ((4- F 4RI L) RATESE) -1,2,3,4- DU K- 6- HY R FF IR (1-B-21) 4 ik

H
MeOOC\@N]
N

|
[0211] 0=$=0

OMe
[0212]  3-"REHE-4- I IR H B (V -2) (A
[0213]  DA3- 98 -4- fFEZR IR HTIE (IV-2) (1.00g,5.02mmol) A% (0.65g,6.03mmol)
JFORL, BRIV -1, AHB A 1. 21, 7 %84.2% . 'H NMR (300MHz, CDC1,) 88.34
(t,J=5.6Hz,1H) ,8.24 (d,J=8.9Hz,11) ,7.59(d,J=1.5Hz, 1) ,7.41-7.30 (m,5H) ,7.26
(dd,J=8.9,1.7Hz,1H) ,4.59 (d,]J=5.5Hz,2H) ,3.91 (s, 3H) .
[0214] 4~ 50K -3- NI H IR H B (VI-2) 15 A%
[0215] LAV -2(1.20g,4.19mmol) N Sk}, 3R AR AR FAL &P VI- 1, 1548 241 e iR A
0.75g, =570 1% =PRI — B4k, EHefR F—#5.'H NUR (300MHz,CDC1,) 67.48 (dd,
J=8.0,1.8Hz,1H) ,7.45-7.27 (m,6H) ,6.71 (d,]=8.0Hz, 1H) ,4.33 (s,2H) ,3.85 (s, 3H) ,
3.78 (br,2H) ,3.41 (s, 1H)
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[0216]  4-"RH:-2,3- Z5AR-1,2,3,4- DU NR b -6 - YRR P g (VIT-2) F) &5 B

[02171  PAVI-2(1.00g,3.90mmol) FIEER — Z. B (11.40g,78.03mmol) N5k}, #AE it 742 [H
WAEPIVI-1, 13K A Bk K85 Tmg , P25 70. 8% o PR G — 254k, IR F—25.

[0218]  4-"FH:-1,2,3,4- DU MENR I -6- TR P (VI-2) 965 B

[0219]  LAVI-2 (800mg,2.58mmol) FIBH,- THFZ5 4547 (6. 45mL) R}, AR 72 7] 4k &5 4
VII- 1, 5 8 4 PR 45490mg , 725667 3% o 'H NMR (300MHz,CDC1,) 87.36-7.21 (m, 7H) ,6.42 (d,
J=8.0Hz,1H) ,4.42(s,2H) ,4.28 (s, 1) ,3.77 (s,3H) ,3.40 (t,J=5.1Hz,2H) ,3.22 (t,]J=
5.1Hz,2H) .

[0220]  4-FJk-1- ((4- HEREEREL) BAIESE) -1,2,3,4- IO SN ik - 6 - FF R FH i (IX - 21)
)£

[0221]  DAVII-2 (330mg,1.17mmol) Fl4- FH AL KA ME S (M- 1) (266mg, 1.29mmol) A Jik},
AR R R AL A IX - 1, 49 4 € 4 280mg , 72 5653.0% . 'H NMR (300MHz,CDC1,) 87.79 (d, J
=8.4Hz,1H) ,7.48 (d,J=8.9Hz,2H) ,7.36 (dd,J=8.4,1.6Hz,1H) ,7.29 (d,J=1.4Hz,1H) ,
7.24-7.17 (m,3H) ,6.90-6.78 (m,4H) ,4.39 (s, 2H) ,3.89 (t,J=5.0Hz,2H) ,3.85 (s, 3H) ,
3.84(s,3H) ,3.01 (t,J=5.2Hz,2H) .

(02221 1- ((4- FH4R 0 00) TSR E) -1, 2,3, 4 - DU S W bk - 6- FF R FF RS (1-B-21) [ Al
[0223]  DAIX-21 (280mg,0.62mmol) Ayt #RAEL R [ A6 &4 1-B- 1, 15 5 €4 [ 4£68mg , 7
%30.4% .'H NMR (300MHz ,CDC1,) 67.75(d, J=8.6Hz, 11) ,7.51 (d,]=8.6Hz,2H) ,7.34 (dd,
J=8.6,1.91z,1H) ,7.17(d,J=2.0Hz, 1H) ,6.87 (d,J=8.6Hz,2H) ,3.88 (s, 3H) ,3.85-3.78
(m,5H) ,2.96 (t,J=5.1Hz,2H) ."°C NMR (75MHz,CDC1,) 8167.02,163.23,137.27,130.92,
129.33,127.77,126.01,125.60,118.26,115.89,114.34,55.61,52.12,43.75,38.81,
[0224]  siifi 51126

[0225]  1-3XfHORRAILIE-1,2,3,4- DUSENRI -6 FF R H s (1-B-22) I &k

H
Meooc\@[Nj
N

|
[0226] 0=$=0

Me
[0227]  4-C3L-1-XF FHZEREMERE- 1,2, 3, 4- TS VR bk - 6- B R PP G (IX - 22) 1 & Rk
[0228]  DAVII-2 (330mg,1.17mmol) 4 - FH HE AL S (IM-4) (246mg, 1.29mmol) ikl , 4
TR R AL AKX - 1, 49 €T 4 259mg , 7 5660.8% o 'H NMR (300MHz,CDC1,) 87.78 (d, J=
8.4Hz,1H) ,7.44 (d,J=8.2Hz,2H) ,7.36 (dd,J=8.4,1.4Hz,1H) ,7.31-7.27 (m,1H) ,7.24-
7.16 (m,5H) ,6.89-6.79 (m,2H) ,4.37 (s,2H) ,3.88 (t,J=5.1Hz,2H) ,3.83 (s,3H) ,2.97 (t,]
=5.2Hz,2H) ,2.41 (s,3H) .
[0229]  1-XJHERMEMEIE-1,2,3,4- DU IR bk -6 - FH IR H 15 (1-B-22) BI-E& Rk
[0230]  DAIX-22(250mg,0.60mmol) Jy )5k}, 4 FE[F 4k &9 1-B- 1,15 B 1[4 #469mg ,
#35.4% .'H NVR (300MHz,CDC1,) 87.75 (d, J=8.6Hz,1H) ,7.47 (d,J=8.2Hz,2H) ,7.35 (dd,
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J=8.6,1.9Hz,1H) ,7.20(d,J=8.0Hz,2H) ,7.17(d,J=2.0Hz,1H) ,3.94 (s, 1H) ,3.88 (s,
3H) ,3.82(t,J=5.1Hz,2H) ,3.00-2.91 (m,2H) ,2.38 (s, 3H) ."°C NMR (75MHz,CDC1,) §
167.01,144.04,137.21,136.37,129.84,127.78,127.23,125.97,125.47,118.29,115.91,
52.12,43.79,38.83,21.61.,
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FLIRIE AN (MCF-7) RN B 500 40 A (He La) 149 4 M 35 58 400 ) v P o LA T 40 B Ak 35 bl A 52 56
FEURAT AR o O B0 A A A0 TR0 41 BB L4000~ 50004 / FLEE Rl - 96 FLIR » 24h 5 IIAAS
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v) LB, -20°C 41 T [ 52 48h . PBSES , 45N I N500UL [ 4 5 7] (50ug/mLIGPT Al
100ug/mL{¥RNaseA) ,4 CHBEFEHTEE Lh, B0, B 2 Gukl, PBSYE 4, 300 H JE M 1 3 , 3 A it =X
YA F580nmAb K6 o
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