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R FERREIPE R, 5 AH R R i B AU B, 15 B AL A 0b
[0081]  2)JHaNbIMAL &4, & & JEMAL , FEBRIIAE AR FIAH RL T BN R B0 B2 T A A A S
R, A3 R A T,
[0082]  JLHr,RuFIRo(1)E L ik e A AL
[0083]  EiAZGIE 1) eh, B Al R K R SR UB 1k & Wa ik AR I BRI e &5 IO R 461,
AGUIEEEARN G E LR — RS P P O 5O DY E kg & b
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=S BV TR BT AR AR 5T B AERR R B EAE = L VA
FAAN R AL VBNV BT B A

[0084] iR D ER2)H, BTk (1) AL A Wb ARG S L2 A4, AR SIS AR N G i R
P o IR K & SR A AL A AR ST RN T 8 Ry, AEBR B P I ] B RE L, 1 - A2k 0
) Rk AR CID DY (2R ) TN AR L (LI SARAE CID 55 Ik By A 45 45,
AR N A FNR, AR RR 1 1 5] 45 : Cs2C03Na2C03K2C03 . K3P04 NaHCO3 55

[0085]  Je piigdE

[0086]

[0087] 1) #AN S Wa, 52 E FH 1 (W02012056372;W02010056999 ; W0201208778) &
i, 24 R AEAL  FETRUIKT 1 FH T AU B () B BR B R B R A AR IR S Bz, 3 B AL A e s
[0088]  2)iEzUAA e, FETIPERT , 5 AH N F Tl SR N, 15 2E AL ST T

[0089]  LIARZD IR h, Bk (K 4 A A A a FTAH I 4 B0 PR T3 A g T 0 A BB I B2 4% 1, AR
AU AN T2 H LR FE BT ad 1 4 JB AR A R AR U AR BT A RN, AR RR il P 1) 451
FAFEL, 1 X ZRFL R Rk &R I P (2R AN 4D X2 E) &AL
CI D5 o Bk By AR SUEE AR 5223 S Bl Al R A 12 B £,47% < Cs2C03 \Na2C03 \K2C03 KP4 |
NaHCO3%

[0090]  FiA B UR2)rh, B A 87 ) T e S AT Ak & W e kAR I TR e &5 I S 26 4F N
AR N T RS — O S B P EE L OB S IR DU A S b
=S B VE R TR R TN AU AN T EE AERR # MR B FEAE = L% VA
FALEN  EEAL R N T R A,

[0091]  Jepiigfe =

_ 9 0
i g-Ry Qsg-Ry O=%-Ry
r, N Br. S Be AL p ]
[0092] | N — N — | N
P A L Ay
N R NT g NT R
e f

[0093]  L)Rafifb &Hd, 7EBR AR T, FIM R A2 i AU B2, 153 BIE A e s

[0094]  2)HAEMe, &4 R M AL , FUAH NI SRS A4 R AEAR IR B, 15 BIE U 91 5
[0095] 3D LA A, £ S AR E N R A SR M, 5 BE A Pe s

[0096]  4)iEAgHIAW, 24 JRMEAL , FURH N 1) B0 R SO IR B AR ARG S ., 459 3138 =0
AT

[0097]  FHop,RiFIRe[ 2 X5 Bk e SCHHIH] 5

[0098]  J Biigs /&Ny
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h i v
[0100]  1)i24ffb & Wh, FEB/E T , 5 AH R T e S s N, 79 B E =0k 541
[0101] )@ i ML AW, &4 R, ZERREIAE BT FAH LA B2 B3R R R & A6 AR B
R, 15 BEA AWV
[0102]  FHorb ,RiFIR:I 5 X5 ik e CAHFE
[0103] A BH A0 75 78 AR ST H A A R AT AT — Pl 140 v i) 44
[0104]  FEAULER F5rp , B AR J5 A U B, FAE R AT 5 2 s i BB A A A () PR o o

B AR
[0105] "I 1% S Jita 451 FH -T2 Aty i BH 4 B AL S W0 1l 4% DA S HAE 9 TR 2 BRI ,
A c-Me tHTHI IR A2 M AEA R B IFAS R PR T 1 e i i 441
[0106] Wi RE e FHBrukerAMX-3008%400%! . fif FH % NBiotage Initiator
Microwave Reactor i /X .25 o BT A S MLV 771 32) 42 HE 5 A7 VA AT 24k o A5 J2 B AR AR
(200-300 H B300-400 H ) NE B e T A7 st il & 4 1% fParallel Frac FR-
2607, Jy H AYAMAZENZY 74 7 o Bt F 2 )2 B iRONT i 8 AR WHSGE-254 2, M & VLR kR
HRA MR A TV B A1 7135 940 i 203 59, Bir R 32 8 24 52 AL Sl R A R
) o SR L SR A0 RO S T 0t o el R 75 B A ML FRE e i 28 AR 34T
[0107] S - 1 —(2- RS ORI IR 3 ) —6-[ (1-FR 2% ) —4-mpme 3 1- 1 - -nk & JF (3, 2-b Tk
WE P 1] 2%

OuN

([

N
h i 1

[0109]  JDUR1 ALA Wi il &

[0110]  M65ZZ sV EIA T 152 A /K AW b, = I HE6 7 8 1 16022 s AL S 4h i

T 15T+ To K PSR IR 1, 4R J5 22 12 1) 32030 N 21 B 01 VU SR I VA v R S N e Ja s L et

3058 o B 19822 71 2 g 3L R Bk &0 VA T 1522 o /K VU S g v, 248 11 38 37 T 281) S Iz Y

W, INsE JE ERM IS, B TEEE 28 2 YA RN , T RS T &R b, K=,

ANLZE I TCK IR BN T8 fm ik 46 , R i & 18 9 5545 B AR L &9 j (m=256 22 52, 7= %

82%) .

[0111]  'H NMR(400MHz,CDC13)68.64(d,J=2.0Hz,1H),8.34(d,J=1.3Hz,1H),7.92(d, J=

7.4Hz,1H),7.86-7.79(m,3H) ,7.79-7.73(m, 1H),6.93(d, J=3.9Hz, 1H) .

[0112]  JDUR2. 1-(2- ML FRAE I FL ) —6-[ (1-FF 3 ) —4-mp e L -1 - - ng 5[ 3, 2-b Tk g

P
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) 1 %

[0113] 80 Sk A4 § 655 5 1 — P Jk—1 H-NHk e~ i 710 5 s A 87 2 S B IR 4 B T
T S LA o Tl B S R T I B 2 T+ 43N 2. BT L BE AN 52 THK, B s S
ZUGARARYR 48852250 1, 1 X (IR Rk R (1) S F s &)
TN BN IR T 2R R I B Bt o R b R (i B T I S R v, AR 1207 C
TIRBE304 4, S 256 5 o A B3R R SRR N 152 FE K b, F U B 2 =0k, A AL
TEABRBAN TR e ik A » PR IE ] % (38 70 43 B b S 01 (m=6228 7, 77 28 T7%)

[0114]  'H NMR(400MHz ,DMS0)88.87(d,J=1.5Hz,1H),8.38(s, 1H),8.27(d, J=8.4Hz,1H),
8.21(d,J=1.8Hz,1H),8.13(d,J=7.8Hz,1H),8.05(s,1H),8.00(d,J=3.7Hz,2H) ,7.92(t,J=
7.9Hz,1H),7.06(d,J=3.5Hz,1H),3.91(s,3H) .

(01151 S f51]2: 3—(2— A FE RARAIE £ ) —5—[ (1-FP 4 ) 4t et -1~ -NE I I3, 4-b Jilk
e Fr) ] %

[0116]

[0117]  JBIRL AL B el il

[0118]  KF4Amifb G H)dAI10. 25 A T-50 22 FN , N- " FF L FR Bt e v , =R 405 40 B o
2.83 % A AN NN B FIR VAR, ks =B RSN, OB 5 e R SRR N
L000ZEFH K, A AT H 3 38, AR BEIE 3R, B2 TN A We (m=1.355T, 725
41.3%) .

[01191  'H NMR(400MHz ,CDC13)68.47(d, J=2.1Hz,1H),7.93(d, J=2. 1Hz, 1H).

[0120] D IR2. Ak &Mk i %

[0121] 1. 574k & We 1. 44 70 2- R S R T It & L 8822 S ik P AR5 16 2 F+ 2 BEVA T
30ZF FNEEH , B SA=IRG AR RS T MR EN140° CI BI85 4
LRSS EN BN, INN2502 T S FF be , b i€ SR /K ¥E =0k, B ALZE F TS KR R T
JE A , PR 6l 24 (A 43 5513 B ARtk 57k (m=83228 3e, , ;™ 2 :51.2%) .

[0122] 'H NMR(400MHz,CDC13)68.69(d,J=2.2Hz,1H),8.30(d,]J=9.7Hz,1H),8.14(d,J=
2.1Hz,1H),7.32(t,J=8.6Hz,2H) ,6.82(d, J=7.9Hz, 1H) .

[0123]  JBIR3 AL A& Wmi) 4%

[0124] #6122 e AL AWk 601 22 5e i) S S8 0K F IRVA T 202 A =& F b, ZEBHES
AN S SRONETE R R S RV FH 30 22 T S U bR AR RE , KB =R A HLE /KR IR 158 f5
Ws , P & i 4 5515 B AR & HIm(m=2682& 38, , 7= % : 40 1%) .

[0125] 'H NMR(400MHz,DMS0)68.82(d,J=2.2Hz,1H),8.53(d,J=2.2Hz,1H),8.46-8.42
(m,1H),8.10-8.06(m,1H),8.05-7.99(m,2H) .

[0126]  DURA.:3-(2- A IRME IR JE ) —5-[ (1-FF 8k ) —4-mp ik -1 -5 -b i - [ 3, 4-b Ik i
[ il %
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[0127] 4702 7a k& ¥15 .57 2% 0 1 — R J—1 H—nbh e —4— B 1% 30 AR s G A 76 2 7 B PR 0
TR SR 1) B S R T NS ZE TE A NFR (2 6T 2 N2 52T K, B
REUGAERARY T 752501, 17 - (COR ) X8 &) —E R R 4
PN B IR BB A b L SR T W SR B o o R B T I I R R 7RI 1207
CN L3058, N 5E 5 o Fid I MBI 152 KR, i &R I = A HUZE H
ToKBR B T80 S e 48, FH PRI i 46 0% 2 B9 48 B AR L A )2 (m=58 2 3, 7 2K : 83%) o

[0128] 'H NMR(400MHz,DMS0)89.03(d,J=2.0Hz,1H),8.47-8.44(m,1H),8.41(s, 1H),
8.40(d,J=2.1Hz,1H),8.08(s,1H),8.07-8.05(m, 1H),8.01(m,2H),3.92(s,3H).

(01291 sEJtaf53: 1 —(2-AHAERTAIE L ) —6-[ (1-HF 2L ) ~4 ML It ] -1 Stk 3[4, 3-b Ik
W P 7] 4% <

& BT

\
IN\
B. N . N H
[0130] rm e N
LA (L
=} n

[0131]  JPERL AL-AYnff il &

[0132] %3002 it & Ha 4732E 50 1 —F Sk — 1 H-Lk e —4 Rl R M AR 162 I AR 6 28 2 v Tk R 41
BT R NS, A R RS IS NI 2 6 O EEM2 5K, B R
TARAERGIERARY T 622501, U0 (RS RS S R (1D ZE R E 4
YIIMAB FaR il 8 b, SR a1 il B 3 B 0 IR TORCE B T I I g v, 7RI 120°
CT R IL3043 %, [ N 5E5E o W Bk e REBRBI 152 7K, B SR e A B =k A HLE A
oK TR BN T4 5 Tk 4, PR IE ] 2% Ll o AL A WIn (m=275 22 7, 7= 26:91%) .

[0133]  'H NMR(300MHz ,DMSO-ds)813.29(s, 1H),8.80(s,1H),8.36(s,1H),8.24(s,1H),
8.07(s,2H),3.90(s,3H).

[0134]  JDUR2.1-(2-fE IRt e 2 ) —6 [ (1—FR 2% ) —4- b R it -1 - -Mb e 3[4, 3-b ke
1) il &

[0135] 4652 e ANEIE T 15 L KDMEH , iR F F:5 0 8h g 160 = e b &5 ¥In¥E T 15
ZEFH TS /KDME T, S J5 G2 12 1K) 325 N 20 B S I DMF VW P N5 Ja E iR B304 8 . 15 198 %
o 2~ H ORI I SVE T 15 Z& I /K DME A, G212 1) 328 W5 i 21 S B2y A, n 58 Ja &= i i f ik
B, S BL5E R o 28 Z2DMF, TR MVE T & e, F7KBE =2 A VLE KRB T )5
W , PRI ) 24 1018 4 515 B bl &3 (m=256 22 5., 7 Z.: 82%)

[0136] 'H NMR(400MHz ,CDC13)88.90(d, J=1.9Hz,1H),8.47-8.42(m,1H),8.41(d, J=
0.9Hz,1H),8.38(dd,J=1.9,0.9Hz,1H),7.96(d,J=0.7Hz ,1H),7.88(s,1H),7.87-7.82(m,
2H),7.80-7.72(m,1H),4.03(s,3H).

[0137]  SLjEf4 : 1 R A BE AL —6-[ (1-FF 5k ) —4-mp Pt -1 S -k e 3[4, 3—b JIL e i) il &

[o138] N
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[0139] [k 7 A 2R A L S A 2 2 S R TR R 4 A 41, DA 5 S it 9] 3 4 T 1) 7 v ) 2% AL A
Y- T A -6 [ (1-FF 2 ) —4-mp e B 11 S L P 5[4, 3-b L IE o

[0140] 'H NMR(400MHz,CDC13)88.84(d,J=1.7Hz,1H),8.49(s,1H),8.38(s,1H),8.02(d,]
=7.4Hz,2H),7.94(s,1H),7.86(s,1H),7.62(t,J=7.4Hz,1H),7.51(t,J=7.8Hz,2H),4.03
(s,3H).

[0141]  SZJEf5 - 1 —(3-FARA I L ) —6-[ (1-FF 35 ) —4-Rk e L -1 -5 -mt e 1[4, 3-b Jnkng
(1 1l 2%

[0142] P

(01431 [ 71 FH 3-F R i S A 5 2 M S R T Ik &L A A , LA 55 s e 49 S A R0 11 75 ¥ 1l 4%
A1~ (3~ TR 2RI ) —6-[ (1-FF 5% ) 4T et ]~ 1 S -t Pk [ 4, 3-b Itk .

[0144]  'H NMR(400MHz,CDC13)88.86(s,1H),8.46(s,1H),8.40(s,1H),7.94(s,1H),7.91-
7.78(m,2H),7.72(d,J=7.4Hz ,1H) ,7.54-7.41(m, 1H),7.32(s,1H),4.03(s,3H).

[0145]  SEJff16: | -(2- ORI ) -6-[ (1-H J& ) —-4-nb e 3 ]- 1S -1t e3[4, 3-b kg
[ il 2%

(01471 [ 1 A FH 2~ S R Tl Mt A 5 2 g DRt L A Ak 5 LA 55 S it 49 SR 1R 119 5 12 il 4%
A1 (2T AL ) —6-[ (1-FF JL )~k et -1~ -k Pk 3[4, 3-b Ttk .

[0148] 'H NMR(400MHz,CDC13)88.88(d,J=1.9Hz,1H),8.52(s,1H),8.38(d,J=0.8Hz, 1H),
8.24-8.15(m, 1H),7.95(d,J=0.7Hz,1H),7.86(s,1H),7.64(dd,J=8.3,3.2Hz,1H),7.43-
7.33(m,2H),7.17-7.07(m, 1H),4.03(s, 3H).

(01491 SEHGEHIT - 1 -(A-FORMBEIE AL ) -6-[ (1-H 5L ) -4-nb e 3t 1-1-& -1k me 3[4, 3-b nk e
[ il 2%

(01501 N Al

(01511 [ 7 FHA- SRR B S AR B 2 - A 2 R T It &L A A , LA 55 St 49 3 A R 1) 75 1 1l 4%
AW (AT 2RI ) —6-[ (1-FF 2 ) 4 - et ] -1 S - Pk I [ 4, 3-b itk .

[0152]  'H NMR(400MHz,CDC13)68.85(d, J=1.9Hz,1H),8.47(dd,J=1.9,0.9Hz,1H),8.38
(d,J=0.9Hz,1H),8.09-8.01(m,2H),7.94(d,J=0.8Hz, 1H),7.85(s,1H),7.23-7.14(m,2H),
4.03(s,3H).

39



ON 104230922 B w Bg B 28/67 T

[0183]  SZEMH8 . 1-(2-FUIE AR ) —6-[ (1—FR 4k ) —4 MMk T -1 - -ntk e 3[4, 3-b Ttk
IR (1 ] 25

,,NN“‘ CbS’lg::7
[0154] = soN
I NNC
/4
N

(01551 [ 71 FH 2~ R A R I e AR 2 Al S AR I e S DA 41, LA 5 S 48] 3 0 [) 1 7 v il
FAA I - (2-FAE AR AL ) —6-[ (1-FF 3 ) —4-nL e L 1 -1 &Lk 3[4, 3-b JHEmE .
[0156]  'H NMR(400MHz,CDC13)68.89(d,J=1.9Hz,1H),8.71(dd,J=1.9,0.9Hz,1H),8.42
(dd,J=8.3,1.1Hz,1H),8.39(d,J=0.9Hz, 1H),7.96(d, J=0.7Hz,1H),7.89(s, 1H),7.81(m,
3H),4.01(s,3H).

[0157]  SZJtaf9 : 1 —(A-AHFERAEBE L ) —6-[ (1-FF 3k ) —4-mE ik L -1 S -E e 3[4, 3-b Tk

IE 1) 1] £
_ N NO
#(hgqt. . Cbs_g{iil’”' 2

N
(01591 [k 17 5 FH A~ T I S A 2 A R R T B S A Ak, DL S 9 3 AH ] 14 75 12 6
FA A - (A-TEFEIRREGE AL ) —6-[ (1-FF 2k ) —4-mE e Ik ] -1 - L e (4, 3-b L RE
[0160]  'H NMR(400MHz,CDC13)68.87(d,J=1.9Hz, 1H),8.49-8.38(m,2H),8.38-8.31(m,
2H),8.26-8.18(m,2H),7.95(d,J=0.7Hz,1H),7.86(s, 1H),4.04(s, 3H).

(01611 SEfEf10: 1-(3, 4 A B SR ) —6 - [ (1 - 2k ) —4—-np e ik -1 - - IE Ik 5
[4,3-bJmEmE K i %

[0158]

[0162] Mo

P
[0163] [ T4 A3, 4— 4 L OR Tt B LA 2B 2 ORI B S LA 4b , DL 55 S 48] 34H (] 1)
T &AM -(3,4- Z H A ORIl 2 ) -6 [ (1-FF % ) —4-p ek -1 - -k e 5[4, 3-
b JHEIE o

[0164]  'H NMR(400MHz,CDC13)68.84(d,J=1.9Hz,1H),8.48(dd,J=1.9,0.9Hz,1H),8.37
(d,J=0.9Hz,1H),7.94(d, J=0.8Hz,1H),7.86(s,1H),7.63(dd, J=8.6,2.2Hz,1H) ,7.46(d,]
=2.2Hz ,1H),6.89(d, J=8.7Hz,1H),4.03(s,3H),3.90(s,3H),3.89(s,3H).

[0165]  SLjafi11:1—(3, 56— FF B S ol MR i it ) —6—[ (1 —FP ik ) —4 b e i 1 —1 S -k e 5
[4, 3—b JHLLmE 1 il &
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[0166]

[0167] & T4 A3, 65— FF ik S e ik P S A 2 A B R e B 5 DA 415 DL 55 5 e 461 3 AH [+
712 2 AL G 01— (3, 5~ FR L S ST e 5 i ) —6 - [ (1 —FPY k) —4 - e i T— 1 5 b e 5
[4,3-b]MENE .

[0168] 'H NMR(400MHz,CDC13)88.88(d,J=1.8Hz,1H),8.46-8.38(m,2H),7.92(s,1H),
7.84(s,1H),4.03(s,3H).

[0169]  SLjfaf12:1-(2,4- g KTl A% ) -6 - (1-FF 8k ) —4 - e I -1 S -mk e 3[4, 3-
b ML BE ) il 2%

[0170]  ~ Mo

[0171] B TAE A2, 4- RN SR 2 g FL R e S DA b, DL 55 s 461 3 AE [R] 4 07 2%
Hil A EW1-(2,4- /ORI AL ) —6-[ (1-F 2k ) —4-ME e L ] -1 - b e 3[4, 3-b JMERE
[0172]  'H NMR(400MHz,CDC13)88.89(d,J=1.6Hz,1H),8.50(s,1H),8.38(s,1H),8.23(dd,
J=14.3,8.4Hz,1H),7.95(s,1H),7.86(s, 1H),7.10(t, J=8.4Hz,1H),6.87(t, J=9.2Hz , 1H),
4.03(s,3H).

[0173] SRR 13 1- (42 Wi AR AL ) -6 - [ (1—FF 3 ) —4-mE e L 1 -1 -5 ML e 9 [ 4, 3-
b Jnt e 1) il 4

[0175] B 7 fi -2 Bt 2 B Sl DA A, DL SERE IS AR TR B U7 i AL B 1 - (4- 2Bk
SEORRE AL ) —6-[ (1-F 2k ) —4-mE eI ] —1 - ML [ 4, 3-b LR

[0176]  'H NMR(400MHz,CDC13)88.86(d,J=1.9Hz,1H),8.48(dd,J=1.9,0.9Hz,1H),8.39
(d,J=0.8Hz,1H),8.14-8.09(m,2H),8.06-8.02(m,2H),7.95(s, 1H),7.86(s,1H),4.03(s,
3H) .

(01771 SCHE 14 : 1-(2- = S IRAEA B 2 ) —6-[ (1 -FF 22 ) ~4-ME e -1 - - ML I [4,
3-b JAELRE K] il %
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F
F= .F
o178 _ NN 0,8 O
AN
N

(01791 B 77 A 2= 980 FFY 55 AT 1 A QA 2— T 5 AT I 5 LA A, LA ST 49 34 1) £
ALY - (- =T SR IR ) —6-[ (1-F 2k ) —4-ME Mt ] -1 - -mE eI [ 4, 3-b ik
WE o

[0180]  'H NMR(400MHz,CDC13)88.87(d,J=1.9Hz,1H),8.50-8.46(m,2H),8.36(d,J=
0.8Hz,1H),7.94(s, 1H),7.91-7.87(m, 1H),7.86-7.80(m,3H) ,4.03(s, 3H).

(01811 SKHE 15 : 1-(4- =3 HEIRAEBE ) —6-[ (1-FF 2) -4-MEME L -1 - - ML IF[4,
3-b JAELIE K] il %

[0182]

[0183] [ 7 FH4— =55 F i S M ok S A 5 2— i Sk 2R T Ik &0 LA A , DA 55 St 451 36 ] £
LA A1 - (4= 5 B R 2RI I 0 ) —6-[ (1-FF J5 ) —4-mb e Ji 11— -k e 5[4, 3-b Jnlk
IE o

[0184] 'H NMR(400MHz,CDC13)88.86(d,J=1.9Hz,1H),8.47(d,J=1.0Hz,1H),8.40(d,J=
0.8Hz,1H),8.15(d,J=8.2Hz,2H),7.94(s,1H),7.86(s, 1H),7.77(d, J=8.3Hz,2H) ,4.03(s,
3H) .

[0185]  SEjaf16: 1 —(3— =4 FF L IR MAIE 3 ) —6-[ (1—-FF 3L ) -4k 5 -1 - -k 35 [ 4,
3—b JnEk I 1) il %

[O187] I 7 {13 = PP A AT L 2 Y R T S, B 5 St B3 T 6 7
T8 AL A1~ (3~ SRR ST ) -6 [ (17 28) ~4- WL -1 -4 9F (4, 3-b il
b

[0188] 'H NMR(400MHz,CDC13)88.87(s,1H),8.47(s,1H),8.41(s,1H),8.31(s,1H),8.22
(d,J=8.2Hz,1H),7.95(s,1H),7.93-7.83(m,2H),7.68(t,J=8.0Hz,1H),4.03(s,3H).
(01891 SEHEAI17 1- (4~ A AT ) 6 (1 2 ) ~4- LIk 38 )1 -l 95 (4, 3-
b I 0l
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[o190] N

[0191] [ T4 A4~ BR 48 JiL 2 Tk I A 8 2 il L SR I S LA 41 5 DA -5 S 48] SR [0 114 T 9
Bl A - (4-F A ORI L ) —6 [ (1-FR Ak ) —4-Mk e L 1 -1 - -1k e I [ 4, 3-b Itk e .
[0192]  'H NMR(400MHz,CDC13)88.84(s,1H),8.49(d,J=1.0Hz,1H),8.36(d,J=0.6Hz, 1H),
7.96(d,J=2.1Hz,1H),7.94(s,2H),7.85(s,1H),6.94(d,J=9.1Hz,2H) ,4.03(s,3H),3.83
(s,3H).

[0193]  SEZjfafs18: 1-[ (6~ ~WKME[2, I —b ] Hf-MEME ) —5-Taf I 3 ) ]-6-[ (1-FF 2% ) —4-np ik
F -1 M4, 3-b THEIE ) il 4%

ol
N
OzSJN »\S
\/

é - LN

[0195] & A (61K [2, 1-b ] Ff: R I ) 5Tk S A QU F 2 A DR B L L DA S, DL
SKHEBIS AN BT iA Rl AL A -1 (6-F-IRMEL2, 1-b ] FFMEME) —5-fea Bt ) ]-6-[ (1-H
) —A-ME eI -1 - -ME IR 4, 3-b TIENE

[0196]  'H NMR(400MHz,CDC13)88.88(d, J=1.8Hz,1H),8.54(s, 1H),8.35(s,1H),8.21(d, ]
=4.6Hz,11),7.93(s, 1H),7.84(s,1H),7.17(d,J=4.5Hz,1H) ,4.03(s,3H) .

(01971 SZHfaf19: 1-(WKIEL1, 2-a ] FFMEIE -3 B2 ) -6-[ (1-F k) —4-REe Ik ] -1 -5 ik
W[4, 3-b JILEIE FA i 7

[0198]

[0199] & T4 kM 1, 2—a ] 3 Mk e - 3R Ik 504 C 5 2T S R A I S DA A, DL 5 s i 491 3
R T E G &AL S - (WKL L, 2—a ] FFIERE -3 9k ) —6-[ (1— 1 2% ) —4-mpme B ]-1-
M4, 3-bInknE

[0200] 'H NMR(400MHz,CDC13)89.13(d,J=6.9Hz,1H),8.85(d,J=1.5Hz,1H),8.46(s,1H),
8.32(d,J=3.4Hz,2H),7.94(s,1H),7.86(s,1H),7.74(d,J=9.2Hz,1H),7.61-7.46(m, 1H),
7.17(t,J=6.9Hz,1H),4.03(s,3H).

(02011 SEEHI20: 1-CRIF[1,2,5 158 M4l 5k ) -6 (1-FF i ) —4-nf e Jk ] -1 -5 ik
W4 3[4, 3-b JREIE fiY il 4%
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[0203]  Fx TAE AR 1,2,5 0% -4~ {9t S A A% 2 i JE R e S A 41, DA s i 1913
R RIS 1I-CEIF[1,2,5] % 4Tl 5L ) —6-[ (1-FR 3L ) —4-nhme FL -1
S-MEme 4, 3-b JHEEE .

[0204]  'H NMR(400MHz,CDC13)88.89(d,J=1.9Hz,1H),8.74(dd,J=1.9,0.8Hz,1H),8.45
(dd,J=6.9,0.7Hz,1H),8.35(d,J=0.8Hz,1H),8.18(dd,J=9.0,0.7Hz,1H),8.00(s, 1H),
7.93(s,1H),7.65(dd,J=9.1,6.9Hz,1H),4.05(s,3H).

[0205]  SLjads21 : 1-(WKME[ 1, 2—b ] FFmkMR -3 2 ) —6—[ (1—F 2 ) —4-b e It -1 -5 -1t
W14, 3-b AL IE [ il %

\

[0206]

[0207] [ 7 FHIK P [ 1, 2—b ] WA -3l Bt S A5 2 i R e Sl A 1 5 DA 5 S i 491 3
AHEN B T3 AL A1 - (K[ 1, 2-b ] FF AR -3 Tt 2k ) —6-[ (1-FF 28 ) —4-mp e 3t 1-1-
S M4, 3-b JHENE .

[0208] 'H NMR(400MHz,CDC13)88.87(d,J=1.9Hz,1H),8.64(dd,J=1.9,0.9Hz,1H),8.58
(s,1H),8.35(d,J=0.9Hz,1H),8.30(dd, J=4.5,1.6Hz,1H),8.08(dd,J=9.3,1.6Hz, IH),
7.98(d,J=0.8Hz,1H),7.89(s,1H),7.26-7.23(m,1H),4.04(s,3H).

[0209]  sjadsi22: 1—(MEME (1, 5—a] FF M e -3 T 2 ) —6—-[ (1-F 2 ) —4-ip e it -1 -5 -1t
e3[4, 3-b Ttk e 11 1] %

\N -.‘..l\‘l
N | OZ.E’”Q/N

[0210] AN \/\”
: <

N
[0211]  B& 7 {F FIMEMEL 1, 5-a ] Jfmsne -3 lE A0 QB 2l JE R I & LA 41, DL 5 s it 4913
R 75 G AL A 1 - (L [ 1, 5-a ] Mg - 3R At ) —6-[ (1-H1 2 ) —4-mpme B ]-1-
SR 4, 3-b Ik RE .
[0212]  'H NMR(400MHz,CDC13)68.83(d, J=1.8Hz,1H),8.76(dd,J=7.0,1.7Hz,1H),8.71
(d,J=4.1Hz,2H),8.66(s,1H),8.35(s,1H),7.97(s,1H),7.88(s,1H),7.11(dd,J=6.9,
4.3Hz,1H),4.03(s,3H).
[0213] s fsi23: 1-(WKME[1, 2-a ] JFms e -3 T 9 3 ) —6 [ (1R 2 ) —4-p e it -1 -5 -1t
W 3[4, 3—b TnEk I ) 1] &
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[0214]

[0215] [k T {F KM 1, 2—a ] Mg - 3Tl ot S A 2 2 Al ZEE R I L DA 471 5 DA 5 52 it 1) 3
FHF B TG &AL S - (WK L1, 2—a ] FFms g - 3Tl Ik 5L ) —6-[ (1—F 0k ) —4-mpme L ]-1-
M4, 3-b JHERE .

[0216]  'H NMR(400MHz,CDC13)88.82(d,J=1.8Hz,1H),8.74(dd,J=7.0,1.8Hz,1H),8.71
(d,J=4.2Hz,2H),8.63(s,1H),8.37(s,1H),7.95(s,1H),7.83(s,1H),7.12(dd,J=7.0,
4.3Hz,1H),4.04(s,3H).

[0217]  sLjafs24 : 1-[ (6-FKME[ 1, 2—a ] FFMERE ) -3 TR I Ak 1-6-[ (1-FF 2 ) —4-mpmp it ]-
1ML [ 4, 3-b TIEIE 1) 1] 4%

N
[0219] B T A (6-S-WKMEL 1, 2—a ] FFMERE ) 3T bt SUACH 2-AH B R Tt e U LA 4, L 5
SEJE 5 3AH R 7 VA d A A 1 - [ (65— WKRE [ 1, 2—a ] F kg ) -3 Tl 2 1-6-[ (1-F &) -
A-ME eI -1 - ML IR (4, 3-b JERE .

[0220]  'H NMR(400MHz,CDC13)89.20(d,J=1.1Hz,1H),8.87(d,J=1.9Hz,1H),8.44(d, J=
1.0Hz,1H),8.37(d,J=0.8Hz,1H),8.28(s,1H),7.95(s, 1H),7.86(s, 1H),7.68(d,J=8.8Hz,
1H),7.50(dd,J=9.5,2.0Hz,1H),4.04(s,3H).

[0221]  SZjfafs25: 1-[ (65 WKME[ 1, 2-b] FFmAMR ) -3 T ik ] -6-[ (1-F1 5k ) -4 Mk ] -
15 ML 1[4, 3-b TR e ) il £

[0222]

[0223] [ TAH A (6-F-WKIE[1,2-b ] Ff Mk W ) 3T &S 2- A 2 R B &L DA b, DL
SE A5 3AH IR 1 77 v AL A 1 [ (6-S 1K [ 1, 2-b ] FF AR ) -3 Tk It 1-6-[ (1-FF 3 ) -
4k e B 11 -5 - P 1[4, 3-b LI o

[0224]  'H NMR(400MHz,CDC13)88.89(d,J=1.9Hz,1H),8.72(d,J=1.0Hz,1H),8.54(s,1H),
8.37(d,J=0.6Hz,1H),8.04-7.96(m,2H),7.92(s,1H),7.21(d,J=9.5Hz,1H) ,4.04(s,3H).
[0225]  sijifif426: 1-[ (6——=F F AR ME[ 1, 2—a JJFMbmE ) 3Tt 2L 1-6-[ (1-FF J&) 41k
B -1 S e I [ 4, 3—b Jubb e 1) il %
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[0226]

CFy

[0227] [ 7 A FH (6- =5 FF -k [ 1, 2—a IR At ) —3—Filk I S A0 2 5 AR Tl it S DA
A1, BLE SIS AT B T iR ] & A G 1 [ (6-=FR AP 2L -BKIE [ 1, 2-a ] IF ML NE ) -3 -l Bt
J ]-6-[ (1-F 38 ) ~4- ML ek -1 -2 - WL MR R[4, 3-b JHLIE

[0228]  'H NMR(400MHz,CDC13)89.53(s, 1H),8.87(d,J=1.9Hz, 1H),8.45(s,1H),8.37(d, ]
=6.4Hz,2H),7.95(s, 1H),7.85(d, J=8.4Hz,2H) ,7.67(d,J=8.1Hz, 1H),4.04(s,3H) .

[0229]  sEfa 27 : 1-{ (6—[ (1—F1 L) —4—ML L J-BRIE[ 1, 2—a 1 I ML E ) -3 TR ISt 3L | —6-
[CL-F 2 ) —A-RE e |1 ML I [ 4, 3-b JHEIE Y ] 4%

[0231] 4512022 5 SEHE (1 24 10 Ak 54 6428 5 1 - i — T H—-bk A —4 — 8 P 0 0 I I AT 1 202
SRR B TR N Y T SR SR RN 2T SRR 2. 52 T L BERI2. 522 T
A BIAE TG AR RS R 1L 82501, 17 - R (R ) ek —aUesl (11) —
B AV B PR RECE b, 28R i e oo R R BT i MR
FEIL L0 CF B30 70 B, SR 58 HE o 1 B3 S BB N 1522 1K v, F SR e A =
A HLZ FITEKBRBRAN T Jm il e » HT DR il 4 (43 20 8945 B An b 5 ) (m=2328 50, 77 3
17.3%)

[0232]  'H NMR(400MHz,CDC13)89.17(dd,J=1.5,0.9Hz,1H),8.85(d,J=1.9Hz,1H),8.46
(dd,J=1.8,0.8Hz,1H),8.33(d,J=0.8Hz, 1H),8.28(s, 1H),7.95(d,J=0.4Hz,1H) ,7.86(s,
1H),7.82(d,J=0.6Hz,1H),7.74(s,1H),7.72(dd, J=9.3,0.8Hz, 1H),7.63(dd, J=9.3,
1.7Hz, 1H),4.04(s,3H),4.00(s,3H) .

[0233] Syl f5|28 : 1-(WKIE[ 1, 2-a JIFRENE -3 T ) -6 3k — 1 - ML e F: (4, 3-b JHLNE
) 1 %

[0235]  JDOR1:1-(WKME[ 1, 2-a ] JFHENE -3 T M ik ) -6 7R —1 -~ ML ME 3[4, 3—b JnL I f) Al
#
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[0236]  Ig462 v ANEIA T 152 oK U S, = IR A FES 7 B 1 16022 Wik B9 1A
T 152 F oK T SRR 5 SR J S 1% %) 22830 T 21 B S0 DU S0k i v v, i 5 Ja == iR f e
3040 5h K 16T e KR 1, 2—a ] FFIbL e —3—Fit B 0 iA T 1 522 To K DY Wk iRg Hh , 2212 1) 32
IR R I5e G 2= eI 4, OB 5E R 28 25 VU S, F R s T & ke, A
IKBE =R, AR FTC K BRBR AT J5 Wi, FH RO il % (i 4 AL A 19 (m=231 2 3¢,
FEZRT9%) 6
[0237]  'H NMR(400MHz,CDC13)69.10(d, J=6.9Hz,1H),8.74(d,J=1.9Hz,1H),8.68(dd, J=
1.9,0.9Hz,1H),8.34(d, J=7.6Hz,2H),7.76(d, J=9.1Hz,1H) ,7.60-7.50(m, 1H),7.19(dd, ]
=7.5,6.4Hz,1H).
[0238]  JDUR2.1-(WKME[1,2-aFf b mE -3 Tl 2 ) -6 R B -1 - ML 3£ 4, 3-b JHLIE 1)
il %
[0239] 44802 yi1-(WKME[ 1, 2—a ] FFML BE 3Tl 2 ) -6 —1 - —ME e JE (4, 3-b INLIE L 31
£ i R R 188 22 v Bk R P B T it dple SR B 1) ol B S B R NG 22 F+ 7R 36 . 2.5
ZEF O BEFK, BERT A= ARAR T H8. 622501, 17 - oR ) =%
PSRBT R PR E AW Bk E b ARG M g BRI
BT R B, R 120° CF R B304 B, [ M5 58 o F ik e REVRABI N 152 FHKH
TRPEEAEREIR AR R JCKBRER AN TR e i, B PO il A& A o S A3 B A A
Y (m=542&73 , 773 :68%) .
[0240]  'H NMR(400MHz,CDC13)89.14(dd,J=5.8,1.1Hz,1H),8.95(d,J=1.9Hz,1H),8.62
(dd,J=1.9,0.9Hz,1H),8.39(d, J=0.8Hz,1H),8.33(s,1H),7.78-7.67(m,3H) ,7.62-7.47
(m,4H),7.21-7.13(m, 1H).
[0241]  SEjEf29: 1- (K[ 1, 2—a ] Ff Ak mE -3 —Ff b 5 ) —6-(3-18EWy 3 ) — 1 S -k [ 4, 3-
b JHEIE F) il 2%

[0243] [ 77 5 FHY 31wy 0 P A % IR A 41, A 5 S i 91 28 AHTRD ) 075 9l & A S 0 1 -
(BRI, 2—a JJFMENE 3RS ) -6 (3-WEWy 3 ) -1 - ML R[4, 3-b TuEne .

[0244]  'H NMR(400MHz,CDC13)89.13(dt,J=6.9,1.2Hz,1H),8.87(d,J=1.9Hz, 1) ,8.48
(dd,J=1.9,0.9Hz,1H),8.35(d, J=0.9Hz, 1H),8.33(s, 1H),7.99-7.94(m, 1H),7.75(dt, J=
9.1,1.1Hz,1H),7.64-7.58(m, 1H),7.54(ddd, J=9.0,7.0,1.3Hz,1H),7.18(td,J=7.0,
1.2Hz,1H),6.87(dd,J=1.9,0.9Hz, 1H).

(02451 SEjEf]30: 1- (WKW [ 1, 2-a ] MbRE -3 T I 52 ) -6 (3-Tk e 52 ) -1 - -k 3[4, 3-
b JEE I 1 il &
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N

S0

= O=
[0246] b N’SO
[ N
N?
[0247] [y AE I3k e B R A AR R LA Ak, LA 5 S it 7] 28 A8 7] 1) 5 vk il & A 5 1 -
(KL, 2—a ] FFIEIE -3 Tl 52 ) —6 - (3-Athug 42 ) -1 S -k I [4, 3-b JHERE
[0248] 'H NMR(400MHz,CDC13)89.15(d,J=6.9Hz,1H),9.03-8.91(m,2H),8.77(d, J=
3.9Hz,1H),8.64(dd,J=1.8,0.8Hz,1H),8.43(d, J=0.7Hz,1H),8.34(s,1H),8.06-7.97(m,
1H),7.76(d,J=9.0Hz,1H),7.60-7.46(m,2H),7.20(td,J=7.0,1.0Hz,1H).
[0249]  SZEMRI31 : 1-(BKME[ 1, 2-a ] FFRENE -3 EE L ) -6 (31K 3% ) — 1 - -ME Ik I 4,3
b IR ) 1l 4

[0251] [ 7 A FH 31k e 0 1R A 25 2R A A 41 5 DA 55 S it 491 28 AH 7] (1) 7 v il s A A 0 1 -
(WKL, 2—a ] FFMbme -3 AL ) —6— (3-PRIR JE ) -1 -k e FE[4, 3-b JHEIE

[0252]  'H NMR(400MHz,CDC13)69.13(dt,J=6.9,1.2Hz,1H),8.98(d,J=1.9Hz,1H),8.60
(dd,J=1.9,0.9Hz,1H),8.36(d, J=0.9Hz, 1H),8.33(s,1H),7.78-7.69(m,2H) ,7.58-7.49
(m,3H),7.17(td,J=7.0,1.2Hz,1H).

[0253]  SEjaf32: 1-(BKIE[ 1, 2-a ] FF ke —3— R Mt L ) -6 - (4- = B L 2R 0k -1 - -t e
FE[4, 3-bInLme i fill %%

[0255] ik 7 Fl4— =8 2 2R MR A SRR LA A1, LA SE Tt 5 2841 [7] (¥ U5 VA il AL 15
Po1—(WKIE[ 1, 2-a JFFIENE -3 Rt 5t ) —6 - (4— =38 FP e 0 ) -1 - ML [ 4, 3-b UL .
[0256]  'H NMR(400MHz,CDC13)89.15(d, J=6.9Hz,1H),8.95(d, J=1.8Hz, 1H) ,8.64(s,1H),
8.42(s,1H),8.33(s,1H),7.89-7.79(m,4H),7.76(d, J=9.1Hz, 1H),7.60-7.50(m, 1H),7.19
(t,J=7.0Hz,1H).

[0257]  SZHfa 33 : 1-(WRIEL L, 2-a JJFIENE -3 T B2k ) -6-(2-F 2 ) - | A -t e I (4, 3-b ]
HLE 2 ) ] 26
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[0259] [ 1A FH2-Z8 OB AX A 2R WG LA Ab , LA 5 S 46 28 RHIR] (1) 75 923 il £ AL A P 1 - (g
e[ 1, 2-a] FFME e -3 -T2 ) —6-(2-28 38 ) -1 &ML eI [4, 3-b JHLIE .

[0260]  'H NMR(400MHz,CDC13)69.15(dt,J=6.9,1.2Hz,1H),9.08(d,J=1.9Hz,1H),8.74
(dd,J=1.9,0.9Hz,1H),8.42(d,J=0.9Hz, 1H),8.36(s, 1H),8.17(s,1H),8.04(d, J=8.7Hz,
1H),8.02-7.97(m,1H),7.97-7.92(m, 1H),7.81(dd, J=8.5,1.9Hz, 1H),7.78-7.72(m, 1H),
7.63-7.57(m,2H),7.57-7.49(m, 1H),7.18(td,J=7.0,1.1Hz, 1H).

[0261]  SEJEM34:1-(WKME[ 1, 2—a ] NE e -3 P 225 ) —6— (4—FP T I e 2 O 0 ) — 1 - -tk
W[4, 3-b I IE f) fill 2%

Ny N
H \ N
O;:S,N o )
[0262] /‘5 \S\“o

N
[0263] [ 7 {df FHA-FP Tl Fide S R AR A 8% 2R IR LA A1 5 DA 55 Si2 e 491 284 I+) 140 7 ¥ il 4% Ak
ALK, 2—a ] ML e -3 - T I 2 ) —6 - (4 - FR T 9% fldg 6 2R 0 ) — 1 & -tk i 3[4, 3-b ]t
I o

[0264] 'H NMR(400MHz,DMS0)810.08(s,1H),9.06(d,J=1.9Hz,1H),8.98(d,J=6.8Hz,
1H),8.81(d,J=0.8Hz,1H),8.71(s,1H),8.60(d, J=1.1Hz,1H),7.91(d, J=8.7Hz,2H),7.86
(d,J=9.0Hz,1H),7.74-7.65(m,1H),7.41(dd, J=11.3,4.5Hz, 3H).

[0265]  sLjifaf535: 1 —(WKME[ 1, 2-a] FEMENE -3 T3 ) —6-[ (1T 8 kL) -4-(1,2,3,6-
DU e ) -1 S - FE (4, 3-b Ik e fr il %

[0266]

N
[0267] & 7 A (14T 8338 ) —4-1, 2,3, 610 SN e B 1 49 0 12 6 40 5 2R R LA 4
LA S 51 28 4 IR O T T i A A 01— (RRIAR L1, 2—a TR e -3 I 2% ) —6—[ (10T %Ak
3)-4-(1,2,3,6-PYEMENE L) J-1-F Mt IF[4, 3-b IELNE .

[0268]  'H NMR(400MHz,CDC13)69.12(d,J=6.9Hz,1H),8.77(d,J=1.7Hz, 1H),8.33(t,]J=
8.0Hz,3H),7.74(d, J=9.0Hz, 1H),7.58-7.49(m, 1H),7.17(t,J=6.9Hz, 1H) ,6.40-6.21 (m,
1H),4.25-4.13(m,2H),3.74(t,J=5.6Hz, 2H),2.72-2.56(m, 2H) , 1.52(s,9H)..

[0269]  SLjfifi]36: 1-(WKIE[ 1, 2—a JIFubIE -3 - Rt At ) -6-[6-(1,4-28IF S hedk) 1-1-
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[0271] B 7 FH6— (1, 42k W e ) BINER A AR LA 41, DL 55 S 461 28 A8 [H] 1 75 72
Hil AL G- (WKL 1, 2—a T b WE -3 R 2L ) —6—-[6- (1, 4-2K e k) J-1 - -k
[4,3-b]MEHE .

[0272]  'H NMR(400MHz,CDC13)89.12(d, J=6.9Hz,1H),8.89(d,J=1.9Hz,1H),8.53(dd, J=
1.9,0.9Hz,1H),8.36(d,J=0.9Hz,1H),8.32(s,1H),7.74(d, J=9.0Hz,1H) ,7.57-7.48(m,
1H),7.25-7.12(m,3H),7.04(d, J=8.3Hz,1H) ,4.36(s,4H) .

[0273]  SLjff537: 1- (WKL 1, 2—a ] FEMEBE -3 T Bt ) -6 -[4-(4-FF FEWR R —1—-H 2 ) o
FE -1 e[ 4, 3-b L me [ i &

N
[0275] [ 1A FH4-(4-FF JE0R R - 1 BRI ) AR A BN R LA 4b , LA 55 5 it 491 28 48 [R] 119
TTERI AL A1 - (BRI [ 1, 2-a ] FF I —3—hs kL ) —6-[ 4- (4—FR JENR B -1k ) 2K 38 ) 1-
1S ML [4, 3-b JHENE o

[0276]  'H NMR(400MHz,CDC13)69.14(d,J=6.9Hz,1H),8.94(d,J=1.9Hz,1H),8.61(d,J=
1.1Hz,1H),8.41(d,J=0.8Hz,1H),8.33(s,1H),7.75(d, J=8.3Hz,3H),7.61(d, J=8.3Hz,
2H),7.58-7.51(m,1H),7.19(t,J=6.4Hz,1H),3.95-3.80(m,2H),3.63-3.48(m,2H) ,2.66-
2.51(m,2H),2.51-2.39(m, 2H),2.38(s, 3H).

[0277]  SZJEMH38: 1-(WKMEL 1, 2—a ] Hf Mt e -3 T BE 5 ) -6 (4P bk B B DR 0L ) — 1 - - mfL e
FE04, 3-b b me i il %%

(02791 [k 77 A 4" bk FF 22 2R A R LA A, A5 S Jta 51 28 41 [R] (¥ U5 V& fhll AL 75
Po1—-(WKIE[ 1, 2—a JFFIEIE -3 Rt 5t ) —6— (4T FF R 02 ) -1 S LM [ 4, 3-b JHEE .

[0280]  'H NMR(400MHz,CDC13)69.14(dt,J=6.9,1.1Hz,1H),8.94(d,J=1.9Hz,1H),8.60
(dd,J=1.9,0.9Hz,1H),8.39(d,J=0.9Hz,1H),8.33(s,1H),7.74(dt,J=9.1,1.1Hz, 1H),
7.66(d,J=8.2Hz,2H),7.61-7.49(m,3H),7.18(td,J=6.9,1.1Hz,1H),3.83-3.72(m,4H),
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3.61(s,2H),2.61-2.45(m,4H).
[0281]  SZJEfs39: 1-(WKIEL1, 2-a ] FFIEME -3 R 5L ) —6- (4T ML 20 ) -1 S -IE i Jf
[4,3-b Jntme f il %

N::(iij}
0O %/N 4
LN 0,
[0282] gt

SN

l Z /N
[0283] [k 1 M3 FHA- NS obk I R AR A RN ER LA 41 , DA 55 5K it 451 2 8 4H [R] 1 7 v il AL & W)
1=K 1, 2—a ] FE AL e —3 T I 3 ) —6 - (4-ME bk 3 R 35 ) —1 - ke F: [ 4, 3-b TIEEnE o
[0284] 'H NMR(400MHz,CDC13)69.18-9.11(m,1H),8.94(dd,J=1.9,0.8Hz,1H),8.57(dt,]
=1.7,0.8Hz,1H),8.38(t,J=0.8Hz,1H),8.34(d, J=0.7Hz,1H),7.75(dd, J=9.0,1.1Hz,1H),
7.70-7.62(m,2H),7.59-7.50(m,1H),7.18(t,J=7.0Hz,1H),7.09(d, J=8.7Hz,2H) ,4.05-
3.85(m,4H),3.30(dd, J=5.9,3.8Hz,4H).
[0285]  sfif40: 1-(BKME[ 1, 2—a ] HIL g -3 iE AL ) —6- (4- 2L B 3L 2R L ) -1 5 -k ke 5
[4,3-b INLuE ¥ il &

[0286]

[0287] & T f FHA- 2 B LR BN B AR R IR LA A , LA 5 S 45 28 FH ] (1 77 V23 il & Ak & 4)
1-(BKMEL 1, 2-a ] FFAHkIE -3 -H L L ) —6—-(4-Z BR L 2R ) —1 - Mk 3F: [ 4, 3-b g .

[0288] 'H NMR(400MHz,CDC13)69.15(dt,J=6.9,1.1Hz,1H),8.97(d,J=1.9Hz,1H),8.66
(dd,J=1.9,0.9Hz,1H),8.41(d,J=0.8Hz, 1H),8.33(s,1H),8.19-8.12(m,2H) ,7.83-7.79
(m,2H),7.75(dt,J=9.1,1.1Hz, 1H),7.55(ddd,J=9.0,7.0,1.2Hz,1H),7.19(td,J=6.9,
1.0Hz,1H),2.70(s,3H).

(02891  sEjafil41: 1-(BRIE[ 1, 2-a] FFMEmE -3 ML ) -6-(4- AL F BRI IR L) -1~
SR 4, 3-b JRHIE Y il 4

[0290]

[0291] [ 1 f3F FHA-— FF 200 P R R 2R W R A8 R LA 71 , DA -5 S 451 28 48 [R] 114 T3 ¥ il
AN (WRIE[ 1, 2—a | FFIE e -3 T e 5 ) -6 (4 FF & 23 Y R 2 R 0L ) — 1 & - LL e 3
[4,3-b]MEIE .
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[0292]  'H NMR(400MHz,CDC13)89.14(d,J=6.9Hz,1H),8.95(d,J=1.9Hz, 1H),8.62(d, J=
1.8Hz,1H),8.41(s,1H),8.34(s,1H),7.75(dd, J=8.5,2.0Hz,3H),7.63(d, J=8. 1Hz,2H),
7.59-7.50(m,1H),7.19(t,J=6.6Hz,1H),3.18(s,3H),3.08(s,3H).

[0293]  SZjfifsi42: 1-(WKIE[ 1, 2-a ] FFHEME -3 - R B 5E ) -6-(4- FF QL ORAL ) -1 - -t e
(4, 3-b JRELIE 1) il %

[0295] [ 7 A FR 2 S RN R AR B R IR LA 41, DA 5 St 9] 28 AH [ (1) 5 v il Ak &
Y1k [ 1, 2-a ] MEme -3 T e 3L ) —6-(4- & SE 2K AL ) - | - -t g [4, 3-b JMLneE .
[0296]  'H NMR(400MHz,CDC13)69.11(d,J=6.9Hz,1H),8.85(d,J=1.8Hz,1H),8.61(dd,J=
1.8,0.9Hz,1H),8.38(d, J=0.9Hz, 1H),8.32(s,1H),7.77-7.70(m,2H) ,7.65-7.59(m, 1H),
7.56-7.47(m,2H),7.16(td,J=6.9,1.2Hz,2H),3.86(s,3H),3.82(s,3H) .

[0297]  SZJEM43:1-(BKMEL 1, 2-a ] H b e 3T M 2L ) -6 (2, 56— A L ORI ) -1 -5 -t
M3 (4, 3-b InHLIE ) fill 2%

[0299] & VM FH12,5- FF A IR R A 2R LA &b , DL 55 S e 9 28 4H R 1 5 v2: il £k
EWL-(BRE[ 1, 2-a ] FEIEIE-3-HilE L ) -6 (2, 5— R R 0 ) - 1-S -t e 3[4, 3-b Jntk
IE o
[0300] 'H NMR(400MHz,CDC13)89.11(d,J=6.9Hz,1H),8.85(d,J=1.8Hz,1H),8.61(d, =
0.9Hz,1H),8.38(s,1H),8.32(s,1H),7.74(d,J=9.0Hz,1H),7.57-7.46(m,1H),7.20-7.10
(m,1H),7.02-6.89(m,3H),3.86(s,3H),3.82(s,3H).
[0301]  sjif44 : 1-(BKME[ 1, 2—a ] FEIL g -3 ) —6-{ {1-[ (1-HKUT & ) 4R e
FE ) —A-TE e L -1 S - 3[4, 3-b TRHLIE [ i 4%

: 0\453

>

[0302] Q

(0303 i AP (1= (10 T 4030 )~ 4R i 5 )} A1 D A 50000 B 2 2 DR )
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b, VA5 S 28 M R (9 5 VA il s A B 1 - (BKISE (1, 2-a R e -3 -T2t ) 6 { { 1-[ (1~
BT S RIE ) —A-WRIGE i ]} —4-WE eIt ) — | S -ME MR IR [ 4, 3-b JIENE

[0304]  'H NMR(400MHz,CDC13)89.13(d, J=7.0Hz,1H),8.86(d, J=1.9Hz,1H),8.45(dd, J=
1.9,0.9Hz,1H),8.33(d, J=0.9Hz,2H),7.96(d, J=0.7Hz,1H),7.90(s,1H),7.75(d, J=
9.1Hz,1H),7.58-7.49(m,1H),7.17(dd, J=7.4,6.5Hz, 1H) ,4.44-4.33(m, 3H) ,3.04-2.83
(m,2H),2.23(d,J=10.9Hz,2H),2.10-1.93(m, 2H) ,1.50(s,9H) .

[0305]  SZjfifsi45: 1-(WKIE[ 1, 2-a 1 FFENE -3 i 5L ) —6—{ [ 1-(4-WRNE L) 1-4-ntp kRt | -
1S -HHk e 5 [ 4, 3—b TRELIE ) 1 %

[0306] N

N

[0307] 502 v SR B 4414k & WVE T 52 FF ERRRIB A A 3, ZEBFE30 55
B 5E e T AR B A 7 v R T PHEE 8 ~ 9, IN N 202 T+ — & B , /K ¥t =i , AL
JZ FTE K BRBR AN T8 S5 e 40 , DR 1l 4 i 2 2545 B AR AL 5 (m=3T 22 50, 7= 2 : 91%) .
[0308] 'H NMR (400MHz ,CDC13)69.14(d, J=7.0Hz ,1H) ,8.87(s,1H),8.51(s,1H),8.35(s,
1H),8.34(s,1H),8.16(s,1H),7.99(s,1H),7.75(d,J=9.0Hz,1H),7.60-7.54(m, 1H),7.21
(t,J=7.2Hz,1H),3.75-3.58(m,3H),3.33-3.18(m,2H),2.50-2.45(m,2H),2.08-2.03(m,
2H) .

[0309]  SEjifafs46: 1-(MEMEL 1, 5-a] I mEme -3~ L ) -6 { { 1-[ (1-FUT EFRIE) -4-IRme
S ]} AN ) —1 - TE R I [ 4, 3—b JILEmE ¥ ] %%

\Oo~¢"
¢< (
[0310] Q N

(3111 B T AR {10 (L —AUT 23R 3 ) —A—WIR W 5t ]} —4 -l P ) 7 3 0 I I A 1 — P -
L H—-bt P —4— B R A0 s 1 A &0, 55 58 491 2.2 48 [0 189 5 V2 ) 46 A A5 L - (LR [ 1, 5—a ] 088
W =3~ Bt ) —6—{ { 1-[ (10T 4t ) ~4-WRme St ] ) —4-NEme it -1 - b Ie R[4, 3-b itk
WE o

[0312]  'H NMR(400MHz,CDC13)68.84(d, J=1.9Hz,1H),8.76(dd, J=7.0,1.6Hz, 1H) ,8.72-
8.68(m,2H),8.67(s,1H),8.34(s,1H),7.99(s,1H),7.92(s,1H),7.11(dd,J=7.0,4.2Hz,
1H),4.44-4.23(m,3H),3.03-2.86(m,2H),2.28-2.18(m,2H),2.12-1.93(m,2H) ,1.50(s,
oH) .
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[0313]  SEHEBIAT : 1- (BRI 1, 2—a 1 FFmsmE -3 T I It ) —6—{ [ 1-(4-WRWe 5L ) J-4-nh e It ) —
1—5 AL PR [ 4, 3—b TRHERE [T 1 4%
H

[0314]

[0315] #4502 s SLi 46 1AL A1V T FF SRR ML AN — S N3, EEHE30-B
RNESEEE I IRAR UE D, I BRR B =K, B2 TS B AR B4 (m=3T2 58 , 7722 : 91%)
[0316]  'H NMR(400MHz,CDC13)68.84(d, J=1.9Hz,1H),8.77(dd,J=7.0,1.6Hz,1H) ,8.72~
8.64(m,2H),8.65(s,1H),8.31(s,1H),7.79(s,1H),7.91(s,1H),7.01(dd,J=7.0,4.2Hz,
1H),4.44-4.35(m,3H),3.23-2.96(m,2H) ,2.33-2.28(m,2H) ,2.02-1.93(m, 2H) .

[0317]  SZjEH48: 1-[ (6-F-WKME[2, 1-b ] FFMEME ) 5T EE L ) 1-6-{ [ 1-(4-WRWE L) ]-4-
ML AR | —1 — S ML [ 4, 3—b JREERE (1Y) il &

H
N,

[0318]

[0319] & T4 A (1L (10T A A0 A5 ) —4—WIR Wt 1 ) —4— bk el ) 7 A0 8 s i 2 1 — R -
1 H— Lt M —4— i P8 A0 00 P I DA 4b 5 DA 5 S e 47 1 SR [0 F1) 7 92 il 6 Ak 01— (65 -k e[ 2, 1-
b ] e ) 5Tt L ) 16— { { 1-[ (L—FUT MR AE ) —4-WRIE HE ] } -4 -k e L | -1 -5 Lk 3
[4,3-bIMENE K872 7 1-[ (6-F-WKMEL 2, 1 -b ] Jf-MERE ) 5 [t 3 ) 1-6—{ { 1-[ (1-FUT A
F)-A-WRIEHE 1} -4 eI | -1 - R I 4, 3-b T E V& T2 FH ER IR ML AN K) SN FR
FIRIPES0 B [ B 58 e, 1 AR e, ] 2 BRIR Ve =0k, B A TS B AL &) (m=652
5, R E90%) 6

[0320]  'H NMR(400MHz,CDC13)68.71(d,J=1.9Hz,1H),8.21(dd,J=1.9,0.7Hz,1H),8.12
(d,J=4.5Hz,1H),7.84(d,J=3.8Hz,1H),7.82(s,1H),7.81(s,1H),7.53(d,J=4.5Hz, IH),
7.50(t,J=2.0Hz,1H),6.87(dd,J=3.8,0.7Hz,1H),4.67-4.52(m, H),3.71-3.57(m,2H) ,
2.70-2.53(m,2H) ,2.53-2.39(m, 4H)..

[0321]  SEJEMH49: 1-(WKMEL 1, 2—b ] HF AR -3 Wi 2 ) —6— { { 1-[ (1-FUT B AL ) —4- Wk
F ] AT I ) —1 A TR 5[4, 3-b JILLE [ 1] 2%
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o~
A
[0322] <N;;>

[0323] [ T AE {1 -0 (1 —AUT 2B 3 ) —A—WR W 5% ]} —4 -l P ) 7 5 0 e I A 1 — R -
1 H=AEE AR —A R 3 8 Bt 5 LA A1, A5 S e 51 2 1 AH R (9 5 ) A S 0 L - (RRIR L1, 2-b 1k
W =3~ Bt ) —6—{ { 1-[ (10T 4t ) ~4-WRme Sk ] ) —4-AEme it } -1 - b e R[4, 3-b itk
WE o
[0324]  'H NMR(400MHz,CDC13)68.88(d,J=1.9Hz,1H),8.64(dd,J=1.9,0.8Hz,1H),8.58
(s,1H),8.35(d,J=0.8Hz, 1H),8.31(dd,J=4.5,1.6Hz,1H),8.08(dd,J=9.3,1.6Hz, 1H),
8.00(d,J=0.6Hz,1H),7.94(s,1H),7.26(dd,J=9.3,4.5Hz,1H) ,4.46-4.23(m,3H),3.04-
2.85(m,2H),2.28-2.19(m,2H),2.10-1.95(m, 2H),1.50(s,9H) .
[0325] St fs50 - 1-(WKIE[ 1, 2-b 1 FF kMR -3 T I ) —6—{ [ 1 - (4-WRIE ) 1 -4t Bt | -
A-PHE IR 1S LR I [ 4, 3—b THLEIE £ 19 #h (4 1] &

HHC!

[0326]

[0327] H%%E%WWMWQA%%%ﬂ%ﬂﬂ&@ﬁM ENH R, FIR B30 B
&Hﬁ%fﬂmﬂﬁﬁmaﬁ&%#ﬁw\¥%%ﬂ%%%%m3&giﬁ$£%o
[0328]  'H NMR(400MHz,CDC13)68.88(d, J=1.8Hz,1H),8.65(s, 1H),8.59(s, 1H),8.36(s,
2H),8.08(dd,J=9.3,1.4Hz,1H),8.03(s,1H),8.00(s,1H),7.30-7.25(m, 1H) ,4.67-4.54
(m,1H),3.77-3.66(m,2H),3.32-3.20(m, 2H) ,2.70-2.51(m,4H) .

[0329]  SCE 51 - 1-(WRIEL1, 2-b JFFmEME -3 fed Pt ) —6—{ [ 1 - (4-WRWE L) ]-4-nEme i } -
A-TEL IR | — 1 =S LM 3[4, 3-b T IE F) il 2%

H
N

[0330]

[0331] 502 v SK i 451 50 A0 A P NN B 102 F B B S AN LR T b H60k5 73 B o /K I
O S e AR B =K, 25T, A LR ALK BRI N T R ik 4, 1 T15A3 B AL 540 (m

55



ON 104230922 B w Bg B 44/67 T

=455 L, P72 1 98%) .

[0332] 'H NMR(400MHz,CDC13)88.88(d,J=1.8Hz,1H),8.65(s,1H),8.59(s,1H),8.36(s,
2H),8.08(dd,J=9.3,1.4Hz,1H),8.03(s,1H),8.00(s,1H),7.30-7.25(m,1H),4.67-4.54
(m,1H),3.77-3.66(m,2H),3.32-3.20(m,2H),2.70-2.51(m,4H) .

[0333]  SEJfEf52: 1-(WKMEL 1, 2—a ] Mg -3 Tt e 3 ) —6— { { 1-[ (1T Bk ) —4- Wk
HE ]} —A-NE L ) -1 S R IR (4, 3-b JIE e i il 2%

o~
als
[0334] Q N

[0335] [ TAF R { 1= (1—fUT S A 2 ) —4 Wik g L 1} — 4k vl i e o o e i A 1 - R L -
1H—EL 1 —A B 52 AR B2 LA 1, L 55t 61 2 30 ) ) D Y o 4 AL B 0 L — (K IRR [ 1, 2—a ] 0%
WE —3—T LA ) —6— { { 1-[ (1B T &2 ) —4-WRNE 5L | ) —4-ME et | —1 S -ME e J:[4, 3-b Tt
I

[0336] 'H NMR (400MHz ,CDC13)68.87(d, J=1.9Hz,1H),8.68(dd,J=4.0,2.0Hz,1H),8.65
(dd,J=1.8,0.8Hz,1H),8.54(dd, J=6.9,2.0Hz,1H),8.37(s,1H),8.37(d, J=0.8Hz, 1H),
7.97(s,1H),7.94(s,1H),7.06(dd,J=6.9,4.0Hz,1H) ,4.44-4.28(m,3H),3.02-2.83(m,
20),2.27-2.16(m,2H),2.10-1.94(m, 2H) .

[0337]  sijifafsi53: 1-(WKME[ 1, 2—a ] FFMbme -3-HEEHEL ) —6-{ {1-[ (1-2.3%)-4-WRme FE ]} -4~
M e e ) —1 S ML 5[4, 3—b JHELE 1) 1] 2%

[0339] #5502 FE S Hil450 A TE T H & B, SRS ML 2. 55 2. % L 3191
F 2 BERNT 5T G E AN, S IE RSN, SN 58 Y SR B 20 2 FF — SR ba i ke,
FH7KBE =R, A ALZ F TR B BRAA T8 S ik 48 , FH P il & 18 2 515 B AR &) (=472
T, T E  88%)

[0340] 'H NMR(400MHz,CDC13)89.02(d,J=7.1Hz,1H),8.78(s,1H),8.42(s,1H),8.29-
8.22(m,3H),7.87(s,1H),7.63(dt,J=9.0,1.2Hz,1H),7.48(t,J=8.0Hz,1H),7.13(td, J=
7.0,1.2Hz,1H),4.82(d,J=13.6Hz,1H),4.52-4.40(m, 1H),4.03(d,J=13.6Hz,1H),3.36-
3.25(m,1H),2.81(dd,J=18.6,7.3Hz,1H),2.29(dd, J=24.4,12.2Hz,2H) ,2.18(m, 2H),
2.13-1.96(m,2H),1.35(t,J=6.6Hz,3H).
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[0341]  SEif554 : 1-(WKME[ 1, 2—a ] FfAbIE-3-ffili 2L ) —6—{ {1-[ (1- LB AL ) —4-WRmE H: ]} -
AL ML | -1 S L IR (4, 3—b TILIE F) il %

[0343] 44502 S SE A5 AL A 146 . 6O = 2V T 10T+ 5 2, SR 5 2
A8 TR LB S AHE30 7 B, SN 58 B o S MO KB = 200 AT LR TS BRI B T
JoR S AR » PR il & €13 70 45 B AR A (m=A822 7L, 77 2 88%)

[0344]  'H NMR(400MHz,CDC13)89.13(d,J=6.9Hz,1H),8.85(d,J=1.8Hz, 1H),8.46(d,J=
1.0Hz,1H),8.32(d,J=4.7Hz,2H) ,7.97(s,1H) ,7.91(s,1H),7.74(d,J=9.0Hz, 1H) ,7.58~
7.48(m,1H),7.18(t,J=6.9Hz,1H),4.82(d,J=13.6Hz,1H),4.52-4.40(m, 1H) ,4.03(d, J=
13.6Hz,1H),3.36-3.25(m, 1H),2.81(dd, J=18.6,7.3Hz, 1H),2.29(dd, J=24.4,12.2Hz,
2H),2.18(s,3H),2.13-1.96(m,2H) .

[0345]  Sjitifh]55 : 1-(WKME[ 1, 2—a ]I MENE -3 - Rl BE 2 ) -6 { { 1-[ (1 -PR A B AL ) -4-WRNE
L]} -4 | 1 S -E R IR 4, 3-b JRENE ) i %

[0346]

(03471 & 745 FHPA A B ST LS LA Ab , L5 SE 9] 5440 7 ) 53 il 46 AL 5 10 1 - (0K
WL, 2-a JIFIENE -3 T Bt 2 ) —6—{ { 1-[ (1-PR P BLAE ) —4-WRIE 2k ]} -4tk P | —1 S - e
FH[4,3-bInknE.

[0348]  'H NMR(400MHz,CDC13)69.14(d, J=6.8Hz,1H),8.86(s, 1H),8.46(s, 1H),8.34(s,
2H),7.97(s,1H),7.93(s,1H),7.77(d,J=9. 11z, 1H),7.56(t,J=7.7Hz, 1H),7.20(t,J=
6.9Mz, 1) ,4.88-4.66(m, 1) ,4.57-4.35(m,2H) ,3.44-3.26(m, [1),2.95-2.75(m, 1),
2.42-2.20(m,2H),2.20-1.95(m,2H) ,1.87-1.75(m, 1H),1.11-0.96(m,2H),0.87-0.74(m,
2H) .

(03491 SEjtf5156 : 1- (K[ 1, 2—a ] Ff M E -3 - Rt 42 ) —6— { { 1-[ (1-FF 5L ) —4-WR g
F T} AT ) -1 S -ME e [ 4, 3—b DIk IE fr il £
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[0350]

[0351] [ 1A FHEF L A B 2 BEEL LA AL , A5 Sl 46 5 A8 [R] 1 75 25 il 45 A A P 1 - (v
e[ 1, 2-a ] FFRLmE 3T 5 ) —6—{ { 1-[ (1—FF Ak ) —4-WR e Ak ]} -4k ek } —1 -5 - e
JH04,3-bIMtnE.

[0352] 'H NMR(400MHz,CDC13)89.16-9.08(m,1H),8.85(d,J=0.8Hz,1H),8.45(s,1H),
8.32(d,J=4.4Hz,2H),7.97(s,1H),7.91(s,1H),7.80-7.67(m, 1H),7.54(dd, J=8.5,7.6Hz,
1H),7.18(t,J=7.0Hz,1H),4.85(d,J=13.5Hz,1H),4.56-4.38(m, 1H),4.14(d, J=13.3Hz,
1H),3.25(t,J=12.9Hz,1H),2.78(t,J=12.4Hz,1H),2.64-2.46(m, 1H),2.36-2.24(m, 2H) ,
2.07-1.96(m,2H),1.81-1.72(m,3H),1.61-1.50(m,2H),1.32-1.24(m,3H).

[0353] s ffl57 : 1-(WKME[ 1, 2—a ] JRMEmE -3~k 2L ) -6 { { 1-[ (1-3FC B 2 ) - 4-WR g
ST} —A-nb i ) 1 S -ib e 5[4, 3-b JnLmE (1 il 4%

[0354] Q

N N
N | 05N A
SAACN, ]
N
| N _
NP

[0355] [k T A C Bt & ARE 4 BR S BL 4, LA 5 St 46 54 A0 1) (1) 7 74 il &AL A4 1 - (i
ML, 2—a Rt mE -3 -T2 ) —6—{ { 1-[ (1-IA Bt 2 ) —4-WiR g 2% ] ) —4 -k et | —1 — 5 —nf et
J[4,3-bInLnE .

[0356] 'H NMR(400MHz,CDC13)89.13(d,J=6.9Hz,1H),8.85(d,J=1.8Hz,1H),8.46(d, =
1.5Hz,1H),8.32(d,J=4.1Hz,2H),7.97(s,1H),7.91(s,1H),7.75(d, J=9.0Hz, 1H) ,7 .58~
7.50(m,1H),7.18(t,J=6.5Hz,1H),4.85(d,J=13.7Hz,1H),4.54-4.41(m, 1H) ,4.20(d, J=
14.4Hz,1H),3.26(t,J=12.0Hz,1H),2.96(p,J=8.0Hz,1H),2.81(t,J=11.8Hz,1H),2.38-
2.21(m,2H),2.08-1.98(m,2H),1.95-1.81(m,5H),1.79-1.73(m,2H),1.69-1.51(m,3H).
[0357] St f5i]58: 1-(WKME[ 1, 2—a ] FEMEIE —3—Fif i 55 ) —6—{ { 1-[ (1—Xh = 380 HF 2 O F 8
HE ) —A-WRIE F: ]} —4-ME R | —1 - —Mb e [ 4, 3—b ML RE (1) il &
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O
[0358] <;;;>

ey
[0359] [ 7 FA =0 20K R B S e &L BAAE , LA 5 S 49 54 AH [ 4 75 125 il %44k
A1 - (BRI 1, 2—a ] Al e -3 Tl 2 ) —6— { { 1-[ (15 =980 P 2 O FR B ) —4 R g 2k ] ) -
4L} -1 S - P [ 4, 3-b LI o

[0360]  'H NMR(400MHz,CDC13)89.16(d,J=6.7Hz,1H),8.87(s,1H),8.47(s,1H),8.34(s,
2H),7.98(s,1H),7.95(s,1H),7.79(d,J=8.3Hz, 1H),7.72(d,J=7.9Hz,2H),7.60(d, J=
8.0Hz,3H),7.22(t,J=6.8Hz,1H),5.01-4.82(m,1H),4.59-4.44(m, 1H) ,4.01-3.81(m, [H),
3.35-3.18(m,1H),3.17-2.99(m, [H),2.44-2.01 (m,4H) .

[0361]  SEJfEf59: 1-(WKME[ 1, 2—a ] FFMEmE -3 ) —6-{ {1-[ (1-F A5 ) -4-WRmE A ]} -
A-TH e | — 1~ T e 3 [ 4, 3-b TN I ) il 2%

[0363] [ 1 U AR Z B LASE, L5 SR 5340 ] 75 T2 4 Ak 5 40 1 - (K IE [ 1, 2-
a ] T AL mE -3 R Bt ) -6 { { 1-[ (157 A5 ) ~4-WRME ik ] ) —4-REIR I } -1 - LM IR [ 4, 3D ]
MEBE .

[0364]  'H NMR(400MHz,CDC13)89.12(dt,J=6.9,1.1Hz,1H),8.85(d,J=1.9Hz, 1H),8.46
(dd,J=1.9,0.9Hz,1H),8.35-8.31(m,2H),8.00(s, 1H),7.94(d, J=0.6Hz, 1H),7.77-7.70
(m,1H),7.58-7.49(m,1H),7.18(td,J=7.0,1.2Hz,1H),4.57-4.44(m, 1H),3.53-3.41(m,
2H),3.38-3.23(m, 1H),2.99-2.84(m,2H),2.70-2.53(m,2H) ,2.53-2.37(m,2H) ,1.35(d, J=
6.6Hz,6H).

[0365]  SKHEfI60: 1 - (WKL T, 2—a JFFIENE -3ttt ) —6-{ {1-[ (1-3F 36 -4- MRk e 2 ]} -
A-PHE I } -1~ IR T[4, 3-b THEIE fY) il %
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N
(03671 [ " fai FURA R A I VA A1, LA-5 SR 6115 3 AH R (1 75 ¥4 il AL A 1 - (ke [ 1
2-a JFFMEIE -3t Bt ) —6—{ { 1-[ (1-3A R ) —A-URWE S ]} -4- LML ) -1 - -t (4, 3~
b JRELRE .

[0368]  'H NMR(400MHz,CDC13)89.13(dd,J=6.9,1.1Hz,1H),8.88-8.82(m,1H),8.46(s,
1H),8.33(s,2H),7.96(d, J=15.3Hz,2H),7.75(dd, J=9.1,1.0Hz,1H),7.58-7.49(m, 1H)
7.18(t,J=7.0Hz,1H),4.52-4.37(m, 1H),3.52-3.39(m,2H),3.08-2.90(m, 1H) ,2.86-2.62
(m,2H),2.59-2.32(m,4H),2.05-1.94(m,2H) , 1.90-1.72(m,4H),1.70-1.53(m, 2H) .

[0369]  SKhfE61: 1-[ (6 —BKMEL 1, 2-b ] FFmAR ) -3-fea B ) J-6-{ {1-[(1-HUT Ik
e ) —A-WRIE F ]} —A-NE IS | -1 S -MEIE R[4, 3-b JHEIE Y i 4

A{} \:/5

Q N
N Va
N Sl T
N N
N [{,\ |
NT T Cl

[0371] B AT A {1-C (10T S A0 A ) — AWk W ik 1} —4— bk el Bl 12 A0 8 i 1 2 1 — R -
H—HEt M —4 Bl R A3 AR B B DA 4b , LA -5 S it 457 25 4 [R] 1) 7 72 il A B 1-[ (6 -SRI [ 1, 2
b1 FFmk R ) -3l 2 ) 1-6—{ { 1-[ (14U T A e ik ) —4—-WRWE J ]} —4-Mp i i } —1 & - mip e Jf:
[4,3-b]HkIE

[0372] 'H NMR(400MHz,CDC13)88.89(d,J=1.8Hz,1H),8.75-8.69(m,1H),8.54(s, 1H),
8.37(d,J=0.6Hz,1H),8.00(dd,J=17.0,7.4Hz,3H) ,7.22(d, J=9.5Hz, 1H) ,4.44-4.24(m,
3H),3.03-2.86(m,2H),2.31-2.17(m,2H),2.01(qd, J=12.4,4.4Hz ,2H) ,1.50(s,9H) .
[0373]  SEjaff62: 1-{ (6—{ {1-[ (1= T 2B ) —4-Wik g B ]} —4-ME L |-k [ 1, 2-b 1 5F:
Wik ) -3t 2 | —6—{ { 1-[ (L—BUT S ) —4-WRWE & ] -4 b e L | -1 - Ak e JF (4, 3-b ]
ML g () ] 2

[0370]
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[0374]

[0375] 141250 S fpl6 1AL G4 10022 50 { 1-[ (180T S pRAE ) —4-WR e & |} -4k nk
I PR 0 R s I AT 100 22 S Bk B8 A L T T S B8 T 1) il dp S B8 R N B 22 T 5N R
2. 52 L2 52 FHK, BT A =GR RSN 159,82 501, - (oR L) —
B ST S F R E SR F IR E o, 85 B R S 1 AR R
BE TP R BT, IR EI0° CR R B0 8, I B 5E 5 % Bk R BB 152 7K
W, SR R AR IR, A HLE B TE KR B AN 158 Jo ik 4 » R PRI i & s 40 B9 45 B An it
EW) (=154 75, 77 2 :80%)

[0376]  'H NMR(400MHz,CDC13)88.94(d,J=1.8Hz,1H),8.68(d,J=1.0Hz,1H),8.55(s,1H),
8.35(d,J=0.7Hz,1H),8.02(dd, J=6.8,5.2Hz,3H),7.57(s,1H),7.40(d, J=9.6Hz,1H) ,7.22
(s,1H),4.47-4.11(m,5H) ,4.04-3.87(m,1H),3.02-2.86(m,2H),2.84-2.66(m,2H),2.22
(d,J=10.3Hz,2H),2.03(qd, J=12.3,4.4Hz,2H),1.92-1.73(m,4H) ,1.50(d, J=4.5Hz, 18H).
[0377]  Sjaf63: 1-[ (6— =3 FF S -WKME[ 1, 2—a ] FFMEIE ) -3 T L AL ) J-6-{ {1-[ (1-4T
SRR ) —A-WRWE 1) —4-NE R } —1 — S —ME s [ 4, 3—b TRELIE (1) il &

[0378]

(03791 B AT (1L (1-FUT AR ) —4-WR WE J 1} —4— i ma B i 40 30 et i %% 1 —FR k-
1 H-I Wt —4 i FR AR 152 s DA 471 , LA -5 S it 451 26 AHED 11 77 V5 il A & 01— (6 =5/ B L -k
ML, 2-a 5 mtknE ) -3-TRit it ) J-6—{ {1-[ (L—FUT 2830 Ak ) —4—WRIE Bt ]} —4-mpmp L} -1-5 -
LI [4, 3-b]ALNE .

[0380] 'H NMR(400MHz,CDC13)89.53(dd,J=1.7,1.1Hz,1H),8.87(d,J=1.9Hz,1H),8.45
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(dd,J=1.9,0.9Hz,1H),8.37(s, 1H),8.36(d,J=0.9Hz, 11),7.97(d,J=0.7Hz,1H),7.91(d, ]
=0.6Hz, 1H),7.86(d,J=9.5Hz,1H),7.68(dd,J=9.5,1.8Hz,1H),4.46-4.25(m,3H),3.03-
2.86(m,2H),2.29-2.18(m,2H),2.02(tt,J=12.4,6.2Hz,2H),1.50(s,9H) .

[0381]  SZjfifi64: 1-[ (6- =5 HE-WKIE[ 1, 2-a ] FFNENE ) -3 il 5t ) ]-6—{ [ 1 -(4-WRNE
) 1-A-ME L } —A-NHE e } 1 S - IE I 4, 3-b T nE sh MRk 1Y) il 4%

[0382]

CF3

[0383]  Ki50Z& e SKHEHI63HI L G H0VE T 52T SRR S v, RIF30 7081
S5 B I PEARIE T, FH A RRR e =0k, s TRAT H AR ) (m=372& 32 , 7 5 :83%)
[0384]  'H NMR(400MHz,CDC13)89.54(s, 1H),8.88(s,1H),8.46(s,1H),8.42(s,1H),8.36
(s,1H),8.04(s,1H),7.96(s,1H),7.86(d,J=9.4Hz, 1H),7.68(d, J=9.5Hz, 1H) ,4.69-4.53
(m,1H),3.83-3.63(m,2H),3.38-3.19(m, 2H) ,2.75-2.47(m,4H) .

[0385]  SEjifif65: 1-[ (6- =4 F JE-WKIE[ 1, 2-a ] IFHENE ) -3l 5t ) ]-6—{ [ 1 - (4-WRIE
) =AML | —A-TE M | -1 S - IEIE I [4, 3-b T IE Y i 46

[0387] #4502 v SL 64004k S MBI L0 FHBR IR S AN ANA R b, PibEs 2 B o 7KV
WA SRR =K, 28T AALZ FTOK IR B T8 5 i 4, B T3 EAnib &4 (m
=422 50, PP EE9TH) .

[0388] 'H NMR(400MHz,CDC13)89.54 (s, 1H),8.88(s,1H),8.46(s,1H),8.42(s,1H),8.36
(s,1H),8.04(s,1H),7.96(s,1H),7.86(d,J=9.4Hz, 1H),7.68(d,J=9.5Hz,1H) ,4.69-4.53
(m,1H),3.83-3.63(m,2H),3.38-3.19(m,2H),2.75-2.47(m,4H) .

[0389]  SZJtf166: 1-(IKME[ 1, 2-a ] FF b e 3R EE3E ) —6—{ [ 1-(4-WRIE L) ]-4-TL kL | -
1—5 ML PR [ 4, 3-b TRHEBE 5 155 6 (1) 11 4%
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HHCI
Q
. y
0390 ‘
[0390] N’N \ 0,8 /N\ |
N N |
| NS
o .

[0391]  KE50Z& Tw KW 44K AL 51098 T 52 T ERIR AT — N3, RIRRFE30 70 BF
Sz 5e B S YRR IR, O RRR Pe =k, s TEAS B AL 50 (=36 2& 3¢ , 7™ % : 86%) o
[0392]  'H NMR(400MHz,CDC13)89.14(d, J=7.0Hz,1H),8.87(s,1H),8.51(s, 1H),8.35(s,
1H),8.34(s, 1H),8.16(s,1H),7.99(s,1H),7.75(d, J=9.0Hz,1H),7.60-7.54(m, 1H),7.21
(t,J=7.2Hz,1H),3.75-3.58(m,3H),3.33-3.18(m, 2H),2.50-2.45(m,2H) ,2.08-2.03(m,
2H) .

[0393]  SKHE¢67: 1-[ (6 -BKMEL 1, 2-a ] FFubne ) -3-fea B ) J-6-{ {1-[(1-HUT =k
e ) —A-WRIE J ]} —A-ME MRS | -1 S -MEIE R[4, 3-b JHEWE Y ] 4

[0394]

[0395] [ TAH A {1-[ (1—BUT S 2 ) —4 - WR Wt 2k ]} —4 — il na Bl 2 A 30 e s 2 1 — R k-
1 H— 1k e —4 B R A3 AR B 55 DA 7 , DA 5 S 461 24 A TR0 () 7 i A A 0 1 - (6—S KM [ 1, 2
a ] FFMEmE ) -3 -T2 ) 1-6-{ { 1-[ (1—FUT 22 kAL ) —4-WR e At ]} —4-np et | —1 S —nib ik Jf:
[4,3-b]MEHE .

[0396]  'H NMR(400MHz,CDC13)89.19(dd,J=5.3,4.4Hz,1H),8.89-8.76(m, 1H),8.43(d, J=
6.5Hz,1H),8.36(d,J=7.0Hz,1H),8.30-8.21(m,1H),7.96(d, J=5.6Hz,1H),7.91(s,1H),
7.72-7.58(m,1H),7.54-7.39(m,1H) ,4.46-4.16(m,3H),3.06-2.79(m,2H),2.31-2.13(m,
2H),2.09-1.90(m,2H),1.49(s,9H).

[0397]  SEjaf5168: 1-{ (6—{ {1-[ (1—AUT 2B ) —4-Wk g B ] } —4-ME WL |-k [ 1, 2—a ] 5F
ML ) —3—T i Ak ) —6—{ { 1-[ (L-BUT 2B ) —4-WR g B ] ) -4 b et ) — 1S -k 3[4, 3-b ]
ML IE FE) 1) 2%
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[0398]

[0399] #5150 va S a6 THIAL A4 L 10322 50 { 1 -[ (1—FU T S I ) —4-WR g 5 1 ) -4k e
I 2 A3 VR e S R 1032 o Tl PR 8 L T P ipe S LA v il R R R R MG & N R
2.5 FHCBER2 TR, B A= IR AEEARY T 489,922 501, 1 AR RS ) —
R AR D) A F R E SR B RO RS O o BRI
BT R A, FEIR E90° CR M 104 B, [ B 5e e o 5 B3 S REVRBI N 1522 FF 7K
W, R R SRR =R, B HLZE I TE KRR AN T4 S5k 4 , TPl 1] 2% (0 4 2515 B ARt
A (=159 5, 7= 2 : 80%)

[0400]  'H NMR(400MHz,CDC13)89.19(s,1H),8.86(d,J=1.8Hz,1H),8.46(s,1H),8.33(d,]J
=0.8Hz,1H),8.28(s,1H),7.96(s,1H),7.90(s,1H),7.85(s,1H),7.79(s,1H),7.75-7.71
(m,1H),7.64(dd,J=9.3,1.7Hz,1H),4.44-4.21(m,6H),3.01-2.83(m,4H),2.28-2.16(m,
4H),2.09-1.94(m,4H),1.50(s, 18H).

[0401]  sjiaf169: 1-[ (6— = F JE-IKME[ 1, 2-a ] JFMb e ) -3~ T Bt 5 ) J-6-{ {1-[ (1- %A
5 ) —A-WRWE JE ] ) —4-TE e ) —1 — S - 5[4, 3-b Itk g

CF3
[0403] [ 7 fil IS 9651 Ak & Mo AU S Bil45 AL S M L AT, LS SR a1 59 A R 69 5
A AP -[(6-=F P HE-BKIE[ 1, 2-a ]FFALNE ) -3-E L) 1-6-{ {1-[ (157 %)—4-
WRE S ]} —4-ME e } -1 S -MEIE R[4, 3-b JIENE -

[0404]  'H NMR(400MHz,CDC13)89.53(s, 1H),8.87(d,J=1.8Hz,1H),8.46(s, 1H),8.40(s,
1H),8.37(s,1H),8.03(s,1H),7.95(s,1H),7.86(d, J=9.4Hz,1H),7.68(d, J=7.8Hz, 1H),
4.72-4.55(m,1H),3.71-3.57(m,2H),3.57-3.42(m, 1H),3.06-2.79(m, 2H) ,2.31-2.13(m,
2H),2.09-1.90(m,2H),1.49(s,3H),1.48(s,3H).

[0405]  SCHEBITO: 1-[ (6 ¥R -TRIEL T, 2-a ] FFIENE ) -3~ Bt ]-6-[ (1-F1 2 ) —4-nEmeit |-
LTI 3[4, 3-b Tntt e fr) il 4
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[0407] [ T (6—VR-WKME[ 1, 2-a ] FfMbie ) -3- T BE SAC S (6-F -k e[ 1, 2-a ] Hf Mk
e ) -3~ S LA b , DL 5 SEE B 2480 [F) 19 5 vE il Ak 1 —[ (612K [ 1, 2-a ] FFk g ) -
3R BRI 1-6-[ (1-FF 3 ) —4-ME ik L -1 -AE Ik [ 4, 3-b THERE .

[0408] 'H NMR(400MHz,CDC13)69.28(dd,J=1.7,1.0Hz,1H),8.86(d,J=1.9Hz,1H),8.44
(dd,J=1.8,0.8Hz,1H),8.37(d,J=0.8Hz, 1H),8.26(s, 1H),7.95(d,J=0.7Hz, 1H),7.86(s,
1H),7.63(dd,J=9.5,0.9Hz,1H),7.59(dd,J=9.5,1.7Hz, 1H) ,4.03(s, 1H).

[0409]  SEJEf171: 1-[ (6-FKFE-BRIEL 1, 2—a ] FFEIE ) -3 H Mt JE ] -6-[ (1-FF 2 ) —4-np e
F -1 M4, 3-b THEIE ) il 4

[0411] %8025 vi SLHE I TOMKI AL &4 . 25 . T2 T 2K B IR AN 8T 22 Vi Bk TR A B T Mk it S I3 8
Hh TR B OB R N 22 NI LT A B2 E K, B s S =K R R SR
ToKE8. 62T, 1R ( R ) Rk SR (1) & R e B SN B FR e
L SR A G T R B M AR TR T R R AR R, AR E90° CTF R BE30 43T,
e PR R SRR 152 F K, -l =& R B A M =R, A HLZ RIS K BB N T J5
4, PR ) & (1% 2 B3 B AR LA (m=83 & 7, 7= 2.: 86%) .
[0412]  'H NMR(400MHz,CDC13)69.27(t,J=1.3Hz,1H),8.86(d,J=1.9Hz,1H),8.48(dd, J=
1.8,0.8Hz,1H),8.35(m,2H),7.95(d,J=0.7Hz, 1H),7.85(s,1H),7.78(m,2H) ,7.61(m,2H) ,
7.50(m,3H),4.04(s,3H).
[0413]  sEEf72: 1-{[6—(3-MEW; )KL 1, 2-a ] FFMbme 1-3-TlE L ) —6-[ (1-F JL) 41k
M i -1 S e I [ 4, 3-b TiL e 1) il %%

N

%‘/N Y
O 8

A
w
il

O
/

[0415] & 1A FHME Wy —3- B A RN LA A1, UL 5 SR a7 LAH R 1 T i dil & 541 -
{[6—(3-MEmy ) —KIE[ 1, 2—a JHFEmE 1 -3 R IEJE ) —6-[ (1-FF 28 ) —4-mpn B ] -1 & -1y e 5
[4,3-bIHENE

[0416] 'H NMR(400MHz,CDC13)69.30(s,1H),8.86(d,J=1.8Hz,1H),8.48(dd,J=1.8,
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0.8Hz,1H),8.34(d, J=0.7Hz, 1H),8.32(s, 1H),7.95(d, J=0.6Hz, 1H),7.86(s, 1H),7.76(d,
J=1.6Hz,2H),7.57(dd,J=2.9,1.4Hz,1H),7.50(dd, J=5.0,2.9Hz,1H),7.43(dd, J=5.0,
1.4Hz,1H),4.04(s, 3H).

(04171 SEHEBI73: 1-{[6-(4-—FF G B ALK AL ) -BKIE (1, 2-a FFIENE 1 -3 Tkt } -6
[(1-F 3 ) —A-RE M ] -1 - ML I [ 4, 3-b JHEIE f) i 2%

(04191 [ {3 I A—— AR 205 P B DR A R BR LA 41, LA 5 S it 9] 7 L AR ) 139 75 4 ol
A - {[6-(4- —F RE B AL 2R ) -k e[ 1, 2—a 1 JF ik e ]-3- T lE L | —6-[ (1-H
) —4-Mp e S ] -1 A - IR [ 4, 3-b TREIE .

[0420]  'H NMR(400MHz,CDC13)69.30(dd,J=1.5,1.0Hz,1H),8.86(d,J=1.9Hz,1H),8.48
(dd,J=1.8,0.8Hz,1H),8.35(m,2H),7.94(d, J=0.6Hz, 1H),7.86(s,1H),7.81(dd,J=9.3,
0.9Hz,1H),7.76(dd,J=9.3,1.7Hz,1H),7.65(d, J=8.4Hz,2H) ,7.56(d, J=8.4Hz,2H) ,4.03
(s,3H),3.12(d,J=40.7Hz,6H) .

[0421] s 74: 1-{[6-(5-M&NE ) —WKME[ 1, 2—a JfMbme ]-3-TlE L ) —6-[ (1-FF 2%) 41k
B 11— e 3[4, 3-b Jubb e 1) il %

[0423] [k {3 AW e —5- BB AR B R AR LA b, LA -5 S0t 51 7 1A [R] i) 7 V2 il 2540 & 41 -
{[6—(5-m&mg )~k [ 1, 2—a ] ML mE 1-3-TIEJE ) —6-[ (1-FF 28 ) —4-npme 5 ] -1 S -1p e Jf:
[4,3-bIHEnE .

[0424]  'H NMR(400MHz,CDC13)89.43(dd,J=1.8,1.1Hz,1H),9.36(s,1H),9.07(s,2H),
8.87(d,J=1.9Hz,1H),8.46(dd, J=1.8,0.8Hz,1H),8.35(m,2H),7.95(d,J=0.8Hz,1H),7.90
(dd,J=9.4,0.9Hz,1H),7.87(s,1H),7.73(dd,J=9.3,1.9Hz,1H) ,4.04(s, 3H).

[0425]  SEjfEf5175: 1—{[6-(4- kL ORI ) IR I [ 1, 2—a JHF Ak g ] -3 -fidil9 2 } -6-[ (1-FF
H ) AL L -1 - -TE M I [ 4, 3—b Jnk i 11 il &%

[0427] [ 7 4 FH 4P bk 2R R A QR 2R AR LA b, A5 SE a1 7 LAH R 1 T R il Ak 540
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1= { 06— (4- NG mpR B ORI ) —R I [ 1, 2—a FFHENE 13T It ) —6-[ (1—FF 28 ) —4-np e ] -1 -5~
ML (4, 3-b JILRE .
[0428]  'H NMR(400MHz,CDC13)89.19(t,J=1.2Hz,1H),8.86(d,J=1.9Hz,1H),8.49(dd, J=
1.8,0.7Hz,1H),8.34(d,J=0.7Hz,1H),8.32(s,1H),7.95(s,1H),7.86(s,1H),7.74(d, J=
1.3Hz,2H),7.52(d,J=8.7Hz,2H),7.00(d, J=8.8Hz,2H) ,4.03(s,3H),3.91(m,4H),3.26(m,
4H) .
[0429]  SEjaff 76 : 1-{ (6—{ {1-[ (1—AUT 28 B ) —4-Wik g Jk ] } —4-ME B } -k [ 1, 2—a ] 5F
ML IE ) —3-Tif e | 6 (1—FF 35k ) —4-Tipmae it -1 -5 -k e 5[4, 3-b Jntk i 11 1] %

NeoX

[0431] i T4 A 1-[ (1L—BUT S ) —A-WR W A& ]} — b Pt —A— A5 A0 st 1 25 R A 4 5 DA
55 SR T UAH R 5 72 A A A 1= { (6= { { 1-[ (L—RUT U3 ) —4 R g ik 1} —4—nth e 3k ) -
KL, 2—a ] ME0E ) -3 Tl g | -6 [ (1-FR 2 ) —4 Mg e ik 1 -1 -5 -mk i 3[4, 3-b Ik e
[0432]  'H NMR(400MHz,CDC13)69.17(s,1H),8.86(d, J=1.9Hz,1H),8.46(m,1H),8.33(s,
1H),8.28(s,1H),7.95(s,1H),7.87(s,1H),7.85(s,1H),7.78(s,1H),7.72(d,J=9.4Hz,
1H),7.63(dd,J=9.3,1.7Hz,1H) ,4.35(m,3H),4.04(s,3H),2.95(m,2H),2.20(m, 2H),2.00
(m,4.4Hz,2H) ,1.50(s,9H).

[0433] S 77: 1-{[6-(4- =G FLIR L) —WRIE[ 1, 2—a ] FfMibme 1-3-TEE 2L ) —6-[ (1-FF
H ) AL L 11— -ME e 5[4, 3—b Jntk e 1 il £

N ™

[0435] i 7 Fl4— =8 2 2R MR A R AR LA AT, LA SE T 7 LAH R (1 U5 VA il AL 15
P {[6-(A-=F AP ELIREL) -BRIE [ 1, 2-a ] FFAENE ] -3 R 5L | —6-[ (1-FF 5 )~k ek ] -
-S4, 3-b THENE .

[0436]  'H NMR(400MHz,CDC13)89.34(s, 1H),8.87(d,J=1.8Hz, 1H),8.48(s, 1H),8.35(s,
2H),7.96(s,1H),7.85(m,2H),7.76(m,5H) ,4.04(s, 3H).

[0437]  SEjitaf|78 : 1-{[6-(3-FM—4—F HEZRIE ) MKIE [ 1, 2—-a ] FFAbLE ] -3 Rt } -6 (1-
) —A- WM I ] -1 - LRI [ 4, 3-b JRELNE () i 4%
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(04391 [ T A3 —4—FF IR IR A B RN IR LA A1 , LA -5 St 491 7 LA [R] 1 5 v il 4% Ak
A [6-(3-F—-4-FF LR ) KM [ 1, 2—a ] FFMbnE -3 -T2k | -6-[ (1-FF & ) -4 L e
S ]-1-F IR 4, 3-b ke .

[0440]  'H NMR(400MHz,CDC13)89.25(s,1H),8.86(d,J=1.7Hz,1H),8.47(s,1H),8.34(d,]J
=7.3Hz,2H),7.94(s,1H),7.86(s,1H),7.78(d, J=9.3Hz, 1H),7.72(dd, J=9.4,1.7Hz, 1H),
7.29(m,3H),4.04(s,3H),2.36(d,J=1.6Hz,3H) .

[0441]  SEREHIT9: 1-{[6-(4- S AL IR L) R [ 1, 2—a ] JF ML mE 1-3-Tf it 2 ) —6-[ (1-FF
HE) AL L -1 - - me I [ 4, 3—b Jnk i 11 ] %

N
[0443] [ 1 -5 A A2 2R A SRR LA A, LA ST 7 LAH R (¥ U5 VA Ml AL 7
W1 {[6-(4-FE PR RAEREL) -IRIE (1, 2-a ] FFALNE ] -3 Rl 5 } -6 [ (1-F 2 ) —4-WE et ] -
IS -MEmE L4, 3-b InEnE .

(04447 'H NMR(400MHz,CDC13)89.27(m,1H),8.85(d,J=1.9Hz,1H),8.47(dd, J=1.8,
0.8Hz,1H),8.34(m,2H),7.94(d, J=0.6Hz, 1H),7.85(s, 1H),7.76(m,2H),7.39(t, J=7.9Hz,
1H),7.14(t,J=4.9Hz,2H),6.98(dd, J=8.0,2.1Hz, 1H) ,4.66(dt,J=12.1,6. 1Hz,1H),4.03
(s,3H),1.41(d,J=6.1Hz,6H).

[0445]  SZJfa {580 : 1-{[6-[4—(4-F REWRIGE —1 —Je 2k ) R =K IR [ 1, 2—-a ] FFMENE 1-3-Hft Bt
I} -6-[ (1-F 2 ) —4-Mk ek -1~ ML R[4, 3-b JIENE 1) 1l %

[0447] i 745 FHA—(4-FF JEWRWR - L 5 ) 2R R A QR 2R R LA A, LA -5 SE e 17 1 AH ] 19
LGP - {[6-[4-(A-FHRNRIE -1 —Je Ik ) R IR [ 1, 2—a JFFMEIE ] -3—-HftiBi 2t | -
6-[ (1-F 2 ) 4 Mk et -1 - -WEME R[4, 3-b JHLRE .

[0448]  'H NMR(400MHz,CDC13)89.31(m,1H),8.86(d,J=1.9Hz,1H),8.47(dd,J=1.8,
0.8Hz, 1H),8.36(d,J=0.8Hz,1H),8.34(s,1H),7.95(d,J=0.6Hz,1H),7.87(s,1H),7.81
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(dd,J=9.3,0.8Hz,1H),7.76(dd,J=9.3,1.7Hz, 1H),7.67(d,J=8.3Hz,2H),7.56(d, J=
8.3Hz,2H),4.04(s,3H),3.86(s,2H),3.54(s,2H),2.50(d, J=47.2Hz,4H) ,2.38(s, 3H)..
(04491 SZHfE 81 : 1-{ [6-(4—FIKEL) WKL 1, 2-a ) IFIENE ] -3 B2 } -6-[ (1-F L) -4~
ML -1 -1 %%ﬁM3MM%mﬁ%

[0451] B 740 HA-R RN ERAC B 2R AN R LA 41, LA 5 St 49 7 1 AH A 1 7 v il & &4 1 -
{[6—(4-FoRIE)—IKIE[ 1, 2-a | FFALNE | -3 Tt 2 | —6-[ (1-FF 2% ) —4-ME e -1 - -tk Jf
[4,3-b]MEnE .

[0452]  'H NMR(400MHz,CDC13)89.24(s,1H),8.86(d,J=1.8Hz,0H),8.48(d,J=1.1Hz,1H),
8.34(d,J=7.2Hz,2H),7.95(s,1H),7.86(s,1H),7.79(d, J=9.3Hz,1H),7.72(dd,J=9.3,
1.8Hz,1H),7.58(dd,J=8.7,5.1Hz,2H),7.21(t, J=8.6Hz,2H) ,4.04(s,3H) .

[0453]  SLiff582: 1-{[6—([1-(4-WRAE KL ) ]-4-ME M) K[ 1, 2—a ] AL BE ] -3 T 5t
Het-6-[ (1-F Ak ) —4-Mmpmp B ]-1 -5 ML 3[4, 3-b Itk we £h iR £h 1 il %

QHCI

[0456] 35028 U SE Nt (] T6 I AL A 19K T 522 T+ sh IR AT SN 3heh , IR BEHE 3008t
SN 5E B, R PEARIE DT, FH A BRR U =K, B TRAT H An b 5 (=36 2& 32 , 7 5 : 86%) o
[0456]  'H NMR(400MHz,CDC13)89.05(d, J=1.8Hz,1H),8.96(s, 1H),8.75(s, 1H),8.65(s,
1H),8.60(s,2H),8.36(s,1H),8.27(s,1H),7.96(d,J=13.6Hz,2H),7.90(d, J=8.9Hz, 1H),
4.51(m,2H),3.95(s,3H),3.40(m, 3H),3.06(m, 3H) .

(04571 SCEf83: 1-{[6-(3- =3 2L IR ) WKL [ 1, 2-a JFFALNE ] -3 Tl st | -6-[ (1-F
ﬁ>4%%ﬁ]1ﬁﬂm5ﬂ43mW%m%%

(04591 [ 17 A3 =98 2 R MR AR R IR LA A1, LA SE T 7 LAH R (¥ U5 VA il AL 75
1= {[6-(3- =5 ZEIREL) -IRIE [ 1, 2-a ] FFALME ] -3 Rl 5 } -6 (1-F 2 ) —4-WE et ] -
1= -ME e[ 4, 3-b InEnE .

[0460]  'H NMR(400MHz,CDC13)89.35(s,1H),8.87(d,J=1.9Hz,1H),8.47(d,J=1.0Hz, 1H),
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8.36(s,2H),7.94(s,1H),7.84(m,4H),7.76(m,2H),7.67(t,]J=7.8Hz,1H),4.04(s,3H).
[0461] S84 : 1—{[6—(2- = FF JE AL ) R I [ 1, 2—a ] FfAE e 1-3-T i | -6 (1-FF
F ) 4L 11 S - R[4, 3—b Tk IE F il 2%

[0463] ik 7 A2 =98 2 28R A R R LA A1, LA 55 SE T 7 LAH R (1 U5 VA il AL 7
W1 {[6-(2-=FF BEEIL) BRI [ 1, 2-a ] FFAENE ] -3 Rl 5t } -6 (1-F 2 ) —4-WE et -
-S4, 3-b THENE .

[0464]  'H NMR(400MHz,CDC13)89.10(s,1H),8.85(d,J=1.9Hz,1H),8.43(dd, J=1.8,
0.8Hz, 1H),8.35(s, 1H),8.30(d,J=0.7Hz,1H),7.92(d,J=0.7Hz,1H),7.85(m,2H),7.75
(dd,J=9.2,0.8Hz, 1H),7.64(m,2H),7.49(m, 1H),7.40(d, J=7.2Hz, 1H) ,4.03(s, 2H).
[0465]  SLyifi 5|85 : 1-{[6-(4-—F G IR IE) IR 1, 2—a JIFMENE ] -3t 2t -6 -[ (1-FF
I ) —A-ME eI -1 S -ME IR I [ 4, 3-b JILIE ) il 2%

[0467] & {3 FHA-—F S RN R AE 2R IR LA A1, LA STt 90 7 1AH [R) 1) 77 V2 il A &
W-{[6-(4-—F g FER L) KM [ 1, 2—a JFF L mE ] -3 T e ik } -6 [ (1—FF k) —4 Mg it ] -
1ML [ 4, 3-b I BE o

[0468] 'H NMR(400MHz,CDC13)89.14(t,J=1.3Hz,1H),8.86(d,J=1.9Hz,1H),8.49(dd, J=
1.9,0.8Hz,1H),8.35(d,J=0.8Hz,1H),8.31(s,1H),7.96(d,J=0.6Hz,1H),7.86(s, 1H),
7.73(dd,J=3.5,2.0Hz,2H),7.46(d,J=8.9Hz,2H) ,6.78(d, J=8.9Hz,2H) ,4.03(s,3H),3.03
(s,6H).

[0469]  SLjaf586 : 1—{ [6—(3—F/AIE) DKM 1, 2—a ] FFMbRE ]-3-TRlilh 2 | -6-[ (1-FF Ak ) —4-
M e e 11— ML M 5[4, 3—b LR (¥ ] %%

"’:S:O

NaoX2
\ %\/N AN F
e T

RN,

(04711 B& 7 AF FH3-m R M ERACE 2RI ER LA &b , DA 552 i 45 7 1 AR [R] 1) J5 v ] 2 AL & 01 -
{[6—(3-FaAIE) KM 1, 2-a ] FFMEmg 1-3-T M At | —6-[ (1-FF 3 ) —4-nh ma 5t 1—1 S - ma Jf:
[4,3-b]MEIE .
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[0472]  'H NMR(400MHz,CDC13)89.29(dd,J=1.7,1.0Hz,1H),8.86(d,J=1.9Hz,1H),8.48
(dd,J=1.9,0.9Hz,1H),8.36(d, J=0.8Hz, 1H),8.34(s, 1H),7.94(d, J=0.7Hz,1H) ,7.86(s,
1H),7.80(dd, J=9.3,1.0Hz,1H),7.74(dd,J=9.3,1.8Hz, 1H),7.49(m, 1H),7.41(m, 1),
7.32(m,1H),7.18(tdd,J=8.5,2.6,1.0Hz,1H),4.04(s,3H).

[0473]  SCHE 687 : 1-{[6-(2, 4 " FAIHL ) -BKIE[ 1, 2-a ] FFALME ]-3-Rf BE AL } -6-[ (1-F
) —A-ME MR -1 - ML I [ 4, 3-b THEIE ) i 26

(04751 [ 7 {3 12, 4- S R BIIRA O 2RI A A1, DL SERE 7 1AH F] A 7 i 1 AL 5 )
1={[6-(2, 4= IHE) -IRIE[ |, 2-a ] JFIENE 1 -3 Tl Ik } -6-[ (1-F 2k ) —4-mb e Jt 1-1 -5~
HEME (4, 3-b JHEnE .

[0476]  'H NMR(400MHz,CDC13)89.24(s,1H),8.86(d,J=1.8Hz,1H),8.46(dd,J=1.8,
0.8Hz,1H),8.35(d,J=0.8Hz,2H),7.94(d, J=0.5Hz,1H),7.86(s, 1H),7.79(dd, J=9.3,
0.8Hz,1H),7.67(dt,J=9.3,1.6Hz,1H),7.48(td,J=8.6,6.2Hz,1H),7.02(m,2H) ,4.04(s,
3H) .

[0477]  SEHEB88: 1-{[6-(3,4,5-=FAIL) WKL 1, 2-a JIFAENE ]-3-Tfidk } -6-[ (1-F
) —A-ME ML T -1 - ML I [ 4, 3-b JHEIE f) il 2%

(04791 [ TEHI3,4,5- = FORMIER A ZNER LA AL, UL 5 520 9 7 VAR (1) 5 v il Ak &
P1-{[6-(3,4,5-=FRHE) -k [ 1, 2-a ] FFMEmE 1-3-TEESE | -6-[ (1-H 2% ) —4-Mpme L 1-
1-E -4, 3-b TEIE .

[0480]  'H NMR(400MHz,CDC13)89.27(s,1H),8.87(d,J=1.8Hz,1H),8.47(s,1H),8.34(d,]J
=6.4Hz ,2H) ,7.95(s,1H),7.86(s,1H),7.81(d,J=9.3Hz, 1H),7.66(dd,J=9.3,1.8Hz, IH),
7.26(m,2H),4.04(s,3H).

[0481] S 189 : 1-{[6—(4-H A SE IR 5L ) Rk [ 1, 2—a ] FF ML ME 1 -3~k 5 | -6-[ (1-FF
H ) AR -1 - -TE M I [ 4, 3—b Jnk i 11 il &
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[0483] B 1 {38 A4 U ARG A R HNIER LA 41, UL -5 S 461 7 LA [R] 0 5 i il &AL & 4
1-{[6—(4-FR A BRI ) KM [ 1, 2—a ] FFIEIE 13— 2t } -6 [ (1-FP 2 ) —4-mp e -1 -5 -
eI [4, 3-b JALNE .

[0484]  'H NMR(400MHz,CDC13)89.20(t,J=1.3Hz,1H),8.86(d,J=1.9Hz,1H),8.48(m,1H),
8.35(s,1H),8.32(s,1H),7.95(s,1H),7.85(s,1H),7.75(m,2H) ,7.54(d, J=8.8Hz,2H),
7.02(d,J=8.8Hz,2H),4.04(s,3H),3.89(s,3H).

[0485]  Sjias90: 1—{ [6—(4—FF JEOR L ) KR [ 1, 2—a ] FF ML NE ]-3- TR e | —6-[ (1-FH 2 ) -
AN e -1 - MLk 3[4, 3-b JRtbme 1 il %

w»
(04871 [ 7 {5 FRIA—FP S SETNR A 2 SRR LA 4 , LA 5 SR UAHIFD 1 7 V46 P F 01—
(L6~ (4~ LRI ) RIS [ 1, 2~ FFAHEE 1 -3 TR 2 ) ~6- [ (1—FP )~ MR 11~
JEL4,3-b e .

[0488] 'H NMR(400MHz,CDC13)89.24(t,J=1.3Hz,1H),8.86(d,J=1.9Hz,1H),8.48(m, 1H),
8.34(d,J=7.4Hz,2H),7.95(s,1H),7.85(s,1H),7.76(d, J=1.3Hz,2H),7.50(d, J=8.1Hz,
2H),7.31(d,J=8.0Hz,2H),4.04(s,3H),2.44(s,3H).

(04891 SEHEHIO1 + 1-( [6- (4~ TTyfk A1 BE 4L ) K[ 1, 2 ) FFAHLIE: 13Tk 28 ) ~6-[ (177
I )~ AT ] ST (4, 3-b IR (9 1 6

(04911 i 77 A8 FiA—-Eh bk FF S 2R A R R LA A, LA 55 ST 7 LAH[R) (¥ U5 VR Ml AL 1
91— { [6- (4T FF SE DR IE ) —RIE [ 1, 2—a ] FFELIE ] -3 Rt 5t } -6 (1—FF 2 ) —4-WE ek ] -
-S4, 3-b THENE .

[0492]  'H NMR(400MHz ,CDC13)89.30(s,1H),8.88(d,J=1.6Hz,1H),8.50(d,J=1.8Hz,1H),
8.37(s,1H),8.34(s,1H),7.97(s,1H),7.88(s,1H),7.79(t,J=1.5Hz,2H),7.59(d, J=
8.1Hz,2H),7.50(d,J=8.1Hz,2H),4.06(s,3H),3.78(m,4H),3.60(s,2H) ,2.52(m, 4H).
[0493] Syt 51192 1-{ [6-(4-FUIHEIR L) KM [ 1, 2—a JIFMENE -3 TliBE 5L | —6-[ (1-F J)-
A-PEE IR I ] -1 =S LM I [ 4, 3-b JHEIE F) il 2%
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[0495] i 7 A FlA—SUE 2R R AR S R AR LA A, LA 5 STt 817 LAH ) (¥ T3 VA il &AL B 0 1 -
{[6- (4= IREL) BRI (1, 2-a ) IFALIE 1-3—TRAE 4 ) —6-[ (1-FF 2 ) —4- it et 11 -5 -
FH[4,3-bInknE.

[0496]  'H NMR(400MHz,CDC13)89.37(s,1H),8.87(d,J=1.9Hz,1H),8.47(dd,J=1.5,
0.5Hz, 1H),8.34(s,2H),7.95(s, 1H),7.84(m,4H),7.75(m,3H) ,4.04(s, 3H).

(04971 S f5193: 1-{[6-[6-(1,4-IKFF ket ) J-BKIE (1, 2-a I FFIENE 1 -3 -2t } -6~
[ (L= 2 ) —4- Mk e I 1 -1 - - R I [ 4, 3-b TRELNE K i 2%

[0499] & 7AE A (1,428 b 55 ) -6 - ER A& IR LA 4, LA 5 S2 i 1 7 1L AH ] 1) 7
ER A 1I-{16-16-(1, 4R FF e k) J-WRME[ 1, 2-a 1 MEIE 1-3-fed it ik } -6-[ (1-
FRJL ) -4 e -1 S - e IR (4, 3-b L uE .

[0500] 'H NMR(400MHz,CDC13)89.18(s,1H),8.85(d,J=1.8Hz,1H),8.47(d,J=1.1Hz,1H),
8.35(s,1H),8.32(s,1H),7.94(s,1H),7.85(s,1H),7.75(d,J=9.4Hz,1H),7.70(dd, J=9.2,
1.6Hz,1H),7.12(d,J=2.1Hz,1H),7.08(dd, J=8.3,2.3Hz,1H) ,6.98(d, J=8.3Hz,1H) ,4.34
(s,4H),4.03(s,3H).

[0501]  Sjifs94 : 1-{ [6— (4 RIE) DKM 1, 2-a ] FFMbmE ]-3- TRk 2 | -6-[ (1-FF 2k ) —4-
ML e 1—1 — S ML [ 4, 3—b JHELIE (1Y) il &

[0503] & 1A FHA-SRBNERAR B R AR LA 41, LA 5 SETa 46 7 LAH (R (1) 7 i il & A A 7 1 -
{[6-(A-FRIE) Ik [ 1, 2—a ] FRntb e 1-3-TE R 3L | —6-[ (1-FF 2% ) —4 ML e It ] -1 5 -nthnae 5
[4,3-bIHEIE .

[0504] 'H NMR(400MHz,CDC13)89.26(m,1H),8.86(d,J=1.8Hz,1H),8.47(m,1H),8.34(d,]
=5.4Hz,2H) ,7.95(s,1H),7.85(s,1H),7.79(dd, J=9.3Hz,0.9Hz, 1H),7.72(dd,J=9.3,
1.7Hz,1H),7.55(m,2H) ,7.48(m,2H) ,4.04(s,3H) .

[0505] S f4195: 1-{[6-(3-FR—4-MLue 3k ) WKL [ 1, 2-a JH kb me ] -3 Tl 2 ) -6 -[ (1-F
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F ) 4L 11 S - IR [ 4, 3—b Tk IE F il 2%

(05071 5 7 {3 FHI 3 3R MtL e —4— B ER AR 2R IR LA 41, DA 5 St 9 7 VAR (1) 5 v il Ak &
Y1 {[6- (3~ —4-NL0e 3 ) R [ 1, 2-a I FFRENE ]-3-TIE L | -6-[ (1-FF 28 ) —4-npme i ]-1-
SN[ 4, 3-b Tk RE

[0508] 'H NMR(400MHz,CDC13)69.47(dd,J=1.7,1.0Hz,1H),8.89(d,J=1.9Hz,1H),8.49
(dd,J=1.8,0.9Hz,1H),8.42(d,J=5.4Hz, 1H),8.37(s,2H),7.97(d,J=0.4Hz, 1H) ,7.89(m,
oH),7.78(dd,J=9.3,1.8Hz,1H),7.51(dt,J=5.2,1.4Hz,1H),7.23(t,J=1.7Hz,1H) ,4.06
(s,3H).

[0509]  SEZjifafs96: 1-{[6-(3, 4~ FR AR LR HE ) ORI [ 1, 2—a JHFME I -3 - TR E 2 ) —6-[ (1-
R ) —4-mpme i 1 -1 - b g [ 4, 3-b Jntbme (1 il 4%

[0511] & T8 I3, 4-— F A RN A B 2R AN LA A , LA 5 S 4617 LARR] (1) 75 125 il 244k
AW1-{16-(3,4- - FFAEFEIRIE) -k [ 1, 2-a 1 FFIEE 1-3- Rt 5 -6 (1—HF 3 ) —4-nth e
-1 M I 4, 3-b LN o
[0512]  'H NMR(400MHz,CDC13)89.23(t,J=1.2Hz,1H),8.86(d,J=1.9Hz,1H),8.47(dd, J=
1.8,0.6Hz,1H),8.33(s,2H),7.94(s,1H),7.85(s,1H),7.75(m,2H),7.16(dd, J=8.3,
2.1Hz,1H),7.10(d,J=2. 1Hz,1H),6.98(d, J=8.4Hz,1H) ,4.03(s,3H),3.99(s,3H),3.97(s,
3H).
[0513]  SEJEf197: 1 - {[6-(2-F S AL IR0 ) IR [ 1, 2—a ]I Ak g ] -3~ fifil 2 } -6-[ (1-FF
H ) AL L -1 S -TE M I [ 4, 3—b Jnk i 11 il %

N

[0515] B 7 {38 A 2—F AU R R SR A B A B 2R AR LA 41 , DA 5 ST 91 7 LAH R i 7 v il &4k &
M1-{[6-(2-FF U AL ) K [ 1, 2—a ] FFL E ] -3-T Pt Ak 1 —6-[ (1—FF 2 ) —4-mpme Bk ]-1-
S 4, 3-b TN .

[0516]  'H NMR(400MHz,CDC13)89.20(t,J=1.3Hz,1H),8.85(d,J=1.9Hz,1H),8.47(dd, J=
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1.9,0.8Hz,1H),8.34(m,2H),7.93(d, J=0.7Hz,1H),7.83(s,1H),7.73(dd, J=2.5,1.3Hz,
2H),7.43(m, 1H),7.35(dd, J=7.5,1.7Hz,1H),7.06(m,2H) ,4.03(s,3H),3.85(s,3H).
[0517]  SCa o8 : 1-{[6-[5-(1, 2 S BIRHL) J-IKIEL 1, 2-a I JF L NE ] -3t | -
6-[ (1-F 2 ) —4- Mg et -1 - ML I [ 4, 3-b JLEIE 1) 1l %

"
[0519] & T/ FHI5-(1,2-M0 FF A B 2R 38 ) IR AR B R R LA A , LA 55 St 491 7 AR R) £ 7
EA &AL - {[6-[5-(1,2-TF B 5 B0 AL ) J-IR e [ 1, 2—a ] FF Mk e ] -3-fifi 2 | -6
[(1-FR 3 ) —4-RHk e -1 S5 -tk e [ 4, 3-b Ttk .

[0520]  'H NMR(400MHz,CDC13)69.18(dd,J=1.6,1.0Hz,1H),8.86(d,J=1.9Hz,1H),8.47
(dd,J=1.8,0.8Hz,1H),8.35(d,J=0.7Hz, 1H),8.32(s, 1H),7.94(d,J=0.6Hz, 1H),7.85(m,
1H),7.75(dd,J=9.3,0.9Hz, 1H),7.69(dd, J=9.4,1.9Hz,1H),7.07(m,2H) ,6.93(d, J=
8.5Hz,1H),6.07(s,2H) ,4.04(s,3H).

[0521] S99 : 1-{[6-(2-F—-5-ME e 5 ) -k [1, 2-a ] RAEIE ]-3-TflE 5L ) -6 -[ (1-F
H ) —A-TE R R -1 - -ME M [ 4, 3—b Jnk i 1 il &

[0523] 5 T {3 23R - ML e —5—- B R AR 2R IR LA 41, DA 5 S fta 49 7 VAR 1) 5 v il Ak &
Y1 {[6-(2-FR—5-NL e 3 ) R [ 1, 2—a I FFRENE ]-3—Tf Ik | -6-[ (1-FF 28 ) —4-npme A 1-1-
A4, 3-bIMEnE .,

[0524] 'H NMR(400MHz,CDC13)89.34(s,1H),8.89(d,J=1.8Hz,1H),8.53(d,J=2.6Hz, 1H),
8.48(d,J=1.0Hz, 1H),8.36(s,2H),8.08(ddd, J=8.2,7.5,2.6Hz,1H),7.97(s, 1H),7.87(m,
2H),7.72(dd,J=9.3,1.8Hz,1H),7.15(dd,J=8.7,3.0Hz, 1H) ,4.06(s,3H).

[0525]  sEjfE i 100:1—{[6—(3-F LML) -k 1, 2-a ] JFmbme ] -3 it 5 ) —6-[ (1-F
HE ) AL B -1 S -TE M I [ 4, 3—b Jnk i 11 ] &

(05271 i 7 filt A3 L M s A R SRR LA A, LA St 51 7 AR RD ) 7 VA il s AL A 0 1 -
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{[6—(3—FUIEAIE) -k e[ 1, 2—a JFFMEWE 1-3-Teih 2 } -6 [ (1-FF k) —4 -k i 2t 1 -1 5 - e
FF[4,3-bImEnE.

[0528] 'H NMR(400MHz,CDC13)69.33(s,1H),8.87(d,J=1.8Hz,1H),8.47(dd,J=1.8,
0.8Hz,1H),8.35(m,2H),7.95(d,J=2.9Hz,1H),7.87(m,4H) ,7.78(dt,J=7.8,1.3Hz, 1H),
7.72(dd,J=9.4,1.8Hz,1H),7.67(m, 1H),4.04(s,3H).

[0529] St 101 : 1-{ (6— (3~ -4 FF ZABESE IR L) kM [ 1, 2—a ] 9f ML e ) -3~ o 2 } -6
[ (1= ) — 4 ma B 11 S Mk M 3[4, 3—b Tk e (14 fill %

[0531] [ 14 A3 —4—FF QB A R R A S = R AR LA 41 , LA 5 St 9 7 LAH ) 7 7 2 ol
AN (6-(3-F—-4-FF ABLIE IR IL) -k [ 1, 2-a 1 FFMLne ) -3t ) —6-[ (1-FF 3 ) -
A-TH e 1 -1 -5 TP I [ 4, 3-b Ttk .

[0532]  1H NMR(400MHz,CDC13)69.34(d,J=1.5Hz,1H),8.86(d,J=1.9Hz,1H),8.47(d,J=
1.9Hz,1H),8.35(s,1H),8.34(s, 1H),8.25(t, J=8.2Hz, 1H) ,7.93(s, 1H),7.86(s, 1H),7.83
(dd,J=9.3,0.9Hz,1H),7.75(dd, J=9.4,1.8Hz, 1H),7.53(dd, J=8.2,1.8Hz,1H),7.41(dd, ]
=12.6,1.8Hz,1H),6.84(s,1H),4.04(s,3H),3.10(d, J=5.1Hz,3H) .

[0533]  sEjifaf102: 1-{ (6~ (3~ -4 F ZUBL LR IE ) ke [ 1, 2—a JJF b mE ) -3~ Tt 2 ) -6
[(2-H R R L) — 4N o -1 S - ME e 5[4, 3—b JHELmeE 1 il 2%

[0534]

N
(05351 5 A Fi 2— — HR G 3k 2 o — 1 H—-bl P — 4 — T 2 A7 3 e i 4 5 1 — R i — L -k k-4
PR ATUR B B LA 4, DA 52 491 10 1AH [R) 1R 7 v il AL B 1 - { (6 (3 -4-FF A BE AL o5 2 ) -
K[ 1, 2-a ] FRAL e ) -3 THEE 5 | —6-[ (2- = &AL 258 —4-Tp i L 1 -1 S -t 5[4, 3-b ]
MEIE o

[0536]  IH NMR(400MHz,CDC13)69.33(d,J=1.5Hz,1H),8.86(d,J=1.9Hz, 1H),8.46(d,J=
1.9Hz,1H),8.35(s,1H),8.33(s, 1H),8.25(t, J=8.1Hz, 1H),7.91(s, 1H),7.84(s,1H),7.83
(dd,J=9.3,0.9Hz,1H),7.75(dd, J=9.4,1.8Hz, 1H),7.53(dd, J=8.1,1.8Hz,1H),7.41(dd,J
=12.6,1.8Hz,1H),6.84(s,1H),4.10(t,J=6.5Hz,2H),3.10(d,J=5.1Hz,3H) ,2.64(t,]=
6.5Hz,2H),2.18(s,6H) .

[0537]  SKHEHI103: LA WILE ST 7K PR c-Me tREE LY 8200

[0538]  1.iRX36 777k

[0539] [l e B JEMIPoly (Glu, Tyr)4: 1 # K PBS C1OmMAE B 4 2% ph i, 150mM
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NaCl,pH7.2-7. DR Al 20ng/mL, 1 250/ FLABEBEFR AR , B 37° CIR B 12— 16/ o 7 L L
AR Bt , FH200uL/FLEJT—PBS(E0. 1%Tween—20 1) Jo # B F HIPBS) P AR =1k, B X577
B T-37° CHEAR P TR B AR AR L —2/N o
[0540]1  &FAL NN F S B2 28 vy (50mM HEPES pH7.4,50mM MgC12,0.5mM MnC12,
0.2mMNa3V04, ImM DTT)FRETATPIE W 490l , BEFLH N LuLAF AL A4 , BN 50uL
IR 22 IR TR 1Y) c—Me ¥ IR 26 £ 1 A B OB, RER SR B0 75 I TCATP AT REFL I FL . B 37°
CHEPR (100rpm) [ B2 L/ o 7525 FL AR VRS , T-PBSTEMR =K o
[0541] I AFLAAPYI9100uL /L (Fifk F & BSASmg/mLIKI T-PBS1 : 50085 %) , 37° CRE IR I B
0.5/ o 3522 FLHR WA, T-PBSTEAR =X .
[0542]  fp ANBR AR AL MBS 10 B SE PR —Pu100ul /AL (Fudk A& BSASmg /m1 (¥ T-PBSL :
2000F5%) , 37° CREPR I B0 . 57N o 77 25 FLH R , T-PBSHEAR =K o
[0543]  (5) N 2mg/m1[FJOPD W (23 100uL/FL CH & 0. 03%H202[0 . IMFTFER IR — FT7AF IR
ENDE PR (pH=5 . ) FRRE) , 25° CIEYE I M 110434
[0544]  fmA2M H2S04501L/FLH 1tk B, A AT 3 98 4K eQRFLAR B AR (X VERSAmax 15244 , I K
N490nm
[0545] A4 () 4 i Zad i A1) A R4S

1A YODME — o I FLODH
[os46]  FERIIIE (%) =~ W L oD - Jes A FALOD

)% 100

[0547] 2523645 3

[0548] 3 7K1 (9 ks PR AR B, A BH IR A A ) e 0% B 2 410 i o —Me t % 2 PR I B Vi
Ve, Hor 58340 A W5 o —Me t I $ 3G MR 5 T X BRAL S 1 -CRIF (1, 2,5 108 M — 4Tk 9k
H)-6-[ (1-FF ) -4-mpme L -1 -5 -t I [4,3-b Mg (Bioorganic&Medicinal
Chemistry Letters19(2009)2780-2784 CHRHIE AU , H 55T FH PEXT HRHIPF 23410663
Y.

[0549] &1 s A B STt 911k G W0t 52 A T 2 R M ¢ —Me 1) L ORMIAR B 111 fill 28

[0550]

wEg s LOUMIR JSE G (%) WEg s LOMMR Pl 2 (%)
1 88.1 2 92.8
3 84.6 4 44.1
5 57.5 6 34.4
7 40.7 8 72.4
9 22 10 37.9
11 48.6 12 37.5
13 52.6 14 74.3
15 40.6 16 73.2
17 49.9 18 64
19 59.3 20 85.7
21 77.9 22 69.5
23 65. 1 24 70.5
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25 86.2 26 65.2
27 70.6 28 70.6
29 65.7 30 71
31 69 32 64.2
33 3.7 34 61.3
35 62.5 36 66.3
37 73.3 38 87.1

[0551]

39 68.8 40 66

41 68.7 42 67.5

43 58.4 44 87.5

45 89.6 46 81.3

47 79.8 48 87.3

49 76.7 50 93.9

51 72.3 52 54.5

53 65.7 54 70.7

55 74.1 56 62.1

57 60.8 58 58.9

59 60.3 60 57.4

61 59.8 62 62.6

63 83.2 64 80

65 79.3 66 63

67 66 68 69.8

69 79.9 70 68.2

71 62 72 80.9

73 59.6 74 >67.6
75 >T77.3 76 >76.3
77 >76.9 78 >12.1

[0552]

79 >83.1 80 >75.3
81 >68.7 82 >78.5
83 >79.8 84 >71.5
85 >71.2 86 >67.9
87 >76.8 88 >70.2
89 >T71.7 90 >72.2
91 >69.4 92 >71.9
93 >64.5 94 >74.3
95 >72.1 96 >71.8
97 >63.8 98 >T77.9
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99 >73.3 100 >60.4
101 >64.5 102 >65.5
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