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[0001]  AHCHEIE
[0002]  AHHEE R T 2011 4F 12 A 16 HIZAZ L E ImE LR Fig P55 61/423, 940 [
Wk, AN TP e IE I 5 | 3R I N S

& BR 4

[0003] AR B BB IRRAT AR AR HI & 7 5 S A eI A S MR e E A
AL RS2 AR R T I 29 id o A0 B BLRWD RO s iy &4 R L 25 &b Tr 5
Fatk IR 7324k (CCR) 5 AH 5% A JiE A FH 342

[0004] R EHTS &=

[0005]  jEafk PRI 72— 417E SAE A R 40 2R (1 40 i S SE AT B iR AR ) 7- &2 14-kd
(IR, PR e R BT R I EEEAE A (Wel 1s 250, 2006) o ‘EATAT LB 454 7 IRES i
(1) G & AEBZ A, B 72 mie/EH . BiR PR 2R M0, BAEEANF S E
(112 50 AR 7 F1 20 ANk R 752 0k, 385 DLE 4 07 ORAE A 015 1R Mk Bk e 1k
F5HIH) (Gerard Ml Rollins, 2001) o Fk PRl bi A HE CLE AL R 18 0 Sz Dh B 1R 19 51 i)
B, TR S M AR 1R R DA AE JRE S W H S BORE S R R AR R AR A i R B, 8 —
B T RN R A ER M BN FEAE P2 RS PURE RS G 72 R R %
(94 5 ek 5 6 LN 2 ik B AE AL, (atheroscelorsis) HHRIAE & 28 JC T 1Y, 7E BN K BRAE
fEAL T B R Y/ SR A M R G R 2 5 3 DAY AT BR 0 RS 40 ELARr e M b 42 o1 40 932 1)
(Weisberg 28 A, 2006 ;Feria fll Diaz Gonzalez Z& A, 2006) .

[00061 1/ 22 HIR #5009 YA 1 e T E 44 400 0 41 11 40 J R PN 52 40 J AN 5 4 b S S 2 3 21 HR
i h I HXTHE B 454 BB E 500 (Wallace 28 N, 2004) o 4k BB 7E 2R 500 b O %
8 I B R 7 22 G0 IR R 1T 7 A RS R e 4 DR o T PR D I 7428 4 8 A DG M 2 B
AFPE (ARMD) 18 P4 28 1 92 9 491) 2u1 78 280 i 8 MR 3 55 b 2 B R 1. b= CCR2 Bk MCP-1 )
/0N BB A AW 1S 0 7= 2 ARMD (1R AIE , /B FE B R TR Ik IS A= 1ML A8 T ORI D I 57 28 25
45, REHIX PR 7 R L2 R S5 S RIS EA (Amabati %8 A\, 2003) o (A, CCR2 52
AR S P 500 T REAE AR FB 2 995 451 Ln ARMD H HeA ¥ (EYR YT 2k AH I, 2 R0 ARSI 5%
CLE%E T IR 7, WA AR, = PR RDE AR e f& FIV2 0 BT, IX R Z /R IX
S8y 7 BRI FAE I R ALEE o 728 R 48 19 K BRI/ BB b ) L2 3R B 11
FAZAN AL 2= S EY R 1 -1 (MCP-1) LW 40 i 28 ik T 25 11 —1 (MIP-1)  RANTES. & 5 4 g
FTAEBRIF —1 (SDF-1) , ‘AT 1A A% 40 Bl T 40 A 204k 2251159 (Fang %5 A\, 2004 sKeino
2N, 2003) . CUALERA 2 ERTRIZ IR (AAU) B 508 DL A 25 R 4 T 21 BB 2 i 40
MAAZ ML HGE T AR R IR (Klitgaard 58 A, 2004) o MCP-1 iR 1)/ BRI CCRS @ik
)71 BUE 7 HE BRI IR P B3 3515 R U AT 28 T 2%, 3X O AAU (B ARAY (Takeuchi %5 N5 2005 ;
Tuallion % A, 2002) o & &8 uE BB A NF-x B PHARFISR FHITEAAL R 7 R 48 FiixT 2
ZH 95 K B I SE 5 AAU (Yang %5 N, 2005) o BHIET NF-x B 302 Pl A0 PR 7 0 4 S 3 i o
P 7 26 A R i WL 1) B2 2k, B — 7 A P B A IR 7 52 Ao A T Be R AR VR TT
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faAl e ZANEAEE 7 ISR F O 5 s 5508 PR P 400 194 JE 5 AR R o B 92 95 1 PR 7 90 AH
K (Meleth %5 A, 2005 ;Yamagami %5 A, 2005) » {EIXLEHRBLZ0E H , P2 FhEatk R 7 DhRE
(0l 11 A BB - S2 AR 1550 AT BE 2 B 1 o

[0007]  fpdiE 55— ) 1 ek B F0 5] (BSCT) #FR A Peptide 3, BEATHEH A&
AR F- MCP-1 (141, I H 57~ Wi 5T MCP—1 MIP—1. RANTES 11 SDF—1 ity ELE§T & 5% 40 o i)
iT# (Reckles F Grainger. 1999) . WELFIFK A NR58-3. 14. 3 ) H & If] JF 41) ) D— &
PR A F PR BRI [ S 5 AL Peptide S BEA UKL R 73051 (Beech 55 A, 2001)
NR58-3. 14. 3 T 24 F T3R50 ik AT AL, i 0 JE « ik M B i Bt 25 s A A
1B R TE (Beech 28 A, 2001 ;Grainger 1 Reckless. 2003 ;Tokuyama 25 A, 2005) . 2R 1M1,
{8 FHIX &8 BSCT 1B A KHBIEYT SRIEAFAE 2 A B i TN BSCT K BA A X AR IR Vi
W23 sh 112, 35 HAER N R ATRE 1o BBk, T i E AL R 7 32 PR35 1) 4= 5 HAE A
H T HA S WH RS PR ] R R ECA F I RIWEH o S8, ZERR 5w, 50 sl i it
AT AT R PR T A A SR BRI R T 52 AR /N 23 T 5 5 4 e m] AR R TT
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[0393]  N-{2-[(3- &N ) WML -5 SUAEE | —1- RIFMRmE —2- TRMEN ;

[0394]  N-{5- &l —2-[ (3 JRIEFEL ) fsE ] AL | -1- ZIFIRmG —2- WaERL ;

[0395]  N-{5- 4 —2-[ (3 IETEHE ) WHAMERE 1 255% )} —1- Z5IFIRm —2- FAmEAE
[0396]  N-{5— %G —2-[ (3—- FRAE'F5E ) MAELIE 1 N5 | —1- ZRFFMRH —2— T

[0397] 3-{[4- & 2-({[4- & -3-( =®m F &) KRB ITWBE} /&) KE ] Wk
FE N, N- LA B

[0398]  3-[(4- 5 —2-{[ (2, 4- %R ) BAWEAE ] &2 ) X&) ot J-N, N- B
fi&

[0399]  N-(2—-{[ (5— & FE —4H-1, 2, 4- =M -3- 3L ) FIFL ] ARL ) -5 GUREL ) —1- FJFmk
M —2— Te A%z

[0400]  N-(2—-{[ (5— & Z& —4H-1, 2, 4— =W -3-J& ) FIZL ] MAMESE | -5- &R ) -1- K
Wi —2- kAL

[0401]  3-[(4-5 —2-{[ (2, 4- 5% ) MWL ] &8 ) %) WRAIERE J-N, N- —FZ
NI 5

[0402]  3-[(4- 50 —2-{[ (2, 4- A% ) BRMWEAE ] &2 ) %) WalEEs 1-N, N- — RN
RIS

[0403]  3-[(4- & —2-{[ (4~ & —2- AL ) MEMEIE ] 203 )
e

[0404]  3-[(4- & —2-{[ (4- 5 —2- FFRIL ) MRMEIL ] &3 ) ZR3L ) WREEERL ]-N, N- —F
SENTERZ 5

[0405]  3-[(4- & —2-{[ (4- G —2- W ARIL ) WRMWEIL ] (3L ) 259 ) WAL 1-N, N- —FI 3L
Bt 5

[0406]  N-{5- &l —2-[(2- mtmg —2- L LHE ) Bk ] 2R3 | -1 KW —2- iR ;
[0407]  N-(5— &l —2-{[2- (1H- ML —4- 2% ) £5E ) WHRABESE ) 2R3 ) —1- ZRFFIkmg —2- fif
Wiz 5

[0408]  N-{5— Gl —2-[ (2- MmE —2- FE L3 ) WIS 1 K58 | -1 ZKIFRRIR —2- TIERZ
[0409]  N-{5— G —2-[ (2- MRE —2- FL L3 ) TRMESS ] ZR3% | —1- A FFMeng —2- T lEi% ;
[0410]  N-(5— & —2-{[2- (AH- nibmde —4- 55 ) &3 ] s | 2R ) —1- 2R IFknmg —2- it
Ji&

[0411]  N-(5— & —2-{[2- (1H- AL —4- 35 ) £38 ] iIESE | 2538 ) —1— SR FFRRIR —2- T g
Ji&

[0412]  N-(5- & —2-{[2-(3, 5- S —1H-nikme —4- 3L ) 23 ] Wids b 7535 ) —1- K IFmk
M —2— T kA% 5

BE) Badk J-N, N- LY

iy
P
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[0413]

N-(5- & —2-{[2-(3, 5- —FIZE —1H-nfkme —4- 3L ) £4FE ] WRARER: | RFE ) -1- 2K

FFIRAEG —2— Tl 5

[0414]

N-(5- & —2-{[2-(3, 5— —FIZE —1H-nfkme —4- 3L ) 2% ] WAEERE | 238 ) -1- K9t

WA —2- R

[0415]
[0416]
VRIS
[0417]
i

[0418]
[0419]
[0420]
[0421]
[0422]
[0423]
[0424]
[0425]
[0426]
[0427]
[0428]
[0429]
[0430]
[0431]
[0432]
[0433]
[0434]
[0435]
[0436]
[0437]
[0438]
[0439]
[0440]
[0441]
[0442]
[0443]
[0444]
[0445]
[0446]
[0447]

N-(5- 5 —2— {[ (2— FUALIE —3- F& ) AL ] Bk } 2R3 ) —1- 2R F W —2- Tl
N-(5— & —2—{[ (2— HUMLRE —3— 2% ) FIZE T WPRalpet ) 2REE ) —1- R JFeng —2- it

N-(5— 5 —2-{[ (2— FNLmE —3- 3L ) AL ] MEEIL | 2R3% ) —1- 2R IFIRIR —2— Tt

N-{6= &l —2-[( s L) B2t ) 2R3 ) —1- IR —2- BEME

N-{6- &l —2-[( =F 2L ) WML ] 0L | —1- ZJFIRmg —2- TaMER% ;
N-{6- &l —2-[( =5 2L ) WM 1 285 ) —1- RIFm —2- BEIE A
N-[2- (CFEERLEE ) -5 GUREE ] -1- HIFmRrsg —2- AL

N-[2- (FREE WAL ) -5 GURSE ]-1- ZFFIEmE —2- AL ;

N-[2- (R IEMAEES ) —5— SRS 1-1- ZRF MM —2- AT ;

N=-{2-[ (3- 2L ) Bk ]-5- FARTE | -1- RIFWemg —2- TEIEZ

N-{5- 3 —2-[ (3- AR AL ) WRAMESE ] 5L | -1- ZRIFIRmg —2- TaMER% ;
N—-{2-[ (3— G EFHE ) WhEIER: 1-5- ORI | —1- ZEIFers —2- TR |
N-{56— 35 —2- [ (3— AHZETFEL ) BAWESE 1 2R3 | —1- ZRIFCrR —2- TR A
N=-{2-[ (3— & JEFEE ) MR 15— RS | —1- SR IFRIR —2- TRIEN ;
N-{2-[ (3— & FEFEE ) B -5 AR REE | -1 2Ry —2- TlilkiL ;
N-{2-[ (3 &R 5L ) MR 15— FARIEREE | —1— ZRIFICHR —2— Tt M
N-{2-[ (3 &5 ) Wit ] R0 |} -1- ZRFFMRemg —2- Al ;

N-{2-[ (3— ffETF2E ) WREMESE 1 2R3 | —1- ZXIFersg —2- T EA

N=-{2-[ (3- &IEFIE ) WHREBEIL 1 2K3E ) —1- SRIFRIR —2- BRIEN

N- {5~ FASE —2-[ (3~ AN 3E ) WAL 1 R3E § -1 ZKIFRRIG —2- TREERE ;
N-{2-[ (3- EFEEEIE ) WAL 1-5- MAEIEARL | —1- ZE IR —2- BRI ,
N-{2-[ (3— AZEF2E ) BAIESE ] 2R | —1- 2R IfWmg —2- ilkhZ

N-{2-[ (3 A ) BRI ] K0 | -1- 2R Wi —2- ik ;

N-{6- &l —2-[ (4= AR5 ) st ] 0L | —1- ZKJFIRmg —2- el ;
N=-{2-[ (2- ZIEFIE ) Bt ]-5- GUARIE | -1- R IFemg —2- TRIEZ

N-{6- Gl —2- [ (4- AR AL ) BAWESE 1 2R3 ) —1- ZRIFNmR —2- B A
N=-{2-[ (4= EIENHE ) MR -5 GRS | —1- R IFFRIR —2- TEEENL ;
N-{6- &l —2-[(2- AR AL ) WRAMESE ] 5L | —1- ZRIFIRm —2- e ;
N-{2-[ (2- G ENHE ) WhEIER: 1-5— GUKSE | —1- ZEIFWers —2- TR
N=-1{2-[ (2- ZIEFIE ) BEMEIE ] -5- SR | -1- SKIFmmg —2- BRI
N-{2-[ (3- EIHEAFHE ) MRk 1-5- 5UKSE 1 -2, 4- FUSHAIRIL

N-{2-[ (3- & FEEFHEE ) Witk 1-5- SR | -4 & —2- HFORBABLIL ;

N-{2-[ (3- GIETEIE ) REWEIL 1-5- SR } -2, 4- —HUORRABEAE
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[0448]  N-{2-[(3- HAEEFEE ) WHABLE: 1-5- WA | -2, 4- "R MEIZ ;

[0440]  N-{2-[ (3— 2z JE R 2L ) MAMEAE 15— RUASE 1 -4- & -2- HORmELIZ ;

[0450]  N—{2-[ (3— ZAER2E ) WHAMEAL 1-5- SUAREE | -4- A —2- BT ;

[0451]  N-{5— G —2-[ (W¥mE —2- JLAE ) Bl ] 2R3 | —1- ZRIFRAR —2- TAmb ;

[0452]  N—{5— % —2-[(W&mg —2- ZEFIL ) WA WEIE 1 2R3 | —1- ZRIFMAs —2- T
[0453]  N-{5- %l —2-[ (WEmE —2- FEHIEL ) WAEEIE 1 2R5E } -1- ZRFFCHR —2— TN
[0454]  N-{2-[ (3- &) Wik ] -5 SURE | REABLIL ;

[0455]  N-{2-[(3- &I ¥ ) Wikt 1-5- FRHE | -4 FURTABLIL ;

[0456] N-{2-[(3- &I ¥ ) Wikt 1-5- FRHE | -3 FURTABLIL ;

[0457]  N-{2-[(3- &FEFE ) BATEE 1-5- FUARIE | KIEBENE ;

[0458]  N-{2-[ (3- &I ) WHAEEE 1-5- EOKZE ) ZRAELIL |

[0459]  N-{2-[(3— 2B R 2k ) WAL 15— St 1 -4- RURTAILNZ ;

[0460]  N-{2-[(3— 2B W3k ) WHAMEIL 1-5- Rk | -4 FATABEIL ;

[0461]  N-{2-[(3- &L FEE ) FAMEIE 1-5- SUREE | -3- UM |

[0462]  N-{2-[ (3— & FEWEE ) WREMEEE 1-5- SRS | -3— SURTEIIL ;

[0463]  N-[2-(“FEEMRAL ) -5- WUIHLRSE 1-1- ZRIFIRIR —2— Al ;

[0464]  N-[2- (“FEEMLRRELIL ) -5- WAEARAL ] -1- ZRIFIEMG -2 BN

[0465]  N-[2- ( "RIAEEMRELAL ) —5— FUIEASE 1-1- ZFFIRIG —2- Balthz .

[o466] —LL5C T A& M — S NI P [ AR R BT &5 B 20— F
Lo BEFPE LA PR BES #4847 AE, Jrik R A S #rid B 4 H] &5 Pure Appli. Chem.
(1976), 45, 11-13 1 Jrik (R — L

[0467] R “ 2% b2 i 3h 7 RARTR ORI L 3CH € AL S W BT 75 A 05 e I TR IR
H A /R AN R IR HH S 2B I B PR AN K SR B A ) o IRPE AR B “ 22 Bl 82 i 2k
B T G YREE TE B HA 167 I M e s ag s e = 2 T K

[o468]  1E Ak LU B X AFAE X T AL Wi e hn ek % =X0nT i o FH & 38 I R Ab 22
e BT SRAT W WG HLRR , 19 an &0 b R, 8 A R R L VR IR VIR 1R - T PR L TR 55 s B ML,
BN 18 R O8N R FLIR TN B R TA R L AE 5 R IR L SR IR 1% L 3 A 1R IR A R
R O MER 2R IR ERIR PR AT IE TR  FRIR . SRR KT R . IR %% (Handbook
of Pharmaceutical Salts,P.Heinrich Stahal&Camille G.Wermuth( 4% #& ), Verlag
Helvetica Chemica Acta—Ziirich, 2002, 329-345)

[o469]  DLILPRIE A7 B2 T AL -S40 I fsl on s 36 71 =] DLIE It F 5 38 1) i Ak 2 7R 1T
AT, W W TE LA, 41 an & AL B S AL B AR L AR L 2 5 B FL B an
L- K2 8. o1 . B2, F &2 (benzathine) . k2% (Handbook of Pharmaceutical
Salts, P.Heinrich Stahal&Camille G.Wermuth( 4% %& ),Verlag Helvetica Chemica
Acta—Ziirich, 2002, 329-345)

[0470] X T Ab&4 S H BV DL 2 EHIM I X, S B e A R a3
R ARG WK S A 5 o

[0471] & T ARIFSE S — ML GV Z R, B 1R %4 SV B B —Pm] GE (1) [F]
oy e IR G, BrAR BARTR K245 € 1 F] 7 e A JE 2
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[0472]  ARAE A K HEAL AW W] DA R 2 TP AE . BARKRAE B B fa i, (H2
PRI 2 B AR AR AR B G P

[0473] AR EAAL G Wi FH T30 77 BB He b ] BRAF AR St R 52 AR I 40 3 1R 9 6
[0474]  FE5— Sy e, 424 TAEZ 5 BT AR TP AL B 2 b — R AR R AL S
W2 ED)

[0475]  {EAC R BRI — 20 St 77 S, $2 08 7 H 097 S8R - 52 AR 1 1 AR DG 1)
i [ 7325 0 S AT LAAG Gk 1) A i B A2 W SR R T A R I B D — R AR
R E D A A )RS

[0476]  XLEALA YT TI6T B — R A ATE L CCR Y 15 LLEE AR (1) 5 JE R 9 1R
FLEW, AN o CCR W5 51 IRIVE T 280 A2 B2 PR 28 ik 1 i A 8, B0 FEARANFR T - v 5
CIEfFAE R R A Sk ) W% 12 0k H et B BLLBE AR S 0 R L 7 98 8 28 A K
(B 20 L H 52 HUIBR R B2 6 51 S A B 20 62 Ak B ita M 2 9% L 38 L ik e i 4% L i
PERZ 26 IS BANM Y 5K (SCaTAAAE /ML MY 9K ) L 28 (A &Ry ki &
K LEBRR S ISR 2 (n] DB HHEEEI )  TH 0 1 1A 4 3 Rg Je <2 S8 ) 0 7 I
(R (P HRIRG A1 B PR i A ke (1) B RS B B Lyel 1 [RERGAE L 5248 S0 — 953D
EELE VR FE 2 TR LB | L 22 T 0 B AN At 28 T R W L AR T A AL L B A Ak
T ~ T PR R AR 9 0E T R Sl AR 1 Jk P HL e o A R o 0 A e 2 M DTS
[0477]  CCR YA 5767 285 FH A2 MR350 9 S0 T 9 » B3 1EL AN PR 6 7 8 ¢ A0 I AR AT 1
P KR I A T IR 9 A 8 9% 7808 7 e RS o R 35 IR 5 1100 A 5 a0 55 % A8 AR Y
FEAR P (AL 4G RS H MR A8 A DG S B AR 1 | 5 HE M A 8 R DK 8 B A ek ik 4% M A 1T
Fi B R 9 A AR O i 7 M R AL A 2 R D) B A | e 2 T ke 9 P AR A i g 7%
FERE T BE K RO PR 03 TE S BE A 5 80 287 A%« 400 D0 B 208 TR Jhk 49 I 2%, 3 ek 22 e PR Btk
2% b AR DLUIRE FC S b0 AT PR o0 I P 20 J 70 SRR e P (Mg IR 45 1%
SRR ) IR A AR (R R (pars planitis)) (2 AEPEAKESIE R 2 K1
THELA SZEATE (mewds) HRHSE 599 5 DU 98 BT DRIk &8 i 9 PR JIEE I 1 A A0 R0 25
i % 275 1E WVogt—Koyanagi-Harada ZR-& fIERIMLAE B / 15 H 005 1 R A s 250 ik oL 2
PG A0 X S e e e Ak BEL 2 L /R A L7 N R 9 8 A0 R i 7 7 ik BEL 2 7 s P R
JEE DA A%  HR R e At 25 5 A AL X FIES ) ik I 5 988 A EGHE (Coat! s disease) < 55 HL MU B 4N
BRI 2 IR O e ik BEL 2 AL L Sk 75 ik 4% 0 IO B ke 5 ik L 2 L L I i 43 = 50 ik L 2
AWK (CAD) « BE b 43 S UM 46« Bl DR 20 40 B P 400 I9d Ao 20 R HL 2 1 20 2% P 9 i 2
GRBUIE SR M5 B T 3 35 VA A D% i 3 AR D) I e ] 6L 98 s B / A RboR i an A8
ST HIR 28 8 7 I 8 A0 19X BS540 IR I i 5 L 10405 S0 B R 2 8 L R B i 2207 R O
BT T A R REE AN AL 5 | A 52 R TSR T PR TP 7 AR R AV D B A 5 18 A4 g
SIE T 01 1 2 1 B (AL D) i 7 AR D) B i IS AR A P PR i P A0 O g 2 5 S ek
ST, 91 T THIR 28 23 1 22 v ML 5 ] 0 L HE I AR AR M B 27 & fiE (POHS) (IR N 58 5 7B
PRI 5 HIV G AL N « 5 HTV SR S k4% 0« 5 HTV B AH 2 ) i 45
B 9 P93 728 9 T PR 0 R 58 PR AL DX JBL DR B 1R AT PR A1 SRR 9 S ER P, B B AL 194 B
R A 75\ MR 254 /R8P B ) I P A A 28 0 O I 9% R 7 5 35 9 R 01 €62 38 PR A0 D
RGPS FRAS ARSI A B PR 56 R MERR R R A B E VHEE TR AN R IR A% G
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(Stargardt’ s disease) FIHRJE T EBE fUE  DUITRE B 4% IR 2 25 B T TR 8 R A
KX IEBL M IRES L Sorsby HRIRE FEA K R RO PR Bietti 45 MFEETEA
B, RSP AR B R s A 0 T2/ R L A A0 PO ot 0 2 e 2R FL AR [ DR D ST 2R 5
55 PR A S PR D I A0 TP e €, 3 b s 0 W 2 DR DK i a6 2 i P2 €8 33080 L Ml
2% B 1L A R K e R I 2 P 26 A L D9 ISR PR o i € 3% o 4 L ) T 5 A 99 AR 94
IS 240 96  HISL L A 4 A e e 400 19 i 22 T2 400 e R P 9 L g 5 DA R s i HIR i
TS AP L e S W W R N S K T 7 S R 2k MR R 3R b R AR T AR D
MRS R B R

[0478]  FEAR B S — ANty Serb, 345 7 M T8 97 SR 52 AR I 1 AH G IR
NE (R T4 o IXAP 732 RT LAG) G agi st v 1 5 R 52 4 3 R VR T A A E R 2 b — R Ak Bl
WA AT R AL A B 25 2% Bl 82 0 3k KA W FAL YD« S R0 sl g [] 43 S5 44
AR T B S A AR R S T ke S5 ) A fe S o

[0479] AR EHI Ko T AL G4 ak 3t 2525 bl 3252 i Eh 7E ) 46 FH T 36 77 IR 358 98 00 T 5
(13 2450 P 10 R e BT ML 38 9 SRE T 2 9 B B EL AN PR e 287 4% L T HIR s « 7 B8 58 AR R MR
o R 52 e HEL AR i 308 PR A, o G T B A AL ) B M (L R AR VS P AE 8 AH DG T B AR
PE B PRI AH O 25 B AR 1 | Jk 4% 0 AR I3 T2 1l B B 9 T 0 199 g 7228 . 2 o BRE AL Ao
28 R0 B 7 o A S VAR A Tk 26 PB4V 1o B0 738 S A 2 BRE K IO OB P 1k B R AP 5 e 2
I 58 A0 O JI5E 8 Rk 26 2 4%, 15 dn S M 2 S MR A R b R L LD LG« S AR A A
0 I Pk 2 P A IR 1t (Mg SIRABHE G A% 00 s 0 T A ) P TR A e I 28 ( BRER 44
AR (pars planitis)) ZAPEIKESE R 2 R HEH B RERETE (mewds) JIREBSE 99\ J5
TR 98 BT IR 28 M 28 A0 D0 T 4 S A 0 7 28 i 4% 2557 1iF W Vog t—Koyanagi-Harada 474
RN IS T /5 HH R 5 08 185 A0 D) B 5 i BEL 58 P 5 A Do) I e ol e Ak L 2 9 A 12 I
PN L5 7 PR D B 3 S Mk L SR vy I M e IR 572 IR 340 R 1. 245 1A AR I i 50 i ot
B W FIE (Coat” s disease) F#HLMIBANE Y 5K « 2= M40 9 5 5 ik BHLZE 10 7Lk i Jik
9 AL JiE A e 2 ik BEL ZE R I 5 73 7 s ik BEL 2 300l ko (CAD) < BE b 43 > I A 48 etk
120 o PR A D0 9 A0 R EL e I 41 8 1 < LA R 4R BUIE « SRR v H T B3 AR AL IR i AR
FRHA 4 e i ] L 28 s QA P/ AR s A e IR 4 7 28 15 208 PR D BS540 194 e gt
BB O B R R RO ) 2T R G EEE TFAR A FEE AN R 5 RS R R U
A DR 55 7 AR 5 A AL D S 2 5 358 A P i v a5 A e 3 3 AL I IS 7 AR 1) I i
JIBE AR5 A A PR AL P FBE T A 5 SR PR, 51 R 2 2 3 s IS 5 ] e I T
AR MR B i Ak (POHS) VIR Y 5 TR A4 B HIV B X AL M 0 « &5 HIV
SR RH O IR Dk 29 JBE905 « 5 HIV KA O (1) 7 28 M 8 M 28 IR 23 AR 9 IR 2% L ML P JBE R
BEHEAT TSN X IR BT 0 1 AL X 5 B AFE: R 5% /98 e ) 7 S PR o 28 4
A Ji2 58 FHMERE 5 5 285 09 0 1 0 0 3= PRI I B 2\ 55 P I IS R AN RFH IR ()4 5 M5 < o
RUEF LR ERE S FRA R IR K (Stargardt’ s disease) FHHR 5 (05 AUAE |
DU B M I 28 b R I TS B FR AN R L X B W B 24 | Sorsby IR JEE AR
RPEFELL PPN AE Bietti 5 RS FRAN B, AR MR o (A A0 Y/ 2L A 1Y
FE 2 TR D 2R L R A T 2R 5 g v -5 IR A O PR AR T 2 PR DR s (2, 3 e
B 5 R B K i 08 i 2 I R £ 2 R D 9 I 0L A0 Dk 28 e g k9 JB 26 A% A0 IR Jis
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P 5 € 2% 57 0 L Y BB 45 e A R A0 O 20 M TR IRt 8 2 1 A e A X R 22 7
HTE AR P 9K E2J TR 5 LA B M I i 0 F 2 ol L 000 5 1 DR JZ K48 T 22 =2
RS NER 2 INEE 3R SRR RS e PSS e VI e S

[0480]  FEALAT45 7 fh 00 T K I I RO A 45 0 11 S5 o B ol B A 25 R AR O A UL T 2 » 8
PR BB R AR R AR T L BRI B PR 5 8 R S AR T 3 72

(04811 g LUAEAM R 45 52 (191 3 fia £ 0 RO H P sk A 540 8 G P 59 S 3 i R
S, B S IR AR R R PR B R, R R I AR R MBSO R DL IR E SRR
EIRYE-RIPIS RS9 7] = PN A AN SRS iR - AR SN Do R S NN SIS EIN
Je B LA Tk YA B IR e g A, T RIFRIEAT Bk DALE S 58 I TR BN SE IR i
PEAL SR, BT A A% A A T I RE S TR 45 7 I TR LI 25 ) 2

[0482]  (EAKCHIN Dy — NSy b, 4R 0E T AE 25 % En[ R IR s 20— MR
KU GV GME G FaTR 2% Bl RS2 (107 BAREAR iR 7] SO 70 200 5 i)
A e AR T B2

[0483]  AA BRI 25445 ml DA 1 VAR LV 0 AR UG 71 JB oA i o 1 28 1 XA
AL, Forb pr s B A SR S AR i T s i T W 8% 8 BT AT HLEE L A
SRR K — M B A A LS. A ISP n] B 40 5508 % o 2557 Enla%
o0 I ATl NI | i 5711 N | N I 1| ¥ 5 | R & 2 R A S DN 0 = 4 N4 el
P B0 2 A B 5 25 0 S LA S BTz A e P S S W« AR IR R i ORI K A
HE R AR AR L A R IR P AR BT i =R AR B S T DA AR
[ 1 BB AR T A T2 TR0 PP A P R e iAo A, mT LA B ) A 5 B4 R 5 R €79
P78 o A B ) DU LA BERE S0 1 7= A B i RO B B A2y AL &b
[0484] S A ARG WA G VAT LLEIE & HIRAEH] I 2 045 o F i) B
FRNHBE T AP S TR A 73 AT A R ORIURE LV A e M 2 sl S sl )
L] IR ASE A PRI ] R 0 A s 2 0 8 P T 03 25 0 20 & W A 5l 4%, O HL
VERAGWn] AT LE B VAT 2R 2 K — B sl 22 Bl p) < BH R, 19 dn R L FUAE slOpE
K 5 VAR, T A0 Ay vl < A7 ) ORE PR 5 35 SRR DD JE ), UG SR 3t 2825 B S m] 1
IR & 5w 25 B 3SR R BC R I AS e BAL S i A sn el 2 i 77 2
Hilid o B IR LB Ay = (1) FE RGBS, 1 QB IR Y S B IR 15 BB IR B 5 (2)
AR TR A 015 1 A0 S OREAD B A BB 5 (3) RS, 1 B E R TOKVE R
W SRl AR I 5 AR (4) 5 1 i i R B I AR R i A o 1 3] LA TE AR Bl
EAT A E I B AN AR A UAEIRAE 18 i 18 1R A A ARSI R R AE B (1 e ) Py 2 11
SO o B, T DR 8 D AR R o S A R R e R ) S A

[0485]  fE—4LUf L0 N, I HRALHI B0 il 500wl A 1ol W] SR R B A 5, P A AL 50 5
o ] ARRORE R ] A B IR B L R A Bt VR o BN AT DL R B R T 5, Ao
AR ISP 5 K SO A B e A i A A et SR TR

[0486]  Z4ZH &y n] L2 e v S VR BRI 3o IR RS TN 5 VA i
7 TG s R A B s BC il T B S P AUFRIR ] R e B 18 O m] 552 R B 5
AR ) T BT P I BRI R0 1, 3— T I P . R TE R [ 2
A7) BB g oo 1, AT IR A AT R [ 7 i, 458 5 s ) B e — H vl s L
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WitR (EFEMER ) RARAFAE IR Can 2 BRI B T3 e A2 v Ao 55 ) B0E I fig
AN CUTIR ClE ) 5555 . AT 75 2248 AN 22 1Pl B J o) B ael b om) 5%

[0487] AU PAALG W) S Ho2hse B4z iy 3hn] LS A s i A , SRS EA R T 5
B P IR VR LR ST AR R F S 0 1 . ] — 0 38 0 SR A FH 4 82 s i) 8 i) 51 451 2
B RE T AL VRV T 5 B 452380 28 25 B A91) G AR Ak 8 N IR EAT -6 08 R 25 008 3% R 4
(DDS) o RAEARIE R i it FH , (ELR A0 & Wt vl F THR (W AE N9, 4035 [ 35 B 0] 7, 931, 909
TR

[o488] A BAALA W LU T 250 BV it e S50 T8 2 FH o X 2820 A )T d i AR
BHAL G W) 5 38 P 3 E SRS R T FRVR 20 il 2% 5 Bk I 301 v 4nml ml v < & B 38 &
HYHEE, EAE T A, (A B s o VAR / B LURE T2 ) o

[0489] i T AN IR FEAE PR ™ FE 14 7 10 v] R IR HH 35K AR A0 5 B R A 254 A o
VR TT R, DRI A 44 52 R 35 i SR FH VR ok 4 it PR A SRR 2l MOk 3 U

[0490]  ASCHTIRRIA G MM S fE ey (BN ) T HEL Y, LA T-X
FA R 52 AR IR R S D BE TR RS BUMVETT A SOV IR Y67 A/ sl Lmk g . BRIt
TEAR B Byt — 20 St 7 2, 384 7 T8 97 S5 P 52 A4 (19 1 75 A 5C i 9 19 7
o XTI LG i o o) A I TR B RS2 R T SR BT A S N 2 b — R AR AL
G MA GRS . WA, K& AN E” B R AR BB A
bl PR = A2 By 3K B4 5 A b T B2 R 52 0 DA 2 s e 2 [ N I 45 ) ) =
TE— S5 77 =, A TR B R E I AE— STy =, ik i FLsh ) 2
No

[0491] AU IR K T & X TG T2 iR S G BeA UL U AR N 7
JIT BB R T VAR A il S AR A R B K T A& . T 2 HH A B T S840 7R mT e
Hil 2R AR A A o ASUE AN TG B8 5 FUHUE OO/ B SRR 1 BAG st
T ik s AT A R AL G4

[0492]  PrikR mRAT AEMpid it — OB AR 45, WIALRE | R o 75— Ae T, A8 2 AR
(1) 2— 20k — ZRBRE M) an S R TR A4 A, AT 5 558 HREGRI i i A s P 2Tt IR P e R 5
A5 B« 2— 475 TR 196 S5 1 IR BT AL il 25 Bt K rP [A) 44 B W] gk kb, Tt 1k o [R) £ B W] 3 ik K 7
Mitsunobu £&4 T~ A EEAL T [R)4K A Skl 25 HhIE) A& B SRAEESUS N, FR0E T Tk,
Hrp R 2 S, B2, 2 H A1)l R) Sk 80 IR AL 3, Hodb RS A2 S IR T4 & 4$e
fEH A RS2 S(0) 8L R 42 S(0), Mtk &4

[0493] 75 —i&fer, ZmilEd (R 0k E B ml i@ i rh a4 A B ARk . ThIRAE 5
TR e U Y., 19 BT P (R A Fo 43 0 A8 FH R -G 46 6 1) = 2R IR e sl I S A ok S A 5808
S JR R (R F, B S5 TS A0 B 20 R S N, 3t T IR, S R 2 S,

[0494]  iFE 1

[0495]  REHFEIAR

[0496]  ELIEMAMIAE, BT S PR R RO T SCF 40 H ok S A A 7 48] A 0 R A 14T, T AN
PRS2 AR ESR AR AR R o anAS ST, BRAE S A HARTR B, 5 W) S i A 5 52
[0497] P ARGIEEL AN TR 51 B WA, — AR AL S m] & — A EE S AXTFR

o1
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o, A 43 T IR AL S mT AR S A 1A 7 LD R DAARXS Wl e A (R T AP AE o BRAE AP Bk
T, A5 WA S W ()0 [ A 455 B A X e S ) A L RS BRAR RSN T VR 5 ) o — SEAR R L&
Yyn] 5 2577 BRI IR B B, I BASSCIT IR AL S 2R 25 27 B Rl 52 1) #h
TEAR WS A o

[0498] AR BALHE T A7 2% L rl 2 K [FA 32 8 AL a W . AT A RN S YmT &
B AR AN R TR AR B A7) ) —Fh sl 22 A R 2 R, i *H sk D) AVE R 'H( B H) , sl
RS °C BIMEMUE °C % FRUMERTTH T NVO R So [ Z AIAE FH AT A Bh T A K
B )43 B LA AR ST 7T e 504, S A FH AT g sk DO A R B AL S A AR (38 ) ks n 44
WERE] o IR AL SRR A o A TR A7 3R AR B A i i 4 VR A

[0499]  AFASTIHAL AN S 210 2 WLk A, AT LA i 4% 8 #07 20 B RS W)k 345 5 mh
HIIR 3 S At e 2o a0t AEARXT WS A AR 15 00 R AT LR 63 2 5

[0500] AL S W)AHREH ACD JRAS 8 A2 pl, LA KA St 48] o i A6 FH AR — 426 v ) 44 R 7 44
g sk § MDL ISIS Draw 2.5SP1 [fJ Chem Bio Draw Ultra fitA4s 12. 0 8¢ Auto Nom 2000
FTRAEAE e — R & AR5 LU T 7GR AT A S W IR AT -

[0501]  FEIEEIR AR EHH T, ¥ NMR D630 3% AE Varian 600 8¢ Varian 300 | ;b2
A% LL [ppm] oF, MEEELL [Hz] tF.

[0502]  Jir A3 K il & R 1 K500 5 0 A A 500 25 T B Ak 2 Ak Y RY, 1 40 Sigma
Aldrich. Fluka. Bio—Blocks. Combi—-blocks. TCI. VWR. Lancaster. Oakwood. Trans World
Chemical. Alfa. Fisher. Maybridge. Frontier. Matrix. Ukrorgsynth. Toronto. Ryan
Scientific.SiliCycle. Anaspec. Syn Chem.Chem—Impex.MIC-scientific, Ltd ;ZK|—4&
CL 20 R TR A AR 5 L A AT AR R il 45 o A6 3 i IS8 8wk, HLR A
o 23/ BUKMBURIR SOV AE Ar 80N, U5 R AT

[0503] i A A& BH AL & 4 i@ i 4 3 :CombiFlash Companion 1 RediSep Rf i i
60 (0. 04-0. 063 2K ) 4 B 2 @itk (PTLC) :Analtech (FE i 60F,5,.500 B% 1000 1 m)
Kalith o

[0504]  {EStEf AT LU T 465 -

[0505]
NH; k=4
CH;CN LhE
CH,Cl ZR P
DMF NN-—F 3 9 Bt
NaOH et
MeOH W2
[0506]
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CD;OD AL F B

HCl1 HER

Na,SO4 FRER AN

HBTU 2-(TH-2R 5 Zvd-1-28)-1,1,3,3-19 T R Mo AR 21 )
DIPEA N,N-=F " A LB
Cul A4k, I 4R

Cs,CO;3 BB A8

DMEDA NN-—¥hzZ —f
MgSO, R AR

EtOAc LB TLBg

CDCl; AALELF

DMSO-dy AL —% R

TFA ZRLE
THF 9 Sk

K,CO; BRBRAY
mCPBA MRS AR TE
NaBH; R4

CaCl, A4S
[0507] R ANSCHEBIDH] T B ) B K, FFAS 5 AE B AN RORE AR Sy LA 7 A BR il A
o AAUREARN TR B AR, AT LE A HH AR A B RS A s B A 15 D01 X B 21 St 14T
A2 RE
53
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BRI HE 51
[0508]  —fFESF A
[0509] HE‘E £§ 1

[0510] 55— & —2-[ (1H- BRM —4- FE AL ) midE | K%

[0511]
CI\©;NH2
N
S”/\\XI; §>

NH
[0512] ¥4 2- 3L —4- SRR EE (CAS1004-00-8) (1. 1g, 7. lmmol) \4— (5L L ) —1H- ks
hEREh (721mg, 4. Tlmmol) F1 K,CO, (3. 2g, 23. 6mmol) 7E DMF (10m1) = [K)VE-& ¥ 4E = I8 i B
. B NVIREPEIAK (50ml) HHH AR ABEAEEL (2X50m1) o A NLEH K5
By 48 Na,S0, T8, J ks . MW@ i IAE S (0 — 100% PR SBRRI CRERE ) 44
b, F RN FE AR 1, A A (L. 0g,60%) .
[0513]  'H NMR(300MHz, CD,0D) 6 7. 58 (s, 1H), 7. 06 (d, J=8. 20Hz, 1H), 6. 73 (d, J=2. 34Hz, 1
H), 6.65 (s, 1H), 6. 48 (dd, J=2. 34, 8. 20Hz, 1H), 3. 86 (s, 2H).
[0514] —&FESF B
[0515] =/
[0516]  N—{5— G —2-[ (1H- kM —4- FEAIL ) Bk ] ZR3E 1 —1- 2RI —2— feali i

[0517]
i
Oi“?‘@
CI\C[NH @)
N
S”f\\xi;<>
NH

[0518] ¥ [A] f£ 1(300mg, 1. 26mmol) Fl 1— 2 FF Wi —2- FEWE & (273mg, 1. 26mmol) 7E
e (4ml) SFETREYINAE 100°Citf. EMH T BR 20 me, 5% 4 1008 1o Ak Ji AT (i
(10%MeOH ] CH,C1L, Y& ) 4iidk, 13 BMLAH 1 (157mg, 30%)

[0519]  'H NMR(600MHz, Pl —d) 67.94 (s, 1H), 7. 73(d, J=7. 92Hz, 1H), 7. 64 (d, J=2. 351
z, 1H), 7. 56 (d, J=8. 51Hz, 1H), 7. 52 (d, J=8. 22Hz, 1H), 7. 44-7. 49 (m, 1H), 7. 42 (s, 1H), 7. 28
~7.37(m, 1H), 7. 11 (dd, J=2. 35, 8. 22Hz, 1H), 6. 97 (s, 1H), 3. 91 (s, 2H).

[0520] v E) 2

[0521]  N-[5- %l —2- ( &M ZE ) R J-1- IFIRm —2- Tt

[0522]
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[0523] % ME — M P2 )¢ B, B 65— &l —2-( 1 & Wi & ) 2K Ji (CAS16423-54-4) (200mg,
1. 15mmol) F1 1- ZE I —2- EEESL (249mg, 1. 152mmol) RS Y) (243mg, 60%) .
[0524] 'H NMR(600MHz, Al —d,) 6 7.75(d, J=7. 92Hz, 1H), 7. 60 (d, J=8. 51Hz, 1H), 7. 48—
7.54 (m, 2H), 7. 47 (d, J=2. 35Hz, 1H), 7. 29-7. 38 (m, 2H), 7. 22 (dd, J=2. 35, 8. 51Hz, 1H), 2. 22
(s, 3H).

[0525] —FEF C

[0526] &3

[0527]  N-[5- %l —2— ( FSEPRRIESE ) 2RIE 11— SRIFNRIR —2- Tk

[0528]

[0529] #F 0 °C [|a 4k & % 2(194mg, 0. 554mmol) fF CH,Cl,(6ml) ' 1 ¥ ¥ I A
mCPBA (111mg, ~ 0. 554mmo1) » 7F O°CH¥H I FE 30min 5, BRGS0 A« 4 (2ml)
B, HoB e AR A (0 — 100% LR SRR CREEHL 285 0 — 10%MeOH [#) CH,CL,
W) 4, 19 2R S 54, R IE K (35mg, 52%) o

[0530] W]k, bR AL AT AE 0°C R EE A 1 242/ Nalo, ££ MeOH/CH,CN il H,0
AL B A ) 2 Kl o

[0531]  7E 53— AR, bl A S el 8 i AR =R T A 1-10 4 252 1 Oxone® 1
MeOH/CH,CN FT H,0 P IS AL AL S 4 2 R itil % o

[0532] 'H NMR(600MHz, CDC1,) & 7.74(d, J=1. 76Hz, 1H), 7. 71 (d, J=8. 22Hz, 1H), 7. 52-7. 5
9 (m, 2H), 7. 49 (td, J=1. 17, 7. 78Hz, 1H), 7. 32-7. 39 (m, 1H), 7. 25(d, J=8. 22Hz, 1H), 7. 15 (dd
, J=1.91, 8. 36Hz, 1H), 2. 88 (s, 3H).

[0533] —&FE/FD

[0534] A4

[0535]  N-[5- % —2- ( FEEMANGAL ) X3 J-1- KIFMkimg —2- TR ERE

[0536]

[0537] [543 (4ml) (2R HALEH 3 SN\ mCPBA (111mg, 0. 554mmo ) , 4 2

FEERBIRE 1he BHREGWEAWRYE, i Rl A RS (0 — 100% LR LBEI CRER

W) ik, 13BN A A, N EA (T5mg, 53%) o

[0538] W], bR AL AP EAAE SR 2-3 &1 mCPBA AMFEAL A 2 K4

[0539]  7E% —AMEAREEFE T, bR AL & T 7E 205 F 3 24 & i Oxone™ 7E MeOH/
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CH,CON T H,0 ({1 AL BEAL 45400 2 Kbl 46 o

[0540] 'H NMR (600MHz, CDC1,) 6 9. 43 (s, 1H), 7. 88(d, J=1. 76Hz, 1H), 7. 81 (d, J=8. 51Hz, 1
H),7.72(d, J=7.92Hz, 1H), 7. 61 (s, 1H), 7. 47-7. 57 (m, 2H), 7. 34-7. 40 (m, 1H), 7. 26 (s, 1H),
7.23(dd, J=2. 05, 8. 51Hz, 1H), 3. 05 (s, 3H).

[0541]  Ho[R[{k 2
[0542]  5- & —2-( LML ) K%
[0543]

S/
1

o

[0544]  FZME—FESF C, H1 5 S —2- ( 3khmdt ) Z50% (1g, 5. 758mmol) il & br L &4
(914mg, 84%)

[0545]  'H NMR(300MHz, CD,0D) & 7. 32(d, J=8. 20Hz, 1H), 6. 81 (d, J=2. 05Hz, 1H), 6. 72 (dd,
J=1.76, 8. 20Hz, 1H), 2. 86 (s, 3H).

[0546] G5
[0547] 3, 4- "5 -N-[5- & —2- ( FIEmAL ) Z53L ] ZRmRMmEL
[0548]

[0549] & Md—MFEIT B, 15— 50 —2— (P EE PRI ) K% (rpialfA 2) (120mg, 0. 635mmol)
13, 4- 5K —1- TS (156mg, 0. 635mmol) 4R i -&4) (52mg, 21%) .

[0550] 'H NMR(300MHz, CD,0D) & 7.87(d, J=1. 76Hz, 1H), 7. 55-7. 70 (m, 2H), 7. 38 (s, 1H), 7
. 17-7. 27 (m, 2H), 2. 22 (s, 3H).

[0551] 41 EW6

[0552] 3,4 & N-[56- & —2-( FIEWREEEIE ) AL | ZRMNEL %

[0553]

[0554] 2 HE—RAEIT C, B 3, 4- &l -N-[6- &l —2- ( IEmiE ) A% ] Rz (52mg,
0. 136mmo1) H|8&brEALE4) (28mg, 52%)

[0555] 'H NMR(300MHz, M —d,) & 10. 70 (br. s., 1H), 8. 06 (s, 1H), 7. 86 (s, 2H), 7. 44-7.
59 (m, 2H), 7. 34 (dd, J=1. 90, 8. 35Hz, 1H), 2. 84 (s, 3H).

[0556] e
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[0557]  4- & -N-[5— 5 —2—- ( I REMERL ) ZR3E 1-3- I ZRmAmERL

[0558]
L
0-i~ )

CI\©:NH ‘
[0559]  #%ME—MFRST B A1 C, B 56— G —2- ( FZEMLSE ) ZRAEAN 4- & —3- FI2EK —1- Tl
A AR AL A (90mg) .
[0560] 'H NMR (600MHz, CDC1,) 6 10.62 (s, 1H), 7. 82(d, J=2. 05Hz, 1H), 7. 71 (dd, J=1.91, 8
. 36Hz, 1H), 7. 63(d, J=2. 05Hz, 1H), 7. 48 (d, J=8. 51Hz, 1H), 7. 02-7. 15 (m, 2H), 2. 81 (s, 3H),
2. 43 (s, 3H).
[0561] V518

[0562]  N-[5- G —2— ( FFELPRAMESRL ) 2REL 1-3- ik —4-( =PI ) KN
[0563]

&

O=0

[0564]  f& M — M FR)¥ B A1 C, H 65— G —2- ( AEMLZE ) ZRIEAN 4- A -3- ( =3 T4k )
A —1- FAME S & bR AL 54 (43mg)

[0565] 'H NMR(600MHz, M —d,) & 8. 25-8. 35 (m, 2H), 8. 11 (d, J=8. 22Hz, 1H), 7. 39-7. 48
(m, 2H), 6. 75 (dd, J=2. 05, 8. 22Hz, 1H), 2. 70 (s, 3H).

[0566]1 4L &9

[0567]  4- G -N-[56- & —2- ( FEEmIE ) 2R5E 12— HRmANEIL

[0568]

[0569]  Ff—MFE/F B, th 5- &l —2—- ( 3EAR 3L ) ZKJi% (273mg, 1. 57mmol) HT 4- 51 —2-
2% —1- Tt Al (360mg, 1. 57mmol) il & Frdifh 54 (380mg, 66%) o

[0570] 'H NMR(300MHz, PAFf —dg) 68.77 (br. s., 1H), 7. 84 (t, J=8. 06Hz, 1H), 7. 53 (dd, J=
1.90, 9. 82Hz, 1H), 7. 35-7. 48 (m, 3H), 7. 25 (dd, J=2. 20, 8. 35Hz, 1H), 2. 34 (s, 3H).

[0571] &4 10

[0572]  4— % -N-{5— G0 —2—-[ (1H- WM —4- FEFR AL ) TlWEAE ] 08 ) -3- ( =& ) KT
[RiEzS

[0573]
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CI\©:NH
//&:\[\>

[0574] 48— FE 7 B D, |l 5— & —2-[ (1H- kMg —4- FL L) 32k 1 2K % (301mg,
1. 26mmol) Fl 4- & —3-( = &) 2K -1- WS (351mg, 1. 26mmol) ] %% 45 FAL &4
(95mg, 36%) -

[0575] 'H NMR(600MHz, TN —d,) & 8. 27 (s, 1H), 8. 15(d, J=8. 22Hz, 1H), 7. 81 (br. s. , 1H)
,7.73(d, J=8. 51Hz, 1H), 7. 68(d, J=8. 51Hz, 1H), 7. 30 (s, 1H), 6. 91 (dd, J=1. 47, 8. 51Hz, 1H)
,4.56 (br. s., 2H).

[0576]  Hi[E]{& 3
[0577]  [4- (& FF3E ) -1, 3— mEMe —2— LG L FF G AL T IS
[0578]

3 -
N 0

Cl/ﬁ \_

[0579] ¥ 4-( G AL ) -1, 3— WEM: —2- Ji 2h IR 2 (530mg, 2. 86mmol) « Tk IR — LT B
(750mg, 3. 44mmo1) « = Z. & (0. 6m1,4. 30mmo1) F1 DMAP ({E4L & ) 7E THF (10m1) P [sHAE
BRI KR AW OTR SRS KR ER K 48 Na,S0, 158, L5 R4 o
BRI A (30% LR LHE Oty ) 2ifk, 19 20 PR 54, A TE A (391mg,
45%) o

[0580]  'H NMR(600MHz, CD,0D) & 7. 02 (s, 1H), 4. 56 (s, 2H), 1. 54 (s, 9H).

[0581] $ ' @ 4

[0582]  (4-{[(2—- &k —4- GUREL ) Widk ] FF3L |} -1, 3— WEme —2- 3L ) FLFHIRUT g

[0583]

CI\©1NH2 o y‘

/\E\>/NH

[0584] % M — AR T A, B & 2- & & —4- & KB B (376mg, 2. 36mmol) . [4- (& A
FE) -1, 3-mEMr —2— 5 1 FIEFEREUT BE (391mg, 1. 57mmol) FH KZCOS(I. 08g, 3. 45mmo1) HJ
DMF (10m1) 84584k 54 (588mg, 67%) o
[0585] 'H NMR (300MHz, A —dG) 510.18(br.s., 1H), 7.17(d, J=8. 21Hz, 1H
),6.79(d, J=2. 34Hz, 1H),6.62(s, 1H), 6. 51 (dd, J=2.05, 8. 20Hz, 1H), 5. 30 (br.
s., 1H), 3. 88(s, 2H), 1. 53 (s, 9H).
[0586] {L&4 11
[0587]  {4-[ ({2-[ (1— ZKIFWeipg —2— FEMRMESRS ) &k 14— SRFE ) i) Ak 1-1, 3-me
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Mg -2 S b g A R
[0588]

o
=31
Cl\@im o
N
S Ny —NH
//\\XILS Zr/c)
o X

[0589] &M —MAEIT B, B (4-{[ (2- &3 —4- SUARSE ) st ] 2L 1 -1, 3- mEme —2- 3% )
R T BE (640mg, 1. 72mmo1) F 1- ZRFFRRIE —2- TAlE AL (372mg, 1. 72mmol) TEMLRE
(5ml) il bRt 54 (380mg, 54%) o

[0590]  'H NMR(300MHz, Pl —d) & 11.20 (br. s., 1H), 9. 82 (br. s., 1H), 7. 78(d, J=7. 91H
z, 2H), 7. 67 (d, J=2. 34Hz, 1H), 7. 62 (s, 1H), 7. 45-7. 60 (m, 3H), 7. 31-7. 43 (m, 1H), 7. 07-7. 2
2(m, 1H), 6. 77 (s, 1H), 3. 93 (s, 2H), 1. 55 (s, 9H) .

[0591] —RFE/TFE

[0592] G112

[0593]  N-(2—{[ (2—&(2& -1, 3-WEM: —4- L) AR ] B2k | —5- SRS ) —1- 2R HF Mg —2— ik
Wl

[0594]

Cl
\C[S/KZ?"NHZ

[0595]  HEAbAH 11 {4-[ ({2-[ (1 AR FFmRm —2— JERAMEIL ) 20k 14— @Rk ) miks)
Fe -1, 3— mEme —2- L ) SEEFERACT BE (62mg, 0. 11mmol) o TFA (0. 2m1) 7F CH,C1,(1ml)
ISR R o BB B 2050, R =il i e I AR G (50% LR L Bs I Cbeis i) 2hidk,
1FRR A Y) (45mg, 88%) o

[0596] 'H NMR(600MHz, Pfid —d,) 8 8.78(br. s., 11), 7. 77(d, J=7. 92Hz, OH), 7. 55-7. 66 (
m, 3H), 7. 45-7. 55 (m, 2H), 7. 29-7. 41 (m, 1H), 7. 17 (dd, J=2. 20, 8. 36Hz, 1H), 6. 33 (s, 1H), 3.
90 (s, 2H).

[05971 ALE4) 13

[0598]  4- G -N-[5— G —2- ( FIEWRAEEIL ) A0 1-3-( =3 I ) AR

[0599]

[0600] %M — KR B A C, i 5- 5 —2- ( FAEAR AL ) ZRIEA 4- gL 3-( =F &)
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A -1 WS &AL A o

[0601]  'H NMR(300MHz, CD,0D) & 8. 07 (s, 1H), 7. 96 (d, J=8. 50Hz, 1H), 7. 82 (d, J=8. 21Hz, 1
H), 7. 76 (d, J=8. 50Hz, 1H), 7. 41 (d, J=7. 91Hz, 1H), 7. 07 (s, 1H), 2. 83 (s, 3H).

[0602] —f&FEFF

[0603] HE‘E £§ 5

[0604] N, N’ —[ AR (5 & -2, 1- WAHEE )] W [4- & -3-( ZFH %) FRMmEL ]
[0605]

[0606]  [f] 2, 2" — FHACKL (5— B ZEf% ) (CAS29124-55-8) (1. 59g,5. Ommol) 7EALAE (20ml)
HIE BN 4- & -3-( =& 3L ) 2K —1- WELA (2. 76g, 10. Ommo1) , 4 S W AE =95 T 4
$E 16he J3AME 4- S -3- (=T AL ) & -1- Bl (2. 76g, 10. Ommol) FIMERE (20ml) , ¥4
SN EERE 20h o FHR G PE SRR, TN H,00 FE BR8] H H,0 S5, 8 2 [l 44 FH 1,0
e (X2), ¥ T EtOAc H, H IM HCL ZEHX (X 2) , F H,0. #h /K PEik, 48 Na,S0, T8, HL 25K
9, 19 B R IREIE (6. 58) o MIZHIHE R AEFEE (100m1) H VAN 4M NaOH (12ml) ,
KRGS 100°CIE 15min, BE1 22 %0, 7EHHE T A IM HCL (~ 50ml) Zet8Hh g K, 7%
HI& pH4-5. A KK BIF IR EIARR, SR 5 FH EtOAc 2 HL. & I A HLZ H EhK%E
s 48 Na, SO, T4, BB MRYE o 4 7 A T IR 1 KL ] 1A 7E 1 AT NaHCO, Hoky i, 19, FH e/
1 LRI, 19 BRI AW, AR AERA (3. 11g) .

[0607] 'H NMR(600MHz, CD,0D) & 8. 08 (d, J=2. 05Hz, 2H), 7. 93 (dd, J=2. 20, 8. 36Hz, 2H), 7.
81(d, J=8. 51Hz, 2H), 7. 22 (d, J=2. 05Hz, 2H), 7. 18-7. 20 (m, 2H), 7. 10 (d, J=8. 51Hz, 2H).
[0608] &) 14

[0609]  4- &l -N-[6- &l —2-( LFEMmidE ) K& 1-3-( =P E) ARl

[0610]

[0611]  fr) A [H) 44 BN, N — B AR A [ (5~ & -2, 1- W R FE ) ] A [4- & -3-( =5 7
55 ) ZR W i T (0. 32g, 0. 40mmol) 7E CH,C1, (10m1) H [ 3% ¥ I N ¥ T NaHCO, 7K ¥ ¥
(1. 0m1) EEEME G =R 55 (~ 3mmol/g = ZRILWE 113K, 0. 27¢, 0. 80mmol) H1 L HEH
(641 1,0.80mmol) o K i WAEZ W 2h, FH EtOAc #ike, i 38, FH Hi/K k¥, 48 Na,S0, +
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W, W46 . PR ARYIBE AR EIE (0 — 25% LR LERH SR ) 4itk, 15 2R AL &4,
VI Riiki Fd (204mg,59%) ;
[0612] 'H NMR(600MHz, CDC1,) & 8. 12(d, J=2. 35Hz, 1H), 7. 88 (dd, J=2. 35, 8. 22Hz, 1H), 7.
82 (br. s., 1H), 7. 64 (d, J=2. 35Hz, 1H), 7. 59 (d, J=8. 51Hz, 1H), 7. 32(d, J=8. 22Hz, 1H), 7. 06
(dd, J=2. 20, 8. 36Hz, 1H), 2. 60 (q, J=7. 34Hz, 2H), 1. 10 (t, J=7. 34Hz, 3H).
[0613] &Y 15
[0614]  4- G -N-[6— G —2- ( LHEWRABEIE ) 2858 1-3-( = 3L ) ZRMim L
[0615]

CFs

9
0=§ cl
cl NH
T

i
[0616]  #%ME—MKFRIT C, F 4- & -N-[6- G0 —2- ( ZIERAEE ) A 1-3-( = 3L ) ZKnH
Wl il & bR A 540
[0617]  'H NMR(600MHz, CD,0D) 6 8. 15 (d, J=2. 35Hz, 1H), 8. 00 (dd, J=2. 20, 8. 36Hz, 1H), 7.

72(d, J=8. 51Hz, 1H), 7. 44 (d, J=8. 51Hz, 1H), 7. 27 (d, J=2. 05Hz, 1H), 7. 01 (dd, J=2. 05, 8. 51
Hz, 1H), 3. 10-3. 18 (m, 1H), 2. 89-2. 97 (m, 1H), 1. 11 (t, J=7. 34Hz, 3H).

[0618]  Hi[a]{k 6
[0619]  6-[ (BT HEIEIRIL ) & IE ] ML —2- R IR L1
[0620]

Et0,C N. _NHBoc

oy

[0621] ¥ 6- Z FEALIE —2- FRR £ W5 (1.57g,9. 43mmol) . DMAP (1. 12g,9. 18mmol) A1 —
IR —BUT lE (2. 46g, 11. 3mmol) 7E THF (45m1) HIVR-A W) T 60°CHiFE 16h. [ L, 7%
RPIBISEREE (10 — 15% LR LFER ORI ) aifh, 19 20hr 84k 54, 2 B 6 1k
(2. 50g, 100%) o

[0622]  Hi[E]{Ak 7

[0623]  [6-( S ) nbme —2- 2% 1 & EF AT IS

[0624]
N NHBoc
Cl I ~
s

[0625] 1] 6—[ (AUT EAEEBIE ) 258 ] MERE —2- B2 L W5 (456mg, 1. Tlmmol) 7E /K &

B (20m1) ARV AR CaCl, (395mg, 3. 42mmol) o FFEIFAFE, 13 E1 2 0°C, 1%

BN NaBH, (325mg, 8. 55mmol) » K [z N AE 0°CHidk 2h, /K K, A CHCL, ZEHL (X3) . ¥

S BEHE L NayS0, T2, 5% . FRAMEIT EIAE (i (30 — 50% Z.18 ZEEIN ol

W) 4tk BRI ERER (308mg) , N [6-(FRFEFRE) mpme —2- 36 1 &I PR AT s
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EREBEANMREY (~4:1 LK) o ¥ EIRRAWAE CH,CL, (10mD) A I I AL e
(1441 1, 1. 79mmol) F11 SOCL, (120 1 1, 1. 65mmol) o ¥4 Jz B 75 2538 e kE: 4h, H /K F1 Na,CO, ¥4
K, H CHCL, ZEHL. K& I HIANLEZE NayS0, T4, 28 K. RV AL GiE (10% &
MR ORI CRER ) 4idk, 19 2R8G9, AL ERER (208mg, 2 ZHLE A 50%) o

[0626] T A ﬁ 8

[0627] N,N” — B [ (5— &0 -2, 1- WZ£3E ) T W (1- ZE Tl —2— Tk )

[0628]

[0629]  #f—FET F, 2, 27— AR (5— SRl ) FH 1- 2R FFMRIR —2— TRl Uil 25 A%
B EY.

[0630] 'H NMR(600MHz, CD,0D) & 7. 72(d, J=7. 92Hz, 2H), 7. 55 (dd, J=0. 59, 8. 51Hz, 2H), 7.
48 (s, 2H), 7. 32-7. 37 (m, 4H), 7. 22(d, J=2. 05Hz, 2H), 6. 99-7. 02 (m, 2H), 6. 96—6. 99 (m, 2H)..

[0631] —MKFE/F G

[0632] &%) 16

[0633]  {6-[({2-[(1- A FfFmemg —2- FEma WE 05 ) 2038 J-4- SRS 2 ) a8 ] nit
e —2- 3k | 2 S ER AT MR

[0634]

[0635]  [a] N,N” — i AX X [(5— & -2, 1- W 4 F )] W (1- 2K I e Wl —2— ik Ik i )
(271mg, 0. 40mmo1) 7F CH,C1, (4m1) F1 =ML (4ml) o [R¥AVEU I NN NaHCO, 7K (4ml) <
BEMEEESH = FKEER (~ 3mmol/g =W 7128, 0. 40g, 1. 20mmol) . [6-( G I ) Al
g —2—- 2 ] Z SRR ERAUT BE (195mg, 0. 80mmol) FAPY T ZEMIALE: (30mg, 0. 08mmol) o HF S v
TEZ WA 4h, FH EtOAc ks, ik vk, FH Eh/K VRV, 48 Na,SO, T8, W4 . T R i ik AT
ik (10 — 15% LPR SR CRTRW ) 4it, 15 2Rt 59, He ik (260mg, 59%) o
[0636] 'H NMR(600MHz, CD,0D) & 7.74(d, J=8. 22Hz, 1H), 7. 70 (d, J=7. 63Hz, 1H), 7. 50-7. 5
7(m, 2H), 7. 44-7. 50 (m, 2H), 7. 41 (s, 1H), 7. 31-7. 36 (m, 2H), 7. 09 (d, J=8. 22Hz, 1H), 6. 65 (d
, J=7. 34Hz, 1H), 3. 88 (s, 2H), 1. 54 (s, 9H)..

(06371 {L&4 17

[0638]  N—(2—{[ (6— ZAZEMENE —2— F& ) AL ] Aiidk |} -5- SR ) —1- ZRJF Mg —2- iz
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[0639]

[0o640] 4% M8 — AR/ E, B {6-[ ({2-[ (1 KMl —2- ZERmAMEIE ) 240k 1-4- |UREE | i
) ML ] bR —2- 5E bz E FRACT BRI bRk &4 (33me, 78%) o

[0641] 'H NMR(600MHz, CD,0D) 6 7.63(d, J=7.92Hz, 1H), 7. 58 (d, J=2. 35Hz, 1H), 7. 40-7. 4
4 (m, 1H), 7. 35-7. 40 (m, 2H), 7. 31-7. 35 (m, 2H), 7. 26 (ddd, J=0. 88, 7. 04, 7. 92Hz, 1H), 6. 95 (
dd, J=2. 35, 8. 22Hz, 1H), 6. 55(d, J=8. 51Hz, 1H), 6. 31 (d, J=7. 04Hz, 1H), 3. 78 (s, 2H).

[o642] {L&54 18

[0643]  {6-[ ({2-[(1—- A< FFMEIE —2— JEMARLIE ) 2008 14— RURTE | WRRIEEE ) 3L ] nik
e —2- 2k } 2 S PIRACT B

[0644]

[0645] 4% HE—MAEST C, B {6-[ ({2-[ (1 2R HFWeml —2- ZERAmEEL ) 20k 1-4- SR | i
B ML ] kR —2- 55 b 2 ERACT BRI bRk S (98me, 91%) o

[0646] 'H NMR(600MHz, CD,OD) & 7. 67 (d, J=8. 22Hz, 1H), 7. 64 (d, J=7. 04Hz, 1H), 7. 47 (d, J
=2. 05Hz, 1H), 7. 42-7. 46 (m, 1H), 7. 36-7. 39 (m, LH), 7. 29-7. 33 (m, 1H), 7. 22-7. 26 (m, 2H) , 7
.09 (d, J=8. 22Hz, 1H), 6. 77 (dd, J=1. 91, 8. 36Hz, 1H), 6. 68 (d, J=7. 34Hz, 1H), 4. 59 (d, J=12.
62Hz, 1H), 4. 16 (d, J=12. 62Hz, 1H), 1. 52 (s, 9H).

[0647] 4L&54 19

[o648]  N-(2-{[ (6- ZZENMLNE —2- 3& ) FISE ] WAAIESE | -5- GUAREE ) —1- ZJFIRmg —2- fifh
Wkl

[0649]

[0650] %M —MCRE/F B, i1 {6-[({2-[(1- ZFFIRIY —2- FERRIESL ) 200 J-4- 3% ) W
AL ) PR ] mbng —2- 3% ) SUEE A ERU T MR s s AL &4 (T1mg, 91%)
[06511  'H NMR(300MHz, CD,0D) & 7. 65(d, J=7. 91Hz, IH), 7. 52-7. 62 (m, 1H), 7. 50 (d, J=1. 4
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THz, 1H), 7. 39-7. 46 (m, 1H), 7. 29-7. 38 (m, 2H), 7. 20-7. 29 (m, 2H), 6. 89 (dd, J=1. 47, 8. 50Hz
, 1H), 6. 79 (d, J=8. 79Hz, 1H), 6. 44 (d, J=7. 03Hz, 1H), 4. 60 (d, J=13. 48Hz, 1H), 4. 25(d, J=13
. 19Hz, 1H).

[0652] &4 20

[0653]  {6-[ ({2-[(1- ZRFFWem —2— FEMaWEAL ) 208 14— SR | amtdt ) 2L ] ik
WE —2- A& 1 AP T IS

[0654]

CL\I:i::I:N
$§/\TiftH/NHBOG

00

[0655] 4% —MFE/T B, B {6-[ ({2-[ (1 2K JFmRmg —2- SERAMEIL ) 200 1-4- &R | i

) I T obeE —2- 5} IR RBUT BEHlA bR AL A (60mg, 56%) o

[0656] 'H NMR (300MHz, CD;0D) & 7.79(d, J=1. 76Hz, 1H), 7. 65 (d, J=7. 62Hz, 1H), 7. 55(d, J

=8. 50Hz, 1H), 7. 44 (s, 1H), 7. 18-7. 40 (m, 5H) , 6. 72 (dd, J=1. 76, 8. 50Hz, 1H), 6. 60 (d, J=7. 3

3Hz, 1H), 4. 97 (s, 2H), 1. 51 (s, 9H).

[0657] 4 21

[0658]  N-(2—{[ (6— ZFENLmE —2- 3L ) FIIE 1 WAMESE | -5 SUARIE ) —1- R IFRRIR —2- T ik

%
[0659]

[0660] 2 fE— AT E, H (6-[ ({2-[ (1— ZR Wk —2- JERamE It ) 2 0E 1-4- SURIE | il
PRk ) AL ] nibmE —2- 2 ) 2 E AU T MRHI AR AL S Y (47Tmg, 94%) .

[0661]  'H NMR(300MHz, CD,0D) & 7.73(d, J=2. 05Hz, 1H), 7. 66 (d, J=7. 62Hz, 1H), 7. 52(d, J
=8. T9Hz, 1H), 7. 20-7. 44 (m, 4H), 7. 14 (t, J=7. 7THz, 1H), 6. 73(dd, J=1. 76, 8. 50Hz, 1H), 6. 4
8(d, J=8. 20Hz, 1H), 6. 28 (d, J=7. 33Hz, 1H), 4. 91 (s, 2H).

[o662] {L&54 22

[0663]  3—-[ ({2-[(1- ASFHFmemg —2— FERAMEIE ) 23t 1-4- |3 ) miZd ) H3E J-1H-nit
M —1- SRR BT B

[0664]
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X
‘ N
3/\E;N/Boc

[0665] & fl—RFET G, N, N” = A A [ (5— 50 -2, 1- WL ) T X (1- 2R FF sy —2— itk
WM ) A 3— (YR AR ) —1H- b —1- SRR BT ME & bR 4k 54 (206mg, 36%) o

[0666] 'H NMR(600MHz, CDC1,) & 8. 30 (br. s., 1H), 7. 93(d, J=2. 64Hz, 1H), 7. 62-7. 67 (m, 2
H),7.47-7.52(m, 1H), 7. 42-7. 45(m, 1H), 7. 41 (s, 1H), 7. 34 (d, J=8. 22Hz, 1H), 7. 28-7. 32 (m
, 1), 7. 00 (dd, J=2. 20, 8. 36Hz, 11), 6. 03 (d, J=2. 64Hz, 1H), 3. 88 (s, 2H), 1. 64 (s, 9H).
[0667] G4 23

[0668]  N-{5— %l —2—[ (1H-mibme —3—- FLAEL ) MikE 1 2R3 | -1- ZRIFmensg —2- Tt fix
[0669]

[0670]  Ff— AT E, H 3-[ ({2-[ (1- 2R IFmRIR —2- JERai st ) 23k 1-4- SUR%EE | mi
) AL T-1H- mEme —1- BRI T BRH & AR5 Y) (15mg, 66%) o

[0671] 'H NMR (600MHz, CD,0D) 6 7.70(d, J=7.92Hz, 1H), 7. 51-7. 55 (m, 1H), 7. 45-7. 50 (m,
2H), 7. 37-7. 44 (m, 2H), 7. 34 (t, J=7. 19Hz, 1H), 7. 25-7. 31 (m, 1H), 7. 11 (dd, J=1. 76, 8. 22Hz
, 1H), 5. 88(br. s., 1H), 3. 89 (s, 2H).

[0672] —FE/F H

[06731 Hi[a]{k 9

[0674]  3-[(2- & —4- FREL ) Miidk 1-N, N- — AL BLiL

[0675]

[0676]  # 2- & Hk -4- & 2K B B (327mg, 2. 05mmol) . N,N- — B 5 & Wb A%
(203mg, 2. 05mmo1) A1 HOAc (0. bml) {F: CH,C1,(5ml) " HVR-EWI/E SIS 3 Ko ¥V H
NaHCO, ( KV ) VK, 8R 5 F CH,CL, 2B (2 X 10m1) o B HLZE KR Eh K B ise, 78 EL 5k
b B iE i T (50% LB SRR Ol ) 4ith, 15 2IFRE4L 54 (284mg, 54%) .
[0677] 'H NMR(300MHz, CD,0D) & 7. 26 (d, J=8. 21Hz, 1H), 6. 76 (d, J=2. 05Hz, 1H), 6. 56 (dd,
J=2. 34, 8. 20Hz, 11), 2. 85-3. 02 (m, 8H), 2. 57 (t, J=7. 03Hz, 2H).

[0678] {L&4 24

[0679]  3-{[4- W 2-({[4- W -3-( =PI ) I ] MBSt 258 ) R ] Wil

Sy
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He V=N, N- R TR Wk

[0680]
CFsy
9
0= cl
CIQNH 5
1
0

[o681]  F% M — A FE 7 B A1 C, Hh 3-[(2- & 2E —4- &R 3E ) B 1-N, N- = FF 55 4 Bt i
(284mg, 1. 11mmol) Hl#& bRtk &4 (280mg) o

[0682] 'H NMR(600MHz, CD,0D) &6 8. 16 (d, J=1. 76Hz, 1H), 8. 00 (dd, J=2. 05, 8. 22Hz, 1H), 7.
75(d, J=8. 51Hz, 1H), 7. 57(d, J=8. 51Hz, 1H), 7. 32(s, 1H), 7. 21 (d, J=7. 92Hz, 1H), 3. 26 (br.
s., 1H), 3. 18(br. s., 1H), 3. 02 (s, 3H), 2. 95 (s, 3H), 2. 83-2. 91 (m, 1H), 2. 62-2. 76 (m, 1H).
[0683] {L&4 25

[o684]  {4-[({2-[(1- < FFmemg 2- Bt &) A A J4- R R E ) Bt E) 7
5 1-1, 3 mEme —2- 5L} I RRAAUT iR

[0685]

O

60
CI\QNH O 5 %
N O

S
[o686] & Md—MFET C,of (4- (((2— (R IFFMRHR —2- TRl ) —4— SRk ) Mt ) %)
MEME —2— 55 ) ZIEFERL T BE (138mg, 0. 256mmol) 464k, 15 BIFRFALSY) (97mg, 68%) .
[0687]  1H NMR(600MHz, TN/l —d6) & 10. 43 (br. s., 1H), 7. 75-7. 84 (m, 2H), 7. 66 (d, J=2. 05
Hz, 1H), 7. 62 (dd, J=0. 88, 8. 51Hz, 1H), 7. 50 (ddd, J=1. 32, 7. 26, 8. 44Hz, 1H), 7. 32-7. 41 (m,
1H), 7. 11-7. 24 (m, 2H), 6. 74 (s, 1H), 4. 47 (d, J=12. 91Hz, 1H), 4. 37 (d, J=12. 91Hz, 1H), 1. 50
(s, 9H).
[0688] V&4 26
[0689]  N-(2-{[(2- & 2E —1, 3— MEME: —4- JL ) 3L ] WRREEIL ) -5 A3 ) -1- ZKIFmk

g -2 TR M
3
I H e}

[0690]
ROE
N
S Ny—NH
QAEQ’ A
[0691]  F& M —ERE T B, X (4-[ ({2-[ (1- ZKFFWRg —2— FEmamE st ) &0k 1-4- &K% | W
FETBERE ) A3 01, 3— MEME —2- 3% ) EIL IR T EE (87mg, 0. 153mmol) 34T M —Boc, 133
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RS (58mg, 82%)

[0692] LH NMR (600MHz, TAJfl —d6) & 10. 43 (br. s., 1H), 7. 75-7. 84 (m, 2H), 7. 66 (d, J=2. 05
Hz, 1H), 7. 62 (dd, J=0. 88, 8. 51Hz, 1H), 7. 50 (ddd, J=1. 32, 7. 26, 8. 44Hz, 1H), 7. 32-7. 41 (m,
1H), 7. 11-7. 24 (m, 2H), 6. 74 (s, 1H), 4. 47 (d, J=12. 91Hz, 1H), 4. 37 (d, J=12. 91Hz, 1H), 1. 50
(s, 9H).

[0693] G4 27

[0694]  {4-[ ({2-[ (1 AR FFMR —2— JERAMESRL ) 2008 1 -4- SUREs | ImEdE ) A2k ]-1, 3- 1k
e —2— FE 2 BE I IRAUCT B

[0695]

O”C")

s NG >‘O‘<
/\E Y—NH
S
[0696] 2 HE—RAET D, B (4- (((2— (A FFMRIR —2- BRMEIG AL ) —4- SURIE ) i) L)
WEme —2—- 5 ) FEEFEBUT B (117mg, 0. 212mmol) #) & A 4L54) (112mg, 90%) .
[0697]  1H NMR (600MHz, A K —-d6) & 7. 80(d, J=7. 92Hz, 2H), 7. 78 (d, J=1. 76Hz, 1H), 7. 67 (
d, J=8.51Hz, 1H), 7. 59 (d, J=7. 92Hz, 1H), 7. 50 (t, J=7. 63Hz, 1H), 7. 37 (t, J=7. 48Hz, 1H), 6.
99 (s., 1H), 4. 70 (s., 2H), 1. 53 (s, 9H)
[0698] 1H NMR(600MHz, A Hi —d6) & 7.80(d, J=7.92Hz, 2H), 7. 67 (d, J=8. 51Hz, 1H), 7
.60 (br. s., 1H), 7. 50 (t, J=7. 63Hz, 1H), 7. 33-7. 41 (m, 1H), 6. 99 (br. s., 1H), 4. 70 (br.
s., 2H), 1. 53 (s, 9H).
[0699] &) 28

[0700] N-(2-{[(2- & 3& —1, 3— WEM: —4- FL ) HI 3L ] IR L | -6 & 2R &8 ) —1- K IFmk

M —2— T e
0
NH O

[0701]
Cl
T
¥ T N
O S

[0702]  $ZME— MR F B, th {4-[({2-[(1- KRR —2- BB AL ) 22k 1-4- 0K
WAL ) A2k ] -1, 3- WM —2— 3L } S IRAUT R (T7mg, 0. 153mmol) il # brdlib &4
(54mg, 86%) o

[0703]  1H NMR(600MHz, Al ~d6) 8 7. 74-7. 85 (m, 2H), 7. 68 (d, J=2. 35Hz, 1H), 7. 64 (dd, J
=0. 88, 8. 51Hz, 1H), 7. 53(ddd, J=1. 32, 7. 19, 8. 51Hz, 1H), 7. 39 (ddd, J=0. 88, 7. 26, 8. 001z,
1H), 7. 16-7. 24 (m, 2H), 6. 74 (s, 1H), 4. 32-4. 46 (m, 2H), 1. 47-1. 55 (m, 9H).

[0704] I 10
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[0705] 55— 41 —2—(((5— flJE —1H-ntkme —3— 3L ) AL ) #h3E ) 2%
[0706]

[0707] % (5— fiff & —1H- b Mg —3- 55 ) A% (524mg, 3. 66mmol) ¥ 5t A SOCL, (3ml) 7E
CH,C1, (5ml1) " T~ 35°CALTE 2 /Nito BBV, 13RI 3- CRUFZE ) -5- AL —1H- ki,
IR FRRR T A, 2- 00 —4- SURBRE (161mg, 1. 0lmmol) A 3- (&AL ) -5 filf
JE —1H- ntk M K,CO, (468mg, 3. 39mmo1) 7E DMF (3m1) FPi#l & britk &4 (515mg, 49%) o
[0708]  1H NMR(600MHz, CD,0D) & 7. 05 (d, J=8. 22Hz, 1H), 6. 77 (d, J=2. 35Hz, 1H), 6. 60 (s, 1
H), 6. 49 (dd, J=2. 05, 8. 22Hz, 1H), 3. 95 (s, 2H).

[0709] &4 29

[0710]  N-(5— 5 —2—{[ (5—fi§Z& —1H-ntbme —3— % ) FIJE D Wil | R0 ) —1- A FFIRNg —2- T
RIS

[0711]

N2
qo’ Q‘O

[0712] 4% M — R FE P B, o 5- &l —2- (((5— A3k —1H-nbmg —3- 56 ) 3L ) #idk ) Z50%
(503mg, 1. 77mmol) FIZEIFHRNH —2- BAMES (384mg, 1. 77mmol) ZEMENE (5ml) il & b A1k
&1 (580mg, T1%) .

[0713]  1H NMR (600MHz, CD,0D) 8 7. 70-7. 73 (m, 1H), 7. 53-7. 56 (m, 1H), 7. 49 (d, J=1. 47Hz,
1H), 7. 47-7. 49 (m, 1H), 7. 47 (d, J=1. 1THz, 1H), 7. 45 (d, J=2. 35Hz, 1H), 7. 44 (d, J=0. 88Hz, 1
H), 7. 35 (ddd, J=0. 88, 7. 26, 8. 00Hz, 1H), 7. 15 (dd, J=2. 35, 8. 22Hz, 1H), 6. 42 (s, 1H), 3. 97 (
s, 2H).

[0714]  ALEH) 30

[0715]  N-(5- & —2- {[ (5 fif2& —1H- mbme -3- 3% ) FZE ] WmEEESS | 2R3 ) —1- IRk
Mg —2— Tt M

[0716]
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) O,Nlio
[0717]  $& M —FE)P C, B N-(5- & —2— ([ (5— A —1H-mbme -3- & ) AL ] Aidt ) 2R
55 ) —1- ZRFFIRI —2- TalEi% (245mg, 0. 528mmol) il 45 brdliik 54 (155mg, 61%) o
[0718]  1H NMR (600MHz, CD,0D) & 7. 67 (dt, J=0. 77, 7. 56Hz, 1H), 7. 42-7. 45 (m, 2H), 7. 35 (t
d, J=1. 32, 7. 85Hz, 1H), 7. 24-7. 29 (m, 2H) , 7. 09 (d, J=8. 22Hz, 1H), 6. 85 (d, J=8. 22Hz, 1H), 6
.33(s, 1H), 4. 61 (d, J=14. 09Hz, 1H), 4. 48 (d, J=14. 09Hz, 1H).
[0719] —&FEF 1
[0720] &) 31
[0721]  N-(2-{[ (5- 2 & ~1H-MEme: 3-8 ) AL ] e | -5 GUARSE ) —1- R IFNcrRg —2— ik
Tk friz
[0722]

[0723]  FEH, IR TR N-(5— 50 —2— ([ (5— A2 —1H-npbme =32 ) AL g} 2R3 ) —1- 28
FEWIR -2 T e (77mg, 0. 166mmol) 7EA7AF Pd/C (10%wt, 18mg) F£F MeOH (3m1) ik Ja i
AL G

[0724]  1H NMR(600MHz, CD,0D) & 7. 70 (d, J=7. 92Hz, 1H), 7. 52-7. 56 (m, 2H) , 7. 48 (ddd, J=1
. 17,7.12, 8. 44Hz, 1H), 7. 44 (s, 1H), 7. 40 (s, 1H), 7. 34 (t, J=7. 48Hz, 1H), 7. 28 (d, J=8. 51Hz
, 1), 7. 11 (dd, J=2. 20, 8. 36Hz, 1H), 3. 74 (s, 2H).

[0725] &4 32

[0726] N-(2-{[(5— 2 Z& —1H- it mk —3- &) 3L ] WML 2L | -5 AUa & ) —1- A FFmk
I —2— Fif kL

[0727]
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[0728]  FME—MFET 1, tH N-(5— & —2— {[ (5— AHZE —1H- nitme —3- 28 ) FRZE ] WPt |
ARHE ) —1- IR —2- TEL (46mg, 0. 096mmol) I8 JA bR A (39mg, 91%) -

[0729]  1H NMR(600MHz, CD,0D) & 7. 91-7. 99 (m, 1H), 7. 67-7. 72 (m, 1H), 7. 56-7. 62 (m, 111),
7.50-7. 55 (m, 1H), 7. 41-7. 48 (m, 2H) , 7. 29-7. 40 (m, 2H) , 7. 13(dd, J=1. 91, 8. 36Hz, 1H), 4. 5
5(d, J=13. 79Hz, 1H), 4. 05 (d, J=13. 79Hz, 1H)

[0730] 54 33

[0731]  N-(2-{[(5— 2 Z& —1H- mbme —3- &) F 3 ] A BE 2L | 5 AR 58 ) —1- 2R FFmk
I —2— Fif kL

[0732]

[0733] &z —CRE 5 D R H, th N- (5 & —2— {[ (5 AL —1H- mkmy —3- 3% ) AL ] Btk |
REE ) —1- SRIFFIRIR —2- T BE il s A AL 54 (2Tmg)

[0734]  1H NMR (600MHz, CD,0D) 8 7. 69-7. 74 (m, 2H), 7. 62-7. 58 (m, 3H), 7. 51 (dd, J=0. 59, 8
. 51Hz, 1H), 7. 44 (ddd, J=1. 17, 7. 12, 8. 44Hz, 1H), 7. 26-7. 35 (m, 1H), 7. 09 (dd, J=1. 91, 8. 66
Hz, 1H), 4. 59 (s, 2H).

[0735] B4 11
[0736]  1- A& —1H- kMg —4— FIEE
[0737]

[0738]  {EVKYAHIF 1] NaH (95%, 231mg, 9. 18mmol) 7F THF (20ml) 1 (BTN 4— Bk M

I (588mg, 6. 12mmol) » TEZAVT M MERAGWIEIR 2 /M. IR EWA I 2 5,

1- BB (Gml) INZEVREYF, RIGFFRIR 2 /N RSV H1 2 0, BRI K. B

A EtOAc ZEHL (2x50ml) , R 7K PR, 28 Na,SO, T4, B8R4 o A=l i pek A it

(0-10%MeOH 7 CH,CL, H I ) 4k, 15 2br AL &4 (487mg, 58%) .

[0739]  1H NMR(600MHz, CD,0D) 8 9. 73 (s, 1H), 7. 97 (s, 1H), 7. 84 (s, 1H), 4. 07 (t, J=7. 04Hz
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, 2H), 1. 73-1. 92 (m, 2H) , 0. 93 (t, J=7. 34Hz, 3H).

[0740] A 12
[0741]  (1- A ZE —1H- Beme —4- L) A
[0742]

HO/T%

N

M_\

[0743]  7F 0°C. [i] LAH(2. OM ] THF %3, 1. 9m1, 3. 882mmo1) 7 THF (10m1) = [ %5 v 3 b
1- A3 —1H- BE M —4— RIS (487mg, 3. 529mmol) 7F THF (4ml) T I¥AW . 7F 0°CHitk 5min
Jii s 7E 0°C R#7K (0. 2ml) L 15%NaOH (0. 2ml) F N2 R MNVIR AW ¥R NIR-G&W)7E = E 0
FE 2 /NI o B MgSO, I ARG T, JE e 4, K R LR, 43 2 s AR Y, AR gt
—BEi LRI ATE A

[0744]  1H NMR(600MHz, CD,C1,) & 7.42(s, 1H), 6. 86 (s, 11), 4. 59 (s, 2H), 3. 87 (t, J=7. 04H
z, 21, 1. 73-1. 82 (m, 2H), 0. 93 (t, J=7. 34z, 3H).

[0745] I 13

[0746]  5-&( —2-(((1- A3k —1H-Bkme —4- 355 ) ) fidE ) %

[0747]
N
S N
.

[0748]  ¥§ (1- P4 2k —1H- BK M —4- L ) A2 (535mg, 3. 1lmmol) # %% A SOCL, (3ml) 7E
CH,CL, (5ml) "1 T 35°CALIE 2 /Mo BRZSHEH, 13 BRLA) 4- CRUF 3L ) —1- N2 —1H- Bk,
IR FRRR T A, 12— &0 —4- SRR (T44mg, 4. 66mmol) I 4- (R ) -1- 4
B —1H- BRME, K,CO, (2. 1g, 15. 54mmol) 7E DMF (10ml) P45 Am ik 54 (587mg, 67%) o
[0749]  1H NMR(600MHz, CDCL,) & 7. 38 (s, 1H), 7. 17 (d, J=8. 22Hz, 1H), 6. 67 (d, J=2. 05Hz, 1
H), 6. 57 (dd, J=2. 20, 8. 07Hz, 1H), 6. 51 (s, 1H), 3. 85 (s, 2H), 3. 79 (t, J=7. 04Hz, 2H), 1. 67-1
.76 (m, 2H), 0. 88 (t, J=7. 34Hz, 3H).

[0750] {kL&54) 34

[0751]  N-(5— G —2-{[(1-TAZE —1H- KM —4- L) L T miidk | 2R3 ) —1- 2R JFkmg —2— ik
Tk fiz

[0752]
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[0753] 4% M — A2 )P B, H 5 &0 —2- (((1- A ZE —1H- kM —4- 3% ) AL ) Biidk ) Afi%
(587mg, 2. 082mmo 1) 2K FEMRNHE —2- TEIES (451mg, 2. 082mmol) FEMEIE (10m1) Hifi) 24 b @il
&Y (463mg, 48%) o

[0754]  1H NMR(600MHz, CD,0D) & 7. 71 (dt, J=1.03, 7. 92Hz, 1H), 7. 57(d, J=1. 17Hz, 1H), 7.
52-7.55(m, 1H), 7. 44-7. 51 (m, 2H), 7. 42 (d, J=0. 88Hz, 1H), 7. 34 (td, J=1. 03, 7. 56Hz, 1H), 7
. 27(d, J=8. 22Hz, 1H), 7. 07 (dd, J=2. 35, 8. 51Hz, 1H), 6. 44-6. 51 (m, 1H), 3. 75-3. 81 (m, 4H),
1. 63 (dquin, J=7. 19, 7. 34Hz, 2H), 0. 74-0. 82 (m, 3H).

[0755] &) 35

[0756]  N-(5— &0 —2—-{[(1- A Z& —1H- mkme —4- 35 ) FIZE ] WRAEEZE | 2R3 ) —1- 2R IFFmk
I —2— T L A%

[0757]

X
S /N
SO

[0758] 48— MR FE/T C, I N-(5— S —2—-{[ (1- N Z& —1H- BRmMe —4- 3% ) FI3E ] midd b o
K5 ) —1- ZFFIRIR —2- BalEiL i & AR A5 (148mg, 75%) o

[0759]  1H NMR (600MHz, CD,0D) & 8. 46 (s, 1H), 7. 70 (dd, J=1. 47, 8. 22Hz, 1H), 7. 49 (dd, J=0
.88, 8. 51Hz, 1H), 7. 38-7. 43 (m, 2H), 7. 35 (d, J=0. 88Hz, 1H), 7. 30 (ddd, J=1. 03, 7. 19, 7. 92H
z, 1H), 7.12(d, J=8. 51Hz, 1H), 6. 91 (dd, J=1. 91, 8. 36Hz, 1H), 6. 80 (s, 1H), 4. 57 (d, J=14. 38
Hz, 1H), 4. 43 (d, J=14. 09Hz, 1H), 3. 84-3. 99 (m, 2H), 1. 57—-1. 71 (m, 2H), 0. 81 (t, J=7. 34Hz, 3
H).

[0760] 44 36

[0761]1  N-(5— % —2-{[ (1- NZE —1H- Wkme —4- 2% ) AL ] RARESE | 2R3 ) —1- 2R 9Fmk

[0762] 1§ —2— Tk A%
[0763]
S/
o<1
cl NH ©
\CE (Y\

S N
IION§//\/

0
[0764]  F%ME—MFEF D, i N=(5- S 2 {[ (1- A2 —1H- BRI —4- 2 ) AL ] Atk ) %
) —1- ZR IR —2- BRI S brdb &4 (115mg, 60%) o
[0765]  1H NMR(300MHz, CD,0D) & 7. 82(s, 1H), 7. 71 (dd, J=1. 32, 7. T7Hz, 1H), 7. 67 (d, J=2.
05Hz, 1H), 7. 55 (d, J=8. 50Hz, 1H), 7. 44-7. 50 (m, 2H), 7. 41 (td, J=1. 32, 7. 69Hz, 1H), 7. 25-7
.35(m, 1), 6. 85 (dd, J=2. 05, 8. 79Hz, 1H), 6. 76 (s, 1H), 4. 57 (s, 2H), 3. 74 (t, J=7. 03Hz, 2H)
, 1. 54 (quind, J=6. 89, 7. 07Hz, 2H), 0. 69 (t, J=7. 47Hz, 3H).
[0766] & 14
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[0767] 4 (4-(FRIEFEE) mkrg —2- &) ZILPEACT B
[0768]

H
HO i \N N»,QW<

=N o

[0760] K (2- AL nLNE —4- %5 ) FIEE (547mg, 4. 408mmol) . —Fk R — KU1 FE (1. 25,
5. 730mmo1) 7E t—-BuOH (20m1) " FIEEAE ZIR TP BREWH, A SR L1, JE5
[, B e B AW G . FRAYYDIE LA (10%MeOH f) CHLCL, ¥R ) 4lifk, 13 3IbR itk &
W, A A ELE & (703mg, 71%) o

[0770]  1H NMR(600MHz, CDC1,) & 8. 18(d, J=5. 28Hz, 1H), 8. 00 (s, 1H), 6. 92-7. 10 (m, 1H), 4
.75(s, 2H), 1. 32—1. 66 (m, 9H).

[0771] Bk 15

[0772]  (4-(((2- &2 —4- SRk ) ks ) L) mbee —2- 55 ) REFRBUT B

[0773]
Cl NH,
X Y
S N N\H/Cl\iii

| =N O

[0774] R (4-(F2 L A AL ) mbmg —2- 58 ) 20 & R AU T fE (600mg, 2. 679mmol) #
56 H S0C1,(3ml) 7E CH,CL, (5ml) A F &= A 2 2 /B B 297, /3 2 (-( &
L) mbmE —2- 28 ) AR PR T BE. ARG —REPA H2- 25 43 F
i 1% (641mg, 4. 019mmol) « K,CO, (1. 8g, 13. 39mmo1) £F DMF (20ml1) ' i £& ¥ & 4L & W)
(667mg, 68%) o

[0775] 1H NMR(600MHz, CDC1,) 6 9.83(br.s., 1H), 8. 20(d, J=4. 70Hz, 1H), 7. 85 (s
, 1H),6.92-7. 18 (m, 1H), 6. 60-6. 75 (m, 2H) , 6. 55 (dd, J=2. 05, 8. 22Hz, 1H), 4. 42 (br.
s.,2H), 3.78(s, 2H), 1. 54 (s, 9H).

[0776] 4L EW) 37

[0777]1  {4-[({2-[(1— A FFmemg —2- M mE 5 ) =28 J4- SR & T midd ) P& it
WE —2- 2k } 25 PIRAUT B

[0778]

Q
140
cl NH O

S A

Oyt
[0779] %M —KFEF B, i (4-((2- & HE —4- EAREL ) AL ) FIEL) kg —2- &) H &
FRR LT HE (667mg, 1. 827mmo1) FI 2K FfER —2- R A (396mg, 1. 827mmo1) ZEMLEE (10m1)

SRR S (555mg, 56%) o
[0780]1  1H NMR(600MHz, CD,0D) & 7. 99 (d, J=4. 99Hz, 1H), 7. 64-7. 73 (m, 2H), 7. 59 (d, J=1. 1
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THz, 1H), 7. 50-7. 55 (m, 1H), 7. 42-7. 50 (m, 2H) , 7. 30-7. 39 (m, 1H), 7. 15(dd, J=1. 03, 8. 36Hz
, 1H), 6. 96-7. 05 (m, 1H), 6. 56 (d, J=5. 28Hz, 1H), 3. 77 (s, 2H), 1. 48-1. 61 (m, 9H) .

[0781] &%) 38

[0782]  N-(2—{[ (2— Z(ZEntbng —4- 2% ) WL ] Biidt | -5 RUREE ) —1- R IFMkmg —2— Talbfix
[0783]

X
s s NH:

[0784]  F%f— /T E, i {(4-[ ({2-[ (1— 2R FF Mg —2- SRR 2L ) 20 14— SUR%EE | i
HE) IE T bmE -2-JE ) L IRAUT BE (96mg, 0. 176mmol) il 2 bR it 544 (T6mg, 100%) o
[0785]  IH NMR(600MHz, CD,0D) 8 7. 72-7. 76 (m, 2H), 7. 65 (d, J=6. 46Hz, 2H), 7. 58 (dd, J=0.
73, 8. 36Hz, 1H), 7. 46-7. 53 (m, 2H), 7. 42 (d, J=2. 05Hz, 1H), 7. 37 (td, J=1. 03, 7. 56Hz, 1H), 7
.31(d, J=8.51Hz, 1H), 7. 16 (dd, J=2. 35, 8. 51Hz, 1H), 6. 64 (dd, J=1. 61, 6. 60Hz, 1H), 6. 50 (s
, 1H), 3. 90 (s, 2H).

[0786] &4 39

[0787]  {4-[({2-[(1- ZRFFWem —2- ZEMA RS ) &8 14— SURZE | mmEE ) A ]t

e -2 FE | =P ERAUT e
@
o1 ]
NH O

[0788]
Cl
O: § o?
R
CﬁS:O\()\I/WC)r
>

[0789]  4ZM&— A%/ D, B {4-[({2-[ (1— KMl —2- ZERmAEIE ) 20k 1-4- |UREE | i
) ML ] ke -2- 5 T ZFE AT RS PR A S (49mg) .

[0790] IH NMR (600MHz, CD,0D) 6 7.93(d, J=6. 75Hz, 1H), 7. 78 (s, 1H), 7. 73 (d, J=2. 05Hz, 1
H), 7.63(d, J=7. 63Hz, 1H), 7. 41 (d, J=8. 80Hz, 1H), 7. 33 (s, 1H), 7. 29(d, J=3. 81Hz, 1H), 7. 2
3(dt, J=3.96, 7. 92Hz, 2H), 6. 85 (dd, J=2. 20, 6. 60Hz, 1H), 6. 68 (d, J=7. 92Hz, 1H), 4. 56 (br.
s., 2H), 1. 47 (s, 9H).

(07911  {L&4 40

[0792]  {4-[ ({2-[(1— ZRJfMkengg —2- JEMmAILAE ) 20k 1-4- SRt | malit ) I 1-1- 40
FRIERE —2— 2 } 2 PR AT B

[0793]
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[0794] &M FET D, t {4-[({2-[ (1- ZR Mg —2- ZERAMEIL ) 20 14— SUR% T TR
5 PEE T mbeE —2- 2} IR IRABUT BEH S bR &) (82me) .

[0795]  IH NMR(600MHz, CD,0D) & 8.22(d, J=6. 46Hz, 1H), 7. 96 (s, LH), 7. 76 (d, J=16. 73H
z, 1H), 7. 60-7. 68 (m, 1H), 7. 43(d, J=8. 51Hz, LH), 7. 37 (s, 1H), 7. 31 (br. s., 1H), 7. 21-7. 2
7 (m, 1H), 7. 09 (d, J=6. 46Hz, 1H), 6. 85 (d, J=6. 75Hz, 1H), 6. 72(d, J=7. 63Hz, 1H), 4. 60 (br.
s., 2H), 1. 55(s, 9H).

[o796] {L&4 41

[0797]  N-(2-{[ (2 ZZENMLNE —4- 3% ) 2L ] BAMESE | -5 SUARIE ) —1- R IFNrR —2- Tk
iczs

[0798]

//S(@NHZ
oo [\

[0799]  &Md—FET E, 1 {4-[ ({2-[ (1— ZR W —2- JERsmE I ) 208 1-4- SUR%: | Tl
Meds ) AL 1 nibmE —2- J5 b 258 I IRACT Bs il & An ik &4 (32mg, 100%) .

[0800]  1H NMR (600MHz, Pfil—d6) & 7. 74-7. 85 (m, 3H), 7. 61-7. 70 (m, 2H) , 7. 52-7. 58 (m, 1
H), 7. 45 (td, J=1. 17, 7. 92Hz, 1H), 7. 28-7. 38 (m, 1H), 7. 09 (dd, J=2. 05, 8. 51Hz, 1H), 6. 88 (s
, 1H), 6. 57-6. 66 (m, 1H), 4. 89 (s, 2H).

[0801] G 42

[0802]  N-(2-{[(2- &2 —1- EARMEmE —4- 55 ) A2 ] WAl 2L | -5 SRS ) —1- 2R FFmk
Mg —2— fif Ik

[0803]

AN

0
[0804] %M — AR P By H1 {4-L({2-[ (1= ZRFFMRIG —2- FERAIBEIL ) 22 1-4- |23t )
AL ) % J-1- AR e —2- 3% | 2 FIRBU T i (T7mg, 0. 130mmol) 1l % 4R/t & 4)
(43mg, 67%) «
[0805]  1H NMR(600MHz, i -d6) & 8. 07 (d, J=4. 70Hz, 3H), 7. 76-7. 81 (m, 2H), 7. 74 (s, 1H
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), 7.64(d, J=8. 51Hz, 1H), 7. 58 (d, J=8. 51Hz, 1H), 7. 46-7. 49 (m, 1H), 7. 32-7. 37 (m, 1H), 7. 1
5(dd, J=1. 32, 8. 36Hz, 1H), 6. 94 (br. s., 1H), 6. 52(d, J=4. 99Hz, 1H), 4. 76 (s, 2H).

[0806] AL &4 43

[0807]  N-(2—{[ (2- ZZENMERE —4-F& ) AL ] WIIESE | -5 GUAREE ) —1- ZRFFMRmg —2— ik
(VRIS

[0808]

[0809] 4% M — AR F C M —MRAE P E, |1 {4-L({2-[(1- 2R JF R —2- FEmaBE 2t ) 2t
B 14 FURTE L BidE ) I ] mbee —2- R ) S PERAUT BRI A AR AL A (103me) .
[0810]  1H NMR(600MHz, i —d6) & 8. 29 (br. s., 1H), 7. 74 (dd, J=7. 04, 18. 19Hz, 2H), 7. 4
0-7.61(m, 4H), 7. 25-7. 37 (m, 2H), 7. 05 (d, J=7. 04Hz, 1H), 6. 84 (s, 1H), 6. 49 (d, J=6. 16Hz, 1
H), 4. 50(d, J=12. 62Hz, 2H), 4. 40 (d, J=12. 62Hz, 1H).

[0811] F{A 16

[og12]  3-((2- & & —4- GUREL) Mk ) -N, N- LN BEfZ

[0813]

[0814] B 2- & Ft —4- & ZX B B¥ (824mg, 5. 126mmol) « N,N- — H J& T/ & Bt %
(512mg, 5. 162mmo1) F1 HOAc (Im1) 7F CH,CL,(10ml) I AE SR FE 4 K. REEFH,
WRAR W BB A B IR4lifh, 133 A ElE & (1. 08g,83%) .

[0815]  1H NMR (600MHz, CD,0D) & 7. 26 (d, J=8. 22Hz, 11), 6. 76 (d, J=2. 051z, 1H), 6. 56 (dd,
J=2. 05, 8. 22Hz, 1H), 2. 93-2. 97 (m, 5H), 2. 90 (s, 3H), 2. 58 (t, J=7. 04Hz, 2H).

[os16] {54 44

[0817]  3-{[4- S 2-({[4- & 3-( = FE) XEJWBLE /&) RHE ] b
BN, N- T R B

[0818]

o
$H=0
; Q
m™

cl NH F
T o
st
o) N\

[0819]  F% M — R FE)7 B A1 D, B 3—-((2- & Fk —4- SUARIL ) M 2E ) -N, N= — FF 35 74 Tt i
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(104mg, 0. 405mmo1) FH 4- % —3—( = F 3 ) 2K —1- LS (113mg, 0. 405mmol) i #5 45
WAEY (73mg) .

[0820]  IH NMR(600MHz, CD,0D) & 8. 31(d, J=1. 47Hz, 1H), 8. 12(dd, J=1. 76, 8. 51Hz, 1H), 7.
70 (dd, J=8. 51, 18. 49Hz, 2H), 7. 58 (s, 1H), 6. 90 (s. , 1H), 3. 73 (br. s., 2H), 3. 01 (s, 3H), 2.9
5(s, 3H), 2. 78 (t, J=6. 75Hz, 2H) .

(08211  4k&4 45

[0822]  3-[(4- 50 —2-{[ (2, 4- W AFE) MAlEAE | &0k | 38 ) Bk 1-N, N- — L It
iz
[0823]
F
S
0=9
cl NH F
T ¢
s
N/
\

[0824] 4% Jl — MR P By H1 3-((2- &6 ~4- SR 3L ) L 2% ) -N, N= = A 3% 1 B Ji%
(300mg, 1. 167mmol) A 2, 4= 55K —1— BABLSA (248mg, 1. 167mmol) {EMERE (5ml) il #
pRA &) (364mg, 72%) .

[0825]  1H NMR(600MHz, CD,0D) & 7. 86 (td, J=6. 02, 8. 44Hz, 1H), 7. 38-7. 45 (m, 2H), 7. 137
.21 (m, 2H), 7. 09 (tdd, J=0. 88, 2. 49, 8. 44Hz, 1H), 2. 95-3. 01 (m, 5H), 2. 93 (s, 3H), 2. 56 (¢, J

=7. 04Hz, 2H).
[0826] 511 46
[0827]  3-[(4- & —2-{[ (2, 4- W KL ) MAmESE 1 &3 | KL ) WREEEEE 1-N, N- I3
%
[0828]
F
N
0=%
cl NH F
T ¢
5
(o) N\
[0829] &M —CFESY C, HH 3-[(4- & —2-{[(2,4- — ) mmEAL ] = A ) ORI ) W

B N, N- R B 2 b A 54 (130mg, 8%) o

[0830]  1H NMR (600MHz, CD,0D) 6 7. 90 (td, J=5. 87, 8. 51Hz, 1H), 7. 69 (d, J=8. 51Hz, 1H), 7.
43(dd, J=2. 05, 8. 51Hz, 1H), 7. 31 (d, J=2. 05Hz, 1H), 7. 20-7. 27 (m, 1H), 7. 11-7. 17 (m, 1H), 3
. 24-3.29 (m, 1H), 3. 12-3. 20 (m, 1H), 3. 05 (s, 3H), 2. 93 (s, 3H), 2. 85-2. 92 (m, J=4. 40Hz, 1H)
, 2.72-2.80 (m, J=6. 46, 6. 46, 17. 02Hz, 1H).

(o831l (k&4 47
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[0832]  3-[(4- G —2-{[(2, 4- R RZL) falpht | 20k | 3L ) famest 1-N, N- I3

[
[0833]
F

(0]

\

0= ;
cl NH F
T s
SM

I
o © N
\

[0834]  F M —M&FE)F D, th 3-[(4- & —2- ([ (2, 4- =A%) malidE ] &2 ) 5 ) M
5E 1-N, N- AR BRI & bR i 5 (T0mg, 71%) .

[0835]  1H NMR (600MHz, CD,0D) & 8. 01-8. 12 (m, 1H), 7. 76 (d, J=8. 51Hz, 2H), 7. 49-7. 60 (m,
2H), 6.95-7. 24 (m, 3H), 3. 72 (br. s., 2H), 3. 01 (s, 3H), 2. 90 (s, 3H), 2. 78 (t, J=7. 04Hz, 2H).

[0836] &4 48

[0837]  3-[(4- & —2-{[(4- & —2- &I ) WRWEIL ] &0E ) K08 ) midk J-N,N- R
7%

[0838]

@
3\
-

[0839]  f& f — FX B2 /¥ B, W1 3-((2- & 2% —4— S A 5L ) i 56 ) N, N- = I T W i
(364mg, 1. 42mmo1) F 4- 5 -2 A —1— FABES (325mg, 1. 42mmo1) ZEAMLRE (5ml) H il
PR S (476mg, T5%) o

[0840]  1H NMR (600MHz, Pl —d6) & 9. 57 (br. s., 1H), 7. 86 (t, J=8. 07Hz, 1H), 7. 50-7. 56 (
m, 2H), 7. 45(dd, J=1. 91, 9. 83Hz, 1H), 7. 40 (dd, J=1. 91, 8. 36Hz, 1H), 7. 17 (dd, J=2. 35, 8. 22
Hz, 1H), 2. 94-3. 01 (m, 5H), 2. 91 (s, 3H), 2. 54 (t, J=6. 46Hz, 3H).

[0841]  {L54 49

[0842]  3-[(4- &l —2-{[(4— 5 —2- JAEE ) WAWESE ] 228 | 2-38 ) WlAmedt J-N,N- —H
FEN R

[0843]
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cl
0
\\

0=
cl NH F
L ¢

FNA
0 N,

[0844]  FME—MFET C, H 3-[ (- &l —2—-{[ (4— & —2- AR ) BWESE 1 &0 | 2R3E) i
5 1N, N- Z RN L il & br Ak &4 (90mg, 55%) o

[0845]  IH NMR(600MHz, CD,0D) & 7. 78-7.90 (m, 1H), 7. 48 (d, J=8. 51Hz, 1H), 7. 27-7. 34 (m,
2H), 7. 26 (d, J=2. 05Hz, 1H), 7. 03 (d, J=7. 92Hz, 1H), 3. 43(ddd, J=6. 31, 9. 02, 13. 43Hz, 1H),
3. 16 (ddd, J=5. 58, 9. 10, 13. 50Hz, 1H), 2. 99 (s, 3H), 2. 92 (s, 3H), 2. 79-2. 88 (m, J=6. 46, 9. 1
7,16.07Hz, 1H), 2. 52-2. 64 (m, 1H).

[0846] &4 50

[0847]  3-[(4- &l —2-{[(4- 3 —2- WAL ) BREESE ] =& ) K5 ) BAWEES I-N,N- —F &
B Z

[0848]

[0849]  #ZME—MFREIT D, B 3-[(4- G —2-{[ (4- & —2- U ARHE ) WalEAL ] &2 ) KR) i
55 N, N= Z IR L il 25 br @il Ak &4 (81mg, 48%) o

[0850]  1H NMR (600MHz, CD,0D) & 7. 89-7. 98 (m, 1H), 7. 69 (d, J=8. 51Hz, 1H), 7. 46 (d, J=2. 0
5Hz, 1H), 7. 20-7. 30 (m, 2H) , 6. 76 (d, J=7. 63Hz, 1H), 3. 86 (t, J=7. 19Hz, 2H), 2. 97 (s, 3H), 2.
93 (s, 3H), 2. 70 (t, J=7. 34Hz, 2H).

[0851] I 17

[0852]  (5—( FRILAIE ) —4H-1, 2, 4— =Wk —3— 35 ) S IR T g

[0853]
HOW:

HNY

OYNH
>

[0854]1 ¥4 (5— & IE —4H-1, 2, 4- =M —-3- 3L ) FEE (467mg, 4. 093mmol) « WKL — KU T Hg
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(1. 16g, 5. 32mmol) 7F t—BuOH (20m1) e FHFEIER . BRIVER, I\ 218 2.1, yEd
[ 1, W IRV L R o FRAR )T AR 3 (10%MeOH ] CH,CL, ¥R ) 4k, 13 3Ibr ik &
W, Ak (190mg, 22%) o

[0855]  1H NMR(300MHz, CD,0D) & 4. 44 (s, 2H), 1. 63 (s, 9H).

[0856]  —fAET )

[0857] ' 18

[0858]  (5-(((2- & Hk —4- QUL Wiidk ) AL —4H-1, 2, 4- =M -3- 5% ) SR T
Lz

[0859]

[0860] ¥ (5—( ¥& 3L AT 2L )—4H-1,2,4- = W —3- J£) & F M T 2 B (190mg,
0. 888mmol) . 2- & JE —4- Z MM (213mg, 1. 332mmol) \PPh3 (466mg, 1. 776mmol) FI{H % —
BRI BT B (409mg, 1. 776mmol) 7E CH2C12 (10m1) "I HAE = FHid: 2 Ko ARJa ks
T, R R AR IR A b, B BRI S .

[0861]  1H NMR (600MHz, CD,0D) & 7. 18 (s, 1H), 6. 73 (d, J=2. 35Hz, 1H), 6. 49 (dd, J=2. 35, 8.
22Hz, 2H), 3. 68 (s, 2H), 1. 60 (s, 9H) .

[0862] B 19

[0863]  (5—(((2—( % JF Wk AR —2— Tl 1t Jldg ik ) —4- SR8 ) Tk ) 2L )—4H-1,2,4- =
e —3— 38 ) S IR T e

[0864]

[0865] 4% i — A FE ¥ B, HH (5—(((2- & 2% —4- | A3 ) w8 ) A 258 )—4H-1,2,4- =
M —3— 25 ) S IR A T HiE (330mg, 0. 925mmo 1) FIZE FEmk g —2- AL (200mg, 0. 925mmo )
TEMERE (2m1) il 2 bR i 54 o

[0866]  1H NMR(600MHz, CD,0D) & 7. 69 (dd, J=0. 88, 7. 92Hz, 1H) , 7. 45—7. 57 (m, 4H) , 7. 40 (s
, 1H), 7. 29-7. 35 (m, 1H), 7. 16 (dd, J=2. 35, 8. 22Hz, 1H), 3. 70 (s, 2H), 1. 61 (s, 9H).
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[0867] G4 51

[0868]  N-(2—-{[ (5- &Ik —4H-1, 2, 4— =M -3- F& ) FZE ] ARk ) -5- &URIL ) —1- ZRJFmk
MR —2— Fif Ik

[0869]

HN\/<
NH,

[0870] & ME—fHE)T E, H (5—(((2- (ZRIFMEIR —2—- B I 2 ) -4 a3 ) fidk )
) —4H-1, 2, 4- = -3- 5L ) SR RRAUT Bl bR AL A (13mg) o
[0871]  1H NMR(600MHz, CD,0D) & 7. 71(d, J=7. 92Hz, 1H), 7. 55(d, J=8. 51Hz, 1H), 7. 39-7. 5
1 (m, 5H), 7. 31-7. 37 (m, 1H), 7. 16 (d, J=7. 04Hz, 1H), 3. 82 (s, 2H).
[0872] 54 52
[0873]  N-(2—{[ (5— & J& —4H-1, 2, 4— =Mk —3— FL ) FIFL ] WWREMEEL | -5- &UKRE ) -1- &
FERIR —2— TRl
[0874]

Cl
Uﬁ/\f”w
O HN%

NH;
[0875] &M MFES T C R E, (5 (((2— ( ZRHFMemg —2— B WEIGE ) —4- SREE ) ik )
AL ) —4H-1, 2, 4- =W =3- 3 ) 2L R AT BEH) & Ar 8k 54 (15mg)
[0876]  1H NMR(600MHz, CD,0D) & 7. 75(dd, J=1. 17, 7. 92Hz, 1H), 7. 57-7. 64 (m, 2H) , 7. 51-7
.55 (m, 1H), 7. 50 (d, J=0. 88Hz, 1H), 7. 44 (dd, J=1. 91, 8. 36Hz, 1H), 7. 35-7. 41 (m, 1H), 7. 20 (
d, J=2. 05Hz, 1H), 4. 45(d, J=14. 09Hz, 1H), 4. 24 (d, J=14. 09Hz, 1H).
[0877] B4 20
[o878]  5- %l —2-((2-(mkRE —2- %) &%) midk ) #fik

[0879]
CL\I:i::I:NFh _
|
S N

[0880]  # 2— (MitmE —2- %E) W (1g, 8. 12mmol) B 5EH SOCL, (3ml) 7F CH,CL, (10ml) F T
FIALTE 3 /NI BR BV, AR 2- (- S EE) mbnE . ARG —RFET A, 1 2- &
B —4- SRR (1. 6g, 9. T4mmo1) \K,CO, (3. 36g, 24. 36mmo1) 7F DMF (20m1) =45 br ifk &
W (1.69g, 79%) .
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[0881]  1H NMR (600MHz, CD,0D) & 8. 39-8. 42 (m, 1H), 7. 73 (td, J=1. 76, 7. 63Hz, 1H), 7. 28 (d
, J=7.63Hz, 1H), 7. 23 (d, J=8. 22Hz, 21), 6. 75 (d, J=2. 35Hz, 1H), 6. 55 (dd, J=2. 35, 8. 22Hz, 1
H), 3. 06-3. 10 (m, 2H), 2. 96-3. 01 (m, 2H) .

[0882] &%) 53

[0883]  N-{5— Gl —2—[ (2- MbWE —2- FELHL ) Baidk ] AR5 | —1- ZRIFMRIY —2- TiIEIZ
[0884]

[ogss5] 4z fd — Mk F2 J¥ B, o 2-(@-(mt mg 2-3% ) & &) i &) & &
(439mg, 1. 663mmo1) A —2- ISl (2x359mg, 2x1. 663mmol) ZEALIE (5ml) H )4
PR A -

[0886]  1H NMR(600MHz, CD,0D) & 8. 54-8. 62 (m, 1H), 7. 85 (s, 1H), 7. 71-7. 78 (m, 1H), 7. 67 (
dt, J=1.03, 7. 92Hz, 1H), 7. 56 (d, J=2. 35Hz, 1H), 7. 39-7. 48 (m, 2H), 7. 36 (s, 1H), 7. 27-7. 32
(m, 2H), 7. 15-7. 22 (m, 2H), 2. 98 (t, J=7. 04Hz, 2H), 2. 74 (t, J=6. 90Hz, 2H) .

[0887] &) 54

[0888]  N-{5— G —2-[ (2- MME —2- FL L3 ) WMAWEAL 1 A0E } -1 R IFRIR —2- i

[0889]

[0890]  #%ME—MFRST C, f N-{5— 5 —2-[(2- Mthg —2- R LH ) Btk ] 2% J-1- 2Rk
W) —2— TR I Jl i) 25 A AL G4 (45mg, 79%)

[0891]  1H NMR(600MHz, CD,0D) & 8. 52-8. 60 (m, 1H), 7. 81 (td, J=1. 76, 7. 63Hz, 11), 7. 64-7
.71 (m, 2H), 7. 26-7. 47 (m, 8H), 3. 40-3. 50 (m, 1H), 3. 29-3. 37 (m, 1H), 3. 16-3. 26 (m, OH) , 2. 8
3-2. 95 (m, J=7. 48, 7. 48, 14. 97Hz, 1H).

[0892] {L&4 55

[0893]  N-{5— % —2-[ (2- MEME —2- FL L3 ) WAL | ZR3% | —1- A FFMeng —2- Tl
[0894]
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[0895]  FME— LT D, HH N-{5— Gl —2-[ (2- MmE —2- FL L3 ) TidE ] 2R3} -1- 28 9Fmk
IR —2— T IR il 25 A AL 50 (20mg) o

[0896]  1H NMR(600MHz, CD,0D) & 8. 30 (ddd, J=1. 47, 1. 61, 4. 55Hz, 1H), 7. 71-7. 76 (m, 2H),
7.61-7.68 (m, 2H), 7. 52(d, J=0. 88Hz, 1H), 7. 31-7. 36 (m, 1H), 7. 24-7. 31 (m, 2H), 7. 18-7. 23
(m, 2H), 7. 05 (dd, J=2. 05, 8. 51Hz, 1H), 3. 84-3. 89 (m, 2H), 3. 00-3. 14 (m, 2H).

[0897] A {A 21

[0898]  2-((2-(1H- MM —4- 38 ) £k ) Widk ) —5-
[0899]

T

b

AN

[0900] % MR — M B2 7 J, B 2-(1H-nit e —4- 55 ) 2 B (472mg, 4. 218mmol) \2— 41
B —4- EEBEE (1. 0lg, 6. 327mmol) « PPh3 (2. 21g, 8. 436mmol) F1{H & — R — L T B
(1.9g, 8. 436mmo1) 7 CH,C1,(20m1) il & s i o [A) 44

[0901]  1H NMR(600MHz, CD,0D) & 7. 98 (d, J=0. 88Hz, 1H), 7. 64 (s, 1H), 7. 23(d, J=8. 22Hz, 1
H), 6. 76 (d, J=2. 35Hz, 1H), 6. 55 (dd, J=2. 05, 8. 22Hz, 1H), 2. 89-3. 00 (m, 2H), 2. 65-2. 77 (m,
2H) .

[0902] &) 56

[0903]  N-(5- %l —2—{[2- (CIH- Mt —4- 35 ) 4 T Bt } 2K3E ) —1- ZR IRk —2- it
[0904]

cu\QNH

S/\/QNNH

[0905] % M — & #2 & B,2-((2-(IH- Mt M —4- 3L ) & F) B &) -5 & 7 %

(157mg, 0. 618mmo1) A FFIRIR —2- TS (133mg, 0. 618mmol) ZEALNE (3ml) A ifi) 45 br &

WEY (123mg) .

[0906]  1H NMR (600MHz, CD,0D) & 7. 70 (d, J=7. 92Hz, 1H), 7. 43-7. 53 (m, 3H), 7. 39 (s, 1H), 7

. 28-7. 36 (m, 4H), 7. 17(dd, J=1. 76, 8. 51Hz, 1H), 2. 82 (t, J=7. 63Hz, 2H), 2. 45 (t, J=7. 63Hz,

2H) .

[0907] V&) 57

[0908]  N-(5— %l —2-{[2- (1H- MLk —4- &) L5 ] WREMESS | 2R3 ) —1- K IFIRmg —2- T
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B

[0909]

Cl H
T
SIVC

7 N NH
[0910]  F%M—MFE/F C, t N—-{5— % —2-[ (2- MmE —2- FL L3 ) WidE ] 2R3 1 -1- 28 9Fmk
IR —2— T L i) 25 A AL 50 (52mg, 40%) o
[0911] IH NMR (600MHz, CD,0D) 6 7. 75-7. 81 (m, 1H), 7. 72 (td, J=1. 76, 7. 63Hz, 1H), 7. 67 (d
, J=0. 88Uz, 1H), 7. 48-7. 59 (m, 3H), 7. 40-7. 45 (m, 2H), 7. 19-7. 34 (m, 3H), 7. 17 (d, J=2. 35Hz
, 1H), 3. 19-3. 26 (m, 3H), 2. 87 (t, J=7. 63Hz, 2H).
[0912] &) 58
[0913]  N-(5— %l —2-{[2- (1H-MEmk —4- 55 ) L5488 ] Tl | 2R3 ) —1- 2R FFMRrs —2— Tl

%
OI@
o

[0914]

245
0=3
cl NH
o .
Of.«sig\/QNH

[0915] & Md—FE/F D, B N-{5- &l —2-[ (2— Mg —2- BE L3 ) Taidd ] 85 -1- X 9Fmk
IR —2— T Wi i) 25 A AL 50 (THmg, 73%) o

[0916]  1H NMR(600MHz, CD,0D) & 7.67-7. 74 (m, 2H), 7. 62 (d, J=7. 63Hz, 1H), 7. 39 (s, 2H) , 7
.31 (t, J=7. 19Hz, 2H), 7. 22-7. 26 (m, 1H), 7. 17 (d, J=8. 22Hz, 1H), 6. 80—6. 90 (m, 1H), 3. 89 (b
r.s., 2H), 2. 71-2. 81 (m, 2H).

[0917] A1 22

[0918]  5- & —2-[2-(3, 5~ —FFE —1H-{Me —4- 35 ) IRkt 1- FREN%

[0919]

[0920]  4ZHE— AP A, B 2- &3t —-4- & - FhilE (590mg, 3. 693mmol) Fl 4-(2- | - &
%) -3, 5- HIEE —1H- mtm: (500mg, 2. 462mmol) « K,C0, (1. 7g, 12. 31mmo1) 7 DMF (20m1)
Hl&AREAL G (517Tmg, T4%) o
[0921]  1H NMR (600MHz, CD,0D) 8 7. 24 (d, J=8. 22Hz, 1H), 6. 77 (d, J=2. 05Hz, 1H), 6. 56 (dd,
J=2. 35, 8. 22Hz, 1H), 2. 75-2. 80 (m, 2H), 2. 53-2. 61 (m, 2H) , 2. 08 (s, 6H).
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[0922] ) 59

[0923]  N-(5— & —2-{[2-(3, 5~ —FIFL —1H- Nk —4- 3L ) £FE ] Wik | 2535 ) —1- Z5FFmk
M —2— Tk It e

[0924]

[0925] 4% W — f& A2 PP B, 2-((2-(1H-nfk M —4- 3 ) 2 ) B )5 & K %
(157mg, 0. 618mmo1) A FFIRIR —2- IS (133mg, 0. 618mmol) ZEALNE (3ml) A ifi) 45 br @i
WA (235mg) .

[0926]  1H NMR(600MHz, CD,0D) & 7. 68 (dd, J=0. 88, 7. 92Hz, 1H), 7. 52(d, J=2. 35Hz, 1H), 7.
39-7. 47 (m, 3H), 7. 27-7. 35 (m, 2H), 7. 18 (dd, J=2. 35, 8. 51Hz, 1H), 2. 65-2. 72 (m, J=7. 63z,
2H), 2. 28-2. 35 (m, 2H), 1. 97 (s, 6H).

[0927] F]{A 23

[0928]  5- Gl —2— (((2— MLmE —3- 3% ) HEE) Mk ) )i

[0929]

[0930] ¥ (2- G M mE -3- %% ) B ¥ (508mg, 3.998mmol) ¥ st A SOCL, (1. 5ml) 7
CH,CL, (5ml) H T2 iR ARTE 3 /I o BREWH, 19 2R 3- (CRUR 3L ) —2- Jkie . 2R )5 4%
W — R A, B 2- B —4- SRR EE (957mg, 5. 995mmol) | K,CO, (2. 7g, 19. 98mmol) 7£
DMF (20m1) il AR A5 (910mg, 85%) o

[0931]  1H NMR(600MHz, CD,0D) & 8. 01 (dt, J=0. 88, 4. 99Hz, 1H), 7. 42 (ddd, J=1. 91, 7. 48, 9
. 68Hz, 1H), 7. 10 (ddd, J=1. 76, 5. 14, 7. 19Hz, 1H), 6. 91 (d, J=8. 22Hz, 1H), 6. 73 (d, J=2. 05Hz
, 1H), 6. 42(dd, J=2. 35, 8. 22Hz, 1H), 3. 90 (s, 2H).

[0932] {L&4 60

[0933]  N-(5— % —2-{[ (2 JRUMtkmE —3- 25 ) AL D MaidE b 2_3% ) —1- AJFMeng —2- T lEiL
[0934]
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Q
w Z
I

-

[ N
[0935] f% M — M 2 )P B, | 5 & —2-(((2- g omk mg -3- 3 ) B AL ) i KL ) K %
(522mg, 1. 948mmo1) FIAFFMRIR —2— S (421mg, 1. 948mmol) ZEALEE (5ml) A ifi) 45 br @
WA (235mg) o
[0936]  1H NMR(600MHz, Al —d6) & 9. 00 (br. s., 1H), 8. 05(dt, J=1. 47, 4. T0Hz, 1H), 7. 79
(d, J=6. 75Hz, 1H), 7. 55-7. 63 (m, 3H) , 7. 43-7. 54 (m, 2H), 7. 33-7. 40 (m, 1H), 7. 26 (d, J=8. 22
Hz, 1H), 7. 07-7. 17 (m, 2H), 4. 01 (s, 2H).

[0937] {L&461

[0938]  N-(5— 5 —2-{[ (2 JmUntbiE —3— 55 ) AL ] WRABLEE | 2R3 ) —1- 2 FF Mg —2- il
7%

[0939]

ol
0=8" ©
cl NH
OGN
P 3\
N\ reti

[0940]  #Z M —JBFESY C, HI N-(5- G —2- {[ (2— Jmbme —3- %) FREE ] Bkt } 293 ) -1- %
FEURIY —2- BAEUIL ) %% bR L 54 (100mg, 59%) .

[0941]  1H NMR(600MHz, CD,0D) & 7.99(dd, J=1. 91, 4. 84Hz, 1H), 7. 65(d, J=7. 34Hz, 1H), 7.
49 (d, J=2. 05Hz, 1H), 7. 38 (d, J=8. 51Hz, 1H), 7. 28-7. 33 (m, 1), 7. 19-7. 26 (m, 3H), 7. 00 (dd
d, J=1.47,5. 21, 7. 12Hz, 1H), 6. 81 (d, J=8. 22Hz, 1H), 6. 70 (dd, J=2. 05, 8. 22Hz, 1H), 4. 434

.59 (m, 2H) .

[0942] 54 62

[0943]  N-(5— %l —2—{[(2— JMLmE -3 56 ) AL ] RAWRAE | 2588 ) —1- ZRJFMemy —2— Tk
ices

[0944]
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[0945]  $% M —BFE/F D, H N-(5- G0 —2-{[ (- Jntbme -3- %) %L ] Btk } 93 ) -1- %
FERRIY —2- BABLIL ) % bR L &) (176mg, 67%) .

[0946]  1H NMR(600MHz, i ~d6) 6 8. 04 (d, J=4. 70Hz, 1H), 7. 91 (d, J=2. 05Hz, 1H), 7. 70 (
d, J=7.63Hz, 1H), 7. 18=7. 44 (m, 6H), 6. 90 (t, J=5. 43Hz, 1H), 6. 67 (d, J=7. 63Hz, 1H), 4. 96 (s
, 2H).

[0947] IE 24
[0948]  2-(FFEEMLEL ) -5- SFURRL
[0949]

s@
[0950]  f% HH — A% FE 7 A, B 2- & 35 —4- & R B B (700mg, 4. 39mmol) « (VR FF 3 )
4 (560mg, 2. 92mmol) « K,CO, (2. 0g, 14. 62mmol) 7E DMF (20ml) 1 1 % 4% 5 4k & W
(819mg, 100%) »
[0951] LH NMR (600MHz, CDBOD) 87.15-7.24(m, 3H), 7. 07-7. 13 (m, 2H), 6. 97 (d, J=8. 22Hz,
1H), 6. 73(d, J=2. 05Hz, 1H), 6. 43 (dd, J=2. 05, 8. 22Hz, 1H), 3. 86 (s, 2H).
[0952] WEY 63
[0953]  N-[2-(FFEEMIEE ) -5 EUARHE -1 IR —2— Tt iL
[0954]

[0955] 4%l — A2 )7 B, 1 2- ("R M 2L ) -5 &l A & (509mg, 2. 052mmol) I A% Ff Ik
Mg —2— TS (443mg, 2. 052mmol) FEMERE (5ml) Pkl & PRt 54 (235mg) o

[0956] IH NMR (600MHz, CD,0D) 6 7. 73(d, J=7. 92Hz, 3H), 7. 45-7. 56 (m, 3H), 7. 42 (s, 1H), 7
.32-7.38(m, 1H), 7. 10-7. 18 (m, 4H), 7. 04-7. 08 (m, 1H), 6. 85-6. 94 (m, 2H), 3. 81 (s, 2H).
[09571 {L&4) 64

[0958]  N-[2-( “FIEIMEMEEIEL ) —5- @URIE 11— ZRIFMRIR —2— Tl

[0959]
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[0960]  F% M —BFESY C, Hi N-[2- (FREEMIEE ) -5- GUREE ] -1- FRIFWRI —2- R il 2
PR &) (139mg, 84%) .

[0961]  1H NMR (600MHz, CD,0D) & 7. 65 (d, J=7. 92Hz, 1H), 7. 49 (d, J=2. 05Hz, 1H), 7. 37 (dd,
J=0. 73, 8. 36Hz, 1H), 7. 28-7. 33 (m, 1H), 7. 16-7. 27 (m, 3H), 7. 08-7. 14 (m, 2H), 7. 01 (d, J=6.
75Hz, 2H) , 6. 97 (d, J=8. 51Hz, 1H), 6. 73(dd, J=1. 91, 8. 36Hz, 1H), 4. 50 (d, J=12. 91Hz, 1H), 4
. 14(d, J=12. 91Hz, 11).

[oo62] AL &34 65

[0963]  N-[2- (“REEmAELAL ) -5- RUKEE J-1- WM —2- Rl

[0964]

[0965] eI MCFR D, i N-[2- (FEBIE ) 5 GUAEHE 1-1- JE0kY —2- TABEIE &
FREIAL A4 (212mg, 95%) -

[0966] 1H NMR (600MHz, CD,0D) 6 7. 63-7. 73 (m, 2H), 7. 40 (dd, J=0. 73, 8. 36Hz, 1H), 7. 30-7
.37 (m, 3H), 7. 23-7. 29 (m, 1H), 7. 08-7. 16 (m, 3H), 6. 98-7. 05 (m, 2H), 6. 60 (dd, J=2. 05, 8. 51
Hz, 1H), 4. 99 (s, 2H).

[0967] TR K

[0968] H]4Ak 25
[0969]  2- & Fk —4- ORI
[0970]

F NH,
\@SH
[0971] % 5 4 —2— FIZEZEIT [d] WEME (1. 2g, 7. 18mmol) 7F & %1 NaOH (5N, 2m1) 7]
AL N, T 10min, SR J57E 129°C R 3 /Mo FFESA EI 2 0°C, 2R J5 18 AV HCL 1R
1642 pH3 ~ 4. KRG EtOAc Z2HL (2x50ml) o FAHLZH ER/KBESR, 4 Na,S0, T4, H.
BAWGE . HERAY) (1.01g,98%) BHEH T F—F8im Lk,
[0972]  1H NMR(600MHz, CD,0D) & 7. 24 (dd, J=6. 16, 8. 511z, 1H), 6. 97 (dd, J=6. 46, 8. 51Hz,
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1H), 6. 20 (td, J=2. 79, 8. 58Hz, 1H).
[0973] & 26

[0974]  5- R —2- ((3— WYZETRIL ) #hdE ) %

[0975]
F NH,
: is N,E"
0

[0976] &M — R/ A, HH 2- 200k —4- HOoEmIEE (562g, 3. 93mmol) \1- (VR L ) -3— fify
B 2K (566mg, 2. 62mmol)  K,CO, (1. 8g, 13. 10mmol) 7F DMF (10m1) = il 4 % & 1L & W
(460mg, 97%)

[0977]  1H NMR(600MHz, CD,OD) & 8. 04 (dt, J=2. 09, 7. 26Hz, 1H), 7. 89 (s, 1H), 7. 34-7. 54 (m
, 2H), 6. 93 (dd, J=6. 46, 8. 51Hz, 1H), 6. 35-6. 53 (m, 1H), 6. 15(td, J=2. 64, 8. 51Hz, 1H), 3. 95
(s, 2H).

[0978] &) 66

[0079]  N-(5— i —2- ((3— AL 2L ) Bl ) AL ) ZIFIRIE —2- Btk

[0980]

0 li :

§ 0

oW
s N,?'
\\o

[0981] M —&FEF B, HH 2- (8- & FEFEE ) ML ) -5 R N% (460mg, 1. 655mmol) FlZK
FFRIRE —2— kS (357mg, 1. 655mmol) fERLNE (Bml) HH#il#&Fr @4 54 (474mg, 63%) o
[0982]  1H NMR(600MHz, CD,0D) & 7. 98 (ddd, J=0. 88, 2. 35, 8. 22Hz, 1H), 7. 68-7. 79 (m, 2H),
7.49-7.54 (m, 2H), 7. 42-7. 48 (m, 1H), 7. 25-7. 39 (m, 4H) , 7. 16 (dd, J=6. 16, 8. 80Hz, 1H), 6. 7
8(td, J=2. 93, 8. 36Hz, 1H), 3. 91 (s, 2H).
[0983] —WFEFL
[o984] (k&4 67

[0985]  N-{2-[(3- &FLFHE ) Btk 1-5- BRI | —1- ZRIFIRI —2- i
[0986]
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[0987] ¥4 N-(5— g —2—-((3— A 2 W & ) B 25 ) 2N 26 ) 2% IR R P —2— Tl B % (91mg,
0. 199mmo1) ¥ T MeOH (2ml) A . ¥ Zn (322mg, 4. 967mmo1) AT NH,C1 (Iml) JNEE+  $HIR
EVAEZIIFE 30min 7, ik JEE K, R B LA WA, RS R R A L (0~
30%Et0AC I eyl ) 4k, £3 BIAR ) (50mg, 59%) o

[0988]  1H NMR(600MHz, CD,0D) & 7. 71 (d, J=7. 921z, 1H), 7. 50-7. 54 (m, 1H), 7. 48 (d, J=0. 8
8Hz, 1H), 7. 46 (ddd, J=1. 32, 7. 26, 8. 44Hz, 1H), 7. 28-7. 38 (m, 2H), 7. 19 (dd, J=6. 16, 8. 80Hz
, 1H), 6. 83-6. 89 (m, 1H), 6. 77 (td, J=2. 79, 8. 44Hz, 1H), 6. 46-6. 54 (m, 1H), 6. 36 (t, J=1. 76H
z, 1H), 6. 22(d, J=7. 63Hz, 1H), 3. 63 (s, 2H).

[o989]  fL &) 68

[0990]  N—{2-[(3— 2 B3k ) WhABEIL 1-5- JaRIk | -1 2RI —2- TalkiZ

[0991]

[0992] 4% —MFE/T L, B N-(5— 3 —2-[ (3- S5 3L ) WRREEIL ] 2838 ) -1- K JFmk
MR —2— T I M i) 25 b AL 5 40) (130mg, 84%)

[0993]  IH NMR(600MHz, CD,0D) & 7. 75 (dd, J=0. 88, 7. 92Hz, 1H), 7. 53-7. 60 (m, 2H) , 7. 48 (d
dd, J=1. 32, 7. 26, 8. 44Hz, 1H), 7. 33-7. 38 (m, 1H), 7. 28 (dd, J=6. 16, 8. 80Hz, 1H), 7. 14(dd, J
=2. 64, 10. 27Hz, 1H), 6. 88-7. 02 (m, 2H), 6. 71 (dt, J=1. 06, 8. 14Hz, 1H), 6. 57 (s, 1H), 6. 41 (d
, J=7.63Hz, 1H), 4. 24 (d, J=12. 62Hz, 1H), 4. 06 (d, J=12. 91Hz, 1H).

[0994] &4 69

[0995]  N-{5— % —2-[ (3— AHJETFIE ) WAMESE ] K38 ) -1 2RI —2- T RZ

[0996]

[0997]  $ZME—FEF D, B N-(5— R —2- ((3— iHFEIRIE ) T3t ) AKFL ) ZRIFMRIg —2— kit
fig i & pr b &4 (136mg, 74%) o

[0998] IH NMR (600MHz, CD,0D) 6 8. 10 (ddd, J=1. 17, 2. 13, 8. 14Hz, 1H), 7. 72-7. 81 (m, 3H),
7.65(dd, J=6. 02, 8. 95Hz, 1H), 7. 55(d, J=8. 51Hz, 1H), 7. 45-7. 51 (m, 3H), 7. 41-7. 45 (m, 1H)
, 7.33-7.39(m, 1H), 6. 80-7. 09 (m, 1H), 4. 70 (s, 2H).

[0999] {L&4 70
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[1000]  N={2-[(3-ZA I ) BAMEHE | -5- WAL | —1- 2R P —2- Bl
[1001]

[1002] & M8 — AR FE 7 L, B N-(5— 8L —2-[ (3— A2 R 28 ) M2 1 5L | -1- 2R 9Fmk
MR —2— Tk M ) 2% b AL 59 (91mg, 81%) o

[1003]  IH NMR(600MHz, TAjffi—d6) 6 7. 87 (br. s., 1H), 7. 84 (d, J=7. 92Hz, 2H), 7. 57-7. 65 (
m, 2H) , 7. 50-7. 56 (m, 2H) , 7. 39 (t, J=7. 48Hz, 1H), 6. 94-7. 02 (m, 1H), 6. 83 (t, J=7. 78Hz, 1H)
,6.53(d, J=8. 80Hz, 1H), 6. 38 (s, 1H), 6. 13(d, J=7. 34Hz, 1H), 4. 38 (s, 2H).

[1004] I 27

[1005]  5- F4EIE —2- ((3- AH3EE3E ) mdk ) K%

[1006]
e
s NQ'
e

[1007] & M — M F2 7 K AT A, H 65— AP A0 —2— A2 2R 3 [d] Wi e il 25 b AL & )
(474mg) »

[1008] 1H NMR (600MHz, CD,0D) 6 8. 03 (dt, J=2. 05, 7. 34Hz, 1H), 7. 84 (d, J=1. 76Hz, 1H), 7.
34-7. 48 (m, 2H), 6. 83 (d, J=8. 51Hz, 1H), 6. 32 (s, 1H), 6. 06 (dd, J=2. 79, 8. 36Hz, 1H), 3. 90 (s
, 2H), 3.69 (s, 3H).

[10090] 4k&54 71

[1010]  N-{2-[(3-&FEFE) it 1-5- AR IE | -1- 2RIy —2- TR IL

[1011]

il

[1012]  #% M —MFEF L, lHN- (56— AR 3E —2- ((3- Al F3E ) gk ) 285 ) 2RIk —2— 1
Tz i 24 bR AL &) (82mg, T0%) o
[1013]  1H NMR(600MHz, CD,0D) & 7. 69 (d, J=7. 92Hz, 1H), 7. 50 (dd, J=0. 88, 8. 51Hz, 1H), 7.
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40-7. 47 (m, 2H), 7. 31 (ddd, J=1. 03, 7. 19, 7. 92Hz, 1H), 7. 07-7. 13 (m, 2H) , 6. 84-6. 90 (m, 1H)
, 6.57(dd, J=2. 79, 8. 66Hz, 1H), 6. 50-6. 54 (m, 1H), 6. 37 (t, J=1. 91Hz, 1H), 6. 25 (d, J=7. 63H
z, 1H), 3. 72 (s, 3H), 3. 57 (s, 2H).

[1014] a2

[1015]  N-{56- F%Jk —2-[ (3— A2 WL ) WRAIEIE | 2R | —1— FIFIRng —2- Tl
[1016]

[1017] &M —FEP C, HIN- (5- AL —2- ((3-RigdER3%) Mgk ) 2R3L) ZR IRk —2— fifh
e il 2% bR AL &4 (95mg, 46%)

[1018]  1H NMR(600MHz, Rfi§—d6) & 10. 74 (br. s. , 1H), 8. 16 (ddd, J=0. 88, 2. 35, 8. 22Hz, 1
H), 7. 78-7.86 (m, 2H), 7. 75 (s, 1H), 7. 61 (dd, J=0. 88, 8. 51Hz, 1H), 7. 56 (t, J=7. 92Hz, 1H), 7
. 44-7. 52 (m, 2H), 7. 35-7. 40 (m, 1H), 7. 09 (d, J=2. 35Hz, 1H), 7. 06 (d, J=8. 80Hz, 1H), 6. 69 (d
d, J=2. 49, 8. 66Hz, 1H), 4. 45-4. 53 (m, 2H), 3. 77 (s, 3H).

[1019] 54 73

[1020]  N-{2-[ (3~ ZIEFI ) WhAIBER: ] -5- IR ZIE | —1- 29 HFIRI —2- Bl
[1021]

[1022] M8 FEF L, i N-{5— AR HE —2-[ (3— s ) WmdmEss 1 286 ) -1- %59F
W —2- T NZ & bR ik 54 (55mg, 65%) o

[1023]  IH NMR(600MHz, A —d6) & 7. 75-7. 85 (m, 2H), 7. 59 (dd, J=0. 59, 8. 51Hz, 1H), 7. 4
4-7.53(m, 1H), 7. 32-7. 40 (m, 1H), 7. 25 (s, 1), 6. 93 (d, J=8. 51Hz, 1H), 6. 85-6. 90 (m, 1H), 6
.61(dd, J=2. 49, 8. 66Hz, 1H), 6. 53-6. 58 (m, 1H), 6. 40 (t, J=1. 76Hz, 1H), 6. 21 (d, J=7. 92Hz,
1), 4. 25(d, J=12. 321z, 11), 4. 08 (d, J=11. T4Hz, 2H), 3. 78 (s, 3H).

[1024] 41L& 74

[1025]  N-(5— FAEJE —2- ((3— AHZENAE ) Malids ) R5E ) ZRFFMens —2- Telitig

[1026]
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[1027]  $%M— LT D, I N- (56— 4R IE —2- ((3-AHZE R 2L ) Wi ds ) A ) 2R HFMRHR —2— T
Tk fiz il 2% b A A 4) (165mg, 83%) o

[1028]  1H NMR (600MHz, CDC1,) 8 9. 28 (s, 1H), 8. 14-8. 19 (m, 1H), 7. 70 (d, J=7. 63Hz, 1H), 7
.64 (s, 1H), 7. 58 (s, 1H), 7. 41-7. 50 (m, 3H), 7. 37 (d, J=9. 10Hz, 1H), 7. 33 (td, J=1. 03, 7. 41H
z, 1H), 7. 29 (d, J=2. 35Hz, 1H), 7. 26 (s, 1H), 6. 57 (dd, J=2. 35, 8. 80Hz, 1H), 4. 38 (s, 2H), 3. 8
6 (s, 3H).

[1029] &) 75

[1030]  N-{2-[(3— AW ) BABLE: 1-5— A ORER | -1 Z00F0eng —2- il

[1031]

[1032] 4% M — R RE P L, 1 N-(5— AR HE —2- ((3- A 2% R ) BAMESE ) A5 ) R Ifnk
I —2— WAL ) & bt &4 (67mg, 45%)

[1033]  1H NMR(600MHz, CD,0D) & 7. 70(d, J=7. 63Hz, 1H), 7. 42-7. 50 (m, 2H), 7. 35-7. 41 (m,
1H), 7. 33(d, J=8. 80Hz, 1H), 7. 27-7. 31 (m, 1), 7. 22(d, J=2. 35Hz, 1H), 6. 76 (t, J=7. 78Hz, 1
H), 6.53(dd, J=1. 32, 8. 07Hz, 1H), 6. 45 (s, 1H), 6. 39 (d, J=8. 51Hz, 1H), 6. 27 (d, J=7. 63Hz, 1
H),4.61 (br. s., 2H), 3. 76 (s, 3H).

[1034] 54 76

[1035]  ZFFWRMG —2- fidfi [2- (3— AFZE - Fakbibedt ) - 43 1- Bk

[1036]

[1037]  $% M — M FE 7 B, tH 2- (- AFFE R 3L ) Wik ) KfZ (7T41mg, 2. 85mmol) « 4% FfHk
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IR —2— T S (616mg, 2. 85mmol) fEMLRE (10ml) il & bRt 54 (520mg, 41%) o

[1038] IH NMR (600MHz, CD,0D) 6 7. 97-8. 04 (m, 1H), 7. 79-7. 89 (m, 1H), 7. 70 (d, J=0. 88Hz,
1), 7. 50(d, J=0. 88Hz, 1H), 7. 29-7. 47 (m, 6H), 7. 15-7. 25 (m, 2H), 7. 02-7. 11 (m, 1H), 3. 99 (
s, 2H).

[1039] G 7T

[1040]  N-{2-[(3— & FEWEE ) Btk ] 2REE | —1- ZRIFNRIE —2- Bl
[1041]

[1042]  $2HE—MFEIT L, BN FFWCRE —2- TR [2- (3— Al — FEmIbeEE ) - R4 |- Wil
il & AR AL 54 (6Tmg, 45%) o

[1043]  IH NMR(600MHz, CD,0D) & 7. 66 (d, J=7. 92Hz, 1H), 7. 47-7. 52 (m, 1H), 7. 38-7. 46 (m,
2H), 7. 26-7. 35 (m, 2H), 7. 12-7. 22 (m, 2H) , 7. 04 (td, J=1. 47, 7. 63Hz, 1H), 6. 88 (t, J=7. 78Hz
, 1H), 6. 54 (dd, J=1. 47, 7. 92Hz, 1H), 6. 43 (t, J=1. T6Hz, 1H), 6. 28 (d, J=7. 63Hz, 1H), 3. 69 (s
, 2H).

[1044] 4 78

[1045]  N-{2-[ (3- AHZEF5E ) AR ] 58 ) —1- ZRIFMRIm —2- BEIERL

[1046]

[1047]  4ZH8— AR C, ARG —2- TR [2- (3— A2k — WIEmibEEE ) - 2R3k - Bhii
Tl bR S (172mg, 73%)

[1048]  IH NMR(600MHz, A —d6) & 10. 45 (br. s., 1H), 8. 15(d, J=8. 22Hz, 1H), 7. 85 (s, 1H
), 7.80(d, J=7. 92Hz, 1H), 7. 66 (d, J=0. 88Hz, 1H), 7. 59-7. 63 (m, 1H), 7. 42-7. 57 (m, 5H), 7. 3
4-7.40 (m, 1H), 7. 13-7. 24 (m, 2H) , 4. 54-4. 60 (m, 1H), 4. 45—4. 51 (m, 1H).

[1049] L& 79

[1050]  N-{2-[(3- ZJE WAL ) WHAMEE 1 458 1 —1- Ry —2- Tz

[1051]
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[1052] %M —MFE/y Ll N={2-[ (3 AL AE ) WEmARLAL | 290 } —1- SRIFIRY —2- ik
Bl s br AL 4 (122mg, 90%) o

[1053]  1H NMR(600MHz, CD,0D) & 7. 73(d, J=7. 63Hz, 1H), 7. 59 (d, J=8. 22Hz, 1H), 7. 43-7. 5
3 (m, 3H), 7. 29-7. 42 (m, 3H), 7. 20 (d, J=7. 63Hz, 1H), 6. 97 (t, J=7. 63Hz, 1H), 6. 66 (d, J=7. 34
Hz, 1), 6. 57 (br. s., 1H), 6. 43 (d, J=7. 34Hz, 1H), 4. 27(d, J=12. 91Hz, 1H), 3. 99 (d, J=12. 91
Hz, 1H).

[1054] £ 80

[1055]  N—{2-[(3- G2 ) fealidt 1 2R3k | -1- FRIFWeI —2- Rl

[1056]

[1057] & fd—MREy Lyt N-{2-[ (3— 23k ) MalEss 1 008 | —1- R FFmRmg —2- Tt
f il 25 b AL S (T5mg, 82%) o

[1058]  1H NMR(600MHz, Pif —d6)) & 7.75-7. 85 (m, 3H), 7. 62-7. 70 (m, 1H), 7. 59 (d, J=8. 5
1Hz, 1H), 7. 56 (dd, J=1. 76, 7. 92Hz, 1H), 7. 49 (td, J=1. 17, 7. 92Hz, 1H), 7. 36 (t, J=7. 48Hz, 1
H), 7. 16-7. 22 (m, 1H), 6. 83 (t, J=7. 78Hz, 1H), 6. 57 (dd, J=1. 47, 7. 92Hz, 1H), 6. 43 (t, J=1. 9
1Hz, 1H), 6. 15(d, J=7. 34Hz, 1H), 4. 37 (s, 2H)..

[1059] B4k 28

[1060]  5- % —2-((4- 2R3 ) s ) Rl

[1061]

N'O"

[1062] %M —MFE A, 1 2- 22k —4- RURBRET (555mg, 3. 10mmol) \ 1= (R AL ) —4- Al
3L 2K (490mg, 2. 268mmol) FT K,C0, (1. 3g, 9. 50mmol) £ DMF (20m1) # i 4% br & 1L & 4
(624mg, 92%)
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[1063]  1H NMR (600MHz, CD,0D) 8 8. 07 (d, J=8. 80Hz, 2H), 7. 30 (d, J=8. 80Hz, 2H), 6. 93(d, J
=8. 22Hz, 1), 6. 73 (d, J=2. 35Hz, 1H), 6. 43 (dd, J=2. 35, 8. 22Hz, 1H), 3. 97 (s, 2H).

[1064] 74 81

[1065]  N-{5- 50 —2-[ (4- AHEETNEE ) Bk ] 2R3k | -1 2RI —2- Bt

[1066]

[1067] 2 HE—RFEIT B, 56— S —2- ((4- 352k ) Btk ) % (411mg, 1. 40mmol) FIZE
JFME —2- BRI (303mg, 1. 40mmol) fEMERE (Bml) HHifil & AR AL 54 (475mg, 72%) o
[1068] LH NMR (600MHz, CD,0D) 6 7. 94-8. 00 (m, 2H), 7. 72(d, J=7. 92Hz, 1H), 7. 50-7. 55 (m,
1H), 7.45-7.49 (m, 2H), 7. 43 (s, 1H), 7. 31-7. 38 (m, 1H), 7. 11-7. 19 (m, 3H), 7. 07 (dd, J=2. 35
, 8.51Hz, 1H), 3. 96 (s, 2H).

[1069] &4 82

[1070]  N-{5- G —2-[ (4- AL FAE ) BaWedk 1 2806 |- 1- R IFIRHR —2- Tt i

[1071]

H
Py
(Oe)

N* O

o)
[1072] 4% M FEF D, HHN-{5- Sl —2-[ (4- AR 28 ) ik ] 2R3 ) —1- 2R FFmRiR —2— T
g iz i) & A AL 54 (120mg, 85%)
[1073] LH NMR (600MHz, JAfli—d6) 6 9.59 (br. s., 1H), 8. 01 (d, J=7. 34Hz, 2H), 7. 86 (s, 1H)
,7.76(d, J=7. 92Hz, 1H), 7. 72 (s, 1H), 7. 52(d, J=8. 51Hz, 1H), 7. 39-7. 49 (m, 2H) , 7. 25-7. 36
(m, 3H), 7. 00 (s, 1H), 4. 96 (s, 2H).
[1074] {L&54 83
[1075]  N—-{2-[(4- 2R3 ) MaAlRIE 1-5— EASE 1 -1- 2 FFRRIR —2— Ttk
[1076]

96



CN 103380115 A OB B 74/148 T

[1077]  #% M — P L, HN-6- & 2-[U- A2 N5 ) BAWEE ] R85 1 -1- 2R FFmk
MR —2— TR 2 b A 5 ) (68mg, 81%)

[1078] LH NMR (600MHz, TAJfl —d6) & 7. 75-7. 88 (m, 3H), 7. 61(d, J=8. 51Hz, 1H), 7. 44-7. 54
(m, 2H), 7. 34-7. 41 (m, 1H), 7. 22(dd, J=1. 76, 8. 51Hz, 1H), 6. 69 (d, J=8. 51Hz, 2H), 6. 49(d, J
=8. 51Hz, 2H), 4. 38 (s, 2H).

[1079] A {A 29

[1080]  5- & —2-((2- AHFETEEE ) ML ) KM%

[1081]

[1082] %M BRESF A, 1 2- 2k —4- SUORET (441mg, 2. T6mmol)  1- (YR AL ) —2- Al
X (398mg, 1. 84mmol) F K,CO, (1. 27g, 9. 21mmol) £F DMF (20m1) ' ] £& #5 &2 4k & W)
(548mg, 95%) o

[1083] LH NMR (600MHz, CD,0D) & 7. 89-7. 98 (m, 1H), 7. 37-7. 46 (m, 2H) , 6. 99-7. 04 (m, 1H),
6.81(d, J=8. 22Hz, 1H), 6. 71 (d, J=2. 05Hz, 1H), 6. 37 (dd, J=2. 05, 8. 22Hz, 1H), 4. 22 (s, 2H).
[1084] G4 84

[1085]  N-(5— G —2-((2- AHZEFEE ) Bidd ) A3 ) RIFMRmE —2- TEMEI%

[1086]

[1087] %M MREF B, 1 5- W —2- ((2- 5 ) 2k ) #%f% (435mg, 1. 48mmol) AR
FERRIE —2- BABLR (320mg, 1. 48mmol) EMENE (Gml) il 4@ &) (185mg, 69%) o

[1088]  1H NMR(600MHz, CDC1,) 8 8. 03(dd, J=1. 47, 7. 92Hz, 1H), 7. 65-7. 71 (m, 2H), 7. 487
.53 (m, 2H), 7. 43-7. 48 (m, 1H), 7. 31-7. 42 (m, 3H), 7. 03 (d, J=8. 22Hz, 1H), 6. 90 (dd, J=2. 05,
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8. 220z, 1H), 6. 76 (dd, J=1. 32, 7. 48Hz, 1H), 4. 16 (s, 2H).
[1089] 411 85

[1090]  N-{2-[(2- @HE NI ) Bidk 1-5- GUARTE | —1- ZEIFWe —2- TRl
[1091]

[1092] M — MR- L, i1 N-(5— & —2- ((2- AL ) ®idt ) 2K3E ) 2R Ik —2— fif ik
fi il & bRk &4 (44mg, 40%) o

[1093]  IH NMR(600MHz, TAf{—d6) & 7. 77 (d, J=7. 92Hz, 1H), 7. 59 (dd, J=0. 88, 8. 51Hz, 1H)
,7.47-7.55(m, 3H), 7. 31-7. 41 (m, 2H), 7. 10 (dd, J=2. 35, 8. 51Hz, 1H), 6. 86-6. 95 (m, 1H), 6.

72(dd, J=0. 88, 7. 92Hz, 1H), 6. 57 (dd, J=1. 32, 7. 48Hz, 1H), 6. 38 (td, J=1. 03, 7. 41Hz, 1H), 3
.97 (s, 2H) .
[1094] &1 86

[1095]  N-{5- G —2-[(2- AL N2 ) WhABEIE | A5E 1 -1- A IFRRIR —2- T liix

[1096]
/ﬂ: E
e

b\
0=3

Cl NH 0 o
N+
S
/4

[1097] &M — P C, 1 N-(5— & —2- ((2- WSR3 ) AR ) 2K3L ) 8 IFmkm —2— F ik
Ji& il 25 AL A4 (160mg, 79%) o

[1098]  1H NMR(600MHz, i —d6) & 7.92(d, J=8. 22Hz, 1H), 7. 71 (dd, J=0. 73, 7. 78Hz, 1H)
,7.59(d, J=2. 05Hz, 1H), 7. 47 (d, J=8. 51z, 1H), 7. 39-7. 44 (m, 1H), 7. 33-7. 38 (m, 2H), 7. 19
~7.30 (m, 2H), 6. 71-6. 80 (m, 2H), 6. 67 (d, J=8. 22Hz, 1H), 5. 13(d, J=12. 91Hz, 2H), 4. 73(d, J
=12. 621z, 2H).

[1000] 4L &M 87

[1100]  N-{2-[(2- &FETFEL ) WIEBEEL 1-5- GURIE | —1- ZKFFMRm —2- Tl
[1101]
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[1102] M fFE)P L, t N-{6— S —2-[ - R WL ) WRANEZE 1 %3 1 -1- K Ffmk
iR —2— TR e ) 2 bl 54 (67mg, 50%) o

[1103] LH NMR (600MHz, CD,0D) 6 7. 72(d, J=7. 92Hz, 1H), 7. 56 (d, J=7. 63Hz, 1H), 7. 44-7. 5
2(m, 2H), 7. 41(d, J=8. 51Hz, 2H), 7. 31-7. 37 (m, 1H), 7. 28 (d, J=1. 47Hz, 1H), 7. 21 (dd, J=1. 7
6, 8. 22Hz, 1H), 7. 06-7. 13 (m, 1H), 6. 88 (d, J=7. 92Hz, 1H), 6. 75(d, J=7. 04Hz, 1H), 6. 60-6. 6
7 (m, 1H), 4. 50 (d, J=13. 50Hz, 2H), 4. 23 (d, J=12. 91Hz, 2H).

[1104] {L&4 88

[1105]  N—-{2-[(2- 252 ) Mt 15— @ ASE 1 -1- 2 FFIRIR —2- Tt

[1106]

[1107]  F% M8 — M2/ D K, B N- (550 —2- ((2—- AR R ) Bids ) K3 ) AFFMeng —2- T
kM il 28 bR AL 54 (52mg) o

[1108]  1H NMR (300MHz, CD,0D) & 7. 69-7. 78 (m, 2H), 7. 56-7. 65 (m, 2H), 7. 50-7. 55 (m, 1H),
7.45(td, J=1. 17, 7. 7THz, 1H), 7. 28-7. 38 (m, 1H) , 6. 99-7. 15 (m, 2H), 6. 88 (d, J=7. 03Hz, 1H)
,6.67-6.75(m, 1H), 6. 58-6. 66 (m, 1H), 4. 68 (s, 2H).

[1109] A {A 30

[1110] 5 & —2-((WERE —2- JEFIE ) Bidl ) A%

[1111]
CI\O:NHQ
N
S/Y

[1112]  $% B — R P A, |1 2- & 3 —4- S K B (529mg, 3. 33mmol) . 2— ( & FF 4L )
W IE (366mg, 2. 22mmol) FT K,CO, (1. 53g, 11. 09mmol) 7F DMF (10m1) H il £& 4% B 4k & 4
(284mg, 39%) .
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[1113]  1H NMR (600MHz, CD,0D) 6 8. 65 (d, J=4. 99Hz, 2H), 7. 31 (t, J=4. 99Hz, 1H), 7. 03 (d, J
=8. 22Hz, 1H), 6. 70 (s, 1H), 6. 43 (dd, J=2. 05, 8. 22Hz, 1H), 4. 07 (s, 2H).
[1114] &1 89

[1115]  N-{6- G0 —2-[ (Wgmg —2- FLFEE ) Btk ] R3E | —1- ZRIFNRAE —2- Bl

[1116]
0 U :
\S\ O

S/\N/:j\?
e

[1117] 2B — R B, B 65— & —2— ((WERE —2- JEPSE ) fidid ) 2XJi% (280mg, 1. 11mmol)
FIAFFERG —2- TEEERL (240mg, 1. 11mmol) FEMERE (3ml) HHfil#Ar @ik &4 (243mg, 51%) -
[1118]  1H NMR(600MHz, PAEH—d6) 8 11.69 (br. s., 1H), 8. 87 (d, J=4. 991z, 2H), 7. 74 (dd, J
=0. 88, 7. 921z, 1H), 7. 66 (s, 1H), 7. 62 (d, J=8. 22Hz, 1H), 7. 59 (d, J=0. 59Hz, 1H), 7. 45-7. 52
(m, 3H), 7. 33 (ddd, J=1. 76, 6. 38, 8. 00Hz, 1H), 7. 14 (dd, J=2. 20, 8. 36Hz, 1H), 4. 24 (s, 2H).
[1119] &4 90

[1120]  N-{5— G0 —2-[(W¥ng —2- FEAIZE ) R 1 A% | —1- 2R FFRng —2- Tkl
[1121]

[1122] M RREJP C, t N-{56- @l —2-[ ( Wemg —2- JL 3L ) fiidk ] 2R0E | -1- K Jfmk
MR —2- T BE i 2 bR 5 (82mg)

[1123] IH NMR (600MHz, CD,0D) 6 8. 68(dd, J=1. 47, 4. 99Hz, 2H), 7. 73 (d, J=7. 92Hz, 1H), 7.
53-7. 60 (m, 2H), 7. 45-7. 52 (m, 2H), 7. 30-7. 41 (m, 4H) , 4. 63 (d, J=13. 50Hz, 1H), 4. 46 (d, J=1
3. 50Hz, 1H).

[1124] {LED 91

[1125]  N-{5- G —2-[(WEng —2- JEFIL ) Maleds 1 2-3E | -1- 2R Mg —2- itz
[1126]
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CI\O:NH
<

N

(@] J N
ON\/?
/

[1127] 4% B — &R D, B N-{5- G —2-[(mng —2- SR 3L ) Bk ] 2R 3% | -1- 2R JFmE
IR —2— T IR il 25 A AL 50 (60mg) o
[1128]  IH NMR(600MHz, DMSO-d6) & 8. 68(dd, J=1. 47, 4. 99Hz, 2H), 7. 76 (s, 1H), 7. 68 (br.
s., 1H), 7.61(d, J=8. 22Hz, 1H), 7. 54-7. 58 (m, 2H), 7. 46 (t, J=7. 34Hz, 1H), 7. 41 (t, J=4. 84H
z, 1H), 7. 30-7. 37 (m, 1), 7. 19(d, J=7. 92Hz, 1H), 5. 11-5. 19 (m, 2H).
[1120] —/FEFM
[1130]  H[E]{A& 31
[1131] 4= 350k -3- MK TG
[1132]
NQ‘b[NOQ

SH
[1133] ) 4- 5 -3- fHZEAR G (530mg, 2. 88mmol) 7 —WgHt (5ml) / 7K (Iml) %S
B Na,S «9H,09692mg, 2. 88mmol) o« H4IHAEZ A HE 2 /NN, ¥ s AT HCL (IN) YK . ¥
TREYH EtOAc L (2x50ml) o ¥AHUZ K #hKPES, 48 Na,SO, T4, BB R4q . bl
A A A (0-30%Et0AC [ CLReisl ) 4tk
[1134]  1H NMR(600MHz, 5l —d6) & 8. 67 (d, J=1. 76Hz, 1H), 8. 01 (s, 1H), 7. 93 (dd, J=1. 76
, 8. 51Hz, 1H), 5. 30 (s, 1H).
[1135] A]4A 32
[1136]  4- (RIS ) -3 fiHZE K G

[1137]
= : :NOZ
S/\@
[1138] %M — AP A, H4- A 3- i EE K B i (473mg, 2. 63mmol) « (VR A7 2L )
S (449mg, 2. 63mmo1) KZCOS(I. 81g, 13. 14mmo1) 6 DMF(1oml) 7 ] 2 %7 T 4L & W
(580mg, 82%) »
[1139] 1H NMR (600MHz, DMSO—dG) 5 8.68(d, J=1. 76Hz, 1H), 8. 10(dd, J=1. 47, 8. 51Hz, 1H),

7.88(d, J=8.51Hz, 1H), 7. 43 (d, J=7. 34Hz, 2H), 7. 34 (t, J=7. 63Hz, 2H), 7. 25-7. 30 (m, 1H), 4
.44 (s, 2H).

N
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[1140] Al 44 33
[1141]  3- Gk —4- (EEmLE ) KPS
[1142]

NH,

s/\O

[1143] AR F L, i 4- CF RO 2L ) -3- AR A E (518mg, 1. 92mmol) il %5 bR @i AL,
AW (372mg, 81%) .

[1144]  1H NMR(600MHz, CD,0D) & 7. 11-7. 25 (m, 6H), 6. 96 (d, J=1. 76Hz, 1H), 6. 71-6. 78 (m,
1H), 4. 00 (s, 2H).

[1145] 4L &) 92

[1146]  N-[2- (“FFEMRAE ) -5- WUIEARSE 1-1- ZRIFIRR —2- fed i

[1147]

4

[1148]  $ZME— LT B, B 3— &5 —4- (CREEmEE ) KHE (370mg, 1. 54mmol) FHZKFFIE
i —2— Tt S (333mg, 1. 54mmol) FEMERE (3ml) il bR &4 (419mg, 65%) o

[1149]  1H NMR(600MHz, CD,0D) 8 7. 73(d, J=8. 511z, 11), 7. 65(d, J=1. 17Hz, 1H), 7. 50-7. 5
6 (m, 2H), 7. 48 (dd, J=1. 47, 8. 22Hz, 1H), 7. 39 (ddd, J=2. 05, 6. 16, 7. 92Hz, 1H), 7. 31-7. 36 (m
, 2H), 7. 09-7. 20 (m, 3H), 6. 92 (d, J=7. 04Hz, 2H), 3. 97 (s, 2H).

[1150] 4L&54 93

(11511 N-[2- (FE MR ) 56— FUIEAEE 1-1- AR IFemg —2- TEME%

[1152]

[1153] %MLy C, ot N-[2- (R 2L ) —5- WUARIREL ]-1- ZR TR —2- Rl il
FhrE G (109mg) o
[11541  1H NMR(600MHz, CD,;0D) 8 7. 74 (d, J=7. 63Hz, 1H), 7. 66 (s, 1H), 7. 53 (d, J=8. 51Hz, 1
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H),7.50(s, 1H), 7. 45 (t, J=7. 48Hz, 1H), 7. 30-7. 39 (m, 2H), 7. 28 (d, J=7. 92Hz, 1H), 7. 20-7.
25 (m, 1H), 7. 16 (t, J=7. 48Hz, 2H) , 6. 96 (d, J=7. 34Hz, 2H), 4. 47 (d, J=13. 21Hz, 1H), 4. 21 (d,
J=12.91Hz, 1H).

[1155]  {L&W) 94

[1156]  N-[2- ( “REEMAIESE ) -5 WAL 1-1- 2R FFMemg —2- TaELIL

[1157]

[1158] 2 FE)T D, B N-[2- (R IR ) -5 FUIE AL 11— 2 FFemg —2- itz il
RS (230mg) .

[1159] LH NMR (600MHz, CD,0D) 6 7.97(d, J=1. 47Hz, 1H), 7. 68 (d, J=7. 63Hz, 1H), 7. 52(d, J
=8. 22Hz, 1H), 7. 43 (s, 1H), 7. 32-7. 38 (m, 2H), 7. 24-7. 30 (m, 1H) , 7. 09-7. 18 (m, 3H), 6. 98-7
.06 (m, 2H), 6. 87 (dd, J=1. 47, 8. 22Hz, 1H), 5. 05 (s, 2H).

[1160] &%) 95

[1161]  4- G -N-[5- S —2- ( EERAELEL ) 2555 1-3- ( = 4L ) RmalhL
[1162]

9
0=§ cl
cl NH .
Qs’; F¥
/%0

[1163] F% M — AL/ FB D, tHbo- S 2-( FEME ) XM 4- A -3-( =ZmHFHE)
Z8 —1- T L AU AR AL S o

[1164]  1H NMR(300MHz, CD,0D) & 8. 26 (s, 1H), 8. 11 (d, J=8. 50Hz, 1H), 7. 74-7. 87 (m, 2H) , 7
. 58(d, J=1. 47Hz, 1H), 7. 16 (d, J=8. 50Hz, 1H), 3. 19 (s, 3H).

[1165] ALEW) 96

[1166]  4- %0 -N-[6- &l —2- ( FHIEmidE ) A% 1-3-( =P E) Al

[1167]

[1168] %M — AL B, B 6 & —2- ( I FEM AL ) KGR 4- & -3 ( = FPFSE ) 2K -1 - T
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W S & bR AL &

[1169]  1H NMR(300MHz, CDC13) & 8. 13(d, J=1. 47Hz, 1H), 7. 88 (dd, J=1. 90, 8. 35Hz, 1H), 7
.60 (dd, J=2. 64, 12. 60Hz, 2H), 7. 28 (d, J=8. 50Hz, 1H), 7. 10 (dd, J=2. 05, 8. 50Hz, 1H), 2. 21 (
s, 3H).

[1170] G497

[1171] 4= 50 -N-[6- 5 —2- (SR EERLIE ) 2R3E 1-3- ( = AL ) Rl
[1172]

[1173] 2 HE— AR A T B, B 2- 20 —4- & — R0 2— il — Bl 4- & -3- ( =3
L) 2K —1- BAEE U] & AR AL S0

[1174]  1H NMR (300MHz, CD;0D) & 8. 13(d, J=1. 47Hz, 1H), 7. 92 (dd, J=2. 05, 8. 50Hz, 1H), 7.
76 (d, J=8. 50Hz, 1H), 7. 53 (d, J=2. 05Hz, 1H), 7. 33 (d, J=8. 50Hz, 1H), 7. 15-7. 23 (m, 1H), 3.0
3-3. 21 (m, 1H), 1. 06 (d, J=6. 45Hz, 6H).

[1175] &4 98

[1176]  4- & -N-{6- G 2-[(2- RE LK) Wit ] K 1 -3-( ZHFHE) KB
[1177]

¢
O=§ Cl
F
s F

[1178]  #M—FFRFE A F0 B, HY 2- &5 —4— & - ZE0EE . 2— i — Z W0 4- & -3- ( =5
AL ) 2% —1- Tt AU & AR AL 50

[1179]  1H NMR (300MHz, CD,0D) & 8. 09 (d, J=1. 47Hz, 1H), 7. 92(dd, J=1. 90, 8. 35Hz, 1H), 7.
76 (d, J=8. 50Hz, 1H), 7. 51 (d, J=2. 34Hz, 1H), 7. 41 (d, J=8. 50Hz, 1H), 7. 20 (dd, J=2. 20, 8. 35
Hz, 1H), 3. 49 (t, J=6. 15Hz, 2H), 2. 80 (t, J=6. 15Hz, 2H).

[1180] 4L&4 99

[1181]  4- & -N-[6- G —2- ( RN WEAEEE ) A& 1-3-( ) Rtz

[1182]

C|\©NH .
.o F
s* F
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[1183] M —FET C, B 4- & -N-[6- & —2- ( FINFEmMIEL ) I 1-3-( =) 2K
Fea B e il & A AL 54 (55me) o

[1184] 4. &%) 100

[1185]  4- Gl -N-{56- & —2-[(2- BRI LI ) WhAELE ] K3 1 -3-( =P ) R

[1186]
T
o=§Q;o|
cl NH F
@1840 F

L_oH
[1187] &M RFET G, 4- & -N-{(6- A 2-[ - BRI LI Tidd ] A5 1 -3-(=H T
5L ) AL & AR A A Y (109mg) .
[1188]  1H NMR(300MHz, CD,0D) & 8. 09(d, J=1. 17Hz, 1H), 7. 96-8. 03 (m, 1H), 7. 84 (d, J=8. 2
OHz, 1H), 7. 71 (d, J=8. 50Hz, 1H), 7. 44 (dd, J=1. 76, 8. 50Hz, 1H), 7. 21 (d, J=1. 76Hz, 1H), 3.9
8 (td, J=4. 10, 8. 06Hz, 1H), 3. 77-3. 88 (m, 1H), 3. 19 (ddd, J=5. 27, 8. 42, 13. 26Hz, 1H), 2. 95—
3. 06 (m, 1H).
[1189] 4 &4) 101
[1190]  4- G -N-{6- A —2-[(2- BRI LK) AWttt 1 A28 1 -3-( =H L) Rz
[1191]

[1192]  $%M—FE/F D, tH4- & -N-{- A 2-[ - BELE) Wik ] FE 1 -3-(=ZmH
5 ) R S s S .

[1193]  1H NMR(600MHz, CD,0D) & 8. 27 (d, J=1. 47Hz, 1H), 8. 11 (dd, J=2. 05, 8. 51Hz, 1H), 7.
74(dd, J=8. 51, 14. 97Hz, 2H), 7. 54-7. 59 (m, 1H), 6. 96-7. 08 (m, 1H), 3. 82 (t, J=6. 02Hz, 2H),
3.57-3. 68 (m, 2H).

[1194]  ALEW) 102

[1195]  3-{[4- & —2-({[4- & -3-( =P E) R ] mmdE | 23 ) K5 ] WhEiik |
A 1 PR g

[1196]
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[1197]  $%M— A7 H B A C, H 2- &(JE —4- SURTREE 6 25 hn AL &4

[1198]  1H NMR (300MHz, CD;0D) & 8. 09 (s, 1H), 7. 99 (dd, J=1. 76, 8. 50Hz, 1H), 7. 85 (d, J=8.
20Hz, 1H), 7. 71 (d, J=8. 50Hz, 1H), 7. 47 (dd, J=1. 61, 8. 35Hz, 1H), 7. 11 (d, J=1. 76Hz, 1H), 3.
63 (s, 3H), 3. 24-3. 39 (m, 1H), 3. 08-3. 22 (m, 1H), 2. 54-2. 82 (m, 2H) .

[1199] 4L&4 103

[1200]  4- %0 -N-{5— & —2-[(mtme —2- EEFE ) ik ] K5 ) -3-( Zm ) Rl
[1201]

g
0=5 ci
CL\I::::[:NFi £
F
s F
N
[ Ry
7

[1202] 2 —FEIT A 1B, B 2- 23 —4- SRR H &b 8 &4 .

[1203]  1H NMR (600MHz, CD,0D) & 8. 63 (d, J=3. 81Hz, 1H), 8. 03 (d, J=2. 35Hz, 1H), 7. 87 (dd,
J=2. 20, 8. 36Hz, 1H), 7. 75 (td, J=1. 76, 7. 63Hz, 1H), 7. 70 (d, J=8. 51Hz, 1H), 7. 54 (d, J=2. 35
Hz, 1H), 7. 37 (d, J=8. 51Hz, 1H), 7. 32-7. 35 (m, 1H), 7. 21 (d, J=7. 63Hz, 1H), 7. 13(dd, J=2. 35
, 8. 22Hz, 1H), 4. 00 (s, 2H).

[1204] AL 5% 104

[1205]  4- % -N-{5— 5 —2-[ (W -3- FEFIE ) Dk 1 A0k ) -3-( =P EE ) FMAmEL
[1206]

T

9
O=§ Cl
Cl\(:[NH F
F
s F
()
7

[1207] 4% M8 FE7 A R0 B, H 2— 2% —4— SURRLIEH A5 & &)
[1208]  1H NMR(600MHz, CD,0D) & 8. 38(d, J=3. 82Hz, 1H), 8. 25 (br. s., 1H), 8. 11 (d, J=2. 35
Hz, 1H), 7. 93 (dd, J=2. 05, 8. 51Hz, 1H), 7. 78 (d, J=8. 51Hz, 1H), 7. 60 (dt, J=1. 91, 7. 92Hz, 1H
), 7.39(d, J=2. 35Hz, 1H), 7. 33 (dd, J=4. 84, 7. 78Hz, 1H), 7. 20 (d, J=8. 51Hz, 1H), 7. 14 (s, J=
2.35,2.35,8.51,8.51Hz, 1H), 3. 95 (s, 2H).
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[1200] {L&W) 105

[1210]  4- G0 -N-{56- & —2-[(WLme —2- FL 3L ) Whaihdt 1 o858 13- ( =9 A 3L ) Ah
RIS

[1211]

9
O=§S Cl
F
s F
N
l S
P

[1212] M — R C, B 4 &0 -N-{56— S —2-[ (mikhe —2- ZEFPE ) Al ] 3} -3-( =
WP ) TR A bR AL S o

[1213]  1H NMR(600MHz, DMSO-d6) d8. 44 (d, J=4. 40Hz, 1H), 8. 03 (d, J=2. 05Hz, 1H), 7. 98 (d
d, J=2. 05, 8. 22Hz, 1H), 7. 88 (d, J=8. 22Hz, 1H), 7. 74 (t, 1H), 7. 25-7. 33 (m, 2H), 7. 20 (d, J=7
.63Hz, 1H), 7. 14 (br. s., 1H), 7. 03(d, J=1. 47Hz, 1H), 4. 49 (d, J=12. 62Hz, 1H), 4. 06 (d, J=12
. 91Hz, 1H).

[1214] 4 &%) 106

[1215]  4- %0 -N-{6— G —2-[(mme -3- FE AL ) WRAEESE | 2R3 ) -3-( =A%) KM
Pt fiz

[1216]

[1217] MR C, B 4 &0 -N-{56— G —2-[ (mikhe -3- LA ) Al ] 83 1 -3-( =
WP ) AT A bR AL S o

[1218]  1H NMR(600MHz, CD,0D) d8. 35 (dd, J=1. 61, 4. 84Hz, 1H), 8. 24 (d, J=2. 35Hz, 11), 8.0
7(d, J=2. 05Hz, 1H), 8. 03(d, J=1. 76Hz, 1H), 7. 71 (d, J=8. 51Hz, 1H), 7. 38 (s, 1H), 7. 27 (d, J=
2. 05Hz, 1H), 7. 23-7. 26 (m, 1H) , 6. 75 (d, J=8. 22Hz, 1H), 6. 65 (dd, J=1. 91, 8. 36Hz, 1H), 4. 45
(d, J=13. 50Hz, 1H), 4. 37 (d, J=13. 21Hz, 1H).

[1219] —FEFN

[1220] A& 34

[1221]1  4- &0 -N-(5— & —2— $idE - A5 ) -3- = P& - KBt

[1222]
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0=8 Cl

CI©:NH .
F
~ > gH F

[1223] [ HR(EAAR BN, N/ [ ZARARKL (5 & -2, 1- WARSE ) ] A [4- S -3-( =A%)
ZEREE % 1 (106mg, 0. 13mmol) 7F THF (3ml) KT 0°C N NaBH, (20mg, 0. 53mmol) , ¥
REWIEEIRDBIFE 1h, I H0 %R, /N0 6M HCL @4k, FH EtOAc ZHL. FA HLZE H K%k
B, 48 Na,SO, 58, 54, 1931 109mg K A L 14, RS o

[1224] 'H NMR(600MHz, FP{% —d,) 68.05(s, 1H), 7.91(d, J=8.51Hz, 1H), 7. 78 (d, J=8. 51H
z, 1H), 7. 30 (dd, J=1. 47, 8. 22Hz, 1H), 7. 23-7. 25 (m, 1H), 7. 14 (dd, J=2. 20, 8. 36Hz, 1H).
[1225] {L&4 107

[1226] {[4- G —2-({[4- & -3-( =@ FE) K& ] mEld ) &%) K& ] WEEE | &

"R T
[1227]
?
O=§ Cl
C|\©:NH E
F
s7° F
kn/o\///

[1228] &M —FE T A A C, il a8 br AL G4 H b ) Ak 344 & -N-(5— &l —2- 32k - 2R
5 ) -3- =T - AR 2- IRGR O BR

[1229]  1H NMR (300MHz, CD,0D) d8. 06 (s, 1H), 7. 96 (d, J=8. 50Hz, 1H), 7. 84 (dd, J=8. 50, 10.
84Hz, 2H), 7. 52 (dd, J=1. 61, 8. 64Hz, 1H), 7. 06 (d, J=1. 47Hz, 1H), 4. 17 (q, J=7. 23Hz, 2H), 4.
06 (d, J=14. 65Hz, 1H), 3. 88(d, J=14. 36Hz, 1H), 1. 22 (t, J=7. 18Hz, 3H).

[1230] —&FE/F 0

[1231] B4 35

[1232]  4- %0 -N-[56- &l —2— (3— AR - MREMISE L ) — 5L 1-3- = P& — Rt
[1233]

[1234] [ A [EJAR BN, N [ AR [ (-3 —2, 1- W R FE ) ] A [4- & -3-( =5
) ZEEWE 1 (105mg, 0. 13mmol) 7E CH,CL, (2m1)  MeOH (0. 5m1) F1 H,0(0. 25m1) = A
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IMAREWE G = R5ERE (~ 3mmol/g = RAERE 413, 87mg, 0. 26mmol) \ FF [ —2— 4 i
(3311, 0. 39mmol) 1 PTSA (AL EE ) o ¥ [ VAL 2R T HEHE 4 /NI, S8 5 BB E o i IR
FEEE (0 — 100% L PR L BsH CReis i ) 24k, 19 2hs @A &9, K B Elb 18 (133mg,
100%) -

[1235] 'H NMR(600MHz, &4/i —d) 6 8. 16 (d, J=2. 35Hz, 1H), 7. 93 (dd, J=2. 35, 8. 51Hz, 1H),
7.89 (s, 1H), 7.62-7. 65 (m, 2H), 7. 35(d, J=8. 22Hz, 1H), 7. 07 (dd, J=2. 20, 8. 36Hz, 1H), 3. 46
(quin, J=6. 53Hz, 1H), 2. 44-2. 49 (m, 1H), 2. 38-2. 44 (m, 1H), 2. 21 (s, 2H), 2. 05-2. 11 (m, 1H)
,1.84-1.90 (m, 1H).

[1236] ALE&W) 108

[1237]  4- %0 -N-{56- & —2-[ (3- 2RI IE ) WRRMESS | A% 13- ( = P& ) AT
iczs

[1238]

[1230] $% W — f& B JF D, % 3% F NaBH, [ MeOH % & 4b 2 KL 7™ 4, 0
4= S -N-[6- A —2- (3 S AR - BRI P 8 ) — 2R3 1-3— = P2k - Rmameie (el ik
35) &AL G .

[1240]  1H NMR (600MHz, CD,0D) & 8. 13(d, J=2. 05Hz, 1H), 7. 99 (dd, J=2. 20, 8. 36Hz, 1H), 7.
73(d, J=8. 51Hz, 1H), 7. 46 (d, J=8. 51Hz, 1H), 7. 34 (d, J=2. 05Hz, 1H), 7. 06 (dd, J=2. 05, 8. 51
Hz, 1H), 4. 17-4. 22 (m, 1H), 3. 70-3. 77 (m, 1H), 2. 19-2. 26 (m, 1H), 1. 90-2. 00 (m, 1H), 1. 78-1
.86 (m, 1H), 1. 62-1. 76 (m, 2H), 1. 29-1. 38 (m, 1H).

[1241] &% 109

[1242]  4- &0 -N-[56- & —2- ( SEEMRBEES ) 3 1-3-( = PR ) KB

[1243]

[1244] 50— BFE D,y 4- S0 -N-[6- 0 —2- ( LFEmidk ) 293k 1-3-( =3 T4k ) #hi
LR AN A/

[1245]  1H NMR(600MHz, CD,0D) & 8. 30 (d, J=1. 76Hz, 1H), 8. 14 (dd, J=2. 20, 8. 361z, 1), 7.
72-7.80 (m, 2H), 7. 64 (d, J=2. 05Hz, 1), 7. 10 (br. s. , 1H), 3. 30-3. 38 (m, 2H), 1. 09 (¢, J=7. 3

il
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4Hz, 3H)
[1246] 4L&E4 110

[1247]  2-{[4-20-2- ({[4- 23— ( SHAHE) 200 ] BIEAE ) G000 J63E T Widt ) -\, N- —
I3 2, Tk
[1248]
Q
O=§ Cl
mWi:LMi £
F
S F
krN\
Q
[1249] 4 M6 — MR T2 % Go 1 b 18 4 BN, N — i A8 R0 [ G- 40 -2, 1- W 4536 )] W

[4- G -3 ( =R FHL ) KIEmERE 1 A1 2- 5 -N, N- 3 - LWk & br @b 54 .
[1250]  1H NMR (600MHz, CD,0D) & 8. 09 (d, J=2. 35Hz, 1H), 7. 94 (dd, J=2. 05, 8. 51Hz, 1H), 7.
76 (d, J=8. 221z, 1H), 7. 47-7. 50 (m, 2H), 7. 18 (dd, J=2. 35, 8. 51Hz, 1H), 3. 68 (s, 2H), 2. 97 (s
, 30, 2.93(s, 3H).

[1251] 4 EY 111

[1252]  2-{[4- % —2-({[4- S -3- ( =9 HFEE) R} ] Bmedt | =68 ) & T mk  -N-F

12, W
[1253]
Q
@ﬁﬂib cl
CI\QNH -
F
F
S H
KWN\
O
[1254] %W —BREF G, B A A AALGN N — AR [(G-5 -2, 1- WK F )] X

[4- & -3-( =F I ) ZEMRMEE 1 f1 2- & -N- FE - ZWbE &b 8k 54

[1255]  1H NMR(600MHz, CD,0D) & 8. 09 (d, J=2. 35Hz, 1H), 7. 93(dd, J=2. 35, 8. 51Hz, 1H), 7.
76 (d, J=8. 51Hz, 1H), 7. 48 (d, J=2. 35Hz, 1H), 7. 44(d, J=8. 22Hz, 1H), 7. 20 (dd, J=2. 35, 8. 51
Hz, 1H), 3. 40 (s, 2H), 2. 69 (s, 3H).

[1256] 4LEW) 112

[1257]  2-{[4- & 2-({[4- R -3-( =P HE) 2 ] B 25 ) K& ] Wb
B} -N, N- TR 2R

[1258]
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0=8 Cl

CI\©:NH E
‘ F
\rw\

0
[1259] %M —MCFR)T Co B 2-{[4- &l —2- ({[4- & -3- ( =) 2R3 ] ikt } &)
AKEE ] AL } N, N- IR S & b AL S
[1260]  1H NMR (600MHz, CD;0D) & 8. 16 (d, J=2. 35Hz, 1H), 8. 01 (dd, J=2. 05, 8. 22Hz, 1H), 7.
68 (d, J=8. 51Hz, 1H), 7. 45(d, J=8. 51Hz, 1H), 7. 28 (d, J=1. 76Hz, 1H), 6. 90 (dd, J=2. 05, 8. 22
Hz, 1H), 4. 65—4. 71 (m, 1H), 3. 51-3. 57 (m, 1H), 3. 11 (s, 3H), 2. 98 (s, 3H).
[1261] 4L &% 113
[1262] 2-{[4- S 2-({[4- " -3-( = FE) xEJWBLE /L) AR5 ] b
BTN, N- L 2 kg

[1263]
%
O=§ cl
, F
S/=O l F
N\
0

[1264]  $ZMd— AT D, 12— {[4- % —2- ({[4- & -3- ( =R 2L ) ZR0k ] WAt | 2058)
ZRFE ] WAk | -N, N- IR S S bR AL S

[1265] 'H NMR(600MHz, CD,OD) & 8. 29 (d, J=2. 05Hz, 1H), 8. 09-8. 14 (m, 1H), 7. 72(d, J=8. 5
1Hz, 1H), 7. 68 (d, J=8. 51Hz, 1H), 7. 48(d, J=1. 76Hz, 1H), 6. 81 (d, J=8. 22Hz, 1H), 3. 16 (s, 3H
), 3.00(s, 3H).

[1266]1 4L&4 114

[1267] 2-{[4- S 2-({[4- A -3-( =P E) xE ] BEE &) RKE ] Wb
& -N- R W%

[1268]

[1269]  #Z M —RFEF C, H 2-{[4- 3 —2- ({[4- & -3-( = H &L ) ZR3L ] et | =38 )
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ARIE ] WAL ) -N- BRI SRR S A A S

[1270] 'H NMR(600MHz, CD,0D) & 8. 15(d, J=2. 05Hz, 1H), 8. 01 (dd, J=2. 20, 8. 36Hz, 1H), 7.
72(d, J=8. 51Hz, 1H), 7. 51 (d, J=8. 22Hz, 1H), 7. 22(d, J=2. 05Hz, 1H), 7. 02(dd, J=1. 91, 8. 36
Hz, 1H), 4. 21 (d, J=13. 50Hz, 1H), 3. 49 (d, J=13. 21Hz, 1H), 2. 76 (s, 3H)

[1271] A& 115

[1272]  2-{[4-&-2-({[4- S -3- (= A 2E) K5 TRl ) =08 ) R ] maltsE | -N-F
e L%

[1273]

[1274] B — AL D, B 2-{[4- A —2- ({[4- & -3- ( = AL ) K5 ] milesst | &%)
ZRFE ] Bk ) -N- FIE 2B AR AL A

[1275] 'H NMR(600MHz, CD,0D) & 8. 29 (d, J=2. 05Hz, 1H), 8. 09-8. 13 (m, 1H), 7. 69 (d, J=8. 5
1Hz, 1H), 7. 66 (d, J=8. 22Hz, 1H), 7. 44 (d, J=2. 05Hz, 1H), 6. 75(dd, J=1. 91, 8. 66Hz, 1H), 2.7
7(s, 3H).

[1276] 4 E%)116

[1277]  N-{2-[(2- &EE L) Witk ]-5- GURH | 4- S -3- ( AR ) Rt
[1278]

O=§ Cl

Cl NH
L &
s F F
L NH,

[1279] 2 M — PR )P G, A A 4R BN, N/ — Zmi AR [(5— & -2, 1- W22 55 ) ] X
[4- & -3-( =M ) ML 1 fl 2- R - QISR ) & bR &4 .

[1280] 'H NMR(600MHz, CD,0D) & 8. 18(d, J=2. 05Hz, 1H), 7. 99 (dd, J=2. 05, 8. 22Hz, 1H), 7.
65(d, J=8. 51Hz, 1H), 7. 38 (d, J=8. 22Hz, 1H), 7. 30 (d, J=2. 35Hz, 1H), 6. 72 (dd, J=2. 35, 8. 22
Hz, 1H), 2. 96-3. 05 (m, 4H) .

[1281]1 ALEW) 117

[1282] N-{2-[ (2- ®IELFL ) WRIEESE 1-5- SURHE | -4- & -3-( =& F& ) KR
[1283]
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L_NH,

[1284] %M —FKFEFE D, B S5 78 25 W6 FH MeOH 7 fry it B850y « NH,C1 7K SV A1 HOA Ab BERH
P 2h, B N-{2-[ (2- ZFE L) TidE ] -5 FRIE | —4- &l -3- ( =5 P ) KBl &
PREAL S .

[1285] 'H NMR(600MHz, CD,0D) & 8. 27 (d, J=2. 05Hz, 1H), 8. 10 (dd, J=1. 91, 8. 36Hz, 1H), 7.
74 (d, J=8. 51Hz, 1H), 7. 67 (d, J=8. 51Hz, 1H), 7. 42(d, J=1. 76Hz, 1H), 6. 80 (dd, J=2. 05, 8. 51
Hz, 1H), 3. 88-3. 92 (m, 2H), 3. 45-3. 51 (m, 2H) .

[1286] 4L &E%)118

[1287] N-{2-[(2- & IE L% ) WRARLE: 1-5- &K ) 4- & -3-( =H W) e

[1288]

7
0=§ cl

Cl NH
T, &

O FF

L NH,
[1289]  $f— AT C, H N-(2-[ (2- I &3 ) BidE ]-5- &Rk 1 -4- & -3- (=
55 AREBLIG S s S
[1290] 'H NMR(300MHz, CD,0D) & 8. 15 (d, J=1. 76Hz, 1H), 8. 00 (dd, J=1. 90, 8. 35Hz, 1H), 7.
69 (d, J=8. 21Hz, 1H), 7. 46 (d, J=8. 50Hz, 1H), 7. 25 (d, J=2. 05Hz, 1H), 6. 94 (dd, J=1. 90, 8. 35
Hz, 1H), 3. 53-3. 67 (m, 1H), 3. 36-3. 50 (m, 1H), 3. 17-3. 31 (m, 2H).
(12911 AL &% 119
[1202]  3—({2-[ (1-ZRFFMems —2— FERAMEIL ) 0k 14— @URHE } fiidd ) -N, N- It

%
[1293]

[1204] 4% f8—FE)T O, FHAP AR 8N, N/ — iAW [(5— & -2, 1- WAL ) ] B (1- =%
FWIE —2- FEIERE ) AN, N- 3L - AR BRI AR AL &)

[1295] 'H NMR(600MHz, CD,0D) & 7. 69 (d, J=7. 92Hz, 1H), 7. 53-7. 56 (m, 1H), 7. 45-7. 49 (m,
2H), 7. 39 (s, 1H), 7. 37(d, J=8. 51Hz, 1H), 7. 31-7. 35 (m, 1H), 7. 17-7. 20 (m, 1H), 2. 90 (t, J=7
. 19Hz, 2H), 2. 87 (s, 3H), 2. 85 (s, 3H), 2. 33 (t, J=7. 19Hz, 2H).
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[1296] {L&4 120

[1297]  3—-({2-[ (1- ZFFMRIR —2— SR IESL ) 238 1-4- RUR3E | WRAMESE ) -N, N- —FISE
A B

[1298]

[1200] &M —M&HE/7 C, H 3- ({2-[ (1— ZRFF Wi —2— JEma LS ) 20k 1-4- SUR% | i
55 ) N, N- Z SN B RZ il & br Ak 4

[1300] 'H NMR (600MHz, CD,0D) & 7.72(d, J=7. 34Hz, 11), 7. 64 (d, J=8. 221z, 1H), 7. 58 (d, J
=8. 51Hz, 1H), 7. 46-7. 51 (m, 1H), 7. 46 (s, 1H), 7. 39 (d, J=1. 76Hz, 1H), 7. 32~7. 37 (m, 2H), 3.
27-3. 34 (m, 1H), 3. 16-3. 24 (m, 1H), 2. 96 (s, 3H), 2. 90 (s, 3H), 2. 77-2. 86 (m, 1H), 2. 59-2. 66
(m, 1H).

[1301] &4 121

[1302]  3-({2-[ (1- 2R IFFmRm —2— JEmamhat ) 228 1-4- SR | BmEdE ) -N, N- 3L
7%

[1303]

C|\(:[N o
.

7% !

00
[1304] 4% M —f&FE)7 D, B 3- ({2-[ (1- ZRF i —2— ZERAMESE ) 258 1-4- SR%E | i
55 ) N, N- Z LN L il 25 bn AL S 4
[1305] 'H NMR(300MHz, CD,0D) & 7.59-7. 75 (m, 3H), 7. 40-7. 49 (m, 1H), 7. 30-7. 41 (m, 1H),
7.20-7. 30 (m, 2H), 6. 79 (dd, J=1. 76, 8. 50Hz, 1H), 3. 94 (t, J=7. 47Hz, 2H), 2. 87 (s, 3H), 2. 81
(s, 3H), 2. 59 (t, J=7. 47Hz, 2H).
[1306] ALEW) 122
[1307]  N-(2-{[(6— 2 & —1- & ARNLIE —2—- 55 ) F3E ] Mamedt | -5- &KL ) -1- 22 IF0k
M —2— T e f
[1308]
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[1309] &M —MFE/ 7 D A E, 1 {6-[ ({2-[(1- ZRHFmemy —2- FRmalEE ) 22 1-4- &K
BB ) AR ] kg —2- 3 ) EEEFRRBUT BEH S AR AL A Y .

[1310]  'H NMR(300MHz, CD;0D) & 7. 77 (d, J=1. 76Hz, 1H), 7. 59-7. 71 (m, 2H) , 7. 29-7. 44 (m,
3H), 7. 20-7. 29 (m, 1H), 7. 10 (t, J=7. 91Hz, 1H), 6. 77-6. 88 (m, 2H), 6. 57 (d, J=7. 33Hz, 1H), 5
.41 (br. s., 2H), 4. 57 (br. s. , 1H).

[1311]  —f&FEF P

[1312] 4L &%) 123

[1313]  N-(2-{[4- & —2-({[4- & -3- ( =F PR ) FE ] B | &5 ) 2R3 ] Rt At |

2 2R
[1314]
T
Q=§QC|
Cl NH .
e &5
P o
O \L /“\
N

[1315] [ N-{2-[(2- 2 = L5 ) MWt AL 15— R A2k 1 -4- R -3-( = P &L ) #fim
Wk % (23mg, 0. 048mmol) 7E CH,C1, (2m1) " ) % ¥ 0 A Et,N(14 1 1, 0. 10mmol) « & & fif
(51 1,0.053mmol) FI{EEAL FE [ DMAP o S N IRAVITE MR PEFE 1h, W48 . R~ Wil i ik
FEEIE (0 — 10% 1 S SRR ) 2E4k, SR 5 1E4T PTLC (10% AL L8 SRR ) » 1331
PR &

[1316] 'H NMR (600MHz, CD,0D) § 8. 29 (d, J=2. 05Hz, 1H), 8. 13(dd, J=2. 05, 8. 51Hz, 1H), 7.
65-7. 75 (m, 2H), 7. 51 (d, J=2. 05Hz, 1H), 6. 82 (dd, J=2. 05, 8. 51Hz, 1H), 3. 75(t, J=6. 60Hz, 2
H), 3. 51 (t, J=6. 60Hz, 2H), 1. 86 (s, 3H).

(13171 AL G54 124

[1318]  N-(2-{[4- & —2-({[4- & -3-( =5 PFE) KHE ] WA | 25 ) K5 ] Wikl

A} LI LW
[1319]

[1320] 4% f— P/ 7 PRI C, i N-{2-[ (2- HIELH ) Tt ] -5 Sk 1 4- A -3-( =
P ) TR H A bR S o
[1321]  'H NMR (600MHz, CD,0D) & 8. 12 (s, 1H), 8. 01 (dd, J=1. 91, 8. 36Hz, 1H), 7. 77 (d, J=8.
51Hz, 1H), 7. 56 (d, J=8. 22Hz, 1H), 7. 17 (s, 1H), 7. 13(d, J=7. 63Hz, 1H), 3. 60-3. 71 (m, 1H), 3
. 44-3. 54 (m, 1H), 3. 33-3. 42 (m, 1H), 3. 04-3. 15 (m, 1H), 1. 98 (s, 3H).
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[1322] B A& 36
[1323]  4- & -N, N- — 3L T Wi
[1324]

|

CFMA\\’X\\W'N\N

o]

[1325] {E5°C o 4- 5 - T WE & (1. 12ml, 10. Ommol) F1 — F7 3& - Ji& #h % b (4. 1g,
50. Ommo1) 7E THE 77 (KIS I\ 2M NaOH (30m1, 60. Ommol) , 348 30 434, 7] I {45 Fz W 3L B
16 5-10°C. # RMNVIREWHHEFE 1. oh, W47, F EtOAc ML (X2) . #&HMANZH M
HCL (X 2) \ Eh/K Pk, 48 Na,SO, 458, B85 k4, 19 2hn AL &9, A LRy (1. 5g, ~
100%) » FHEAEIE— DA I {EH .

[1326] {54 125

[1327]  4-({2-[ (1 2R FFmRi —2— JEmamEas ) & 2E 1-4- SR | WRaBLEE ) N, N- — &

B
[1328]
o)
1l
CI@NH o
S

1

o}
[1320]  $Z M — AR G A1 C, AP TR 4R SN, N/ [ ZHi AR (5- & -2, 1- WA HE ) ] X
(1- FEIFmRm —2— TER ) F 4- &0 N, N- — 5L — T el & hr A &4 o

[1330] 'H NMR (300MHz, CD,0D) & 7. 68(d, J=7. 62Hz, 1H), 7. 53 (d, J=2. 05Hz, 1H), 7. 35-7.
49 (m, 3H), 7. 32 (d, J=0. 88Hz, 1H), 7. 25-7. 32 (m, 1H) , 6. 95 (dd, J=2. 05, 8. 20Hz, 1H), 3. 33-3
.49 (m, 1H), 2. 98 (s, 3H), 2. 91-3. 08 (m, 1H), 2. 90 (s, 3H), 2. 38-2. 57 (m, 2H), 1. 92-2. 09 (m, 2
H).

[13311 (L&) 126

[1332]  4-({2-[ (1- 2R IFFmRm —2— JEmAMERS ) 228 1-4- U | AmEdE ) -N, N- Z T
Tk fiz

[1333]

e

oﬁ,

7N

[1334] 2B — AR G A1 D, AR 4R SN, N/ [ ZHi AR (5 & -2, 1- AT ) ] X
(1- ZEHEWemg —2- TEWEREZ ) F0 4- &0 -N, N- 3L - T EERE H & AR B 59 .

[1335] 'H NMR(600MHz, CD,0D) 6 7. 76 (s, 1H), 7. 74(d, J=8. 51Hz, 1H), 7. 70 (d, J=7. 92Hz, 1
H), 7. 38-7. 48 (m, 3H), 7. 31 (t, J=7. 34Hz, 1H), 6. 86—7. 05 (m, 1H), 3. 46-3. 69 (m, 2H) , 2. 97 (s
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,3H), 2.91 (s, 3H), 2. 43-2. 59 (m, 2H), 1. 93-2. 09 (m, 2H).

[1336] 4G4 127

[1337]  5- G -N-[56- G —2—- ( LR mERL ) 2RIE 1-1- ZRFFRRNE —2- Tl it i
[1338]

[1339] 4% M — P BRI C, 56— & 2-( F Wi &) & & 5 & - 28 FF mk
Mg —2— T Wk S0 (CAS #:128852-02-8) #l % b & 1k & ¥ (Bioorganic & Medicinal
Chemistry13(2005) 3927 - 3954) ,

[1340]  'H NMR(300MHz, CDC1,) & 11.00 (br. s., 1H), 7. 80(d, J=1. 47Hz, 1H), 7. 68 (d, J=1. 7
6Hz, 1H), 7. 40-7. 54 (m, 3H), 7. 05-7. 16 (m, 2H), 2. 91 (s, 3H).

[1341] 4 &%) 128

[1342]  5- %l -N-[5— Gl —2- ( FEEMAWEEE ) K3 1-1- ZRIFNCrg —2- Tt i

[1343]
(3 y Cl
o1 T
CI\@NH 0
4
[1344] 4% M — P B A D, 56— & —2-( & W 55 ) 2K & f1 5 &l — 2K JF wk
MR —2— Tt B & (CAS #:128852-02-8) i & #% @ 1k & ¥ (Bioorganic & Medicinal
Chemistry13(2005) 3927 - 3954) .
[1345]  'H NMR (600MHz, CD,0D) & 7. 74 (s, 1H), 7. 74 (d, J=5. 58Hz, 1H), 7. 64 (d, J=1. 76Hz, 1
H), 7. 43(d, J=8. 80Hz, 1H), 7. 30-7. 35 (m, 2H), 6. 88 (dd, J=2. 05, 8. 51Hz, 1H), 3. 33 (s, 3H).
[1346] (LG5 129
[1347]  N-{5- & —2-[ (1H- Mtme -3- ZEFFIE ) WPRAWESE 1 2R3E ) —1- ZRIFWkig —2- flEHZ
[1348]

[1349]  $ZME—MFEf P CANE, th 3-L({2-[ (1= ZRIFFIRIY —2- Sl il ) 2t 1-4- FUREL
Bt ) F3E ]-1H- i —1- Bl T Be (A& 22) Hil&brditt &4,
[1350] 'H NMR(600MHz, CD,0D) & 7. 67 (d, J=7. 63Hz, 1H), 7. 42-7. 47 (m, 2H), 7. 41 (d, J=2. 0
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5Hz, 1H), 7. 37 (td, J=1. 47, 7. 78Hz, 1H), 7. 32(d, J=0. 88Hz, 1H), 7. 28 (td, J=0. 88, 7. 48Hz, 1
H), 7. 22(d, J=8. 51Hz, 1H), 6. 96 (dd, J=1. 76, 8. 51Hz, 1H), 5. 92 (s, 1H), 4. 56 (d, J=13. 50Hz,
1H), 4. 28(d, J=13. 50Hz, 1H).

[1351]  {L&W) 130

[1352]  N-[5- % —2- ( AR WPRAMEIE ) 2R3 1-4- N FE KT L

[1353]
7
gatat
cl NH
o
l
[1354] 427 B B C, i 65— &l —2— ( FIEmIEE ) RIEH 4- N2 — 2RI 25
PR A -
[1355]  'H NMR(600MHz, &(fj —d) & 10. 42 (br. s., 1H), 7. 80-7. 86 (m, 2H), 7. 68 (s, 1H), 7. 3
5(s, 2H), 7. 05-7. 08 (m, 1H), 7. 01-7. 03 (m, 1H), 2. 94 (spt, J=6. 90Hz, 11), 2. 69 (s, 3H), 1. 22
(d, J=7. 04Hz, 6H).
[1356] AL &%) 131
[1357]  4- ¥R -N-[5- & —2- ( FFEmREE ) K3 ] RmAIEHL

[1358]
O

O=2SI—@~Br

S

I
[1359]  #% M —FFEF B, i 65— & —2- ( LR EE ) 2RI 4- IR — ZRIA TSR 24 bR ik &
L/
[1360] 'H NMR (600MHz, &4)j —d) & 7. 65—7. 68 (m, 2H), 7. 61-7. 63 (m, 2H), 7. 58-7. 60 (m, 2H
), 7.29(d, J=8. 22Hz, 1H), 7. 04 (dd, J=2. 20, 8. 36Hz, 1H), 2. 17 (s, 3H).
[1361]1 AL&4 132

[1362]  N-[6- & —2- ( FEEmIE ) 0k 14— ORI
[1363]

\@‘?

[1364] %M — AL B, 1 65— & —2- ( FFEEARZE ) RGN 4 filll — SRR S0 & bR ik &

[1365]  'H NMR(600MHz, 5fj —d) & 7. 80 (d, J=8. 80Hz, 2H), 7. 62-7. 64 (m, 1H), 7. 61 (d, J=2
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. 05Hz, 1H), 7. 49-7. 53 (m, 2H), 7. 30 (d, J=8. 22Hz, 1H), 7. 04 (dd, J=2. 20, 8. 36Hz, 1H), 2. 17 (
s, 3H).
[1366] 4L&4 133

[1367]  4- ¥R -N-[56- & —2—- ( I RAmESL ) 2538 1 KMt %
[1368]

[1369]  #ZME—MFRST C, HH 4- ¥R -N-[6- G —2- ( MR ) RO | R il 28 b 4k
G

[1370]  'H NMR(600MHz, 524j —d) & 10.63-10. 77 (m, 1H), 7. 79-7. 82 (m, 2H), 7. 64-7. 68 (m,
3H), 7. 05(dd, J=1. 17, 2. 35Hz, 2H), 2. 79 (s, 3H).

(13711 4L &4 134

[1372]  N-[5- G —2- ( FEEWmAMEES ) JKE 14— MK %

[1373]

o
X
/O
?/

[1374] &ML C, I N-[6- 50 —2- (I EMR L ) A58 14— WORTRA I L i 25 brdil 4k &
.

[1375]  'H NMR(600MHz, %4 —d) § 10. 69 (br. s., 1H), 7. 83-7.91 (m, 2H), 7. 61-7. 69 (m, 3H
), 7.01-7.08(m, 2H), 2. 79 (s, 3H).

[1376] AL &) 135

[1377]1  4- R -N-[5- & —2— ( FEEMAMESE ) -3 ] Rmaltik

[1378]
?
1
NH

Q
Dy
O

Il

[1379] M RFE/F D, Y 4- 3R -N-[56- G —2- ( FIEmiIE ) A5 ] SRRRIERL 6 % bR il
“.

[1380]  'H NMR(600MHz, (i —d) 8 9.20-9.27 (m, 1H), 7. 80(dd, J=1. 32, 8. 36Hz, 2H), 7. 76
(d, J=8.51Hz, 1H), 7. 68 (dd, J=1. 47, 8. 80Hz, 2H), 7. 25(d, J=1. 47Hz, 1H), 7. 18-7. 21 (m, 1H)
,2.93(d, J=1. 47Hz, 3H).
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[1381] 4. &%) 136
[1382]  N-[5- G0 —2- ( EEmANEIE ) -3 -4 MORTA I
[1383]

0

o%—Qi}q
cl NH
Tl
A
$-0

[1384] 4% —MFE/F D, i N-[6- &l —2- ( ARG 2L ) 2R3 14— KRR i o) 28 Am AL &
.

[1385]  'H NMR(600MHz, &24jj —d) 6 9. 17-9. 25(m, 1H), 7. 90 (d, J=8. 51Hz, 2H), 7. 76 (d, J=8
.51Hz, 1H), 7. 67 (d, J=1. 76Hz, 1H), 7. 64 (d, J=8. 51Hz, 2H), 7. 19 (dd, J=1. 76, 8. 51Hz, 1H), 2
.93 (s, 3H).

[1386] AL &4) 137

[1387]  N-{5— G —2-[ (mkhe —2- FEHEE ) Mgt ] 2R3E 11— 2 FFmeng —2- Ttk

[1388]

[1389]  F M —MCHESP A MU B, H 2- 22k —4- G0 - ZROET  2— R AT AL — nibmg SRR SR AR
FFIRIR -2 R IR S &S bR AL S ) o

[1390]  'H NMR(600MHz, 404/i —d) 8 12. 32 (br. s, 1H), 8. 87 (dt, J=0. 77, 4. 92Hz, 1H), 7. 76 (
d, J=2. 05Hz, 1H), 7. 58-7. 65 (m, 2H), 7. 44 (dd, J=0. 88, 8. 22Hz, 1H), 7. 34-7. 42 (m, 3H), 7. 25
~7.30 (m, 2H), 7. 06 (d, J=7. 63Hz, 1H), 6. 96-7. 01 (m, 1H), 3. 98 (s, 2H) .

[1391] 4L &4 138

[1392]  N-{5- G —2-[ (g —3- FLMIL ) Bdk ] NI | -1- FIFRR —2- itz

[1393]

/
[1394] %M MFRP A AN B, H1 2- 203k —4— G — ZRBAAE  3— IR 2 — ME e SR IR b AT
FERRIE —2- BB & AR &) o
[1395]  'H NMR(600MHz, %fjj —d) 8 8.42(dd, J=1. 61, 4. 84Hz, 1H), 8. 12(d, J=1. T6Hz, 2H),
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7.66-7.70 (m, 2H), 7. 50 (d, J=1. 17Hz, 1H), 7. 46-7. 49 (m, 1H), 7. 42-7. 46 (m, 1H), 7. 33 (ddd,
J=1.17,6.97, 8. 00Hz, 1H), 7. 26-7. 29 (m, 1H), 7. 13 (ddd, J=0. 88, 4. 70, 7. 92Hz, 1H), 7. 00 (d
, J=8.51Hz, 1H), 6. 89 (dd, J=2. 20, 8. 36Hz, 1H), 3. 75 (s, 2H).

[1396] {L&W) 139

[1397]  N-{5— G —2-[ (i —3- FL AL ) WHABEIE 1 2R3 | —1- ZRIFIRNE —2- TAlLiL
[1398]

[1399] 4% — & FE/F C, th N={6— S —2-[(nbme -3- I ) midE ] 285 1 -1- 2 9Fmk
IR —2— T Pt fie il 2 b AL 54 o

[1400] 'H NMR(600MHz, A —d,) 68.28(d, J=4. 11Hz, 1H), 7. 86 (br. s. , 1H), 7. 68-7. 71 (
m, J=0. 73, 1. 32Hz, 1H), 7. 54 (d, J=1. 76Hz, 1H), 7. 36—7. 41 (m, 2H), 7. 31-7. 35 (m, LH), 7. 25—
7.29 (m, J=1. 03, 7. 78Hz, 1H), 7. 24 (d, J=7. 92Hz, 1H), 7. 12(dd, J=4. 99, 7. 63Hz, 1H), 6. 73 (d
, J=8.51Hz, 1H), 6. 68 (dd, J=2. 05, 8. 51Hz, 1H), 4. 55 (s, 2H).

[1401] 4 &%) 140

[1402]  N-(5— 5 —2— { [ (1- 4 AR wE —3- 2 ) FI2E ] MRSt | 08 ) —1- 2R IFIrsg —2— ik
RIS

[1403]

R N+O-
c‘s/\@

[1404] 2 J—RFE)T C, HH N={56— @l —2-[ (bR —3- L 3L ) Midk ] 2R3 | -1- K Jfmk
IR —2— T Pt fie i) 2 b AL 54 o

[1405] 'H NMR(600MHz, FVE% —d,) §8.10-8. 14 (m, 1H), 8. 01 (t, J=1. 47Hz, 1H), 7. 66-7. 68
(m, 1H), 7. 42-7. 49 (m, 2H), 7. 34 (ddd, J=1. 17, 7. 12, 8. 44Hz, 1H), 7. 23-7. 29 (m, 2H), 7. 14 (d
d, J=6. 60, 7. 78Hz, 1H), 6. 87 (d, J=7. 921z, 1H), 6. 83 (d, J=8. 22Hz, 111), 6. 71 (dd, J=2. 05, 8.
22Hz, 1H), 4. 63 (d, J=13. 21Hz, 1H), 4. 37 (d, J=13. 21Hz, 1H).

[1406] ALEWY) 141

[1407]  N-{56—- & —2-[ (nmmg -3- FEFEL ) MHEEEL 1 2R3 } -1 2RI —2- Tt
[1408]
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[1409]  $% M —MFE/F D, i N-{6- &l —2-[(nibwe -3- I ) M ] 2858 1 -1- ZKIFmk
IR —2— Tl Pk fie i) 28 b A 540 o

[1410] 'H NMR(600MHz, A —d,) 68.27(d, J=4. 11Hz, 1H), 8. 04 (br. s. , 1H), 7. 78 (t, J=1
. T6Hz, 1H), 7. 65 (d, J=7. 92Hz, 1H), 7. 46 (d, J=0. 88Hz, 1H), 7. 31-7. 37 (m, 2H), 7. 27-7. 31 (m
, 1H), 7. 21-7. 26 (m, 2H), 7. 06 (dd, J=5. 14, 7. 48Hz, 1H), 6. 67 (dt, J=1. 76, 8. 51Hz, 1H), 4. 98
(s, 2H).

(14111 LG5 142

[1412]  N-(5— G —2- {[ (1— 5 AQNLRE —3- 2% ) A2 ] MAltss | oR3E ) —1- 2 FFWeng —2- T
Tk friz

[1413]

[1414]  $Z M —MFE)P D, t N-{56- Gl —2-[ (Mibmg —3- F 3L ) fiddk ] 280 | -1- K Ffmk
R —2— Tl Pk fie i) 25 b AL 540 o

[1415]  'H NMR(600MHz, DMSO—-d,) & 8. 01-8. 08 (m, 2H), 7. 68 (d, J=7. 92Hz, 1H), 7. 53 (d, J=8
. 22Hz, 1H), 7. 46-7. 48 (m, 1H), 7. 31-7. 37 (m, 2H), 7. 23-7. 27 (m, 2H), 7. 11-7. 15 (m, 1H), 6.9
8(d, J=7. 92Hz, 11), 6. 58-6. 61 (m, 1H), 5. 09 (s, 2H).

[1416] {5 143

[1417]  N-{6— G —2-[ 3- AHEEFEE ) Midd ] Ak | —1- A IFFIRemg —2- TR MEi%

[1418]

[1419] 4% M FEF G, A RAR 8N, N — ZHARRL [ (56— & -2, 1- WaR3E ) ] X (1- =%
TR —2- TEIERZ ) AT 1- SFPIE -3~ 3L - 2R HI & bR 54 o

[1420]  'H NMR(600MHz, %if/i —d) 68.08(s, 1H), 8. 02(ddd, J=1. 17, 2. 35, 8. 22Hz, 1H), 7. 7
7(t, J=2. 05Hz, 1H), 7. 65-7. 69 (m, 2H) , 7. 50 (d, J=0. 88Hz, 1H), 7. 45-7. 48 (m, 1H), 7. 41-7. 4
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5(m, 1H), 7. 30-7. 36 (m, 2H), 7. 21 (dg, J=0. 88, 7. 63Hz, 1H), 7. 03 (d, J=8. 22Hz, 1H), 6. 89 (dd
, J=2. 05, 8. 22Hz, 1H), 3. 84 (s, 2H).

[1421] 4 EW) 144

[1422]  N-{5- % —2-[(3- AL FEE ) midk ] 2R3 | —1- 2RIFWerE —2- Tl

[1423]

[1424]  $%f8— PTG, P AR 8N, N — ZHARRL [ (56— & -2, 1- W23t ) ] X (1- =%
IR —2- TR ) AT 1- WAL -3~ RS - &AL 5

[1425]  'H NMR (600MHz, Zf/i —d) 8 8. 11 (s, 1H), 7. 64-7. 68 (m, 2H), 7. 40-7. 50 (m, 3H), 7. 3
1(ddd, J=0. 88, 7. 04, 7. 92Hz, 1H), 7. 07-7. 13 (m, 2H) , 6. 90 (dd, J=2. 05, 8. 22Hz, 1H), 6. 73 (d
dd, J=1. 17, 2. 49, 8. 36Hz, 1H), 6. 53-6. 56 (m, 1H) , 6. 48 (t, J=2. 35Hz, 1H), 3. 74 (s, 2H), 3. 66
(s, 3H).

[1426] A &%) 145

[1427]  N-{5- G —2-[ (nkhe —2- SEFIE ) WRRIESS ] 20 | —1- HIFWemg —2- TElERL
[1428]

[1420] 4% M —MFE/F C, t N-{(6— & —2-[(nibwe —2- AL ) Wi 2 ] 2858 | -1- X IFmk
IR —2— Tt Pk fie i) 2 b AL 54 o

[1430] 'H NMR(600MHz, FAf% —d,) 6 8.46(d, J=4. 7T0Hz, 1H), 7. 64-7. 73 (m, 2H), 7. 48 (d, J=
8.51Hz, 1H), 7. 38-7. 45 (m, 3H), 7. 25-7. 34 (m, 3H), 7. 07-7. 17 (m, 2H) , 4. 58 (d, J=12. 91Hz, 1
H), 4. 35(d, J=12. 91Hz, 1H).

[14311 (L5 146

[1432]  N-{5— &l —2-[ (nkme —2- SLFIE ) WABESL ] 2K5E ) —1- 2RIk —2- Tk HZ
[1433]

[1434] %M — R D, B N-{5— & —2-[ (ntng —2- L/

i

bt 2k ] 2R AL }-1- AP
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MR —2— T Pt fie i) 28 b AL 54 o

[1435] 'H NMR(600MHz, FAE% —d,) & 8.42(dt, J=0. 84, 4. 77Hz, 1H), 7. 75(d, J=2. 05Hz, 1H)
,7.67(d, J=7. 63Hz, 1H), 7. 41-7. 49 (m, 31), 7. 31-7. 39 (m, 21), 7. 22-7. 29 (m, 2H), 7. 07 (d, J
=7. 63Hz, 111), 6. 76 (dd, J=1. 91, 8. 66Hz, 1H), 5. 07 (s, 2H).

[1436] ALEW) 147

[1437]  N-(5— G —2— {[ (1 SARMERE —2- 2 ) F3E ] WAL | 2R38 ) —1- 2Ry —2- il
1t fiiz

[1438]

[1430] 2 ME—REFE)P D, H N-{6- & —2-[ (mibng —2- FE 4L ) 2 ] 2R3 | -1- K Jfnk
IR —2— Tt Pt fie il 2 b AL 54 o

[1440] 'H NMR(600MHz, FAf —d,) 6 8. 35(d, J=6. 46Hz, 1H), 7. 74 (d, J=2. 05Hz, 1H), 7. 66 (
d, J=7.92Hz, 1H), 7. 60 (d, J=8. 51Hz, 1H), 7. 38 (s, 2H), 7. 34 (d, J=10. 56Hz, 3H), 7. 25 (s, 2H)
,6.77(dd, J=1. 32, 8. 36Hz, 1H), 5. 54 (br. s, 2H).

[1441] 4 E%) 148

[1442]  N-(5— G —2— {[ (1-5ARMERE —2- 2% ) FIIE ] WRAMESS | A3 ) —1- 2R HFIRIR —2- T
Wyt fiz

[1443]

[1444]  $Z M —FEF D, i N-{(6— S —2-[(nibme —2- L) il ] 285 1 -1- 29Fmk
IR —2— T Pt fie i) 2 b AL 54 o

[1445] 'H NMR(600MHz, F' Ji¥ —d,) & 8. 31(d, J=6. 16Hz, 111), 7. 66 (d, J=7. 92Hz, 1H), 7. 46
~7.50 (m, 1H), 7. 38-7. 42 (m, 1H), 7. 30-7. 38 (m, 2H), 7. 28 (s, 3H), 7. 19(d, J=8. 51Hz, 1H), 7.
05(d, J=7. 63Hz, 1H), 6. 82 (d, J=8. 22Hz, 1H), 5. 14 (d, J=12. 62Hz, 1H), 4. 68 (d, J=12. 32Hz, 1
H).

[1446] (L 5EW) 149

[1447]  N-{2-[(3- FEEFE) i ]-56- SR | -1- IR —2- TRt i

[1448]
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=
I
(8]

[1449] %M —MFREIT L, B N- (56— —2- [ (3-fiHFE R348 ) M2 ] 2R5E | —1- 2R IFWesg —2- T
Pt fie i) 5 b A 5 )

[1450] 'H NMR (600MHz, Z4i —d) & 7.64-7.68 (m, 2H), 7. 47-7. 51 (m, 1H), 7. 40-7. 46 (m, 2H
), 7.29-7.34(m, 1H), 7. 14 (d, J=8. 22Hz, 1H), 6. 97 (t, J=7. 78Hz, 1H), 6. 92(dd, J=2. 35, 8. 22
Hz, 1H), 6. 48-6. 52 (m, 1H), 6. 35(dd, J=0. 59, 7. 63Hz, 1H), 6. 28 (t, J=1. 91Hz, 1H), 3. 67 (s, 2
H).

[1451]1  ALEW) 150

[1452]  N-{2-[(3- &2 W) WHABLE 1-5- SR | -1- Mg —2- Ttk

[1453]

[1454] 4 M0 — R FEF C MK, H N-{5— S —2-[ (3—- AL W3k ) midE ] 2R3 11— 3 IFmk
IR —2— Tt I i i) 25 A AL S 4 o

[1455] 'H NMR (600MHz, ¥ —d,) 6 7.69(d, J=7. 921z, 1H), 7. 48 (d, J=8. 51Hz, 1H), 7. 37~
7. 43 (m, 3H), 7. 30 (td, J=0. 88, 7. 48Hz, 1H), 7. 20 (d, J=8. 51Hz, 1H), 7. 01 (dd, J=2. 05, 8. 51H
z, 1H), 6. 95(t, J=7. 78Hz, 1H), 6. 70-6. 74 (m, 1H), 6. 64 (t, J=1. 76Hz, 1H), 6. 45(d, J=7. 63Hz
, 1H), 4. 40 (d, J=12. 62Hz, 1H), 4. 00 (d, J=12. 62Hz, 1H).

[1456] 4L&%) 151

[1457]  N-{2-[(3- & FE ) WM -5 A | -1- RIFMEmG —2- TEMEI

[1458]

[1450] M —fHE)7 D MUK, fH N=-{5- @l —2-[ (3— A ZE "Rk ) Mgk 1 3% | -1- R Jfmk
IR —2— T Pt fie il 2 b AL 54 o

[1460] 'H NMR(600MHz, FF{ —d,) 8 7.80(d, J=2. 05Hz, 1H), 7. 69 (d, J=7. 63Hz, 1H), 7. 52 (
d, J=0. 59Hz, 1H), 7. 40 (d, J=8. 51Hz, 1H), 7. 35 (td, J=1. 32, 7. T0Hz, 1H), 7. 31 (d, J=8. 51Hz,
1H), 7. 26-7. 30 (m, J=7. 92Hz, 1H), 6. 78 (dd, J=2. 05, 8. 51Hz, 1H), 6. 65 (t, J=7. 78Hz, 1H), 6.
49 (dd, J=1. 91, 7. 78Hz, 1H), 6. 33 (t, J=1. 76Hz, 1H), 6. 05 (d, J=7. 34Hz, 1H), 4. 66 (s, 2H).
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(14611 41L& 152
[1462]  N-{6- & —2-[ (3- FEENEE ) Midk | 538 ) -1 2R IFFMRIR —2- Tt ik

[1463]
o
1)
CIQNH o

[1464]  T=E ) N-{6- 5 —2-[ (3- AL FIE ) itk 1 2838 1 -1- R IFMEmg —2- T
(315mg, 0. 69mmo1) F CH,CL, (5ml) FHIFEIIA BBr, (IM CH,CL, ¥, 2. 1ml, 2. lmmo1) , ¥4
RSAEFE 2h, B EtOAc %, FH EhoK ek, 48 Na,SO, T8, B84 . F = Wd i e At 6
ik (25% PR SRR CRERs ) 2tk 15 2bR 54 (196mg, 64%) -

[1465] 'H NMR(600MHz, 5{j —d) 8 8. 10 (br. s., 1H), 7. 63—=7. 69 (m, 2H), 7. 41-7. 51 (m, 3H)
,7.32(td, J=0. 88, 7. 48Hz, 1H), 7. 12(d, J=8. 22Hz, 1H), 7. 05 (t, J=7. 92Hz, 1H), 6. 91 (dd, J=
2. 35, 8. 22Hz, 1H), 6. 66 (ddd, J=0. 73, 2. 57, 8. 14Hz, 1H), 6. 51 (d, J=7. 92Hz, 1H), 6. 45—6. 48
(m, 1H), 5. 07 (br. s., 1H), 3. 71 (s, 2H) .

[1466] 4. &%) 153

[1467]  N-{5- G —2-[(3- FAEFAE ) WhABEAL | A5E 1 -1- A IFRRIR —2- T i

[1468]

[1469]  F%M— AL/ T Co HN-{5- Sl —2-[ (3- FRIEFIE ) M2k ] 2R3} -1 2R IFmRiR —2- T
Pt fiz i) 25 b A S0 o

[1470]  'H NMR (600MHz, Zf/i —d) & 10.27-11. 14 (m, 1H), 7. 73(d, J=2. 05Hz, 1H), 7. 67(d, J
=7.92Hz, 1H), 7. 53 (s, 1H), 7. 43-7. 47 (m, 1H), 7. 38-7. 42 (m, 1H), 7. 28-7. 33 (m, 1H), 7. 04 (t
, J=7.92Hz, 1H), 6. 92 (dd, J=1. 47, 8. 22Hz, 1H), 6. 79 (d, J=8. 22Hz, 1H), 6. 74 (dd, J=2. 05, 8.
22Hz, 1H), 6. 59 (s, 1H), 6. 40 (d, J=7. 34Hz, 1H), 4. 33 (d, J=12. 32Hz, 1H), 4. 16 (d, J=12. 62Hz
, 1H).

[14711 L&) 154

[1472]  N-{5- & —2-[(3- BEETFE ) BAWEE 1 K5 | —1- ZRIFNCrg —2- Tt

[1473]
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OH

[1474]  $2M—FEFED, I N-{6- G —2-[ (3—- R EETHRL) Bt ] 2R3 ) —1- FE Pk —2— fifh
Pt fiz i) 5 b AL 5 ) o

[1475] 'H NMR(600MHz, % 1§ —d) 87.76(br.s., 1H),7.65-7.72(m, 1H), 7. 56 (br.
s., IH),7.44 (br.s.,3H), 7.33(s, IH), 7. 02(br. s., 2H), 6. 77 (br. s., LH), 6. 58 (br.
s., 1H), 6. 39-6. 47 (m, 1H), 4. 28 (br. s. , 2H).

[1476] A {4 37

[1477]  ZEIFWg —2- IR (5— &l —2- 304 - R4 ) Wi

[1478]

[1479]  $%f— )T N, (A AR 8N, NT [ ZHRARRL (5 & -2, 1- WAL ) ] B (1- =%
FEMRIR —2- Tl ) il bR G, oA — AL RITAE A

[1480] {L&W) 155

[1481]  N-{5— G —2-[ ( =9I ) BidE ] 2R3 1 -1- 2R PRI —2- itz

[1482]
cl NH_©O

[1483]  {£ —78°CIn| A IR —2- TR (5- & —2- 3fihE — 3% ) - Wil (332mg, 0. 98mmol)
7E CH,C1, (10m1) FAERUINA 3, 3— L —1-( =9 3L ) -1, 2- ZE B4 A IRER (CASH,
887144-97-0, 354mg, 1. 07Tmmol) , ¥4 [ Mg Ht: 1 /NI, AEBLA kit R W0l I e A A 6
i (CH,CL,) 2U4k, 1 RIbR AL A4 (375mg, 94%)

[14841  'H NMR(600MHz, %0{}j —d) 8 7.88(s, 1H), 7. 82(d, J=2. 05Hz, 1H), 7. 67 (dd, J=0. 59,
7.92Hz, 1H), 7. 49-7. 54 (m, 3H), 7. 44-7. 49 (m, 1H), 7. 33 (td, J=1. 03, 7. 56Hz, 1H), 7. 11 (dd,
J=2. 20, 8. 36Hz, 1H).

[1485] {L &4 156

[1486]  N-{5- % —2-[ ( =3 FJE ) MATEIL 1 235 } -1 ZRIFIRRY —2- BAMERL

[1487]
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¢
gna®
cl NH_O

[1488]  $%M8— LT D, A8 FHZE R CH,CL, P #) 10 248 ¥ mCPBA, i N-{5- & —2-[ (=
W) DL ] REE ) -1 RIEMRIR —2- TR AR AL S

[1489]  'H NMR(600MHz, TAfi —d6) & 7. 90 (d, J=2. 05Hz, 1H), 7. 78 (d, J=8. 80Hz, 1H), 7. 71 (
d, J=7.92Hz, 1H), 7. 51 (d, J=8. 22Hz, 1H), 7. 36—7. 43 (m, 2H) , 7. 29 (t, J=7. 48Hz, 1H), 6. 92 (d
, J=6. 46Hz, 1H).

[1490] 1L &W 157

[1491]  N-{5- & —2-[( = I ) WRELEE 1 2R3 | -1 ZKIFRRIm —2- Tl

[1492]
i /
140
cl NH_©O

[1493] 4 M8— AL/ D, A8 B ZE R CHLCL, HR ) 10 24 £ /¥ mCPBA, Hi N-{5- & —2-[ (=
BPIE) Bk ] SR -1 ATFRRIR —2- B IEI S AR AL S )

[1494]  'H NMR(600MHz, Pl —d6) & 10. 00 (br. s., 1H), 7. 89 (d, J=8. 22Hz, 1H), 7. 78-7. 81
(m, 1H), 7. 63-7. 66 (m, 1H), 7. 50-7. 59 (m, 4H) , 7. 39 (ddd, J=0. 88, 7. 26, 8. 00Hz, 1H).

[1495] 4L &%) 158

[1496]  N-{2-[ (3 2 &7 3L ) fidt 1-5- &R | -2, 4- R MEI

[1497]

[1498] M — R AL B MK, 2 200 —4- & - ROl 1- WP -3 Aig 2k — 40
2, 4= 5 - AR A S s A S .

[1499] 'H NMR(600MHz, 524j —d) 8 7.92(td, J=6. 16, 8. 51Hz, 1H), 7. 47 (d, J=2. 35Hz, 1H),
7.19(d, J=8. 22Hz, 1H), 7. 01-7. 06 (m, 1H), 6. 95-7. 01 (m, 1H), 6. 88-6. 94 (m, 211), 6. 57 (dd, J
=1. 47, 8. 80Hz, 1H), 6. 40-6. 45 (m, 2H), 3. 72 (s, 2H).

[1500] 4LE&W) 159

[15011  N-{2-[(3- &L W ) WML -5 A AE | -2, 4- ORI

[1502]
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o=§QF
cl NH
-
NH
2 2
do L

[1503] & Md— LT AVB D MK, H 2- &0 —4— S — ABilE . 1- IR P2 -3— fifdk — 2100
2, 4= TR - R S bR S

[1504] 'H NMR(600MHz, FfE —d,) & 8. 05 (td, J=6. 16, 8. 51Hz, 1H), 7. 48-7. 54 (m, 2H), 7. 1
4-7.25(m, 2H), 7. 09 (dd, J=2. 05, 8. 51Hz, 1H), 6. 96 (t, J=7. 78Hz, 1H), 6. 66-6. 71 (m, 1H), 6.
54(t, J=1.91Hz, 1H), 6. 34(d, J=7. 63Hz, 1H), 4. 44 (s, 2H).

[1505]  ALEW) 160

[1506] N-{2-[(3- ZZE ¥ ) MM 1-5- WA | -4 & —2- FATEELIL

[1507]

F
NH
A :
g0

[1508] 2 HE— AR AVBLD MK, B 2- 20k —4— & — ABiE . 1- WP 2L -3— Ak - 2500
4= A —2- F - AR S AR AL S Y .

[1509] 'H NMR (600MHz, A —d,) 67.97(t, J=8. 51Hz, 1H), 7. 54 (d, J=8. 51Hz, 1H), 7. 43~
7.52(m, 3H), 7. 13-7. 17 (m, 1H), 6. 98 (t, J=7. 78Hz, 1H), 6. 67-6. 72 (m, 1H), 6. 53 (s, 1H), 6. 3
3(d, J=7.63Hz, 1H), 4. 42 (s, 2H).

[1510] 4L &%) 161

[1511]  N-{2-[(3- &N ) WEAELE 1-5- &R | -4- & —2- AR

[1512]

[15138] 2T AVBL C MK, B 2- 20k —4— 0 — Bl 1- P2 -3— ik — 2500
4- A —2— H - AEABEEUH] AR A S Y

[1514] 'H NMR(600MHz, FAfE —d,) & 7. 85 (t, J=8. 07Hz, 1H), 7. 49 (dd, J=1. 76, 9. 98Hz, 1H)
, 7.40(dd, J=1. 91, 8. 36Hz, 1H), 7. 33(d, J=8. 22Hz, 1H), 7. 23 (dd, J=1. 91, 8. 36Hz, 1H), 7. 16
(d, J=2. 05Hz, 1H), 7. 04 (t, J=7. 78Hz, 1H), 6. 72-6. 75 (m, 1H), 6. 63 (t, J=1. 91Hz, 1H), 6. 50 (
d, J=7. 34Hz, 1H), 4. 30 (d, J=12. 91Hz, 1H), 4. 04 (d, J=12. 62Hz, 1H).

[1515] 4LE54) 162

129



CN 103380115 A OB B 107,148 T

[1516]  N-{2-[ (3—- &FEFHL ) MiZE 1-6- GRS | AREEMEL
[1517]

[1518] M — A AL B MK, B 2- 25k —4- S - KRBl 1- IR A3 -3 i — MR
it g S T 5 B AL S 4

[1519] 'H NMR(600MHz, F? W% —d,) 8 7.75-7.79 (m, 2H), 7. 57-7. 62 (m, 1H), 7. 48-7. 53 (m,
2H), 7. 44(d, J=2. 05Hz, 1H), 7. 14 (d, J=8. 22Hz, 1H), 6. 99 (dd, J=2. 35, 8. 22Hz, 1H), 6. 95 (t,
J=7.78Hz, 1H), 6. 56—6. 60 (m, 1H), 6. 45 (t, J=1. 91Hz, 1H), 6. 35 (d, J=7. 34Hz, 1H), 3. 58 (s, 2
H).

[1520] 4L &%) 163

[1521]  N-{2-[(3- L W&E ) Mgt 1-5- AR IE | -4 FURRELIZ

[1522]
7
NH

[1523] & — MR AL B K, 1 2- 200 —4- & - ROl 1- WP -3 g2 - 2500
4— G — ZRBAIE U 28 AR AL A1) o

[1524] 'H NMR (600MHz, 54/i —d) 6 7.69-7. 72 (m, 2H), 7. 54 (d, J=2. 35Hz, 1H), 7. 40-7. 44 (
m, 2H), 7. 17(d, J=8. 22Hz, 1H), 7. 03 (t, J=7. 78Hz, 1H), 6. 95 (dd, J=2. 20, 8. 36Hz, 1H), 6. 58(
dd, J=1.76, 7. 92Hz, 1H), 6. 34-6. 39 (m, 2H), 3. 61 (s, 2H).

[1525] L&Y 164

[1526] N-{2-[(3- &L F ) Wikt 1-5- SR | -3 FURTABLIL

[1527]

A

I
0=8

Cl NH
o
N
S/A\Ii::Ix H2
[1528] 4% M — M FE/F A B K, 1 2- 202 —4- &0 - ZRBRBE . 1- R 1 36 -3- A2 — Z- A0

3 A — A A A S
[1520]  'H NMR(600MHz, %ffj —d) 8 7. 80 (t, J=1. 91Hz, 1H), 7. 63-7. 66 (m, 11), 7. 56 (d, J=2
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. 35Hz, 1H), 7. 52 (ddd, J=0. 88, 1. 98, 8. 00Hz, 1H), 7. 39 (t, J=7. 92Hz, 1H), 7. 16 (d, J=8. 51Hz
, 1H), 7. 02 (t, J=7. 78Hz, 1H), 6. 96 (dd, J=2. 05, 8. 22Hz, 1H), 6. 55-6. 59 (m, 1H), 6. 35 (d, J=7
. 63Hz, 1H), 6. 32 (t, J=1. 91Hz, 1H), 3. 56 (s, 2H) .

[1530] ALEW) 165

[1531]  N-{2-[ (3—- &R IL7EHL ) MRELIL 1-5- SZREE | ORMAIEAL
[1532]

[1533] 2 fd— 7 AVB. D MK, H 2- 20 —4- & — ABilE . 1- WP 2E -3— ik - 2500
2T A & AL S .

[1534] 'H NMR (600MHz, Al —d,) 6 7.90-7.93(m, 2H), 7. 63-7. 68 (m, 1H), 7. 56-7. 62 (m, 3
H),7.42(d, J=8.51Hz, 1H), 7. 11 (dd, J=2. 05, 8. 51Hz, 1H), 6. 93 (t, J=7. 78Hz, 1H), 6. 66 (ddd
, J=0.73,2.27,8. 14Hz, 1H), 6. 39 (t, J=1. 91Hz, 1H), 6. 16 (d, J=7. 34Hz, 11), 4. 18 (s, 2H).
[1535] {5 166

[1536]  N-{2-[(3—- A IEFI ) WHAELIL |-5- A% | KTt %

[1537]

X

NH
% 2
0O |

[1538] & Md— LT AVB. C K, H 2- &0 —4— & — Wiz 1- P2 -3— fifdk — 2100
PR e -y Ay R/

[1539] 'H NMR(600MHz, FIE% —d,) & 7.82-7.86 (m, 2H), 7. 64-7. 69 (m, 1H), 7. 56—7. 62 (m, 2
H), 7. 27-7. 31 (m, 1H), 7. 22-7. 27 (m, 1H), 7. 08(d, J=2. 05Hz, 1H), 6. 99 (t, J=7. 78Hz, 1H), 6.
67 (ddd, J=0. 88, 2. 35, 8. 22Hz, 1H), 6. 50 (t, J=1. 91Hz, 1H), 6. 36 (d, J=7. 63Hz, 1H), 4. 12(d,
J=12. 62Hz, 1H), 3. 95(d, J=12. 91Hz, 1H).

[1540] 4LE&W) 167

[1541]1  N-{2-[(3- &L ¥ ) MWL 1-5- UK | -4 SURTR LI

[1542]
S
O"—*?OCI
CL\I::::[:NP{
'?S‘\/\©/ NH2
0 0O
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[1543] 28— PR AVBL D MK, H 2- 20k —4— 0 — ABE . 1- WP 2L -3— Ak - 2500
4= A — AR EH S PR S o

[1544] 'H NMR(600MHz, M JiE -d,) 6 7.85-7.88(m, 2H), 7. 58-7. 62 (m, 2H), 7. 55(d, J=2. 0
5Hz, 1H), 7. 49 (d, J=8. 51Hz, 1H), 7. 15(dd, J=1. 91, 8. 66Hz, 1H), 6. 95 (t, J=7. 78Hz, 1H), 6. 6
8(ddd, J=0. 88, 2. 20, 8. 07Hz, 1H), 6. 45 (t, J=1. 91Hz, 1H), 6. 21 (d, J=7. 63Hz, 1H), 4. 28 (s, 2
H).

[1545] AL5W) 168

[1546] N-{2-[(3- &N ) WEAELE 1-5- SRR | -4 FURTABLIZ

[1547]

[1548] 2 HE— AT AVBL C K, B 2- 20k —4— & — Bl 1- P2 -3— ik — 2500
4= A — AR EH] bR S o

[1549] 'H NMR(600MHz, FVE% —d,) §7.79(d, J=8. 51Hz, 2H), 7. 59 (d, J=8. 80Hz, 2H), 7. 32(
d, J=8.51Hz, 1H), 7. 24-7. 29 (m, 1H), 7. 06 (d, J=1. 76Hz, 1H), 6. 99 (t, J=7. 78Hz, 1H), 6. 65-6
.69 (m, 1H), 6. 52 (s, 1H), 6. 38(d, J=7. 34Hz, 11), 4. 16 (d, J=12. 911z, 1H), 3. 97(d, J=12. 91H
z, 1H).

[1550] {L&W) 169

[1551]  N-{2-[(3- &L ) BEAMEARL 1-5- AR ) -3 SURTHEZ

[1552]

i
O=§

cl NH

\CE cl

//S\\/\O/NHZ

00
[1553] & Md— AT AVB D MK, B 2- 20 —4— & — ABilE . 1- P2 -3— ik — 2500
3— & - AT S bR AL S o
[1554] 'H NMR(600MHz, FIE% —d,) 68.00(t, J=1.91Hz, 1H), 7. 89-7. 93 (m, 1H), 7. 42-7. 51
(m, 3H), 7. 38(d, J=8. 51Hz, 1H), 6. 89 (t, J=7. 78Hz, 1H), 6. 66 (dd, J=1. 76, 8. 51Hz, 1H), 6. 59
(d, J=8. 22Hz, 1H), 6. 55 (s, 1H), 6. 37 (d, J=7. 63Hz, 1H), 4. 69 (s, 2H).
[1555] A& 170

[1556]  N-{2-[(3— & FEFHL ) WHEELIL 1-5- R 2R3 | -3 GURTHEL %
[1557]
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/\‘/NHQ

[1558] & Md— LT AVB. C K, 1 2- &0 —4— S — AWz 1- IR P2 -3— fifdk — 2100
- ZRTE L SH S& R E4

[1559] 'H NMR (600MHz, FJiE -d,) 67.85(s, 1H),7.77(d, J=7. 63Hz, 1H), 7. 51-7. 55 (m, 1H
), 7.47(t, J=7. 920z, 1H), 7. 22(d, J=8. 22Hz, 1H), 7. 19(d, J=1. 76Hz, 1H), 6. 93-7. 00 (m, 2H)
, 6. 65(dd, J=2. 20, 8. 07Hz, 1H), 6. 58 (s, 1H), 6. 43 (d, J=7. 63Hz, 1H), 4. 35(d, J=12. 91Hz, 1H
), 3.82(d, J=12. 91Hz, 1H).

[1560] ALEW) 171

[1561]  3—{[4-F 2-({[4- S -3-( =P E) K& ] B} & 5) XE ImE I -N-7

P T
[1562]
Cl
%@E@:
o=% F
Ci NH F
T p
STNCA
N \CH,

[1563] & fd— ey HB, H 2- &0 —4- & - AROuEE N- RN NI IZ N 4- & -3- =
PAE - IR S & AR S .

[1564] 'H NMR(300MHz, CD,0D) & 8.19(d, J=1. 47Hz, 1H), 7. 98 (d, J=8. 20Hz, 1H), 7. 60(d, J
=8. 20Hz, 1H), 7. 23 (d, J=2. 05Hz, 1H), 7. 06 (d, J=8. 20Hz, 1H), 6. 75 (dd, J=2. 20, 8. 35Hz, 1H)
, 3.85-4. 03 (m, 1H), 3. 00 (t, J=7. 33Hz, 2H), 2. 39 (t, J=7. 47Hz, 2H), 1. 12(d, 6H).

[1565] AL EW) 172

[1566]  3—{[4-&l—2-({[4--3-( =P IE) RE T B | &%) A8 Mz -NN-=
G- N1 L7774

[1567]

@)

N/

[1568] % M8 — M #2 )7 H. B, B 2- & 5% —4- G — 250 [ N, N- = FF 3% — T 4 Tk fi A
4~ 5 —3— = F I - RIS AR AL A
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[1569]  'H NMR (300MHz, CD,0D) 8 8. 11 (s, 1H), 7. 90 (d, J=7. 91Hz, 1H), 7. 71-7. 79 (m, 1H), 7
.49 (d, J=2. 34Hz, 1H), 7. 39 (d, J=8. 50Hz, 1H), 7. 21 (J&, J=2. 34, 8. 50Hz, 1H), 2. 96 (d, J=7. 62
Hz, 6H), 2. 90 (t, J=7. 03Hz, 2H), 2. 51 (t, J=7. 03Hz, 2H).

[1570] 4G4 173
[1571]  3-{[4- & 2-({[4- A -3-( = F 3L ) KEE ] Bm L ) 238 ) K358 ] Wk i

5 -N- RN B

[1572]
Cl

2 -

0=% F

Cl NH F

T »

S NA

S N~
\

[1573] %M — AT C, i 3—{[4- & —2- ({[4- & -3- ( = AL ) 2R3 ] milesst | &%)
ARHE ] WA )N, N- R R T I ) 4 br AL S
[1574] 'H NMR(300MHz, CD,0D) & 8. 17(d, J=1. 76Hz, 1H), 8. 01 (d, J=8. 20Hz, 1H), 7. 67(d, J
=8. 50Hz, 1H), 7. 39 (d, J=8. 20Hz, 1H), 7. 24 (d, J=1. 76Hz, 1H), 6. 88 (dd, J=1. 90, 8. 35Hz, 1H)
,3.91 (quin, J=6. 59Hz, 1H), 3. 37-3. 52 (m, 1H), 3. 09-3. 25 (m, 1H), 2. 58 (ddd, J=5. 71, 9. 89,
15. 16Hz, 1H), 2. 26 (ddd, J=5. 86, 9. 74, 15. 16Hz, 1H), 1. 10 (dd, 4H).
[1575] AL&5%) 174
[1576]  3—{[4- &l —2-({[4- & -3-( = AE ) ZE ] Bl | 200 ) 5 ] WhEEEE |
P B M
[1577]

Cl NH F
\CE °
s
It
0 NH,

[1578] &M RHFEIT H.B, HH 2- 2008 —4- &0 - 2R B NIRRT 4- S -3- =9 5L - 28
T B S il & A AL S )

[1579] "H NMR (600MHz, CD,0D) & 8. 16 (d, J=1. 76Hz, 1H), 8. 00 (dd, J=2. 05, 8. 22Hz, 1H), 7.
75(d, J=8. 51Hz, 1H), 7. 57(d, J=8. 51Hz, 1H), 7. 32 (s, 1H), 7. 21 (d, J=7. 92Hz, 1H), 3. 26 (br.
s., 1H), 3. 18 (br. s., 1H), 2. 99-3. 07 (m, 3H), 2. 95 (s, 3H), 2. 88 (dt, J=7. 37, 16. 95Hz, 1H), 2
.62-2. 77 (m, 1H).

[1580] 4LE&EW) 175

[1581]  N-[5- G —2- ( FFELPRAMESL ) KL | K%

[1582]
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o
W
0=¢
s
2]
o)
[1583]  #%M—MFEF By C, H1 65— G —2— ( AR WMEIERL ) SR AL 2R I S i) 25 bR ik &

LY/

[1584] 'H NMR (300MHz, Pfid -d6) 6 10. 64 (br. s., 1H), 7.93(d, J=7. 03Hz, 2H), 7. 59-7. 79
(m, 3H), 7. 55(d, J=1. 76Hz, 1H), 7. 45 (d, J=8. 50Hz, 1H), 7. 26 (dd, J=1. 90, 8. 35Hz, 1H), 2. 74
(s, 3H).

[1585] AL EW) 176

[1586] N-[5— S —2-( FHZEMNZE ) A% 1 MidE s —2- Tl

[1587]

[1588]  #ZHE—MAE/T B, HH 5~ G —2— ( IR P RATEES ) 2K fa AImENy —2— Tk i S i) 25 bR i Ak
“W) o

[1589] 'H NMR (300MHz, CD,0D) & 7. 75(dd, J=1. 17, 4. 98Hz, 1H), 7. 50 (dd, J=1. 32, 3. 661z,
1H), 7. 40 (d, J=2. 05Hz, 1H), 7. 26-7. 34 (m, 1H), 7. 15-7. 24 (m, 1H), 7. 08 (dd, J=3. 81, 4. 98Hz
, 1), 2. 23 (s, 3H).

[1590] 4L &W 177

[1591]  N-[56- G —2- ( AL RAMESL ) 2R3 | BidEoR —2- kL

[1592]

1

[1593]  #%f—FEF C, th N-[5- S —2- ( A 2L ) AR 1 MWy —2— TRl i il £ A il 4k
G
[1594] 'H NMR(600MHz, CD,0D) & 7.81(d, J=4. 40Hz, 1H), 7. 75(d, J=8. 51Hz, 1H), 7. 51-7. 5
7(m, 1H), 7. 43 (d, J=7. 92Hz, 1H), 7. 15(dd, J=4. 84, 8. 66Hz, 2H), 2. 79 (s, 3H).
[1595] {L&W) 178
[1596]  N-{2-[ (3— A2 3L ) MAWEIL 1 AL | —1- AIFIRNG —2- TRBEI%
[1597]
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o=
N
@ Ion
+
O/z' W N L9

95 = O
(]

[1598]  F%f—MFE/T D, AR FFMRIR —2- TR [2- (3— AdE — FEEmpEE ) — 2R3 |- WEi%
il bR A A1) (136mg, 82%) o

[1599]  1H NMR(600MHz, Pifi —d6) 6 9. 57 (br. s., 1H), 8. 17 (dt, J=2. 53, 6. 38Hz, 1H), 7. 93
(d, J=0. 88Hz, 1H), 7. 74-7. 83 (m, 3H), 7. 69 (td, J=1. 47, 7. 92Hz, 1H), 7. 63 (dd, J=1. 47, 7. 92
Hz, 1H), 7. 52-7. 59 (m, 3H) , 7. 47 (ddd, J=1. 17, 7. 41, 8. 44Hz, 1H), 7. 30-7. 38 (m, 1H), 7. 23 (t
, J=7. 63Hz, 1H), 4. 85 (s, 2H) .

[1600] AL EW 179

[1601] N-(5- 5 —2-{[2-(3,5- —FZE —1H-nkmp —4-FL) 23L ] WHABEEL | 2838 ) -1- %
R —2— Tt f

[1602]

o
0=3
cl NH
T
‘ NH
"
o

[1603]  F% M —MFE/T C, H N-(5— G —2-{[ (2-(3,5- 2L —1H-ntme -4 &) &% ] i
FE b RER) -1- ZRIFMR —2- BABERG AR AL A (T9mg, T3%) .

[1604]  1H NMR(600MHz, CD,0D) & 7. 61 (d, J=7. 92Hz, 1H), 7. 46 (d, J=2. 05Hz, 1H), 7. 44 (d, J
=8. 22Hz, 1H), 7. 28-7. 32 (m, 1H), 7. 21-7. 26 (m, 1H), 7. 19 (dd, J=0. 73, 8. 36Hz, 1H), 7. 15(d,
J=0. 88Hz, 1H), 6. 92 (dd, J=1. 91, 8. 36Hz, 1H), 3. 52-3. 62 (m, 1H), 2. 80-2. 91 (m, 2H) , 2. 56-2
.65 (m, 1H), 2. 11 (s, 6H).

[1605] 4. &4 180

[1606]  4- G -N-{56- G —2-[ (3 BRI AL ) WAL | 2RHL | -3 ( =R EL ) 2RI mE AL
[1607]
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e
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M
-

OH
[1608] f% M — f& B J¥ D, #& #F H NaBH, ) MeOH % ¥ 4 H K ™ %,
4= 5 -N-[6- 3 —2- (3 H AR - M REMI S EE ) - -3 13- = P2 - KWt (iR
35) il &AL G

[1609]  1H NMR(600MHz, CD,0D) & 8. 34 (s, 1H), 8. 18(dd, J=1. 91, 8. 36Hz, 1H), 7. 70-7. 79 (m
,2H), 7. 65 (s, 1H), 7. 00 (br. s. , 1H), 4. 12-4. 18 (m, 2H), 1. 98-2. 10 (m, 2H), 1. 72-1. 84 (m, 2H
), 1.63-1. 71 (m, 2H).

[16101 AL &) 181

[1611]  N-[56- &l —2- ( &ML ) KA J-4- A -3 il ARk L

[1612]

[1613] %M — AR/ B, il 5- &l —2- IR - FEEHNZ (150mg, 0. 87mmol) 1 4-
B -3- i3t - RS (235mg, 0. 87Tmmol) KR BAL A (197mg, 61%) .

[1614] 'H NMR(600MHz, CD,0D) & 8. 29 (d, J=1. 76Hz, 1H), 7. 85(dd, J=1. 91, 8. 07Hz, 1H), 7.
57 (d, J=8. 22Hz, 1H), 7. 39 (d, J=2. 05Hz, 1H), 7. 17-7. 25 (m, 2H) , 2. 60 (s, 3H), 2. 20 (s, 3H).
[1615] AL G54 182

[1616] & —2- ( FIEEWRAEEE ) K3 1-4- FIE -3- St 2RI

[1617]

[1618]  F&HE—MFEIT C, I N-[6- & —2— ( FEEmi A ) R4 ] -4- FAE -3 2R NI e e il
AL G o

[1619]1 'H NMR(600MHz, CDCL,) & 10. 88 (br. s., 1H), 8. 53 (d, J=2. 05Hz, 1H), 8. 05 (dd, J=1.
91, 8. 07Hz, 1H), 7. 64 (d, J=1. 76Hz, 1H), 7. 54 (d, J=8. 22Hz, 1H), 7. 04-7. 16 (m, 2H) , 2. 87 (s,
3H), 2. 67 (s, 3H).
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[1620] {L&4 183
[1621]  N-[5- G —2— ( FFIEmmEAL ) 2RFL 14— 3L -3— igFL ART ML i

[1622]
o LI
NO»

0=5

CL\[::I:NH
% o

[1623]  $ZHE—MFET D, B N-[6- 5 —2- ( LML ) 2RI ] -4- FAE -3 2L NIt i il
IR E D o
[1624] 'H NMR(600MHz, CDCL,) & 9. 36 (br. s., 1H), 8. 52(d, J=2. 05Hz, 1H), 8. 05 (dd, J=2. 0
5, 8. 22Hz, 1H), 7. 79 (d, J=8. 51Hz, 1H), 7. 67 (d, J=2. 05Hz, 1H), 7. 58 (d, J=7. 92Hz, 1H), 7. 23
(dd, J=1. 76, 8. 51Hz, 1H), 3. 04 (s, 3H), 2. 68 (s, 3H).
[1625] AL&W) 184
[1626]  4— & —N-[6— & —2—-( FEEmIL ) R | REEELL
[1627]

[1628] & Md—MFE/T B, th 5 & —2— FEEmIREdE - A5 (110mg, 0. 64mmol) 14— 50 - 2K
it (134mg, 0. 64mmol) & FrEL A4 (150mg, 68%)

[1629] 'H NMR(600MHz, CD,0D) & 7. 72(d, J=9. 10Hz, 2H), 7. 51 (d, J=8. 80Hz, 2H), 7. 37(d, J
=2. 05Hz, 1H), 7. 25(d, J=8. 51Hz, 1H), 7. 19 (dd, J=2. 05, 8. 22Hz, 1H), 2. 20 (s, 3H).

[1630] {54 185

[1631]  4- G -N-[56- & —2- ( FEEmRAmESL ) 253 1 2RIk ik

[1632]

S/

i

[1633]  #ZME—AFRST C, HH 4- &l -N-[6— S —2- ( SR ) A0 | R i il 28 b 4k
/P

[1634]1  'H NMR(600MHz, CDCL,) & 10. 67 (br. s., LH), 7. 89 (d, J=8. 80z, 2H), 7. 66 (d, J=1. 7
6Hz, 1H), 7. 50 (d, J=8. 80Hz, 2H) , 6. 91-7. 16 (m, 2H), 2. 80 ( &, 3H).
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[1635]1 4L&4 186
[1636]  4- G —N-[6— F —2— ( FEEMEMERL ) RK3E 1 R
[1637]

[1638]  #ZME—MFR)T D, B 4- &l -N-[6- G —2- ( SR ) RO | R il 28 b ik
=x/B

[1639] 'H NMR(600MHz, CDCL,) & 7.89(d, J=8. 80Hz, 2H), 7. 78 (d, J=8. 51Hz, 1H), 7. 68 (d, J
=1. 76Hz, 1H), 7. 53 (d, J=8. 80Hz, 2H), 7. 20 (dd, J=2. 05, 8. 51Hz, 1H), 2. 96 (s, 3H).

[1640] ALEW) 187

[1641]  4- G -N-[56- & —2— ( FIEmidE ) N5 1-3- PR ARmAlLIL

[1642]

[1643] 4% M — M F2 )7 B, B 5 & —2- B 2 At ¢ 2 — KX 38 i (165mg, 0. 95mmol) Al
4- 51 -3- WL - ZEREMEST (215mg, 0. 95mmol) & bRE AL &4 (205mg, 59%) .

[1644] 'H NMR(600MHz, CDCL,) 6 7. 71(d, 1H), 7. 65 (s, 1H), 7. 62 (d, J=2. 05Hz, 1H), 7. 57 (d
d, J=2. 05, 8. 22Hz, 1H), 7. 41 (d, J=8. 22Hz, 1H), 7. 32 (d, J=8. 51Hz, 1H), 7. 04 (dd, J=2. 20, 8.
36Hz, 1H), 2. 39 (s, 3H), 2. 19 (s, 3H).

[1645] (L&) 188

[1646]  4- & -N-[5- & —2—- ( FIEMEMERL ) 2KIE 1-3- AL IR I I

[1647]
@
CIC[NH

S/

11

0
[1648] MR C, 14— & N-[5— & —2- ( AR IE ) ZE5E 1-3— I RERTE M b 4%
PR A .
[1649] 'H NMR(600MHz, CDCL,) & 10. 62 (s, 1H), 7. 82(d, J=2. 05Hz, 1H), 7. 71 (dd, J=1. 91, 8
. 36Hz, 1H), 7. 63(d, J=2. 05Hz, 1H), 7. 48 (d, J=8. 51Hz, 1H), 7. 02-7. 15 (m, 2H), 2. 81 (s, 3H),
2.43 (s, 3H).
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[1650] {L&4 189
[1651]  4- 5 -N-[6— F —2— ( FEEmEMERL ) K3 -3 BT e

[1652]
- Cl
o I
5

O‘;‘-

CL\T::::[: H
S/

77\

Z-0

[1653] 4% — AL D, B 4- & -N-[6- 5 —2- ( PIERIEL ) 3 1-3- I RR L 4%
Frai L &4

[1654] 'H NMR(600MHz, CDCL,) 8 9. 24 (br. s., 1H), 7. 83(d, J=2. 05Hz, 1H), 7. 78 (d, J=8. 51
Hz, 1H), 7. 71(dd, J=2. 05, 8. 511z, 1H), 7. 67 (d, J=1. 76Hz, 1H), 7. 50 (d, J=8. 22Hz, 11), 7. 19
(dd, J=1. 76, 8. 51Hz, 1H), 2. 97 (s, 3H), 2. 44 (s, 3H).

[1655] AL &4 190

[1656]  N-[56- G —2-( FZEMRZE ) ARFE 1-3- AdE —4-( =P R ) RiEBt

[1657]

[1658] &M — M2 /F B, 15— &l —2- ML — 2REE K (167mg, 0. 95mmol) 14— fify
B -3- =R - ZEREERS (278mg, 0. 95mmol) & AREAL S (176mg, 43%) o

[1659] 'H NMR(300MHz, CD,0D) & 8. 04-8. 22 (m, 3H), 7. 42 (d, J=2. 05Hz, 1H), 7. 16-7. 32 (m,
2H), 2. 20 (s, 3H).

[1660] {54 191

[1661]  N-[5- &l —2— ( FAEMANEAE ) 20 1-3- i3t —4-( =5 ) Rimti

[1662]
9
o=§—<iiz?—Nog
Cl NH
\T::::I: CF,

cfgé;
[1663] % M — W FE 7 D, M) 2% b &AL & W N-[6- & —2-( & 38 ) K3 1-3- 1
B —A- (SRR ) SRR & AR B S, TH NMR (600MHz, TAIET —d6) §9.64 (br. s. , 1
H), 8. 49-8. 65 (m, 2H) , 8. 33 (d, J=8. 51Hz, 1H), 7. 89 (d, J=8. 51Hz, 1H), 7. 70 (d, J=1. T6Hz, 1
), 7.39(d, J=8. 22Hz, 1H), 3. 24 (s, 3H) .

[1664] ALG54) 192
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[1665]  N-[5- G —2— ( FFELWPmmESL ) ZRHL 1-3- ik —4-( =PI ) RN
0
I

[1666]
0=S NO,
cl NH
\Q CF,
S//

O
[1667]  F%f— A2/ 7 D, H N-[5- &l —2- ( EEmN 3L ) A 1-3- st 4-( =P E) XK
T I e il & A AL S 400
[1668] 'H NMR(600MHz, P —d6) & 8. 25-8. 35 (m, 2H), 8. 11 (d, J=8. 22Hz, 1H), 7. 39-7. 48
(m, 2H), 6. 75 (dd, J=2. 05, 8. 22Hz, 1H), 2. 70 (s, 3H).
[1669] {54 193
[1670]  N-[5- &l —2- ( &ML ) K5 ]-2, 4- ZHR#NEZ
[1671]

[1672]  #ZME—MFET B, B 65— G —2- FIREMIbEEE - KL (189mg, 1. 09mmol) F 2, 4- —
B - REEES (231mg, 1. 09mmol) Hl#FREL A4 (358mg, 94%)

[1673]  'H NMR(300MHz, CD,0D) & 7. 82 (td, J=6. 15, 8. 50Hz, 1H), 7. 34 (d, J=2. 05Hz, 1H), 7.
16-7. 30 (m, 3H), 7. 00-7. 16 (m, 1H), 2. 27 (s, 3H).

[1674] 4LEW) 194

[1675]  N-[56- & —2- ( FEEMAMERS ) Z-3% 1-2, 4- SRt i

[1676]

[1677]  $&HE—MFET D, FHIN-[6- 5 —2- (ML ) 5L 1-2, 4- R IR I il 45 s
tEY

[1678]  'H NMR (300MHz, P —d6) 6 9.81 (br. s., 1H), 8. 15-8. 32 (m, 1H), 7. 91 (d, J=8. 50H
z, 1H), 7. 63(d, J=1. 76Hz, 1H), 7. 24-7. 46 (m, 3H), 3. 27 (s, 3H).

[16791 {L&W) 195

[1680]  N-[5- %l —2— ( AR WPRAMESE ) 2R3 ]2, 4- AT IE L

[1681]
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tH

[1682]  F%M— M2/ D, t N-[6- G —2- (ML ) 2R3 ]-2, 4 9 R I e ol 28 b il
WEY

[1683] 'H NMR (600MHz, Pfid -d6) 6 10.97 (br. s., 1H), 8. 10 (td, J=6. 16, 8. 51Hz, 1H), 7.5
1(d, J=8. 221z, 1H), 7. 46 (d, J=2. 05Hz, 1H), 7. 30-7. 38 (m, 1H), 7. 24-7. 31 (m, 2H), 2. 90 (s, 3
H).

[1684] AL EW) 196

[1685]  N-[56- G —2-( FZEMIZE ) Z-3Ek 1-5— I IEMnE —2— Tt ik

[1686]
1/
o=5-{ 1
‘ O

[1687] 4 — A2 )¥ B, tH 5- A —2- M Le 2k - 285 1% (189mg, 1. 09mmol) A1 5- FH
FE — R —2- Tt — TalE s (250mg, 1. 38mmol) Hl#&FrB4L 54 (212mg, 48%) o
[1688] 'H NMR(300MHz, PHEH —d6) & 8. 53 (br. s., 1H), 7. 37-7. 49 (m, 2H), 7. 25 (dd, J=2. 34
, 8. 50Hz, 1H), 6. 96 (d, J=3. 22Hz, 1H), 6. 24 (d, J=2. 64Hz, 1H), 2. 38 (s, 3H), 2. 34 (s, 3H).
[1689] AL&W) 197
[1690]  N-[5- %l —2— ( AL RAMESL ) ZR3% 1-5— I REMCHR —2— Tl 1t fi
[1691]

0

05— 1 _

[1692]  J&HE— AR C, I N-[5- S -2 ( FIEmE AL ) 2R3 ] -5 I AENGHR —2— Tl Ik frac i) 2%
FraL &)

[1693] 'H NMR(600MHz, AR —d6) & 10. 74 (br. s., LH), 7. 55(d, J=2. 05Hz, 1H), 7. 51 (d, J=
8. 22Hz, 1H), 7. 30 (dd, J=1. 91, 8. 36Hz, 1H), 7. 18(d, J=3. 23Hz, 1H), 6. 24-6. 35 (m, LH), 2. 90
(s, 3H), 2. 34 (s, 3H).

[1694] ALEW) 198

[1695]  N-[5- G —2-( FEZEmamEIE ) 2R3 ] -5 FREMRIR —2— Tl

[1696]
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o-s—{ 1
cl NH ©
\@E,sf’
o
[1697]  #ZME— AL/ D, B N-[5- & —2— ( G 3L ) 2R3 1-5- R FL0Rmg —2— Ml L i il %
bR &4
[1698] 'H NMR (600MHz, TAEH —d6) & 9. 54 (br. s., 1H), 7.90(d, J=8. 51Hz, 1H), 7. 73(d, J=2
. 06Hz, 1H), 7. 39 (dd, J=1. 76, 8. 51Hz, 1H), 7. 31 (d, J=3. 52Hz, 1H), 6. 32(d, J=3. 23Hz, 1H), 3
.24 (s, 3H), 2. 33 (s, 3H).
[1699] 4L&4 199
[1700]  N-[5- &l —2- ( AR ZE ) 5L ] Wemg —2- ik RL
[1701]

[1702] 4% M8 — AR R % B, 15— & —2— F1 25 Ml o 2 — % 2L fi% (260mg, 1. 50mmol) AT K
MR —2— TPt (250mg, 1. 50mmol) il #&Frdlifk 54 (215mg, 47%) o

[1703]  'H NMR(300MHz, 75 —d6) 8 8. 67 (br. s., 1H), 7. 84 (s, 1H), 7. 32-7. 46 (m, 2H), 7. 2
6 (dd, J=2. 20, 8. 35Hz, 1H), 7. 07 (d, J=3. 52Hz, 1H), 6. 63 (dd, J=1. 76, 3. 52Hz, 1H), 2. 36 (s, 3
H).

[1704]  {LEW) 200

[1705]  N-[5- G —2- ( LW RAEESL ) AHE ] Wiy —2— i Itk

[1706]

1

[1707] %M —FEF C, i N-[56- G —2- ( FFELmi L ) ZR3L T Wenmg —2— Tl e il 2% s AL
EWo

[1708]  'H NMR(600MHz, PAMi —d6) & 10. 85 (br. s., 1H), 7. 89 (s, 1H), 7. 49-7. 59 (m, 2H), 7.
28-7. 36 (m, 2H), 6. 68 (dd, J=1. 76, 3. 52Hz, 1H), 2. 88 (s, 3H).

[17091 4L&4) 201

[1710]  N-[56- & —2- ( FPIEmamESE ) RFL 1 Wenmg —2— MRt %

[1711]
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9
o0=8— |
|
CINH O
: /S/
o’ ‘o
[1712]  He B8 — AR D o N-[5- 40 —2— ( PREMIEE ) 263 ] Welg —2— Bl 4 bR ifk

=x/B

[1713]  'H NMR(600MHz, TNl —d6) §9.62(br. s., 1H), 7. 90 (d, J=8. 51Hz, 2H), 7. 74 (d, J=2
. 05Hz, 1H), 7. 27-7. 48 (m, 2H) , 6. 70 (dd, J=1. 76, 3. 52Hz, 1H), 3. 22 (s, 3H).

[17141 LG 202

[1715]  4- 50 -N-[6— &l —2- ( A AE ) 2R 12— ORI

[1716]

[1717] 4% M — B FE ¥ B, 15— & —2- B 6 Al ot 2% — % 3 i (273mg, 1. 57mmol) Al
4= A —2- # - FhAEE (360mg, 1. 57mmol) Hil bRtk 544 (380mg, 66%) .

[1718]  'H NMR(300MHz, PN —d6) 6 8. 77 (br. s., 1H), 7. 84 (t, J=8. 06Hz, 1H), 7. 53 (dd, J=
1. 90, 9. 82Hz, 1H), 7. 35-7. 48 (m, 3H), 7. 25 (dd, J=2. 20, 8. 35Hz, 1H), 2. 34 (s, 3H).

[1719]  4L&%) 203

[1720]  4- & -N-[5- G —2- ( AL RAREE ) KIE 1-2- FARRBEE

[1721]

0
[1722] M8 FEFLF C, 1 4- & -N-[5— & —2- ( PR ) FKI 1-2- FURREL L H) & bR

B EY.

[1723]  'H NMR(300MHz, PAEH —d6) & 10. 95 (br. s., 1H), 8. 03 (t, J=8. 20Hz, 1H), 7. 39-7. 61
(m, 4H), 7. 28 (dd, J=1. 90, 8. 35Hz, 1H), 2. 93 (s, 3H).

[17241 &Y 204

[1725]  4- G -N-[56- &l —2— ( FILRamEsE ) -3 1-2— SRRl &

[1726]

144



CN 103380115 A OB B 122,/148 T

TN

o6}
[1727]  #%MB—FLF D, H 4- 50 -N-[5— G —2- ( AR ) FE 1-2- WOEREm L )45 bR
BAEY)

[1728]  'H NMR (300MHz, PA#H —d6) 6 9.84 (br. s., 1H), 8. 12(t, J=8. 20Hz, 1H), 7. 90 (d, J=8
. 50Hz, 1H), 7. 46-7. 69 (m, 3H), 7. 33 (dd, J=1. 47, 8. 50Hz, 1H), 3. 27 (s, 3H).

[17290] 4L&4 205

[1730]  3- &0 -N-[5- & —2- ( FEEmiEE ) REE 12— T

[1731]

[1732] 3% M — W FE )P B, 15— & —2- B Al o 5 — X B % (297mg, 1. T1mmol) Al
3- &l —2- R - AREEER (392mg, 1. Tlmmol) il bRl &4 (386mg, 62%) o

[1733]  'H NMR(300MHz, A —d6) & 8. 87 (br. s., 1H), 7. 70-7. 93 (m, 2H), 7. 32-7. 47 (m, 3H
), 7.20-7.31(m, 1H), 2. 32 (s, 3H).

[1734] 4L &%) 206

[1735]  3— %l -N-[56- &l —2— ( FRIRRAMESE ) 2R3 ]-2— SURmARL L

[1736]

2N

0" o
[1737]  #MR—FLF D, 13— & N-[5— & —2- ( FERIE ) F5E 1-2- ORI L )45 bR
LG .

[1738]  'H NMR (300MHz, Pfl —d6) & 7.89-8. 04 (m, 1H), 7. 69 (d, J=8. 50Hz, 1H), 7. 55-7. 65
(m, 2H), 7. 23-7. 37 (m, 1H), 6. 72 (dd, J=1. 90, 8. 64Hz, 1H), 3. 22 (s, 3H).

[1739] (L&Y 207

[1740]  3- & -N-[5- & —2- ( RN ) I -2 WAL

[1741]
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[1742]  #2M8—FLF C, 13— 50 -N-[5— & —2- ( AR 3L ) 5 1-2- WOEmAmE L )45 bR
LA .

[1743]  'H NMR (300MHz, TAjf{ —d6) & 7. 94-8. 04 (m, LH), 7. 83-7. 93 (m, 1H), 7. 42-7. 59 (m, 3
H), 7. 29 (dd, J=1. 90, 8. 35Hz, 1H), 2. 93 (s, 3H).

[1744] 4L E%) 208

[1745]  4- %0 -N-{5— & —2- [ (1H- KM —2- FE AL ) Bk ] 2R3E ) -3-( =9 3L ) ATk

iz
9
0=$ cl
NH

[1746]
Cl
(s
S NH
b

[1747] #2087 AB, H 2- 2 EE —4- 50— MY L 2- SO L —1H- BRI 4- 5 -3- =
AP I - TR S A PR R S .

[1748] 'H NMR(300MHz, CD,0D) & 8. 06 (d, J=1. 76Hz, 1H), 7. 89 (dd, J=2. 05, 8. 50Hz, 1H), 7.
63-7. 78 (m, 2H) , 7. 45 (d, J=2. 05Hz, 1H), 7. 30 (d, J=8. 50Hz, 1H), 7. 14 (dd, J=2. 34, 8. 50Hz, 1
H), 6. 73 (s, 1H), 3. 83 (s, 2H).

[1749] AL G4 209

[1750]  4- & -N-{5- G —2-[ (1H- DKM —2- FEFFIE ) WRAMESE 1 2008} -3-( = F4E) K

fe P
[1751]

9

0=§QCI
cl NH
\©: CF,

5N -NH

0 N
[1752] 4% M — ¥ G 4- " N-6- & —2-[(1H- me mg —2- L ) w55 ] o
S -3-( =R AR ) R E 2 bR S .
(17531 'H NMR(600MHz, CD,0D) & 8. 18(d, 1H), 8. 03 (dd, J=1. 91, 8. 36Hz, 1H), 7. 72(d, J=8.

22z, 1H), 7. 41 (s, 2H), 7. 20 (d, J=1. 76Hz, 1H), 7. 06 (d, J=8. 51Hz, 1H), 6. 84 (dd, J=1. 91, 8.
36Hz, 1H), 4. 76 (d, J=8. 22Hz, 2H) .
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[1754] AL&4 210
[1755]  4- G -N-{5— G —2-[ (1H- KM —2- SLHTSL ) Riest 1 K38 ) -3 ( =/ 38 ) KM

[
[1756]
9
0=$ Cl
cl NH
\C[ CF,
587y NH
0o N\/)
[1757]  'H NMR(600MHz, T5fd —d6) 6 8. 33 (d, J=1. T6Hz, 1H), 8. 18(dd, J=1. 76, 8. 22Hz, 1H)

, 7.70(d, J=8. 22Hz, 1H), 7. 66 (d, J=8. 51Hz, 1H), 7. 58 (d, J=2. 05Hz, 1H), 7. 10 (s, 2H), 6. 72 (
dd, J=1.91, 8. 36Hz, 1H), 4. 86 (s, 2H).

[1758] 4 &4 211
[1759]  4- G -N-{5— G —2-[ (1H- KM —4- FLH L) Bk 1 K38 ) -3 ( = 38 ) KMt

%
[1760]
0
O=§‘Q—C|
Cl NH
1SN

S N
Rs
N
H

[1761] 3 M — RSP AL B, | 2- & 3L —4- &l - KB EE 4 S0 2k —1H- K w2k 8 £k A
4= G —3- =R - R RUR 2 AR AL A o

[1762] 'H NMR(600MHz, TNl —d6) § 8. 07 (d, J=2. 05Hz, 1H), 7. 89-7. 97 (m, 2H), 7. 77 (d, J=
8.51Hz, 1H), 7. 61(d, J=2. 35Hz, 1H), 7. 56 (d, J=8. 22Hz, 1H), 7. 16 (dd, J=2. 35, 8. 22Hz, 1H),
7.02(s, 1H), 3. 87 (s, 2H).

[1763] AL EW) 212

[1764]  4- S -N-{5— & —2-[ (1H- kM —4- LA L) WRdmEdE 1 2R3 | -3-( =) K

Fid e 2
8
0=$ cl
NH

[1765]
Cl
A
! i\
g D
H

[1766]  §% M8 — M #2 /7 C, 1 4- & -N-{6— & —2-[ (1H- W& g —4- Fk FF 3% )
147

=Y
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B 13- ( PR ) RTEELZ H & bR G )

[1767] 'H NMR(600MHz, TAfl —d6) & 8. 26 (br. s., 1H), 8. 17 (s, 1H), 8. 08(dd, J=1. 76, 8. 51
Hz, 1H), 7. 82(d, J=8. 51Hz, 1H), 7. 47 (br. s. , 1H), 7. 38 (d, J=8. 51Hz, 1H), 7. 30 (s, 1H), 7. 09
(d, J=7.92Hz, 1H), 4. 48 (dd, J=2. 35, 13. 79Hz, 1H), 4. 20 (d, J=14. 09Hz, 1H).

[1768] ALEW) 213

[1769]  N-{5— %l —2-[ (1H- kM —2- FLHZL ) fiidE ] 2838 ) —1- 2Rk —2- Ttk
[1770]

(7711 2B RFET A B, HH 2- 20k —4- &0 - ARiEE . 2- SUP L —1H- BRMERT 1- A< Fmk
IR —2— Tt Pt S i) 2 b AL 54 o

[1772]  'H NMR (600MHz, P —d6) & 7. 74 (d, J=7. 92Hz, 1H), 7. 64 (d, J=2. 35Hz, 1H), 7. 61 (
d, J=8. 51Hz, 1H), 7. 53(d, J=8. 51Hz, 1H), 7. 46 (td, J=1. 17, 7. 78Hz, 1H), 7. 41 (s, 1H), 7. 33 (
t, J=7. 48Hz, 1H), 7. 17 (s, 2H), 7. 09 (dd, J=2. 35, 8. 22Hz, 1H), 4. 10 (s, 2H).

[1773] & 214

[1774]  N-{5- %l —2- [ (1H- KM —2- FEFPIE ) WPRAIESE 1 2R3 ) —1- 2RI —2- fiiEfL
[1775]

[1776]  $%f— LT C, t N-{6— G —2—-[ (1H- kMg —2—- LR 3L ) Bidd 1 R3E | —1- 2R 9Fmk
IR —2— Tt It fie i) 2 b AL B4 o

[17771  'H NMR (300MHz, DMSO-d6) & 7. 68 (d, J=7. 62Hz, 1H), 7. 51-7. 61 (m, 3H), 7. 41 (d, J=2
. 05Hz, 1H), 7. 32-7. 40 (m, 1H), 7. 21-7. 32 (m, 1H), 7. 17 (s, 1H), 6. 92(d, J=8. 50Hz, 1H), 6. 74
(dd, J=1. 90, 8. 06Hz, 1H), 4. 89 (d, J=14. 07Hz, 1H), 4. 56 (d, J=13. 77Hz, 1H).

[17781 (&Y 215

[1779]  N-{5— &l —2-[ (1H- kM —2- FEAIL ) IEIE | K0E | —1- 2R IFRRm —2- Ml
[1780]
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[1781] 4% M —FE7 D, 1 N-{6— S —2—-[ (1H- kMg —2—- LR ) B 1 2R3 | —1- 2R 9Fmk
IR —2— Tl I Ji i) 25 A AL S 4 o

[1782]  'H NMR(300MHz, PMEA —d6) & 7.69-7. 79 (m, 3H), 7. 66 (s, 2H), 7. 46-7. 54 (m, 1H), 7.
41 (s, 2H), 7. 24-7. 34 (m, 1H), 6. 88 (dd, J=1. 90, 8. 64Hz, 1H), 5. 62 (s, 2H).

[1783] {L&EW) 216

[1784]  N-{5— %l —2-[ (1H- kM —4- FLFIL ) WPREMESR: ] 2038 | —1- ZXJFMeng —2- TR IERL

[1785]
ey
0=8§
G ©

s N
&/Th?

[1786]  F%f—FE/F C, i N—-{6— S —2—-[ (1H- Wk —4- FE R 3L ) Bidd 1 2R3 | —1- 2R 9Fmk
IR —2— T Pt fie i) 2 b AL 54 o

[1787]1  'H NMR(300MHz, TR —d6) & 8. 34 (s, 1H), 7. 75(d, J=7. 91Hz, 1H), 7. 60 (d, J=2. 05H
z, 1H), 7. 47-7. 56 (m, 2H), 7. 43 (t, J=7. 33Hz, 1H), 7. 24-7. 38 (m, 3H), 7. 03 (d, J=10. 55Hz, 1H
), 4.58(d, J=14. 36Hz, 1H), 4. 24 (d, J=13. 77Hz, 1H)

[1788] 4 EW) 217

[1789]  N-{5— %l —2-[ (1H- KM —4- FEFFEL ) BAWESE ] 2R3 | —1- 2RI —2- TN

[1790]
o
AL
| O~

Cl NH
q\éﬁ»

[1791] 48— F2/7 D, th N-{5— & —2-[ (1H- Fbk% —A- L) Wik ] ORE | -1 IRk
IR —2— T It fie i) 2 b AL 54 o

[17921 'H NMR(300MHz, A B —d6) $8.20 (br.s.,1H),7.66-7.81 (m,3H),7. 35-7. 53 (m,
4H) , 7. 23-7. 35 (m, lH) ,6.95(dd, J = 2. 05, 8. 50Hz, 1H) , 4. 87 (s, 2H) ,

[1793] {L&54 21

[1794]  N-[2-({2- [( FEIRIE ) 20 ] OHE MR ) 5 FURSE 11— ATFRRIR —2- Tt
iczs

[1795]
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Yo

Cl NH
Tl
O

[1796] 2 — RAE/7 A B, HH 2- 205 —4- & - AWilE. - & 4% ) - IR 1- 2R FFmk
IR —2— Tt Pt S i) 25 b AL B 4 o

[1797] 1H NMR (300MHz, Al —d6) & 7. 77(d, J=7. 91Hz, 1H), 7. 45-7. 66 (m, 5H), 7. 31-7. 42
(m, 1H), 7. 22(dd, J=2. 05, 8. 50Hz, 1H), 6. 02 (br. s., 1H), 5. 40 (br. s., 2H), 3. 14 (q, J=6. 15H
z, 2H), 2. 84 (t, J=6. 45Hz, 2H).

[1798] ALE&EW) 219

[1799]  N-[2-({2-[ (&R ) &L ] L2 T WHABLEE ) -5 SURIE 1-1- 2R FFIEE —2- T
Wkl

[1800]

Cl NH
T
S

0
[1801] & Md—MFESF C, HN-[2- ({2-[ (&t ) &3t ] &3 midk) 5 R ]-1- 28
TR —2— T o) 25 b AL B4 o
[1802] 'H NMR(600MHz, CD,OD) & 7. 68(d, J=7. 92Hz, 1H), 7. 54 (dd, J=5. 28, 8. 22Hz, 2H), 7.
42(t, J=7. 920z, 1H), 7. 37 (s, 1H), 7. 27-7. 34 (m, 2H), 7. 10 (d, J=6. 75Hz, 1H), 3. 58-3. 67 (m,
1H), 3. 44-3. 53 (m, 1H), 3. 36-3. 43 (m, 1H), 2. 98-3. 09 (m, 1H).
[1803] {L &) 220
[1804]  N-[2-({2-[ (&= EEWEE ) A ] L& | Wl ) 56— SR 1-1- - FF Mg —2- T
Wkl
[1805]

cl H
\Q /\/n
-4 NH
O/ \O Y 2
o)
[1806] M — MCFEFE D, I ON-[2-({2-[ (& FEE I ) /AL ] 2 F ) M) -5- &K

B 11— ZRIFWNE -2 BRI A bR AL S0 o
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[1807] 'H NMR(600MHz, CD,OD) & 7. 85(d, J=8. 51Hz, 1H), 7. 80 (d, J=2. 05Hz, 1H), 7. 77(d, J
=7.92Hz, 1H), 7. 72 (s, 1H), 7. 61 (d, J=8. 51Hz, 1H), 7. 52 (t, J=7. 34Hz, 1H), 7. 31-7. 40 (m, 2H
), 3.36-3. 47 (m, 4H) .
[1808] AL &M 221

[1800]  N-(5— & —2-{[3-( —MIEEEIL ) AL | Wit } R3E ) —1- ZRIFNRIE —2- il
[1810]

[1811] 2 —RFET AVB, H 2- 20k —4- & - AR, (3- & - N2 ) - Z 5 - iR
R 1- FFERRIR —2— TEBE S AR AL 5

[1812]  'H NMR(600MHz, PAfl —d6) 6 7.62-7.72(m, 2H), 7. 49 (d, J=8. 22Hz, 1H), 7. 31-7. 38
(m, 2H) , 7. 25 (t, J=7. 48Hz, 1H), 7. 18 (s, 1H), 6. 69 (dd, J=2. 05, 8. 22Hz, 1H), 3. 44 (t, J=5. 58
Hz, 2H), 3. 30 (s, 3H), 3. 12(s, 3H), 2. 97 (t, J=6. 31Hz, 2H), 1. 96-2. 10 (m, 2H)

[1813] 4L &W) 222

[1814]  N-(5— G —2-{[3-( ZHIZEaIL ) WAL ] WRAMEIL | 0% ) —1- 2R IFRIR —2- Tl
iczs

[1815]

T N—
l

[1816] %M —FEP C, FIN-(G5— G —2-{[3-( “HREEHL) NI 1 i ) 2K ) -1- 25 JF
DRI —2— T ) & A RAL S 4

[1817]  'H NMR(600MHz, TAfi —d6) 8 7. 67 (d, J=7. 92Hz, 1H), 7. 60 (d, J=1. 76Hz, 1H), 7. 50 (
d, J=8. 22Hz, 1H), 7. 41 (d, J=8. 22Hz, 1H), 7. 33 (t, J=7. 92Hz, 1H), 7. 20-7. 28 (m, 2H), 6. 83 (d
d, J=1. 76, 8. 22Hz, 1H), 3. 69 (ddd, J=4. 99, 8. 58, 13. 43Hz, 1H), 3. 61 (ddd, J=4. 11, 10. 71, 14
. 23Hz, 1H), 3. 48 (ddd, J=5. 58, 5. 72, 13. 35Hz, 1H), 3. 07-3. 21 (m, 7TH) , 2. 30-2. 42 (m, 1H), 2.
16-2. 30 (m, 1H).

[1818] L&MW 223

[1819]  N-(5— G —2—{[3-( ZFIAEZ L ) S T RMEIE | 2838 ) —1- 2RIk —2- iz
[1820]
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Za :\/\N/
O 0 l

[1821]  #ZME—MFRST D, HN-(5— G —2-{[3-( =&AL ) W 1 it ) K& ) -1- K IF
WRRg —2— Tl B e o) 25 A AL S 40 o
[1822]  'H NMR(600MHz, TAHEH —d6) & 7.63(d, J=7. 63Hz, 1H), 7. 53(d, J=1. 76Hz, 1H), 7. 48 (
d, J=8. 221z, 1H), 7. 43(d, J=8. 22Hz, 1H), 7. 30 (t, J=7. 34Hz, 1H), 7. 21 (t, J=7. 21Hz, 1H), 7.
17 (s, 1H), 6. 74 (dd, J=2. 05, 8. 22Hz, 1H), 3. 60 - 3. 69 (m, 2H), 3. 36-3. 48 (m, 1H), 3. 20-3. 33
(m, 6H), 2. 90-3. 01 (br. s. , 1H), 2. 29-2. 42 (m, J=6. 75Hz, 11), 2. 08-2. 21 (m, 1H).
[1823] AL &4 224
[1824] N-(5— G —2-{[3-( ZHIZR AN XL ) N ] RAlESE | 2R3E ) —1- 2R FFWeng —2- il

T iz
[1825]
L0
0=§
CI\C[NH o
//S oo
@) 6 T

[1826]  fZ M BFE/F D, I N-(5- G0 —2-{[3- ( ARG AL ) N ] it ) 2R3 ) —1- 2 0F
IR —2— T e ol 6 b AL 540

[1827]1  1H NMR(600MHz, T4 M -d6)d7.79(s, 1), 7. 70(d, J=8. 51Hz, 1H), 7. 64 (d, J=7. 63
Hz, 1H), 7.52(d, J=8. 51Hz, 1H), 7. 29-7. 38 (m, 2H), 7. 19-7. 28 (m, 1H), 6. 74 (d, J=8. 51Hz, 1
H), 3.74 - 3.84(m, 2H), 3. 60 - 3. 65 (m. , 2H), 3. 26 (s, 6H), 2. 27 ~ 2. 39 (m, 2H).

[1828] AL &) 225

[1820]  N-(5- G -2 {[(2— %A —1, 3 Mg Mg —5- 3% ) WL | WERABLAE | R4 ) —1- &JF
RN —2- R

[1830]
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C|\©:NH

S N\

(@) O\<

@)

[1831] M — &P AL B. C, B 2- (3% —4— & — KO % .5 &0 FF 3 — BEme g —2— i 1
1— ZRFEWRIR —2— Tl L S 2 bR AL 54

[1832]  'H NMR(600MHz, A —d6) & 7.62(dd, J=7. 92, 11. 15Hz, 1H), 7. 44-7. 54 (m, 2H), 7.

26-7. 44 (m, 3H), 7. 20 (ddd, J=7. 48, 7. 63, 11. 30Hz, 1H), 6. 87-7. 05 (m, 1H), 6. 51 (br. s. , 1H)

. 4. 69-5. 03 (m, 1H), 3. 60 (q, J=8. 31Hz, 11), 3. 45-3. 55 (m, 1H), 3. 23-3. 45 (m, 1H), 3. 06-3. 1

7 (m, 1H).

[1833] {L&4 226
[1834] N-(5—- & —2-{[ (2- AKX —1, 3— m@mege —5- L ) AL ] RAMER ) 25 ) -1- ZEJfmk

W —2- HETENE
[1835]

[1836] %M —MFE/F D, 1 N-(5— & —2- ([ (2- AR 1, 3- WMl —5- 55 ) AL ] st )
I ) IR -2 AT & AR B S

[1837]  'H NMR(600MHz, A —d6) 6 7.81(d, J=1. 76Hz, 1H), 7. 68 (d, J=8. 22Hz, 2H), 7. 54 (
d, J=8. 22Hz, 1H), 7. 29-7. 40 (m, 2H), 7. 22-7. 29 (m, 1H), 6. 79 (br. s. , 1H), 6. 47 (br. s. , 1H),
4. 94 (dt, J=6. 93, 14. 01Hz, 1H), 4. 17 (dd, J=5. 58, 14. 09Hz, 1H), 3. 96 (dd, J=6. 90, 14. 23Hz,
1H), 3. 65 (t, J=8. 66Hz, 1H), 3. 32-3. 47 (m, 1H).

[1838] {L&W) 227

[1839] N-(5—- & —2-{[(2,6- — 5 AR -1,2,3,6- I & me g —4-FL) A ] mi 2k} 6
55 ) —1- ZRFFIRI —2- Tl

[1840]
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Cl NH
STYY
NH

9]
[1841] &M RFEIT A B B, H 2- 22 —4- & - R0 BT 6— S5 —1H- mRE -2, 4-
AT 1- ZRFERRIR —2- T EE U] AR AL 5
[1842] 'H NMR(600MHz, CD,0D) 8 7. 72(d, J=7. 92Hz, 1H), 7. 57 (d, J=8. 22Hz, 1H), 7
.45-7.51(m, 1H), 7. 44 (d, J=2. 05Hz, 1H), 7. 42 (s, 1H), 7. 27-7. 37 (m, 2H) , 7. 09 (br.
s., 1H),5.05(s, 1H), 3. 64 (s, 2H).
[1843] L &W) 228
[1844] N-(5— 5 —2-{[(2,6- —5 AKX -1,2,3,6- VU MERE —4- 3L ) PR ] WHEEEERE 1 <
HE) —1- ZRFFIRIE —2- Tl
[1845]

o

[1846] 4 ME—MALF C, B N-(5— & —2—-{[ (2, 6— —4AX -1, 2, 3, 6- PY&msIE —4— 3L )
BB b 2RI ) -1- 2RI —2- MBI A AR AL S .

[1847] 'H NMR(600MHz, CD,0D) & 7.68(d, J=7. 92Hz, 1H), 7. 52(d, J=8. 51Hz, 1H), 7. 49(d, J
=8. 51Hz, 1H), 7. 41 (t, J=7. 92Hz, 1H), 7. 32-7. 37 (m, 2H), 7. 27-7. 32 (m, 1H), 7. 09 (d, J=8. 22
Hz, 1H), 5. 32 (s, 1H), 4. 40 (d, J=13. 21Hz, 1H), 3. 89 (d, J=12. 91Hz, 1H).

[1848] 4. &4 229

[1849] N-(5- 40 -2-{[(2,6- — 4 At -1,2,3,6- VUG WEng —4- JE) FIIE ] BEESE | 2K
55 ) —1- ZRFFM —2- Tl

[1850]
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[1851] M —FEF D, i N-(5- & —2-{[ (2, 6- % AX -1, 2, 3, 6- PU&msng —4- %L )
B ] WA} ORIE ) 1 AP —2- TRl ) AR AL S o

[1852] 'H NMR(600MHz, P —d6) & 10. 36 (br. s., 1H), 10. 15 (br. s., 1H), 7. 78 (br. s., IH
),7.70(d, J=8.51Hz, 1H), 7. 65(d, J=7. 92Hz, 1H), 7. 42-7. 51 (m, 2H) , 7. 35 (t, J=7. 63Hz, 1H)
, 7.26(t, J=7. 48Hz, 1H), 6. 87 (d, J=6. 75Hz, 1H), 5. 48 (br. s., 1H), 4. 76 (br. s. , 2H).

[1853] ALEW) 230

[1854]  N-{2-[(3— 28 JEN2E ) BidE 1-5- RURIE 1 —1- R IFMRIR —2- Tl i

[1855]

[1856] %M fAR P F, G, A 2,27 — AR (5 GURHE ) 1= ZRIFIRIE —2- B ORI
3- R - LR ) & bl &4

[1857]  'H NMR(600MHz, DMSO-d6) & 8. 03 (br. s., 2H), 7. 69 (d, J=7. 63Hz, 1H), 7. 56 (d,
J=8. 22Hz, 1H), 7. 37 (t, J=7. 78Hz, 1H), 7. 23-7. 32 (m, 2H), 7. 05-7. 20 (m, 2H), 6. 60 (br.
s., 1H), 3. 03 (br. s., 2H), 2. 91 (t, J=6. 60Hz, 2H), 1. 74-1. 92 (m, 2H).

[1858] B4 38
[1859]  (3— ¥R - NZE ) &ILFIREUT MR
[1860]
(@)
BI’/\//\H/U\OX

[18611 ¥4 3— R - AR £h (523mg, 2. 39mmol) « —#R R — AU T EE (573mg, 2. 63mmol) .
NaOH (IN, 1. 5m1) ] MeOH ' (R vRAE =i I A VRGN AK, H EtOAc ZHL. ¥H
BUZ 3R KPS, 48 Na,SO, T8, HIL K 4gs . B Rl i ik oA i iidh

[1862] 'H NMR(600MHz, CDC1,) & 4. 65 (br. s., 1H), 3. 38-3. 56 (m, 2H), 3. 28 (d, J=5. 28Hz, 2
H), 1. 95-2. 14 (m, 2H), 1. 45 (br. s., 9H).

[1863] 4G4 231

[1864]  N-{2-[(3- ZZENIL ) WhaELE 1-56- @RI 1 -1- R IR —2- fea iz

[1865]
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[1866] %M MFLF .G C E, H1 2,27 — —HRACK (5- SUH0E ) 1- ZEIFMR —2— Fliik
SR (3- R - TR ) - I FRRBUT ER & AR AL S o

[1867]1 'H NMR(600MHz, TAH{ —d6) & 7. 78(d, J=7. 92Hz, 1H), 7. 63 (d, J=8. 51Hz, 1H), 7. 54—
7.59 (m, 2H), 7. 46-7. 52 (m, 2H) , 7. 32-7. 40 (m, 1H), 7. 21 (d, J=7. 92Hz, 1H), 4. 03-4. 14 (m, 1H
), 3. 88-4. 00 (m, 1H), 3. 35 (ddd, J=6. 97, 7. 19, 13. 72Hz, 1H), 3. 10 (ddd, J=6. 46, 6. 60, 13. 35
Hz, 1H), 2. 16-2. 36 (m, 2H).

[1868] {L &Y 232

[1869]  N-{2-[ (3- ZJENIE ) WAL 1-5- GUAIE | -1 R IFIRIN —2- LR

[1870]
2/
0=§
CI\©:NH Q
S7""NH,

0 "o

[1871] %M JEFRJE FuGu DV E, [ 2,27 — AR (5— GUAE N ) 1 ZEFEmeng —2— Tl
SR (3- ¥R - VR ) — & I IRABUT BRI bl ik &4 o

[1872] 'H NMR(600MHz, CD,0D) & 7. 88(d, J=8. 51Hz, 1H), 7. 79 (d, J=7. 92Hz, 1H), 7. 72(d, J
=1. 76Hz, 1H), 7. 68 (s, 1H), 7. 61 (d, J=8. 51Hz, 1H), 7. 53 (t, J=7. 78Hz, 1H), 7. 40 (t, J=7. 63H
z, 1H), 7. 34(d, J=8. 51Hz, 1H), 3. 47 (t, J=7. 04Hz, 2H), 3. 02 (t, J=7. 63Hz, 2H), 2. 06 (quin, 2
H).

[1873] 4. &%) 233

[1874] N-(5- & —2-{[(2,4- %A -1, 2, 3,4- PUS Weng —5-J& ) AL ] WRARLI | 2R

5 ) —1- RIFRIR —2- T
[1875]
o
O=§ o
CI\C[NH o
S W
o g )%

[1876] & M—FET AL BLC, HH 2- & EE —4- A - ZRMEE5- (R EL ) JRmEREA 1- 2K JF

IR —2— TRl Bk U &8 b AL 5 )

[1877]  'H NMR (600MHz, DMSO-d6) & 10. 99 (s, 1H), 10. 75 (br. s., 1H), 7. 61 (d, J=7. 63Hz, 1H
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), 7.51(d, J=8. 22Hz, 1H), 7. 32 (t, J=7. 48Hz, 1H), 7. 16-7. 27 (m, 3H), 7. 01-7. 10 (m, 1H), 6. 8
6 (br. s., 1H), 6. 64-6. 79 (m, 1H), 4. 02 (d, J=13. 21Hz, 1H), 3. 85 (d, J=13. 21Hz, 1H).

[1878] AL &M 234

[1879] N-(5— 40 —2-{[(2,4- =4 -1,2,3,4- PU&mrng 55— JL ) FIJE ] MamEsL ) 2%
55 ) —1- ZRFFME —2- Tl

[1880]

//\\ /g

[1881] %M FEH AB.D, H 2- & —4- & - ztx@ﬁ@%ﬁ—( AP ) JRMERER 1- 2F
g —2- TR Sl & A AL S

[1882] 'H NMR(600MHz, CD,0D) & 7. 69 (d, J=2. 05Hz, 1H), 7. 63-7. 67 (m, 2H), 7. 44 (¢, J=8. 3
6Hz, 1H), 7. 32-7. 39 (m, 2H), 7. 27 (t, J=7. 04Hz, 1H), 7. 18 (s, 1H), 6. 82 (d, J=7. 92Hz, 1H), 4.
70 (s, 2H).

[1883] 4. &W) 235

[1884]  N-{4-[({2-[(1-ZKFFWemg —2- FERAIEE ) 2008 1 -4-SUR3E Btk ) A2 ]-1, 3- 1k
e —2- F } LBERE

[1885]

it
Z-0=0
oi

S/\[N\>—NH

S O}—
[1886] 2T AVB, H 2- 20k —4- & - AR lE N-(4- AP - 2- L) - &
PRERZ AT 1— 2K I —2— TR SR A8 b i 54 o
[1887]  1H NMR(600MHz, CD,0D) d7. 70 (d, J=7. 92Hz, 1H), 7. 49-7. 54 (m, 2H), 7. 45-7. 50 (m, 1
H), 7.42(s, 1H), 7. 29-7. 36 (m, 2H) , 7. 11 (dd, J=2. 20, 8. 36Hz, 1H), 6. 45 (s, 1H), 3. 84 (s, 2H)
, 2. 21 (s, 3H).
[1888] {L&4 23
[1889]  N-{4- [({2 (=28 R R —2- JEMma i 2L ) 200k J-4- | 8 ) Wha 2t ) A
HE -1, 3- WEME —2- 3 ) ZBEHE
[1890]
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[1891]  F%M— AL/ T C, t N-{4-[ ({2-[ (1— ZRFFMehmg —2— ZEmaIEE ) 20 14— SRR |
ik ) FIZE ]-1, 3— MEM: —2- JL | ZWekE AR 5

[1892] 'H NMR (600MHz, Pfid -d6) 6 10. 93 (br. s., 1H), 7. 83(d, J=7. 92Hz, 1H), 7. 80 (s, 1H
), 7.62-7.67 (m, 2H), 7. 49-7. 58 (m, 1H), 7. 39 (t, J=7. 48Hz, 1H), 7. 08-7. 22 (m, 2H) , 6. 74 (s,
1H), 4. 29-4. 46 (m, 2H), 2. 23 (s, 3H).

[1893] AL &M 237

[1894] N-{4-[({2-[(-ZK FF Mg 2- &M mr 25 ) | & J4- A K& BB &) F
11, 3- mEme —2- L} LR

[1895]

cl NH

o‘ﬁ/\[N\}NH
o) s >/7
o)

[1896]  J%M— AL/ T D, HH N-{4-[ ({2- [ (1— ZR Wi —2— ZEmAIEE ) 22 14— GURE |
gk ) FFSE 11, 3- WEme —2- FL | BRI An L 54 o
[1897]1  1H NMR(600MHz, A/l —d6) & 10.90 (br. s., 1H), 9. 65 (br. s., 1H), 7. 81(d, J=7. 34H
z, 2H), 7. 75 (d, J=2. 05Hz, 1H), 7. 65 (d, J=8. 51Hz, 1H), 7. 60 (s., 1H), 7. 51 (s., 1H), 7. 38 (t,
J=7.19Hz, 1H), 7. 27 (s., 1H), 6. 95 (s, 1H), 4. 67 (br. s., 2H), 2. 21 (s, 3H).

[1898] 4{L&4 238
[1899] N-(5—-4& —2-{[2-(3,5— L —1H- kM —4- L) 25 ] BEmEEL ) 2838 ) -1- 28 3F

DRI —2— T
o I OQ

[1900]
Os—-’S

cl NH
T

O/,S\\Q N f\l H

[1901]  $% M —f&FE/ 7 D, fH N-(5— A —2-{[2-(3, 5~ —F3& —1H- Mg —4- 3L ) 45 ] Wi
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HE b ORER) —1- IR —2- BBt & A AL S ((53mg, 38%) .

[1902]  1H NMR(600MHz, CD,0D) & 7. 79 (d, J=1. 76Hz, 1H), 7. 76 (d, J=8. 51Hz, 1H), 7. 67 (d, J
=7.92Hz, 1H), 7. 57 (d, J=0. 59Hz, 1H), 7. 37(ddd, J=1. 17, 7. 19, 8. 36Hz, 1H), 7. 26-7. 31 (m, 1
H), 7. 20-7. 24 (m, 1H), 7. 15(dd, J=1. 76, 8. 51Hz, 1H), 3. 40-3. 50 (m, 2H), 2. 60-2. 72 (m, 2H),
2.01 (s, 6H).

[1903] AL&4 239

[1904]  N-{5— 45 —2-[ (3— AYFETNSE ) WREMESL 1 Z83E | —1- ZIFWeng —2- REmEiE

[1905]

g N*
0 /@ 0

[1906]  # [ —FE)F C, B N-(5- 9 —2- ((3- AHEER L ) ARE ) 2L ) ZRIFmRmg —2- fif
il % b Ak 540 (174mg, 79%)

[1907]  1H NMR(600MHz, CD,0D) 8 7. 98(d, J=9. 10Hz, 1H), 7. 67 (d, J=7. 63Hz, 1H), 7. 49 (br.
s., 1H), 7. 40 (s, 1H), 7. 35 (d, J=8. 51Hz, 1H), 7. 26-7. 32 (m, 2H), 7. 21-7. 26 (m, 2H), 7. 12(d,
J=7.63Hz, 1H), 6. 74-6. 80 (m, 1H), 6. 40 (t, J=7. 34Hz, 1H), 4. 52-4. 64 (m, 2H) .

[1908] Ak £ 240

[1900]  N-{2-[(3- G WEE ) WML |-5- UKL | -2, 4- —RARTNEZ

[1910]

[1911]  4ZME— AP AVBL C MK, H 2- 22k —4- & - ZR0EE . 1- YR 2 -3— ik — 4
2, 4= T - R SRS S

[1912] 'H NMR(600MHz, FIE% —d,) 67.95(d, J=6. 16Hz, 1H), 7. 19-7. 30 (m, 3H), 7. 11-7. 19
(m, 2H), 7. 00 (t, J=7. 78Hz, 1H), 6. 72(dd, J=1. 47, 7. 92Hz, 1H), 6. 61 (s, 1H), 6. 44 (d, J=7. 04
Hz, 1H), 4. 34 (d, J=12. 91Hz, 1H), 4. 07 (d, J=12. 90Hz, 1H).

[1913] {L&4 241

[1914]  N-[5- G —2- ( FAEMAMEAS ) 2R3E 14— F N SE ATt Ml

[1915]
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[1916]  $ZH—FET B M D, B 5- G —2- ( FZEMRIE ) LM 4- S 3E - SRRME S %
FREAL A o

[1917]  'H NMR(600MHz, &4i —d) 6 9. 13 (s, 1H), 7. 80-7. 85 (m, 2H), 7. 71-7. 76 (m, 2H), 7. 3
4-7.39 (m, 2H), 7. 16 (dd, J=2. 05, 8. 51Hz, 1H), 2. 95 (spt, J=6. 90Hz, 1H), 2. 81 (s, 3H), 1. 22 (
d, J=7. 04Hz, 6H) .

[1918] {L&4 242

[1919]  N-(5- F4AL —2- ((3— fHFLTREL ) midk ) ZRIL ) ZRFFmRn —2- TamEfL
[1920]

[1921] 4% H8—FE)7 B, 15— AL —2- ((3- AE 2k ) Ttk ) Kfi% (450mg, 1. 552mmol)
MR TFRI —2- TalE S (335mg, 1. 552mmol) 7EMERE (5ml) Al 45 br AL 54 (406mg, 56%) .
[1922]  1H NMR (600MHz, CD,0D) & 8. 53(dd, J=1. 76, 5. 87Hz, 1H), 7. 96 (ddd, J=1. 03, 2. 27, 8
. 14Hz, 1H), 7. 70 (d, J=7. 92Hz, 1H), 7. 63 (t, J=1. 91Hz, 1H), 7. 51 (s, 1H), 7. 42(dd, J=1. 17, 8
. 220z, 1H), 7. 24-7. 37 (m, 3H), 7. 11 (s, 1H), 7. 00 (s, 1H), 6. 55 (dd, J=2. 79, 8. 66Hz, 1H), 3. 8
3(s, 2H), 3. 71 (s, 3H).

[1923] {L&4 243

[1924]  N-{5- G —2-[ (1H- nigme —3- FLE AL ) WAMEIL 1 2K3L ) —1- 2RFFmkng —2- Tt Ry
[1925]

[1926]  $% M —MFE/ P D AIE, th 3-L({2-0 (1= ZRIFFIRIY —2- Shfilids ) 22t 1-4- "R
Bt ) F3E ]-1H- MM —1- R T Be (LG9 22) fil&brditt &4
[1927]  'H NMR(600MHz, CD,0D) 6 7. 71(d, J=1. 76Hz, 1H), 7. 66 (d, J=7. 92Hz, 1H), 7. 51 (
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d, J=8.51Hz, 1H), 7. 31-7. 43 (m, 4H), 7. 24-7. 29 (m, 1H), 6. 79 (d, J=7. 04Hz, 1H), 5. 82 (br.
s., 1H), 4. 99 (br. s. , 2H).

[1928] (L&Y 244

[1929]  N-{2-[(3- &) Mt 1-5- SR | -4- Al —2- TR

[1930]

[1931] 2 M— AR A B K, 2 20 —4- & — ROl 1- WP -3 Aig 2k — 00
4= A —2— F - AREAEE R AR A S )

[1932] 'H NMR(600MHz, Zfi —d) & 7. 84 (t, J=8. 22Hz, 1H), 7. 47 (d, J=2. 05Hz, 1H), 7. 25(d
t, J=1. 03, 8. 51Hz, 1H), 7. 17-7. 22 (m, 2H), 7. 04 (t, J=7. 63Hz, 1H), 6. 93 (dd, J=2. 35, 8. 22Hz
, 11), 6. 58 (dt, J=1. 17, 7. 92Hz, 1H), 6. 40—6. 45 (m, 2H) , 3. 72 (s, 2H).

[1933] A4 did

[1934] 4 #4 52 % 15 CCR2 (1) HEK-Gqib 4 i 3% 27 7 (DMEM &= % 25 B . LO%FBS. 1%PSA .
400 1 g/ml RfEEHE R 50 1 g/ml W& R T G 18 W BHPEXT OB+ (MCP-1. MIP1A %,
RANTES) FHAERH 1% Baiszhs7), LA T0fi e 48 FLIPR™™ 35 M4k &35 SISk 78
384— fLodA 48 A EP3 F11 Mu1t1iPROBE HLats AR AL I R G il & 50 . & 1A 549, F0
R CCR2 WM

[1935] & 1 7t CCR2 2 ARG « (1C5) nM

[1936] £ 1
e CCR2ICs) | CCR2 %
-dh & AR (nM) o)
4-FAN-[5-F2-(F A B k) KA 3-(Z R TR 14 -
e A
[1937] | 4-R-N-[5-F-2-(FABBA)RA]I(ZRTHE i 40
G
4-FAN-[5-F2-(F AL R 3(Z AT )R 134 o
[7lie '
4-FN[5-R2-(FAERIFL3(ZAT AR 379 72
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[1938]

AR B
4-FN-(5-R2-[-2 A LA AR} -3-(Z A 153 a8
Tk Rk Bh
4-RN-{5-R2-[(2-F Ak L) DAL AL R 146 101
HY-3-(Z BT ) KBt
4-5%\4-N- {5-%-2-[(2';‘%)&_k Li&)ﬁ%%}g}ﬁ'{%}':&(i 95 96
BT A ) R b
3-{[4-R2-({[4-A3-(Z AT 2R Aok ) & 108 82
ESE® ARIT o SEoT R
4-FN-{5-3-2- (R -2- A F AR PR32 199 79
AT ARt
4-;%:1‘-1\]-{5-:%\4'2'{(%&%'3'%?g)@ﬁg]i;—‘g} '3'(‘;‘" 04 85
A s
4-8N-{5-8-2-[(Ho7-2- 2 T ) ek k R - g3
A3 AT R RABUER
4-FN-{5-F-2-[(HR-3- T L) g Bt AL R (12 97
A1 3-(E AT R RME
{[4-R2-(J[4-A3-(Z AT )RR st A 2k 141 79
RAJEARBA ) G L
3-{[4-F2-({[4-A3-C AT R RA ik & 1033 59
AFE AR N A A B
3-{[4-F2-({[4-A-3-(Z R T R) R R )3me il ) & 506 80
FYVRI AR N N-ZF 1L & B e
3-{[4-R2-([4-R3-(E AT R R A mEd ) & 1788 03
HORA B AREE ) -N-F AL ABLE
3-{[4-A-2-({[4-F-3-(Z AT )R] atsL Ak L A - 20
AR T AL N N- = F L B
3-{[4-F2-({[4-F-3-(Z AT AR AR s k) & ey 99
)R BBl ) A B
N-[5-7-2-(F A& sk it A8 ) KK Rt iz NA 48
3,4- = F-N-[5-8-2-( T A Ta w3 ) R R Rk B 44 87
N-[5-3-2-(F A A) R AR AR 2- BBt i NA 0
N-[5-F-2-(F AR Atk R )RR AR R 2B IR 1113 53
4-FN-{5-2-2-[(3-AH A F A ) T ag AL L | R 509 g5
32 AT R ) RA B
4-R-N-{5-2-2-[(3-Z A R RA) B R L7 101
A3 AT )Xt
4-BN-{5-R-2-[(3-F IR R A At A R 76 97
K13 AT AR
4-FN-[5-F2-( T AAA) A 3-(Z AT )R 193 81
Bl
4-AN-[5-R2-( LA LB F A 3-(ZRT L) 50 78
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[1939]

F AR
4-FN-[5-R2-( CRAARBA)A K] 3-(Z R F K o8 %
AR
N-[5-3-2-( T AHUR)F AL ]-1- 3 ek vl 23R BRI 26 99
N-{5-R-2-(F A LBt i) % A - 1-FFF ek vh-2-5 £ o8
Bt
N-[5-F-2-( T a8 R I ]-1-R vk v -2- AR B o 85
i3
N-[5-3-2-( F 2 BUE )R B |-4-F A3 A et it 580 4
e
4-FN-[5-F-2-(F AL ) R AR Rz Bh i 406 94
4-F-N-[5-F-2-( T A )R AL ]-3-F AR R mnBh 453 93
N-[5-R-2-(F B AR B ) R AR |-4-F R340 A K (%1 101
R
N-[5-R-2-(F AR A B AR ) R AR ]-4-F AR -3- R A R A . %6
;s
A4-FN-[5-F-2-(F A BAgme ) R AL Rt B i 62 91
4-FN-[5-2-2-( T Aa i) R R R i 155 98
4-F-N-[5-R-2-(F A L AABLER)FR]3-F AR - %8
[ dis
2-{[4-R2-({[4-R-3-(Z AT )RR s Ak & 118 .
PR FA-NN-ZF 3L LBt e
2-{[4-R-2-({[4-F3-(Z AT AR R B R 58 100
FR A ARRE AL )N N-Z ¥ & LRk
2-{[4-R2-({[4-R3-(Z AT )R AL A 2 462 98
AR ARBLA L -NN-— W K LB
2-{[4-F-2-({[4-F-3-(Z AT &) RAR s IR & 5 31
A)EIK | BARER ) -N-W AR Ll
2-{[4-FA2-({[4-A3-(Z AP AR ERBEA L R 160 5%
F)R R B N-F A LB
N-{2-[(2-8 L TR ]-5-AFR K 4-F-3-(Z A —_— g7
i e S
N-[5-A-2-(F AAA)RE] - R A-(ERATF R A5 -
b s
N-[5-R-2-(F Aarpt )R A 3- A A4-(Z AT A 513 o7
FARBEIE
N-[5-R2-(F R )R A ]-2.4- = RR B NA 87
N-[5-8-2-(F B )R -2 4-— AR AR B 354 91
N-[5-F-2-(F A ZAABL L) R AR ]-2 4- = AR AR BEE 236 98
N-[5-#-2-(F A LBV R AR A (AT " 57
)RR B
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[1940]

N-[5-F-2-( P ABA)FA)-5-F Aok th-2-BhBeME 0 77
N-[5-8-2-(F AR AR BEAR) R AR ]-5-F 2ok vl -2-5% 194 76
BhAE
N-[5-3-2-(F A B 3R ]-5- F Aok ob-2-ak L
* 990 90
N[5-R2-(F AR F A k2B 940 o3
N-[5--2-(F £ A BE) KR B2 BB 2518 06
N-[5-3-2-(F Reait J) R A ok h-2- sk B I 345 i
4-AN-[5-8-2-( T BB )R A ]-2- AR B 25 95
3-FN-[5-F-2-(F 2B ) 3R R |2 BUOR R 1924 94
3-F-N-[5--2-(CF AL R L ]-2- BOE sk 116 ot
3-F-N-[5-R-2-(T A LB A)F A2 ALK sk 61 101
e
4-RN-[5-R2-(T A )RR 2-AAams | 171 o8
4-FN-[5-F-2-(T 2 LA ) A 2-RR AR 85 103
i3
N-{2-[(2-Fk T B A B L]-5-FU R K -4-20 3531 84
S3-(Z AT R Rem
4-F-N-{5-F-2-[(1H-R4-2- & F R)sA R 190 84
A13-E AT )Rt
4-RAN- {52 [(1H- k-2 F ) BBt AR R 163 109
232 AT A F ok
4-FUN-{5-R-2-{(1H-oK w22 F K )sit ] 249 113
)3 AF ) Kat
4-FN-{5-R2-[(1H-2K 4k -4- 2 T s R 68 83
K 3-(Z AT AR ahmb
4-F-N-{5-F-2-[(1H-2k vk -4- % F 1)L et ] R 158 111
A 3-(Z AT ) RBBL R
4-F-N-{5-F-2-[(1Hokvk 48 F ) sk mt ok 51 108
A)3-(E AT R Faa
N-{5-A-2-[(1H-ko2 - ¥ BB R R -1 F 60 93
Pk - 2-FR BRI
N-{5-F-2-[(1H-2kod2- A F B EABLRTR RS -1- | o 108
ek -2 BL R
N—{S-ﬂ-z-[(lH-w;i%%;%;gﬁ%%}*z IR 1350 109
N-{5-F-2-[(1H-2Rrd-4- 0 P R )si A PR - 135 10 100
okl -2-FR B
N-{5-R-2-[(1H-2kek-4- K F 2O A Be 2L R AR 3 -1- 296 108
AIrekh-2-A B
N-{5-R-2-[(1H2k k-4 ¥ R )R R A 1-1-K 81 106
P
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[1941]

3-({2-[(1-F I vkrig-2- a2 1-4- 2R AR AR » i
)N N-=F K A s
3-({2-[(1- 3R Hrekrm-2- B ) B R 4-A KK T 150 -
FEBEL)-N N-—F K A Bl
3-({2-[(1- R tek v 2- A BE A B J4- R R L A8 e -
BEAR)-N N-— 9 S A Bk e -
N-[2-({2-[(RAEZE )AL TR REA)-5-2K - -
H 1R 5ok v -2-m B e
N-[2-({2-[(RAZ )RR LA B AR )-5- 2K 1861 o4
F 1=Kk v 2-RR B e
N-[2-(2-[(RAE# AR R TR B )-5-RK 1905 g
A 1-FK ek odh-2-s BEiE
{6-[({2-[(1-F ok h-2- ke ) B K [4-2 5k ) s37 -
T AR T A e -2- 2 BA PR TS
N-(2- {[(6-F Ak -2- ) T KA} -5-F KA )-1- + 04
KA okod-2-sh B o
N-(2-{[(6-BFhalng 2- ) F A B agmt AL ) -5-2 K 58 50
H)-1-F vk 2 mh B e
N-(2-{[(6-F At -2-3) F AR Pre Bt AR }-5- K vz -
F)-1-FHrkvh 2R BR R
N-(2-{[(6-B Ik -1- B etk -2- 20 ) T K Jas B Ak )-5- sEl, g
FAAR)-1-3R 3ok v -2- AR B S
N-(5-3-2-{[3-(=F AR R AL KAL) 1-R
{ {3 ;k%_zémé pREFLE 2043 106
N-(5-R-2-{[3-(=F A AL R AR am it X A a1
A)-1-FR Ik vy -2-FE B M
N-(5--2- ([3-(=F AR L) A AR BEL R A)-1- NA 96
R F ok -2 -5k Bl
N-(5-8-2-{[3-(= T B LA LB ) A AR s Bk LR - g3
F)-1-3K ek v -0 -2 BE M
N-(2-{[4-R2-({[4-RB3-(Z RTF AR sme k) 5190 08
AR A B LR TR
N-(2-{[4-F-2-({[4-R-3-(Z R T AR s BE L) i 57
FAVR A BahR L) L) LR
N-(5-2-2-{[(2-BAK-1, 308w b5 A § AL | B an B yyag -
AR 1Rk 2B
N-(5-F-2-{[(2-8AR-1,3- el b5 H )V F K 5B
E1EE) - okoho sk 2561 o8
N-(5-2-2-{[(2,6-—8AR-1,2,3,6-19 A5 -4-2) F 5368 -
VA R 1- Rk v 2 A8 B
N-(5-8-2-{[(2,6-—8.A-1,2,3,6-19 2782 -4-K)F A &
R TAR B | FOR)-1-F vk k-2 B
N-(5-82-{[(2,6-—8A%-1,2,3,6-19 AF7%-4- ) F NA 70
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[1942]

HRRBEI ) R 1- R ek - 2-ER R T
N-{2-[(3-RE A AL ]-5- R R -1- K vk w2
ey NA 102
N-{2-[(3-8A A R) BB ]-5-8 KA ) -1- R 54 - -
oi-2-ER BRI
N-{2-[(3- B AR )RR BE AL -5-FOR A - 1- 3Rk - 43
-2-ER Bk
4-({2-[(1-FRF k- 2- A B R ]4- AR A 2 NA &
BRBE AN N-— F A TR
4-({2-[(1- Rk r-2- R mr R ) BUR 1 4- B R A A 1603 gz
BN N-— % & T Bu
5-R-N-[5-22-(F A0 R R K- 1- Rk s -
-2-EE TR
5-§<‘L-N-{5—§L-2-(?'f&fgﬁ@&%)i{f&]-l-ﬁﬁ%“}i%—z- . o
R Bt
N-{5-R-2-[(1H-7tbrd-3- 20 F AR R A -1-385F (6 45
okl -2-FR B
N-{5-R-2-[(1H-7ibrd-3- 3 7 ) Ag R R 08 ) -1- - -
R APk - 2-BR B
N-{5-A-2-[(1H-vtb-3- 20 W A ) s Bt AR PR AR )18 357 o
Frekd-2-FRBRIE
N-(5-R-2-{[24-—8AK-1,23 41 A HE-5-F)F 3077 51
AT AEIL ) R H)-1- R 5ok -2 AR BL
N-(5-2-2-4{[(2,4-=FAK-1,2,3,4-09 RBR-5- ) F NA 0
FRPEREE IR R R)-1- R ek -2 B L e
N-{4-[({2-[(1-RFekvh-2- A AR B HUR 4- A8 g4 i
ESE P S ABRE LN S
N-{4-[({2-[(1-FRFFokmh-2- R B AR )RR 1 4-BUR — 29
AR )T -1 3-8 2 B} LR
N-{4-[({2-[(1-FFFrkvh-2- L s Bk ) R L ]-4- 2K - g7
AVERBE )P A1 3R 0 ) T
N-[5-F-2-(F 2 R ag B A ) R -4-7 8 2R R mgit ot g5
IS
438 N-[5-2-2-(F a8 AR R st o 1329 76
N-[5-3-2-(F L) R AR | -4-a K mr e e 2032 71
N-[5-2-2-(F AR A B K AL -4- 5 R R R Ak NA 0
438 N-[5-2-2-(F B akih ) F A R At 116 94
N-[5-F-2-(F 3 I gt 28 ) R K |-4- s KAkl e 258 95
432 N-[5-3-2-(F A wh ) R AL Rk e 403 84
N-[5-2-2-(F gl i) R A 4- s A Bb 1068 92
-2 (-5 k- 2- At ) 2K | 4- R AL St ”
AT A1 3k 0 B TR T B
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[1943]

N-(2-{[(2-8A 1,378k 4- 2O W R B ) -5-80 42 102
F)-1-R Ik v -2 BRI
{A-[({2-[(1-FR I ermp-2- o ) 2R | 4- 2R 88 ) 2400 161
WAL T IR]-1,3- 8 2 AL TR T B
N-(2-{[(2-RH 1,3 vk 4- 2P R | A BEAL ) -5- - 160
FIRIR)-1-R vk v -2 - A e e
{A-[({2-[(1-F vk rm-2- AR ) AR 4- A KAL) Sk 25
AEBLA) T A1 3-0F e 2 2O B W B T B
N-(2-{[(2-BIh-1,3- 8 vk 428 ) P R BB AL} -5- 8, 23 100
SR 1R S ok o2 B BL IR
N-{5-F-2-[ (WR-2-2 F BRI PRI -1 507k 15 91
-2 FE BRI
N-{5-2-2-[(WoR-3-F ¥ IS PRAK }-1- R FF ok - 97
-2 AR Bk
N-{5-R-2-[(H"2-3- 2L P AR) Zag B AR A} - 1R 26 100
Tk vk -2-sh BRI
N-(5-2-2-{[(1-BARA7E-3- ) T R | gk R GG 161
H)-1-F vk 2 mh B e
N-{5-A-2-[(ib7e-3- 2 F ) arBh AR R - 1985 53 43
ok v - 2- B B i
N-(5-3-2-{[(1- Bk -3-25) F R B0 X I -
F)-1-3R 5wk vy -2 B B
N-{5-R-2-[(3-FH & F OB A ) -1- K ek vd-2- NA -
b s
N-{5-RA-2-[(3-F FAF )AL -1- K ek - %
-2-FE R
N-(5-8.-2-{[(5-#8 - 1H-vbrd 3- ) F AL 15 K NA& o1
A)-1-FR Hvk vy -2 -5 B
N-(5--2-{[(5-7 Z-1H-spbrde-3-35) F 2L B 2 . -
AR 1-FR Aok vl -2-sE B
N-(2-{[(5-RA-1H-tbok 3 L) P B sk} -5-R % 25 105
H)-1-K ek wh-2- 5 B e
N-2-{[(5-RI-1H-w 3- )P K | BB ) -5- " 50
RRF)-1-K ek ng-2-7BEMK
N-(2-{[(5- B A -1 Hovthr 3- ) F AR AR -5- 2, p— -
FAR)-1- ok vl 2- AR B
N-(5-8-2-{[(1-F - 1 H-mk e 4 EOVF R R R 1293 79
A )-1-F ek o2 AR Bl
N-(5-8-2-{[(1-FA A -1H-2fnd 40 F 3 | I 25 Bk 905 o5
AR 1Rk v 2R B
N-(5-A-2-{[(1-F 25 - T H-2 e 40 SR s B AL ) s0d 4g
RA)-1-H ek vl -2 -FE B
N-{5-RA-2-[(m-2- A F R B A BR AR TR AR )-1- K 29 100
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[1944]

Fek v -2-5h B
N-{S-%L-Z-[("tt‘ﬁ-z-%?E)ﬁﬁﬁ%g}g‘g}'l'g‘% 29 100
oK V-2 - B I
N-(5-Fe2-{[(1-RR A R-2-) T At BL A ) K 663 102
F)-1-R ek vy -2 WL J ]
N-(5-8-2-{[(1-FRotbmi -2- ) F AL | B it A | R o 101
A)-1-R Ik vy -2 - B B
(IR ok 2- A ) RA4-RFAY |00 40
AL T AR etk -2 R T BRAR T B
N-(2- {[(2-BS it o 4- ) F AR} -5-R R A )-1- 20 100
Ik -0 - AR B
{A-[({2-[(1-F Tk -2- AR BE R ) AR -4- TR ) — 76
AR ) T AR s -2- 8 L AR W AR T
W[ R R 2- BB ) BRA4-RRAY | L) 20
BB T A - AR 2 B T B TS
N-(2-{[(2- R AR -4- ) F KL agB A} -5- 8K 265 o
A 1-F ek - 268 Bk e
N-(2-{[(2-B A b2 -4- ) T A B AL -5- 8K a6i 101
) 1-RFF ek v -2 - A LR
N-(2-{[(2-2-1- AR -4- ) F R 1AL ) -5- 9959 54
AR )- 1R ok vh-2- AR BB
N-{2-[(3-RAF H)BA]-5- AR K }-1-F ek wb-2- in o3
e
N-{2-[(3-RAF ) LaR B -5-5 R A8 -1-K ek 19 56
"h-2-AR BRI
N-{2-[(3-R A Ry A ]-5- AR - 1R ok vy - 56
-2-FR e
N-{5-F-2-[(3-B A F L) R -1- R ok vib-2- - "
AR B
N-{5-R2(G-EAFRRABAIRA- IR | 103
-2 -5 B
N-{5-2-2-[3-Z A FRA)BB I RA - 1- K ek - o6
-2-ER BRI
3-{[4-F-2-({[4-R-3-(Z AT )R A B R 47 o3
)R A B N N-= T Ak
3-[(4-R-2-{[(2.4-— AR AR A R R AR 154 £
AN N-= ¥ A Ak
N-(2-{[(5-FH-4H-12,4- = 7 -3- ) F AL 105} -5- 33 103
A 1R H ok vh-2- A Bb
N-(2-{[(5-RH-4H-1 2 4- =732 F L | T 45k x -
A }-5-RA ) 1- R kiR 2B AR
3-[(4-F-2-{{eA—RAE LB A RA R T 1477 93
FEBE AN N-—F 3 Ak
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[1945]

3-[(4-F-2-{[A4-= AR BB UL KR )a 1577 g9
BN N-Z ¥ A & Bk
3-[(4-F-2- {[(4-F-2- AR IR BB IR 1 2R | R AR Ak - -
AR ]-NN-= ¥ K A stz
3-[(4- -2 {[(4-F-2- AF Ay R | B R T 91 -
AEBEIR]-N N-—F JK A ki
3-[(4-5-2- {[(4-F-2- AR ) BhAL  RUL ) R _ -
BEA]-NN-— A A AR
N-{S-R2Q-WR-2-E LRRER R 1Rk | 84
v -2 AR B
N-(S-F-2-{[2-(1H-vtbod4- ) L3R | A e 28 ) R o 1
H)-1-FR ek v -0- AR B B
N-{5-3-2-[(2-H72-2- K CI) AR R AR ) -1-57 53 26
Fek vl -2-ER Bk
N-{5-R-2-[(2-tk2-2- TV R R -1 0 197 03
vk v -2 - A B e
N-(5-F-2-{[2-(1H-sttrg-4-F) TR A R H)-1- 5 57
E e
N-(5-F-2-{[2-(1 H-sthrd -4-3) AR |t L ) K 570 43
B 1-F I rkeh -2 -RE Bk
N-(5-8-2-{[2-(3,5-=F A -1H-vthrd 4- K TR |54 —_ -
A )1 ek 2B B
N-(5-#.-2-{[2-(3,5- = % - 1H-strd 4- ) 2 2K | 4047 o3
FEBEIR L R IR)-1-3R ok v -2- B R AR
N-(5-8-2-{[2-(3,5-— F &-1H-rtbeik 4- 3 ) T K |5% . o
BEIL ) R IR)-1- K ok oh-2- 2R BE AR ‘
N-(5-3-2-{[2- Rt -3-2) F AR R )- 1K 54 6
Ftek vh-2-k B
N-(5-F-2-{[(2- Ao -3- ) F A | BAg i ) K 7 o5
F)-1-K ek v -2 s B M
N-(5-F-2- {[(2- Ao -3- ) F AR sk R ok h)-1- 70 o8
Kok - FR
N-{s-%-z-[(imf'%)gf] -1k w-2- - -
Sieics
N- {5-%1-2-[(;%&‘?%ﬁ%ﬁ}%ﬁk}-lﬁ%&% 73 o1
2-ERBRIR
N—{S-:%,—z-[(i%L?E)if;ﬁ&%}?ﬁ%}-l-ﬁﬁi&% 0 -
2B B A%
N-[2-(F A AR)-5- B K AR ]-1- 3 ok - 2-#R B 129 90
N-[2-(FF A& T ag ik 25 )-5- 2R A |- 1- R ok -2-5% 57 85
S
N-[2-(FF A ABE K )-5- 3 R A ]-1- R 3wk i -2- 5 B 54 5
biis
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[1946]

[1947]

N-{2-[(3-R & F H2)a A -5- B KK -1- K ek nd-2- - o7
FRBEEE
N-{5-A-2-[(3-#K L F ) LA AL ) -1- K ek 54 o&
-2 -FE B
N-{2-[(3- B F A) B AR B AL -5- A A - 1-F ek - 91
-2 -FR BRI '
N-{5-#-2-[(3-FH AL F A )aR B AL PR AR - 1- 3K Hh ek _— 51
-2-FEBL I
N-{2-[(3-F A L) B A ]-5-RAR AL - 1- K Hekwh - -
-2-Fh BRI
N- {2-{(3%;&%%)5;% E;;‘a}&ax 1Rk o 156
N-{2-[(3-B L3 Ry Bb R -5-F QUL R L - 1-800F 16 107
ok v -0 B
N- {2-{(3—%%%%)%%2}35}—1-21&:?%"7"&“@ -2-F4 Bk 76 105
N-{2-[(3-FH AR ) A B AR R AR -1- R H vk il -2- 653 g7
AR
N-{2-[(3-2UKF &) BAABL AL KA ) - 1- R Aok v -2- - 110
R
N-{5-F B 2-[(-FHA TR A B A PRI} -1-K - -
Frek vh-2-ER BRI
N-{2-[3-REFR)EARL]-S-FRAFRL 1R ” 1656
Fok -2 B B
N-{2-[(3-#H A F )i A 1R K ) -1- R vk v -2-5x 3151 -
[
N-{2-[(3-@%%?5&)5%@%%]%%}-LK%ﬁ%-M& Al 94
i
N-{5-F-2-[(@-FH T AR R AR ) -1- 3K ek -2 ‘7 -
i
N-{2-[(2-FMF A ]-5-2 R A ) -1- R FF R -2~ 100 o1
b5 i
N-{5-F-2-[(4-F A F AR B AR R - 1-K 7k 5185 iy
-2-FE B
N-{2-[(4-BAF Ry B A ]-5- AR A - 1-R ek % 104
D-ER B
N-{5-2-2-[(2-F8 2R F B ) B AR BL AR R AL} -1-R5Fvk - -
-2 B B
N-{2-[(2- B A F R TAsBEA-5-A K 4 )-1- K hk s 9
o -2-ER B
N-{2-[(2- B F 2B A -5- 2R - 1- R ek v 129 4g
-2 -FE BRI
N-{2-[(3-RAFA)RALS- AR} -24-— A 3244 64

170



CN 103380115 A OB B 148/148 T

Bl
N-{2-[(3-8 3L FH)# hﬂ@tﬂi AR -4-8-2- 8K o 38
N-{2-[(3-R & F R )mBe A ]-5- AR A} 24-ZAK 18 -
AR B |
N-{2-[3-BAF ) BAEBLA]-5-A R K)-24-—
P, 443 99
N-{2-[3-BAF R )EBA-5- B L) -4-2,-2-8F
P 248 96
N-{2-[(3-Z A F ) B AR B ]-5- TR A }-4-2-2- A (19 o5
PR BRI
N-{5-F-2-[(Fm-2- K F )AL R A -1- K50k
et g 549 100
N-{5-F-2-[(Fo2-2- A ¥ ) BB A R &) -1-K 506 104
Fovk v DAk Bk
N-{5-F-2-[(Fo-2- 4 F R BLA R A ) -1- K5 - 104
ok v - 2R B
N-{2-[3-B A F AL )-5-RE L) Kbtk 3102 40
N-{2-[3-B A F AL -5-BF L) 4- 8RB 3894 95
N-{2-[(3- R A F VA ]-5- AR ) -3- B R AR Bh 1458 95
N-{2-[(3- B F ) BL A ]-5- AL R Bk 1239 52
N-{2-[(3-RAF ) LA B 3L |-5-2 R 28 ) RAmt e 2564 62
N-{2-[(3- A F ) Bt A ]-5- 2R ) -4- R R et 121 -
iz3
N-{2-[(3- R F 3 )R AE B ]-5- 2 F A ) -4- 8 KAk 158 -
Bl
N-{2-[(3-FAF R ]-5- 8 KK ) -3- 2 KAt BL - of
i
N-{2-[(3-RAF ) B A Bt ]-5- 8 R A ) -3-A KA 150 03
i
N-[z-(%i%%,?;é)-s-%i&;%]-1-4&%&@-2-@%\@5& - -
N-[2-(F A B At K )-5- A XA 1- R Aok vd-2- - 105
A B
N—[Z-(%%E%%)E}S-%%;ﬁg]'l‘X{'ﬁ—%%'z'% 56 95
Bl

171



