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[0231]  3-5-5-{[1,2,4] =MEJf[1,5-allbhe -5- 3} ikne -2- TS

[0232]  4-FA3E-5-{[1,2,4] =MIFF[1,5-alMbme -5- 58] Iene - 2- F R ;

[0233]  3,5- " HEE-4-{[1,2,4] =MeJf-[1,5-aliknE -5- 55} 0

[0234]  6-{[1,2,4] =MkJIF-[1,5-almtknE -5- 5L} HAGR - 3- FJE;

[0235]  6-FH3E-5-{[1,2,4] =MIFF[1,5-alMbme -5- 58] I -2- F R ;

[0236]  2-%R-5-FE-4-{[1,2,41 =WhJf[1,5-almtnE -5-3E) 1,

[0237]  3-5(-4-{[1,2,4] =WI[1,5-a] IE -5- 28] 0

[0238]  3-FHAEE-4- {[1,2,4] =MIF1,5-al ik -5- 5L}

[0239]  5-FA3E-6-{[1,2,4] =MIF[1,5-almbme -5- 58] Meie - 3- FH G ;

[0240] 3-23E-4-{[1,2,4] =MIf-[1,5-a] IE -5-25) 0

[0241]  3-4§-5-F13E-4- {[1,2,4] =MkFF[1,5-a] HEAE -5- 25} 550

[0242]  3-433L-4- {[1,2,4] =MIf[1,5-a] HIE -5-25) 0

[0243]  3-P-4-{[1,2,4] =MJF-[1,5-almbme -5- 2} 50,

[0244]  1-{[1,2,4]=MIf-[1,5-a]iHkiE -5- 55} RAE -4 - [ ;

[0245]  4-{[1,2,4] =WkIf[1,5-a]mesng -7- 5} 2105,

[0246]  4-[7- FRFIED) -[1,2,4] =MJIf-[1,5-al MHkiE -5- K210

[0247]  5- (4-FIEAED) -[1,2,4] =MIF-[1,5-alMne -7- FER IS

[0248]  5- (4-E( 23D - [1,2,4] =MeFf[1,5-al kg -7- R,

[0249]  4-{7-PANEL-[1,2,4] =WIF[1,5-a]ibne -5- ) )1

[0250]  4-[7- (MEMEHE-1-F3) - [1,2,4] =M IF[1,5-aliEnE -5- 3L ] 5

[0251]  5- (4-5UFEOREL) -N- - AR R - [1,2,4] =TI [1, 5-al MEhe - 7- FHL L ;
[0252]  4-{7-[(2S) -2- FHIEMEME e - 1- 2] - [1,2,4] =T [1, 5-al ke - 5- 35}
[0253]  4-[7- (3-FABEMEMLE-1-FE0) - [1,2,4) =MF[1,5-al MHkiE -5- KL
[0254]  5- (4-FUHRIRD) -N- G- FHAIEIRED) - [1,2,4] =WpIf[1,5-alMbne - 7- FHEIE 5
[0255]  N-[2- (3- G KIL) LH]-5- (4-THAERE) - [1,2,4] =W I [1,5-alMLne - 7- L

J¥ 5

[0256]  N-[2- (4-FRI) LK) -5- 4-THERE) - [1,2,4] =W I [1,5-alMLne - 7- L
J¥ s

[0257]  5- (4-FFIEIREL) -N-[2- (3-HAEIERED) 4] - (1,2, 4] =M1 [1,5-a] Mg -7-H
Pef ;

[0258]  N- (3-GKHL) -5- (4-HFEHID) - [1,2,4] =M I [1,5-al kg - 7- AL

[0259]  N- (4-GKHL) -5- (4-FFEAEFD) - [1,2,4) =M I [1,5-al kg - 7- AL

[0260]  5- (4-FUHERIL) -N- (6- LA -3-28) - [1,2,4] =W [1,5-al ki - 7- FHEIE 5
[0261]  5- (4-5FEATL) -N- (2- FHEEmEnE -5-28) - [1,2,4] =W [1,5-al MLl - 7- FHI i ;
[0262]  N-[(3-GRAL) L] -5- (4-FHARED) - [1,2,4] =MIF[1, 5-a] MEne - 7- FEEIE ;
[0263]  N-[(4-SRED) ] -5- 4-FARED) - [1,2,4] =MIF[1, 5-a] MEne - 7- FEEIE ;
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[0264]  5- (4-5{HEIRED) -N- [ (3- FRAUERIRED) HIEE] - [1,2,4] =MpJF (1, 5-al ki - 7- FA:

J¥ 5

[0265]  5- (4-5(FLoKHE) - [1,2,4] =WhIf[1,5-alltbnE - 7- B,

[0266]  5- (4-55(FEARIEL) -N-FHEE- [1,2,4] =M I [1,5-al ki - 7- FRREIE 5

[0267]  N-TT3E-5- (4-FEFED - [1,2,4] =MeFf[1,5-a] MERE - 7- LR ;

[0268]  5- (4-G(ILEL) -N-[ (1-FF3E- 1H-Bkme-4-F5) L] - [1,2,4] =3 [1,5-a]llt

e -7 - IR 5
[0269]  5- (4-FUIEIRIL) -N- [ (1-FH2E - TH-Mpeme -4-380) F3E] - [1,2,4] =M Jf[1,5-alnt
e -7- e 5

[0270]  3- ({[5- (4-FFEFEL) - [1,2,4] =M If-[1,5-al MhIE -7- 5L ] L EL) FH3E) A4
IR T e -1- U T T
[0271]  5- (4-FFEIKIL) -

N-[2- (Eik-4-35) 230 -[1,2,4] =M1, 5-al e -7-
JH 5
[0272]  5- (4-FAEKEL) -N-[2- 4-HRIRE-1-30) O -[1,2,4] =M [1,5-al e -
7- F 5
[0273]  5- (4-FUAEFID) -N- (Wki-2-20) - [1,2,4] =PI, 5-al e - 7- FEAE ;
[0274]  5- (4-§UHEFEL) -N- GANEEID) - [1,2, 4] =M [1, 5-al e - 7- IR 5
[0275]  5- (4-FUHERKD) -N- CAAA T 4E-3-25) - [1,2,4] =W [1,5-alibig - 7- FHE I 5
[0276]  5- (4-FHAEKEL) -N- CAZPA T He-3-F D) -[1,2,4] =M [1,5-almtmg -7-H
Pef ;
[0277]  5- (4-F{FARELD) -N- (1-HHEEEZIA | 5E-3-38) - [1,2,4] =M Jf[1,5-al MEnE-7-
PR f 5
[0278]  5- (4-FHFIEIHKIL) -N- Q- LFD) - [1,2,4] =MpIf[1,5-al kg - 7- A
[0279]  4- (5- {[2- (CHERLEIL) AFL) 25 - [1,2,4) =M [1, 5-almene - 7- 55 ¥

[0280]  4- {5-[3- (HIBEEED) Memsbe-1-28]- [1,2,4] =MIf[1,5-a] Meng - 7- 1) /5
[0281]  1-[7- (4-F(FAE) -[1,2,4] =W I [1,5-alMEng -5- 2] -N- FHELIE g Lt - 2- FH
J¥ 5

[0282]  4-{5-[(2S) -2- (LML -1 - FL L) My be-1-26]-[1,2,4] =M [1,5-a] MEnE -
T-3 NG

[0283]  4-{5-[3- (MEM&HT-1-F0) WRIE-1-2E] - [1,2,4] =WpIf[1,5-a]Mang - 7- 3L} 0
[0284] 4~ {5-[ (1-FHELNRIE -4-3%) 5] - [1,2,4] =M Ff-[1, 5-a] MEnE - 7- 55} 0
[0285] 4~ {5-[ (1-FHELENRIE -3-38) 5] - [1,2,4] =M Ff-[1, 5-a] MEnE - 7- 55} 0
[0286]  4-{5-[(1- OWEIENRIE -3-38) 5 FE] - [1,2,4] =WFH[1,5-a] B - 7- 5} 15
[0287]  4- (5- {[ (1-FHAEMRAE -4- 50 AT S8 - [1,2,4] =W Jf[1,5-almeng -7-35)
s

[0288]  4- (5- {[2- @-FEfRMEMELE-1-30) LA AR - [1,2,4] =M [1,5-alMEng -7-35)
SiEE

[0289]  4-[5- (LA - [1,2,4] =WpIf[1, 5-almeng - 7- L]0

[0290]  4-[5- (MEA&KE-1-30) - [1,2,4] =MkIf[1,5-a]meng -7- L1505
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[0291]
[0292]
[0293]
[0294]
RIEE
[0295]
[0296]
[0297]
[0298]
[0299]
[0300]
[0301]
[0302]
[0303]
[0304]
[0305]
[0306]
[0307]
[0308]
[0309]
[0310]
[0311]
[0312]
[0313]
[0314]
[0315]
[0316]
[0317]
[0318]
[0319]
[0320]
[0321]
[0322]
[0323]
[0324]
[0325]
[0326]
[0327]
[0328]

4- {5- [ GANZE D) 2] - (1,2, 4] =W (1, 5-al Mg - 7- 55} )

4- {5-[ GANZEHED) (%) 2380 - [1,2,4] =MeJF[1, 5-a ] mng - 7- I8} R

4- (5- {[2- (MEr&LTE-1-50) LIS} - [1,2,4) =M [1,5-al Mg - 7-38)
4- (5- {[2- (CHIFREAED) CH) (PED) 55} - [1,2,4] =M JF [1, 5-almgig -7-5)

4- (5-{[3- (- HIREEIL) R SEE) - (1,2, 41 =PI [1, 5-al mang - 7-55) “Fhik;
4-[5- (2- LMk -1-20) - [1,2,4] =M IF[1,5-a] Mg - 7- L] 350 ;

4-[5- (3- FIEEmyme e -1-38) - [1,2,4] =3 [1,5-a] Waig - 7- 2L 1505

4-[5- (2,5- —FIBEMI b -1-30) - [1,2, 4] =M (1, 5-amsng - 7- 3L 0
4-[5- (3,3- “FIBEmm e - 1-30) - [1,2, 41 =M (1, 5-almsng - 7- L]
4-[5- Q-BARFEMEIS B - 1-38) - [1,2,4] =PRI [1,5-a] W3ie - 7- 2L 1505
4-{5-[2- (2-FEEPNED) M- 1-581- 11,2, 40 =M1, 5-almsne - 7- 1L}
4-(5-[ (3-FHEL T 5D 43L] - [1,2, 4 =8I [1, 5-almng - 7- £} 0%

4-[5- GRNFEEID - [1,2,4) =M (1, 5-amsng - 7- L] 0

4-{5-[3- (2-FEEPED) M- 1-581- (1,2, 40 =M1, 5-almsne - 7- 1L} 0
4- (5-{7T- %R [3.5] Fhe-7-F) - [1,2,4] =M F:-[1,5-a] Mg - 7-55)

4- {5- [BRN3E (FRED) 58] - 11,2, 40 =M1, 5-al Mg - 7- 5L} 0
4-{7-502-[1,2,4] =M (1, 5-a] MEmE -5- 25 15 5

4-{7- [ GRNFERED) 5238 - (1,2, 4] =31 (1, 5-al iHkiE -5- 3L} FhE;
4-{7-[(2-HEEE I 58] - [1,2,4] =M1, 5-al MHEIE -5- 55 0

4-[7- (RS - [1,2,4] =MpFE (1, 5-al g -5- 3] h;

4-{7- [ CEZRBRC B -4- LRI F5ET- [1,2,4) =M [1,5-a] tHhE - 5- 35 5 Jh
4-{7- [ CEZER RS- 3- L FR3E) 2006 - (1,2, 4] =M (1, 5-a] iHkE -5-38)
4-{7-1(2,2- LI 53] - [1,2,4] =MpFE[1, 5-a] ERE -5- 55 0G5

4-{7-[ AR T S-3- R D) 20381 - 11,2, 41 =M [1, 5-a e - 5- 55} 00
4-{7-1(3,3,3- =530 & 5] - [1,2,4] =M (1, 5-al MHkiE -5- )

4- (7-{[3- (k-4 -3 PIEETSA3E) - 11,2, 4 =M FE (1, 5-al ke - 5- 58
4-{7-[ (2-FRFk-2- FIEL PN 3L F LT - [1,2,4] =M [1,5-a] MHhE - 5- 35 5 fif
4-{7- [ (3- AL EE) 42 8E] - [1,2, 4] =M Jf-[1, 5-al Mk -5- 55 0

4-{7- [ CRAIRR S -2- FE D) 50381 - 11,2, 40 =M (1, 5-al ke - 5- 1L}
4- (7-{[2- (CHIREID) SRR - [1,2,41 =PI [1, 5-al IEAE - 5- 5) "l
4-[7- CFRSD) - [1,2,4] =MpFf (1, 5-al iHkiE -5- 3] 0

4- (7- {[2-5RRD) L] 200E) - (1,2, 4] =M (1, 5-a] ERE -5-35) 5

4- (7-{[ (3-G 3L WAL 4L - [1,2,4] =M [1,5-a] HEIE -5-30) 0%

4- (T-{[ (A-5 00 WL 6088 - (1,2, 4] =M [1,5-a] MHEIE -5-30) 0%
4-[7- GRANEEFIEAEED) - [1,2,41 =M FF (1, 5-al e -5- 5] 0

4-[7- CFEFD - [1,2,4) =M1 (1, 5-al ibmE - 5-FL 50 ;

N-[5- (4-FEEERED) - [1,2,4) =M IF[1,5-al ke - 7- 5] SOE R AU T s
N-[5- (4-TFARFD) - [1,2,4] =M I [1,5-al e - 7- L] CWeiE ;

29



CN 107531698 B ﬁ'ﬁ HH :I:; 18/175 11

[0329]  N-[5- (4-FIHEIEIL) - [1,2,4] =WhFf[1,5-alMhiE - 7- L BRI e RN 5
[0330]  N-[5- (4-FEERILD) - [1,2,4] =MRIF[1,5-a] WA - 7- 3L R R ;
[0331]  N-[5- (4-E(3L-3- 53D - [1,2,4] = Ff[1,5-al Mg - 7- 3L S L U T g

[0332] 2-%-4-{
SiEE

[0333]  2-%-4-{7-[(3,3,3- =5 ANEL) 2] - [1,2,4] =MkIF[1,5-al ki -5- 55} ¢l
[0334]  2-9-4- (7- ([ (3-FHILSE A T ke -3-38) R &3t} - [1,2,4] =MeJf[1,5-alllk
WE -5-4L)

[0335]  2-9-4- (7- {[ (3-ATLSE A T he-3-30) IR &3t} - [1,2,4] =mMeJf[1,5-alllk
IE -5-355) 5

[0336]  4-{7-[2- (CHIELSIL) D - [1,2,4] =M [1,5-al ErE-5- 55 -2- 3
[0337]  2-G-4-{7-[2- (WMEJE-1-30) C5ASE] - [1,2,4) =M [1, 5-al e - 5- 58} 5
[0338]  2-Gi-4- [7- AN Kb -2- B A ED) - [1,2,4] =MIF[1,5-a] MEmE -5- 281155
[0339]  2-9§-4- {7-[2- @-AMMMELT-1-30) L5 IE]-[1,2,4] =M I [1,5-al ke -5-
SR ST

[0340]  2-Gi-4- [7- AN -3- D) - [1,2,4] =MIF[1,5-a] MEmE -5- 28115
[0341]  2-Gu-4-[7- - ARMEMEHE-1-50) - [1,2,4) =M Ff[1,5-al iEme -5-FL 50
[0342]  2-5-4-[7- 2-%A4K-1, 3-MEmMe ke -3-28) - [1,2,4] =W JF[1,5-allphE-5- 1%
s

[0343]  N-[5- (4-FFE-3- A3 -[1,2,4] =M If-[1,5-al Mg -7- 51 -N- AR £ el
[0344] 25 -4-[7- (Ipk-4-35) - [1,2,4] =PRFF[1,5-a] EAE -5- 21550

[0345]  2-G-4-[7- G-WEIEE A T - 1-50) - [1,2,4] =3 [1,5-al e -5- 2] 5F
s

[0346]  N-[5- (4-&(JL-3-50 K80 - [1,2,4]1 =M Ff[1,5-almtne -7- 5] 2 Wl

[0347]  4-[7- 3-HEFLAAIR T hi-1-30) - [1,2,4] = [1,5-al e -5- 3L %5
[0348]  4- (7-{2-52%-6-ZAMA[3.3] Pebi-6-FL) - [1,2,4] =WEIFf[1,5-al MEme -5-FL) *F
s

[0349]  N-[5- (4-&(JL-2-FEIEID) - [1,2,4] =M I [1,5-alMEmE-7- 351 2Bl

[0350]  4-[5- (4-FAEFID) -[1,2,4] =MIF[1,5-al MEmE -7-JEIWRIE - 1 - FHER LT TR
[0351]  6-[5- (4-FUILIRID) - [1,2,4] =MhJF[1,5-almtiE-7-%]-2,6- —H( 2R [3.3] 7

Be-2- AU T g

[0352]  N-[5- (4-%(FL-2- FHILIRED) - [1,2,4) =M [1,5-a] npbme - 7- 16 5 1 e F s
[0353]  4-{7-%3&-[1,2,4] =MeJf[1,5-aliehe -5- ) -2- 5T

[0354]  4-{6-%-[1,2,4] =M1, 5-almtme -5- 58} 0,

[0355]  N-[5- (4-(JL-3- 5 A0 - [1,2,4] =MeIf-[1,5-al EHE - 7- B IR S i e i 5
[0356]  N-[5- (4-5(3E-3-9 5D - [1,2,4] =M I [1,5-al MEiE - 7- FL ] RRERE

[0357]  3-[5- (4-(JL-3-5 800 - [1,2,4] =M [1,5-a] e -7- 5L - 1- 2K LR

[0358]  N-[5- (4-SULIEED) - [1,2,4] =W [1,5-a] MHEEE -7- 381 -3- AR BL N ki »

[0359]  N-[5- (4-(FLAID) - [1,2,4] =M If-[1,5-albme -7-F] -2- FIE Wl

-

[ CGEZRIA T - 3-FE D) 2 5L ] - [1,2,4] =M [1,5-al ikiE -5- 5

I
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[0360] N-[5- (4-F(F-3-

[

IEED) - [1,2,4] =M [1,5-alMkiE-7-%£1-3,3,3- =i A Bk

[0361]  N-[5- (4-F3E-3- oK) - [1,2,4] =MrJF[1,5-al Mg -7-3E5] -2- R IE 2k
[0362]  N-[5- (4-%5(J&-3- ﬁié%) -[1,2,4] =WF[1,5-al kg -7-FL1BR T R
[0363] N-[5- (4-F(Ik-3-70

4_%) Z%Eﬁs

[0364] N-[5- (4-75(Jk-3-

R 5

[0365] N-[5- (4-F(Jk-

P ;

[0366]  (2S) -N-[5- (4-5(%L-3-

2- FmBE 5

[0367]  (2R) -N-[5- (4-5(L

2- e f 5

OJ
SE]

) -[1,2,4] =MEFF1, 5-alnbng -7- 5] -2- CalZrircbi-

KED) -[1,2,4] =M I [1,5-aliie-7-FE] -2- FIELERP -1 -

=l

AAID) -[1,2,4] =M [1,5-alMEme-7-3£]-2- RIE-1-35) &

) -[1,2,4]=mFF[1,5-al EmE -7- L m e m ke -

?ﬂ\

-3- ) -[1,2,4]=mFf[1,5-al EmE -7- L m e m ke -

?ﬂ\

[0368]  N-[5- (4-F(L-3- 3 AT - [1,2,4] =MFF[1,5-al i - 7- 58] -2- (IR L)

O

[0369] N-[5- (4-F{HL-3-

P ;

[0370] N-[5- (4-F(JE-3

R 5

[0371] N-[5-(4

P ;

[0372] N-[5-(4

fi-4- FE 5

[0373] N-[5-(4

fé-3- F e 5

[0374] N-[5- (4-

Pz ;

[0375] N-[5- (4-

1- e ;

[0376] N-[5- (4-
[0377] N-[5- (4-=

LI ;

- AL

m
i

- AL

m
i

- AL

H

.
-

[0378]  1-{dE-N-[5-

P 5

[0379] N-[5- (4-F5(HE-3-

P ;

[0380] N-[5- (4-F(H-3-

3-3%) LM ;

3-

3-

3-

N

FOREL) - [1,2,4] =M [1,5-a] Mg -7- L) A28 b -3 - H

It

SRR - [1,2,4] =MIF[1,5-al ke -7- 58] - 1- PR A - 1-

\

FOREL) - [1,2,4] =M [1,5-a] Mg -7- 3L A28 ERC e -3 - H

\

AR -[1,2,4] =MeJF[1,5-alMEhE -7- 34 ] -4- FIESAGIACE

\

SEORID) -[1,2,4) =M [1,5-aligng -7-3]-3- RS 3 In |

“HORID) - [1,2,4) =M [1, 5-allEme - 7-FE] S0 I8 T e -3-H

SORID) - [1,2,4] =MRIF (1, 5-al ke -7- 5] -2, 2- IR K-

)-[1,2,4] =MFf[1,5-al kg -7-3E£] - 2- RN R OB ;
) -[1,2,4] =WrH:-[1,5-al ke -7- 58] -2- g AL -2- &L

g@x
%Bblt

i
~HFHE -3 RSD) - (1,2, 4] =M (1, 5-al ime - 7-FE T IR ke - 1-
SRED) -[1,2,4) =M If[1,5-alMEmE-7-F£]-3- 504 T ki-1-F

AT - [1,2,4] =MpJF[1,5-al e -7-38]-2- CGAARER | Ht-
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[0381]  N-[5- (4-&(JL-3-50 K8 - [1,2,4]1 =MFF[1,5-almkme - 7- 3L ERPN bt B ;
[0382] N-[5- (4-&E{FL-2-FHELRIL) - [1,2,4)1 =WEFE[1,5-a]mE-7-31-3,3,3- =4 N
Pz s

[0383]  4-[7- (VNHELEEED - [1,2,4] =MrIf[1,5-al Mg -5-3E]

[0384]  5- (4-FFEIREL) -N- CRANFEFAID) - [1,2,4] =MF-[1,5-al Mg - 7- AL ;

[0385]  5- (4-FELREL) -N-[2- (CHIELGAED) 4] - 11,2, 4] =M g (1, 5-al ke - 7- 7
J¥iz 5

[0386]  5- (4-FELEL) -N-[2- (CHIELGED) 4] -[1,2,4] =M 3 [1, 5-al ke - 7-Ff
J¥iz 5

[0387]  2- (BUALPA T Hi-1-38) -N-[5- (4- TR - [1,2,4] =MpIF[1,5-al MihE - 7- 2]
CIef

[0388] 4~ {7-433L-6-45-[1,2,4] =TI [1,5-al Mg -5- L) FflE

[0389]  5- (4- L BRFLZRED) - [1,2,4] =M Ff[1,5-al I

[0390]  4- (7- {[ (k-2-30) GIETHEE) - [1,2,4] =M I [1,5-al ikiE -5-55) /s

(03911  4- (7-{[(2,2,2- =5 CH) LT HEL) - [1,2,4] =M [1,5-al MEmg -5-38) “Fhik;
[0392]  4- (7- {[ CGAZIA | J-3-50) 2 3L FHAE) - [1,2,4] =3 [1,5-a] Mfghg -5-38) ¢
ir

[0393] 4~ (7-{[ LA T Hi-3-FEFED) 25 3L - [1,2,4] =Mk [1,5-al ke -5-FL)
EE

[0394]  4- (7-{[(2,2- 3R CHD) 2AFL) 3L - [1,2,4] =W [1,5-al EIE -5-35) /15
[0395]  4-[7- ({{(3-GRED) L] 25 HHED) - [1,2,4] =M I [1,5-al MEme -5- 2]
[0396]  4- (7- {[ CANEEFID) B HH3E - [1,2,4] —=MpIF[1,5-al ke -5-55) ¢l
[0397]  4-[7- ({[ (3-HAFEOREL) HIRL] 243} FHED) - [1,2,4] =9 [1,5-a] iitng -5- 5L ]
ELE

[0398]  4-{7-[ (3-FHARFEAZL IR | Joi-1-38) FHELT - [1,2,4] =M [1,5-al iEnE -5- 35} 7
ir

[0399]  4- (7- {[ CGAZIA K E-3-50) 2 3L FHAL) - [1,2,4] =G [1,5-a] Mfgng -5-38) ¢
ir

[0400]  4- (7- {[ AR -3-FEHIED) A 2L 3L - [1,2, 4] =M [1,5-al kg -5-55)
EYLE

[0401]  4-{7-[ GAPNREZAED) FIEE] - [1,2,4] =MAFF (1, 5-al kie -5- 55 00

[0402]  N-[5- (4-F{HE-3-FRED) - [1,2,4] =MhFf[1,5-al e - 7- L] s L IR EA N L F
fid 5

[0403]  N-[5- (4-F(HE-3-R30) -[1,2,4] =M [1,5-al Mg - 7- 3L ] S 3E g2 - A
i

[0404]  N-[5- (4-FIE-3-W oKD - [1,2,4] =MhIf[1,5-aliig - 7- 3L &L HER 1 - HH LR
e -4- 5L

[0405]  N-[5- (4-F5(Hk-3- 5 KED) - [1,2,4] =MrI[1,5-alMnE - 7- B s L HIER3 - (ZH
FLGAFE) TR ;
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[0406]  N-[5- (4-F(FE-3-G0 KD - [1,2,4] =mpFF[1,5-alMEme - 7- K A B g2 - (—
Fod ) AR

[0407]  N-[5- (4-F3E-3-9R5D) -[1,2,4] =W (1, 5-alMbne - 7- B s PR ALK,
55t -3-5L0E;

[0408]  2-Gi-4- {[1,2,4] =MEIF[1,5-a]Wang -7- 351 5

[0409]  2,6- —4i-4-{[1,2,4) =MpFf[1,5-amEnE -7- 3L} s,

[0410]  3-%-4- {[1,2,4] =MrFE[1,5-aMENE -7- 5L}

[0411]  3-FH3E-4-{[1,2,4] =MIf[1,5-a] Mg -7- 351 055

[0412]  3-%-4-{[1,2,4] =MrFf[1,5-alMENE -7- 5L 0

[0413]  3-5-5-{[1,2,4] =MEJF[1,5-almeng - 7- 3L} iEng -2- TS

[0414]  2,3- —4i-4-{[1,2,4) =MpFf[1,5-amEnE - 7- 3L} s,

[0415]  2-%-5-FH3E-4- {[1,2,4] =M IF[1,5-a] Mg -7- 35} 0

[0416]  4-{7-%{3&-[1,2,4] =M [1,5-al MEme -5-3E} -3- LN

[0417]  4-{7-%{3&-[1,2,4] =MIF[1,5-al MEmE -5- 3L} -3- 515 5

[0418]  4,6- “HIRL-5-{[1,2,4] =WFf[1,5-al ki -5- 2L} mang - 2- FH G 5

[0419]  5-{7-5a3&-[1,2,4] =MIFf-[1,5-allbme -5-55) -6- FAIEMEE -2- FE i

[0420]  5- (4-G(-3-HAA KAL) - [1,2,4] =M1 [1,5-al iEnE;

[0421]  2-%5-4- (6-G0-[1,2,4] =MeI-[1,5-a] IE -5- 35 0

[0422]  4-{6-%R.-[1,2,4] =PRIF1,5-alMkiE -5-FL) -3- AT

[0423]  3-%5-4- (6-G0-[1,2,4] =MeI[1,5-a] IE -5- 35 0

[0424]  4- {5-%03L-[1,2,4) =MFE[1,5-a) Mg -7- 35} 5

[0425]  4-{7-$23E-[1,2,4] =MJF[1,5-alikiE-5-3L) 0

[0426]  2-Gu-4-{7-F23E-[1,2,4] = IF[1,5-al e -5- 55 R

[0427]  4-{7-%3E-[1,2,4] =MIF[1,5-al MEIE-5-3E) -2- 9 - 5- FAELCIY

[0428]  4-{[1,2,4] =MFf[1,5-alltkiE -5-FL) WK - 1- FA i

[0429]  3,5- —4@-4-{[1,2,4) =WpFf[1,5-alMtnE-5- 5L 0,

[0430]  2-9R-3-FE-4-{[1,2,41 =WhJf[1,5-almknE -5-3E) f;

[0431]  4-[7- (FAAEEEFIE) - [1,2,4] =MJF[1,5-alitkiE -5- 3] 1

[0432]  N-{[5- (4-S(EIKEIL) - [1,2,4] =WpFf[1,5-alMkng -7-3L] FH3L) 2 e,

[0433]  N- {[6- (4-FEHKED) - [1,2,4] =TI [1,5-a] MEme - 7- 36 ] FHIL) PRS2 FH R 5
[0434]  4-{6-5a3L-[1,2,4] =MIF-[1,5-al e -5-35 F5;

[0435]  4-{7-%3%-[1,2,4] =MIF[1,5-alMbmE-5-3L) -2- 50 - 3- LG £ R Eh ;
[0436]  5-{6-%-[1,2,4] =PRFF[1,5-a] Mg -5-FL} -6- FHELIEnE - 2- i ;

[0437]  4-[7- (RME-1-3D) -[1,2,4] =WeIf[1,5-alMknE -5- 3] 55

[0438]  4-[7- (4- W SR -1-50) - [1,2,4] M3 [1,5-al MbmE -5- 5] 0

[0439]  4-{7-[(2,3- " FNIL) &1 - [1,2,4] =M I [1,5-al MEiE - 5- 55 -3- 3L
[0440]  N-[5- (4-5FE-3-9-2- FHELRED) - [1,2,4] =M FF[1, 5-al Mg - 7- 5] S ;
(04411 4-{7-5d-[1,2,4] =WEFF [1,5-al e -5- 2L} -2, 3- WIS

[0442]  4-{7-54-[1,2,4] =WEIF[1,5-al MHE-5-Fk} -2- 50 -5- HIZE R )i
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[0443]  N-[5- (4-55E-3-HURID) - [1,2, 4] =M [1,5-a Ak - 7- 5E] I e

[0444]  6-%543E-5-{[1,2,4] =M [1,5-al MEmE -5-J5 1 IEmE - 2- T ;

[0445]  N-[5- (4-%{FL-2- LKA - [1,2,4] =MpFf[1,5-alMEnE -7-38] - 2- 5L 2 W ;
[0446]  N-[5- (4-Tldk-2- HIEESTD) - [1,2, 4] =M I [1,5-a] WEnE-7-2E] -3,3,3- =9 -2-
PR N 5

[0447]  N-[5- (4-H{HE-2-FIEERED) - [1,2,4] =Wk If-[1,5-a] EmE-7-38] -2- B3k -2- gL
B ;

[0448]  N-[5- (6-F(Fk-2- FHELMEE -3-3) - [1,2,4] =WpF-[1,5-al MEng - 7- 3L ] S
[0449]  N-[5- (4-FHL-2- KD -[1,2,4] =M [1,5-al Mg -7- KL A R R T i s
[0450]  N-[5- (4-F(FE-3- G AED) - [1,2,4] =MkIF[1,5-aliknE - 7-FL] S 440 T ke -2-F
Pef 5

[0451]  N-[5- (4-5(3E-2-9 8D - [1,2,4] =M [1,5-al e - 7- 5] 2 We

[0452]  N-[5- (4-F(FL-2- 0 A3D) - [1,2,4] =MIF-[1,5-al e - 7- FE 1 BRP S FRE I 5
[0453]  3-4-4- {7- [ (2-HEIELID) 5038 - [1,2,4] =3 [1,5-al e -5-F8) F15;
[0454]  N-[5- (6-7Hk-4-FELMmE -3-50) - [1,2,4] =MpFf[1,5-alMmE -7- 5L ] O
[0455]  5-{7-%3L-[1,2,4] =MIF[1,5-al Mg -5- 55 -4- FR3L0EmE - 2- FE

[0456]  4-{7-¥2HL-[1,2,4] =MIf[1,5-alMEme -5-3E} -3- AN

[0457]  N-[5- (4-%5{JL-2- FI3LRED) - [1,2,4) =MeFf[1,5-al MEnE - 7- FE PR 1o B iz 5
[0458]  5-{7-¥23L-[1,2,4] =MIFF[1,5-a] e -5-55) -6- FAEMEIE -2- F i

[0459]  3-FJL-4- (7- (2-5 78 -6- B MR [3. 3] Pkt -6-5K) - [1,2,4] =Mk FF[1,5-a] MEnE -

5-30) I s

[0460]  N-[5- (6-(dk-2- FALMEmE -3-38) - [1,2,4] =W I [1,5-al e - 7- L PR e F
Pl 5

[0461]  4-{5-%3&-[1,2,4] =MIF[1,5-a] Mg -7- 3L} -2- 5 -5- I

[0462] 4~ {7-%4 - [1,2, 4] =MEFF[1,5-alMble -5- 3} -3, 5- Z5UW S

[0463]  4- {5- [ FRPNFEHIED) S0E]-[1,2,4) =M [1,5-a] Mg -7-55) -3- FHEE V)
[0464]  4- {5-%33E-[1,2,4] =MFF[1,5-a]mBig-7- 35} -3- FAEL NS,

[0465]  N-[5- (4-F(E-2-FIEIEED) - [1,2,4] =M [1,5-al e -7-2£1-2,2- "5 A
be-1-He

[0466]  4-{7-2adk-[1,2,4] =PIF[1,5-a]MbIE-5-1E) -3-%0FIE;

[0467]  4-{7-542k-[1,2,4] =PEIF[1, 5-albie -5-2&) -2, 3- 5w Ifs;

[0468]  N-[5- (2-G(-4-FEIERD) - [1,2,4] =WIF[1,5-al il -7- 551 O Wil ;

[0469]  N-[5- (4-FAL-5-F-2- KAL) - [1,2,4] =M1 [1,5-al ibme - 7- 5] LBl
(04701 N H 257 b rlHe k.

[0471] N 4SS, RS HRIRE R S ARG A A I IR RS 177 T
[0472] &M E— AR 25 an b S E Xt (D B Sl 2527 1 AT ik )
Jrik, HAE

[0473] (i) YRR (1) 2 (VIT) FFERTN, fii 2 (0 ik &
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L1

1 /l\ R?
Hx2 \ -~

Y2

[0474] / |
X3 /L

[0475]  HCrhLMRER B IR (g 2051 = T SE ke 5L IR (-B (ON) ) Bk ARR AR =k
=R HX XY YRR A0 SR E X, 5 (XD (b A R - 1P LAk
TR ke DR T 23 45 3 22 i - LR 4 B SR A SO ZEAE AL 3] (BIan S A2 (1) L R4
(IT) B (CAEFEEPIIR) 8 (0) 2 PU (C2RIENR) ) AN (91 anbi FR M « Ik B B PR BT 45 114
AFAE NN R

[0476]  (i1) MRMRER (VITD) PR, fign F ik () dE X ) ka5 =
XID) GO

Ra

z

[0477] \

N (XI1)
[0478]  Forfin Z RFIR 41 SR E X5
[0479]  FfHARSEH I 95— 1 24 PL MR
[0480] K55 (D) AW R S —FhaX (D b &%)
[0481] o B EARATIR I
[0482] < JER 2527 [ RTEe gL .
[0483]  J5{EHBAEZU N NAE AN e D SRR « & BN - FF SR n e g Al A5 AT
PRI HAEG 4n20°C 2 120 CHITE BN PR N 92Ed F2 (1) .
[0484] Ty (b A — HNI A N - BRSO S NS - SIS e PRI A AL
AR HAEBI2120 C 2 180 C Iy EIN MR E P e 4 (1) .
[0485] X (X) « (XI) A1 (XID) LA W0 T I A SRk A JIT sl iR T E A EOR
HATHI
[0486]  fE—/alfiEfy &, PR (D B S AL i s —Fhak (D Btk &9 . 3, R]oRs
HrPR YR e s EE B EE L T - € (0) ORI (D) 10 & W A i v R MR 82 R L S AT F A
MR (D S, 2R 7E0°C 2 20°C k25 CYB B N IR N ainT & S5igwbliEb
BRI S A 1 QDY S PR AR P VA U AFAE N S
[0487] w2, AR HCHPRMR R BLEE P IO (D) (A S Ak ik H PR MR e B L AT - C
(O) NRRPHIFHR 2 (D) FOAE A1, T3 2o i 25 2 (XX R IZHNRR® , LR FIR iy
XHTEX,
[0488] (&) AEIEUIEDC (1- £5E-3- (3- HIBLLUIL N D) ik %) BiHOAt (7- %24 -1-F83E

R
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IRIF=0) 1 BRI A |, ko2

[04891  (b) SHATU (1- DB (- FREESAED) M HIEE] - 1H-1,2,3- =W JF [4, 5-b ] IHEIE $453 - 2 L
FNTIR D) 7E W AIN N- S N IR IIRIIAEAE B

[0490] WP ILHRMR IR RT3 (D A 0 b HE PR YR -NRPR AR R 2
(D (A, 5 RO AT 538 (00 HOIEHNRR®, (a) AEAUS S URIT s i (9l
FET0°CZE 180 CINTEEIN) MM A SRR, 5 (b) 7851 a0 = (A 2k )
AR O) AEVAME LTI A3 (20,47 ,6° - = N3k - (1, 17 - K] - 2-30) B S dnmr
PR B ORI AT N A a0 B AR MR I A b O FLAE = L (B 207 90°C £ 150°C Y
JEFEIN) RN .

[0491] WP IHRMRF R R THIR (D) (L& ey PR YR R SRE - OR A R (1Y
(D S, 7y AR T 55 (XX Ta) [OEEROH, B AR IRT SCRT & X, £F LR
(TD) L1, 17 -1zR] -2- B U T BRI IOA 74 1 A U s i B (B an/E100°C =
130°CHITEREIN) I A A R R I 7 FR SR o

[0492] WP ARYR SR RIH 103 (D) FE A WAL N AR R - SRTARR A (1)
ML, J5 R T 2 5 2 (XXTh) PORREENasSR E 2 SR I (20°CE25°C) T
7 A0 FR R H B R R AR e v 79 v SR

[0493]  PRHLHRMRFE KRR T3 (D) (1 A b H R R FEEE P -NHC (0) R AT
R (D fe &, SR S 520 (KT ffk A RC (0) NI, , H iR anmi S
S AERIRHE AN = (ME SN AR 48 O) FAN LRI IR C 3L 27,47 ,67 - =57
L[, 17 -IR T -2-58) BROA7AE B AR50 M = RE R AR MR 7 R SR
(04941 w3, A AE AL R AON, N- — FRBE R A A7 AE R R R S L A i 2
(D AP 50 (XTI (A PIR'C (0) LRkl 45 H rpR R LT -NHC (0) R (1)
kA, Frp LR & BIns0) TR T, HR Qi SO e S

[04951 Ry —RiER R 5, AT &6 HErhR R R BE R -NHC (0) R (D itk &, 2
AR A AR SE LA 10 2 (D) 1k A5 28 (XIV) AL AR C (0) O, HEriR 4 3¢
FITEX,

[0496]  (a) fEVEUIEDC (1- £33~ (3- HIBEEIEPNEL) ik I JH0) okHOAt (7- (2% - 1- 2k
IRIF=0) 1 VBRI AR |, sk

[04971  (b) SHATU (1- DB (- FHEESAED) M HIEE] - 1H-1,2, 3- =W JF [4, 5-b] IHEIE $453 - 26 K
FNIRBEIRER) AE W UON N- — SN IE O AORRIIA7AE I, 5.

[0498]  (c) 55 NIRRT AR 1 A0 — S BRI A B SN 6

[0499]  ARGUSEARN GOR PRI A , 7AW 5 ik b g okl R i sl s Bk 2k
1) 28 B BRI T BE A e (R AP P R PP ok « IR, )28 X (D) IO S T At M B B
W RS I sl e — el AR T

[0500] ‘EBEHAIMILEIP AR AT Protective Groups in Organic Chemistry ,
J.W.F.McOmie%i# ,Plenum Press (1973) 1 ‘Protective Groups in Organic
Synthesis’ ,283Jik,T.W.GreenefIP.G.M.Wuts,Wiley-Interscience (1999) .,

[0501] Wl FaRst (D B S 2527 bl ik e i sk , anHH e 26
VR ER ERIR L VATRIR Eh KR £h (benzenesulphonate/besylate) R (541 5pk
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K5 I CBREL IR AL  ASERER BEIR £h  CFREL Vi SRR ok FREE I A TR AL FLER EL |
FAGIREL VN RER EL DR FARR £h KR EL  INBREL « T FREL VN —FREE IR Eh L 1 -2 -2- 25
FRER (B ZRIRER)  FHRHER Thslon R AIR £ o

[0502] AR BRI — 51, 28 (D B S alar A — A 2 AU PRl » s £ 5
(D) S perb A 2 U bRt iR sl g rl s ol X (D e S S aeng gh &
TSCE P43 JER It P 5 S A0 ABRIOR 5 I NaX S AR 1 o« A S X 2 A R R I RO TE 2
Al FLEBI A2 W A% i 78

[0503]  BrSASA UL AN , AR E BUAEAT i -0 A] DOE I i - P )2 25 ol an , R
A TS TR 28 LR IR T B R AR A Y PR e, AU TR 3 N
FOUON, HARR T BB (3% %0 o o,

[0504] AL IHRE—2 07510, 3 (D B S nT LAE R 2 bmic i anASC T L, “TRlAz
e S P Hrh o N E I 07 B R e A% X e b v A AR S
AR K S

[0505] X (D) L AL S EA ISR PT A A R B I — 5 TR /K S sk s A S e
o X EIAA S n] HE WHIANIATIE R, BHRHARR TREER ), Bl R  Cfg sl
N

[0506] 73X (D) Bk G EEE LT K A IE XA FAE RGO B B AR, AR B 5
B D RSP aTA ) L KOG ik (RO RERE AL e i) M 3G INE e R TR &
Yo it AR S A R S TR A W AS A BH I — 75 18] SR S A 2E 1 T X R B 75 521
(05071 = (D) LGV BT ER AT UL e TR sk 2 20 5 Sk R AR X e 7R
G, R —F AL —J5 10

[0508] 2 (D) Bk M L2527 sz sk AR A Zanorste , HF E T ey S
A SR~ HIF) A5 AN/ s AMERIH TR & A A S A L .

[05091 PRI, A& BAER A armi SR X2t (D itk ek L2527 Faldesemsh , R+
WRIT L FERE F BT S s S A B R AN/ s AR R H TR e i s S o AL
¥

[0510] & BRI anmy SC A R =X (D) 1t A ek HL 2577 F ol ez i hno s, 1=
HF-Hle 767 SEEEd SRS IR AN/ s AR BSH TR = & B s S i 259
[0511] AR BHIA S — DR R S A 75 S R ARSI IR AN/ B AR RH TR g i
A SRV i, AR A T SR i A 7 A 80 i 4w SR e S (D 1Y
AL 255 E ez Eh.

[0512]  ACKRHAROPCEE S0t S S an ™ Firds o

[0513]  [1]—#p= (D itk &9

R3

2
X! /L s
[0514] </ ‘"""“*>‘<2 Xy
x3 /L
N¢ o " S

1 R1 (I)
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[0515]  Hrf

[0516]  XMRARN; XHRERN; X PREC; Y RFkCH;

(05171 RUYRFKLBIFEC,-Chidh . C,-CIRBEEE .C - Co b S EEC - Cbidk L€ -C AL L -
OR*\-SR*-C(0)R*.-C (0) OR" - (CH,) NHC (0) R*\- (CH,) NH C(0)OR".-NHC (0) NHR". -
NHSO,R*\-C (0)NR°R®. - (CH,) NR°R®.-SONR'Rik4 559 0 FALE CRIBUR sk i 25 /b — Mgtk
MG SR C - CoBidik L - Cot EE R EE L, - Clit S B L C, - C BT L L C - Cke S B AR B -
(CH,) NRTRUFIC (0) NR'RUFHUARILINL) 5

[0518] mig0mk1;

[0519]  pig0skl;

[0520]  R'FLLC,-Cli st CREVR sl 28 D— ANl b 54 3 R 3. C, - Co i ke
HC - ChE AL C,y - CIRBERE L Cy-C  J5HE NROR VLR | e Bt A R R b AT S 2R
BEREIHUREER) Cy-CoEABERE ORI sl 2 /D — Ny g 1115 3%  THEANC, - Cbie
FEEURIEAUR) C,-C, 0y B4 = T2 A CRIVR ol /D —ANC - C AR R 5
(05211 ROFIR" [ a7 AR C - Coli st CRIUR I Bl 20— pdar bk 1 g 5 %
€ -CoRU B Cy - CRBTIE NRVIR 1 C-C 5 R B 10T L5 BRI B T LA AR U R I
IR, Tk 95 5 2R 05 SERZR PREE VA L vh (0 — MR T D — Ny e 11 130 36 V5
RACy-Cehi B C, - Clt stk L C - C bt S BB AL AR IL A R EE AR C - Chi BEpEE . C, - C
PIGEEE (Cy - J5 5L B 10TT2 05 Bk A TIC RIS, ik 05 B 05 RN RS i rh 0
—MEL I Z D —MINT HiS 150 3 L C, - bt B C - C bt S HERIC, - C ot ERpREE M IR AL
R,

[0522]  EERVFIR AT S5 B A AT U T JE AR IR I Bl 22/ D— T hide 1
F ORI HAONIC, - b S B IR L IR 14 TS TR 2R 3E
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[0584]  3-FHEL-4-{[1,2,4] =M [1,5-alMime -5-FL) Fh;
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[0626]  N- (3-GKHL) -5- (4-HFEAKIL) - [1,2,4] =M I [1,5-al kg - 7- AL

[0627]  N- (4-5KHL) -5- (4 %‘L%zrxﬁ) [1,2,4] =MkIF[1,5-al MHkiE -7- F I ;

[0628]  5- (4-F(IEAKIL) -N- (6- FHELMAE -3-50) - [1,2,4] =MF[1,5-a] MEme - 7- FHILIE ;
[0629]  5- (4-(FEIRIL) -N- (2 FRILmEnE -5-55) - [1,2,4) =M [1,5-alibme - 7- B
[0630] N-[(3-5 z*ﬁﬁ) FI3E]-5- @-HUERED) - [1,2,4] =M [1, 5-a] MEmE - 7- L ;
[0631]  N-[(4-GRED) L] -5- 4-FARED) - [1,2,4] =MIF[1, 5-a] MEnE - 7- FEEIE ;
[0632]  5- (4-FFHIRIL) -N- [ (3-HHAERID) HEE] - [1,2,4] =M [1,5-al Mg - 7- FH G
J¥ 5

[0633]  5- (4-(FLERID) - [1,2,4] =Wk [1,5-alutbime -7- L,

[0634]  5- (4-“(FE2RED) -N-FI3L-[1,2,4] =MF[1,5-al g - 7- I,

[0635]  N-TT3&-5- (4-FAEFED - [1,2,4] =mMeFf[1,5-a] MERE - 7- LR ;

[0636]  5- (4-E{FLIREL) -N-[ (1-F3E- 1H-BRme-4-30) FEEE] - 11,2, 4] =91, 5-alnt
W -7 - FH e 5

[0637]  5- (4-F(HEIRHE) -N- [ (1-F3E- TH-Nmpe - 4-350) FET - [1,2,4] =M [1,5-al
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N-[2- (iipk-4-38) 2381 - [1,2,4] =mFf[1,5-al iEnE -7- F ik
J¥ 5
[0640]  5- (4-F{FLARED) -N-[2- (4-HISLIRME - 1-30) £5E]-[1,2,4] =9 [1,5-al e -
7- R ;
[0641]  5- (4-{FLARID) -N- (kht-2-38) - [1,2,4] =WpFF[1,5-al ik - 7- FRRLIE ;
[0642]  5- (4-F(FEKIL) -N- CRNIEHED) - [1,2,4] =PI [1,5-al Mg - 7- FHERE 5
[0643]  5- (4-5FEIRIL) -N- CelZ3A | 4e-3-20) - [1,2,4] =MJf[1, 5-al Mbhe - 7- L ;
[0644]  5- (4-FHAERKEL) -N- CEZPR T He-3- 2D - [1,2,4] =3 [1,5-almkmg -7-H
Pef ;
[0645]  5- (4-FAKEL) -N- (1- R HEALPR T HE-3-20) - [1,2,4] =W I [1,5-a]MEme-7-
FHT e 5
[0646]  5- (4-FFLRIFD) -N- C-FLFD) -[1,2,4] =M IFf-[1,5-albme - 7- B
[0647]  4-{7-530%-[1,2,4) =M1, 5-al ke - 5- 58}
[0648]  4-{7-[ GAPNFEHSED) 5438 - [1,2,4) =MpF[1,5-al Mhng -5- 58 5
[0649]  4-{7-[ (2-HSEILLIE) 2] - [1,2,4] =M FF (1, 5-al MEmE - 5- 3L} 0
[0650]  4-[7- (£3E5H0) - [1,2,4] =M Ff-[1,5-al MHhIE -5- 150
[0651]  4-{7-[ CAZIAC ot -4-FEHED) 2 5] - [1,2,4) =M [1,5-alikme -5- 55 0 ;
[0652] 4~ {7- [ A2 b -3- 3D Sa38] - [1,2,4] =W [1,5-al e -5- 38 15;
[0653]  4-{7-[(2,2- “3R.CHL) 2 dE]-[1,2,4] =W H-[1,5-alMknE -5- 35 45
[0654]  4-{7-[ CAZIA T be-3- 33D 5a38] - [1,2,4] =W [1,5-al e -5- 38 15;
[0655]  4-{7-[(3,3,3- =33 2d3E] - [1,2,4] =WIF:[1,5-alMkng -5- 5L} TG,
[0656]  4- (7- {[3- (hipk-4-3L) PNFE] 23E) - [1,2,4] =eIF[1,5-al e -5-30) Fs;
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(06571 4~ {7- [(2-F5E-2- IR L) 2 5] - [1,2, 4] =MEJF (1, 5-al WEHE - 5- 3L} % i 5
[0658]  4-{7- [ (3-FIAEILPN ) 20860 - [1,2,4] =MsJF[1,5-almkng - 5- 55} I

[0659]  4-{7- [ CEZRPRRHE-2-FE FFEE) 24381 - [1,2,4] =M Jf[1,5-al bmE -5- 38} 7
[0660]  4- (7-{[2- (CHIFEAIE) LRS- [1,2,4] =MJf[1,5-al ibnE -5-50) “Fiif;
(06611 4-[7- CRIEELED) - [1,2,4) =PI [1,5-a] IEIE -5- 2] RN

[0662]  4- (7- {[(2- 55 7RHL) FHIE] S0} - [1,2,4) =PEJF[1,5-alAkiE - 5-35) 1l

(06631 4- (7- {[ (3-55RKD) AT &k} - [1,2,4] =MeJf[1,5-al IENE -5-F5) Wi ;

(06641 4- (7- {[ (4-55RED) HIEET &k} - [1,2,4] =MEJf[1,5-al MERE -5-F5) Wi

[0665]  4-[7- GANEEFHSAED - [1,2,4] =MJF [1,5-a] g -5-FE RN

[0666]  4-[7- CR5AED) - [1,2,4) =PI [1,5-al ENE -5-FE] RN

[0667]  N-[5- (4-TRERIL) - [1,2,4] =Mk If[1,5-al e - 7- L] S5 R T i

[0668]  N-[5- (4-TREREL) - [1,2,4] =M [1,5-al Mhme -7- 3] LW

[0669]  N-[5- (4-FFLIKEL) - [1,2,4] =MJFf-[1,5-a] e -7- 5] BRI B R 5

[0670]  N-[5- (4-TEAED) - [1,2,4) =M [1,5-a] MHhiE - 7- 5L Z FEE I

[0671]  N-[5- (4-F5FL-3-JpRIE) - [1,2,4) =MF[1,5-a] Mhie - 7- B ] S A R AL T s 5
[0672]  2-5-4- {7- [ AR T Hi-3-FEHHED) 45T - [1,2,4] =M Jf[1,5-al MtiE -5- £

RIEE

[0673]  2-4i-4-{7-[(3,3,3- =5 A ED) 2 &1 - [1,2,4] =MeJf[1,5-alubme -5- ) Il
[0674]  2-%5-4- (7- {[ (3-FHELSEZRER | e -3-30) FAL T &0k} - [1,2,4] =M [1,5-alllt

I -5-355) 5

[0675]  2-%p-4- (7- {[ (3-ZRFLAE I | hi-3-30) AL &0k} - [1,2,4] =M [1,5-alllt

I -5-355) 5

[0676]  4-{7-[2- (" FIRLSED) £ 83T -[1,2,4] =Ms3f[1,5-allkiE -5- 55 -2- 58 s
[0677]  2-3§-4- {7- [2- (MEMSLE-1-30) L5HEE] - [1,2,4] =MIf[1, 5-al ibne -5- 2l
[0678]  2-Gi-4- [7- GRS Kb -2- B 5D - [1,2,4] =MIF[1,5-a] MEmE -5- 281155
[0679]  2-G-4-{7-[2- - HE-1-50) LT -11,2,4) =M [1,5-al ke -5-

B

[0680]  2-3§-4- [7- CEZIRRHE-3-FEF5EID) - [1,2,4] =M [1,5-al ibne -5- 21l
[0681]  2-%§-4-[7- Q-ERMMEHE-1-35) - [1,2,4] =PI [1,5-al e -5- FL]F 0% ;
[0682]  2-9p-4-[7- (2-54K-1,3-WEMRHE-3-50) - [1,2,4] =Mk IF[1,5-allthe -5- K] %
Hs

[0683]  N-[5- (4-T55E-3- 902K ED) - [1,2,4] =M [1,5-a] MENE - 7- K51 -N- 3L 2 ez s
[0684]  2-%-4- [7- (WIWbk-4-F5) - [1,2,4] =MeIf[1,5-alkrE -5- L1500

[0685]  2-%-4-[7- (3- A A RURIA T Hi-1-55) - [1,2,4] =M Jf[1,5-alMiE -5- £ ] %
Hs

[0686]  N-[5- (4-A{HE-3-4 00 - [1,2,4] =MIf[1,5-al e -7- 351 O ®ErE,;

[0687]  4-[7- (3-HAAREEGIA T hi-1-20) - [1,2,4] =W JF[1,5-alibhe -5- 3]/,
[0688]  4- (7-{2-%A%-6-%AMR[3. 3] Peki-6-38) - [1,2,4] =MpFf[1,5-al Mg -5-28) “F

EIE'
Hs
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[0689]  N-[5- (4-4&(JL-2- AL - [1,2,4] =Mk If[1,5-alMkmE-7- 351 2Bl

[0690]  4-[5- (4—9%*“2‘%) -[1,2,4] =M [1,5-a] ErE - 7-FE DR - 1- RS T g
[0691]  6-[5- (4-5UEIRIL) - [1,2,4] =M JF[1,5-allbhe -7-5]-2,6- —RIR[3.3] B¢
Si-2- FHERAUT i

[0692]  N-[5- (4-4(FL-2-HELRED) - [1,2,4] =MF (1, 5-a) EmE - 7- L] 5038 G FHE
[0693]  4-{7-%{3&-[1,2,4] =MIF[1,5-al MEmE -5-3E) -2- 515 5

[0694]  4-{6-%5.-[1,2,4] =WEI:[1,5-a] IE -5- 28] 0

[0695]  N-[5- (4-F(FE-3- K30 - [1,2,4] =MF[1,5-al MEAE -7 - FL I ERN bt ;
[0696]  N-[5- (4-%{FL-3- 5 AR - [1,2,4] =M If-[1,5-al Mbme - 7- 2L ) DRIt ;

[0697]  3-[5- (4-5(3L-3-5 D) - [1,2,4] =M I [1,5-al MmE-7- 6] - 1- K34 %

[0698]  N-[5- (4-SULIEED) - [1,2,4] =W [1,5-a] MHEEE -7- 58] -3- AR BN iz »

[0699]  N-[5- (4-E(ERED) -[1,2,4] =MFF[1,5-al e -7- 381 -2- KL 2 Wi

[0700]  N-[5- (4-F3&-3-FAIL) - [1,2,4] =PI [1,5-al g -7-3]1-3,3,3- =5t
JH 5

[0701]  N-[5- (4-F(IE-3- K3 - [1,2,4] =MFF[1,5-al MkmE-7- 5] -2- AL O e ;
[0702]  N-[5- (4-FFE-3- AT - [1,2,4] =MIF-[1,5-al e -7- K130 T % L ;
[0703]  N-[5- (4-F5(Hk-3- 5 KED) - [1,2,4) =MrIf[1,5-almbnE-7- £ -2- GERIEAC b -
4-35) O

H

[0704]  N-[5- (4-F{HEL-3-FKED) - [1,2,4] =MhFf[1,5-al MkiE-7-3L] - 2- FIELER N It
FApef 5

[0705]  N-[5- (4-T3E-3-90R3D) - [1,2,4] =MpFf[1,5-almkng-7-3E]-2- (RE-1-35) &
Pef ;

[0706]  (2S) -N-[5- (4-5{FE-3-FpAH) - [1,2,4] =MaJf[1,5-al MbmE - 7- 3L 1 A 2 AR 05t -
2- FHL I 5

[0707]  (2R) -N-[5- (4-5{FL-3-FAH) - [1,2,4] =MaJf[1,5-al MbmE - 7- 3L S8 2P0 K 05t -
2- FHL I 5

[0708]  N-[5- (4-F(Hk-3- 5 KED) - [1,2,4] =MRFF[1,5-al ine -7- K] -2- (Z FI3EEID)
O
[0709]  N-[5- (4-F5(Hk-3- 5 KED) - [1,2,4] =PI [1,5-alMnE - 7- B A A0 R ke -3-F

N

Pz 5
[0710]  N-[5- (4-F(H-3-WKED) - [1,2,4] =M [1,5-al ERE-7-3E] - 1- R AR K- 1
P 5

\

[0711]  N-[5- (4-T5FL-3- 0 KEL) - [1,2,4] =MeFf[1,5-al MEmE -7- 3L {4 A ke - 3- H
Pl 5

[0712]  N-[5- (4-F(FE-3-5AKH) - [1,2,4] =M [1,5-almbmg -7- 5] -4- RS 28R
bi-4- Fefi s

[0713] N-[5- (4-F{H-3-
Si-3- Feh s
[0714] N-[5- (4-

m
i

\

m
i

KE) -[1,2,4] =M [1,5-alEiE-7-35] -3- IR SE PR T

=

m
i

JRED) - (1,2, 4] S IF[1, 5-ad ke - 7-FE] S8R T 4t -3-

EJT
(%J\
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[0715]  N-[5- (4-FdL-3-G kD) - [1,2,4] =MpIf(1,5-alikie-7-551 -2, 2- “ IR bE-
1- FRME I 5

[0716]  N-[5- (4-5(HE-3-90K30) - [1,2,4] =MFf[1,5-almkig-7-3] - 2- RN R OB ;
[0717]  N-[5- (4-FE-3-5K5D) -[1,2,4] =MpF[1,5-al e -7- 5] -2- FlAg e -2 - IR AL
LI ;

[0718]  1-FHJE-N-[5- (4-FHIE-3-90K3E) - [1,2,4] =MFf[1,5-alkme -7- 1A bE-1-
PR f 5

[0719]  N-[5- (4-F{E-3-FoKED) - [1,2,4] M3 [1,5-alMkiE-7- 5] -3- 90K T ke-1-H
Pef 5

[0720]  N-[5- (4-H{FE-3-90 K - [1,2,4] =MeIf[1,5-al nE-7-3£] -2- GRZLER T -
3-50) O

[0721]  N-[5- (4-F(FE-3-5A30) - [1,2,4] =M [1,5-a] HrE-7- FL ) ERA B L ;
[0722]  N-[5- (4-G(JE-2- AR - [1,2,4] =mFf[1,5-almtng-7-3£]-3,3,3- =5A
Pef 5

[0723]  4-[7- (RIEMEE3D) - [1,2,4) =M FF[1,5-al Mg -5- 35 ] 2,

[0724]  5- (4-FHAKIL) -N- ORNFEHIED) - [1,2,4] =M [1, 5-al ibme - 7- Tl ;
[0725]  5- (4-FFORID) -N-[2- (RS0 £3E]-[1,2,4] =M [1, 5-a MEiE - 7 - fif ot
i

[0726]  5- (4-FFHIRILD) -N-[2- (LD 438 -[1,2,4] =M [1, 5-a] MEiE - 7 - fif ot
i

[0727]  2- CRZYPR T %i-1-45) -N-[5- (4-& D) - [1,2,4] =M [1,5-al g -7-5L]
LWl s

[0728]  4- {7-%43&-6-90-[1,2,4] =MpFF[1,5-al g -5- 38 0E;

[0729]  5- (4- CIRFRELD) -[1,2,4) =Wk FE[1,5-a IHkIE;

[0730]  4- (7- {[ (NJE-2-30) S 3ET L) - [1,2,4] =31, 5-al Mg -5-35) 2k,
[0731]  4- (7-{[(2,2,2- =33 S FE] FIEE) - [1,2,4] =MIF[1,5-aliEne -5-30) F s
[0732]  4- (7- {[ GEZIF T he-3-30) G ALY - [1,2,4] =Mk I [1,5-a] MErE-5-2) #F
Hs

[0733]  4- (7- {[ CAALPA T he-3- B FHID) Sl L ALY - [1,2,4] =Mk [1,5-al ki -5-35)
SiEE

[0734]  4- (7-{[(2,2-3LHE) 2 SEJ AL} - (1,2, 4] =M JF [1, 5-al e -5-25) 5
[0735]  4-[7- ({[(3-GPR3L) HIL] %L} FH3D) - [1,2,4] =MkIF[1,5-alMEhE -5- 2]/
[0736] 4~ (7- {[ CAPELHIZE) S L) - [1,2, 4] =MEJF (1, 5-al e -5-28) "l
[0737]  4-[7- ({[ (3-FHAA AL RAL) L] 25 3D - [1,2,4] =M [1,5-al Mg -5- 2]
SiEE

[0738]  4-{7-[ (3-HAIERZIA T 4E-1-30) FH3ET - [1,2,4] =W Jf [1,5-al Eme -5- 2} %
Hs

[0739]  4- (7- {[ CRlZe3pickic-3-20) s L] AL - 11,2, 4] =MeJF[1,5-a]mbhE -5-55) %

46



CN 107531698 B W BA H

35/175 T

EIE'
Hs

[0740]  4- (7- {[ CAZuIA b -3-JEH30) 2 ZE FH L) - [1,2,4] =3 [1,5-alitng -5-55)

EE
[0741]  4-{7-[ GAPNIESAED) FEET - [1,2,4) =MFE (1, 5-al mkiE -5- 55 5

[0742]  N-[5- (4-5{5E-3-50500) - [1,2,4] =MKIF[1,5-alibiE - 7- 5] s B IR A A B

fig s

[0743]  N-[5- (4-TIE-3-G0 K30 - [1,2,4] =M I [1,5-al Mg - 7- 3L ] s 3 IR 2 - FH A 3k
i =F

[0744]  N-[5- (4-F53E-3-5K3D) - [1,2,4] =MpFf[1,5-a] Mg - 7- L] s ZL R 1 - FH LR
Mg -4- L5

[0745]  N-[5- (4-FEL-3-WARED) -[1,2,4] =MrHH[1,5-allkie -7-FL] s B HIER3 - (CH
%E%)W@Eh

[0746]  N-[5- (4-FEL-3-WARED) -[1,2,4] =MrHH-[1,5-alltkie -7-FL] s FL g2 - (T H
%/ﬁ%) ZJ@EH

[0747]  N-[5- (4-FHE-3-RED) - [1,2,4] =W [1,5-al MmE - 7- 38 ] a3k IR S A2 A K
ﬁ_g_%ﬁﬂs

[0748]  4-{7-%3L-[1,2,4] =MIF[1,5-al MEAE-5- 35} -3- LI,
[0749]  4-{7-%3E-[1,2,4] =PI [1,5-alMEhe -5- ) -3- 55

[0750]  4,6- —HIRL-5-{[1,2,4] =WFf[1,5-al Mk -5- 2L} mang - 2- FH G 5
[0751] 5 {7-%a%E-[1,2,4] =MF[1,5-al MkiE -5-2&) -6- FELnne -2- FA A ;
[0752]  5- (4-5(-3-HSEARED) - [1,2,4] =M [1,5-al EmE;

[0753]  2-G-4- {6-%-[1,2,4] =MIF[1,5-a]MEme -5- 35 5

[0754]  4-{6-%-[1,2,4] =MIF-[1,5-al ki -5- &) -3- FHELCN

[0755]  3-%@-4- {(6-9%-[1,2,4] =MFf[1,5-a] e -5- ) F 0

[0756]  4-{7-F£3L-[1,2,4] =MIF[1,5-al e -5-55 5

[0757]  2-G-4-{7-F23E-[1,2,4] =M IF[1,5-al e -5- 55 R

[0758]  4- {7-%d3E-[1,2,4] =MJF[1,5-al e -5-3E) -2- 90 -5- FHEE O
[0759]  4-{[1,2,4] =M:Ff[1,5-a) EmE -5- 3L IRIZ-1- FHG

[0760]  3,5- 9 -4- {[1,2,4] =mM:Ff-[1,5-allbme -5-F5) 0,

[0761]  2-%-3-FH3E-4- {[1,2,4] =M IF-[1,5-al ke -5- 55 F 5

[0762]  4-[7- (PSR EEF3E) - [1,2,4] =MJF[1,5-al itkiE -5- 3] 1

[0763]  N- {[5- (4-E(F2KID) - [1,2,4] =TI [1,5-al Mg -7- L] L) 2 Wi

[0764]  N-{[5- (4-FIERED) - [1,2,4] =WpIHH[1,5-al MEnE -7-FL T FAEL ) PRPS e FHE I 5

[0765]  4-{6-25L-[1,2,4] =MpIf[1,5-alMEmE -5- 5 Fhi;

[0767]  5-{6-%-[1,2,4] =WkJIf-[1,5-alitmE-5-3L) -6- LML LE -2- FJIE;
[0768]  4-[7- (RME-1-30) -[1,2,4] =WkFf[1,5-a] EnE-5-FL] 0,
[0769]  4-[7- (4- L WEEENREE-1-35) - [1,2,4] =WrH-[1,5-alMHkiE -5- 31505

[0766]  4- {7-2adk-[1,2,4] =PIF[1,5-a]MhiE -5-1E) -2- 9 - 3- FHEL NSRRI £h 5

’

[0770]  4-{7-[(2,3- &KL &IL] - [1,2,4] =MeFF[1,5-a] e -5- 3L} -3- A
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(07711 N-[5- (4-F5E-3 -5 -2- FHRAD) - [1,2, 4] =M [1, 5-al it - 7- 3k ] LWl ;
(07721 4-{7-%(-[1,2,4] =MJF[1,5-alithE -5-5E} -2, 3- 50w i

[0773]  4-{7-5(-[1,2,4] =M 3F-[1,5-a]MkmE -5- 3} -2- 9 - 5- BN

[0774]  N-[5- (4-F5(5E-3-902KI0) - [1,2,4) =M I [1, 5-al MEE - 7- 360 FHIFEI ;

[0775]  6-%5k-5-{[1,2,4] =M:IF[1,5-alMEAE -5- 35} kg - 2- i ;

[0776]  N-[5- (4-5(K-2-FIELTEHD) - [1,2,4] =M I [1,5-al MEmE-7- 5] -2- 5 2 Wl
(07771 N-[5- (4- 53 -2- IS - [1,2,4) =MEJf[1,5-al kg -7-56]-3,3,3- =9 -2-
FEREN L 5

[0778]  N-[5- (4-dE-2- FHEEZRED) - [1,2,4) =MRI1[1, 5-al e - 7- 3] -2- 3k -2- F 3
Nl 5

[0779]  N-[5- (6-TAk-2- FHILAENE -3-20) - [1,2,4] =M [1,5-al Mg -7-56] LM 5
[0780]  N-[5- (4-52E-2- BRI - [1,2,4J = [1,5-a] b -7- HE] SURE FPRRA T it
(07811 N-[5- (4-75{FE-3- 505D - [1,2,4) =M Jf[1,5-alilbhe - 7- 5] A Z3F T b -2-

Pl s

[0782]  N-[5- (4-f5U0E-2- 3K ED) - [1,2,4] =M [1,5-alnkme - 7- 5] £ Wei;

[0783]  N-[5- (4-FAL-2-0 AR -[1,2,4] =MFF[1,5-al e -7- KL BT e LI 5
[0784]  3-3§-4- {7- [ (2- I LID) 2] - [1,2,4] =M [1,5-al MLhE -5- 35} ¢ G
[0785]  N-[5- (6-(FE-4-FHELMENE -3-30) - [1,2,4] =WEIF[1,5-al Mg -7- 5] £ Wi
[0786]  5- {7-%akE-[1,2,4] =MF[1,5-alMkiE-5-3L) -4-FELnne -2- FH A

[0787]  4- {7-¥2A3E-[1,2,4] =ME3F[1,5-al ke -5- 35} -3- LA,

[0788]  N-[5- (4-(FL-2- FIILIRED) - [1,2,4) =M [1,5-a] ke - 7- FE PR Loe F Iz 5
[07891  5- {7-F%L-[1,2,4] =MeIf[1,5-al MkIE -5- 55} -6- FIEALTE - 2- i

[0790]  3-FI%E-4- (7- {2-%A24-6- R IR [3.3] Peki-6-55) - [1,2,4] =MRIF[1,5-a] Mg -

5-38)

[0791]  N-[5- (6-Fidk-2- FALmbmE -3-38) - [1,2,4] =M [1,5-al e - 7- BRI PR e

Pl 5

[0792] 4~ {7-540k-[1,2,4] =MRFF[1,5-a] e -5-5E) -3, 5- “HUF /s
(4-FF-2-FEEED) - [1,2,4] =M [1,5-al ke -7-38] -2, 2- 53R A

[0793]  N-[5-

K- 1-HIR I 5

[0794]  4-{7-2adk-[1,2,4] =PIF[1,5-a]MhIE -5-1E) -3-%0FIE;
[0795] 4~ {7-50k-[1,2,4] =MRFF[1,5-a]MElE -5-5E) -2, 3- “HUF /s

[0796]  N-[5- (2-5{-4-E3ER3D) - [1,2,4] =MFf[1,5-al g -7- 3] 2 Wi ok

[0797]  N-[5- (4-FAE-5-56-2- FIELRTD) - [1,2,4] =MpIF[1,5-al MEme - 7- 55 ] AR
[0798]  mlIHL 2y~ b AT EsZ Ik

(07991  [11]—MpZondl 5, A& an Fadk (1] Fh A XX (D) e S ek L 257 |- ]
Bz WEh ey 2527 b T B e )RR sl B R LA S ATk — Mk 2 B 1R 7 71
[0goo]  [12] FaR[11]1Z5aH &, HoE PHDAIRAA 1 o

[0801]  [13] R [111Z5Mai &, FOR TRy 2 B s @ vE B« SR
U O A A EERINE SRR e /0 1 s I 25711
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[0802]  [14] 40 bk (1T v XA (D M S ek B 2527 1 aldesenush, I RTT .
[0803]  [15]4n Fak [11vhfirE I (D P Sl 22 1 T dese 8k 69T &
PEES 05 IR B« RS U T8 S O A VRl S Bh Dk I 1R 0o 10
[0804]  [16]—Fhfr L5 FhAPHIPHDAY 5 i , H A FEAA 7o 2 JE 25 Tt VG 7 A 380 1 an
R [ E R (D S ek B 2527 1 T Hese k.
[0805]  [17]—Miayy Stk Bl A8 ME B SR AR U 30 DI & AR sl sh
BRI I R O IR IR 5 i, R 7 2 JE i T Ia T A 3R i an_EaR (1] Fh iy
TE XA (D Ak 255 F 2
[08061  [18]4n ok [1] v iE AU (D) b Sl 25 b rT 42 i #h i Fiags , AT
IRy ANE B 2 VE B SV IR O 10 O A E B SN Sk fe 1
DI 25% .
[08071  FEAULHASMY b N S B BARAH R R RO, RGE “VasT” i (g “Til” o A
R AR AE TR IR A IR 17 .
[0808]  FiUif 5 , TR S5 iay Ul 2 Fr e B AE sl TR I G A VEBAS SR B A ffe AR
FIT BT R S TR P AU 3 0P AR R BIAHDC I o b T2 AR R e S TR U A
0 RE B T o i sl TR 1 50 SE A ke 2 i ik L PRSI sl i e A el 25 2 &
AR IR B IR A B AL TR AE R AT BT -
[0809]  AiE“VA¥T” (treat/treatment/treating) THEA ST AR RINGE . AE UG
T B O AT AR IR IR IR RS st R kg  FR BT FH LE s il s - P A i A
EIFA—E X R TE MR AR SR TR ARE V8T B A B X SR IR IiG 7 LA
SAPHTERTT o
[0810]  JUIASSCHT T, ARE k™ « o™ A1 “Begos” P SATAT A RE A IE TR  KTE
“ S SR AR S IR R AN/ Bk AR LR 1 e s S AR A A 4 S rR 44 PHD
CRERIEPHDL) R HTGTY A 2 SR I IR I E A , dnii s sl i Mtk , a0 a4 «
(08111 (1) Lol AF A « R CIUBEZE , iE 2 MR O UBEZE s Fe i 0 )30 5 3)
PKOEAEREAY, 5 D2 PR Ik D REAS 4 5 MRS 5 B RS 5 PR AR O 1 3 5 OIS
PN B0 J15E08 5 SN BT 5 A1 ZEPE Bh Tk 5
[0812]  (2) IfLIAFIE : TA UMM 5
(08131 (3) Mili B ypa i « 12 PR RH FE VA Mifioa 5 Ml 2 5 v L1 5 S0 PRIP I T g 5 R [ ) J 12k it
(ILD) , CdE R A VEILD , QrvRs A VR AT AEA e 1 TR Jo b s 488 e S 2 TR Jo e i 48 B i
VML PR M 28 S TRPIR 12 491 S A5 AR DA TR ST P s « S A T o e T 28 sl E AR T ) o 2 v
)(s
[0814]  (4) By : SVEE 300 s VB 300407 5 1B R B s AT SR Ll P 4075 5
[0815]  (5) JRAsiE « I CHE M BE A I 11 s AT PR JbR E2 A e 1 1 0f0i) 5 LIRS 5 I IR
HEFE RGO s R s 1 FL.H,HU@JEME,H?J%,HUJ%,M% IEECN=NNG Ry NS N N =
B L B s L S B IR AE 5 B AT B TR An g %*&@ﬁﬂf
A= AV [ VB P}QE\HH@EH@ (veticulum cell) RIRFI-RILTTES R s E HEIRE B 41
JIRRE T 5 A R« e b e O 2 A i P R TOR 4 e 1 TR 5 B 4B I eE  JBReE B s g it
AR RGBSR 2298 L W e 2 T AN RE I A T A R 22 IRE 5 U 25 S AR R AR AE R
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(marfanoid habitus tumuor) JE/RMEC IR VRS B 4R « ON 5L JRg V- LR e
(leiomyomater tumuor) «F UL F AR AN « BlA0 I B4R MsRs B HG A= 5 27
GAE RSO TR AT IIRE AT 28 B FQ R B Pk v 5 IMIUE SR 20 i 3 2
(polycythermia vera) «JiE « 2 FEME RS U REAT IR « A 22 e IUUJRE ~ IR EEL SR R I: BE 2598 5 Al

[0816]  (6) JHFE « FHFsh P v 40145

[0817]  PraRfS Wy n] TSl ia s 7 Bl am anlh B raseis - OB CONEAR R s 7e L
PRI EAE N IO 2 O I A PR U D0 OV AE OB DL VORI D
ik GOMUBEZESS) O MUBRIL SRk ShREA 2 VO UREZE 5 1o I 2100 15508 S s i
I3~ BB B AR AE N IR ShEKAEAY. BIRKIE e IR BDIKIEAY, I Sh Ik AR AL « S SRk AL
) N (R KIS S22 ON e IR I N AR L8 PR P S el oA A T 1
S5 MLCMERAEAR S LA BY 5L/ A 2 / s B 450075 B8 TR IO ML R P 2 / B A TP
RGP CERLEAAE il 2 15 i Zh ik s s il e/ e 2655) A ARSI
WHRE , WS 3T ST B RE /T EMESS Y S il B PR B BT A B RS A A
AR P BUBUME < B AL B B R VB E R AR B IS R
W1 28 1R 28 IR MR DTS 28 S 98 M L DU RE R (1 57 ZH R A5 L R e
I3 R PRI A2 B 95 A8 R 22 451405 v i@ 2 A I DR R DR 8 i R 28 W X
PELTHE 2R AN E I A TR/ I I SR K IR T IR 28 RS 28 RR RV IR B2 4% i i ve 22
Rz ME 25 17 98 10 9 M Pt i IR 26 98 VERRDG i Qnil 98 Ak il < &~ Al
K A Rl 55) i BSCE s QI BSCE S 78 25 14 B i i B8 A K o s i BB I
55 IS A (SR I ER P DA< AR E L ZE 2 P N 22 18 .  ATDS i
AR A RRER AR ey ol Qo H I AT 22 (s e S e it e A ACRE KB 5
4505 K a1 RE IC IR TR B AS  (HESRE AR RERE R AP ER SRR AN MR
R K ARTIE. GBI A  TPDRS O SE) BRI E SN R PP E IR Ik AR T B P ZE
ANETEENRAE « A ZEPESDIIKAEY (ASO) « P ZEME MR IS 28 KPR (LRI R « 2280k PR
1. 52H PRSP (LADA (A A FR B B 1R B B BB PRI) ) SRR s  JIR D 3200 TS i
Bl R I SRR R i 2 bR A2 401 (1GT) IFG (A3 IE A 25 B S 450 IFG (=5 I I =2 451

T5) WHIRIE I AE (R 451455 B A2 ISR AE « PR R A2 5 oD A R s
S R PR R B R MR (P IR SR PR % T A T Al Jo e B JER R 20 1k
e P IBURGEE) BRI MM TR TERE ST A I 15 1505 SN IR RE SE) PR
A ARUR /B FERAE I (1 an, VAR R AR 29 AN e ) 25 25 PR HE R
JiRU AR Jo G A P AR R AR MR i A Sl D P R  FECIRPRATRBR PR JRE « B Pl I e
PRPERERE V22 LIRS « 2 SYREE E R PERE I R PRV LR IR NI 4 B R A i i 25
B AR A AR B A B AR B E IR IAE « v R R AL A3 A W o 2 6150 iR
5 2P S E XEEEIE SN IFRUAE Y (vesceral obesity) ZEEAE ek Lotk Thag
B L 4505 ICHEDR P M LA 53475 R 7 P MR & A P DR I T i 2R v o P 2
Moo A BB FE ) 7 I AR PRRRA I 1A 63475 10 52 R RN 1. (RPERAE IR RS e
PR FEWEIR - H O ATE OISR VB OB 28 B/ INERTE S 8 VB /NERIE AU AE B 2
AR PR E R AE AR PRI PR B A BN 25 5L « I PR B AR B AT 10 AR B4
5N RN B ) JIRESIE FOCIR SIRHSES) AP Zas B
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U N B DhaRRE i H B TEIA R el (BRI I B PR AT B T ESos P B &) 121 141
FEVEE  TALDTE M 2 RS Z5 4020 U0E (D10, 4 SR 2T BRI S B « £ sk
RAF) JHRIE GH R, B4R ST A5 N (B R VB s B B AR
FIPAE TN R VB 00z JRIE 2 5518 P IR VRIS A1 SR bk e o 3
) MR/ 1 M AE (ZLAHREE 25 A PR S B B So et ifn MR 2 1T 5k PR i Py g
SEAEZ R VE I RER ) SR MR Gl SR 2008 VIR R s B (B, B %
) FERE ) IReiE M5 HAR I 8 IO IR LA N o3 WA RE (BTARAR B 4 ER R AT
WS AR I A PR T [ A 20055 IAPR / S I AR B e (B IDE 28 < i 47 JBRAE A L i 471
it WEARRR ISR ) S IORHRIE (EEIE IR ST -5 B - S LR IR S
905 ~ FLIBRE AL RE RO ) RGP ET (BN E A 25 I Jdns S5 AR s 23 100
BRI T SO S ARIEAEN LA IR VN 55 R IAE BE SRR B Y
BRI « 85 3R R £R SRS BB OREIRSZAE | IR  ERe
D

(08181 1 I I R a7 I, e FH A7 &L 4 28K R RO & e FH I 5 5 P
TG TY M FR s P AE I AR o B, @ RN 6, A& I A 501 H 7 & el e
0.05f e/ T oK TE (ng/ke) £ 10050/ T-He fARH (ne/ke) I FE N« 5 , 4R IR 1L
S, MACEZ I &P H 5l FTAE0 . 0L/ T 5a AR TR (ne/kg) £ 10025/ T oAk
(mg/kg) HITEFEIN -

(08191 =X (D) MM & W M L 2577 b m ez i) 3k T DA B el P (HE R DLW &
Worte A, Horh s (D (S ¥/ 36 GEYERY) ety 2577 1 RISz (P 1) R sl U
[0820]  [Hb A KR Ik — P fR fih—Fh 25120 54 , B 2 i SO E Sk (D) &)
sl L2577 | RISz 8L T 2071 TR IO 7 MR el 3 Ak

[0821] 7R A WA Sk — B AR kil 25 AR A W 2P i S Wi U5 ik, A Bk A SChfr i SCIR)
XD G e 2577 b AT 13h 55 2577 1 AT R Ve ) BRI sl B A &

[0822] 3 B 1T 25 & 1 110 25 W il A0 1) BLRE 7 iR 490 4 “Pharmaceutics-The
Science of Dosage Form Design” ,M.E.Aulton,Churchill Livingstone, 19881,

[0823] W] FHAEAS & AR 29 i S v 2527 LRIz (A7) Bl 3 A A2 25 1l 741
U L O AREE O H AR E AR TR WS  TER) 55 - S ) S A R A TR
RS IS £ GIAIMTE A8 ) 2o OB sh) « H i Lh AR L1 2R T
PRI R A i H IR S < 7K 3 sl FEURR ot AN R £ K5 25 1 BRI Sl T PR 21
SN VFEER) R SR RE = RERR R  BR SR e 3 T AR RO R O
FRHAILEFAE 2N SRR it R I - BRI - IR W R O M- EIR.
[0824] W[l &7 H Nl IR NI 2 B & 5 0 2 B 5l 2 AN i 24
JEE Rt A B 25 28 55 VRt & st ) o A& W) 250 51 Pl A8 AT o
T 2577 b TS A 50 R sl A8k o AASC Pl I ARG E I B AMUAE B B BN i
JIKPN UL O P T RSP S J0 5 AT S B AL 3 e PRURT S R 7 B sl B

[0825]  Z5%H &y ml Sl Al S IR IE 2, A o Aot Rl S R /K R sl e 207
I8 P A 5 1 ) A3 BBl et 9 (B , P 3 80) ARk 7 AR FE A Ut 2 T BOAR SR il
il BT IR o O AT S R P DA AR T B B T R s A R sl i A I o |t mT
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SRR B T, BN E N AEL , 3- T R AT o ATl FH R P 82 52 PO R R SRR 741 24 v
A H BT K A EIE TR S5 FAC BT AN, B 0 R T B i 2 bV D vA 7l e
A it F I, AT R A R AN L i, B4 A s H R mR sl H b - - 1 g
I HE IR M HHMER AT A= T T H 8 v 5 71, O e A e RARA 2527 L Rl #3219, 4
RS T B BRI, R B2 EAT IR A I R o X e A MR el I TR PT 5  KpERs
eI a1 il

[0826] A F A ] 1)l AT Fe 32 A1 K it A& BH I 29 1659 , i L5 T B AR HAS
PR IR 790 K3 R S ROk R 7 A TR M TR TR o 1 2 1) TR ARk 24 1 1) 433 T
BRI AL T UIREE R R FIROTEO0 N, B IO 2R G R FURHAN K TE R o S TN
D0 B REFR B AT 71 X T DA 2B X ks H , A RO R 751 G0 5 U AN R oK
3 o 24 1 Mt FH R B, S e il 3 5 LA A I AU AL o AR T2 0E , TN
b PSS R Sl A SRR 1B

(08271 thm] 2 1T B At HIOAE I 2t A R B I 29 416  w] 8 e R 1 ke
S @ AR R AR R ) fxX e 59, I ISR =38 M A (BAE
W N oA, BRI AR R A LUBE U TS PR B 73 o X R FE (AR T A AT TS
AR .

[0828]  MIaid fb A S A kN Kt A K B 255 « IX R AL S W e AR M 25l
FUSTHE NI BRI 2510, I HL AR B sl e Sl B i 7 AT e A= )
(IR 2R 751 SRR A5 0 AT/ AR &0 8 R L B b el -8 ol e sk P i i
o

(08291 AR Hfte I /5 5, 29 S A2 570 052 99 % w (FE i 43 kb)  BE L0 . 05
F80%w A A0 102270 % w H L E H %0 . 10550 % wikiE P, AT A T B 2058
PR R4

[0830] A5 HTia)T Lk e S as & e AR I e 549 (B, 28 (D 19
G NI E TR .

[0831] AL IHPRI 3010 KIS 7 ik, ool AR It S sk B 5 A R e &9
(250 &Pl il 5 T IadT — Bk 2 Mo BT FR s I AR 1 B 6 7 77— e i ] o 1X 28
IEIT IR F AR

[0832] (1) I/ 55K 25 TTAZ AR FHMT 1], andikthybis  GybIa (b4 B DIPDIE B bR
/35 QU EIE A TP RSP

[0833]  (ii) FIRH;

[0834]  (iii) ACERIES Z kI,

[0835]  (iv) ¥ LR AR IARSE Uil Al

[0836]  (v) LA H 5K,

[0837] X 21 &5 7 ity il A SCRITads 10 770 v Y0 Bl P O Ak BH AL S W RN I HE R 7 s
BN B 25is 15

[0838] I/ S DA D UEHANE St — D REA LG B, Forb By R 4 R R v
W) 5 s L AP e 48 P SRR e ) 25 o

[0839] R IAAULIHAN, $%15H £E400MHz 55, 300MHZ AL F H.300 . 3K N i sRAZ R LIk (N\R) 1% ;
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VAET 523 % (parts per million) RAT (LA (8) o AL Rl HIFL A Smm BBFOSREHK
Bruker 400 AVANCE{Y#%,{Y#sHiBruker TopSpin 2. 1%KAF3], sk & il G bmm BBFOIE
£HF)Bruker 400 AVANCE-TT N #8dE1T AN 25 HBruker TopSpin 3.0%A-FtH, sk Zm il
4 5mm DULEE4ElFBruker 300MHz AVANCE TUX#sdE T, Y #5HBruker TopSpin 1.3%K{}-44
il

[0840]  RFVA Frhf—H ok ZH T E Al

[0841]  « {FIHH /220~ 450nm(1) e A TEEIN BA UV OCH AT FRA) F0 U -UPLC , fff
2 A Acquity UPLC BEHEKHSS CI18FE (2. 1mm id x 50mmE:) [{JWaters Acquity UPLC
ARG, 15508160°C MEVE IR shAHEE 550 1% HEREK0 . 025 % & /KT G 1 Mk
FAFEL2H % o R RS L S Waters  SQDEEARPUMG B {S 10 55 BT

[0842]  « {E1HH /200~ 500nmP) B AT BN BAA UV OC L AR AFFR41) F0- U UPLC , fff
2 HEmpower - 28 45 il [Waters Acquity H-Class UPLCE%t. HR WIS E 1L
fWaters SQDIAHPURK BTN I R PTi% o I shAR FHAE /KA Z SR ) 5mM R 510 . 1% HIR
%, i FH &Acquity UPLC BEHERHSS CI8AE (2. 1mm id x 50mmfo) o

[0843]  « {E1HH2/200-500nmP) B A TE BN BAA UV OCH AR AFFRA1) F0 I LCMS ,
HARBR260nm N80 % N E 2, (6 I /2 FiLab Solution 4= Hili¥)Shimandzu
Nexera LCMS-2020 A% o ISR LTSS B (I S ARPUAR ST (SE 2R ST itk o 3 sh A S5 7K
IR S0 20mM O R S 40 B, 1 T Waters X-bridgefT (C18,5um,4.6mm id X
150mm) .

[0844]  « {E1HH /200~ 500nm1) e AT BN BAA UV OC L ARAFFRA1) F0 U LCMS , fff
)2 FHEmpower - VR4l Waters ZQ-2000 A%, HIR M S B F-klfWaters ZQHR
ARV S SO0 R B « i BDAH 1 S K A IE TR A 190 . 1% 2 41, (Y EWaters X-
bridgeft (C18,5um,4.6mm id X 150mm) .

[0845]  fr “AfbkE FfliHIBiotagenkIsolute KP-SilkEnkKinesis Telos SilicaffskAfr
fl P S Ak i fHBiotageskIsolute KP-NHAT SR FHIIEAH 4% ikl & i ffIBiotagek
Isolute KP-C18-HSFEukimid SCX-2ukStratafiifl - Btk st SO (il s vkl 5 i i 25
TUHPLCRHE. S H2bift .

[0846] R FHLA T Hh—& 8k 2 H 1 T 25 ZUHPLC

[0847] ¢ Agilent Technologies 1100 &% R %iekWaters HahZ4if LC/MS R %t , 1 AE %
I N HWaters 19mm id x 250mm K [JCL8FE, YXBridgenkSunFire Sumffft,

[0848] < Shimadzuflil?&MIHPLC &%, 1 7E %1 M FH19mm id x 150mmi [ C184+ 5um
20mm id x 250mm K [JC8FESumAH o ILC-Solutionf 4442 Hfi|Shimadzufil £ HHPLC £ %
[0849] [ A BEHAAN, FZARIE B 5 50 1% HRER0. 1 % /KR S 1M ek
Hako

[0850] DL | Sijiteffilrh (IR tEHRE /120 °C 22 25 C I

[0851] %45

[0852] Ac L
[0853] AcOH IR
[0854] app. FE ()
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[0855] aq
[0856]  Bn,Bzl
[0857]  BOC,Boc
[0858]  bp
[0859]  br
[0860]  Bu,n-Bu
[0861]  t-Bu
[0862] Bz
[0863]  CBZ,Cbz
[0864]  CD,CI,
[0865]  CDCI,
[0866]  CD,CN
[0867]  m-CPBA
[0868] Cy
[0869]1 &

[0870] d

[0871] dba
[0872] DCM
[0873]  DCM-d,
[0874] DIAD
[0875] " WELE (dioxane)
[0876] DIPEA
[0877]  DMA
[0878] DMF
[0879]  DMF-DMA
[0880]  DMSO
[0881]  DMSO-d,
[0882]  DPPA
[0883]  dppf
[0884]  fHililiiiX7f] (FEaton’ s reagent)
[0885] ES
[0886] Et
[0887] EtOAc
[0888] EtOH
[0889] h

[0890]  HATU
M- 3- SRR
[0891]  HBTU
TR

TKIAR

A

AT A

W,

w5 (i)

IE¢ T

T3

IR Fpe

TR AR

SRSk

AR

TR

IR S AR HR

b7 N

MY GRS L ppn B m L 227 15
RHG WU ) 5
| 2 S |

T

TR
R RIR — S NH

1,4- ML

N N- RN

—HSL O

SRR e

N, N- 2 FHRL FR g e — FR L e
—FEAX

AT AN
TORELBERAL B A W)

1,17 -8 (R ek
PR 7 . 78R % 19 SR BRI TR
LT 55

3k

LR Tig

JE

NiNE

1- D (C FIEEED) W FPEE] - 1H-1,2,3- =9F[4,5-b]

N,N, N7 N7 -PYFHZEE-0- (IH-- 2R F =k - 1-55) JIR$5IN
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[0892]
[0893]
[0894]
[0895]
[0896]
[0897]
[0898]
[0899]
[0900]
[0901]
[0902]
[0903]
[0904]
[0905]
[0906]
[0907]
[0908]
[0909]
[0910]
[0911]
[0912]
[0913]
[0914]
[0915]
[0916]
[0917]
[0918]
[0919]
[0920]
[0921]
[0922]
[0923]
[0924]
[0925]
[0926]
[0927]
[0928]
[0929]
[0930]

HPLC
Hz
TPA
L
LDA

0
m

M

Me

MeOH

FRg-d,

mg

min

mL

mmo 1

mmolar

mol

mp

Ms,mesyl

MS

MTBE

MW

m/z

NaHMDS

NBS

NCS

nm

NMP

NMR

[ (WEEES) PdCL ],
obsc.

A1k (petrol)
Ph
o E
PMB
ppm
ppt
Pr,n-Pr

yuf

=]

i,

iPr

e SR vk
iz

2 (1) 52K =2

JEE SRR (BEZR/TH) 5 9k
FH2L

i

TR

=30

oan i I UNE]

=T

EPEIRIREE (ZE R /T M)
BEIR s 53 (B o)
Ja

FRfl e 2

[Tk

RG] Sk

o

Jritrtt

7 B REUGE A
N-JRARE ARG
N-SUARTE A

PR

N- FH L NEE I A

bt AR

BUAREEE S (TD) ]
e i)

A1k (petroleum ether) , BEFE40-60°C
KA
BiotagefH/) & ey G4 =120-1908-F)
PRI S =7 e

[EPAE =

DUEYD

P-1-3E

S
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[0931]
[0932]
[0933]
[0934]
[0935]
[0936]
[0937]
[0938]
[0939]
[0940]
[0941]
[0942]
[0943]
[0944]
[0945]
[0946]
[0947]
[0948]
[0949]
[0950]
[0951]
[0952]
[0953]

[0954]

[0955]

PTFE R OM

q PUTRIEE (7%)

rt :%?5'1

s FAEE ) 5 7D

sat. TN

SCX SR SH - 2 b i

STAB — LA SN

t — il )

t IR s DABEECJE (°C) b BAA7 i i
TEA — %

Tf, trifyl — R AT A

TFA — IR

TFAA —FCIRAET

THF WEGRL

tlc R ik

TMEDA NONON N -PUFHEE-1,2- 4 1%
™S — R RS

Ts,tosyl X FHOR g g 3

wv EVUN

Xantphos 4,58 (T REPED) -9,9- — HIZLALNG
X-Phos 2- TIRCRRE-27 47,67 - = RPN R R
1. FAJAMA

AL 5- (PUHIEL-1,3,2- A0 kilibe-2-55) - [1,2,4] =M 5 [1,5-al iHkng

NL

o__0
B

N=\F

Bi5-7R-[1,2,4] =WpFf[1,5-allEnE (CAS 143329-58-2,0.25g,1.262mmol) A

GBI &) —Hl (0.401g,1.578mmol) FIZFR%EH (0.248g,2.52mmol) 7EJ/KDMF (6. 31mL) Ho
(OB TR R 2 T AU [t FR s PdCL, (dppf) (0.052g,0.063mmol) o Ff 52 W 4
100°CFIAUS T INFR20h o K¢ 5 W ¥ FHE t OAc R il s e £ 01 8 « FHE tOAc P bt + 9
WRARIEIR, 13 2IRE IR Y SRR A A A K AT 2] —Bh B .

[0956]
[0957]

MS ES':246
ES!
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Cl Cl Cl
i) N i) Ny A
[0958] N| h HO NI <f \
ss - S = A
N NP g NTN ci N cl
% @] 4K 2

[0959]  3:{51:1) DMF-DMATPA i) NH,0H.HC1MeOH 111) it
[0960]  Hhu[AJfAk2 5,7- (- [1,2,4] =M [1,5-almtmE

Cl
[0961] gw‘\

NZNF ¢

[0962] DI,
[0963]  4DMF-DMA (5.13mL, 38.3mmol) ZsINE)4,6- —SUENE -2- % (CAS116632-24-7, 5¢,
30.7mmol) fEEtOH (150mL) FHRIFA TR o K SN P INFAEI 85 “CHpE 755 Bl o i S N TR A v
HIB 2= ARG BB i85, 19 8] (B) -N7 - (4, 6- —SIHEE -2-35) -N,N- — L FR eIl o
[ , I IR Y , A4l HA B —20
[0964] &9,
[0965]  7E&(S MB b (2.99g,43 . Ommol) Zs M%) (B) -N” - (4,6- " G(IHmE-2-35) -N,
N- — FRIE BT e i (6. 70g, 30 . 7Tmmol) 7EMeOH (133mL) FR P PATR T o B4 S S e 2= 1
BEFELhIR S L M4 o 5 2 /K — e i i o S SR I A, 7KW o R [ A 1T
2N TR R, 152 B) -N- (4,6- —FHIE -2-38) -N7 - 2555 FHRE T e i »
[0966]  'H NMR (400MHz ,DMSO-d,) 8ppm 7.13(s,2H) 7.68 (d,J=10Hz, 1H)9.89 (d,J=10Hz,
1H) 10.44 (s, 1H)
[0967] PR3 K (B) -N- (4,6- —GIEhE -2-55) -N7 - =235 FEE e et (6. 12,29 Tmmol)
AR (30mL) A1, I HINAARI 105 CREEL2047 B o i S N IR A HI 2 =1, VoK
MR HIIIHAK, CO, it 2 pH8 o K I 1S I FHE t OA A2 UM I, 5 T A ML= I 26Me S0, T,
W BEI e 13 BIAE A AR KA AR MMTBEFR &5 &, 13 2IAREUE 510 -
[0968]  'H NMR (300MHz ,DMSO-dy) 8ppm 7.76(d,J=2Hz,1H) 8.16 (d, J=2Hz, 1H) 8.66 (s,
1H)
[0969] MS ES':188
[0970] %2

cl cl B Ci
) N " N-
[0971] NS | ' ¢
- " HO‘N,;\N = NT N F
2 H
¥ &4k 3

[0972] ift?flj;i)DMF—DMA\IPA?X‘@E;%NHZOH.HG ii) TFAA
[0973]  Ho[RlAS 5-5-6-FEE-[1,2,4] =WpFH[1,5-alltng
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Cl

[0974] e“ﬁ
NZ\F

[0975] DI,

[0976]  JTIDMF-DMA (1.315mL,9.82mmol) AbFH6- 5 -5- HELMIE -2- iz (CAS442129-37-5,
1g,7.01mmol) fEIPA (10mL) HAFIIA VR o FHE G I R E2h o 3 SN W N IRIRAZ T,
FHERFR N (0.682g,9.82mmol) ALFHEIF JIFAE50 ‘CHrak2h o K S W W B 23 ik i i o PRk
tBkk (iR 0- 100 % Et0Ac) 2ift s, 43 2IN” - (6- 520~ 5- FHARNERE - 2- 50) -N- =2 5L
P P -

[0977]  'H NMR (400MHz ,DMSO-d,) Sppm 2.20 (s,3H) 6.91-7.03 (m,1H) 7.55-7.61 (m, 1H)
7.63-7.69(m,1H)9.43-9.53 (m,1H)10.17 (s, 1H)

[0978] MS ES':186

[0979]1 D2,

[0980]  FITFAA(0.419mL,2.96mmol) AbFEN’ - (6-5(-5- FIIEMEE - 2- ) -N-FR 3L LD i
Mt (0.5g,2.69mmol) 7ETHF (7TmL) HE R EFF RO IIFAEI40 CRFEL2 . 5ho K S W Wi H1 2 =
it , T AINaHCO, 745 K I FHEt0Ac (x2) Z5 B KA H ARSI, T8 (B B5as) IT I as ik .
TR e (FF AR b Ak 0-40 % Et0AC) b 4t , BRI R &9
[0981]  'H NMR (400MHz ,DMSO-d,) 8ppm 2.46 (s,3H) 7.65-7.75 (m, 1H) 7.78-7.85 (m, 1H)
8.55(s, 1H)

[0982] MS ES':168

[0983] 553

Br /\\/\Sn/\\/\\
[0984] N
¢ N —— </N-N S
N=\F N=\F
% @] 4K 4

[0985]  HpfRl{A4 5- (= T HMIGEED -[1,2,4] =PI [1,5-alltng

CN
N=\F

[0987] AF-T8CHIESSS F5-1-11,2,4] =WIf[1,5-al e (CAS143329-58-2, 2¢,
10. 1mmo1) FETHF (40mL) A3 PEA TR A 485 B Iin-BuLi [ 4erp2. 5M] (4. 85mL,
12. 1mmol) [ SWIAE-78°C Nt 2043 . 2 T S #e s Iy 28545 Bhir Pt bk s MR &
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PR N =1F T 25005 (3.29mL, 12, Immo1) o34 S N WIFE-78°C R P4 14545 4. fE-78°C
N FHHIAINaHCO, GRIARD) 7 K SN o S N TR 0T 22 28 I T AFEt0Ae 57K 2 [R] 43 il o 45
AN KRR K, SRI5 £8Na, SO, T o Rt =P s B ke b1, JHFa o el — 5
Eit (0-20 % EtO0Ac/ A3 k) J:E{*JH@E LAt 3Rk RE .

[0988]  'H NMR(400MHz ,DMSO-d,) 8ppm 0.75-0.90 (m,9H) 1.19-1.33 (m,12H) 1.45-1.63 (m,
6H)7.11-7.22(m,1H)7.50-7.63 (m,1H) 7.72-7.80 (m, 1H) 8.46 (s, 1H)

[0989] MS ES':410

[0990]  J5%4

Cl Ci Cl
0991 \ HO. y - =
[0991] H,N~ N7 NCo,Et NZTN COEt N=NF"co,Et
P AR 5

[0992]  457]: i) DMF-DMA . TPAZR S NI OH. HC1 1) TFAA
[0993]  rhfAlfks 5-5d- [1,2,4] =M [1,5-al e -7- R LG
Cl

NN
[0994] (’ o
o}

[0995] gl xS5-S-6-HEE-[1,2,4] =M Jf[1,5-al MEme (IRAS) Tk i 2- 22t -6-
MHEIE - 4 - FHEG 2.1 (CAS28056-05-5) 4% , 1 RIbREUL. &1 .

[0996]1  'H NMR (400MHz ,DMSO-d,) dppm 1.32-1.44 (m,3H) 4.34-4.45 (m,2H) 7.78 (s, 1H)
8.37(s,1H)8.79 (s, 1H)

[0997] MS ES':226

[0998]  J5 55

O ) Cl
O oy
[0999] | O
N// // \\ 40

[1000]  §5{7: 1) POC1,DCM
[1001] EF‘IEWZIKM(ZZ) 3-50-3- (4-FUERED) N -2-4 - 1 - 3] — LR s SFe b

N
0
[1002] | + il
N 0=CI-0"
Cl o

[1003]  EOCHIES MHPOCL, (0.512mL,5.49mmol) B N EI4- [ (2B) -3~ (—HI3ksL
30 N -2- BT ] s (CAS96604-38-5,1.1g,5.49mmol) ZEDCM (5. 5mL) FIFKITA TR « 44

59



CN 107531698 B ﬁ'ﬁ HH :I:; 48/175 1L

PIAE =0 P BiEREeh o SN TR S PRI i FREE (1.753g,16.48mmol) £E7K (14mL) HfJokys
B Ll T BRI ST M A, SR I KRS OBk A3 2 a5

[1004]1 'H NMR (400MHz , DMSO-d,) 8ppm 3.70 (s,3H) 3.81 (s,3H) 7.81-7.89 (m, 1H) 8.07-
8.15(m,2H)8.20-8.29 (m,2H)9.01-9.09 (m, 1H)

[1005]  J55€6

Cl Cl Cl
[1006] HZN > Co,Me HO‘N%H Z > Co,Me N=NFSco,Me
T IERT

[1007] ﬁﬁ%ﬂ;i)DMF-DMA\IPAﬁﬁﬁﬁfﬁNHZOH.HCl 11) TFAA

[1008]  Ha[RfkT 5-5-[1,2,4] =MJf[1,5-almkie-7- R IR
Cl

N
N

(10091 ¢ _ %
NZN\F g,

o]

[1010]  4n4l5-50-6- T E-[1,2,4] =M Ff[1,5-a] Mg (FAfAS) Fik 1 2- 5 -6-45
MHE - 4- FHPR HHTS (CAS 1005508-80-4) il 4%, f3 2IAsEU L 54 -

(10111 'H NMR (400MHz ,DMSO-d,) Sppm 3.95 (s,3H) 7.80-7.85 (m,1H) 8.37-8.44 (m, 1H)
8.81(s,1H)

[1012] MS ES':212

[1013]  dufalfkS 4- {7-%(-[1,2,4] =MeFf[1,5-al e -5- 5L} I

N
|l

)

[1014]

29

NZNA ¢
[1015]  B45,7- " 5(-[1,2,4] =maFf[1,5-a]iEme (FFafAk2,1.5g,7.98mmol) « (4-FHK
55) Wi (CAS126747-14-6,1.231g,8.38mmol) \PdCL, (dppf) (0.292g,0.399mmol) FNa,CO,
(0.888g,8.38mmol) £ Mk (22mL) F17K (4. 4mL) FR B IFRUBE S FIN, B 6 5 M ¢
E RS20 B S S YN K B I FHE tOACZE I IR B B A &1, T (R 252%)
FER Mg PRk e (PEfRE S RE I, A THhEEH0-100 % EtO0AC) 2l Tk
Y, 38R S
[1016]  'H NMR (400MHz,DMSO-d,) Sppm 7.61-7.68 (m,1H) 8.03-8.13 (m,2H) 8.15-8.20 (m,
11)8.21-8.27 (m,2H)8.57-8.67 (m, 1H)
[1017] MS ES':255
[1018]  rhfilfk9 4- {5-5(-[1,2,4] =MFf[1,5-a] Mg -7- L) 2E05
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[1019]

P
<N’)]\N/ cl
[1020]  7F %05 MK (35mL) A5, 7- —50-[1,2,4] =WkIF[1,5-a] Mg (CAST8706-
26-0,2g,10.58mmol) \PdC1, (dppf) (0.774g,1.058mmol) Na,CO, (1.178g,11.11mmol) A1 (4-
S{ILIRIL) MR (CAS126747-14-6,1.555g,10.58mmol) 75 MLz (176mL) HfRHHEE T I
o RE SN P INFAEI60 C A58 2h o K SO TR AP KPR FHIDCM (3x) 2B A A HLAR Y
WU KR b 2 B B 1A 30 T, FHIMeOHPEVR , SR Jm I 2MZ/ Me OHPA TR - 1T
2R B SUL S o
[1021] MS ES':256
[1022]  rpfRIfk10 4- {7-5(-[1,2,4] =3 [1,5-al ML -5- %) -2- 5

N
Il
[1023]
¢
NENF g
[1024]  4nbafa- {7-%(-[1,2,4] =MeFF (1, 5-al HAE -5- 35} G (hnkse) Alrdk f5-4(-
6-FH3E-[1,2,4] =M [1,5-a] M (FRTAjA3) T (4-T50 5L - 3- 5 A SE) MR (CAS843663-18-
3) HillEs , AT 2L S o
(10251 'H NMR (400MHz,DMSO-d,) Sppm 7.74 (1H,d,J=2Hz) 8.13-8.19 (2H,m) 8.21-8.28
(2H,m)8.63 (1H,s)
[1026] MS ES':273

[1027]  FhTAMALL N-[5- (4-F500E-3-50R00) - [1,2,4] =PI [1,5-almbme - 7- 2 ] 2L
FRA T i

N
I
F
[1028]
COLE K
N Z H 0

(10291 54~ (7-%4-[1,2, 4] =M FF[1,5-al MENE -5-28) -2- 50w s (WAl 4410, 3. 55,
9.11mmol) 5L FHFR AL T /i (CAS 4248-19-5,1.281g,10.94mmol) \Pd, (dba) , (0.835g,
0.911mmol) \ “FRCLEE (27,47 ,6° - =S EE-[1, 17 -] -2-25) Jj (0.230g, 0. 483mmol) A1l
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Cs,C0, (8.91g,27.3mmol) £F —WEHT (30mL) HFJIA V= FN, IR =2k o K5 S S FEN,, T
DIFREI100°C ot 47 o K4 SOV PR NEtOAc B I FHER KV R AU 25, T8 (o 2 s I
LS W o B FIT A e e 21IMg SO, T i o peastt e il ok (Pt — S A0 A b, A ik
HH10-100%Et0Ac) 2l , 15 BRI L 51 -

[1030]  'H NMR (300MHz,DMSO-d,) 8ppm 1.53 (s,9H) 7.51 (s, 1H) 7.90-7.98 (m,2H) 8.10-
8.23(m,2H)8.42 (s, 1H) 10.09 (s, 1H)

[1031] MS ES':354

[1032] 57

N N N
Il | Il
Cl
Nt ) i) ii)
| — — = —
Z F
- N N . NN
| B I
- 0C« Z
Cl N HoNT NF
[1033] l“’)
N
Il
N
|
HO&N%H =

[1034] 1) PUK,CO, 4~ SUIEAIER , 11) Pd, (dba) ,Cs,CO, ZUEE FHIRA T i\ —IACLIE (27,47,
6 - = NEE-[1,17 -] -2-55) B, 111) HC1. —MEk¢, iv) DMF-DMA. TPANH,0H. HC1
[1035]  rhfAfk12 (E) -N-[6- (4-T5(FREL) -5- JbRE - 2- L] -N7 - 5L T eI i et

N

|

[1036]

F
N

=
MO N~
N

[1037]1 D1,
[1038]  f52,6- " 5(-3-FMLIE (CAS 52208-50-1,0.5g,3.01mmol) | (4-FUELIEL) fiEG
(CAS126747-14-6,0.487g,3.31mmol) \ PU (=ZRZLJH) 4L (0) (0.139g,0.120mmol) AIK,CO,
(0.833g,6.02mmol) fETHF (6mL) F17K (3mL) R B IF I HIN, e, JFAE =i N hhk 8 1
KoK SR A PN K BT HEtOAc A= B AT HIAR S 5, T-1E (B oy ) JF s ik . 1
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e ik (ES10, b, Ak H0-100 % DCM) £h (L FT73 5%, 15 214 - (6- (- 3- JalL e -
2-3) i

[1039]  'H NMR (400MHz,DMSO-d,) Sppm 7.65-7.75 (m, 1H) 7.92-8.13 (m, 5H)

[1040] MS ES':233

[1041]1 2PDIED.

[1042]  CRe5 54 - (6- 5 -3-FiMEIE - 2- %) )1 (0.300g, 1.290mmol) 25 PR | S
(0.181g,1.547mmol) - " FACLEE (27,47 ,67 - =S N3E- (1,17 -] -2-30) % (0.031g,
0.064mmo1) \Pd, (dba) , (0.118g,0.129mmo1) FICs,CO, (1.26g,3.87mmol) £F —HEHE (5mL) F1
[ P IR oA 2 I N, IO R S R 078 100 “C Al SR s HE A3 043 1o 4 SN 4 5
NIK I FHEtOAC A EN ML AN, TH: (RHA ) TS il o i PR € iy ik
HH0-100%DCM, 2R J& A&DCMHI0-50 % Et0Ac) iV T 731 , 13 ZIN- [6- (4- D) -5- 51
MbIE - 2- 5k ] S B R AU T iR

[1043] MS ES =312

[1044] K3,

[1045]  £[6- (4-FUIEIREL) -5-FUENE -2- B ] S L R AU T TR (0. 325g,0.519mmo) AIHC1
(fF ZWELTHH4M, 0. 648mL, 2. 59mmo ) [RIAVRAE 2l N HE2h IR IFE 2 [9HC1 (0. 648nL,
2.59mmol) JFRE N WA 50 CHpslah o K SN WL s We 4l i SCX - 24l T A3 7k 4%
Yy, BERIT HIMe ORI, SR TIMeOHFR I 2M NH, B o WS i 4 i 46 oy I B 25 Ik i, 19 5114 -
(6- 22 - 3-Jp ke - 2- 50) I -

[1046]  'H NMR(400MHz,DCM-d.,) dppm 4.63 (br.s.,2H)6.53-6.65 (m, 1H) 7.33-7.43 (m, 1H)
7.72-7.83(m,2H)8.07-8.20 (m, 2H)

[1047] MS ES':214

[1048] D4,

[1049]  ¥54- (6- 543 -3- M ME -2- ) 55 (0.160g,0.750mmo1) FIDMF-DMA (0. 141mL,
1.05mmol) AEIPA (2. 5mL) HP AR NN Z [ FF 8 2h o R BE P 22 50 °C IR s ISR R 2 i
(73.0mg,1.05mmol) [ N WIAES0°C M e 3003 B, SR 5K S N TR S L 25 Wi, T8 B
FRERARY) SECOH— b 2 , WL e T, 13 2L 510 o

[1050]  'H NMR (300MHz,DMSO-d,) Sppm 7.09-7.26 (m, 1H) 7.66-7.85(m, 1H) 7.87-8.06 (m,
3H)8.11-8.23(m,2H)9.57-9.65 (m, 1H) 10.18 (s, 1H)

[1051] MS ES'=257

[1052]  HpfAlfA13 2-%G(-N- (5- (4-TUERED) - [1,2,4] =W I [1,5-al MEie -7-3) L

N
Il

[1053]
N‘\.
</ NT @]
N F N
H

[1054]  FTEA(0.308mL,2.208mmol) M4- (7-%43E-[1,2,4] =MpIf[1,5-al e -5-5) &

Cl
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i (52151100) (200mg,0.736mmol) [JHCER /EDMF (2. 5mL) H IR E1 R0 CHIR I S
F 50 (CAS 79-04-9,0.088mL,1.104mmol) « B+ RPIAE0°C Nt R0 . 5/NI o 5 2 i) Tk K
MR EtOACEEHY KA MU FHER /KI5, T (RH A B ) T IS IR o al i sk o i
(ES10, I, £ ik rh10- 100 % Et0Ac) L4, 1 EI bRk 51

[1055]  'H NMR (400MHz,DCM-d,) Sppm 4.40 (s, 2H) 7.92 (d,J=8Hz, 2H) 8.02 (br.s. , 11)
8.13(d,J=8Hz,2H)8.34(s,1H)8.49(s,1H)9.81-9.98 (m, 1H)

[1056] MS ES':312

[1057] 558

CN CN CN
cl _ cl
i) i .
F F ii) iii) iv)
— S —- T, 5
N| D NI l F 0 F F
A~ OH A0 N | ‘NI*\ | N |
| |
0} P 0] 0
0 0 = cl Z
(e} 0] 0
[1058] "’
CN
) vii)
F X vul)
— OH =~
NFNA HN
(0] Boc

[1059] 377 1) TMS-EﬁEﬁiﬁ\MeOH\DCM ii) (4-%%ZI§%EEB@&\PdC12(dppf) \NaZCOB\_
WEJE/Ki11) m-CPBA\DCM, iv) POC,, v) 42 FER BT il Pd, (dba) ,» “FACI3E (27 47,67 - =
SR, 17 -SR] -2-30) [ Cs,CO,« Wik, vi) HCL, —FkE, vii) DMF-DMA\TEA, IPASRSS
JEERRREN , viii) TFAALTHF, ix) L10H MeOH. THF

[1060]  rhifAfk14 5- (4-FFERED) -6-95- [1,2, 4] =M1, 5-allbie - 7- IR

N
|l

[1061]
N\.N \ F
N > OH

[1062] 1

[1063]  7F0°C NI2- % -3- JiMEIE - 4- 1% (CAS 628691-93-0,2g,11.39mmol) fFMeOH
(7mL) FIDCM (21mL) FH R IF I FHTMS - B (5. 70mL, 11.39mmo1) PAZI 77 VAL EE ¥ 52
RIIAEOC R HEHE0 . 5ho ¥t SR FIACOH (0. 5mL) 7 K L2 e 4 o i sk 4351 (710,
L AhEEF0-100 % Et0AC) 2lifbFkAn, 15 2112 - S- 3- Stk me - 4- R HHS .
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[1064]  'H NMR (300MHz, {1 -d,) Sppm 3.97 (s,3H) 7.76-7.86 (m, 1H) 8.29-8.40 (m, 1H)
[1065] DD,

[1066]  H42-5(-3- SHAE -4- FER FHEE (1.72,8.97mmol) « (4-S{HEZEIL) MG (CAS126747-
14-6,1.384g,9.42mmol) PdC1, (dppf) -CH,C1, 14 (0.366g,0.448mmol) HINa,CO,
(0.998g,9.42mmol) A& IELT (25mL) AN/K (5mL) H )& 7 I N, e IIFAEI 100 CHy4k
Tho R 5 S 0 HI 2 =R HFAEEL0Ac /K Z Rl 3 e M SR AU , 1M (B oy B ) LSk
i o 0 T Pk ik (AES10, b, ArhEEH10-100 % DCM) 2l Ax, 13 5112 - (4-T3EIRE) -
3-SR IE -4 - FHER F S

[1067]  'H NMR (300MHz , {1 -d,) Sppm 4.01 (s, 3H) 7.83-7.99 (m,3H) 8.08-8.20 (m, 2I)
8.64-8.72(m, 1H)

[1068] MS ES':257

[1069] 2DIE3.

[1070]  m-CPBA (1.326g,7.68mmol) AbFE2- (4-FFLoKIE) - 3- I IE - 4 - FH IR FH /i
(1.27g,4.96mmol) £EDCM (20mL) HIRTATR o KR G MAE S50 D PEA K K SO ) TIDCMA
B, OB IR A VAR e i, T (A 25 ) TS i, 19812 (4-UERRD) -3-9-4-
(FRAR LA ELD) e -, A el B F—2.

[10717  'H NMR (300MHz , {1 -d,) Sppm 3.98 (s, 3H) 7.50-7.57 (m, 1H) 7.65-7.74 (m, 11)
7.79-7.86(m,2H) 7.86-7.93 (m, 2H)

[1072] MS ES':273

[1073]1 D4,

[1074]  Kp2- (4-FUEORED) -3- 9 -4 - (ISR L) Eme 1- %=k (1.35g,4.96mmoll) £
POC1, (9. 24mL,99mmo1) HRIATR NI EI60 CHpL:24h o K SN P 23 S 44 T2l o PRasft (e
72 ((£810, |, Ak 0-50 % EtOAc) iU T3, 15 216 - -2 (4-FUEEIRED) -3- it
W -4- FHER FHR .

[1075]  'H NMR (400MHz, {1 -d,) Sppm 4.01 (s,3H) 7.85-7.96 (m,3H) 8. 10-8.19 (m, 2H)
[1076] MS ES':291

[10771 PDIE5.

[1078]  [A)Jgeiffirb e N6- (-2~ (4-THAREL) -3- Gk ne -4- R S (1.03g, 3. 54mmol) <
SRR T i (0.830g,7.09mmol) « “FACLIE (27,47 ,67 - =S¢ pN3E-[1, 17 -HkoR] -2-39)
i (0.068g,0.142mmol) Cs,C0, (2.309g,7.09mmo1) FIPd, (dba) , (0.065g,0.071mmol) «¥)5¢
MRS I IN, B = 2 B I EE (12mL) IRHE AP MIERE]90 CRES: Lh o K SN 74 A
B F R IFAEELOAC 5K Z TRl AT L « KA AT UAE FH ER /KB, T (B> Eae) FE s ks , 15 2
6- (GRUT SEIEPRID) 2450) -2- (4-FUIERID) -3- 5 ene -4 - IR FHE , oAt — D alify Bl
T F—%.

[10791  'H NMR (400MHz, FHf-d,) 8ppm 1.55(s,9H)3.98(s,3H)7.78-7.91 (m,2H) 8.13 (s,
2H)8.29-8.42 (m, 11)

[1080]  MS ES':316 (M-'Bu)

[10811 PG,

[1082]  £6- (R T S RID) 2 3L) -2- (4-F{URREL) -3- i Meme -4- FHER /i (1.37g,

s
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3.69mmol) FIHC1 (£F ki rh4M,4.61mL, 18.45mmol) /£ WL (15mL) H IR R INAAE]50°C
R AN 22 IHCT (fF LR 4M, 4 .61mL, 18 . 45mmo 1) FH4 5 N Wy i 5160 °C R4
2h R S EL S W4 , AT B 6 - a3k - 2- (4- IR ORED) - 3- ke -4 - FHER FH iR 2R IR 46
HALA BT F—32.

[1083] MS ES':272

[1084] PDIET7.

[1085]  B56- 2 -2 (4-SUHIEID) -3-FUHIE -4- RS IR 2h AR Eh (1.1g,3.57mmol) JTEA
(0.498mL,3.57mmo1) FIDMF-DMA (0.766mL,5.72mmol) ¥FIPA (10mL) PR IIFAEI 80 C F
L 1/NI S R INEE 22O TEA (0. 498ml, 3. 57mmo 1) FIDMF-DMA (0. 766mL, 5. 72mmo1) 5[ N 4
1E80°C IR 7% o S I BE 22 I TEA (0. 498mL, 3. 57mmo1) FIDMF-DMA (0. 766mL , 5. 72mmol) Jf
K SN W) DA h o 6 SN P34 HI 250 C IS INER 2K (0.397g,5. 72mmol) o Kf [ W ¥t
50°C T FEHERE3053 e NN B 211 Eh G 41 (0.397¢, 5. 72mmo 1) FK5 S S P AR 30553- 51
Y N ) B S WA ¥ FIT AR B s R I BIM g SO, T il PR £ 1% ok (FE i — SRk
L ATHEE0-100%Et0AC, R T JEEL0ACHT0-20 % MeOH) Zlif , 1382 (4-F3LE2KL) -3- 46 -
6- [ (E) -N" - R fc el 5 Ttk e - 4 - FRR F B o

[1086] MS ES':315

[1087]1 DIES.

[1088]  JHTFAA(1.978mL,14.00mmol) AbFR2- (4- (LK IL) -3-4i-6- [ (E) -N” - FAIL0 e e
[l BE T e - 4- FHES R (1. 1g, 3. 50mmol) £ETHE (15mL) P A E A E]40 C RS 1 /N o
BB VA AMINaHCO, ik (I AEDCM 5 7K 2 [] 43 il M A AL, T (Y B ) s ik
%5 KT 13 k) SEtOH— i, 1 B85, 15 205 (4-FERAD) -6-91- [1,2,4] =W
F£[1,5-al kg -7- FHER S

[10891  'H NMR (400MHz,DMSO-d,) Sppm 3.93-4.03 (m,3H) 7.99-8.06 (m,2H) 8.08-8.15 (m,
2H) 8.44-8.53 (m,1H)8.67-8.71 (m, 1H)

[1090] MS ES':297

[1091] ﬁg;‘@;

[1092]  f55- (4-HUEEFRIL) -6-90-[1,2,4] =W If[1,5-almkng-7- R 15 (220mg,
0.743mmol) FILiOH (ZE7KHI2M, 3. 71mL, 7. 43mmo1) 7ETHF (4mL) AMeOH (4mL) FP A TRAE =ik
HEFELh IS IN2N HCL (3. 71ml) FRHR A MIAEEt0AC 7K Z TR e M S A HIAR, T8 (R 4>
Ban) H sk 1585 (4-FERED) -6-91- [1,2,4]1 =W I [1,5-al Mg -7- FHER (Fh1A]
& 14)

[1093]  'H NMR (400MHz,DMSO-d,) Sppm 7.95-8.03 (m,2H) 8.07-8.17 (m, 2H) 8.35-8.47 (m,
1H)8.67(s,1H) 14.01-14.19 (m, 1H)

[1094] NS ES'237 (M-CO,H)

[1095] 5589

66



CN 107531698 B ﬁﬁ HH :I:; 55/175 11

N
I Il Il
[1096]
- i )
<,N N )_,_ PN i) NN
=\ _\__OH < _ P ’ $
0 o)

(10971 {5 1) HBTUN, O- — FELER I £h iR ER L TEALDMF 11) LiA1H, \THF
[1098]  Hp[RI{A15 4- (7-FRBEEE-[1,2,4] =MkIF[1,5-a] IHEE -5-55) WG

N
|l

[1099]

¢

N= NF 20

[1100] P E¥1.

[1101]  EHBTU(19.6g,50mmol) £EDMF (50mL) H AR A5 - (4-HE2EED) - [1,2,4]1=
W [1,5-al MkiE - 7- R (9 fB41,12.40g,47mmol) N, 0- —FIELER I Eh R & (6. 9¢,
70mmo1) FITEA (16.3mL, 117mmol) £ J/KDMF (150mL) FR £ B 7, e 2= i R ARF51
AN o B8 S NTR S BT NE0A e BRI /K (x3) Pleidk o 5 AT MU 4 a8 i ek 2328 (fF
Si0, I, EtOAcHH0-10%MeOH) £lift 7, #1325 (4- FEARIL) -N- IS AL -N-FI - [1, 2,
4] =M1, 5-al Mg - 7- R .

[1102]  'H NMR (300MHz ,CDC1,) ppm 3.40(s,3H)3.64 (s,3H)7.53 (m, 1H) 7.85 (m,2H) 8.12
(m,2H) 8.24 (m, 1H) 8.46 (s, 1H) .

[1103] MS ES':308.

[1104] PDIED.

[1105]  7£-10°C NRTHF (0.72mL,0.72mmol) HHJIM LiATH, iR N5~ (4- FUEIRED) -N-H
SEIE-N-FIEE-[1,2,4] =W IF[1,5-a] mtkiE -7- L (300mg, 0. 98mmo1) F JC/K THF (10mL)
FH PR T - 3043 B, TN IINIM HCL OKYAR) (5mL) FFAE =0 M AR PE 1550 B K
RE S HEtOAc A= I, SR 5 R AU TSR /K P , 8Mg SO, Tk 4 , 15 2104 - (7- FHpe 2L -
[1,2,4] =WpIf[1,5-al Mg -5-35) S5hE .

[1106]1  'H NMR(400MHz,CDC1,) Sppm 7.67 (m,1H)7.88-7.90 (m,2H)8.13-8.15 (m,2H)8.31-
8.33(m,1H)8.55(s,1H) 10.18 (s, 1H) ,

[1107] MS ES':249

[1108]  J52510
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OH c
N~
(11091 ¢ M NN é"*m 5
[1110]  3k7).: 1) 2- B L BRI R 1 504,11)190(:13\17_112;%&%{{

(11111 rhlalfk16 7-50-[1,2,4] =M [1,5-a] mEnE
Cl

¢ e

[1113] 2D,

[1114]  J2-FRILPEFAER (CAS 97-67-6,33.5g,250mmol, 1.05 &) /E kM AR IR N1 vk

(B FE AR (95mL) HH o DA AR B IA RPN T 10 C U HBR IS IILH-1, 2, 4- =M -5- i

(CAS 61-82-5,20g,238mmol) SR G NIR ST &2 ER I 120, SRS 4E100°C R Indk

Tho B8 2R SSRGS BN KRR DK TR AP L o A FH 1ON NaOthHlﬂqﬁ:Ktlo TR IR

PSR R IRG B8, R /KBl — R ITAE0°C M IS TR, 5 20 (1,2, 4] =M JF (1,

5-a]MENE-7-H .

[1115]1  'H NMR (300MHz,DMSO-d,) Sppm 5.82-5.84(d,J="7Hz,1H) ,7.91-7.93(d,J="THz,

1H) #18.13 (s, 1H) »

[1116] MS ES':155

(11171 2pI2

[1118]  REmME = (85mL,917mmol, 13 1) [1,2,4] =M [1,5-a]MEng-7-F% (9.6g,

70.53mmol , 145 FPY 2 ISk (584mg, 3.53mmol , 0. 05 4 1) [ PER S 7E a7 N

I16h. fE T2 N BRI — S0 FIEOACHI2N K,CO, ORIATR) AbFEFL A . — H RIZ)

Eﬁi’@ﬂ%ﬂf‘?t FHRA RS P8 B8 TR %, AR e il S MeONJL kT4, 13- 2
T-%-[1,2,4] =M IF[1,5-a] Mg .15 FEtOAC AR BRI IS 21 85 — b 7- 50 [1,2,4] =Mk Jf

[1,5-alMEnE « PRHEAT R A BT 5 R LA 2 it — 2 Al b B

[11191 'H NMR (300MHz , DMSO-d,) ppm 7.69-7.7 (m,1H)8.76 (s, 1H) 8.82-8.84 (m, 1H) «

[1120] MS ES':155

(11211 JyZ11

[1112]

Cl Cl
N i) N i
I = O HO. I A O } \N e
HaN N NN ~
o) H o)
[1122] |||)
Cl al
N7 iv)
d SN
<N4©\ .Boc ) <'
H N/ - OH
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[1123] (7. 1) DMF-DMA IPASR 5 /&NH,0H. HC1, 11) TFAA,111) LiOH\THF \MeOH, iv) & %4k
PR ZRIRTEAV A T i S FAR

[1124]  Ha[AMAL7 N- 5-5(-[1,2,4] =WMF[1,5-allbng -7-55) AL FFRRECT g
Cl

N"‘-
[1125] ¢ N

N"" = N,Boc
H

[1126] PU¥1.

[1127]  f2-243E-6- FH e -4 - FHR iR (CAS 1005508-80-4,10g,53 . 6mmo1) FIIDMF - DMA
(7.18mL,53.6mmol) [FVATRIITNE] 70 °CHr4:2h 75 IITBE 25 (1) DMF -DMA (7. 18mL , 53 . 6mmo1) Jf:
KD INAAAR K SN e H 250 CHIS INERER FE % (3.72g,53.6mmol) o K S S Wt
50°C MHEPE2h o RS N P25 Wk s , TR AITA3 R ) S5 E t OH— G I o 3[BT fkoad Jr8 I A1 L
TR S RI2-5-6- (N7 - R M i 2L) NHEie -4 - FHR FH -

[1128]  'H NMR (400MHz ,DMSO-d,) 8ppm 3.32(s,3H) ,7.22-7.26(m,1H) ,7.57-7.61 (m, 1H)
7.69-7.74(m,1H) ,10.00-10.04 (m, 1H) ,10.40 (s, 1H)

[1129] MS ES':230

[1130] U2,

[1131]  FTFAA (14.76mL, 105mmol) AbFE2-5-6- (N’ - ¥R 3LV Fe P fic3h) mE g - 4 - FHFR FH g
(12g,52.3mmol) £ETHF (100mL) HH RV o 15 SN P IR E 40 CFEEL Th, SR /2 =i N ORFF
SRS K, INaHCO,, GRIETR) B I AEEt0Ac 557K 2 R 73 B W SR A AT, T4
(MY 2 ) IS i o 1l st ek ik (FES10, b, A ihfkFh0-100 % Et0Ac) £lif Fr iS5k
#W, 458)5-R- [1,2,4] =MJF[1, 5-al iEie - 7- FHER FHR -

[1132]  'H NMR (400MHz, [ -d,) Sppm 4.03 (s, 3H) 7.84-7.90 (m, 1H) 8.40-8.49 (m, 11)
8.66 (s, 1H)

[1133] MS ES':212

[1134] PDIE3.

[1135]  FHLiOH (2M7K 7, 30.4mL, 60 .9mmol) AbFE5-5(-[1,2,4] =MeJf[1,5-alMtiE-7-
PR TG (6.44g,30. 4mmol) £FMeOH (50mL) FNTHF (50mL) HH AR B S S MDAE =i R Hi i
Tho f s S P HI2N HCL (30mL) FRAC IR S ILIE Wt BE , HIMeOHPe i T8, 43 25- (- [1,
2,41 =M [1,5-al HrE -7- HR .

[11361  'H NMR (400MHz,DMSO-d,) 8ppm 7.74-7.83 (m,1H) 8.29-8.40 (m, 1H) 8.79 (s, 1H)
13.98(s, 1H)

[1137] MS ES':198

[1138] D04,

[1139]  K5-%(-[1,2,4] =MIf[1,5-almbme -7- IR (4g,20. 25mmol) /1 HIZE (100mL) HfH)
BT IRAK K T TEA (4. 23mL, 30 . 4mmol) A ] A% (2.90mL, 30. 4mmo1) A& HUHER — 2K Tig
(4.36mL,20.25mmol) A3  7EN, IRESC S P IIFAZI90 °CHF£:3057 Bl o 3 SN W FL A e 4 )
R PRk (A (FES10, I, Ak 10100 % Et0AC) L A3 ks , 15 2hnlb 510 -
[1140]  'H NMR(400MHz,DCM-d,) 8ppm 1.53(s,9H)7.18(s,1H)7.36-7.47 (m,1H) 7.67-7.74
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(m,1H)8.26 (s, 1H)
[1141]  MS ES':213 (M-"Bu)
[1142]  J5Z£12
|

F : F m

[1144] 3505 1) DMF-DMA TPAZR 5 ENH,0H. HC1, 1) TFAALTHF 11i)2,2,6,6-PUFISENRIE -
1 -3 = G EREE Al THF

[1145]  thH[R1fAK18 6-3-5-fll-[1,2,4] =MeJf[1,5-aliEnE
|

[1146] (,N-N ~F
N=\F

(11471 PEE1.

[1148]  ¥45-FHERE -2- 1% (CAS 21717-96-4,10g,89mmol) FIDMF-DMA (19.11mL, 143mmol)
FEIPA (100mL) HRYATRINAARN 70 C ot 18 o« S S 4074 12 2950 °C I INEh B2 i (9. 924,
143mmol) o ¢ S PIAES0°C N IIEA3053 Bl o 3 SN 78 ENTH L2 e o g PIT 19 s S5y
ALK 5D 2 [ TPA— A5 o R TTE I S8 T T4, A3 BIN- (5- e - 2-25) -N -2
FE D e -

(11491 'H NMR (300MHz ,DMSO-d,) Sppm 7.00-7.15 (m,1H)7.51-7.66 (m,1H)7.75(d,]=
10Hz,1H)8.04-8.16(m,1H)9.41(d,J=10Hz,1H) 10.07 (s, 1H)

[1150] MS ES':156

[1151] ﬁg;‘gzz

[1152]  FHTFAA (25.1mL, 178mmol) AbFEN- (5- R RE -2 - F5) - N - F2 35k FH Pk N[ Jle 1 Jiz
(13.8g,89mmol) {ETHF (148mL) HA[YIATRL o K SN P IR 40 CHpgdz Lh o R SN 9 KRR
JHEANaHCO, fif . FHEtOAc A< B AR A ATUAH, T8 (FH I3 B ) I B s kg o il i PRt (2
Wik (FES10, b, Ak 0-60 % Et0Ae) At pr ikt , 45 8065 - [1,2,4] =R IF[1,5-
alMEnE

(11531 'H NMR (400MHz , 1 -d,) Sppm 7.65-7.77 (m, 1H) 7.81-7.89 (m, 1H) 8.45 (s, 11)
8.90-9.04 (m, 1H)

[1154] MS ES':138

[1155]  2DIE3.

[1156]  f£-20°CHIG < MHK2,2,6,6- PUHIBEIRNE - 1- 38 “GUEAEEE (IM THE/ HH2K)
(8.75mL,8.75mmol) M N&EN6-4.- [1,2,4] =mF£[1,5-a] kg (1g,7.29mmol) ZETHF (25ml.)
HRIRTATR R o R S S 0AE -20°C MR Lhe £E-20°C M £2304 B0 bt (2. 221¢, 8. 75mmol) 11
THF (20mL) HERTATR, I SR )T 28 250 R 202 Lh o 5 SN W T K RO RS o KT 0E
Yot BT, AR RS S .

[1157]  'H NMR (300MHz,DMSO-d,) dppm 7.71-7.83(m,1H)7.84-7.97 (m, 1H)8.60 (s, 1H)
[1158] MS ES':264
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(11591  J5Z£13

?00 H

) ”
o @

[1160] N () N (i) N
N = NNy T NN

[11611 3851 1) N-BocKFZE NMP ii)HC1 . NMP
[1162]  rhElfk19 1-{[1,2,4] =MpFf[1,5-allHIE -5- 5L} IRk

@

NS
NZ\F

[1164] P11,

[1165]  H¢5-P-[1,2,4] =WIf[1,5-alMEhE (0.2g,1.010mmol) AWK -1 - IR T fig
(CAS 57260-71-6,0.752g,4.04mmol) £ENMP (2mL) IR S E SN S, Z 5 7E120°CHut
T SR R IR B 40538 o 34 SR M FHCT (3 % 7K ¥ATR) Rt IDOMAR BN B E WUAE &3, T
T R B39 BT WA o R~ ) — S Akt B T sk otk (#£S10, F, A
THEEH0-100%Et0AC) 2lifk,, 15504~ ([1,2,4] =WrFE[1,5-al kg -5-3L) WRe - 1- IR AT
i o

[1166] MS ES':304

[1167]1 PIE2.

[1168]  [Fj4- ([1,2,4] =M:Ff[1,5-alltmE-5- ) WRiE-1- FHEC ] fig (0.306mg,
1.01mmol) £ENMP (0. 5mL) FR KRR AR IIACT [ —Wikerh4. 0M] (2.53mL,10. 10mmol) ,
FERE BN A 20 N IEFE Lho B SN TR S L s e 4 DA 2o S fHCTL, 34 5% W I TNHI B
PR (5-10mL) AbF, IF PR L33k 4 LARBR 20 B 2 o KA S il i SCX - 2404t , B2 30T 1]
MeOHPE3% , I HLTIMeOHHRYI IM NH e, 15 ZIAREUE 54 o

[1169]  'H NMR (400MHz ,DMSO-d,) Sppm 3.20-3.35 (m,4H) 3.56-3.71 (m,4H) 6.67 (d,J=
THz,1H)7.48(d,J=9Hz,1H) 7.58-7.71 (m, 1H) 8.49 (s, 1H) 8.60-9.06 (m, 1H)

[1170] MS ES':204

(11711 HhRR20 5- R L) - [1,2,4] =M1, 5-alltne

|
\Sn

[1163]

[1172] ,N"N N
N= NF
[1173] £ -60°CHIR A S A5 Bl 6- 8- [1,2,4] =M IFF[1,5-alMtnE (2g,
10.10mmol) fETHF (40mL) W #E s w by fin-Buli [ e 2. 5M] (4. 85mL,
12.12mmo1) o« B EEFE R - 78 CH-BE S NWAE -78°C M 1h 254 B i+ S MR S

71



CN 107531698 B ﬁﬁ HH :I:; 60/175 1L

RN = L e (A THE AR L. oM] (12.12mL,12. 12mmol) o B4 N -78°C N - £ Lho
KRR -78°C T FHHIAT OKYATR) NaHCO, 74 K Il 2 T+ 2 25 i o ¥ SN A FEL0Ac /K 2.
()3 e o R A UAR KRN ER K3, SR FL s e 4 o RO e e Bk 1 b 1 ) Fal e Pkt
Ok CEERRE — A RE I, Ak 0-40 % Et0AC) 2lifk, 15 2 bRai 50
[11741  'H NMR (400MHz,DMSO-d,) Sppm 0.40-0.50 (m,9H) 7.12-7.19 (m, 1H) 7.49-7.60 (m,
1H)7.71-7.78 (m, 1H) 8.45 (s, 1H)
[1175] MS ES':284
[1176]  HpfalAk21 4- (7- GAFERIE) - [1,2,4] =M [1,5-al kg -5-35) S

CN

[1177]

<,N‘N X

N"" = NH
[1178]1 DI,
[1179]1  JHDIAD(0.182mL,0.935mmol) AbFH4- (7- GEFIIL) - [1,2,4] =MEIf[1,5-a] it -
5-55) " (St139,0.180g,0.719mmo1) AR FEI % (0.138g,0.935mmol) FlI—=2K3E
Ji (0.245g,0.935mmo1) £ JC/KTHF (3mL) FH IR FHE G WIME =il NI HE3h KR S (e
EtOAc.2-HE-THF 5 /K Z R4 e, 402, 108 (R Bas) FH 2S5 U i o 1 PRkt e itk
(FERRRME — S f: b, A 0- 100 % LR OR) 2ifb i Bl , 73 804 - (7- ((1,3- 54K
2,3- A - 1H- S|k -2-30) FR3E] - [1,2,4] =M IF[1,5-al EAE -5- 35 0
[1180] MS ES':380
(11811 2PDIKD.
[1182]  [A]4- (7- ((1,3- 5A4R-2,3- 5 - 1H- gl We-2-38) FH3ET - [1,2,4] =M [1,5-
al ML -5- 251 505 (0.100g, 0. 264mmo1) ZEEtOH (2mL) FP & I s DI 110 40 % 7K IR T
(600pL,6.93mmol) oK SN WIAE == R HiHE20h o K s i ) TSR /KR THEtOAC AR EU P 2 o
KANAEE T, T R By RSk A3 BIPRUL G ) .
[1183] MS ES':250
[1184]  rhn){k22 6-F%L-5- (PUFEL-1,3,2- 52 kbl -2- 55 ntkng - 2- i

CN

2

B
/
[1185]

JB\
O O

[1186]  ¥55- 7 -6- FALNLIE -2- FfiE (CAS 1173897-86-3,0.195g,0.990mmo1) \PdC1,
(dppf) (0.072g,0.099mmo1) X CHIMIREZ5) —4l (0.352g,1.386mmol) AZFRER (0.194g,
1.979mmo1) £EJC7KDMSO (1.979mL) HHR BRI G /AU SEPR) |, R0 C & £ A Hh i
P TR AP HEtOACHIRE , AR 7K ANER KPR, T (AR Ba) FH B2 R4 o i e
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itk (FESi0, b, Ak H10-30 % Et0AC) 4lifb TSk 4, SR Ehnal L 54 .
[1187] MS ES':245
[1188]  Hhfajfk22 5- (4-E(HLIRID) -[1,2,4]1=MFF[1,5-a] Mg -7- HER LR

N
Il

[1189]

SO

O

[1190]  4ngtsfa-{7-%(-[1,2,4] =MFF[1,5-al EnE -5-3E) “F 0 (HRAS) FriR f5- % -
[1,2,4] =MJf[1,5-alubne -7- IR g (FhIAIAS, 1.23g,5.45mmol) 1 (4- AL AR
(CAS126747-14-6,0.961g,6.54mmol) %, S5 2IFRE L. 5.
[11911  'H NMR (400MHz,DMSO-d,) Sppm 1.33-1.45(m,3H)4.36-4.49 (m,2H) 7.75-7.83 (m,
1H)8.04-8.13 (m,2H)8.20-8.28 (m,2H) 8.43-8.50 (m, 1H)8.75 (s, 1H)
[1192] MS ES':293

(11931 Hp[Rl{A24 4-{7-%(-[1,2,4] =M [1,5-a]ibiE -5- 55} -3- G
N
|l

~

[1194]

20
<N’ !
[1195]  dnétata- {7-50-[1,2,4] =WpIf[1, 5-a] EmE -5- 58 550 (FRaAs) Frik s, 7- —
F-[1,2,4] =M [1, 5-almpme (FhlRMA2) F1(4- 550355 -2- FAEORIE) AR (CAS313546-18-8)
il S 2P S
[1196] MS ES':269
[1197]1  whlA)k25 N-[5- (=] EEHEERD) - [1,2,4] =WIf[1, 5-al Eme - 7- B ] S R

ST TR
/\:\HSn/\/\
[1198]
</N --.N \
N"' = N'BOC

H
[11991  [AIN- (5-%(-[1,2,4] =MJF[1,5-al e -7-38) S FE B AU T g (R 1Rk17,9.0g,
33.58mmol) ¥ Mk (220mL) HP A H S IO (=T 388)) (23.37g,40.29mmol) LiCl
(11.88g,198. 0mmo1) FRHIN, THUBE 1053 3, HF HIAII=FF 5L (0. 92¢, 3. 3mmo1) \Pd,
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(dba) , (1.51g,1.65mmol) oK S MIRGYIAEL10°C M HEL5ho 52 i SN TR 5 v H1 2
i, IR KR TIE tOA 2= I o A I A MU £8Na, SO, T HRHA I T2 M4 o i
PR (375 (45510, |, O H10-10%Et0AC) AU AL &4, R EARBUE 54 -

[12001  'H NMR(400MHz DMSO-d,) 8ppm 0.80-0.84 (m,10H) ,1.17-1.32(m,15H) ,1.48-1.57
(m,11H) ,7.16-7.23 (m, 1H) ,7.83-7.83 (m, 1H) ,8.22-8.28 (s, 1H) ,9.87 (s, 1H)

[1201] MS ES':525

[1202] 2. 5774

[1203] s GUATHAR AR T 1 203 2 — S DA I STl 5 20  AERERIG OL 1 AT TIAIRR
FE AR -

[1204] FEfF1

[1205] %0 MFPdCL, (dppf) (0.018g,0.025mmol) ¥ HE] T 3] (0.252mmol) idi (1
iz (0.379mmol) FIK,CO, (0.174g,1.262mmol) 7 Wikt (2mL) FIK (0. 5mL) HI PRI S ETFR
K BN W 2 T SR T AR 140 CHtibe SN s FRIIFRO . Sheo 5N 7 590 FTE t OA AT K
B, SR i A 38 o (IR i AR o B T L A B 0 1 1l S AR ) 25 HPLC A Y,
=W, O /7K (570.1%240) el , (S 28 &9

[1206]  HEf72

[1207] 34753 (0.505mmol) AR (0.757mmol) EFREH (0.536g,2.52mmol) FIPACL,
(dppf) (0.037g,0.050mmol) 71— WEKE (4mL) 17K (1mL) HAFITR G AU ¥ SN TR
WIAE 120 CRle SO s HOIIFAAS 43 81 R SO TR S L s e 4 ) Tk AR I 25 R HPLC A Y
=W, O /7K (570.1%240) e, (S 28 &9

[1208] {304, ARPERE 7200 B Hl e SSRGS L &4 (3-FH3E-4- {[1,2,4] =M G [1,5-a]
e -5- 35 ) -

[1209] %0 MFPdCL, (dppf) (5.53g,7.574mmol) FsINEI5-7R-[1,2,4] =M [1,5-a]
e (CAS143329-58-2,30g,151 . 4mmol) « (4- (L -2- LR HL) A% (CAS313546-18-8) ,
26.82g, 166mmol) FIRERREH (96.35g,454 . 4mmol) 7F1,4- — WLz (24mL) 17K (6.00mL) FHFI
SR B RN P B RIS AR 90 CRES:2h ¥ e M TR A 0 T /KA R I
EtOAcH=H KA HLIE TSR KPR, £8Na, S0, T8¢, i B8 FLs i A7) A3 2R BU L & -
A PR ek (4£S10, F, CUbtH10-50 % Et0Ae) 4l b AL A1) A TS s ia T i /D &
IR (T0°C) CFFH AR T2 ¥ 2020 2= 00 B il o B8 A s N T8, 13 BIPRd L
“¥.

[1210]  'H NMR (400MHz ,DMSO-d,) Sppm 2.09 (s,3H) 7.22-7.30 (m,1H) 7.62-7.71 (m, 1H)
7.76-7.89(m,2H)7.91-8.02 (m,2H)8.49 (s, 1H)

(12111 #f73

[1212] 75 DB (R 4 (0) (0.073g,0.063mmol) PR INEIJF A (1.262mmol) «
g (1.515mmo1) FICs,CO, (0.823g, 2. 52mmol) ££ " WkT (2.8mL) AI7K (1. 4mL) HEAE R
T B SN I B AR e TR T T AR 100 CREEE6h o 4 SN TR S FHIDOMA RS I
1 B T B U R BEIR TI Eh KB, T (MgSO0,) |, i 8 F I ke 4 o i ok SORH R 25 28
HPLCAY KL =W, OIS /7K (5:0.1%50) Bl , (5 2Ib R &9
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(HZ W) 60'8-S0'8(H I W) 66'L-v6L -85-6ZEEFISVD) | NN _
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Wit (F ) HF=WT1 v
wdd ¢ (2-OSINA “ZHIN 00%) YN H, Fa= [P T35 o
(H1's)sS8(HT W) 60'8-€0'8 (T NN
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0€T | 1 ¥FR=W T | T
(HZ W69 L-$9L(HT W) SHL-0v'L e (S E-p) qu[r-¢ 114
XE-p)-S
wdd @ (%P-OSINA “ZHIN 00%) YN H, Fa= [P T35 g
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Y
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¥
3
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[1225] N

29
N

[1226]  EURIE-4-FIi (44.5mg,0.404mmol) ZRINEI5- PR [1,2,4] =MH-[1,5-alitmE (CAS
143329-58-2,0.080g,0.404mmo1) FIDIPEA (0.353mL,2.020mmo1) £EDMSO (1. 5mL) H{HIA
R BN TR B IAE 150 C IR SN 2 Hp 045 o il 5t S AR i 68 R HPLC B g 4 (Y bH s 37
REY, /7K (0. 1% %) Vet , (5 2IAs8 590

[1227]  'H NMR (400MHz,DCM-d,) ppm 2.07-2.31 (m,4H) 2.92-3.09 (m, 1H) 3.36-3.52 (m,
2H) 3.60-3.76 (m,2H) 6.39-6.50 (m, 1H) 7.36-7.48 (m, 1H) 7.49-7.61 (m, 1H) 8.31 (s, 1H)
[1228] MS ES':228

[1229] 55538 :4- {[1,2,4] =MpFf[1,5-alMeng - 7- 58

N
|l
[1230]
N~
N7~
/4
P
[1231]  ZFES FBEIH-1,2,4- =M-5-J5 (CAS 61-82-5,0.848g,10.09mmol) ¥ 1A &4k,
#9(0.242g,10.09mmo1) £EDMF (16mL) H 1) mk A o BHR S W0E =0 4 #1023 80 s
(E) -N- (3-%-3- (4-FAZIL) WAL -N- e s &L £h (Fhalfke6,1.61¢g,
5.04mmo1) 7FDMF (16mL) FI VA, FERHE S 7E100°C R gt 2h, SRl 2 1% A0 8 205 . 18
SRR TTTE Y, 7K EtOHAIE t 0P H B T4, 15 Bhn8U b 59
[12321  'H NMR (400MHz,DMSO-d,) Sppm 7.70-7.75(m,1H) 8.10-8.18 (m,2H) 8.33-8.40 (m,
2H)8.77(s,1H)8.99-9.04 (m, 1H)

[1233] MS ES':222
[1234]  SCZj6f5139:4- [7- GRFAEL) -[1,2,4] =M:FF[1,5-al ikme -5- 7L ] F )

N
|1
[1235]
N~
¢
N= N\ F OH
[1236] D1,

[1237]  dghx4-{7-F-[1,2,4] =M If[1,5-alMEiE -5- 35 0 (HrTRAS) FTik Hy5- G-
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[1,2,4] =PI [1,5-alntbme -7- HER i (FRTRAS) T (4- TR MG 255 - (4- AR
) -[1,2,4] =M1, 5-allne-7-FER A4S

[1238]1  'H NMR (400MHz,DMSO-d,) Sppm 1.33-1.45(m,3H)4.36-4.49 (m,2H) 7.75-7.83 (m,
1H)8.04-8.13 (m,2H)8.20-8.28 (m,2H) 8.43-8.50 (m, 1H)8.75 (s, 1H)

[1239] MS ES':293

[1240] ﬁg;‘gzz

[1241] AR RUS MR IR0 CIG- (4- A - [1,2,4] —=MpIF[1,5-allithe -7- iR 4
fig (0.063g,0.216mmol) £ JC/KTHF (2mL) FA & 7 1 DAl S A 2R (A THE R 2M
0.1mL,0.200mmol) o Kt MR EHI7E0°C M ELh, SRIGAE =M M HE2h U IIEE 2 (1Al &
R (FETHEFI2M, 0. 1mL, 0. 200mmo 1) J34 SN TR A 0/E 2500 P Lho 15 SR W VK
PR, THELOACARHUM K, T8 (RH Y 5 am) I I 23 e o 1L SRR 25 MHPLCAE R, ]
/7K (570.1% 20 Belid, FR 2 ndl b 54

[1242]1  'H NMR (400MHz, FfE-d,) dppm 4.73 (s, 2H) 7.30 (s, 1H) 7.69-7.74 (m, 1H) 7.80-
7.87(m,2H)8.06-8.15 (m,2H) 8.32 (s, 1H)

[1243] MS ES':251

[1244]  SZhE40.5- 4-FIEIRID) - [1,2,4] =M1, 5-alnkig - 7- FIfig g

N
Il

i

[1245]
¢S
N=NF O~
0
[1246]  qstsfa-{7-%(-[1,2,4] =MFF[1,5-al EnE -5-3E) “F 0 (FRAS) Frik f5- % -
[1,2,4] =MpJF[1,5-al Wi -7- FHER IR (FRTAl{AT,8.48g,40. Immol) 1 (4- 5 ATL) MR
(CAS126747-14-6,7.07g,48. lmmol) |55, I3 2R 51 -
(12471 'H NMR (400MHz ,DMSO-d,) Sppm 3.97 (s,3H) 7.76-7.82 (m,1H) 8.05-8.12 (m, 2H)
8.20-8.28 (m,2H) 8.44-8.50 (m, 1H)8.75 (s, 1H)
[1248] MS ES':279
(12491 SZhEBI41:5- 4-FIEEIRID) - [1,2,4] =M [1,5-alikng -7- R
N
I[

[1250]

0
[1251]1  }45- (4-F(FHK

i

) -[1,2,4)=MJF[1,5-aine - 7- IR FH S (5K )15140, 3. 8¢,
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13.66mmol) «2M[JLiOH7K VA (50mL, 100mmo1) THF (75m1) AMeOH (75m1) VR W04 =
B FE20h FL R A IA A, TR AIT A /K R BT /K IE tOA MR o K BT IR I 00 125
FHH B KA FHEtOAC BV , SR FHI2M HCLFR (L ZpHZ2.. SR i FIEt0AC (x2) ZHUKAH , FH-Rfax
BEALIU T8 (Na,S0,) & I H IS4 , 13 2 &1 o

[1252]  'H NMR (300MHz,DMSO-d,) Sppm 3.65-4.05 (obsc.,1H)7.78(s,1H)8.01(d,J=8lHz,
21)8.18(d,J=8Hz,2H)8.22(s,1H) 8.57 (s, 1H) .

[1253] MS ES':265

[1254]  Sff42.4- {7-FRNEE-[1,2,4] =MEIF[1,5-a] EnE -5-35) 05

N
Il

[1255]
N~
¢
N=\F

[1256]  [al e /NP 2RE N4 - (T-50-[1,2,4] =M 3 [1,5-allEng -5-50) G (HrRl{As,
75mg,0.294mmol) IR AR (CAS 411235-57-9,76mg,0.883mmol) \PdC1, (dppf)
(21.55mg,0.029mmo1) FIRRELEN (122mg,0.883mmol) o K /INHLASEL 4 - FN, IHHEL I U o 7
DI IESE (0. 8mL) FI17K (0. 16mL) JHFIFAR 5 R SR P iR A 100 C ok 47 o 3 SN P EI A IK
B I TIDCMAR L R, T8 (RH A3 Bgae) JH 2SI o il Pt a5k (e — 5k
fif: b, Ak 0- 100 % Et0Ac) SlifV AT S 5k - il nd SOART & AUHPLCHE — P alifb 5k,
/7K (570.1% 20 Bl , fR2bndl b &4

[1257]  'H NMR (300MHz,DCM-d,) Sppm 0.88-1.02 (m,2H) 1.15-1.29 (m,2H) 2.05-2.19 (m,
11)6.98 (s, 1H) 7.56 (s, 1H) 7.79-7.88 (m,2H) 8.02-8.13 (m, 2H) 8.34 (s, 11)

[1258] MS ES':261

[1259] gk FbREy 2 —5E A N SEf43 271,

[1260] FEJF1:

[1261]  Kp5- (4-5UEORED) - [1,2,4] =M JF[1,5-al Mg - 7- IR (SCEfI141,0.0488g,
0.184mmo1) \HATU(0.105g,0.277mmo1) FIIN- FHEERLIH (0. 03mL, 0. 277mmo1) ZENMP (1. 25mL)
FR TR S IAE 2= 10 N L1553 Bh RN (0. 369mmol) FE5 S N TR S e 2= R hE3h. 4
ISR FHIDMSO (0 . 4mL) R 15k SO 23 BUHPLCAT A P21, N /7K (0.1 % R
i, 3 2 rE 5.

[1262] FEf72:

[1263]  J45- (4- &AL -[1,2,4] =M If[1,5-al EnE-7- FHER (S2Mefh41,0. 1g,
0.38mmol) HATU (173mg,0.45mmol) FIDIPEA (0.117g,0.90mmol) £ J7KDMF (3mL) HAfRITR &
s NEIDME (0. 8mL) FHIZ (0. 42mmol) H, JFAE = FRESh2/NI o 7K (4mL) MBI 3
FIrfg It ie s 2AnaUt 54 .
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[1284]

A
NTNF SN,

[12851  F{IDPPA(0.391mL,1.817mmol) &bFH5- (4-{EEACEL) - [1,2,4] =Wk If-[1,5-a] MEHE -
7-HER (541, 0.40g,1.514mmol) FITEA (0.422m1,3.03mmol) £E Jo7KTHF (10mL) FR £
T B ST TR S W S5 U D3R4 I IVK (0.082mL , 4 . 54mmo) RS N T 54
EREHEHRAES0C NI A2h, SRJFAE100°C N IR 2h o e s S T A0 I S /KA B I TIE t0Ac
AR A FINANI KSR, 1 Ry Ea8) H 7k 2T o lad SR il 25 HPLCA]
R, G /7K (870 .19% HFR) el , S5 2 hnat &4 .

[1286]  'H NMR (400MHz,DMSO-d,) Sppm 6.23 (s,2H) 6.59-6.65 (m,1H) 6.77-6.83 (m, 1H)
7.98-8.06(m,2H)8.07-8.15 (m, 3H)

[1287] MS ES':236

[1288]  yfink Mk T 2 —5E DA N SEfI101 % 145,

[1289] FEf71:

[1290]  YE& S MBAANZ (2.65mmol) FITEA (0.369m1,2.65mmol) & I 2] 75 3 X
(0.530mmo1) £ENMP (2mL) HAf¥IHgH B v i o BSOS W A2 180 ‘CHpddih o K S N T 54
FE/KHRARE, 25 IBIDOMHEE , i AR B i o0 T4, O HLdb AT T s e 4 o 1l Pkt € % vk
(LERRPE — S RE b, A ik 0-40 % Et0AC) 4l M T, S5 2IhREUY &1

[1291] %%%2;

[1292]1  K;Pd, (dba) ,(0.01g,9.82umol) .Cs,C0,(0.128g,0.393mmol) . “FALHL (27,47,
6 - = SPNIE-[1,1-ER]-2-25) 5 (0.010g,0.020mmol) 75 3L (0.196mmol) FljiE
(0.393mmol) 7£ " MELE (ImL) FHY B PFIRAE S HHAE110°C R AL, SRS A I B
16h o K4 SN P EINIK B I IDCMASH M ER AT AR, T (BH oy Bge) LS e o il Peaskt
ik (e — SRR I, kR 0- 100 % Et0AC) 4V FTiS 5k 4xt , (5 2k R &
[1293] %%%3;

[1294] 5534 (0.294mmol) \Pd (0Ac) , (0.005¢g,0.024mmol) « [1,1° -B¥ZE]-2-FL (T
FE5 (0.011g,0.029mmol) +Cs,CO, (0.192g,0.589mmol) FIZF (0. 441mmol) £ FHZK (1. 5mL)
HP R T TRUBE U TN R BT 2 5 SN P AR 80 “C A8l ah o K [ W TR S MBI N OK B
JHIDCMA=HY R AIUAR , T8 (AR Bge) LS e o il nd PRt e ik Ok 0-100 %
EtOAc) 4lifb Fr 5ok 4x W . 1l ARSI 2 BUHPLCR Fr S sk st — D alite , G /K (5
0.1% %0 el , 3 2hrdt 5.

[1295] FEJ74.

[1296]  [A)fs /N FR R N TS L% (0.393mmol) « IR AL (27,47 ,67 - = SN AE- (1,17 -1k
5K -2-3) Jj (0.009g,0.020mmol) \Pd, (dba) , (0.036g,0.039mmo1) .Cs,CO, (0.384g,
1.178mmol) AN (0.47 Immo1) o K /NS ES , SR e B TIN R = 2o Uk il Ikt
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N
[|I
[1313]

¢S
NZNZ S\,

[1314]  [f) (5- (4-F(IE-3-FACIE) - [1,2,4] =WhIf[1,5-a]ikie - 7-55) 2 3L R T R
(FhTAfA11,0.318g,0.900mmol) £=DCM (4mL) HA B HIE B AR R INTEA (TmL) o8 S N A
U AL Sho 4 S N IR PR 1 o B SN TR A R RS I 2 18 H1 R %00,
W BN P E DM AR T AINaHCO, /KA TRAAL o R S DOMEE K5 7KAH FIDCM (2x) 2B 5
FAEVARH RS kg 21, 5 28Uk 59

[1315]  'H NMR (400MHz,DMSO-d,) ppm 6.27 (br.s,2H) 6.64 (d,J=2Hz, 1H) 6.86 (d,J=
2Hz,1H) 7.90-7.98 (m, 1H) 8.06-8.21 (m, 3H)

[1316] MS ES':254

[1317]  SZhf147:4- {6-%0-[1,2,4] =WEIE[1,5-al Mg -5- 55 L

N
Il

[1318]

&Y

N= NF

[13191  FHTFAA(0.094mL,0.663mmol) &LFH (B) -N- (6- (4- S FLEEL) -5- 5t g -2- 5 -N” -
FAEL PRI e Wi (hTRl412,0.085g, 0. 332mmo 1) 7ETHF (2mL) HHRITR TR « 1% S S W i 2|
40 CHEEE1h K4 S ) FHINaHCO, (MM KIATRD Bkt I HIDCMAR Y M A AUAH, T (RHAY B
i) HFELAS 4 o e PRt e iy (FEmRiE — S B, A ik 0-100 % Et0Ae) ik pirfS 4k
S, RIS S

[1320]  'H NMR (400MHz,DMSO-d,) Sppm 7.92-8.00 (m, 1H)8.01-8.13 (m,5H)8.55 (s, 1H)
[1321] MS ES':239

[1322]  57Jff148 :N- [5- (4-T5FL-3-FA3) - [1,2,4] =MpFf[1,5-al Mg - 7- FE] APV LT
Tl e

N
Il

[1323]
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[1324]  {EPEMEASET TRIK,CO, (0.456g,3.30mmol) 5~ (U T M3 -1°,37 57 - =K 3E-
1'H-1,4" -kt (0.223g,0.440mmol) [ (PIFEEE) PAC1T, (0.064g,0. 110mmol) FAN LA
Pl (CAS 154350-29-5,0.400¢g,3.30mmol) Fl4- (7-5(-[1,2,4] =M [1,5-a]MkiE-5-
) -2- 5T (P R4 10,0.300g, 1. 100mmol) ££ Wik (4mL) o BT IR 95 C sk
0. 5ho Kt S 9 I ER /K AR, 25 BN RIEtOAC L, T8 (R ) L s e o il — S0k
(A B sk Al A ), HO-100 % EtOAc/ 1 kR 520 - 20 % MeOH/E t OAc B « 185 S AH
il MHPLCHE— 2P alifb =, MG /7K (50 1% 20 Yol , 13 BIFREU L 59 -

[1325]1  'H NMR (400MHz ,DMS0-d,) 8ppm 1.04 (m,4H) 2.99(s,1H)7.23(s,1H)7.53 (s.,1H)
7.98(m,1H)8.15-8.23 (m,2H) 8.45 (s, 1H) 10.72 (s, 1H)

[1326] MS ES':358

[1327]  SCifh149:N-[5- (4-F AL -3- 5 KA - [1,2,4] =M [1,5-almbmg - 7- FE] KA
7

[1328]

[1329]  GnstaiN-[5- (4-FEL-3- oK) - [1,2,4] =M F[1,5-al ERE - 7- FL 1 RS befish ik
Jie (SLTiE1148) Frik 4 - (7-50- (1,2, 4] =W [1,5-al Mg -5-25) -2- 5w (Fhlal{A10)
MR 25, AR 2L S

[1330]  'H NMR (400MHz ,DMSO-d,) Sppm 7.07 (s,1H) 7.24 (s,1H) 7.57 (m,3H) 7.91 (m, 3H)
8.08-8.17 (m,2H)8.31 (s, 1H)

[1331] MS ES':394

[1332]  SCiEff150:3- [5- (4-FIE-3-5 KR - [1,2,4] =M [1,5-almbme-7-3£]-1-2F
LR

[1333]

N‘-N \ O

i/

€ ol (AP
H H

[1334]  [fjd- (7-%43E-[1,2,4] =MrIf[1,5-al MEmE -5-55) -2- 5% (FhIAl{410,0.100g,
0.395mmol) FIDIPEA (0.345mL,1.974mmol) {EDMF (1.5mL) FIATR IS I SRR 52K
(CAS 103-71-9,0.129mL,1.185mmol) B N MIHE =ik R HE2 . 5ho B 5 Wi T R K FRE
A HUEIEL0AC ., FHER /KB, T8 (P> 2 a9) 2SIk i o 18 1 SORH ) 28 U HPLC Al A
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Y, MG /7K (50 1% 20 Yol , A3 2k 54 .

[1335]  'H NMR (400MHz ,DMSO-d,) Sppm 7.04 (m,1H) 7.33 (m,2H) 7.50 (m,3H) 8.03 (m, 2H)
8.11-8.31(m,2H)8.42(s,1H)9.07(s,1H)9.38 (s, 1H)

[1336] MS ES':373

[1337] gl Pk Ty 2 —5E A N SEfl151 %175,

[1338] FEJF1:

[1339] A% (0.227mmol) JTEA (0.158mL, 1. 136mmol) A 4 15 (0. 227mmol) £EDMF
(2mL) W IRAE 2 N B A IR NP Z 9 TEA (0. 158mL, 1. 136mmo 1) FIE &
(0. 454mmo) FK5 S N ) FEHFF 2h o K S N A2 BN JK BRI FIDCMASHL - W A H L , T8 (FH
o3 ) HEE S MY 1l SR 2 HPLCAl L T 5% W, I /7K (5570 1% 20 Pl
RIS

[1340] Fifr2.

[1341]1  B44f1f% (0.345mmol) TEA (0. 144mL,1.036mmol) FIFREE/EDME (2mL) HP (7 7 TN -
NS ERGIT VER =521 (DMF50%) (0.407mL,0.690mmo1) AbFR I HIHAEN40 °C 1k 1% o B s
Ypvs H12) =06, BIONK L, FIEt0Ac AR B, FER /K P, T8 (Mo B58) FF B s ik 4 o 1 1o
FEHIHPLC OKHI ZJ/0.05 % FIR) 4t AT i3 7t , 13 bt &40
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W [1,5-al Mg -5- 35 ] T A
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[1353]  JfINaH (60 % /3 Hce# M, 0.079g, 1. 963mmo 1) ALFHZEEL 7S (CAS 100-
53-8,0.232ml,1.963mmol) {EDMF (5m1) HA[¥JIA L o K SN WE &0 A FE 1608 SRR
4-{7-A-[1,2,4) =WJF[1,5-alihe -5- 2} 90 (la48) (0.5g,1.963mmol) {EDMF (5ml)
FRFRVAR, FER I S0 25t N P L . Bho ¥ N W FHEtOACHR R, F7KEE ISRV, T
T (oY Biem) H R s ik 4 -l et (a7 CA Ak 0-100 % Et0AC) 4L T3, 15
FIFREL G o

[13541  'H NMR (300MHz,DMSO-d,) 8ppm 4.52 (s, 2H) 7.14-7.44 (m,4H) 7.46-7.54 (m, 2H)
7.74-7.83(m,1H)7.99-8.10 (m,2H)8.16-8.28 (m,2H) 8.46 (s, 1H)

[1355] MS ES':343

[1356]  SUJEA177:5- (4-FIERED) -N- GRANFE D) - [1,2,4] =M [1,5-al MEme - 7- %
ez

N
Il

N_\J>
¢ HN

NFNF e
g

[1358]  [h]4- [7- CFEEmRLEEE) - [1,2,4] =MeFF[1,5-al MEmE -5-JE] 0 (S5 51176)
(100mg,0.292mmo1) £EACOH (3mL) F17K (1. 5mL) HI =7 I s JINCS (156mg, 1. 168mmol) »
KRBT il NP 1 o SR 2 e i o ROREL R I U TR AR A T-DCM (BmL) FRIHR
TNER L H I (CAS2516-47-4,0.101mL, 1.168mmol) , F HUBF e NAF =16 T i £E3057 .
K SO ) FTIDCMARE , VK%, T8 B B ) I 28 U4 o il ik SORA ) 25 HPLCAlAV B
1A, NG/ 7K (5:0. 1% %0 Belbt, 13208 590 -

[1359]1  'H NMR (300MHz ,DMSO-dG) dppm 0.05-0.19(m,2H)0.28-0.47 (m,2H)0.77-0.98 (m,
1H)2.76-2.89(m,2H) 7.68-7.83(m,1H)8.07-8.32(m,5H) 8.72-8.85 (m, 1H)

[1360]  MS ES':354

[1361]  SCJiEf178:5- (4-FAEAKEL) -N- [2- (IR R) 431 -[1,2,4] =W:Ff[1,5-a]
NHEIE - 7 - T e

[1357]
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N
I
[1362]
N N/
-N \
¢ an—/\
- / S,
g o

[1363]1  4nEFXS5- (4-FELIRIL) -N- GRASERED) - [1,2,4] =M [1, 5-al MEiE - 7- ki
(SEEILTT) Tk 4- [7- CREBREID) - [1,2,4) =M g [1,5-al ki - 5- B 1550 (30
176) FIN,N- —HIEL 2621, 2- % (CAS 108-00-9) il , 15 B FrEL &40 .

[13641  'H NMR (300MHz,DMSO-d,) dppm 2.02 (s,6H) 2.21-2.37 (m,2H) 2.83-3.06 (m, 2H)
7.67-7.82(m,1H)7.88-8.46 (m,6H) 8.70-8.92 (m, 1H)

[1365] MS ES':371

[1366] 5751795~ (4-FEERTL) -N-[2- (IS A5 -[1,2,4] =m9F[1,5-a]
MHIE - 7 - Tt

[1367]

[1368]  ngPAS5- (4-FIEEIREL) -N- GRANEEHED) - [1,2,4] =M [1,5-alMEne - 7- R
(SHEPILTT) Frk f4- [7- CREmLEED) - [1,2,4] =M I [1,5-a] IE -5- F 50 (e
176) Fl12,2- —58.7.-1-J (CAS 430-67-1) 4% , A3 RbrEb 5.

[13691 ' NMR (300MHz,DMSO-d,) Sppm 3.23-3.42(m,2H)5.83-6.33 (m, 1H) 7.65-7.81 (m,
1H)8.03-8.42(m,5H)8.55(s,1H)8.72-8.87 (m, 1H)

[1370] MS ES':364

(13711 S7f180: 2- (RAA ] He-1-F) -N-[5- (4-FEERIED) - [1,2,4] =5 [1,5-a]
e -7-35] O

N
Il
[1372]
NN o
¢ A AT
H
[1373]  [f]2-5(-N- (5- (4- S ELFEEL) - [1,2,4] =WIf-[1,5-alInE-7-55) Z e (Fh Ak
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13) (70mg,0.225mmol) FITEA (0.047m1,0.337mmol) ZEDMF (1mL) R IR FR s IR ER T 4%
(CAS 503-29-7,0.018ml,0.269mmol) - ¥ S NAAE =35, N B £E1h o B s N P HEtOAc KB It
JHHAINAHCO A TR B . BER AR, T (o B32%) I 52 ik 4 KR 1 30 1) o P 5
2 HAE (SCX-2) L 1fT, FIMeOHYE 1% FH2MEA/ Me OHVA TR « K IR L 23 e 4 , 15 B PR
EM.

[1374]1  'H NMR (400MHz , DCM-dZ) dppm 2.10-2.27 (m,2H) 3.28 (s,2H) 3.38-3.53 (m, 4H)
7.41-7.53(m,1H)7.85(d,J=8Hz,2H)8.07-8.19(m,3H) 8.26(s,1H)9.55 (s, 1H)

[1375] MS ES':333

[1376]  SCJitfh181:4- {7-%43E-6-91 - [1,2,4] =M [1,5-almbme -5- 2}

N
|l

[1377]

ol

NT N S\H,

[1378]  f55- (4-FUEEFIL) -6-90-[1,2,4] =M Jf[1,5-almkie -7-FE: (Falfk14,
0.080g,0.283mmol) .DPPA (0.061mL,0.283mmol) -TEA (0.059mL,0.425mmol) 17K (5. 11uL,
0.283mmol) /& FHZK (1mL) H{¥IA R IIAAEI90 CHELZ3043 Bl o K SN W) FL 25 e 4 1l L [ AR
HlgsAHPLCAY, FH S /7K (5701 % %) Belli =35k nE &9 .
[13791  'H NMR (400MHz ,DMSO-d,) ppm 6.46 (s,2H)6.77-6.84 (m,1H) 7.94-8.02 (m, 2H)
8.04-8.09 (m,2H)8.12 (s, 1H)
[1380] MS ES':254
[1381]  SCitff182:5- (4- AHIEIREL) - [1,2,4] =WpFf[1,5-al kg

[1382]

N-.N x*n
¢ X
[1383]  [F)& A THE (ImL) FHY5- (= T LR - [1,2,4] =M [1, 5-al ki (FRfajfA
4,0.1g,0.245mmol) ALEH (1) (2.333mg,0.012mmo1) FIPY (= 2REELEE) 4 (0) (0.014g,
0.012mmol) [FJ/INEHIAS BN [2- (4-BOREL) LR ] — FHRLRERT (0.081g, 0. 269mmol) o Kf/INffL
S AU, BB IR R AE120°C R IR SF2045 5 A0 3R S N IR S p s 8
LR (1.0M,1.0mL, 1.0mmol) o K S RS =il N HEL67 Bl o 5 SN TR S e /K FR A
B A B 2 A5 HURIDCM .« FIDCM/EtOH (9 1) k—25 ARBUKIA T/ TUE [ AH - 18 3 72
W E IR AR ZBR 2K, TR AR A I 2 A HUAE , IF B A VI R 2s Mk 46 2
DMSOH , FT-1ad SAR I £ TUHPLCA Y, IO /7K (550 1% 20 Yelid, 13 2 bndi b 59 .
[1384]1  'H NMR (400MHz,DMSO-d,) Sppm 4.40 (s, 1H) 7.40-7.48 (m, 1H) 7.69(d, J=8Hz, 2H)
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7.76-7.84(m,1H)7.88-7.92(m,1H) 8.06 (d, J=8Hz,2H)8.56 (s, 1H)

[1385] MS ES':220

[1386] DL Fahfil183 % 1941 &5 R F i — R .

[1387] {2 MR (0. 6mmol) F14- (7- P RE-[1,2,4] =W [1,5-al Mbne -5-25) “F i
(R 15,0.1g,0. 4mmo 1) AR (0. 8mL) TR G ¥ — FHEL O WEIE (3mL) rhid 4, F 210
bt 1esE B R A0 % R IISTAB (0. 171g, 0. 8mmo1) FE44 S M TR & Wi Bt i o — H.
JEC B, IS KRS PE 1570 Bl o B SOV TR A P4 , SR R 2 1 MUK 5 25 DMA . oK
T HEL0AC A=Y, /KM ERKPE , SR M eSO, T B ) F I 23 e o 1t S AR il 25 U HPLC
alifl TR mW) o
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KHIVL T 2 — -7 950151195 22 20011 i1l 2%

FEfrl:

[1392]
[1393]
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[1394]1 D1,

[1395]  /E0°C MEFHIZRFHRIARE (2. Tmmol) Ji INEN 20 % Y6 AE 2K (2mL, 3. 6mmol) FAFIH
PRI i N TR G4 200 T2 20 o il i AU 28 & R 20857, 15 2 AR R 0 S R
g R, oA 2D Al p B

[1396] DD,

[1397]1  #0°C NF FARHIERES (0.142g, Immol) FRINEN4- (7-243E-[1,2,4] =W [1,5-
al MEIE -5- 50 -2- 550~ (S27#151146,0.2g,0.8mmol) ANTEA (0. 2g, 2mmol) 7F 5 /KDMF (2mL)
PRI R, SRR A S0 MR 3h K SN TR S B NEt0AC L FH2M HC1 Y% o
KAVEEMPRI T BRI AR N4 il S ArE bl ok sl B i 5k x4,
FHEtOACHEIL, #275 SK FH SORH i 25 BUHPLC SR Ahalifl A3 BRI 5 -

[1398] Fif72.

[1399] 1.

[1400]  YEO°C FH 2K (5mL) L EE (8. 7mmo 1) I EI20 % Y S AE 2K (6. 2mL,
11. 7Tmmol) HHHEFE AR Y, 13 2 ST ER BRI R FR 2L, S 1 G LI - L0 Bl R b drg
IR INE28 9% S A 5% (6mL, 17 . 4mmol) HA o 78 I A A4 (2M, 10mL , 20mmo1) DARRY, FHEt0AC
AR S AN AL OER N T 2 4, 15 ZIAHR [FAH 258 FHER R vh TR 4k , A28k
— Ay B

[1401]1 2DIED.

[1402]  B4- (7-5(-[1,2,4] =M Jf[1,5-alMme-5-5) -2- 5% (B RlAs8,0. 1g,
0.29mmol) 24 FL &S (1.47mmol) Cs,C0,(0.191g,0.6mmol) \Pd, (dba) ,(0.012g,1.5p
mol) F1X-Phos (0.014g,2.9umol) 7EJS ke (10mL) HP 3L 7 120°C R i he
B N IR S W HITF B IR 4E B R S SELOAC A /K —2 5 8D, AR e I8, TEB A MK
205 o K SRR bt e S 4l , TEt0ACSR 5 TIEt0ACH1 % -5 % (MeOH
HRfI2M NH,) FelBi, BeE oEA T SO 25 ZUHPLC , A3 BIF REUE 1) o

[1403] Fif53.

[1404] 21,

[1405]  frain N IR 45 (1.0g,11.2mmol) «ZfE (11. 2mmol) = SN R
(0.25g,1.2mmol) FJHHITI60 % 2 L8N (0. 1g,2.5mmol) A, SR IIFAEI105 CHigl2h . Ff
T AW AR B TPAFR AR o R TR [T 215 SCX-24F I 11 I TIMe OHYE 3% o fiti J FHIMe OH
(20mL) HHI17 % Sl , 3 B AR (12 58 FHER R R (A , oAt — P Al b Bl 1]

[1406] DD,

[1407]  ¥4- (7-5-[1,2,4] =M If[1,5-alMEnE-5-25) - 2- 550 (FhalfAk8,0.1g,
0.29mmol) 24 FL &S (1.47mmol) Cs,C0,(0.191g,0.6mmol) \Pd, (dba) ,(0.012g,1.5p
mol) FX-Phos (0.014g,2.9umol) 7ES ke (10mL) HP O3 L2 7 AE120°C N i he
B N TR S HIE B a1 s B ) SEtOAc FIZK—IE 32 sh AR e 1 38 , - HoEBE MUk
25 o K AR RE bt e S 4l , TEt0ACSR 5 TIEtOACHH1 % -5 % (MeOH
HRfI2M NH,) JelBi, BeE oEA T SO 25 ZUHPLC , A3 IR REUL 1) o
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RHAVA MR PP AL — 2 2 T 5011201 22 208 ) il &5 -

FEfrl:

[1411]
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[1413] ¥ [1,2,4] =WJF[1,5-almsng (H[R4A16,0.1g,0.647mmol) Al (0.841mmol) .
PdC1,.dppf (37mg,45. 3umol) HNa,C0, (0.206g, 1.94mmol) £F /i< —MEHE (4mL) F/K (3mL) H
[ETFIRAEL00°C N IFA3h o 18 H 2 2= 08, R S N R S i ol o 8 AR 38 R 8 i i
1F A ARE IRl SRR E s e ik ik alifl, 1 1Et0Ac- BEFT IR G AZEtOAC LI,
RIS

[1414]  FEJF2.

[1415] K530 (0.841mmol) AL CHIMFEE ) —41l] (0.214g,0.841mmol) LR (0.191g,
1.94mmo1) FIPAC1,.dppf (37mg, 45 . 3umol) (LT —WELT (4mL) FHRIH HEELIFIRUAES0 C FINR
SR NI L Bh ARG A T SRS SN[, 2, 4] =3[ 1, 5-almEng (hial{&16,0.100g,
0.647mmol) £F —WELT (3mL) HA AT , B s IIVK (3mL) FRTIK,CO, (0.268g, 1.94mmol) , J-44
TR 2 290 CHFL3h o K I NI A0 A1, il 3 I A 3, WA E — S e Ad: B —
PR RO etk Ak, 1 1Et0Ac - Bkt SR Im AZEtOACHE , 5 BIFR UL 57 -
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CN

[1420]

29

N= N\F
[1421] ﬂj}g;‘él;
[1422] % (5-%(-[1,2,4] =M:Ff[1,5-alMkie - 7-35) S R T Fig (FhTRlAL7,0. 2g,
0.744mmol) | (4-75{ k-2 - FHELORIL) HfR (CAS 126747-14-6,120mg, 0. 744mmol) \PdC1,
(dppf) (54.5mg,0.074mmo1) FNa,CO, (0.158g,1.489mmol) £F —WEHE (2mL) F17K (0. 4mL) [
BTN e IR 100 CRFEE2h o K5 SN W A1 2 235 AEEt0Ac 57K 2 [R] 73 i - 4
AU, TER/KPes, T8 O BSwe) IS M o il st ek (e — S st |
A iHEEF0-100 % Et0AC) 2V AT #35k W, 15 21 (5- (4- 53k -2- FHEEORED) - [1,2,4] =M Jf
[1,5-al e -7-55) 2L R T i
(14231 'H NMR(400MHz,DMSO-d,) 8ppm 1.52(s,9H) ,2.10(s,3H) ,7.15-7.23 (m, 1H) ,7.61-
7.74(m,1H) ,7.82-7.90 (m, 1H) ,7.92-8.02 (m,2H) ,8.31(s,1H) ,10.10(s, 1H)
[1424] MS ES':294 (M- 'Bu)
[1425] DD,
[1426]  ¥f (5- (4-F{HL-2-FIELRED) - [1,2,4) =MrIF[1,5-a ] MHnE - 7-35) S L RGBT iR
(0.194g,0.555mmol) FIHCT (fF —MEEkgH14M, 0.694m1 , 2. 78mmol) A& Mkt (5mL) FR{IIA R I
50 CHrer2h B S N A Wi , Hl i SCX- 24 AT iS5k 4x W , R FIMe O 4% , I
T FIMeOHMRI2M NH, P o 18 1 S AR 2 FUHPLCAR L AT {5 7k s, G /7K (55701 % %0
el , RS S
[1427]  'H NMR (400MHz ,DCM-d,) Sppm 2.18 (s, 3M) 4.39 (br.s.,2H) 6.35-6.45 (m, 1H) 6.80-
6.85(m,1H) 7.42-7.51 (m, 1H) 7.59-7.69 (m,2H) 8.01 (s, 1H)
[1428] MS ES':250
[1429]  9jisff210:4- (7-543E- [1,2,4] =M1, 5-al e -5-35) - 3- 50

CN

NH,

[1430] F

N

NZNZ S\,
(14311 dngtata- (7-545-[1,2,4] =M FF[1,5-al HIE -5-3%) -3- LG (9256451209)
FIrik El (5-50-[1,2,4] =M [1,5-al MEme - 7-F5) S8 FER BT g (Rl 17) Al (4- 5 2L -
2-SEIRID) MR (CAS 1150114-77-4) 4% , 13 BIbRBUY S
[14321  'H NMR (400MHz,DMSO-d,) 8ppm 6.29 (s,2H) 6.61-6.74 (m,2H) 7.84-7.98 (m, 2H)

8.01-8.15 (m, 2H)
[1433] MS ES':254
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[1434]  SZjeffi211:4,6- —FI%E-5- {[1,2,4] =WFF[1, 5-a] IEAE - 5- F} mEnE - 2- LG
CN

NAN
l =

[1435]
29
NZNF
[1436] DI,
[1437]  [A)5-7R-4,6- —FIELmERE (CAS 157335-97-2,1g,5.35mmol) ZEDCM (10mL) FR1 4 £
VAN m-CPBA (1.107g,6.42mmol) o4 SN TR S 2500 I e FE4h o 78 I 53 41 m - CPBA
(0.368g,2.14mmol, 0.4 &) HHE SR NI =00 NP 18 o R SR TR S P e 21 I8 71
AT, I P ek (FES10, b, Ak 0- 100 % Et0Ae) 2k, 15 21)5- -4, 6- —HI%L
MEIE 1 - SE
[1438] '{ NMR (400MHz , DMSO-d,) ppm 2.53 (s,3H) 2.56 (s, 3H) 8.98 (s, 1H)
[1439] MS ES':203
[1440] ﬂj}g;‘é&
[1441] K5 A VEARAENMP (4ml) Hg5- (=T EEEEE0) - [1,2,4] =M [1,5-a] Eng
(A& 4,0.300g,0.735mmol) AAK 4 (1) (7.00mg,0.037mmol) PU (= ILEE) 41 (0)
(0.042g,0.037mmol) Fl15- 5 -4, 6- — HAELmERE 1 -8k (0.179g,0.882mmo) [1155 3]/ N AE
T HIAE100°C N FEEF80 43 Bl e AW 5 T SN A 110°C N IR A% o 15 S 87 10 /EDCMAT]
IKHRRRE , TR 24 0 B AU R KIS T DO — 22 A< 1, IR S I AU
WS 38 7)1, I i st € il ik (Femmt: — Sk b, Ak Fh0-100 % Et0Ac/MeOH
(9:1)) 4lifk,, £35)5- ([1,2,4] =Wk If-[1,5-alitkiE-5-35) -4, 6- — FIEmne 1- A k.
[1442] MS ES':242
[1443] ﬁg;‘ggz
[1444]  |7)5- ([1,2,4] =M Jf[1,5-alMEiE-5-3E) -4,6- ~FIRLMERE 1 -5k (42mg,
0.174mmol) FITEA (0.049m1,0.348mmol) 7E LN (ImL) FR IR 45 £ VA s I TMS - CN
(0.070m1,0.522mmol) o R /MU AR F, B FFAEL110°C M INFALh K s W 4 HIDCM
FIKFRE o 43 AU KA TIDOMAE— 28 A5 U B 5 T A AT A 2 ik 4t S AR
HIESHPLCAE{Y, S /7K (550 1% %0 Yelil R 28 &4
[1445] '{ NMR (400MHz , CD,CN) 8ppm 2.26 (s,6H) 7.12-7.25(m, 1H) 7.71-7.80 (m, 1H) 7. 88~
7.96 (m, 1H)8.33 (s, 1H)
[1446] MS ES':251
[1447]  575Ef212:5- {7-543&- [1,2,4] =M FF[1,5-al Mg -5- 5L -6 - FHELMEE -2-
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| B
=
[1448]

9
NTNF
[1449]1 DI,
[1450] % (5-G(-[1,2,4] =M [1,5-almbmg -7-30) SE R T i (FRTRlfA17,0. 38g,
1.414mmol) \1,1,1,2,2,2-75 ] #&—%¢ (1.504m1,2.83mmol) TEA (9.86ml,70.7mmol) A1
Y (Z2REEJER) 5 (0) (0.490g,0.424mmol) £ —FEAE (10mL) FR IR IR 110 CRp4k36h.
BN W s g i DR e it vk (FERRE S ke b, ik 0-100 % EtOAc) 4L T
B, 58 G- CTRPGREE) -[1,2,4] =MW I [1,5-a] lHrE-7-35) AR T
fig o
[1451] MS ES':525
[1452] DD,
[1453] ¥ (5- (= T RS - [1,2,4] =W [1,5-al MERE - 7- 70 SO FHIRAU T BR
(190mg,0.363mmol) \5- 7 -6- FILAEmE -2- F iy (CAS 1173897-86-3,71.5mg,0.363mmol) .
DY (=R AL 4 (0) (42.0mg,0.036mmol) AL{LER (1) (6.91mg,0.036mmol) /ENMP (2mL) H
(R B IR TIN, I T AE e FR AR 100°C N TR 2095 8 o {5 SR i ) 10 9% K, CO, ARG — 6
PEAERE, THEtOAC M BRI M W) e 70 I T T 25 U4, 13- BIAE 55 B TRONMP FR O™ P2 AN
2t — B Al B
[1454] MS ES':295 (M-'Bu)
[1455] L UE3.
[1456] > (5- (6-TFFL-2-FHELMENE -3-38) - [1,2,4] =M I [1,5-al ERE -7-38) S R
AT HE (127mg,0.362mmo1) FIHCT (fF —MEEKEFH4M, 1mL, 4. 00mmo1) 1A IR 50 °C Hr4k
24h R [ N L S e Al i SCX - 24 L B S 5% W , ez HIMe OBV , SR FTIMe OHHTY)
20 NH el o 1 1k SRR 25 ZUHPLCA I 5 3, I /7K (550 1% %0 Belii, 3 2 hnd
wEv.
[14571  'H NMR (400MHz, FfEE-d,) dppm 2.41 (s, 3H) 6.65-6.70 (m,1H) 6.72-6.77 (m, 1H)
7.86-7.93(m,1H)7.98-8.13 (m, 2H)
[1458] MS ES'=251
[1459]  SCiff213:5- (4-5(-3- FHAAIEIRED) - [1,2,4] =WpIf[1,5-a] ke
cl

NH,

O‘\
[1460]
N~
1
[1461] P EE1.
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[1462] Ko 4E —REKE (2mL) F17K (0. 5mL) HIF5-7%-[1,2,4] =3 [1,5-al e (CAS
143329-58-2,0.100g,0.505mmo1) P4 (—ZKFL[E) 4 (0) (0.029g,0.025mmol) \HikPR
(0.107g,1.010mmol) F12-50-5- (PUFIE-1,3,2- "5 2R KM bt - 2- 55) ZEES (CAS
1443151-85-6,0.141g,0.555mmo 1) [N /N S TEAE RO FP AR 100°C N IR 52045 8. 14
[ N W i peE e 1 B8, I FIMe OHANDMS OV i IRE1F o 5 IR VRO B 25 Uk 4, 73 B DMSOJR AL
F = ML SO 2 U HPLCAl b, FH N /7K (550 1% 240) Peliit, 73 815- ([1,2,4] =
M- [1,5-allEhe -5-55) -2- JUKE

(14631  'H NMR (400MHz,DMSO-d,) Sppm 7.26-7.45(m,2H) 7.53(d,J=8Hz, 1H)7.68(d,]J=
2Hz ,1H)7.72-7.81(m,1H) 7.88(d,J=8Hz,1H)8.55(s,1H)9.65 (br.s. , 1H)

[1464] MS ES':246

[1465] L UE2.

[1466]  |f15- ([1,2,4] =WEIF[1,5-alikiE-5-3L) -2- S5 (0.050g,0.204mmo1) 7FNMP
(ImL) FRPRFEFE BT A s I8 (i FR 160 % 43 LR, 4 . 88mg , 0. 122mmol) o J L4578
&, N IR SIS, B I R (0.016mL, 0. 254mmol) « Lhfi , AR IS AN A AL #l
i 60 % 43 i, 4 . 88mg , 0. 122mmo 1) AL A (0. 016mL, 0. 254mmo1) , - FL¥F f )i/
I FES0 5y o 45 S S ) FTINaHCO,, (5mLL) 748 K FHDCMZS BT K o 15 T A HUARI 5243 1 4
I SR e HPLCA BTS2k, TG /7K (50.1% 20 Peit , A3 2t 5
(14671 'H NMR (400MHz,DMSO-d,) Sppm 3.95(s,3H) 7.47(d,J=T7Hz, 1) 7.63 (s, 2H) 7.73-
7.84(m,2H)7.86-7.95(m,1H)8.56 (s, 1H)

[1468] MS ES':260

[14691  Sjtfhl214:2- 5 -4- {63 -[1,2,4] =W [1,5-al e -5-3L) G

N
Il

[1470]

208

N/ =
(14711 CKr6-56-5-ft- [1,2,4] =M [1,5-almbme ()14 18,0.095g,0.361mmol) \PdCl,
(dppf) (0.026g,0.036mmo1) \Na,CO, (0.115g,1.084mmol) Fll (4- & -3~ FHAHEIL) MR (CAS
843663-18-3) £ _MELE (1.0mL) FI17K (0. 2mL) FP I ATRCAE S50 o INFRE] 100 °CFESLh I
N4 HEtOA AR , 7K, T AT B ) FE 2SIk 4 o 2 ORI il 8 JHPLC Al AL T {5
AW, G /7K (570 1% %) Befli , A5 BIbRESUY A9 .
[14721  'H NMR (400MHz , {15 -d,) Sppm 7.84-7.91 (m,2H)7.92-8.05 (m, 3M) 8.48 (s, 1H)
[1473] MS ES':257
[1474]  S05tafI215:4- (6-9i- [1,2,4] =M [1,5-alMbne -5-JL) - 3- AL
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[1475]

208

NZN\F

[1476]  qngbxS2-si-4- {6-9%-[1,2,4] =PEIf[1,5-al Mbme -5- 35 05 (GhEd214) prit
FH6- 96 -5-fl- [1,2,4] =MkIF[1,5-aliLhe (PRARL8) AT (4- 500k -2 - FHELIEIL) AR (CAS
126747-14-6) %5, 13 2IAEUE 1 -

(14771 'H NMR (400MHz , 15 -d,) Sppm 2.20 (s, 3H) 7.63-7.70 (m, 1H) 7.75-7.81 (m, 11)
7.86-7.93(m,2H) 7.93-8.00 (m, 1H) 8.44 (s, 11)

[1478] MS ES':253

(14791 S05taf51216:3- 9 -4- {6- 96~ [1,2,4] =M [1,5-alMbmE -5-3L) FJG

N
Il

[1480]

208

N/ &
[1481]  Un4baf2-40-4- (6-55-[1,2,4) =WhFE[1,5-a] HIE -5- 3 3505 (92he1214) Frk
FH6- 96 -5-Ml-[1,2,4] =W If[1,5-al MEne (HRTRIA18) AT (4-T502E - 2 - R AL) iR (CAS
1150114-77-4) il A3 BIFREUL G -
[1482]  'H NMR(400MHz,DCM-d,) 8ppm 7.53-7.72(m,3H)7.80-7.93 (m,2H)8.33 (s, 1H)
[1483] MS ES':257
[1484]  Sjfh217 .4 (5-50k- [1,2,4] =MRFF[1,5-a] Mg - 7- 55} Fh%

N

[1485]

[1486] DI,

[1487]  JfINaH (ZEW #iihH60% ,0.317g,7.92mmo1) AbFRELILFH IR AU T g (0.928g,
7.92mmol) fEDMF (10mL) HWIA RO FAE =il Mt E100 Bl Kb izl 4- (5-51-[1,2,4] =
W1, 5-a] ENE - 7-F5) % (1149, 1.35g,5. 28mmo1) ZEDMF (10mL) FR 778 Y, R I
RIIE = N HPE3 R R N MIAEEL0Ae 57K 2 [R) 0 I MRS AT HTLAR, M (REA ) JF IR
WA o T PR o il i (AR — S i b, Ak 0- 100 % Et0Ae) AU FT i3 ks, 15
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B (7- A-FFIKID) - [1,2,4) =M I [1,5-a]mEnE -5-355) 2L FER AT T .

[1488] MS ES':281 (M-'Bu)

[1489] ij}g;‘é&

[1490]  CRf (7- (4-55UEAED) - [1,2,4] =WIF[1,5-al Mg -5-55) SRR ] iR (650mg,
1.933mmol) FIHCT (fF Mk b 1U4M IR, 4ml, 16 . 00mmo1) £F - WELT (6mL) 1 FA TR INERE]
50°C i 14 o W4 SN W EL28 UR4R , R FIT A3 5k 2 W S5 Me OH— & ifF % o 1 B8 AT S e M - R IE IR
FUAS UG , I Ham e PR e i ok (FEmE — SRk I, Ak 0-100 % EtOAc SR 5 /2Et0AC
H10-25%MeOH) 20 Fr 15 7k o il o Pk i ik (FEfiE — S ik | Et0AcH10-20%
MeOH) t—L4lifl ¥, 13 2 rdl b S .

(14911  'H NMR (400MHz,DMSO-d,) 8ppm 6.63 (s, 1H) 7.41 (s, 2H) 8.03-8.11 (m,2H) 8.13-
8.21 (m, 3H)

[1492] MS ES':237

(14931 Sjeff218:4- {7-¥80k-[1,2,4] =8I [1,5-a] EHE -5-5E) T hE

N
Il

[1494]

A

NZNFSon

(14951  [A) e S/ IMIHI2E N4 - (7-52- [1,2,4] =MFF[1,5-allbnE -5-35) 5 (HRI{AS,
0.15g,0.589mmol) \KOH (0.036g,0.648mmol) Pd, (dba) , (0.022g,0.024mmol) F1 L | %
(27,47,6" - =S PN3E- (1,17 -BEFE] -2-55) JB (CAS564483-19-8,0.020g,0.047mmol) o 7SIl
1,4- 1% (0. 5mL) F7K (0. 5mL) FEEE/ NI S, S B I AR A /£ 100°C T A
2h o 4 SN M AAIEFE T HAEEt0AC 57K Z [R5 L o R K IR HR I AT AR AL/ DTE M 0 5
AV &I R EAEDMSOFh I F 1 i S AR T 25 UHPLCA Y, TN /7K (50 1% HER)
i, 3 2h a5
[1496]  'H NMR (400MHz ,DMSO-dy) 8ppm 6.99 (s, 2H) 8.04 (d,J=8Hz,2H) 8.17 (d, J=8Hz,
2H)8.29 (s, 1H) 10.75-11.75 (br.s, 1H)

[1497]1 MS ES':237
[1498]  SCjtafh219:2- -4~ {7-322E- [1,2,4] =M [1,5-al AkiE -5- 1L} I

N
Il
[1499]
N~
¢
NZNFSon

[1500]  Gnshxf4- {7-53E-[1,2,4] =M IF[1,5-al it -5- 35} /5 CLh218) frik Hi4-
(7-2-11,2,4] =M FF (1, 5-al e -5-25) w5 (R AlfAR10) 5.
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[15011  'H NMR (400MHz,DMSO-d,) Sppm 6.98-7.10 (m,2H) 8.00-8.08 (m, 1H) 8.09-8.16 (m,
1H)8.18-8.25(m,1H)8.32(s,1H)10.5-12.0(br.s, 1H)

[1502] MS ES':255

[15031  SCjitaff220:4- {7-% - [1,2,4] =PI [1,5-al e -5- 55} -2-5-5- AL

N
ll

[1504]

a9

N= N\F
[1505] DI,
[15061 [yt N REN 4 - 75 - 2- 6 - 5 - FHEE i (CAS 916792-13-7,0.20g,
0.934mmo1) J F4l K3 o U JITHF (0. 5mL) K4/ INIAE T 7K/ PR (-78°C) Hd A1, SRS
IS N RS R (THR AR 1. 3MIATR, 0. 791mL, 1. 028mmo1) , FB/NFEFS R vkia rhF4s:
4045 B R NS (FE2- FR L THRYA R HE 1. 9M, 0. 5mL, 0. 950mmo1) o [ BE gttt T Hh 2t
N5, T- 50 [1,2,4) =M1, 5-al IEIE (TIAIfA2,0. 141g,0. 748mmol) FIPY (= ZFEHE) 4
(0) (0.027g,0.023mmol) , SR T4 KA 304391 , R UNTHE (5mL) , 42 fhiE S 2 s
B/ AN, H HARR A InARI50°CFEE2 . bh KR S HI B =i s ke, 9F
HAR TR MIAEE tOAc S VRIS A BN B KIA TR TAL A3 L o KA LD T B /K5 o KIS
WTEt0AcHE— 0 25 ST A LY T-H: (MgS0,) F L2584 o i i PRk €37k (FES10,
e AEEH0-50 % Et0AC) Si LT 7w, 13 214 - (T- - [1,2,4] =M1, 5-alnbmE-5-
) -2-5-5- IR
[15071  'H NMR (400MHz,DMSO-d,) Sppm 2.09(s,3H) 7.50(d,J=2Hz,1H)7.79(d,J=10Hz,
1H)8.04(d,J=T7Hz,1H)8.25(d, J=2Hz, 1H) 8.55 (s, 1H)
[1508] MS ES':287
[1509]1 D2,
[1510]  $4- (7-5-[1,2,4] =WhIF[1,5-alltmE-5-3L5) -2-460-5- AL (0. 149g,
0.520mmol) \Xantphos (0.030g,0.052mmol) Cs,C0, (0.339g,1.039mmol) F1Pd, (dba) ,
(0.024g,0.026mmol) BNBENfHT, SR 5 G AR BRI IR 1wkt (5mL) o BHRE S W
S Bh SR IE RN 28 FRERAE i (CAS 1013-88-3,0. 1mL,0.596mmol) , FF4ka: it 45
el Z RSP IEREI90 CHE:Th KR G A2 =i, T CREME 1 A B e
T 318 o T BE 22 Ok e I AR s M) R BEIROAR AR 13 20 R P AE 1) o g e aif oo easkt
ik (15510, |, AhisEH0-60 % Et0Ac) 2k, #3804~ (7- ((CZRERE D) 2040 - (1,2,
4] =M [1,5-al MEiE -5-55) -2-56-5- AR .
(15117 'H NMR (400Miz, 3 -d,) Sppm 1.93 (s, 3H) 6.70 (d,J=2Hz, 1) 7.16 (d,J=21z,
1H)7.27-7.61(m,9H) 7.71-7.89 (m, 3H) 8.25 (s, 1H)
[1512] MS ES':432
[1513] 2PDIE3.

NH»
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[1514]  $¥p4- (7- (2RI D) 2450 - [1,2,4] =M If[1,5-almtkmE -5-55) -2- 51 -5-
FEHEIG (173mg,0.401mmo) YAMRAETHE (5mL) H . 7 IIHCT (2M/KIA T , 1mL, 2. 000mmo) ¥k
FPAE A M EHEL . 5ho KR S s Ik i LR K THE, IR BT AEK ,CO, A OK) il S
EtOAc 2 [A53 L o 43 B /K VIR F il it AH 7y B ik B8 25 AT AT TE A AT R, R Bl 44 FH KR
EtOAcTE o R /KPR BEAHUARIT T8 (MgS0,) o Wl R E A A< B 72 , Hf H 542
HUP Ik 4 o 10 PR 033572 (RERRE — S A At |, DCM0- 10 9% MeOH) £if Firf3- 5k 41, 15
FIREE A

[15151  'H NMR (400MHz , Ff#-d,) Sppm 2.15 (s, 3H) 6.62(d, J=2Hz, 1H) 6.72(d, J=2Hz,
1H) 7.46 (d,J=9Hz,1H) 7.78 (d, J=6Hz, 1H)8.05 (s, 1H)

[1516] MS ES':268

[1517]  sCjEff221:4- {[1,2,4] =MEIF[1,5-a] MEmE -5- 35 R - 1- FH T

m
®
[1518] N

NZ\F

[1519]  |A)5- (RIE-1-35) - [1,2,4] =M [1,5-a] e (FPlafAk19,0.100g,0.492mmol) £
DCM (1mL) HH RIS AR R INAE 7K (0. 5mL) HETFINaHCO, (0.083g,0.984mmol) o [RH £ HF: 44
AR AP a Ee s iR Ak 55U CEDCM 3 . OM] (0. 197mL, 0. 590mmo 1) o ¥4 2 M W{E =1 R4
Fe2h K NTR EPEKRARE , I FHDCMAR U IR KA ST, T8 (A B JF s
Wi o 1Mt SRR 25 ZUHPLCAR AR 1, TG /7K (570 1% %0 Pelbil, 1R 2R R L 570 .
[1520]1  'H NMR (400MHz,DMSO-d,) Sppm 3.41-3.59 (m,8H)6.63(d,J=8Hz,1H)7.48(d,J=
8Hz,1H)7.59-7.68 (m, 1H) 8.48 (s, 1H)

[1521]1 MS ES':229

[1522]  5jtEf5)222:3,5- 4 -4- {[1,2,4) =MJf[1,5-alikme -5- 25}

N
Il

[1523]
¢
N=\F
[1524] 5 HIEMAENMP 2mL) 5 (CHEERE LD - [1,2,4] =M I [1,5-a] it
(FhAA&20,0.15g,0.532mmo1) AL 4R (1) (0.005g,0.027mmol) PU (2R ELE) 42 (0)
(0.031g,0.027mmol) FM4-72-3,5- 5~ /i (CAS 123688-59-5,0.128g,0.585mmol) [1J25E}
INIAETSORE FRAEL00°C N FRE 2090 Bl o B S S TR SR FE I FHKE OK) A (10H 3= %) Ab

B Th o RETR S AEE tOAe FRRARE , 1 b o B8 A1 B HI /K AR e Fh /KPR ok« FUAS PR 50515
A I AR e TUHPLCARA ™, IS /7K (0. 19% 20 Pelli , 5 2IA s 5
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[15251  'H NMR (400MHz,CD,CN) 8ppm 7.29(d,J="T7Hz,1H)7.56-7.65(m,2H) 7.67-7.75 (m,
1H)7.84-7.91(m,1H)8.30 (s, 1H)
[1526] MS ES':257
[1527)  SCjtaf5223: 2- 56 -3- L -4- {[1,2,4) =M IF[1, 5-al MbmE -5- 3} G
N
|1

[1528]

¢

N"" s
(15291 4ntad3,5- —5i-4- {[1,2,4] =MEFf (1, 5-alibing - 5- 38 8 (ShE1222) frik i
5- (AR EED) - [1,2,4] =M I [1,5-al ikie (R4 20) F14-P7-2- 5 - 3- R E )
(CAS1114546-30-3) il £% »
(15301  'H NMR (400MHz,CD,CN) 8ppm 2.05(d,J=2Hz,3H) 7.12(d,J="7Hz, 1) 7.42(d,J=
8Hz,1H) 7.66-7.80 (m,2H) 7.83-7.90 (m, 1H) 8.31 (s, 1H)

[1531]  MS ES":253
[1532]  Scjtefh|224 :4- [7- (PAAEEPEL) - [1,2,4] =MKJF (1, 5-al iHbiE -5- 511

N
I

[1533]

29

NENANON
[1534]  {E&(“ NIal4- (7- CRPEE) - [1,2,4] =WhIf[1,5-a] e -5- 55 S (G239,
0.107g,0.428mmol) fEJC/KTHF (2. 5mL) H IR HH R IIAEN 1 (0.026g,0.641mmol) H160
iR 9% A L0, R DAL FR B (0. 040mL , 0. 64 1mmo ) FHBf K2 NI 2= I FEA T
PEFE3 R K SN TR AP /K S EL0Ae 2 [R5 e 43 125 o /KA TRTIE t0A et — P AR I
FEAEN YT o e L 2 Tl ORI HPLC (Wit Ol /7K 516 2life il
i, AR S
[15351  'H NMR (400MHz,DMSO-d,) Sppm 3.41 (s, 3H)4.64 (s, 2H) 7.37-7.46 (m, 1H) 7.83 (s,
1H)8.07 (d,J=8Hz,2H)8.23(d, J=8Hz,2H)8.55 (s, 1H)
[1536] MS ES':265
[1537]  SCjiiffil225:N- {[5- (4-FIEZEEL) - [1,2,4] =M [1,5-almkne -7- KL L) 2 Fk
7
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[1538]
N '-.N \\

[1539] M5 (0.034mL,0.481mmol) AbFH4- (7- (LML) - [1,2,4] =W [1,5-alitt
IE -5- 25 S50 (FhalA&21,0.040g, 0. 160mmol) FITEA (0.067mL,0.481mmol) EDCM (2. 0mL) Hy
IR, AR 2= D 3EPE Lho R S N TR A e n 273 A DM Stratatt . JHEtOHFAJ0 . 5M
NH, Ve DS BPHL =4 , F He i SR 25 RUHPLC (ki /7K 125) gt —2B 4life, 13 2R
wEw.

[15401  'H NMR (400MHz,DMSO-d,) Sppm 1.95 (s,3H) 4.47 (d,J=6Hz,2H) 7.41 (s, 1H) 7.72
(s,1H)8.08(d,J=8Hz,2H)8.22(d,J=9Hz,2H) 8.53 (s, 2H)

[1541] MS ES':292

[1542] 52151226 :N- {[5- (4-FUHEFKED) - [1,2,4] =MRIF[1,5-alibnE -7- ] AL B0
el

[1543]
O
NZ\F NT(A
(@]
[1544]  4ngtXIN- {[5- 4-FUAERRD) - [1,2,4] =M8F[1,5-a] Mg - 7- 5] FI3E) S (52
J6151225) Firik t FR AR LRIPAPY 2 FHIBE S (CAS 4023-34-1) il 25
(15451 'H NMR (400MHz , F1i5-d,) Sppm 0.78-0.98 (m,4H) 1.66-1.80 (m, 1H) 4.61 (s, 2)
7.34-7.42(m,1H)7.71 (s, 1H)7.95(d, J=8Hz,2H)8.21 (d, J=9Hz, 2H) 8.44 (s, 1H)
[1546] MS ES':318
(15471 Sjefh227 . 4- (6- 40k [1,2,4] =MiFF[1,5-a] EHE -5- 55} FhE
N
Il

[1548]
N« NH3
¢V
N N\F
[1549]  H55E] .
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[1550]  ¥t6-71-[1,2,4] =M:FF[1,5-a]lkig (CAS 356560-80-0,0.5g,2.52mmol) 24 FLH
BT TR (CAS 4248-19-5,0.592g,5.05mmol) Pd, (dba) , (0.185g,0.202mmol) \Cs,CO,
(1.645g,5.05mmol) FllXantphos (0.234g,0.404mmol) £F —Mk¢ (8. 5mL) HIK B i =
PR PR R 54 SO A IIAREN 100 CRFEL40h R SN #03% HIFFAEE t0Ae S5 7K 2 TR 43 i o
AN, T8 B 2 a8) S Wi o 1l Pk (B (FEmsiE — SRk b, Ak
0-70%Et0Ac) 4ty FrEFk Ay, 521 [1,2,4) =W [1,5-al kg -6 - B FL G T Fig o
[1551]  'H NMR (400MHz ,DCM-d,) Sppm 1.57 (s,9H) 6.57-6.71 (m, 1H) 7.34-7.40 (m, 1H)
7.70-7.78(m,1H)8.31(s,1H)9.14-9.25 (m, 1H)

[1552] MS ES':179 (M- 'Bu)

[1553] JUE2.

[1554] 5 [1,2,4] —=MFf[1,5-a] LN -6- FE o 3L IR T i (250mg, 1.067mmo1) FIINBS
(190mg, 1.067mmol) £ L (3. 5mL) FATIIATRAL M FHHAE100°C I InFA2043 8o K4 SN e
KIF FINaHCO, it , 7 HHEt0AcZE BN IR MM, T1 (FE 2y B9 i0) T LA ik o il ot
Pk a5 (EpE — A rE |, Ak F0-100%Et0Ac) iV Fir gk 4xv , 5 815- 7R - [ 1,
2,41 =MFF[1,5-al iEBE -6- %

[1555] MS ES':213

[1556] D3,

(15571 ¥45-PR-[1,2,4] =Wk [1,5-alMAE-6-)1% (0.073g,0.343mmol)  (4-FILZEIL)
[ (CAS 126747-14-6,0.055g,0.377mmol) \PdC1, (dppf) (0.025g,0.034mmol) FNa,CO,
(0.073g,0.685mmol) £ IEELE (ImL) FI7K (0. 2mL) WA B IF AR TR R AE100°C R Jiidkdh.
K SN FTE tOACH RS, FHIZKBENE , T-1: (Y &5 a) JH I ik o 1 S AR I £ U HPLCAl Y
R 5k a=vn, O /7K (5:0.1%50) Bl , (S 2 b R &9

[1558]  'H NMR(400MHz,DMSO-d,) 8ppm 5.17 (s,2H) 7.38 (d,J=10Hz, 1) 7.67 (d,J=10Hz,
1H)7.83(d,J=8Hz,21)8.01(d,J=8Hz,2H)8.14 (s, 1H)

[1559]1 MS ES':236

[1560]  S0JiEf51228 :4- {7-%3E- [1,2,4] =WEIF[1,5-almbme -5- 3} -2- 5 - 3- AL fiG h
FRER

[1561]

¢

NZ A NH, HCI
(15621 QEkXd SftEf512209 (4- {7- 505 [1,2,4] =M [1,5-alikng -5- 55} - 2- 5 -5- 3L
SR FTRE5, 7- - 11,2, 4] =M [1,5-al Mkne (FhlAlfk2) F4-0R-2- - 3- AL
(CAS 1114546-30-3) ffll & , T IS HIAREL 51
[1563]  'H NMR (400MHz,DMSO-d,) Sppm 2.08(d,J=2Hz,3H)6.77-6.85 (m,2H) 7.22 (s, 2H)
7.48-7.58(m,1H)7.93-8.03 (m,1H)8.76 (s, 1H)
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[1564] MS ES':268

[1565]  SCjif51229:5- {6-91- [1,2,4] =M [1,5-al kg -5- 35} -6- AL IE - 2- F IS
N
|1
B

[1566] =

&Yy

N= N\

[1567]1 D1,

[1568]  B16-9§.-5-fll- [1,2,4] =MJf[1,5-alMtne (hlA){4&18,0.2g,0.760mmol) . (2- FH &L
e - 3-25) AR (CAS 899436-71-6,0.125¢,0.913mmol) \PdC1, (dppf) (0.056,,0.076mmol)
FNa,C0, (0.161g,1.521mmol) 7E " WEkg (2mL) 17K (0. 5mL) H KB TF I IS 100 °CHE4E
0.5ho ¥ SN WIEEt0AC 7K 2 [A] 43 i « SR A AT, TSR KV, T8 (BH > B we) sk
2057 o M o PR A T (AR S A L, Ak rh 0- 100 % EtOAC) 2tk i35kt , 15216 -
-5- 2-FEmEmE -3-35) - [1,2,4] =W IF[1,5-a]ltnE.

[1569] MS ES':229

[1570]1 D2,

[15711  K56-98-5- Q- HEmmg-3-35) - [1,2,4] =MpJf[1,5-almkiE (0.103g,0.451mmol)
Fm-CPBA (0.117g,0.677mmol) £EDCM (5mL) FH AL =05 N P £E36h B s v 5 FIDCMA:
B, THBRER BN BEVE, T8 (AH oy E5a9) T L2504 AT 23 - (6-36- [1,2,4] =M [1,5-a]
MHE - 5-355) -2- FHAEME e 1 - S8k, B BB T 1 — O

[1572]1 MS ES':245

[1573] PDIE3.

(15741 443- (6-%0-[1,2,4] =MFf[1,5-aliEme -5-3%) -2- AL IE 1- 4/ (0. 055¢,
0.225mmol) \TMS-CN(0.091mL,0.676mmol) FITEA (0.063mL,0.450mmol) £ (2mL) HIRIE
TOINFAEIT 10 CHFEZIR R SN 0 H1 2 2= 1 FAEDCM S5 7K 2 [A] 43 i o R /K 7T DOMgE—
BRI ANARG I, T8 O 2 a8) S W 4s o 1l SO 5 UHPLCAl L pIr 73 e %
Y, NG /7K (50 1% 20 Yol , A3 2 bk 54 .

[15751  'H NMR (400MHz,DMSO-d,) 8ppm 2.35 (s, 3H) 7.95-8.07 (m, 1H) 8.10-8.22 (m, 2H)
8.32(d,J=8Hz,1H)8.56 (s, 1H)

[1576] MS ES':254

[1577)  SCjtf51230:4- [7- (RIEE-1-25) - [1,2,4] =M1, 5-al ibme -5- 3]

163



CN 107531698 B ﬁﬁ HH :I:; 152/175 11

[1579]1 D1,

[1580]  Hf4- (7-%(-[1,2,4] =MFF[1,5-alltiE-5-35) K (Fha{48,0.223¢g,
0.876mmol) JWKME-1-FEREL T (CAS 57260-71-6,0.326g,1.751mmol) .X-Phos (0.042g,
0.088mmol) \Pd, (dba) , (0.040g,0.044mmo1) FICs,CO, (0.571g,1.751mmol) PR A1
(ELas/EUSAEER) |, HAE130°C R R Hh ingiah B 52 57 W FHE tOA R Bl s fek b+ 1k i
FEBEI T RIRER A AR IF & R /KB, THf (RH o B as) 2SR o i PRk a5 (7
Si0, I, A fikr0-100 % EtOAc) ZE Ry, #3814 - (5- (4-T5IEATL) - [1,2,4]1 =MIF (1,
5-alMHmE - 7-3) R - 1 - FHER A T i

[1581] MS ES':405

[1582] U2,

[1583]  F444- (5- (4-THFIEIRIE) - [1,2,4] =M I [1,5-al MEme -7-3L) WRE - 1- FHER BT iR
(0.192g,0.475mmol) {F ML (0.593mL,2.374mmol) FAHJAMJHCLFIEtOH ImLI7E S 4r
i N HERE28h K SN TR S B A e 4 , IO MINGHCO, ORKIETR) FoBEI IDCMAR U 2 o 4
P WG, T R 588 T IS IR 4 o 1 SCX - 24 LA I, R 351 FH5 % EtOH/DCMPE
B, L FTIMe ORI 2M . NH 7A TR B o 1l ok S AR 25 ZUHP LAt Fir i3 5 i, G /7K
(0. 1% %0 Pelbt , 13 28U 59 .

[1584]  'H NMR (400MHz ,DMSO-d,) Sppm 3.15-3.27 (m,4H) 3.56-3.78 (m,4H) 7.16 (d,J=
2Hz ,1H) 7.33 (d,J=3Hz,1H) 8.06 (d, J=8Hz,2H) 8.22 (d, J=9Hz,2H) 8.31 (s, 1H) 9.31
(br.s.,1H)

[1585] MS ES':305

[1586]  SCjitffl231:4- [7- (4- OBEENRIG-1-58) - [1,2,4] =W [1,5-alibmg -5- 2] 0

[1588]  7E4&U < NS (0.044mL,0.624mmol) ZbFH4- (7- (IRE-1-35) - [1,2,4] =M Jf
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[1,5-alnftmE-5-35) *EhE (3016151230, 0.095g, 0. 312mmo1) FITEA (0.087mL, 0. 624mmol) {5
7KDCM (3. 121mL) FHFRITAIR o B SN AE %50 D B P 18h K S N i N B Stratatt I, 5
e FEtOH 8K 5 F1 : 1IMeOHFRYJ2M NH,/EtOHYEE - PA RIS & = B e 159,
W KON RUHPLC (R i /7K 718 4l 15 BIRREUL 590 -

[1589]  'H NMR (400MHz ,CD,CN) Sppm 2.09 (s, 3H)3.35-3.50 (m,4H) 3.62-3.74 (m,4H) 6.94
(d,J=3Hz,1H)7.07(d,J=2Hz,1H) 7.92(d, J=8Hz,2H)8.11-8.17 (m, 3H)

[1590] MS ES':347

[15911  SCjEfh232:4- {7-[(2,3- N30 &8 - [1,2,4) =M [1,5-al MLiE -5- 3} -3-
FHECS

[1592]

[1593]  P0¥1.
[1594] |45 ke (2mL) A4~ (7-50-[1,2,4] =M [1,5-aling -5-3%) -3- 3L
i (hAlAk24,0.100g,0.372mmol) \Pd, (dba) ,(0.017g,0.019mmol) \ “FACLE (27,47 ,67 - =
SR 11,17 -] -2-3) % (0.018g,0.037mmo1) FICs,CO, (0.243g,0. 744mmol) S/
RN (2, 2- —HIJE-1,3- AR ER-4-55) FHZ (CAS22195-47-7,0.146g,1. 116mmol) o
SN/ NI USR5 5381, SR A AR RUUUR M AELL0 C o B FRoIngA L Oh o 1 S S W Z15F
R AT 28]t 38 71 T o A ok € 127 CRERRRME — SR b, Ak 0 - 100 % Et0Ac) 4lift Al
P AT RN (T- (((2,2- ZHIEE-1, 3- Z5UKIA-4-50) ED 2430 - [1,2,4] =MJF[1,5-a]
MEE -5- 5 -3- HIILFJE.
[1595] MS ES':364
[1596] DIED.
(15971  [Aj4- (7- (((2,2- ZFEE-1,3- 50 KEA-4-55) HIED) 20 5D) - [1,2,4) =M JF (1, 5-
al MEIE -5-3L) -3- FAE*EE (0.133g,0.366mmol) 7EMeOH (3mL) /7K (0. 5mL) Fo it R i b
PR 0 RS — K &% (0.017g,0.091mmo1) o5 [ S WAE 2576 B HiE #E4023 81T hidh &)
100 CH£265h S HIHCL (1.18S.G.,37% ,0.301mL, 3. 66mmol) JFE5 5 R Mi7E 2=k itk 1h.
W SRR B FINaOH KA (10 % , 2mL) AP, B 2 S (pHZ12) o 78 JINaHCO, A1 7K 7%
M (£93mL) B 2IpHA)9 o LS BR KIS AR T 152k 07 T-DMSO (4mL) HH o S8V IR AT 7 Ty
HRAZ R AL EE , SR 12 U8 o 0 SO ) 28 FHPLC AL T A8, I /7K (501 % %0) Bt
it R B S -
[1598]1 'H NMR (400MHz , DMSO-d) 8ppm 2.12(s,3H)2.98-3.11 (m,1H)3.27-3.35 (obsc. ,m,
1H) 3.36-3.49 (m,2H) 3.66-3.77 (m, 1H) 4.61-4.75 (m, 1H) 4.88-4.95 (m, 1H) 6. 56 (d, J =2Hz,
1H)6.65(d, J=2Hz,1H)6.72-6.79 (m, 1H) 7.60 (d, J=8Hz, 1H) 7.82(d, J=8Hz, 1H) 7.90 (s,
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1H)8.03 (s, 1H)

[1599] MS ES':324

[1600]  SjtE{5]233:N- [5- (4- Ak -3- 96 -2- FHELORED) - [1,2,4] =MeJf[1,5-alMEiE-7-
] OB

[1601]

N'\.

<,N\ 0

N/N
H

[1602]  f4- (7-50E-[1,2,4) =M [1,5-a] AE -5-3E) -2- - 3- IS EhBR £h (52
1511228 ,96mg, 0. 316mmo1) YEDCM (5mL) FILEEE (0. 5mL, 6. 18mmol) HH )k - IRAE VK 8 AT 7
N BE (0.034mL,0.474mmol) o i S N T 28 = H S PE L Th BHR SELAS WAs , SRIG s
JH2N HCL (6mL) o K7 IAEEt0AC 57K 2 [ 73 Pt o S 7KIA TR THE t OA el — 20 25 N K S 1)
ATHUAR BRI AN OFO IR E FHER /KB, T8 (MgS0,) =Sk 4 T iT em )
Mt/ D E IR tOHH L 25,5 , A3 2SS 54 .

[1603]1 ' NMR (400MHz,DMSO-d,) Sppm 1.97-2.09 (m,3H)2.16(s,3H) 7.26(d,J=2Hz, 1H)
7.51-7.61(m,1H)7.92-8.03 (m,1H)8.25(d,J=2Hz, 1H)8.37 (s, 1H) 10.59 (s, 1H)

[1604]  MS:ES':310

[1605]  SCjitaff234:4- {7-%(- [1,2,4] —MJF[1,5-allfkhe -5-25) -2, 3- 3G

N
Il
F
[1606] E
N~
¢V
NFNF g

[1607] T HIBEHAEN, N2, SRR N4 -1 -2,3- /i (CAS:126163-58-4,
0.488g,2.239mmo1) Ff FHAEUTMWE - A INTHE (ImL) FERHRRAEIK/ EIR S e 21 S 18T
NSRS (THRIATR) (1.894mL,2.462mmol) o4 NIYITE -15°C N PR FEA5 B 15
INGAEE AT AOREE ARV M A, RIFBENS, T- 50 [1, 2, 4] =M JF[1, 5-al e
(FRTRMA2, 379mg, 2. 015mmol) AIPY (—2RZEKE) 4 (0) (0.065g,0.056mmol) FH-HEAC TR
F1AVINTHE (5mL) o 28 RS s IR TR RS BB — et B N D BT T SRR R R
F AR50 CHRFZ56h o R SR e AVBI 2 s AR o R A A R MIAEE t0Ac S A1 R
BN RIR IR TR o3 S « R A AT UAH P B K Peic, T8 (MgS0,) P vl o it bR (3%
15 ({£810, |, Ak r0-40 % EtOAC) ZEAL T2, A 2L 54 -

[1608]  'H NMR (400MHz ,DMSO-d,) Sppm 7.68(d,J=2Hz,1H)7.82-7.93 (m, 1H) 8.00-8.09
(m,1H)8.31(d, J=2Hz,1H)8.60 (s, 1)
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[1609] NS ES™:291
[1610]  SCjtah235:4- {7-%(- [1,2,4) =MF[1,5-al AHbiE -5- KL} -2- G- 5- FHALJG

N
Il

[1611]

¢

NENA g
[1612]  antxfaijifi2s4 (4- {7-5- (1,2, 4] =MFf[1,5-al ik -5-35) -2, 3- — 5~ H)
FrR a5, 7- 5 -[1,2,4] =M [1,5-al MnE (FPRMA2) Fil4- 77 -2- 51 -5 - FHEECNG (CAS
916792-13-7) il £
[1613] 'H NMR (400MHz , DMSO-d) 8ppm 2.09 (s, 3H) 7.50(d, J=2Hz,1H) 7.75-7.83 (m, 1H)
8.00-8.07 (m,1H)8.24 (d,J=2Hz,1H)8.55(s, 1H)

[1614] MS ES':287
[1615]  SCitEf5236 :N- [5- (4- (AL -3- A - [1,2,4] =M [1,5-al MEme -7- 58] L

N
Il
F
[1616]
N-.
¢
N - H/x}o

(16171 [FobEN CBRRT (0.324mL, 3. 44mmol) HyR HIFR (0. 161mL,4. 19mmol) EHRA Y
(RSB INRHAE60°C I IIA2h R S N IR A WA E VKRS 20, TR B PER S P i I £
THF (2mL) HFRRIF IR A4 - (T-24 88 - [1,2,4] =M [1,5-alIIE -5-355) -2- 550 TG (St
146,0.100g,0.395mmol) o S N /ML ETFTFAE60°C N AL 8h o {5 S W 4934 H1 2] 2 it 12
{ENaHCO, AT ORI 10T, 2R a2 38 o i ik SO Il 28 BUHP LA =, IS /oK (B
0.1% HR) el , 2 54
[1618]1  'H NMR (400MHz,DMSO-d,) Sppm 7.49(d,J=2Hz,1H) 7.95-8.25 (m,4H) 8.45-8.55
(m,2H) 10.6-10.9 (br.m, 1H)
[1619] MS ES':282
[1620]  SZjf5237 :6- 543 -5- {[1,2,4] =MF[1,5-al MEAE - 5- B} MHiE -2- F i

I

=N

1621 |
[ ] . NH,
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[1622] DI,

[1623]  {E%US P& AL (1) (0.004g,0.019mmol) PU (Z2RELRS) 4 (0) (0.022g,
0.019mmo1) Fl16-5(-3-AlHLIE - 2- 12 (CAS 800402-06-6,0.096g,0.377mmol) [{)5531/ N
s (ETRERSEED -[1,2,4] =M [1,5-alMtng (F1AjfAk4,0.150g,0.367mmol) 7F
NMP (2mL) HA IR o K SN T S IAE (il FRAE100°C N FEE 2045 8o it SRR £ RUHPLCAL
R NG, /7K (550 1% 20 Yol , 3 213- ([1,2,4] =M [1,5-alikhE -5-3) -
6- SLIE -2- g

[1624] MS ES':246

[1625] DD,

[1626]  $3- ([1,2,4] =MF[1,5-al IE-5-4L) -6-SUHIE -2- 1% (0. 044¢,0.179mmo1) -
T3 (0.021g,0.179mmol) (£ (0.001g,0.021mmol) «dppf (0.008g,0.014mmo1) FIPd,
(dba) , (0.006mg, 7. 16pmol) {+DMA (4mL) HIFJIARL/ A TF AR HRAE120°C ) FEES 30959,
SRIGAEL50°C 1 RRES6053 B o 3 SN TR S Wi PTFEREZ5 3 3 (0. 2uMALFRE) o 38, Ha i
S AR & MHPLCAlA Y, /7K (5701 % 20 el , 15 2IFR8UL &4

[16271  'H NMR (400MHz ,DMSO-d,) 8ppm 6.53 (s,2H) 7.21-7.30 (m,2H) 7.70-7.80 (m, 2H)
7.89-7.95(m,1H)8.46 (s, 1H)

[1628] MS ES':237

[1629]  50JiE151238 :N- [5- (4- 52k -2-HHELRDD) - [1,2,4] =W I [1,5-alMEne-7- 2] -2-
S

[1630]
N‘\
<, N 0
N Z N
H

[1631]1  [f]2-S-2- AR LR (CAS 13831-31-7,0.086ml,0.802mmol) ZENMP (2m1) Hfr)
PRI InA- (7-2 25 -[1,2,4] =3 [1,5-al iEme -5-55) -3- FELE I (306151209,
0.100g,0.401mmol) FIEAE (0. 130mL, 1.605mmol) o B[ N ¥ifE =ik N HtHE18ho B N TR 75
WS e s (DABR 25 B ne) I e 2 0P SCX - 248 1 o Ke b IMe OHYE 1% 0 1]
MeOHHIF)2M NH, Bl o i i S AR 25 ZUHPLCAEA R W, TG /7K (750 19% HIR) Helli, 15
FFRE S

[16321  'H NMR (400MHz ,DMSO-d,) 8ppm 2.13(s,3H) ,4.10(d,J=3Hz,2H) ,5.87 (s, 1H) ,
7.55(d,J=2Hz,1H) ,7.68(d,J=8Hz,1H) ,7.86(d,J=8Hz,1H) ,7.94(s,1H) ,8.32-8.44 (m,
2H) ,10.35 (s, 1H)

[1633] MS ES':308

[1634] 576151239 :N- [5- (4-F52E-2-HHELRDD) - [1,2,4] =W I [1,5-allEme-7- 2] -3,
3,3~ =W -2- I

OH
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[1635]

A J\/CFa

OH
[1636]  [f1]3,3,3- =#-2- B HE NS (CAS 684-07-1,0.116g,0.802mmol) 7 A-7KTHF (2mL)
FR PR R ATR R S =267, (0. 286g,0.963mmo 1) o+ N IR S 04F =i A R Hi k304
i T N TR SR g IS YE RS (0.005g,0.401mmol) , FHRE S N ML . 5ho BE I M TR &
Wiz R 2T B NP (1. 5mL) H, ik PTRES s dE N4 - (T-% 2k - [1,2,4] =Mk
H[1,5-allnE-5-58) -3- LSS (525151209,0.100g,0.401mmol) IAf#EAENMP (0. 5mL) Ho
HIEPE AT B R NTR S 2=l N AE e 2h o SR IF R S N TR S W AE ARG FhAE70°C 1 e 0
438 AN JIMeOH (3mL) FFK S S W FL 25 e 4 o 18 15 SOAH ) €8 UHPLCAE AR =4, FH NG /7K
(0. 1% %0 Pelbt , 13 28U 59 .
[16371  'H NMR (400MHz,DMSO-d,) Sppm 2.13 (s,3H) ,4.82-4.98 (m, 1H) ,7.58(d,J=2Hz,
1H) ,7.69(d,J=8Hz,1H) ,7.74(d,J="THz,1H) ,7.87(d,J=8Hz,1H) ,7.95 (s, 1H) ,8.34-
8.43(m,2H) ,10.75(s, 1H)
[1638] MS ES':376
[1639] 506151240 :N- [5- (4- 52 -2-HHELRDD) - [1,2,4] =W I [1,5-alMEme-7- 2] -2-
FEIL - 2- AL Y i

[1640]

[1641]1 DI,

[1642] |5 LPR1 -6 -2- FREE - 1 -2 e - 2- LR (CAS 40635-66-3,0.115m1,0.802mmol)
FENMP (2mL) FR B PEAR A N4 - (7-53E- [1,2,4] =W [1,5-al Mg -5-35) -3- FAELE
5 (3201511209, 0.100g,0. 40 Immo 1) FIMHEE (0. 130mL, 1.605mmol) o 52 M WI{E %=1 N i b
4557 B NI Z [ O L - - 2- FH 2R - 1 - S e - 2- 2578 (CAS 40635-66-3,0.115mL,
0.802mmol) , K5 S B Wfr &= M P Lho il A ta il ik (FEmRE — SRk I, A kb o-
100%EtOAc) B E 4K N, 15 8] LR 1- ((5- (4-FAE-2- TR ID) - [1,2,4] =Mt
[1,5-alMkng-7-55) 235 -2- A - 1- SRk -2- 25

[1643] MS ES':378

[1644] L UE2.
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[1645] [ ZFR1- ((5- (4-fdE-2- FHELRID) - [1,2,4] =M I [1,5-allbme - 7-3%) 223L) -
2-HEE- 1 -5 RN GE - 2- ZEig (0.092g, 0. 244mmo1) £ETHF (1. 5mL) F17K (0. 5mL) FR IR Tk
FS I AR (0.012g,0.488mmol) o FF SN A7 %00 R e FL . 25h e FHHCL/KIAER (10% ,
22mL) B SN P pH S B 295 F1 s e 4id o 4 TR AP0 TAT-DMSO (2mL) H, 1 e i S A
HPLCA{Y., I /7K (350 1% 50 Belbl , B 2IFRBUL 5.

[1646]  'H NMR: (400MHz,CD,CN) Sppm 1.46 (s,6H) ,2.15(s,3H) ,3.94(s,11) ,7.26(d,J=
oHz,1H) ,7.56(d,J=8Hz,1H) ,7.71(d,J=8Hz,1H) ,7.76(s,1H) ,8.19(s,1H) ,8.31 (d,J=
2Hz,1H) ,9.34 (s, 1H)

[1647] MS ES+:336

[1648]  SCJE(51241 :N- [5- (6- AL -2- FHEEMERE -3-38) - [1,2,4] =M I [1,5-al ke -7-
] e

N
Il
SN
[1649] Z
N“-
¢ NT 0
N % N
H

[1650]  YE2x20ml % /N, 55 {7-50-[1,2,4] =M F-[1,5-allng -5- 38} -6- 3L,
WE -2- G (52619120, 2. 38, 8. 82mmo1) LM (CAS30-35-5,1.043g,17.65mmol) Cs,CO,
(5.75g,17.65mmol) \Pd, (dba) , (0.323g,0.353mmol) FI—FRCEE (27,47 ,6" - =R EE-[1,
17 -] -2-55) JB (0.337g,0.706mmo1) £F —REHE (29ml) TR SIS G2/ A STE
) IHAEL30°C I H FA4h R P, (dba) , (0. 300g) F1X-Phos (0.300g) , ¥4 N
FE130°C N B h o 35 S S M it ke -3 18I 452 - 1EtOAc/ THE S5k Z 43 It 43 S 45 )2
HER K A — 2 FIEtOAc A B K 5 T A MU KB ik, T R B sk =
T o R PR (T (FERRE S RE I, A kR 40-100 % EtOAe, SR /2 Et0AcHHI0-5%
MeOH) ZEAAH 4 o 1) SCAHHPLCAEAY A 3t , IR /7K (570 1% %0 Bellil, 13 2P
wE.

[16511  'H NMR (400MHz,DMSO-d,) dppm 2.16 (s,3H) ,2.33 (s,3H) ,7.29(d,J=2Hz, 1H) ,
8.07-8.13(m,1H) ,8.17-8.24 (n,1H) ,8.26 (d, J=2Hz, 1H) ,8.39 (s, 1H) ,10.61 (s, 1H)

[16521  MS ES':293

[1653]  SCjEf242:N-[5- (4- 3L -2- 5 R0 - [1,2,4] =M [1,5-allbng -7-F] 2 5L
R T TS

i
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[1654] F

NN 0

<N" 7 NJLO/I<

H

[1655]  1E1.
[1656]  4%latd-{7-5(-[1,2,4] =mMFf[1,5-almkie -5- 38 550G (halks) Frkd5,7- —
H-L1,2,4] = If[1,5-almkmg (FhalfAk2) A1 (4- 536 -2- 5 2K35) IR (CAS 1150114-77-4)
Hil e 5 8)4- {7-5(- [1,2,4] =MIF[1,5-a] MEiE -5- 3L} -3- 5 -
[1657] MS ES':273
[1658]  LUE2.
[1659]  45FAIN-[5- (4- i -3- G cdh) - [1,2,4] =M [1,5-almkne - 7- 3L ] 2 3L G AL
TS (FRRMA LD B h4- {(7-50- 11,2, 41 =M FE (1, 5-a] M E-5-£) - 3- 5 15 4%, 155
Prd & .
[16601  'H NMR (300MHz,CD,C1,) Sppm 1.58 (s,9H) ,7.08 (br.s,1H) ,7.44 (s,1H) ,7.59-
7.65(m,1H) ,7.66-7.73 (m,1H) ,7.84-7.97 (m,2H) ,8.25(s, 1H)
[1661] MS ES':354
[1662]  SCJith243 :N- [5- (4- (AL -3- G0 AKHL) - [1,2,4] =M [1,5-al ke -7-JE] 5420
T hE-2- e

[1663]

[1664]  f54- (7-5a5E-[1,2,4] =WpIF[1,5-al MkiE -5-35) -2- 98 TG (555%6151146,0.100g,
0.395mmol) ~TEA (0.110mL,0.790mmo1) \HATU (0.180g,0.474mmol) FI5EZER | ki-2- IR
(CAS 864373-47-7,0.048g,0.474mmol) {ENMP (2mL) FO VA IRAE =1k N ik 18h Zs I HE £
MR LR T Bi-2- G (CAS 864373-47-7,0.048g,0.474mmol) FIIHATU (0.075g,
0.197mmol) , HH ¥ S N W AF 20 N A HE 18ho IS TN 2 5 24 51 T K- 3- FHR (CAS
864373-47-7,0.048g,0.474mmol) FIHATU (0.075g,0.197mmol) , F-¥F S N WAE =16, | F4i
FlE18h K SR T T AINAHCO, ORIETR) 7 K I 25 BUEIDOME o 10 1) SOAH il 28 U HPLC A
A=, FHCRG/ 7K (550 1% L) Yeli, 15 2Ry 54

[1665]1 'H NMR (400MHz,DMSO-d,) Sppm 2.61-2.75 (m,1H) ,2.98-3.11 (m, 1H) ,4.62-4.76
(m,2H) ,5.13-5.25(m, 1H) ,7.92(d,J=2Hz,1H) ,8.01-8.09 (m, 1H) ,8.15-8.27 (m,2H) ,8.44
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(d,J=2Hz,1H) ,8.50(s,1H) ,10.54 (s, 1H)
[1666] MS ES':338
[1667] 5754244 :N- [5- (4- 3L -2- 50 K50 - [1,2,4] =M1, 5-al Mg -7- 5] £ Wi

N
Il

[1668] F

NN 0
<N" Z Nk
H

[16691 Gt Shtif242f R 5, 7- — &0 [1,2,4] =M [1,5-alitkiE (FhiRlAk2) | (4-%
F-2- 5 R IR (CAS 1150114-77-4) MM (CAS 30-35-5) 25, 13 2t 5.
[1670] 'H NMR (300MHz , DMS0-d,) 8ppm 2.15(s,3H) ,7.39(s,1H) ,7.91-8.05(m,2H) ,8.14
(d,J=10Hz,1H) ,8.25(s,1H) ,8.38(s,1H) ,10.61 (br.s.,1H)
[1671] MS ES':296
[1672]  SCJith245:N- [5- (4- A -2- 50 K00 - [1,2,4] =M [1,5-al ke -7- L] AN
P frc

[1673] F

<,N“‘N\ o)
NZN\F N%
N

[1674] 4t SChEB242F i 5, 7- —50-[1,2,4] =G [1,5-a] IEAE (Hrafk2) « (4-35
H-2-5RED) IR (CAS 1150114-77-4) FIIAPA Kt Il (CAS6228-73-5) Hil£s , 3 2AnElL
“¥.
(16751 'H NMR (400MHz,DMSO-d,) Sppm 0.85-0.96 (m,4H) ,1.80-1.89 (m,1H) ,7.45(d,J=
2Hz,1H) ,7.92-7.97 (m, 1H) ,7.98-8.05 (m, 1H) ,8.14(d,J=10Hz, 1H) ,8.23(d, J=2Hz, 1H) ,
8.38(s,1H) ,10.88(s, 1H)
[1676] MS ES':322
[1677]  SCJiE§1246: 3- 56 -4- {7- [ (2- I LH) 203E] - [1,2,4] =W I [1,5-a]MEme -5-
e SR I
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N
Il
[1678] E
N“l-
¢
N= NF N/\/O‘\
H

(16791 PU¥1.
[1680]  4msfaf4- {7-50-[1,2,4]1 =M [1,5-al MENE -5- 35} X0 (hlal(ks) itk 5, 7- —
H-[1,2,4] =M1, 5-almbme (A Rke) A1 (4-53E-2- 5K 20) IR (CAS 1150114-77-4)
HIgS 15 54- {7-5(0-[1,2,4] =MRIF[1,5-a] MEAE-5- 35} -3- 5005
[1681] MS ES':273
[1682] DD,
[1683]  ¥44- (7-50-[1,2,4] =WpIf[1,5-a) EmE-5-35) -3- 55 /5 (0. 15g,0.550mmol) +2-
FA3E 2 (CAS 109-85-3,0.096m1, 1. 100mmol) \Pd, (dba) , (0.020g,0.022mmol) +Cs,CO,
(0.358g,1.100mmol) A1 I3t (4’ -£3E-27 .67 - SN IE-[1,17-BeaR] -2-38) ik
(0.005g,0.011mmol) ££ —MELT (2mL) R EFF IR TIN, IMBE PR o K4 SN P 591
PR AR PR 5K B s N FHEtAOC AR, /KB FHER /K P i , T8 (B> 2 2%) FREL s ik
26 o W PR L (EmRE S At |, ATk FR0- 100 % Et0AC) iV FT i 7t it ;2
AR e UHPLCE— 2P 4lifb ik, NG /7K (50, 1% %0 Pelbi , /3 28U 59 .
(16841  'H NMR (400MHz,DMSO-d,) Sppm 3.32-3.39 (m,5H) ,3.53-3.58 (m,2H) ,6.62(d,J=
2Hz,1H) ,6.81(d,J=2Hz,1H) ,6.84-6.90 (m, 1H) ,7.87-7.98 (m,2H) ,8.03-8.14 (m, 2H)
[1685] MS ES+:312
[1686]  SJi{5]247 :N- [5- (6- Ak -4- HEEMENE -3-38) - [1,2,4] =MEJf[1,5-alMEhE-7-
S Wk
N
Il
N™ >~
[1687] 22
<,N"N X o
N/ F N
H
[1688] DI,
[16891  f5-J5 -4~ FHEEMEIE -2- HI % (CAS 886364-86-9,5.0g,25.4mmol) \PdC1, (dppf)
(0.928g,1.269mmol) A GHIMPEL ) 411 (9.02g,35. 5mmol) AL 8 (4.98g,50. 8mmol) £F
JC7KDMSO (34mL) H R BB G /80 BIR) L HFAE90 C IR P InFAeh K s N #)4E
EtOAc S5 /K Z R FE 03128 o /KR —28 FHEtOAc A= B o KA T A AU TR /KB %
T O 2 a8) s W4 o 1l Pk e %7k (7510, 1, Bkt H0-30%Et0Ac) 2fifAH ™
W, 5 504- P EE-5- (WUF3E-1,3, 2- ARl - 2- 35) nikmg - 2- RS
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[1690] NS ES+:245
(16911  2DEE2,
[1692) 444~ FI3L-5- (PUFIE-1,3,2- S 23R Mz - 2- 30) MEnE -2- F G (0.575¢,
2.356mmol) \5,7- "%~ [1,2,4] =WF-[1,5-al Mg (hiaj{k2) (0.403g,2.141mmol) AR
(0.295g,2.78mmo1) FIPAC1, (dppf) (0.078g,0.107mmol) £ K¢ (6mL) FI7K (1.2mL) Hy
TR SRR R INEAh K SR I 254 , HINaHCO, iR, FHDCMARHY, 145
R B2 HELAs IR 4 o 1 Pk (a3 ik (7ES10, I, £k 50 -80 % Et0Ac) 4l kL=,
135I5- {7-50-[1,2,4] =M IE[1,5-a) Mg -5- 35} -4- FRELIENE -2- FR.
[1693] MS ES":270
[1694]  2PYES.
[1695] e Ef /M, $15- (7-50-[1,2,4] =W I1[1,5-al EIE -5-3) -4 - R g i
(0.34g,1.261mmol) \ “IACLHE (27,47 ,67 - =S 2E-[1,17-HOK] -2-50) i (0. 060g,
0.126mmo1) Cs,C0, (0.822g,2.52mmol) LWl (CAS 30-35-5,0.149g,2.52mmol) HIPd,
(dba) , (0.058g,0.063mmol) ££M&AE (4mL) HHRTE SR G/ AU SERR)  TFE130°C
Vi nERAR S INEE £ [(IPd,, (dba) , (0. 050g) <X-Phos (0.050mg) FZ Bl (CAS 30-35-5,
0.100g,1.69mmol) , R S N ¥AE130°C I BiFh2h o R s B ikt , FH AR AINaHCO, Fike , 1)
DCMA=H, 15 (RES3 F) T L2 W4 o KPR 0 A+ AADMS O (9mLL) Hr I HIZKDUTE o K IR
WA AR 257K it SO & BUHPLCA Y, MG /7K (570 1% %0 BRIl A5 2R REU E 90 .
[1696] 'H NMR (400MHz ,DMSO-d,) 8ppm 2.16 (s,3H) 2.21 (s,3H) 7.29(d, J=2Hz, 1H) 8.20
(s,1H)8.28(d,J=2Hz,1H)8.38 (s, 1H) 8.82 (s, 1H) 10.62 (s, 1H)
[1697]1 MS ES':293
[1698]  SCjif5248:5- {754k~ [1,2, 4] =MAJF[1,5-a] ENE -5- 55} -4- FRLEnE -2- Ff

N

Il

N7~

[1699] L _

29
NZNFS\H,

[17001  IN- (5- (6- (k- 4- FILNERE -3-35) - [1,2,4] =WpIF[1,5-al EHE - 7-35) L F
(5ZJE151247) (0.050g,0.171mmol) <2M HC1(0.257mL,0.513mmol) FIZEE (0.342mL) [R5
Wy(E80°C N IR S804 o 45 S S 4 I MU FINaHCO, PR AL , FHDCMASEL, T4 (HESY B #) IF
PSR R RIS .

[1701]  'H NMR (400MHz ,DMSO-d,) 8ppm 2.19(s,3H) 6.31 (s,2H) 6.62(d, J=2Hz, 1H) 6.65
(d,J=2Hz,11)8.06 (s,1H)8.17 (s, 1H)8.77 (s, 1H)

[1702]1  MS ES':251

[1703)  Sjtif5249.:4- {7- - [1,2,4] =M1, 5-al ke -5- 55} -3- AL
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[1704]

A

N OH
[1705]  [FKOH(0.034g,0.614mmol) 7£7K (0.500m1) F11,4- —WELE (0. 5ml) H IR AR RN
4-{7-F-[1,2,4] =W JF[1,5-alMehe -5- 2L} -3- AL/ (HhRl{424) (0.15g,0.558mmol) «
T (27,47 ,67 - =R NEE-3,4,5,6-PUFIIE-[1, 17 - R ] -2-38) B (0. 021 g,
0.045mmo1) #IPd, (dba) , (0.020g,0.022mmol) o Kf/INI AL, 5 B Ak hE100°C
N EF6075 Bl K SN TR S H)AEDMSO (3mL) FRARRE I I IR (0. 25mL) FRAT (pHZ)6) o FHA TR
W e S WA, Hamd S AR S AUHPLCAE A ™=, - /7K (570.19% HER) Y, 15
FIFRELE ) -
[1706]1  'H NMR(400MHz,DMSO-d,) 8ppm 2.10(s,3H) ,6.76(d,J=2Hz,1H) ,7.01(d,J=2Hz,
1H) ,7.64(d,J=8Hz,1H) ,7.84(d,J=8Hz, 1H) ,7.92(s,1H) ,8.23(s,1H) ,11.06 (br.s, 1H)
[1707] MS ES':251
[1708]  SCJiEf5250 :N- [5- (4- 53k -2- FHELRDD) - [1,2,4] =M1 [1,5-almbme - 7- 2138
el

[1709]
<..N“‘N X o
N/ F N
N
(17101 $p4-{7-50-[1,2,4] =MIFF[1,5-al MEme -5- K5 -3- R (Fhalik24) (0.2¢,
0.744mmol) \FAN KL HIBENE (CAS 6228-73-5,0.317g,3.72mmol) Wik (0.485g,
1.489mmol) Pd, (dba) , (0.034g,0.037mmol) M PR EE (27,47 ,6 - =S¢ E-[1,17 -1k
ZK]-2-35) ik (0.035g,0.074mmol) £F WK (4mL) FR AR/ B I AU S 520 e B
RARGPIAELLI0C N IIEALh o Be SN P NI R T I 2 % 20 81 2 7 o K S W TR 5 07 DMSO
(3mL) FRRRRE , 1 1t ket ok 5 FHE tOH (10mL) P i IR o BHATR L 25 W o S ATl 2%
HIHPLCElAY, , /7K (570 1% 20 Yelbt , S5 2Btk 59
[1711]  'H NMR (400MHz ,DMSO-d,) 8ppm 0.80-0.95 (m,4H) ,1.75-1.88 (m,1H) ,2.11(s,3H) ,
7.25(d,J=2Hz,1H) ,7.68(d,J=8Hz,1H) ,7.87 (d,J=8Hz,1H) ,7.94 (s, 1H) ,8.22(d,J=
2Hz,1H) ,8.35 (s, 1H) ,10.84 (s, 1H)
[1712] MS ES':318
(7131 SEfBI251:5- {(7-3235- 11,2, 4] =M [1,5-a] Mg -5- 3k} -6- FHELInE - 2- F S
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N
I
| =N
[1714] =
¢
NZNFon
[1715]  45- {7-G-[1,2,4] =MpIF[1,5-al ikie - 5- 35} -6 - FARLIEmE -2- FH G (5275615120)
(0.097g,0.360mmo1) \KOH(0.022g,0.396mmo1) .Pd, (dba) , (0.013g,0.014mmol) FIN " | %k
(27,47,6" - =55 N3E-3,4,5,6-PUHEE- [1,17 -IPCOK] -2-55) il (0.014g,0.029mmo )££Ik
$t (0.9mL) F17K (0. 3mL) IR AP (28 /A A0RIR) |, FHEAEL130°C BB i 2h Ky
[ N FEtOACHARE , FHZKYEE , T8 (R oy B as) I s il o i S AR i 25 ZMHPLCAE (LA
tm, FHENG /7K (870 19% Q) el , 73 2 AU 54
[1716]1  'H NMR (400MHz,DMSO-d,) Sppm 2.31 (s, 3H) 6.88(d,J=2Hz,1H) 7.04 (d,J=2Hz,
11)8.04-8.12(m,1H)8.13-8.20(m,1H)8.26(s,1H) 11.22(br.s., 1H)
[1717] MS ES':252
[1718]  SZjafhl252.:3- FdL-4- (7- {2-%A24-6- %212 (3. 3] Biki-6-2L) - [1,2,4] =M It
[1,5-allbme -5-55) Il

N
|l

[1719]

Sl

[1720]  Re& A ZREkE (Bml) Ff4- {7-5- [1,2,4] =P IF[1,5-almbmg -5- 2} -3- FH2E
I (Fr1E{424) (0.150g,0.558mmol) \2-H 2% -6 - EZIE [3. 3] Bebi Y- HifR Eh (CAS 174-78-
7,0.121g,0.419mmol) \Pd, (dba) , (0.026g,0.028mmol) \ “FRCLEE (27,47 ,6° - = P3E-[1,
17K -2-55) B (0.027g,0.056mmol) AR (0.546g, 1.675mmol) [ S /N AU
W55, SRS 7R RV PAEL20°C B B Fh InAA20h R s S v HV 81 =0, 1 fek e
T2t 38, I TIMeOHAIDMS O I o R IEIR T 25 M 4 AR ZMeOH, a1k S AR £ R HPLC
fratift, O /7K (570 1% HER) Pl , 15 2IFnE L 54 o

[17211  'H NMR (400MHz , DMSO-d,) 8ppm 2.09 (s,3H) ,4.19 (s,4H) ,4.74 (s,4H) ,6.51 (s,
2H) ,7.60(d,J=8Hz,1H) ,7.84(d,J=8Hz,1H) ,7.91(s,1H) ,8.12 (s, 1H)

[1722] MS ES':332

[1723]  SCJEf51253 :N- [5- (6- AL -2- FHAEmE e -3-35) - [1,2,4] =M I [1,5-al ke -7-
FEIAN ST %
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N
Il
SN

[1724] Z

(,N‘“N X o0
NZN\F N%
H

[1725]  $45- {7-%3L-[1,2,4) =MpIE[1,5-al EnE -5-3E5) -6- FHILNEE - 2- FR IS (925641
212) (0.22g,0.879mmo1) £FDCM (9mL) H ) & 777 FHER N e R 4 (CAS 4023-34-1,
0.160m1,1.758mmol) FITEA (0.368mL,2.64mmol) AbFE , J7E =R ANE T N Hi£E3h B s N 4
W4, FHEtOACH RS , 4 IR THERBR ZUNTATR . 0. 2M HCLFK PRI, TH: (GHA B9 we) B 2SIk
4 o a1 PR (8 1L (FERRE — S RE I, A ik 140-100 % Et0AC) il kL =¥ , 153 E bRl
Ew.
[17261  'H NMR (400MHz ,DMSO-d,) ppm 0.85-0.95 (m,4H) 1.78-1.90 (m, 1H) 2.33 (s, 3H)
7.34(d,J=2Hz,1H)8.11(d,J=8Hz,1H)8.17-8.27 (m,2H) 8.38 (s, 1H) 10.87 (s, 1H)
[1727] MS ES':319
[1728]  5jitif51254:4- {5-545E-[1,2,4] =MeIf[1,5-al Mg - 7-JL} -2-550- 5- LG

N
Il
[1729]

pUNTS
<N/J\N/ NH
[1730] PU¥1.
(1731 FEN, U0 FRE4 - -2- 9 - 5- FIEE RIS (CAS 916792-13-7) (0.500g,2.336mmol)
FETHF (1. 3m1) HRIE RS A1 E] - 15°C o AT 19 )57 208 I A AR S R e (FETHFHI L. 3M)
(1.874mL,2.437mmol) , BRI FE PRFFAE-10°CLL N RSN I7EZ)-15°C e FE3043 8l LA
BRI T 2RI 210 S AR AL A (FETHRFR L. 3M) (0.170mL, 1. 168mmol) , AR A
L -10°C, IR R N WA -15°C N BR300 Bl 22200 PPN ING, 7- G- [1,2,4] =W Jf
[1,5-a]msnE (CAS 78706-26-0,0.397g,2.102mmol) ZETHF (6. 50mL) FR IR, JE S N )
THE FIRFFEBR RN YN HCLA K IHFAEEtAOc /K 2 R /3 Fl  EE A AL , TR /K
U, T (REAY 2 a) T LA e ol PRk (% (7ES10, B, A ihikr0-100 % Et0Ac) 2fift,
P35k, 13804 - {5-50- [1,2,4] =PI [1,5-al Mg - 7- 24} -2- 5 -5- IR .
[1732] MS ES':288
[1733] U2,
(17341  44- {5-5(-[1,2,4) =M If[1,5-a]menE-7- %L} -2- 98 - 5- FHEETES (0. 130g,
0.452mmol) .4- ALz (CAS 2393-23-9,0.118m1,0.904mmol) FITEA (0.126mL,
0.904mmo1) £E LN (2mL) HYAIAROINTIREN 70 CREL22h o e [ N ) B 28 ke i i ok (a3

2
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7 (ERRME — S RE b, Ak 0- 100 % Et0AC) AV TS ik s, 15 812- 5 -4- (5- {[ (4-
AL L] 2L - [1,2,4] =M [1,5-a] Mg - 7-38) -5- I .

[1735] MS ES':389

[1736] L UE3.

(17371 Kp2-G-4- (5- {[ (4- PSR AT &) - [1,2,4] =M Jf [1,5-a] MEng-7-
) -5-HIEAEE (0.160g,0.412mmol) AITFA(0.317ml, 4. 12mmo1) £EDCM (2mL) FRIIIARAL &=
Tk N IEHES R o K SN W IR 45 CREE2 K K SN M FL A5 W4, TR TS 2R R W /EEt0Ac
SRR S BTATR 2 TR 0 BE « R AU, T8 R B ) I B2 ki o a0 OB ) 25 28
HPLCAV T e, I/ 7K (870.1% 20 Belid, fR 2l b 54«

[1738]1  'H NMR(300MHz,DMSO-d,) 8ppm 2.14(s,3H) ,6.40 (s, 1H) ,7.46(s,2H) ,7.78(d,J=
10Hz,1H) ,8.01 (d, J="7Hz,1H) ,8.09 (s, 11)

[1739] MS ES':269

[1740]  SjEff255:4- {7- 5458 [1,2,4] =W FF[1,5-al MkiE -5- 5L -3,5- 50 TG

N
|l

[1741] F =

29

NZNFS\H,
[1742]  R5 A EMAANIP (4mL) W (5- (5 T BEFEEED - [1,2,4] =M [1,5-al iEiE -
7-35) SRR T TS (FhTAA25,0.3g,0.573mmol) AL (1) (0.005g,0.029mmol) P4
(= RELEE) 41 (0) (0.033g,0.029mmol) F14-77-3,5- 3 1 JIF (CAS 123688-59-5,0.137¢g,
0.631mmol) (% E/ NS HHAE100°C N HE 8043 8l - Lhfi I HIKF OK) 33 (105
%, 2mL) AR N TR S IR SRR tOAe RIS, i ke 3 BB /KSR e s kK
ek AN S IR G TR TS A [EL, 4- ZRESTH4. OMA 7] (4mL, 16. 00mmol) Hi.
K BN AT S0 D IR 3h o R SN s e i it S AR e UHPLCAE AR, I/
K (E0.1% %0 Pl 15 2IFR8UL &4
[1743] '{ NMR (400MHz , DMSO-d) 8ppm 6.35(s,2H) ,6.68(d, J=2Hz,1H) ,6.79(d,J=2Hz,
1H) ,8.01-8.12 (m, 3H)
[1744] MS ES':272
[1745]1  S0Ef1256:4- {5- [ GRA S AL
eSS

G- (1,2, 4] =M (1, 5-a] mgne -7- %) -3-

)
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[1746]

[1747]1 DB,

[1748]  45,7- —5(-[1,2,41 =WpIf:[1,5-al Mg (CAS 78706-26-0) (1g,5.29mmol) « (4-
TR - 2- FIEZREE) IR (CAS 313546-18-8,0.852¢,5.29mmol) \Na,C0, (0.589g, 5. 56mmol)
FIPAC1, (dppf) -CH,C1, 74 (0.432g,0.529mmol ) 7F Mk (30mL) F17K (6mL) LT
FAN I DA 550 ‘CFyLz2h o B S B #018 NEt0Ac LI FHOK PRI SR B A U, T (B
B sk s A58 - 5-F-[1,2,4] M9 (1, 5-almEng -7-35) -3- FHELAO B
B R 2.

[1749]1 NS ES':270.2

[1750] PUE2.

(17511 B4- (5-5(-[1,2,4] =MaJf[1,5-almEmg-7-50) -3-FHE L% (0.7¢,2.60mmol)
TEA (0.724mL,5.19mmol) FIERPIEE % (CAS 2516-47-4,0.450m1,5.19mmol) 7EZ K (9mL)
HR VA TROINIAEN 70 C R4k Lh o R SN M B 28 s, Il PRt ety (FEml: — S it |,
A iHEEF0-100 % Et0AC) SiV T2t o K AT 135k M S EtOA e — bt % , i 80 11, 15
FIREE A -

[1752]1  'H NMR (300MHz , CD,CN) 8ppm 0.25-0.38(m,2H) ,0.47-0.65 (m,2H) ,1.15 (br.s.,
1H) ,2.23(s,3H),3.27-3.43 (m,2H) ,6.31 (s, 1H) ,6.41 (br.s.,1H) ,7.57 (d,J=8Hz, 1H) ,
7.67-7.79(m,2H) ,7.97 (s, 1H)

[1753] MS ES':305

[1754]  SZjf257 :4- {5-543L-[1,2,4] =MeF[1,5-almsng -7- L) -3- FI3LCH

N
|l

[1755]

[1756]  2DUE1.

(17571 B5,7- - [1,2,4] =3 [1,5-a]WEIE (CAS 78706-26-0,1g,5.29mmol) + (4~
He-2- FILIE3L) ML (CAS 313546-18-8,0.852g,5.29mmol) \Na,CO, (0.589g,5. 56mmol) fl
PdC1, (dppf) ~CH,C1, JI#4 (0.432g,0.529mmo1) 7 Wkt (30mL) FI1/K (6mL) H K EL 774 ]
N, P IIFAEI50 °C RS2 2h K SR MBI NE t0Ac L /K Pk s SO L , 15 (R 25
rion) FFEZS R, A 2R4 - (5-5- [1,2,4) =MRFF[1, 5-al e - 7-38) -3- HUIL S R
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B s F—3.

[1758] MS ES':270.2

[1759]1 D2,

(17601  B4- (5-5(-[1,2,4] =MaJf[1,5-almEmg-7-50) -3-FHE L% (0.7¢,2.60mmol)
TEA (0.724mL,5.19mmol) FIERPIEE % (CAS 2516-47-4,0.450mL,5.19mmol) 7E K (9mL)
HR PR TROINIAEN 70 C R4k Lh o R SR P B 28 s, Il PRt et s (FEmi: — S At |,
A kA0~ 100 %Et0Ac) Vi, £ 514 - (5- {[(4- AR PR3] 2 & - (1,2,
4] =TI (1, 5-a] Mang - 7-55) -3- I .

[1761] MS ES':371

[1762] D3,

[1763]  f4- (5- {[ (4-HIEEIERERD) AT 23} - [1,2, 4] =M [1,5-a] Mg -7-55) -3-H
EEHOE (0.8g,2.160mmol) £ETFA (2mL , 26 . Ommo1) HAFIE IR IIFAZN60 CFE4:24h 5 5 N ) EL
ZEURGR I FTARER AR E tOAe S5 MO AR IR S BRI 2 TR 3 i AL, T4 (B S
i) HEEL S IR T 7 ) S DOM— et 2, i 8 T o 1 5 SOAH 1) 28 ZMHPLC AL T 5
AWy, /7K (550.1%50) Peii, 5 2Rt 54

[17641  'H NMR (400MHz, 7 -d,) dppm 2.27 (s,3H) ,6.47 (s,1H) ,7.63 (d,J=8Hz, 1H) ,
7.75(d,J=8Hz,1H) ,7.81(s,1H) ,8.08 (s, 1H)

[1765] MS ES':251

[1766]  50JiE151258 :N- [5- (4-F5dE-2- HHELRED) - [1,2,4] =W I [1,5-alltme-7- 2] -2,
2- IS 1- I ef

N
Il

[1767]

<,N““N N o
N=\F NJJ\a,F
H

[1768]  FHN- PN IEBEERET A =28 ¥) (EtOAcHP50Hi 5 %) (2.32mL, 3.94mmol) AbFE2, 2- —J1
RN %E-1- I (CAS 107873-03-0,0.256g,2.100mmol) 4- (7-%2E-[1,2,4] =mkIf[1,5-
al LY -5-3%) -3- FHILACE R ER £k (SChE 1209119 #h iR 2h,0.500g, 1. 750mmo 1) FITEA
(0.976mL,7.00mmol) ENMP (4mL) HEFRIATRL, HRE SN WAE 2= B Hii i 2h o K s S ) TIEt0Ac
MRS, K e 3KV, T8 (o B aw) I LS e o i i DRt € il i (Femmi: — 58k
fif: b, Ak F0-100 % Et0Ac) iV BTkt o il i AR 25 UHPLC I — P Ak T 5k %
Y, I/ 7K (550 1% %0 Jelid, 13 28U 54
[17691  'H NMR (400MHz,DMSO-d,) Sppm 2.02-2.15(m,5H) ,2.82-2.96 (m, 1H) ,7.22(d,J=
2Hz,1H) ,7.69(d,J=8Hz,1H) ,7.87(d,J=8Hz,1H) ,7.95(s,1H) ,8.22(d,J=2Hz,1H) ,8.38
(s,1H) ,11.06 (s, 1H)
[1770] MS ES':354
(17711 5259 :4- {7-%3E-[1,2,4]1 =M Jf-[1,5-almtne -5- L) -3- S0
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[1772] Cl

¢
N= N
(17731 DEKL.
(17741 B {5-50-[1,2,40 =8I [1,5-alMbiE - 7-35) SR BT fis (hialfk25, 1g,
3.72mmol) « (2-5-4-E LRI HlIEG (CAS 677743-50-9,0.945g,5.21mmol) PU (=R EL)
% (0) (0.215g,0. 186mmol) FIEFNFRRE (3.91mL,7.82mmol) ZEDME (12mL) H I 7 HIN,
MR IIERE 120 CHFZE L S IFERt0Ac 57K 2[RI TE « KR T M1 , F /KB F K
Dok, T W Bae) TFEL2S T4 o PR € ik (FERRE — 58U E A b, A7 ik HR0-100%
EtOAc) Al Firfg ik o il SO R 8 757 (£EC18 |, 7570 05 9% NH,0HIFI /K H10-100% &
i) A P ikm Y, A 2IN- [5- (2-S-4-TUEEERED) - [1,2,4] =M [1, 5-a] Mg - 7- 21 54
FEFIRRA T i -
[1775]1 MS ES':370
[1776]  DER2.
[1777] 34 (5- (2-(-4-FAEIRID) - [1,2,4] =W If[1,5-al ibmE - 7-35) SOEHERAUT BiE
(432mg, 1.168mmol) FIHCT (fF —Meker14M) (2.92mL,11.68mmol) £F Mk (4mL) HIFRTATR N
FAE50 CHRAEE3K o R SR Pve EN 2 S0 T L5 ik 4 K Tk R WA E t 0Ae S5 T RTRRIR S
PR TR B0 SR AT AT, T (RR 3 B JF s Ik o il SO &5 HPLCAl Y T 75
T, NG /7K (550 1% %0 Belld , 1R 2P R-EUE 590 .
[1778]  'H NMR (400MHz ,DMSO-d,) 8ppm 6.27 (s,2H) ,6.55-6.67 (m,2H) ,7.84 (d,J=8lHz,
1H) ,7.99-8.06 (m,2H) ,8.29 (d,J=1Hz, 1H)
[17791 MS ES':270
(17801 Sjtfd260:4- {7-%05-[1,2,4] =M [1,5-alibie -5- 55 -2, 3- Z50 %1%

NH»

N
Il
F
[1781] e
N~
¢
NZNA S,

[1782]  qngtxf4- {7-243&-[1,2,4] =M Ff[1,5-al ke -5-3L) -3, 5- 5T (SLiE)
255) Frih i (5- (= T ZEHE LD - [1,2,4] =M [1,5-a] MENE - 7- 58 25 HEREUCT g (p
[B]4A25) F4-1R-2,3- 5050 (CAS 126163-58-4) il 7%, 15 RIbREUL &

[1783]1  'H NMR(400MHz,DMSO-d,) 8ppm 6.34(s,2H) ,6.66 (d,J=2Hz,1H) ,6.75(d,J=2Hz,
1H) ,7.72-7.82(m,1H) ,7.92-8.01 (m, 1H) ,8.08 (s, 1H)
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[1784] MS ES':272
[1785]  SLjf5261 :N-[5- (2- G -4-FEARFD) - [1,2,4] =MpIf[1,5-al thE -7- ] L

N
I

[1786] cl
<,N"N XY o
NZNA N\

H

[1787]1  F{JAcC1(0.033mL,0.467mmol) AbFE4- {7-5 K- [1,2,4] =WkJf[1,5-a]MEmE-5-

FL}-3-50 N (91259,0.063g,0. 234mmol) FITEA (0.065mL,0.467mmol) ZEDMF (1mL) H1

WAL o B SN AE 250 N P Lh o S DB 22 (1 TEA (0. 065mL, 0. 467mmo1) F1AcC1 (0. 033mL,

0.467mmol) , F¥f S N WAE 2= I EHEFE Lh o AN IIE 2219 TEA (0. 185mL) F1AcC1 (0.100mL) ,

Ho¥t S AT 253 PR Lh o B S N W FHE tOA R FH /K e i = IR SR T L, T-15

R 88 H 2= ik 4 o 05 SR 25 BUHPLC AV P i ik 3, QG /7K (870 . 1% %) P

i, 32 RE S

[1788]  'H NMR(400MHz,DMSO-d,) 8ppm 2.16(s,3H) ,7.30(d,J=2Hz,1H) ,7.91(d,J=8lHz,

1H) ,8.04-8.11 (m,1H) ,8.25(d,J=2Hz, 1H) ,8.31-8.39 (m,2H) ,10.60 (s, 1H)

[1789] MS ES'=312

[1790] 551262 :N-[5- (4-FE-5- g -2- FHELRED) - [1,2,4) =M Ff[1,5-alMtnE-7-

] O

[1791]

NN 0
<N" Z NJK
H

[1792]  ¥f4- (7-543L-[1,2,4] =MF[1,5-al e -5-3L) -2- 95 - 5- I HG (S2htfh1220,
0.333g,1.246mmol) = FADCM (5mL) FIMEAE (0. 5mL, 6. 18mmol) H1, SR 5 AEVKH1 & 1 s
AcC1(0.15mL, 2. 110mmol) JReefful ri AL HE A2 il B EE T I RE T o KB el vk
B ITHATHCRE L CRER S MK R U A 2500 N 4580 18h o K5 S N ) FHE t0A e /KA AT
BRIR S BN TATRORE o B 7KV TR BE 22 Bt OAc i — D 25 B A WU & 5T, 3K, 15
(MgSO,) JFFLAs e o 1 nd PRt (218574 (15510, -, DOMFH0-10 % MeOH) 2EV RT3 5759 - K5I
FFFRAYIMELOHH EE 285 15 2R 590
[17931  'H NMR (400MHz,DMSO-d,) ppm 2.08 (s, 3H) ,2.16 (s,3H) ,7.24 (d,J=2Hz, 1H) ,
7.77(d,J=10Hz,1H) ,8.03 (d,J=THz,1H) ,8.24(d, J=2Hz,1H) ,8.37 (s, 1H) ,10.59 (s, 1H)
[1794] MS ES':310
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[1795] 3. A& BE A M L sk

[1796]

(17971 FEAU230mM 2- (N-MSIRAR) ZBHARpH 6.0 2mMATTER MRS « 100pM B RS
2mg/ml A= 11137 125 11 . 60pg/mL it A0 UM R L MBI ERk (1T) (FeSO,) ({3 E 25 it rpo
DEL A B 9 S5 1] E 1 (20nMZ0K ) FIITKIECH) (Asp-Leu-Asp-Leu-Glu-Ala-
Leu-Ala-Pro-Tyr-Ile-Pro-Ala-Asp-Asp-Asp-Phe-Gln-Leu, IuMZR ) M 2- ik — g
(0. 5UMEZIRIE) TR Ay, FIAE PHD LG (R L -407) [ITC,, B« i 76 253 T KiPHD I EA &
WA I AE R T BT 6043 BIoREA TR o i MK 2~ BT — BRI I R (5
U bSO Z R ) SRS O P S PR 3096 v/ v = S0 LR (IR IEE 9% ) SR okl
SE B FHUPLC-MS (75 ABSciex 4000qTrapBiiti{¥ [JAgi lent 1290) MHEREH =4t o A
PRV TC OB Sk B R A TAE » SR A TC R T35 1.

[1798] 254

[17991 &1
5 #6.45) % #45) 5 7645
%2 ICso (nM) s ICsy (nM) P ICs9 (nM)
[1800]
1 677 2 54 3 34
4 39 5 10 6 34
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CN 107531698 B 172/175 71
7 50 8 74 9 307
10 3890 11 1874 12 452
13 829 14 272 15 171
16 3941 17 2156 18 460
19 665 20 1955 21 84
22 1283 23 67 24 99
25 56 26 197 27 1400
28 93 29 145 30 136
31 141 32 506 33 6109
34 223 35 58 36 67
37 280 38 543 39 223
40 323 41 459 42 138
43 1840 44 1760 45 755

[1801] 46 1949 47 470 48 206
49 366 50 927 51 978
52 531 53 387 54 730
55 307 56 167 57 445
58 145 59 269 60 377
61 392 62 490 63 714
64 669 65 551 66 613
67 103 68 1885 69 1114
70 607 71 904 72 5086
73 5436 74 184 75 2158
76 969 77 2043 78 1833
79 275 80 3000 81 884
82 11 83 406 84 5
85 164 86 2108 87 119
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CN 107531698 B 173/175 71
88 29 89 360 90 574
91 2448 92 792 93 129
94 238 95 61 96 32
97 115 98 427 99 435
100 13 101 9 102 34
103 25 104 37 105 25
106 10 107 5 108 9
109 77 110 166 111 247
112 20 113 8 114 33
115 13 116 29 117 5
118 54 119 49 120 52
121 8 122 70 123 151
124 49 125 208 126 53

[1802] 127 47 128 215 129 299
130 139 131 168 132 480
133 2300 134 229 135 240
136 3223 137 145 138 170
139 77 140 151 141 115
142 72 143 437 144 145
145 66 146 27 147 461
148 126 149 252 150 12
151 47 152 42 153 28
154 490 155 130 156 129
157 57 158 91 159 147
160 248 161 123 162 117
163 88 164 131 165 650
166 630 167 225 168 218
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2

H

CN 107531698 B 174/175 71
169 49 170 3017 171 58
172 220 173 63 174 34
175 143 176 40 177 6900
178 4000 179 3300 180 79
181 325 182 5400 183 1500
184 870 185 3794 186 1400
187 1400 188 800 189 1300
190 1700 191 2900 192 1300
193 4800 194 2300 195 14
196 190 197 53 198 109
199 111 200 79 201 1125
202 4475 203 1109 204 468
205 970 206 3623 207 2663

[1803] 208 2531 209 88 210 36
211 25 212 79 213 7142
214 632 215 953 216 997
217 376 218 233 219 30
220 73 221 1796 222 161
223 52 224 3093 225 1647
226 135 227 774 228 68
229 3661 230 925 231 199
232 74 233 69 234 2113
235 1690 236 65 237 89
238 96 239 333 240 460
241 152 242 381 243 1286
244 131 245 107 246 65
247 80 248 35 249 27
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250 88 251 17 252 1130
253 216 254 751 255 157
[1804] 256 92 257 165 258 152
259 205 260 29 261 96
262 108

[1805]  IXHRTELFE KA M AL % /)

HANEEHFFENAS

187

SR R A N 5B GB1504565 . 15 L A g,
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