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(I-3) L& R -0~ (C,-C kidk) HR®A 2% (BIR 2.3) o e —ANSeiti 7 &, 7630
(1-3) KA A I R -0~ (C,-C i dE) HR® AL - I HE A2 — A seitir & rh , e (1-3) 1Y)
AW, RUONOCH, HR? 5 3 o 78 —ANSEiti 7 2, 7830 (1-3) Ak &40, RUA0CH, HR® Ay
C,~C A% AE— ANt e rf, 2R (1-3) Mk &4 7F , RUOCH, HRPMC, -C i 3 o 76— A
S 5 Ze e, 2E 2 (1-3) M4k &4 Hh  RUNOCH, B RENCLAE— AN St 7 b, 7E3% (1-3) 1
kA, RUNOCH, LR AH0CH, « 78— NSzt 77 58, 7620 (1-3) M4k &9, R UMOCH, HR® Ay
CABHE (SR 2 3E) AE— ANt e rb, 7830 (1-3) BAk &b RUBOCH, AR AL - AR 3
[0250]  FE—ANSEii 7 S, ASCH gt 730 (I-3a)  (I-3b) 8L (1-3c) L& EI N-Fib
Ye A FHER -
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F (1:30)

[0252]  FLehR'R® R RYMIX, U0 7E A ST HIAL BT 52 SLHA -

[0253]  fF—AsSeitidy g rf, 7630 (T-3a) AL &9, R NOHER A 2 o 46— NS 7 5
o, 2820 (T-3a) AL A4, RUAOH ELRPAC, -C J 3 . 18— A 82t 7 2, 2 (1-3a) 4L
Erreh  RUNOHELR?AC, -C bt AU  AE— AN Sty b, 7E 2 (1-3a) Hb A9 RFOHHR?
NCL o AE— AN 7 v, 723K (1-3a) ML &, RUFOH AR HOCH, o 75— NSt 7 R
e (T-3a) AL &4 PF  RUAOH R 2053 (8K 2.35) A8 — Dt &, 2R (1-3a)
Ak AR RUONOHELR® A L - P4 36 o 46— ANt 5 2, 7638 (T-3a) (k&9 R A -0-
(C,-C JedE) HROAH 2 . 7 —ANsehtir eeh , 7 (T-3a) AL A0 R -0 (C,-C, i dE)
HR*HC,-C i3k AE— ity 2 of, 23X (1-32) L& R -0~ (C,-C kidE) B R*A
C,-C e e — ity b, £ (I-30) FIL &4 R -0~ (C,-C bidk) HR®ACL.7E
—ANSEHT A 7R (1-3) BG4 RUA-0- (C,-C %) HR*HOCH, . 78— 82t 7 %
b, £E38 (1-30) AL A 403 R A -0- (C,-C bi k) HRPAZ 63 (k29 oA —ANS2iti
Zoh 7ER (T-30) ML RUA-0- (C,-C hedt) FLR*HM1-Fiisde . 28— A Szt e,
ER (I-32) LAY RUNOCH, BR? A5G & AE— At b, 7E30 (I-3a) AL &4
H L RUAOCH, FLR*HC, -C Mt o 7E— s 7 R rh , 722X (T-3a) M4k AR, R OCH, HLR®
C,-C bela Bt A —ANsehti 7 i, 763 (1-3a) ML &4, RUFOCH, ER*HCT o A8 — NS 7
Frp, fE3 (1-3a) [P0 R OCH, ELRZHOCH, o E— N2t 7 2, 8RR (1-3a) 4k
A RUONOCH, RPN 2053 (8K 2,38 AE—ASehtir &b, 250 (1-32) Mk &4,
R'AOCH, HR* 1 - P43

[0254]  #E—/seifiy s, #E 3K (1-3b) AL &4, RUNOHELR® A5 5o £E — AN St 7 %
o, 7620 (T-3b) (AL A4, RUAOH ELRPAC, -C Ji 3 . 78— A 82t 7 2, 2 (1-3D) Ak
Erreh  RUNMOH AR AC, -C, e AU  AE— AN Sty b, 7E 3K (1-3b) Hb A9 h R B0 HR?
NCL o E— AN 7 v, 7220 (1-3b) (&9, R FOH R HOCH, o 78— NSt 7 R
fE38 (T-3b) Ak &4 7F , RUAOH R 2053 (8K 2. 35) A8 — it &, 72 (1-3b)
Ak AR RUONOHELR® A - P4 36 o 46— ANt 7 2, 7638 (1-3b) (&9 ,R' A -0-
(C,-C JedE) HROAH 2 . 7 — ANty geeh, 7 (T-3b) I A4 R -0 (C,-C, i dE)
HR*HC,-C i3k AE— Dty 2 oh, 722X (1-3b) L &9 R -0~ (C,-C kidk) B R*A
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C,~C e  fE— it 7 b, £ 20 (I-3b) B &4 R -0~ (C,-C bidk) HR®ACL.7E
AN AR ZER (1-3b) AL 7R RU-0- (C,-C %) HRMOCH, . 76— AN S2 it 7 %
i, 738 (T-3b) LA, RUA-0- (C,-C kidk) HR®A I3 (B 2.38) 16— ety
Zrp 0 (1-3b) IALEWH RUA-0- (C-C ke dE) HRPM1- A EE . AE— ANt =,
ER (1-3b) LAY RUMOCH, BR? A5 3 AE— ANt b, 7230 (I-3b) L &4
H L RUAOCH, AR HC, -C M o 75— NS 77 b, 722X (T-3b) Mk &R, R OCH, HLR®
C,-C bela Bt A —ANsehti 7 o, 7630 (1-3b) ML &4, RUAOCH, ER*HCT o A8 — NS 7
Zrp, R (1-3b) HIALA W, R HOCH, HR® HOCH, « 76— ANSEiti /7 v, 738 (T-3b) 14k
A RUONOCH, RPN 2053 (8K 2. 38) AE—ASehtir &b, 850 (1-3b) Mk &4,
R'J90CH, ELR* /91 - P4 .

[0255]  #E—/Nseiiy s, #E K (1-3c) AL &4, RUNOHELR® A5 5o £E — A St 7 %
L ES (1-30) M4 A 7R RUMOH LR AC, - C M 3 o 28— A st 7 v, 7E R (T-3¢) 1k
Ereh  RUNOH AR AC, -C b AU  AE— AN Sty b, 7E (1-3¢) Hb A9 h RUBOHHR?
NCT o AE— AN 5 v, 7230 (T-3¢) ML &4, R FOH AR HOCH, o 78— NSt 7 R
FE38 (T-3¢) Ak &4 eF  RUAOH R 2053 (8K 2. 35) o8 — ety &b 72 (1-3¢)
Ak AR RUONOHELR® AL - P4 36 o 46— ANt 5 270, 7638 (T-3¢) ik &9 ,R' A -0-
(C,-C,bidk) FLR* N 2 AE— ALy b, 1R (T-30) A& 71, R\ A-0- (C,-C i k)
HR*HC,-C 3k AE— A itir b, 22X (1-3¢) L& R -0~ (C,-C kidk) B R*A
C,~C e  E— it 7 b, 7E 2 (I-3¢) B &4 R -0~ (C,-C bidk) HR®ACL.7F
AN R AR ZER (T-30) AL 7R RV -0~ (C,-C %) HRPMOCH, . 76— S2 it I %
1, 2E R (T-30) AL A, RUA-0- (C,-C ke ) HRPNZ M3 (BUR Z38) o AE— ANt 7
Fo, R (T-30) LA Rg-0- (C,-C kedE) HR™HN1- sk 16— 9t v,
fE30 (T-3¢) ML &P, RUONOCH, AR M5 2o £E — A seiti iy 2 7f, 630 (I-30) L &9
H L RUAOCH, FLR*HC, -C M o 7E— S 7 e rh , 722X (T-3¢) M4k &R, R OCH, HLR®
C,-C besa Bt A —ANsehti 7 &, 763 (1-3¢) Mk &4, RUFOCH, BR*HCT o A8 — AN S 7
o, R (1-30) MM AR RUNOCH, ELR®HOCH, o FE— N2l 7 A, 722 (T-30) (4L
A RUONOCH, RPN 2053 (8K 2,58 AE— A Sehtir &b, 250 (T-30) Mk &4,
R'AOCH, HR* 1 - P43 .

[0256]  FF—ASLjifi 7 &9, Ar NAr4,

[0257]  fE—A St J7 Feh, ARt 12 (T-4) B S s HN-SE A Y sl I 2 -

NR3R4
X% i3
™ | R?
N
[0258]
0
X5 F
F
(I-4)

[0259]  HLAPX\R' R R \RYAIX, U 7E A SC I B4k BT 5 LI
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[0260]  {E— A5ty Ze b, 2ESR (1-4) A6 &4k RUOH HLR g 5 3 o 78— A2t 7 %
i, E S (T-4) ML S RUFOHARYNC, -C M3  £E— NSty b, 2R (T-4) k&
Wyek RUOMOHHR*MC, -C e 8 o A — A St &2 vp, 2 (1-4) Mk &40 RO AR Ay
ClofE— ANy g, 22 (1-4) &9 eh  RUAOH LR OCH, o 2E— A5 it 7 5, 76 K
(T-4) L &b, RUNOHHR® N 248 3 (SR 2.38) o fE— NSty &b, 72K (T-4) ik
Py, RUNOHHLR® A1 - P 3 o 26— ANt 7 52 v, 22K (T-4) B &9 R A -0- (C,-C ft
) HRAE 5 AE— Sy 2, 7850 (T-4) AL & 40h R A-0- (C,-C,5i3E) HRAC,-
C Mk o 7E— A s 7 Zrp , 7220 (T-4) AL & R -0 (C,-C b dE) HR®AC, -C
B AE— ST R, 7R (T-4) A& R R -0- (C,-C i) HLRPAHCT . 75— 52 i
g ER (1-4) Mk &4 R -0- (C,-C hedE) HRPA0CH, 78— Seifi 7 52, 723K
(T-4) I A R -0- (C,-C hidk) HR®A 03k (B 2.38) AE— Dty &, 2
(I-4) IR A R -0~ (C,-C e dE) HR®AL- I HE AE— A seitir & rp, 2R (T-4) 1Y)
A wreh  RUNOCH, R M & o A8 — AN st b, £ (1-4) b A9 RUBOCH, Ry
C,~C A% AE— ANty 2 rf, 2R (T-4) &4 HF , RUOCH, HRPNC, -C i 3 o 76— A
S5 e e, 7E 2 (T-4) M4k &4 Hh  RUNOCH, B RENCLAE— AN St 7 b, 7E3% (T-4) 1
A ROMOCH, LR HOCH, o 76— ANzt 7 52, 423K (T-4) M4k &4, RUMOCH, HR™
LN (BRIR 2. 38) AE— A7 S, A8 (T-4) A& 4 eh  RUOMOCH, ELR* M1 - R 5E
[0261]  FE—Asitir B, ASCHAE T 30 (T-4a) « (T-4b) <88 (T-4c) L& PEIL N-4
e EiA 2 -

NR3R? NR3RA NRR*
NZ | o
X R
[0262] N
o)
p F
(-42) ¢ (I-4b) X, F (I-4c)

[0263]  HLrpiR' R R RUFIX, G 7E A S AR BT 12 SLHT o

[0264]  f£—ANSEifiJy &, 38 (1-4a) B AP, RUAONELR J9 5 25 o A8 — Sty 6
oh 7R (T-4a) (LS RUOMOH ELR®HC, -C M B o 18— N2ty 2, 783 (1-4a) 4L
EH RUNOHER?NC, -C S A — ANty b, 78R (T-4a) (4L 597, RUNOH HR?
L AE— AT G, 783 (1-4a) B9 AL AT R IOHELR*HOCH, o 75— A S J7
e (T-4a) L& 4eh  RUROH ELR® A 2,453 (8K 2. 98) 76— NSty ey, 72 (1-4a)
FIkE P R 90N LR A 1 - it . 76— AN szt 7 o, 7638 (1-4a) B8, R 9-0-
(C,-C,Ji k) FLR* A % 7 —AN9Litify S, 7ER (1-4a) 1L &40, R -0~ (C,-C b k)
ELRPHC,-C M  E— AN ey o, 2238 (1-da) FO 680, R -0- (C,-C, 5 25) B REH
C,-C b A AT Rrp AR (I-4a) (AL R0~ (C-C hed) HRACL 15
— ANt e, R (T-4a) A&, RUA-0- (C,-C ki dE) HR®AOCH, . £ Seiti )y %
if, 2630 (T-4a) AL AP RV -0 (C,-C ki) HR™N Z M5 (k2 45) A — ANty
2ih 703 (1-4a) HOALAPIH R A9-0- (C,-C e dE) RPN - DIl 3t . 75— AN 9e iy %,
fE30 (T-4a) ML S P, RUNOCH, AR BT 2o A8 — A seii & 7f, 30 (T-4a) L&D
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H L RUAOCH, HLR*HC, -C M o 7E— A S 7 b, 722X (T-4a) M4 A 470, R OCH, HLR®
C,-C besa Bt A —ANsehtifr i, 723 (1-4a) (L& 4 RUFOCH, ER*HCT o AE — NS 7
F, ER (T-4a) MM AR RUNOCH, LR KOCH, o FE— N2 7 A, 723 (I-4a) (946
A, RUROCH, HR®A 203 (BIR 2.3) o e —ANSeii 7 &b, 738 (T-4a) ik &4 R
SHOCH, RN 1 - 4 3

[0265]  {E—ANsiify %, #E 30 (1-4b) AL AW, RUNOH LR A5 2 o £ — St 5 2
o 762 (1-4b) BIA A4 RUOHELR?HC, - C 1 e 8 — ity e, 28 (1-4b) Ik
4 RUOHELRPAC, ~C, B i o FE—ANSE i /7 52, 7E 3 (T-4b) AL 247 R OH FLR?
NCL o AE— AN 5 v, 7230 (T-4b) (L&, RUAOH AR HOCH, o 78— NSt 7 R
FE30 (1-4b) L&, RUNOHELR?A 20538 (BIR 2.38) o AE— ANt ) 2 vf, 723K (1-4b)
AL E P RUNOH FLR® M L - P 26 o 75— ANt 7 52 b, 7830 (T-4b) B4k &9 R A -0-
(C,-C,hidk) FLR* N 2 AE— Sy Rerh, 15 (T-4b) 46271, R -0 (C,-C i k)
HR*AC,-C M3k AE— D itir 2 of, 723X (T-4b) L& R -0~ (C,-C ki dE) B R*A
C,-C WAk AE— ALy e, 7E 3N (I-4b) kA0 R -0~ (C,-C Be k) HRACILTE
AN SR AR (T-4b) HOAL A R0+ (C,-C, 5t ) HRENOCH, o A8 — A5t T &
i, 7E30 (T-4b) LA, RUA-0- (C,-C kidk) HR®A I3 (BiKk 2.38) 48—ty
oh 7850 (1-4b) HOAL A L RUA-0- (C,-C k) FLR™H1- P o 76—t 7 2
FER (1-4b) I A P RUNOCH, BR® A5 3 AE— A9t b, 7230 (I-4b) AL &4
H L RUAOCH, FLR*HC, -C M o 75— S 7 b, 722X (T-4b) Mk &R, R OCH, HLR®
C,-C beda Bt  AE—ANSehti 7 &, 763 (T-4b) fL &4 RUFOCH, BR*HCT o A8 — AN 7
Zrp, R (T-4b) IIALA W, R HOCH, HR® HOCH, « 76— ANSEiti 7 v, 738 (T-4b) 14k
A RUONOCH, RPN 2053 (8K 2.38) AE— A Sehti 7 &b, 250 (T-4b) Mk &4,
R'AOCH, HR* 1 - P43

[0266]  #E—SeifiJr s, #E R (T-4c) AL A4 RUNOHELR® A5 5 o A8 — AN St 7 %
o, 7R (T-do) B E 4 RUOHELR?HC, - C 1 M 8 — 2ty b, 78 (T-4o) HI L
Erreh  RUNOHELR®AC, -C bt AU  AE— AN Sty b, 7E (1-4c) b A9 h  RFOHHR?
NCL o E— AN 7 S, 7230 (T-4e) A&, RUAOH AR HOCH, o 75— NSt 7 R
fE30 (T-4e) L& RUNOHELR®A 2053 (BIR 2.38) AE— ANt & of, 23 (T-4c)
A AP RUNOH FLR® M L - G 36 o 75— ANzt 7 52 b, 7830 (T-40) B4k &9 R A -0-
(C,-C hidk) FLR*H R 2 AE— Sy b, 1R (T-40) A& 71, R\ A9-0- (C,-C i k)
HR*HC,-C M3k AE— D itir 2 of, 2R (T-4c) L& R -0~ (C,-C ke dE) B R*A
C,-C Wt AE— ALy v, 7E 3N (T-4c) kAR R -0~ (C,-C Be k) HRACILTE
AN R AR (T-do) HUAL A R0+ (C,-C, 5t ) HRENOCH, o A8 — A5zt T &
o 282 (T-40) ML A RIA-0- (C,-C, 5idh) HRPAZIB3E (MR 2.5 E— ALty
2op 7550 (1-40) B RS-0 (C,-C k) FLR™H1- P o 75— A9t 7 2,
TER (I-40) AP RUNOCH, BR? A5G 3 AE— A9t b, 7230 (T-4c) L &4
H L RUAOCH, FLR*HC, -C Mt o 75— A S 7 e rh , 722X (T-40) Mk &R, R OCH, HLR®
C,-C BRI AE— AT e EER (1-4c) AL A1 RUOCH, ELRZACT o fE— A2t J7
Fo, ER (T-40) I AR RUNOCH, LR HOCH, o FE— N2l 7 A, 722 (1-4) 94k
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A RUONOCH, RPN 2053 (8K 2.38) JAE—ASehtir &b, 250 (T-40) Mk &4,
R'AOCH, FLR® Ay 1 - A 4 o

[0267]  FE—/NSLJE T 9, Ar AT,

[0268] NSty S, A SCERAL 13 (1-5) AL S BEHN - S A W B F 2 -

NR3R4
R2
F X% |
\N R?
[0269]
o)
X3
F >
(I-5)

[0270]  FLrX, R'RZ R SRRIX, AIE A AR AL i LA o

[0271]  fE— ANty S, 7630 (1-5) &, RUONOH HR® Ak 36 o 7E — AN sl it 7 %
i, 2R (1-5) ML & 97 RUFOHAR NC, - C M3  £E— NSty b, 2R (1-5) ik &
Wk RUOMOHHR>MC, -C e 8 o A — St 2 vp, 22 (1-5) Mk &40, RO AR Ay
ClofE— NSty e, 763 (1-5) AL &4, RUNOH LR HOCH, « 76— ANSE it 7 5, 7830
(1-5) Ak &4 eF  RUNOH R 2,03 (SR . 38) AE — DSty b 2 (1-5) kg
Wreh RUNOH LR 1 - DI 56 o ZE— A9t 7 v, 223 (1-5) BB &4 R -0~ (C,-C e
) HR*MEG5 A — Aty b, 7830 (1-5) M4k &9 R A -0- (C,-C ke k) HRPAC,-
C Mk o 75— A s 7 e rh , 7220 (T-5) AL &4 R -0 (C,-C b dE) HR®AC, -C b
e AE— AN T R, 22K (T-5) L& RV -0- (C,-C be %) HRPMHCT 76— AN it
Jrgm ER (1-5) Mk &4 R A -0- (C,-C i) HR?A0CH, . 78— Sty 52, 76K
(I-5) M4k A R N-0- (C,-C ke dk) HR*A MR (MR 2.3) A — st 7 b, 7R
(I-5) B &Hh RN -0- (C,-C b k) RPN - A8 — St b, 72X (1-5) 1Y
b RUNOCH, R M K o A8 — AN st b, £ (1-5) b &9 RUBOCH, Ry
C,~C ik E— ity 2, 23X (1-5) M4k &b RUMOCH, HR®AC -C e At  ZE— A
S 5 e e, 2E 2 (1-5) M4k &4 Hh  RUNOCH, B RENCAE— AN St 7 b, 7£3% (1-5) 1
kA, RUNMOCH, LR H0CH, « 78— NSzt 77 58, 7620 (1-5) M4k &9, R UNOCH, R Ay
CARHE (SR 2 3E) AE— ANt e rb, 7830 (1-5) MAk &b RUAOCH, RN - AR 5
[0272]  FE—A Sy S, ASCH gt 730 (I-5a)  (I-5b) 8L (I-5¢) L& MEH N-4Fib
YA i -

NR3R4 NR3R? NR3R4

[0273]

(1-5a)

[0274]  HrpR'R*\R®\RHMIX, U AE A ST AR B 52 LI -
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[0275]  #E—/seiiy s rp , #E K (1-5a) AL A4 RUNOHELR® A5 5o £E — A St 7 %
L 63 (1-5a) (464 RONOH ELREAC, -C M 3k 16— A SE M v, 78K (T-5a) B4
Erreh  RUNOHELR®AC, -C bt AU  AE— AN Sty b, 7E 3 (1-5a) HIb A9 R MO HR?
HCLAE—ANSEH T Z o, 7238 (1-52) BIL &4, RUAOH HR*OCH, o 76— 52t 7 R
fE30 (1-5a) (L&, RUNOHELR®A 2053 (BIR 2.38) AE— ANt & 7f, 723K (1-5a)
Ak AR RUONOHELR® A L - P4 3 o 46— ANt ) 27, 7638 (T-5a) (b &4 ,R' A -0-
(C,-C ki d) FLR® A 2 15—t g, 76X (1-50) M &b, R -0- (C,-C kide)
HR*HC,-C M3k AE— ity 2 of, 22X (1-5a) L& R -0~ (C,-C kidk) B R*A
C,-C e e — it 7 b, £ (I-50) FIL &4 R -0~ (C,-C bidk) HR®ACL.7E
— ANzt L AR (T-5a) ML AR RV -0 (C,-C ki) ELRPHOCH, o 78— A2t )y %
o, 62 (1-50) BB RUA-0- (C,-C kdt) HRPAZ IR HE (K 23) AE— A2
Fo, R (T-5a) HLEHIHR R-0- (C,-C kedt) HR™N1- s 16— 9t v,
fE38 (1-52) ML &9, RUONOCH, AR BT 2 o 78— seiti 2 7f, 7638 (I-5a) L &9
H L RUAOCH, FLR*HC, -C Mt o 7E— S 7 e rh , 722X (T-5a) M4k A0, R OCH, LRy
C,-C besa Bt A —ANsehti 7 &, 763 (1-5a) (L &4, RUFOCH, ER*HCT o A8 — NS 7
Zrp, R (1-52) LAY, R HOCH, HR® HOCH, o 76— ANSEiti 7 &, E38 (T-5a) 14k
A RUONOCH, RPN 2053 (8K 2,58 AE—ASehtir &b, 250 (I-5a) Mk &4,
R'AOCH, HR* 1 - P43

[0276]  #E—/seifiJr s, #E 3K (1-5b) AL &4 RUNOHELR® A5 5o #E — A St 7 %
1, 638 (1-5b) (46 RUOH ELREAC, -C M 3k 16— A SE M %, 78K (T-5b) f 4k
Erreh  RUNOHELR?AC, -C, e AU  AE— AN Sty b, 7E 2K (1-5b) Ffb A9rh R MO HR?
NCL o E— AN 5 v, 7220 (1-5b) (&4, RUAOH R HOCH, o 78— NSt 7 R
e (1-5b) B &b RUONOH AR A 205 2 (Bik 2 48) o fE—ANsii 7 v, 762 (1-5b)
Ak AR RONOHELR® AL - P4 3 o 76— ANt 5 2, 7638 (T-5b) (k&4 ,R' A -0-
(C,-C ki dk) FLR®AE & . 15—t g, 76X (1-5b) &b, R -0- (C,-C kidt)
HR*HC,-C M3k AE— ity b, 722X (1-5b) L& R -0~ (C,-C kidk) B R*A
C,-C JeA e e — ity b, 72 (I-5b) B &4 R -0~ (C,-C bidk) HR®ACL.7F
— ANzt L FE R (T-5b) ML AR RV -0- (C,-C ki) ELRPAOCH, o 75— A2t )y %
i, 7E30 (T-5b) LA, RUA-0- (C,-C kidk) HR®A I3 (B 2.38) 48— ety
Foft, fER (T-5b) HALEHIHR Rg-0- (C,-C kedt) HR™H1- sk 16— 9t o,
TER (1-5b) AL AP RUNOCH, BR? A5 3 AE— Aty &b, 7230 (I-5b) AL &4
H L RUAOCH, FLR*HC, -C M o 75— A s 7 b, 722X (T-5b) Mk &4k, R OCH, HLR® Ay
C,-C besa Bt A —ANsehti 7 &, 763 (1-5b) (b &4, RUAOCH, ER*NCT o AE — AN 7
Zrp, R (1-5b) IIALA W, R HOCH, HLR® H0CH, « 76— ANSEiti /7 v, 38 (T-5b) 14k
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T RE S 9, AR R AR St 1 Le fRBAAR 220 (T-B) B9 3- (IUARHY) -4- 25 -5- 5 -6 - HL
PRI - R - 2 - FR RIS , FL AR B3 IR bR BE | B AR S AR B 3 (R i) « #ridedt, 30
(XVT) (13-l - 4- 5 2 - 5- 580 - 6 - B - ML g - 2 - FF R IG mT A ok I s R 3 e = X Lk ) (D) A
1,10- iﬁﬂ%ﬂwﬂi%fﬂér%ﬂ:%iﬁi‘ﬂianﬁ@%Eﬁﬁf?ﬂﬁﬂﬁn% C iR AL E#E 3 250 (T-B) 119
3- (HUAR ) -4- %3 - 5- 95 - 6 - BUAR I AL 0 - 2- YRR , e rhR™ g o A 368 g AR b S8 0 (i
i), ETuﬁaﬂcmEﬁﬁ@a i an , @it PLAE LA () AR BEAE 50 °C iR R R AT Ak 3 ()
B 3,) o

[0336] HEIII
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NH,
czor Fl A R2
— L o
.IT] tht:nj; Cl N ~

O

X111 X1V
[0337] 4 l l a;
NH, NH,
2
Ar” N B i) then_;z Ar” N7 O«

O O

I-B

[0338] 7% IVF)?#” 20, 70 (XVIT) 194- L ME2d s -6- (S H IEH b dk) -mtig -2- IR
B AT DL 28 5 5 2 IR Bl 0 B AAE fhe A SR G X (R R ) - &4 (TT)  AEAE T RIS 57
W, 2- Z& Ok Elan, TR A (ONk) BIStille B4 et XVITD) 4 - 4B
He-6- HUARH - MENE - 2- R IR , Hoh Ar n A ST s o 30 (T-0) 1 4- 2 2k - 6 - B - itk i - 2-
HR B, He R A 0 AR SC P sE SC, AT BA 22 B b 9 i OR 47 07 32 491 dn S SRR A/ R B el =
(XVIIT) 194~ LIk e 2k -6 - B - b g - 2- IR IR A i (I B2 1) o

[0339] FEIV

0 0
)LNH )LNH NH,
C K CI ! N cl
[0340] g | o O\ Ar | A O< Ar” N7 Bk
7N 0 0 0
XVII XVIII I-C

[0341] 7 RVETHAZ I, 2, 4- & -5- F A ZEmEnE (XTX) nI LAZR B 7E AR P 35 073 71
VY S o 5 20 L A B 1 R N A R 2, 4- 5 -5- A R -6- 2 F kg (XX) (M
m) o2,4- 5 -5- -6 L MmEEmEnE (XX) nT DAL i DL SRAR, B, 78 S e - VA A
REY AT B AR 2, 6- & -5- A LM g - 4- F R (XXT) (Je¥in) .2,6- ~&(-5-H
AW E -4- FE I (XXT) Al LAZR il , 9 a0, 78 9 I KIS AR G 0 OIR AL B Ah 2, 6- —
S -5- F AL NE -4- IR 2Ll (XXTT) (R io) -2,6- 5 -5- I A Fh M g -4 - H g R L 1
(XXTT) AJ DAL o 7678 77 nDMSO R LA (140, 224 &) AbFR AL 6 - E 3k - 2- 5 - 5- F A 2k s
ME -4 - F IR R L Bl (XXTTT) (e Mip) o 5%, 3 (1-D) BI6- 23 -2 - BUAR ) 5 - FF AR s e - 4 -
BRI, Ferp Ar A SC BT o€ S, T DA 2 HAIPR B iR 56 - 2 2k -2- & -5- FH AU E -4 - IR IR
(XXTTT) 75 gt A R0 A 750 G X (R B M) - — A4 (TT) MOAEAE T AEMR M oL+ 15 57
BAPINCNE - /KA T 4n110°C B R , 140 , 7200 I B 2% 5 1) Suzuk 4B B R il 2 (OB
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as) o
[0342] HRV

Cl I Cl | Cl (l)
o g N o QR
Cl N/ CI/LN/ Cl N |

XIX | X1 ©

XX
[0343]
o NH, | NH2C|)
O a
N7 0O P NI XN 5 )Nl\ X
| P 0O z Ol
o 0 0
I-D
XTI XXIII

[0344] 3@ IFAEAT IR LE 745 2K R T-ALT-BL IT-CHAIT-DII AL & T LA 3d i 5 1 77 =X =] i
I i I bt vk E g i E e g A An . 28 (D A & AT -AL T-BLT-CHIT-DIAL &4
A AR SR 2 0 P AR v 7 3 1 45

[0345]  AHAWIFN T i

[0346] 7 —LLSTjiti 7 R, A ISR EVINH T & AR EA S ENAE D LR
b —Fife B AR B AR TR A R o s A9 ) R B A 48 AN (B AR AN P AR A )
PR 2R B 2 I B R I LS, 5, A8 A A7 A8 I it FH % g ) 1R 5 14 40 & ) P 56 FH I 9k
FETR, A/ B 5 AR SO AL S Y E I E H A W R AR S S N B OR AR L A R
7o AT LA XA B VR A P DR T BBt T 28 Bl e A T B 2E 4, 5503 T DL A6 Tt FH i
FH 55 0 R 28 A R0 A 5 86 T VA 4 P B ) 751 o B AT T mT AR R A, 48], K73 7500 S ROORE AT 7K 43 BT
SR B AT VR R R AR S BGRAAR,  dn, mT FLAL T IRZE ) I FLIR BRI - T DU EAT
TEATRYIR LB e TR &

[0347] AR AN 52 20 0 FH T 1) 45 AR 3 T I BR BEVR A W0 I B AR R AR RN 804 1K 26
HRMUFEEARIR T AE R 45 (i (85%) +FLAL7 (15%) ) s I3y £ A bWy, 7%
LR e L P IR L b BRI A LR AN R T 1 R IR Cy-C
Wt ST s BEIR AL B SR FAL ) s RIRANE (C,,-C, ) SRIEMN) : - - T HEAFEO-
POk BY LS s SRRk SR e - R 2 i) s T 5y £ S8 A W+ IR B R i s FLAL TR FF 240 ) b1
M =R (B R G I (BEO) 5 4=z £ %A 3464 (15E0) 5 PEG (400) — R Bk -
99,

[0348] W] >R A Ak s A L3 7K R LIS 551 o 368 550 FH IR B AL A B FE R AN R T T 2
53 B RGN G0t ), T R R s A S5 R A YA O TV L R 2 R I BSOS v, B AR
TH, ZELERF I BB, K, MR AR T3, SRR -3l , BR ARy, A8 AR i, 20483l 25 JRR il Al vl
& DL LA EAE Y B — JoEE e oY = o e E e BRI £ ol (A 4-60
F23L) B, Bl anff JERR 2 - £, 28 AR lS , SR IE T g, D g IR S N 2L I, N I —JhIREs, T
TR TAEHENR, O TR TR, AR IR AR RS B 2RI BR S BRI A VLA
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FUELHE FF S, R, A v, MBI (crop oil) , TN, I JE 2 3860, SR B, =& O, &
ARG, CMR OWE, CTRINIERE , LTR T RElg, TN B B F B E RN £, — T o FR Lk, HH I
CHETE, SN BRI, IRAEERE , £ T, T I, H i, N- R - 2- B o e, N, N - e e e P
[, — H SRR, VR AR BB} 45 o 7E — e STt 7 28, 7K T BRI 4 iy B84

[0349] & v 1 [l A A A L 5 0 A el o R b L AR AR VYT R A R L (attapulgus
clay) «iU& b iR b A2 REIE b AR VBRIRES I VR A RS N VR
i A AR TR R TR

[0350]  7E—Esifi 7 S rh , FEA A HF I A A 4y v A FH — Pl 22 o 3 1 % M 771 o 7E — 25
i 75 ZEH 3 S ER T A 77 [ B A [T AR R AR 4 A 4 4 S 9, 8t 5 E R7E ie FH 2 JiT A
AR R o 2 TV PR SR R B T DA I S - 1 B A Bl R B 1, 9 T FAE AL R T
TSI =SB NEIE S i~ Aol S = R W (I A5 I I P e A S B I s e N R P T B e SR OB
WHEF I H A 7 “McCutcheon’ s Detergents and Emulsifiers Annual,”MC
Publishing Corp., Ridgewood,New Jersey,1998LL & “Encyclopedia of Surfactants,”
Vol.I-III, Chemical Publishing Co.,New York,1980-81r , B 7Y i) 2% 1 vi& 14 I F5 4
SRR MR A 5, 9 an AR R AR IR — LW 5 b B D5 FRRA IR £ L 1 AT b B DR R R T 5 e ik
1 - IS R I =, 48 0 1 - C18 £ S8 Ak Wy s e - PR SR e S I B P 420 » 451 e+ = e 2
B -C16 LA FEAYD s 52, (5 an B T8 PR AN 5 e i 2% - AR £, 491 4 — 7T L ZRe R 4 5 s 22 IR FHT TR
RO RS, Bl — (2- O B IR AR N s | ALRE RS L 5 an v R 1L AL PR I 2
Jiz , 5 an F A 3 = FF R AL B s IR TR 1 58 & B2l , B W 5% 0 - EEE AR ER B s P14 £ Je
PR N eI Tk B L SR s NI R — e SR IR AN IR — e I8 170 28 5 A A Jeh B Ph 3, 1 oK
TH S VSR /SR TH  BORE VR B AR VR XK Yt IR VR T 2R VR R R I B 1 VR A VR A
AL LTI 2RI R A s DA A DL AR B 9 A R

[0351] I, 3X Ly Jofi A (1) — L& , 45 QA A7) Pk RH AT T 1, R DA B 6 R AR R R A
BE, AR AR 2 A4 3 P AR 3 T v 14 771

[0352]  J& W FH T A AL G ) B iR I 25 7] H 7] B & 71 (sequestering
agent) HORIFRANZE M 7 JE 0] ek | HG5 7) L F ) B 0 BRI R R 2 B S A
FUBIT R BB S5 o A IR AT S AR AL 5y 5 T, e R B R A A AT T
(plant growth regulants) 7% F Bl A% B HUAISE, FF H o] DL A AE A i [ 4 7 1, 4
il NERF AR ] an A R e IR 55

[0353]  VEMER A FEARAN TR A G R EE— N 290.001 2 2998 & % - i 5 F
F#30.01 2 29905 & % [ E A 1T FEIRGe I A S Wrh 35 TR AR E IR BE— i
N5 Z)98EH & % , ik 211052 Z)90 H 17 %6 - IX JS2H A W38 & 76 it FH AT F s P 20 AR 1 an sk
iR o 188 0 it FH T AR S B AR B A H ) 2 MR A ) — M S £90. 0001 22 2 1 5 8 %6 [V
Yoy FERIE S 20 0.001 % £90. 05 & % .

[0354] WAL A mT LA JE ik A5 FH 5 R0t ) s sy s W R ML 1 25 2 S AR R it 2%, i
I INEERE KRG H 7K (Flood water) , AT AR AN Gt 2 R0 & 5 FI v25 i F
TR BB TR BT e+

[0355]  fE—LSijiti 7 SRR, AR A A Y A2 & ) UL 25 J5 it F 28 B0 A 7K A it
77 it FH 28 v () R HE A B AR (54, v ai L B BRI ) H , B B it FH
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[0356]  fE—LLsijtiJ7 R, ASCIR AL A A WAL S 1) R BT iR AR UL S ARV E P 3 i v
(1) 2 5, BT VEP) AL HEAH AN PR T A A7 8 S 2R AR TS SR A ol L BB A K IR g A S
MR BN VR Ve BREE C e OK/ FOK U R B A R B L R R TR
AN A SR [l L K AEAE Y B BHEY (row-crops) , L X FTiR AEAE Y37 B 451 n 0 b A 4% 5
P (TVM)  BIGIE B JE o 7 — LSt 7 S8+, AL G WAL & FH R D7 V6 AR TR A) R i R AR
[0357]  fE—dBSjti T R, AHIF R AL AL S-S TR R A B 1)1
W AEFLLST 7T S, AN R R M B & BT RE (Brachiaria platyphylla (Groseb.)Nash
(f&@ M 155 % (broadleaf signalgrass) ,BRAPP), % (Digitaria sanguinalis(L.)
Scop.) (A5 (large crabgrass) ,DIGSA) ,# (Echinochloa crus-galli (L.)
P.Beauv.) (# (barnyardgrass) ,ECHCG) , Y&3k# (Echinochloa colonum (L.)LINK) (J%3k
# (junglerice) ,ECHCO) ,7KH# (Echinochloa oryzoides (Ard.) Fritsch) (early water
grass,ECHOR) ,7K# (Echinochloa oryzicola) (Vasinger) Vasinger (/K%L (late water
grass) ,ECHPH) , HH [B] S 25 (Tschaemum rugosum Salisb.) (T8ME¥ (saramollagrass) ,
ISCRU) , T4 T (Leptochloa chinensis (L.)Nees) (F1[E T4 T (Chinese sprangletop) ,
LEFCH) , N4 T4 T (Leptochloa fascicularis (Lam.)Gray) (1> T4 T (bearded
sprangletop) ,LEFFA) , 28R T4 T (Leptochloa panicoides (Presl.)Hitchc.) (JF Hif
F4F (Amazon sprangletop) ,LEFPA) , VEEF 2 (Panicum dichotomiflorum (L.)Michx.)
(#k & (fall panicum) ,PANDI) , BEft &£ # (Paspalum dilatatum Poir.) (F£ R
(dallisgrass) ,PASDI) , B RYJ52E (Cyperus difformis L.) UNEVHEL (smallflower
flatsedge) ,CYPDI) , #b 5 (Cyperus esculentus L.) (3P (yellow nutsedge) ,
CYPES) , # KPS EL (Cyperus iria L.) CK¥EE (rice flatsedge) ,CYPIR) , &t T (Cyperus
rotundus L.) (V55 (purple nutsedge) , CYPRO) ,ZF J@¥Fh (Eleocharis species)
(ELOSS) , /K HE\ ¥ (Fimbristylis miliacea (L.)Vahl) (globe fringerush,FIMMI) , % &
(Schoenoplectus juncoides Roxb.) (HA4L% (Japanese bulrush),SPCJU) ,
Schoenoplectus maritimus L. (sea clubrush,SCPMA) ,7KE71E (Schoenoplectus
mucronatus L.) (FH % (ricefield bulrush) ,SCPMU) , &85 /@4 F (Aeschynomene
species) (4H5 (jointvetch) , AESSS) , = 3% T 5. (Alternanthera philoxeroides
(Mart.)Griseb.) (FZLHETE (alligatorweed) ,ALRPH) , FVE/KAZEF ¥ JE (Alisma
plantago-aquatica L.) (Hi#H/KA ZEHI 5 (common/Kplantain) ,ALSPA) , Ui J& 4 FF
(Amaranthus species) (# (pigweeds) fl1 Wi (amaranths) , AMASS) , ZI.7K i (Ammannia
coccinea Rottb.) (4I2% (redstem) ,AMMCO) , F3%EL (Eclipta alba (L.)Hassk.) (FEEE 28
(American false daisy) ,ECLAL) ,{H4E R E1E (Heteranthera limosa (SW.) Willd./
Vahl) (f8vb+7 (ducksalad) ,HETLI) ,'§ 7 &4t (Heteranthera reniformis R.&P.) (&M
FEIe)E (roundleaf mudplantain) ,HETRE) , #iff4{t (Ipomoea hederacea (L.) Jacq.) (%%
224> (ivyleaf morningglory) ,IPOHE) ,EWNEEEL (Lindernia dubia (L.)Pennell) (low
false pimpernel,LIDDU) ,§A{E (Monochoria korsakowii Regel&Maack) (F§ AfE )&
(monochoria) ,MO0KA) , 8.5 ¥ (Monochoria vaginalis (Burm.F.)C.Presl ex Kuhth) (Ffi
AAt)JE (monochoria) ,MOOVA) , #RAL /K AT (Murdannia nudiflora (L.)Brenan) (f%%L
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(doveweed) ,MUDNU) , A ¥ JE W Z J& (Polygonum pensylvanicum L.) (52 47vE B SRk
(Pennsylvania smartweed) ,POLPY) ,#% 2% (Polygonum persicaria L.) (ladysthumb,
POLPE) , AT # )9 (Polygonum hydropiperoides Michx.) (3kZ (mild smartweed) ,POLHP),
F 3 Rotala indica (Willd.)Koehne) (ElE%8/KisZ (Indian toothcup) ,ROTIN) , Z&%h
JEY)Fh (Sagittaria species) (24 (arrowhead) ,SAGSS) , H# (Sesbania exaltata
(Raf.) Cory/Rydb.Ex Hill) (KFRHZEJ& (hemp sesbania) ,SEBEX) , 8431t (Sphenoclea
zeylanica Gaertn.) (&L (gooseweed) ,SPDZE) .

[0358]  fE—LSji 7 R, AHIF SR AL AL SV G T3 5 R h AN I 1) 4
W o AE LB S 7 =, AN AR B S KB Z 4R (Alopecurus myosuroides Huds.)
(blackgrass,ALOMY) ,Fi 4% 7 &L (Apera spica-venti (L.) Beauv.) (A Z B (windgrass) ,
APESV) , #f#e57 (Avena fatua L.) (8733 (wild oat) , AVEFA) , %63 (Bromus tectorum
L.) (r)J54ZF 5 (downy brome) ,BROTE) , 24 5 (Lolium multiflorum Lam.) (B KH|
M (Italian ryegrass), LOLMU) ,/NT-EEX (Phalaris minor Retz.) UNphdgs4248 %
(littleseed canarygrass) ,PHAMI) , B34 K (Poa annua L.) ((EAWEE (annual
bluegrass) ,POAAN) , & MJE %L (Setaria pumila (Poir.)Roemer&J.A. Schultes) (FE
JBE (yellow foxtail) ,SETLU) , M2 ¥ (Setaria viridis (L.)Beauv.) (& faX R 5
(green foxtail) ,SETVI) ,22§& %] (Cirsium arvense (L.) Scop.) (JIE K& (Canada
thistle) ,CIRAR) , J&H (Galium aparine L.) (J\{lIF (catchweed bedstraw) ,GALAP) ,
Mk (Kochia scoparia (L.) Schrad.) (MufikJ& (kochia) ,KCHSC) , 4t % 2 Bk (Lamium
purpureum L.) SR (purple deadnettle) ,LAMPU) ,Bt% (Matricariarecutita
L.) B H% (wild chamomile) ,MATCH) ,[d]{£+}%§ (Matricaria matricarioides (Less.)
Porter) (FH 2§ (pineappleweed) ,MATMT) , EE3 N (Papaver rhoeas L.) (#if 22358
(common poppy) ,PAPRH) , #2238 (Polygonum convolvulus L.) (AEFE (wild
buckwheat) ,POLCO) , fll¥bi% (Salsola tragus L.) (fx%Z &) (Russian thistle),
SASKR) , 2k (Stellaria media (L.)Vill.) GEFi@%2% (common chickweed) ,STEME) , i 47
A%l (Veronica persica Poir.) (JHTE4EgH (Persian speedwell) ,VERPE) , B A= 2
3% (Viola arvensis Murr.) (HH2% > (field violet) ,VIOAR) ,8{ =1 % (Viola
tricolor L.) (A% 2 (wild violet) , VIOTR) .

[0359]  fE—LLsiji 7 R, A HIIE SR AL A S W AZH A T4 1 0 ARl AN 1
BRI  AE RS T S, A M2 K (Ambrosia artemisiifolia L.) (i@
JEKE (common ragweed) ,AMBEL) ,#ilf- B (Cassia obtusifolia) (sickle pod,CASOB) , 3
MO % %5 (Centaurea maculosa auct.non Lam.) (spotted knapweed,CENMA) , £Z % %i
(Cirsium arvense (L.) Scop.) (JnZ K#j (Canada thistle) ,CIRAR) , HJigft (Convolvulus
arvensis L.) (B4 Jigft (field bindweed) ,CONAR) , F.3% K&k (Euphorbia esula L.) (%L
KL (leafy spurge) ,EPHES) , fill % & (Lactuca serriola L./Torn.) (ZHIEE
(prickly lettuce) ,LACSE) , KM Z=Hi (Plantago lanceolata L.) JEMZERT (buckhorn
plantain) ,PLALA) , &l EZ#5 (Rumex obtusifolius L.) (M FE#E (broadleaf dock) ,
RUMOB) , < “F- I #€ (Sida spinosa L.) (RI3E1ERE (prickly sida),SIDSP) , BFRKH Fv
(Sinapis arvensis L.) B4 552 (wild mustard) , SINAR) , E 3£Z3% (Sonchus arvensis
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L.) (ZHEAESESE (perennial sowthistle), SONAR) , —#i &t @4 Fh (Solidago
species) (KBt 5 J& (goldenrod) ,S00SS) , %5 H il A 9% (Taraxacum officinale
G.H.Weber ex Wiggers) (GHiA % (dandelion) , TAROF) , HZE#EL (Trifolium repens L.)
(H=M2 (white clover) ,TRFRE) , 8, FF= MK (Urtica dioica L.) (@S HK (common
nettle) ,URTDI) o

[0360]  fE—LLsijiJ7 R, A HIH SR AL Ab S AAH & T3 R HHEY R IR A
IR A AR RS 7 Feh , AN AR R KB 2R (Alopecurus myosuroides
Huds.) (2% (blackgrass) ,ALOMY) , #f 32 (Avena fatua L.) (B #EZE (wild oat),
AVEFA) , B2 (Brachiaria platyphylla (Groseb.) Nash) (M {E 52 (broadleaf
signalgrass) ,BRAPP) , & (Digitaria sanguinalis (L.)Scop.) (K& FEE (large
crabgrass) ,DIGSA) ,# (Echinochloa crus-galli(L.) P.Beauv.) (&
(barnyardgrass) , ECHCG) , Y63k # (Echinochloa colonum(L.) Link) (J¢3L#
(junglerice) ,ECHCO) , Z At ¥ (Lolium multiflorum Lam.) (B KF|EFE (Ttalian
ryegrass) , LOLMU) , FEEFZR (Panicum dichotomiflorum Michx.) (k% (fall panicum) ,
PANDI) , 2 (Panicum miliaceum L.) (BfA4/NKZR (wild-proso millet) ,PANMI) , KA 2
¥ (Setaria faberi Herrm.) (KMEH (giant foxtail) ,SETFA) , ¥ (Setaria
viridis (L.) Beauv.) (Ztaff) 22 (green foxtail) , SETVI) , BEFREL (Sorghum halepense
(L.)Pers.) (E# % (Johnsongrass) ,SORHA) , & % (Sorghum bicolor (L.)Moench
ssp.Arundinaceum) (shattercane,SORVU) , JHI¥»H 2L (Cyperus esculentus L.) (FEybE
(vellow nutsedge) ,CYPES) , &Mt T (Cyperus rotundus L.) (V5 (purple
nutsedge) ,CYPRO) , [5j #k (Abutilon theophrasti Medik.) (4%EM (velvetleaf) ,ABUTH) ,
T @Y FP (Amaranthus species) (Z (pigweeds) 1T (amaranths) , AMASS) , KX &L (Ambrosia
artemisiifolia L.) (#i# K (common ragweed) ,AMBEL) , Z 4K E. (Ambrosia
psilostachya DC.) (Wi /7 K2 (western ragweed) , AMBPS) , =% KX &L (Ambrosia
trifida L.) CKIKZE (giant ragweed) ,AMBTR) , SUFE A5 (Asclepias syriaca L.)
(B A B (common milkweed) ,ASCSY) , ¥ (Chenopodium album L.) (FIE K (common
lambsquarters) ,CHEAL) , 22§% %] (Cirsium arvense (L.)Scop.) (JNZ K#j (Canada
thistle) ,CIRAR) , [E M HSBHEL (Commelina benghalensis L.) (MR fLEL (Benghal
dayflower) ,COMBE) , 2% (Datura stramonium L.) (Z2FE% (jimsonweed) ,DATST) , #H
% N (Daucus carota L.) (BFA#HEE N (wild carrot) ,DAUCA) , H &SR 5L (Euphorbia
heterophylla L.) (84 — M4 (wild poinsettia) ,EPHHL) , ¥7## % (Erigeron
bonariensis L.8Y Conyza bonariensis (L.)Crong.) (& K& (hairy fleabane) ,ERIBO) ,
& K& (Erigeron canadensis L.) (JIZ K K% (Canadian fleabane) ,ERICA) ,[n] H 2%
(Helianthus annuus L.) (i@ [\ H 2% (common sunflower) ,HELAN) , /MNefR &4
(Jacquemontia tamnifolia(L.)Griseb.) UNEZFESTE (smallflower morningglory) ,
TAQTA) , Biff 1t (Ipomoea hederacea (L.) Jacq.) M #4= (ivyleaf morningglory) ,
TPOHE) ,/NA L= (Ipomoea lacunosa L.) (HZ4 (white morningglory) , IPOLA) , i
wE (Lactuca serriola L./Torn.) (ZHl|EE (prickly lettuce) ,LACSE) , &k
(Portulaca oleracea L.) (3% 514 7 (common purslane) ,POROL) , #il| 4 4F-BF 1€ (Sida
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spinosa L.) (& EFR (prickly sida), SIDSP) , ¥Rk S+ (Sinapis arvensis L.) (874
773 (wild mustard) ,SINAR) , = /7 £ 2% (Solanum ptychanthum Dunal) (& J7 2%
(eastern black nightshade), SOLPT) 8% H- (Xanthium strumarium L.) (%18 & H-
(common cocklebur) , XANST) .

[0361]  #F—Usijfi )7 SR 7E , 72 2 e AR i A FH 01 2294, 000%2 / 2 BT (g/ha) 15t FH
B AR LS T R, A S TR AR RS 291 2294, 000g /ha i) it FH 2

[0362]  fE—HESLj )T S, A SCHR LA G4 A A W AN 7 S — Pk 2 P A R 55
I5C FHIS7 46 B )32 90 BBl A AN S B I A o >4 5 FLAR R S 7R B IR, AR HIE A& T L5 —
ot 22 Ao FL A B e R C 1 5 — A el 22 b HAth R R RV S B0 S Bl 2 e A B
FEEEAE FH o BT DL 55 A BRI 30 0 4 A 0 R0 7 VR B A A8 R I — SRR SR B FEE AR T 4-
CPA,4-CPB,4-CPP,2,4-D, 2,4-DAEAEL,2,4-DEEFNf%,2,4-DB,3,4-DA,3,4-DB,2,4-DEB,
2,4-DEP, 3,4-DP,2,3,6-TBA,2,4,5-T,2,4,5-TB, Z % fi% (acetochlor) , = % & 5 ik
(acifluorfen) , KEff (aclonifen) , N/ (acrolein) , FHEL % (alachlor) , BELER AL
(allidochlor) , A¥ K (alloxydim) , ¥ A EZ (allyl alcohol) , TLEUREHER (alorac) , 457 EE
B (ametridione) , 55 K{i% (ametryn) , BB (amibuzin) , @MY EH  (amicarbazone) , fiff
B h#E % (amidosulfuron) , R NIEIERR (aminocyclopyrachlor) , & & Mt IE R
(aminopyralid) , B B Z B (amiprofos-methyl) , 2B 5% (amitrole) , 2 =ik G 44
(ammonium sulfamate) , YA (anilofos) , HiHFE (anisuron) , % R (asulam) , 35218
(atraton) , 7 2+ (atrazine) , MEIE BLH (azafenidin) , PUMEEEfERE (azimsulfuron) , &%
# (aziprotryne) , #t 3 R (barban) ,BCPC, & | Mt & i& (beflubutamid) , Hx R
(benazolin) ,bencarbazone, # H % (benfluralin) , ¥ fih (benfuresate) , i W fifh [
(bensulfuron-methyl) , #i & f (bensulide) , 5L} (benthiocarb) ,BE ¥ F (bentazon-
sodium) , JZEE & (benzadox) , MRS E | (benzfendizone) , '~ ELE (benzipram) , X itk &L
] (benzobicyclon) , Mt EE (benzofenap) , B2 (benzofluor) , #Hrie & (benzoylprop) ,
BE B % (benzthiazuron) , #M EEH (bicyclopyrone) , a Bl (bifenox) , XN A Z ki
(bilanafos) , W ¥ (bispyribac-sodium) , #li#> (borax) , R E (bromacil) , FEELIE
(bromobonil) , & T k&% (bromobutide) , 354> (bromofenoxim) , IR A& (bromoxynil) ,
R (brompyrazon) , | B % (butachlor) , A M ELlE (butafenacil) , 12 Bk
(butamifos) , ] #EL% (butenachlor) , ] BEBKELEH (buthidazole) , ] ME[% (buthiuron) ,
iR (butralin) , T ZREHEE (butroxydim) , JRE[E (buturon) , | 24 (butylate) , —FI |
B2 (cacodylic acid) , KM (cafenstrole) , 245 (calcium chlorate) , B A LS
(calcium cyanamide) , 5@ &g (cambendichlor) , FEE R (carbasulam) , £ 3R 5
(carbetamide) , 4™ @ (carboxazole) , I AE (chlorprocarb) , % MM &
(carfentrazone-ethyl) ,CDEA,CEPC, & fff (chlomethoxyfen) , 2 K F (chloramben) ,
¥ % (chloranocryl) , ¥t AR R (chlorazifop), A] %ki# (chlorazine) , &R FE
(chlorbromuron) , &k R (chlorbufam) , Z % Z % (chloreturon) , %% 5 (chlorfenac) ,
#HeFWE (chlorfenprop) , ®BK G (chlorflurazole) ,5 %) % (chlorflurenol) , & B
(chloridazon) , & ¥ f#i[% (chlorimuron) , B 44ff (chlornitrofen) , =& N &
(chloropon) , 5 Z % (chlorotoluron) , fiEL[%E (chloroxuron) , ¥ E ¥ (chloroxynil) ,
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A FEMR (chlorpropham) , 4% (chlorsul furon) , & BKER (chlorthal) , B i bk
(chlorthiamid) , "5 WEERH 5LHE (cinidon-ethyl) , A2k (cinmethylin) , Bk fE
(cinosulfuron) , "M &% (cisanilide) , i 5l (clethodim) , A ERE (cliodinate) , HRE
fig (clodinafop-propargyl) ,5& ] ¥ (clofop) , FEEE W (clomazone) , B B fi%
(clomeprop) , VISR (cloprop) » ¥ T M Bl (cloproxydim) , —&(MLIEER (clopyralid) ,
FIEERH %L (cloransulam-methyl) ,CMA, i B2 4F (copper sulfate) , CPMF,CPPC, &g
(credazine) , gy (cresol) , WH.[#E (cumyluron) , B 5% (cyanatryn) , & 5 &
(cyanazine) , 5. K4F (cycloate) , R NMET#RE  (cyclosulfamuron) ,MEEE (cycloxydim) ,
W5 (cycluron) , UM NS (cyhalofop-butyl) , B R (cyperquat) , ¥F Py
(cyprazine) , =¥ ZEH% (cyprazole) , MELHLIZ (cypromid) , #5Lf% (daimuron) , 5 HAf
(dalapon) , #f % (dazomet) , 8L K. 5k (delachlor) , ff 3% % (desmedipham) , & B4
(desmetryn) , #EEZH (di-allate) , Z B (dicamba) , B EJE (dichlobenil) , & 4%
(dichloralurea) , W& R (dichlormate) ,2,4-# M ER (dichlorprop) , %52, 4 - N &
(dichlorprop-P) , KB R (diclofop) , (diclosulam) , — ZBRE X (diethamquat) , Z i FF
iz (diethatyl) , # KL GER (difenopenten) , #iZ5FE (difenoxuron) , ¥ e A
(difenzoquat) , Mt Wi 2% (diflufenican) , &ML E (diflufenzopyr) , BRI
(dimefuron) ,WRELS} (dimepiperate) , 7o 5% (dimethachlor) , 57 /%# (dimethametryn) ,
—HWyE i (dimethenamid) , —H Wy B % (dimethenamid-P) , #UK 4 (dimexano) , BUKIE R
(dimidazon) , ¥ 5k % (dinitramine) , Hi5k4F (dinofenate) , FiHEM; (dinoprop) , X il My
(dinosam) , 1 5y (dinoseb) , 4 5<My (dinoterb) , BLJ5i#EE (diphenamid) , % B
(dipropetryn) , FF R (diquat) ,disul, dithiopyr,diuron,DMPA,DNOC,DSMA,EBEP, H
i (eglinazine) , 5.3 K (endothal) , M &L (epronaz) ,EPTC, 133 (erbon) , R EL &
(esprocarb) , T #IH® (ethalfluralin) ,ethbenzamide, JZK%#[% (ethametsul furon) ,ME
M fE (ethidimuron) , #1 g (ethiolate) ,ethobenzamid, Z 5 A% (etobenzamid) ,
LR BT (ethofumesate) , WA (ethoxyfen) , L& T[4 (ethoxysulfuron) , fiff Hily
(etinofen) , L HEH Tk (etnipromid) , LA KW (etobenzanid) , EXD, Bk 2% fiff Jak,
(fenasulam) , % AR (fenoprop) , ML R EL R (fenoxaprop) , flEmk A 2L R (fenoxaprop-
P-ethyl) , }&HEME R ¥ R (fenoxaprop-P-ethyl) + XA MR (isoxadifen-ethyl) ,
fenoxasulfone, A AKA LEE (fenteracol) ,BEM: RE R (fenthiaprop) , UMk E %
(fentrazamide) , JFEL[E (fenuron) , ilE Wk (ferrous sulfate) , ZZE &g (flamprop) ,
oR g HE R (flamprop-M) , BE M fiE[% (flazasulfuron) , W& E % (florasulam) , M % K B
R (fluazifop) , FEMLBEARE R (fluazifop-P-butyl) , HAMEERE (fluazolate) , % Bl fifk
% (flucarbazone) , A% (flucetosulfuron) , #IHHE (fluchloralin) , %% B %
(flufenacet) , B AM E (flufenican) , FMEEEES (flufenpyr-ethyl) , Pk s B i
(flumetsulam) , =% BEEE (flumezin) , FOVIZ RS (flumiclorac-pentyl) , A B G 5 A%
(flumioxazin) , BRELEZ (flumipropyn) , fRELFE (fluometuron) , {2 (fluorodifen) , Z,
REEEF (fluoroglycofen) ,MEIEE (fluoromidine) , B BBk (fluoronitrofen) , HA
% (fluothiuron) , BUEEME (flupoxam) ,flupropacil, VY& AL (flupropanate) , % IE fif
% (flupyrsulfuron) , & [A] (fluridone) , B Ll (flurochloridone) , & HEAL A 4R
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(fluroxypyr) , BBl (flurtamone) , IA¥E % (fluthiacet) , B L ELlE (fomesafen) ,
Mk Rz i % (foramsulfuron) , %% 2 (fosamine) , #MEETF (furyloxyfen) , BT B
(glufosinate) , HE M (glufosinate-ammonium) , B H i (glyphosate) , T b il Fk f%
(halosafen) , &ML fERE (halosulfuron-methyl) , X 5.5 (haloxydine) , F M H R R
(haloxyfop-methyl) , fEML B S AR R (haloxyfop-P-methyl) , B S MLIERE (halauxifen-
methyl) , 7NE&HEH (hexachloroacetone) , 7SN# 2h (hexaflurate) , 7N (hexazinone) ,
BKEL R (imazamethabenz) , BKELNEER (imazamox) , FHBKME MR (imazapic) , K EHAH
(imazapyr) , KH M (imazaquin) , BKM Z M ER (imazethapyr) , MO W% 6 5
(imazosulfuron) , B (indanofan) , =B Ei¥E % (indaziflam) , & (iodobonil) ,
il F ¢ (iodomethane) , Mif[% (iodosulfuron) ,iofensul furon, G (ioxynil) , Iy
(ipazine) ,ipfencarbazone, N ¥ % (iprymidam) , T BKf% (isocarbamid) , 7 ¥ &
(isocil) , TR (isomethiozin) , FEL.5EF% (isonoruron) , BB H (isopolinate) , A
'K R (isopropalin) , F A% (isoproturon) , #&%pE (isouron) , REERELELRZ (isoxaben) ,
SIS B (isoxachlortole) , FHEEGFEF N (isoxaflutole) , FEEELEE (isoxapyrifop) ,
42 R (karbutilate) ,ketospiradox, AL AL R (lactofen) , A5 5E (lenacil) , FI & FE
(Iinuron) ,MAA,MAMA,MCPA & A% , By fi % (MCPA-thioethyl) ,MCPB, 2 Fl 45 TA B2
(mecoprop) , ¥52 WA KM (mecoprop-P) , T M (mnedinoterb) , 7% ME i & g
(mefenacet) , B AEME H iZ (mefluidide) , K35 (mesoprazine) , B 3 [ &
(mesosulfuron) , I Z:A# B E (mesotrione) , & A B (metam) , &ML EL % (metamifop) , A<
R (metamitron) , Mt 5% (metazachlor) , XUk S L B i[5 (metazosulfuron) , JRMA
(metflurazon) ,EMERE (methabenzthiazuron) , # & A5 (methalpropalin) , K ELE
(methazole) , F i JE (methiobencarb) ,methiozolin, KE.{H (methiuron) , ik &L iE
(methometon) , & ¥ J# (methoprotryne) , ¥R 4% (methyl bromide) , FHiE L FH g (methyl
isothiocyanate) , A A& (methyldymron) , & (metobenzuron) , JR A%
(me tobromuron) , 7% A B % (metolachlor) , i B P (metosulam) , 4 FE (metoxuron) ,
2 Bl (metribuzin) , FAE (metsulfuron) , BiA K (molinate) , BEfEELi%L (monalide) , %
WEME [ (monisouron) , AR LR (monochloroacetic acid) , Z8 A% (monolinuron) , K
¥ (monuron) , fREM (morfamquat) ,MSMA, ZE N % (naproanilide) , & ¥ i%
(napropamide) , napropamide-M,ZE ¥ % (naptalam) , B A% (neburon) , MK fifh [%
(nicosulfuron) , Mt & H % (nipyraclofen) , Hf# kR (nitralin) , R &L (nitrofen) , =
FHEEE (nitrofluorfen) ,iIAE K (norflurazon) , 558 (noruron) , \& i (OCH) , P&
(orbencarb) , &f- 5 A (ortho-dichloroX) , B 2K k&M% (orthosul famuron) , %k PR
e (oxadiargyl) , ¥ R (oxadiazon) , M X ¥ (oxapyrazon) , ¥ A5 %8 6 B
(oxasulfuron) , M MEBEEL (oxaziclomefone) , LA F EMif (oxyfluorfen) , M Tk
(paraflufen-ethyl) , %f{kF%E (parafluron) , A &AL (paraquat) , 5o 5% (pebulate) , FH&
(pelargonic acid) , ~H %k R (pendimethalin) , 7.9 B % (penoxsulam) , F 54 My
(pentachlorophenol) , FH & Mt 5 % (pentanochlor) , 3B Bl (pentoxazone) , 25 BLAR
(perfluidone) , 5% (pethoxamid) , M7 (phenisopham) , & 3% 7 (phenmedipham) , Z,
H: &% 7 (phenmedipham-ethyl) , #i 5. [% (phenobenzuron) , Z R %7K (phenylmercury
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acetate) , ZFAMNERL (picloram) , FMLFERL (picolinafen) , MR HEE (pinoxaden) , IR
1% (piperophos) , WAHER #f (potassium arsenite) , BEIE (potassium azide) , FER
(potassium cyanate) , N 5% (pretilachlor) , B B i (primisul furon-methyl) ,
IR HEE: (procyazine) , W & R (prodiamine) , @M IEZ (profluazol) , A A &R
(profluralin) , AR E i (profoxydim) , H#M&E: (proglinazine) , IR 45
(prohexadione-calcium) , Kl (prometon) , I H i (prometryn) , B ¥ %
(propachlor) , #(# (propanil) , 8 ¥ [ig (propaquizafop) , ¥ K (propazine) , K& R
(propham) , 5 A % Ji% (propisochlor) , N %M (propoxycarbazone) , 1 K P 1% fifh [
(propyrisulfuron) , RIKBEF % (propyzamide) , FHifE KR R (prosulfalin) , "FEJ}
(prosulfocarb) , & H#EE (prosulfuron) , #N K4 (proxan) ,J~ %% (prynachlor) , tL ik Ak
(pydanon) , M B % (pyraclonil) , Mt #EF (pyraflufen-ethyl) , i Fk &5 ak mg
(pyrasulfotole) ,pyrazogyl, t™:4F (pyrazolynate) , BEWEfi#[% (pyrazosulfuron-
ethyl) , "R M (pyrazoxyfen) ,BENE 55 (pyribenzoxim) , B} (pyributicarb) , &
5% (pyriclor) ,6-4(-3-FE K -4-WEWERE (pyridafol) , Bk B4 (pyridate) , TR 25k
(pyriftalid) , i50E 5 (pyriminobac) , Mt Ak (pyrimisul fan) , M6 5k (pyrithiobac-
methyl) , %5 R (pyroxasulfone) , ¢ %Ef% (pyroxsulam) , — &M Ik &
(quinclorac) , S H EEMKIZ (quinmerac) , KR (quinoclamine) , fEEM (quinonamid) , ¥
AR (quizalofop) , ¥R R (quizalofop-P-ethyl) , i B AN (rhodethanil) , FME [
(rimsulfuron) , KEEf# H % (saflufenacil) ,S-F W H H % (S-metolachlor) , 75 T
(sebuthylazine) , % % (secbumeton) , #i AR JE (sethoxydim) , A HLfE (siduron) , PEIEE
(simazine) , PiF%i# (simeton) , FAEL{F (simetryn) , SMA, WAL 4N (sodium arsenite) , &
BA (sodium azide) , R4 (sodium chlorate) , i #ifH (sulcotrione) , 5 7L 4E
(sulfallate) , FAE fi (sulfentrazone) , F ISR (sulfometuron) , &5 G
(sulfosate) , B FE (sulfosul furon) , BilR (sulfuric acid) , NV BEfis B
(sulglycapin) , K¥.R (swep) , = BEER (TCA) , 4 HLf% (tebutam) , T MEEE (tebuthiuron) ,
KE: =B (tefuryltrione) , BN (tembotrione) , I EL A (tepraloxydim) , 45 8
(terbacil) ,4#% R (terbucarb) ,4F ] # % (terbuchlor) , % XL Hii% (terbumeton) , 4 ]
H (terbuthylazine) , % {§ (terbutryn) , WY& [E (tetrafluron) , H 4 HE HL iz
(thenylchlor) , 2 4%([% (thiazafluron) ,EMMAER (thiazopyr) ,ME — I B i
(thidiazimin) , FE 4% (thidiazuron) , A% (thiencarbazone-methyl) ,BEWy fifh &
(thifensulfuron) , K#.F} (thiobencarb) , ffE.F} (tiocarbazil) ,BEELf% (tioclorim) , 2K
M Ll (topramezone) , <% fH (tralkoxydim) ,triafamone, ¥ 72 (tri-allate) ,
f#ifE (triasulfuron) , =R HEIE (triaziflam) , K#[E (tribenuron) , R E L
(tricamba) , 28 5i5E (triclopyr) BEAIi% , KEIA (tridiphane) , Bk (trietazine) , =%
NEfERE (trifloxysulfuron) , # KR (trifluralin) , # & (triflusulfuron) , =K
AR (trifop) » =H AL (trifopsime) , =2 E =M (trihydroxytriazine) , = H [
(trimeturon) , EiELEH (tripropindan) , BiETE (tritac) , — % FERE (tritosul furon) , K
Fff (vernolate) FI - FHIZEKELf%Z (xylachlor) o

[0363]  AAFFHIEWFE GV — M5 O RBR 557 22 4 74 A B DA s e A Tk
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PE BR 5550 22 42 500 49 4 fi % (benoxacor) s ARHFF (benthiocarb) .= EER N
(brassinolide) fi##EM (cloquintocet, i, mexyl) FREIZNE (cyometrinil) \FFHERE
(daimuron) /& TABEEL % (dichlormid) « ¥ i (dicyclonon) JWRELS} (dimepiperate) - 2.
PEWE (disulfoton) iR M (fenchlorazole-ethyl) JfEEIE (fenclorim) « fiff B 1%
(flurazole) & HE fi5 (fluxofenim) fREELEM (furilazole) 8 A (harpin
proteins) A IKMEMLES (i soxadifen-ethyl) JAEMEAREERE (mefenpyr-diethyl) MG 191,
MON 466025 — FFERET (NA) f# F5 (oxabetrinil) \R29148FIN- Z5 LAt 3L 2% FF R L A%
[0364]  ARSCHERFINA)H AW AITTE T AL ARSI B v AN B2 R 4k - wH i -
i 52 P - S L I - i 2 1 - VR R - e M - R A KR TS - e S A S T K -
i 52 14 - 757 SE R SR N IR B - T 52 M - L S BB AFR ALl (ACCase) $IHH| 771 - i 52 M - L WK M2 gk
] - i 52 1 - SR LR Bl (ALS) 055 -1 52 4 - <4 - F2 O 05 - PO R — %0l (HPPD) 411
1) 71) - T 52 4 - SR b bl 55 S8 A T (PPO) 110 751 - T 52 14 - « =1 - i 52 1A - RH IR B IS - T 52 12 - 1R
Wy (0, (AR T, RS, MR, IR /b, BB 1, 38, BOK B, 58) L, i, a5 5
Bl B e, A R AR R I K E M A R W K R, DT AR AN R INE , ACCas e FIHHI 771, WK
W b ] , AL SHI1)571) , HPPDAM 1] 351) , PPO#TI )77, =Wk AVR B fiG o A S A7 vk nT L FAE W R
IAED R 7 ¥ A BH B AE A , AR B A R T 06 2 Pk 2 M Jo Fi /B85 22 P =0 AR A % 40 i) 751
Ry 52 4 1) 22 25 B8 e o

[0365] A HFFRAL AL &Y AIZH A3k vT F B v6 B B 500 P it Bl 52 VR ) 2% 5 7 46114
(R B0k B 52 14 2% B A FE AR AN 060 DL 2 401 Bl 52 e AR Y 2R A B LR & B
(ALS) #I71) Dtf RGETTHNH L L BEHEFARR LB (ACCase) M) G KR JLE &
GETANHIGR 5 - I BE N B ZE BL IR - 3- BEIR & g (EPSP) £ 3 I8 411 it 751) /5 2B 2 4100 1) 551 40 )
R oA A 750 R R sk iR AE AL B (PPO) 4RI RS b 2R A& il 7n) il K B T
JIilE  (VLCEA) #05) « J\ S F Ah 41 2= B 208G (PDS) #0iH] 551) L 2 U 2 Js B 00 1) 571 L 4 - 2 2k
IR HE - PN TR — %8k (HPPD) #5722 53 R4 ) 45 4k 2= A& i il 7], B 2 HAE A
TR o B 7 9 G R R AL, DL SR &8 23 S B 0451 Gn 5 R 2 FE AR 2 B et VB 2 R DA
S A BB o B A P BRI 52 14 1R 7 1 M 2% B AR ANBR T, % T 22 PR 5 70 2L i Bk
i 52 14 ) AR 2R 6 T 22 Pk S W0 20 B B B 52 1 1 AR M Y, T 22 Bl FE AR
BEC B Btk B 52 PR A= A Y

[0366] Pk Sizjifi 77 22 LA J DL St 5 =& AT 7= 1 B 1, HLJG = T-FR il R Or 37 B a il -
B RAR TR EYE H ez S E A A T ARS8 s R N T & R 2 1 2 L
105 T AN B8 2537 SRR 37 1 32 R RS #R RN YE

St 1

[0367] &% EIA

[0368] — & FE . 4 i LA 376MHz fEBruker DRX4003EAY R4 . itk DL = S H L
(CFCL,) fE R oM br ik EAT 2 HR 9 FLId LA 7 £ AT .

[0369]  SEjifsl1 - i $5-4- e -3, 6- 5 -k IE - 2- FF R R g (S A)
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[0370]
cl” "N ~

[0371]  {MFieldsZE A ,WO 2001051468 Alqﬂﬁﬁiaﬂzﬁﬂ%
[0372]  SZHth2: il 45 4- 503, 6- 50 -5- 9 - L IE - 2- F R PR (S 345B)

NH,
F
. | !
0373
Z O.
Cl N CHs;

@]
[0374]  #Fields® A\ ,Tetrahedron Letters 2010,51,79-819 HiC L Hill %% o
[0375]  sizjifuf3|3 - fill %2, 6- G -5- H S 2 -4 - L Jd SR s g

Cl CHs Cl C|7H3
[ ] Njﬁ/o Nl XN (@]
0376 | =
~ o
m)\N u)\w |
CH,

[0377] =G 1N (h) [ iR 13192, 6- —5(-5- A M IE (10052 (2) ,0.55 JBEIR
(mo 1) 7E 72 7K I 16 IR A F ¥ V0300 0 LM 2 0 3 JR Ak B (FE DU &0 Wk TR 75 7)) (124 g,
0.94mol) IR EWIR G T E iR B FE4h o i 5 1A% A 8 i s g R (2002 7+ (mL) ) K,
I s K YR P ) UL P AR R AR T 20 C IR FE o 2 S5, S BN N2, 3- —&0-5,6- ~F AL -p-%K
i (DDQ; 151g,0.67mol) FEHE P 7 » 5 A AR PTE oK o WAL 1 3 9 LA 28R 2 TR e i
(500mL) o I LI IR 45 HLAT A HAL S0 0L R LR QT (L)) o TR R I R B IR
P [ A @ i A TR TR R 2 o FL i — D R R AR A BRI
Al AL B PILLE % F10% L TR LR/ OB IR A e i 43 2 AR 4k &4 (T0g,60%) :mp 60~
61°C;'H NMR (CDC1,) 83.99 (s,3H) ,5.85 (d, 1H) , 6.75(d,1H) ,6.95(dd, 1H) .

[0378] ;eﬁﬁm %1%2 6- 5 -5~ FAA - g -4 - F

CHs Gl CH,
0
N7
[0379]
)\ P
Cl N
CH2 .O

[0380]  2,6- 4 -5- 4RI -4- 2 FHmEIE (50g,0.24mol) 78 ~ & e B (4:1, 2L) o
A H 22 - T8°C o 78 77 B B A SR Bhoo [ LA — H R BE VAR K (50mL) o KRG 2218
iR B A = IF T 40 CRUR IR A5 2IhR @b &4 (50.5g,100%) o

[0381]  SEjtafsl5: il 442, 6- 5 -5 H 45 2 - Mg - 4 - FH iR FH 2L I
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Gl CHj
[ ] N °
0382 |
= O
)\ — A, .
(@)

[0383]  #l|4%52,6- & -5- FH 4 L - ME0E - 4- % (50g,0. 24mol) 7EHIEE (1L) 7K (60 mL)
(VT RZ IR VS IR BR BN (400g) « F-0°CZ45r B (min) FE2MATIR (192g,1.2mol)
TEFREE /K (600mL, 9 1v/v) HH IRV 00 15 00 2 s g VT [ BT 90 2R ) o TE AR R IR P e 82
PFELh MG IRAE Y T BB A G , S8 E ¥ SR G B VK (2L) 6 B AN
(50g) FIE L4 (NaCl;200g) VR G L. P2 MILL AR B ZEHL (1L x 2) , H HAFFRI AL
JRZETRIER N (Na,S0,) 18 i 18 o 980 28 < 5 70145 BIARAR 1) 0 o, FLAC I [ e BB P[] 1045 3]
bRtk &4 (50.8g,87%) :ESIMS m/z 238 ([M+H]") .

[0384] ;eﬁﬁ% ﬁ%l %6 AR -2-50-5- F AR B - g -4 - R PR RS GRAET0)

NH, CHy
[0385] N°S ’
0385 |
(0]
/]\ Cl)\N/ \CHS
0]
[0386] %712, 6-:% 5- FH AR JE - s g - 4 - FH R LTS (25,0, 1mol) 0 — H 5L 7 A

<DMso>E|’J/mBi F0-5CINZETRIN I (2245 (equiv) ) 7EDMSOH VAW o ZIR AW T IR K
[10-5 CHR R FE 102 15min. M5 , IR AW LA LR £ B ks, 7 HyE 2 TR [k . 418 4.1
JEVR LA $h I TR eV I 4Na, SO, 18 e 4 J5 45 2 721 R P IAE S /N O TR LR PR
FHL JE1S RN A A S - IR 4 5 E i PR g A Ay, 15 2B MY Al S X5 2 T bR
BLAY (11g,50%) tmp 158°C;'H NMR (DMSO-d,) 83.71 (s,3H) ,3.86 (s, 3H),7.65(br s,
1H) ,8.01 (br s,1H) .

[0387]  SEjitafs7 : g5 4- -3, 6- 5 -5- M- ML IE - 2- FF % R L i

Nz NH,
Y | e
[0388] | - — = |
Cl N “CH z O
3 clI” >N CHs
o o)

[0389]  4-%{JE-3,6- & -MEmE -2- H I FF 2L (10.0g,45. 2mmol) = R (3.93g, 17.2
Z IR (mmol) ) At (11.44¢g,45. Immol) ¥&fET FHEE (30mL) # 3 F60°C Rl #27h . [ B
TBE AR, 7+ LA TR R I DU AN AR R SN K VA TR VA PR IR . 7K 2 A — TR AR HY
— R, I HAEIHFBIEHLZE TE7KNa, SO, T4 o P48 W i 18 PR €3 4l Ak (FE 2 ; 0-50%
LR TG/ T ) B RIFR L&Y, vk Bt E 4k (12.44¢,79%) :mp 130.0-131.5°C;'H
NMR (400 MHz,CDC1,) 85.56 (s, 2H) ,3.97 (s, 3H) ;'°C NMR (101MHz,CDC1,) 8163.80, 153.00,
152.75,145.63,112.12,83.91,53.21;EIMS m/z 346.
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[0390] it 518 - il 24 - B K -3, 6- 5 -5~ F k- M IE - 2- F R Rk Jig Gk D)

NH, NH,
| Cl HaC cl
XN X
[0391] | |
= O = O.
c1” N CH, cI” N CH,
O O

[0392]  4-%Kk-3,6- & -5-M-nbnE -2- R A O (8. 1g,23 . 4mmol) | U L) ke
(8.35g,46. 7Tmmol) FIXL (= ZE L) S4L4E (1) (2.5g,3.5mmol) fE1,2- 5 Z %% (40mL) o
(VRS YIfEBiotage Tnitiator A8y F-120°C 45 HE30min , M T 8 F AN 4k (TR) - 4%
SRR T IS5 o I SR A ) B B 2R R B R IR ol i PO e i A4k (REFG 5 0-50% £ TR
2. T8/ C ) 1A BIAR AL A4, RS E 44 (4.538,83%) tmp 133-136°C ;'H NMR (400MHz,
CDC1,) 84.92 (s, 2H) , 3.96(s,3H) ,2.29 (s, 3H) ;'°C NMR (101MHz,CDC1,) 8164.34,150.24,
148.69, 143.94,117.01,114.60,53.02,14.40;ESIMS m/z 236 ([M+H]") ,234 ([M-H] ) »
[0393]  SEZiafdl9: il £6- 5L -2, 5- SN -4 - H R FH LTS (L E)
NH,

0394
[ ] /“\ ~ & 5

[0395]  fHEppZE A, WO 2007082076 Altiﬂia*j‘zﬁ%J%
[0396] ST 10: 454 5 Fe - 6- 5 -5- 98- 3- HI 4L L - ML - 2- FP R Y 6L g (G

NH; CHj
F N O
[0397] |
= O,
cI” >N CH,
O

[0398]  fHEppZE A, WO 2013003740 Altiﬂia*j‘zﬁ%J%
[0399]  SEfifhil 11 « #hi] 454 - 52 - 6- 5 -5- 4 - 3- 2 IS L - W I - 2- F IR Y L (S 3406)

NH, NH, (|3H2
F N | F N
[0400] | |
= N = O.
Cl N CH; Cl N CHs;
O (®)

[0401]  4-%J-6-5-5- 9 - 3- AL - ML AE - 2- HI R 488 (7. 05g, 21 . 33mmol, WNEpp&E A, WO
2013003740 ALHd# &) MLImE = -n-T 2% (7.52nL,25.6 mmol) &% T —H L%t
(71.1mL) T 3F HIR S LR SR 10min. SR 5 A8 I (= 2 3L ) & A4 (1T1) (1.497¢,
2.133mmol) , 3 H R RRA W T-70°CHidEit % (PEIH IR ¥ i) o I Bl I AR 433 - o i

(GC-MS) 4% . 200 )5 , S NIR AW ik 46, WM % Celite™ b, H FLIE b 8 1 4 4k (ReE
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(Si0,) ;s Okt /LBRLWEBLRD) 13 2Ibr AL &, kil 14 (3.23g,65.7%) :mp 99-100
"C;'H NVR (400MHz ,CDC1,) 86.87 (dd, J=18.1,11.6Hz,1H) ,5.72(dd,J=11.5, 1.3Hz,11),
5.52(dd,J=18.2,1.3Hz,1H) ,4.79 (s,2H) ,3.91 (s,3H) ;'/F NMR (376MHz,CDC1,) 6-138.79
(s) ;EIMS m/z 230.

[0402]  SEjifl12: il 4 4- 2 3E-3,5,6- =& -MLNE -2- F R P A L)

NH,
ChAC
0403
[0403] | A o.
Ccl” °N CHs

o)
[0404]  {fFinkelsteinZE A, WO 2006062979 AlicZk % .
[0405]  Sizjiti )13 - il 45 4 - 2 3L -6 - R -3 - -5 %L - ML e - 2- B R HR 3 g Gkl D)

NH,
F XN Cl
[0406] |
2 O\
Br” N CHs

0
[0407]  4pArndtZE A ,US 20120190857 Al-H{c#k 4% .

[0408]  SEjitafsil14 : il 454 -0 JE-3- 5 -5- . -6- (= H R A 45 ke 38) - Nk g - 2- Y R R L i Sk
)

NH,
F AN Cl
[0409] |
X = O,
Sn N CH3
/ N\
O

[0410]  4-5q 3% -6-JR-3-5-5- R -MLmE -2- F IR FH JEBE (5002 BE/K (mg) ,1.8mmol) « 1,1,
1,2,2,2- 7N~ 45 05% (580mg, 1. 8mmol) FIXL (= 2K L) - 54048 (I11) (120 mg,0.18mmol)
FETC 7K I (6mL) T4 3T, PABUS R B 1 0min g HAR JG IN#E 80 C R+ 2h . A HI IR &
YILA 288 £, (25mL) AL FINaCl (25mL)  $ii 4 15min. A HLAHZ 705 , il Ak e 0 98, g
(Na,S0,) H 28 FIRVIRIAE L8 £ B8 (4mL) H, ik DL O e (15mL) 3 Ak B FLAR 6
VWM A BT ARG HE SR 5 0 3L B 3 22 3k 90 1 78 R AR BURR REAL &4, K e ] A
(660mg,100%) : 'H NMR (400MHz,CDC1,) 84.63 (d,J=29.1Hz, 2H),3.97 (s,3H),0.39 (s,
o) ;'°F NMR (376MHz,CDC1,) 8-130.28;EIMS m/z 366.

(04111  Sjtafsl15: Hil 454 - LM Hk -3- -6 - (= H IEH i) - -mbiE -2- IR 25l Gk
HBK)
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[0412]

[0413]
[0414]

[0415]

[0416]
[0417]

[0418]

[0419]
[0420]

[0421]

[0422]
[0423]

[0424]

[0425]

N
Sn

WBalkoZE A, WO 2003011853 Al # 4% .
SEH16: )45 4- 2 bR I -3, 6- & -TEnE -2- FE R R 3L iE GLEL)

X

HsC” “NH
O
| o.

c” >N CH;

o)

WFieldsZE A, W0 2001051468 Al 1% %4 .
SEHFILT - )45 4 - S8 KL - 3- G- 6 - Tl - mbE g - 2- R 6 B RS (M)
NH,

nBalkoZE A, WO 2007082098 A2 10 %5 4% .
SETE 18 : 1] 454 - 2Tk 2 FE - 3- 5 -6 - Tl - Rk g - 2 - PG PP L i G E0N)

o

nBalkoZE A, WO 2007082098 A2 10 %5 H 4% .
SEHEBI19: il 754 -F I -6- -3, 5- 5 - Mg - 2- IR B L g GL3E0)

NH-»
F. | N F
~ L
Br N CHs3

WFields® A, WO 2001051468 Al1-Pic 4% %4 .
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[0426] St 120 « i) 456 - 2 Jik - 2- (- 5- LI HEME WE - 4 - YR P 2k s G AP)

NH, ICH2

[0427] /l N/ o

[0428]  fNEppZE A, US 2009008832214 #1145 -
[0429] St f51)22 « il 54 - VR - 2- G AR ) = FP Rk pek e
Br

[0430]
Me;Si

F
[0431]  FT-78°C¥42.5M n- T HALAEC e AR (n-Buli; 9004t (ML) ,2.2 mmol,
1.lequiv) IiINZEL,4- — R -2-% 7 (500mg,2.0mmol, 1.0equiv) 7 — Z. Mk (10mL) 5 [ 5t £
VST o FITASHR S CA VA T - T8 C it P 2h o N NG = R 2845 (300K, 2. 4mmol, 1. 2equiv) F H
LT UK/ P B R BT R T IR TR R 1B THR F23°C, FEHEFET2h o [ B TR A 4 LK i
(50mL) F DL S e R (3x 50mL) o & A HLZ S T4 (BRFREE (MgSO0,)) , H Jid 3E, I
I e R R IR G BRI A AR AR Y (350mg, 71 %) : IR () 3068 (w)
2955 (m) , 2927 (m) , 2855 (w) , 1598 (w) , 1567 (w) cm-"; 'H NMR (400 MHz,DMSO-d,) 87.38-7.49
(m,3H) ,0.30 (s,9H) »
[0432]  sjfs)23 . & (2-%-4- (4,4,5,5-WUHF 3£-1,3,2- A4 R ke -2-38) &
H) = BT

HC o,

?)S<CH3
B

[0433] O CH,

MesSi
F

[0434]  F-78°C#42.5M n-BuLiffi%# (8.5mL,21mmol, 1. lequiv) i INZE (4-1R -2- 5K

) = WL RESE (4.8g,19mmol, 1. 0equi v) £ VU KR (80mL) FH K HEFEVA L - Flr 1918 0 7%

W -78CHEFEL5min R IN2- RN IE-4,4,5,5-PUH 1,3, 2- R 200 4 20 1 e

(4.4mL, 21mmol, 1. lequiv) , Jf FLIERE UK/ T BRI Rl AL DA (0 i i a2 18 T HIR 523°C

FEBEPE 200 S NLTR A I LAK AR (200mL) , 4 IMER R (HC1) 75 2= K 8pH 4, FF L —&F

BEAHL (3x 100 L) « 5 IFHIA LR LT MgS0,) , 5 Jyad i , Il 1 Jie % 28 A iR 4 45 2hR

AL, i Bt [ 4 (6.0g,99%) « 'H NMR (400MHz,CDC1,) 87.55 (dt,J=7.5,1Hz,

1H) ,7.38-7.42 (m,2H) ,1.34(s,12H) ,0.29 (d, J=1Hz,9H) .

(04351 DA R AL & PR At St 491 23 Fp AL B8 5 VA il % -

[0436]  2- (4- (U JE) 2R3E) -4,4,5,5- DU JE-1,3,2- R A0 38 It
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HaC

CH,
?)S(CHs
B<

[0437] O CHs,

F
[0438]  'H NMR (400MHz,CDC1,) 87.89 (br d,J=8Hz,2H) ,7.50 (br d,J=8Hz, 2H),6.65
(t,]=56Hz,1H) ,1.35 (s, 12H) .
[0439]  2- (4- (U R) - 3-8 ) -4,4,5,5- DU -1, 3, 2- AU A 3R b
HaC

CHs3
9)§<CH3
B<

[0440] O CH,

F F
[0441]  'HNMR (400MHz,CDC1,) 87.51-7.68 (m,3H) ,6.90 (t, J=55Hz, 1) , 1.35(s,12H) .
[0442]  SEjifel24 : )4 (2,3- —@-4- (4,4,5,5-WUMI%E-1,3,2- A ZW 23R R - 2 -
H) HHE) =W IRk

HC

CH,
?)S<CH3
B.

[0443] O CHs,

Me;Si F
F

[0444]  F--78°CKt2.5M n-BuLifJ¥&AWE (9.5mL, 24mmol, 1. lequiv) #INE (2,3- —HA
) = HERESE (4.0g,21mmol , 1. Oequiv) FEVYEIMEAEG (86mL) H I 4 FE I W - BT 15 47 ¥ 1)
PV T -T8CHEFE tho iR IN2- T KL -4,4,5,5- DU F AL - 1,3, 2- 45U B 2 30 1R e
(4.8mL,24mmol, 1. lequiv) , Ff H# I 0K/ P B ¥ b A 1R B (003 VR 22 18 i i 2 23°C , IF:
PEFE20h . s MR AP UK R RE (200mL) , 45 FHIM HCL ™5 2= K #ipH 4, L — & H B A
(3x 100mL) o & IFHIAHLZ LT 1, MeS0,) , B I8, I 18 e % 28 R IR 4 15 2 b iEAL &
W), AR (6.4g,96%) « 'H NMR (400MHz,CDC1,) 67.42 (ddd, J=7.5, 4.5,0.5Hz,1H) ,
7.09(ddd,J=7.5,4,1Hz,1H) ,1.34(s,12H) ,0.29(d,J=1Hz, 91,

[0445] szt {51125 il 4 (3- -4 (4,4,5,5-DUFBE-1,3,2- UM 3R b -2- ) 2%
) = F 3L e
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Pal CH,
[0446] Bo
MesSi F

[0447]  F-78°C#2.5M n-BuLifJ¥&R (3.5mL,8.5mmol, 1. lequiv) ¥NINEL,4- —R-2-
S (2.0g,7.9mmol , 1. 0equiv) 7E PSR (THF ; 26mL) 90 145 R VA o T 73 2 3 2 VA Vi T -
T8 CHIEE15min. B N2- B EKE-4,4,5,5- PR 3E-1,3,2- S223R4k (1. 8mL,
8.7mmol,1.lequiv) H HFr SR E EBEWR T -78°CHIAE30min. ¥ N2.5M n-BuliH A Wk
(3.5nL,8.5mmol , 1. lequiv) I FLFF A 8/ 5 64 F - 78 CHihk 1 5min. ¥ N4 = F BE Rk J
(2.2mL,17mmol, 2.2equiv) , ¥ H BT/ 38 VA WE L T- 0K/ 78 By mb AL 2% 18 Hh FHiE 2223
C, JrAihE 18h. [ SR G LUK A B (150nL) JFBA S (2x 100nL) « & IFHI A B
ZF i MgS0,) , Byl §8 , I3l i i e 28 AR i 45 B bR AL &1, ik sk K (2. 3¢g,
99%) : TR (i) 3058 (w) , 2981 (s) ,2932 (m) , 1615 (m) cm 's'H NMR (400MHz,CDC1,) 87.72
(dd,J=7.5,6Hz,1H) ,7.26 (m, 1H) ,7.16(d,J=7.5Hz,1H) ,1.34(s,12H) ,0.23(s,9H) .
[0448]  SEiifs26: il %2, 3,5- =9 -4- A
F

[0449]

H,N F

F

[0450] £30minT-78C2,3,5- =& AN (2.0g,13.605mmol,1.0equiv) £ JC/KTHF
(40mL) H P R VA VR S A - T 34 (10.88mL, 13.6mmol, 1.0equiv) » T-- 78 CHr&: i H2h.,
WINPT (4. 14g,16.32mmol, 1. 2equiv) , 3 H R MR GME IhZ A 220°C . &
2L 10 % B ACHR IR /K I (aq)  (Na,S,0,) ¥ K I HLLF BERUT 2515 (MTBE ; 3x 50mL) %%
W & 9 BUAE MLAE U DAV AN #h /K I e 5%, 2 T6 7K Na, SO, T8 , 1 I8 I ek 28 % 22 T o f
FEME AR FH0-10% 4R 4 TE (Et0Ac) /CbeE NI A2t 53] 2,3,5- =% -4-
AR (1.3g,35%) , AR CaE f4: 'H NMR (400MHz, CDC1,) 8 6.43-6.39 (m, 1) ,3.99 (br s,
2H) ;ESIMS m/z 274 ([M+H]") .
[0451] S 3127 « il 254 - 95 - 1- (4 4EE) -2- R

Br
F

[0452] ’ /]\

0
F

[0453] )B4 N, N- — FI 3 Bk e (DMF ; 23mL) () 10OmL B s in2-4-2,2- 8 L4

(4.79g,31.4mmol) JEREEHH (2.60g,18.85mmol) \4-R-2- 8 M (3g,15.71mmol) . FRANK

(5.75mL) I H A [ BV -A Y0 A 22100 °C L4 3ho £E 18 2 B % iR 5, SRS Y LL — L 1

(Et,05100mL) FI2 4 &K FE (N) A A # (NaOH) ¥ (100mL) Fi B . A HLZ R Bk I 4 To K

Na,SO, T i U8 5 , AV IRAE B A 4°CAIR e 28 K4 B4, 13 BIbr L &4, i
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R (1g,13%) 'H NMR (400MHz,CDCL,) 87.35 (dd, J=9.7,2.3Hz, 1H) , 7.27(ddd,J=
8.7,2.3,1.5Hz,1H) ,7.19-7.04 (m,1H) ,6.53 (t, J=73.0Hz, 1H) ;ESIMS m/z 242 ([M+H]") .
[0454] LA MU A PIHRAE St 127 0 B T A il 4%

[0455]  1-J6-4- (oA -2- 50K

e Br
[0456] /@:
F /I\O F

[04571  'H NMR (400MHz,CDC1,) 87.53 (dd,J=8.8,7.7Hz,11) ,6.95(dd,J= 9.1,2.7Hz,
1H) ,6.90-6.79 (m,1H) ,6.50(t,J=72.8Hz,1H) ; IR (%) 781.76, 811.23,856.78,
945.20,1043.80,977.35,1141.65,1113.50,1174.18,1260.90, 1285.55,1382.78,
1423.39,1487.03,1593.17,2847.53,2927.91,2992.21, 3112.78cm ';ESIMS m/z 242 ([M+

H]Y) o
[0458]  1-R-4- (HEHHEIL) -2,3- /A
Br
F
0459
[0459] F/I\O e

F
[0460]  'H NMR (400MHz,CDC1,) 87.31 (ddd,J=9.2,6.9,2.5Hz,1H) ,7.02- 6.93 (m, 1H) ,
6.56 (t,J="72.4Hz, 1H) ; IR GH# %) 776.30,811.66,884.39,986.70, 1100.95,1144.65,
1211.05,1241.96,1266.36,1297.59,1383.98,1494.35, 1474.47,1600.40,1679.63,
3038.31,3103.90cm ' ;ESIMS m/z 260 ([M+H]") »
[0461] S 28 : il 2~ (4- (o H 48 E) -3- R IE) -4,4,5,5-PUFFJE-1,3,2- ~& 2+
W2 e
H,C CH,
?’JS;:CHs
[0462] F B~o” “CH,
F7” ™0
F
[0463]  [H/DMSO (10mL) ¥4 ,4,4”,4°,5,5,57,5" - J\H3-2,2"- 7 (1,3,2- “SA W 43K
JZHE) (1.264g,4.98mmol) \PdC1, (dppf) (0.304g,0.415mmol) - ZERHH (1.222 g,
12.45mmol) , F14-¥-1- (o AL -2- 3K (1g,4. 15mmol) oK s B 0 2= A0 2 980
CARRF18h. A HF K & SRS B VK K (50mL) H1 o EF UK K VR & 0 B 28 40 R <) v 9
H.LAEtOAc (50mL) SE PR AEBL . & I HLZ , GeNa, S0, T4 , I ik I8 KA TR 46 & Celite®
(5g) I, 1% FHEt0AC {1 ME 1 I2 11 Celite® i kR i 4lifk , f F10-30%EtOAc: T ,
R RFREAL A, N i RY) (T73mg,64%) < 'H NMR (400MHz,CDC1,) 8 7.61-7.53 (m,2H) ,
7.25-7.16 (m,1H) ,6.58 (t,J=73.5Hz,1H) ,1.34 (s,12H) ; ESIMS m/z 289 ([M+H]") .
[0464]  DLFALA VAR S it 151 2810 B 77 V2 1l 4% «
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[0465]  2- (4- (ZoHAEHR) -2- 9K 3E) -4,4,5,5- DU E-1,3, 2- 540 430 1 e
HaC

CHj
e CH,
[0466] B"AS<
F /@ ~0" CHs
F/I\O F
[0467]  'H NMR (400MHz,CDC1,) 87.74 (dd,J=8.3,6.8Hz,1H) ,6.89 (dd,J= 8.3,2.2Hz,
1H) ,6.81(dd,J=9.9,2.2Hz,1H) ,6.54 (t,J=73.2Hz,1H) ,1.26 (s, 12H) ; IR (%)
848.53,961.04,1066.43,1125.19,1172.02,1238.3,1212.77, 1330.51,1281.58,
1357.05,1372.85,1380.73,1425.32,1469.05,1579.31, 1621.00,2933.42,2982.31cm ';
ESIMS m/z 289 ([M+H]") .

[0468]  2- (4- (5 2E) -2,3- HARIE) -4,4,5,5- DY JE-1,3,2- SRl 100t
HsC

CHs
?&cm
[0469] F B~o” “CH,
F /I\o F

F
[0470]  'H NMR (400MHz,CDC1,) 87.46 (ddd,J=8.3,5.8,2.3Hz,1H) ,7.05- 6.95 (m, 1H) ,
6.59 (t,J=72.8Hz,1H) ,1.35(s,12H) ; IR (%) 673.35,851.08, 916.78,965.07,
1123.87,1142.58,1210.42,1331.14,1280.13,1362.56,1392.44, 1467.32,1507.77,
1589.62,1629.61,2935.00,2982.70cm ' sESIMS m/z 307 ([M+H]") .
[0471]  SEHEfI29: F451,4- & -2-W-5- (ZH P ) 2%
F |

F
[0472] F

F
[0473]  N-(2,5- i -4- (5P E) K ) 4 W% (950mg,4.0mmol ; #R#i5Y . Tanabe et al,
J.0rg.Chem.1988,53,4585-4587il %) T H EF (25mL) HH it £, LLABES (3mL) AbHE 5 HF
[l In#2h #  id i 26 B 2, 9F B RIR WS AE6N HCL (50mL) 1, A 1 2 5°CIf
Hor i DL B ER %M (410mg,6.0mmol) FE7K (5mL) R IR A TRAL HE . 30min & , 1% VR & 9018 \ At
1b4h (2.4g,16mmol) 7E7K (50mL) H (¥ FF DL S F 4 (50mL) PRig 4t - 30min 5 , s i [
P R SN AR R €2, 3 HL 23 A AR LA AINaC L3R, T (Na,S0,) , H 28K
W 5 E i RO a1 Al Ak (S10, s PO ke Bk i) 19 BAR AL & 4, 4R 9 TS WA (250mg,
20%) :'H NMR (400MHz,CDC1,) 87.64 (ddd, J=8.8,4.8,0.4Hz,1H) ,7.28(dd,J=11.1,
4.THz,1H) ;''F NMR (376MHz, CDC1,)8-61.92,-97.64,-97.68,-118.59,-118.63, -
118.64,-118.67;EIMS m/z 308.
[0474]  SEJEHI30: €2 (2,5- 8 -4- (@ 3L KL -4,4,5,5- U 2E-1,3,2- =4
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AT I S

CHj
CH;
? CH;,
F B
[0475] 0" “CHg
F
F
F
F

[0476]  1,4- 3 -2--5- (=R AL 2 (500mg, 1. 6mmol) VA f# T JC/KTHF (TmL) o, ¥4 &)
EOCH AR NIRRT - S S (1.3M;1.4mL, 1.8 mmol) AP T5°CHii+¢
40min. I IN2- F A H-4,4,5,5- DU 3E-1,3,2- 54424 3F ke (360uL,330mg,
1.8mmol) f HAFFLEAHE 1h AELMBEAME L8 (NH,CD b F 5 IR G S LR L BIRE) . A HL
FHCAM FINaCL BE %, T4 (Na,S0,) , I 28 K AT Bbs Ak &4, iR A% ik 4 (500mg
100%) o MGk B4k BT "H NMR (400MHz ,CDC1,) 87.54 (dd, J=9.9,4.3Hz, 11) ,
7.27(dd,J=8.0,5.20z,2H) ,1.37 (s, 12H) ; '"F NMR (376MHz,CDC1,) 8 -62.10,-62.13, -
106.85,-106.90,-121.81,-121.87,-121.90.
[0477]  SEHfaff31 - il %4 -5 -2, 5- 5K FH %
F

Br

[0478] O\
F

[0479]  F-78°ClHj2,5- JR-1,4- "% K (10.0g,36.77mmol) 7£ — Z M (150mL) H [ I
RS- T34 (2. 5MEEC K, 14.86mL, 37. 15mmol) o K MIB &Y T - 78 CHi ¢
30min. i ANFEZKDMF (3. 13mL,40 . 46mmol) (£E — Z. Tk (10mL) H1) I H 2 3 & 2h 518 Hb Tk &
U o SN LA FINH, CI/K IR (25mL) ¥ 2K I LA — ZBEACHL o A HLAH FH AN SR 7KV I e %
T8 (Na,S0,) , ik U, H R R R af G« 7= W vy FEHE R MR IR o = 3 ek Pkt €5 335 4l 4k,
(Si0,, BA2-20% ZER Mg/ T hEvi i) 13 2UAR AL &4, ik s a1 (7.0g,86%) ' NMR
(400MHz,CDC1,) 87.50 (dd, J=5.08,8.920z, 1H) ,7.62 (dd,J= 5.80,7.68Hz,1H) ,10.30
(d,J=2.76Hz,1H) .
[0480] S f5|32: i % (B) -4-1R-2,5- A H 5

F

Br

0481
[0481] Ho-Ng

F
[0482]  4-7%-2,5- A B (7.0g,31.67mmol) F2 L h AR £L (2.42g,34.84mmol) 7ML
W (35mL) FH 2. (35mL) HH VA T 2 iR B - 30min o S S VR A5 4 LA M FAINH, C LI ¥ 7 o 5 A
LR L TRFEH AU LA A ER AR e, T8 (Na,S0,) , i i, 980 e 4 o KL =408
Pig g afifl (510, PA5-100% LR LB/ C el li) 43 2R AL &4, st 44 (4. 0g,
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53%) :ESIMS m/z 238 ([M+2H]") .
[0483]  SEif5|33: il 454 -1 -2,5- —HFIF
F
Br
[0484]
NZ
[0485]  FHUREES (3.12g,16.94mmol) FIJG/KDMF (8. 5mL) (1345 ¥ i +1:30m i nBY 35 B 21 T B
€0 [ A4 R Tk S Y 2R 3B 1 7 2 3 (TLC) HIFESE ¥ (B) -4- ¥R-2,5- & K TS
(4.0g,16.94mmol) (FEDMF (26mL) H1) ¥ i1 22 B W F F H Lh I SR AP LK B FE LA T
e 2 B o A LB LK BE % » I DA AN R KV b i, T4 (Na,S0,) 1 8, JF iR 28 K &2
T o R P S PR B Ak (S10,5 LA2-20% 4R T/ O ke e i) 13 BIhR AL 54, M
[t 1 (2.5g,68%) : 'H NMR (400MHz ,CDC1,) §7.40 (dd, J=5.36,7.10Hz, 11) , 7.52(dd,J
=5.40,7.66Hz, 1H) ;EIMS m/z 218.
[0486]  Sjitifs)34 : il £ 1- 1R -4- (ZaH 2L) -2,5- 5K
F
Br
[0487]

F F
[0488]  T-0°Clal4-¥2-2,5- 9K (11.0g,49.77mmol) 78 — & F % (55mL) IV W
W (2B =5 AGHE (DAST;24.06g,0. 15mol) o ¥ I5E e » ¥4 HIR BR 25 9F 5 (rt)
FREEPETE2h o SRR A VI — SR AR  DLUK TR, AN SR /K DR B T4 (Na,S0,)
FEIE 28R AR i Rk il 44k (10,5 LL0-10% LR 216/ C ket i) 75 B ik &
W, R (8.39 ¢,69%) 1 'H NMR (400MHz ,CDC1,) 86.58 (t,J=72.32Hz, 1H) ,7.12
(t,J= 7.92Hz,1H) ,7.44(dd,]=6.32,9.18Hz, 1H) ;EIMS m/z 244.
[0489] St f5135 : il 4% 1 - -4 (3R FF4AUHR) -2, 5- 3
F
Br
[0490] F
o
F F
[0491]  FEFE B R E H ,4-1R-2,5- 5 AKH (5.0g,23. 9mmol) M AL (26.8 ¢,
479mmo1) £ LHE KL : HE G (110mL) H T - 78 CLL— - — Z LRI —J
M (12.8g,47.9mmo 1) AP & (K 68 T iR HEFE I B S MR S WU — L BERRE I 70
B A NUAR o AKAR LA Z ZREREIUI U o £ I (A HILAE ) AR ER /K9 ok 5, T4 (Na,SO,)
A8 I U 2 2 TR R B PR i AlAK (S10,: BLO-10% LR LR/ Be i i)
13 BURR EAL AW, NP TE IR (4.2¢,67.8%) :'H NMR (300MHz,CDC1,) 86.56 (t,]=
72.36Hz,1H) ,7.11 (t,J=7.32Hz,1H) ,7.40-7.45 (m, 11) ;EIMS m/z 259.
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[0492] =i {536 : & RIS R — % 7 V%

[0494]  7E% 3P0 PO SR ERIE I ROR IR LT (1. Oequiv) L FREH (3.0equiv) FAXY-
(BRREE &) — Al (1. lequiv) FEDMSOHH ¥R (R AR FAAEIL i -h 45 2] 0.1-0.2M) 15min. i
IPd (dppf) C1, (0. lequiv) FF H25 %4 1) e 55 1 o OB &4 T-80°C In#k 18h . ¥4 £l )
S NEIRA W LA KRR I DL 0T ZE B . B WA B LK B ik, DU AN SR /K ¥ i vk »
T4 (Na,S0,) , i i, FFIUE 28 K 28 T RO B ER I8 (1. Oequiv) MR T — 2T (10vol) H1
TR OEERE (1. lequiv) o RVRA YT EIEHEFE30-45min.45min 5 , (AT H
K o A5 15 FE S ELVAE ST K K 37 0 Z BN I EE A A, BB AR I &/ 1.5N HCl.
FIT 45 PR AR VR0 HF 30m n o A ATUAH DAL RN 2R /K VS Ve, 0% (Na,S0,) I8, JF IR 28 Kk 2
T8 LA B IR AN 2 4tk F T e 820 B

[0495] DA N ALA YRR St 451 36 HH 1 2 5 i il 4%

[0496]  (4- (ZHMHFEIL) -2,5- ZH KRR MR

£ OH
B
[0497] F oH
F )\o
F

[0498]  'H NMR (300MHz,CDCL,) 86.59 (t,]=72.78Hz,1H) ,6.97 (dd,]=2.70, 9.14Hz,
1H) ,7.52(dd,J=5.19,10.29Hz, 1H) .
[0499] (4~ (9 &) -2, 5- 9 AH) Bl
F OH
EN

OH
[0500]

F F
[0501]  'H NMR (400MHz,CDC1,) 86.87 (dt,J=8.48,54.64Hz,11) ,7.25-7.32 (m,1H) ,7.49
(dd,J=4.08,9.48Hz, 1H) ,7.59-7.60 (n, 1H)
[0502] S 5137 : &5 RRAMERIK — )7 vk (k)

[0504]  Ja] & idi B R AR HEFE T (1. Oequiv) FEJG/KTHF (10vol) WY H¥E R T--78°C, i filin -
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BuLi (2. 5MEEC i s 1. 2equiv) « IS INTE )G » FF S HE30min . LA — 0 WS N AR — H1 ki
(1.5equiv) H-T-T8CH AL 1h. R MRS YILR ISR 2 %, L1 5N HC1¥EE K FH-LL 4
12 B2 A MU HUI LK ek , DAL AN 3R /K VA WDE %, T4 (Na,S0,) , i 98, FFisUE 28k
2 IR B INER AL i T 5 220 R
[0505] DL A& AR ¥ < it 451 37 Hh 1 8 K 7 v ) £
[0506]  (2,5- % -4- F R IE) MR

F  OH

EN
OH

[0507]
HaC
F
[0508]  'H NMR (300MHz,CDC1,) 62.30 (s,3H) ,5.03 (br s,2H),6.89(dd,J= 5.67,
10.25Hz, 1H) ,7.42 (dd, J=5.40,9.19Hz, 1) .
(05091  SLiitifsi|38 « 5 IR I — BT 4% (U7 i%:B)

N OH

[0510] Ry
%

F
[0511]  Jal A& VR AR LI 7T (1. Oequiv) 7EJE/KTHF (10vol) A B ¥ T - 40 °C i hin S A 2%
SSRGS WIE R (1. 3MAETHE I 1. 05equiv) o SE IS NG , R BVRE P T -
40°CHiFE45min, 2R fE L2 12 LR 220 °C o il 0 5 PN A L MR AT R 2 16 (1. 07 equiv) FF1-0°C
Frafit b oh o [ SR AP THR 2 S, DA RINE, C LKA VK, UL 2R 2. FE R, A LA
HU DAL RN B 7KV D B T18 (Na,S0,) ik 8, FF IR 28K - H IR A3 B IR A 2 4tk FH T
IFpo 8
[0512] DL ALA AR ¥ it 51 38 Hh e 8 ) 7 v il 4%
[0513]  (4-&(3E-2,5- —H R MR

[0514]

NZ
E

[0515]1  'H NMR (300MHz,CDC1,) 85.15 (br s,2H) ,7.29-7.36 (m,1H) ,7.69 (dd, J=4.80,

8.28Hz,1H) .

[0516]  SEJtf539 : il 854 -2 FE-3- 5 -6- (3-%-4- (ZH R RELEIL) 2K EL) -mkng-2- HIR

ST

71



CN 108689924 B ﬁﬁ HH :I:; 70/230 11

NH,
O
[0517] N
HSC\. . O'\.
>si CH,
HaC” 1
CHs F

[0518]  [m] i A $FF R 1 20 - mLARl e /DN i 2R S 56 A (500mg , 2. 262mmo1)  (2- i -4- (4,
4,5,5-DYHIHE-1,3,2- MR e - 2- ) 2K ) = W A4 (997mg, 3.39mmol) XX
(RS — &AL (ID) (203mg, 3. 39mmol) FIgRALAE (T41mg, 4.88mmol) o /NMEE T A
(N) S T I (4. 0mL) A0 (1.0mL) /M E TBiotage Tnitiator "k KN 4%
EF120°CARFE30mi n, AN T DL A0 3B TRA% B 2% 5 I 5 o B S B A8 N /K I R LA
LR TEREE (3x 75 mL) o & A HLZE T /KMgS0, T4, i i€ ik 45 « B 13- Bl R W4t
et 1 4l Ak (REJE 5 0-30 % EtOAc/ T k) 13 bR AL A4, J s il #4 (0.328g, 41%) :'H
NMR (400MHz ,DMSO-d,) 67.68 (dd, J=7.5,1.4Hz,11) ,7.61- 7.47 (m,2H) ,7.30(s,1H) ,6.78
(s,2H) ,3.88(s,3H) ,0.30 (d,J=0.8Hz,9H) ; "°F NMR (376MHz,DMS0-d,) 8-101.12;ESIMS m/
z 353 ([M+H]") &

[0519] DA N ALA YRR 4t St 51 39 Hh 12 2 1 7 2 i) 4% «

[0520]  4-%53L-3,5- " 4(-6- (3-9R-4- (= FF L F AR AR L) L) - it - 2- FF i FR L

[0521]

HSC\. .
_Si
HaC” ]
CHy F

[0522]  Fr b & 4 s i 45 39 i 2 LA Sk #H (500mg, 1. 96mmol) il & 73 &5, 4 [
£ (0.381g,50%) : 'H NMR (400MHz, DMSO-d,) 67.52 (dd,J= 7.6,5.9Hz,11) ,7.41 (dd,J=
7.5,1.3Hz,1H) ,7.30(dd,J=9.6,1.4Hz,1H) , 7.11(s,2H),3.87(s,3H),0.33(d,J=
0.9Hz,9H) : °F NMR (376MHz, DMSO-d,) 6-101.38:ESIMS m/z 387 ([M+H]") .

[0523]  6-%2k-2- (3-%i-4- (= WAL FRELEEL) 3E) -5- H SR MH0E -4 - R 2 i

NHz  CHg
N
|
[0524] NP N C
HSC\. . O\.
>Si CHs,
HsC” ]
CHs

[0525]  Fp @Al &N =L iEpl 39 10 2 LL L 36C (0.510g,2. 34mmo) il 24 FF40 25 , Ay £ [l
14 (0.307g,38%) :'H NMR (400MHz ,DMSO-d,) 88.08-7.99 (m, 1H),7.82(dd,J=10.3,1.4Hz,
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1) ,7.60-7.27 (m,3H) ,3.91 (s, 3H) ,3.74 (s, 3H),0.32(d,J=0.9Hz,9H) :'°F NMR (376MHz,
DMSO-d,) 8-101.73;ESIMS m/z 350 ([M+H]) .
[0526]  4-Z. Wi 3E-3-4-6- (3-8 -4- (= F L H R e L) 2R 3L) - nmg -2- FE R FR 3L i

0

[0527]

HsCo .
_Si

HsC™ |
CH3

[0528] A @Ak &4 an St 39 H i 2 LA S HBL (0.500g,1.90mmol) ££ &kt (7.0mL) A1
H,0 (2. 0mL) #8146 343 B, A €[ 44 (0.433g,58%) : 'H NMR  (400MHz , DMSO-d,) 89.99 (s,
1H) ,8.71 (s,1H) ,7.75(dd,J=7.6,1.5Hz,1H) , 7.63(dd,J=10.1,1.5Hz,1H) ,7.56 (dd,J
=7.7,5.9Hz,1H) ,3.94 (s,3H) ,2.24 (s,3H),0.30(d,J=0.8Hz,9H) ;'°F NMR (376MHz,
DMSO-d,) 8-100.78;ESIMS m/z 396 ([M+H]) .
[0529]  4-Z(JE-3- (-6~ (4-FHE-2- FAKL) -5- 50 MERE -2- R H &1 (L &944)

NH,

[0530]

NZ

[0531]  FRAL A9 WS it 5] 39 1t 2 LA =L B (400mg, 1.673mmol) Al (4-F & -2- %K
35) IR (400mg, 2. 425mmol) 7E K&kt (4. 5mL) FH,0 (1. 2mL) H il 4 353 B8 , K 1 fhu ] 44
(0.451g,83%) -

[0532]  6-%(JE-2- (3-%-4- (ZH ) KAL) -5- 4 mAEmng -4- IR H & (&9
137)

[0533] N ON

F (0]

F
F F

[0534]  F AL &9t S it 411 39 L B LA Sk #BP (350mg, 1. 64mmo1) AT (3-9 -4- (=
) SKIE) M (445mg, 2. L4mmol) £E W& HE (5. 0mL) AIH,0 (1.0mL) il F 70 B , ik
@44 (0.291g,52%)

[0535]  6-% k-2~ (4-FFE-2-IRHL) -5- 2 I R mzng -4 - F R R LI (kA 998)

ﬁ:ﬁ
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NH,
N " SCH,
[0536] | b7 O.
N CHs

O
F

NZ
[0537] KAk & W an SE it B39 Hh e 2% LA Sk 3P (350mg , 1.638mmol) Al (4-FFE -2-F K
L) WER (375mg, 2. 27mmol) 7£ MK (4. 5mL) ATH,0 (1. 2mL) H il 4 3F 43 B , 9 8 [
(0.291g,60%) .
[0538]  6-%(JE-2- (4-FIEFHIL) -5- LM FEmsnE -4 - F iR I g

NH,
N™ XY SCH,
[0539] . o
N “CHj
o

HoN
(05401 FxilfL &4 tn st 39 1L 2 BL Sk #P (0.800g, 3. 7T4mmol) Al 4- (4,4,5,5-PYH
He-1,3,2- AWM AIR AT - 2- 5) KM (0.985g,4.49mmol) 7E —RELE (15.6mL) F1H,0
(3. 12mL) 4 353 85, g €l 4 (0.400g,40%) : 'H NMR (400MHz , DMSO-d,) 88.08-7.86
(m,2H) ,6.99 (s,2H) ,6.76-6.51 (m,3H) ,5.61(s,2H) ,5.49-5.30 (m,2H) ,3.81(s,3H) ;
ESTMS m/z 271 ([M+H]") .

[0541]  6-%(FE-2- (2,3,4- =ZFHAIE) -5- L) FEmsng - 4- F R FH 2R ((h 54197

NH,

N " CH,

I
= O,
[0542] N CH;,

O

F
[0543] @Ak &9 an SE it 5 39 H 18 2 LA Sk P (0. 350g, 1. 64mmol) F1(2,3,4- = H K L)
ER (0.346g,1.97mmol) 7E K€% (5.0mL) AIH,0 (1. 0mL) H il 4 I 73 85, Ry 3 €6 ] 4
(0.414g,82%) .
[0544]  SEjiffsi40 . i) 254 -Z Ak -3-50-6- (3-9R-4- (S5 5L 2R 0L - Ik me - 2- FE R AR LS
(HAEY29)
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[0545] NG O“CHs

F F

[0546]  4-Zg3E-3,6- & -MLNE -2- FF R Y SE 15 (630mg, 2. 85mmol) 2~ (3-%-4- (4
H) HKHE) -4,4,5,5- PRI FE-1,3, 2- Z5URMIA 3R Ak (1.06g,3.65mmol, 1.3 equiv) J W
(=) &A405E (T1) (209mg,0.30mmol,0. lequiv) FIHEALER (510 mg,8.8mmol, 3equiv)
FEZ MG/ 7K (8L, 3: 1) Ff (B 35 4£25-mL/M#LF) 76 Biotage Initiator (i & 2% FF115
CHRIE20min, I MEOITBL A1 TR BRI I 3. R RV A MU 221 7 R B3 LA K
el K Z UL O CBRABOE HAA A LR AT IKNa,S0, 1, 18, JF k4  F AL & P %
BE Celite® B L IHAE B I A T8 Jl i AR A ik 264k (0-60,60, 60-100% £ 0/
K) G 2R S, A Tl 4 (0.57g,57%) .

[0547] DA R A& VIR Y St 140 T #H 7 VR ) 4%«

[0548]  4-% -3 (-6~ (4~ UL HIE) -5- F1HE-THL0GE -2 FF R 8K ({45 408)

[0549]

[0550] Al Ab &4 N S it 45140 7 LA Sk D 25 IF 40 B, s i & (180mg, 55%) o
[0551]  4-%(3&-3-5-6- (4- (R FF AL KI) -5- S -k ng - 2- R 2L s (b &
111)

[0552]

[0553] Ayl fb &4 a0 s Bt 940 7 Ffe il 46 5 73 B IR B € i 4 (120mg , 32%) o
[0554]  4-5J-3-50-5- I HE-6- (4- (=L RS dt) ZR3E) ML e -2- R T L g

[0555]

(H3C)3Si
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[0556] A4k 5 4 U S i 41140 7 DA Sk 8D ] 4% 9F 20 9, 9 BR Al fk (1. 11g, 45%) tmp
160-163°C s 'H NMR (400MHz,CDCL,) 67.57 (d,J=8.2Hz,2H) , 7.42(d,J=8.2Hz,2H) ,4.80
(s,2H) ,3.94 (s,3H) ,2.18 (s, 3H) ,0.28 (s, 9H) ;'°C NMR (101MHz,CDC1,) 6167.01,157.65,
150.16,146.19,141.69,141.24, 134.39,129.61,117.96,114.49,53.95,15.86,1.16;
ESIMS m/z 348 ([M]) .

[0557] 4~ Jk-3-5(-6- (3-9-4- (= F AL I RE e HE) 2R ) -5- HIBL -HIE N - 2- FH R FR B i

[0558]

HSC\. =
_Si
H3C™ |
CH; F

(05591 o il A4 £ W U S it 1] 4 0+ LA Sk 3Dl #5935, R &4 [ 4k (346mg, 279%) :mp
167°C (dec) ;s 'H NMR (400MHz,CDC1,) 87.43 (dd,J=7.4,5.80z, 1H),7.20(dd,J=7.4,
0.9Hz,1H) ,7.10(dd,J=9.2,1.3Hz,1H) ,4.83(s,2H) , 3.95(s,3H),2.18(s,3H) ,0.33(d,]
=0.8Hz,9H) :"F NMR (376MHz,CDCL,) 8-100.73:ESIMS m/z 367 ((M+H]") .

[0560]  4-%{ 3 -3-%(-6- (4-TH:-3- A, -5- FF L -MENE -2- IR 1 2 i (fL &4 155)

[0561]

[0562]  Fyiifk & hn Sty 40 LA Sk BD 46 73 &, At 20k 4 (200 mg,49%)
[0563]  4-%J-3-50-6- (3-F(-4- FHMLILIRAL) -5- F JE - ML IE - 2- R T ik g

[0564]

[0565]  Fx itk & W40 s it 45140 LA Sk HRD A 5 5 70 85, gt il 4K (T47mg, 65%) :mp
114-120°C ;'H NVR (400MHz,CDC1,) 810.40 (s, 1H) ,7.92 (t,J= 7.5Hz,1H) ,7.38-7.29 (m,
2H) ,4.97 (s, 2H) ,3.97 (s,3H) ,2.18 (s, 3H) : °F NMR (376MHz,CDC1,) 8-121.53:ESIMS m/z
323 (IMHH]) .

[0566]  4-ZK:-3-50-5-9-6- (2,4,5- =FAIE) -ALIE-2- L FF LS (b5 17200)
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[0567]

[0568] Al Ab &4 N S it 4511407 LSk B 2 IF 0 B, N A Bk R (370mg, 73%) o
[0569]  SEjitufs41 : ] 854 - 2 FE-3- 5 -5-9m -6~ (4-AHFLIRIL) -nEng -2- I ER 3L s (b &4
95)

[0570]

[0571] [ 3k&6B (250mg, 1.05mmol)  (4- A3 K IE) MIER (192mg, 1.15mmol) FfL 4 (CsF;
315mg,2.09mmo1) 1= (3-FHERAR & 4 3L) /K &8 Eh (TPPTS, 60mg,0.11mmol) fE/K/ 2
EIRA) (2.8/0.Tol) BRI N Z 4R (12 mg,0.05mmol) . fEBiotage " LA & 18
th JRE 150 CInFASmin. N E SR G IEZ 5T Celite®™, BAEtOACHE B, LA7K FIEE /K Bk

ARG 2T 4 (Na,S0,) , 18, A5k 4 , HF HAR 5 8 rde i vl 44k (BL0-100%

EtOAc/ e i) 75 2 35 €4 [l 44 (150mg ,44%) -

[0572] DA NG WAR R St 4 1 it 2 7 v 1) 45

[0573]  4-Z W FE-3-5-6- (2,3~ 5 -4- (ZFFF3E) RKIL) -nEne -2- FF IR FF 2L S

[0574]

[0575]1  'H NMR (400MHz,DMSO-d,) 610.03 (s, 1H) ,8.79(d,J=1.0Hz,1H), 7.93-7.84 (m,
1H) ,7.75(dd,J=8.3,6.3Hz,1H) ,3.96 (s,3H) ,2.26 (s,3H) ; ESIMS m/z 409 ([M+H]") .
[0576]  Sjf42 . i 54 - Fh -3 -5 -6- (4-FHE-3-F AR L) -5- 5 - ML AE - 2- HH iR H 2L i
(tb&4135)
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[0577]

NZ
[0578]  =L#FB(0.300g,1.255mmol) 4- &3k -3-E A FLHNER (0.248g,1.506mmol) XL (=
F ) S AEE (TT) (0.088g,0.126mmol) A% L4 (0.381g,2.51mmol) & FF7EL, 2- —HI 4 I
g (2mL) FA7K (2mL) H, FEAERLD [ B2 H T 110°C i #20min o ¥4 E1 1 [ B A ITE LR
LPRAK Z 1853 B0 - A LA & 18I0 e 4 o 7= P i Pk € 3% 24k (S10,; BA5-60% LR &
Mg/ CLbe B i) 15 2h5 8 &4, jjélélles (0.189g,46.5%) .
[0579]  SEjaf543 : 45 4- 2 FE-3-50-5-%-6- (4- (A FLIIE) ZEIE) -ntbng - 2- g PP ik
fig (b &54190)

[0580]

[0581]  SkiBB (0.4g,1.673mmol) 4~ (A ZEHIE) ZRIEMER (0.392¢,2.175 mmol) \HH AL
#(0.253g,4.35mmo 1) FIRL (Z R I FALEE (1T) (0.059g,0.084 mmol) & T £ (3mL)
AK (ImL) oo [ REVE-SYDOR Ja FERRE 1 T 110 CAE B BN P 88 1B 20min o ¥4 H A [ B VR &
WIHE TR LB FNK Z T8 53 BC o A WLABZE T H ik 4 RIS b o 2R A 400 N FH 2 ek Jis A 1) T
B HF=HILL5-60% LR LB/ O e BEE IR RUEM 1% 771245 BIFRREAGE 4, 9 60 ] 4
(0.230g,40.6%) .

[0582]  SCjififfi44 : 4% 4- 2 HE-6- (4-11-2,3- AR -3-S(-MtuE-2- HRE FH RS (fk
“H114)

[0583]

[0584] IR 1:3L#N(0.600g,1.692mmol) 4-¥-2,3- “ & A EME (0.481g,
2.031mmol) &5 (0.617g,4.06mmol) FIXL (= FFER) S AK4E (IT) (0.119g, 0.169mmol)
HIF T, 2- ZHEIE 405 (4mL) FI7K (4mL) A FF 22 5k S s 1110 °C n#A20min . 74 HI
R G PITE LR LB K Z (B 43 L - A WA 70 B FR Ik 4 B b P LL R T/ 2
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YRR VE AR B4 - 2 W -6- (4-7R-2,3- R HEL) -3- 50 - kg - 2- HY R AP 2L g
(0.515g,72.5%) , WA tE A,

[0585] L HR2.4-ZBEEHE-6- (4-VR-2,3- @ KIE) -3- & - ML nE - 2- FY R L g
(0.515g,1.227mmo1) &% T H B (20mL) HH 3 i . BES (1.559mL,21.93 mmol) o SV A
VT IR RO SR G  FRIDTE L LT A5 %6 B R SN /K S 2 18] 70 B « B HLAH
WA ZERE R b IR I P i A4k (S10,5 LA5-60% LR LR/ CbEde i) 15 Blhr i &4,
A A (0.231g,55.8%) .

[0586]  Sjfhl45: 45 4- 2 L -3-50-6- (2,3- "9 -4- (R R R L) -5- -t
WE - 2 - i FR T

[0587]

[0588] LB (2.0g,8.37mmol) \ (2,3- —F-4- (4,4,5,5-POH %-1,3,2- S 24 243F 1%
fi-2-3) ZK3E) = B kR (3.40g,10.88mmol) (RN (0.887g,8.37 mmol) AR (=43
%) SR (IT) (0.587g,0.837mmol) & 3F T £ (25mL) F7K (8mL) H o [ SR & 4R Ji5 1Rl ik
In#ah . Vo KN 5 VR B WITE LR B FI/K 18] 53 BC o A3 LA DA K B P SR I Ik 4 22 ek
J b o IR A e i e i i Al I HL=ILAT-60 % LR LT/ O e i FlA BBt o 1% 052
BRI AY, A Gk (2.7g,83%) tmp 160-162°C 5 'H NMR (300MHz,CDC1,) 87.37-
7.28(m,1H) ,7.21(ddd,J=7.7,4.4,1.3Hz,1H) ,4.96 (br s,2H) ,3.97 (s, 3H),0.35(s,
9H) .

[05891  SEjfs46 - il 46 - 2 k-2 (3-Fi-4- (S HFF JR) KAL) -5- F A RR g - 4- IR R
fig (tk &4226)

2

NH,
NN OCHs

|

FsC
3

[0591] [y fRCi /NS ISk #BC (184mg, 0. 846mmol) <2- (3-4-4- (= IL) K HE) -4,4,5,
5-VORIEE-1,3,2- A2 Z<30 k4 (270mg,0.930mmol) FiALAH (128 mg,2.198mmol) FIXL
(2R &ALAR (11) (59.3mg,0.085mmol) 4% F 3K, W2 (2.789mL) AlK (2.79mL) »
JBE/NHAR JE B 55 9 B FBiotage” Tnitiator SR A T 115°CHREF20min, /M
AT DA A1 308 TRA% JE 245 U 82 M 4% o ] TR A WA B 22 =30, DLEtOACHR R , I LAH, 0%k . A AL
YI%ENa, S0, T8 , 1 i, H B2 MR 4 M =4 B DU i a4k, (8 fE s CFE/Et0AC) o1
B3 7 Frk &4 (172mg,58.9%) , A 44
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[0592]  SEJi|47 : il €4 - Z - 3-F-5- % -6- (4- (= H HEH e ) K5 -mtng-2- iR
R i

[0593]

Me;Si
[0594]  SL#EB (600mg,2.5mmol, 1.0equiv) Fl (4- (= H REH kL dE) 30 MR (540mg,
2.8mmol,1.1lequiv) & IFF20mL/N A , B2 E R INEALHE (420mg, 2.8mmol,1.lequiv) 2,
FR4E (28mg,0.13mmol,0.05equiv) 13,3 ,3” - =3t = Z SR 4H (140mg, 0. 25mmol ,
0.10equiv) ¥ MZK: G (7.2m0) B3 : RS Y H A 5 A% IR G Y3 55 1 B T Biotage
Tnitiator ™M [ % 22 st F-150 °CAR455min, M/ T LA AT 20 TR % S8 00 B s 42 . 4 0
(1) I REVR A& P LA K B B (150mL) FF DA S G 2 B (5x 60mL) o & I KA HLZ & T 1
(MgS0,) , B Sy i, i 1 Jie % 28 R e A o ol Wi Ak A (i 44k, (33% LR L i/ &
J5t) 13 EUBR AL A4, IR R K (T00mg, 79%) tmp 148-150°C 5 'H NMR (300MHz ,CDCL,) 8
7.86(m,2H) ,7.62 (m,2H) ,4.88 (br s,2H) ,3.98(s,3H) ,0.29 (s,9H) ;ESIMS m/z 353 ([M+H]") .
[0595] DL ALA AR e it 1914 7 Hh 1 B 7 V) £

[0596]  4-%JE-3-G-5-9-6- (2- % -4- FHELEE R BL) - LN - 2- FH R HH 2 i

[0597]

[0598]  mpl151-154°C;'H NMR (400MHz,CDC1,) 810.06 (d, J=2Hz,1H) , 7.79-7.84 (m,2H) ,
7.67(dd,J=10,1Hz,1H) ,5.00 (br s,2H) ,3.99(s,3H) : ESIMS m/z 327 ([M+H]") .
[0599] 6~ K -2~ (2- 98 -4- T BLEEIRIE) -5 - FF S Mg -4 - P P 2

NH,
N7 | OMe
[0600] N OMe
H o)

o)

[0601] mp 176-178°C;'H NMR (400MHz,CDC1,) 810.03 (d,J=2Hz, 1H) , 8.10 (t,J=8Hz,
1H) ,7.73(dd,J=8,1.5Hz,1H) ,7.65 (dd,J=8,1.5Hz,1H) , 5.45 (br s,2H),4.00 (s,3H) ,
3.96 (s,3H) ;ESIMS m/z 306 ([M+H]") .

[0602]  4-ZFE-3-S-6- (2,3- & -4- HBLIE IR IL) -5- 5 - bW - 2- H R Y R 1
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[0603]

[0604] 'H NMR (4OOMHZ,CDC13) 810.40(d,J=1Hz,1H) ,7.74 (m,1H) ,7.52 (m,1H) ,5.01 (br
s,2H) ,3.97 (s,3H) .
[0605]  6-%3E-2- (2,3~ 5 -4- WL IR IL) -5- FF AR FL s g - 4 - FE R P 2L g

NH,
N7 OMe
[0606] \*N | OMe
H O

O F
[0607]  mp 184-186°C;'H NMR (400MHz,CDC1,) 810.38 (d,J=0.5Hz,1H) , 7.84 (m,1H) ,
7.67(ddd,J=8,6,2Hz,1H) ,5.47 (br s,2H) ,4.01(s,3H) ,3.96 (s, 3H) ;ESIMS m/z 324 ([M
+H17) .
[0608]  6-Z3h-2- (4- HIBEIELIRIE) -5 - HH A s I -4 - FH IR HH 2L i
NH, (|3H3

N ©

I
[0609] N7 O

_0
| HaC

o)
[0610]  mp 155-156°C5'H NMR (400MHz,CDC1,) 810.1 (s, 1H) ,8.54 (d,2H) , 7.99 (d,2H) ,
5.56 (s,2H) ,4.08 (s, 3H) ,3.99 (s,3H) ;ESIMS m/z 288 ([M+H]") .

[0611]  4-%0H-3,5- " &(-6- (4- FIELIEACIL) - - 2- YR PP Ak s

[0612]

[0613] mp 131-133°C;'H NMR (400MHz,CDC13) 810.08 (s, 1H) ,7.96 (d,2H) , 7.83(d,2H),
5.36 (s, 2H) ,3.98 (s, 3H) ;ESIMS m/z 325 ([M+H]") .
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[0614]  SEif5|48 : il &4 - Z H-3-F-5-%-6- (3-F-4- =P EEH b RR) R 2E) -mitng-2-
FH R 22 il

[0615]

Me;Si

[0616]  F23°CHf — & [ — (= FEWEFL) 1 -4 (I1) (150mg,0.21mmol,0.10equiv) FIFKER
B (270mg,2.5mmol , 1. 2equiv) MK FININER (2-%-4- (4,4,5,5-DUFHIE -1,3,2- 4 4«0
IR goE - 2- HE) IR JE) = B BLRE € (990mg , 2. 5mmol , 1. 2equiv) A1k B (500mg, 2. Immol ,
1.0equiv) fE/K: & (7.0mL) (1)1 : EEWH FIFHR G R S RS CR S Y na s
85°C F- it FE4h o ¥4 HIK S SR A9 LK R (150mL) F LA & Be 2K EL (3x 80mL) » A 31
AHZE T MgSO0,) , B i I8, 18 i e % 28 IR 4 o Fol 5 e ok ik JIR A € 15 4l 4k
(25% LR LR/ T le) 19 2R AL & 1), iR 3 Bk R (500mg,65%) tmp 125-127°C 5 IR (
%) 3481 (m) , 3350 (s) , 2952 (w) , 1728 (m) , 1610 m) cm-"; 'H NMR (400MHz,CDC1,) 87.71 (dt,]
=6.5,1Hz,1H) ,7.59 (dt,J=10,1Hz, 1H),7.50(dd,J=8,6.5Hz,1H) ,4.91 (br s,2H),
3.99 (s,3H) ,0.33(d,9H) ; ESIMS m/z 371 ([M+H]") .

[0617] DL AUA POAR I it 51 48 Hh 1 281 7 V) 4%

[0618]  4-%{JE-3-8-6- (2,3- "5 -4- (AR LI JRIL) -5- %0 - ML me -2 - F IR FH
M

[0619]

Me3Si

[0620]  'H NMR (400MHz,CDC1,) 87.33 (ddd,J=8,4.5,1Hz,1H) ,7.21(ddd,] =8,5,1.5lz,
1H) ,4.94 (br s,2H),3.96 <s 3H) ,0.33(d,J=1Hz,9H) sESIMS m/z 389 ([M+H]") .
[0621]  4-%0 -3 -%(-5-90-6- (2- % -4- (=B R 2) DR L) - -2 R T 2 i

[0622]

Me38i
[0623] mp 175-177°C ;IH NMR (400MHZ,CDC13) 87.58(t,J=8Hz,1H) ,7.39 (dd,J=S8, 1Hz,
1H) ,7.27 (m,1H) ,4.91 (br s,2H) ,3.96 (s,3H) ,0.26 (s,9H) ; ESIMS m/z 371 ([M+H]") .
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[0624]  6-ZH-2- (2-9-4- (= F L FREGEJE) A80L) -5- FP SRR M g - 4 - FHY R PP L I

NH,
N7 OMe
[0625] ~ | OMe
N
O

Me;Si F
[0626]  mp 140-142°C;'H NMR (400MHz,CDCL,) 67.85 (t, J=8Hz,11) ,7.32 (dd,J=8,1Hz,
1H) ,7.26 (m,1H) ,5.38 (br s,2H) ,3.99(s,3H) ,3.94 (s,3H) , 0.26(s,9H) ;ESIMS m/z 348
(IM-H1) -

[0627]  4- Z T E Ik -3-5-6- (2,3- 5 -4- (ZHIBE P RELERL) ZRHE) -IEnE - 2- FF R P ik i

[0628]

[0629]  'H NMR (400MHz,CDC1,) 89.04 (d,J=1Hz,1H) ,7.99 (br s,1H),7.65 (m,1H),7.18
(m, 1H) ,4.00 (s,3H) ,2.31 (s,3H) ,0.33(d,J=1Hz,9H) ;ESIMS m/z 413 ([M-H]) .
[0630]  6-%{ 2% -5-HIS A -2~ (4- (= H S HTRE e ) FR3E) WaE -4 - F IR Y 2 i

NH, (|3H3
N= =
[0631] ~ | OMe
N
O

Me;Si
[06321  'H NMR (400MHz,CDC1,) 88.25 (m,2H) ,7.58m,2H) ,5.35 (br s,2H) , 4.01 (s,3H) ,
3.91 (s,3H) .0.30 (s,9H) ;ESIMS m/z 330 ([M-H]) .

[0633]  4-ZWEEFE-3-50-6- (4- (=R ke dk) KAL) -nib e - 2- FH R F L I

0
HaCJ\ NH
Cl
[0634] = |
~ OMe
N
0

MesSi
[0635]  'H NMR (400MHz,CDC1,) 89.00 (s, 1H) ,7.98 (m,2H) ,7.61 (n,2H) ,7.25 (s,1H) ,4.01
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(s,3H),2.32(s,3H) ,0.29(s,9H) ;ESIMS m/z 375 (IM-H]) .
[0636]  SLjitif5149: Hill € 4- L BE A HE-6- (4-&3E-2,3,6- = HORIE) -3-F -kng-2- FH R H
g

[0637]

[0638]  4-Z BEEHE-3-F-6- (=L R e dL) -mtng -2- B R H 8 1 (SkiBK;0.502 g,
1.409mmo1,1.0equiv) +2,3,5- =% -4-WKfZ (0.5g,1.831mmol, 1.3equiv) XL (R FEE)
SALAR (IT) (0.098g,0.1401mmol,0. lequiv) MCul (26mg,0.1401 mmol,0.lequiv) FET K
DMF (3mL) Hp () B VT LA T 120 CHR fR Th o S M VR &0 21 2220°C I 5 /AL A1 (KF) /K %
T (20mL) — e #F 15mindf HAR G L AR £ B (3x100mL) ZEHL . & I HI A HLZ £ T 7K Na, S0,
FH, 1 BB RS 78 K TR R P I AERE I (60- 12097 H) EA% FHO-30% EtOAc/ T e ) 6
JE AAVAS BUAT R S, AR L 4 (280mg,44.8%) :'H NMR (400MHz, DMSO-d,) 69.96 (s,
1H) ,8.32(s,1H) ,6.51-6.46 (m, 1H) ,6.22 (br s,2H),3.92 (s,3H),2.23(s,3H) ;ESIMS m/z
376 ([M+3H] ) .

[0639] St fs]50 : |45 4- 28 L -3-50-6- (2,5- "9 -4- (ZFI R RER L) H63E) -5- -t
WE -2 - F IR FH R i

[0640]

HsC.
3-ngi F

HiC™ 1
%~ CH,

[0641]  {Ef /N, (2,5- % -4- (4,4,5,5- DU H-1,3,2- A W2 3R R - 2 -
) ) =R (B0, 1, W0 2013003740 Al;0.6g,1.922mmol)  4-243%-3,6- —
S5-I NE - 2- IR LS (S #BB:0.383g,1.601mmol) XU (=) A4 (1T)
(0.112g,0.160mmol) FIHREREN (0.204g,1.922mmol) ZEZ M (4.00mL) FA7K (1.334mL) fK3:1
TRA Y BV AR FE IR (120°C, 20min) AR . [ BV -G P BN i A 57K W
H1 I LAEL0AC (3%) ZEHL . & I I HLIE & Na, S0, T4 , ok 8 I 48 o T8l Ax e ik ) 46 1 e A
HPLCAlAL UK/ ZJ5KE ) B RIbR L 54, A EE 4K (0.271g,43.5%) : 'H NVR (400MHz
CDC1,) 87.23(dd,J=7.8,5.1Hz,1H) ,7.13(dd,]=9.3,4.0Hz,1H) ,4.95 (s, 2H),3.98(s,
3H) ,0.33(d,J=0.8Hz,9H) ;"*F NMR (376MHz,CDC1,) 8 -106.81,-106.87,-121.20, -
121.25,-121.29,-121.35,-137.32,-137.41;ESIMS m/z 389 ([M+H]") .
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[0642]  SEHifI51 : il &4 - Z 2 -3-5-6- (2,5- ZF-4- (S H MRS K H) -utiE -2-
R R ki

[0643] F

>Si F
HsC™
CHs,

[0644]  {EfUe /N, (2,5- % -4- (4,4,5,5-PUH F-1,3,2- A W2 BRI - 2 -
) ) =R (B0, 10, W0 2013003740A1) (0.6g,1.922mmol) « 4-243%-3,6- —
S-MEnE - 2- FE R i (GL3RA) (0.354g,1.601mmol) X (= IR S4k4E (I1) (0.112g,
0.160mmol) AR RN (0.204g,1.922mmol) FEZ MG (4.00mL) 7K (1.334mL) (193 : LR &4+
() B 7 VR AE PO B8 PR R BB (120°C, 20min) o 52 S VE 2 40 31 N 2 4 A0 6 7K VA vk o DA
Et0Ac (3x) ZHL. & IF A NLZELNa, S0, 15 , i JE I e 4 o Fol R i i | 4 P S AHHPLC A A,
UK/ ZBEB0RE) 1320 k5 AL &, A tlfl 44 (0.234g,0.631mmol,39.4%) :'H NMR
(400MHz,CDC1,) 87.66 (dd,J=8.7,5.8Hz,1H) ,7.25(d,J=1.2Hz, 1H),7.09(dd,J=10.8,
4.1Hz,1H) ,4.84 (s,2H) ,4.00(s,3H) ,0.32(d,J=0.7 Hz,9H) :"’F NMR (376MHz,CDCL,) §-
106.56,-106.61,-124.00, -124.06;ESIMS m/z 371 ([M+H]") .

[0645]  SLjiif552 : il 4 - L ME 2 Ak -3-F-6- (2,5- 9 -4- (=W AP AL L) o) 0L - it
WE -2 - F IR FH R i

[0646]

HaC.
s F

HsC™ 1
CHs

[0647]  {EfU /N, (2,5- % -4- (4,4,5,5- VU F-1,3,2- A W2 BRI e - 2 -
) I =W IR (B0, 140, W0 2013003740 Al;lg,2.56mmol) \4- ZWk&EIE-3,6- —
S-MERE - 2- F R A LA GLFPL0.562g,2. 135mmol) X (= 2K KB S4k4e (1T) (0.150g,
0.214mmol) AIFRFEREN (0.272¢,2.56mmol) 7EZME (5.34mL) FlzK (1.779ml) {3 1VE &+
() BV R LE O R IR R e (120°C, 20min) o 2SR S W0 (50 N 148 A0 25 /K 08 3 DA
EtOAc (3x) ZEHL . A A HLZ A Na, SO, T4 , ik I I i o ol s W38 i o &6 1 S FHHPLC AL A,
UK/ ZJEB6 ) 15 B bR Bk &9, 9 ol 44 (0.481g,54.6%) :mp 135-137°C;'H NMR
(400MHz ,CDC1,) 89.07 (d,J=0.8Hz, 1) ,7.96 (s,1H) ,7.62(dd,J= 8.5,5.7Hz,1H) ,7.13
(dd,J=10.5,4.1Hz,1H) ,4.02(s,3H) ,2.33(s,3H) ,0.33 (d,J=0.8Hz,9H) ;'’F NMR
(376MHz,CDC1,) 6-106.66,-106.72,-123.42, -123.48;ESIMS m/z 411 ([M-H] ).
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[0648]  SEifif5]53 « fill % 6- 5 Jk-2- (2,5- 9 -4- (=W I Rl bedd) R 3E) -5- B G ks g -
4 - FEI L

B

NH,
(O
N CH;

[0649] N CHs

>Si F
HsC™ 1
CHs

[0650]  {Efue /N, (2,5- % -4- (4,4,5,5-PUH F-1,3,2- AR 202 BRI e - 2 -
) L) = BEERELE (f514m, W0 2013003740 Al;1.925g,5.05mmol) (6-58HE-2-5-5- 4
FEmEngE - 4- R P LS GLEBC 1g,4.60mmol) W (Z 2K L) G448 (IT) (0.323g,
0.460mmo1) FIEK RN (0.584g,5.51mmol) 7EZJE (8.62mL) FI/K (2.87mL) HI3: IR & ¥ 1)
VAR FE T i (120°C, 20min) o SONTR A PRI 0 A0 R 7K 3 W FF BAEt0AC
(3x) ZEHL A I A VIZE Na,SO, T4, i 8 H W Ai - ol R Wid ik i) 2% 14 S AHHPLCALAL K/
CIERAED) 153FREAL-S 1, A (A4 (0.994g,58.9%) :mp 130-131°C;'H NMR (400
MHz,CDC1,) 87.53 (dd,J=8.4,5.6Hz,1H) ,7.10 (dd,J=10.2,4.1Hz,1H) , 5.44 (s,2H),
4.00(s,3H) ,3.94(s,3H) ,0.32(d,J=0.9Hz,9H) : ""F NMR (376 MHz,CDC1,) 8-107.45, -
107.51,-122.32,-122.37;ESIMS m/z 367 ((M]") .

[0651] St ff54 : fll %6 4-ZIE-6- (2,3- 9 -4- (=R L) KK -5-9-3- L& - it
WE -2 - B FR G (Th & 453)

[0652]

[0653]  FEAsd /M, 2- (2,3- =98 -4- (a5 2R 0E) -4,4,5,5- DY HI 5E-1,3,2- =5
ZeN AR ke (R AT 456:0.641g,2.081mmol) 4- 58 FE-6-5-5- -3~ Z I -t g - 2-
fig FE RIS (GkifBG50.4g,1.734mmol) W (=R IR &4kt (T1) (0.122g,0.173mmol) Flfik
R4 (0.368g,3.47mmol) 7E L i (3.25mL) F17K  (1.084mL) (13 : LIR-& 4 1) B M AE T
R R (120°C, 20min) o S SVR S PEIN AN SR K H H LLEt0AC (3x) ZEHL . & 9
A HLZ2Na, SO, T8, 1ok 8 M 4 o T 5 1y 36 3ok i) 4% 14 SR AHHPLCANAL, UK/ 2 6 JBE) 43 3]
PR AR e 44 (0.163g,24.98%) o

[0654] St 5155 : il €54 -2 - 6- (4-ZHEAEE) -5-980-3- L Jk - ML - 2- FF R HH i
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[0655]

HoN
[0656]  ZEMB /N, 4- (4,4,5,5-PURIBE-1,3,2- S 2 230 ke - 2- 58) 2 ik (T &
AI13150.617g,2.82mmol) 4~ 23 -6-5-5- - 3- £ ML - TLnE - 2 - FE R P 1 (LG5
0.5g,2.168mmol) XX (= ZFFE M) SAL4E (IT) (0.152g,0.217mmol)  FI4EAL4H (0.327¢,
5.64mmol) 7£ £ Ji (3.61mL) FI/K (3.61mL) [K)1: 1IR &4 () BV i T ok dm IR R Bk (120
‘C,20min) K & SR A PR R FNER KIS H LLEL0Ae (3x) L. A HF A WLES
Na, SO, 45t , ik I8 IR 4 o T 4 47 368 o BRdAT: €6 1 44K, (S0, 24g s © e/ EtOACHE ) 15 2 bx
AL, N 1 (0.552¢,89%) :'H NMR (400MHz, DMSO-d,) 87.60-7.58 (m, 2H) ,6.72
(dd,J=17.7,11.5Hz,1H) ,6.65-6.58 (m,2H) ,6.24 (s,2H) ,5.47 (s, 2H),5.45(dd,]J=
11.5,1.2H0z,1H) ,5.38 (dd,J=17.7,1.2Hz,1H) ,3.77 (s, 3H) ;'°F NMR (376MHz,DMSO-d,) 8-
146.62;ESIMS m/z 286 ([M-H] ) .
[0657]  SJita 5156 « il 56 - T L -2- (4- (R AR AR) 2R L) -5 - AU SR e - 4 - HA IR P 2 i
(A H106)

NH,

N

NN O CHs
[0658] - o
F “CHs
F/I\O =

[0659] ] 5-mLik ik 22 4 /MR &AL B (0.151g,2.59mmol) JEERZAE (11) (0.012 g,
0.052mmol) \2- (4- ("M EIL) KHL) -4,4,5,5-PUH F-1,3,2- 5 Z4 00 28 3R 1R e
(0.28g,1.037mmol) 6- 2 Jk-2- 5 -5- HF A FEmE e -4- IR H 25 (0. 226g, 1.037mmol)
3,37 ,3” - [ = 3 = R TS (0.052g,0. 104mmol) ¥R MK (ImL) FZ K (2mL) IR -S4, Kt
JRNIHEAT £ 5 B TBiotage Tnitiator  fis S S a% F 160 °C{RHF6min, M /NI T LA
AR TRAR JRAR I BT I 4% AV EN B IR 5 R BIR A PILLEL0AC (50mL) FT7K (50mL) H % o i
HICH,C1, (50mL) FAARAT 2 HU) HE0AC & I 3 CH,C L, J= it i i i 4 28 J5 42Na, S0, (508)
T4 & I BB HILE e 28 3 B4 It AR Y8 FTeledyne ISCOZEAL A R LACH,CL,
FIE tOAC A BE Ve WA R AT a0 A5 PR AL &4, B Bl 4 (134 .4mg,39.8%) &

[0660]  SEifs]57 « fil] 4 -2 k-6~ (4-FUIEIRIL) -5-5-3- L JJk - I -2 - FH R PR L i (b
EW107)
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[0661]

NZ

[0662]  [m)5-mLI Ik 224 /MFES Ing AL 8T (0.227g,3.90mmol) 4-Z A -6-5-5- F-3-4
A5 L - A g - 2 - IR LS (0.3g,1.301mmol) - (= 2R L) &AL (IT) (0.091g,
0.130mmol) Fl4- (4,4,5,5-PUHI KE-1,3,2- A Z4MI <30 R k- 2- 55) “E g (0.313g,
1.366mmol. ¥ Ii7K (ImL) FIZ 5 (2mL) MR &P, 3 Ho¥ = M &5 JF B FBiotage
Tnitiator "fI S 4% Ff T 115°CAREF20min, A /NHLIUTE LA AT 38 TR A% K 386 B 4% 4675
WP =R, RRAYILICH,CL, (25mL)  F/K (25mL) #ike, 7 HATHL)Z 8 i Afe 2E i g A
JHEtOAc (25mL) MBS REELY) 5 CH,CL, & FF 1 24 Na,S0, (508) T4 . 7E-& I 1A ML i vk idE
i AR ZE T AE e i 28 K 3 BIRARZ S5, FIRYE FTeledyne ISCOZEfLIA R L CH,CL, AN
EtOACII i FE PRI R R AL A3 BIARRAL &9, N i ik (29Tmg, 76%) »

[0663]  SLjifa 558 : il 44 - %L -5- % -6- (4- FHELIEIRIL) -3- 2025 -k e - 2- H R P 2L g
NH,

—CH,
[0664] o.
CHs

[0665]  [a]5-mLAy 224/ NS N AL 8T (0.378g,6.50mmol) \4-ZFFE-6-5-5- #-3-4
A5 JE - I E - 2- FFRG FR LS (0.5g, 2. 168mmol) A (=L ) & AL4E (IT) (0.152g,
0.217mmol) F4- (4,4,5,5-PURI3E-1,3,2- “S Z 002430 b - 2- 55) K % (0. 528g,
2.276mmol) ¥ M/K (ImL) A4 (2mL) BIVR &P IF B I B3 735 B T Biotage
Tnitiator o & N 48 i F 115 C A FF20mi n, AN 34T 4035 TR - % K B 1L 138 4% o 1
RPN =G, VISP LACH,CL, (25mL)  F7K (25mL) Mk, I HANLZ I AR e 38 . f
FHEtO0Ac (25mL) [ &AM A HUY) 5 CH,CL, & FF 31 4Na, S0, (508) -1 . £E-5 I 1A WA I8 L 47
16 T PRI AE IR 28 R A% FIR4E )5, TR WE FHTeledyne ISCO4ifk fA& & LLCH,CL,
EtOAC 16 B e ik 2 Ak 45 2 b AL &9, 9 1 € [ 44 (635mg,98%) @ 'H NMR (400MHz
CDC1,) 810.08 (s,1H) ,8.13(dd,J=8.3,1.6Hz,2H) ,8.03 -7.93 (m,2H) ,6.91 (ddd,J=
18.1,11.6,0.5Hz,1H) ,5.73 (dd,J=11.5,1.4Hz, 1H),5.60(dd,J=18.1,1.4Hz,1H) ,4.77
(s,2H) ,3.94 (s, 3H) ;''F NVR (376 MHz,CDC1,) 8-143.49;ESIMS m/z 301 ([M+H]) .

[0666]  SZJEA6I59: ] g4 - HE-3-4-6- (2,5- " -4- (R L) R -nitng-2- g H
R (b &170)
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[0667]

[0668] 1,4- & -2-fl-5- (=% F L) 7K (250mg,0.81mmol) «SL#PK (318mg,0.81 mmol) .
flAb A (1) (0.08mmol) FIXL (= 2RI M) & AL4E (1T) (57mg,0.08mmol) & T JE7KDMF (5mL)
B, LRSI HER L Omind INFAZER75°C fE2h )5 , R GG EHAE LR LR FI/K 2Z 6] 43 i«
AHVHELEAINaCI e, T (Na,S0,) , I 28 M Wi i P (i 4lifk (S0, LL0-30%
LR TR/ e it) 43 3 100mg (19 BT £, Mk i Hh B) 4 o 124 SR WO LE FR B (20mL) A, DA 20T
A (3mL) AP IFT20 CHEFE3 R AL H T IR KIE R WG , IR G WL MINaHCO, M 4 R £ R4
P A PUAHLL M FINaCL B , T (Na,S0,) , 3F 28 K 45 Bbs i &4, A E B A (TTmg,
24%) o

[0669]  SCii 5160 il 456 -2 3L -2- (2,5- 9 -4~ (S 3E) JKHE) -5- FI s FEmsng -4-
i FE L8 (b &5 90148)

BN

pidl

NH, (|3H3
(0]
F N= |
> O
[0670] N
F
F _0O
HsC
F F

[0671]  2-(2,5- 9 -4- (=5 H L) ZK3E) -4,4,5,5-WUHI 3L -1,3,2- 4 240 2 B4 0058
(400mg, 1.2mmo1) +3k#BC (250mg 1.2mmol) FEALHE (360mg, 2. 3mmol) FIRL (A FEH) F Ak
#1(TT) (82mg,0.12mmol) & FF T 1: AR/ MRER (v/v) I £ - 7K (AmL) Ho FHAE TR e 37 25 Hh
T 115 ChHN#A30min R &N G TEKFN LR £ T 2 18] 53 L « A7 HUAH AL FINaC 1 BE U , T 45
(Na,S0,) , I 28 & W o i PR (o 1 44k, (S10,5 BLO-30% LR £/ T e i) 43 2147 (0
R, A O be - — S et A5 2R @b &4, Jy A (ufEl 14 (40mg,8.8%) «

[0672]  SEJtEfFI61 : il 8 6- 2 FE-2- (2,3- -4~ (CH I REREL) 2RIE) -5- FH S SR ms e -
4- F iR PR 2 i

NH,
O
w Xy” "CH,
[0673] N 0
H3C\ 0
HC—Si F HsC
CHy F

[0674]  (2,3-"%-4- (4,4,5,5- WU %E-1,3,2- S AR A IO 0E - 2- k) 8 38) = I Bkhek
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$t (1.3g,4.2mmol) (f41,W0 2013003740 A1) ,3k¥HC (750mg, 3.5mmol) FIXL (=R FELMH) &
AR (TT) (240mg,0.34mmol) & IFF1:1v/vZAE-7K (10mL) A 28 A Ak & 115°C LR ¥
30min. & E VR AW AEM FAINaCl T 4 R £, 15 2 8] 40 BC - A HLAH LA AINaC 1 ¥ ,
(Na,S0,) , 32 & . Wy i Pl it 4lifk (Si0,5 LL0-20% Z. 1R 2. B/ L hedk i) 15 B4R i1k
AW, N A 7 (330mg,26%) tmp 157-159°C 5 'H NMR (400MHz,CDC1,) 87.60 (ddd, J=
7.5,6.0,1.2Hz,1H) ,7.14(ddd,J=7.7,4.5,1.5Hz,1H) ,5.48 (s, 2H) ,4.00 (s, 3H),3.95
(s,3H),0.34(d,J=0.7Hz,9H) ;'°F NMR (376MHz,CDC1,) 8 -127.10t0-127.25 (m) ,-142.40
(dd,J=22.6,3.6Hz) ;ESIMS m/z 368 ([M+H]") .

[0675] DL ALE AR B s l6 i 8k ) i N T B el 1510 (4,4,5,5-IU & -1,3,2-—
SRR A IR e - 2- 28) ZRIE) — SRRt il 4%

[0676]  4-%83E-3,5- & -6- (4- (= HIFE R le ) L) - IR - 2- F IR PP Ll (fF PR Sk
Hifil &)

[0677]

HiCo .
_Si
HyC™ |
CHj

[0678] mp 171-174°C;'H NMR (400MHz,CDC1,) 86.36 (m,4H) ,5.33 (2,2H) , 3.99 (s,3H) ,
0.307 (s,9H) ;ESIMS m/z 369 ([M+H]") .

[0679] DL AL G MR IESL 5161 ic 20  7vE T T 43 1 2- 9 -4- (4,4,5,5- PUH
H-1,3,2- T ARMIZIR IR - 2-3E) I = FIERERE (IRFEWO 2013003740 AL#H4%) 4%
[0680]  4-Z{JE-3-G-6- (2-%-4- (= F AL F ARG IE) RKIE) -mbme -2 - HER Y L I (s A 5k
FRAHIH)

NH,

[0681]

H3C-. "
_Si
H,C” 1
CHs

[0682] mp 154-156°C;'H NMR (400MHz,CDC1,) 87.97 (m, 1H) ,7.30 (m,3H) , 4.84 (s,2H) ,
4.01(s,3H) ,0.293 (s,9H) ;ESIMS m/z 353 ([M+H]") .

[0683]  4-%(JE-3,5- & -6- (2--4- (ZH EH R AL) KAL) -nibng -2- F R 2Ll (fif
FH Sk HH &)

O
F HsC
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[0684]

HaC. ..
_Si

HiC™ |
CHs

[0685] mp 184-185°C;'H NMR (400Miz,CDCL,) 87.35 (m,3H) ,5.33 (s,2H) , 3.96(s,3H) ,
0.290 (s,9H) ;ESIMS m/z 387 ([M+H]) ) .

[0686]  Sijife 1162 : Suzuki R — M7 1% (Fridin)

[0687] @A E T T EHE AL 1TF K 48 20vol) LA Sk HBEL Sk
#8C (1. 0equiv) IR (1.0equiv) \Na,CO, (2.0equiv) FIPd (PPh,), (0.1 equiv) 15min. ;2
BAEWIRE T HEEHRE R T 110°ChIn18h. A EHF R MR AV LUKFBEH DL AR L BEFE
B G0 ERTIRE 73 S0 SRR MEI KR A HLZEBUA LK B3 DUEAD 3 7K V3 TG
B MR (Na,S0,) i i, FFI8H 28 K 28 e A ™ 038 5 1) 4% 1P TLCAE A A 2 2R (1) B o K JE A8
1.5 N HC1MRAM ZpH 23F LL LR & BR A B o A AL A B DL R0 25 7KV W0 ¥ 1 )
(Na,S0,) » 19 , Ik 28 A 2 M o R Psdiad 1] £ M TLCAEAL AT B 20 1) FR IR AT A=) o

[0688]  sLjifiif5163 : Suzuki BB — % J712: 7 ¥EB)

[0689] ¥ G < w9 38 ik 7 2% B 1 Sk A L KB E L #IC (0. 8equiv) IR
(1.0equiv) \NaHCO, MV , 1 .0equiv) MIPd (PPh,) , (0.1lequiv) fETG/K & HE (20vol) H1H
R 15min. % EHHAE T80 °C N 18h. ¥ FN 1) I RIVR A I LA M B 3 UL 1R IR A . A HL
ALK GG DB A ER K IR, T8 (Na,S0,) , 198 , JH I 28 K% 28 1 o fH 7 118
i PUE g AL, (S10,; LA5-40% LR £ B8/ C e i) 15 2455 .

[0690] S 5164 : fill £ 4 -2 2 -3- % -6- (3-F -4 - WU IE) -nbmg -2- IR FH L liE (b &)
66)

_O
F HsC

[0691]

[0692] ] i A 43 4 (19 250 - mL IR J e RS N4 - & 25 -3 -5 -6- (3-%-4- (= H B REAT
HE) FEEE) -nnE -2- S LG (0.328g,0.930mmol) A1 =S H &% (5.0mL) . [ 1%V AR N —
A (0.141mL,2.79mmo 1) « R MR G T WA HE18h ¥ I 5 — 1 1 — & Ak fift
(0.141nL,2.79mmol) , I H [ N T %I FEfii E4 . 5ho ¥ SRR & 08N IM Na, S0, H.#%
RGN KHLAEIANA R B (2x 100mL) REHL . & 3E A0 A HLZ 24 T KMgSO0, T4, i g
T AE13 2IAR A G, kRl 44 (0.375g,99%) -

[0693] DL AUA MOAR ¥ It 451 64 Hh 1 2K 7 v ) 4%

[0694]  4-%FE-3,5- “&(-6- (3-%-4-MZEIL) -nbng -2- H R FF LG (TL A 013)
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[0695]

[0696]  FR4L A PNt fl64hiC 3 bL4- 25t -3,5- —&-6- (3-%-4- (ZH EH L
HE) ZEHE) -niknE - 2- IR S (0.381g,0.984mmol) #4343 B, At 44 (0. 360g,
83%) .
[0697]  6-%( 2 -2- (3-%-4-TIRE) -5- FE S i - 4 - B R HR 2 1 (fb & 427)
NH,
N7 o“cH3

|
[0698] N7 O

O.
| CHj

F
[0699]  FriAL G W) ansL it 64 H 102 A6 - Z k-2 (3-3-4- (ZHI ZEF IR L) KAL) -5-
PR LM e - 4 - R JE 8 (03072, 0.879mmo 1) 1146 7570 B, B (&l 44 (0. 368g) »
[0700]  SEjif565 . i £ 4 - Fk - 3- G- 6- (4-FHIEIE) -5- FF L - - 2- P R HH 3R S (fL &9
136)

[0701]

[0702] )7 & FF bE OmL) H )4 -5 -3- S -5-F k-6~ (4- (R RELEES) 2R3 -t
WE -2 - FF R FF S (0.95g,2.72mmo ) i INAE & H bt (4. 5mL) A 1) — &ALl (920mg,
5.67mmol) o s N F = L HE4h, 2R 5 DU R AR B ER M /K 7 R K, LK RRRg , R LA &
FEAEHL (3x) « B HLZE To7KNa, SO, T4 , ik I I 4t o d i it (538 (0-30% LR LR/ k%)
A 15 B bR B S0, LT - BSOS 14 (618me,56%) o

[0703] DA N ALA YRR St 45165 1 20 5 i il £

[0704]  4-%(JE-3-&(-6- (3-F-4-MLZEEL) -5 JL - mLmg - 2 - F R R L i (fb & 479)
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[0705]

[0706]  Fp @4k & W an st (5165 -0 BT i) £ 3 70 55, MK A ElE A (54mg,59%) .
[0707]  SEjitaf5166: il 4 - = L -6- (4-flZRIE) -3- G0 -5- 5 - MLmE -2- R FF 2L i (b &
118)

[0708]

[0709] F23°CH¥—& bt (280mg, 1. 7mmol,2.0equiv) ¥z INE4-FIE-3-5-5- #.-6- (4-
(= FF I H R e 5E) 9 38) -k - 2- H R FH L B (300mg, 0. 85mmol, 1.0 equiv) 7E1,2- 5.4
(5. 7mL) HR IR BT AR VAT T-23 CHeRELT ho S SETE &9 DA FIBR A B R A v
i (100mL) FAREH DL S R e REI (4x 40 mL) &I A NLUES T MgS0,) , B /7l v, 7
T L e 2K R R4 - T AR WIE R R R A i A4k (33% LR L BiR/ k) 13 2R AL &9, N
BREMK R (250mg,71%) .

[0710] DA ALA MAR ¥ St 5166 H ic A 7 vk il 4%

[0711]  4-ZBEEFE-3-50-6- (2,3- & -4-flAEL) -mLng - 2- F R FP L S

[0712]

[0713]  'H NMR (400MHz,CDC1,) 89.06 (d,J=1.5Hz,1H) ,7.98 (br s,1H),7.60 (ddd,J=9,
5,2Hz,1H) ,7.53 (ddd,J=9,7,2Hz,1H) ,4.03 (s,3H) ,2.34(s,3H) : ESIMS m/z 467 ([M+H]") .
[0714]  4- Z ta 2, -3- A -6 (4-MUTRIE) -MEWE - 2- R 2 i
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O
Me)J\NH
=
-3

Cl
[0715]

OMe
N

O
|

[0716]  'H NMR (400MHz,CDC1,) 89.00 (s, 1H) ,7.77 (m,4H) ,7.25 (s, 1H) ,4.03 (s,3H) ,2.33
(s,3H) ;ESIMS m/z 431 ([M+H]") .

[0717]  SCjtifF]67 : H 454 FE-3-5-6- (2,5- “H-4-WRIL) -5- 5 - mbng - 2- F g P 3L G
(tb&455)

[0719] [ 4- A -3-50-6- (2,5- 4 -4- (=R REREIE) FR3E) -5- 98- LnE -2- R
315 (0.280g,0.720mmo1) fECH,C1, (2.88mL) H ¥ K T-20 CHR N — S AL ML (0. 144mL,
2.880mmol) o S Y 5T 20 CHEF LB 2R 5 K5 TR A W BN 10 %6 Na, SO, /K, BAEt0AC
(3%) ZEHL, 28Na, SO, T4 , S JEIF 48 o TR Ml L P At e i 44k (S10,5 e/ EtOACHE )
1SR bF LS, 9 Tl 4 (0.237¢,74.4%)

(07201 DA AL A WRE SE 516 7 Hh B U 92 il 4%

[0721]  4- Z k5 -3-5(-6- (2,5 9 -4-BUIRIE) - Wb - 2- YR F L g

[0722]

[0723]  'H NMR (400MHz,CDC1,) 89.10 (d,J=0.7Hz,1H) ,7.96 (s,1H) ,7.76 (dd,J=8.4,
6.4Hz,1H) ,7.57 (dd,J=9.8,5.0Hz, 1H) ,4.03 (s,3H) ,2.33 (s, 3H) ; "°F NMR (376MHz,CDC1,)
§-99.95,-100.00,-119.90,-119.95;ESIMS m/z 465 ([M-H] ).

[0724] S f5168: i 456 - & FE-2- (2,3~ -4 - Ml ZRIE) -5- H A8 FE m g - 4 - HH iR R i
(tk&424)
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NH,

ON
NI = CHj

[0725] N7 O

| F HSC’O

F
[0726]  6-Z(JE-2- (2,3~ 96 -4- (= F AL F ke Oik) A% -5 AR ks -4 - IR R L i
(330mg, 0.90mmol) #£1,2- —~A L%t (GmL) Hh 4+, LL— S ALH (1.0g,6.9 mmol) LbFH, FF i
WETOCIREF21h. A HEIRA WU LR L TEM R, UL 15% AR R E AN BEss , LU FINaCl Bk
%, T8 (Na,S0,) , 78K At RP-HPLCAALAE FHT0% £ G158 2hr Ak &4, A (ol
& (250mg , 66 %) .
[0727]  SZjf5l69 : i $54- Z B Ik -6- (4-TR-3- A IE) -3- G- Nk iE - 2- F R P L g

[0728]

[0729] Al L Hd P (1) 10OmL I K B h s N4 - Z BE & 2L -3 -5 -6- (3-8 -4- (ZHI EH
TE e ) 2R ) - M - 2- FR R P JE S (433mg, 1. 11mmol) « =4 %% (10 mL) FIYR (0.225mL,
4.39mmol) o R BVEA YT IR 18h R MRS YR 5 BIAIN Na, S0, HLL 4. £ W
ZHL (3x 50mL) o & IHFHIANZETEIK MgSO,T-1, it i FH- A 4ii o T 15 36 4% 43 ik P dolt £33
4tk (0-50 % Et0Ac/ T %) 75 B bR Ak &4, 38 [ 44 (0.440g,100%) : 'H NMR
(400MHz, DMSO-d,)810.02(s,1H) ,8.71(s,1H),7.98-7.81 (m,2H) ,7.74(dd,J=8.4,
2.1Hz,1H) ,3.94 (s,31) ,2.23 (s, 3H) ; °F NMR (376MHz,DMS0-d) 8 -107.44;ESIMS m/z 402
(IM+H]) ) &
[0730] DA RN ALA YRR 4 St 516 9 12 2 1 7 2 i) 4% «
[0731]  4-%3E-6- (4-JR-3-FAHE) -3,5- & -MkuE -2- RS I LR (b & 473)

NH-»

Cl X Cl

[0732] N O“CH3

(o]
Br

F
[0733]  FpiEAL- & tnsLiEfe69ic & bA4- = 3E-3,5- 5 -6- 3-F-4- (= HEF R
) FEHE) -nbng -2- FEER Y LTS (0.290g,0. 749mmol) Hl 4% 3140 55, N At lE 44 (0. 250g,
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85%) »
[0734]  6-ZFE-2- (4-JR-3-FIRIE) -5- A FLMENE -4 - F g FR L TR (L &0171)
NH,
(@]
Nl XY~ “CH,
[0735] N7 0
O.
Br CHs

F
[0736]  FRAEAL G unsLiiti 16910 H LL6 - 2 Jk-2- (3~ -4- (= H B F AR e k) 2R ) -5-
P 4 i 5 1 - 4 - R F 655 (0. 250g, 0. 715mmo l) Hill46 3543 B, S Bl 44 (0.200g,78%) -
[0737]  SJtafsl70: i) #54- 2 Hk-6- (4-JRIKHE) -3-G(-5- HIL-MLngE -2- R FH RIS (b &
81)

[0738]

Br
[0739]  [WI{E1,2- S L 4E (DCE,2.9mL) FH 4 -2 -3- S -5- 2 -6- (4- (= HREHRESE
) I -ntbng - 2- F RS Y AL TE (150mg, 0.43mmol) FIBRER A (215mg, 1.56 mmol) ¥R N
(0.03mL,0.58mmol) Ff T = il 4+ 18h . DCE I 75 W 4 b 2= HLR A i 7E £ 1R £ 18 S5 /K M Bk
PR A 18] 73 B o 7K 2 DL SR T8 (3%) 2B, ARk , 2 J5 KM SO, 5, i i, I W B 224
Ji2 b o g PR e i 44k (0-40% LR LB/ Cbe) 18 2 bR AL &4, ks ) K (68mg,
45%) o
[0740] DL ALA PAR I S5t 451 70 e A 7 v i 4%
[0741]  4-%FE-6- (4-IR-3-FARHE) -3-G0-5- H AL -MLng - 2- R H 4 i (LA 4112)

[0742]

[0743] Ay @BAL S0 0N S it 451 705 BT 1) 45 51 25, WK A EufiE 4K (96mg,52%) o
[0744] St 71: H)454- R FE-6- (4-JR-2,3- “HIKEHL) -3-50-5-F - ML nE - 2- F g Y 3L G
(th&47109)
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[0745]

[0746]  4-%{JE-3-8-6- (2,3- "5 -4- (R LI JRIL) -5- %0 - M me -2 - F IR
M5 (2.5g,6.43mmol) ¥R T £ M (32mL) H AN (3.31mL,64. 3mmol) « R MIVRE W T =i
P FEAD, IS, VRO €3 - BT (LC-MS) R S MNP 78 4 [ BVR B WIAE — S e K 2 18]
/\Eaﬂ:ﬁbnﬁﬁfﬂa%w (10.17g,64.3 mmol) . /KAHLA & H e A B HA NI A &5
FAS IR E e P i 4lAE (S10,5 LA5-40% 28R 2. B/ O ke vk it) 13 2R Ak &4
vk B A4 (1.62g,63.7%) .
[0747]  SEHEfFIT2: 45 4- 2 -6~ (4-TRHEHL) -3- 50 -5- - - 2- FH R P 2L 1S (b &)
138)

NH-

F % Cl

> OMe
N

[0748]

@]
Br

[0749]  F-23°CH4JR (47uL,0.92mmol, 1.2equiv) RiINE4-=IL-3-5-5-% -6- 4- (=H
R R e ) 2R HE) - Ak nE - 2- R FH RS (270mg, 0. 77mmol,1.0 equiv) #E1,2- ~S %%
(5. 1mL) A RE ISR o BT AR (L I T-23 “C it £ 24h o [ B VR A W LA AN BR A AR R 49
VR (BmL) ¥ K I HAR J5 i FHOME S AL BT 1T ZpH 10 [ BIR AP LK F R (50mL) H:L—
R LEZER 3x 30 mL) o« & IFHIAHLZE T4 MgS0,) , 5 Fyid i, I18 i Jie i 28 K i 4 o
SWIE I AR IE AL (5% Z 5 100% 2 B5 86 FE) 19 3 bx B4k &4, 9l ok oK
(160mg,57%) »

[0750] DL ALA YoAR I it 51 7 2 e B 7 v 4

[0751]  4- 2.k a -6~ (4- ¥R 2K L) -3- S -MLhe -2- FH R H 2L g

O
Me)j\ NH
% Cl
X

@)

[0752]
N OMe

Br
[0753]1  'H NMR (400MHz,CDC1,) 89.01 (s, 1H) ,7.90 (m,2H) ,7.49 (m,2H) ,7.25 (s,1H) ,4.03
(s,3H) ,2.34 (s,3H) ;ESIMS m/z 385 ([M+H]") .
[0754]  SZjEfh 73 45 4- S JE-6- (4-R-2,5- " AEIL) -3-5(-5- 5 - ML uE - 2- FF iR FF 2L /g
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(e &451)

[0755]

[0756]  F20°Clad-&2E-3-5-6- (2,5- % -4- (CH EFRELEE) K5 -5-%(-MkmE -2-
H % FH L T (0.240g,0.617mmol) 7ECH,C1, (2.469mL) * ¥ A IR (0.127mL,
2.469mmol) . 24hf5, R MR & WiJ)\NaZSZOBEﬁ L@ﬂﬂuﬁﬂﬁqﬂ#umozxc (x) . & IFHA
WLEZNa, SO, T4, i Ul FF e i o o) i id pRodiAT: (3% (S10,; Ll /EtOAcHR B) 44k 45 2
PR A, A AR (0.187g,77%) o

[0757] DL ALE PAR I St 451 7 3 e 8 7 v i

[0758]  4-ZTkaJk-6- (4-1R-2,5- I AHL) -3- 5 - Mg - 2- F R FF L i

[0759]

[0760]1 mp 177-179°Cs'H NMR (400MHz,CDC1,) 89.10(d,J=0.7Hz,1H) , 7.97(s,1H) ,7.85
(dd,J=9.1,6.6Hz,1H) ,7.40(dd,J=9.9,5.5Hz,1H) ,4.03 (s, 3H),2.33(s,3H) ;'°F NMR
(376MHz,CDC1,) 6-112.76,-112.80,-119.21, -119.26;ESIMS m/z 418 (IM-H] ) .
[0761]  SEjEfI74 : #1|456- I -2- (4-12-2,3- ZHAIE) -5- F A R Mg - 4 - FP g PP L g
(tk&m122)

NH,

O
Nl X" “CHs
[0762] N 0

Br F H3C’O
F

[0763]  6-%JE-2- (2,3- " -4- (AR AL -5- FE A R e g -4 - H g F 2L i
(350mg,0.95mmol) 7E1,2- ~& & %% (dml) $iEFE, LLIR (1.0g,6.3mmol) 4bFE I N F 60 °C £+
Fr6h. ¥ H 5, IR G YILA15 % IR %Pwmﬁi%ﬁﬂ:ﬁiwﬁm% Ak 2 I IR SV LL LR
CBERRE , LA AINCL e, T4 (Na,S0,) , I 284 -l i sk g 3 (S10,: PL0-30% 4R &
Mg/ CLbE B i) A FE (bR Ak &4, B Al A (T5mg, 23%) o

[0764] S 75 : il 85 4- 2 -6- (4-¥R-3-F A KE) -3-F-MLiE-2- FH IR s (k&
115)
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[0765] N “CHs,

Br
F

[0766] iy LA 3L H e 4 1 00mIL [ RS V8 4 - ZL I 23 -6 - (4- VR -3~ FURREE) -3- 50k
WE -2- FH R F S (0.411g,1.023mmol) HIEE (5. 12mL) MIZEES (1.45mL,20.5mmol) o ¥
AT B IRDEFE18h o T 71 DL IR, 28 K A B 25 o T3 [ AR V& A 1IN NaHCO,HH IR 4R 2
fig (3x 75mL) L. & A HES T KMgSO, 1 , il S Ik 45 43 B AR AL &40, A o f]
4 (0.324g, 88%) .

[0767]  Safs76 : 45 4- 2 -3-50-6- (2,3- 9 -4- TR IE) -mkme-2- G FH RS (fk
“H129)

[0768]

[0769] ¥4 Z WES (1.3mL, 18mmol, 10equiv) L2 M2 ML % H i (12mL) J+F 23 CHiHe
30min.¥NINA- LR & IE-3-5-6- (2,3 4 -4- TR IE) - ML ne - 2 - F R A 2L i (830mg,
1.8mmol,1.0equiv) FIAI S0 A IR G T 23 CHEFE18h [ MR G108 i i i 75 ik
9 o T AW DAV RN B PR S (200mL) A oBE I DL & e 25 B (3x 75mL) « HHLE & T4
(MgS0,) , i Jyid i , Hdid e 28 R ik a3 2An L &1, N E €k K (720mg,95%) o
[0770]  SHafs77 : )45 4- 2 HE-6- (4-P1-2,5- AR -3-S(-MtuE-2- HRE FH RS (fk
EWM127)

[0771]

[0772]  [4- 2 Bh -6~ (4-¥R-2,5- R HE) -3- G- b mE -2 - F R F &8 (0.300g,
0.715mmol) 7E FHE¥ (3.57mL) AITHF (3.57mL) HIVE & 4 b 5915 7k 22 18 1 7R n 2 B &
(1.017mL, 14.30mmol) o ;2 SIIRE 4 T20 C i+t 2h o SR J5 K TR & Wi 5] 2 NaHCO, (1) 1 7K V5
W LAELOAC (3x) UL &I HNLZE Na,SO, T4, b I8 , M4 o 25 T3 B4 - s 2 -
6- (4-R-2,5- ZFAIKE) -3- S -MbueE-2- R AR (0.257g,95%) , A A (ufE 4

[0773]  Sjtafs78: il 45 4- (N- LWL O B AE) -3-50-6- (2,5- 9 -4- (R H b Ih)
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ZREL) -MEE - 2- F R R i

[0774]

H3C .
_Si
HsC™ 1
CHy
[0775]  [Hj4-SHE-3-5-6- (2,5- " -4- (= H IR R L) A3E) - nHhng - 2- B R F JE g
(0.280g,0.755mmo1) £ ~ & LK (3.02mL) H H VA RIS NN N- — 7 P 2 2 6 1% (0. 396mL,
2.265mmol) A ZEEE (0.107mL,1.510mmol) o R NVREWT 20°CHiFkahHH HAR 5 T60°CHx
FE2h KR B 1 ANH, CL A M A M I LAEtOACZEHY (3%) o & I HA HL)Z LA h /K BE %
ZNa, S0, T# , I JEIF e 4 o ol A Wi i PRt (il 44k (S10,: ©be/EtOACHR ) 43 245
AW, MRl fk (104mg,30.3%) :mp 121-123°Cs'H NMR (400MHz, CDC1,)67.88(d,J
=0.7Hz,1H) ,7.79(dd,J=8.5,5.8Hz,1H) ,7.15(dd,J= 10.9,4.1Hz,1H) ,4.05 (s,3H) ,
2.35(s,6H) ,0.35(d,J=0.8Hz,9H) ;ESIMS m/z 455 ([M+H]") .
[0776]  SEjff79: i &4 -2 HE-6- (4-TRREL) -5-%-3- LMk -Tbng -2- R FF &L (b
EW57)

NH,
F
Ny SCH,
[0777] _ 0
N “CH,
o}

Br
[0778]  [a] PUHUIHER WA (0. 122g,1.044mmol) FECH,CL, (2mL) (150 °C V7 A I - 2 2k -
6- (4-ZFEIRHL) -5-9-3- LM FE-MEE -2- FIER FF 215 (0. 3g,1.044 mmol) £ECH,C1,FICH,CN
(10mL) [ 1: 1R &R MW I NVR AP F0°CHiePE30min, 48 J5 ik i 22 AL 4 (0.497¢,
4.18mmol) 18- fi#-6 (0.028g, 0.104mmol) AL (I1) (0.023g,0.104mmol) JRALH (1)
(0.015g,0.104mmol) FA1,10-FEMEME (0.019g,0.104mmol) ) B VF R . VB & W0 F-20 °CHit #E
Lho IS IS FIRAL R (1) (0.749g, 5equiv) I Hx NIBA YT 20°C A HE 1h. [ MIE &)
LAEt, 0% B3t FLTE Celite™ i # Bt yi€ . FiBM & ik 4n it FLid ok P p: il lifk (Si0,; &
Ft/ELOACHR ) , B2 st il 2% 1 S AHHPLC UK/ 2 S8 ) 24159 2AR AL &4, iR ER
[ 44 (130mg,35.5%) «
(07791 DA R AUA MARHE St 451 79 Hh 1 8 7 v ) £
[0780]  4- Z.FkEIE-6- (4-VR-2,3,6- =FAHE) -3- G- MhiE -2- FH R P L /g
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[0781]

[07821 'H NMR (400MHz ,DMSO-d,) 810.08 (s, 1H) ,8.48 (s, 1H) ,7.87-7.84 (m, 1H),3.93(s,
3H) ,2.25(s,3H) ;ESIMS m/z 437 ([M+2H]") »
[0783] St {5180 : fil| £ 6 - ZFL -2~ (4-TIRIEL) -5- 2 I FEMENE -4 - F G FE LT (k& 47164)

NH,
N™ Xy ScH,
[0784] . o
“CHs
o}

|
[0785]  [w) LA 5 #4119 50mL 5] i Joe JHE ¥ in DU 3 B R S0 i (78mg, 0. 67mmol) A1 &
Bt (2.0mL) o BRI T UK T I B TNURE ARG — & b (2. 5mL) H )6 - 2 2k -

2- (4-FHIKEL) -5- M B mEng - 4- R &G (180 mg, 0.666mmol) o &SIV & ¥4 1
60min . SR J& i INFE fie /I B (T HL O FR 1 ALK (499mg, 3. 33mmo ) , B2 AN Il & k¢ (1. OmL)

JRSLAE 2 A FE 18 ¥ 5 BT A ) 181 ANa, SO, T AN T 1 I HLUA 8 2. T (3x 50mL) ZEHL
EIMENZE T KMgS0, T4, it /fﬁaﬁww“ JIT 45361 4 O 3t R 3l 0 18 R s A 0 1 4t Ak
(FEM 5 0-30% EtOAC/ CLbt) 19 Bk itk &4, ik s taliil i (0.068g,27%) -

[0786]  SEjitifs81: il 454 - I -5-9-6- (4-TUAIEL) -3- 2 M2k -mbme -2- FHER FH LR (fb
E1139)

[0787]

|
[0788]  [a] PU &AM ER A4 (0.041g,0.348mmol) fECH,CL, (ImL) H1#10°C B IF i 78 nd - 2
BE-6- (4-RFAEIKEL) -5-F(-3- LJAFE-nbne -2- R AL (0. 1g,0. 348 mmol) 7ECH,C1, Al
CH,CN (4mL) H)1: VRS V) BVE T IR BTR S 4 T-0° C it #£:30min, ﬁﬁﬁﬁtmﬁﬁﬁﬂwd\%m
EPEI’J&HMJc%Pﬂ/ﬁ/&(0.261g,1.740mm01) FHH R MRS Y120 CHeFE30min. S8 J5 R A 413
10 % TR B 87KV T PAELOAC (3x) 2B & JF A BLJZ 4ENa, SO, 458 , i Ui I F ik 4 -
KPP A Rk alifh (S10,; bt /EtOACkR ) , # idd il 4& ME R AH HPLC UK/ & 5 8
%) 24T 2R A&, 9 3l 44 (32mg,23.09%) o

[0789] DA FALA AR Y it 518 1 Hh 1 81 7 v ) 4%
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[0790] 4-Z FhEIE-3-5-6- (2,3,6- =% -4- MR HL) - ng - 2- B % AR L i

[0791]

[0792]  'H NMR (400MHz,DMSO-d,) 610.07 (s, 1H) ,8.46 (s, 1H) ,7.89-7.85 (m, 1H),3.93 (s,
3H) ,2.25 (s, 3H) ;ESIMS m/z 487 ([M+3H]") .

[0793]  SLJtf582 . il 454 - & JE-3- 5 -5-H 3 -6- (4- ((CHEF R L ER) I -t
WE -2- FE i FH L s

[0794]

7
HsC CH,

[0795]  4-%2&-3-5(-6- (4-THOREL) -5- FF AL -k i - 2- B R R 247 (264mg, 0.66 mmol) \ =
I (=T RF 8k dt) 2 b3t) i k% (280mg, 0.72mmo1) , PU (= ZEFE ) 4E (0) (75mg,
0.065mmo1) 7EJE7KDMF (1. 3mL) H VR &40 F90°C i 16h. [ MR & 904 #1, LK R B, IF
VA LR LR AEEL (2%) o« HLZETCKMSO, 4, 1 U8, FFIR M R R i b o 38 pRisk (2,3 4l 4,
(0-100% ZFR 2.1/ Cbe) 13 FIb5 AL A0, ARR L [ 4 (52mg,21%) :mp 158-164C; 'H
NMR (400MHz,CDC1,) 87.52 (d, J=8.5Hz,2H) ,7.40 (d,J=8.5Hz,2H) , 4.83(s,2H),3.96 (s,
3H) ,2.14 (s,3H) ,0.26 (s,9H) ; IR (4l JI5) 3325,3227, 2955,2157,1729,1629,1246¢m '
ESIMS m/z 372 (IM]) .

[0796]  SLif583 - il 4 -EFe-3-5-6- (4- L RIEIRIL) -5- H L - nE - 2- H R FF L g (fk
£ 4140)

[0797]

o
HC?

[0798]  [MIZEFFEE (0.7mL) HA4- 255 -3-F-5-F3E-6- (4- (EHREFREREH) L REL) 2K
FE) -k e -2 - IR B IS (50mg, 0. 13mmol) 8 INAKER B (24mg,0.17 mmol) - RMIR AW T =
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TR FE40min, 28 5 DLK R BE I L & e 2 X (4%) A HLZ L TE7KMgSO, T , it Ui - K 4
RRR S, IR EHRY) (34 mg, 84/)

[0799]  SEjfif5I84 : |45 4- & Fh-3-5-5--6- (4- (W EEFRELIL) 2 3b) K5 - it
WE -2 - H R B AL g

[0800]

Me;Si
[0801] F23CH=HIL (=T HEFGREE) L) ikt (510mg,1.3mmol, 1.1 equiv) ¥
INZE4-E 3 -3-5-5-%-6- (4-TR L) -nibng - 2- FH R Y L i (490mg, 1.2 mmol,1.0equiv)
FPY (=L 48 (0) (140mg,0.12mmol,0. 10equiv) fEDMF  (2.4mL) H IR AW o Vi
REYINAZEI0C , FEI S 38 VA FE B 20h A EI 1 | BIE A 4 AZK#6 B (200mL)
HPL AW (4x 100mL)  ZEEL K Cbe (100mL) I INZE A 1078 HLZ H ELVE I % LAK
(200mL) Pk AHLZZE T MgSO0,) , I3l JiE , FF 18 ik e % 78 R IR 4R - ol 42 Pl il fek J A
itk alifh (25% LR TG/ C k) B 2R LAY, MR K (330mg, 73%) :mp 83-86°C;
IR () 3487 (m) , 3375 (s) ,2958 (s) ,2159 (m) ,1739 (s) , 1618(s) cm ';'H NMR (300MHz,
CDC1,) 87.89 (m,2H) ,7.55 (m,2H) ,4.89 (br s,2H) ,3.99 (s,3H) ,0.26 (s,9H) ;ESIMS m/z
377 (IM+H]) &

[0802] St fI85 : il 5 4- S 3 -3-40-6- (4- LB FEZEIL) -5- 5 - ML nE - 2- B Ll (fk
HWT)

[0803]

=
HC?”

[0804] F23°CH¥imikEREN (100mg,0.74mmol, 1.0equiv) IiWINE4- TR H-3-5-5- F.-6- (4-
((EH R R E) Chds) 2RI -Ibng - 2- F R A L5 (280mg, 0.74 mmol,0.10equiv) £
HEE (3. 7mL) H B FER A AN ST IR B TR AT 23 CHE#:30min . [ VR A %u
AKHRE (200mL) FLL SR GEREEL (5x 50 mL) A HLZE T4 MgS0,) , F Jid g, il id jig
RIS BN BALA W), N TR K (220mg,96%) -

[0805]  Sijifi 51|86 - ] 4 - 28 Jk-3-5-6- (4- ZHIE-3- A IE) -5 - Fil - Mg - 2- 1R PP ik i
(A M133)
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[0806]

HeZ
F

[0807] F23°CIn) (1-E & IE-2-F AT IE) BEELR — B 3£ (290mg, 1.5mmol, 1.2 equiv) ¥
In4-g3E-3-5-5-%-6- G- -4- BRI ZKIL) -nibng -2- IR £ B (410 mg, 1.3mmol,
1.0equiv) FEARGKERHH (350mg, 2. 5mmol , 2. 0equiv) /EFFEE (12 mL) H IHEHR &) . Fr i
EMIR ARGV T 23 CHiPE2h . R MR AP LA K F B (150mL) FF DA & H b 2K Y (4x
60mL) A HLZE T MgS0,) , 5 Syl I8 , Hdid e 28 AR 4 o Tl AR e iod #e Ji e € 1% 4k
th 33% 4TR Cle/ Ck) 3 2b5 8L &4, A E K (150mg, 38%) -
[0808]  SLZjifif5|87 . il #4-5a Jk-3- 5 -6- (4- Lk Fk-3-F A L) -5- FF L -k mE - 2- FH g PP
fig (L A9151)

NH,

[0809]

HCZ
F

[0810]  |rj4- 2 JE-3- (-6~ (3-9RL-4- L IE IR IL) - 5- FH R - Nk ng - 2- iR HH 2 /i (358 mg,
1. 1mmol) AIAKFREH (537mg, 3. 9mmol) 7EH FE (1 1mL) HH ¥R T IS n (1- AL -2- AR
P EE) R — F LS (Bestmann-Ohiraiffl], K74 1mL) , I BVR-&Y)4iHE3ho Je b A AN
B B2 SN 7K R KO LA R 2 T (3x) AR B & A HLZ 422 7KNa, SO, T4, 108 , I
B 2 e i b o PR ik Al 4k (0-50% LR L lR/ O ki) 159 B s AL &4, v ot o ] 44
(245mg,69%) »
[0811] S f588 . fill &4 -2k -6- (4- L BAEAIE) -5-980-3- LMk - ML g - 2- FH R Y R i
(HE&4260)

[0812]

=
HCZ”

[0813]  [A]20mL S /N HH R 4 - Z 2L -5- 80 -6- (4- FIBESE IR SE) -3- 40 s -iikne -2-H
PR FF LS (0.41g,1.365mmol) JHREREH (0.377g,2.73mmol) FIFEE (10 mL) « PA— 0 (1-
AR -2 EAR L) R - F RS (0.315g,1.638mmol) o FiiFE4hE , IR IR & I LAEL,0
(50mL) FFEH: LA5 %6 NaHCO, K (25mL)  Pedik - A HLIZZeMgS0, (5g) Tk, b i , I L e e 7%
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R s TSR ARE FiTeledyne TSCOZEL A4 2 LACH,C1, FIEOAC [ 3 e it fA R 4
WA 2R AL 1, D9 Ll 44 (250mg,61%)

[0814] St 5189 - fhil # 4~ ((BUT S ALFRIL) FAL) -3-5(-6- (4-50-3-HURIE) -5-9- Mt
WE - 2- F R 2 i

[0815]

[0816]  JDUR1:4-ZJE-3-F-6- (4-F-3-FARKE) -5- 98- MEnE -2- IR T A8 (1.43g,
4.29mmol) 5 T RRIR AT JEAE (2.99mL,12.88mmol) FIN,N- — FF JLmtnE-4- % (0.079g,
0.644mmol) /£ & H f& (30mL) H & I . R BIR G T Wi Fr i % [ BR & P E B
T 4E 3T BB T SRR AL B WILL2-20% TR LR/ O e bk EE IS IR AR R VeI S 34 -
(R GRUT SR 3E) =) -3-8-6- (4- S -3-FFIE) -5 -MEme-2- F R H 3EE (2. 1¢g,
92%) , NHE A

[0817]  2DIR2:4- (R (RUT L) E L) -3-F-6- (4-5F-3-F AL -5-F -mkme-2- H
fig LT (2. 1g,3.94mmo ) ¥R T =& & ke (20mL) H T =R A Il =3 £ 1. (0.598mL,
7.76mmol) o R MVRE V)T BRI, IR 5 A WA @ PR g 4l (10, A
2-20% LR M6/ R P BRI BL S, A G E 4k (1.64g,98%) :'H NMR
(300MHz ,CDC1,) 67.80 (dd,J= 22.0,8.5Hz,2H) ,7.50(dd,]J=8.3,7.6Hz,1H) ,6.51 (s,
1H) ,4.02(s,3H) ,1.56 (s,9H) ;ESIMS m/z 431 ([M-H]) .

[0818]  SLJifafs|90: il #54 -2 Jk-6- (4- 2 -3- T ARIE) -5- 9 -3- £ I Jk - ML mE - 2- H g PR L 1
(tk&1215)

NH, Ic:|-|2

[0819]

[0820]  JDUR1:4- GRUT EIEFRIEEIE) -3-F-6- (4-F-3-FIKIE) -5-Fl-MLhe -2- F IR H
JEME (1.5g,3.46mmol) « =T 3& (L 453E) Bkt (2.196g,6.92mmol) FIX (= Z<FE ) S ALAD
(IT) (0.365g,0.519mmol) & FF7EL,2- “E L% (4.62mL) A FF H ARG T 130°CAE % B/
i R R 30m i n o YA EN I S S VR A ) BB it P E RE A I PL5-40% 282 . Tg / & B b B e i
BE4- GRUT \ERIEEIE) -6- (4- & -3-FH KK -5-5-3- LML -mbng -2- F R F 2 g
(0.966g,65.7%) , A A 4K .
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[0821]  JDR2:4- (RUT IR A L) -6- (4-F-3-FH AR -5-%-3- LMk -ntng-2- H
g H BE IR (0.966g,2.274mmol) ¥ MiF T & & ke (11mL) HIFH I = LB (3.50mL,
45.5mmol) . Fi4h/5 , K MR GWE LA WAR , R 5 58N — R b L2 R IR L o5
Ry PO gk afifh (S10,; LA7-60% LR B/ CL ke Be i) 15 BAR L A1, S 3 ] 44
(0.7052,95%) .

[0822]  SLCJifafsi|ol « |45 4- 20k -5- 1 -3-50-6- (2,5- "% -4- (= F P REL L) J835) - it
WE -2 - F IR FH R i

[0823]

[0824]  F20°Clal4-ZJE-3-5-6- (2,5- -4~ (=R H RERESE) ZK0E) -mikng -2- R H
%75 (0.210g,0.566mmol) £ECH,C1, (2. 265mL) H (VAR IR (0. 117 mL,2.265mmol) o ;3
REYT20°CHiETR %FH/% I8 A\Na.,,S,0, i vl A ZK 8 1 I LAEtOAC (3x) 2B &
FH A HLZZNa, SO, T4, i S8 FF I 4 o Fol R a8 P e il 4l (S10,; &bt /EtOAcH
J%) 13 2R AL A, A a4 (0. 125g,49.1%) tmp 165-166°C s 'H NMR (400MHz ,CDC1,)
87.10(dd,J=8.9,4.0Hz,1H) ,7.03(dd,J=7.6,5.1Hz,1H) ,5.43 (s,2H) ,3.96 (s,3H),
0.33(d,J=0.7Hz,9H) ;ESIMS m/z 450 ([M+H]") .

[0825]  Sjitifs|92 . fi £ 4 -2 ik - 3- -6~ (3- 98l -4 - WIORIL) MEnE -2- R (b &77)

NH,

\Cl

= O

[0826] N
OH

F
[0827] Al FLAG 40 414 11 100mL B JES e i Fh s ind - 2 2 - 3- -6~ (3- %0 -4- TR ) - ke -
2- FR FH S (0.284g,0.699mmol) 1. ONE A4 (2.79mL,2.79mmol)  FTHIEE (5.0mL) - )X
JSLVR G )T Z AR FE 18h o I 1SR J5 DA T i 28 R A5 B 25 o P78 44 AL O B , 28 f5 BAIN HC1
VT2 pH~3.0, LA AR L FEZEI (3 x 50mL) o &5 I HLZ 4 TE KM SO, T4 , ok P 4
13 BhR AL S, A 4k (0.056g,21%) o
[0828] DA NALA YRR St 451 92 Fh 12 2 1 7 2 i) 4% «
[0829]  4-%JE-3,5- & -6- (3-9-4-MUORIEL) mEng -2- H g (b &4145)
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NH,
Cl Cl

[0830] Z O

OH

F
[0831] Rl b & NSt fm|92H i A b4 -2 K -3,5- 5 -6- (3-8 -4- MR EE) -mitng -2-
F R F S (0. 1978, 0. 447Tmmo) i1l 43 B9, 9l 44 (0. 133g,70%) o
[0832]  6-%Jk-2- (3-9R-4-MIREE) -5- FH A B g -4- R (L &437)
NH,
o)
NI\ “CH;3

[0833] N
OH

F
[0834]  FRAAL AW UnSEE B 92 10 B LL6 - FE -2- (3% -4 - IR IE) -5- H A L kg -4 -
F R F HE i (0.309g, 0. 766mmol) il 343 B9, 9 Eulii] #4 (0. 0658 ,22%) o
[0835]  4-%(JE-6- (4-9R-3-FAKL) -3-Fnkne-2- F iR (b 59110)
NH,

[0836] Z On

Br
F
[0837]  fy @Ak S UnSE B 92 10 H A4 - F I -6- (4-IR-3-FIKIE) -3-& -ntre-2- H
1% FH L iR (291mg, 0.809mmo 1) ffil] & I 73 B , K 1 Eufdil {4 (0.247g,88%) -
[0838]  4-%{2E-6- (4-VR-3-FAKE) -3,5- “FMLME-2- IR ((b&443)
NH,
Cl Cl

[0839] Z OH

Br
F
[0840] ARk & ANt I92H e 2 A4 - S L -6 - (4-1R-3- 9 R HE) -3,5- & -MLnE-2-
F R S i (225mg, 0,57 Immo ) 1% 43 25, Jy (1 € [l 4% (0.219g, 100%) -
[0841] G-z FE-2- (4-¥R-3-FAKE) -5- HAAFEMENE -4- W R (L& 4)113)
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[0842] Z OH

Br

[0843] Rk S an ki 592t B L6 - 2 K- 2- (4- 1R -3- F R SE) - 5- F S R g -4 -
FA R Y i (166mg, 0. 466mmo 1) 145 7325,y il 44 (0.056g,35%)
[0844] G-z FE-2- (4-FFE-2- FARLE) -5- LIRmAEMENE -4- FIR ((b & 45)

NH,

N| Y SCH,

[0845] A OH
N

O

N// i

[0846]  Friifk & Wytn Lt i 92rh 0 A A6 - T JE-2- (4-F(Fh-2- K IL) -5- 4 L msng -
4~ FE R FE LS (294mg, 0. 986mmol) fill £ 370 B, AFE Eld A (0.202g, 72%) .
[0847]  6-FHE-2- (3-F-4- (EHF T I FHL) -5- 2 IFHmENE -4- F g ((h&432)

NH,

N " CH,

|
[0848] W SO

F F
[0849]  FR@UL &P an L 92+ 0 B A6 - T HE-2- (3-%-4- (ZH &) KAL) -5- 40
S -4 - B LG (265mg, 0. 777mmo) il %% 70 B, ik Ak (0.234g,92%) .
[0850]  6-ZJE-2- (2,3,4- —HKIL) -5- L IHFEmENE -4- FER ((L549191)

NH,
NI N SCH,
[0851] N o
o}
F F
F

[0852] ARk &Nkt flo2rhiC A6 - FE -2 (2,3, 4- = FAHE) -5- LM FEMENE -4-
FHRR P i (335mg, 1.08mmo 1) il I 70 &, Jy s talil 44 (0.275¢,86%) «

[0853] S 5193 « i) 64 - 2Kk -3- 5 -6 (4-FHE-2-FAHE) -5-FALIE-2- IR (b &
65)
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[0854]

NZ

[0855]  FEMCAE Ht Pk M50 -mLIE e, 4- & L -3-50-6- (4-FIE-2-F|AHE) -5- Hl-
nte e -2 - R HH L I8 (351mg, 1.084mmol) FIE A AL /K &4 (100mg, 2. 383 mmol) ¥ fEAENY
KR (2. 0mL)  FHEE (2. 0mL) AH,0 (1. 0mL) H o 5o T 2 il 43 2h o ¥ 771 2R Je il iod e i 25 %
bR 250 BT AR [ A LK H 040 38 , 48 f5 LA IN HCL 5 2 pH~3.0, LA LR 4 g (3x 50mL) %%
W B IFMANLZZ T AKMgS0, T, 1 JEIF AR - P33 R id i S Al (i 24k, (150g C g,
0-100% L fiF/H,0) , iR 75 22, 13 BbR il 54, Sy taldl 14 (0.058g,20%) «

[0856]  FfrfSHAb & WU s St 451193 Hh A 8 ) T v ) 4%

[0857]  6-%Jk-2- (4-BHZEIE) -5- Z M ILmENE -4- R (fh &4123)

NH, ICH2
NT

[0858] | on
N

O
I

[0859]  hy @Ak & UnSE it F93HF1CFR A6 - F( Ik -2~ (4-TERIE) -5- £ )G Sk msng -4- HR
HH 25 (65mg, 0. 177Tmmol) il & I 73 B , K €l 4 (60mg, 92%) »

[0860] S ff|94 . il #54-EHE-3-F-6- B-F-4- (= FH L) HHL) -5- AL mE-2- R
(L &9r161)

[0861]

FsC

[0862] ] FHE (6.4mL) H)4-2FE-3-F-6- (3-%-4- (ZF ) KIE) -5-H & -nkng -
2- FA iR 3L S (0. 35¢,0.96mmo1) ¥R IN2N NaOH (1.93mL, 3.9mmo1) , 3 H & W IR & Y 1E =5
A 18h AR LL2N HCLFR AL I HUTiE & B 25 i Y15 2 b @ &9, N HE Bk K (199mg,
59%) »

[0863] DA NALEWAR 45 S it (51194 H £ IR 1) 77 v 1) 4%

[0864]  4-5FE-3-5-6- (4- (G EIL) KIL) -5- FFLMLE -2- S (k. &4794)
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[0865]

[0866]
[0867]

[0868]

[0869]
[0870]

[0871]

[0872]
[0873]

[0874]

[0875]
[0876]

[0877]

[0878]

PRRRAL S D S 94 B )46 5 20 8, SRt 4K (36mg, 68 %)
4-ZHh-6- (4-TRAIL) -3-5(-5- FELMENE -2- IR (L & H)78)

PRARAL S DA S 94 R BT )4 0 2 8, 9 BB K (24mg, T1%) o
4-ZFk-3-5-6- (4-BFIL) -5- FBLIENE -2- IR (k& ¥)116)

PRARAL S DS94 R BT )46 0 23 B R koK (86mg,83%) o
4-ZFk-3-5-6- (3~ -4-BiAIL) -5- I ELMENE -2- R (L & 487)

PR AL A ) an s e 5194+ Fir il 26 943 85, N A Bk K (120 5mg, 88% 4) o
4-FFE-3-F-6- (4- LB IE-3-FORIE) -5- FHIEMENE -2- R (k. &406)
NH,

HCZ”

PRARAL S DS 94 R B )4 IR 2 B SRk R (147mg , 82%)
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(08791  SEZJtif5)95 - fil #4 - B Jk -3 -5 -5- 9 -6~ (4-fi e AHL) mLng -2- iR (L& 431)

[0880]

[0881]  [j4-ZJE-3-F-5-T-6- (4-FyIEZRIL) -MLnE - 2- FF PR FH L i (88mg,0.27 mmol) 7F
FHEE (MeOH 5 3mL) HH VRS N 4 Rk FE (N) HEALBN/KIE . (NaOH ;s 3mL , 3mmo1) o f2 B Vi
G AEIR IR BET 240V TRAR J5 45 H DA2N HC1 /KW TR AL - BT BAER I P2 ) M VT
VE H R AR AE A IR IR =, FF st 15 2048 Eu#] 44 (84mg, 100%) &

[0882]  SLjif5)96: il 4 -EFE-3-5-6- (2,3- & -4- (&) K5 mkne-2- HER (b
EWI72)

[0883]

[0884]  [4- 2B EFE-3-5-6-(2,3- H-4- (SR &) Z3L) -Abng -2- F R F 2L ik
(115mg,0.28mmol) 78 FH ¥ (1mL) HH AV VRIS N2 2 i B2 (N) S AN 7K (NaOH 5 1 . 4mL,
2.81mmol) o [ RV T I BE I FEEFE H: 1 5h IS WAR J5 IR 4, 3T H AR J5 DA2N HCL/K I W IR
b o BT BHEE I P2 N P 0 HH R IR A DL & e R B3x) , LA &, T
(Na,S0,) , 1 Y8 I 25 IR A 45 21 5 [l 44 (94mg , 90%) -

[0885]  SLfs|97 - il 54 -k - 3- G -5- -6 (4- MR EL) mbng -2- R (fh&445)

[0886]

|
[0887]  F-23°CHoMEA SEALANTE TR (74001, 1.5mmol ,4.0equiv) FRINE4- I -6- (4-BiZE
) -3-F-5- - MERE -2- R H 2L 158 (150mg, 0. 37mmol , 1. Oequiv) 7EFFEE (3. 7mL) H (I #5i+F
VTR T A58y (0 VR T 23 C Atk 3h o A FHIRHC LK S SRS 0 35 ZpH 3, I il e it 28 Kk
WA o FURINAE K I BT IR BRI &4, iRk a4 K (110mg, 79%) -
[0888] =598 i £ 4-Z JE-3-50-6- (2,3~ "4 -4-WURIL) -5-%-Mbng -2- g (fb o
Yi141)
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[0889]

[0890]  T-23°CKr2ME A AEN/KIATR (2701l ,0.54mmol , 2. 0equiv) T NE4- S HE-3-5(-
6-(2,3- 5 -4- 2R FE) -5- 5 -knE -2- B R AR LS (120mg, 0.27mmol, 1.0equiv) 7EH %
(2.7mL) FEIHEFE BRI A A A A IR A T23 CHiFE 18h. ) SR G Y04 H i ik
HCT T 22 KEpH 4FF 48 HH e % 78 R4 - Tl R WS i AE — & ot (250mL) H , Ji i it 7K i
B 2%, T8 MgS0,) , 3 Jyad JE , Jf 8 1 Be 5% 28 R M 4a 19 2 As AL &9, v B Bk R
(110mg,92%) »

[0891]  SEjif5199: Hill 454- 2 F-6- (4-1R-2,3,6- =FAHKE) -3-E Mg -2- H g th &9
162)

[0892]

[0893]  4- Z Pk Z F2-6- (4-9-2,3,6- =HAKEE) -3-F - Mg -2- F IR H N (50mg,
0.122mmol,1.0equiv) ME AL (14mg,0.366mmol,3.0equiv) ££ THF :MeOH:H,0 (1:1:
0.5;2.5mL) FAER T20 CHiF2he R SR G L. 5N HC1fR4k 2 pH 4-5FFLAEtOAC
(2x) ZEHL. &I ANZERZ TEIK Na, SO, T I8 T 28 K 2 T 1815 245 A &4, b
4[5 44 (30mg,65%) »

[0894] St 100 ] £ 4- 2 FE-6- (4-JR-2,5- “FAIL) -3-50-5- MM -2- F R (L&
¥142)

[0895]

[0896]  [Fj4-ZH-6- (4-R-2,5- M AHE) -3-F(-5- 9 -MLIE -2- iR H L5 (0. 160g,
0.404mmo1) 7EMeOH (0. 674mL) FIFIER (0.674mL) F 1 : RSN S A ALK AW
(0.607mL,1.213mmol) o R MIRAG W T-20 CHEFE LR - R MR- W& W 4g , {8 N2N HCL/K %
Wi, 3ELAEL0AC (3%) REHL. & I [1H HLJZ ZNa, S0, T4 , 1L I8, Wi I 25 T4 15 25 ik
EW s R ERELE R (126mg,82%) -
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[0897]  SIjtafs| 101« il 454 - 2 FE-3- -6~ (4- (CHUF AL -3-FAKH) -5-Flkne-2- H
B (tL&192)

[0899]  [F) & MeOH (2mL) [P BFEIE H S N4 - 2 3k - 3- -6 - (4- (9 UAE) -3- 9 R AE) -5-
B - - 2- FERR FR 2 T§E (190mg, 0. 52mmol) FI2MEEALANIEW (1 mL, lmmol) o 76 1 2h A B
PFE G 5 [ ST G PILA40°C B 7K M P A P e 2 78 e 4 Wk 4 - KoK IS I Z= B A5 iR, 9%
LA I V8 IR HC 1 248 R A T B T B A C T TE o 1of ) 9P 4 AN A PR s S i 8 75 31 b 4k
&, vl i (108mg,59%) o

[0900]  R1.MAEVIYwT 2514 il 25 A7 WL

e EVATE
4 P
B3 i LT NS

[0901]

8 & E4R 42
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A A
] - s j&:« F 5%
%5 7645 4 &
2 @ & E4K i
3 8 & Bk 100
NH,
O
4 NP OH 1% & B4R 97
[0902] ()
NH,
NI Ny SCH,
5 NZ OH o AN 92
6 TEHR 94
7 BE R 85
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o FEVATF %
¢k LA
e N DT PV
8 B & B4k 98
. b e -
*
NH,
X Cl
10 . | 7 OH 8 & B4R 98
F
[0903] H>|\O o)
NH>
11 B & B4R 100
12 5 & ER 42
13 & E4K 64
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i VA
= - s, | EATH
%5 7645 4 &
NH,
Cl I X Cl
14 N NP SRAEEZS 98
OH
NZ
15 & EAK 42
16 KREH 42
1K
[0904]
17 & & EIR 100
| XEEH
4 Iy o8
19 € & B4R 101
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] FEVATF 5%
¢k AL
%5 #J ) 7645 4 &
e &R
20 69 éa &3 97
7N
21 %5 Bl 97
x
22 SR 86
[0905]
23 # & ER 42
24 6 & E4R 68
|
E
25 //J[::]/JLN/' Ok # EEMR 98
O
NZ
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[0906]

A AT R
LM b,
%5 ) 2445 &
NH, ?Hs
e
26 NN NcH, | B e Bk 46
F 0]
el
NH,
w " “CH;
o N7 = & EIK 64
| O“CH3
F
NHz  CHy
N™ X e
28 | NP SR & & Bk 98
- (@]
HC”
NH,
SN Cl
29 N7 O‘“CH3 & & E 4k 46
F O
"F F
30 & R 42
31 5 &, B4R 95
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A A
N - s %rT%
%5 7645 4 &
NH,
N™ Xy SCH,
A on AEEH
32 N 92
5 1K
NH,
Cl N Cl
33 6 & E4R 98
34 e BN 86
[0907]
35 K& e .
;4
36 RHECH 101
1N
7 (@]
37 N € & B4R 92
OH
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i VA
= - s, | EATH
%5 7645 4 &
38 & ek 97
39 & & E K 98
an AZ Gk »
]
[0908]
41 e mR 98
42 AAREH 100
i
NH»>
Cl XN Cl
43 NZ N é & Bk 92
O
Br
F
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] FEVATF 5%
3 I
%5 #y ) 7645 4 &
p e e’ ”
AR
" e NI -
x
i x&a éh -
y
[0909]
47 8 & B R 74
48 & & B4k 98
i xé eh 2
x
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] FEVATF 5%
¢k AL
%5 #y ) 7645 4 &
50 20 L 98
*
51 & & E K 73
52 SR 72
[0910]
53 1% & B4R 54
54 & & E K 97
55 8 & B4k 67
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i VA
= - s, | EATH
%5 7645 4 &
56 F& & 4R 77
" XAFE "
R
A s P AR
58 N “CHj, 46
3 R
[0911]
59 SRR 86
60 & & E K 88
61 A7 & Fb P -
R A
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[0912]

i VA
5 o g | EATX
%5 #4504 &
62 B &R 97
63 & & E K 96
F 0]
F
NH,
NI X O‘“CH3
64 NT N O ch & & B4k 41
F 0]
F
F
65 ¥ &, B4R 93
66 NN 1% 6, Bk 64
O.
CHs
NH,
Cl
- = TRAZ G b e
NN OSeHs | bk
Br @
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- EVATE
¢k AL
%5 #y ) 7645 4 &
68 RABH 100
1K
69 8 & Bk 100
70 8 & B4k 59
[0913]
. K& e -
*
72 TEMR 98
73 8 & B4k 69

125



CN 108689924 B iH HH :F; 124/230 71
- EVATE
¢k AL
%5 #y ) 7645 4 &
74 & & ER 98
76 & & E K 95
O
NH»
X Cl
77 NN & & B4k 92
OH
[0914]
78 B & B4R 94
79 ANBH 65
7N
80 7 & ER 41
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] FEVATF 5%
2k S
%5 N J ) %) &
" XAE A =
*
82 HeEemiR 66
83 ¥ & B4R 40
[0915]
84 SRS 86
85 B & E4K 42
86 B & B4R 98
OH
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- EVATE
¢k AL
%5 #y ) 7645 4 &
87 & ek 94
88 & & E K 97
89 8 & B4k 98
[0916]
90 B & B4R 77
91 & & E K 97
92 8 &, E 4K 101
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- EVATE
¢k AL
%5 #y ) 7645 4 &
93 6 & E4R 74
94 & EAK 94
95 e BN 41
[0917]
96 @ EAR 68
97 ANBH 72
7N
w\ SCH,
98 PN Och, | REEHR 39
(@]
N// F
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A - 2
12 % 9"32, JEPX T 9;
%5 2445 &
99 8 e R 66
. AR E B >
AR
101 & & B4R 67
[0918]
102 & & ER 98
103 5 &, E) 4K 56
104 & ER 56

130



CN 108689924 B iH HH :F; 129/230 T
e - ot AT
%% - o5 %) &
NH,
Cl N Cl
105 . _ o) & & ER 98
E>|\ OH
106 & & E K 56
107 8 &, E 4Kk 57
[0919]
KT &y
108 x 98
k- A il
109 " 71
_ & 6 E
110 N S 92
5 1K
Br
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i VA
= - s, | EATH
%5 7645 4 &
WKk G
111 40
] 4~
112 BB 70
K
113 8 & B4R 92
O
[0920] Br
114 & & Ek 44
115 & & E K 75
NH,
HiC N Cl
116 N7 OH BEHm R 94
| O
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Ao . o
’f‘tna % %#.J ﬂ*ﬂjﬂd &PAT%
%5 24 4] &
17 XAFEE .
R
118 TEHR 66
NH,
N™ XY”  “CH,
119 F ' Nt % &, B4k 100
[0921] (0]
F
121 8 e R 86
122 8 & B4R 74
F
NH, <I:H2
N RéEH
123 \F OH ® 93
I (@]
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i VA
= - s, | EATH
%5 7645 4 &
124 & & ER 98
NH,
Cl N Cl
125 N o) & & E K 98
OH
Br
NH,
N Cl
126 NN Oen, | FEBR 86
O
[0922] i =
127 B & B4R 77
128 & & E K 96
129 8 e R 76
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] EVATE
¢k AL
%5 #y ) 7645 4 &
130 & & ER 42
131 sl 100
N
132 8 &8 R 66
[0923]
133 & ek 86
134 & & B4k 95
135 8 & B4k 42
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[0924]

] EAFE
=1 S,
%5 #y ) #4504 &
NH,
HsC | XN Cl 21#’;-’55 é, Eé]
136 Nz o.‘CH3 i 65
(@)
|
NH,
N™ Xy ™
D% %48 6,1
137 “CH, 39
. 5 5
F
F _F
138 8 &8 R 72
139 B & B4R 81
140 RHECH 101
7N
141 SIS 98
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A -
-4 s e ‘EM Tk
%5 ) %) &
142 ] 4K 42
143 6 & E4K 98
144 8 & B4k 60
[0925]
145 N PEAGL 92
OH
NH,
Cl N Cl
146 NE é & Btk 96
(@]
147 5 &, B4R 98
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i VA
= - s, | EATH
%5 7645 4 &
NH, (|3H3
(0]
F N7
148 SN © & &, B4k 60
F H O
F 3¢
F F
149 & & E K 41
150 8 &, E 4Kk 101
[0926]
151 & & EIR 87
152 & & E K 56
153 N K EREK 98
o OH
HC?
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- EVATE
¢k AL
%5 #y ) 7645 4 &
154 B &R 98
155 ke 40
1Pz
156 8 & B4k 98
[0927]
157 8 @ R 97
158 AR 76
EiFZ
159 8 & B4k 68
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- EVATE
¢k AL
%5 #y ) 7645 4 &
160 & & ER 41
161 € ek 94
162 EAAEREN 99
[0928]
63 K& e o8
;4
164 AR 80
7N
165 8 & B4k 41
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CN 108689924 B iH HH :FB 139/230 T
A ~
- - e FEVAT 5
%5 7645 4 &
166 & € EIR 86
167 & & E K 95
168 A7 & E AR 97
[0929]
R e
169 x 98
NH»
Cl N Cl
170 F N/ 0 B &, E 4K 42
F
Féi\ O e,
NH,
Nl = O‘“CH3
171 N é & B4k 69
Br O\CHa
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CN 108689924 B iH HH :F; 140/230 T
i VA
= - s, | EATH
%5 7645 4 &
172 & & ER 96
173 7 OH & EAK 98
O
|
NH,
F = Cl
- & Y AN
174 N 62
F OH *
[0930]
F F
NH,
N™ XYY" “CH,4
175 1 o 75 &, B4k 57
N "CHS
O

176 & & E K 63
177 € & B4R 63
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CN 108689924 B iH EH :F; 141/230 7L
A .
1% nﬁ% 9"% %'EM'F%
%5 ) 4] &
178 REDH 62
AR
179 8 &, E 4K 63
180 B & B4k 101
[0931]
181 el 57
R
183 AR 46
K4
184 8 & B4R 63
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CN 108689924 B 142/230 7T
o4 FEVATF 5%
2k S
%5 N J ) %) &
185 6 & E4K 63
186 6 & E4K 41
187 B & B4R 98
[0932]
188 B & E4K 62
189 8 & B4k 46
190 6 & B4R 43
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i VA
= - s, | EATH
%5 7645 4 &
NH-»
N™ Xy” SCH,
191 NN O # &, Bk 92
(0]
F
192 & & E K 43
193 8 & B4R 63
[0933]
194 8 & B4k 62
195 & & E K 98
196 B e R 47
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i VA
= - s, | EATH
%5 7645 4 &
NH,
N| Ny SCH,
197 N O e, #* 6, B4k 39
(@]
F F
198 & & E K 63
199 8 &, E 4Kk 57
[0934]
200 & ek 40
201 & & B4k 62
HsC
202 € & B4R 63
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A A
N - s j&:« F %
%5 7645 4 &
203 6 & E4R 62
204 6 & E4R 41
205 8 & B4k 62
[0935]
206 5 & B4R 57
207 5 & B4R 101
F
208 8 & B4k 63
NZ
F
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i VA
= - s, | EATH
%5 7645 4 &
209 8 ek 47
210 95
211 8 & B4R 41
[0936]
PAW) 95
213 & & E K 41
214 € & B4R 98
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#% *" AT VYRS
215 8 & 4k 90
[0937]
216 B & B4R 42
217 KHEH 97
K

[0938] 2. R1HILE W BT EHE
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CN 108689924 B " O B 148/230 T
s 13 = 19
4;"%% mp (°C) IR (ecm™) Sk @ 'H NMR" %fd“R 3
"H NMR (400
ESIMS m/z | MHz, CDCls) 8
1 [133.4-1348 322 7.81 (m, 4H), 5.42
(IM+H]) (s,2H), 4.02
(s,3H)
"H NMR (400
MHz, CDCl3) 8 | "F NMR (376
7.78 (dd, J = 9.0, | MHz, CDCls)
s e ESIMS m/z | 6.5Hz, 1H),7.37 | &-113.66,
373 (IM-H]) | (dd,J=9.6,5.6 -113.70,
Hz, 1H), 5.43 (s, -117.53,
2H), 4.01 (s, 3H), -117.58
3.95 (s, 3H) i,
'H NMR (400 F Tﬁﬂi (376
ESIMS m/z | MHZ DMSO-de) | 1y\1q6 795
3 172-174 364 57.89-784(m, | — 108094
[0939] (IM+HT) 2H), 7.26 (d, J = 108,99
1.2 Hz, 1H), 6.85 11418
(s, 2H) gon
. -114.22
"H NMR (400
MHz, DMSO-ds)
A ESII;/'I?SS m/z 57.85 (m, 2H),
(IM+HT) 7.69 (m, 2H), 7.24
(s, IH), 6.73 (brs,
2H)
"H NMR (400
MHz, DMSO-ds)
8 13.65 (s, 1H),
8.12-7.89(m, | 10
2H), 780 (dd, = | © ﬁ%’i (376
5 164-168 8.0, 1.6 Hz,_IH), DMSO-dy) 3
7.32(d,J =4.8 11146
Hz, 2H), 6.66 (dd, '
J=17.7,11.4Hz,
1H), 5.75 - 5.41
(m, 2H)
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CN 108689924 B " O B 149/230 T
wom ; L. s | PCE R
% mp (°C) IR (cm™) JR H NMR i
"H NMR (400
MHz, DMSO-ds)
5 13.38 (s, 1H),
Hz, 1H), 7.40 (dd, ,
6 |175.0-176.5 ESIMB 002 |° 7 1014, 1.5 Fi MHz,
L0 303 ((M-H]) 4 112 BMSO-de) 8
1H),731 dd,J= | 1143
7.9, 1.6 Hz, 1H), :
6.51 (s, 2H), 4.59
(s, 1H), 2.09 (s,
3H)
IR (%) "H NMR (300
3478 (s), 3374 MHz, CDCl3) &
(5),3239 (s), | EOMSmZ | 5 91 (m, 2H), 7.58
7 127-130 305
2955 (W), (Ml | (e 2H). 490 (or
1731 (m), s, 2H), 3.99 (s,
1624 (m) cm™ 3H), 3.16 (s, 1H)
19
'"H NMR (400 g Tﬁ;{i (STE
MHz, DMSO-ds) :
126-128 ESIMSm/z | “51364(s, 1), | PMSO-4de)
5 (dec) 200 774 -7.56 (m 12,95
[0940] ([M+H]) 2H), 7.45 (s, 2H), -131.58,
3.76 (s, 3H) <I36:08,
ki -136.14
IR (%12) 'H NMR (400
3489 (s), 3381 ,
MHz, CDCl3)
(s), 3233 (m), -
e 7.88 (dd, J = 8,
e (m), | ESIMSm/z | 1.5Hz, 1H), 7.55
9 136-138 i (w), 425 (dd, J = 10, 1.5
W), | (IMHHT) | Hz, 1H), 733 (dd,
2954 (m), _ ,
J=85,8 Hz,
2853 (W), 1H), 4.94 (b
1737 (s), 1622 s )’3 0% ( g;
(S) Cm-l )a . (Sa )
"H NMR (400
ESIMS m/z | MHz, DMSO-ds)
10 | 170.4-172.1 315 8 7.97(d, 2H),
([M+H]) 7.30(m, 5H),
6.72(s, 2H)
"F NMR (376
'H NMR (400 MHz,
MHz, DMSO-ds) | DMSO-ds)
1| 1322133 gglglMs;/]z.) 5786773 (m, | -114.36,
2H),7.43 (s,2H), |  -114.40,
3.75 (s, 3H) -116.52,
-116.57
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CN 108689924 B " O B 150/230 1
e mp (°C) IR (ecm™) S 'H NMR" PCAF
o) P NMR
"H NMR (400
MHz, CDCl;) 3
7.86 (dd, J = 9.0,
6.9 Hz, 2H), 7.69
(t,J = 7.8 Hz,
ESIMS m/z | 1H), 6.90 (dd, J =
1P 77-78 359 18.1, 11.6 Hz,
(IM+H]) | 1H),5.74 (dd, J =
11.6, 1.3 Hz, 1H),
5.60 (dd, J = 18.1,
1.3 Hz, 1H), 4.78
(s, 2H), 3.94 (s,
3H)
"H NMR (400
MHz, DMSO-de)
87.95(dd, J = 19
ESIMS m/z | 81,67 He, IH), | ' \M¥ (376
13 442 7.47 (dd, J = 9.1, DMSO-c})a
[0941] (IM+H]") | 1.9 Hz, 1H), 7.22 05 186
(dd,J=8.1,1.9 '
Hz, 1H), 7.14 (s,
2H), 3.87 (s, 3H)
'H NMR (400
ESIMS m/z | MHz, DMSO-ds)
14 | 178.0-179.7 308 8 7.95 (d, 2H),
([M+H]") | 7.80(d, 2H), 7.09
(s, 2H)
"H NMR (400
ESIMS m/z MHz, CDCIl;) 6
15 | 102.4-103.6 363 7.72 (d, 2H), 7.24
(IM+H]) (d, 2H), 5.42 (s,
2H), 4.02 (s, 3H)
'H NMR (400
MHz, DMSO-d;)
0 8.01 (m, 2H),
= ES%%’"/Z 779 (dd, J = 8.1,
(IM+H]) 1.5 Hz, 1H), 7.30
(d,J =1.5Hz,
1H), 6.96 (s, 2H),
3.89 (s, 3H)
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CN 108689924 B W B B 151/230 5
AN 13 = 19
42;%% mp(°C) | IR (em™) it 'H NMR" %i‘R F

"H NMR (400
MHz, DMSO-ds)
8 13.12 (s, 1H),
787(d,J=84 |
Hz, 2H), 7.66 (d, | F NMR (376
17 ES“;’;SS mZ | 1276 Hz, 2H), MHz,
(MiH) | 675 (dd, /=178, | DMSO-de) 5
11.5 Hz, 1H), 6.41 -145.75
(s, 2H), 5.55 (dd,
J=142,1.1 Hz,
1H), 5.52 (dd, J =
7.8, 1.1 Hz, 1H)
'H NMR (400
MHz, CDCl;) &
18 ESIMB M2 | 8.04 (m, 2H), 7.77
([M+H]) (m, 2H), 5.36 (br
s, 2H), 4.01 (s,
3H), 3.91 (s, 3H)
IR (F§ )
1025.80,
1047.25,
1126.02,
[0942] 1225.15, "H NMR (400
1266.03, MHz, DMSO-ds)
1299.98, 8 13.70 (s, 1H),
1386.12, ESIMS m/z | 7.47 (ddd, J =9.2,
19 113-115 1481.90, 369 7.2,2.0 Hz, 1H),
1515.13, ([M+H]") 7.40 (d,J =3.0
1585.75, Hz, 1H), 7.37 (t,J
1633.93, =72.3 Hz, 1H),
1721.56, 7.07 (s, 2H)
2536.01,
3199.39,
3331.39,
3471.03 cm’
NMR (400 MHz,
ESIMS m/z | DMSO-de) 5 7.85
20 149152 347 —7.77 (m, 2H),
(IM+H]) 7.75 - 7.68 (m,
2H), 6.94 (s, 2H)
"H NMR (400
IR (F /%) MHz, DMSO-ds)
3468 (s), 3334 57.88 (dd, J =9,
= H7-120 | ().3198 (), ESH;’:SSS Mz | S Hy, 1H), 7.82
1717 (w), (Mem]) | @47 =9 1.5Hz,
1629 (m), 1H), 7.70 (d, J =
1573 (w) cm™ 9 Hz, 1H), 6.73
(brs, 2H)
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CN 108689924 B " O B 152/230 7
e B IR (cm’! S 'H NMR" "C A F
gg | ™CO (cm™) e NMR
IR (G§ ) "H NMR (400
3512 (m), MHz, CDCl;) &
- 100_190 | 3411 (s), 3248 ES";’LSI mZ | 733-735(m,
(9,2954(W). | (1v+HT) 2H), 4.98 (brs,
1730 (m), 2H), 3.98 (s, 3H),
1616 (m) cm™ 3.43 (s, 1H)
"H NMR (400
ESIMS m/z | MHz, CDCls) 8
23 | 166.4-169.0 329 7.95 (d, 2H), 7.31
(IM+H]) | (m, 3H), 6.85 (s,
2H), 3.92 (s, 3H)
"H NMR (400
ESIMS mz | MHz CDCL) 5
24 | 169-170 422 7.58 — 743 (m,
(M) 2H), 5.53 (s, 2H),
4.00 (s, 3H), 3.95
(s, 3H)
"H NMR (400
ESIMS m/z M,HL’ DMSO-de)
25 | 185.2-186.1 271 8136 (s, 1H),
(IM+HT) 8.40 (d, 2H), 7.96
(d, 2H), 7.46 (s,
[0943] 2H), 3.79 (s, 3H)
'H NMR (400
MHz, DMSO-ds)
o 811 6, | FNMRET6
IR (F/) ESIMSm/z | 7 1> 3 lH), MHz,
26 3401, 1739, 346 792 (L T-79 DMSO-ds) &
1638 cm™ (M+H]) T , lH,), W -59.91,1- 61 z] 5.7,
7.46 (m, 2H), 3.92 B
(s, 3H), 3.76 (s,
3H)
"H NMR (400
MHz, DMSO-dq) |
58.00 —7.87 (m, | "FNMR (376
) ES":{')SS Mz | 94y, 7.82 (dd, J = MHz,
(M+HT) 8.3, 1.8 Hz, 1H), | DMSO-de) &
7.49 (s, 2H), 3.90 95.51
(s, 3H), 3.74 (s,
3H)
'H NMR (400
MHz, DMSO-ds)
ESIMS m/z | 813.6(s, 1H),
28 | 170.7-171.3 270 8.25 (d, 2H), 7.59
(IM+H]) | (d,2H), 7.36 (s,
2H), 4.35 (s, 1H),
3.77 (s, 3H)
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CN 108689924 B " O B 153/230 7
e (°C IR (ecm™) Sk @ 'H NMR" "C A F
pe | mPCO) em ke NMR
"H NMR (400
MHz, CDCly)§ |
7.79 (dd, J = 15.8, | "’F NMR (376
28 145 148 ES";’LSQ Mz |99 Hz, 2H), 7.66 | MHz, CDCls)
(IMH]) (t,J =7.7 Hz, 3
1H), 7.12 (s, 1H), | -61.3,-113.9
4.90 (s, 2H), 4.02
(s, 3H)
"H NMR (400
ESIMS mz | M2 CDCL) 5
30 | 122.0-123.6 343 813 (d, 2H), 7.27
(IM+HT) (d, 2H), 5.84 (s,
2H), 4.03 (s, 3H),
3.95 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
8 13.71 (s, 1H),
31 180181 8.40 — 8.33 (m,
2H), 8.13 (d, J =
8.3, 2H), 7.07 (s,
[0944] 2H)
"H NMR (400
MHz, DMSO-ds)
§13.68 (s, 1H), | 1
8.28 (d,J =8.2 ? Twhg (476
ESIMS m/z ;Ii 1';12)’1_?'2201 I({d)’ DMSO-de) &
32 168-171 328 7946J=,?9, -59.97 (d, J =
(IM+H]) A ' 12.2 Hz),
Hz, 1H), 7.35 (d, 11597 (q.J =
J =27.9 Hz, 2H), 5 P‘It)
6.68 (dd,J = 17.7, :
11.5 Hz, 1H), 5.75
—5.46 (m, 2H)
"H NMR (400
ESIMS m/z MSHI‘_,; E.’I(”;'SPH';’**)
33 | 146.3-147.6 349 a5 .
(IM+HT) 7.68 (d, 2H), 7.32
(d, 2H), 6.96 (s,
2H)
"H NMR (300
ESIMS m/z MHz, CDCl;) 6
34 | 164.2-166.8 321 6.30 (m, 5H), 5.35
(IM+H]) (s, 2H), 3.98 (s,
3H)
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CN 108689924 B " O B 154/230 7T
A 13 = 19
4;";’ mp (°C) IR (ecm™) Sk @ 'H NMR" (;Ifd“R 3
T
i iy
3416 (s), 3355 F e s
(W), 3300 () ESIMS m/z | 7.84(t,J = 9 Hz,
35 163-165 ’ ’ 358 1H), 7.31 = 7.37
3162(5), 2957 | M+HTY) | (m, 2H), 5.41 (br
(w), 1730 (s), 2H). 3.99 (s
1637 (s) cm’” e g '
3H), 3.93 (s, 3H)
'H NMR (400
MHz, CDCls) &
7.93 —7.84 (m,
2H), 7.64-7.54 |
(m, 2H), 6.75 (dd, | '°F NMR (376
- ES';’;SZ mZ | 72178115 Hz, | MHz, CDCly)
(VD) 1H), 6.36 (s, 2H), 8
5.57(dd,J = 17.8, -141.43
1.4 Hz, 1H), 5.50
(dd, J=11.5, 1.4
[0945] Hz, 1H), 4.31 (s,
1H)
"H NMR (400
MHz, DMSO-dg) |
8 13.57 (s, 1H), F NMR (376
5 ES“;’;% Mz g 02-7.92 (m, MHz,
(MrHp) | 2785 (dd, /= | DMSO-de) 8
8.2, 1.8 Hz, 1H), -95.59.
7.41 (s, 2H), 3.75
(s, 3H)
"H NMR (400
MHz, DMSO-ds)
588203 IR (F%) ESIMS m/z | &7.74 (m, 1H),
38 (deo) 3473 (s), 1588 411 7.55 (m, 1H), 7.02
(m) cm™ ([M+H]) (d, J = 1.5 Hz,
1H), 6.30 (brs,
20
i} oS e | T
(IM+HT) 8 8.08 — 7.92 (m,
4H), 7.03 (s, 2H)
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CN 108689924 B " O B 155/230 7T
e °C IR (cm’! S 'H NMR" 7C X UF
o mp (°C) (cm™) N ta NMR
>C NMR (101
MHz, CDCl3)
8 165.71,
"H NMR (400 155.51,
MHz, CDCl;) & 149.15,
7.55(d,J=8.4 145.10,
- ES%SI mZ |y, 2H), 7.42 @, 140.11,
a+Hp) | S 8.5 Hz, 2H), 132.02,
4.83 (s, 2H), 3.96 129.34,
(s, 3H), 3.12 (s, 122.02,
1H), 2.16 (s, 3H) 116.77,
113.59, 83.42,
77.90, 52.87,
14.65
<& i '"H NMR (400
IR (15 MHz, DMSO-dj)
o 3297 (s), 3218 | povSmiz | 57.80 (=8
X (s), 2938 (w), :
41 (deo) 1618 (9), 1576 288 Hz, 1H), 7.35 -
(0946] o (IM+H]") | 7.40 (m, 2H), 6.66
) (brs, 2H), 4.41 (s,
cm 1H), 3.76 (s, 3H)
F NMR (376
'H NMR (400 MEHz,
MHz, DMSO-dg) | DM80-de)d
5 13.63 (s, 1H) -113.46,
ESIMS m/z | o 44 /= 0.0 -113.50,
42 156-157 382 g o o -117.37,
(Mrapy | 7B 1H), 761 1741
(dd,J = 8.4, 6.3 1745
Hz, 1H), 7.06 (s, e
2H) -117.49,
13828,
-138.36
"H NMR (400
MHz, DMSO-dj)
o 13.72 (S, IH), 19
ESIMS m/z | 7.82(dd, /=83, | | 1}%’1 (376
43 381 7.3 Hz, IH), 7.60 | 11600y 5
t s (7]
(IM+H]) | (dd,J=9.8,2.0 i
Hz, 1H), 7.40 (dd, :
J=8.3,2.0 Hz,
1H), 7.06 (s, 2H)
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CN 108689924 B " O B 156/230 71
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" i}sz 3
"H NMR (400
MHz, DMSO-ds) | "’F NMR (376
58.05(dd, J = MHz,
ESIMS m/z | 10.0, 1.5 Hz, 1H), | DMSO-d;) 5
44 324 7.85(dd,J=8.0, | -112.13(d,J =
(IM+H]) | 1.5Hz, 1H),7.73 28.4 Hz),
~7.81 (m, 1H), |-137.43(d,J=
7.18 (s, 2H), 3.87 28.4 Hz)
(s, 3H)
"H NMR (300
ESIMS m/z | MHz, DMSO-dg)
45 148150 393 § 7.87 (m, 2H),
([M+H]) | 7.62 (m, 2H), 6.91
(br s, 2H)
"H NMR (400
MHz, DMSO-ds)
IR (F12) b? 1831-6(? E})Lsé lH}i),
3490 (s), 3350 | ESIMSm/z | H) o dd. J .
46 133-135 | (s), 1753 (w), 344 » 102 40G
[0947] 1634 (m), | (M+HD) | L2 Hz 1H),
1607 (m) one® 7.52(dd,J=9,2
Hz, 1H), 7.38 (br
s, 2H), 3.76 (s,
3H)
"H NMR (400
ESIMS m/z MHz, CDCIl;) 6
47 | 159.6-161.1 377 7.58 (m, 4H), 5.36
(IM+HT) (s,2H), 3.99 (s,
3H)
"H NMR (400
ESIMS m/z MSHIZE; ?'(‘:S?H'fﬁ)
48 | 204.2-205.9 273 e 5 s
(IM+HT) 7.94 (d, 2H), 7.60
(d, 2H), 7.30 (s,
1H), 6.69 (s, 2H)
IR (%) ' NMR (300
3492 (s), 3378 MHz, CDCly) 5
) 3
(s), 3235 (w), | ESIMS m/z 7.76 (m, 1H), 7.60
49 114-116 2955 (w), 379 768 (m. 2H)
2927 (w), (IM+H]) 4.94 br N 2H),
1736 (s), 1621 3.99 (s, 3H)
(s) cm’ ' ’
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ON 108689924 B " O B 157/230 T
e °C) IR (em™) Sk @ 'H NMR" "C A F
gz | M o b NMR
'"H NMR (400
. MHz, DMSO-dj)
331012 E‘j ﬂj?zo ESIMS m/z | §7.53 (dd,J =8,
50 174-176 1634 (o) 327 7 Hz, 1H), 7.41
(1‘% 6y | (MDY | (m, TH), 693 (br
s, 2H), 4.81 (s,
1H)
“F NMR (376
MHz, CDCl5)
3
'H NMR (400 -112.74,
MHz, CDCl3) 8 -112.78,
51| 153-154 giﬁﬁ_’gf]?) 742738 (m, -116.99,
2H), 4.98 (s, 2H), -117.03,
3.99 (s, 3H) -117.09,
-117.13,
-137.28,
-137.38
'R_,’(Sﬂ";‘( r‘];‘;m) 'H NMR (400
’ MHz, CDCl3) 8
[0948] 343;’:?)?3)(?%’79 UARkEIE, o S 0
© 3(159% (), | ESIMSm/z | Ha, 1H), 7.42 (dd,
52 146-148 3075 (), 379 J=8,2 Hz, 1H),
5055 (o (IM+H]) | 7.36 (dd, J = 10,2
(W), Hz, 1H
z, 1H), 4.93 (br
2852 (w), s, 2H), 3.96 (s
1736 (s), 1616 -
(s)cm™
“F NMR (376
MHz, CDCls)
5
'H NMR (400 '61;12’5'_‘;;'2&
MHz, CDCl3) 8 R
7.53 - 745 13586
(m 2H), 6.91 (dd, Bty
ESIMSm/z | J=181,11.6Hz, | 307
53 118-120 377 | 1H),5.76 (dd, J = ey
(IM+H]) | 11.6, 1.3 Hz, 1H), 9RET
5.61(dd,J=18.1,|  Ti3e'ce
1.3 Hz, 1H), 4.81 380
(s, 2H), 3.92 (s, BTy
3H) -138.74,
-138.77,
-140.73,
-140.82.
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CN 108689924 B " O B 158/230 T
e (°C IR (ecm™) Sk @ 'H NMR" "C A F
pe | mPCO) em ke NMR
"H NMR (400
ESIMS m/z | MHz DMSO-dq)
5 8.15 (m, 2H),
54 326.07
(IM+H]) 7.67 (m, 2H), 7.45
(brs, 2H), 3.75 (s,
3H)
F NMR (376
'HNMR 400 | MH% gDCl“)
MHz, CDCl3) &
ESIMS m/z | 7.56 (dd, J = 8.5, '99:?-‘1"}'33‘91’
55 142-144 443 4.9 Hz, 1H), 7.32 11774
(M+H]) | (dd,J=76,5.8 Py
Hz, 1H), 4.97 (s, 11784
2H), 3.98 (s, 3H) 13725,
-137.35.
"H NMR (400
MHz, CDCL;) 8 | 195 MR (376
7.80(dd, J=8.5, | "5 )
ESIMS m/z | 6.5 Hz, 1H), 7.53 5 100,60 3
56 142-144 425 (dd, J = 10.0, 5.0 16005,
[0949] (IM+H])) | Hz, 1H), 7.25(d, 12062,
J=12Hz, 1H), Ry
4.86 (s, 2H), 4.01 e
(s, 3H)
"H NMR (400
MHz, CDCl3) &
7.86 —7.79 (m,
2H), 7.62-1756 |
(m, 2H), 6.89 (dd, | "’F NMR (376
o 55 54 ES";’;Sz’”/Z J=18.1,11.5 Hz, | MHz, CDCls)
B 1H), 5.71 (dd, J = 3
([M+H]")
11.6, 1.4 Hz, 1H), -144.04
5.58 (dd, J = 18.1,
1.4 Hz, 1H), 4.71
(s, 2H), 3.93 (s,
3H)
"H NMR (400
MHz, DMSO-ds)
8791 (t,J=78 | FNMR (376
IR (%) ESIMS m/z | Hz, 1H), 7.74 (d, MHz,
58 3367, 1735, 381 J=11.6 Hz, 1H), | DMSO-d) &
1608 cm™. (IM+H]) 7.62(d,J=8.1 | -59.9,-115.6,
Hz, 1H), 7.20 (d, -116.3
J =21.4 Hz, 2H),
3.87 (s, 3H)
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CN 108689924 B " O B 159/230 71
A B3~ 3 19
42%“;% mp (°C) IR (ecm™) S ® 'H NMR® %ﬁR F
"H NMR (400
IR () MHz, CDCls) &
3425 (m), 7.91(t,J =8 Hz,
3297 (m), 1H), 7.32 (dd, J =
so | 203005 | 3245(9),3158 ES%SZ mZ | 8715 H, 1H),
(m), 3008 (W), | (o\+HT 7.26 (dd, J = 12,
2956 (w), 1.5 Hz, 1H), 5.40
1729 (m), (brs, 2H), 3.99 (s,
1637 (m) cm™ 3H), 3.93 (s, 3H),
3.15 (s, 1H)
'H NMR (400
MHz, CDCls) &
7.93 (ddd, J = 8.2,
1.6, 0.7 Hz, 2H),
7.65 —7.54 (m, 19
ESIMS m/z | 2H), 6.90 (ddd, J ;chg)(éf )6
60 297 =18.1,11.6,0.5 'S .
(IM+H]J+1) | Hz, 1H), 5.71 (dd, {185
J=115,14Hz, '
1H), 5.58 (dd, J =
18.1, 1.4 Hz, 1H),
4.71 (s, 2H), 3.93
(s, 3H)
[0950] ENMR (376
MHz, CDCl5)
8
-61.22,-61.25,
'H NMR (400 -135.48,
MHz, CDCl;) & -135.54,
7.55 - 7.45 (m, -135.57,
2H), 7.25 (dd, J = -135.62,
& ESIMS m/z 18.3,11.6 Hz, -137.62,
361 ((M-H]) | 1H), 5.85 (dd, J = -137.66,
11.7, 1.2 Hz, 1H), -137.68,
5.64 (dd,J = 18.4, -137.69,
1.2 Hz, 1H), 5.11 -137.71,
(s, 2H) 13778,
18875,
-137.78,
-137.87,
-137.95
IR (% 5)
3317 (s), 3199 'H NMR (300
(s), 2955 (W), MHz, DMSO-de)
o | 1427147 | 2924 w), ES%SI Mz | 57,86 (m, 2H),
(dec) 2870 (w), (IM+HT) 7.61 (m, 2H), 6.93
2256 (w), (brs, 2H), 4.33 (s,
1721 (m), 1H)
1634 (m) cm™

161



CN 108689924 B " O B 160/230 7
e °C IR (cm’! S 'H NMR" 7C X UF
o mp (°C) (cm™) N ta NMR
"H NMR (400
MHz, DMSO-ds)
5822 (t,J=10.7 | "FNMR (376
IR (&) ESIMS m/z | Hz, 1H), 8.17 (d, MHz,
63 2979, 1715 332 J=123Hz, 1H), | DMSO-ds) 5
em’™ ([M+H]") | 7.90 (dd, J =213, | -59.9,-115.3,
13.4 Hz, 1H), 7.56 -116.7
(d, J = 44.0 Hz,
3H), 3.77 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
ESIMS m/z | 87.87(t,J=15
64 140-141 364 Hz, 1H), 7.72 -
([M+H]") | 7.66 (m, 1H), 7.58
(s, 2H), 3.90 (s,
3H), 3.78 (s, 3H)
"H NMR (400
MHz, DMSO-dg) | '"F NMR (376
8 13.71 (s, 1H), MHz,
[0951] ESIMS m/z | 8.05(dd,J=9.9, | DMSO-ds) &
65 310 1.4 Hz, 1H), 7.86 | -112.04 (d, J =
([M+H]") (dd,J=8.0, 1.5 29.9 Hz),
Hz, 1H),7.75 - | -138.35(d,J =
7.81 (m, 1H), 7.09 29.6 Hz)
(s, 2H)
"H NMR (400
MHz, DMSO-dg) |
ESIMS mss | 8795 (dd, 1H), F NMR (376
66 | 141-143 407 1.77 (dd, 1H), MHz,
(IM+H]) 7.52 (dd, 1H), DMSO-d¢) &
7.32 (s, 1H), 6.81 95.03
(s, 2H), 3.89 (s,
3H)
"H NMR (400
MHz, CDCl3) 3
ESIMS m/z 7.77 (m, 2H), 7.55
67 341
([M-H]+) (m, 2H), 7.1 (s,
1H), 4.84 (br's,
21]4), 4.00 (s, 3H)
ESIMS m/z ELNME{4010)
MHz, DMSO-ds)
68 | 170.1-172.6 431 56.85 6,77 (m
([M+3H]+) 0 6. . s
3H), 7.79 (m, 1H)
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CN 108689924 B " O B 161/230 71
AN 13 = 19
4;";’ mp (°C) IR (cm™) S 'H NMR" %i‘R 3
"F NMR (376
'"HNMR (400 | MHz, CDCls)
MHz, CDCl;) & 5
ESTMS e 11.14 (s, 1H), | -99.15,-99.20,
6o 150_161 490 7.63 (dd, J = 8.6, -117.70,
(M) 49 Hz, 1H),7.27 -117.74,
(dd,J=175,5.7 -117.79,
Hz, 1H), 5.21 (s, -117.83,
2H) -134.64,
_-134.71
'H NMR (400 JHN“’(I:IB(SF 8
MHz, CDCl;) e 3)
7.97 (dd, J = 10.6,
ESIMS m/z | 6.3 Hz, 1H), 7.39 '61;??5'f5'73 ’
70 114-116 367 (dd, J = 10.5, 5.6 11939,
(IM+H]") | Hz, 1H), 7.30 (d, 11924,
J=12Hz, 1H), e
4.91 (s, 2H), 4.02 e
-120.01,
(8, 3H) -120.06
[0952] IR (F12) "H NMR (400
157-160 | 3400 (s),3300 | ESIMSm/z | MHz, DMSO-do)
71 (deo) (s), 3200 (m), 309 87.68 —7.78 (m,
1711 (w), (IM+H]) 3H), 6.76 (br s,
1630 (m) cm’ 2H), 4.66 (s, 1H)
"H NMR (400
MHz, DMSO-ds)
. 8 13.67 (brs, 1H),
IR (H12) 7.73 (dt(i,J= 11?
3327(5),2941 | ESIMSm/z | /'S T
72 95-98 (w), 1718 (w), 390 T sk
; (dd,J =8.5,1.5
1629 (m), (MHHD) | 5 5
1 z, 1H), 7.63 (t,J
1603 (m) cm = 8.5 Hz, 1H),
7.33 (br's, 2H),
3.76 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
07.82(dd, J = 19
ESIMS m/z | 83,73 Hz 1H), | | S (376
73 395 760 (dd,J =98, | 11600y
([M+H]) | 2.0 Hz, 1H), 7.40 108:30
(dd,J = 8.3,2.0 '
Hz, 1H), 7.16 (s,
2H), 3.87 (s, 3H)
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CN 108689924 B " O B 162/230 T
et mp (°C) IR (ecm™) Jiig 'H NMR" "C A F
%5 P - NMR
"H NMR (400
MHz, DMSO-de)
ESIMS m/z | 813.6 (s, 1H),
74 | 186.0-187.3 345 7.87 (m, 1H), 7.72
(IM+H]) (m, 1H), 7.57
(m,1H), 7.23 (s,
1H), 6.18 (s, 2H)
"H NMR (400
MHz, DMSO-dp)
ESIMS m/z | 13:63 (s, 1H),
7.89 (t,J=17.5
76 169170 350 Hz, H). 7.69 (& J
D | 72 T Ry
=7.0 Hz, 1H),
7.48 (s, 2H), 3.79
(s, 3H)
"H NMR (400
MHz, DMSO-dg)
813.57(s, 1H), |
7.95(dd,J =82, | "FNMR (376
. ES";’;% MZ | 68 Hz, 1H), 7.74 MHz,
(o) | (447 =98,20 | DMSO-d) s
Hz, 1H), 7.53 (dd, -95.12
[0953] J=83,2.0Hz,
1H), 7.28 (s, 1H),
6.71 (s, 2H)
BC NMR (101
MHz,
DMSO-dq) &
"H NMR (400 166.57,
MHz, DMSO-dg) 153.45,
ESIMS m/z | 67.64(d,J = 8.5 150.28,
78 | 185.5-187.0 342 Hz, 2H), 7.40 (d, 138.92,
(IM+H]) | J=28.5Hz, 2H), 131.35,
6.47 (s, 2H), 2.07 130.86,
(s, 3H) 121.35,
115.84,
109.91, 99.49,
14.91
"H NMR (400
MHz, CDCl) 8
780 (dd. /=81, |
6.5 Hz, 1H), 7.19 | F NMR (376
ESIMSm/z | (44 /=86,19 | MHz, CDCls)
79 121-124 421 Hz, 1H), 7.00 (4d 5
(M+Hpy | A 1D 700 (dd,
J=8.1,19Hz, 93.62
1H), 4.86 (s, 2H),
3.96 (s, 3H), 2.17
(s, 3H)
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ON 108689924 B " O B 163/230 11
4{‘/‘3\% °oC -1 ) 1 b l3C -%L 191:-
Py mp (°C) IR (cm™) [ilE H NMR NMR
"H NMR (400
MHz, DMSO-ds)
$8.30 (dd, J =
ESIMS m/z | o ¢ 5 1 Hz, 1H),
80 170-171 344 e s
IMHED) | 55 e 780
2.2 Hz, 1H), 7.87
(m, 1H), 7.22 (s,
2H), 3.88 (s, 3H)
BC NMR (101
MHz, CDCl)
'H NMR (400 et
MHz, CDCl3) 8 i
7.56 (d,J = 8.5 149 I8,
ESIMSmz | b 33 145.09,
81 128-130 354 ey oo s 138.57,
oAy | 7o 85 Ha 28, 2145
4.84 (s, 2H), 3.96 ey
(s, 3H), 2.15 (s, }2'60’
3H) e
116.69,
[0954] 113.59, 52.88,
14.65
A "H NMR (400
34I9P§ ((fﬂfa')sz MER, CIG S
s), ESIMS m/z | 7.68 (t,J = 8 Hz,
82 | 159-162 (‘"’)2* 2943 (w), 404 1H), 7.50 — 7.58
853 (w), (IM+H]) | (m, 2H), 5.40 (br
1725 (m), s, 2H), 4.00 (s
1602 (m) cm’” 31;) 39 4‘( 3
§ =& S, )
BC NMR (101
MHz, CDCl;)
5 165.50,
"H NMR (400 154.25,
MHz, CDCl3) 8 149.37,
773 (d,J = 8.5 145.36,
” 145-148, ES";'E MZ | Hy, 2H), 7.58 (d, 144.19,
220 (D | 7= 85 Ha, 2H), 132.09,
4.90 (s, 2H), 3.96 130.18,
(s, 3H), 2.16 (s, 118.67,
3H) 116.71,
114.01,
112.06, 52.95,
14.58
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CN 108689924 B " O B 164/230 T
e B IR (cm™ Sk @ 'H NMR" "C A F
9% mp (°C) (cm™) T NMR
;}: éﬁn”i) "H NMR (400
Sen (m): MHz, CDCls) 8
3242 (s), 3170 | ESIMS m/z ;gc”H(fdfﬁ‘; ; g’?
84 214-217 | (m), 2963 (w), 320 (;n 1H3 e ('br
2852 (w), (IM+H]") 12H ’ 4 60
2112 (w), o g
1732 (m) 3H), 3.95 (s, 3H),
1631 (m) oy’ 3A2 (s, 1H)
"H NMR (400
MHz, DMSO-ds)
5 7.88 (dd, J =
ESIMG ™A | g0 12 (ZH), 7.34
85 126-125 347 .
(IM+HT) (t,J= 73.8_, 1H),
7.31(d,J = 8.9,
2H), 7.01 (brs,
2H), 3.88 (s, 1H)
'HNMR (400 | "F NMR (376
MHz, DMSO-ds) | MHz, CDCl3)
[0955] 5 13.22 (s, 1H), 3
ESIMS m/z | 8.02-7.94(m, |-61.37,-61.41,
86 120-122 345 3H), 6.78 (dd, J = -114.17,
([M+H]") 17.7, 11.6 Hz, -114.20,
1H), 6.56 (s, 2H), -114.24,
5.65—5.52 (m, -114.27,
2H) -143.61
"H NMR (400
MHz, DMSO-d)
3 13.36 (s, 1H), |
7.91(dd,J=8.0, | ’FNMR (376
7 —— ES%%. Mz | 6.8 Hz, 1H), 7.35 MHz,
(M+HT) (dd,J=9.1,1.9 | DMSO-dg) &
Hz, 1H), 7.10 (dd, 95.45
J=28.1,19 Hz,
1H), 6.49 (s, 2H),
2.09 (s, 3H)
"H NMR (400
MHz, DMSO-d)
” ESIE’;SZ Mz |5 8.00 (m, 2H),
(M+HT) 7.84 (m, 2H), 7.35

(brs, 2H), 3.11 (s,
3H)
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CN 108689924 B " O B 165/230 i
tom ©C IR (cm™) Fig 'H NMR® PC R UF
PR mp ) (cm n T NMR
"H NMR (400
MHz, DMSO-dj)
8 13.63 (s, 1H),
7.72 (ddd, J = 8.3,
89 119-121 5.7, 1.8 Hz, 1H),
7.51 (ddd, J = 8.6,
7.0, 1.8 Hz, 1H),
7.43 (s, 2H), 3.76
(s, 3H)
"H NMR (400
ESIMS m/z MBH;%E‘(‘:S%;’G)
90 | 176.2-178.7 445 i F A
(IM+2HT) 6.98 — 6.94 (m,
3H), 7.89 - 7.85
(m, 1H)
"H NMR (300
ESIMS m/z MHz, DMSO-dq)5
7.76 —7.56 (m,
91 173-175 363 ol
(IM-H) 2H), 7.22 (d, J =
1.7, 1H), 6.84 (s,
2H)
[0956] R (%
Ji£)778.80,
822.34,
879.66,
973.14,
1006.40,
1026.12,
1056.64, "H NMR (400
1120.85, MHz, DMSO-dj)
1214.80, 8 13.63 (s, 1H),
1276.30, 7.83(dd, J=11.8,
1389.19 EsiMBms | 5 ¢ P(lz, 1H), 7.75
92 147-149 ’ 351 -
1409.98, (M+HT) (t,J=72.0 Hz,
1459.47, 1H), 7.52 (d, J =
1496.89, 8.0 Hz, 1H), 7.50
1519.03, —7.14 (m, 1H),
1592.79, 6.99 (s, 2H)
1627.42,
1720.12,
1769.38,
2535.30,
3199.10,
3386.23,
3501.86 cm™!
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CN 108689924 B W B P 166,230 71
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R 3
"H NMR (400
ESIMS m/z | ,MH% CDCL) 8
93 | 98.9-101.6 359 733 {(um, 1E), 724
. ,2H), 7.22 (s,
(m+ap) | O
1H), 4.85 (s, 2H),
4.00 (s, 3H)
"H NMR (400
MHz, DMSO-ds) | 10
ESIMSm/z | 57.51(d,J=86 | © Nhﬁlli (376
94 | 158.5-159.5 329 Hz, 2H), 733 - | pico a0 s
(IM+H]") | 7.14 (m, 3H), 6.61 P 20"’
(s, 2H), 2.09 (s, ’
3H)
"H NMR (300
MHz, CDCls) &
ESIMS m/z | 8.32(d,J=9.0,
95 326 2H), 8.13 (dd, J =
(IM+H]) | 9.0, 1.4, 2H), 5.02
(s, 2H), 4.01 (s,
3H)
"H NMR (400
ESIMS m/z MHz, CDCl;) &
[0957] 96 | 187.2-189.9 423 7.80 (d, 2H), 7.42
(M+H]) | (d,2H), 5.35 s,
2H), 3.98 (s, 3H)
"H NMR (400
MHz, CDCl5) &
. ESIMSm/z | g 19 (m, 2H), 7.55
7 340
(IM+H]) (m, 2H), 5.35 (br
s, 2H), 4.01 (s,
3H), 3.92 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
58.13-7.90(m, |
2H), 7.80 (dd, J = | 'F NMR (376
o8 ES%SQ m/z | "8, 1.6 Hz, 1H), MHz,
' (veHp) | 46 (5 2H),6.66 | DMSO-d) 8
(dd,J =17.6,11.5 -111.51
Hz, 1H), 5.63 —
5.43 (m, 2H), 3.82
(s, 3H)
"H NMR (400
IR (7% 1%) MHz, CDCl;) 8
3502 (m), 7.62 (ddd, J =9,
89 l68_170 | 3378 (), 2953 ES":E MZ | 62 Hz, 1H), 7.16
W), 1739 (m), | ey (ddd,J =9,6.5,2
1726 (m), Hz, 1H), 4.97 (br
1617 (m) cm™ s, 2H), 3.96 (s,
3H)
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CN 108689924 B " O B 167/230 T
e (°C IR (ecm™) Sk @ 'H NMR" "C A F
P mp ) cm 15 NMR
T
H NMR (400 19F NMR (376
MHz, CDCL;) 8 | oo ") )
ESIMS m/z | 7.54 (dd, J = 8.2, s %
100 145-147 502 4.9 Hz, 1H), 7.12
([M-H]) (dd,J=174,5.8 99;??’6 32'84’
Hz, 1H), 5.44 (s, 11689
2H), 3.97 (s, 3H) :
HNMR (400 [ 195\ o (376
MHz, CDCLy) 8 | \ oo™ ) )
7.69 (dd, J = 8.3, p =g
ESIMS m/z 6.3 Hz, 1H), 7.54 )
101 193-194 422 ey sk g B -100.82,
(m+apy | @dhI=95,5.0 1 45586
Hz, 1H), 5.43 (s, 11895,
2H), 4.00 (s, 3H), 17858
3.94 (s, 3H) “
"H NMR (400
ESIMS m/z Né?%?(MdSzoﬁ‘;")
102 | 171.0-172.1 330 =29 AC, 24,
« | 7.47 (@, 2H),7.39
(MHHT) | "¢ 2m), 3.78 (s
[0958] 3H)
IR (/i)
708.67,
786.89,
824.69,
939.95,
1032.81,
e
150433 MHz, CDCls) &
Jaseor 7.37 (ddd, J = 8.7,
1263.98, ESIMS m/z | 7.0,2.3 Hz, 1H),
103 AR 383 7.19 - 7.11 (m,
ity (M+H]) | 1H), 6.61 (t,J =
e 72.5 Hz, 1H), 4.99
1445.12,
1481 84 (s, 2H), 3.98 (s,
1518.14, 3H)
1615.72,
1739.13,
2959.84,
3195.90,
3378.30,
3486.20 cm™
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CN 108689924 B " O B 168/230 T
e mp o) IR (em™) St ® I NMR" PC & °F
i " o NMR
5C NMR (101
MHz, CDCl)
5 164.70,
IR (7§ /%) 161.50,
158.98,
758.08,
152.94,
oy 152.84
824.98, L5284,
856.60, 17,
144,60,
919.36,
972.37 143.59,
1014.89 'H NMR (400 143.54,
1053.05. MHz, CDCl3) 8 140.22,
1122.86, 7.61(t,J =383 140.08,
1162.89, Hz, 1H), 7.04 137.91,
120320, | ESIMSm/z | (ddd,J=86,23, | 13778,
104 12771291 o s, 366 | 0.8Hz 1H),696 |  132.54,
[0959] 1276.59, (IM+H]) | (dd,J=10.5,2.3 132.53,
1369.66, Hz, 1H), 655 (t,J | 132.49,
1439.27, =73.0 Hz, 1H), 119.75,
39, 4.96 (s, 2H), 3.97 119.71,
1480.39,
(s, 3H) 119.60,
1512.36
119.56,
1611.65,
118.02,
1732.10, LI502
2957.77, 77,
115.75,
3021.70, 11575
3380.26, L1542,
3506.76 cm e
112.81,
107.69,
107.43, 53.07
"H NMR (400
EsiMs mz | Mt gn(vls;oH-;zﬁ)
105 | 141.9-143.1 367 7 (s, 1H),
(M) | 7756 2H), 749
(d, 2H), 7.01 (s,
2H)
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CN 108689924 B W B P 169/230 71
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R 3

IR (F/5)
861.93,
886.37,
962.21,
984.56,
1035.97,
1010.25,
1113.86,
1143.26,
} ggg? 'H NMR (400
e MHz, CDCls) §
1251.67, 8.35 - 8.29 (m
1294.93 ' ' ;
1438 95’ ESIMS m/z | 2H),7.19-7.10
106 183184 wewtiriny 326 | (m,2H), 656 (t,J
e (IM+H]) =72 Hz, 1H),
he 5.33 (s, 3H), 4.02
1486.42,
(s, 3H), 3.92 (s,
1595.67, 3H)
1568.01,
1608.88,
1645.71,
1735.15,
[0960] Hiiey
2960.57,
3179.92,
3320.20,
3406.42 cm™
"H NMR (400
MHz, CDCl;) §
8.08 (dd, J = 8.6,
1.5 Hz, 2H), 7.78 |
~7.71 (m, 2H), F NMR (376
ESIMS m/z | ¢ 99(dd,J = 18.1, | MHz, CDCls)
107 298 : N
(IMH]) 11.6 He, 1H), 5.73 3
(dd, J=11.6, 1.4 -143.64
Hz, 1H), 5.59 (dd,
J=18.1, 1.4 Hz,
1H), 4.78 (s, 2H),
3.93 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
87.55(t,J=8
165175 IR (F /%) ESIMS m/z | Hz, 1H), 7.50 (dd,
108 (dec) 3468 (s), 1621 309 J=11,1.5Hz,
(m) cm™ (IM+H]") | 1H), 7.46 (dd, J =
8, 1.5 Hz, 1H),
6.47 (br s, 2H),
4.45 (s, 1H)
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CN 108689924 B " O B 170/230 7T
e mp (°C) IR (cm™) Sk @ 'H NMR" "C A F
%5 P - NMR
"H NMR (300
MHz, CDCl;) &
ESIMS m/z | 7.48 —7.40 (m,
109 | 184-186 393 1H), 7.33 - 7.26
(IM-HT) | (m, 1H), 4.99 (br
s, 2H), 3.98 (s,
3H)
"H NMR (400
MHz, DMSO-dg) |
8 13.33 (s, 1H), F NMR (376
_—- ES“;;SS mZ | 770752 (m, MHz,
(MeHpy | 2,745 d, /= | DMSO-dy) 3
8.4,2.0 Hz, 1H), -107.95.
7.06 (s, 1H), 6.52
(s, 2H)
"H NMR (400
MHz, CDCl3) &
7.46(d,J=8.7 19
ESIMS m/z | Hz, 2H), 7.18 (d, ]\)'FHT%%%E ‘)5
111 341 J = 8.7 Hz, 2H), 'S 3
[0961] ([M-H]) 6.53 (t,J = 73.8 0
Hz, 1H), 4.84 (s, :
2H), 3.95 (s, 3H),
2.16 (s, 3H)
"H NMR (400
MHz, CDCl5) &
761 (dd, /=82, |
7.1 Hz, 1H), 7.27 | "FNMR (376
i@ | s ESIMSm/z | 55 (m, 1H), | MHz, CDCl3)
L3 373 7.13 (ddd, J = 8.2 5
([IM+H]") " e Ty
1.9, 0.6 Hz, 1H), -107.04
4.86 (s, 2H), 3.96
(s, 3H), 2.17 (s,
3H)
"H NMR (400
MHz, DMSO-dj)
813.63 (s, 1H), |
8.07 (dd, J = 10.3, | '"FNMR (376
78 ES";E‘ M/Z || 9 Hy, 1H), 8.01 MHz,
My | (447 =85,20 | DMSO-dg) 3
Hz, 1H), 7.81 (dd, -108.44
J=28.4,72Hz,
1H), 7.40 (s, 2H),
3.76 (s, 3H)
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CN 108689924 B W B P 171/230 T
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R 3
"H NMR (400
ESIMS m/z | MHZ DMSO-de)
114 | 178-180 379 b 7:78 728 (m,
(M) 2H), 7.26 (d, J =
1.6, 1H), 6.95 (s,
2H), 3.89 (s, 3H)
"H NMR (400
MHz, DMSO-ds) | 19
ESIMSm/z | 5791-780(m, | © Nhﬁlli (376
115 359 2H), 7.75~ 767 | [h1e0.d )5
(IM+H]) | (m, 1H), 7.35 (s, 107 8§
1H), 6.86 (s, 2H), :
3.93 (s, 3H)
BC NMR (101
MHz,
"H NMR (400 Dl\;‘gg’;‘éﬁ) g
MHz, DMSO-ds) Py
ESIMS m/z | $7.81(d,J =8.3 {5038,
116 | 179.5-181.0 389 Hz, 2H), 7.25 (d, 139.93.
[0962] (IM+H]") | J=8.3Hz 2H), 136.72.
6.46 (s, 2H), 2.07 TR
(s, 3H) i
115.78,
109.86, 94.48,
48.57, 14.90
"H NMR (400
MHz, DMSO-de)
8 13.13 (s, 1H),
7.82 (dd, J = 8.5,
ESIMS mss | 09 Bz 2H), 7.74 'F NMR (376
117 | 149-151 336 — 7466 (m, 2, Mz,
((MLH]) 6.75(dd,J = 17.8, | DMSO-ds) 5
11.5 Hz, 1H), 6.42 -145.77
(s, 2H), 5.56 (dd,
J=12.8,1.3 Hz,
1H), 5.52 (dd, J =
6.5, 1.3 Hz, 1H)
"H NMR (300
ESIMS m/z Mz, CDCl5) 3
7.81 (m, 2H), 7.67
118 133-135 407
(IM+H]) (m, 2H), 4.91 (br
s, 2H), 3.99 (s,
3H)
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ON 108689924 B " O B 172/230 51
s n (°C) IR (em™) Fiik® '"H NMR" CRF
%% p T NMR
I
H NMR (400 19
ML DMEO-E) | £ S0
57.83 (dd, J = Mz,
ESIMS m/z ' ’ DMSO-dg) &
9.6, 5.1 Hz, 1H),
119 | 131-132 408 3 -101.95,
(M+HT) | 766 (@d. T = 8.5, 10800
6.3 Hz, 1H), 7.42 gt
-117.68,
(s, 2H), 3.75 (s, roctie
3H) :
;120(?”%) 'H NMR (400
(w), MHz, CDCls) 3
3472 (m), 7.58 (t,J = 8 Hz
3370 5,322 | ESIMSmrz | (DG (072
121 | 186-188 | (m), 2955 (w), 323 Rk
2921 (w) ([M+H]") » 1> Hz, 1E),
it 7.28 (m, 1H), 4.94
(W), (brs, 2H), 3.97 (s,
1728 (m), 3H), 3.17 (s, 1H)
1622 (m) cm™ ki
1
MHz, CDCl3) 3
_ MHZ, CDC13)
7.65 (ddd, J = 9.0,
ESIMS m/z 7.1,2.1 Hz, 1H) o
122 | 171-172 374 iy ot o | 129829,
[0963] (IMHHD) | 5y 545, 20), | T12988(9)
-135.73 (s),
401(s,3H),395 | 73070
(s, 3H) :
"H NMR (400
MHz, DMSO-d)
5 8.01 —8.09 (m,
2H), 7.82 - 7.90
ESIMS m/z | (m, 2H), 7.16 (s,
123 | 187-190 368 1H), 6.65 (dd, J =
(IM+H]") 17.7,11.5 Hz,
1H), 5.61 (dd, J =
17.7, 1.3 Hz, 1H),
5.49 (dd, J = 11.4,
1.3 Hz, 1H)
"H NMR (400
ESIMS m/z Mslei ?MSIOH"“)
124 | 208.4-210.2 393 7, 1H),
(M+HTY | 778 (. 3H), 723
(s, IH), 6.83
(s,2H)
'H NMR (400
ESIMS m/z | Mtz DMSO-de)
8 13.69 (s, 1H),
125 | 164.9-166.1 363
(MDY | 767 2H) 755
(d, 2H), 6.99 (s,
2H)
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CN 108689924 B " O B 173/230 i
e mp (°C) IR (em™) Sk @ 'H NMR" "C A F
%s P ok NMR
"H NMR (400
ESIMS mz | MHZ CDCly) 8
126 | 158.9-161.2 287 793 (d,2H]), 7.50
- ' (M+HD) (d, 2H), 7.16 (s,
1H), 4.89 (s, 2H),
4.05 (s, 3H)
"H NMR (400
MHz, CDCl3) 8 | "F NMR (376
7.89 (dd,J=9.2, | MHz, CDCl3)
ESIMS m/z | 6.7 Hz, 1H), 7.36 3
127 174-176 376 (dd, J=10.2,5.5 -112.80,
(IM-H]) | Hz, 1H), 7.25 (d, -112.84,
J =12 Hz, 1H), -119.98,
4.86 (s, 2H), 4.01 -120.02
(s, 3H)
'H NMR (400
3855 (s 51 | ENMRGT6
IR (F /) ESIMS m/z o y "~ | MHz, DMSO)
Hz, 2H), 8.17 (d,
128 3334, 1722 336 7 =119 Hy, 2H) 8
A M+H e 60.0, -114.7,
[0964] e (a 1 795(t,J=19 116.5
Hz, 2H), 7.66 (s, '
1H)
IR (/) "H NMR (400
3481 (m), MHz, CDCl3) &
3338 (s),3185 | ESIMSm/z | 7.55-7.62 (m,
129 172-174 | (w), 3096 (w), 425 2H), 7.21 (d, J =
2963 (w), (IM+H]") 2 Hz, 1H), 4.86
1727 (m), (brs, 2H), 3.99 (s,
1608 (m) cm™ 3H)
"H NMR (400
ESIMS m/z MHz, CDCl) 3
8.45 (d, 2H), 7.75
130 | 185.1-186.9 285
(IM+HT) (s, 2H), 5.84 (s,
2H), 4.03 (s, 3H),
3.96 (s, 3H)
"HNMR (400 | 19
MHz, DMSO-ds) g Iﬁf} (378
$7.90 (dd, J = %
ESIMS m/z | 10'2"s 1 H, DMSO-ds) &
2,5.1 Hz, 1H),
131 173-175 411 % -96.56,
(M+H]) 7.73 (dd, J = 8.6, g
6.6 Hz, 1H), 7.26 iy
-115.34,
(s, 1H), 6.83 (s, 155

2H)
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CN 108689924 B " O B 174/230 T
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" i}sz 3
"H NMR (400
IR (M%) MHz, CDqg) 8
3437 (w) 7.88(dd,J=9,7
) ESIMS m/z Hz, 1H), 7.73
132 | 138-140 | 3332(5),3197 425 (ddd,J=9,2, 1
W), 2949 (W), | 1M+H]) | Hz, 1H), 7.55 (dt,
1737 (m), J=85,2Hz,
1614 (m) cm 1H), 4.94 (br s,
2H), 4.00 (s, 3H)
IR (G§ ) "H NMR (400
3385 (s), 3242 MHz, CDCl;) 3
(m), 2955 (w), | ESIMSm/z | 7.75(d,J=9.5
133 141-143 2918 (w), 323 Hz, 2H), 7.57 (t,J
2856 (W), (IM+H]") | =7 Hz, 1H), 4.93
1734 (m), (brs, 2H), 3.98 (s,
1622 (m) cm’ 3H), 3.37 (s, 1H)
"H NMR (400
ESIMS m/z | MHz, DMSO-ds)
[0965] 134 124-126 353 5792, J=128
(IM+H]) | Hz 3H),7.01 (s,
2H)
"H NMR (400
MHz, CDCls) &
ESIMS m/z | 7.98 —7.83 (m,
135 324 1H), 7.72 (dd, J =
(IM+H]") | 8.4, 6.6, 1H), 5.01
(s, 1H), 4.01 (s,
2H)
“C NMR (101
MHz, CDCls)
'"H NMR (400 8 165.69,
MHz, CDCls) 3 155.29,
7.77(d,J =8.5 149.17,
R ES'%% MZ | Hy, 2H), 7.20 (d, 145.12,
(IM+HT) J = 8.5 Hz, 2H), 139.19,
4.83 (s, 2H), 3.95 137.39,
(s, 3H), 2.15 (s, 131.16,
3H) 116.65,
113.57, 94.30,
52.86, 14.64
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CN 108689924 B

i

B B

175/230

e
oy

mp (°C)

IR (em™)

ik

'H NMR"

NMR

137

ESIMS m/z
342

(IM+H]")

'"H NMR (400
MHz, DMSO-ds)
58.26(d,J=8.2
Hz, 1H), 8.17 (d,
J =12.2 Hz, 1H),

7.94(,J=179
Hz, 1H), 7.35 (s,
2H), 6.67 (dd, J =

17.7, 11.5 Hz,
1H), 5.52 (m, 2H),

3.85 (s, 3H)

'F NMR (376
MHz,
DMSO-d;) &
-59.99 (d, J =
12.2 Hz),
-115.72 (d,J =
12.2 Hz)

[0966]
138

ESIMS m/z
361
(IM+H]")

"H NMR (400
MHz, CDCl3) 3
7.81 (m, 2H), 7.60
(m, 2H), 7.40 (d, J
= 2 Hz, 2H), 4.91
(brs, 2H), 3.99 (s,
3H)

139

95-96

ESIMS m/z
399
([M+H]')

"H NMR (400
MHz, CDCl5) 3
7.84 - 7.75 (m,
2H), 7.73 - 7.66

(m, 2H), 6.89 (dd,

J=18.1,11.6 Hz,
1H), 5.71 (dd, J =
11.6, 1.4 Hz, 1H),

5.58 (dd,J = 18.1,
1.4 Hz, 1H), 4.71
(s, 2H), 3.92 (s,

3H)

'F NMR (376
MHz, CDCl3)
3
-143.98
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CN 108689924 B " O B 176/230 71
A B3~ % 19
4;“;% mp (°C) IR (ecm™) JRig 'H NMR" %ﬁR 4
IR (F§/5)
698.09,
825.26,
869.29,
998.15,
:ggg'gf} 'H NMR (400
il MHz, DMSO-de)
1098.57, 5 18.40 (s, 1H)
1129.54, 19,39 (t. 7= 8 4
1167.58 1 (Jgel = Bk
BaAsi ESIMS m/z | Hz, 1H), 12.16 (t,
140 149-151 (IRE T, 351 | J=72.0Hz, IH),
7 (IM+H]) 12.05 (dd, J =
1435.44, 11.1,2.4 Hz, 1H)
1481.70 e oriviue
el 11.94 (dd, J = 8.5,
19, 2.4 Hz, 1H), 11.75
1590.42, (5. 2H)
1628.74, ’
1720.93,
[0967] 2535.45,
3198.03,
3327.36,
3469.29 cm™
"H NMR (400
IR (Ff) MHz, DMSO-d;)
” 155157 | 3325(5),3193 ESITZSQ’"/Z 57.81 (brt,J =7
(91625 () | vpipyey | H2 1H), 7.20 (or
cm”™ t,J =7 Hz, 1H),
6.64 (br s, 2H)
"H NMR (400
ESIMS m/z | MHz, DMSO-dj)
142 164-167 306 3 8.06 — 7.94 (m,
(IM+H]) 4H), 7.12 (brs,
2H), 3.89 (s, 3H)
"H NMR (300
MHz, DMSO-de)
ESIMS m/z | 87.90(dd,J =
143 137-139 333 8.8, 1.3, 2H), 7.34
(IM+H]) | (t,J =738, 1H),

7.30(d,J =838,

2H), 6.90 (s, 2H)
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CN 108689924 B W R P 177230 B
A 13~ & 19
4;";’ mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R F
"F NMR (376
MHz, CDCl3)
5
'H NMR (400 '61;?"]’;3‘%'85’
MHz, CDCl;) 3 11676,
ESIMS m/z | 7.50 (dd,J =9.8, 11681
144 124-126 385 5.3 Hz, 1H), 7.42 1GeE
(M+H]) | (dd,J=8.9,5.6 s
: -119.30,
Hz, 1H), 5.03 (s, Tia%8
2H), 3.99 (s, 3H) 11935,
-119.38,
-137.15,
-137.24
"H NMR (400
MHz, DMSO-ds)
& 13.75 (s, 1H), 19
ESIMS m/z | 7.95(dd,J=8.1, | © 1\1’\2/11{11 (376
145 427 6.7 Hz, 1H), 7.48 ’
- DMSO-dg) &
(M+H]) | (dd,J=9.1,1.9 ol
Hz, 1H), 7.25 (dd, :
[0968] J=8.1,19 Hz,
1H), 7.04 (s, 2H)
"H NMR (400
MHz, DMSO-ds) | "’F NMR (376
IR (F%) ESIMSm/z | §7.90(t,J=17.9 MHz,
146 3359, 1719, 369 Hz, 2H),7.75 (d, | DMSO-ds) &
1619 cm™ (IM+H]) | J=11.8Hz, 2H), | -59.9,-115.3,
7.64 (d,J = 8.1 -116.6
Hz, 2H)
"H NMR (400
ESIMS miz | MEZ DMSO-dg)
147 | 168-170 381 57.74 -7.65 (m,
) 1H), 7.43 — 7.32
(IM-HT) ’
(m, 1H), 7.00 (br
s, 2H)
"F NMR (376
'HNMR (400 | MHz, CDCl5)
MHz, CDCls) & 3
7.84 (dd, J = 10.6, | -61.73, -61.76,
ESIMS m/z | s o 1, TH), 7.39 -117.59,
s S ot dd,J=98,5.6 -117.64
(+HD) | (98205 > £
Hz, 1H), 5.46 (s, -120.18,
2H), 4.01 (s, 3H), -120.21,
3.96 (s, 3H) -120.23,
-120.26
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CN 108689924 B " O B 178/230 B
o-4h oC R r Py fer 3o &, 9F
9% mp (°C) (cm™) [IE: NMR
'"H NMR (400
ESIMS m/z | Mz DMSO-de)
149 | 1312132 385 STTT (' =T,
) | D763 (6 -
7.0, 1H), 7.25 (s,
2H), 3.88 (s, 3H)
"H NMR (400
MHz, CDCl;) §
11.46 (s, 1H),
8.05 — 7.98 (m,
2H), 7.84 - 775 | 10
ESIMS mz | (m, 2H),7.26 JHT‘Z"VSEET' )6
150 284 (ddd, J = 18.4, » CDCL
(IM+H]) | 11.7, 1.4 Hz, 1H), , 4‘3 oo
585(dd,J=117,| 7
1.4 Hz, 1H), 5.63
(dd,J=18.4,14
Hz, 1H), 5.06 (s,
2H)
"H NMR (400
MHz, CDCl;) §
7.53 (dd,J =79, | 10
ESIMS m/z | 7.3 Hz, 1H),7.22 | o SME LT )6
[0969] 151 | 130-132 319 (ddd,J =73, 6.7, i
(IM+H]") | 1.5Hz, 2H), 4.87 11001
(s, 2H), 3.96 (s, :
3H), 3.35 (s, 1H),
2.17 (s, 3H)
IR (I
751.85,
792.16,
879.37,
933.73,
1013.05,
01, "H NMR (400
M058AL, MHz, CDCl;) §
LLIZ.0%, 7.86 — 7.68 (m
1200.23 ESIMS m/z | 00~ 768 (m,
’ 2H), 7.36 — 7.29
152 | 112-114 1247.75 366
’ (m, 1H), 6.60 (t, J
1267.53, am+Hp) | T
1375.51 3 Hz, 1H),
’ 4.95 (s, 2H), 4.00
1432.34, & an,
1476.69, =
1516.02,
1611.65,
1725.02,
2961.33,
3378.00,
3505.09 cm’™
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CN 108689924 B " O B 179/230 7
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" i}sz 3
"H NMR (400
ESIMS m/z | MHz, DMSO-ds)
153 | 160.9-162.6 307 8 13.72 (s, 1H),
([M+H]) | 7.61 (m, 5H), 7.04
(s, 2H)
;is(:?f)? 'H NMR (400
3378 (s), 3225 | ESIMS m/z p.glgz_;?ms?;;’ﬁ)
154 142-144 | (s), 2940 (w), 306 7.46 (. 1), 711
1768 (w), | (MHHD) | (T
1719 (w), 1H), 3.79 (m, 3H)
1625 (m) cm’™ T ’
BC NMR (101
MHz, CDCl5)
8 165.33,
164.23,
161.59,
152.85,
"H NMR (400 149.49,
MHz, CDCl;) & 145.46,
[0970] ESIMS m/z | 7.78-7.61 (m, 133.27,
155 177-180 318 1H), 7.42 - 7.29 125.88,
(IM-HI) | (m,2H),4.92 (s, 117.79,
2H), 3.97 (s, 3H), 117.58,
2.17 (s, 3H) 116.64,
114.32,
113.80, 53.01,
14.55; “F
NMR (376
MHz, CDCls)
§-105.97
"H NMR (300
ESIMS m/z M\HZ’ DMSO_%')
5 210 88.07 (dd, J =
(IMH]) 8.1,7.0, 1H), 7.96
—7.85 (m, 2H),
7.08 (s, 2H)
"H NMR (400
MHz, DMSO-ds)
IR (/%) §7.99 (dd, J =8,
ls7 | 1404150 | 3462 (s), 3194 ESINMS M2 |7 Hy, 1H), 7.68
(dec) (91610 (m) | gy | @47 =10, 1 Hz,
em’ 1H), 7.53 (dt, J =
9, 1.5 Hz, 1H),
6.39 (br s, 2H)
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ON 108689924 B W B P 180/230 T
A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R 3

"H NMR (400
MHz, CDCl) 8
153 ES";’;;S? M/Z | 775 (m, 2H), 7.63
H) | ™2 7086,
1H), 4.87 (br s,
2H), 4.00 (s, 3H)
"H NMR (400
ESIMS m/z MHz, CDCIl;) 6
159 | 139.8-141.2 407 7.60 (m, 3H), 7.39
(IM+HT) | (s, 1H), 5.53 (s,
2H), 4.04 (s, 3H)
"H NMR (400
ESIMS m/z "szé DG
160 | 163-164 342 57.90 (m, 1H),
(MeHD) | 5067 =68
Hz, 1H), 7.25 (s,
2H), 3.87 (s, 3H)
"H NMR (400
1}”‘%‘(??(:31;)? SE NMR (400
161 | 170.0-171.5 E%MS mZ | gy 1H), 732 @, | MHZ CDCL)
(MD) |~ Z 8.9 Hz, 2H) °
I 8L 2 | 614, -113.3
[0971] 5.15 (s, 2H), 2.23 :
(s, 3H)
"H NMR (400
ESIMS m/z | MHz, DMSO-dg)
162 383 8 6.90 — 6.70 (br
(IM+2H]") | s, 3H),7.88 (d,J
~ 8.96 Hz, 1H)
"H NMR (400
MHz, DMSO-ds)
IR (%) | ESMsmz |°)7 @%"’{&f’
163 | 162-164 | 3467 (s), 1609 365 ot o
T awepy | (870520
(m) cm 1H), 7.52 (t,J = 8
Hz, 1H), 6.55 (br
s, 2H)
"H NMR (400
MHz, DMSO-ds)
5 3.83 (s, 3H),
5.38 - 5.58 (m,
ESIMS m/z | 2H), 6.65 (dd, J =
164 | 142-144 382 17.6, 11.5 Hz,
(IM+H]) | 1H), 6.98 - 7.65
(m, 2H), 7.86 (d, J
=8.5 Hz, 2H),
8.03(d,J =8.5
Hz, 2H)
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CN 108689924 B " O B 181/230 7
A 13 = 19
4;";’ mp (°C) IR (ecm™) Sk @ 'H NMR" (;Ifd“R 3

"H NMR (400
ESIMS m/z | MHz, DMSO-ds)
165 133-135 368 §7.92 (m, 3H),
([M+H]) | 7.17 (s, 2H), 3.90
(s, 3H)
"H NMR (400
MHz, CDCls) 3
ESIMS m/z | 7.29(d, 2H), 7.56
166 | 148.2-150.9 284 (d, 2H), 5.37
(IM+HT) (s,2H), 4.02 (s,
3H), 3.93 (s, 3H)
3.18 (s,1H)
"H NMR (400
ESIMS m/z N,IHZ’ DMS0-de)
167 69-70 369 ¢ 15,1518, 1H),
| 7.77 (m, 1H), 7.64
([M-H])
(m, 1H), 7.16 (s,
2H)
"H NMR (400
ESIMS m/z P‘glgzéfmsgé‘;ﬁ)
[0972] 168 329 768 '(m zﬁ) ms
(M+H]) | . oy iy
(s, 1H), 6.72 (br s,
2H)
"H NMR (400
MHz, DMSO-ds)
IR (F§f5) 5 7.84 (dd, J = 10,
160 | 152155 | 34709). 1716 ES":'ISI mz | |5 Hz, 1H), 7.76
(), 1629 (m). | \fipy) (dd, J =8, 1.5 Hz,
1606 (m) cm™ 1H), 7.33 (1, /=8
Hz, 1H), 6.61 (br
s, 2H)
"H NMR (400
ESIMS m/z | MHz, CDCl3) &
170 | 178.9-180.2 381 7.75 (d, 2H), 7.32
(M+H]) | (d,2H), 5.40 (s,
2H), 4.02 (s, 3H)
"H NMR (400
MHz, DMSO-dg) |
§8.11-7.90 (m, | F NMR (376
. Es“;ﬁ MZ | 1), 7.82 (dd, J = MHz,
(IMFHT) 8.3,7.2 Hz, IH), | DMSO-ds) &
7.67-7.39 (m, -108.34
2H), 3.91 (s, 3H),
3.75 (s, 3H)
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CN 108689924 B " O B 182/230 1T
AN 13 = 19
4;";’ mp (°C) IR (ecm™) Sk @ 'H NMR" (;Ifd“R 3
"H NMR (400
MHz, DMSO-ds)
8 13.69 (s, 1H),
ESIMS m/z 791 (t,J=15
172 161 353 Hz, 1H), 7.71 (t,J
(IM+H]) = 7.2 Hz, 1H),
730(d,J=1.7
Hz, 1H), 6.93 (s,
2H)
"H NMR (400
ESIMS m/z | MHZ DMS0-dg)
173 | 188.7-190.3 409 4 13.79s, 1H),
7.87 (d,2H), 7.42
([M+H]")
(d, 2H), 7.01
(s,2H)
1H-NMR (400
MHz, DMSO-ds)
8 6.91 (brs, 2H),
7.26 (t,J = 53.88
ESIMS m/z | Hz, 1H), 7.45 -
[0973] 174 | 171.8-173.9 337 | 7.47(m, 1H), 7.68
[(M+3H)"] (dd, J = 5.60,
10.64 Hz, 1H),
7.87 (dd, J = 5.88,
10.74 Hz, 1H),
13.68 (brs, 1H)
"H NMR (400
MHz, CDCl3) 3
ESIMS m/z 8.34 - 8.24 (m,
175 123-124 260 2H), 7.49 — 7.38
(IM+H]) | (m, 3H), 5.33 (s,
2H), 4.02 (s, 3H),
3.92 (s, 3H)
"H NMR (400
ESIMS m/z | MHz, CDCl;) 3
176 | 135.2-136.9 367 7.41 (m, 2H), 6.91
(M+H]) (t, 1H), 5.02 (s,
2H), 4.00 (s, 3H)
"H NMR (400
MHz, CDCl5) 3
ESIMS m/z | 7.95 (m, 1H), 7.26
177 | 107.5-110.3 365 (s, 1H), 7.08 (m,
(IM+H]") | 1H), 6.61 (t, 1H),
491 (s, 2H), 4.02
(s, 3H)
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CN 108689924 B " O B 183/230 7
e mp (°C) IR (cm™) Jrig 'H NMR" PCAF
P p o NMR
'"H NMR (400
ESIMS m/z | MHz DMSO-de)
178 | 86.1-88.4 354 6 6.99 (br s, 2H),
w | 7.28(t,J=54.00
(M+2H]") ’
Hz, 1H),
7.60-7.70 (m, 2H)
"H NMR (400
MHz, CDCl3) &
ESIMS m/z | 7.73 (m, 1H), 7.76
179 | 137.2-138.8 313 (s, 1H), 6.95 (m,
(IM+H]) | 1H), 4.85 (s, 2H),
4.01 (s, 3H), 2.30
(s, 3H)
"H NMR (400
ESIMS m/z | MHz, DMSO-d)
180 267 § 7.82 (m, 2H),
(IM+H]) 7.55 — 7.44 (m,
3H), 6.88 (s, 2H)
"H NMR (400
BSIMS miz | M5 DMS0-d)
181 105-108 281 57.82 (m, 2H),
(IM+H]) 7.55 —7.44 (m,
[0974] 3H), 6.88 (s, 2H),
3.98 (s, 3H)
"H NMR (400
MHz, DMSO-d¢) | ""F NMR (376
ESIMS m/z | &7.68(dq,J = MHz,
183 299 79,13 Hz, 1H), | DMSO-d) &
(IM+H]") | 7.58 (m, 2H), 7.33 -112.86,
(m, 1H), 7.06 (s, -140.06
2H), 3.89 (s, 3H)
"H NMR (400
ESIMS m/ MHz, CDCl;) &
184 | 116.5-118.8 331 726z, 1B 699
(IM+HT) (m, 1H), 4.95 (s,
2H), 3.99 (s, 3H),
2.32 (s, 3H)
"H NMR (400
MHz, CDCl3) §
ESIMS m/z | 7.62 (m, 1H), 6.97
185 | 163.4-164.8 310 (m, 1H), 5.45 (s,
(IM+H]) | 2H), 4.01 (s, 3H),
3.95 (s, 3H), 2.30
(s, 3H)
"H NMR (400
MHz, DMSO-ds)
186 147148 8 7.46 (m, 2H),
7.17 (s, 2H), 3.87
(s, 3H)
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A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" i}sz 3
"H NMR(400
MHz, CD;0D) &
4.89 (s, 2H), 7.02
ESIMS m/z | (t,J =72.80 Hz,
187 | 167.4-170.2 351 1H), 7.33 (dd, J =
(M+H]) 6.40, 10.80 Hz,
1H), 7.80 (dd, J =
7.20, 11.00 Hz,
1H)
"H NMR (400
MHz, DMSO-ds)
8 2.28 (s, 3H),
188 | 172.9-175.0 301 ot Aann ol
(IM+2HT) (dd, J = 6.32,
11.58 Hz, 1H),
7.65 (dd, J = 6.60,
10.36 Hz, 1H),
13.54 (br's, 1H)
"H NMR (400
IR G§ME) | ESIMS m/z gﬂ;&;bm;l?g-dﬁ)
189 3376, 1737 317 T A%,
e |y 3H), 7.13 (s, 2H),
[0975] 1615 cm™ (IM+H]) 387(d.J=23
Hz, 3H)
"H NMR (400
ESIMS m/z MEiz, DMSO-ds)
5 8.13 —8.04 (m,
190 163-165 339
(M+HT) 2H), 8.02 - 7.92
(m, 2H), 7.08 (s,
2H), 3.89 (s, 6H) .
'H NMR (400 B T:iﬁi (3176
MHz, DMSO-ds) | ) 1ey. 4 5
87.86 —7.70 (m,
1H), 741 (tdd, J -132.72 (dd, J
ESIMS m/z | _ o’ 23 5 1 1y =214,8.8
191 154-157 296 3H). 4 6.6’(d;1 o Hz),
(M+H]) 1_;:'6; 1.5 ﬁz, -135.29 (dd, J
1H),5.63-538 | ZPII'S)’ 8.7
(m, 2H), 3.82 (s, -161.04 Et, J=
SE 21.3 Hz)
"H NMR (400
MHz, DMSO-ds)
ESIMS m/z | &8.08 (brs, 1H),
192 192-195 324 7.99 (m, 2H), 7.87
(IM+H]) | (m,2H), 7.47 (br
s, 1H), 7.03 (br s,
2H), 3.89 (s, 3H)
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e (°C) IR (cm™) Jrig 'H NMR" PCAF
gg | TP = L NMR
"H NMR (400
MHz, CDCl3) 6
ESIMS m/z | 7.77 (m, 1H), 7.39
193 | 127.9-129.2 346 (m, 1H), 6.89 (t,
(IM+H]) | 1H), 5.49 (s, 2H),
4.02 (s, 3H), 3.97
(s, 3H)
"H NMR(400
ESIMS m/z | MHz, DMSO-dg)
194 | 167.4-170.2 317 5230 (s, 3H),
[(M+H)] | 641 (brs, 2H),
7.28-7.45 (m, 2H)
IH-NMR(400
MHz, CD;OD)
4.90 (s, 2H), 7.01
ESIMS m/z (t,J=72.72 Hz,
195 | 162.0-165.0 369 1H), 7.29 (dd, J =
[(M+H)] | 6.52,9.76 Hz,
1H), 7.55 (dd, J =
[0976] 6.36, 10.52 Hz,
1H)
'H NMR (300
IR () 175781 o,
5 —=7.81 (m,
3480(s), 3345 | ponvg sz | 2H), 7.67 (1,7 =8
196 | 127-129 | (8)3186(w), 331 Hz, 1H), 7.14 (s,
2961 (W), | (M+H]) | 1H), 6.94 (t,J =
1717 (s), 1614 55 Hz, 1H), 4.90
(s) em (br s, 2H), 4.04 (s,
25 9
'H NMR (400 & erﬁl}i =Tk
MHz, DMSO-dg) | p1cn® o
87.86 - 7.70 (m,
1H), 7.41 (tdd, J ~132,72 (dd, J
ESIMS m/z =95’ ,}:3 71 I,-Iz =214,68.38
197 | 156-158 309 36D, & 66 B0 o Hz),
() | PO ST 13520 (dd, g
0y 229 B =21.0,8.7
1H), 5.63 — 5.38 -,
(m, 21%3.82 6 | 161040 7
) 21.3 H)
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A 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" %i‘R 3
"F NMR (376
MHz, CDCl5)
'H NMR (400 .
ESIMS m/z | MHZ CDCL) o -111.38,
7.54(m, 1H),
198 342 7.44(m. 1H) -115.73,
(IM+H]") 5.06(s. 2H). -115.77,
4.00(s, 3H) ~113.83,
’ -115.89,
-136.82,
-136.92
"H NMR (400
MHz, CDCl5) &
ESIMS m/z 7.36 (tt, J = 5.8,
199 | 145-147 317 1.7 Hz, 1H), 7.29
(IM+H]) | -7.15 (m, 2H),
4.97 (s, 2H), 3.98
_(s3H)
[0977] IR (G§/2) Ml]{{;%ggg]‘goa SE NMR (400
3498,3374, | ESIMSm/z | 57"_7'39 (m. | MHz, CDCls)
200 | 143.5-1445 | 1731, 1621, 335 11D}, 7.09 - 6.96 8
1520, 1232 (IM+H]") s 1:97 = O -114.6, -131.0,
o (m, 1H), 4.96 (s, _137.5. -142.0
cm 2H), 4.00 (s, 3H) T
1H-NMR(400
MHz, DMSO-dj)
52.28 (s, 3H),
ESIMS m/z 3‘23 T
201 | 135.9-137.7 297 10.98 Hz, 1H)
([M+H]") y gy
7.36 (br s, 2H),
7.58 (dd, J = 6.32,
10.20 Hz, 1H),
13.5(s,1H)
1
TR0 e o7
ESIMS m/z | ¢ (r;_l 1H) 37 4> | MHz, CDCl3)
202 | 209.7-211.9 324 ' > = 1 5
aeap) | T, 7326, L1,
1H), 4.96 (s, 2H), I
4.03 (s, 3H) :
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CN 108689924 B " O B 187/230 T
AN 13 = 19
42%“’%% mp (°C) IR (ecm™) Sk @ 'H NMR" i}sz 3
1H-NMR (400
MHz, DMSO-de)
8 3.76 (s, 3H),
203 | 143.7-145.5 332 T ol
(M) s_,zH), 7.59 (dd, J
= 5.60, 10.00 Hz,
1H), 7.78 (dd, J =
5.60, 10.40 Hz,
1H)
"H NMR (400
MHz, DMSO-ds)
5 7.87 (m, 2H),
= ] 7.35 (m, 2H), 7.01
(s, 2H), 3.89 (s,
3H)
"H NMR (400
MHz, CDCls) 3
ESIMS m/z | 7.91(m, 1H), 7.38
205 | 141.8-145 349 (m, 1H), 7.35 (s,
(IM+H]") | 1H), 6.90 (t, 1H),
4.90(s, 2H),
4.03(s, 3H)
ESIMS m/z “glg‘g SD (r;llsg);;'@)
206 159-161 299 ' #E5
(IM+H]) 7.39 - 7.30 (m,
2H), 7.05 (s, 2H),
3.86 (s, 3H)
"H NMR (400
ESIMS m/z g'?;’_%[;ﬁ"]&b
207 130-132 246 ' ' :
(IM+H]) 2H), 7.48 (m, 3H),
5.66 (s, 2H), 4.06
(s, 3H)
"H NMR (400
ESIMS m/z ?R;SH(I;;]CI?_I(;I%; 32
208 | 165.0-166.5 321 ' ? eSO
(IM+HT) (m, 1H), 5.51 (s,
2H), 4.03 (s, 3H),
3.98 (s, 3H)
"H NMR (300
ax MHz, CDCl;) 3
IR (%12) 8.01 (brd,J =8
3496 (s), 3377 | ESIMSm/z | 2H), 7.61 (br
209 113-115 | (s),2954 (w), 331 7= & I
1726 (s), 1611 | (qM+HT) | &7 =8 Hz 2H),
98] 6.70 (t, J = 56 Hz,
(s) cm 1H), 4.93 (brs,
2H), 3.99 (s, 3H)
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CN 108689924 B " O B 188/230 71
e °C) IR (em™) Jiik e 'H NMR" "C A F
gz | M (cm ok NMR
'"H NMR (400
ESIMS m/z r‘gzz’ fgf%‘;ﬁ)
210 | 159 decomp 317 ?02' 2Pf) 23’5
emp) | TE S
(d,J=1.7 Hz,
3H)
"H NMR (300
MHz, DMSO-ds)
ESIMS m/z | §7.23 (m, 2H),
all 167-168 329 ([M-HT) | 7.08 (s, 2H), 3.85
(s, 3H),2.33 (d, J
=2.1 Hz, 3H)
"H NMR (400
ESIMS mz | MEZ DMSO-dg)
212 | 145-146 299 81359 8, LH),
(IM+HT) 7.60 (m, 2H), 7.42
[0979] (m, 1H), 6.94 (s,
2H), 2.30 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
ESIMS mz | 0737 (dd_’ =
213 127 313 1.6, 9.7 Ha, 2H],
(M) 7.42(t,J = 8.1
Hz, 1H), 7.02 (s,
2H), 3.89 (s, 3H),
2.30 (s, 3H)
"H NMR (400
MHz, DMSO-ds)
87.87 (dd, J =
11.2, 1.6 Hz, 1H),
ESIMS m/z | 7.80—7.68 (m,
214 151-154 311 2H), 6.76 (dd, J =
(IM+H]) 17.6, 11.7 Hz,
1H), 6.50 (br s,
2H), 5.57 (dd, J =
7.3,0.9 Hz, 1H),
5.53 (s, 1H)
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A 13~ x 19
42%“‘;% mp (°C) IR (cm™) JE i 'H NMR® (;Ji;R F
'H NMR (300
MHz, CDCl3) &
7.83-7.77 (m,
1H), 7.76 — 7.69
(m, 1H), 7.48 (dd,
ESIMS m/z J=384,7.6 HZ’_
215 | 97-101 325 L), 6.8 vod, =
. 18.0, 11.7 Hz
([M+H]") ’ ;

1H), 5.73 (dd, J =

11.5, 1.4 Hz, 1H),

[0980] 5.59 (dd, J = 18.1,

1.4 Hz, 1H), 4.78

(brs, 2H), 3.93 (s,
3H)

216 111-114

"H NMR (400
MHz, CDCl3) &
7.80 (d,J =104
Hz, 1H), 7.72 (d,
J = 8.4 Hz, 1H),

7.48 (m, 1H), 4.93
(s, 2H), 4.00 (s,
3H)

217 159-161

[0981]  *J5f i Hirdfs v Fi 5% 25 3 T L B (ESTMS) , B S B

[0982]  "HTAHI'H NMREHE 7ECDC 1, H LL400MHZ Il &, B Ak 53 16

[0983] o By A (17 SIZ it 451

[0984]  BREMEVPAELLOA 100/ R BEFEA 58 L EAT , Hoh 0N A 3G H 100 KRR 4
YL B W RAH BT R

[0985]  KA: {rtLBH VR TEAN H 43R

FR | %rib
A 95-100
B 85-94
[0986] C 75-84
D 60-74
E 45-59
F 30-44
[0987] G 0-29

[0988] St fiA . PO 2 Bk HEE 1k
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(09891 ZF J I T - I ity ot 1) b DTS M AL %7 5 A 3145 9 PR 22 13 JE K (em) AR IR
W (EEEENRED Metro-Mix360%,Sun Gro Horticulture)) o7& i FA RTS8 12K
(d) , PP AE 2 JE A BR ), R JE B 77 TR E R IR = AL A 7R IR, = 16/ (h) 6 A,
24-29°C . BT A I 2 8 2% 1T VEE B

[0990] Py A WA 1Y) e v it FH 20 A (1O FR 1) 35 ML A 07 T 1. 3mL A B - — H 25 A0
(DMSO;97 : 3, AR /MR (v/v) ) FELA4  AImL/K - 5 I BE - AED Ik 459 (78:20:2,v/v/v) (&%
0.02%Triton X-155) RS SIS (1) £ 0 - 30 1 K w3 e P R IA U BB A A3
PRAR B T R FIDMS O 97 < 3v/ ViR & W LA S AN A 3&E R AR 1 K 7 TR B B (R s ik 46 9 (78
20:2,v/v/v) (£0.02% Triton X-155) [I7K IR AT 15 21 575 40 i FF =%

[0991]1  {ii Fl DeVilbiss® & 4 45 St 5 2% DL 2 - 4557 5 #~F (psi) il FIECHIIAL &4
RO PRI W B S R =, A AN S0 A (A F R B AR IR = TR AR AR A T B N R
T B F B 11 2 5 o TS A 735 H R EBE Peters Peat-Lite SpecialfEk} (20-
10-20) 43 Fl e — %

[0992]  7EAbERY) % Jo it UG 10 R A3 IR A B 1 V45« BB VRS LLOZ 100 (1) ROBEAEAL
W AT, HrP 0B R I G 1S M H 100 /8 & YIS0 T2, I InRATF R

[0993]  — LM Ak &4 A5 Fi 40 it o 00k F AR A0 o ol L AN BRAE R34 HE

[0994] 33 . 7E B A I AR AR 4B DL AR R b1 2 Ja 56 TR v 14

et | 38 % (kg G 14 REALTE A KK D (%)

U-Rs ai/ha) AMARE | AVEFA | ECHCG | HELAN | IPOHE | SETFA
138 4 A C A A A A
20 4 n/t C A A B A
135 4.04 A D A A B C
156 4.04 A C A A A B
16 3.84 A G E A A D
114 3.92 A G A A B C
85 3.76 A F A A F B
142 3.84 A E A A A D
118 2.32 A A A A A A

[0995] 45 3.96 A A A A B A
143 4 A n/t A A E A
39 2 A iz B A D n/t

209 4 A B A A B A
199 4 A n/t D A s B
206 4.04 A n/t G A C G
196 3.84 A D A A B A
181 1.76 A G G A c G
109 4 n/t B A A B A
147 3.96 A C A A A A
215 3.96 n/t F B A A G
214 4,04 n/t D A A A B

[0996]  AMARE:£LAR TG (SR A% i (Amaranthus retroflexus))
[0997]1  AVEFA:Bfa#eZ7 (¥73#HEF (Avena fatua))
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[0998]  ECHCG:# ¥ (barnyardgrass) (# (Echinochloa crus-galli))

[0999]1  HELAN: 7] H %% (sunflower) (Ja] H %% (Helianthus annuus))

[1000]  TPOHE:Z%¢m-Z=4- (ivyleaf morningglory) (Biff4t (Ipomoea hederecea))

[1001]  SETFA: KM EL (giant foxtail) (KHMJEX (Setaria faberi))

[1002] kg ai/ha: T 5oifiih pesrEE A

[1003]  n/t: KMk

[1004] St f5B . 2 HiT B B3 P (1) PPA

[1005]  ZEFTECEET « IS AP Fh PN & A 108 L1 DR 3k 2 (B9~ BAR) - fiiE
J&i » T B 203 R ERE 16h, 28 5 s AL &4

[1006]  fb& Wi fiFk T P9 B AIDMSO/97 : 3v/viR A W) v I 1E B 4 1A it FEVS W R A B R & 0
TR B, e 8 B it PV VR 7K S TR S TR B W DMSOATAgri -dex  (TEWIRIIKR4EW)) , EL 45159
23:15:1.0:1.5v/v, H&H0.02%w/v (H&//AF) KITriton X-155, IIfNFF2IE A & =it
FHZE TR 55 150 o oy A1) e FH S5 3 sk DA bl T PR 8 0 028 S8 0 12 v it FH 3R v T 45 21
[1007]  BCHIIAL &9 (2. Tml) 3SR BB HIER M I E S5 A /K (15 mL) oAb B
S o 25 R R I Z 7 R AN S A TR R B A IR R X AR R LUK 20 15h ' JE 3,
TEARARFF R Z123-29°C I BAER A LRFF R 2122-28°C o 38 1 3 LA U - VS 0 77 79
7K, Hoan A 75 Z LA TS 45 8 x4 1000 BLAT $2 4 78 6 R

[1008]  AbPHJ514R4F B kR AR P53 o B I PEAS L0 22 100 JRUBE AR TG 3 i 6 e gk
17, H 0R R WA BR AR H100R R EYIAE T 83 A N L H 28, FF i RAh s . —
S A A A A8 FH e P = UK A ) Bh R SRAE R AR 45 H

[1009] R4 . 78 F Z 0 i i AR ANEF R B DL R AEY it Fh b 1) 2 A a6 TR 2 v 4
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e | M % (kg G 14 R E KR (%)
5 ai/ha) | AMARE | AVEFA | ECHCG | HELAN | IPOHE | SETFA
138 4 A A A A A A
20 4 n/t A A A A A
135 4.04 A F F A A F
156 4.04 A C A A A A
16 3.84 A F F A A G
114 3.92 A A & A A B
85 3.76 A C A A F n/t
142 3.84 A A F A A n/t
[1010] 118 2.32 A A A A A n/t
45 3.96 A A A A A A
143 4 B D B A B A
39 2 A B A A A n/t
209 4 A A A A A A
199 4 n/t n/t G D C E
206 4.04 n/t n/t G A A C
196 3.84 A n/t B A A A
181 1.76 A G n/t B B C
109 4 n/t B A C A A
147 3.96 n/t A A A A A
[1011] 215 3.96 A B A A A B
214 4.04 n/t B A A A A

[1012]  AMARE: ZLAR oo (e A i (Amaranthus retroflexus))

[1013]  AVEFA:¥¥3e3F (wild oats) (BF#EZ7 (Avena fatua))

[1014]  ECHCG:#HEL (barnyardgrass) (B (Echinochloa crus-galli))

[1015]  HELAN: A H %% (sunflower) (J7] H %% (Helianthus annuus))

[1016]  IPOHE:Z4m-Z=4* (ivyleaf morningglory) (iff4t (Ipomoea hederecea))

[1017]  SETFA: KMJE %L (giant foxtail) (KMJEHL (Setaria faberi))

[1018] kg ai/ha: T vaif i &E A i

(10191 n/t: R W

[1020]  SEZjitf5|C . PP ZF J5 Bk g 1

[1021]  ZF JR B T T - 5 o 75 WA 40 ot A ) Ao BRCSRAS MR NE R THIAA 64 ~FJ7 JE K
(¥R A IFSun Gro Metro-Mix ™ 360FHEIE A4  1ZIR A 41 pHLid H 460426 . 871
BN E ENLIB0% o 275 ZRATR R 1 00 i 27 FOEE R AR AN, i FH 3% S0 1R R A 2R 77 A/
Bl At 1) A0 22 B B AL R AR IR = R AR KT - 21, 29 L5h ' BB JE BA , 1 R TR R R
FE£)23-29°C , I [8] £122-28°C o A7 AN INE FRFTAIK , I B4 /5 ZELL TR 4 & L4
1000 LT At Hb 786 I o 24 B A TIA 21 28 — Bl — FLAHB B, XA kAT .

[1022] |y AR I 1) A v e FH 28 00 o PR B B 1) &% A4 A 10 B T 25mL 3 3 /N H R 3
T 4mL ) B FIDMSOFRI 97 : 3v/viB S » 45 BT A8 (1 i 3500 A SR INRAL S AN 25 5 W 0
KRG P InF AN/ B8 75 o 15 21 1R 4 1) it & TR LA 20mL ) K VR & IR RS 10K IR & &
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HNHH KR REE. DMSOAtplus 41 1FEY MR 454 A Triton® X - 1553 [ i& 71 , Lk 1]
79 48.5:39:10:1.5:1.0:0.02v/v, 15 2 & F 5 = it FH 22 (1) 055 5989 o o A Tt FH 28 1
12mL ) 75y it FH 28 VA V3% B2 A RE B 2 2mL ) P4 L FHDMSOIY) 97 < 3 v/ vil & ) FH 10mL ) PR B 7K
SN .DMSO Atplus 411FVEMIIMIRAF Y FITriton X- 1553 HVE L 7 I K IR &4 (2%
948.5:39:10:1.5:1.0:0.02 v/v) B, AT 2 S FHZE R 1/2X.1/4X.1/8X 11 /16X,
A& W SR T 1 2mL e FHAR AR, i PR 18T THEE A b (L/ha) o LLBEC A 800 2EMGT I f THi #41
Mande | /U W% 25 % 4 B 1 (040 10 & it FH S AL R, 122085 25 28 A 1 A DA v P S50 R A ke e
e BE 18T (43em) FMEE 25 51 2 [7] 0 . 503~F 77 K [t FH TR AR _F 3B 3% 187L /ha o X HEAE A LA AH ]
[ 792 AT 2 E W 55

[1023]  ZEAbER AP AT HEAE P B T LA B iR = b I H @ i b R I 5K LA BT 1k v il
PRSP 14d )5 , WA P10 2% 1 5 R AL BRI AR ) B IR B0 1 b B AE A o B e, FF AL
PLO-100H 43 LU ) RPBEVE 4y, Horp XS N T-Jodifs, 100X BT~ 58 42 4% 48, I H an A firig
7N o SEIRAL A A6 B At FE 2R IR A R A B RPN 4 SR AE RS A .

[1024]  3R5. 75 B A I 225 DL AR i Fp b1 2 Jo 6 T TR By 14

A b dhy R S 14 R AL AR ECY (%)

#n iy (g ai/ha) ABUTH AMARE BRSNN CHEAL EPHHL HELAN VIOTR

20 70 A A A A A A A

140 A A A A A A A

216 70 A A C A A A B

140 A A B A A A A

217 70 A A B A A A A

140 A A A A A A A

135 70 A A D A A A D

140 A A D A A A D

156 70 D A C A B A D

140 C A B A B A D

16 70 B n/t G A A A F

140 A A G A A A F

95 70 D A G A A A G

140 C A F A A A G

31 70 G A F D G A G

[1025] 140 G A E B G A G

149 70 A A B A A A B

140 A A A A A A B

114 70 A A B A A A A

140 A A A A A A A

85 70 A A E B A B G

140 A A D A A A G

142 70 A A G A A A C

140 A A G A A A B

118 70 A A A A A A B

140 A A A A A A A

45 70 A A A A A A B

140 A A A A A A A

91 70 B A C B A B A

140 A A B B A B A

143 70 B D D B A D F

140 B B B B A B F
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=
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[1054]

[1055]
[1056]
[1057]
[1058]
[1059]
[1060]
[1061]

s s ,_;é.;f] # R 14 F S 0L £ KV (%)
gai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
140 A C C C A E E C
202 70 B F D D D G D F
140 B D A D B G C E
198 70 D G G G G G F G
140 D G G G G G E G
208 70 G G G G G G G G
140 G G G G G G G G
205 70 B F B E D G G F
140 A E B C C G F D
176 70 B E B B D G F G
140 A D B B B G E B
193 70 F G G G G G G G
140 E G G E E G F G
177 70 E G G F G G F G
140 E G D E E G F G
179 70 G G G G G G G G
140 G G F G E G G G
184 70 G G E G G G G G
140 G G D G F G G G
185 70 G G G G G G G G
140 G G G G G G G G
174 70 D G D G G G G G
140 B E B E G G G G
178 70 B G D B E G F G
140 B E B B D G E F
203 70 G G G G G G G G
140 C G G (e G G G G
187 70 G G D D G G G G
140 F G D C G G E G
195 70 G G G G G G G G
140 G G G G G G G G
188 70 G G C G E G G G
140 G G D F G G G G
194 70 G G G E G G G G
140 G G G D G G G G
201 70 G G D G G G G G
140 G G E F E G G G

ECHCG : %L (barnyardgrass) (B (Echinochloa crus-galli))
CYPES: # V53 (yellow nutsedge) (JHIPHEL (Cyperus esculentus))
DIGSA: 5 J# (crabgrass) (&) (Digitaria sanguinalis))
ORYSA: % (rice) (% (Oryza sativa))

SETFA: fij B BL (giant foxtail) (KHMJEX (Setaria faberi))
SORVU: ZJig b &L (johnsongrass) (5% (Sorghum vulgare))

TRZAS : F /N4 (wheat, spring) (/N (Triticum aestivum))
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[1062]  ZEAMX: E K (maize,corn) (K (Zea mays))

[1063] g ai/ha: o iE I p s 20 B

[1064]  n/t: R\

[1065]  SEHAGID . YA 2 Jo 75 /N 22 AR S Hp (1) B B v 1

[1066]  ZF JEEREG TTT . F B 75 DU XA 42 Fb () P 7 AR N FE R T AR O 103 . 2°F 5 JE K
(em®) FIIBEL 2 H f#Sun Gro MetroMix® 306 FEIR & W , iZIR &I pHiEH 6. 0%
6. 8HA ML & B N Z130% o 14 75 EEAA R R 407 1A i 2 F0ARE e A AL BT it FH % B0 T R A 2
VIR /s LAl ) Ak 2 B A BE AL FE A o i A IR P A K T-36d, 214G IR A, 3 R
R FEFELI18°C, I 1T °C o A FUEE R s R AIK , I B s 75 22 DA THR 4 & s b 4
1000 FLAT FR AL #M 78 6 R o 24 e A Tk 21 28 — 5 36 — JL By B, A 31T

(10671 p A3 WA 1) e v it P 28 A 2 110 R B 2 1 5 WAk & 90 B T 25mL B 35 /N H 1
F-AmL I A B AIDMSOMI 97 : 3v/ VIR AW 19 B 48 00 4ifs 3 - in MR B AR 2 15 8
YR G P I0 AN /B 75 o 43 3 0 4 (1) ik 25 W LA 20mL ) AK PR VR S MO RRRE ik MR IR & &
AN K FNEE. DMSO.Agri-Dex{EV) MM 4g V) FIX - 77 R g M7, L o8 48:39:10:
1.5:1.5:0.02v/v, 15 25 A f s it FH 2R R0 5598 W - oy /10 it FH 2 38 5 K 1 2mUL ) vy it FH %6
VA VIR 5 TR 2 2mL 1 TR R FIDMS 0¥ 97 < 3v /v VR4 A 10mL &) P51 i 7K 55 7R I . DMSO
Agri-DexVEV)MRAF VI AN X- 77 R G PERI K MRS (L% 548:39:10:1.5:1.5:
0.02v/v) VAR, AT 530 & i 28109 1/2X 01 /4X . 1/8X A1/ 16X o A A1) R 34 T 1 2mLL it
PR, it FH 2R 18T FH A b (L/ha) - LATE G 8002EME M 1 Thi #iMande 1 BH I W 25 S04 1E 1l
b B it FH S AE AR 122055 25 28 A 1 R DA i H P S5 0k ek v B5E 18 9T (43cm) [19V5% 25 15
JE 1510 50375 K FC it FH T AR _E 388325 187 L/ha o it A LU AH IR ) 7732 BV F1 4 T8 2
[1068] 2% AbFE R PRI IR Y B T L3R iR 5 b O FL i st R 5E /K LA B 1k 3ol
PR B 21d)5  MARAE PR IR I 5 A A 3 R RE P R IR 350 1 Ll A FE A 3 f s, o L
PLO-100 & 73 b B ROBEPE A3, FLrh O36f BT o 4405, 100X BT 58 4ok A, 3F B an R A 45
ZINo

[1069]  J@it N FHAE U0 T SCER AR R I T2 B2 A #8534 : T . Berkson, Journal of the
American Statistical Society,48,565(1953) #ID.Finney, “Probit Analysis”
Cambridge University Press (1952) , 4§ & b & W7 5N it 26 14 o w4 4% vl DA RSk 1 H 55
GR g GR35~ GRgo FGR FAR , I3 SONAEA AR 7, 36 24 31115 1120 %6 15096 8095 190 %6
AR AE KD (GR) BT 75 B B B0 B B 8GR & o A8 T 71 S e A9 A Ao 1) 7 VR K B 22 2 A
97 FH 28 )N 22 551 8 it FH 26 1) 25 AN A 0 ISR AR I 008 - — SR 51 2 it FH %6 1) 508 N BT A 91 =2 e
FRI iR T RS

[1070]  — LAk &4 A5 FH 1A it FH 56 R R A A it b RN IRE R T2 11 PR
[1071] K7 BREMEAEWITE /N R 1 3E 1
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PIPUT MU 21 AL L KD (%)

| | (gaitha) ALM | A% | BROTE | keHsC | LAMSS | LOLSS | MATSS | PAPRH | PHAMI | SETVI | STEME | VERPE | HORSS | TRZSS

138 35 o B e A A D D A E B F D B B

70 B B B A A ( B A e B F B B B

140 A A B A A B B A B A E B A B

GRyy - - - - - - - - - - - - 1 1

GRy, 11 2 12 1 1 20 16 1 31 8 125 15 - -

GRsy 30 12 42 4 1 66 51 1 78 n =140 49 - -

20 35 C B C A A E A A B A (8 D B B

70 c B B A A D A A B A A D A B

[1072] 140 c B B A A D A A B A A c A B

GRay - - - - - - - - - - - - 1 1

GRy, 21 2 3 2 1 25 1 1 5 4 8 3 - —

GRsy 72 12 87 5 1 =140 1 1 25 10 25 =140 - -

216 35 E B F A A G C A G D F E B C

70 D B E A A F C A F e F D B B

140 & A E A A E B A & B (& (s B B

GRyy - - - - - - - - - - - - I 1

Gas 54 6 136 1 1 137 10 1 =140 20 52 32 - -

GRyy | =140 | 20 >140 2 1 >140 62 1 >140 64 >140 >140 - -

217 35 C B C B A E B A B C D D C C
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it | wms A G 21 AL A RS (%)
ﬁ -.'5- (g Zli."lla] AL:,’M J\SPVE BROTE KCHSC LAMSS LOLSS MATSS PAPRH PHAMI SETVI STEME VERPE HORSS TRZSS
70 B B B A A D B A B c c D c c
140 B A B A A D B A B [ iz D [ B
GRay - = = = = = = < = - = - 7 2
GRy 12 6 15 2 1 n 34 I 1 6 28 19 = =
GRy, 31 15 1 [ 2 =140 =140 | an =140 88 73 - -
114 as G G G D B G G A G G G F G F
T0 G G G D B G G A G G G F F E
140 G G G C A G G A G G G F F E
GRay - - - - - - . - - - - - ) 16
GRy | >140 | 0| >1a0 3 1 >140 | >140 I S140 | 140 | =140 | >140 - -
Ry | >140 | Z3* | >1a0 | 140 4 >140 | >140 4 S140 | 140 | 140 | >140 = .
85 a5 G G G G B G G B G G G F G D
70 a G G g B G a A G fc g E F D
140 G G G G B G G A G G G D D D
GRas - - - - = S - - - = = = 3 1
GRy | >140 | T38| 10 | s40 | oo1s | 140 88 1 >140 | >140 57 %0 - -
GRy, =140 >(:4 =140 =140 6 =140 =140 3 =140 =140 123 =140 - -
142 35 G G G E B G G B G G G c G G
70 [ G G D B G G A G G G B G G
140 G G G D B G F A G G G B G E
[1073] GRa = = = - - - - - = = = - 57 =140
GRey =140 -‘-"(l)“ =140 17 0,15 =140 =140 1 =140 =140 =140 L1 - -
GReo | =140 | 3F | >0 | 140 5 =140 | =140 4 S140 | =140 | =140 40 = =
118 35 D D D B A F D A G G F B B C
T0 [ i L B B A D L A D F F B B B
140 B B B A A C B A C D F A B B
GRay - - - - - - - - - - - - 1 0.29
GRo | 25 | 22 3l 3 1 49 14 I 68 91 1 5 = -
GRy | 60 | 60 64 17 1 121 60 I 126 184 1 17 = -
15 35 c B B B B D B A c D F c B B
T0 B B B A A C A A B B F B B B
140 A A A A A B A A A A F B A B
R = = - = = = = = = = = = 1 1
GRsy 9 8 13 2 1 20 2 1 15 18 75 r - -
GRo | 27 | 25 36 9 6 69 29 1 32 5 >140 30 = =
91 35 E E E c A G D A F D g F c c
70 E E E B A G c A F c F F c B
140 E D F B A G B A F [ E E B B
GRay = . - - - . - - - = - - I I
GRy 98 a7 29 2 1 =140 11 1 =140 & =140 123 - -
GRyy =140 )tl;‘ =140 47 3 =140 75 1 =140 105 =140 =140 - -
143 35 G D G F B G G B G E G F D D
70 D D E F B ¥ D B F E e E c c
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wodh | mma MG 21 KA RE V(%)
= -.'5- (g Zli."lla] AL:,’M J\SPVE BROTE KCHSC LAMSS LOLSS MATSS PAPRH PHAMI SETVI STEME VERPE HORSS TRZSS
140 D c E E B E D B D D c E B c
GR - . - - - - - - - - - - 2 0.09
GR., 7 31 95 >140 1 116 7 1 12 52 140 97 - -
GRy | =140 | 129 | =140 | =140 1 =140 | =140 8 140 | =140 | >0 | =140 - -
9 35 G ¥ G c A R A A G F (c B ¥ c
70 E E G B A E ) A ¥ E F B E c
140 E D G B A D A A E D E A D B
Ry, e = = = = = = = = = = = 18 1
GRy | 11 | 70 | >140 3 1 82 1 1 18 68 1 1 = =
GReo | 2190 | 73* | >140 40 1 =140 ! 1 S140 | =140 | >140 12 & -
204 35 G G G B B G G B G G c D ¥ D
70 E ¥ G A A G G B E F c D D c
140 E D F A A G G A D F B D D B
Ry, - = = - — - = = - = = - 16 7
GRy | 105 | 106 | =140 2 1 >140 | >140 3 w0 | =140 7 20 - o
GRyy | >140 "’('J“ ~140 9 3 S140 | >140 19 S140 | =140 61 >140 = -
156 35 g G G D c G G D G G F F G g
70 G G G D B G G D & & E E G G
140 a G G D B G G c G G ¥ D G a
GR., - - - - - - - - - - - - 15 | >140
[1074] GRy | >140 :'('J“ >140 1 1 >140 | >140 1 >140 | >140 | >140 82 - -
GReo | >140 | 3F | s1a0 | 140 2% | >0 | s140 | >140 | >140 | >140 | >140 | >140 = =
209 35 g G G D B G a A G ¥ G D E F
70 c G F B B ¥ G A G E F c D D
GR - - - - - - - - - - - - 16 25
GRo | >140 | 0| 88 12 7 93 >140 2 >140 65 =140 20 - -
GRy | =190 | 0| s1a0 2 29 >140 | >140 5 >140 | 140 | =140 86 - -
109 35 D B c B A E E A A c D B c D
70 c B B B A E E A A c D A B c
GR - = - - — = = = - & - - 2 4
GRy, | 22 I 14 3 1 34 7 1 6 15 1 2 - =
GRy, | 88 6 a1 19 1 >140 | >140 1 14 2 140 13 N -
147 35 D B c B B F A A A D F E B c
70 B B B A B E A A A B D c B B
140 B B B B B D A A A B D D B B
R, - - - - - - - - - - - - 007 | 007
GRy | 20 5 6 4 1 71 6 1 4 16 6l £ - -
GRy | 47 16 28 19 8 =140 14 1 14 19 S140 | =140 - -
167 35 F c F D A G c A c ¥ F A E E
70 D B c c A G B A B c ¥ A c D
GR., - - - - - - - - - - - - 13 14
GRy, | 57 20 5 n 1 =140 M 1 n 40 140 1 N -
GRy | 19 | 46 81 5 1 >140 48 1 # 90 =140 2 - -
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wodh | mma # MG 21 Ao A (%)
ﬁ -.'5- (S ai"lha] A]':,’M J\S:’E BROTE KCHSC LAMSS LOLSS MATSS PAPRH PHAMI SETVI STEME VERPE HORSS TRZSS
214 a5 F G G c c F C A G G G F G F
T0 E F G B C E B A G F F D F E
[1075]
140 F E G A B B B A G E c C D D
GRyy = - — - — - - - - . — - 24 i
GRyy a5 1o =140 7 12 59 4 4 =140 =140 | 62 - -
GRyy =140 "[:4 =140 52 33 =140 41 9 =140 =140 =140 =140 - -
[1076] K8 FRENEAL G W R ZE RS
wod | mmae HAE 21 RN E LD (%)
W% aiha) CIRAR | GALAP | KCHSC | LAMSS | MATSS | PAPRH | SASKR | VERPE | VIOSS | HORSS | TRZSS
135 35 B D C C F B D D D G F
70 B A C B F B D C D F F
140 B A { e B E A { e B C D E
GR2p - - - - - - - - - 37 16
GRsp 1 12 3 1 125 1 3 24 23 - -
GRag 13 38 130 19 =140 1 =140 78 =140 =140 =140
3 35 D A C B
70 C A A A A A B D A A B
GRay = = = = = = = = = 1 1
GRsp 18 3 2 1 4 1 2 34 4 - -
GRso 53 7 1 1 11 1 28 126 7 - -
124 35 D B B C D C B
70 C A B B A B
GR2p - - - - - - - - - 1 1
GRsp 24 6 3 1 9 1 12 20 24 - -
[1077] GRgp 91 21 29 1 32 1 33 39 49 - -
79 35 A A D D C A [ C G B C
70 A A C D B A B B G B B
GR2p - - - - - - - - - 1 2
GRsy 1 4 24 27 13 1 11 2 =140 - -
GRsg 5 6 70 72 46 1 43 37 =140 - -
27 35 C B C B F A C C F D
70 C B C B F A B A E C
GRay - - - - - - - - - 11 11
GRsy 18 5 18 1 109 1 22 5 8 - -
GRgyp 70 25 6l 14 =140 1 116 42 27 - -
145 35 A E D A A A D B B B
70 B C D A A C B A B
140 A A ( A A A B A F A B
GR2p - - - - - - - - - 1 1
GRsy 2 18 37 4 3 1 g 1 =140 - -
GRag 7 34 112 13 10 1 79 10 =140 - -

219



CN 108689924 B

i

B B

218/230 Tl

[1078]

[1079]

[1080]

ot | mmAe G 21 R L K (%)
Lkt aiha) CIRAR | GALAP | KCHSC | LAMSS | MATSS | PAPRH | SASKR | VERPE | VIOSS | HORSS | TRZSS
37 35 E B E B D A E D c D e
70 c A D A D A D c B C B
GRao - 5 3
GRsg 23 14 34 1 21 1 33 15 12
GRso 103 31 119 11 77 1 104 66 35
171 35 D B B B F A D B A E G
70 D A A A F A C B A D B
GRao - 20 11
GRso 17 9 9 2 =140 1 21 4 5
GRso 80 23 23 11 =140 1 67 27 10
43 35 B A D B B A G F E A B
T0 B A B B A A C C D A A
GRao - 1 1
GRso 0.18 2 1 1 3 1 3 33 37
GRao 13 6 41 10 7 1 61 =140 | =140
13 35 3 A A A B A c B A B B
70 B A A A A A B B A A B
GRao - 1 1
GRso 7 5 3 1 4 1 5 3 4
GRao 33 12 10 4 15 1 36 18 11
10 35 c A A D A c G B
70 c A A A B G D A B
GRao - 1 1
GRso 19 1 1 1 10 1 I 140 51
GRao 52 1 1 1 37 1 30 140 144
RO BREMAE DAL N MR 2 P
e | R E R G 21 R A KR Y (%)
Cika (gai/ha) | APESV KCHSC LOLSS | SETVI | HORSS | TRZSS
76 35 C G F E D C
70 B E E D D B
GR» N - " » 6 4
GRsp 27 74 53 42 -- -
GRgo 52 132 133 87 -- -
172 35 F D G D D C
70 D D G C D (&
GR2p - - - = 3 1
GRsp 53 38 >140 25 -- --
GRgo 124 73 >140 56 = e
168 35 C A G E B B
70 B A E D A A
GRzp - - -- - | 1
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[1081]

e | M E R JE 21 AL A KB (%)

%5 (gai/ha) | APESV KCHSC LOLSS | SETVI | HORSS | TRZSS

GRsp 21 5 108 28 — -

GRgo 57 15 >140 70 -- -

35 35 G g G G D C

70 F B F F D C

GRy - - - - 8 2

GRso 113 8 126 79 - -

GRgo >140 37 >140 >140 -- -

46 35 G C G G D C

70 G B F F D C

140 E B E F B B

GRyg -- -- -- - 8 1

GRso >140 10 118 >140 - --

GRgo >140 45 >140 >140 — —

154 35 G G G F G G

70 G G G D G F

140 G G G C E E

GRag - - - s 81 49

GRso >140 57 >140 56 - -

GRgg >140 93 >140 109 == s

146 35 A G G E C C

70 A G G C B B

140 A G G A A B

GRay - -- - - 1 1

GRso 23 >140 >140 41 -- --

GRgo 34 >140 >140 76 -- --

47 35 A B G G A B

70 A B E G A A

140 A A D B A A

GRsg . = - — 1 1

GRso 10 20 80 51 - -

GRgo 14 45 >140 104 = -

125 35 C D G B B C

70 B B G B A C

140 A A E B A B

GRayyg - - - - 1 1

GRs 10 8 >140 2 o -

GRgo 41 34 >140 16 - -

51 35 B B C C B B

70 A A C B A A

GRao - - — - 1 1

GRs 3 4 3 24 - —

GRgo 11 14 61 49 s -

42 35 B B F B B B

70 B D E B B B
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[1082]

e | M E R JE 21 AL A KB (%)

%5 (gai/ha) | APESV KCHSC LOLSS | SETVI | HORSS | TRZSS

140 A A C A A A

GRao - - - - 1 |

GRso 7 1 76 1 - -

GRgo 22 1 >140 19 - -

55 35 C B D C B B

70 A B C B A A

GRsy - - - - 1 1

GRso 4 4 21 29 s -

GRgo 18 21 50 46 - -

159 35 B B E E B B

70 A A D D A A

GRsg -- - -- - 1 1

GRsp 11 4 36 43 — -

GRgo 25 19 89 113 — —

96 35 F G E G B B

70 F D D D A B

140 E D D C A A

GRao — - - - 1 1

GRs 125 79 48 72 - -

GRgo >140 >140 >140 128 - -

173 35 D F F F B C

70 C E E E A B

GRay - -- - - 1 1

GRso 77 60 119 54 - .

GRgo 59 131 >140 104 -- --

28 35 G G G G G F

70 G F G G F D

GRag - -~ - = 43 17

GRs >140 88 >140 >140 — =

GRgo >140 >140 >140 >140 -- -

161 35 D G G F B C

70 C G G D B C

GRao - - - - 1 1

GRsp 30 >140 38 53 - -

GRgo 57 >140 82 128 - -

74 35 B B F C B C

70 B A E B B C

GRayp - - - - 1 1

GRso 10 3 >140 3 N --

GRgo 25 11 >140 49 — -

150 35 G D G G F D

70 G D G F E D

GRsg — — = — 8 1

GRsp >140 T >140 79 - -
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[1083]

[1084]

[1085]

et | mME RS 21 RGP A KR Y (%)
%5 (gai/ha) | APESV KCHSC LOLSS | SETVI | HORSS | TRZSS
GRgo >140 >140 >140 >140 — —
36 35 G G G G F C
70 G G G F D C
GRao - - - - 16 1
GRso >140 >140 >140 126 = -
GRgo >140 >140 >140 >140 -- --
117 35 E D E G G G
70 D C D D G F
GRao - - - - 73 32
GRso 41 20 41 59 -- -
GRgo >140 67 >140 99 -- --
FK10: FREMEA A WL /N TR H IR 1
o i % M G 21 RAGALGE A KV (%)
Y%~ |(gai/ha)| KCHSC | MATSS | SASKR | VERPE | VIOSS | HORSS | TRZSS
49 35 B D C E A C C
70 B G B D A B B
GRy - = e - = 1 1
GRsp 4 15 1 37 5 - --
GRgo 18 93 30 >140 8 — .
21 35 A B C F A B c
70 A B B G A A B
GRyp - -- -- - - 1 1
GRso 1 5 1 130 4 - --
GRgp 1 31 25 >140 6 - --
132 35 B G C G A D D
70 B F C C A C D
140 A F C B A A C
GRyo -- -- - -- -- 9 10
GRsg 4 >140 1 58 9 - -
GRgo 20 >140 66 99 17 - -
157 35 B D C F A B C
70 B @ B D A A c
GR2p - -- -- - - 1 1
GRsg 6 21 11 50 1 - -
GRgo 18 64 34 >140 4 - --
99 35 C F C A A B B
70 B E C A A A B
GRyp - -- -- - - 1 1
GRso 9 63 10 8 9 - -
GRgo 27 >140 48 17 19 — -
141 35 C C C C A B C
70 B A B B A A B
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[1086]

-4 e F )G 21 KRG A KB (%)
Y5 |(gai/ha)| KCHSC | MATSS | SASKR | VERPE | VIOSS | HORSS | TRZSS
GRg - - - - - 1 1
GRs 7 15 4 14 7 et =
GRgo 28 33 40 43 11 - -
108 35 G F G D F F C
70 G D F C F E C
GR2o - - - - - 16 6
GRsp | >140 58 136 22 85 - -
GRgo | >140 >140 >140 67 >140 - =
122 35 B G A A A D C
70 A F A A A B B
GRayg - - - o - 3 1
GRso 5 >140 =175 ] 10 - S5
GRgo 14 >140 | <17.5 2 21 - -
52 35 E G D C A B B
70 B D & A A A B
GRayg . - - - - 1 1
GRsg 5 62 4 20 12 - =
GRgo 38 91 84 37 19 il iE
163 35 C G C C g B C
70 B A B A A A C
GRyg - -~ - - - 1 1
GRsg 8 5 3 13 14 = _
GRgo 36 24 27 30 29 = =
169 | 37.1 D C D B G A C
74.3 B A C A A A B
149 B A B A A A B
GRy - - - - - 1 1
GRs 8 15 5 19 21 il i
GRgo 72 35 83 37 36 - -
72 35 D G F B F E C
70 D F D A E D B
GRyg - - - - - 5 1
GRs 27 126 48 1 67 - --
GRgo 105 >140 106 8 >140 - --
89 35 B C B A A D C
70 B B B A A D B
GRy - - -- - - 3 1
GRs 12 14 9 3 11 = =
GRgo 25 36 21 6 19 = =
129 35 B G C F # B c
70 A F B E A B B
GRayg = — = = = 1 1
GRso z 89 6 92 17 il =
GRgo 21 131 41 >140 34 - =
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[1087]

[1088]

[1089]

[1090]
[1091]
[1092]
[1093]
[1094]
[1095]

- He 8 % 06 21 REGALE A KR Y (%)

%% |(gai/ha)| KCHSC | MATSS | SASKR | VERPE | VIOSS | HORSS | TRZSS

38 35 B D D F A B B

70 B B D D A B B

GRy - - - - - 1 1

GRso 1 21 17 42 13 - -

GRgo 24 56 68 112 26 . -

8 35 A D B A B D C

70 A f B A B C B

GRyo - - - s . 1 1

GRsg 3 26 1 1 13 - -

GRg 6 73 16 1 28 - -

69 35 B C B B B B B

70 B B B A A A B

GRy - - - - — 1 1

GRs 5 5 7 1 3 — —

GRso 19 29 29 4 8 — —

86 35 C D D B D F D

70 C D e B D F D

GRao - - = - . 14 1

GRs 12 22 18 15 21 - =

GRgo 55 85 66 34 77 - -

R PR EMEAA LN TR I 1
ot | m % G 21 KA AE KR Y (%)

%% | (gai/ha) | KCHSC | MATSS | SASKR | VIOSS | HORSS | TRZSS

149 35 F E D F D E

70 D D D D q C

GRag 18 9 6 11 21 20

GR5g 56 38 24 44 - =

GRg >140 >140 100 >140 - e

165 35 B G C F H D

70 B E B D B C

GRy - - = = 9 8

GRs 9 81 4 55 - .

GRgo 30 >140 46 >140 - -

ALOMY : 2225 (blackgrass) (KFHE Z IR (Alopecurus myosuroides))
APESV: 4+ 5L (bentgrass) ((ik$i 5L (Apera spica-venti))

BROTE : It J5i 46 2 2L (downy brome) (B4 ZBromus tectorum))
HORSS: K3 (barley) , ®BFEHF KF M4 KFE (K3 Hordeum vulgare))

TRZSS: /N3 (wheat) , WFEF/INF RN UNFE (Triticum aestivum))
LOLSS: A Z7 ¥, fuFE = KA B2 # (Italian ryegrass) (BB FFH (Lolium
multiflorum)) , i i B 5 (rigid ryegrass) M H B (Lolium rigidum)) .— 42
¥ (annual ryegrass) (Lolium multiflorum subsp.Gaudini)

225



CN 108689924 B ﬁﬁ HH :I:; 224/230 7L

[1096]  PHAMI :/Nfh4r2246 %5 (lesser canary grass) (/NTEEEL (Phalaris minor))
[1097]  SETVI: &t tafjJE % (green foxtail) (FIEH (Setaria viridis))

[1098]  KCHSC:HhfikJ& (kochia) (MBAK (chia scoparia))

[1099]  LAMSS: B$HL RS (purple deadnettle) (RAEEF 2 FK (Lamium purpureum))
MEHEE (henbit) 2 FK (Lamium amplexicaule))

[1100]  GALAP:J &MU (cleavers) (&ML (Galium aparine))

[1101]  VERPE: #2494 (bird s-eye speedwell) (PTHi{H¥E YN (veronica
persica))

[1102]  PAPRH: ¥3iE 2% 53E (common poppy) (B3 N (Papaver rhoeas))

[1103]  SASKR: % it (Russian thistle) (F #h#i] (Salsola iberica))

[1104]  CIRAR: % K#ij (Canada thistle) (£24#i (Cirsium arvense))

[1105]  VIOSS:¥4E =t % (wild pansy) (=% (Viola tricolor)) .H M > (field
violet) (Bf/E 43¢ (Viola arvensis))

[1106]  MATSS: 5 &EWEHI/NEZ (scented mayweed) (FEH % Matricaria chamomilla)) ,
HHz (pineappleweed) ([Elfe B2 Matricaria matricarioides))

[1107]  STEME: i %2k (common chickweed) (%% (Stellaria media)) .

[1108] g ai/ha: Feid A &AL

[1109]  nt: AR MK

[1110]  GR,,: HEM ALK )20 % A=A D

(11111 GR, AR50 % A KDk

(11121 GRy, : A K80 % A K2

[1113] Ry, : A K90 % A KDk

[1114]  SEREEIE . PR ZF AT PR 535 1

(11151 ZEFTEREG TTT R Il i B A7 PN S A I8 L0 77 TR 28R (10em 58) H1 e
P 5 , BT A I 0 R RERE 160, 28 J5 i AL &40

(11161 pH AR DN e o= it FH 238 1 0 O B B B 11 25 Il Ak 5 40 B T 25mL 3 35 /N il 5 3
T-AmL ) A B ADMSOFY 97 < 3v/ VIR G HIH , 15 B 4a 10 1 250 - 10 ML S A S 5
FHIRE YD INFRAN /B P 15 21 (1) W 4 1) i 45 VR LA 20mL K K M VR B W0 B, 10K IR G Y &
HKHMO.02%w/v (FEE/ FR) Triton X-155, 15 25 &t HE I 295 . 350
Jit FH 23 368 5 R 1 2m L R e e 3 V4 Y0 6 R 7 2mL P 7Y A ADMS O 97 = Bv /vl & # A
10mLKJ /K A0 02 % w/v (FEF/ARF) I Triton X- 15501 /KR A0V i 15 21 75 it
HI1/2X1/4X1/8XH /16X AL G E R T 12mLjit FHARAR , it FH 26 R 18T HH & A b (L/
ha) - PABCAA 8002EME S ) T0 0 Mande 1 FHLIE T 55 #43 1 iL Hil 1) 46 & Wit 2 0 KL, %58
A REAE A DL vy P SRR AR ek s FE 185 ~T (43em) H@”}%g%EWO.SOB%ﬁ*E@E@ﬁHEﬁ
1563 187L /ha . X FEAE A7) LA AHIF] 1 779 5 F W 5

(11171 S AFR R A BRI Y B T Ll 1R = JF HLs s T W e 7K LB 1k vkl
PR AW o 21d i 5 DA 420 (1) R 50 5 A A 3 AR R A0 () IR 450 () BL e AR A B A e, 9 HL
LLO- 10015 73 L Y RUBEVE 23 » Fo o 0%t N2 -0 A B 528K, 100X B FHE S8 T B sl 35047 A
IR ZF, FHnRAF PR
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[1118] i i B FHAE a0 R SCHER R IR 12 B2 % 294 : J . Berkson, Journal of the
American Statistical Society,48,565(1953) #1D.Finney, “Probit Analysis”
Cambridge University Press (1952) , %54 & WTE A it FH 26 1 Bk 45143 T DA FH SR
GR g~ GR5 o~ GRgo FGR FARL , I3 SONAEA RN 7, 36 24 31115 1120 %6 15096 8096 190 %
(R AE Y A= K sl D (GR) Pl 75 A B 51 PR A 28R &2 o 488 P 200 S it ) o AR 1 D v K R 22 40
J% FH 22 M\ 22 711 B it FH 28 10 2 MG P BT R SR I 08 o — 6 571) 2 it FH 236 1 08 A B 5 77 2 7

R e rfifide fE T~ R

[1119]

— SIS A IR Bt R R A e R RIS RAE R 127 4

[1120] K 12: ZFETBR EAEAL S WAE N FUR S R g P
e | MR G 21 KA A KK (%)
%% | (gai/ha) | APESV LAMSS LOLSS | SETVI | HORSS | TRZSS
20 35 A A G F F E
70 A A E B E E
GRg -- -- - -- 17 10
GRsg 6 6 >70 32 - --
GRgo 16 9 >70 71 - --
147 35 C A G E G F
70 B A G (& G F
GRyy - -- - -- 70 23
GRsg 19 1 52 17 - -
[1121] GRgo 33 S >70 >70 -- --
214 35 C A G G G G
70 A A E G G F
GRyy - - - -- 93 28
GRsg 13 | =70 =70 - -
GRgo 28 2 >70 =70 -- --
49 35 F A G F G G
70 E A G F G G
GRy - - - - =70 >70
GR5g =70 1 =70 =70 - -
GR80 >70 3 >70 >70 -- --
ebdh | emE A JE 21 R GALE A KR Y (%)
B (g ai/ha) APESV LAMSS LOLSS | SETVI | HORSS | TRZSS
42 35 B A G E F E
[1122] 70 A A G D E E
GRy -- - - -- 11 5
GR5g 12 1 >70 36 - --
GRyo 27 1 >70 >70 - "
[1123]  APESV:# %¢2E (bentgrass) B #%+7 % (Apera spica-venti))
[1124]  LAMPU: £t =Bk (purple deadnettle) CZXAEH 2 Fk (Lamium purpureum))
[1125] LOLSS: B FE A fiE KF|HEEZE (Ttalian ryegrass) (ZEEEFE (Lolium

multiflorum)) , i i B B (rigid ryegrass) I H B (Lolium rigidum)) .— 42
¥ (annual ryegrass) (Lolium multiflorum subsp.Gaudini)

[1126]
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[1127]  HORSS: K% (barley) , BLFEH KEMEKFE (K3 Hordeum vulgare))

[1128]  TRZSS:/N#Z (wheat) , WIEH/NEZ M /NE UM (Triticum aestivum))

[1129] g ai/ha: 5o id PR BF AL

[1130]  nt: RN

(11311 GR,,: HEM A9 20 % A=A D

[1182]  GR, : A K50 % A KDk

(11331 GRy,: A K80 %6 A K Ik

[1134]  GR,, : A K90 %6 A K Ik 2D

[1135]  SJafFlF . VR 75 B R fE 0 28 fa bR Ry 1t

(11361 ¥ Fr 75 WA P oo M ) P B SRA P N 38 Joia v, 1% E 43 5k P08 BA80 %220
[PIEL Ve G 3 1 (43% YR 38, 19 % M - 138 % Vb 1, pHME Z18 . 1, I HE N & 8 N L
1.5%) R0 % o 1% 3 BRANE R T A 9139, 7 en R Zh 24 75 B (R 1 1710
W 2 AR RR (1) A0 It P 2 5 TR AL B A AN/ B A i A 2 B B AL ER ) A M AR
4K 10-17d, 2514h BOGHEEIH, B R B PRBFAEZ29°C , R 18] 2926 °C o A R RIS s
FEFNAK , B a0 75 E AT 4 )8 = A 01000 FLAT A6 4 78 Y6 IR . e 18 21 58 — 8l 28
=Y B it AR A AT

(11371 PR AR DN ) e o= it FH 238 1 0 R B B B 11 25 Il Ak 5 ) B T 25mL 3 35 /)N il 5 3
T-AmLI¥) I B FIDMSO) 97 - 3v/ VIR G WM , 15 B 12Xl 5 W o 40 S M4 & AR 5y 5 i,
TR YINFAAN /B P o W R AR R A £ TN N 2258 S5 VA TR R, 515 B 24 1) A I A DMS O i
I3 HIN16.2% F10.5% o 5 B VA OE N TR IN10nLAI1.5% (v/v) Agri -dexVEMIIMIR4E P i) 7K
PEIR G MR 25 18 1) I AR I A Z I A 1.25% (v/v) Agri-dexVEV) ik 4
WAL SN ER I T 1 2mL it FARAR , i 2 18T A Bl (L/ha) - LA A 800 2E M M 1) T0i 8
Mande 1UTE 1% 25 2 44 TG 1) IR AL & 00 e FH R R0 R) 10005 25 3 R 1 D DA g HE P S50 R 0k el
F B 1895 ~] (43cm) FME 25 5 FE 1710, 503 P J7 K I it FH I AR 138325 187L /ha o X HRAE 4 LA AH
[7) 4 77 92 I 79 LS 55

[1138] 22 AbEE R Y AN A B T Fad 1 = e 9 HE i R R 5K LB 1k vl
MR B . 20-22d J5 , MIAAE 0 B R L 5 R A R R R D R IR 0 1 B A AE L 3B A€ L I
HLLO-100 A 73 L I RSy, Hodr 036f B T e 45457 , 10006 BT+ 58 4 %48 , I BLAnRA BT 48
ZINo

(11391 J@h B FHTE G0 R SCER R R I T V2 8252 2 9347 : T . Berkson, Journal of the
American Statistical Society,48,565(1953) #1D.Finney, “Probit Analysis”
Cambridge University Press(1952) ,%¢ &b & W75 it FHZE B BR B 44 v DA AR T
GR g GR35~ GRgo FGR FARL , I3 SONAEA AN 7, 36 243 3115 1120 %6 15096 8096 190 %
(RIAE Y A= sk D (GR) Pl 75 A B 75 R A 2080 &2 o 48 P 200 S it 4 o AR 1 D v K R 22 40
I FH 22 M\ 22 711 B it FH 28 10 2 A P BT R B I A o — 6 571) 2 it FH 28 1 08 A i 5 77 2 7
FZ R AT e TR+

[1140] 3 FH 47 e FH 258 00t FH EU 48] < SR RO AL 70 o b s RN SRAE R 1325 HY

[1141] 13 FREMEAL & WE B ARG B35 1%
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[1142]

ot | emE G 21 REGALIE A KV (%)

% (g ai/ha) BRAPP | CYPSS | ECHSS |LEFSS |SCPJU |SEBEX | ORYSS

216 35 B B B B A A G
70 B B A A A A G
GRyyp — = = = e = >70
GRsp 8 10 4 8 1 1 -
GRgp 27 70 15 23 1 1 -

217 35 A A A A A A E
70 A A A A A A @
GRyy - - - - -- - 10
GRsp 3 5 1 1 1 1 -
GRgp 5 11 1 3 1 1 =

135 35 B C (& G B A G
70 B B (& D A A G
GRyy -- - - -- -- - =70
GRsp 4 5 17 57 2 1 o=
GRgp 11 49 70 114 5 1 -
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[1143]

14 LSS G 21 RAYALIE A K V(%)
5 (g ai/ha) BRAPP | CYPSS ECHSS | LEFSS SCPJU SEBEX | ORYSS
165 35 B C B G nt A G
70 A C A A nt A F
GRyp - -- - - - -- 44
GRsy 12 19 10 24 -- 1 --
GRgp 27 67 24 56 -- | --
134 35 A A A A nt A D
70 A A A A A A B
GRag - -= - - - - 5
GRsp 3 6 1 6 1 1 --
GRg 12 13 1 15 1 1 --
122 35 C A C G A A G
70 B A B G A A G
GRyp = - -- -- -- - 70
GRsy =] 1 6 =70 1 1 --
GRgp 42 | 47 >70 | | --
8 35 A A A G A A G
70 A A A F A A B
GRy - - - - - - 2
GRso 4 1 2 =70 1 3 --
GRgp 9 1 6 =70 1 5] --
58 35 G A G G A A G
70 G A G E A A G
GRyp -- - - -- - - >70
GRsp >70 4 >70 >70 3 2 -
GRso >70 8 >70 >70 8 4 -
146 35 D A B G A A F
70 A A B C A A D
GRayp - -- - - - -- 18
GRsg 8 1 17 44 1 3 --
GRgp 29 | 32 87 1 4 --
47 35 F A F C A A G
70 F A G G A A G
GRy - - -- - - - =70
GRsp >70 | >70 >70 | | --
GRgp =70 £ =70 =70 1 1 --
125 35 E A E E A A G
70 D A D D A A G
GRyp - - - - - - 0
GRsp 46 4 40 43 1 1 --
GRgp =70 10 >70 >70 | | -
159 35 A A A A A A E
70 A A A A A A D
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et | em & G 21 RAGILIE A KMV (%)
Y5 (g ai/ha) BRAPP CYPSS ECHSS LEFSS SCPJU SEBEX ORYSS
GRap -- -- -- - -- - 12
GRsy 3 2 ) 12 1 1 -
GRgp 8 5 4 19 1 1 -
124 35 A A A A A A D
70 A A A A A A B
GRap -- -- -- - -- - 1
GRsq 4 1 7 1 1 o
GRgp | 16 1 1 -
96 35 D A E B A A G
70 B A B C A A G
GRyg - -- - - - - 130
GRsp 19 3 29 27 | | -
GRgp 58 6 84 58 1 1 ==
173 35 G A C E A A E
70 A A A A A A D
[1144] GRyp - - - - - - 16
GRsg 8 2 12 24 | | ==
GRgp 26 4 33 47 1 1 --
03 35 A A A A A A E
70 A A A A A A D
GRyy - - - - - -- 13
GRs, I 1 1 6 1 1 =
GRgg 1 2 1 11 1 | -
74 35 A A A A A A D
70 A A A A A A D
GRy = - = = - - 4
GRsg 1 5 1 6 1 | -
GRgp 5 10 1 13 1 1 --
11 35 D A B G A A F
70 B A A G A A E
GRyy m— == - - - -= 25
GRso 13 I T 175 I 3 =
GRys 44 1 25 463 I 7 "
[1145] BRAPP: @M {55 % (broadleaf signalgrass) (/¥ (Brachiaria
platyphylla))

[1146] CYPSS: V¥, @FE /M AT I EMR (small-flower flatsedge) (FFRIJHEL
(Cyperus difformis)), BVHEL (yellow nutsedge) (JHI¥HHL (Cyperus esculentus)) , K
VhE (rice flatsedge) (B KVHPEL (Cyperus iria))

[1147]  ECHSS:H$EMEL (barnyardgrass) , (B (Echinochloa crus-galli)) , 3k
(junglerice) , O%3L# (Echinochloa colonum))

[1148] LEFSS: T4 T (sprangletop) ,®@EH E T4 T (Chinese sprangletop) (T4& T
(Leptochloa chinensis)) , 2k T4 T (green sprangletop) (Leptochloa dubia)

[1149]  SCPJU: H A4LEL (Japanese bulrush) , % (Schoenoplectus juncoides)
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[1150]  SEBEX: Kk H & J& (hemp sesbania) (H# (esbania exaltata))
[1151]  ORYSS:#4 (Oryza sativa)

[1152]  nt: KM

[1153] g ai/ha: 5ol MR BEA L
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