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FHEL) VU FHOR 2R (BIAE U R 2 - FH3E) JEAWR s hydantocidin FHARBK LA L HH DK e
PR~ K BT R AR S BT S T e At R (Ru B FR 2 - FH 36 - 49) » iofensul furon ((U 4%
iofensul furon-4) LTS . S PR S Eme B | lancotrione JMCPAMCPB. & — HUUSH
Fi (mecoprop-P)  FHEL R (R4 HH 3L e - FH L) | FHEL TR R R0 S I R L 5
MEE Bk (methiozolin) PN FHRLJHE il S Jie IR R R I RO e  JORMs s % L ik it
KB DRSBTS T RO TR R R TR L RO
F50E R | PRk G A - T O TR TR PR (propyrisulfuron) VK
e RSP L GRS ONOe BLG M ELEE (pyraflufen) (FYFEMY BEE - 250 Ry Hont me |
K B ERTE ik TP TRE (pyrimisul fan) AR (pyroxasul fone) (BERARLIZ . S
WPR S FHEEMBRER e R R (B FERSEE R R - S MIERAMERE (quizalofop-P-tefuryl)) AR
T 78 R 5 Tk A AR PO PR R e P R fl S PR e BRI L | e R —
Bl AR R T 0 VER T A JHER S (thiencarbazone) HEWT il 58 L 350 95 7 B i
(tiafenacil) FEEE FIFE (tolpyralate) M B - = FF 2K B0 G50 B fiff L 1%
(triafamone) B 22 FE RRRARE AR (BFERRRE - FHED) (E080E = e ke (B4 =
SAME AR - #9) =9 5% (trifludimoxazin) HJR %« MRS (4 -2 5L - 1 - FHAE 2L -5-
H-3-[4- ORI - 2-MREmE S T Rme b - 2- i L 4 - k-1, 5- “HIEE-3-[4- (3L -2-
Mg BE T DRI IR - 2 - il .5 - £ 5 A -4 - FR A - 1- R AL -3- [4- (S L) - 2- MR 5 T R bk - 2 -
B4R 1- -3+ [4- (U HHE) - 2- b B T mkme bk - 2- i 4 - -1, 5- —HH3E-3-[1-
FRIL-5- (G FHSE) mbme - 3- FE WKk - 2- il s (4R) 1- (58U T FEShme - 3-58) -4- £ 54 3L -
5-FA3E-3- FHIL-Rmembk - 2- i 3- [2- (3,4~ —HIAEIEIRIL) -6- FHEL - 3-SR - ke - 4- 3L ]
TIR[3.2.1]¢kE-2,4- T 2- [2- (3,4- " HIAELRID) -6- HHIL - 3-SR - AR - 4- FREE] -
5-FHSL-IAC bE-1,3- il 2- [2- (3,4- —HISHALIRIL) -6- L - 3-SR -z -4- L A

10
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Be-1,3- i 2-[2- (3,4- SRR IL) -6- L -3- - AR -4- L] -5,5- —FIEE-R
Ot 1,3- il 6-[2- (3,4 —HISILRIL) -6-HIIE-3- 540 - Mk -4- B dt] -2,2,4,4- Py H
F-TRCHE-1,3,5- =i 2-[2- (3,4- “HSEIKEL) -6- L -3-5840- kR -4- ik ] -5- 4
F-IRCKE-1,3- 2 2- [2- (3,4 ZHISEAARDD) -6- FHIE-3- S -k -4- B3] -4, 4,6,
6- VUL -PRCAE-1,3- Fi2- [6-PRPN3E-2- (3,4- IS ALRAL) -3- 54K - AR -4 - ik
FT-5-HIE-IAC e -1, 3- i 3- [6- IR 3E-2- (3,4- —FISORED) -3- 5 - AR - 4- ik
FITIR[3.2. 113512, 4- i 2- [6- IR BE-2- (3,4- HISEERED) - 3-SR - Wk -4 -3
F]-5,5- “HE-FACHE-1,3- i 6- [6-PAPN2E-2- (3,4~ FHALELARRD) - 3- S -l -
4-FxI3E]-2,2,4,4- DU -IRCRE-1,3,5- =\ 2- [6- PR AL -2- (3,4 “HISAERE) -3-
HAR WA -4-FRELTIAC b -1, 3- i 4-[2- (3,4- “HISEILIRILD) -6- FH3E-3- 504K - Mk -
4-FrF]-2,2,6,6-PYHI3E-PUSEIR -3, 5- A4 - [6-PRNZE-2- (3,4- “HIAERRE) -3-
AR - -4-FREL]-2,2,6,6-PUHHEL - PO -3, 5- .

[0065]  H A (1) ik &R &M vl DL 2 gk 2 2 5, il anfEThe
Pesticide Manual [RAFAMFIFNI, H1+ /SR, SeEEY{R 472 5125 (British Crop
Protection Council) ,2012H1FFHE 31,

[0066]  HA (D B &L nT LAV S BAT FAt A Tt (o BRI 77 R 28 Rl o
B A MRS, H9l{r The Pesticide Manual [ EAMFHITF ] désH .
[o067]  FLAEN (D &Y SR A RUM IR G E it 2 M 1:10051000: 1,

[0068]  XELIEAW AT LA R T- DL _EE BIRECH S b (FEX Aol B TR 3 &
HARX D a5 RGN MIREYD -

[0069] A% BHI S EIR A 0id ] DA — il 22 Bl B e A A o I 2eede 4
FN ) SAFI C A5 M RS CRORE R 2Ee) DR AR IR I - — U PR M e ff s (0 i i
W - 2 5) REIIE GRS | R R OBCR R IR (AT RORRE M R - £ L) L s i TR
(mefenpyr) (FIFEMEMEARTIIR - — 50 \metcami fenfIfR LG

[0070] AR AT X (D S S PRI SRR - £ 56 e E i/ uk
N- (2- AR R PR -4 - [ (3 - 20830 S 3 ] R TR &) -

[0071]  FA (D ISR 24 7048 AT DL RR sk R IE X, @9l @i/ The Pesticide
Manual [ = 4 W7 T, 55165 (BCPC) , 20127 FrR 2 1 A B O3 Ml i T3
BEVENVET VB VEE VB VER VB RER VR R (a0 02/34048 R R 1Y) -

[0072]  ficdetth, HAT =X (D M & 5 ARG TE 2 M 100: 15 1:10, JLHEMM20:1
21:1,

[0073] AL BHIEE—PHRtt T —ME g s 2 S 1y ik, Bk 75 i B AE I iR P
Mz g eS8 A O ik 5 asw. eoh , AR B R DLt — PR fi—FifE
T EYIR RN R S Pl AL e PP E R s ) 2 S 5 i, Frh BT T 2t FE ia) Flr iR S P e
e R AR A AN A G PRl EHER AL IR Bl R AR kB 1 Bl b A2
B, 5O RS A S A I S AR R G g B il i
FEFE IR Y S A IR G o ‘BT EIREMIE A K ok AR I Tt F AT LA
CEAEYAE D HE TN/ Bl HH e e 22 3P . — S e P v] DA A Hbi 2 B A X (D 1Y
AR EAE F o A I EMAE ) 3G oK /N S KR SRR AR

11
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[0074]  HAT I ST 2 T LAE i yE 2 N AZ (O BT I P o it
J ik G Ay el H A e s Rt it 22 Fh1- 2800 s So R T 55) SPEMIRA YD «— ek 2 i Frds
HIAIAHET L 32 TS S AT DA R 2t 12~ 1 FIRE ] DA R F b B = e O A IR 25 o AR
A IR A I A i@ DA L0 % 25008 /ha I H S 257 1000g/ha B H 2 25
%250g/halJ bt F i H o

[0075] i W AL S A T, SR e T R T AR R R R L vt
WAL, (EZ R AT LA FHHAR TS 2 Anfiony (GEN R A T NEiisi «

[0076] (RPN ER AR My b (0 FEAE 1 5 HLAO B Fh o ik el i 36 R T AR L 0T Hofth
B 07 k22 A2 ) g B ) (91 4nALS - S 751 L GS - 30 61 751 W EPSPS - 4131 751  PPO - 41 1) 551
HPPD - 133 751 « 70 ) 751 - PDS A M ACCTif - 4P 1l 710) 10 52 14 1 B e A AE P o 2 1 5 W 7 o
PR G BRM BBRAR (3112, FH S ) rape R ER I 5502 Clearfield® 2 2=
HEE (RiEhL (canola) ) o3 LA TAE 57 L T B S e e O ER i S0 A0 5 451
YR RN T B O ROK S A X 8 ROk Rl E R BR 72 RoundupReady® 7
LibertyLink® | 2 0] g1 .

[0077] (R Y03 N PR A i SR TR 5 ik L T e 35 B g Bt g A e £
Wi, BBt oA G RGH F ORI HelE) BURE AR S 5 AR DL A Bt 3
O R R Z H i F PR Bt E KRS E NK® 1Bt 176 T KA K Gl ik fif-2A 7]
(Syngenta Seeds)) Bt 2 /& 05 B 2P AT E HEAN R IRE R 8 1 Lo 25 X Ae
E I 2K E R R S AR TEP-A-451 878.EP-A-374 753.W0 93/07278.
WO 95/34656.W0 03/052073FIEP-A-427 5291 . A S— ik 224t 5 B H A TE R Rk
— Pk 2 AP R RO SR RO SL R E YR 96 KmockOut® (£2K) \Yield Gard® (F

) . NuCOTIN33B® (Hift) . Bollgard® (i4f) . NewLeaf® (%) |

NatureGard®LL k Protexcta® o ) Vs ATk 34 n] LUl 57 O H.
[FIN 2 HU e B e ity (SN BB Z5 50 o Bildn, - AT DLEA A B Ul Cry 385 H
IRET, M RN TR H R o

[0078]  {EWEid RCEE A O A0 FE i s MU & M R TR R 3R Aot LA 2 i
(P IR (B ansGE RO s A ARE T  SE s S IR E A SSGE IO ) B ARE

[00791  WTLAfs X S A 5 Mok B AR R (R 200 ) o ARl 2 R v
VR B IR, Bl an s iU & IR e i B T R e R AR R R VS B
JE& DR R B R R R R AL)E RS B R R R R M s
J& , BT LR RO Rl B A RS D s KR S 22 B A e P B S R T
HEECERGEERE. AV E R B R EENE e B N HE.

[0080]  FEACKHAM SAMIT I, S0 1 4nACSCHITE X BA 2 (D R S 0 R
o FHIE

[o081] AL B ST LIARSEUL N5 Skl -

[oo82]  HIF-l A (D L S5 ik

[o083]  FHTF-illg b &1 (BlaniAr =0 (D e & Brid e s tdeit n] Log Haolk ey

12
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ERTRRSRER) ) R EEDAE INVARER , I B BAC B 5 SNY T I
Q

, Q >
R R(m)
. OH LG~ (m) o o~ |
(n) (n)
[0084] N | N

XA XB £
[o08s]  HATXTRIL ST A BAT sRARI e S i 5 R A BRI 54 GLPLGE R
TS AR, Br . C1 Fk0S0,Me) (T He A= 5 1 BRI 775 I LA i IR A
I SONLR N SRR A £ o 15 OB T LA A AR ,CO, 5 Cs , CO, o i FR A 1 A AE DMF o
G B EAE20 'C 5 120°C 2 [ BAT 5B 12 ] A el il LA SCkrp 2
L sRES]

Q

il
Q PG
g O OH
R 1
[0086] (n) —  Rp)

X C XA
[o087] ]I, AT BAT AR L M T LAl BATSCHIL 574 LR PG R B T R R
PEEPAT, diMe AC) 28 B PR AP SRR 8 o 24 PG=Melt , 1538 HJBE R4 S A1 (O FRAE 51 11
1A (4nDCM) HA {8 FHBBr g o PG = Act, Frid ML R 47 26 P B I AR A I 7] (4iMeOHEk
MeOH/H,0) Fi{ FHK,C0, 5NH, 0AC.
X |=I>G Q PG

|
i o 1 -
loogg] (M Q=Y —— > R

XD XE XC
(00891 HATCHI S AT LA H B AT DML 59 (AP X RO R S & i ) 3 (A1F \C1\Brik
D 80 G X 2R (0T1)) 22 i 5 B AT XERM &9 G Y 3o G i B I BC AT A
(coupling partner) FHEH], 41-B(OR) ,5%-SnR,) 75 G i A/ BORE S IOAEAE N Tk
HOAE Al PO BRI AT B I HLAE S s A7 77 HH A SO K A1l 85 o 2 PR A7) ) LB - =
IRIENE - AU AL (1D o SraE iRl A] LA A5 Cs, 0, o i (IR AT LA AR, 4- R lDME . 2.
AADFIAARER S W2 TR sk AT DA Sk R 7 5125

b l?G Q |:I>G
1 o 1 O
[0090] Rn) Q=X et Rin
XF XG AC

[0091] BRI kA, B CRUE S UL B A PR 54 LR YRos A1 i 4

13
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BRACThAEREMT, 4n-B (OR) 5k - SnR,) FIAA GHIME 54 Qe C- B2 IR (AQ1AN
02) , HF HEAXFER A IE I 2= (WIF\C1\Brk D) B S il 22 (4H0T) ) fE A iE e
I/ BCORE A HIFAE N AP SIE OB P I ELAE S @ TR Rl o6« It
AT T AR ARPY (2R R o A I A AT AR AEK, CO, o 75 18 AYTA T T LA B FRDCM/H, 0.0 F
A EAEA GHIE G2 AT R WA sl AT A SRk i 5 kil 25 o

X 5 Q )
o R(m) 1 o) R(m)
. = | Q-Y ~ Rn) = |
n
[0092] (n) N N
AXH XE

A
[0093]  EBARMET A, BA XTI & T LA NI (L &) (R XoR &l i g 3
(AF\C1Brif I) sl Gl il 2= (An0T) ) A ERE &4 LY oR & i o i
ThAERERT, 41-B (OR) 5k - SnR,) FE S @ AUHEALT/ SR S AL B IR S IE RIBR
FAAE NI ELAE B I AP SR A 5 o S @ AR P AT A AOAERL - =R BRI - S sE UD) o
IR LA AECs,,CO, o Frad RTATT R AR, 4- —IELTEkDME - HAT SCERI L S P2 Rl R 1)
FRBI T A o SRk EL IR 5 T 2
X

RZ . X .
) OH CL A~ "m Rin) 0o (m)
R(n) | —= o
[0094] NI \d
S
AB

e A H
(00951 FLETSRHAIE A 0] DA p S THO {225 B 54 (HUNLG A A 0 2
, A1Br C1FEk0S0,Me) 71 & 1& BRI A7AE I I ELAE & ik A 771 HPOR ) 25 o S iR et i A
{3475Cs,00, \K,CO,HiNaH o 2558 117251 1T DL E0FDMFEDMS0 . FLA S A LA sUBI b 252 v
R ARy e T A SRR HR LRI Tl 25 o

Y 2 Q
1 R 2
R (m) 1 R
Q) O~ a_x Rn) O~ m)
[0096] | |
N""\. N'\-..,._

XK A G X
[0097] 53— R T, A I AT A bl LA SRR 2 (LY Fers i
ORI A B AEEAL, 401 (OR) 2 -SnR,) FLEAT SRGHI £ (EUPQUEC-EBEIOZ43R, 3 HL
FOPXFR AT IO 2 (QIF CLLBrak ) sk A HOABLEI 2 (AI10TE) ) 1 23 HO A7/
SFAHEAE T AT AT B A AE R FLAE 23 OV A R A 46 o 28 AR 7T
PLATHEDY (= A0 4 A B T EEK CO, o A3 (KA AT DA £S5 DCM/H,0. FLAT 161
e A4 AT RIS T A o SRk L AT 77 A

14
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Y
1 2 1 L4
R
(n) OH LG~ R(m) R(n) o R(2m)

[0098] |
NI |
N“"--..
XL

AB XK
[0099] B AXKAMbGHn LA EA LG G YRR & IR LR B e,
@1-B(OR) ,5k - SnR,) FEAABIIE A CLHHLGR R S M B A2 W, 41Br €1 Fk0S0,Me)
FEA BRI B I AR S s A iR i £ o 51 AR AT LA R C s, C0, . K, CO, 3k NaH o
Bt A AT DL B FEDMF B DMS 0 LA UL AN A B AL S 45 v] s e g ek vl A s Sk
FHELRII T TS

Q 2 Q
R 2
1 HO (m) 1 R{m}
Rin) X Z | Rn) O~
[0100] NI N
S

AM =0 X
(01011 5 53— BHRHE Ay ik, AT ST AT B LA ANEO £ b 2
WX 2 (UIFC1\Brak D) sk& G idnilxi 2 (noTe) ) FEA ANTI A& W7E G 1E i)
ROt AE AL E A BTN 22 T3 FLAE A E I R « 38 MO R DL
FEMVLER (1) o S AR AT LA EAEK,C0, o 1 T 71 AT LA A4 DMS 0« H A AMAT A SN E
S Al R AR e AT DA SCEk R 2RI RS

d PG Q PG
|
1 O inmmi O
[0102]1 Rn) - 4
Rn)
AP XC

[0103]  fEIE 7 —EAE AT, BRAACHHE ST LA B APt &4 GLrh 24
T PRI 5 T FRIR 5 P B S e 120D (58 R SR P E A2 BRI B 5 TR K A
o

J

2
o Rim) Q 38
1 = Je 3R 5 Ak (m)
[0104] R N | RHBA._ Q:]/O = |

1
Rnj

XQ Eq
[ot05]  Jefblit, HAT TR AT AR AT QR L Er i CRErh I RS U i T R
PR T BB < B B ) foi ISR P 2 IR Z B B R i

15



CN 112996780 B ﬁ'ﬁ HH :F; 13/55 11

Q Q PG
1 H O
R - R
[0106] (n) = Rn)
X R X Ci

[0107] 15— 5k, BAAACi &Y (LA RCH S, Qe Sl AR B 44
IR (ortho-directing heterocycle) , #1Q9.Q11.Q12.Q345%Q35) ] LA A AT R EWAE
B A B i B A A 8 R AZ A AR R &S o S AL 77 ] DL R AR
Pd (0Ac) o Fridi A A AT LA RIS (O ) 2K Sl s i n v L EFE O -

X Q
1 H 1 H
[o108] R Q-Y = Rpy
XS XE xR

(01091 HAA RIS EW T A R A SHI 59 GLiPXERoRG &I 22 (AC1 \Brik 1)
B EAIE R 2 (J10TF)) 22 5 HA BN &) LY Ron S IE rIBCRL (D A B e
, 41-B(OR) 5k -SnR,) £ A I AL ]/ BUARH S A N A S IE IR AA A R
LA B IE TR R R SRR A o o I A PR P DA B0 - =R gl - St i (TT) o i
(B T A 045 Cs,CO, o S VAT T DAEOAE L, 4- ZIELT kDM « FA S HE A BRI &1
e MR ARk PT LA SCRk e E KR 5 kA

Q

1 H 1 H
[0110]  Rm) Q-X = Rp)

XT XG AR
01111 AP, A RIS PRI DA B A AT S G YRR Gl ARG (L
BB, 20-B (OR) , 5k - SnR,) ATEA G & CRHQEC-EH AR, H HhX &R
FIEHIX R (UIFCL\Brak 1) s Sl iR 25 (WH0TE) ) £E il L 7 /Bl Ak 40 5 A7
RS IS RIRRIIATAE I I EAE S PR R 26 Sl AR AT DLERE DY (=
IRELIER) A o A PR AT LA AU 48K, CO, o 728 IR 711 AT LA A4 DOM/H,0 . BAA S TAT R X GRIfE
S Al R AR ek AT DA Sk BRI RS
Q . Q
H oPG R 'WT
1121 (R)a — (R);

OPG

X Ciii X Cii
[0113]  gER M, AR CL i et (L et &, Rt W= 22 3£ HQ
AT BN IR, 11Q9.Q11.Q12.Q341kQ35) I A h A R ciii v &9 (g cm

16



CN 112996780 B ﬁ'ﬁ HH :F; 14/55 11

(e, R M =) 28 5 5 A I SRR A ORI A0 T I AT e £ i
FROVATRI R AR SRR AR B o A R ] R P A EOAN - R B0 M N - TR I L
N- SUHRBREEBEI e mN - S RO R M e o 5@ O AEAE 77 AT LA ASAEPd (OAC) o FIE AOTA I 1]
NEE T8

F | ' Q
1 OH o OH
(01141  (R)s Q—H — (R);
XU XV XA

(01151 75 XA — R i, B AR &4 (O QUN- 220248, I FLRZIRHL,
SEERL, e Z L ONENO,) T AR A UL Sz i 5 BA VI S A S @ iR
FAAE R I HAE G il (T H S Ar SR SR 2 o 5 1 IR LA A EK,CO, o 15 I R VA T VA
AIFEN, N- IS O A UM VA S92 T B R el r] DA Sk 22407

Jr ik
[ot116] LA MARBRAIMESHIIRAL & AL W R &4 (i MR rEE A iy) i A
{UNEYLWaRr

0117 5241 :5-[2- [ (556 -3- G- 2-MEE 3E) S 3L ] -6 -9 - AL ] -3~ (TRl FHEL) Seiamp
(AD) FRIA Ak

3 F
F F
—N N
o)
[0118] N\ > P F
F OH
F oﬁ
N
X ¢l

[0119]  [A]2- [3- (g HHEL) SpmEmy -5- 3L - 3- 35 - Ky (0. 06g, 0. 26mmo1) £EN- " FHIL FA
b (1. 8mL) HER 4 FE A TR 8 INK,CO, (0. 18g, 1. 3mmol) , Bl 8 5 - 54 - 2, 3- 3 - ML e
(0.049g,0.33mmol) o K W AE 2= Mg, HAR IS INFAEE 80 CRFLk4/ NN o Ke S W T
G A2 Z= I FIDCMAORE I HI2M HCLRRAY , ¥ #5493 B, SR I K /KAH FIDCMFF A< HY, F-Ks
SEFAENIERTE D22k 2 T8RP IR B Wi i O R CREAE R CbE R0 % -
10 % [k B AE e i AE i e Bt A TPl ik ik sk alift , UAZA 2 e AR BT 75 4
(0.066g,70%) .

[0120]  'H NMR (400MHz,CDC1,) 87.83 (d,1H) ,7.57 (d,2H) ,7.24-7.08 (m,2H) ,6.94-6.61
(m, 2H)

01217 52 3- (oL -5-[2-90-6- [ (5- AL -2-MEme BY) S L] RO ] S mim: (A2) 11
i1

17
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F F
F F
—N —N
\ \
PAS N Y
[0122] -
F OH F O 7 |
N 0]
= l‘}l+
A-

[0123]  [A)2- [3- (g HHEL) Semimy -5- 3L - 3-9p - Ky (0. 06g, 0. 26mmo1) £EN,N- — FHELH
Mtz (1. 8mL) o P FE AR R K, CO, (0. 18g, 1. 3mmol) , [ J AN N2 - 5 - 5 - Al 2k - L IE
(0.052g,0.33mmol) o RS W AE %0 M FEL AR SRS DM R I JT12M HCLERAY , R 5 AH 4y
29, SR IE KA DO AR B, ¥ 2 S I AU R T 284 28 T 8RR 7R B s ok
i IR CREAE T HRIN0 % - 20 % AR EEVE AP AT REIR b TRk ta i i ok 4lift,
PAZG H BRI i #5774 (0.078g,85%) -

[01241  'H NMR (400MHz,CDC1,) 88.95(d, 1H) ,8.64-8.43 (m, 1H) ,7.59 (dt, 1H) ,7.32-7.10
(m,3H) ,6.97-6.53 (m, 2H)

[0125]  SC33:2- [2- [ (5-%(-3- - 2-MEmE L) 5] -6- 5 - 3] -5- (o FHAL) W (A3)
FNEEN5Y

[0126]

cl

[0127]  [FJ3- (29 -6 5L - FIE) -5- (=g PEL) -4H-FpIEME -5- 17 (0.100g,0. 377mmol)
FEDMF (5mL) Hh (I35 7R P K, CO, (0. 317, 2. 26mmo ) F15-52-2, 3- e (0.141g,
0.943mmol) o Kf S R A180°C I IARA/INI , I HLAR I S HVA 2 i o R7 S R TR ) FHE  OAc
FIH, OF R , 45 8 A0 53 B H4E K AH T 53 SN E t0A e 2R B 485 HEIOAT ALY FH, 0B 7% 48
MgSO, T AL P2 & 2 T8 AP AR B i i (110 9% - 10 9% EtOAc /7 CUbE E M DR
TR PR il R AL, AZS I 2 0 (AR T34 (0. 068g, 48 %)

[0128]  'H NMR(400MHz,CDC1,) 87.78 (d, 1H) ,7.67-7.42 (m,3H) ,7.24-7.05 (m, 2H) .

(01291 5454 . 5- ik -2- [2- [4- (oD NH - 1- B ORSAEE T HEE (A14) F 5 1k

(01301 2PER1: 1- 2- FIAEAERED) -4~ (S TPAE) MEME 7k

18
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7\
[0131] Br N

[0132]  [fij1-JR-2-FIAE -2 (0.20g, 1.07mmol) 751, 4- —WELE (4mL) A i rh s in
4- (R HED - 1H-1m (0.291g, 2. 14mmol) <Cul (0.204g,1.07mmol) N,N - —FHHI: 2 k-1,
2- % (0.189mg, 2. 74mmo1) LA KK, CO, (0.227g, 1.64mmol) o Kf S NATE [ I IIFAT2/ MK, fili
HAHI 2 =, K W AR b I T 1 (8 HHE t0AC/E S T REH5 % - 50 % HIRE I A D B
WAEREIR Fab TR vkl D4 B e R a4 (0. 169g,65%) -
[0133]  'H NMR(400MHz,CDC1,) 88.31 (s, 1H) ,7.88 (s, 1H) ,7.72(d, 11) ,7.36 (t,1H) ,7.11-
7.03(m,2H) ,3.91(s,3H) -
[0134]  JPIR2:2- [4- (5 HIED) ntbme - 1- 2 28 1 5 ik

FF FF

i i
[0135] NS \ N )

[0136]  {F0°C RAEN, U I, A1 - (2- AL ORTL) -4~ (S5 HHIL) mkmk (1.25¢,5. 16mmol)
FEDCM (100mL) P RIBERE F03 HH8 IIBBr, (12 . 9mLIKJZEDCM AP IMPATRL, 12 9mmo ) o fili 52 [ {
B2/ NI THELZ 15°C « FIZKP K A RINGHCO 2574 pHI T 2 79 HIDCM (X 3) ZE I ¥
SE T ANIAEI /KB i  28Mg S0, T4 W A A fise b i o i FHE tOA e A 7 U4t
H15% -50 9% BB BEAE BRI RERS 3R TPl ik alifl,, A4S H 5 iR s
P2 (1.06g,90%) o
[0137]  'H NMR(400MHz,CDC1,) §10.50 (s, 1H) ,8.28 (s, 1H) ,7.94 (s, 1H) ,7.39(d,1H) ,7.26
(t,11),7.12(d,1H) ,6.96 (t,1H) .
[0138]  DEE3.5-fifHk-2- [2- [4- (L HIAR) npbmds - 1- R ORAELTIbE (A14) (45 1k

F F FF

F F

Ni\ Nf\
[0139] N
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[0140]  [)2- [4- (3 ) mbme - 1-FE] 2R3 (0. 20g, 0. 88mmo1) £EDMF (5mL) HFI 4 AT
HHS IR, CO, (0. 242g, 1. 75mmo1) F12- G- 5- A& - MEAE (0. 166mg, 1.05mmol) oK S /F80°C
DA /NI L A SR FHH, 05 5 FHEL,0 (X 3) 2R 2 B I A LA I FHER
IKBETE~ 2EMgSO, T AT T2 2 TR DAGS HH A 6 [ 4k o RO ™ Wi i (0 It OAc A2
FOBEH5 % -50 % FIBB LA F e DR REIS b dbq Tk el poRalifl, LAge 52 i [
PRI IR 4 (0.078g,26 %) .
[0141]  'H NMR (400MHz,CDC1,) §8.91 (s, 1H) ,8.45 (dd, 1H) ,8.02 (s, 1H) ,7.79-7.70 (m,
2H) ,7.55-7.49 (m,1H) ,7.49-7.42 (m, 1H) ,7.32(d, 1H) ,7.03 (d, 1H)
[0142] 54515 5-5(-2- [2- (4- SaEME - 1-F0) A L] - 3- - e (A24) IOk
[0143] DB :5-%(-3- 38 -2~ (2-HLZEAED) HIE

| | F

OH
[0144] o Z

- |
NXcl

[0145]  []2-fRT; (6.40g,29. 1mmol) £EDMF (64mL) FH 145 A TR H S K, CO, (8. 04,
58.2mmol) F15-5(,2,3- " FMtiE (5.22g,34.9mmol) FFBE S N AE80°C I AL 6/ NI o 5 52 B
Y HIE 2= FHL0 (200mL) AR FHEL,0 (3 X 75mL) AN o K 22 A I AOAT HLAR U FH /K
P EEMgSO, TR I TAE IR N 22 & 2 T, LASS B e iR o R i i (o FHE t0Ac /£ AR
CBEHT5 % -50 % RS AERER b TPk e s ok alifl, LSS H 2 e iR IR BT &5 724
(10.10g,99%) .

[0146]  'H NMR (400MHz,CDC1,) §7.91-7.82 (m,2H) ,7.53 (dd, 1H) ,7.41 (t,1H) ,7.18(d,
1H) ,7.01 (¢, 1H)

[0147]  SPYR2.5-5(-2- [2- (4-GUMEME - 1-38) ZRAAIE] - 3- - ke (A24) I Ak

Cl

I \§
N\
[0148] | F N F
NXcl NN

[0149]  [A15-5-3- 9 -2~ (2- IS EL) e (0.20g,0.572mmol) £F 1, 4- K (4mL) HfK)
PRSP s N4 - S0 - TH-IEmE (0. 117mg, 1. 14mmol) Cul (0.109g,0.572mmol) N,N° - —H
O ke-1,2- "% (0.108g,1.14mmol) ﬂJKZCO3 (0.168g,1.22mmol) , F¥ [ N AE R N InFi
167N o {52 4 1 2 ==t FHH,0 (10mL) AR FHEt0AC (3 X 15mL) A< A I A HL 2R
HUn 3R /K e~ 6Me S0, TR A IR T 22k 2 T8, DAZS AR itk o Rt = ik
i HEtOACAE PR HEH5 % - 50 % RS FE A E P A ke gt AT P ta il ok alife, DA
H AR AT T (27mg, 14%)

[0150]  'H NMR(400MHz,CDC1,) 87.81 (s, 1H) ,7.72(d,1H) ,7.69 (dd, 1H) ,7.48 (s,1H) ,7.42
(dd,1H) ,7.37-7.28 (m,2H) ,7.19(dd, 1H) »
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[0151]  524§6:3- [2- [ (5- (-3~ 9 - 2-MEME L) S8 E] -6 -9 - 2K L] -5- (S L) S
(A25) [I£

[0152]  SPRL.3-9-2- [5- (o FHAL) S - 3- 3L 1 ORI ) 5 Ak

[0153]

[0154]  [A]3- (2-9 -6-FEFE - 2K HE) -5- (5 AL -4H- e REme -5- 1% (20. 0g, 75 4mmol) 7T
FHOR (150mL) HR [R5 F AR R s et FR ORI — /K 5 (1.59g, 9. 05mmo1) o K SR AE [H] 37
NhndAh, IR 20K, ARG AN SRR 2k 2 T S ER B WIA T-CH,CL,
(500m1) H I 2 D1 22 M AINaHCO /KA TR FEA R (200m1) o KA HUAHSY B HIH, 09K
FERKYEs, HAEmUE I 2k 2 T8, DA N 2 A A AT =9 (17.41g,93%) , ¥
HAg-—Laivfii .

[0155]  'H NMR(400MHz,CDC1,) 89.54 (s, 1H) ,7.35 (m,2H) ,6.94 (d, 1H) ,6.76 (t, 1)

[0156]  2PHR2.3-[2- [ (5-5(-3- 96 -2- MEme 3E) Sl ] -6- - R3] -5- (g FH2E) i

(A25) 75 Ak
F F
F
B!
[0157]
F

Cl

[0158]  [f)3- 48 -2~ [5- (=46 I 3%) Femseme - 3- L] 2K (1.00g,4.05mmol) £EN, N- — FHIELH
Fif iz (15mL) IR TR R N5 - 50-2, 3- 96 - IIE (3.03g,20. 2mmol) FIFREZFH (0.85¢,
6.07mmol) o-KE S RAE80C I INANS . 5/NI, FEH e AV 5, I FLAR S At i A8 I, 07 2K o 2R
JErRE BN FHE0Ae (X 3) A B, I HLARF 2 B FF AT HLAR B HIH,0FNER K%, 2 Ja 42MeS0, T
B TR N 2R = TBRULE M etk RO Wi i 48 1100 % BR A 210 %
EtOAc/ IR LT MIBBIE A B A R IR 1 b TRt (e i ik ke alifl , DAZS HA B2 9k 0 (A SRR )
IR =) (30mg , 2% ) «

[01591  'H NMR (400MHz,CDC1,) 87.81 (s, 1H) ,7.54 (m,2H) ,7.15(t,1H) ,7.10(d, 1H) ,6.99
(s, 1H)

[0160] 5247 :5- 5~ 3- 5 -2 (2- MR - 1- JLZAAIL) MEIE (A28) (4L

(01611 ZPER1:1- (2- HAILIRIE) BRI 5 1k
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HO___OH m

[0162] 0

~ o\

[0163]  Bfkma (0.806g,0.012mol)  (2- AR IEKEL) Al (1.50g,0. 0099m01)ﬂ10u(1)c1
(0.100g,0.001mo1) #EMeOH (50mL) HKTE- G WAL N InHad & o il e MR AP H1 =
TR 28 & 25 T RPRE = i i 5 FHMeOH/DCM 0% -5 % [ i T’Ejjz%ﬂﬁzﬁsztﬁx

R TR B ORAE, DL S AR ORI BT (133mg, 7%)
[0164]  'H NMR (400MHz,CDC1,) §7.79 (s, 1H) ,7.34(t,1H) ,7.28(d,11) ,7.20(s, 1) ,7.16

(s,1H),7. 09 7.00(m,2H) ,3.84(s,3H)
[0165] 229 . 2 -k - 1 - ELRF 5 Ak

Q 8

[0166]

[0167]  #£0°C MERU T, AL - (2- S OREL) R (55mg, 0. 89mmol) £+ S 4t (18mL)
R P TR FR 2R R D0 — LA A (FEDCMAR R 1MV ) (2.22mL, 2. 22mmol) , il FE 4ERF £ <5
Co— HIERIAIN, S N TR S 7E LU B T e LN, O BAR i TR & = IR =
Tk NIRRT 27NN o R B TR AW KR K O VBRI S /KA oA s 22 pH 7, 28 )5 HIDCM
(X 3) Ptk - MOKIEHPTTE H A 1 Tl o K Dl Adig T/ B K B e B 2s A R 4140
‘C N3/, PAZA H oK s R B 7 74 (133mg,93 %) o

[0168]  'H NMR (400MHz,CD,0D) §=7.92 (s, 1H) ,7.38 (s, 1H) ,7.30 (d,1H) ,7.22 (t,1H) ,
7.09(s,1H) ,7.01(d,1H) ,6.93 (t, 1H)

[0169] PR3 5-5(-3- 5 -2- (2-BKME -1 - FOREAD) EmE (A28) &k

N
X ¢l

[0171]  345-%0-2,3- 5 -MEmE (0.149g,0.10mmol) <2-Bkme-1- 35K W (0.133g,
0.83mmo1) FIK,CO, (0.230g, 1 .66mmol) 7EDMF (5mL) HPKIE A I7E90°C I NG 147 o il 52 W TR
SR/ IER mﬁﬁﬂﬁ%iﬂ#ﬁﬁmom(m) AR A A I A NLA I KT 4
MgSO, TEIFAE T 2k 25 REopE i o i FIMe OHAEDCMHR 0 % - 5 % A6 BE/E A BE
IR AR EadbA TR (il ok 2l , LIS HH 2 v e IR BT R 4 (0. 226,94 %) «
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[01721  'H NMR(400MHz,CDC1,) 87.71 (s, 1H) ,7.68(s,1H) ,7.51-7.34 (m,4H) ,7.31(d, 1H) ,
7.14(s,1H) ,7.03 (s, 1H)

[0173] 52483~ [ (5-5-3- - 2- ML IE 2E) s3] -2- [4- (il HH L) mpm - 1 - L] R G
(A33) [F5 Ak

[0174]  2PER1.3-F3E-2- [4- (0D mbms - 1- B R SIS Ak

F
F
/B
[0175] F i

N

e
N
A AN i OH

[0176]  FE5UAGU N, M12- - 3- AL - 2R H (1.0g, 7. 3mmol) A4~ (ZHK L) - 1TH-ntkm
(1.1g,8.0mmol) /N, N- — FIFL Az (15mL) FRFIA R DT ACRK,CO, (3. 1g, 22mmol)
KA S PIAE150°C N INFA22/ NN o i S 708 S e A1 28 25 FHZKA R FHE t0AC (X 4)
I KA RN LAY F #h /K 15 Mg SO, T 78 & 5T 1 AZS RS (i ik 4
FLF=¥piE i 6 FHEt0ACTE R e 120 % 2240 % HIBEEE VR DRI ARAEREIRE 1 0bA Tk (1 % 12k
katifl, LAs H S B AR o 4 (594mg , 32%) «

[0177]  'H NMR (400MHz,CDC1,) §=8.64 (s, 1H) ,8.07 (s, 11) ,7.42-7.35 (m, 31)

[0178]  2DPR2:3- [ (5-5-3- 91 -2- MERE L) S hE] - 2- [4- (SGUHFAL) mEmk - 1- BET oK RIS
(A33) B %,

F. F
F F
)\ J \
N
[0179] N~ N/N F
N Naw
N OH___ . N O /
N |
S NG

[0180]  [ry3-J2hk-2- [4- (5l AL mbme - 1- L] K HRG (0.180g,0.711mmol) A15-51(-2,3-
TR MEnE (0.138g,0.924mmol) AEN, N- —FREL IR (4. 50mL) {13 7R R K, CO,,
(0.248g,1.78mmol) RHEAMIERIARGT N AE130°C N ORI/ o RE SRR A BUELA K
HFF FEtOAC (X 3) ZEH KF L2 F AT HIAE U HIIM NaOHYA TR Im FHER K Pk £2MgSO,
THIF A N AR TR AL AR i ik R il i B Bt OACAE R L BP0 % %2
50 % B EE A E N PE MR AR b T P G il ok AL, DLAS Y 22 G AR BT s =4
(0.191g,63%) »

[0181]  'H NMR (400MHz,CDC1,) §=8.03 (s, 1H) ,7.87 (s, 1H) ,7.78(d,1H) ,7.75(dd, 1H) ,
7.64(d,1H) ,7.63(s,1H) ,7.48 (dd, 1H)

[0182]  5f9:5-50-3- F-2- [3- F AL -2 [4- (S5 FHEE) M - 1 - FE TR SRR I (A36)
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HOF A
[0183]  2PEK1:1- 2-FSHILIRAD) -4- (S0 HIL) MEMR A 5k

[0184] r

[0185]  Bf4- (=4 L) -1H-MEme (291mg, 2. 14mmol) 1-7R-2-F% 3-8 (200mg,
1.07mmol) Cu (I) T (204mg,1.07mmol) N,N - —FHIL A %¢-1,2- — % (188mg, 2. 14mmol) A1
K,C0, (227mg, 2. 25mmol) 11,4~ R (20mL) FRRITATRAE [ B I8/ NI o ff S R 74 A 2
iﬁmﬂ:f/ﬂérT%ki$ o REFH a0 1o {8 HE tOAcAE IR L HEHI5 % - 50 % BB FE A Bk
TR RERE F A TR ok Attt , DLZGS H 2 e iR YT =5 741 (169mg , 65 %) .
[0186] ' NMR (400Miz,CDC1,) §=8.31 (s, 1H) ,7.88 (s, 1H) ,7.72 (d, 1H) ,7.36 (¢, 1) ,
7.11-7. 03(m 2H) ,3.91(s,3H) »

[0187] P2 [3- A AL -2- [4- (00 FHED) b - 1- LA ] CRER I 5k

E ) ﬁ{ﬁ
[0188] /N / \
oYY

[0189]  Kf1- (2- FRAHAEATE) -4- (=0 TPER) ke (326mg, 1.35mmo1) \Pd (0Ac) , (31mg,
0.13mmol) 11 (- B e 3Lm) 28 (1.77g,5.38mmol) 7E L& (13.5mL) F{RIE R AE100°C Rl
TR2/INI o il SN ¥ A =00 SR IS A I B 2k 2 TR 5 FORH i =K R i
i TIEtOACAEEA LT H15 % - 100 % (W RE EEVE P IIRAE B b AT PR ey ke alif, LSS
H 2 AR TR T (292mg, 72%) -

[0190]  'H NMR (400MHz,CDC1,) §=7.90 (s, 1H) ,7.81 (s, 1H) ,7.46 (t,1H) ,6.95(d, 1H) ,
6.85(d,1H) ,3.83(s,3H) ,2.08 (s, 3H)

[0191]  2PPR3.3-HAHIE-2- [4- (D) MEme - 1-JE ORI 5 Ak
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F F
F F
/ Y
[0192] N~ N
_©O O\n/ 0 OH
0 [: :|

[0193] R [3-FAIE-2- [4- (U ED) mEme - 1-FL ) R3] C R (295mg, 0. 95mmol) A1
NaOH (133mg, 3. 32mmo1) £EMeOH (5. 7mL) AH,0 (0. 57mL) FHVATRAE =il NPt 4 o K SO
FHKFRE S FH2M HC1AZ s MR I FHDCM (X 3) A= Bl o K2 5 I A AL A U T ShK P ik 48
MgSO, TIN5 & T4, LAZG A 75 74 (245mg , i€ 1) |, B H Ak — P alifb il
.

(01941 'H NMR (400MHz,CDC1,) 5=10.1 (br, 11) ,8.52 (s, 1H) ,7.91 (s, 1) ,7.17 (¢, 111) ,
6.74(d,1H) ,6.59(d, 1H) ,3.91(s,3H)

[0195]  PBR4.5-S5(-3-96-2- [3-HAA AL -2- [4- (ol AE) M - 1 - FE RS BR T nfEie (A36)
FNEEN5Y

Fﬁiﬁ Fﬁiﬁ
F F
[0196] /N)N /NlN F
_0 OH—> 0, f: o
NS | cl

[0197]  3-FAIE-2- [4- (=5 D) ek - 1- 381 2Ky (150mg, 0. 58mmol) (5-55-2,3-
8- HERE (104mg, 0. 70mmo1) F11K,CO, (161mg, 1. 16mmol) 7EDMF (2mL) HFZETRAE80°C [~ IIFA18
JINIF o {1 52 N7 98 A2 2500 /KR FHE t0Ac (X 3) ZEHN G 5 FF 1A M2 By 3R 7K P
P EEMgSO, T AR IR T 20k 2 T3 Rop il o fif JHEtOAcAE IR U HEHHE % -30 % 1Y
B FEAE R P B A Ak e b b AT Pt e ik ok gl fb , PLES H B e e AR B 75 779
(169mg,75%) »

[0198]  'H NMR (400MHz,CDC1,) §=7.78 (s, 1H) ,7.72(s,2H) ,7.47 (t,1H) ,7.39(dd, 1H) ,
7.00-6.91 (m,2H) ,3.83(s,3H)

[0199]  SZf3I10:5-5(-3- 9 -2- [3-fill-2- [4- (=G FHED) M - 1 - JE] RSB e (A57) 11
i1

[0200]  PERL.1- (2-f-6- FHAE AL - 2RE) -4- (00 FHD) e g 5 i
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[0201]

[0202]  CRp1- (2- AR RAL) -4- (U 25) e (270mg, 1. 11mmol) \Pd (OAc) , (26mg,
0.11mmol) FIN-fARTEFIMETN i (284mg, 1. 23mmol) £E LR (11.5mL) FRIA TR AEL100°C
TR2/INI o filT SN ¥ A =00 SRS AR I B 2k 2 TR 5 PR =K R i
i HEtOACAE PR HEH % - 30 % RS FEE P A i gt AT P ta il ok alify, DAy
H 2 R AR T =577 (397mg , 97 %)

[0203]  'H NMR (400MHz,CDC1,) §=7.95 (s, 1H) ,7.75 (s, 1H) ,7.52(d, 1H) ,7.16 (t,1H) ,
7.00(d,1H) ,3.77 (s, 3H)

[0204]  SPER2.3-ft-2- [4- (o FHED) mEme - 1- 2R B 5 %

F F
F F
/A /A
[0205] /N N/N
]
I O\ I\©/OH

[0206] (AN, AL - (2- -6 - F AL -OR3L) -4 - (= J ) bk (234mg,
0.64mmol) £ S (12. 5mL) MV IR HZ R PR INBBr, (AEDCMHT Y IMIE D) (1.59mL,
1.59mmol) oK SONIR SrITE 2 N AL . 5/ NI SRS 7RI K oK BN R AR S 7K
AR AL T FIDCM (X 3) 2o R 225 I IA WLAS U Tk /K WE 1% £8Mg SO, THRFFAE T T
AR, VAt R e E R s 4 (228mg , sE ) R ARk D alife i ] .
[0207]  'H NMR (400MHz,CDC1,) §=8.20 (s, 1H) ,8.02(s, 1H) ,7.51 (d, 11) ,7.11-7.01 (m,
2H)

[0208]  2DBR3.5-50-3- -2~ [3-Mt-2- [4- (Sl D) At - 1 - J] SRR Tk NE (ABT) (7
3%
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[0209] / \N ——
\@ N

\(j f
[0210]  Bf3-fili-2- [4- (=30 FP3E) M - 1- £ 287 (228mg, 0. 64mmol) \5-5(-2,3- —Jm. -t
WE (116mg,0.77mmol) FIK,CO, (178mg, 1.29mmo1) 7EDMF (2mL) FHFJIATRATE80°C N AR 18/ NI
Bl N8 A2 == KRR FHE t0Ae (X 3) 25BN B2 S T AN LA R K% 4
MgSO, THRFF AN N 75 & 2 T4 R P it i FHE tOACE IR BT 5 % - 30 % FIBBIE
NP AL F A TR ek sl , A4S H & A AR T R 7 (210mg , 67 %) o
[0211]  'H NMR (400MHz,CDC1,8=7.88(dd, 11) ,7.80(dd, 2H) ,7.72(s,1H) ,7.40(dd, 1H) ,
7.36-7.22 (m, 2H)
[0212]  Sffl11.5-5(-2- [2- (5-5(-2-MEMY L) JRAAIET - 3- 4 - I IE (A66) 15k

[0213] L8 .2-50-5- (2- HIAE L2 D) ey i & %
L

[0214] O — »

[0215]  /pN, SV B -fl-2- FHA B - K (500mg, 2. 14mmol) « (5-5(-2-WEmy L) Mg
(416mg,2.56mmol) \Pd (0Ac) , (25mg, 0. 11mmol) 2- “FACLELJFEIL-2" - FHILIA (MePhos)
(159mg,0.43mmol) %DKF(B?ng 6.41mmol) £F1,4- —MEd7 (7.5mL) FO{ IS IARAE R 7 0
P8/ INIF o fif [ B VR 50 /KRB Bt 0AC (X 3) ZEIN K 8 5 A WA ) 4
IK Ve~ EMgS0, ¥I5§#E/)jir7<7?7yii$l9§ K oL i HEtOAcAEER LT FH 5 % -

15% IBBEEAE D B Al le b aEA TRt ok At , LAS H A8 iR BT =5 74
(438mg,91%) »

[0216] 'H NMR (400MHZ,CDC136=7.58 (d,1H) ,7.28-7.20(m,2H) ,7.02-6.92 (m,2H) ,6.88
(d,1H) ,3.92(s,3H)

[0217]  PYR2.2- (5- G- 2-WEM ) R 1 Ak
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[0218]

[0219]  /EN, S5UR, A12-50-5- (2- S AL IR IL) B8y (438mg, 1.95mmol) £EDCM (39mL) HI[H
zﬁmsztlﬂumﬁimBBr (ZEDCMHR [ IMPATR) (4.87mL,4.87mmol) o FF 5 87 TR &M £ 3/ NI I
HARFE /KK AR 20 7K AR s e I FHE t0AC (X 3) 25 A2 S5 R A L
AU IR  EMgSO, TR TR T 2 A0 28 T4, DAZS IR el (559mg) , KA
/IL~$%EM%FH

[0220] [3:5-(-2- [2- (5-G-2-MEIyFL) JREIE] -3- 6 - IEmE (A66) & K

55

[0222] g2k B LA FPER2IRL2- (5-5(-2- My B Ky (559mg) +5- (-2, 3- 5 -MLnE
(476mg, 3. 18mmol)$ﬂK Co, (733mg,5.31mmol) ZEDMF (5mL) HA R HE AR AES0°C I I 18/
I o ﬁ)iﬁ £t ﬁﬁﬂ@tﬁ?;ﬁ#ﬁﬁEtOAc(XB) AWK E AT A LA B KB
P £EMgSO, ﬂs@%ﬁf T N 72 8 T RoR = i 1 e (8 HEtOAcAE IR BE FH 5 % -
25 /)E’JT%J* PE PRI B IR TEtOACEIATLEH10 % - 10 % RS EE ARk e b adbA TRt
R AL, DA B RS R AT RS T (51mg) .

[0223]  'H NMR (400MHz,CDC1,) 8=7.81 (s, 1H) ,7.62(d,1H) ,7.51 (d,1H) ,7.40-7.22 (m,
2H) ,7.19-7.11(m,2H) ,6.82 (s, 11)

[0224]  SCA12:5-5(-3-5-2- [2- [4- (5 L) -2-WEmy SL RS AL e (A97) 1A %,
[0225]  SPERL.2- (2-ISAFRID) -4- o) B 5k

[0226] r S\ A

[0227]  B3- (=& HHIL) EmY (0.56g,3.68mmol) 1-75-2-FH4E 50K (0.688g,3.68mmol) .
K,C0,(0.771g,5.52mmol) Pd (0Ac) , (17mg,0.076mmol) FF/ KL (0.128mL, 1. 10mmol) F1—=If
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E%%@ﬁ%%ﬁ%mgammmanN*ﬁﬁZ%%UMU$m%%EﬁfN%ﬁ
NAEL00°C N8/ NI o o S W ¥4 A1 2 253 KRR HIEt0AC (X 3) 2B K 2 511
AHLA= m%%ﬁﬁﬁﬁéﬂ%o$%%fﬁﬁ?ﬁﬁi$@Wﬂ@#mLLﬁﬂﬂ@%
EtOACEIACLLEH0% -5 % RS AL R A TRt fa i R Al b K, DAZA HY B2 95 0 e
RIS (210mg, 22 %)

[0228]  'H NMR (400MHz,CDC1,) 87.69-7.61 (m,2H) ,7.58 (s, 1H) ,7.30 (t,1H) ,7.04-6.97
(m,2H) ,3. 94<s 3H)

[0229] 22M(:ﬂ$ﬁ)2%wﬁh@ﬁTﬁk

[0230] ;? g

[0231]  7ENSUS B, 112- (2- AR RSD) -4- (o HH L) BEW (210mg, 0. 81mmol) fEDMF
(2.5mL) PR TP IR INL - T ez (0.397ml, 1.626mmol) FAL T BE4E (£F THEH 1M)
(1.6mL,1.6mmol) o2 MRS WIAE100°C N INFA18 /NI o (5 2 N TR A 0% B2 =30 FH7K M
FEI TEL0AC (X 3) A<HN K25 I A LA I T Eh /K P %« Mg SO, TR I Ak T 224
i$@#ﬁ$ﬁﬁjjwmwmfﬂaﬁ¢mc%%%ﬁﬁ@ﬁ%%@ﬁﬁ%iﬁﬁ%
o %%%Li:ﬂzﬁéﬁﬁ%m%ﬁﬁ%uwm9wwo
[0232]  'H NMR (400MHz,CDC1,) §=7.71 (s, 1H) ,7.52 (s, 1H) ,7.48(d, 11) ,7.29-7.20 (m,
1H) ,6.97 (t,1H) ,6.91(d, 1H) ,5.34 (s, 11)
[0233]  PUR3.5-G(-3- 9 -2- [2- [4- (O L) - 2-mEmy L ] RS L TIERE (A9T) 55k

F

F
F——F F>—F
. —
[0234] 7 S\A F
OH —
Z ¢l

[0235]  342-[4- (D) -2- M L] 2K ) (174mg, 0. 71mmol) \5- (-2, 3- 5 - Mt
(128mg,0.86mmo1) IK,CO, (197mg, 1.43mmol) £EDMF (5mL) HHEIAIRAE I FR S R AE140°C N
DR300 o il S W ¥ H1 2 2508 /KRB FHEt0ACc (X 3) ZEHN o K 2 5 I A AL AR ) 1]
%K%MwMé%¥&#fﬁET%E§$@%%W%M%ﬁﬁﬂﬁﬁwmfﬂa&¢
- 5% BB EEE e BBt I 158 FHDCMAE ERCL B 10 % - 30 % (RS FE M E NP IR e RE I |
Lnﬁm% kAl , Ay e e R IR AT - (136mg, 51 %) o
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[0236]  'H NMR (400MHz,CDC1,) §=7.80 (s, 1H) ,7.69(d, 1) ,7.61 (s, 1H) ,7.52-7.48 (m,
2H) ,7.40(t,1H) ,7.31(t,11) ,7.20(d, 11)
[0237]  Sf13:2-[2- [3,5- B (=G FI2L) npbmie - 1 - FEIORAAUEE ] - 5- - 3- Ja-MLIE (A123) 1Y

B
[0238] PRI 1- (2- FAELATD) -3, 580 (= FHAL) LR [R5 hk
F
F
F i\
NH
[0239]  HN” 2|_,. N/N
i\ £ F I
(@]

[0240] B (2- FHAR LR L BR EL (500mg, 2.86mmol) A111,1,1,5,5,5- /N8 ke-2,4-
fii] (596mg , 2. 86mmo1) YEEOH (3. 6mL) AKH,SO, (0. ImL) FRF7AIRAE TR N IIF 18/ NG o i [
R H1 2 230 KB TE THE10Ae (X 3) 2RI K &2 S R I A ML 25 U T B K e ik L 2
MgSO, TR I 2K 2 T4 KoL B TIE tOACAE AT B HH 0 % -50 96 [ BE EE AR
OUBBEEAERERT b TP ik alifl , Aga tH S e iR i 74 (101mg, 11%)

[0241] lH NMR(4OOMHZ CDC1,8=7.52(t,1H) ,7.34(d,1H) ,7.09-7.00 (m,3H) ,3.79 (s, 3H)

[0242] B0, 2- [3 5- % (:a?sﬁi'ﬁ) MHEe - 1 - FE 1 ORI ) 5
F
/ \ / \
[0243] N/N N/N

| F
i O—- OH

[0244]  FENS50 N, [A]1- (2- A ERRD) -3, 500 (S5 ) MEmk (101mg, 0. 33mmol) £+
T (6. 5mL) HR S P AR R 2 O 0 = AR (FEDCMA ) IR ) (0. 81mL,
0.81mmol) o K5 S NAE ZE i I P HEa 147 o K5 SN T 5 W FH 7K K G FHIDCM (X 3) 2B K245
FEA AT TR K EMe SO, T AR IR N 22 & 8 T1, DASA H B o e R IR )

FIritsr =¥y 91mg,94%) R HALEU—P AU -
[0245]  'H NMR(400MHz,CDC1,) §=7.45-7.30 (m,2H) ,7.18-7.07 (m,2H) ,7.02(t,1H) ,6.32

(s,1H)
[0246]  2PUE3.2-[2-[3,5- W (=g HH3E) Mk - 1-FL ] OR5AAL ] -5- - 3 -9l - Tk e (A123) 11
Ak
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F

F F .

F
F / \
F / \ »
[0247] N F N F
FN F 0
2 oH — N

[0248]  42-[3,5- 80 (=560 FHAE) Mbmk - 1- 341 K5 (97mg, 0. 23mmo1) 5-54(0- 2, 3- 5 - MLHE
(55mg, 0. 35mmo1) K, Co, (85mg, 0.61mmol) £EDMF (5mL) FRIATRAE O RS FAE140°C NN
304541 o A S NS HIE w0 KRBT B 0AC (X 3) 25HY B2 &5 FE A 2B TR
IKPEF Mg SO, T BRI AL IR B 25 A 2 T8 RO Wl o i FHE tOAcAEEA U e 0 % -

10 % BB EEVE D BEMIRAE REIR A TR e il ok alift , LSS H AR R IR AT 75 7
(97mg,75%) -

[02491  'H NMR (400MHz,CDC1,6=7.84 (s, 1H) ,7.61 (t,1H) ,7.52(d,1H) ,7.45(d, 1H) ,
7.43-7.35(m,2H) ,6.96 (s, 1H)

[0250]  524f14:2- [2- [ (5-5(-3- 98 -2- M he 5L) S BE] ZRFLTmEme (A147) FIH5 AL

[0251]  2PUE1 . 2-mEme - 2- SR 5 A%

HO___OH N/—\S
N

[0252] OH —_— OH

[0253]  f2- M (260mg, 2. 18mmol) « (2- FEHLIKEL) IR (250mg, 1. 81mmol) Na,CO,

(576mg,5.44mmo1) U (= ZKFEH) 4 (21mg, 0. 018mmol) £F FFK (2. 5mL) EtOH(2 5mL) 17K

(1.25mL) H R S IA TR TR R S N AE160°C R A3 04541 o i 5 i 148 20 5 25l FH KRR

B#H%EtOAc(XS) A AL AT NLAH T KB % £46MgS0, ﬂsﬁ%ﬁmﬂf IEEE
G o BPRL = A 1o 5 FHE tOACHE ER L2 H1 0 % - 50 % HOBR A F R Pe oA b e R4 T

@Eﬁiﬂééﬁﬂz PAZG H B IR Ex IR 75 779 (127mg , 40 %) «

[0254]1  'H NMR (400MHz,CDC1,) §=12.3 (s, 1H) ,7.79(s,1H) ,7.63 (d,1H) ,7.35-7.21 (m,

2H) ,7.05(d, 1H) ,6.90 (t, 1H)

[0255]  PER2.2-[2- [ (5-G(-3- 5 -2-Mbhe ) Sl AL I R L T WEme (A147) & BY

S A
[0256]

[0257]  B2-mEMA-2- LIRS (127mg, 0. 72mmol) J5-5(-2, 3-#'” -NEIE (129mg, 0. 86mmol)
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HIK,CO, (198mg , 1.43mmo1) 7FDMF (5mL) FH TR RS N AE140°C [~ IFA3043 B
I A = 0 KR IEt0Ae (X 3) 2B K2 G AL A B I Eh /K e ik &
MgSO, T I AR N T 28 A 2 T8 o R i o 8 FHEtOAcAE PR LT 10 % - 20 % BB FEE
RV R BB A Tk e i vk ok alifl, DAZS B S0 s e R 1 B s 724 (208mg
95%) o

[0258]  'H NMR (400MHz,CDC1,) §=8.42(d,1H) ,7.88 (s, 1H) ,7.73 (s, 1H) ,7.55(d, 1H) ,
7.46(t,1H) ,7.41-7.32(m,2H) ,7.21(d, 1H)

[0259]  3R1- AL HHMIBRFAL SR 52431

Q 2
0O > Nm)
[0260] 1° Z )y
Ren) |
4 6 N\ 5
'"H NMR (400 MHz
A 1 2 ]
ftdd | n | R Q | CDCL, %3EHLH)
SO, 3-F 2171';3 37(351 17H(=§ 2.572(%)
Al 1 | 3-F | #&)-% |2 [T AdrgiPeiaiil e drae
5-Cl 6.94-6.61 (m, 2H
8.95 (d, 1H), 8.64-8.43
5-3-=#& s.N | (M 1H),7.59 (dt, 1H),
A2 1 | 3-F | P%)-% | 1 o 7.32-7.10 (m, 3H),
o . 6.97-6.53 (m, 2H)
2-(5-= & 7.78 (d, 1H), 7.67-7.42
3-F,
[0261] A3 1 | 3-F | P%)& | 2 s.cp | (m 3H),7.24-7.05 (m,
v i 2H)
5-(3-=#& 3-Cl | 8.07 - 7.40 (m, 3H), 7.23 -
Ad 1 | 3-F | F&)-% | 2| . | 7.02(m,2H),7.00 - 6.51
-2 5-Cl (m, 2H)
- 7.75-7.61 (m, 1H),
5-(3-= &
| 7.55-7.45 (m, 1H),
AS L FERBR L ECH 517,00 (m) 3H),
Bk 6.95-6.56 (m, 3H)
5.3-= A 8.35 (s, 1H), 7.94 (d, 1H),
5-C | 7.60-7.50 (m, 1H), 7.23 -
ag | L | e ‘?j)"ﬁ‘ V1R | 6.99 (m, 3H), 6.80 (s,
e 1H), 6.75 (t, 1H)
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[0262]

'"H NMR (400 MHz,

Ao 1 2
s - Q " CDCl;, &3EH#9)
— 7.85-7.77 (m, 1H)
5-3-= A » 1H),
7.55-7.47 (m, 1H), 7.21 -
R i ?i‘)"% 6-F | 5 02 (m, 2H), 6.95 - 6.57
e (m, 4H)
5-G-= & 8.24 (d, 1H), 7.58-7.50
4-C | (m, 1H), 7.26 - 7.05 (m,
A 3F | F i‘:j‘ Fi | 4H), 6.80 (s, 1H), 6.75 (t,
5 1H)
8.03 (d, 1H), 7.73 - 7.62
5_(3_;& (m, lH), 7.57-17.43 (m,
1H), 7.19 - 7.09 (m, 1H),
s 3F | F i‘;ﬁ Cl 5 09-7.03 (m, 1H), 6.99
~ (d, 1H), 6.80 (d, 1H),
6.75 (t, 1H)
5-3-= & 7.76 (d, 1H), 7.53-7.48
3-F. | (m, 1H), 7.41 - 7.31 (m,
Al =B ?i‘ )-3t 5-F | 1H), 7.22 - 6.98 (m, 2H),
s 6.88 (d, 1H), 6.75 (t, 1H)
- 7.54-7.49 (m, 1H), 7.22 -
5-3-= - » 1H),
ALY LF “F'( i)-; e (m, 1H), 7.10-7.05
ok 6‘ cp | (m, 2H), 6.95 (s, 1H),
- ) 6.82 (d, 1H), 6.78 (t, 1H)
5.3-= & 8.36 (d, 1H), 7.97 (dd,
5-C | 1H), 7.59-7.51 (m, 1H),
all 3F | F i‘f‘ N | 7.29 - 7.06 (m, 3H), 6.81
5 (d, 1H), 6.75 (t, 1H)
5-3-= & 7.96 (s, 1H), 7.55 - 7.48
3-F. | (m, 1H), 7.19-7.00 (m,
i T i:jﬁ 4-C1 | 3H), 6.81 (d, 1H), 6.78 (t,
= 1H)
8.91 (s, 1H), 8.45 (dd,
ET R 1H), 8.02 (s, 1H),
5-N 7.79-7.70 (m, 2H),
IS i £)1“£ 0 7.55-7.49 (m, 1H),
-1- 7.49-7.42 (m, 1H), 7.32
(d, 1H), 7.03 (d, 1H)
Al5 _ |4(ERTF 5-C | 8.32 (s, 1H), 8.03 (s, 1H),
£ )oted Fs | 7.89 (dd, 1H), 7.79-7.71
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[0263]

'"HNMR (400 MHz,

.. 1 2
s = Q = CDCls, M3E#.9)
-1-% (m, 2H), 7.52-7.46 (m,
1H), 7.46-7.38 (m, 1H),
7.30 (d, 1H), 7.01 (d, 1H)
el A S
Alb - Ak 5.C1 | 2H), 7.40 (t, 1H), 7.32 (d,
-1-& 1H)
8.09 (s, 1H), 8.02 (d, 1H),
HERF ", .62 (40, 160,
A17 - | Aok SCH 5 49-7.41 (m, 1H),
-1-& 7.41-7.33 (m, 1H), 7.25
(d, 1H), 6.88 (d, 1H)
8.20 (s, 1H), 7.81-7.73
4-(=RTF (m, 2H), 7.72 (s, 1H),
3-F,
Al8 - A )vbed e 7.49-7.42 (m, 1H),
1-% i 7.41-7.34 (m, 1H),
7.34-7.22 (m, 2H)
8.34 (s, 1H), 8.01 (s, 1H),
4-(=RF s.c | 790 (dd, 1H), 7.79-7.70
Al9 - X )b N (m, 2H), 7.55-7.48 (m,
1-% 1H), 7.48-7.41 (m, 1H),
7.31 (d, 1H), 7.01 (d, 1H)
S-G-=A 3-F 171.19;0 ;ds’zl(ljl)t’ 71'3? (;l c111/
220 3-F | TE)-5 5-Br | (ddd, 1H), 7.10 (td, 1H),
ks 6.95 - 6.57 (m, 2H)
- 8.11 (dd, 1H), 7.73 (dd,
5-3-=#& 3-F,
1H), 7.56 (dt, 1H), 7.26 -
e ok ?é‘éﬁ‘ SI;C 7.18 (m, 1H), 7.16 (td,
- > | 1H), 6.92 - 6.57 (m, 2H)
- 8.73 (d, 1H), 8.32 (dd,
5-(3-=# 3-F,
1H), 7.60 (dt, 1H), 7.30 -
A22 3F | F i“f‘ 5(‘)N 7.22 (m, 1H), 7.18 (td,
2 2 | 1H), 6.94 - 6.56 (m, 2H)
5.3-= & 3-F. | 8.08 (d, 1H), 7.79 (dd,
A23 F oy 5-C | 1H), 7.57 (dt, 1H), 7.23
)- N | (ddd, 1H), 7.15 (td, 1H),
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[0264]

'"HNMR (400 MHz,

A 1 2
a4 " Q " CDCls, B3E#.9)
3 6.97 - 6.58 (m, 2H)
7.81(s, 1H), 7.72 (d, 1H),
) 7.69 (dd, 1H), 7.48 (s,
A24 = t;i;n); :;'::] 1H), 7.42 (dd, 1H),
b i 7.37-7.28 (m, 2H), 7.19
(dd, 1H)
3-5-= & 7.81 (s, 1H), 7.54 (m,
3-F,
A25 3-F | P4)-% =y | 2, 7-15 (¢, 1H), 7.10 (d,
o nle - 1H), 6.99 (s, 1H)
8.32 (s, 1H), 7.91 (s, 1H),
7.82 (d, 1H), 7.79 (dd,
4- K 3-F, 1H), 7.53 (dd, 1H),
A26 .
wpo1-% 5-Cl1 7.51-7.45 (m, 1H),
7.45-7.39 (m, 1H), 7.30
(dd, 1H)
7.91 (s, 1H), 7.79 (d, 1H),
y 7.75 (dd, 1H), 7.57 (s,
A27 -k ’f“’g‘i ;El 1H), 7.49 (dd, 1H),
L4 - 7.44-7.33 (m, 2H), 7.27
(dd, 1H)
7.71 (s, 1H), 7.68 (s, 1H),
3-F, | 7.51-7.34 (m, 4H), 7.31
s - [RE-E 5-Cl | (d, 1H), 7.14 (s, 1H), 7.03
(s, 1H)
8.58 (s, 1H), 8.01 (s, 1H),
P 1,2,4-= 3-F, 7.82-7.78 (m, 2H),
o ]- 5-C1 | 7.52-7.38 (m, 3H), 7.32
(d, 1H)
I N
Bl ) ?'f;% 5-C1 | 7.09 (d, 1H), 6.84 (s, 1H),
5 6.75 (t, 1H)
5-3-= A& 3p. | 7-82(s 1H), 7.57-7.51
A31 3-F | P4)-% - C‘l (m, 2H), 7.18 (t, 1H),
o 11 7.11 (d, 1H), 6.88 (s, 1H)
4-(ZRT 8.00 (d, 1H), 7.93 (s, 1H),
phets FCNT % oo >-Cl 5 87 (s, 1H), 7.73 (d, 1H),
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[0265]

'"HNMR (400 MHz,

1 2
a4 " Q " CDCls, B3E#.9)
1-% 7.67-7.55 (m, 3H), 6.85
(d, 1H)
SR T e 3.037 (;,8 17H7)6 'i.sv 2(;1 )1 H),
=I5 IO=/. m, ’
s 3-CN | &)wht 5-Cl| 7.67-7.60 (m, 2H), 7.48
-1-& (dd, 1H)
IR T 8.03 (s, 1H), 7.87 (s, 1H),
3,5- 7.75-7.70 (m, 2H),
A4 3-CN | E)wed —-F| 7.65-7.60 (m, 2H), 7.30
-1-& (ddd, 1H)
2-(5-= & . 7.78 2(s, 111)5 5.55-7.45
-F. | (m,2H), 7.38 (s, 1H),
— 3F | FE)-R 5-C1| 7.20-7.10 (m, 2H), 6.68
% (t, 1H)
som|YERT| o |, 1, 739 (0,
- -k : t, s 1w 5
A0 e | Bk 5-C1| 1H),7.00-6.91 (m, 2H),
-1-% 3.83 (s, 3H)
8.15 (d, 1H), 8.00 (d,
5-(3-=#& 3-C | 1H), 7.60-7.52 (m, 1H),
A37 3-F | PX)-% N. | 7.27-7.20 (m, 1H), 7.15
& ok 5-C1| (dd, 1H), 6.90 (d, 1H),
6.76 (t, 1H)
G-=4. 3N 1?1';‘ 17((61617115)3?;12101(1(11’)
o o ?‘f;% ?_2(‘:1 7.24 (t, 1H), 7.12 (d, 1H),
5 6.94 (d, 1H), 6.74 (t, 1H)
3. | 836(d, 1H), 7.99 (dd,
5-(3-=#& S 1H), 7.59 (td, 1H),
A39 3-F | PX)-% >-S | 728-7.24 (m, 1H), 7.15
& o 0:M| 4 1H), 6.89 (s, 1H), 6.76
s (t, 1H), 3.10 (s, 3H)
8.61 (d, 1H), 8.22 (dd,
5-(3-=#& 5-S | 1H), 7.59-7.53 (m, 1H),
A40 3-F | PX)-% 0:M | 7.25-7.19 (m, 2H), 7.12
o o e (d, 1H), 6.83 (d, 1H),
6.75 (t, 1H), 3.08 (s, 3H).
A41 3-F |5-3-=4& 5-Br | 8.13 (d, 1H), 7.82 (dd,
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[0266]

'"HNMR (400 MHz,

.. 1 2
s = Q = CDCls, M3E#.9)
7E)F 1H), 7.51 (dt, 1H), 7.14
& ok (ddd, 1H), 7.06 (td, 1H),
6.95 (d, 1H), 6.78 (s, 1H),
6.75 (t, 1H)
5-(3-=#& 7.83 (d, 1H), 7.53-7.40
3-F.
A42 3-Cl | F&)-% o) | (m3H),7.21 (dd, 1H),
o ol “Cl1 6.78 (t, 1H), 6.69 (s, 1H)
8.05 (dd, 1H), 7.88 (d,
= 3-F. | 7 ;? 2/ gés(gm(d;l ﬁ;H'/)’:w
A - wé‘zj‘ 5.Cl| (dt, 1H), 7.29-7.21 (m,
1H), 6.87 (s, 1H), 6.75 (t,
1H)
SG-2R | |3 e | i), 7.50.7.00 (o, 2]
=I ~ s 1 Sl m, L]
o i ?ifj‘ 5-Cl1 | 7.23 (d, 1H), 6.80 (t, 1H),
o 6.64 (s, 1H)
= ] 7.84 (dd, 1H), 7.63 (d,
A45 i x;” . 352] 1H), 7.60 (s, 2H),
e - 7.45-7.28 (m, 4H)
AT 7.99 (s, 1H), 7.89 (dd,
3-NO 3-F. | 1H),7.84-7.73 (m, 2H),
il , | E )"if 5.Cl| 7.72-7.60 (m, 2H), 7.49
-1- (dd, 1H)
S 6-C 31'371(;1’)1 }71)3’87.(33-17 H4)8
aul g ?’E‘Q’? Fs | 7.20-7.12 (m, 3H), 6.79
& (s, 1H), 6.75 (t, 1H)
7.77 (t, 1H), 7.52-7.48
_ , 1H), 7.14 (t, 1H),
5-3-= A 6-0 | (M
] ] 7.08 (d, 1H), 6.95 (t, 1H),
R4S 3-F | FE)-R lez 6.80 (d, 1H), 6.76 (d,
e 1H), 6.75 (t, 1H), 6.60 (d,
1H)
5-3-=#& s.c | 823(d,1H),8.03 (d,
A49 3-F | F&)-F# N | 1H),7.60-7.52 (m, 1H),

ke

7.25-7.10 (m, 3H), 6.87
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'"HNMR (400 MHz,

1 2
a4 i Q ® | cocn, makwn)
(s, 1H), 6.65 (t, 1H)
7.62-7.55 (m, 1H),
5-(3-=# 5.6. 7.54-7.49 (m, 1H),
A50 3-F | T&)-F Z_p| 718-7.10 (m, 2H), 6.87
o w — 7 | (s, 1H), 6.75 (t, 1H), 6.61
(dd, 1H)
5.3-= £ 3-Cl | 8.20 (s, 1H), 8.01 (s, 1H),
. 7.58-7.53 (m, 1H), 7.21
Al 3F | TE)-# 5-C | (t, 1H), 7.14 (d, 1H), 6.90
& Fs | (s, 1H), 6.78 (t, 1H)
5.3-= £ T.862(d, 1H),8 7.53;.45
(m, 2H), 7.18-7.08 (m,
A3 3F | FA)-F cal 2H), 7.05-7.00 (m, 1H),
e 6.85 (s, 1H), 6.75 (t, 1H)
HEAT | e 20, 749734 (m
=K m, , 1.49-7. m,
o A-Ja ﬁ‘:"ff 5-C1| 2H),7.24 (d, 1H), 7.15
= (d, 1H), 2.18 (s, 3H)
7.85 (t, 1H), 7.52-7.45
5-(3-=#& 6.c | (m,1H),7.36 (d, 1H),
A55 3-F | P4)-% H'F 7.17-7.05 (m, 3H), 6.80
o w 2 | (s, 1H), 6.73 (t, 1H), 6.32
(t, 1H)
8.00 (d, 1H), 7.49-7.42
5.3-= (m, 1H), 7.08 (t, 1H),
7.05 (d, 1H), 6.88-6.85
Rk 3-F | &) FECT L TH), 6.84 (s, 1H),
s 6.80 (s, 1H), 6.77 (t, 1H),
2.67 (q, 2H), 1.27 (t, 3H)
AT || T2 D, 14
-F. y Fu S, .
el a1 ’E‘:"ff 5-C1| (dd, 1H), 7.36-7.22 (m,
= 2H)
wERT| TG D
-~ . =f m, P
e =5 ’ﬁ‘:"t'f 5-C1| (dd, 1H), 7.22-7.12 (m,
=1 2H)
A59 3-Br [4-(ZAF 3-F. | 7.81-7.70 (m, 3H), 7.65
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'"HNMR (400 MHz,

V.. 1 2
e ™ Q - CDCl;, %3E#9)
X )oed 5-Cl1| (d, 1H), 7.48-7.35 (m,
1-A 2H), 7.30 (d, 1H)
5-G-= A n, 1), 733 (&, 1HD),
AL =K ?’E‘;‘ﬁ‘ 4CL1 5 02 (@, 1H), 6.85-6.50
= (m, 3H), 6.77 (t, 1H)
. 7.85 (d, 1H), 7.82-7.78
4-(=. s b
Sut 3,4- ,;é),fu: 3-F. | (m,2H), 7.72 (s, 1H),
—-Br % 5-C1| 7.41 (dd, 1H),7.25 (d,
-1- 1H)
=4 4-0 %:219 1(%)“;)2’27{28-171'15)2
Abd 3F | FA)- CF; | 7.04 (d, 1H), 6.87-6.80
Rk (m, 3H), 6.76 (t, 1H)
] 7.98 (d, 1H), 7.53 (q,
5-(3-=#& 3 u 1H), 7.18 (t, 1H), 7.14 (d,
A63 3-F | P&)-# 421;4 1H), 6.96 (d, 1H), 6.88 (s,
o o "Y1 1H), 6.76 (t, 1H), 2.43 (s,
¢ 3H)
8.00 (d, 1H), 7.62 (dd,
5-(3-=#& 1H), 7.55-7.49 (m, 1H),
5-0
A64 3-F | PX)-% CE. | 715 (t, 1H), 7.10-7.04
Fod P (m,2H), 6.80 (s, 1H),
6.75 (t, 1H)
5-G-=R 4-M 1}3).978 %3’(1?1’1-)!.1/81)(2 «
ARG el EF’E";% e | 1H), 6.87-6.77 (m, 3H),
& 6.75 (t, 1H), 2.47 (s, 3H)
7.81 (s, 1H), 7.62 (d, 1H),
P R A 3-F. | 7.51(d, 1H), 7.40-7.22
& 5-C1| (m,2H), 7.19-7.11 (m,
2H), 6.82 (d, 1H)
7.81 (s, 1H), 7.71 (d, 1H),
5-# A& -2- 3-F. | 7.60-7.49 (m, 2H), 7.43
A67 y
V OF 3 5-C1| (t, 1H), 7.40-7.31 (m,
2H), 7.20 (d, 1H)
g - | s 3.5, | 777 (s, 1H), 7.50 (d, 1H),

7.44 (d, 1H), 7.41-7.32
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'"HNMR (400 MHz,

.. 1 2
s = Q = CDCls, M3E#.9)
& 5-C1 | (m, 1H), 7.32-7.26 (m,
1H), 7.21 (s, 1H),
7.20-7.11 (m, 2H)
7.75 (s, 1H), 7.58 (d, 1H),
3-F. | 7.45 (s, 1H), 7.41 (d, 1H),
i - | dERE 5-Cl1 | 7.36-7.21 (m, 4H), 7.20
(d, 1H)
7.81 (s, 1H), 7.68 (d, 1H),
47 EE 3p. | 749 (d, 1H), 7.38-7.24
A71 - Y =y | (m,2H), 7.14 (d, TH),
aa “Cl1 7 04 (s, 1H), 6.20 (s, 1H),
3.77 (s, 3H)
7.74 (s, 1H), 7.44-7.50
2,5-=% (m, 1H), 7.41-7.30 (m,
3-F,
A72 - | Eeted 3. 3H), 7.25-7.21 (m, 1H),
Y >-Cl 5,92 (s, 1H), 3.70 (s, 3H),
2.19 (s, 3H)
-7 & 7.78 (s, 1H), 7.59-7.51
AT3 .| SER 3-F. | (m,1H),7.45-7.36 (m,
7 X ) 5-C1 | 3H), 7.30-7.22 (m, 1H),
b 3.4 6.41 (s, 1H), 3.82 (s, 3H)
5-F A AL 8.45 (d, 1H), 7.87 (d,
4 ) ¥ 3 3-F. | 1H), 7.59 (d, 1H), 7.52 (t,
-1,3,4-% 5-Cl1 | 1H), 7.39 (t, 1H), 7.20 (d,
ek R 1H), 2.81 (s, 3H)
5-%F & &% 8.60 (d, 1H), 7.91 (s, 1H),
A Bt 3-F. | 7.68-7.55 (m, 2H), 7.42
-1,3,4-% 5-C1| (t, 1H), 7.28-7.20 (m,
RN 3 1H), 3.48 (s, 3H)
7.87 (d, 1H), 7.55-7.50
5-3-=#& == (m, 1H), 7.20 (t, 1H),
A76 3-F | P&)-% e 7.15 (d, 1H), 6.95 (d,
o ol 61‘5 1H), 6.88 (s, 1H), 6.75 (t,
1H), 2.35 (s, 3H)
ATT IR 5-3-=#& 5-C | 8.20 (d, 1H), 7.55-7.48
7 E)-% HF: | (m, 1H), 7.19-7.10 (m,
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'"HNMR (400 MHz,

1 2
et . i - CDCls, M3E#.9)
o ok 3H), 7.08 (d, 1H), 6.78 (s,
1H), 6.75 (t, 1H), 6.65 (t,
1H)
5-(3-= 4.5- sz.sz l(:l )1 1;)2 57.(60-171:]5)4
— m? * L S‘} b
A B-F ?éé% (-:-1-? 7.25 (t, 1H), 7.12 (d, 1H),
3| 6.85 (s, 1H), 6.77 (t, 1H)
7.85 (t, 1H), 7.55-7.50
5-3-=#& 6.c | (m, 1H),7.81 d, 1H),
A79 3-F | P&)-#* N 7.25 (d, 1H), 7.18 (t, 1H),
wE wih 7.11 (d, 1H), 6.81 (s, 1H),
6.72 (t, 1H)
8.02(d, 1H), 7.55-7.50
5-3-=#& 3-C | (m, 1H), 7.18 (t, 1H),
A80 3-F | P&)-% F3, 7.11 (d, 1H), 7.02 (d,
o w 6-C1 | 1H), 6.82 (s, 1H), 6.78 (t,
1H)
4-(ZRF 3p. | 793 (d, 1H), 7.89 (s, 1H),
A81 - )= s- c} 7.70 (s, 1H), 7.54 (t, 1H),
2% - 7.50-7.39 (m, 3H)
4-(Z AT 8.33 (s, 1H), 7.81-7.89
A8 ) )= 3-F. | (m,2H), 7.57 (t, 1H),
5-Cl1 | 7.52 (d, 1H), 7.45 (t, 1H),
-1-& 7.38 (d, 1H)
5-(3-= 7.99 (dd, 1H), 7.78 (dd,
3-F. | 1H),7.76 (d, 1H), 7.59
5 6-Br | FE)-7% 5-Cl | (dd, 1H), 7.34 (t, 1H),
Gl 6.76 (s, 1H), 6.75 (t, 1H)
5-(3-= 3.C ii.ll z(sf,l)ll:,l):‘ ;!.(72-17}.16)6
m, g it t, B
S kil EF;;’% I;:F 7.29 (d, 1H), 6.74 (t, 1H),
6.70 (s, 1H)
5-(3-= 4 3.C (8.1 11(:1,) 1;—1)5,77:;?‘2“-;7(.68
m, , 1.37-7. m,
AdD et ?é‘f—j‘ I::F 2H), 7.28-7.22 (m, 1H),
- 6.74 (s, 1H), 6.74 (t, 1H)
A86 3-Br | 5-(3-= 4-C1| 8.01 (d, 1H), 7.61 (d,
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'H NMR (400 MHz,

1 2
e R Q R CDCls, M3FHL9)
7 E)-% 1H), 7.43 (t, 1H), 7.21 (d,
o o 1H), 7.01 (d, 1H), 6.88 (s,
1H), 6.77 (t, 1H), 6.57 (s,
1H)
8.25 (d, 1H), 7.67 (d,
5-(3-=#& . 1H), 7.47 (t, 1H),
A87 3-Br | ¥&)-# N 7.25-7.18 (m, 2H), 7.10
oZ wi (s, 1H), 6.75 (t, 1H), 6.58
(s, 1H)
8.98 (s, 1H), 8.46 (d, 1H),
5-3-=#& s.n | 770 (d, 1H), 7.50 (t, 1H),
A88 3-Br | P%)-% (') 7.28-7.22 (m, 1H), 6.99
oZ o ? | (d, 1H), 6.74 (t, 1H), 6.60
(s, 1H)
SO-2R | |35 |0 6 1K), 744 6 1H)
- . ] s I ta L]
A89 3-Br E'?ilj‘ o | 726 @, 1H), 6.76 (t, 1H),
& i 6.64 (s, 1H)
8.36 (s, 1H), 7.88 (d, 1H),
5-(3-=#& s.c | 7-63 (d, 1H), 7.43 (t, 1H),
A90 3-Br | ¥X)-# 1:* 7.24 (d, 1H), 6.95 (d,
o pp * | 1H), 6.72 (t, 1H), 6.58 (s,
1H)
5.G-= A e 8.262(d, IH;, 7.57(;7.45
- (m, 2H), 7.21-7.16 (m,
A9l 3-Cl Ef’iz_j‘ N | 2H), 7.14 (s, 1H), 6.75 (t,
R 1H), 6.63 (s, 1H)
8.00 (d, 1H), 7.50 (t, 1H),
5-3-=#& 7.43 (d, 1H), 7.18 (d,
A92 3-C1 | P4)-#% 4-C1| 1H), 7.02 (d, 1H), 6.90
oE o (d, 1H), 6.75 (t, 1H), 6.61
(s, 1H)
5.(3-= £ . 7.85-17.79 (T, 2H), 7.60
-F. | (dd, 1H), 7.41 (dt, 1H),
s 6-F ?‘i‘;ﬁ‘ 5-C1| 7.37 - 7.30 (m, 1H), 6.84
“ (s, 1H), 6.77 (t, 1H)
5-3-=#& 3-F, | 7.85(dd, 1H), 7.75 (d,
A94 6-Me | ox) 5 5-C1 | 1H), 7.56 (dd, 1H), 7.46 -
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'"HNMR (400 MHz,

1 2
s = Q = CDCls, M3E#.9)
o v 7.39 (m, 1H), 7.39 - 7.33
(m, 1H), 6.73 (t, 1H),
6.72 (s, 1H), 2.18 (s, 3H)
-G-=A 3-F 17:)5 ’(/dﬁt:)’ (ldH )’2;;,77(36
-F. . t . %
AdD 6-Cl | ¥ &) 5.C1 | (t, 1H), 6.78 (s, 1H), 6.75
ks (t, 1H)
7.79-7.72 (m, 2H), 7.60
(s, 1H), 7.45 (dd, 1H),
A96 i ;Z?i ;El 7.39-7.31 (m, 3H),
7.30-7.22 (m, 1H), 3.71
(s, 3H)
ERT | | T, 1), 752548
-F. g S, , 1.52-7.
AS7 - BRI 20 (m, 2H), 7.40 (6, 1H),
-2-& 7.31 (t, 1H), 7.20 (d, 1H)
7.74 (q, 1H), 7.60 (d,
5-(3-=#& 1H), 7.41 (t, 1H),
A98 3-Br | P£)-# 6-F | 7.29-7.20 (m, 1H), 6.75
e (t, 1H), 6.70 (d, 1H),
6.65-6.55 (m, 2H)
8.26 (d, 1H), 7.64 (dd,
5-3-=#& 4 1H), 7.45 (t, 1H),
A99 3-Br | ¥&)-# F 7.29-7.18 (m, 2H), 7.08
w8 ok > | (s, 1H), 6.73 (t, 1H), 6.56
(s, 1H)
8.04 (s, 1H), 7.63-7.57
5-3-=R& (m, 2H), 7.41 (t, 1H),
A100 3-Br | ¥X)-# 5-C1| 7.20 (d, 1H), 6.81 (d,
oF o 1H), 6.76 (t, 1H), 6.57 (s,
1H)
5.3-= & i s ?.2;58 (s, 1H), 7.;8 (d, 1H),
,5- | 7.38 (t, 1H), 7.21 (t, 1H),
A101 3-Br “Fif‘ =-F | 6.93 (d, 1H), 6.84 (t, 1H),
~ 6.75 (s, 1H)
5.3-= £ s.c | 839 (s, 1H), 7.90 (d, 1H),
A102 3Br | o )5 N | 7-67 (d, 1H), 7.46 (t, 1H),

7.25 d, 1H), 6.95 (d, 1H),
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'"HNMR (400 MHz,

1 2
a4 . Q " CDCls, M3E#.9)
wE o 6.73 (t, 1H), 6.58 (s, 1H)
5.3-= & . ’2.93 2(5, 11-'[):‘ 7.67-7.5)5
-F, m, 2H), 7.45 (t, 1H),
Al S-Br ?ﬂf‘zjk 5-Br | 7.27 (d, 1H), 6.77 (t, 1H),
~ 6.66 (s, 1H)
5.3-= & 3.p. | 814, 1H), 7.71-7.62
A104 3-Br | T4)-# 5.C |, (m, 2H), 7.48 (t, 1H),
ok . | 729 (d, 1H), 6.75 (¢, 1H),
2 : 6.66 (s, 1H)
sa=h| sc BELI TG I
- - b - t’ b
Al -k ?i‘:j‘ SNCI 7.29 (d, 1H), 6.75 (t, 1H),
o 6.71 (s, 1H)
8.15 (s, 1H), 7.75 (d, 1H),
5-3-=#& 7.60 d, 1H), 7.41 (t, 1H),
A106 3-Br | P&)-% 5-Br | 7.20 (d, 1H), 6.77 (d,
o o 1H), 6.76 (t, 1H), 6.56 (s,
1H)
8.26 (s, 1H), 7.95 (d, 1H),
5-3-=#& 3.c | 770 (d, 1H), 7.48 (t, 1H),
A107 3-Br | ¥X)-# N 7.32 (d, 1H), 7.11 (m,
oE o 1H), 6.75 (t, 1H), 6.69 (s,
1H)
5-(3-=#. 5-N 8'?;85(38’(“{)2’1%4?; galf(ldﬂ)’
F . m, 2l s
Al e ?’j:j‘ 0: | 1H), 7.01 (d, 1H), 6.75 (t,
N 1H), 6.67 (s, 1H)
se=h| [as TR IMIT 0 1
- », ta . JEE L] ’
sl Sl ?if _‘a 7.20 (d, 1H), 6.75 (t, 1H),
- 6.68 (s, 1H)
8.35 (s, 1H), 7.89 (dd,
5-3-=#& s.c | 1H),7.54-7.42 (m, 2H),
A110 3-C1 | F£)-#% F 7.20 (d, 1H), 6.98 (d,
o o | 1H), 6.71 (t, 1H), 6.61 (s,
1H)
A4 3-C1 | 5-3-= 4 o | 775 (@, 1H), 7.48 (t, 1H),

7.42 (d, 1H), 7.20 (d,
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'"HNMR (400 MHz,

Ao 1 2
a4 . Q " CDCl;, % 3E#.9)
7 &)-F# 1H), 6.75 (t, 1H),
o o 6.77-6.70 (m, 1H),
6.65-6.58 (m, 2H)
S'(S'-—:ﬁ 8.26 (d, IH), 7-52 (t, IH),
| 4-C | 7.46 (dd, 1H), 7.23 - 7.18
alll 3-CL | F&)-F% Fs | (m,2H),7.11 (s, 1H),
ks 6.74 (s, 1H), 6.60 (s, 1H)
5-3-= A 8.05 (s, 1H), 7.66 (d, 1H),
7.49 (t, 1H), 7.44 (d, 1H),
s e ‘?’E‘;’? S-Cl1 7 19 (d, 1H) 6.86 (d, 1H),
& 6.75 (t, 1H), 6.51 (s, 1H)
5.(3-= & 7.86 (s, 1H), 7.47-7.40
3,5- | (m,2H), 7.21 (t, 1H),
Al14 3-Cl ?’5‘;% =-F | 7.90 (d, 1H), 6.83 (t, 1H),
& 6.77 (s, 1H)
5.3-= £ 8.38 (s, 1H), 7.91 (d, 1H),
5-C | 17.55-7.45 (m, 2H), 7.20
Alls Sl EF’E‘;% N | (d, 1H), 7.00 (d, 1H),
% 6.74 (t, 1H), 6.64 (s, 1H)
5.G3-= & 7.91 (s, 1H), 7.60 (d, 1H),
3-F. | 7.52-7.42 (m, 2H), 7.20
ALIn >l EF;E‘;’%' 5-Br | (d, 1H), 6.75 (t, 1H), 6.70
~ (s, 1H)
5.(3-= 4 3.p. | 812 (s, 1H), 7.67 (d, 1H),
| ) 7.58-7.45 (m, 2H),
el 3Ll | T _f:jL SEC 7.28-7.22 (m, 1H), 6.74
e a (t, 1H), 6.70 (s, 1H)
5.3-= £ 3-C | 8.19 (s, 1H), 7.92 (s, 1H),
N. 7.58-7.49 (m, 2H),
AL | F i“f‘ 5-C | 7.29-7.21 (m, 1H), 6.75
- Fs (s, 1H), 6,75 (t, 1H)
8.14 (s, 1H), 7.77 (d, 1H),
5-3-=#& 7.49 (t, 1H), 7.43 (d, 1H),
A119 3-C1 | F£)-#% 5-Br | 7.18 (d, 1H), 6.80 (d,
o pl 1H), 6.76 (t, 1H), 6.61 (s,
1H)
] _ 3-C | 8.25(d, 1H), 7.97 (d,
AL 3-Cl | 5-3-= & N | 1H), 7.58-7.45 (m, 2H),
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'"H NMR (400 MHz,

Ao 1 2
il R Q " CDCls, MraAEBLA)
)R 7.30-7.23 (m, 1H),
o ol 7.12-7.08 (m, 1H), 6.74
(t, 1H), 6.73 (s, 1H)
MEAT | L R, 749742 (m
-F. m, , 7.49-7. m,
e - | Bt 5-C1 | 2H), 7.40 (t, 1H), 7.32 (d,
-1-& 1H), 6.56 (s, 1H)
SEAT| |y p | G 2E), 701 @ 1),
o m, 3 fe s ]
— - | dpeed 5-C1 | 7.41-7.32 (m, 3H), 6.70
- (s, 1H)
3,58 (= 7.84 (s, 1H), 7.61 (t, 1H),
3-F. | 7.52(d, 1H), 7.45 (d,
Al23 i b 5-C1 | 1H), 7.43-7.35 (m, 2H),
wok-1-4 6.96 (s, 1H)
4-C1| 8.60 (s, 1H), 7.55-7.50
5-3-=#& . (m, 1H), 7.20 (t, 1H),
A124 3-F | ¥&)-% 5-C | 7.12 (s, 1H), 7.05 (d, 1H),
o& ol O:E | 6.80 (d, 1H), 6.75 (t, 1H),
t | 4.37 (q, 2H), 1.38 (t, 3H)
5.3-7 4 8.20 (d, 1H), 7.75 (s, 1H),
A126 I - 3-F. | 7.66 (t, 1H), 7.53 (dd,
e 5-C1 | 1H), 7.44 (t, 1H), 7.30 (d,
=) 1H), 2.38 (s, 3H)
3G-FE 8.16 (d, 1H), 7.74 (s, 1H),
A128 N - 3-F. | 7.56 (t, 1H), 7.50 (d, 1H),
7 5-Cl1 | 7.42 (t, 1H), 7.30 (d, 1H),
="%) 2.55 (s, 3H)
8.35 (d, 1H), 7.80 (s, 1H),
7.53 (dd, 1H), 7.41 (t,
A129 ; 2'_(';1% ;El 1H), 7.35 (t, 1H), 7.18 (d,
1H), 6.87 (s, 1H), 2.46 (s,
3H)
2-5-F 4 8.12 (d, 1H), 7.75 (s, 1H),
A130 I = 3-F. | 7.60 (t, 1H), 7.55 (dd,
e 5-Cl | 1H), 7.42 (t, 1H), 7.31 (d,
=% 1H), 2.49 (s, 3H)
A131 - | 4-5-FE 3-F. | 7.76 (d, 1H), 7.62 (d,
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'"HNMR (400 MHz,

1 2
e . i - CDCls, M3E#.9)
K k) 5-Cl | 1H), 7.55 (t, 1H), 7.41 (t,
1H), 7.37 (dd, 1H), 7.31
(d, 1H), 2.58 (s, 3H)
8.40 (s, 1H), 8.17 (d, 1H),
AL132 ) 2-(1,3,4- 3-F. | 7.75 (s, 1H), 7.62 (t, 1H),
") 5-C1 | 7.55(dd, 1H), 7.44 (t,
1H), 7.31 (d, 1H)
8.25 (d, 1H), 7.55-7.50
-G-=K, é% (7“11921(1({1)’171'1])8567“({(1)’
2 . ’ » 0. ’
Alss BN ?i;% t. | 1H), 6.81 (s, 1H), 6.75 (t,
- 6-Cl1 | 1H), 4.38 (q, 2H), 1.40 (t,
3H)
2-(5-= A 8.52 (d, 1H), 7.99 (s, 1H),
P & 3.p. | 7-61(d, 1H), 7.58-7.51
A142 - (m, 1H), 7.45-7.37 (m,
£)-1,3,4- 5-Cl| 1H), 7.42 (t, 1H), 7.22 (d,
'i-—-“i 1H)
8.86 (br, 1H), 7.81 (s,
_ 1H), 7.65-7.58 (m, 1H),
A143 2 ° ;f‘; 3SFC] 7.48 (d, 1H), 7.42-7.37
(m, 2H), 7.23 (t, 2H),
3.80 (s, 3H)
7.98 (d, 1H), 7.29 (s, 1H),
Aveks BERAE N 3-F. | 7.46 (dd, 1H), 7.35-7.24
w3 % 5-C1 | (m,3H),7.17 (d, 1H),
6.55 (s, 1H), 3.90 (s, 3H)
8.42 (s, 1H), 7.82-7.75
3-F. | (m,2H), 7.58-7.51 (m,
s - | SRk 5-C1 | 2H), 7.45 (t, 1H), 7.36 (t,
1H), 7.25 (d, 1H)
8.73 (s, 1H), 8.12 (s, 1H),
3-F. | 7.80 (s, 1H), 7.69 (d, 1H),
Ak ) -2 5-CI | 7.49 (d, 1H), 7.42 (t, 1H),
7.32 (t, 1H), 7.21 (d, 1H)
3.p. | 842 (d, 1H), 7.88 (s, 1H),
A147 . 2-gE i S_C‘l 7.73 (s, 1H), 7.55 (d, 1H),

7.46 (t, 1H), 7.41-7.32
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45/55 T

[0277]

'"HNMR (400 MHz,

V.. 1 2
a4 = Q ® 1 cocy, gaEam)
(m, 2H), 7.21 (d, 1H)
7.78 (d, 2H), 7.56 (d,
3-F. | 1H), 7.47 (d, 1H), 7.39 (s,
i ) 3- %% 5-C1 | 1H), 7.36-7.21 (m, 2H),
7.16 (d, 1H), 6.69 (s, 1H)
7.98-7.88 (m, 1H), 7.82
3. | (55 1H), 7.51 (d, 1H), 7.41
A149 - 2-"% % 5 C‘l (s, 1H), 7.35-7.26 (m,
2H), 7.20-7.12 (m, 1H),
6.73 (s, 1H), 6.41 (s, 1H)
5-C | 8.25(d, 1H), 7.50 (q,
5-(3-=#& O:E | 1H), 7.13 (t, 1H), 7.09 (d,
A154 3-F | 74)-% ts 1H), 6.84-6.78 (m, 2H),
o v 6-M | 6.75 (t, 1H), 4.37 (q, 2H),
e | 2.61(s, 3H), 1.37 (t, 3H)
7.75 (s, 1H), 7.55-7.48
5-3-=#& g'(é (m, 1H), 7.48 (s, 1H),
A156 3-F | P4)-% tz 7.17 (t, 1H), 7.10 (d, 1H),
oZ vl 6_‘Br 6.84 (s, 1H), 6.76 (t, 1H),
4.42 (q, 2H), 1.40 (t, 3H)
4-(=RF 7.83-7.78 (m, 2H),
3-F,
A158 3-CF3 | %)=ted .|| 7-78-7.67 (m, 3H), 7.60
- (dd, 1H), 7.41 (dd, 1H)
(=R T 7.81-7.71 (m, 3H),
3-F,
A159 3-C1 | X)mted 7.53-7.42 (m, 2H), 7.40
14 5-Cl| (aq, 1H), 7.29 (dd, 1H)
5-3-=R 3,5- 7&?1-117)'7"1; g;(czu? )i 1?1)‘S °
A160 3-CN | F&)-3% —-F| 7.38(ddd, 1H), 6.98 (s,
e 1H), 6.80 (t, 1H)
8.03 (d, 1H), 7.78 - 7.68
5-(3-=# (m, 2H), 7.65 (t, 1H),
A161 3-CN | 7%)-#% 5-C1 | 7.51 (dd, 1H), 6.98 (d,
o i 1H), 6.89 (s, 1H), 6.79 (t,
1H)
5-3-—#& 3-F. | 7.82(d, 1H), 7.77 (dd,
d =t PR)-H 5-C1 | 1H), 7.67 (t, 1H), 7.59 -
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CN 112996780 B 46/55 TA
. , | '"HNMR (400 MHz,
a4 . Q .| CDCl;, M3E3L9)
wE o 7.54 (m, 2H), 6.98 (s,
1H), 6.80 (t, 1H)
3-(5-= A 7.97 (d, 1H), 7.82 (s, 1H),
3-F, | 7.58-7.50 (m, 2H), 7.38
LS ) FE)-F | 2 5-C1 | (t, 1H), 7.22 (d, 1H), 6.95
ks (s, 1H), 6.73 (t, 1H)
7.86 (s, 1H), 7.82-7.71
.- (m, 2H), 7.60 (s, 1H),
A167 - | wkeko1-i | 2 s-c} 7.42 (d, 1H), 7.40-7.32
(m, 2H), 7.32-7.22 (m,
1H), 6.31 (s, 1H)
G=RF | | T s €
= "N = S5 g e t, L)
UG - | B)-E% 2 | 7.49-7.37 (m, 3H), 6.75
2-4 (t, 1H)
- R F 8.25 (s, 1H), 7.84 (d, 1H),
1485 | R)zek | 2 |3F> | 780 (s, 1H), 7.55 (¢, 1H),
[0278] i 5-C1 | 7.52-7.40 (m, 2H), 7.36
(d, 1H), 6.88 (t, 1H)
25-= &, 8.10 (d, 1H), 7.65 (s, 1H),
3-F. | 7.52 (t, 1H), 7.45 (d, 1H),
AL ) FE£)-% | 2 5-C1| 7.32 (t, 1H), 7.25-7.20
% (m, 2H), 6.55 (t, 1H)
8.43 (s, 1H), 7.90 (d, 1H),
3-F. | 7.83 (s, 1H), 7.55 (d, 1H),
s 4-Cl | ®2-2-% | 2 5-C1| 7.43-7.37 (m, 2H), 7.16
(d, 1H)
5.3-= & 5-Cl1| 7.85 (d, 111;,6 7.57;7.52
\ (m, 1H), 7.26-7.18 (m,
AL e q?i;’qk 2 | 6-C 2H), 7.10 (d, 1H), 6.85
- N (d, 1H), 6.67 (t, 1H)
5-3-= & 3.C 8(.19 ﬁi)l 1:)5 37.(56-171.15)2
m, g Fw S, b
AL K ?é;ﬁ- . f_‘C] 7.21 (t, 1H), 7.07 (d, 1H),
6.84 (d, 1H), 6.76 (t, 1H)
3.p. | 782 (s, 1H), 7.75 (s, 1H),
Al174 3-F | Eek-2-%K | 2 o C‘l 7.50-7.39 (m, 3H), 7.14

(t, 1H), 7.09 (d, 1H)
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'H NMR (400 MHz,
CDCls, %3E#.90)
7.84 (dd, 2H), 7.61 (d,
1H), 7.42 (s, 1H),
7.41-7.35 (m, 2H),
7.25-7.20 (m, 1H)
7.88-7.80 (m, 2H),
3-F. | 7.48-7.41 (m, 3H), 7.38
5-C1| (d,1H), 7.21-7.15 (m,
1H)

4e¥% | n R! Q m | R?

A175 | 1 | 3-Br |&kek2-% | 2 [3F
[0279] 5-Cl1

A176 | 1 | 3-Cl | ek 2-% | 2

[0280] A=Wy 5ifsl

(02811 & 22 Fh P P o (1) o - 48 A AE 28 P O B v b (2 A AR PR SE B (Lo lium
perenne) (LOLPE) . #2X (Solanum nigrum) (SOLNI) &7 11, (Amaranthus retoflexus)
(AMARE) « KA HE (Setaria faberi) (SETFA) KL (Echinochloa crus-galli) (ECHCG) .
F24-4E (Ipomoea hederacea) (IPOHE)) o 71 il == HIAE 2§ 55 (1£24°C/16°C R/ % B
14/NNE R 65 9% M) R Es 7R — KJa (D) s/ K3 7eia HTE) | 7K S iiims
WX ECAEA) , 12K S5 P iR AV s Ve s o3 AE R / 7K (502 50) 55 HR IR FE il A L 1%
IR A70.5% 1t 20 CRAA IR BUK LI BUMAY 5L FTEERRE , CAS RN9005-64-5) o511 54T
YL, 5 L S 1L 5008/ hajie H o 2R J Sl A M 7 T = e =2 78 254 (1524 °C /16 °C |
R/ N 5 147NN E R 65 9% 1 ED) N AR, AR R K R 6T H R AT 13K
Jo RS A s O A b T LA S SO A it s T R akrp (5=
81%-100% ;4=61%-80% ;3=41%-60%;2=21%-40%3;1=0%-20%)

[0282]  KBI. Hi ik

A .
e %A # AMARE | SOLNI | SETFA | LOLPE | ECHCG | IPOHE
% | (g/ha)
s3] | AL | 500 5 5 5 i 5 5
A2 500 5 5 5 5 5 4
A3 500 2 3 4 1 1 1
Ad 500 5 5 3 1 1 1
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e | %A $ AMARE | SOLNI | SETFA | LOLPE | ECHCG |IPOHE
% | (g/ha)
A6 500 4 5 5 4 5 3
AT 500 2 5 5 2 4 2
A8 500 2 5 4 1 2 1
A9 500 5 5 5 5 5 4
Al10 500 5 5 5 5 5 5
Al2 500 5 5 5 5 5 5
Al4 1000 5 5 5 5 5 4
AlS 1000 1 4 3 1 2 2
Ale6 1000 4 5 5 5 5 5
Al7 1000 5 5 5 5 5 5
Al8 250 3 3 3 2 4 2
Al9 1000 5 5 5 5 5 5
A20 1000 5 5 4 4 4 5
A21 1000 4 3 4 3 4 3
A22 1000 4 4 3 2 2 3
A23 1000 5 5 5 5 5 5
A24 1000 4 4 4 3 4 3
[0284] A25 1000 5 5 5 5 4 4
A26 1000 5 5 5 3 5 3
A27 250 4 5 5 2 5 2
A28 1000 5 4 1 1 1 1
A29 1000 4 4 2 1 1 2
A30 1000 5 5 5 5 5 5
A3l 1000 5 5 5 5 5 5
A32 1000 5 5 5 5 5 5
A33 1000 5 5 5 5 5 5
A34 1000 5 5 5 5 5 5
A35 1000 5 5 4 1 1 2
A36 1000 5 5 5 4 4 2
A37 1000 5 5 5 4 4 5
A38 1000 5 5 1 1 1 1
A39 1000 3 3 1 1 1 1
A40 1000 3 4 1 1 1 1
A4l 1000 5 5 5 5 5 5
Ad42 250 5 5 5 5 4 4
A43 1000 5 5 5 5 4 4
Ad4 1000 5 5 5 5 5 5
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e | %A $ AMARE | SOLNI | SETFA | LOLPE | ECHCG |IPOHE
% | (g/ha)

Ad6 1000 5 5 4 3 3 2
Ad7 1000 3 3 1 1 1 1
A48 1000 5 5 2 1 1 2
A49 1000 5 5 2 1 3 3
A50 1000 3 5 3 1 2 1
AS1 1000 4 5 1 1 1 1
AS54 1000 3 5 5 4 3 1
ASS 1000 5 5 2 1 1 1
AS7 1000 5 5 4 1 1 2
ASS8 1000 5 5 5 5 4 5
A59 1000 5 2 5 4 3 5
A60 1000 4 4 2 1 1 2
A61 1000 5 5 2 1 1 2
A62 1000 4 3 3 2 3 3
A66 1000 5 5 2 1 3 2
A69 1000 3 4 3 1 4 2
A70 1000 3 4 2 1 3 1

[0285] ATl 1000 4 5 2 1 1 1
A76 250 2 4 1 1 1 3
AT7 250 5 5 5 2 2 1
A78 1000 3 4 1 1 1 1
A80 1000 5 5 1 1 1 1
A81 1000 5 4 4 1 4 2
A82 1000 5 5 5 5 4 5
A83 1000 5 4 4 4 4 2
A84 1000 5 5 5 5 5 5
A85 1000 5 5 5 5 5 5
A86 1000 4 4 4 4 4 4
A87 1000 4 4 5 3 3 3
AS88 1000 5 4 4 3 4 2
A89 1000 5 4 5 3 4 4
A90 1000 5 4 5 4 4 4
A91 1000 4 4 4 4 4 4
A92 1000 4 4 4 4 4 4
A93 1000 5 3 5 3 4 3
A94 1000 4 4 3 2 2 1
A95 1000 4 4 4 3 3 1
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CN 112996780 B 50/55 71
e | #AE AMARE | SOLNI | SETFA | LOLPE | ECHCG | IPOHE
Y (g/ha)
A97 | 1000 5 4 = 3 4 4
A98 | 1000 4 4 a 3 4 3
A99 | 1000 5 4 4 3 4 2
A100| 250 5 NT 3 NT 3 2
A101| 1000 5 5 5 4 4 5
A102| 1000 5 5 3 4 4 5
A103| 1000 5 5 = B 4 5
A104| 1000 4 5 4 3 4 4
A105| 1000 5 5 3 4 4 5
A106| 1000 5 5 5 = 4 4
A107| 1000 5 5 5 3 4 4
A108| 1000 5 4 4 4 4 3
A109 | 1000 5 5 3 3 4 4
A110| 1000 5 5 3 4 4 4

[0286] |[A111| 1000 5 5 B 4 4 4
Al12] 1000 4 4 4 3 3 3
A113| 1000 5 4 = 5 4 5
All4| 1000 5 5 2 4 4 5
A115| 1000 5 5 3 4 4 5
A116| 1000 5 5 5 3 4 5
Al17| 1000 5 4 4 4 4 5
A118| 1000 5 5 5 = 5 5
A119| 1000 5 5 B 5 4 5
A120| 1000 5 5 = 3 4 4
A121| 1000 4 4 3 1 3 3
A159 | 1000 5 5 3 4 3 4
A160| 1000 5 5 B 5 5 3
A161| 1000 5 = = 5 5 =
A162| 1000 5 5 = 5 4 5
A163| 250 5 NT = NT = 3
A169 | 250 5 NT 3 NT 5 5

[0287]  NT= KM

[0288]  ZB2. HH B At
e | mRE

(02891 % | (g/ha) AMARE | SOLNI | SETFA | LOLPE | ECHCG | IPOHE
Al 500 5 5 B 3 5 5
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CN 112996780 B 51/55 11
e | %A $ AMARE | SOLNI | SETFA | LOLPE | ECHCG |IPOHE
% | (g/ha)
A2 500 5 4 5 4 5 2
A3 500 3 3 3 1 3 1
Ad 500 3 3 2 1 2 1
A6 500 5 5 5 4 4 2
A7 500 5 5 4 1 4 1
A8 500 5 4 3 1 2 1
A9 500 5 5 5 4 5 3
Al0 500 5 5 5 5 5 5
Al2 500 5 5 5 5 5 5
Al4 1000 5 5 5 5 5 3
Al5 1000 5 4 5 3 5 1
Al6 1000 5 5 5 5 5 5
Al7 1000 5 5 5 5 5 5
AlS8 250 5 5 5 1 5 1
Al9 1000 5 5 5 5 5 5
A20 1000 4 3 5 5 5 3
A21 1000 5 2 5 4 5 2
[0290] A22 1000 5 1 3 1 3 1
A23 1000 5 4 5 5 5 5
A24 1000 5 3 5 4 5 3
A25 1000 5 5 5 5 5 5
A26 1000 5 5 5 5 5 4
A27 250 5 5 4 3 5 1
A28 1000 3 1 1 1 1 1
A29 1000 5 3 4 1 1 1
A30 1000 5 5 5 5 5 5
A3l 1000 5 5 5 5 5 5
A32 1000 5 5 5 4 5 5
A33 1000 5 5 5 4 5 2
A34 1000 5 5 5 5 5 5
A35 1000 3 5 5 1 5 1
A36 1000 5 5 5 3 5 o
A37 1000 5 5 5 5 5 5
A38 1000 4 1 1 1 1 1
A39 1000 5 1 1 1 1 1
A40 1000 2 1 1 1 1 1
A4l 1000 5 5 5 5 5 3
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e | wA% AMARE | SOLNI | SETFA | LOLPE | ECHCG |[IPOHE
% | (g/ha)

A42 250 ) 4 5 5 5 3
A43 1000 5 5 5 5 5 A
Ad4 1000 5 5 - 5 5 5
Ad6 1000 4 1 5 1 4 1
A47 1000 1 1 1 1 1 1
A48 1000 1 1 1 1 1 1
A49 1000 - o 5 1 3 1
AS0 1000 4 4 4 1 1 1
AS1 1000 1 1 1 1 1 1
AS54 1000 5 5 5 5 3 1
AS5 1000 2 2 4 1 1 1
AS7 1000 5 4 5 1 1 NT
A58 1000 5 5 5 ] = 3
AS59 1000 = 5 5 4 r 2
A60 1000 5 1 1 1 2 1
A61 1000 1 1 2 1 1 1
A62 1000 4 1 1 1 1 1

[0291] A69 1000 3 1 1 1 1 1
A70 1000 2 1 1 1 1 1
A7l 1000 5 1 1 1 1 1
A77 250 5 4 5 2 . 1
A78 1000 1 1 p 1 1 1
A80 1000 . 1 1 1 1 1
A81 1000 5 3 4 1 4 2
AS82 1000 5 4 5 ] - 3
A83 1000 4 1 p 1 2 1
A84 1000 5 4 5 5 5 5
A85 1000 5 5 5 5 5 5
A86 1000 4 . 5 4 N 1
A87 1000 4 3 5 4 4 1
A88 1000 -! 4 5 4 5 1
A89 1000 4 2 4 2 4 3
A90 1000 4 4 5 5 5 3
A91 1000 4 3 5 4 ] 4
A92 1000 4 2 5 5 1 !
A93 1000 4 4 4 3 4 3
A94 1000 4 2 2 2 3 1
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e | #AE AMARE | SOLNI | SETFA | LOLPE | ECHCG | IPOHE
Y (g/ha)
A95 | 1000 4 1 3 1 4 1
A97 | 1000 4 2 4 2 3 2
A98 | 1000 4 3 5 3 5 1
A99 | 1000 5 1 4 3 4 1
A100| 250 5 NT 5 NT 2 1
A101| 1000 5 4 3 5 S 5
A102| 1000 5 4 = B 5 4
A103| 1000 5 3 = 5 5 5
A104| 1000 4 2 3 4 4 4
A105| 1000 5 5 5 = 5 5
A106 1000 4 3 5 5 5 3
A107 | 1000 5 2 = 2 4 3
A108| 1000 4 4 B 5 s 1
A109 1000 4 3 4 2 2 1
AL10] 1000 5 4 B 4 4 4

[0292] |Al111| 1000 5 4 = 4 3 1
A112| 1000 5 2 = 3 4 1
Al13| 1000 5 4 2 5 5 4
Al14| 1000 5 4 3 3 5 5
A115| 1000 5 4 5 5 5 5
AL16| 1000 5 4 3 5 5 4
Al17| 1000 5 2 5 4 4 5
A118| 1000 5 4 B 5 5 4
A119| 1000 5 4 = 5 5 4
A120| 1000 5 4 B 2 s 3
A121| 1000 4 1 3 1 4 1
A126| 250 5 NT 3 NT 4 1
A159 | 1000 5 = = 5 5 2
A160| 1000 5 4 = 5 5 5
A161| 1000 5 4 2 5 5 5
A162| 1000 5 4 3 3 5 5
A163| 250 5 NT 5 NT 4 1
A169| 250 5 NT 3 NT 5 5

[0293]  NT= Ak

[0294]  35B3. FLEFNA

[0295] A= sf)

[0296] 4 22 Fhil A FR AP RS FIAE 2 A bR T3 AR 2 TP RS2 8 5 (24°C /16

C, FR/ M5 T4/ 65 9% W )RR — K2 Ja (R |, T7KVER S S ok mi s
XECAE Y, 127K P S5 0 110 . 6m1 SR AT 545106 % Emulsogen EL (Bl +561791-12-
6) 42.2%N- F LML 2R L 42 . 2% — PN B FHRE (CAS RN 34590-94-8) F10.2%X-77
(CAS RN 11097-66-8) [1J45m1 ALl it v - (19 TV 2R M Bl o3 [P il ot o

[0297]

56
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CN 112996780 B -I'R HH :F; 54/55 1

1R 565 % W) AR, HEERBIKIR 21K 2 J5 , AR TP (100 = XA 72 440
T 0=TCYIE) .

[0298] A

[0299]  Zrrriyf: A nE (AMARE)

[0300]  {E¥y: K (85 K (Glycine max) (GLYMA))

[0301] S5 5LUEHH, SIABORIIMERE (LS PAEEL , AL BN RE (b AP L S Ok
) AR KRR T, 2 5 (AMARE) $2 8 PR Y

) X, a4 (k£ | GLYMA | AMARE
500 90 100
g E . .
e Y [ N
W02015/10
250 70 100
8779 F o
CMP 55 g i
! F 500 0 100
»)
A30 F ] 250 0 100
a
N\ Cl
F 500 90 100
L F )
bbﬁ.% —\
[0302] O
W02015/10 - - o

8779 | P A O
CMP 144 \N(l
XNl
F 500 0 100
:
b
N
2 Al F é\ 250 0 100
0.
> ]
% Cl
F 500 0 100
S
AT F ) 250 0 100
=
N\| Cl
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CN 112996780 B 55/55 71
e ; 500 40 100
ve 4% 4 =
Woé’z_?_;l:/m i . 250 10 100
CMP 145 \'L;J\B
3 F 500 0 100
b
A20 F ) ¥ 250 0 100
=
N\ | Br
F
s i 500 100 100
& N
W092(;}0135/08 NS o 250 90 100
CMP 58 \ijr NJ\CI
[0303] 4 I 500 0 100
A33 l 250 0 100
“
= cl
500 100 100
ey
v 4% 4 250 90 100
a
N\ Cl
S 500 10 100
Al 250 0 100
|
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