CN 114341126 B

(19) R &R =G

(12) ZBHE F

(10) A /NES CN 114341126 B
(45) I A& H 2025. 04. 25

(21) EBiFS 202080058443 .X
(22) BBiEH 2020.08.19

(65) El—EERE A HICEN S
HIF/AFHE ON 114341126 A

(43) HiF A H 2022.04.12

(30) AR HE
62/888,667 2019.08.19 US
62/890,154 2019.08.22 US

(85) PCTEFRERIFHNERM L H
2022.02.18

(86) PCTE FrER 15 HY HR 1B B HE
PCT/US2020/046947 2020.08.19

(87) PCTEIPRERIFHI A T B HE
W02021/034904 EN 2021.02.25

(73) EFIFA FMCAH]
b SEE= A RE
TR =R\ B IR AAT R ]
(72) KBBAN ElME S5 RN EA
(74) EFRIBNA ST LA b O AR A F]
72002
L FRIBIE L4

(51) Int.CI .
C07D 401,04 (2006.01)
c07D 231,/06 (2006.01)

(56) XFEE ST
CN 102399211 A,2012.04.04
CN 1541206 A,2004.10.27

HER L

BORIESR 45200 BEWI4513 0T

(54) ZRRZFR

Pl 3- =it -4, 5- & - 1T MR [ R TR
AT 1k
(57) HE

P 17— M T EA O A A e
BT R R (R X AIn 2 A48 i v e

(R},

O

x -—

\Ih\
— R

(RY),

iXE/‘jo X .\I/N\
)\>\R R‘{)_-('

RY0.C

m (I



CN 114341126 B W F ZE Kk B 1/2 i

L —Miles B O 1 &Y ik
R,

R30,C

()]
HARZR 5
FE RN 6 2 5
REC,-C ikt
XiEN; I H
nel,
%7
(a) =B BAT = () &
®R?,

(A)

PR EC, -C it s

(b) HIRALEE 120 3% (a) 15 20 =05

Iz AR RFIRATAE N3 T, IR s e 3 O N N-  FHEE R . — FHL 2k
N N DN N N LS NG 1 S =1 <)) U8 W RS Wl o

2. AR ER LR R 12 , HerR A 2 C 1k Br

3. WM BESR 2T R (K 5 1, HL RS

4 QAR EESR LR i i, LR R 23

5. GRS L AT 5 s, iz A S (D itk 52 BA DL FE45M3-5-1- (3-
SUHIE-2-55) -4,5- "4 - IH-MEme -5- AR £«



CN 114341126 B W F ZE Kk B 5/9 T

HHZHA W R EYRE AL ML - (3- S E -2-35) -3 85k -4,5- 75
1H-MH e - 5- FHEG i -

0]
HOMOA
\-'"N
N =N
N\ J .

6. AR EOR TR (1574, Hod 2P B (a) F1 (b) A7 A2 16 °C 250 CRUIRIE MiEf T
T AR R Uk 1 57, ez snlde B O %08 &b LA KL, 2- — )

%{ﬁ,

8 . AR R TRk (R 125, HeAizasm g O -

9. AR EER 1 - 8HUE—TRFR AT 75 , 1207 TR —2 A0

(c) HIBRALHE 2P 3R (b) 13- 20710 o

10 YA EORO P IR 1) 75 725 , FLrfviZzelikadt B ] (AR R S B0 TR I R 2 B B PR U
FIRTER U5 IR IR A B IR B BRIER B IR U AR — 00 BEAEIER — A VIRIR 88 . = LMk VI
N- FRELIRIN TRl S B TR S U S DA B S U B

L1 AR RO P IR 1) 5 725 , L rPiZzelikadt B ] PACHsR R S B0 TR I R 2 B BRI 1 < LA
BARER PR

12 AR ER PR A5 75 , H Pzl (] (AR R U BN -

13 AR R L2 R T 12 , 1205 TR — 20 g fe A AR = A 22 3K (b)
RN 2 S IR



CN 114341126 B W OB P /13 7

FAF4183-E1K-4,5- —§ - H-It g BE 6T WY 75 5%

[0001] Ao HIIEIIAE XS] H
[0002]  ZXHHE R T-20194E8 19 324 i ZE FEING I H 15 5-62/888 , 667 F11 T-20194FE8 A
22 H A2 SR HH 1 +562/890, 154104 G , HoANH N &l 5| VAR A S 85 57 1

RS
[0003] Ak o B LT — 25 AL 45 3 - B4, 5+ - LH- T A SO
BRI E RO LA T T4 A 2% s R A S S S T .

BEEEA

[0004]  3-5-1- (3-ZUNE-2-35) -4, 5- %0 - 1H- N - 5- AR i ) 75 A1 2 S 28 FH e
i, 91 ang o B HURI G ER R R I e RN T It B ) R T4 o A 54528 = (DuPont) B SEHE] £ A1+
6,965,032 L84 T VAL L- (3-Gkne -2-35) -3- 84 -4,5- 5 - TH- LM - 5- FHPR
CEH P53 - TR -1- (3-SMkIE -2-35) -4,5- "4 - 1H-Nk W -5- FIER Ll  AE 525 vh , R
P AN - (3- SN - 2-3L) -3- 24k -4,5- 4 - 1H- Ik -5- R 2 BEPAAS 21 - (3-S5
g -2-35) -3- (CRILREHAL) 535 -4,5- 40 1H-MM-5- R O 7226 b, FHIRAL A
TE TR AR IRALEEL - (3- UM g -2-55) -3~ (CRILRAFEL) H3L) -4,5- 4 1H- MM -5-
HAFR T8, 15 2 B2 186 % 1193 - 15 -1 - (3- UEE -2-25) -4,5- &~ IH-MtME-5- iR 2,
fif . I E LA T - (3-Zne -2-38) -3- 834, 5- 4 1H-IE M -5- FIER C e il &5
3-1-1- (3-GNEnE -2-25) -4,5- — 5 - 1H-IEME -5- R AR AME A i, dnfl = B e
(POBr,) 5k FL g% (PBr,) () —2L 1R 1k o SR T, POBr, AIPBr 1A I3 A 105 38 A= 7 AR S S HH I
At S R T R VIR o B ARPBr 1A 77 A T R SR, AR e B TS5 He o g [l B
SRR A AT R o Sl S o P P R — 7 5 A (s PBr AR SN Ji 437 1l €5 PBr, (%
FHESCON 102399211 A) o PBr3fIAS il DR RE IR A] R I o A X Mde e rhr , AL H
PBr,, 15 2|PBr [12E R, I HH N - (3-SMLE -2-35) -3-F25E-4,5- % - 1H- ke -5- FHfR
LT o SR, X BR T 21— PBr AR BN ] T4 7 S e B, X S 5
R R T N ae 2 BRI .

[0005]  AHis 2 it T — B - LAT (5 L AT 3801 77 AUl 853 - - 1- (3-Sntbme -2- 255) -
4,5- - 1H-IEmE -5 - G Ol M AT AR B 77 s

REAAE
[0006]  ZASCHRft 1Rl e B = (D R SRS 7



CN 114341126 B W OB P 2/13 T

(RY),

[0007] N \
J O~

()

[0008]  JLrhRUEX &;
[0009) AR HILC, C Hehk C,C O, C M Cy CFRIERE €, -C, R SE
BRI IE C,~C, AR HEE . C,- B RFFAEE B 3 ONNO, o C, ~C LI C, € B PR oL
B, ~CEREE €, -, E AL ., C S SERTE AL C, - KA IE €, C, A HEARIE
Cy - CFRE R AUIEC, -Cy (B ) FRGEIEAE L C, - C JEAEIREE L, Colbt WL IR E L C,- C ot A
FERIE C,Cy B BB S B C, - C =R R
[0010]  R*ZHELC,-C Kikk;
[0011]  XJENBKCR,;
[0012]  RYEHEER; FfH
[0013]  nj20. 123, FTFRE XL CHIN, Win % /D2 1, 3% 5 A0l (1) < =1L #% (PBr,)
SR ELATR () LA

(R%,

[0014]

A)
(0015 FEHIXREFInE 1 T3t (1) BRI HRYEC, -C b
[0016] L J% (2) JHHSE (Br,) KCFRRIFAS=4; 31 HL 24 5 FE R SLHIG FLAT 58 (1) ot
(3) 4 () FPIU BRI £ (L L RS LI L A .
0017 A TPl A 3 (D) A Y T i,



CN 114341126 B W OB P 3/13 T

(R?),

-
]

N _N
; U N
[0018] —
R30,C
(In

(00191 HArRYZRGZ OF HXR* RIS 40 T2 (D) FrE SR o 1% 5 TR T
(@) AR EARA TR A (D ) EREBACHE A ) f e &8s 9 B4 i
IR ZC, -C ek FAT 2 (D) Ik Al 6 Hrp R 2H FAT X (UD I &, (B) 4% (3)
BRI AP R I B 2 D LA

AFstiess

[0020] LA b i RTE “BeRE” , B Pk fe 2 A i dn “pe e Bl “p AU A" i
H, AR BRSO L, AL O FE IRV S A BE BN RI Y T3 I B A
e “Mirdk” P LLAUAR BRSO BRI AL , Q1 - PAAREE 2 P DA BN TRT R T 3 3o B
O R . IR I AR SR, A1, 2- TN G ARRN2, 4- O BE . “PUBE” Bl F sk uk
SRR, QL - BRIE 2 - PURREE DA MANIRN ) T BREE IS FN SR 1A “BREE™ 18 1]
QT 2 A=A A ER T, A2, 5- 0 B EE . B AL AR AN AR L5 B
SESE A SRR T3 RSN A A A “he SR e Ikl
FEUAR . Bt S B 557 1 5545123 475 CH, 0CH,,  CH,0CH,,CH,, » CH,CH, 0CH,,  CH,CH,,CH,,CH, 0CH,, F11
CH,CH,0CH,CH, o “Behit " (o4 s Bk sl ELRRIOBERSE RS o, A B « St s LSRR
Bk T BB M AR A (A “BRBESE” SRR AN IAN 3 B0 T2 SRR
He o PMGEAL AL TR RO SE U e 30T HASSR B, PR SE FRIL A T L 236 K
FEPNIERIPAC L L o “PIGESE S AL IR S U T i e e S AU 1 IR B
TR IESEE IR T B IS S SR O R S AL TR A (B i) Ik s 38" A5
HH U T eSS R ARG IE S s SC B 04k (b d) PAPEESAAE . (Bedb) BA T ket
(FEdE) TSI FL RN (Fedh) TACL IR B R o (L1t (Beh) Bk s S e eC - C e
e, [RI AL SN (Be38) IAGeSE Sk rh G SEIEC, - Cvbedt .

[0021]  AEACHR T I, KR 05 B 505 A A AR AR RO A R B AR 2 B A
MR RIS D7 B BIMAR” T ZIME R I R D — P IE T iR
(RI5E A AMURIIOBIA ISR 55 A BRI FE RN AR AR EAEATIR I E LA T
TAZIF - Sl , HH A (4nt2) a1 G Z0EIE B A0 SIS AR 5k
SORTE M AR 05 B GMIMA R RS 205 BRI rh Z A R rh ) 2 D — A4
ETT P RIS (BIQPRIERIZEIL) o AGE "85 BRI SMA R U E 5E 07 A IR A
HP IR R ZED— IS A B AR =D — PR AT BT S AT 12
AT IR X Uty e R S0 S RTRR AL IO AL, BTS2 05 A A



CN 114341126 B W OB P 4/13 T

BAANHE AN E AN 2N AN 2 GRS Ay IR I8 e e ZRTE ) o A
A AT DA AR AT A P Bk ok S0l i Bt T il i ke 2 1 SR B 4 o B Lk, R 05 4L
JEFELL NT

R2),
[0022] |

X
X

(00231 HCARR*Fiin 2 4 b SCI 37 R BUREEAE 13553 134 |-

[0024] ARG “pi 27, FpiUt ko /52 A i an e AR H AR S TR B B A, 24
AR A AR R ARGERE” T, Bl vl T LURARIA AN RT R s 2250100 Bk
IR “HARBEE” 1) 95 A9 FEF,,C . C1CH,  CF,CH, MICF,CCL, o RTE “BI AL | “BHRHIL” |
D RUBE AL T R MU T A AL FIrae 3o “p RO EE” i S E9475 (C1) ,C=CHCH, 1]
CF,CH,CH=CHCH, » “Bq fRHIE” (1 S HFHC=CCHC1 . CF,C=C.CC1,C=CHIFCH,C=CCH, . “[5]
FREEIL” 1 S35 CF 0., 0C1,CH,0 \HCF,CH,CH,OFICF,.CH, 0.,

[0025]  “Ue Bl il () 5 Eu 4 C (0) CH,+ C (0) CH,CH,CH,AIC (0) CH (CH,) o “Bi e B AL 1Y
S E9FHCH,0C (=0) CH,CH,0C (=0) +CH,CH,CH,0C (=0) + (CH,) ,CHOC (=0) DL KA T4,
FLPRIL B KA BB R T o R “BE R SRR RN e L S B EE” (0475 81 4nCH,NHC
(=0) CH,CH,NHC (=0) A1 (CH,) ,NC (=0) .

[0026] AR FRIRRIGT 1 RUSOHT “C, - C 7 AT g e, Horh i A 2 1289 &8 il
C, - Cybe b B e FRIL AL 2 A BE A AL A LA E B, S AT 30 (D e sy
PR3 NN, A OIS A A i ) POk e St o g Pl i sk sl R 1) R4
EXT37

[0027]  YELFIEAT AT DUZ LB, BIAIRN, 243 X BRI A U, A i3 % ]
TR AR -

[0028] A AR RESAL S PT A —FHEk 2 Finr R A PR A7 o BRI (R S U G R
SRR A AT IR AR) A S BRI A PACRTT T LA 57 A o AU A SRS B , — Tz S
Fe R AR T — Pl 2 R 7 A R A AR SR, sl B —Phil 2 At R A 103 S
I, FTRE AR EAN/ sl TREAR LA 2 FRCR  S34, ARSUR I BN DIRIE R 43 £
AN/ B PV U 5 P i S A A A o DRI AR ) ST ) B A

(00291 SEfilL . — Al g HA = (D LS Js i, Hrbingg 1,283

[0030]  Sjteti2 ARG AR 72, Horbinig 1o

(00311 StafAI3 . AR a8 B2 ) 7 ik, HoAR 2 C1 B

(00321 Sjtefsil4 . ARSI 2 3FTAR I 151k, HAREBr.

(00331 Sitafl5 . AR S a1 AR K 7y Ik, Hrp AR S M2 CLiBre, I HL— AR
3\ o

[0034]  Stetil6 AR S 1 BRI 5 ik, Horf,

[0035]  AEAREAE3fL LIICT .

[0036] St f3il7 ARSI ORI 751k, AR 2C -C btk

(00371 St f3ils  ARME S I TR 51k, HrR 2Bt

3



CN 114341126 B W OB P 5/13 T

[0038]  SIZfEHBI9 . AR S =8P IR 5 1 , HAXGEN.

[0039]  SZBEBI10 . ARBEIFEBIL - 100 5 2k, Horz g o A A A M TR
[0040]  STHEILL AR PR SHEBI IO 5 ik, HAnZ i e 3 A N, N- L FA R
SR~ L RN PN TN N SN U E R £ /N o/ SN £ 7N ) @ e Wty <ot
[0041]  STjEA12  ARHE SEAIL LR IR 195 1k, FEHZia sl 3 O S008I B DA
1,2- b

[0042]  SZhEMBI13 . ARHEITHEHIT 1k 1 2 5 s, P iza e O

[0043] S BI14. ARYE I BB - 1 3FE—T Tk 5 1k, Hodb— 20 s s B 3R (2)
Z IR

[0044]  STHEA15 . AR BE SSHEAIL - LAFR AR — IR (1) 7 725, Az imiagt 1 [ (A S B ok
P S R TR U S R TER S5 ~ o TR ) TR R R TR ORI S B B I — ) Tl T — 0 LR
St = L IHE N - F IR M B S B AR SV S S B DA N S S T

[0045]  SZJEdhl16 . ARPE SEHEAI14 - 15— AT iR 11 5 72, HorbZzfiiade 19 [ AR 208
IR DA S AR o

[0046]  SZHEBILT ARHEITEH14- 16 HT—IGIpT R 10 75 7 , FHZ RS [E AR R U8 o
[0047]  SCHEI18 ARHE STHEBIL T AR 19 5 1 , FHoat— 20 A T AR R S B AL PRz
Yn2 T s oK

[0048] St f9119 . ARIE SEHEAI 14 - 16 AE— T TR 1 5 7, A iz B T AR IR 2 874
o

[0049]  STHE(120 AR P SSHEBIL AR 1 5 1 , Hot— 20 W 4E A0 PO R R S BT TR AL B
W 2 JE U IR TR R 2 8 -

[0050]  SiZfEfBI21 ARPEIFEBI14 - 16 HPAE—TI AT 175 1, F RO Ik PR EA T -

[0051]  SZhEf522  ARHE B A1 4- 16 HT—IG AT R 19 75 7, HHIZ RS IR BA L o

[0052] S f23 . ARYE I HEI1 - 22 Fh AR — Tk g 1k, b — 2P udihar s A 0 (D 1
HEw.

[0053]  SiZjEfh24 . ARAE B - 23— i 5 1k, Hodniz B 20 (D) I 59423 -
IR-1- (3-FUHNE -2-35) -4,5- 4~ IH-IH e -5- IR L i o

[0054]  sTitEfA25 . — il 25 HA =0 (LD i &y ik

[0055]  Hrhnig&1.28k3.

[0056] Szt ff|26 . Hdm SicitspI2s i ik (1 5k , HLrhR 2 C1EkBrs

[00571  SZjitafh27 . MR S fi125 - 26 HRE— S5 AR (149 5 72 , FL Ry 3 S C 1k Br

[0058]  s2jitafh28 . M Sl sI2 7 i ik (1 1 7 , Horh—ARSEAE 37

[0059]  Sjitafsi29 . G S tafi25 - 28 F T — T iR iy 12 , HARMEC, - C it

[0060]  SIZfEHBI30 . AR BE I 4125 - 29 AE— T PR 1 5 15, H A XGEN.

[0061] S5 1 AR S B 25 - 30FAE— T Tl 1y g i, Hadb— 2 FE iz A 5
(ID e E.

[0062] S H32 . AR I 19125 - S0P AR — T iR 5 7, oz A (1D ik 592
3-7R-1- (3-%-2-MEmEFL) - 1H-MEm: -5- R 2

[0063] St 5133 . A4k S B A1 - 32 Fp AR — T ATk 5 7k, e DB (1) A1 (2) Sy Hide M




CN 114341126 B W OB P 6/13 7T

15 CE50 CHIIRE M T AE— St , v LA T2 3 (1) A1 (2) FOA HIRIR I g5 15
"C,20°C+25°C+30°C+35°C40°C45°C LA }50°C.

[0064]  Sfitafh34 . AR St i1 - 33T — I ik i 5 ik, bz B U (D e &9 2
APU R 43 -1 -1- (3- S -2-35) -4, 5- 4 - 1H-IH Wk -5- IR Z s -

0
B—( ‘g
[0065] N—N _N
N\ )

[0066]  JfHizEA W) Mk EME AL MEg1- (3-GkhE -2-55) -3- 384 -4,5-
A - -5 - FHER £ -

0
HO‘MO/\
[0067] \N""'N
=N

[o068]  FifiA Tl AR O AR QD A zE ik

[0069]  JHJ-#Hill5 FAT = (W) I SR T3 T A AR Ui 2 E N HE R 1 a1us
6,965,032 B2,

[0070]  ASCHRBERHIT- A FA R (D Ak (0D I Sy ik s (D) fEra A A74E
N IPBr AEHEEA L () A

(R?),
N3

=

~NQ _OH
[0071] X j\>/

R30,C

A)
(00721 HApX R¥FIn 241 FAE SUTTF HRZH; SR 2C -C bkt (2) SRR =4
HBRACHEIE A 2 (D I &85



CN 114341126 B W OB P 7/13 T

(R%),
| 3
X
R0,C
D

(00741 HLHRX R R¥FIn S 40 1 U HRYEH; BB REC -C bk
[0075] P, —E IR (D KA BRI A R (D [

(R?),

C\N
[0076] }§\>\R‘

R30,C

(In
[0077] X R'R*AIn S 41 b FriE SCIFE HREH; 53R J2C, -C Jidik.
[0078]  J5ZIBE AN 12088 (1) A1 (2)
[00791 (1) B Jefe s AAAE N HIPBr AL BAT =X () & A TR s (H AR
TG N, N- L FE i R A &5  PIT PRLTE SO PO Sl SR s
HE k1, 2- ZR BT AE— N FEPIF 2 Ak B OIS VSR &b DAL, 2- 25
Bt AE— I, O TER R (2) SR = AR EE , 13 8] BA7 5 (D 1
B AIRTRER KR
[0080] 737%7@1

3 e 3 . /N ]JBI_; — RROqC N/

R70O,C —_— 3
[0081] i i wq ¢ N T ’
S q X -
X| (R?), "l @, X| 2 ®,
[0082] (A) (A%) (I)-HBr

[0083) A L TCHUBAL R BT, S TCH U T AW TR TR A 0 e L
5 TR R B0 A I O =0 A = 0. = e - 3
DS AR B AL B L L. 2 — S, R i 2
IR BV A AR S . 2SI, PRI S A AL S B
I B P R AT DA S

10



CN 114341126 B W OB P 8/13 L

[0084]  fF—ASEBIry, A DRI ETA TR iR A TR AN S N W I

[0085]  fF-uih, T DA ARSTUS B AN DRI 5 00 Ay 2 =i (A 0 (D e &
W), AARAEANPIR T 45 i A= HOMIZR U o B A SO 1 5 5B 1T AT X (D I &M 4y
90 % -95 % MU HAETHE RN, B 7 BA X O M a2 I8, Bk T k=4 T 41% %
5% AR (D IS NI ERE , 127 AR T JERPBr.

[0086] ottt — 2L IR, i AU N B4 5t i i ok ] A s AR 3 M T AS
o PRI, DA S0 5 e O SO AR, T A DA AR5 PR AR B LA I S A5
I BE AT BEA—E A Wk 5 E O 25 11 TR 25, AR A HAh Sl rh ik « B o3 bk
JERE R BR T OOBE AR S sk R MBSO 2 S BRAE FIIMENT, (A TR S
(3 ORT 1  EE O F AR AR T o 1 B PR, AR SN A AT B Yo Rl B4 N MR 21 1 PRAE
(RITAAE A, AR FE AR E J910-50, WITIUT AU B 5 rh b 1) 4 T 4112-30.20-40
530~ 50551 o X EE SR FFIR T 52451, HAE e 5128 (1) fe AR 55 e i B2 [H] OF HL A4
BARAE A 8D BB T AT AR AL &R s eI I M R e A i R

(00871 'H NMRiHDADY FRILRELL O RIAAL I ppmak i 5 5 “s” RHi bl “d” BN I L “t”
EAR = Q" EIRPUEE . E R I “dd” EARI AR “dt” BRI =
VALK “br s” B TE B DL B R i A 24 Pl SRR A

[oos8]  Sffill

(00891 i F P T~ FRRRR) [Pl AR IR I S s il 2 3 - R - 1 - (3- SlMbbiE -2- ) -4, 5- 5~ 1H- Wit
-5 - FRFR O i F13 -7 - 1 - (3-%(-2-MHkiE 55 - 1H-NHkwe -5- FHFR O ig™

[0090]  {£30°C-50°C [ JHI4E750ml LIFHI90. 3g = JAL#E (PBr,) ALHE150g 1- (3~
WE-2-55) -3-F80k-4,5- T4~ IH-MEMe -5- FHPR G EFFEE0 . 5/« AR #E30°C-40°C |
53.3giR (Br,) AR 51 o K S N VBT IIFA R [Rlg (Z)83°C , iX AT LAAE ZJ80°C = £J83°C Nk
1) 81 -2/ NI o A1 OB S G 1 40g B RBRIER U5 53 AL PR AT 53 - 1R - 1 - (3- (ki - 2-
B5) -4,5- "5~ TH- MM - 5- FER C R -HBr J K o AR i 1t 43 R N6 00 g /KA BT S0 o i 1A
AR S 2 pH 7-83F Ho B & AH IR 4e G HAHAAE S PR A CIE KT
120g EtOHANI150g7/KIE & o b SBT3 IR LAAF 21173 . Tg 3-1L-1- (3-SlthE -2-55) -4,5-—
- TH-MEEme -5- FHER £ (98 1wt . %) , KR T-92% (197738 o B T A7/ ad B O3, 3933 - 1 -
1- (3-SR IE -2-35) -4, 5- 5 - 1H- MLk - 5- IR C iR dt— 20 fb, S 80423 - - 1- (3-
S -2-MEBE 5L - 1H-PHEMe -5 - FHER R, W R T-291.0% -5. 0% [ 3.

(00911 Wiyd B MR o T RRIR LRSS 2 PP m B 35, T A SeU EAadE A T ORT i i A
RB ST o W T T B AR REARAY A o H N EORHI S, AR X BB B0 T, W S REAE 1A T A
BARAINIE 0L N3 7504 IR, FOUUMTEART P 2R 3 -0 - 1- (3- Sl g -2-3%) -4, 5- "4~ 1H-
ML - 5 - BRI < - HBr 2 R 1) 7 TR AT R 2 AU 7 2T~ QAR SO e (R S D] (A i S 5k
[0092]  5ffl2

[0093] i T v il 25 YO PBr 5 il £ 3 - Y5 -1 - (3-GlMbmE -2-35) -4, 5- 4~ 1H-Nfbme - 5- IR
LB

[0094]  YEiZs5hlvh, 1o U PBr3 55 1R N S5z il 28 PBr o B R 1 - (3- M E - 2- 56) -3+
FEFk-4,5- T4 IH-MEMe - 5- R C RV I BIPBro 2 o

[0095]  FL{kith, ££20°C NKi81lg PBr3fl48g Br2ft1490mLLfEHHTR &2/ N o SR AR TS

11



CN 114341126 B W OB P 9/13 T

PBroJ¢ i J1168g 1- (3- Sl -2-F) -3-F23E-4,5- 5% - 1H-HkMe - 5- FHER L iR AL PR IT KR
EPIINFAE 0 CHFLE2/ NN o 75 SN SE B, AEHE TT R EREIE T« R e s i A — S F e
HIF KB I IR A A M AHAPS 2182 . 1g 3-7R-1- (3-MIE -2-35) -4,5- "4~ 1H-t
WA -5-FHER 7 FiE (90wt %) , 5T 188 % E/‘]Fz’—go

[0096] 54513

(00971 {ufi FHL ] HHRTFRO BRI Sl S BRI [ PRI R SN i) 25 3 - 7R - 1 - (8- Saliik e -2-56) -4,
5~ - LH- N -5- FHR £ iR RN3- 95 - 1 - (3- S -2-NEbIE 55) - 1H- e - 5- FHRR £ Jigok

[0098]  {1:30°C-50°C T HI{E675m1 LI T4 4g = RALRE (PBr,) ALFE135g 1- (3- 4t
Mg -2-3%) -3- Ak -4,5- "5~ IH-MEM: -5- R £ BRFFEL0. 5/ SRS 7E30°C -40°C N
43.9giR (Br,) AP A1) K SR BT AR [R]3 (£983°C) 1581 - 2/NIN o A8 SN SE R
BETE3- B -1- (3-GMEne -2-35) -4,5- 5~ 1H- LW - 5- R £ F8 - HBr K o0 ik FH 720 78
IR BRIR S IR (BOgIR] ARKIR U BAA A 16 757K M) AL, SR T 43 b I 3 ST 65
PRIRIR 28 o K AR IRTE S5 ZEpl . 7-87F Hoy B & A0 i AW IAHVAE i MR 2 &
i - K31 55106 EtOHMI135g7KIR & « I8 R AT 21155 3-7-1- (3- Mk -2-
H) -4,5- "5 1TH-IEmE-5-FIER 2 (98. 0wt . %) , R T-91 % [~ . R T IR,
HEr3 TR -1~ (3-GUIEIE -2-35) -4, 5- 4 IH-Mk e -5- HER O s it — b AL, 8043
B-1- (3-%(-2- Mg L) - TH- N - 5- FHER S N T-2491..0% -5..0 % [R5

[0099]  5ffl4

(01001 i T F RO Ao B s v R o A o i il % 3- - 1 - (3- Gl -2-38) -4,5-—
- 1H- ML -5 - FHRR <R3- 9% -1 - (3- 51~ 2- M ) - 1H- bk - 5- FHR < ™

[0101]  1:30°C-50°C T HI{E675m1 LI T4 4g = RALRE (PBr,) ALFE135g 1- (3- 4t
Mg -2-3%) -3-F2Hk-4,5- "5~ IH-MEMe -5- R £ BRFF£L0 . 5/ SRS 7E30°C -40°C N
43.9giR (Br,) ACFRIE A1) K SR BT AR 13 (£983°C) 1581 - 2/NIN o A8 B SE R
BT E3- B -1- (3-GMEne -2-35) -4,5- 5~ 1H- LW - 5- R £ FR - HBr K i o0 ik FH 748 75
K R BRFR BT (73 g i R FR B 7A i T-6 757K ) RLEE K5 AR TR A WA 15 ZEpH 7-8
I HAor B A0 R AR AR RS RER 5 M - Kok P 5 106g EtOHMI135g/KIR 5 o 1k
TERTAF 3 M VAA 5152g 3-7R-1- (3-SMkIE-2-3) -4, 5- %~ 1H- Mt M -5- R £ Tig
(98.5wt. %) , AR F-90 % [R5 o Y Ao st OB, B33 -7 - 1- (3- Mt -2-3) -4, 5-
G- IH-MEME - 5- FHRR O g gt — A, S EOAES - B - 1- (3-S5 - 2- MEREAL) - TH-IHEm -5-
HER T, W R T291.0% 5. 0% 3%

[0102]  5Z4§l5

[0103] i Y T~ HO RO Ao o B v o AT i ol 7% 3- - 1 - (B3-St -2-38) -4,5-—
- 1H- ML -5 - FRER < FN3 -9 - 1 - (3- G- 2- Ik ) - 1H-Nkm -5 - FRER £ ™

[0104]  {£30°C-50°C I H{E675mILMEHIT4. 4g=IR1LM#E (PBr,) AbHE135g 1- (3-5(Ht
Mg -2-3%) -3- Ak -4,5- "5~ IH-MEM: -5- R £ BRFF£L0 . 5/ SRS 7E30°C -40°C N
43.9giR (Br,) ACFRIE 10 K SR BT AR 13 (£983°C) 151 - 2/NIN o A8 B SE R
BT E3- B -1- (3-GMEnE -2-35) -4,5- 5~ 1H- LW - 5- R £ Fi8 - HBr K i o0 ik FH 768 75
KA R BRFR BHVATRL (93 g i PR AR BIVA R T-6 757K H) RLEE K AR TR A WA 15 ZEpH 7-8
I Ho B S AR AR NER A CIE R Pt 5 106g EtOHANI135g/KIR & o it
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JERT T2 VATT 211568 3-78R-1- (3-GMkme -2-3E) -4,5- 5 - 1H- ML -5- IR £ g
(98.3wt. %) , AR 1792 % 15738 o TR B, F0 50 3- 75 - 1- (3-SlEme -2-55) -4,5-
A TH-NE M -5 - ARR O FE it — A, SR A3 - -1 (B3-S - 2- M ESL) - TH-MHE e -5-
FHFER TR , A T 291.0% -5. 0% R =3,

[0105]  *'H NMR (DMSO-d6,400MHz) 6=1.12 (t,J=7.0Hz,3H) ,3.24-3.31 (m, 1H) ,3.54-
3.61(m,1H) ,4.08(q,J="7.0Hz,2H) ,5.14-5.19(m, 1H) ,6.98(dd,J=4.8Hz,J=7.6Hz, 1H) ,
7.83(d,J=7.7Hz,1H) ,8.10(d,J=4.4Hz,1H) .

[0106]  “'H NMR (DMSO-d6,400MHz) =1.20 (t,]J=7.2Hz,3H) ,4.23 (g, ]=7.2Hz,2H) ,
6.94(s,1H) ,7.44(dd,J=4.8Hz,J=8.1Hz,1H) ,7.91(d,J=8.1Hz,1H) ,8.51(d,J=4.8Hz,
1H) .

[0107] i A HT AR IR 7 5 ARG C R 5 i, i AR R 13y MAIME &
W AERHETIDL MRS - 28, s, g ik, e, Mese H2E  EUE O Proe N AL, 1 -Pr
e NFETE H t-Buig il ] 3.

[o108] &1
R1
\/N
[0109] O N R2
OR3 -
X
N\ /

[0110]  R'JECI
X &N X & CH X £ CcCl X & CBr
R? R} [R? R*|R? R} |R? R} [R? R R R} [RZ R} R* R’
Cl HBr H|Cl H Br H|ICI H Br H |[CIl H Br H
Cl Me Br Me |[C1 Me |[Br Me |[C] Me |[Br Me |[Cl] Me |Br Me
Cl Et |[Br Et |[Cl Et Br Et |Cl Et Br Et [Cl Et Br Et
01111 Cl  n-Pr |Br n-Pr|Cl »n-Pr |Br n-Pr|Cl n-Pr Br n-Pr [Cl »n-Pr |Br n-Pr
Cl  i-Pr |Br i-Pr|Cl i-Pr Br i-Pr|Cl i-Pr Br i-Pr [Cl i-Pr |Br i-Pr
Cl  n-Bu|Br n-Bu|Cl »n-Bu |Br n-Bu|Cl n-Bu Br n-Bu|Cl n-Bu Br n-Bu
Cl i-Bu |Br i-Bu|Cl i-Bu Br i-Bu|Cl i-Bu Br i-Bu [Cl i-Bu |Br i-Bu
Cl s-Bu|Br s-Bu|Cl s-Bu Br s-Bu|Cl s-Bu Br s-Bu |Cl s-Bu Br s-Bu
Cl  #Bu |Br +-Bu|Cl #Bu Br #Bu|Cl ~Bu Br #Bu |Cl #+Bu Br ¢Bu

[0112] R'YJEBr

13



CN 114341126 B " BB B 11/13 BT
X AN X & CH X £ CCl X & CBr
Cl H Br H|Cl H Br H |Cl H Br H |Cl H Br H
Cl Me Br Me |Cl] Me [Br Me |Cl Me Br Me |Cl Me Br Me
Cl Et Br Et |C] Et [Br Et |[C] Et Br Et |Cl] Et Br Et
[0113] Cl n-Pr| Br n-Pr|Cl »n-Pr |Br n-Pr|Cl »n-Pr | Br n-Pr|Cl n-Pr Br »n-Pr
Cl i-Pr Br i-Pr |Cl i-Pr |Br i-Pr |Cl i-Pr |Br i-Pr |Cl i-Pr Br i-Pr
Cl n-Bu Br n-Bu|Cl n-Bu |Br n-Bu|Cl n-Bu | Br n-Bu|Cl n-Bu Br n-Bu
Cl i-Bu Br i-Bu|Cl i-Bu |Br i-Bu |Cl i-Bu |Br i-Bu |Cl i-Bu Br i-Bu
Cl s-Bu Br s-Bu|Cl s-Bu |Br s-Bu|Cl s-Bu Br s-Bu|Cl s-Bu Br s-Bu
Cl +Bu Br ¢-Bu|Cl #Bu |Br Bu|Cl #Bu |Br #+Bu |Cl Bu Br -Bu
[0114]
[0115] R2
/
[0116]
X &£ CH X £ CCl 7 CBr
R® R* |RZ R [R? R* R? R |R? R* R R’ |R? R® R R’
Cl H Br H [Cl H Br H Cl H |[Br H ([CIl H |Br H
Cl Me Br Me [C] Me Br Me |ClI Me Br Me [Cl] Me Br Me
Cl Et |[Br Et [Cl] Et Br Et Cl Et |[Br Et |Cl Et |Br Et
[o1177 €l n-Pr Br n-Pr|Cl n-Pr Br n-Pr |Cl n-Pr|Br n-Pr|Cl n-Pr | Br n-Pr
Cl i-Pr | Br i-Pr |[Cl i-Pr Br i-Pr |Cl i-Pr Br i-Pr |Cl i-Pr |Br i-Pr
Cl n-Bu | Br n-Bu|Cl n-Bu Br #n-Bu |Cl »n-Bu | Br »n-Bu|Cl n-Bu|Br n-Bu
Cl i-Bu Br i-Bu [Cl i-Bu Br i-Bu |Cl i-Bu Br i-Bu |Cl i-Bu |Br i-Bu
Cl s-Bu Br s-Bu|Cl s-Bu Br s-Bu |Cl s-Bu |Br s-Bu|[Cl s-Bu Br s-Bu
Cl t+-Bu |Br +Bu |Cl #Bu Br ¢+Bu |Cl #Bu |Br +~Bu|Cl ¢Bu |Br #Bu
[0118] R'JEBr
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XAN X £ CH X A& CCl X A£ CBr
R R R R|R R R ERERERRRRERRER
c(1 H Br H|CI H Br H [(CI H Br H|CIl H Br H

Cl Me Br Me |[Cl Me Br Me [CI Me Br Me |[Cl Me Br Me
Cl Et Br Et |[Cl Et Br Et |Cl] Et Br Et |[Cl Et Br Et
[0119] Cl n-Pr Br wn-Pr| Cl »n-Pr| Br »n-Pr|Cl n-Pr Br n-Pr|Cl n-Pr |Br n-Pr
Cl i-Pr Br i-Pr | Cl i-Pr Br i-Pr |Cl i-Pr Br i-Pr |Cl i-Pr Br i-Pr
Cl n-Bu Br n-Bu| Cl n-Bu Br »n-Bu|Cl »-Bu Br »n-Bul|Cl n-Bu|Br n-Bu
Cl i-Bu Br i-Bu| Cl i-Bu Br i-Bu |Cl i-Bu Br i-Bu |Cl i-Bu |Br i-Bu
Cl s-Bu Br s-Bu| Cl s-Bu Br s-Bu|Cl s-Bu Br s-Bu|Cl s-Bu Br s-Bu
Cl +Bu Br #Bu|Cl #Bu Br ¢Bu|Cl +Bu Br (-Bu|Cl +Bu Br #Bu

[0120] @
R2
a
NH
o121 X - 0
CO,R3

RZ R |R? R |R* RO|R R |R R |R R

Cl H Cl »n-Pr | Cl i-Bu| Br H Br »n-Pr | Br i-Bu

Cl Me | Cl i-Pr | Cl s-Bul Br Me | Br i-Pr | Br s-Bu

Cl Et Cl n-Bu | Cl #+Bu| Br Et | Br »n-Bu| Br #Bu
(01231 % H

[0124]  KeHLATEL (D) - (1D K1 (W) e & A Tl s B (0D A & & e
[EIREN

[0122]

Rl

RO S / \N

N/
NH
[0125]
—
X 2

(I11)

[0126] X R R*FAnsZ i b Ffr e SCAY 5 ROECH, « C1Ek Br s RUZCNF L C1 . Br T CF, ; 3 H.
R*JEC,-C sk,
[01271 B EAR Q1D e S ES B B,

15
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[0128]  AIDLE S S i T-US 6,965,032 B2rhft ik HAT = (TT) otk &9 I Hok
i R @) F1 @ e E il & B = T i’ &9.
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