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CN 114790133 A W F ZE Kk B U1

1 RBLL2- -4 BN SR A P2 - -4 U TR U v L SURAE 7 T 3 R
(1) 244 E AN RS R -4~ SN
(2) 2404~ SRNB TR T S fF R A AR AR2 -4 S TR SRR 6 K e
2G4 T R
(3) 244 A R AR MR I3 512504 AT R s FUM R ST AT F
COOM

/ \

COOH

i; step 1 @/ step 2 ©/C|

2. ﬁnﬂﬂ%z‘zlﬁﬁk PL2-&-4-FIEIENE N FR A A2 - S -4- FOK F BR G 5 k , Hobr
TEFET, B 2B 38 (1) o AR S R HE2 - -4 - Z K SRR WP RS R B 5 DY 4L
RN o

3.11[1*1%@2‘22)5)?5;5’1&2 - A-FERNE N FERA B2 - -4 - 50K BRI 92,
FELET, BT D BR (1) Hr2- G- 4- 2 ER G SRR - WA R -5 DU Sl R B ) JEE /R b1 : 1.0
~5.0:0.5~5.0:0.5~5.0.

4.11[1*1%@2‘23)5)?555@&2 - A-TERNE N R 2 - -4 - 50K BRI 92, R
FELET, BT D BR (1) Hr2-50-4- 2 B8 SRR - WA R -5 DU Sl R B 1 JEE VR bR 1: 1.0
~5.0:1.0~3.0:1.0~5.0.

5. WRLRIZERAFTIR ) DL 2 - & -4- IR A IR G a2 - 5 -4 - JUOK BRI 7 v, FLr
TELET, Frid BB (1) th2- - 4- 82K  BhR - A R BN 5 DU S8 R A ) BB R LA 1: 3.0
~5.0:1.0~1.2:2.0~3.0.

6. QIR EE SR 1~ 54T — TR IR 1) PA2 - & - 4- 20 2R 5 A B R6 2 - 50 - 4 - 950K F R I
J5id, HRFEAE T, i D3R (2) Hh BT i 2- G- 4 - SR F IR Bhode B B 388 VA & o Bh st 25

T AR EE R VTR () DL 2 - S -4 - 2RI A IR G a2 - 5 -4 - SR BRI 7 v FLr
FELE T, BT D 3R (2) A% Bl 14 2% 14 BT FH O B 0 4% SR R I R R R B 1R s i 2- 5 - 4 -
FRNE SR B /R 1:0.5~20.0,

8. WAL RN EE R VTR (1) DL 2 - & -4 - Z 2RI A IR a2 - 5 -4 - SR H BRI 7 v FLr
FELE T, BTk 2D 3R (2) T R i ﬁﬂ#ﬁﬁﬁﬁﬁ%ﬂa@% AALEN A B S A BRI
BB R A DR IR A BB PR 0 5 BT 2- & -4- FUOR NG S50 BE R M1:0.5~20.0,

9.ﬁnﬂﬂ%z‘élﬁﬁﬁﬁﬁuz—%—zi—%%z*ﬁﬂ*ﬂﬁ*ﬂ/\ﬁiz A 4- BRI 7%, HARE
TEAE T, iR P IR (3) HERAL AT FHI R B0 45 SRR B R W B B 1R

10. ﬁnﬂﬂ%iﬂ%& TR A2 - G- 4 - AR N 5ok 2 - -4 - K R 1)
T35 HASHELE T, Frid 5 98 (3) rh R L 2 S Ny pHo N 1~ 3
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—MLL2-R-4- BEXBARNEHK2-|-4- 8 XPEBRNTGE

BRARGE
[0001] ARSI 8P R AT LA BRATIE, R i S — FhA 2 - G- 4 - B R i 9 JORL & B2 - S -4
AR )71

BEREA

[0002]  2-5-4- FA FH R 2 — b e B RS A AL T IRl AA, &)V T A I 24 AR 24 4
YR ) L, T R A i R ) S B R (B A IR LR BRI T3

[0003]  S&TF-2- G- 4- A RN & BB , 225 (5 A A SCHR 247 DA T LA 57 -
[0004] 1. H A IS T2, 38 R AR IR O AL, K2 - - 4- U 224 A
N2-5-A- TR R, (H 2 AR BR ER T MK, X MR 5 ™ i, H ™ SR B

Sk COOH
[0005] /@ - /@:
F Cl F

cl
[0006] 2.7 [ L FICN105732357ALL IR SR i Sk}, S 2 (= kK dE) 2 580 2R 0K
BAHELRY, FUGEL Vi Tsmeier-Haack 5o N SEHLH BEAL , SR 5 ISR K AN =28 5L B S AL 7
B SEA 2 - G- 4 - S R TR, 5 Jim NN BUSE K OMT A 0 R o B 2 i 2 iz 3 S 15 28] 2 -
FA- TR 1271 BARIFURHR] 5 515, (E FH BI04/ I DR 37 B0 SRS, ) I S A 20 B4
Bt R B HRALTT B0 T A

~Cl
/kfu/“O J::I:f:Ho
JoOPSNN o W T
H,N cl \+' 0N ol — J

Si
[0007] \I/Si \I/

[0008] 3. [ECN107556289ALL2- 5 -4 - 52K H I A Rk, I N & R BN A AL N2 - -4- 3
KR %7 1R E R & 5, B PR EREN o A7), BA 13 KU

CHO COOH
[0009] /@: — /@[
F Cl F

Cl
[0010] 4. MalliaZf AffBeilstein Journal of Organic Chemistry 2016,12,1503-
15117 L2~ G- 4- 2R N JFoRl, R B IR A0 , 5 — AR AT I i e B 1S 312 - & -4-
BAFR 2L B & B, AR E , H— 84 i A 8 XU, fa s oK.
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I co COOH
[0011] —_—
F Cl F

cl
[0012] 5 ERd , il 4 U5 3 00 BIAF AL SRR B 5 S ML S s VK AL R A% & 52
B RO AR AR SE 7] AL

RARE

(00131 AR 5 W A R ) S5 AR 1) LA = Bt — oo SR B B, AN B, 2 a7 L[ 2- 5 -
A- TR IR B T o

[0014] A g R bR SR A R B T SR AnF

[0015]  —FhDh2- 5 -4- S HIRIE 9 IRHG B2 - 5 -4- 0K IR 5 i, AR an 2D IR
[0016] (1) 2- 5 -4- F I KL =B SN AR 2 - - 4- RN

(00171 (2) 2- 5 -4- FA MG LR IE 2 AF R KA A2 - - 4- A P IR, BRAE A 2% 1 1 7K
fil A 2 - - 4- AR R L

[0018]  (3) 2- 5 -4- AR H IR TR A MR AT BN 2- F-4- HR IR s BAR B0 -

COOM
Cl
/ F \~
[0019]
CN CN COOH
i;( Cl step 1 @Cl step 2 C;/C'
NH3 F F

[0020]  fLikfy, Firid 20 9 (1) o B S B A BB A6 2 - G- 4- B M L h IR M AH PR
55U SR AN -

(00211 R[S, Frid 2B Bk (1) Hh2- G- 4- RUEZRMG  h R AR IR 055 DY Se IR A 11 R /K L
y\jlzl.0’\’5.0:0.5’\’5.0:0.5’\’5.00

[0022]  E—2Diy, frid b B (1) f2- 5 -4- M  2h R A IR B -5 DY S8l BT R A 11 B /K
Hﬂy\jlzl.0’\’5.0:1.0’\’3.0:1.0’\’5.00

[0023]  BEHE—0H, ATk DI (1) Hh2-&-4- 2R R R A R4 5 DY S e ) g
JREEN1:3.0~5.0:1.0~1.2:2.0~3.0,

[0024] A%, Frik B YR (2) o Bk 2- -4 - SR H R #hode 5 41 3 VAL o 3R elae 26
[0025]  ARALMT, Firid 25 B (2) w2 R P 2 A1 P FH ) R B 37 S R Bt R IR R IR 55
TEHUIR A WL -

[0026]  fRLEMT, Frik 20 9K (2) Hh2- 5 -4- A M S IR I B /R LK O1:0.5~20.0,

[0027]  #t—IB1, Frid D ¥R (2) H2- 5 -4- FANE SRR EE/REE 91:5.0~10.0

[0028]  fjEde ), Frid 2 W (2) Fh R RS P 2 1 P FEEF ol 0 478 S LA A L S AL L SR AL
BRLBRTR DA BRTR PR B IR B  BRIR B 55 5 AT LI .

(00291 fRLEMT , Frid 20 9K (2) Hh2- 5 - 4- A M 5 B ) B /K LK D1:0.5~20.0,

4
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[0030]  BE—IBH, Frid D ¥R (2) H2- - 4- FANE SOk EE/REE 91:5.0~10.0.

(00311 RIS, Firid 25 Bk (3) R AL FH A R AL 7 sh IR Rt IR  WRIRR « IR IR 55 ) T JE LR B
AR -

[0032]  fjEifet), Firid 2B 9R (3) W RAL 28 [ N pH 91~ 3.

[0033] AR W rp AL & I v SC il 44 5 S5 R AU PRI A S A SO 5 254 50 I I 4
RIKIERSL

[0034] A BHIHR MK LA2 - - 4- SR NG 9 I b5 2 - - 4- 3R R (0 7 VA B B 1 )
11 5 < Je M PR AT R 25 1R B A A B PRI A B A0, FEAIR 1 A, fl k7 22, ik
HIE R SOk T O SBORIIAN L , 1 B Tl A A7

BiEiE N

[0035]  DLNEE5 & St B AR B, (BB Ml AR B o FE AR AU A L BN 5% A I B BT A8
Fry fi] B e e ik 280 J A R W BT R I R T SR A

[0036]  Sjitifsll -

CN CN
f;/c' step 1 ©/C
[0037] T
NH F

Molecular Weight: 152.58 Molecular Weight: 155.56
[0038]  (DFE100mLJY 3 H 4K Yk I N47 . 8930 % ik #5182 (4> T 536.46,394.01mmo1 , 3eq)
F120.0g 2-5-4-FHEFEK (4 FE152.58,131.08mmol, leq) , ¥ S N THIE 270 C it #E
0.5/ PFIRZ0°C , 218 I 129 . 23g WAHIRENA K (69.00,133.70mmol,1.02eq,9.23gL
THBR AN T-120g7K) » 21 1hii 58 , i 5EE0 C ORim B #10 . 5h, S8 5 A28 . 78g VU s i FR 44 (43
TE109.79,262.16mmol , 2eq) FHARIR L0 . 5ho i I8 S W, JEGF60 CHEAR ML T 7 5 —
100mLPY 1 H in AN 50mL HF 28 FIRE T f5 B30, Rl 22 120°C e B2 10h o 57 i@+ H 2%, A
60mL — S H 5t , A ATLAH FHA0mL v AN GBI WG % o B Jie 1A ATLAHAS R i, AHL i FH HR 2340
CobtE 4 1T 2114 . 32g 1 (o [l 44, L WAHKR M 2B JE996.50% , BN 2- -4 -8R IE , liE i
#70.23% (4 FE155.56, Fi£20.39g) .
[0039]  @7E200mLPY HEH K R AT . 65830 % W EhFR (4> T536.46,655. 4mmol , 5eq)
F120.0g 2-5-4-FHEFEK (4 FE152.58,131.08mmol, leq) , ¥ S N THIE 270 °C it #E
0.5/ P IR Z220°C , S 1% N 140 0 AH FR #M¥ ¥R (69.00, 157 . 30mmo1 , 1.20eq, 10. 85g Vi
FRANVE 1129 15g7K) , 29 1hif 52 , % 56720 C LR i #1£0 . 5h, SR JE A 43 . 17g VU sl IR 4 (43
T#109.79,393.24mmo1 , 3eq) FHHARIEIHFEO . 5ho 3 i S N, TEVFIR60 CHEARHE T 72—
100mLPY 1A in AN 50mL HF 28 FIHE T f5 B 38D, Rl 22 120°C /e B2 10h o 57 K i@ 1 H 2%, InA
60mL — S H 5t , A ATUAH FHA0mL v AN G B I MR % o B Jie 1A ATLAHAS R i, AH i FH R 234
Cobt E 45 15 2114 . 80g 1 4 B 44 , 2 M AH AR M 2B 2995 .80% , B 2 -G -4- R NG , li &
HT72.58% (4 F&155.56,Fi£20.39g)
[0040]  (*H-NMR(CDC1,)8:7.10~7.14 (m, 1H) ,7.26~7.29 (m, 1H) ,7.68~7.72 (m,1H))
[0041]  SEjifafs2
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CN COOH

[0042]

F F
Molecular Weight: 1565.56  Molecular Weight: 174.56

[0043]  (DFE100mLPY 1 AR NN 64 . 28210 % A AL AN (4> T &40,160. 71mmol ,
Seq) F12-50-4- L ANES . 0g (4r T H155.56,32. 14mmol , Leq) , F1ils 80 °CHit b [ % 37Nt
B2 =0, FH25mL LR L BR AL, 37 LR LR AH , KA IR SR ER ApHZE 2~ 3, IEI B A
[ AT HY o ZKFE FH40mL — &0 e R =R, & H & R e Al , 57U 195 . 46g 1 il A, &
ARSI Ak B 92, 42% , R 2-50-4- R R, TEILE90.02% (5T HE174.56, 312
5.61g) .
[0044]  @7E100mLPY 1 AR Yk i N 180 . 310 % S B AL B AW (4> T 856.1,321 . 4mmo1 ,
10eq) F12-5-4- A NE5 . 0g (4 T8 155.56,32. 14mmol , leq) , THE FN70°CHitE [ K6 /N .
B2 =0, FH25mL LR L BR AL, 37 LR LR AR, KA IR SR ER ApHZE 2~ 3, IEIN B A
[ AT HY o ZKOFE FHAOmL — &0 e R =R, & & R e Al , 57U IE 195 . 62g 1 (il 4, &
TR AR FE 991 .83% , B 2- S -4- WA IR, iR 92.51% (4 FE174.56, ik
5.61g) .
[0045]  SLjitifs)3
[0046]  (D100mLPY L3, AR IR I N35g 90 % FiFRVA R (4> 198,321 .42mmol , 10eq) 1
2-F-4-FANESg (4 T8155.56,32. 14mmol , Leq) o FHEL 2100 °CHtHE [ W 47N o [ %8 28
I, RA0mL7K 8 , FH40mL — S e 2L =9k, & 9F =S e, 7 R i 155 . 799 B [
A, G AR I A0 5 90.19% , BRI R 2-50-4- R R, IR % 93.05% (4T &174.56,
Hit5.61g) .
[0047]1  @100mLPY I, AR M 16.58g 95% R FRIATR (4 T 598, 160.71mmol ,5eq)
M2-E-4-F A NE5g (4 F8155.56,32. 14mmol , leq) « FHE 290 °CHit b [ Wi 12/ [ 25 %5
I, IR40mLZK 8 , FH40mL — S e 2L =2, & 9F =S e, 7 R i 1155 . 69 B ]
PR AR 2 91,37 % , BlN2- S -4- %K IR, LRI H92.69% (4> F & 174.56,
Hit5.61g) .
[0048]  ("H-NMR (DMSO-d6) 8:13.45 (s,br,1H) ,7.91 (dd, 1H) ,7.56 (dd, 1H) ,7.32 (ddd,
1H)) .
[0049] DL b BT A2 A i BH B e ade S it g 5K, B2 24 48 HE X6 T AR U I B s B AR N 7
R, FEAN Tt 25 A B B3 A B AT T, 8 ] DA 2 AR T At 1 e JE AN R
[ CR AP G o
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