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B EEE A EfH, ZERE—MRENER
{747) : AE, AG, AL, AM, AO, AT, AU, AZ, BA, BB, BG,
BH, BN, BR, BW, BY, BZ, CA, CH, CL, CN, CO, CR, CU,
CZ, DE, DJ, DK, DM, DO, DZ, EC, EE, EG, ES, FI, GB,
GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IR, IS, IT,
JO, JP, KE, KG, KH, KN, KP, KR, KW, KZ, LA, LC, LK,
LR,LS,LU,LY, MA, MD, ME, MG, MK, MN, MW, MX,
MY, MZ, NA, NG, NI, NO, NZ, OM, PA, PE, PG, PH, PL,
PT, QA, RO, RS, RU, RW, SA, SC, SD, SE, SG, SK, SL,
ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ, UA, UG, US,
UZ, VC, VN, WS, ZA, ZM, ZW.

B EEE A EH, ZRE M RAERHhX
f£3) : ARIPO (BW, GH, GM, KE, LR, LS, MW, MZ,
NA, RW, SD, SL, ST, SZ, TZ, UG, ZM, ZW), EXIF (AM,
AZ, BY, KG, KZ, RU, TJ, TM), Ek¥ll (AL, AT, BE, BG,
CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HR, HU,
IE, IS, IT, LT, LU, LV, MC, MK, MT, NL, NO, PL, PT,
RO, RS, SE, SI SK, SM, TR), OAPI (BF, BJ, CF, CG, CI,
CM, GA, GN, GQ, GW, KM, ML, MR, NE, SN, TD, TG).
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—F AR A BRI, Bl&TEENA

BEARGUR: AR W S P AT, Rl — P B BRI R i e A 7R) B
il & 755 R

EREAR:

AfFHm R A T AR 2 E, SRR EE A . A
PR SG SV )4 iy Sl ) 1 L R S 7 G A 20 o R <y SSPB e =510 S | by Gl i
B, HSE R R A ROR, BEAG™ MEABT, DR 00 X Se IR & [ A o
B 2o Tl B F R A IR . IRIERE T2 B NS 55 b LA B
10)= S i =N WP S i ISP S St VN E=Ra Sy P < e S i SR P
T, SR ARES 5y 9k SR BE A B bese DR Ik 75 20 4% i 2K fee A ) R ox
Bl A s, AR OR R 45 B AR e A SR A B e e

T RBEEMEA R G — RS E, i, 5% —2HReRE,
WAl 5, BFEHESESRSENESME, -, E-SENE E e
SIEAMEL EEAEHETO0 R SR RE 71, B2 RO T AN LA A bk
PEMEME . 32 E LR NO.128595 AFF T -—FhJjE, K& g U 2 R Tk
JE VAN B B R 75 28 Hh 54T VRSE VN & B - AR AR AT LI AL
B & e SURAE AR IRTE A A A R 22 B M) CN101428228A A FF 1 —Fhidk
PN AR, AP RARIEE R ST B, DAEAL B N, AL
EHT & S PR AR RPN A Bbe, LR AL FR A1 475 2 900°C LA B
e R AL .

TR VR, A R R A AL AL A BEXT R A I i £, X
ST ECTARRR A EA S, BN T R BN, A T A S —J5 i,
PR IS AR £ (0 7325 5 e ) IR e s Reazte 28 P o S A 70 ) 6 10
THERCRAE S, BT TR SR AR BRI, il 4 A0 e (0 BT o bl vk %
Ve IS P R AG 7, SCRE S 73R P A R PTG M O o8 S 2 (R 12, ()RS
AR AR, RACHRAL TR A A Rl oo T PR 182 AT 38 22 1) SCRI B

RHAANE:
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AR A B RTET MR R IA A, 3RO FhE AL

AR 75— B BAE T 3R B AL A i 2 7725

KRR WEA — B RET 3R IR -

AR IR H AT BRI %6

AR WG —T7 AR — B ] BERCAR A A A TR, PR A R i A
M-PdsS B M-PdsS/X, FTik M ONERCHS, HITEM PdaS: FTidk X Jdidsk.

Eer, PriRsiAvel C. CcaCOs. a -ALOs. y -Al0s. ZAL&l. 1.
SAALRE. AALRREE R D Fh

LA, Pk BEFCAA D 5 75 & AR O B A

AR, Pk & 55 75 B R R IR TRC A 126 199 0 2R BRI PP be . = R R i =%
B S )b — R

BE— AL Y, Pk = 2R B a5 Wit 1 = 2R RO e A = 2R B Bt e
Fh—Hh,

AR WY J7 AR AL B RC AR MR I A R 1 75, B

TG BTk Pd,S B PdyS/X BT BESRIE AT, IMABEEAE M, fidE, fhgE. +
e, 133 M-Pd,S AL M-Pd,S/X AL, Pk X yEddk, PrikBEiiE m oy
75 7 B 1) A

PR, FrRBERIERIEE QB FEE. N, B, BT AR T B
H I 2 D — Pl

PR, Fivik 2 05 T MR G A ide B OO0 R B R e . = RRE g . =%
B S )b — R

BE— AL Y, Pk = 2R B a5 Wit 1 = 2R RO e A = 2R B Bt e
Fh—Hh,

PRIEMT, ik M Pd FIEEREER (5-20) @ 1.

BE BRIk, FABEECHE M Pd WEERLE N (7-15) : 1.

PR, iRk B[R] 5-120min.

BE— AR, PRSI 1)y 10-60min.

PR, Pk B 5-85°C.
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B PLIER, A BRI 15-55°C .

AR s Ty AR AR o A A 7RI BR R 1] 2% 7 AR B AR 1Y
RiH], R Tamblfb G-I

— P AR S T s S A T, AR AR

P B SVE R 22 S IR, 328 BRI b Ak S W0 M9 SR AT 28 S SR P 38, I
IR E N 20-80°C, AMAMEALT, A5 Pd IEE/REEA (1000-4000) : 1, E#
A REF 13 A RAURME SIS, BEATHE

AN, Prksmbib G0i% B 28, TR, 3-8 AR F, 3-FAEIR 2k,
ARUT IR 1-F 5. 2-Z B BEENE . 4-ZBRIEIENE . 2R BRI TR b (1)
Fh—Hh,

P nE — B AR A, B DRGSR B A ke, P HE
JlR BN SR e e, AR WY Ik B e In G2 18 55 — A e I s A= 1
RO, HOR ARSI

s bR FE Bt =80 T A om0k REE, BRE b, TR RN .

W22 i (chemical modification) 2 fa FIMR K. IREL. KA W RBET 2
U 1k P B AL o S B AE AR AR M R 1

X T AR AT % PdaS AT LA AR A RL,  HOBES AR EA R T
BURLIR. Pty IR

ARRBIER IR PdyS BL Pd,S/X BEATAE M AL B ATBC AR, SRSCBUHRE AR
-5 47 420 4 B2 B e K iR B, I O A M BT PdS TR PdaS/X, il
B3] M-Pd,S BALFIBHE A BAKE M-Pd,S/X ALT, FIHTAS & B AL ) S2 P78
Bl I S R P sk S B ik L.

FRBR:

(1) AR IIRHELFI s S IS R AR s e F e, et
95%, Tk E 99%LA I

(2) AR BIEA TN sl S IS SR A R B mr, e
AL E] 99% LA o

(3) AKRUWIHIER IR E RS, ZRERRIRREE, EH 5 RGEFEE

3
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TISRAE 99% L |y B H] 8 R MM IIRAE 98% L I

(4) F FHARGT B (K B BCAAAZ 1 PdaS BR PdaS/X il 8 A K BHAEAL 7], AT BEAE
il B AR o

(5 T VA& AL AN 75 LA R & A A S 1, 1T BLJS 7 I 1T Pb.
RIS R, AR IR B AT, BRAS RO AL R S (R B AT

(6) AKWMEM IR Gl Tk, BAEEr, et R,

B B B -

Kl 1 S 1 4 PPh3-Pd4S Ns {44 FI% I8 2B AT - N S 5L 56 i b HURE
T SR (LB R AT 7 R DU (0 1

] 2 JySEitafsil 2 o PPhy-Pd,S/C AL TN 2R Z bR EAT I SE BRI 5 IRTEFR
e PEse a4t R .

] 3 JySEifafsi] 2 o PPha-Pd,S/C AL TN 2R Z bR IEAT N SE R 8 IRTEFR
e PEse a4t R .

] 4 4T EEA8 1 PPhs-Pd/C AL AT PPhs-PdaS/C 1R AL TR K 2 B34 T 1
USRI IR AL ZE R PR (0 P A i G 1

RS R:

NS A AR B SEREG) R B L AR B IEOR Ty BT RER, B,
FITRE R PR S92 A F G —FR o SRR, AN A BRI SE ] o BT A HH il i
SEHE], AU AN SRS W QG M S B AT R B RAR I BT A s
s, HEE T A A R T

L 1

S1: M HERAEYIK A (PA Ns) » JIN NaoS 7KW, 143 Pd : S 1
FE/RECY 4 1, FHEZE 150°C, {RFET IMPa BT, &AL 3h, A,
g, A2 PdaS Ns.

S2: A4l RNMN PdsS Ns S ELT ZEENIH, IMANZ2REEEE (PPhy) 1EHN
BERC AR M, (E1FBERLAA M - Pd IEE/REEA 10 0 1, SEFEIIRS A L0min, FEHER)
T 20°C, HhpE AL, BEATKBEE T8 12h J5 5] %45 2] PPhs-Pd,S Ns 1L

il

pEay
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$3: % Pd EE/RFEAFM Pd Ns. PdsS Ns F1 PPhs-PdsS Ns fALF], 435 LA
BN REAT L INE RN, RSB B 20ml (1 2256 R 5 48ml [ L
JRHT, B 2mmol 2R AR IR 5RO H I8 P 43 B Imin, S R2 i 24 30°C,
AR E AT, Y5 pd MEE/REE Y 2000 : 1, B#: 3 KA REFRBIR
A 1bar WA/, WEHE Y 1000rpm FHFTHFHFE, 8 I U I I U £ 3 3
AT P A o
# 1. PdNs. Pd4S Ns A1 PPh3-Pd4S Ns REAL 5 7075 0 48 2B AT 1 NS e B Y 5

PCT/CN2021/071074

4 R AR
. A >9%I FITH] | K LB EE K >99%M 7K 2,
i 7] M PEE
Pd Ns 20min 45.7%
Pd,S Ns 25min 51.8%
PPh3-Pd,S Ns 30min 99.4%

# 1 5 PdNs. PdsS Ns Fl PPhs-PdsS Ns 4L 71193 B0 2K 2 BegEAT 1 I S bL
EIGEE R HAE, ] 1 4 PPhs-PdaS Ns (AL 2R 2 HEAT 2 I S50 5@ B BORE 3a
LA RS BT A BRI i . AT RAE AR R B I BIAF B PPhs-Pd,S
Ns GRS ZE ZFBATINE R BAF B el le, WA REMERIRE, IF
HAHXS T PANs. PdsS Ns [N SR, AEAN IS BEAIR S BEvs PR 100 T, 4%
MR R

SEHER] 2. WA R AL R E

S1: H% PdsS/C T LG b, IMANZ=Z8EEE (PPha) TENBERCIE M,
AR M Pd IR R LA 15 1, $bR AR [F] 24 60min, Bt HE (935 Z 9 30°C,
T AL TR, EBAK B T 12h J5 #4615 PPha-Pd,S/C AL % -

S2: HIM AR PPhs-Pd,S/C HEALFIBEAT LAZE Z A IR I I S R,
RN B 20ml [ B R ZE 48ml (N, BX 2mmol 28 MR
JRCER RSO IR 3 Amin, OB EDY 30°C, INIAAHRL SR, RS
pd HIEE/RELDN 2000 @ 1, B 3 RE UG RIFREIE A 1bar A, WEH

5
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i# 7Y 1000rpm FEAT FF-4HE .

S3: B AL B PPhs-PdsS/C EAFIREAT 5 IR, [l 2 Jy PPhs-Pd,S/C 1
TR R LB EAT P IR SE T 5 IRIE AR E PR SE 0 45 R I K 2 AT LA
5 REH G HEAL AR FEIEHR A TR, RO PEEDIseiLs) 99% Ll |k,
ROUEA RS E T RIT.

S4: A4l FAF RN PPhs-PdsS/C HEALFIFEAT LI L IRMIBEAT 2 I8 S 2
8 IWEH . P NESNAI, CEENER], % 30C. 6 MEAKRTEN
JE 77+ M5 pd MEE/REEA 4000 : 1. B 3 AR B PPhs-Pd,S/C BEALFINT K Z,
B AT AL 19 8 IR AR e PESE a0 45 R I, AT A Y 8 Ik E H G LA
HPEPEHAA R B, R IR IERR AL 8 IRIGFR R AR FF 98% LA [, kit
TRFF BT, IEUIA A LRI E P .

iR 3

S1: H% PAsS/y -ALOs 7ML T LA, IIAAFBEERAE M, 7 RERc 14
M : Pd FJEE/REE N (5-200 1, fFREII )y 5-120min, HEFERITEE DY 30°C, fil
TEHAEAR], AR T I 12h JEHI &3] M-Pd,S/y -ALO; LA . A
[ S 56 1l & 26 AH 3R 2 s .

S2: BEHIAF M-PdsS/y -ALOs HEALFIBEAT LAZE Z A IR I S R,
RN B 20ml [ B R ZE 48ml (N, BX 2mmol 28 MR
JRCER RSO IR 3 Amin, OB EDY 30°C, INIAAHRL SR, RS
pd HIEE/RELDN 2000 @ 1, B 3 RE UG RIFREIE A 1bar A, WEH
BN 1000rpm FEFTIFAEHE . HH A [F) S AR A A5 B AL RN 2R 2 AT 21
SIS H AR R R T 2R 2 B .

MR 2 A LA, BRI M : Pd IIEE/RELA (5-200 @ 1, ZRZMEHK
HFEPEEIT 95%, H MBERCA M ik [ = 2R R BN RS R be, LA M
Pd FIEE/RELART 7 - 1 I, RFEPEANA P T, BEECAE M2 Pd ROBEREER T 15:1
IR OR T R AT, SOSITEVER A B b F, LBERC A M - Pd IR R LU R Bt L
BIVEHPIEAE (7-15) @ 1 ZI08). SRRy 5-120min I, 2K 24 PEE
I 95%; b B BERCAA M Pd IOBE/RELY 15 - 1, AT RUE AR )y

6
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10-60min I [R)9 14: T BEAS B Sk HOR 2003 I BRPE AT ik 99% A |, BRI,
10-60min A Ml S FERI (] S34h, MR 2 ATRLREH, HBERCHE M Oy =280
BRI IR BERS, 2K Z e >99% M K Z A I RIS B 98% Ll |, A
AR e $E
® 2. AFIBEAA S A FBERC R B RS RIA [R5 7] 1 26 AR I A7) 0T
IR RTINS S R R 45 A R

M4 FH = e KL B R 4 B B
[TREY (BERCAA M )E s 1¥. >99% I BT | 1k >99% B % Z,

Pd HEE/REED FH st [f] IR PR
gig?(ﬁ;i 5.1 10min 25min 98.4%
gig?(*”ﬁ 7:1 30min 30min 99.49%
gig?(*”ﬁ 15: 1 Smin 25min 98.6%
gig?(*”ﬁ 15:1 10min 30min 99.2%
§§Z;§3(*:7K 15: 1 60min 35min 99.6%
§§Z;§3(*:7K 15:1 120min 35min 99.5%
§§Z;§3(*:7K 20 1 10min 50min 99.5%
dppm (XX
TR 7:1 20min 40min 99.0%
%58
dppm (XX
TR 7:1 50min 40min 99.2%
%58
dppm (XX
TR 5:1 60min 35min 98.5%
%58
dppm (XX
— L e 7:1 60 min 40min 99.4%
%58
dppm (XX
TR H 15:1 60min 45min 99.5%
%58
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dppm (XX
TR H 20: 1 60min 70min 99.4%
5
o W 7:1 60min 40min 97.4%
VEF

i$ o I 7:1 60min 35min 97.7%
ke

SEHER 4

S1: 1EH Pd BT HU 5% Pd/C, SN NaoS FIZAGE R, fH4F Pd:S
MIEE/REEOY 41, FHEZE 150°C, RIFFET IMpa (IS A5 T, B 3h, &,
. T, 153 PdaS/Co

S2: U I Pd,S/C A ELT ZEEVE AT, NN =3B (PPhy) fE 9 BERC
&M, [F3BFA M Pd FIBE/RELN 701, BEREIIRTIA] Y 60min, HiEHEAOIRE N
20°C, FPE AL, LK VLS T 12h JG #5132 PPhs-Pd,S/C AL T -

$3: HIMI#AF RN PPhs-PdsS/C ML 73 30 LAAS RS Ab & W N A BEAT 2
INEUSRE, SRRy : B 20ml B LB 5 R2 22 48ml BB, X 2mmol JiE
PTECER S S i 75 4B Amin, OB 30°C, INAAHRZE MR, )
55 pd FIEE/REE 2000 - 1, B 3 IREUGIREF SR A 1bar KA, WE
¥y 1000rpm FFAT FF-HHE

R 3 NUA RIS RAG S A I HEAT S NS SR I S 3045 B o T WA K
A R S Mo 5 W0 76 R U0 e R A TG PR S e e, AH RIS R IR e R PR R
KIS TR 4EFFAE 98% LA L.

3. DAAS SRR G 9 A BEAT IS 2 1 SR 6 45 SR A 40

T 54k >99%} FhL IR AL >99% I 7 12 11
&Y ‘
Fiv FH st 1) P
4- 7 SR FENL e 40min 98.6%
TR 30min 99.5%
1- ke 30min 98.7%
2- L g 35min 98.8%

8
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3R IR LB 30min 99.0%

3-FEEIR 2Bk 40min 99.3%
3-KUT IR 2B 30min 99.6%
SeHER 5

S1: MEEUHE BTER Pd/X, I KoS BIZKIEW, 145 Pd S KIEE/REL N 4
1, FHEZ 150C, REFES IMpa KK, KB 3h, W40, AlE. T4,
33 PdyS/X.

S2: Wil %47 Pd BEIR TS AH [FIY) PdaS/X T ZEEFERIT, NN =285 %

(PPh OTE N BRAC AR M, A4 M« Pd FUBE/REL A 7 ¢ 1, HEBEGE () 4 60min,

PP IR 30°C, AldE AL, BB ALK T8 12h J5 | %153 PPhs-Pd,S/X
LRI H o

S3: M % AF I PPhs-Pd,S/X EALTT 73 AR S BN SR BEAT I U R
RN B 20ml [ B R ZE 48ml (N, BX 2mmol 28 MR
JRCER RSO IR 3 Amin, OB EDY 30°C, INIAAHRL SR, RS
pd FIEE/REE Y 2000 = 1, E#H 3 KA U REFREIR A 1bar KA, WEH
Y 1000rpm FEAT IR R 4 A AL TN AS [A) 85 s il 2% A< 5 B i A7)
BEAT PN SEI B 45 IR A, AT LA [R) B T o A A R AL R 2R 2 s A
SRR P A R, AH RIS RS I e BV GBI TR 4E 55 72 98% LA I

R 4. AFIBARS] &AL RIREAT I S50 1 45 R A

‘ KL IREAL>99%HhY KL IREEAL>99%HhY
AL ‘ o
it I 1) sl ipeik e s

Pd/C 20min 51.8%
PdaS/C 20min 60.2%
PPh-Pd,S/C 30min 98.8%
Pd/y -AlO; 25min 60.4%
PdaS/y -Al,0s 25min 71.2%
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PPh3-PdsS/y -Al,0; 35min 99.6%
Pd/a -Al,O3 20min 60.1%
Pd,S/a -Al,0; 25min 62.1%
PPhs-Pd,S/a -Al,05 40min 99.3%
Pd/CaCO; 20min 59.6%
Pd,;S/ CaCOs 20min 65.2%
PPhs-Pd,;S/ CaCOs 55min 99.4%
Pd-CeO, 25min 50.8%
Pd,;S/ CeO, 30min 59.9%
PPhs-Pd,S/ CeO, 45min 99.1%

RSN L AP = A L ST NP5 o TN W A TGN 2 7 L 5

LR 6

S1: B BTEAHFN PdeS/C BT ASFERIT, INNZRFE R (PPhy) 1R
Fifk M, {E1FBEEAA M : Pd (UBE/REE N 1001, HEFERIRSE]A 60min, HEFEHTIR
79 25°C, AluE AL, LK BEE T4 12h Ja ] %43 PPhs-Pd,S/C L7 %
o

S2: HIf 445 21K PPh3-Pd,sS/C AL T2 LAZK Z BN R BEAT IS B,
RN BN FE 20ml [ ZBEERE ZE 48ml (NI, BX 2mmol ZE 25 MR
PTECER S S i 75 4B Amin, OB 30°C, INAAHRZE MR, )
55 pd FIEE/REE 2000 - 1, B 3 IREUGIREF SR A 1bar KA, WE
¥y 1000rpm JEFT AR 2 5 AN EE I T MR BERC i il & AL R H T
NS ) SR B 285 SR AR, AT LLE tH, AN R B 2R 70 15 AT AR A8 i AR 1) v
FRlH A R WAL TR, ELHEAT N S SE 2R 2 B A >99% I I ik (1) 1 £ M 3
3 98% LA b, Horh ZFEAE ARSI BOR T, 763 99.5% L .

R 5. ANFIVE I TAS BT 44s il 2 fhe Ak 70 F TP i s L 1) S50 285 SR s

T IR R LAY >99% ] IR LAY >99% )

10
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FIr FH B[] I B R
YN 35min 99.7%
FA i 35min 99.5%
T 40min 98.9%
7, I 30min 99.0%
BT RE 45min 98.7%
5T IE 50min 98.4%
SEHER 7

S1: H% PdsS/C T LG b, IMANZ=Z8EEE (PPha) TENBERCIE M,
fEA3IBERCAE M - Pd (JBE/REL Y 10 - 1, SHE R 8] 24 60min, FFERIEIE N 25°C,
T AL R, BB KB T 12h J5 #4615 PPhs-PdaS/C AL % -

S2: HIf 445 21K PPh3-Pd,S/C AL T 75 LAZK Z BN R BEAT ISR B,
NN B 20ml BERIE RIS 48ml (NI, B 2mmol ZEZ 5N R
PTBCES S LI 8 75 4B Amin, OSIIRBEN 20-80°C, AMAAHRLE AL, IR
Y5 pd MEE/RIEA (1000-4000) : 1, E#e 3 RESFRFFRNIEH A 1-3bar
A, WEE 1000rpm FEFT R K 6 AR HBELFFATEMER
B2 FRYAN [R) S 36 S5 A B 5 R « AT RAER th, AR WAL FEAN RIS A1 T 34T 2 0m
AL, RPN >99%M, I ke A PEME AL B 98% LA L

R 6. AR WA AT IS S SE AN 7] S 56 S A B 2 SR A 4

P 5 K
" ‘ JEYI 5 Pd [
A7 T A5E70 - A¥,>99% s} A, >99%}

7N

FrHIErE] | MRk FerE
Z;@? 20°C 1bar 1000:1 25min 99.2%
Z;@? 30C 2bar 3000:1 25min 99.4%

Z;:ﬁ? 50°C 3bar 3000:1 20min 99.1%

Eﬁ@? 50°C 3bar 4000:1 25min 98.7%
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F 60°C 1bar 1000:1 35min 98.5%
1B B 40°C 3bar 2000:1 15min 98.2%
gt | B 80°C 3bar 2000:1 10min 98.0%

KHisl 8

S1: 4 PdaS/y -ALOs 7 HUT SEFEFIH, IIANZ=AIERE (PPhy) Ry BERC 14
M, fEA3BERC AR M @ Pd IRIEE /R LGSR 7 ¢ 1, SR BT [R] A 60min, BiHE IR E N 25°C,
g AR, B AEK B T 12h 54543 PPha-PdaS/y -ALOs LTI H

S2: A3 RN PPhy-PdsS/y -Al0s 18ALTIS 1 LAAS [F) 5 I R R TR A
YN BEAT NGB, SRSy AESAHIRALIR S, £E 60°C IHJZ . 10bar
MEAT, FEASIERS, 72 30%E LR, 3R 7 AR DAL e Ak
FEITR S WIVE N D REAT 1IN S LK SE 5845 B, T WA R AR A 701505 AN [F]
M SR TR B W0 26 D0 S B AR A T M B Ok R P, A AR 4 1) B R PR R I )
YEFFAE 99% LA I

R 7. RR AR AR TR AP R EAT P IS R B

S8 28 SRR P
SRR B Ak >99% it
J&Y) ‘ B i Ak >99% il s e i 2
BT FH B 1)
5% IRHN 0.5% .05 120min 99.3%
5% . 120min 99.1%
5%TRKI 0.5% 75 1 120min 99.5%

SEHERI 9

S1: 1 PdsS/C T ZEHVEFIH, IMAAFRCAE, ESEAK: Pd FIEE/REL
15: 1, BHEFERIIT IRy 60min, HEFEATEZ Y 20°C, Al LA, HATKBEGT
R 120 Jo AR BT 1. AR 2 &

S2: HIHIAAFRIMHER 1. AT 2 9 53 LAZK Z BN IR AT S IR B,
RN B 20ml [ B R ZE 48ml (N, BX 2mmol 28 MR

12
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JRCER RSO IR 3 Amin, OB EDY 30°C, INIAAHRL SR, RS
pd HIEE/RELDN 2000 @ 1, B 3 RE UG RIFREIE A 1bar A, WEH
Ny 1000rpm FEAT AR, R 8 A FIFCAR S & AR B AL A T s i 2
RS .

R 8 ANRIFLAR i £ A A I AEE A 70 FH T I &) S 36 it &5 1

‘ IROIFEANS99%FTFTH] | IR R4k >99%0
[[RREN !
I [ I PErE
TR AR 1 30min 86.1%
AR | AL 2 30min 87.8%
Xt Hep 1

S1: M HH IR & 1K) Pd/C AN Pd,sS/C 43 3l 43 BT ZBEE T, INN =R (PPhs)
PE N BEECAR M, (EASBERC A M - Pd RIBE/REEDY 7 0 1, HEHERIRFTE] Y 10min, i
HHE LY 30°C, s AL, BAK ST 12h J5H]4%45 PPhs-Pd/C AL
A1 PPh3-Pd,S/C AL % 1 o

S2: % Pd BE/R L= AH [F] (1) PPhs-Pd/C 4L AT PPhs-Pd,S/C AL 43 51l EAZK
LR BAT NG SBL, SRRy B 20ml B ZRFERE 22 48ml 1Y) S SEJR
11, B 2mmol 2K Z BN IR S RO IFRE S 43 L Amin, ORI 30°C,
TN RS, JRYIS pd (EE/REEA 20000 1, B 3 IRES SR FFR AR
1 1bar (WS, WEFEDY 1000rpm FEFTFHE. XL PPhy BT Pd/C
RETT AT BIAT Pd,S/C HHIARITERS, 18] 4 7y PPhs-Pd/C AL PPh3-Pd,S/C 1447
43 TR R RTINS LR B A ZE AN PR 1) B 2

M 4 7] LA tH PPhs-Pd/C AL I TE PEATIEFEVE A LL PPhs-Pd,S/C ALK
MK, HEHETET PPha-Pd,S/C fEALTIH Pd,S AHH T S (151 N IR T L+
LER Gy RS AR HAN SR ma 3 pd LTS PR s, M R 082 5 o7 B 5k 2
(R RIE I SE TR Y il 1k i e B MR R R

XFEepl 2

S1: ¥% Pd,S/C T LG b, IMANZ=Z8EEE (PPhy) TENBERCIE M,

13
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fEA3IBERCAE M - Pd (JBE/REE Y 10 = 1, SHER I 8] 24 30min, FFERIEIE N 30°C,
T AL R, BB KB T 12h J5 #4615 PPhs-PdaS/C AL % -

S2: Bl &AL PPha-Pd,S/C 1AL 73 5] LAAS IR S B2 JIRAD 1-2R4E-1 TR
TIORCHBAT A INE S, SR SRy BX 20ml B LEE RS 2 48ml Y S RE R
B 2mmol JEMIBCE I S P 88 75 3B Imin, SRR 30°C, AR = #
), RS pd FIEE/REEN 2000 @ 1, B 3 IRESFIRFFR IR A 1bar 1)
5, WEEIEN 1000rpm FHEFHHEEE

2 9 4 PPh3-Pd,S/C 1AL FH T rh TA) A 5 1 1) 24 i S S 1Y) S 36 25 SR A9
25 R TR A K WHEAG R T ) J e B AN S AU R AT 67%A0 71%, HEEE IS
R, o — DR IME R, BRI A R AT IEAE R R b A
VIR PR IS AL 71

2K 9. PPh3-Pd,S/C AT A T rh TA) Ak 5 1 1) 24 T B S S 1) s 36 25 SR 80

% Bl Ak >99% ) Bl Ak >99% M)
AL &Y ] L
PPhs-Pd,S/C 1- 2R LT 50min 67.1%

PPh3-Pd,S/C TR 60min 71.8%
Xt el 3

S1: %% Pd/y -ALOs S HUT A [F & Na,S /KER T, FHEZE 150 CHIEE T,
A IMPa (KR F1 R, B 3h, YAH), fhiE. T3 PdxSy/y -Al,0s.

S2: Kl AT K PdxSy/y -ALOs 7 BT ZEEVE T, I =IL B (PPhs)
PENBRECAR M, (EASBERC A M - Pd RIBE/REEDY 70 1, FEHERIRFE] Y 30min, $id:
FITREZ Y 30°C, HlE AL, BAKBEGR T 120 EHI A2 AL
57 B AL C 2 H .

$3: B AR MIELL ) AL HEAL T By AL C 23 B LR Z A N i
ITPEINER L, R : B 20ml 1) LB 2 48ml (R BORH, BL 2mmol
KON R RO R R A Amin, SRR 30°C,  IINAH R

14
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), RS pd FIEE/REEN 2000 @ 1, B 3 IRESFIRFFR IR A 1bar 1)

5, WEEIEN 1000rpm FHEFHHEEE

& 10 NATE PdxSy FIdE Ll A8 DAL EAT TN 2SO RL Y SE B8 45 AL ER

¥, MSEIOHAE GE15 3 PdaS VRN AR S A AIKIY PAS AH il #4539 R4 A0 )5k
set i), T H PdaS BE25 G 52 T AR , )8 (R A 7R A SRS R e 1 M o v o
2 10. AR PdxSy 1 i 28 i) 8 AR WAL FRIBEAT - i S 2 1) SR 56 45 SR A 40

IR
‘ IR
Pd,Sy AL ‘ ey E>99%H}
H>99%I Fir FH R 7] s e
Pd,S 1AL A 60min 99.3%
Pd;S 1AL B 85min 81.6%
PdS 1AL C JoiEE

XFEEH 4: LsLiEn) 6 AHEL, AFEIRE s1 VAR IEC K, HARKIEY
K] 6 AHE . SKIRMRR], IR LML >99% M BT FIN (8] 65min, #4k>99%Ik)
Wik IR FEME Y 67.8%, Xf LLSKHERY 6 Al A1, A B AL 08 1Y S8 0V #EAT 12 1
il AT 2 AL TR HEAT ISR ML BRI ROR AR DA i Rl s i 2 .

xF el 5

S1: 4 PdaS/C A HUT ZEEE AT, 43 MIIMAAFIFCAE, (AR Pd IR BE/R
Feh 701, BEHERIRTTE 60min, $HEMIREE N 20°C, HlE AR, Atk s:
BT 120 Sl B ) 1. AkFn) 20 JEALAR) 3. 11 4 & H

$2: FIHIAASBIMALT) 10 AL 2 AL 3 AL 4 2 BILAE 25 h
JRPHEAT AR, RN B 20ml [ Z.EE 5 %5 48ml FIOBIRH, BR
2mmol 2R Z KON R S R IF RS 230 Imin, ROSZIEE A 30°C, INAAH

15
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MEEALF, RS pd EE/RELN 2000 @ 1, B#r 3 KA SRR RBIE A
bar KA, WEIEYY 1000rpm FFTITHHE

R 11 A FE BRAC A 2 A R AR A T2 IS s I B 45 58, AT LA
B H AR FH 25 R e A 1] 2% AR R B e A T v SR TGS s b A5 0 1 0 e B Y e e
ek

R 11 ASFE TR 26 A R WAL AT I i sE e B 45 2R

FROIREEAN>99% | K LB >99%
AL [
] iy FH I 1) Ml PElE

1 iz 55min 55.4%

2 2- LR IR 50min 52.3%

3 BT hREE 60min 50.8%

4 3,4- ORI 80min 53.2%
pug=ai N3
S1: H& Ak & — b H AT K Sl &AL E pd 133 Pd MIEIRAL )

) S S22 o

S2: EJEUR R FHERIEERE 150°C, MHlAAFBINRNMMAE L 1 H, N,
i (100mL/ min) HUEJE 1 /NI, BEJGTE N, UV AN, il & AF B S 4R
5o

S3: HETRAL A WAL TSR A EE : AR A5 2 AL LR IN N 100mL
FIE SRS A S WRERT, Horb, B AfE pd 68 & &SRS S
Y5 Pd EE/RLEA 2.5 1, HitdE 30min 5, 7EReiRRE LARRER, H&15
B A )25 H o

S4: WNARUR: Kl 243 BRI LR SO R HEAT LIS R, 8
AR B 20ml [ B 2 48ml MBI, B 2mmol ZRZHN R A
RBDFEHFEE A SE 1min, RELEER 30°C, IMAMMNEENT], K5 pd
EE/REE Ny 2000 : 1, B H#He 3 IRE UG IRFFRSIA AT Lbar A, WEHE N
1000rpm JFATFFHH: . K 12 A E G BRAL G4 b B AT il & AL I BEAT 2 I &)
LI, LG HZTNER A T IR B, e 5 4k >99%

16
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MEIEFEVER, SIEAR] 75%, A WA R B FIERIIROR, ToikfE ik
WA PP I 2SR AL o

R 12, AFEE AL G YA E IR H] A AL FIEAT I A S 50 45 R

SRAY J@%Jﬁé%%wg%ﬁﬁ LR EL Ak >99%HT
PUHHTIE Vi PV
IR 70min 73.7%
TR R 55min 73.2%
R IR TR 55min 74.3%
=R 60min 74.8%
xF el 7

S1: B PdsS/C 73U T CBEERIT, AN IREREEE VA, 15 =200
FME pd FEE/REE N 7 0 1, BEFERIIS TRy 60min, SFERGIRAE D 25°C, AhuEH
AL, EBAKBES T 12h 5l S 1AL &

S2: HIHI &AM LAZE S HON RTINS R, SR ER Ty : B
20m| B 2RV IR 22 48ml (¥ SO, HR 2mmol 28 b A I I R R
HE AR 1min, AL AN 20-80°C, AR EMALT], EY5 pd KIEE/R
7y (1000-4000) : 1, B 3 XA UG RFFREIRHA 1-3bar KA, WEH
Y 1000rpm FFAT IR HE

R 13 = RIRRURE R D TEC Ak 1) A A S R A ARV BEAT 2 o 8 S S ) SR 3 45
Bl 7T LAE = 2R R A RO ) 445 2RO AL 77 FL T am bR Ak S~ &l
FLREPEIELE RAEA, HTARKMBNFITEE s Ml P JLFELYS pd BLAL, 1=K
BB O RCAIBE 71bL S Skigs, AGEFLAZ AR RIREF (A BR R, BEIM o ik
& R S R I R
13, ZORIRSUREAE T A 1) A% A S AR AL SR EAT 1 T S S R SE 36 in SR 4

17



WO 2022/012004 PCT/CN2021/071074

- T Iz Ak >99%]1} e i Ak, >99%}
Fit F st ] ek BErE
ORI 55min 51.8%

PAEFTId , AX A A W AR SE BB 1T . AN BE AR I R 2 A A W SE T HVE
R 5 Y e TR B i 145 P 7 P VR ) 25 S A A S5 48 A, B R AT J A i
RIVE R
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RFZ KA
1. PRSI R], HAREE T, PR usRmE=y M-Pd,S 5L

10.

M-Pd,S/X; FTid M NIEECAR, A T2 PdaSs Frid X ik
PRABAURIZER 1 Bk BT, HAFIEAE T, Frid 344 1% 11 €. CaCO3.a -ALO3.
Y -ALOs. EALEE. AFif. AbrE. BRI i E Dl
RAEDCRIE R 1 IR AR, HEREE T, PR BmAs & 25 B B L
TR o

RAEDCRIE R 3 Frd AL, HEREE T, FInd & 75 & B L (10 B e ¢k ik
[ IR T e . = SRR IR = R AR A — R
RAEDCRIE R 4 Bk AT, HEMEET, Fnd = RERS Sk H =%
B A ot A = R e e g R Dol

— i FH I RC AR U A AL IR ) 4 T 70, HAREAE T, G DA T P8R

1 PdaS B Pd,S/X 7L T EESIE AT, IMANBEECHE M, Bk, Ailg. T,
133 M-Pd,S HEALFIEL M-Pd,S/X HEAL T Pk X Jysitds, PrikBERciE m
75 7 HUARHE () BT A4

MRABERCNEE K 6 Pradk i il #6757, HAMIEAE T, ik M - Pd 1R BE /R BE A (5-20):
1.

AN EE K 6 Ik i & J70%, HARAMEET, Ik & 05 2 B (1 B e ¢4
Ve FW T OREE B R T SRR ORI S Ry b — R
MRAEACNEE K 6 Pk i il #7772, HARRAEAE T, Ik Bt (¥ 17 2y 5-120min;
BT SR AR 5-85°C

— P BRI EE R 1-5 AT TR A A AL FRIBR R AUR) 25K 6-9 AT ik 1 ]
F TR0 B RCARAS MR AL A B, HARRIEAE T, il FH BTG A4
A PR R B2 TS Ak & 2 F
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