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FRME - BIA0 - (5EG ~ R - SRR S e - JRSREGEEY) OREYI T LIE
SFEATTE Sy TR (BEEA ST ) T ook -

[0032]) WASIATA - flisE " $RIGEBEY) e ULEY 2 METT 8RR
V) R EILRERBEYNIE I 2 A AT EBRE -

[0033] ASCFR{EH 2R L2 ESE BRI T E1E S. P. Parker 4R -
McGraw-Hill Dictionary of Chemical Terms (1984) McGraw-Hill Book Company,
New York : J Eliel, E. B Wilen, S., “Stereochemistry of Organic Compounds”,
John Wiley & Sons, Inc., New York, 1994 « AZE05 > (£&W] &7 7 B fH e T
- HRBELAAERVITRE R FT - AZFRLEVIFTA TTREREY
2 EIEEA R REL Y] - HLREY) K HEREY) - LR EMIVES
V) BN EIEESY) » TERCAZEI—ER 7y - P2 AR EYILOEEEMIE
AFAL  IRRD - EFEAEEV BRI EIVEE ST - IO E M EEY)
05 > Fiige D & L B0 R K S AR FEGEH R LAV EAERE - Figd
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I 1EGE () K () BAR T RZALEVE T ERR AR5 - Hd () 2
| REZALEVIRNE - A (+) 20 d AR b eI BATE - BN ERIEE
& > EF I RERYIEHER - BTfEi2FE - FERTREEYIT
AL iR G R Y) - I LIS R DR eVim BT MR G REYE S -
REEEYZ 50:50 B eV BINHIEESYIBSNERY) - EfATsEd AL
BN e sEiE T2 A AR BRSO AR R BRI T © flasE T ANEIRREEY ) K
INEEY) ) ERWIERGREYRRNFEEERSY) - AR o nIEET
FHEBET A (PIRBERTURASE T (SFC) HINHIER &V MR G 2 -
FEE T 2 R EEYR > T UL ERAHRE ZFE E P LURE ERY > TIZAs(EER
A E A RrsEal x SH4RSESEER -

[0034] AR > flose " B BREY) ) " GERERE 50
el 42 2 B A A FIREE SR EMY) - fl - BT 52 REYI(01
RHET RSN BREY)EEEME T B SE I HEEI(E > B IGEE
Kuelg-AE A - HaSEEYamEn —SREE T CHEEER 5%

[0035] SASCATA > flosE " B8 FEBRNIRCER @ inpEs - ' BRANRL
o TR R R IR - SUREL - bilE - BHBR - DRER - BRBRIPRRAVER > K
BB HARRGR ~ BIE3RR ~ 7R ~ TTHERR - FBR - FRRE MRS AT
BesEHE: ~ JB2 - WEE ~ JIERE - BEiERL - FLER - PIEER - FRL - SR

5 C WBE - BRIOEE - AR - HOl - R - R - DUR
Bz ~ AR ER ~ ZRHER - ERRR - SECEL - 2R - RLREE -
bzl (mesylate) ~ Jhals ~ IR0 AL ARAVER - T @shnpkEd ) fe Ul
ATREIER R R -

[0036) AR - | fEtREs | —ACERENER - SRR - oEER - §5ED
PEER - R - PEED - SRR - SRER REnER o JEIRGIMOT B ELIEhERRED o SR AUERR
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g wle Al - R =0 - BEBRE 0 - WBE N - BEEE =8N - WL
Rk Wl A MR =% LB - SE AR - LRGSR LBesn
BRER - SEAIFHBES & FHELEN © ORBRER - SEAUNRBESY - DRELEN - OSBRIl R biRR
a3 - UkiseEa sty sEua s b - f e bk a s b - sl
DIBSEEA - el DL E AR iR DL EsH = A -

[0037) AR - " AR ) —ICERE S - SRR =R
AU I (BLFERAFAERYEE U Z ) ~ BIRRE R w7 s futbifs - 5840
IEEnE ~ BNk ~ =HlE - AR - =40 - =4k - RN - JER - 2
CAREERARR - =Wl CIRCH - B - fRREBL - <HREER - RN - EE

<A ~ BEW (hydrabamine) ~ iE#R ~ SH0 - LM - wEiERT - HEE R A
HERZ (methylglucamine) ~ B AJR ~ ISR ~ DRER ~ OROE ~ N- LEENRIE K 25 it
HE4A -

[0038]) sASCHATA » " IEEIMEER] ) fEUEEAR T HIAREE
o E A R B i s M SR DAL 7 B oy BT Y 82 2R Y S\ PRY R -

FEtE AR EPR S R BIELFE IO ~ ©FE ~ Bl ~ BRI ~ IOk ~ 78 - H
7 LA-Z0EE - &G (T DCM ) ~ BEL =4 T A (T MTBE ) ~ &
5 ~ VbR 5 Lt

[0039]) WASCRTA » " IREFHIEE] ) FERCNRBEEHAR 1AL
B> TREMIRE AR FEUEAS T EE B EEMIE ( high dipole
movements ) i H &= B M SHVER o M MEIRE AR ERFIME R B RS
VORI (T THF ) ) ~ HELPUE BRI (' Me-THF ) ~ ZBRZF5 ("EA, )~ A
M ~ _HECHERRE (T DMF | ) ~ ZH5 (T ACN ) ~ BRPNEFH AR
("CPME ) ~ Ffiff - N-FHE-2-DEIEGEfe (" NMP ) ~ =@ ~ 82 7R
EﬁPﬁii)EZ AR, - AE—EERef T - JRE T IER BB T2 - FFE T MK

(C263833PA.doc 515 H - 3t 146 HEEEARIHE)
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I ERRSEHIRREIM RO ERE LN - 2B A8 - ZBRIEANES - JHERE
NBE ~ ZBR Tl - W MR A8l - HAM AR HAHE -

[0040] WASCARA » T iBRME AR FEAEAREEFEER T
EE < ARESHVAR] - M E FUOERIRYIRREM RO SR - TR TR
HNEE - ENEE - 282 - R - 2B ROK

[0041] dASCRRA - T/AR FAORRMIEE « JFE FHUIER - i
BRI RS -

[0042] dOASCRRA - T SEREAEET ) F5 LR LRz iyE R Kb
e BB LAY LA EYLE YAV IER KB LA Mt BA « 4E
—ERRER T AT sUE LA EE R EEEYIAE (PA(0)) - RBIEE(RIENE
(Pd(0)) ¥ c] EREER (BI0 - {E FsrsH PA(0) $5-EY5E 40 PA(PPhs)s,
Pd(PCy;). ~ Pd(PtBus)> BIH{EL PA(0) 55 ) - Bn] 1R B fC {ir £ Fe/ 2 (17
40 » KOtBu ~ KOH - NaOAc - K;PO, ~ K»CO; ~ Hiinig [X# - NEt; ~ NPr3) 454
TRk o fE—teRERE T - sAR(LAIE 2D Ytd « fE—EHpIT - LT
— B EEECALE - AE—SELEHHIF - Bofir A S RRECir A - ff—tRefEd - fUR
BEE DUN IR AL © [PACIX)L (X= B0 - WA ~ I AAERE EE)
[PACI(X)PR;] (R= FEAET74L) ~ [PACO(Y)] (Y= HI140 » BRI A A B 5AY
£5) ~ Pd(dba), ~ Pdx(dba); ~ Pd(OAc), ~ PdZ, (Z=Cl ~ Br ~ I) ~ Pd:Z»(PR3), B,
PA(TFA), - f£—SEREEET - E(LEEYIE R EE B DU T IEFkA MRS -
[PA(KENEL)CI], ~ PAMeCN),Cl, ~ PACGEFfE)>Cl, ~ Pd(dba), ~ Pd(OAc); ~
PACl; ~ PdBr, ~ PA(TFA), ~ Pd(MeCN)4(BFy); ~ Pdx(dba); ~ Pd(PCy3).Cl, -
Pd(acac), kz Pd(PPhs)s » f£—SEEIHRERR T » $UJF 5 Pda(dba)s B¢ PA(OAC): » 1£
—EFN (5 F o $UF S PA(PCys), o AE—LEH AR T - fR(LHEYAE o] DAl
a0 Py e —fEe AR i B R AR - B By IRIR BB EE
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DPPF ~ DTPBF - BINAP ~ DPPE - DPPP ~ DCPE ~ RuPhos ~ SPhos ~ APhos
(amphos) ~ CPhos * XPhos * -BuXPhos ~ Mes-BuXPhos ~ ¥/ %E(+-Bu)P ~ (-
Bu),PMe -~ (t-Bu),PPh ~ PCy; ~ PPh; ~ XantPhos % N-XantPhos - DPEPhos ° {f—
SoRefRh o B A B o7 By - —LBRet » BUfirE: R XPhos ~ XantPhos
5 DPEPhos © {EF @R T » FC{iARy XPhos (2- RO AR A-2'4,6- =8N
EBES) ~ Xantphos (4,5-BE(IRARED)-9,9- AT 2) sLRA LI T4y

DPEPhos (58 —-2,1-{fZA) BE( R ) -

%

63\; i-Pr PPh, PPh,  PPh, PPh,
O O
OO L
i-Pr ’
XPhos Xantphos DPEPhos

fE—EERese Tt - REEIE 2 eCAD VIR -~ BRlC A A R 2 /0 —(E -t - f0 -
fEAEEIAT LIRS © iUV - He s esCaE s X 0 ikt
fi - HAE SR 2 ReAAc A X - X TLURKER © IR - 55208
PRI > CH3C(0)O™ ~ tBuC(0)O" ~ B¢ CF:C(0)O" : tfEfR - FELNEATRE - =5
FHEEEEIR (CFS05) ~ HHZREREAR ~ Rt BR Bitp EoR e R (nosylate) 5 BT
P2 EET > SEOEATRE: > PFs » BFy ~ B(CeFs)s ~ NOs™ ¢ SO4™ » £ —LERERL
& Pd fE(EE] R MY SRS MEHY ¢ W H A DU — S B St T o i
REtET > HE(EEAR [(SPhos)PA(JA&PNAR)ICF;SO; ~ [(SPhos)PA(f% P4 ICH3CO;
[(SPhos)Pd(JPNES)INOs ~ [(SPhos)PA(JHPAEL)C] ~ [(SPhos)PA(EEFE)CI] »
[(SPhos)Pd(}%PN 55)IPFs B¢ [(SPhos)PA(}# PSR ICF:CO;, - fr—Ee AR - f#
{EIR R TR (B - TERUE(ERRYIERR I E B EHE Pd(dppf)CL ~

Pd(dppe)Cl, ~ Pd(PCy3),Cl, ~ (= ZEEH Z(ESEAD ~ Pd(+-BusP),Cl, ~ Pd[P(o-
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tol)3]1:Cls ~ Pd(PPh3),Cl, ~ Pd(OAc)»(PPhs), F PA(CH;CN),Cl, o {1 —Eb [ ¥EaEE
§ o FHELE (LR Pd(dpphCls o £ X —LEREkE » LRI S FESL L PT DA
BUARIFEN _F T - A REiE S - IWEESYHIRREIM RO ERE
Pd(dppf)Clo*DCM ~ Pds(dba);*CHCI; K Pd(PPh;),Cl,»ACN e

[0043] AUASCATA > " (L (borylation) 50K, FEAESIELSTELEIEY)
RSB E DA Rt 75 BBty AT A - eIy B E R E A TR P
FOEHN ~ SORERINT ~ 4,4,5,5-PUH E-1,3,2- SR T (dioxaborolane) ~
4,6,6- =H£:-1,3,2- "SR Ciili(dioxaborinane,) ~ FENREHIGE - BECHT G
LFF)H - (5 (catecholato) B ~ EE(CIEATHEZEE( glycolato )
W~ EE((SL40E ((pinacolato)) B ~ 4-(4,4,5,5-PUR £E-1,3,2- — S 5EFR - 2-
E)-5-(Z & E)-1-(Z B NERY ED)- TH-THIE £ [2,3-b]HLIE ~ #E5(2,4- I EL
fi-2.4- ZEEM &) 0l - SREIRE SRV EEH BTG K FH AR o

[0044] a0ASCPRA - TEFEE ) fBURERETFIIEEY) - BEREHIIE
[REMEGIEREMRE EE - b - BQ-HERELEES(Lniy - moifilk
% 3A (sodium bisulfite) ( sodium hydrogensulfite ) ~ 78 —EB5fHEE#7 (sodium
hydrosulfite ) ~ PUEHELHY - TISIIELH - = ZMREAMS B - =F8058 -
SelhBE =R - = AT - AR - =ORENE - 2 - 28 EHEW
e~ “RTES b - CRNERER - S/t k=2 E&ME bH -

[0045] dOASCRRA - | Ore8Es ) RN IREE T RIIE L Bl B fe i
(remote functionality) (40 » —&RHFEC ) BUEE - ¥z Fineg 2 FORRR
B E e E < MBI AR R AT E - SRR ERE L
C ZEOERE: - =8 T FEs (BOC) ~ TREME (Cbz) K 9-3hAknn AL
Bk (Fmoc) « HRAMRFEE: R H BV —R%EREH » 25 T. W. Greene, Protective

Groups in Organic Synthesis, John Wiley & Sons, New York, 1991 -
C263833PA.docx % 18 H » H 146 E(éﬁ%%gﬁiﬁg)
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[0046] A ay— &I HFErh HPLC AIEAYEE% f5(C (50 -
HIE ALEYECR I 2 ALEYIR) MRS & - fHEETE% #Y&78 HPLC J5
ERAFHEEGT ABTRE - I HEEOEATEE B 6 2569 {EH
A AAE M 7 580 oy th e R 4 A10E -

[0047]) dOASCRRA - T X2y, K T F8H, BRENEERE - B8E -
BH - EE - viwh ~ wiw% ~ wivPo B4 viv%e B Z RIS - KB 50% ~ £/
75% ~ 2/ 90% ~ £/ 95% ~ £/ 99% 5%/ 99.9% -

[0048]) 4ASCRRA - flosd " IESIE ) B T IRRIEIEE fERRE - 4
IEEYIEA ENEEES o WPIFEh XRPD FTEE - fER g T - BEdk
I BRI el DLEA B & AR R 2R EEE &P = -

[0049]) 4ASCRRA - ilosd &% L R T &ke ) BRUER(LaYnvsE S
ERSEZ  EREEAIRYS - A s EH SRR - Pt EYI 2 FIEZE
5 BUEEYIZIERIEY) - KaV) ~ sE&Y(clathrate) ~ 3L, ~ BIsCH[E'E %
fg o ASCHYilosE T AP RAHRRTRETE G EVEI S A SICE 0 &
FEEARNEEZIVR - BEIaeY - Ket) L& EREAM s TREY) > DK
- BAVEEIEY) - MAYKEeY) - BV HM TSV R EFRE ZIRE - WK
SHKEAD - LM SRS EN SR - IR EAERBREARRE
BRe TG AR Al ARG - AR ZIRZEE PR TR AL E T
PG - AEREERENR FEEERE S Y FEAES - EHRS S AIREE 1L S
B AL TSR - ZO8BNHE ~ Bk - TRERZEEE ~ BIEAA) - B18240 ~ 2%
VRPEAY - FEE ~ W KA B IR o

[0050] AR FEEERIS IR R 2R o R A E R =1L A&
FREARREY » BAESHT (T TGA ) ~ ZniFiiEEVEA (T DSC ) ~ X 54K
S (T XRPD | ) ~ B X GHEREAANE - IxBDEEE (B30 IR FArE ) »
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RERZHEILER (T NMR) ~ EEEEGE ~ BlE EEMNE - HiEETENEE
("SEM | )~ EFREERTEESN ~ MESN ("PSA ) ~ REESM - &
FREN ST OB HERSE -
TEEH7 190 = %4/
[0051] FEARZEHARY—ELREFET - (L&t 190 - HITESEEEY) - HE R
WYy~ g S8y O] DIARE LU IE T EHR(EEY) 170 2 181 B4 -
) Sy Sy
Me N N/\ o U Pd AEALRH

N~ "NH il
= Nl\cs+ / /ﬁ NNH
\\N

181

[0052] fr—EERetid - (EEY) 190 GUEHITREREY) - RTEREY) - 4
SEEYEER) tIRIRE SA KE SB RRTREY AR -

[0053] {E&Y) 190 GRHITASEEY) - RTEMEY) - G2 REYEER) M
BEbe? 170 - {bad) 181 - SERLE] - Ba /K ER A0 s S g RS
VIRl - g RSV ELIP R & EEY) 190 BT REY) - &
RIEY) - R EBYENRIEEYIESY) o AEFREEAT - AT g
S etiEIRE TUER o 'O - M IRE TR Als o s
TERE - ALREEAT - B ASE SRS TER - S50 LRV RS A
e - AE—SEFHHIF - B FEER LK IR ZFERENE - ST
o AR RS E KR LB LEE - LA 2 AR E T > AHER
PEEFAREVER 2 574 > B S KK GENES T &) BVEE RS
EER - DR M E e BB EEE(EEY) 190 BTG BEY) - 24 %
&Y~ GBREYEE -

C263833PA.docx % 20 E ’ iH:- 146 E(éﬁ%%gﬁiﬁg)

113109266 FEESE A0101 1132013152-0



1869230

[0054) {F—FhEG+ - AERIEREYIF - (L&Y 181 BYLEY) 170
ZEEEAR L1~ KA 111 28 1.5:1 - 9 1.01:1 ~ £71.05:1 ~ & 1111 ~ &
1.15:1 ~ €9 1.2:1 ~ €9 1.25:1 ~ 49 1.3:1 ~ €9 1.35:1 ~ 49 1.4:1 ~ 49 1.45:1 &Y
1.5:1 > DU B HARE & (el & -

[0055) $EfEALRIRT AR AS A B AT Ay SR (B © {1 —ShiREE ReiE
Fr o LR & & BREC B Fe 22 /D — (M SE-iRERYSE () WIfE - fr—LeREEE

oo EA-IREEAT R B B PN ELTEY) -
8
R? | R®

RG R10
7o :

Hr R % R i BEFIEIIHES R H -~ RIE &R Cre i
5~ BRI Co & N RIR T 2 e B Praipk 2 2540 - H.
RO 51 RY WIS — AT 6 & I T e « (BRI GT A
— T RO R IR EEH IR B -CH; > HR ZRY 2
HFEBHIR B-CH;> HROER ZRYHZEEEH R B -CH; >
R-R "R R ZEEFEEH R B -FE > AR ZERY P &EER
HB(R & -H > ARRRSERY Y S5 B H -

[0056] 7£—bfskEeh » RS B R BIE IR 2 [ Tt a3
HHL PR o {E BRI RS R RY U IR 2 R TR
SEE ST ST - {E— S DT R~ RS B R® B H - {EE A
B > R7~ R® R RO th 2 i By H > HERE By Craolikk o

(0057 {4 - fE—LbREMET » FEA- S F Py T ot B

e X

C263833PA.docx % 21 E ’ iH:- 146 E(éﬁ%%gﬁiﬁg)

113109266 FEESE A0101 1132013152-0



1869230

Her RY By Crio-fiks » fE—ERERE T - WA CTEY RLI T4

: @Q

[0058) #E—LLAERET » BEACIIEEA T2 -

[LF
R® ! R3

R

HAf R e R (& BE1TEE A th DU T PR B4 - SRR AR
Z Cri ks ~ TERERUTZ Co-Coo BRIGEE R IEMASHUZ Cs B Co 75
B B Cra i I Cae BRGEAS © AE—IERRR T » R £ R (75 BRI
HHLU T AT R4 © H ~ FFER AU Cre ik » 2 -0-Cig Fih 2
KR b R C-NRPRY) 2 » Hoep RY R RY BIEIIHEES H K Cre
frikk o AE—ERREEET - RO £ R B EBIL R -O-Cra Jiik » H R” R RV
B EEIIHEEE H & Cia fidk o fE—EEBR8E T > JRACrA Ky SPhos » H
BARLUNGERE

Al

P
O O N
[0059] Fr—Lbfefidr - Pd E{LAEMAEEE © BE it ST X
Z Pt YtE R a e o < et s A TRAC AL E: X 2 P stiE - At EE
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e > X o[DABEE R ~ FREAIR - il S iR o AEHIRRRER T - 72
BEAR o] LT AR FTE 22 » 5540 CH3C(0)O" ~ tBuC(0)O" B¢, CF:C(0)O" - f£1th
R W iR o LI AR T E 75 s8] =& iR (CFS05) ~ IR
hef R ~ ZE B R B BB iR - AE M ARRRA T » SRR n] LA A
FAFTER: * s8X0PFs ~ BFs ~ B(CeFs)s ~ NOs™ 2 SO « fE—{fRREEH » X By
CF;S0s5 o

[0060] fE—LEREfT - Pd fEAEE R P HEHYERGEE MY - fERR S E i
pidg - EEEIE— T E e HEEE T - SEE D EalaE TS s
LRI - fE—LEreid - E(LEIREES h LT AT4HEC BR4H ¢ [(SPhos)PA(J& Y
E)ICF3S0s ~ [(SPhos)Pd(J&NZ)ICH3CO: ~ [(SPhos)Pd(J&NAS)INO;
[(SPhos)Pd(}# PN &)CI] ~ [(SPhos)Pd(E2 ZE5)CI] ~ [(SPhos)PA(f# PN E)1PFs Kz
[(SPhos)Pd(J# N &)ICF:CO; o fE—{EREEEH - LKy [(SPhos)PA(JHPN
F)CF5S0; »

[0061] #fEALEIEUEAY) 170 2 E&IER470.001:1 ~ £70.0015:1 ~ 4y
0.002:1 ~ 29 0.0025:1 ~ £ 0.003:1 ~ 27 0.004:1 ~ £70.0045:1 ~ £ 0.005:1 ~ &Y
0.006:1 ~ €9 0.007:1 ~ 29 0.008:1 ~ 29 0.009:1 =47 0.01:1 » DL B HABE 7 {F{q]
HE - SEW4Y 0.001:1 £450.01:1 ~ 290.001: 1 £/~ 0.05:1 ~ £90.001:1 =2
0.0045:1 ~ 5¢&Y 0.001:1 £%70.003:1

[0062] fE—ibRetid - RER ST A - £ — S ek
B KsPO4 5¢ KoHPO, ©

[0063]) FE—Lbfefid » KIEREYIAR G0 E - TEEEKEED
—FEAIA S IR E HAVIEE T AR » ZA b HAHp s HAHRY, - JFE T
ARIBELKAYESTEEL £54Y 1:0.05 ~ &9 1:0.1 ~ €9 1:0.5 ~ 49 1:1 ~ &9 1:1.5 Be&Y 1:2 »
DA E Hopfb i > (R & - 554049 1:0.05 249 1:2 » 5049 1:0.1 £ 1:1 < {f—
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R EERAF - IFEFUIERI AR - AL - SRR AR RS
T8l SEW AR CLeli sl Cali VRS - £ —EEHHIF » B5h ik
BENFE A Ol - E—SRFERGET  BERGEE KRG N 228
Ik LB LG » BA FH/K R OB CFE4ERK » BCH7K B OBk ZFE4ERK - fE—
LRt RIERESYIHHVAE 2SRRI LEY) 170 HEEALER A LUVNA
20:1 L/kg ~ 4 5:1 L/kg ~ 49 7.5:1 L/kg ~ 47 10:1 L/kg ~ 47 12.5:1 L/kg ~ £ 15:1

it

5

I

L/kg ~ £920:1 L/kg ~ 49 25:1 L/kg ~ 5049 30:1 L/kg » K HEE - 254049 5:1 LY
30:1 L/kg ~ 49 5:1 £4920:1 L/kg ~ 49 5:1 £4915:1 L/kg ~ 5049 7.5:1 £4912.5:1
L/kg o FERELE ] F - tHER(E R H A SR 2410 - (EREE Kl GE
WM LB HBH ARG B2 SEYEFRSEREIVEEERE - F—L5%
B+ - JEEABRFUKAVEER BEY 1:0.1 247 1:1 » B(4Y 1:0.1 £4Y 1:0.8 » 5
%9 1:0.1 £491:0.5 » 549 1:0.1 £4J1:0.3

[0064] Fr—LEmefd - EE(LE]S [(SPhos)PA(Ji PN AE)ICFsSO; » 7T %1
GEREE LR LBERK » Kb 2/ ZBE/KayeErb B4 1:0.1 247 11 &
WE1:0.3) - HEfiELAS (boronate) R A DL TN 4ERE 2 4.4,5,5-TUFHEL-1,3,2- 5%

IR -
Me  O-~g~ QZ‘:
Me>§r‘5
Me Me o
[0065]) fE—EFHEHEIF > ANERIEEY) 190 BV ERTE REiley
40°C ~ FHINEY 50°C ~ FIEY 60°C ~ SiA4Y 70°C > B/ MA4Y 40°C 245 80°C 2
]~ FMAEY 50°C 24 80°C ZfE ~ 1A%y 60°C 24 80°C i ~ /A4 65°C

& 75°C ZfH > R 60°C > ByEy 70°C BiR&y 80°C » AE—EEFHERIT - &2

3
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SRS R5% 70°C o fE—LLFhifl - AR ARGE S LB ABERIK - 1 HERLY
70°C ZJBE -

[0066] E(LE&Y) 170 ZEITE% BME F&EH HPLC) /Y 2 ~ /A 1~ /WA
0.5 B/NA 0.1 BF » W] DA A IETERL « (E—SEHfIH - & 170 2 EiE% BE
(F&rH HPLC) /72 0.5 A BRI - SRR ESERK o RESERHR T a] LLAEY 1
/INEE ~ 49 2 /NBE S &9 3N S &Y 4 /NERE ~ &5 /NEE - 49 6 /N - &9 7 /B S &
8 /INEF ~ 499 /INEF ~ &9 10 /NEF ~ &9 11 /NEFERAY 12 /N « fE—BbRERE » [
SERKERF BT B/ N 5 /INEE » BEAI/INY 2 /NBFER NS 3 /NBF o FE— SR 0
FERF R R4T 1 /NIFECET 2 /NG

[0067] A ZHamoRe » AT 2 AR 247 ~ (LA RO RERV4E
GO EE L HAAR & B R AT S ERSE o a0 fE— SR E e - AR A
G EEBEC AT R D —(ESE-hRsE  $EAD PRERT LR - BE/K s GE
IMEST T2 55N LB ZH8) HUEE 241 & 47 60°C 24 80°C (&1 MALY
65°C 24 75°C Z[E] » 5%y 70°C) HY S M RIEHYAR & ] E B E HE FaHYRFE N
GEAV/INTS 5 /INEF ~ /NS 3 /INEFE/ NS 2 /NS DARE SRS ~ DI RAVFEE B¢
W& ARG 190 S HE -

[0068] TEAZEHRRT—LARES » EALEGY) 190 ST EEY) - %
I REY) - GBREYEE) WA E— P e — S EALT R - £—25%
G - Z—ERS AT REE RS ITOKMRNR - BIm KM%
W BETOKMEAENR - R E G+ - Z—ERS AP BREEKEN-2
s ERERE I ol - AR KRR - SRR /KRN - TERE a4 - BFES
SMVERAL R - EAIEIE -

[0069]) fr—iepbiEasiET - LA EEYRE S YIRS 24y
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FAEHEE) T 8L N- ZFRE-L-F R BE R £ 4 3 wt.% ~ £ 5.5 wt.% ~ 4 6 wt.%
BEY 9 wt.% R HEHE - FEU4Y 3 wt.% 479 wt.% 7K M N-ZBgAS-L- Rt
fe e ff o N-ZBRE-L-FRE IR B L&Y 190 (YR EEr LUR4T 1:5 247 1:25
B 1:10 224 1:20 » BG&Y 115 © KM N-ZBAS-L-FEREREEE RS IR (G4 3

wt.% 2] 9 wt.% HI/KME N- ZERE-L-ERREER) BU LAY 190 EERVEEFRTTLL
&) 1 L/kg ~ #92 L /kg 204 3 L/kg RRH#HIE - #0491 Likg 247 3 Likg » 181
FKHE N-CBE-L-E IR BRI, 2 1% - fE— S EHBIF - fRE T RIS
AT o SIMTATRAR TSP e R R 2 A RAE - BlIEsy
FEIEFENLB AR - £—SEHAF - SIMIAREEIFLEY) 190 (VEE
EEREY 1:3 24T 101 > B0EY 1:2 249 1:1 0 204 1:2.5 « KM ileEa vk
&) 190 2 HME - AP EIE AR S 0F - Hoiss R
BE) 3 wWt.% BEY T wt.% 0 BiAY Swt.% o AL —UEEHEEIT o 5 BhREE SR

(NaHCO3) » fEHELEEREHI T BamRisEEUEEY) 190 EEMELAR LY
0.5 L/kg ~ &1 1/kg ~ &9 1.5 L/kg ~ 492 L/kg 504 2.5 L/ikg R HAE » 5354149 0.5
L/kg 247 2.5 L/kg - {EARRERF » DB KMERE W ES S (L&Y 190 2 Ak
J& - E—EETHHT - BEEEY 190 2 AHRE T LIS SRS > &
AR - HE—EEHEFIF - BEa(EEY 190 2 AHEAREIE TEUKEH - £
HEL BRI  KEEREE LAY 190 B EAYEERTT LAY 0.5 Lkg ~ £9 1

L/kg ~ €92 L/g ~ €93 L/kg ~ BG&Y 4 L/kg BCHE#E - 554047 0.5 Lkg £494

L/kg ~ 504y 1 L/kg £49 3 L/kg ~ 847 2 L/kg - fEHERRERER T - B /KMEIGUL
ERELEY 190 ZAKE - ff—wmigEd  JPIEESELEY 190 2 FH
We/g AV — B BUE M SRR SR SRR S SE RS M E R AR
M SRR BINEE B S L B BRI © (R E G - EELEY)
190 2 I7 RS EIEY) - i RAEY) - G REYEE - W HBMEEY 190 2 &
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TRV IR EEE R/ BEER B R LIAEEH L&) 190 ZITRe Y] - e 2ig
V)~ RV EEHET
[0070] (L&) 190 AIRLIRN A i FE Y E S VIEie K B 1R B P BRHY
2 be?) 190 Z AR ol - 5% 77 #En] PLELFE B — (W s (FIERIs
7R N BEE R B o AL SRR T > FTURRVRE SRS 190 ZHATREHT
LIGE BRI Ge S B TR - Horpa] DRI EE T M B SR Ry A S i AT
A E AR - AE— SRR M E YA RIAEE o £ — SR ERRES
o SMEE AR R LB o AL — SRR T > PR n] DURE 1 HL 22 2R A
BB E(EEY) 190 ZERPIRIRETRARSERK > i H AT DU E T A R
YL E(EEY) 190 ZBGHR B0 - Al DURRMEE AR L 1:6 »
4~ 1:3 B¢ 1:2 s 2R (f#E&E - 35401:6 £ 11 ~ B 1:5 & 14 ~ 3 1:4.5
R VEV RIS EEY) 190 ZR8HR o A —SEEAIT - s AR RIRRTR
PUEEY) 190 EERAIELHF A&7 20 L/kg ~ 15 L/kg ~ 10 Likg ~ 5 Likg B(EL A 2 #3
» SHANZY 20 L/kg 249 5 L/kg ~ B4 15 L/kg 249 5 L/kg > 2 R4 10 Likg -
S EE AT R E AR R RS b aY) 190 ZRERET
{ERUBERRE R AT ke (£GP 19047 20 249 5 LFH] ~ 50& ke (EEP) 19047 8
EE 12 LEE] - LIRS 190 ZMREER - A0ASCRTHL » &Mk 2R &)
AIAE L AR B © (b2 (b 190 BYZRIRARTR A] LURS iz gk b
ZERVHVRSHE © sEUIEE kg (EEP) 190473 2L 13 L~ 43 £4TL ~ £ 6 £LY
10 L 86y 7 289 9 LK - BMEE TMER (L) Mike Koz si D B n] DL —
TEER - AL —LEHEHIF - MR T AR R P B R T — e
- BEIEHE IFE T IERIEYEE/INN 10% wiw ~ BN 8% wiw ~ B/ NFL
6% wiw ~ B/INFY 4% wiw o AE—EEEFERIT > AL A E SR EELEY)
190 = jzﬁﬁ%’“ﬁ%% RATEREY) - GRERBYEEGS o P > &5 AL
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B A AT 2 AR SR KB EP BR © AP EEY) 190 ZFiRUL Al > 3540
RAVERFY 25°C > DIEEEAE 2 EEY) 190 &8, - A —SFHAIT - ROER<
A& 70°C 249 80°C - FEANLY 75°C » AR /LANFIKY 0°C 247 10°C > EAIKY
5°C - AJERAEAE 2 AEEY) 190 ke R HBIEEEE L - WEZELISE]
a2 {EEY) 190 RIS ECOTREEY) - LM REY) - L8RV
o FE—EERHIT o (EEY) 190 ZIERIBAEEY) 190 Z GBS L (e sS
o AE—EEE RG> AR AR BRI (B0 - (EREZle 2 e
AR RRZERZ BRS  BEEE/ NN 5% BUNIY 1% FERIRISERR) o AL E B
o AEEY) 190 ZIEIRAREEY) 190 1HE FMER - 2 03 Riie DU e ik as
o AEESIERE RS T - BFRE S EEY 2.5% 289 10% > BUZEE
RTEY 5% 24 8% KL= 190 fEE TMER] GENRE > PINLEE) T Z/EK -
HEFREEHET - TERFRAEL) 70°C 247 80°C » 5540 75°C ZIREMTE - A&
R R B 24T 0°C 247 10°C - 3840y 5°C » LUEAE R - AL —EE b
o RS LA IEIRARFE RV S NG ~ 20 T NS ~ 2D 9 /NEF ~ 2D 11
PSR BIA0 S 2 15 /N2 > 28 s leinRe o RIS HAE e B O U ER 1B
) 190 FEgl A2 Cra B R/EKENR - £ —SE I AReE Tt - 88 o] LIFES -
KA (B0 > DA 121 v/ BESR) SR - 2RI R IER © AE—Sel b RREEe T - IR
HEE - SRR ZALEY) 190 BAG rT DL EZE THakR - BT 30°C 24 70°C
(FEAEY 35°C £4Y 65°C » B(&y 45°C 247 55°C) LImfE K&y 2 £ 10 ZE (mbar)
L EZE T HALE o

[0071] EFMEEY 170 - (L&Y 190 siH TS RREY) &M EEY) - 4
BREBYEEERBE/D 80% ~ £V 85% ~ £/V 90% £V 95%  f£—1E
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£/ 99 miE% ~ £/ 99.5 g% ~ £/V 99.6 EE% ~ £/ 99.7 mig% - £/
99.8 Hfa% 2%/ 99.9 Hfg% - A —ELEHEHIF - (be) 190 BTG A
Yy~ STEREY) - BRREYEEINGERED 98.5% wiw ~ 2£/D 99% wiw
2V 99.5% wiw » ATNFTHL > AFEMRIE AR EE L HPLC J3/ARTHIE » %
EAFEITE R R/INA 0.15 EfE% ~ /N 0.1 TEIfE% ~ /N 0.05 HfE% > S¢E R
AN o AE— SRR > A0 AT - R E RS E R/ NY 0.29% wiw
/N 0.25% wiw > BN 0.2% wiw 0 BN 0.15% wiw > BN 0.1% wiw e
g H T 4 NRTIk - 0FErD HPLC ARl E > B RERENE 28R
/INFY 0.3 HFER ~ /NFL 0.25 A% ~ /Y 0.2 EIFE% ~ /N7Y 0.15 HfE% ~ /MY
0.1 EHR% ~ /N~ 0.05 EfE% > A8 0.05 EfE% @ s Al =] » fE &
B - (ERREATEFE < HPLC AR EfE % ©

[0072] AHERSCRIATTEEE Z [ Pd(dppHCL BRIV L ZSE - A48
Fa L BAEZSENEEY) 170 B 181 (Ra LUEE(EEY) 190 R IS /YIS
M o AHEeRTATEEE L&Y 1 mol% WY EEE > WSHEIEER > EiNbaed
170 > E{EHI S E HEKEL 0.1 mol% B¢&Y 0.2 mol% (0.001 &&= Y 0.002 &
B) - WENE(EE ARG EAEEER L EREEVFEERMEER: - QAT
FEEBIFERIA - B4 - AL —EEHMT - AL ARG - ERbae? 170
{Ea? 190 YEFR R ZE/V 90% E/093% : H_FRMESE/ ML 0.15 HiR
%o > BN 0.1 EHRE% > B AR « (54T BOER LR GUIESA I
Iz R R 2 B R EOCH ] DU AHEE NS LU > 380 E (R AR
100 g ZHELERRE 170 B - 5540270 100 g ~ £/ 250¢ - £/ 500 g ~ 70 750
g~ /0 kg iE /D 2kg ZAbEW) 170 - fLehipTal Z AR EA L&) 190 2
FAT - IR GEA 50 g £ 0.75 ke 4Rt 170) EEBIER.Z(EEY) 190
HYEE R - (N - AEFEEREE T - ERABCAILEREEY) 190 (Blan - =/
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1 kg » 5{%/) Ske » 5% /) 50kg » BKE/ 100 kg » BvZE /D 150 kg » (49 175
» B0 160 2 185 kg) B » ASCFTitE (LR GTA M EE S ER ZALEY)
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WA AT BB 24 AR 2 R E RS B a7k IR E R ARy
B 2 PRI E S0 EM: o B EAAERR e 240 - (EREEK
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HEERNERESEIVFEE - B0WE o AN HEGYeRi Tk - A
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A~ AR R apHAH S - TR RS - PR AE4Y 99.8 HTE% (HPLC) E&
NESINEEY) 190 24 - FEECUERNEERE . AMELRGEERDHE
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\N / .\ \N /
NH N " NH
\N N \/ o — T N\=0
o} N\
N T
0\ — N N Y w AN
N
7N o Nj OH o Nj
N /N
/N
..... C Y _
|
ol A L3
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[0074] TRETRICAIEEZ KAEH  BIERFRIREMLEY) 190
MR (EAMEER HPLC AT ES -
ME pArz I (W) AZER L RER
TS |03 2805 wwh | RIEAE]
SRR | RIEHIE] RAEHIE]
el =L 0.3 HiE% =24 0.06 TR %

[0075]) FEHA SRt 2 J30k » ASCRT 2 (L 247 ~ ELEEE 2 AR %4
KRS 2 R EREEG AR T —R N EHE (AE— i 24
&) BB 190 WESRE s (CHAARKIER) - BREEHE (EEE—
BRI E R T) - AN RIERER - DURELeRiFTRII R IE
R P B A

[0076] ASCHE—FHRALEELEY) 190 IR REY) - %o Rk
V)~ HERBEYEEBNAERNY)  HEESEE - IRERYrTaEs i 2
71> 98.5 wiw% ~ Z/099.0 wiw% ~ %71 99.3 wiw% ~ E/D 99.5 wiw% B %)
99.7 wiw% HLG1) 190 ECHITAS RIBY) - %[ RIEY) - H2REYEE - 15
—ELE NG - FH HPLC » SHpkI B % /D 99 HE% ~ £/ 99.5 HiE% ~ &
71> 99.6 HITE% ~ Z2/) 99.7 HfE% ~ Z/V 99.8 HiE% 5% /) 99.9 HiE% iILE
P 190 @ifE - fE—ELFHEEIH - EFMEE190 - ARk EA/INA 0.15 FEifE
% ~ /NFA 0.10 HTE% ~ /N7A 0.05 HE% BRI —EiegEaE s AR
INFA 0.29% wiw ~ /INFY 0.25% wiw ~ /NS 0.2% wiw ~ /NS 0.15% wiw BN

0.1% wiw By _ZFiE o E  HPh _ERMEEAALITEE
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Z N
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[0077]) FAE—EEHAIF > BErMEE) 190 - dHEIEA/NA 0.35 EiE
% ~ /INFY 0.30 EHIFE% ~ /INY 0.25 EHIfE% ~ /Ny 0.20 HFE% ~ /N7Y 0.15 HfE% -
/NP 0.1 THIFE% ~ /NFY 0.05 HFE% ~ A KA 0.05 HiE% 34 o] {5 R ES K FkE

EZ\ AN NN =R

Goa R o HI R MR B LU

Me
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N NH
4
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_ ™ N‘Me - ™ N\Me
\N / OH ?Q / 0
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¥ //
MeMe MeMe
A & fir o
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ke ~ /0 25kg ~ ©/1 50ke ~ £/0 75kg ~ E/0 100 kg ~ B0 125kg ~ B0 150

kg > BCE/D 175 kg BEEP 190 - Bil40 > 715 1 2 200 kg 2] ~ it 5 &

100 kg Z[H] ~ BfpL 50 % 200 kg ZfEE /157 100 £ 200 kg ZEHUEED)
190 -

C263833PA . docx

5532 B o 4 146 H(BIHRHE)

113109266 FEESE A0101 1132013152-0



1869230

[0079] FHHEEERHWFIF » EELEY) 190 Z1IieBEY) - & 2
Y~ HSSBEEYECEE A BRI ESY 190 2 2 THY 2 EREREER R /EEE R B,
Z LS EEY) 190 Z IR EEY) - & By - SRy sEEHT -
TEEH7200 = %
[0080] (L&) 200 GUEITAEEREY) « & EiEY) - G EBEYEED) 1¢
BELEY) 190 G EREY) - & EiEY) - G 8 EEYEE) - 2% -
Wi SO 3 K ER SR o B K ER S YINEL ES ) 190 2 B8
BRI R E e (b EY) 200 BNRIEEYNESY) - W0 SC—A M
e o
O ey
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OH 0]
/N /N/\ =
= N N.
N Ny l\\ Me
O N_ =~

200

[0081] fE—ibfEfEF » {E&) 200 TTLIRIEE 6 Ao JiABH -

[0082] fE—ibREfET » IBRHAEES Cia 5 - B SERINEE - fE—EE557E
REET  BEI RIFE TMAH o 5500 THF ~ HE =41 T A flitsl 2-Me-THF - &
BIRSEELEY) 190 EEEARYEERETLLRAEY 2:1 L/kg ~ 49 3:1 L/kg ~ €9 4:1 L/kg ~
#95:1L/Kkg~4y6:1L/kg ~4J7:1L/Kkg -~ &J8:1L/kg~%J9:1L/kg ~&J10:1L/kg
K EHRE - EA04Y 2:1 249 10:1 L/ kg ~ 504y 4:1 £47 8:1 Likg - f£ 88K
d o OEBI £ S THF iR - £ —SEBE T - KBRSV i Ry
ip > SRR BEARY) - A—EHERET - EREL - P LEY)
190 By EEEE AL 0.1:1 ~ £90.2:1 ~ £90.3:1 ~ £90.4:1 ~ £90.5:1 ~ £90.6:1 ~ &

1~ 490.8:1 549 0.9:1 R H&E > 354047 0.1:1 49 0.9:1 547 0.3:1 £y

0.7:1 - {ESFEREEEF 2 E—FF » BFRBEWASHIFERTIL o fE—EFFERERR
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o BIRE AWM S o BREEEEEY) 190 (VEEEEREY0.1:1 - €7 0.2:1 -
#90.3:1 ~2504:1 ~4905:1~490.6:1 ~290.7:1 ~ 490.8:1 5475 0.9:1 &xH&p
B4 0101 549 0.9:1 4 0.2:1 B4 0.8:1 « {5 LRI - i BB
P& LARIRG ~ BOK0ER ~ Bl S0P =URITEIR E R &Y » fE—LE
F o i R R RGN - e A E e - KGR0 - fF—5F
TEfIF - g KB FEE G RINE R R EYF » IOl BKIEREEY) - 5
g o mr R FEERYEEIE 547 0.5:1 2 0.5:2 » EX0£7 0.5:1.25 &
0.5:1.75 » %04y 0.5:1.57 -

[0083] AIREELEY) 200 YK HERTE &t f4Y 20°C ~ €9 25°C ~ &5
30°C ~ 49 35°C ~ 49 40°C ~ € 45°C ~ 49 50°C ~ 49 55°C 5(%y 60°C - ‘B{E&Y)
200 2 HFE% JRFE GEH HPLC) /Nt 2 ~ /INFY 1~ /N7Y 0.5 B/ Nt 0.1 B » B 2L
oy S ESERY, © AE—LERef Tt » FMESERFE A LARy 0.5 /NEF ~ 17N ~ 2 /)
HF ~ 4 /NI ~ 6 /NIFECE & © (B&EY) 200 SRHEIVER B E /D 60% ~ /0
70% ~ 2/ 80% ~ £/ 85% ~ £/ 90% ~ £V 91% ~ £V 9R2% ~ £V 93% ~ £
/1> 94% B/ 95% - W HAEE&Y) 200 24 G5 HPLC) B Z/) 99 HIfE%
Z/099.5 HFE% ~ £/ 99.9 EfE% 5¢ 100 FHf&E% o (£ —SEHHT - (&Y
200 BCHEIHER B2 /D 90% » W HEE GFEh HPLC) K2/ 99.9 HiE% -

[0084]) fr—ibEfEdh - {L&4 200 TILATE K HEEY R S8l - 41—
PR ARREE T - (L&Y 200 BT LAFE R 35 R MEE YR &) Blisst 10 i i
(B0 - el G 2 AKERES - BUEmIREEEE AL (JRE HaPOs) Z /KB
RS AT HE - AT~ FHPIF - KIS R L&Y 200 EEHY
EER B4 0.5 L 28 2L BYF kg (L&) 20047 10 HE % £4 25 HE % KM
Bl (Flanmhle — SoH el S ) AR - L—EE AT - RS RELY
15°C £47 50°C 2R » 554147 20°C » B4y 30°C » B4 40°C 1T - srHEKME
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I WEEERPEE(LEY) 200 2 AikE - BE(LaY) 200 2 AE ] IR
B REM R o 7] DU E(LEY) 200 Z A -

[0085]) FrH /A &IFE FHIAR (FI40 - THF) By—LEReiEs - JEK
O ZEEE L) 2 24 4 Likg A1) 200 AYREHE - o] DURFEEAAR] - 5540 Cig I
(B0 - HHES) IAINEIE A B 2 R - HEERSTE gy 6 247 8 Likg (L&)
200 o fE—EEREEEH > TTLURIILY 0.2 24 0.8 EE% HY{EE1Y) 200 FIEL R
BEY) - LIZEENREVILURRETRRV 20 1 Likg (E&Y) 200 - f304y 2
L/kg ~ 493 L/kg - £94L/kg ~ 495 LL/kg ~ 496 L/ kg ~ 497 L/kg 504y 8 L/kg 1T
—EEEERE T BRI AAE /D 40°C - 4047 45°C ~ €9 50°C ~ £ 55°C ~ 4
40°C =¢4y 65°C ZoREEALE/D— /NI » G504 1 /NEF ~ 49 2 /NF ~ 49 3 /NIF
&Y 4 /NI o T EORER 2 (EE ) 200 AR SYAED - sEUS A 2R 20°C
AR AE A8 7 SR isE S b &) 200 98K - (F—SEhEfh - SEEE LA
TEZE B < FIBRIGTERK © SER AT LAZAL— Rl - 3E04Y 30 7088 ~ 49 1 /N »
& 2 /NEF ~ 49 3 /NIFEEY 4 /N o RIDURIBUER(LED) 200 FESILEALE - 82
o] L&t AT B2 AR M RASVE (P40 » &R ECER) NMERIU4Y 30°C -
49 35°C ~ 45 40°C ~ 4 45°C ~ 4 50°C ~ 4 55°C 54 60°C 7 3B FE (T 2 DIk
HISE & 2 VARIRVRFE » SEU04T 6 /NEF ~ 49 12 /]NB ~ &9 18 /NIF ~ &9 24 /NIFER,
LSRN

[0086] Fr—ibfefid » &b (baY) 200 SRS A e 4 b BR
GEE o AL —ERIEEERRE T > (BEW200 T LI Cia B2 (B0 - £4F%) DAY 1 Likg
&7 10 L/kg 20 1 L/kg £49 5 L/kg 504y 4 L/kg £47 10 L/kg (&Y 6 Likg £4Y
8 L/kg MYEZRSTEBU L&) 200 EEAVEEAR H DALY 1 Likg 2247 5 L/kg 5047 1.5
L/kg 247 3.5 L/kg BYHZREEREBUESY) 200 EE0VEERERE TS0 - 7 DUE
ERE PR SYIINEL - SEUINNELELY 65 247 85°C » IR HEEESRAR - /4
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B EEIR A FEIABIEET 60°C 247 70°C » B4 65°C £4Y 75°C » i
SYMNIEE R iE S O o fE—SEHfT - &A1 2 ERE el S MIEE S OF
BIanE Sy S5 MBE G OF » (ERER HARRYEE AR F4T 90:10 ~ B&Y 80:20 ~ Hi&Y
70:30 SHEH N 2 AF{]#iE - ABRINEE - fENL 05 BEED B4 EER >
05 EED B3 EED » K05 EED £49 1.5 EED WEEY) 200 &
& DUPEEER - —SEHflH » (RINEEELNINRTE 2 i — 0 2 als

& o BN BRAIREETES G - NSNS - F5U14Y 0.5 wt%
2874 wt% ~ 5049 0.5 wt.% 24y 3 wt.% ~ 5045 0.5 wt.% 24 1.5wt. %t {EEY)
200 FAEEGF - DUPEEER © A& LI&Y 5 Likg 247 25 Lkg 5i& 10 Likg £47 20

L/kg HEFRSfa b &) 200 EEMEERARSHf - f£E—BxT - UK T#

F 2t sERAIEE -5 B4y 15°C » WLbrFF 2D 15 o0 ~ £/ 30 788 ~ £
D LN~ /0 2N~ B0 4NV 8 /N > DUE(E S 200 &5 - 1E

—EEEHHI > LGS B BR L&A R — T REMER > SR T e
24 30°C 247 50°C - 3(&y 35°C £4Y50°C » friF2/D 15 7788 - B2/ 30 73
## 0 B eV 1L/NES > RIS AIZELY -5 289 15°C > ALArFFEUE(EEP) 200
&hdm o A LAGEAIRE AR B DU R SRS LB - IR MEE AT ER
72 N F N2 WOmAE4Y 40 2247 60°C gzl /b 4 /NEF ~ 270 8 /Ny ~ 227D 12 /]y

B /b 20 /NG - DLE A B2 (beP) 200 -

1Laty 141 = 2

[0087] 1rAtass s —LEfetith - (L&Y 141 R[DIRIE LT R 7 Z ¢
{E&Y) 140 s
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\/ | S LT LN &
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140 »

[0088] AIMNEUE({LEY) 141 2 AEEEHREELEY) 140 ~ BETE
fELE ~ S REEARIEREY) - AA—SLEHEIF - ZEEE T TPE
(b et 140 DL EEHRAR FoK 2 BRI EESY) © I HAESHIEL T
(B e REYPLEE B (LR - DUPREELEY 141 ZEYNRS
Y o

[0089] (L& 141 v LAt R BB R B R B T AE A -

[0090) FE—LLFhwf+ - #@E-CBECE AR e — =S HEE B
AR - S B S AR B B a — R i 55 ME 7y - s — TR AEd FiR e
B EEE - EBAELY - BRRERRIHEREE - A —EEAI - —fE
B AE S BB E I Pd ~ Pt ~ Co ~ Ra J& Ni FTéHR < BF2H - 28 B (LA
£ SE ] PA/C ~ Sponge-Ni (ELA] 1% Ra-Ni) + Ra-Co + PYV@C J Beller #If:

)

(B » 2540 Co@Chitin ~ Ni-phen@8iO; 5% Ni-phen @TiO, « £f —LELEERED » fi
(B &9 358 & Ra-Ni ~ Ra-Co ~ PYV@C & Beller BU{E(LH] » 2540

Co@Chitin ~ Ni-phen@SiO; 5% Ni-phen@TiO, « £ —EEHERET » fi( L &5
&5 Pd/C - Sponge-Ni (LETLLAI#E Ra-Ni) » PYV@C ~ Co@Chitin J Ni-
phen@TiO; - fE—{EEE T » (LK PUYV@C - PYV@C (B E 2 » BHE{ThKk
RV RSN IR ETRE R Pt-VIC B PYVIC - fE—SEhafl+ - ZE{CRIRRHtE
B ET - E—EHEHIF o E{EEESE Pd ~ Pt~ AlECC > BCHA R[4 E » 55
WHLE Pd B Pt LUK A1EG C - {E—EF M - fE(LE] R PA/ALO; »

Pt/A1,Os ~ Pd/C 5 Pt/C - L —LFfa I+ » E{LEEE Pd K Al - Hl40 5
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Pd/ALO; © ARSI A BRTAD > (AL (LRI E 8= - Bl - Ak
A DR A T @ ) FRREE UEER T/ RS TREES - B
Pt/V@C JRaf$5{ B Pt/V/C B¢ Pt-V/C ; Pd/C 1]#5{X B Pd@C ; Co@Chitin ~ Ni-
phen@Si0; Kz Ni-phen @TiO, 71 E] 53 gl FE{ & Co/Chitin ~ Ni-phen/SiO;
% Ni-phen/TiO, + {{KILAHE

[0091]) fE—d&haflF - ZE(ERIANESE BRI AT - FHE
Em BN R TRV (L B DUR B0 SR e PR BT E (B A ERIRIIE = - BIE L
AR LLEfE R FRE D& e - s dE EREEREEEE LI - &
A EIRSEES 1 LRI TR S YIRY ~ AR IRAYECER B HVEES - B
EsHE (B0 - ERESYRIREHED) o A —SEHEAT - BE(brIEERE
SRR S (CSM) 3438 - A DAEH —FHs S fE IEAREES - f140 > AJ LA
P L 2 EE R R B (BB 3D FIEIHL ARy AR Bt CSM -

[0092] Beller RUE(LHE{Z AR F EAIE - 25 > 140 : Formenti, D.
Z A » T A State-of-the-Art Heterogeneous Catalyst for Efficient and General Nitrile
Hydrogenation ; > Chem. Eur. J. 2020, 26, 15589 ; Sahoo, B., Z£ A+ ' Biomass-
Derived Catalysts for Selective Hydrogenation of Nitroarenes | » ChemSusChem
2017, 10, 3035 ; K Bachmann, S., Z A > " Nitrogen containing biopolymer-based
Catalysts, a Process for their Preparation and Uses thereof | > W02018/114777 - it
FEH R E AR - BRI LIS B EZET 1 wt.% ~ 2 wt.% ~ €93
wt.% ~ 24 wt.% ~ &5 wt.% ~ 6 wt.% ~ 457 wt.% ~ & 8 wt.% ~ 2 9 wt.% -~
)10 wt.% ~ 29 11 wt.% ~ 29 12 wt.% ~ 8 13 wt.% ~ 25 14 wt.% ~ 4 15 wt.% -~
& 20 wt.% B¢ 25 wt.% » f 5 HAREE 2 EHE - 55108 1 wt.% 247 25 wt.%
&1 wt.% 28915 wt.% ~ {8 2 wt.% 249 10 wt.% = =i EEDE - {£—LRE
B > Ni Kz Coff b a] A& i1 447 0.5 mol% ~ 1 mol% ~ 1.5 mol% ~ 2

C263833PA.docx 55 38 F - 3t 146 H(EEEARIHE)

113109266 FEESE A0101 1132013152-0



1869230

mol% ~ 2.5 mol% ~ 3 mol% ~ 3.5 mol% ~ 4 mol% ~ 4.5 mol% ~ 5 mol% -~ 6

mol% ~ 7 mol% ~ 8 mol% ~ 9 mol% B\, 10 mol% - J; B H A E 2 (Ffa&E » sH
&J0.5 mol% 2%y 10 mol% ~ &y 1 mol% £ 4 7 mol% ~ B4 2 mol% £ % 5 mol%
SENEEDE - BECBIELE S HLY 0.1 wt.% ~ £90.5 wt.% ~ 49 1
wt.% ~ &2 wt.% ~ 83 wt.% ~ 94 wt.% ~ &5 wt.% ~ £J6 wt.% ~ &7 wt. % -
&) 8 wt.% ~ &9 wt.% BEY 10 wt.% » J S HAEE AR AF0E - 554047 0.1 wt.%
ZHI10wt.% ~ 89 0.1 wt.% E&Y 5 wt.% ~ 4 1 wt.% £4Y 5 wt.% ~ 34 2 wt.%
&4 wt.%  1£ Ni F Co fE(ERIHVIEIL T » H(EE R4 0.5 mol% ~ & 1

mol% ~ £ 1.5 mol% ~ &2 mol% ~ £ 2.5 mol% ~ 4y 3 mol% ~ 4y 3.5 mol% ~ &J 4
mol% ~ & 5 mol% ~ & 6 mol% B¢ 7 mol% » ¢ B HiEE Z (Em[#E » 55404y
0.5 mol% %47 mol% ~ &J 1 mol% £4Y 5 mol% ~ 5¢&Y 2 mol% £4J 4 mol% °
AR E(LEIR - wt% aJLIFEURBILEZ EE - sfWaA — &KL H ERoe e
HZERHV (LR - B0 - fE(LEIEE Pt-V@C K Pd/C - A0S HERHIKE - HIAE
SHEEEFTE 50% 0K » BEZEEFTITNEGY 50% ££J 70% Z[EHI/K » 5540
HEEFTE 60% £4 65% 097K - HIL - AE—EEhHF - /E Rl - R
B 2% wiw fE{ER S o] U ER 2 (ERHY4Y 0.76% wiw © 1£—L &
Bl E(ERIEEE 5L 0.5% wiw 28 1% wiw BFZECE] o EHA & H]
> wt% LR EzE(ERIEVEE © f140 Beller ZUAELER H EHaLEHY - 2K
mol% fE(UfE (L ZH & - BUKEEME -

[0093]) fE—ibRefd - IEEHAEE B IRmMIEHE] ~ eI R E oA K
fiMEE AR - fE—hReikt » ABIREERE - B - B - HE - & HE -
KEHAE - A —LRefET - AR R (EERIRED) - BERHAS - f£—
EoRefRh o ARMAREEE R - A8 - ZINEE - K - % - THF K Me-

THF - 7J<&ﬁ HE o fE—eikd » BRI FEEEKRILER - fE—0mRekk
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Ho AR EEE S THF » TEESHERHE » siE3EEE THF FoK » 5
FEEIFE A &K R IARIRRREE T - ARIBUKHIRSTEEE K4 50:1 ~ 49
40:1 ~ €9 30:1 ~ £920:1 ~ €9 10:1 ~ &9 1:1 » R 5 HEEE 2 (EA[HE - 55047 11
F4750:1 ~ €7 10:1 247 40:1 ~ 347 10:1 247 30:1 « ERF 5 T A EWTE
AHAT (B0 - B R HER) iVAH A - BRI 2 SRy EsfEtL & &4 10:1 -
#95:1~293:1 4921 ~891:1~491:2~491:3 29 1:58(%9 1:10 - {f—LbHERE
o BEIEEEE THF » a0 - A EREEA EAERILER (I - 727
BEEREBURI « AF—SEHH T - aJREFAEK o Il - & (E FF A G R Al
REGHZIERE(EEIT - B2 A BEAIEZHVK - el LEREDERYK - 1F
FEEEHGIF - BT AR R EEIEK S - SRR EEEOR IS SMYK o
R (L RIFE R < 78 B VKAV AL T RE I E L R EE AR 3 4R « (i —EE i
o @EKZHNNERGREREY T - B8] DHER ERRREIE 47K - Bl
FEREERIR 77T o fEHAME R BIF - SAMY/KR] UERE R G+ - fil
TEF LR BRI AT - BRRREELEY) 140 EEAYEER REY 3:1
L/kg ~ 49 5:1 L/kg ~ 9 10:1 L/kg ~ 49 15:1 L/kg 5¢&Y 20:1 L/ kg & H#&F > 540
493:1 £4920:1 L/kg ~ & 3:1 247 10:1 L/kg ~ &) 4:1 £4y6:1 Likg . B
wt.% 5t - (L&Y 140 {ERER ST HYRE St B4 5 wt.% ~ 49 10 wt.%
2915 wt.% ~ 2920 wt.% ~ 2 25 wt.% ~ 2 30 wt.% B¢ 35 wt.% » [ EHHREE T
Al - EEWLY 5 wt.% £4Y 35 wt.% ~ BR&Y 10 wt.% £4J 25 wt.% o

[0094] AIRTERAEEY) 141 BYSER] LAFES A Ho Z R Na Wi ok it
T o RIEEEALLUT RS HEST © 49 20°C ~ 49 30°C ~ 47 40°C ~ £ 50°C ~ &Y
60°C ~ 43 70°C ~ 9 80°C ~ 9 90°C ~ €9 100°C ~ 47 125°C ~ 47 150°C ~ £ 175°C
B4 200°C » Jr g HE R 2 ([ E - 554049 20°C £47 200°C ~ 547 40°C £
47 80°C - RIEFIIE RGN LY 0.1 5 (bar) ~ 85055~ 49112 - 492
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E-&3E -4 - O5E Y6 - OTE-~L8E - &JIE 4710
420~ 4930~ §J40 - §J45 2~ §Y50 2 - &J60 2 - &7 70 (2 -
780 ~ 2990 2 ~ 49 100 2 ~ 49 125 = ~ 49 150 2 ~ £9 175 (2 549 200 (2 -
Ko E Hog i 2 AR {TEnE - 550047 0.1 2 £47 200 - £90.5 2 247100 2 ~ 5
A 1E 2E 45 - B PYVEC LA - iEr SREENHERY | B2
10~ &2 EEL 8 ~ Bi&J 4 5 » ¥j* Ni-phen Fz Co@chitin (LA » T fE
2 ERBEIIEIE R 10 BELY 100 2~ 4920 EELY 70 E ~ Y40 2 » f£—
LERERER - [OMESERRIF R I DAREY 4 /NEF ~ 49 6 /NEF ~ & 12 /N ~ £ 18 /)N
I~ 4924 /NIFEE R - E(LEY) 140 2 EFE% JERE GE HPLC) /A 2 ~ /N
S /NR 0.5~ BN 0.1 B WTRIRTR R IESERL - RIEEYNRSYIEEERH
LG 141 o AILIRIE BB EEYIRSY) ©
[0095] fE—ELEhafid - EEILEY) 141 BV EES P PEEELE
P 140 ~ B SRV EALHE - BEI R SRR EREY) » DIRERIEREYIIELL
B ELEY) 141 NEYPESY) - fA—HEREAIF - BEsaa R ERIAR -
PUV ALK o [EREEE G - ELEREHE R 1-4% » &Y 1-3% @ &Y
2% » NEE% 5t < AE—ELEhap+ - E(LEIREEURBEE - 52 mik
ZHZE B ATRE & A — KAV (LR - R EERGF - FERKE R
&Y 50% £&J 70% - B&) 60% £L 65%  FI - Fa0 - Ae—EFHEfIF - > P
RELEIRVEE % sHE LRI EEE R 1-4% - 24 1-3% ~ &Y 2% 5 264
0.35-1.6% wiw ~ Bi&J 0.5-1.0% wiw ~ B4 0.7-0.8% wiw BIEZ{E LR o ff—LEE
FEfI - AR R IR E AR o AE— S E I - MR E A R
THF - (S HERAIF - KERESYENT 20 2 200°C [ - 540 40
% 80°C » A& 60°C 2R NE - SIS+ - SREESI 5 0.1 % 200
n%ﬁu 1245 01 2 8~ 54T 4 1« IR EHaE- - i
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FIER 2 3% - $AfE (LR GEWIR EPUV) ~ 1 & 4 wit% (FE40 1 £ 3 wt% 547 2
wt%) By (LRI &L - MIRE T Mam GEQ THF) ~ /15t 40 £ 80°C ZfH] G&
4050 2 70°C » By 60°C) HRE K 1 £ 45 £ GEWN 1 £ 8 - 2idy 4 ) IS
REBNIHEEIEEY 140 (LA 141 WERTES - RENFSIE -
LR A LB GRS 99% ~ BOKHY 99.5% ~ BUKHY 99.8% ~ BURHR 99.9% -
S EHEHIT > BRI RN 99% » sEED 99.1% ~ £/ 99.2% ~ £/D
99.3% B/ 99.4% o AEFECEHEHI - AR AE AR E T

[0096] fr—iERetid - RIERESY)IEE1E THF 18947 10 wt.% &Y
141 K&y 2 wt.% PUV@C (A - I H S EFELY 60°C 1148 4 EER NET > K
VERFFET R4 16 /Nf - AE—SRIREfI T - AEEA TR BIEE > 8a

EaT4J 50% ££Y 70% ~ 34 60% £ % 65% HY7K °

[0097]) feHAEREHIT - EA L) 141 By AR EE RE 2R -
H—EIRERAIS - Z7EEE  IPREEEEY) 140 IR ER S
Yy 2l BAESEVFAE MEZ KRSV S (LR R - LIPRE St
EY) 141 ZEVIREY) » R ARBEERPIRIE - fe—SEEHT - EH
FAER > SEORIEIEE TIEAR] - AL —EEHT - BEGEREEK -
g ERIEE RS K o AAHMERESIT > FEAEEK > BEA
FAEAK S BEETE vivER NS 1% 8K > BN 0.5% 897K > BN 0.1% HY
7K o FE—EEHEHF > (&P 1402001 £208M -~ 02 £ 0.6 M~ 03 £0.5
M~ 035M £ 045 M ~ Bi&J 04 M AVREFHER K IEREY)T o L&D
o EERENSEAESTHY 80°C F 140°C ZfH ~ B rhL 100°C £ 140°C 2 »
BT 110°C ] 130°C 2] ~ Be&Y 100°C Bi&y 120°C ZIREHETT » (LT
pirp > AT SRR LRI B EstiEie - FIA Pd/ALO; B PUALO; » £ — (&)
o %1 B Ry PA/ALO; » AE—ESEHEHIN - #8008 T8 (LA R E e R (B RIRY
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oA o fE—EE G - EEBECE R EE (CAIREEH - fhnEEdh A Ek
I §E ~ MBSk ECAE SR B RS EAR T IR © 2B RG SRS 1] AR el & Ay S - H
A LERE— SRR (LR G 85 (CSM) - fE—SFfIF - #ILAEE
ASHEAS o P - EIRSERS BRI AT A - fi— S EEPF - ZEE B
Bl o AEFLEEHEGI > HRE SRk o RS ERAF - R
ZEALIRENRAVEIRSERS. F O &Y 3-5% A&HY Pt B¢ Pd - fE—LLF M|+ - f#
BRI By ALO; Bk | 3% Pd » B¢ ALO; Bk | 3% Pt » BOEM: C F5kr | 3% Pt » BE
M C Bk | 3% Pd » B¢ ALO; Bk | 5% Pd » B¢ ALO; Bk | 5% Pt » B¢5EM: C ¥
ML I 5% Pt > BEM: C Fik - 5% Pd - HbGEEEED wit% &t - i EHiE
B - ZEEEREZE wt% - (EEE—PRVERAT - AR EEY) 140 /Y
B BEARAE RoKIARE S IFE T AR KL 1 2 10 EEIK -
BEY 2 8 EERIK - 2T 4 - 6 K 8 EEMK o fE—EHEHIH - K
EA FIATER FoKAARE » sEEA Fitsi IR E AR FoK&HR © 15—
LE G - MM IREFMAR & THE - fe—SFHf+ - HEi bLE&Y) 140
WE » SURIBETFL - B0 - AL—EFHwpIF - HErMLEY) 140 By E - E21
RR3EE - NMN3FSEEZM - MR 3F4EE M - K33 ERE - K
49375 BEFAE - A LEHOIF - RS A 2 EER R ESIERE IR
B ENE - L EGIF » BERESIEETY 1 5] 50 B2 -~ 7 1
F40 B2 ~ Aot 10 2 30 28 ~ /it 15 #1125 B2 2] ~ BiEy 20 ERVEE ST
AT o AL EHEHIF o ESSERUE R 2 2 40 mL/min ~ 2 % 35 mL/min
10 % 40 mL/min ~ 20 % 40 mL/min ~ 15 % 30 mL/min ~ 2 % 20 mL/min - 2 % 12
mL/min + 4 % 10 mL/min ~ 2 % 8 mL/min + 6 % 8 mL/min ~ 4J 2 mL/min - 47 4
mL/min + 4 6 mL/min ~ £J 8 mL/min + £J 16 mL/min ~ £J 20 mL/min - & 24
mL/min + 47 27 mL/min {49 30 mL/min o {5 —SEHEHIH > EAE(LLY) 141 89
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EEE D EPREEEEY) 140 DL EE THF K& 2 2 8 & 8/K ZIEEINEIE

SEAY) DUR{ES R ERSYEES Pd 2 iEESCEE (LS (540 Pd/ALO) 1T
BESHVEL NEE - DUPREE(EEY) 141 ZEVNEEY)  HFKKEGE

{E&Y) 140 MHEL - HAP g REGEREI IE - W H R FEE T 10 3] 30 22 [
HIBE T (T » R R4 2 2 8 mL/min - A HJRE B/t 110°C £ 130°C 2
o F—EEHEAT > EA LAY 141 fTHEEE  FEEEEY) 140 DR
f& THF ZEERRIEREY)  DUREZ R IEREYBIEE Pd 2 Pt HY#EE 5
B GEU Pd/ALO; 2 PYALO:) LS SHVFAE N - LUPiEabE
V) 141 2 EVNEEY) s K SRELaY) 140 fHEL - K REREEREINK
M > SHEAES Y 10 2 30 B 2 ERYERTT N EEST » A4 2 2 8 mL/min - JR[E
Ryt 110°C £ 130°C 2 « AE—ELFHafIF - AKINVEFE AR &G T « 75—
AR - o EEHAIE A— s S M (LR S as BB - Kk

BFEAEBE 28 - AEEME A - H AP EI LR E R —fEe 2 A e (L
RER G esP RSN - SEE LRI E S B RS EHES (I BRIk F5 -

BRI EEK  BEEAR EAEK s BEE/NY 1% BUNR 0.5% viv BY7K -
FE—EEGhw AT - & ERI S ERER K NEFERGES
FEEIE [ BRI (G540 ALO; BREGEM: C Rk | 3-5% Pd » B¢ ALO; BREGEME
C FEfL F 3-5% Pt) IR K S ER AR E 262 A 22 - (i —Sghapl+ - sz b
P 2 & FyHaE wt% -

[0098] frFLLEghaflF - EREHEES < BB eBELE GEWRE Pd 2
fEAEE] - (140 PA/ALOs) ~ FEARKI RSP R E7K (B4 2 & 8 EEHY/K » B4y
4 ~ 496 5&Y 8 EEAYK) ~ 1A 100 F| 140°C [ FEW 110 £ 130°C » 5&Y
120°C) (3B FE ~ K 2 % 40 mL/min ({§]41 20 Z 40 mL/min ~ 47 30 mL/min ~ 2 %

El'

10 mL/min ~ 4 % 8 mL/min ~ 2{%J 4 mL/min ~ 6 mL/min 2 8 mL/min) 27 7 Y
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HEFEELEY) 140 B LA 141 E(ERE - ARERFAIZAEINEEE -
FE—EE AR - ARy 4 mL/min 3 A EFELY 2 £ 8 HEEHVK < fE—E &
B > JiR By 6 mL/min i H AIFELY 8 EEHY/K o fE—HLEHHIF - AR 8
mL/min i H 81154 8 EEHK - A£E—ELEHEHIT - 2Ry 4 £ 8 mL/min 17 H
BIELY 8 EEHIK -

[0099]) fEHEeEHEHIF - ERGEES 2 BE B E (LR GEuaa Pt Z#
{EH] > B0 PUC - 3540 5% PuiEE C Ff) ¢ €9 0.1 2 IM {ba¥) 140 {254 E
Aa7KEEH/INR 1% viv BUNR 0.5% viv /K ZIER 28 HHRVER + /5L 80 2
140°C Z[E] (&40 90 % 110°C » B¢y 10°C) BYRFE ¢ {247 50 £ 5 mL/min ~ 3(&Y
40 % 10 mL/min ~ (&Y 35 £ 25 mL/min g&E N > 8 &%7 30 mL/min (VEEBUER
ZAEREE S &Y 10 230 E - BiY 15 £ 25~ BV 20 EZ AR HBETT  FE4Y S
FE 144224935 225 HEN - R 3HEHEEY) 140 ZEERAYEH
& BEUEE?) 140 (bR 141 LRS- ARG A IZRENRSE -
HE—EEERIT > AR RS RIS T ERY o 840 THF » AE—SEHaf$ -
{E&) 140 Z 2R LIZY 40 g/lh 2 80 g/h ~ 34T 50 g/h 24770 g/h ~ 54y 60 g/h
HYERRSEAE - fE—S R EHER T - (LE) 141 ZEIRN 98% ~ BORRY
98.5% ~ BURHL 99% ~ BKHL 99.1% HYSLTE - 40f&rh HPLC ATl E - A —58
FEFIT > B EEY) 140 - (L&) 141 EIRARG 70% HYER > SR 75% HY
FER > BRI 80% HYEESR » BRI 85% MER - (T —SLEHifI+ - 45528
B ABEHE /N 0.05% © ZFRREE /NG 0.2% > 58U/ 0.015%  HH
fREE /NS 1% ~ ZNFR 0.75% ~ /INFY 0.6% E/NGL 0.5% -

[0100] ARt 2 B R i U7k 5 {5 A EY — SR L A Rt
PR TP AT REM AR - BIA0-F AE ZE BRI Y SR B F B S B B R A RERYE
(FREWFFERVIL TR 17 - RERRTR AT A SHI T A\ B AGR 2T 2 R - 15
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ARt A N T AT E AL BRI A P RS K ~ S BE I A &H
G DIEH L FERRERE - ZEHESE AR EFER L EF 2B —
TR A HAREON B R R R 2 R B A R At 572 - ] DARE
S BRI EY A ESRVREL - AR orFFA I REER A 2 2 (K
a8 - AE—EEEHI - ATl BN T AER B 140 (bR

141 > HEE AR 98.5 HIE% ~ Kt 99 HfE% ~ BT 99.5 EfE% ~ BOKHY
99.8 HfE% ~ BK299.9 EfRE% © AR LEEHER|T - AR LR R EL
(EHHAM 72 - (BAEASCRT AR T (5 A R PR 5 = A 1 B ] LU TR A
HIRINE SR EYIREL - ARGRFEMEEEE - WA HEER EAr AR A
B - ALFETHAT - EEMABREME W TN ZEEa R 0.1
HIE% LLT ~ 0.09 HIE% LA T ~ 0.08 HFE% LA T ~ 0.07 HAE% LA T ~ 0.06 HTE
% AT ~ 0.05 HfE% LAT ~ 0.04 ERE% LUT ~ B¢ 0.03 EfE% AT » fEREE
FEgls > EREREE (0 M) LS ERRHLE 0.1 HfR% LUT ~ 0.09 HiR% A
™~ 0.08 EHFE% LT ~ 0.07 HE%R DAT ~ 0.06 EHfE% LA T ~ 0.05 EfE% LA -
0.04 EfE% LA T ~ 26 0.03 Hf&% LA - £ —EFHEpI - FieME 280U
KRR EHEEME G G287 R 0.04 EE% LT K 0.09 EfE% LAT
0.05 HE% LLUT & 0.09 HFE% LA T 5 500.04 HFE% LU 2 0.08 EfE% LA T ©
FE—EEF T - ER - SEEK _EERE (NN LRSS a B RT
0.20 &% LAT ~ B¢ 0.15 [HfE% LA T ~ B¢ 0.13 [HfE% LA T ~ B¢ 0.1 HiE% 2A
‘F o
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G B 0
o~ ~ s\
UL NN (N~
o G ) e
N™ °N N© N ZNH N
NN NNy N
| | N7
QL > NK/ PN |
NN N
U o AU o —

[0101] fE—Efefd - fEARTEELEY 141 ZRIEEVIEESY) ]
LUEITIERIZHRTER - DI RIEEY R &Y HHVER IS AR EILEY) 141
B1 90 AU EUEEY) 180 & IEHET 4 o IEHIZcH v AFE HASHEE
RO J7RELT » PIAEA RIS ZE B ER 58 B LULBRIBHE - AMEIBIRATEIRS
Pl BGHE B EIACHAZE B - PIEARREY - FTAEREE(LEY 141 ZREEY)
REVIFREE - Bt~ B - R - 8N - KRS ] DFERA S g Bt
HEsba? 141 & 90 2 RIEREYIFTIIEy )7 AR B FHIBERR « 45—
LeEERET » JEE FUIARIAEEE THF ~ H5E » Me-THF ~ 1,4-""12f5 ~ ZHIE K
Ha & - fE— R e ig T BEIS 1,4- 2% - FRHEECH S - f£—(F%
ERET  BEbaW 141 L RIEEYNEESY) FEE S THE » Ui A THF 832
MR R o IRESCHAR LAY 141 2R v DAG i £&Y 5:1 Likg ~ 9 10:1
L/kg 549 15:1 L/kg 549 20:1 L/kg R H&E » #4049 5:1 249 20:1 L/kg 5049

1 247 15:1 L/kg - AE—SEIARRER T » (&) 141 ZRERERE S £4 15
EHE -
[0102] FE—dbRetidr - (L&Y 141 WIS DRI RS 228 P42
e E BRI S EEYIR G 0B - £ — R (L&Y 141 1AFIEMN
FarRAE LA BRIBBIZAE IO S R IERRD) 0 H LAl A e Y&
EYIhEeE o AT - R I DT 60°C XOREAEEZE FEELT < 1F
—ELFEHIF - ALEY 141 VER R 2D 90% 52/ 95% -
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1EEH) 180 2 24
[0103] fAtEFE 2 —ERefT - (LGP 180 AILURIRLUT S ZEAE
(B9 90 k141 B > Hrh TLG ) By AAE

LG O\j\
Me
A e o N7
N ) x N K/N =
K/N LG ~ |
= 90 ~
N~ NH AL 0
2 BEALTIRC A A% Z
141 %m SN
180
iRt > B LEEENZN S HEMR - fe—(FReET - B AEE A

Br -

[0104) fE—LbfefEd - (E&) 180 nILIFERE 1| £[E 3 e~ (T
paprali i

[0105] AREEHEEY 180 2 AEE i EEEEY) 141 ~ (EEY)
90 ~ MR B Ko7 At FE (L RIRC i A - W P E T YA RRI R R &Y -
iz RIERGYIRIELIE R EE LAY 180 WKIEEYIEEY) - TUBEIIERIE
EVREYITEEEEY) 180 ¢

[0106] AR EMFILSY) 180 By—EEREtxT - (5P 141 ERE(ER T
AEETHE o AERERRRE R T > IR E S (be?) 141 ZREEVIREYITPRYER
K ARNERE S (EEY) 141 ~ {59 90 ~ Pd BRI R BCATE LUK s 2 2 )i
REVIRTER] o BB ATRE A i N B ERIRYHREELT - AASh R
Tl - AE—(E LG T - (EEY) 141 REEYIREYIPEER— 7R
(40 > THF) 0] DURE AT RRER 2R i B © B4 > ATLLSEEEY 40% ~ 49 50% ~ &Y
60% ~ & 70% 24 80% HY/ER o fL—{HRsH T » AEIEE ALY 10 211 (V)
VLY 2 2 3V o MR A LU (B &) 141/90 RIERSVIHYER] (Pl -

C263833PA.docx % 48 E ’ iH:- 146 E(éﬁ%%gﬁiﬁg)

113109266 FEESE A0101 1132013152-0



1869230

) - BER B EEY) 141 RIEEYLE &) E B LRI EHRIERE 7
ALEEFIBIA0LY 3V ~ 4V~ 5V ~ 6V B 7V HYLEAGTR -

[0107] FRIEEEVEEROFAEENLEY) 90 K 141 ZIESHI{EES
ERENLEY 90 sENEELLR 1.05:1 50 L.1:1 - KR EVIER A LG HE
i By AOA SRR AT < JRE TR BRAIASCATI 2 i IR E AR © &
EETHIEIRFIMoR BIELFE THE ~ 2-Me-THF ~ —&f T B FHERY - IREL AL
Bt ~ BHOR ~ ZRHE - —s R - FORRHRSY) - AL —EEREET - AR AR
ik o

EE

EE

[0108] (E&Y) 141 fiEIR T HYRE Gt B4 10 wt.% ~ €9 10 wt.% -
15 wt.% ~ €20 wt.% ~ & 25 wt.% B304 30 wt.% -z 5 HARE 2 (£ #ulE
BIAN4T 5 wt.% Z£47 30 wt.% ~ 49 10 wt.% E4J 25 wt.% ~ £ 10 wt.% £%7 20
wt.% ~ B4 15 wt.% £ 4725 wt.% ©

[0109] sEfE(ERE @Ry Pd $EEY) RECAL A - £ —SER8 T - HTER
Pd $EEY) o fE—LEEE T » Pd s VHARRERL - fEE—RET » Pds5EY)
%E Pd gk PA(D) s8&Y50a0 HAFRES » PA(OAc): ~ [PACI(&NZ)] 2K
[PACI(iE 78] JERK - BCE PA(0) $5& e840 [PA(PPhs)s] ~ [Pd(P(0Tol)s)2] »
Pd(dba); B, Pd(dba), JEEY - £ —SEReELT » Bolr B RBRRCAr & o BRFCAr EHYIE
PR AL B B4 Xantphos ~ DPEPhos - dppf Jz dppp - f£—2EREE T » (BRI &
Pd(OAc), il H B fir & By XantPhos o fE—4bF8E+ » (LA £ PA(OAc), i HEC
{irE: R DPEPhos - {£—SEREER TR » SE{E(ER Ry Pda(dba)s 3l H A (EHIBC AL A R
Xantphos ° ${E{EHEEEY) 141 BV E &L &% 0.005:1 £450.05:1 ~ £70.01:1
£#70.03:1 ~ 247 0.01:1 £47 0.02:1 - FEE{EHIEC Az A SRRV EHEE R4
1.2:1 ~ 89 1.5:1 ~291.6:1 ~ &9 1.7:1 ~ 29 1.8:1 ~ 89 1.9:1 ~ 892:1 ~&2.1:11 ~ &y

C263833PA.docx % 49 E ’ iH:- 146 E(éﬁ%%gﬁiﬁg)

113109266 FEESE A0101 1132013152-0



1869230

1~ 492.3:1 ~ &92.4:1 ~ £92.5:1 549 3:1 > DI [ HfE > (T aiE > 540
&11.2:1 £43:1~471.5:1 ££y2.5:1 » B&Y 1.8:1 £&y2.2:1 ¢
[0110] fr—ibfefEd » @ A0 ASCRIER ATl 2 St - (£ —SE b ERs
B = MoCOs i< /BIREEEE » o M B Na B K » 1B IRRRE AR
o B RAAA SRR AT s > 552020 MOR' > i M & Nas(K > i H
HAP R By Cue ik » sENHE - 25 - IENE - BNESHRULE - £t
SRR - Al Fy NaOMe - @E{EEY) 141 IV E EL A RBEY 1.2:1 £4Y
3:1 » 5404 1.5:1 5045 2:1 o
[0111] RIEREY AR E A ZRINE] « ARIIEIN—ERER =2
B ( "PPhs ) o SEEAVIRIIEEE &% 1 mol% ~ 492 mol% ~ 43 mol% ~ 4
4 mol% ~ £y 4.5 mol% ~ & 5 mol% =&Y 6 mol% » [ 5 HAEE 2 (F[#E - 3510
#J 1 mol% 2% 6 mol% ~ &€ 3 mol% £%Y 5 mol% ~ (%) 4 mol% £ % 5 mol% -
[0112] AN RALEY) 180 ~ R IETT DAL IREE N#EfT » BIAIA Ar
B¢ N Wi Ro/20 Ar ¢ Ny 825 © RRIETTDAAELU BT - £920°C ~ &Y
30°C ~ 2 40°C ~ 24 50°C ~ £ 60°C ~ £ 70°C ~ 2 80°C ~ 2y 90°C ~ £ 100°C ~
#9110°C ~ 25 115°C ~ 29 120°C ~ &5 130°C ~ &5 140°C =&y 150°C » DL 5 EHAE
AT T#EIE > FEA04Y 20°C 24 150°C ~ £ 70°C 247 120°C ~ 547 20°C £&Y
115°C - E{LEY) 180 2 HTE% J2fE G5 HPLC) /NA 2 ~ /NA 1~ /NFR 0.5 B
/N 0.1 B > WTLARE By S FESERK, » AE—dhRefE » RESEREF R I LURET 4 /1N
HF ~ 496 /R ~ &9 12 /NBEF ~ &9 16 /NIF ~ &9 18 /B ~ 49 24 /N ~ £ 30 /]NEF
B e
[0113] fr—ibRiERERE+ - (LA S PA(OAC), » BLfirE: K DPEPhos
Hiw At o R RRsE R - Ak 5 H N H RS - f—EhptaRs
(Edanil }iT SREYATE ¥ B A R I B RS R4 80°C 249 100°C > 2%

C263833PA.doc % 50 5 > 3% 146 E(é&%.ﬂ%%)

113109266 FEESE A0101 1132013152-0



1869230

WY 90°C - S LAY S HERFRET B4y 2 /NIF ~ 4 /NI ~ &9 8 /N ~ &9 12 /Ny
B 16 /NI o AE— SR BN 2 BRI IR EY) ] LUE— P B & AR -
=54 PPh; e

[0114] FE—LEirERREET - EEIE PA(OAC), » BufirE: %y XantPhos -
Hois R ity - £ —StbiaRetedr - et Sk BEsNechRBEsy - £ —LE AR
g IERSYIER T B ZRHE KoK I B R F%Y 100°C 24y
125°C » 254047 110°C £47 115°C - 5E LAY MEIFE F54Y 8 /NIF ~ 49 12 7]\
HF ~ &9 15 /NBF ~ &Y 18 /N ~ &Y 21 /NI EEY 24 /N -

[0115]) FE—LEirERRER - fEEIE PA(OAC), » fiufirE % DPEPhos
Hiig K NaOMe - {E—EEF i F - ARSI PPhs - fE—FERREEF - (&
FA%7 0.5 % 2.5mol% fJ PA(OAc), ~ 42 % 4 mol% [y DPEPhos 471 % 1.5 &
EHY NaOMe - fRIFEEHE 3 2 6 mol% Y PPh; - fEH LT AT - fERE
& 90°C o fF—EERPERRF » (LA R PA(OAC): (8 1.5 mol%) » Bufir &Ly
DPEPhos (49 3 mol%) » JRAIE] 5 PPhs (47 4.5 mol%) > fif 5 NaOMe (47 1.2 &
8) HRIERELE 90°C -

[0116]) fF—LEEEhE@H » 5 Pd(OAc), ~ DPEPhos ~ PPh; 2 NaOMe &
HALEY) 180 A LA HELSERTE VRIS {EEY) 180 2 J7 A WA ERFE ~
SERAYR MR S SR G BV R B B AR 5E Rk - Bl - AE—ELEhafd - (551
Pd(OAc), ~ XantPhos Kz KoCOs A (L&Y 180 HY 575 W] AE 75 B2 B ReHY S ERF
[~ SRS K R i B R AR (&) 180 -

[0117]) FE—Lomefid - (L&Y 180 nLAE R EEYIR &Y 0k -

[0118] fEEAfE{EEISs PA(OAC), Il HFCfir £ Fy XantPhos HYREREH » [
HEEYDREEY) ] LRZKHE - AEHERREEE 1 - oA R IE AR EE T R R EEYR
é\fF@EPNJD%%E@@%‘H PR LAEY 501~ 49 301 ~ 9 2:1 ~ &9 101 304y 102 HYRJE

C263833PA.doc % 51 E ’ iH:- 146 E(éﬁ%%gﬁiﬁg)

113109266 FEESE A0101 1132013152-0



1869230

EVLREYIEEEHTE Z S IEEYNRSYIBUKIIRSAEELIIK © JRFE n] LL& it
B4 40°C 45 100°C » 4045 50°C ~ 49 60°C ~ 45 70°C ~ £ 80°C ~ 47 85°C -
4] 90°C Bi&y 95°C « H] ARSI 0B bRoK - Al H AT DAz B FTU SR AVAE bk =~
RIEEYIEGYVIARMLUR VIR - BRIV EEY) 180 Z R A LAIG
i B4 0.2 g/mL ~ 49 0.25 g/mL ~ £ 0.3 g/mL ~ 47 0.35 g/mL ~ €9 0.4 g/mL ~ &
0.45 g/mL ~ £ 0.5 g/mL ~ £ 0.55 g/mL 545 0.6 g/mL » DL Rz |5 HAgE > (T4
» BEA04Y 0.2 g/mL Z4Y 0.6 g/mL - £ 0.3 g/mL %49 0.5 g/mL ~ 5¢4Y 0.35
g/mL £470.45 g/mL -

[0119] (L& 180 JB4EY) o] ARIZKEH - AE— e bEfesE T - (ke
180 R4t v ABI A E FMEROER] (B0 - Cie B8 KRG &0 o fEHEEH
REfE - ARE U ROBBIBUKEEEREEL T LUREY 3:1 ~ 49 2.5:1 ~ €9 2:1 ~ &
L5~ &5 11~ & 1015~ 49102~ &9 125 B0 133 » DU H Hilg a2 (E 4
' BEANAY 311 BEY 13~ &y 211 £EY 1115~ BT 1.5:1 £47 111« {EHEAREEE
§ s HRE FUAEEUEEY) 180 RAEYIRVRSTREL AT UREY 3:1 ~ 9 2.5:1 ~ &Y
2:1~ZJ1.5:1 ~ 49101 ~ &9 1: LS 5049 122 > DU B HEREE > (Fal#E - 504
3:1 £&Y 1:2 ~ 9 2.5:1 247 101 ~ 5089 2:1 249 1.5:1 » qJLIFEHE I RELRAK
A H AT PAZR BPTU R RISk~ Bl a IR E AR R E T IEE IR L&) 180
TRUAYIA AR LU D RETE o BERRR BRI LG 180 2R ] L& i B4y
0.15 g/mL ~ €5 0.2 g/mL ~ £J0.25 g/mL ~ £ 0.3 g/mL ~ £ 0.35 g/mL ~ £ 0.4
g/mL ~ 47 0.45 g/mL ~ £ 0.5 g/mL ~ 49 0.55 g/mL 547 0.6 g/mL > LUK (5 HfE
ATl E > 24049 0.15 g/mL 245 0.6 g/mL ~ £ 0.2 g/mL 247 0.4 g/mL -~ =
£70.25 g/mL 2%y 0.35 g/mL - T]LLLIZY 3:1 ~ 49 2.5:1 ~ &y 2:1 ~ 4 1.5:1 ~ &Y 1:1
B 115 DAR H Hobid 2 AT #E - 554047 3:1 247 1:1.5 ~ §92:1 24y
1:1 ~ 3049 1.5:1 249 111 &) 180 RGN 2 R AR BERELL A0

C263833PA.docx 552 H o 146 H(EARREAS)

113109266 FEESE A0101 1132013152-0



1869230

SN TEM - AE—HEREE T o B T ROABIE N « LR 1T - 75
—{EBERET o BT 1T -

[0120] TTRLEHEAY) 180 BUAM 2 B AVHER S F b & MR
4145 5 °CLNEF ~ 10 °CHNEE ~ 15 °CUNERSBIZEER 0°C » 35U A4 -5°C
B -10°C > LA {EEY) 180 455, - SASSER T LITERASHEE (L% 2 /N -
/b 4 NIFEEE D 6 /INKE » DASERRAES, - TTLABEFB IR LU (A 180
B FE SV TR B R KN - 1 —SSRERETE » S ROFBIE 1 TN - 7
Wt B TTBLFIAE A1 (FIAD > -5°C + 5°C) HRRE sk ZBEROK (il » BBk
FIRBTEE BT 311 B4 13 5 BH0LT 111) » SREFRGLAHIY 1 TRV - SO0Eik
ZAEEY) 180 FABTILIFEEZE TE58R » BIAITELT 30°C 249 80°C (GEIN4T 60°C
47 75°C) ZIBRERAY 2 & 10 2 Y HZE T -

[0121] 7EE:rb (LI Pd(OAC), FLERfirH ks DPEPhos KIRERET » 7
REVIR ST AR KR AL LI IERE YRR S E & LS 180 2 0Tk - K
YRR SRR TT DA S B4 31~ £92:1 ~ 49 150~ €9 11 ~ 49
1115~ 49 12 B4 153 > DUR A EOREEE Y (F TR - 554040 311 249 13 > 34
L5 47 1115 « Sh{R TR R R VIR S5 BIE4] 0°C ~ 49 5°C ~ 4
10°C ~ 49 15°C 3049 20°C » bR & LUt (E (468 » 354047 0°C %49 20°C »
54y 5°C 245 15°C » Aa|lzEE==ma] D&t %7 0.5 °C/min ~ 45 1 °C/min ~ 4 1.5
°C/min ~ Y2 °C/min ~ £ 2.5 °C/min ¢4y 3 °C/min > DL B EHFEE 7 (F{of&n
» 24045 0.5 °C/min 245 3°C/min » 5¢%5 0.5 °C/min £4Y 1.5 °C/min - o] DL§E
I S LU () 180 BB FS Crus B2 R/SRA N © fE— bl EREtE
o ST DL - AUEE (B 0 DL 1T vy ERTR) el o AR PR o 1 —
SEEREEED » BRI - SDRE (EEY) 180 BB LITEELZE Faok: » il

C263833PA.docx 553 F - 3t 146 HEEEARIHE)

113109266 FEESE A0101 1132013152-0



1869230

E47 30°C 4 70°C (F4047 35°C 249 55°0) ZmfER&I2 £ 10 2E 2 HZET
A

[0122] fE—SeFHafis » (L&) 180 RIEZ KL 10% ~ & 75% K&
80% - {L=) 180 WVGIE /£ D 98.5 ifE % ~ £/V 99 HfR% ~ £/ 99.5 HiR
% ~ 99 EE% ~ 99.1 EfE% ~ 99.2 EfE% ~ 99.3 HEfE% - 99.4 Eif&% - 99.5 Hi&
% ~ 99.6 EFE% ~ 99.7 EfE% =X 99.8 Hi&E% °
1EE#) 181 Z#

[0123] FeAdale s —EEET > (EEY) 181 FILURIEDL N I8 %N
{E&P) 180 B4 -

o\l \\\Me O\l \\Me
N SR N
N REAL VAL J LN
~ | WL A ~ |
S S <
N NH N NH
NP P
N N
Br Me WGt Me
180 181 .

[0124] AREFEEEY) 181 BYAEEEEEEEY) 180 ~ s (L
B~ EERIECALE: ~ EEE AR R E T I ARV S R &Y - KIEREY)
IR B Sl LB o (EZ ERGYIRELIE B 2 (L a) 181 R EE
YEaY) - SUIRNIER EEYIR GV ra(EEY) 181 -

[0125] AR R B ERIBC AL AAAS A — R AT AL » A1 —LhRehs
1o BRI Ry Pda(dba)s i H AR ERAC AL 2 Ry 77 Bt B FRAC (L& © A2 —2E AR
REtR TR > T7 A B ESAC L ARy XPhos © sUE(EREEEY) 180 HYE ELE ALY
0.001:1 ~ £70.002:1 ~ £ 0.003:1 ~ 47 0.004:1 (%7 0.005:1 FZH&E - ZE40
0.001:1 %7 0.005: 1 - fE{LHIFCAr Z B ELHIIVE B ALY 1.3:1 - 49 1.5:11 ~ &Y

1.7:1 ~ 29 1.9:1 ~ £92.5:1 5045 3:1 REH&EE > 25089 1.3:1 2893 =54 1.5:1 &
C263833PA.docx 5554 H - 3t 146 HEEEARIAE)

113109266 FEESE A0101 1132013152-0



1869230

4 2.5:1 o BEEEATA S AR Al « AR R A SO a i it~ fde i IR M0
Rl o AE—ubRERE R MRMEIFE T HAR S THE « BEIRSTERYLEY) 180 EHEN
R 49 3:1 Likg ~ 49 5:1 L/kg ~ €9 10:1 L/kg ~ £ 20:1 L/kg 549 25:1 L/ kg &
HanlE - 550047 3:1 4 25:1 L/kg ~ €9 5:1 £47 20:1 L/kg ~ 2047 5:1 £47 15:1
L/kg - fE—LefiEH - RIEESYEESIIEEY) 180 B %7 0.1 mol/L - &7
0.2 mol/L ~ 47 0.3 mol/L ~ &7 0.4 mol/L {45 0.5 mol/L R H#iE - 3404701 &
470.5 mol/L - {4/ ZBEEH{L &) 180 HYE BEE B KR 111 « ff—LbpekE
o B LR R SBEST o AT —ERREEE R T LA A (S ANES) I AL
WEEHE 5 4.4,5,5-POHHE-1,3,2- " SR IR R - BIEERBULEY) 180 HYE
EEAARRS 121~ 49 1.2:1 ~ & 1.5:1 2y 2:1 e H#E - 350/t LB 201 2

] o AL —EhRERE T > B aA A B (AN — WG L RATS fy 4.4,5,5- 70 HH &
1,3.2- "SRG - (EHEEREEE T - TIBRER(L S 181 BiLa®) 182 29
fif -

pd

/\"\\

182 o

[0126] fr—EERetid - (L&Y 182 AILIRIRE 4 Frnl AR -

[0127] FRMEREEY) 181 B¢ 182 By JE AT LU B 13RS (T »
ZOF No Wi Ko/ 2 N2 228 » a2 S M A DAAE [T m e HBEAET T 60°C
EA% 80°C 2 - E{La¥) 160 HYEFE% R (R HPLC) /it 1~ /iR 0.5 BX

C263833PA.docx 555 H - 3t 146 HEEEARIHE)

113109266 FEESE A0101 1132013152-0



1869230

/NFY 0.1 B FIDARE RS IESERK, o fE—tbRBiR Tt » RESE S E v DUREY 6 /N
B~ &9 12 /NBF ~ &9 18 /NEEF ~ 49 24 /BB & -

[0128] fE—iEREfET - (L&) 181 B¢ 182 Rl R IEEYNEE Y
i o A —SepbRERE T RIEEYPESYIRTLALIEY 2 Likg ~ €93 Likg ~ €94
L/kg 5447 5 L/kg FeHEER - 550089 1 24 5 Likg 8047 2 24 4 L/kg HI7KA8TE
BULEY) 181 B¢ 182 HEMNILRI/ORS - v i K IWE s R aEE
{EEY 181 52 182 2 Atk - Aikfgn] LIZE i 2R/ DHYESTR - HESRBULEY)
181 5% 182 EEMER B 2 Likg ~ 493 L/kg ~ 49 4 L/kg 5049 5 Likg R H&G
sRAI&Y 2 B4 5 Lkg o Z&BHE M R B 22248 - PlfE 2 /) 40°C 2O/ -
BAMEHE > ZEBT DR R T T - B (b)) 181 5¢ 182 2R/ DHYRETE 1]
DUt E A RE 0 THE #688 - AR REPI LAY 181 B 182 HEAJLL
&Y 5 Likg 247 8 Likg » &Mk 2R GYIGIF WS - I B o] DURFES R RE
TIRGYIEEE 5 ke (LAY 181 5 182 £ 2 4y 4 LAYV DAVEETE - f&MEIEE
FIEATIRE Fe 25 B0 B i) LB — KB R - ek DY BG R w DB El 4 725 2]
=E41 MTBE DL4Y 5 L/kg ~ 49 10 L/kg ~ 49 15 L/kg 549 20 L/kg & H#E > 540
&5 2420 L/kg 2047 5 £47 15 Likg BYF R SRR TR L&) 181 B¢ 182 &
EREEREH - TTENESYAAIEL 0 £4Y 15°C LUPRIE B ERE 5 SRsi kL
&) 181 B¢ 182 « LI EIRR(EEY) 181 B 182 » FEMNFE RIS s Ly » I
Rzt UP SRR (L&) 181 B 182 -

[0129] (Uit - fERIESER LU L&) 181 B 182 7% » HI1E 60 £
65°C i e e iR - KBRSl - sEAAIE 40 2 45°C » IFRIARREIR - 24
1% ] DME R R Tk I8 2 #8718 - R DPRYRETE o] ABS E /A RIEE 40 MTBE
LA 5 L/kg ~ & 10 L/kg ~ €9 15 L/kg 204y 20 L/kg Fe He#E - 55008Y 5 £47 20

-

C263833PA.docx 556 H - 3t 146 H(EEEARIHE)

113109266 FEESE A0101 1132013152-0



1869230

L/kg 24y 5 47 15 Likg BYFESBMERRSEEUEEY) 181 B0 182 EEMLERG
7

[0130] EFEEY) 180 - (L 181 5 182 HyER K2 /L 80% ~ £ /D
85% BV 90% - ¥ HPLC » {E&Y) 181 B 182 RS /270 95 Hfe% ~ =
/b 98 TR % /D 99 HE% ©
1EE#) 160 > ZiE

[0131] f—EERefid - (E&Y) 160 A LAREEIFR ABH5SE WO
2018/109050 HH&FE.2 /574 » AOLLT = ()5 F& F — e faill H20(E 8 &l 10 #
— il 2 K T R B

MeMgClI

Cucl POCl;
peasal sl Comp. 10
Comp. 110 Comp. 120 —— > Comp. 130 ———— Comp. 160
[ ¥edu]
MeMgCl
CuCl NaHSO4 NaHCO; POCI;
s K S i Comp. 10
Comp. 110 ———= Comp. 120 ——» Comp. 121 ——» Comp. 120 — Comp. 130 — Comp. 160
AT
il
MeMgCl
CucCl
— A G B¢ POCI;
B AT Comp. 10
Comp. 110 ——— Comp. 122 —> Comp. 130 — Comp. 160
AT

o

[0132] fr—Eepbdameid » (L) 120 ~ 130 K& 1600 LIREE WO
2018/109050 Hrfic 2 J5 A% - A& 8 K
[0133] fE—guRefidr - (b 120 ATLARIR DL T BB = EE) 110

B
C263833PA.docx 557 H o 146 H(EARREAS)

113109266 FEESE A0101 1132013152-0



1869230

[0134] AREFEEEY) 120 By AE S E S MIRE TIHEAR -
HERb#E ~ FUEHD RIEEY 110 BIRIERESY) - (EZ g RSV FIELTY
REE(EEY 120 WK EEYIEEY) -

[0135] #IMEIRE TMERAIA SRR ATAL - fE—ERe T - iRIEIRE
T-E7E R By THE -

[0136] FMEEEPIHTLIE Ny 785 K/E No WK MO » AE—LEREES
g aER M EE T MUE B IE AR ELS I FE CuCl 2 MeMgCliE S © MR

BrUaRREE LEY) 110 ntrRl EERVEER gy 3 247 20 Likg ~ 38 S
£ 15L/kg - CuCl ER{EEY) 110 &E4aPFRIEVE BEE /LY 0.1:1 247 0.5:1 2y
0.1:1 ££70.3:1 - MeMgCl BYEEY) 110 FE4AEFTRIHTE EEE ALY 0.05:1 4y
0.3:1 247 0.05:1 £&Y 0.15:1 « REESPI{EL) -30 247 -10°C Om[ERHF - FEig
RHEEP) 110 JRIIZIS RS T - [FIRFPREFZOME - (&Y -30 247 -10°C 2R
557N MeMgClRINEIS g Es T - Hofr 5551y MeMgCl B L&Y 110 RYE &
EER&Y 0.9:1 2247 1.5:1 By 1:1 £ 1.2:1 « PRfraRPE 2 e 120 2K
FEEVIRGY) - A —EREET - RIESERRIFR T LUR 20 1N ECE & - Bk
&) 110 ZHfE% JBIE & HPLC) /NFY 5 ~ ZNBY 2~ /INFY 1~ /NI 0.5~ Bl
52 0.1 8 > o] DIRE A S SERL -

[0137] {b&®) 120 AILARES EREY IR V78 - HE— LB RResd
[IEEVIRGY).Z pH A LU IEREL/KOF R > B140 3 22 10 w/w% Y HC 5 5y
&3 £4y4 - AILURFTERY/KHEEER T EE(EEY) 10 ZHHAE GEX THF)

C263833PA.docx 55 58 H - 3t 146 H(EEEARIHE)

113109266 FEESE A0101 1132013152-0



1869230

SyEfE o KM BT DURIERRIE AR (140 - MTBE) Z£8Y - AEIREFESL LS 110
WM R EE BRIEER B4 2 Likg 247 10 Likg ¢y 3 Likg 249 7 Likg » A LG HF
A AR K M s (5120 NaHCOs) ek - ZA1% FEE/KLIR - A& T LFRZ
IRz I R AR - FIA04E NaoSOs BZ)5 o BT DAGEA0EE Fh e sl 00 Lok
RZET o ATAE A LURKE EReta B EEY) 110 AP R EERVEER By 3 249
15 L/kg - 58409 S L/kg Bi&y 10 L/kg - JR4E o] S ALY 50 249 70°C £EK5R
BENH#EAT -

[0138] Fr—ibfEfEd > (L&t 120 ofLLAn NS Y iddL - Ka0ts
AR SRR A A A] LUE Je (B 60°C I BB A LR EHE &
BRI — (B 857 © AE7THY 60°C B 90°C 2 FJHRE (P < -0.09MPa) Z& 8 A]
LIS A EEY) 120 EV)EE T - AEIEREET - (e 120 9 ER B2V
40% 2iZ2/V 50% > (L&) 120 BYEEFE G HPLC) & %/) 95 mifa% ~ £/ 98
g% 22/ 99 HfE% o A LIRIE R 2 B LU R B — R s S i S YN E 7

[0139]) fr—EEfFERSxRT > IBHK & THF > KRSV HESE bk
{EEY NORYEHEL R 111 2 2:1 364y 1.1:1 24y 1.4:1 > I HEREEYIFEI(E
(D FEEY) 110 FIEHEE R 0.1:1 ££7 0.5:1 247 0.15:1 ££70.25:1 -

[0140]) fE—LEbfaretEd - (L&Y 130 ] DURIR DL T RO =i b &

o

P 120 E44f -
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o POCI,
—_— cl
120 130
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[0141] RAREEHLEY) 130 (Y AE SR EEEIEIFE FUAH] -
FERBMEER - ZEEWREEY) 120 WRIEREY) - t]IEZ R IEREYIR IE
DI R EE(EEY) 130 IR EEYIREEY) -

[0142] tiIEE FHIBEIA SRR RATIL - AF—EREEET - MMEIRE
FMEH Ky DMF - SRR ARIAA SRR ATt - fE—EeRettd - SR aHEI R
DCM -

[0143]) KIEREGYFILAMI TR - il B HERT AL No B35 /BT No
Wiim LT o (RS RS TR ERR AR (P40 DCM) fefa Bl L&) 120 A
MR ERYEEARF4Y 3 247 15 Likg Bi4Y 5 247 11 Likg HYFESMIER] - DL
{E&Y) 120 BRI E BEL ALY 1.5:1 £49 5:1 5049 2:1 249 3:1 fyfIRE
FHEER] (%0 DMF) « REERIAH SRR HET &Y 5 247 25°C » i POCI;
NINEI S ERSH - Hh POCL 8B4 120 BVE ELL ALY 1.5:1 £4Y 3:1 3049 2:
1 2472.25:1 < JEEYm AR R — S RERIEE/D 0.5 /N o ZMEALEEN4T 5
FHY 25°C RERHMEEY) 120 )RR ES T - UPRRIEREY) - 8% ]
B EREYIINER - sEIIEAZESY 35 249 55°C » DIEREEEEY) 130 B
TEEVIREY) - AE—8BReGF » RIESERIFHE AR ZED 6 /NFEEE - E1b
G120 2 EfE% B GEH HPLC) /NY 5 ~ /INA 2~ /NI T /N2 0.5 ~ B/
7Y 0.1 B - TLARE Ry S SRR, -

[0144] (L&) 130 T DIRHE AR AL - fe—thptiaRetE - RIEEY)
BREYRLIEORS - HA7KEREELEY) 120 G R EERERREI3 &
&) 20 L/kg ~ BR&Y 5 247 15 Likg © JR[E 0] DLA M R4y 30 247 50°C 3 H AT LA
REREYHEHE 2/ 0.25 /N ~ £/0 0.5 /NIFECE /D 1 /N - B[ EEEEY)24]
SRR AIZREY 15 224 35°C » A E)E /1 E AR 5 TR o P DA Ty

B Ry 7KAR R A - il H AR AT DL BRI A B A R BRK ek - Z7AT& A]
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LURSE AN - PIalRds £aefE il ey 120 AR EEIEER 4T 2 24y
5 L/kg BG4 2 24y 4 L/kg - AR (FI90 - HZREC NMP) HLLILIEY 1 249 2
L/kg HyAERISUEEY) 120 EE4aH 1 B BRVELRMLORGE  AHEE0F < §1
0 AL EZE T ALY 40°C ZORER/VASTE » IEA(LEY) 130 95
o AE—LERERE T > AT B DCM i A E&%) 130 FEHME DCM Fhifysig
1:[: o

[0145] =TCABfE{EEY) 160 - TR EI S AOER] - Atk EEY)
130 71 10 (YREREY) » WiERIEREYIRIELUP EELEY) 160 2 =R
R EEYNREY) -

[0146] A& A S RIRRATIL - fE—SE8E T - FAtkin £ =-C1-6 ik
M o AE—SLRERE T - ARG 4-H AR R N-Z B Rk -

[0147] Fr—dbRetidr - AWIAERE R a0 A SOy Frtt < wx kR M
B o fE—LEBfs ERRR T - JARI{REEE NMP K DMF -

[0148]) fE—tbfefidr - IEREYTLEY) 130 AR REY 0.25 24
2 mol/L ~ €7 0.5 £4Y 1.5 mol/L 5(%J 0.5 £4Y 1 mol/L - {r—LbfEfET - /5 |fe
FBHE(EEY) 130 EEAJEER B4 1.5:1 247 10:1 L/kg ~ 492:1 2% 6:1 L/kg ~ 5¢
42:1 247 4:1 Likg - ALY 130 (WEELLAL 111 £492:1 - &
1.05:1 47 1.9:1 564y 1.1:1 249 1.5:1 « fE—ERR8EE T - (L&Y 130 ¥R LS
Y110 DUEE ST ERE AL - £ — SR8 - (£E%) 10 BYEEY) 130 AV EELE
R0t 0.7:1 B 101 2] - 554047 0.75:1 £470.95:1 -

[0149] ANEREELEY) 160 2 RIEEYIESYII ETT LA No it
i R /EH N 2T - AE—ERReET - AHEHE - At bEY) 10 f£8Y
905 47 125°C B 100 247 120°C RS8R TMERER F a0t - ARl
#Tﬁﬂ EEY) 130 KNI gL - [ERFIREPRE - £ —ERRET - (EEY)
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130 P PMELIA SRR At < A TSR] (P40 » FHEREC NMP) FREETRS © 75—
ELREEE T o SMESTRRE AT LAR&Y 0.25 /NI ~ £9 0.5 /NEF ~ &9 1 /NEF ~ 49 27N
i~ &9 3 /NIFEE R - E{EEW) 130 ZEfE% B GEf HPLC) /NFY 5 ~ /Ny
2~ /N 1~ /N 0.5 ~ BN 0.1 B > BIDARE s S ESERK ©

[0150] (L&Y 160 T DAER EEYNESY)rEk - fi—teriEiste s -
A AR BTN R G Y28 » PIA2al 247 80 247 95°C « Zh& 1] LUK KEL 2
EEVNREGYEHLIPEOREY) » /KRB LAY 130 AR B EATEE
K] 3:1 247 15:1 Lkg 5047 5:1 247 10:1 Likg - FHREGYSAIZE 5 28
30°C - iAE sz R 2/ 0.5 /NG LUP B EEIRR(EEY) 160 2 HER < 5L
s XS SR LR EER &) 160 - [ERSFT LA BN A2 55 — /KEER K
W ER - AR O] LUK N E R (a9 160 SO LIPREER - FI0fELT 10
FH30°C ZOR[E - HNEERRERLEY) 130 A RIEERILLR 54T 1.5:1
F& 6:1 Likg 504y 2:1 47 4:1 Likg - n[LIBHEEER /D 1 /NI « B DAGEAIFE T
AR B Lo BT RS (L&) 160  FTUEE K EIRS nT AT B FHINERE - GRS
(L&Y 160 AJLASERZ IR o fE—LhiZIRRERE T - B2 P DIEEZE TELY 25 247
50°C ZOREHELT - (&Y 160 (VERBZE/D 50% ~ £/0 60% /) 710% - 5
i HPLC » {L&1 160 AYSHRE Ry 2 /0 98 HifE% ~ 2/) 99 Hf&% =2/ 99.5 [H
&% -

[0151] fE—iERrERREET - (L&Y 120 ~ 130 K 1600 LAFREE WO
2018/109050 & J7 75844 » 40lE 9 B -

[0152] fE—LEptlameedr - (L&Y 120 ATLURIRE 8 8 - (L&) 120
AILAFEHE 9 o < B RS EH Lo i B S B IR AR S L - ZaLITEE ST
BEHEEEY) 120 ~ FEUKECE 2 AHEE (H140 - Pebe) K usifilig S Ks
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RE—RIEREY) - W AERE—RERE SV ELIP R ESEEY) 121 2
RSl Db B S ER NI S5 — REEYVNR &) -

OH
Hoc-]_)Fo0
S-ONa

HaC &

N

121

[0153]) (EE—KIEEVIEEYITELEY 121 - PlEE&# 2 bE
Py 121 ~ 7K ~ REUKESE 2 (KHBER S SNV E R &Y o ff—1Lk
REfE » AR DCM - (B85 _RER SV ELIP B EF—HEAE_MH
FRIEEVIREGY)  ZFE—HEEAE X ZEENEA(L LAY 120 {25
—MRZERY - HiZs MAEeK - KEasgdibo(bat 120 By —FHi8
KA 73

[0154]) FEptERReE - BeHE LAY 120 Z IEEYNEEY)EY pH 1]
AR fEtilKOsm (p1dn - IREEEELEY) 12049 1.2 248 1.4 E& HCI YK
M HCY) 38872/ NA S -

[0155] fsp—RIEREYH - &€ pH J867 2 SV E &9 ] LIEAA B
KESEZIER (FI0 > 2k &6f - HAHEULEY) 120 n[7ERZERIF « f£—
eRERR T o ARIREBEE LAY 120 EEMEER R4 5 Likg 24725 Lkg ~ €910
L/kg 4720 L/kg ~ 2047 10 L/kg 24 15 Likg - £—RIERSYIH 2 KIGHEE
B LS 120 EEAYEE® ALY 1:1 Likg 247 10:1 L/kg ~ 49 1.5:1 L/ikg 247 4:1
L/kg ~ B¢&J 2:1 L/kg £47 3:1 L/kg - F—RIEREY)F i SehBl L&Y 120
EEBLL AT 2:1 247 5:1 5 3:1 &Y 5:1

[0156] E—KRIEREGYHRFENALLY 10 £4Y 30°C ZOREALRFE TR
pH 3881 2 R IEEYREYELRBUK R 2 ABIR G - AT Ea
BER (B0 - W3 t) &0 WEE S hEE L BGRIE LPREIES - oEERIRLIE
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B E(LEY) 120 2 A RKHE « & 75°C 2ORE » FERksER 2
GRETEEU LAY 120 EEMIELRREY 1.5 Likg £47 4 Lkg ~ 54 1.5 Lkg 24
2.5 kg MRAEATEA o KIESRERCDETA AR S Al 2 BIA04T 10 247 30°C » HiF
SURJE PR B ERLEY 12042 £475 EE 2 NaHSO; SN EE(LE
) 120 € 3 £47 4.5 & 8.~ NaHSOs #Y NaHSO; /KIEREHF - DR A& E R
{L&P) 121 ZHEH - sEAFE BB L o BEEIRR (B a8 121 AR AU
[EBS A B/K G0R 7R (B - Tbe) REIREER « ARRREE (LY 121
EHVEER G A% 3 Likg £ 13 L/kg ~ 5047 5 L/kg £479 Likg - s540%5H

B EGHE L BB E Y 121 - &k (La) 121 BERSHEHER AR BKE
R ARBBAEIRSTE (140 - DCM) JEifk -

[0157) - RIEREYHAE4Y 5:1 Likg £49 15:1 L/kg ~ 5649 7.5:1 L/kg
£4710.5:1 Likg AU/KESTERLEL i 2 [E188 121 EERVILR - E_REREY+
Z 7K BSTEER BK R 2 AR AR] (5120 - DCM) SSRERIEEFRET 1011 24y
3:1 5G4y 1.5:1 249 2.5:1 « REUKER 2 A 2 BBREF LS 121 B8R R
492 Likg 499 L/kg ~ 93 L/kg %497 Likg ~ 547 4 Likg 46 L/kg © 25—

EREYH IR RN EEY) 121 (VEEIER 111 £ 2:1 ~ 347 1.25:1 £47
1.75:1 « {E—ELREREF > Bile EEM Rkl S ENHI KR -

[0158] FEHKHEEY) 121 BRREORE IR TIPS _RIERE
Y o IR BLK B0 2 BHEEER] - AR INREE S8RV E & (LEY
120 255 " RIEEYPESY) - PRt EEY T (51 - w5 1) &6f il
sHAFE RS OO R G LFRERS - (EIRREGE LR o B A R oK
M > BBl sz S o AR T IR R BUK G0R 2 EH B A EIZERT -
WA GFAHENE « a0t AT DUREEACRER - SRR A TR

E/\Z’] 70°C B RYE E 4RESTEN L&) 120 EHERJEER B4Y 1.5 Likg £49 4
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L/kg B&y 1.5 L/kg 24 2.5L /kg » I HAERFEE(EEY) 120 < FFRZHES
T BEY 30% 247 50% ~ & 35% £ 45% ~ L&Y 40% - {LEY) 120 NER K
2/0 50% ~ £/0 60% 5% /0 70% -

[0159]) fE—iLmEET > (E&Y) 130 TTLURIBE 8 Frns AR EEY)
120 4 -

[0160] 1= 160 AILARES EREYIR VI8t » HE—LErBReted
AR S e YR & V)28l > P28l 24 80°C 24 95°C - A& AT LLRiZKEL
NIEEVIREEfFLIPECESY) - Ho/KEERE L) 130 /It i EERY
EEARBEY 3:1 247 15:1 Likg 5047 5:1 247 10:1 Likg < REEEY) 281247 5°C &
€930°C - MifrazomERF 20 0.5 N LI B 2B (EEY) 160 ZHER © |
LIEEATHE i e s R EIRS (BB W) 160 - EIRG AT LIIR a8 2 5 —UKAER
KRS ER - A& AT LURINEELEIRS (b2 160 S OFLUPEEER - PI{EEY
10°C 249 30°C ZIRfE > HFWERERE(LEY) 130 AR B ERVEER &Y
1.5:1 24y 6:1 L/kg 544y 2:1 4y 4:1 L/kg - aJLURHRAERZE /D 1 /K - 2] LIgE
YOS AR B Ly BEERS (51 160 » RS K ETAG oT DAL FH N R
W o BEIRS(EEY) 160 AT LISEHZ R o fE—LEaZleReti T - g2l n] DUEEZE MELY
25 4 50°C ZIREEHEAT o (BEa 160 FVEREE/D 50% « £/0 60% 5%/
70% - #&rf HPLC > (L) 160 BYSIE B2 /b 98 EifE% ~ /0 99 Efa% 3%
/1>99.5 HFE% °

[0161] fr—EEfFERSET > (EE?) 130 K 160 LUIRE WO
2018/109050 Hhric 2 J5 A% - 20fE 10 Fos -

[0162] fEAfEFE < —EIERRET - LU= f 2 ba?) 130 1]
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Bl - SIETTEAT
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MeMgCl
CuCl, LiCl
— L EW B POCI;
o N/ N CHO
s si” T
o : .
F b N

110 122 130

o

[0163] AREMFEEEY) 130 2 AEE &R IFE TMHE
i~ FHERE(ESE ~ BAbHD - Rl - E=FER G (TMSCI) k(B 110 HY
F—RIEREY) - ER—MEREVIRIELIEREa(bal) 122 25— ek
VLREY) o RSB —RIEEVIRSYHKERT S — A REER - 1 ik EK
ARSI AR RIS RIS EEYIR SV - SRR S
TEREEZ( e 122 8yAHME - IWRGEUERAERTENEEY) 122 < PEE
26 RMIFE AR - ZR8E R (be?) 122 ZIRRNSE _RIEREY) -
(i KIEREYIIELIP R EE(LEY 130 25 RIEEVIREEY) - KE
N FEEVIR GYHKER T HSE REER o S R A AR T R
FEEZALEY) 130 VAT -

[0164] 25— K5 —A&MIFE T MEEBRIA SRR ATAL » A —ERefs
1o FtMIRE T MIERR THE - f—SEtxd > B isMIRE T Mam &
DMF o {f—8eRetirf » SRR B E(ben o fE—5ERek > 55 7R Ryt
fza -

[0165] fE—teRefid - B-EREVIREEATTZ(EaY) 11047 0.25
FH2EH > AT ZAEEY) 11089 0.5 £49 1.1 EH - ff—ELHAmERT -

FMIRE T HERIRRE ALY 110 EEAER R 3 289 11
L/kg ~ 2y 5 L/kg 249 9 Likg - HEEEY) 110 » MeMgCl LUEEST EEE
FAE » AE—EEREE T - MeMgCl oA THF B 277K » 5540 3M VAR © fH£—
LERERE T > MeMgCl BH{E&Y) 110 (YEHEE R/ R 101 B2 1.5:1 2] - 2iR&y
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11:1 247 1.3:1 < fHE MBS 110 - TMSCL DB EBEFAL - £—L5kR8
e - TMSCI BEYEEY) 110 BYEHEE B rs 11 B 1.2:1 Zff - 349 1.01:1 &2
& 1.1:1 « CuCl BYULEDY) 110 BYSELHLIL 549 0.05:1 2£470.2:1 ~ 5(&J 0.05:1 &Y
0.15:1 » LiCl B{b&Y) 110 FVEEHEE /547 0.05:1 247 0.2:1 ~ B(47 0.07:1 24y
0.15:1 -

[0166] fr—ibfEfEd » E_RIEEVRGYBEEEAAL05 242 5
HIVG AT 2AEEY 1228907 £49 1.3 EH - ZHEB8EEY) 122 fVEHLE
E#) 1.5:1 B4 3.1:1 ~ 504y 2.1:1 E4y2.6:1 -

[0167]) FE55—f e » fE—EERREEH - CuCl ~ LiCl RE—MmMIFE +
PEVAEIA] LA N, BBEE AT 7 FERR HRAT4Y 10 247 35°C BEA0t - HAAIEL -
10 247 10°C - {£47-10 247 10°C K& 110 & TMSCURIIE R B+ < TP
EELEY 122 2 F—RIEEVREGY) - Ai—RefEd » BT AT LA
B2/ 05 /N~ 20 1 /NIFECE R - B(LEY 110 ZHE% BE GEh
HPLC) /A 5 ~ /INA 2 ~ /NI 1~ ZNFR 0.5 ~ BN 0.1 B » BT DARE A S ST
e B ERE A S LKA, - & s b&Y) N0 EELE AR
YL~ &9 L1~ &9 1.2:1 5289 1.3:1 « SfbEmmisziba®) 110 ;bR Fy
&) 2:1 £4710:1 L/kg ~ 3047 3:1 £4y 7:1 Likg - B lWCEA M RoKHE - A%
e R PR ELEY) 122 3 H 5] DR R/ - ] LURMATRIF ek
W AHE - BRI SR YEER LEY 110 EERVLER LT 8 Lkg £
4710 L/kg o BT DARHFRMR AR (B0 - B2 REURYE < 5 —REEYIR G
Yy HA P FREMAREERERY LAY 110 EEAVIER 54T 1 Likg £49 3
L/kg o fEBEMARERR 1 » P]DURMEEIRRE 2R &Y DL AR REIRRIBRIE AN IF
AR > (EMEAEY) 122 25K « AmRFEEEY) 122 HIE B4 40

wiw% 224 60 wiw% ~ B4 45 wiw% 24 55 wiw% - EMME&EY) 110 » {E&)
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122 ERRZED 60% ~ 2£/0 70% 22 /) 80% - (b&¥) 122 HYEiE GE
HPLC) Ry % /) 85 Hfa% =%/ 90 EfE%

[0168] 1E%5 _fET - FIEMBMERIIRIEKE F— R IERER > LIE
SALEY) 122 JTE ALY 25 2247 45 wiwe B 30 2247 40 wiw% 2& 35
wiw% o FE—EERER T - JEMMER AR o HILUETTERE—2K POCL 430 » K
¢ POCL; BH{E&Y) 110 EERYE B R4 0.2:1 £490.4:1 3047 0.3:1 > I H Hrfr
JEE R S &Y 35°C £ POCl AR IIEEEY) 110 FYEBEEREY 1.5:1 £
& 3:1 804 1.5:1 £4J2.5:1 # DMF » #7755 2 POCl; /A0 » H POCI; ik
EY 110 EERVEELL BT 1.5:1 £492.5:1 3y 2:1 > IGREESYIIIFELY 50
F470°C LUP R EE(EEY) 130 25 RIEEVIREY)  fE—EE5KT - K
FESERRS R AT DUR 2270 2 /NRFEICE /& » E(L e 110 ZEfa% B GE
HPLC) /NS 5 ~ /INFY 2~ /NS 1 /NS 0.5 ~ BvINGS 0.1 B B DLRE R S e se
Rl o REEYIRSYIBHE ALY 1.2:1 289 2:1 3i&y 1.4:1 £47 1.8:1 sl si Bt
&) 110 ByE EEERVRIRIT/KERE0F - BRI ARERE(EEY) 110 EEHY
EER Ro&y 3 247 12 kg 304 6 2499 Likg - f2RaE il S ERHTA TR KoK
M o RS AR ER AR FOK IR DB IR R 2 A1 (B0 > 928 » 52H
AR EEEEY 130 1L HBAER 7Y pH © BIEA AU A
MR (Bl - B R EEY) 130 - BB 110 (&) 130 RIERBE/D
70% =2 /V 75% - HAE&%) 130 fY4iE (B8 HPLC) RyZ% /) 85% =i/
88% -

[0169] fF—iLmEET > ({E&) 130 TTLIURIEE 8 Arns AR EEY)
120 4 -
L& 170 2 2
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[0170]

FE—ER8E T - (L&Y 170 A DURBEIFE 2RISR WO

2018/10905 #5852 = F EEUf

[0171