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- o. OH (i\\ 0. OH . ciL o OH
Nae OH o’ O OH o) OH
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i cH S TH ; H
R gevg ’ Ph Ravg ’ PP Rrzg o
. 6. OH Ci\ 0. OH L 0. OH
~ 70 OH e OH Bn. /O OH
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[0199]) BEAMEIE(LE < HALIEIR &1 & P e 5 AOMP (/N & 5 BE
5-(T-FFERI =ME-1- A F E)-3,4- & (- 1-H A 2H-HEIZ 55) ~ AOP (/N ik
B (7- A H =M-1-E) = | (g E) # - BDDC (#:(4-(2,2- - H A
1,3- @5 IR % B - AR (L —ao %) ~ BDMP (ON&#ELS-(1H-ZK 3 =
M- 1-FL | ER)-3,4- R - 1-HE2H-ILI% #5 - BDP (BEEZ R I =Mh-1-Efis —
ZBg) ~ BEC (N-=4k T &-N'-Z &b —nof%) - BEMT (WU ifL2-)2-3-
L Fs-4-H A EWS) - BEP (W& Mifk2-)82-1- Z & MEES) -~ BEPH (&
A 2-)R-1- L AL MEDESS) ~ BMP-C1 (N, N'- 2 IR AR EEEE &) - Boc (=4K
T &EEHAE) - BOMP (N&EBREL2-CRH =Mp-1- A & A)-1,3- T H A-2-0it
UG WE-1-£5-1,3,2- “F R IR N EE5) - BOP (UN@mBEEE R - =1-1-B 5
B2 (T H AP ~ BOP-C1 (N, N'-#(2-{H] 5, A-3- 12 Mg B Kk B 20
BroP (N@WEER S (ZHBEE)#E) ~ Bsmoc (1,1- | E A A FH N -2-K
HE A HAE) ~ Bspoc (2-(=4k T mfig2)-2-INW & EHE) ~ Bts-Fmoc (2,7-
B (= H A EL)-9- a5 B FH S BBk AS) ~ BTFFH (7N g bk 5% M (DU op HH ) a8l
fk#5 ~ BPMP (ONEEHEL 1-(1H-H = M- 1- B | B 8 Bl o HH AL LIS DE £
BTC (=2%%) ~ BTCFH (/N % i B 8 (MU op A Ak - (PyCIU)) »
Bts-Cl (GRIFHEM:-2-BE &) ~ Cbz ~ Z CREH A EHKA) - CDMT (2-4.-
4,6- “HEE-1,3,5-=0f) - CC (=ZFZ(LF) - CDPOP (Bl i &7 M5
74f5) - CDPP (il B Bs _Ff5) ~ CF (=& & (L) ~ CF:-BOP (N
WBElE[6-( =& B R =me-1-55)-N-S A2 (C_H R E) #4] - CF;-HBTU

(7N b5 I 2-6- (= L HH B )-8 = M- 1- &% )-1,1,3,3-PU B B 4)k ~ CF3-NO»-

\

I =M1 - | A S (MR EEL)) ~ 6-Cl-

HOBI (/N#& b 6- Z-N-FE AL -2- SR A IR FF BRI 3) ~ CF3-PyBOP (/N Hk

.-
<

o
o
~
N
=
I

%
1
H)
1
bt
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iz6-( =& B - H = M- 1-5)-N-F A 2 (Mg g &) #%) - 6-C1-HOBt (6-
1A =) ~ CIC (N-FRC A N-Z AR i) - CIP ON&
BhEE2- A-1,3- T H EDKMEIESS) ~ CloP (ONEBEEE &-2 (BB A #%)
CMBI (/NHmbERE2-F-1,3- A IH-ZEH kM%) ~ CMPT (B(E2-5&-1-H
EMEUESS) - COMU NGB 1-(1-(FA-2- 28 A 2-HIEEm AR
) CH B BRR MR A op B AR H #%) ~ Cpt-Cl (1-l & & -FEBER) - CPC
(N,N'- IR A IR (B a5 %) ~ CPP (ON®EBEER2-F-1,3- A WEIES) -
DCC (N,N'- "B G —gifF) - DCMT (2,4- —&-6- FH & £-1,3,5-=
i) - DECP (FEWiEE — 2B5) - DEPAT G-(Z LR ABMRASE)-1,2,3-
OE0E - = 0f-4-(3H)- i) ~ DKP(2,5- _FHUK0H) - DEBP (2-(3-fi] 5 £-2,3-
CE-1L2- K R A BEEE _— ~f5) - DEPB (CREiEE - ~f5) - DEPBO
(N- = Z S AR A 7 e fH) ~ DEPBT (3-(_ Z A EWARA R E)-1,2,3-
HKIE =0H-4(3H)-f) - DEPC (&W;if% _Kf5) - DEFFH (N & i

B-3,3-V0on H A H HIKES) - DFIH (N&EBEEL1,3- B A -2-%-4.5- & -
IH-BRkMez5) ~ DIC (N, N'- 2 N E{L _aof#) - DMCH (N & BB N- (&
(DR AL ) 5e FH BS)-N-H E H #%) ~ DMCT (2-%.-4,6- _H A-1,3,5- =) ~
DMFFH (/N WifE1,2- —HA-3,3-M e FHE & H K55) - DMFH (N & Wik
N- (G (DROpR AL ) 52 BF BS)-N-H EL HH §%) - DMTMM (F {b4-(4,6- _H & &
[1,3,5]1=0f-2-F1)-4- FH B MG IR IR £5) ~ DNA (2,4- _f A K% 3H-[1,2,3]

f1,2-— 2

=WEF[4,5-b]0EDE-3- 5 BR) ~ DNB (2,4- 85 B o R B8 1H- 2 [d][1,2,3]
=M-1-Ff5) - DOMP (N &IHELS5-(30,40- F-40-{Hl . 2-10,20,30- 4
= WE-30- B H)-3,4- & -1- B A -2H-L0E §%) - DOPBO (N-(2-{H %5 % -

1,3,2- 7 %0 4 6 2 78 © 52 26)- %6 3 12 DS [§]) - DOPBT (3-[0-(2- il 4 % -
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1,3,2- "\ MR IR C e B )- i | A 1-1,2.3- R H = 1 -4GH)-F) »

DOEPBI (882 — L FFE2-FR B 7R HF KM -1- i) ~ DOPPBI (Wi fig 755
ELOR PRI -1- 5 f5) ~ DPPBI (-5 B Tk BR 2- 7R AL 7R o R g - 1- &

) ~ DPPAT (3-( 7R & A bk Bl 58 4 )-1,2,3- M g A& - = 0 -4-(3H)- Fi)
DPP-Cl (_FRELiBEfEE) - DPPA (8% il & f5) - Dtb-Fmoc (2,7-_
-ZRCT A9 B E A ) - EDC (1-[3-(Z B g ) N A 1-3- 2 2R (L

T nifEE L ER) - FDMP (SR fEEE3. S-S (=@ H AR E) R oK)

FDPP (5ifk B A @ 7 B5 78 05) ~ FEP (WUsife2-=-1- S & MEIE#H)
FEPH (NEEhBL2-7- 1- ZEMENE ) ~ FIP (ONam bkl 2-#-1,3-  H AL DR
#) ~ Fmoc (9-3%ZH S FkA) - FOMP 2H-MEIZ 35 (N EEFBES- (A w R
#£)-3,4- " F-1-Hfg) - HAE2PipU (O-(1H-1,2,3- =M 3-[4,5-b]tLIE-1-

H‘T}

iHJT

B)-1,1- 2 F-3,3-And HA4R) - HAE2PyU (N& £ O-(1H-1,2,3- =M
F[4,5-bI0EBE-1-£5)-1,1- = £ 5:-3,3- PO K 4k ) ~ HAM2PipU (N & Wi e
O-1H-1,2,3- =M - [4,5-b] MEBE -1- B )-1,1- B EL-3,3- 71 oo B B 4 ) »
HAM2PyU (N&EREFEO-(1H-1,2,3- =83 [4,5-b 0L BE-1-58)-1,1- B L

3,3-Mad AR ) ~ HAMTU (N &L O-(7- B 5 R =Mk-1-56)-1,3-_H
B-1,3-=nn HE4L) - HAMDU (N#& 0k L O-(7- Sk A H = me-1-F)-1,3-

HEE-1,3-nd A R) ~ HAPipU (UN& M IE O-(7- S A R = - 1-5)-
1,1,3,3- 8 (Frop FH A 4k ) ~ HAPYU (N& BEEE 1-(1-0LOR W A -1H-1,2,3-=
M 3 [4,5-b]- O 0E - 1- A op B AL ME IS UE $5N- 2 (L) ~ HAPYTU (/N 7. 0% %
1-(1-MEE B L - 1H-1,2,3- = M0 3 [4,5-b]- 0t BE - 1- B 55 B ED) IEEI% e $5 N -7 1L
FURETE I =M1 1,1,3 = H B 1-FE 5L 4k) ~

T

Y1) ~ HAPTU (N &bk B2 7-

>v

HATTU (N&BEFES-(T-S R H =me-1-£)-1,1,3,3-PUH EL 4% ) ~ HATU

9(-
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(75 8 W5 B O-1H-1,2,3- = M 3 [4,5-b] b 0E - 1- ££)-1,1,3,3- 70 2 F 4 ) -
HBE2PipU (A& Wil O-(1H- 3 = M- 1-F)-1,1- = 2 %-3,3- A i H &
#%) ~ HBE2PyU (/N&BEREO-(1H-ZEH = m-1-%5)-1,1- - 2 %£-3,3-PUEE H
E4%) ~ HBM2PipU (N&BEREO-(1H-5H =M -1-50)-1,1- -3 3-F
BH 4% ) - HBM2PyU (N&BEREO-(1H-ZEH = M- 1-56)-1,1- I %6-3,3-
POGoe & 4% ) ~ HBMTU (N BB O- (O H = ME-1-56)-1,3- Z & -1,3-=
oo FHELGR) ~ HBPTU (N FRBERL (7-78 H =ME-J)-1,1,3- = B - 1- 28040 )
HBTeU (N&BiEO- 1H-ZEH =m-1-5)-1,1,3,3-PU Z B 4%) ~ HBMDU (X
AERRLO-CRH =ME-1-58)-1,3- - 1,3- Zan B4R ) ~ HBPipU (N Bk
Bz O- (A =ME-1-55)-1,1,3,3- B (A na &) 4%) ~ HBPyU (N& £ O-CR
H = - 1-55) | A (LIS IE ) -4%) ~ HDATU (N B#ERO-(3.4- g -4-l

H

i
i}

AE-S-FHERA-1,2,3-=Z0-3-5)-1,1,3,3-T0H E4k) - HDAPyU (/N#@ bk
f0-3,4- & -4-IEE-5-FHERI-1,2,3- =04-3-2)-1,1,3,3- 2 (PUGH
B )k ~ HDTU (N# Bz O-(3,4- & -4-fl | A&-1,2,3- 789 =0 -3- 5 )-
1,1,3,3- U B4k ) ~ HDATU (N &bk O-(3,4- —F-4- Il E E-5- 2 H
-1,2,3- = 0-3-56)-1,1,3,3-PUH E£ 4% ) - HDMA (ON& RS 1-((H F E)-

(IR Ibf 2 ) 5 FH &R )-TH-[1,2,3] = M8 5 [4,5-bIMEBE 35 -3- FAEY)) - 4-HDMA
(7 o i I 3 - (( FH i A ) - (ORI A% ) i B RS ) - 1THL-[1,2, 3] = ME [ 4, 5-b IR IE 555

-1-2 (b)) - HDMB (7N BB 1- (2 i 2 ) (DRI Ak ) B ) - TH- 2R 9 =
4 -3-F {E%)) ~ HDMC (7 s b B 6- 28 1-(( B Jie A ) (DR b A ) - 5 FH A ) -

TH-Z5H =ME-3-F5{E%)) ~ 6-6-HDMFB (/N a8 bk B 6- = a8 HH B - 1-((— H iz
EL)(WRDb ) 52 &) - TH-5 9 =ME-3- (b)) ~ HDMODC (N& b 1-[(1-
(& AR FH AR B B R AR ) i AR IR Uk A np HH BE) T HH 8%) ~ HDMODeC (7%
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BB -[(1,3- 28 FE-1,3- S AW E-2-00 LA B S ) — i & - TR
IR R ) 1 HH $%) ~ HDMOPC (7 i b BE N - [ (U EL (M e -2- ) oe FH Ak i A
L)~ FH i A ) B AL ] -N-TR I AL 3% ) ~ HDMP (73 s b B8 1-((— HH i
) (RS EL)) AL IS B -2,5- Hi B #%) ~ HDMPfp (/N s bk BE 1-((— FH %
B)-(RME) SR AR A EH ) ~ HDmPyODC (N @bz 1-[(1- (5 -2-
L L -2- () s B nE £ Bk S Ak ) T i B TEE O e B o RRER) T HH %) o
HDPyU (/N#@MlE0-3,4- & -4-fl| 8 F-1,2,3- K+ = 0f-3-%)-1,1,3,3- 2
(PUGnE B &) 4% ) ~ HDTMA (73 78 Bt B 1- (- HH g 22 ) (AL (R IDR I B ) o B 2 )-
1H-[1,2,3]1 =M 3 [4,5-b] L BE #5-3- (L)) ~ HDTMB (/& Bz 1-((— H
Hi ) (B (ORI ) Bl FH %) - TH- 2R 9 =-3- 55 {E#)) ~ HDmPyODeC (/&
BBz 1-1(1,3- = L F B -1,3- I | A N B -2- 08 £ AR s 8 ) - — FR i AR I IR
e Ak ne B B T HH #%) ~ HDmPyOC (Na B 1-[(1-(F5-2- SR A-2- =
Bl LR R A AN IS e AL e B THH %) ~ HMPyODC (7 7.k
B 1-(( B\ Ak np FH A T o 2R ) IR Uk A op FH B IEE IR BE 365) ~ HMPA (73 B Ak g
EHz) ~ HMPyOC (Na@ B 1-((1- 5 &-2- L5 A -2- R A O & R
B (IR U &L ) 5 FHBL ) IEE IR B 355 ) ~ HOAt (1-3E & -7T-F R =) ~ 4-
HOAt (4-E5E-1-FEEFH =M) - S-HOAt (5-5 - 1-FEEAF I =) - 6-
HOAt (6- FjE-1-FEE R FF =) » HOBI (N-FEE -2-ZR B 58 FF BRI -

iHJT

3k

HOCt (1-¥8#:-1H-1,2,3-=M-4-H g 2 f5) - HODhbt (3,4- _%-3-F8E-4-
I %-1,2,3-83 =) ~ HODhad (3-F£7&-4-fl A %E-3,4- "G -5-2HHK
H-1,3-2_F %) - HODhat (3-FA&-4-({IF£-3,4- ZF-5- R H-1,2,3-
=% %) » HODT (/N bt S-(1- 75 -2-MEhe A5 )- 1,3 - FEL-1,3-=&d

HH AR bfi 44 ) ~ HOSu (N-¥€& T “Hguchg) ~ HOI (N-FE A5 Bk-2-FF) ~ 6-
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NO,-HOBt (1-fEE:-6-5 E A H =M) - HONP (¥ £ E & MEES) - HOPy
(1- 3R EL-2-MLEFH ) ~ 6-CF3-HOBt (6- =& HH AL -1- 3 A IR JF =) ~ PS-
SO,-HOBt (&Y E#1-FEE-6- —nifl & =m") - PS-HOSu (EX&¥&a
HN-FRA T "o i) ~ PS-DCT (X&YW AEHE?2.4-_&-1,3,5-=1) -
HONB (N-F&E:-5-[F k% -4-2,3- % B fgnoig) - HOTT (N& BEEES-(1-

EHE TR -2-TEEES)-1,1,3,3-TUH A A7 4k ~ HOTU (N& R O-[8E (L%

J]IH

BrEL) uE FHEL R BE1-NL N, N'N'- U FH BG4 ) ~ HPYOPfp (N & BEEEN,N,N',N'-
BE (MU FHE)-O- L& AR A4k ) ~ HPFTU (/N & 0k B N,N,N',N'- #& (Y 53
E)-O-AHEAEES) - HPTU (ON&E RS 2- (- & 2-1(2H)-0HEBE £-1,1,3,3-
PUH B 4% ) ~ HPyONP (N %5 6% B N,N,N',N'- 8 (/0 o B B )-O-2- B B o AL
&%) ~ HPyOTCp (7~ & b B8 N,N,N' N'- = (U 5o HH E)-O- A & AR &4k »

HPySPfp (/N & b ik N,N,N',N'- &8 (U 55 BH EL)-S- L &\ A A B4k ) ~ HSTU

(N@mbEEE2- T AR oo B R £5-1,1,3,3-PUH B4Rk ) ~ HTODC (/X 7, i i O-

H

[(— &l ns FHE)-Fr AL 1-1,1,3,3- U AL 4% ) ~ HTODeC (Na b O-[(— L%

I

Ak nn AR B A ]-1,1,3,3- U B B4R ) ~ HTOPC (7N sl o i N - [ (B A (ML -
2-F5)up HH B AL R -( FH i B ) nE B B -N-H A B %) ~ MPTA (FH AP
#H#E) ~ MPTO (3- B A B na bt g 2 -2 (BH)-US M4l ) ~ Mspoc (2-H i
Bl A -3- 2R k- 1-9 -2- 06 | A S ~ (3] LU EU ] (Mukaiyama's reagent) (B {(2-
F-1-FHEMEDESS) ~ NA (3-((ZE-2-Fmsfi A ) FH A)-3H-[1,2,3]- =M 3 [4,5-
bIMERE) ~ 2-NA (2-t8 B 7R te B8 3H-[1,2,3] =M H-[4,5-b]HENE-3-FF5) ~ 4-
NA (4-1H B 7 b fE 3H-[1,2,3] =ML H-[4,5-b] e -3- 2 FE) ~ NB ((1-((%-2-
Eehi AL ) A -TH-ZR3F-[d][1,2,3] =M) ~ 2-NB (2-5 B i 1H-Z5 9+
[d][1,2,3] =M-1-Ef5) ~ 4-NB (4-f8 B2 b B2 1 H-Z 0 [d][1,2,3] =M -1 -5
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F5) ~ NDPP ([#2k-5-1%4-2,3- ~ AR o 2 7 Bz fis) ~ N-HATU (&,
B e N-[( H iz k) - 1H-1,2,3- =P 34 [4,5-b]- ML BE- 1 -7 g FH FL TN - BHEL HH g7
N-£{E#)) » N-CF3-HBTU (UN& W N-[6- =& A (1H-Z5 5 =M -1-55)-
(R B k) B L 1-N- AL g N- S (EY)) ~ N-CF3-TBTU (MU i BZN-[6-
=& HE(H-ZF =0 -1- B )-( B R B ) o FEE -N- B AL B g N- S (b
Y5) ~ N-HAPyU (/Nam b B 1-(1-MEPg e A -1H-1,2,3- =M 51 [4,5-b] oL BE - 1-
Eeon HED LIS BE SHN-2EY)) ~ N-HATTU (N b BEN-[ (Z HH g %) - 1H-
1,2,3- =43 [4,5-b]-HENE- 1- B o FH AL IN- AL H g N-Fii (L)) ~ N-HBPyU
((VH-ZR 5 = M- 1- ) (1 - PEE I e B o B BR ) /N s B BRI DS e s N- R AE W)
N-HBTU (7~ st e N-[ (1 H-Z8 H = M- 1- A ) (B B A )- o B RR ]-N- FH AL
#EN-FE¥Y)) - N-TATU (PUs BB N-[(— B g A&)-1H-1,2,3- =M 3§ [4,5-
b]-BEmE - 1-BL on BELIN- FEL B g N-S{E¥)) ~ N-TBTU (N-[(1H-Z= 5 =M-
1-B) (B g B )- 5 B AR -N- FH AR DU s B BR 25 9 N- S8 (B %)) ~ NDPP (% 2k-
5-F%4-2,3- " HIER SE i B IR L BE) ~ NMM (N- BB IR IH) ~ NO2-PyBOP
(7N g B - 0F 25 0 =M -1- L S 5 2 (IR e E) #) ~ Oxyma (2-55k-2-
(FRophg &) B8 £ B5) ~ PIC (N-ZRE N-RNEIR(E _52fg) ~ PS (FaP
=& ~ PS-DCC (CFKE¥IROER(Lazig) ~ PS-EDC (FEa¥l- L 5-3-
(30- Hf BN E) - (b aefig) ~ PEC (N-Z % N-ZREIR (b 52 i) ~ PS-
TBTU (VU BHEEN-[(1H-Z8H = M- 1-8) (T B B &) - o B AR ]-N- FH G g7
N-£(E¥)) ~ PTF CEHE=FE#H S =="1%)) - PyAOP (N&EBEEE(7-
FRETR I = M- 1- B |AE 2 (MR BEEL) #5 ~ PyBroP (N&E IR = (L%
e EL) #) ~ PyCloP (7N s bk % & = (L& BE 25 ) #k) ~ PyDOP (7N i b5 %

[(3,4- 4 -4 S 55 -1,2,3- 56 3 = 0 -3- 25 SR 1- 2 (RL UG 062 J56) 3

5 84 HEEHIEREIE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

6- & -7 H = M- 1- B H A) 2 (ML LE B %) ~ PyPOP
(BB (L E RS (MISIEE)#) - PyDAOP (N bfk[(3,4- &
4-f | EL-S-F AR -1,2,3- = 0F-3- B 2 (MR BE A k) ~ PyFOP (7N &bk
Bzl[6-( =% AR H =Me-1-E 1 R A 12 (Mg EE) ) - PYFNBOP (7N
Wi [ 4- 08 B -6- (=& H 2D ZR IF = M- 1-5) -5 A 2 (M8 g &) #%) ~ PyNOP
(@B EZ[(6-18 270 =M-1- B S B 1 2 (MR IE A #%) ~ PyOxm (/N & Bk
Bz O-[(FE: (L | AR Es) ne H AR ) - B 1 B R A = (LIS e &) #%) ~ PyTOP (%
2 Bt 2 (HELIE - 2- Bt k) 2 (MBS ME AR ) #8%) ~ SOMP (N &R SHBES- (T Bt iz
EE)-3.4- g - 1-HE2H- M8 85) ~ TATU (VU R O-(7-F SR I = M-

=
)-1,1,3,3-VOEHEL4%) ~ TA CEREEE3H-[1,2,3] =M H-[4,5-b]0HE0E-3-£E-

]

8-
1-%

4-Hfi5) ~ TB CGRsfe 1TH-KRHE[d][1,2,3] =M8-1-F-4-H ) - TBCRI1 (MUH
Wiz 4-(4,6- — H & 5&-1,3,5- =0 -2-F5)-4- FH A IRk #5) - TBCR2 (VU 7.
5 1-(4,6- " HH &R E-1,3,5- = 0fF-2-F)- 1- FH A IR BE #%) - TBCR3 (U & 0 &
1-(4,6- HEFE-1,3,5-=0f-2-£)eg 1F$45) - TDBTU (MU&E HEE2-(3,4-
S-4-HIEF-1,2,3- 3 = 0-3-55)-1,1,3,3-TU B K 4%) - TCFH (N&E W%
U EAZ H R #5) ~ TCP (2,4,5- =& A A& MRS - TDATU (MU & M Bz O-
3,4- “F-4-MI | E-SEFERI-1,2,3- =0 -3-5)-1,1,3,3-TU B AL 4k ) ~
TDTU (VU&EHEE2-(3,4- ~&.-4-HI & F-1,2,3- 73 = 0ff-3-£)-1,1,3,3-70
HEAR) ~ TEFFH ONEEBEIY Z 5 H Bk ES) - TFMS-DEP (3 E(=H
F i B AN ) B ALk B Bis) ~ TFFH (N & BRER I H B & H ikes) ~ TNTU (HU#
L 2-(5-F I -2,3- — H g oo B B5)-1,1,3,3-PU HH EL 4k ) ~ TODT (VU & b
5 S-(1-5, B F25-2- 0L OE L) -1,3- B EE-1,3-B5 EH KL 4%) - TOTT (UG
B4 S-(1-F 8 T 5E-2-MhBE - 1,1,3,3-FU H EL 7 4% ) ~ TOTU (PU&EFIEZO-[ &

%}

% 85 HEWHRTE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

B(L A PkA) mn A E]-N,N,N' N'-PU B B 4%k ) ~ TPTU (MU & ML 2-(2-
S - 1(2H)-MEBE A -1,1,3,3-PU R k) ~ TSTU (VWU MIEE2- T Faun Fe B

=,

Be-1,1,3,3-PUHH B 4% ~ TOPPipU (U & B B& 2[2- ff] & A - L (2H)- Lk e AL 1-
1,1,3,3- 8 (oo FH A )4k ) ~ T3P 2-INEEHE B BT, PPAA) ~ TPFTU (MU Hi %
N,N,N',N'-# (PO G5 H ) -O- A & R 4% ) ~ TPhTU (VUG BHEE2- 4078 R
HrAk-1,1,3,3-PUHH B4 ) K TPP (=K MU E(EhR) -

[0200] fE—EMMIF - @E{55EENR; » HPRIEZFN T 557
MWEEEH - GEEs - IR - FETTE - AR BRE  RHERIGNE - HHIE
BEEREAED—E HEE /W ENE ZMEIEERERE - £ —FHOIF - @5
DIPEA (N,N-ZENE L) - £ —F AT > @ HNEG (=Z4K) - f£—
FRMEEFRG F > 6% ZE HDMAP ~ (5)-CsPhs-DMAP - (R)-CsMes-
DMAP - 27T -~ £% - TEA - DBU - TMEDA - BRI K,CO; o (T—F
FEBIF o g o £ BRI > A _E = -

[0201] fE—EMAIF - iz &Rl - GFEARR - DABCO -
1,5 _H FHEEEIR4.3.0]F-5-0% ~ 1,8- _HR HER[5.4.0] +—x-7- 1% ~
DMAP ~ 2,6 "B ELIENE ~ OROE - W0 - 3-0fLOg 0k - 2H-0HL 0% 2-NpROg Ok ~ nfh
G WE ~ BRI ~ FAEAG|LE ~ FR0gIIk - ng[Ihk ~ 3-HA5| LT ~ Og]LE0f ~ ng]LEmpk ~ ot
UE ~ DRUE - vRUE4-HIEME - FRUEE - R0 - 1, 80R0E - VOE MR - 0Y g - 15
M~ BROZME SRS SRS IEME - BREME « mER - SEFFDRIE - BRIED
BRI~ GROIAEE ~ POME ~ 1,3, 4-08 8 ~ 1.2 3-PUMk ~ 1,2 4-=W « ZKFf =
M4~ BRIGILEDE ~ mg|nah ~ 02 04 - i UM  BRACDRIE ~ mEN) - ErS O
WEUHR ~ Db ~ 2-MEpPAROfk ~ MR PO ~ DEEmARORR - OEEDRR - DEDE - MEOE - DROH -
1,2,4-=0f ~ 1,3,5-=Wf ~ DRWF ~ 0050 ~ Wpof ~ TH-I50E - BE0H - 2N

% 86 HEWHRIIE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

AR ~ WEOE - EROY O - = UROEDE - 2,2,6,6- PO H AL IREE - 2,8,9- = BT £k
2,5,8,9-VUE Ff-1-T Ee 838 [3.3.3] — )% ~ 2,8,9-= N E-2,5,8,9- 105 &
- R R (3,3,3] 1 —fE - 2,8,9- = HH EL-2,5,8,9- VU & 5 - 1- Tk g EE 1B
[3.3.3]F—ti R H&HARZ T4 -

[0202] 1F—& M &E G F - 6% 2 5 DMAP - (S5)-CsPhs-
DMAP -~ (R)-CsMes-DMAP ~ &£ T - £% - TEA - DBU - TMEDA - Bf
K KaCOs o AE—E R » Bn R -

[0203] fE—&FHpI+ » 5 € /LK %2 EHHBTU « HATU -
COMU K TFFH ik BUE(LA - Hiig /DIPEA - fE—E A+ » JHILEI R
COMU H fig 5 NEt; - {E 55— &G+ - JE(LHE £ COMU H iz i DIPEA -

[0204] fE—£F I+ » 45 & & (LA {45 5§ HOBt ~ PyBOP -
HATU -~ HBTU - HCTU J; TBTU = B ¥ K H = WAy E(E K - H g &
DIPEA - {f — B i il & - & {L %l {4 %t 5 HOBt - PyBOP ~ HATU -
HBTU - HCTU K TBTU 2 B 7 = MR JE (LA - Hillg ANEt « £ —&
il JELEIAHATU Hilg i DIPEA - fE—E i HI+ - JE{LEIHHATU
H g A NEt; o

[0205] fE—&AMERIIF - 1E
E)-L- N R RN s < 25 22 R

iy

—
=,

1

\%fr

f

2

() (FRECREE) b

B

[0206] AU 2~ > GRECREE)mAEE)-L- N ik 2
Nl S E2EBNEEEE I TR

5 87 HEEHIEREIE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



I 713
AD00)

AR BUIU 7 /1

ll

i1

(1.7 .a)

i+ JLBAR I R

B «J\

AW A I » B (CR 14

I

"NH, HEI

e ) “

Mo

Gy O

[

Glly O

¥

1 ek

YL

Rign A AL

] P

Gl ey O

MK B A 2 A

|1

N D1

BHCR

i i s VAT 1 B 1R

445 88 LICEIRRNN'D

CANPIPA Do

LLOLA0 /s, A B

WA 1) R
w00 O /40



RN I mﬁfu‘u[j;::;‘.n“

w [ W“ﬂ“ . . f“!ou
ul#‘%:“ "y

gy ™

il ©

[l
L

M

02.08)] ArAREl)y]

(¢

S S T

4 pInEe s .
KA ,1;@41 e
I |

.'qlb’\u;. ) . Yl et - r."i&“ - o ‘\g;’h{ ST :3,, J i y 'nq AR :3,, e 1 e A\ .
i AN T PR A B PR S I R R T

(l!j.-“n I \‘ ] '“]‘ mxl‘

I Ly TSI

iy

i L]

Gl H| ) {y

LS K

oy
9 ) i,
. Mo IR Halio_ O, He-OH © DA
wpp il ) S ! -
W‘(i‘i} ;;flu-.[\‘ ( “ ‘H" \h 1[ )
; ) G ' x n‘ HW[, "[ b y i
‘!‘n:;l l
kh x'%) mﬂg:w"p
..................................... W
/ CHg O o)
i 0 ! : ‘:
D i ] j i \!‘Im )
Callkuft I T b Fay ﬁ‘}!!,‘,, O
S A .
| Lo WD ) |
h il lly > | s ]‘:m(i[
{ i
i .
‘?%‘é) ,4#" s
t /
) i

o

(1.1.¢) 5%

JF/V I

205 89 TG

CANPIPA Do

REIRGIEY L A0

oA a0



202214260

[0209) FE—BEHEBITD » K& B B S5 50 Byt Bl - 1 —
BEHEHID - BB 1Lb. 1) b GBS AR (5 UM = S - BE (R RIRR
DBU - DMAPR RN EZK « 4 FHHIT » HE(1.1.0LHCIEE T

HELT o

X

[0210]) ®TRIFFER(1.1.b) B B (1. 1.b. 1) 7 2 = &R g 1y A B )
B LS E B [4.3.01 -5-0% ~ 1.8- S i IR [5.4.01+ —R-7-
% - DMAP (4- — H B L0 mE) ~ 2,6 — H ARIEOE - ORAE ~ OEO% ~ 3-Mho%
Uk ~ 2H-MEL 0% 2-MEEOZ SR ~ DEEORWE ~ DRME - kNG| ~ SRA5[WE ~ 5]k ~ 3-H
N5\ ~ Og|Emf ~ N5IUENk ~ OREOE ~ DROE - wROE4-HUEDE - FL0ENE - 106 - 1,8
ERUE ~ PO ~ OV OE ~ IS0 « SROZ0E « SRGFIZmMp « SRGF M « SR
MEEMAE ~ SRFE BRI~ DRI~ DRI « DROKEE « PUME ~ 1,3,4-18 0 - 1,2,3- 71
M~ 1,2,4- =04~ SRS = s BRUKOREDE ~ og]md ~ 0F - fiy SRS IR
RUBK ~ ZmEM ~ WEOSOF - DROE - Dhrdk o 2-DRRmGenfk - OppnARmE o pEndenfk . mEE
Uk~ BEOE ~ HEDE ~ OROF - 1,2,4- =0~ 1,3,5- =0~ OROF  EEEEDE - 1)
o~ TH-Ng[mE ~ 0EOH ~ Z N ERAR - 006k - EROY O - =PRIREE -~ 2,2,6,6-P0H
ELORUE ~ 2,8,9- = FH T E-2,58,9- VS 2-1-0 F B (3.3.3] F— % -
2,8,9- = FINE-2,5,8,9- VUG 7f- - T e eE 8 [3,3,3]+— % ~ 2,8,9- = HH AL
2,5,8,9-TUE - 1-BhFE IR [3.3.3] T — e R HAHW AR 214 -

90 HEHHRTE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

[0211] FE—BHEBIF » SRR RILN - o7 AR S 1.6)%
SR 1. 1) o 2 3 5 1 = R I IR A 1 8 ) B U e - 9 - 2%
WEBEET - 9-R-EWH - 3NEEE - SEN-FLY - Ats
WA - AETE--FEER - BET - BETN-ALY - 41k
HET - AILLET-TFER - SULLET4-FE-2-BHER - AlLH
4-FIEE-D BN ERE - O-LHRBET - ALLBET4-HFFEBE - L-(-
a-f Hi-o- TN BRI IR © D-(+)-0- i Koo CNFRIF IR E - (R)-()-1-
AR 2- T  (S)-(4)- 1R AE-2- U  SHEVERGHERS - 5% Tl ~ 2] &
(cinchonine) ~ 3 0] J& T (cinchonidine) ~ " &-F A8 ] - & F 0] %E -
O-HEFO[ET ~ ¥ F-6',9- _f(cinchonan-6',9-diol) - E 0] §7-9-fF
(98)-(£)-10,11-~5-6™- F G- F T HT-9-% ~ 7-(ZHHH)-10,11- “FF
TR -9- B - i 5 B - B- B ¥ I UE (B-isocupreidine) - i ¥ 28 3
(euprocin) ~ ZH {3 %% (cthylhydrocupreine) ~ (+)- 23 E Ml ~ (S)-
()-Noa- = SRR -« RS E - BREE - (5)-a- FH-2-HLIE B -
(R)-a- i -2- U U B - B R 4E8R - (2R.4S,5R)-2- L L BTk -5- 2 Kot
TE - (25,48,5R)-2- [k B HE-5- LR IE ~ (2R,5R)-(+)-5- 2 i -2- o IE
I - N-[3,5- 88 (25 5) 2 21)-N'-[(8a,98)-10,11- —-6'- H S8 56-9- 5
S TR - N-[3,5- 8 (2 45 R S HE-N - [(OR)-6'- I G -0 K 5/ ¥
TTEGNR - N-[3,5-8 (= 5 ) B 5 )-N'-[(82,99)-6'- H S 2-9- L 32 7]
HWIRNR - 2GR 2B - 9- 28 % & B 5 (9-acetoxyrubanone) -

h
%

(DHQD)2PHAL - (DHQ)2PHAL - (DHQD)2Pyr - (DHQ)2Pyr
(DHQD)2AQN K HELT 4P -
[0212) FE—BARMEERIF - (CEHEREB)CEEE)WiE

iy

—
=,

1

E)-L-N

E

5 91 HEEHIEREIE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



Cliy © Chlly ©
(Q%Y(\(

s

(02331 A FRARYERER [ SR ST AX VY ]

‘A‘a‘H?
[N I\\

v

TN Sk

M )
AT s AL

| 1} \/J‘ JL"&L:( XJ

(b) - 2PBILLAX VI b,

yﬁ

NN T

JJUA\( \\/[/”*J
.”A%Jiti ]"/ik\ }\QJQQY% »

N (.o i
LRG99 NN 5 M

ME A XV 2 %
FIEIRNED

(€) BITDHORX VI

J ef’/“h,w

590

CANPIPA Do

WA 1) ] v el
i A LLOSBA33 /a0

LLOLA0 /s, A B



202214260

HAR? ~ R*~ R~ R®  R®FRMMANFES °

[0214] =XVIHLEYZIERFIEE BIELFE -

93 HEWHRE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



el

b,

o i i .
) el R [M”

Cll “5‘“‘

ol J "‘Ef:é“\""ﬂm] !

bl 0 \”m(
0 O,

g, it
y L
g " gt g0 i

CO)

iy ”y i
[\ 0’ '

e

(8]

,,,,,,,,,,,,,,,,

{al ”:f’,“ 1¢[:.:]]'

\
iy Syl e
. \;,‘?)““\.vil)“ l g ™

Iy €
[ []\

‘I “ ''''' ‘1! M
bl

|n | |
||n v"{w

!
-

|

)
il
"

f

P

[1“ I II\”l,,

Ny .
]
[

»)

iy

—~
=y

4]’| ﬁjb':“ {hw ]H 9 } /}iglrﬁz’“l)“ [

505 97 S IERWIIIE T

CANPIPA Do

e

[RRSERIS WY LR A0

'“-«m.\ T M“

el

“ o

"
!

iy
n’;‘,y’“

I

!
Au e, ey

i,
o

el

,m

el

I
v.,]:.v

oA a0



202214260

M W) ~ FEEIGEONER) ~ FTHRERGEOH PR REREY) ~ BB
BEREVEGS M IR A RAB MR Sp-Ir Bt B FR (L & 1 5L VT ~ (UIX
A XIT ~ FHXTVECEUX VIZ 175 B #1740 (E LUS 203 Ay JE S AR 1 40
Sp-PRIS Rz At M Ba X H L - AL —E P T > fib B L8RS - &(LE
B~ BREEBCHE GV B LB B RIS & &S R T - AE—E el - &
LB LB HEGEN LB RN B &S M &5 (T - AR EE S+ > k8
LB LB EAHZR 2R GV h B M S T -

[0216] fE—EHAIT  FRPZACHERESY &GS Ef
WORECVIBEERARIER T > DR SERZ A E L R ARG
o H gz AR a2 8 LT ZEHR - CisliE » Cosfiit ~ Ci7ld ~ Cios
B~ CoRIR(EEY R CoqliE - HHPREREEEE LT 2B © Csa
BN ~ Co.n 75 RIS R B - AL —F M > AREDGEE LKL
B~ =8 T AW AR - RNESIUSERE - £ —EHAIT - ROEHIHEEE
B E TR o

[0217] H—EH O+ - B ZBREEGE UL LB A8 RNEE)
CEALTE T (G800 & be) BUCHUR VK R &6 S IR i AR MG R Sp- B
BRI T R oW 1T LIS RIR S ML R 41 S - V0% i Ao
FEZEBRLeY - £—8H6 3 - 48 S8R - S EERIECE
V1oL L HG BUR R IS A 45 L 2

[0218] Sl VID » UIXEGEUXITZ £ B Or g Bk 1 5
AE MIE R M KR EER R FRA - B R LUT f 2 F R A

Theodora W. Green, Protective Groups in Organic Synthesis, 28 = kR,

¥

AN
/b

John Wiley & Sons (1999) » HDIS[HETHREEA o

95 HEWHRE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

[0219] #PIiME » EBEER" » RPRR ZREEE K =4T A&
B (Boc)iy - Pri&A &L M58 281 H M 5E520H £ 55525 H E ATl 2 (R £
¥ B - B8 B EtOAc #1 2 HC1 ; MeOH i 2 AcCl ; PhSH f
CF;COOH ; K THFH ~ TsOH - f£ HAE e » v #E i MeOHH 2 DBU
BrireE A o

[0220] EEEHR'™ » R KRR ZRFE A B H &\ A (Cb2)BF - fr
re B[ A SES20H £ 565522 H R R FR - BLFE ¢ & (b (H./Pd-C)
e 58 B% Yk {6 {4 (HBr ~ AcOH ; 50% CF;COOH ; 70% HF -~ 0 0g -
CF3;SOsH ; FSO3;H Fz CH3SO3H) - fFf H AL E 5 5 & > =] # A MeOH 1
DBUR R PRt A

[0221] EEHR' » RO*KRR® ZIRFEE AR 2 R H AR - fR#E
Er[&EME86 H £ H 101 H EATfil « - - 8l E - ER' B H
AEFHER  ARAEAFRAEIEDDQ (2,3- 2 4-5,6- & A-1,4-F
fig) ~ CH.Cl, 5 E(EMDDQ (2,3- ~&.-5,6- & A-1,4-7Kfig) ~ FeCl; ~
CH,Cl; ~ H,0 -

[0222] EEZEBHR'™ » RERRZrERELH HERERHALHE
i - PReBEE A MEB3TH F#M 2 REBPR - ©1E3:1 2 THF-6 M
HC1 -

[0223]) =CVI -~ VI » XTE XTI 2 E& ¥ (E R ~ R? +~ R
F R B RS BR) < O e B bR Ry BVE L IR Rl & BT B R0 HLAE L
#ATheodora W. Green, Protective Groups in Organic Synthesis, & =HR,
John Wiley & Sons (1999) - HLIS[HAV ARG A - BT > R1UEE A
W0 b SCHT AR AU B AR R /BRPP R B Bl 4 3 55 504 H £ 55537 H K 55573

96 HEWHRTE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

HEFESS6HFTHIERR - BT - ERR/ER® By e A H B H B5H
R K [BGRP 0] i F AcOHH Z HBrf% [ H & R R /BUR° Fy 2k B EL I > R?
K /BRI {EHCOOHFAE T i FIPA/CHE R -

[0224] WERFALL S —HERELE -

(b) BUEIE ML R RSN 4S, -1 0S i KR Be iz TR a1 s BaEe
bRz 2B e

[0225] H—8EHAIT - (LEW1ZB8EEE Ealpiz Z8P A R
i Eg B A b EP1-A

[0226] fE—EHEHIF - {EE¥1-AR{b &P 1HE M MeOH I &
INIRH SO KB IE TR IRV K Bl » A2 — B UEEM + > (E&Y1-
AFHEEYIVRE ML N EE o 2R R IR H2S Oy KB JE AT 15 R V) 2K Bt
[0227]) FEmAZFH G EAGRZAXVIE &Y RYIER & 1% & #1 &
ff

5 97 HEEHIREIE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



i< i<

s
o

"W |
k: I
H ¢

O M

h

I
{

"
noo
SR ¢ L
)
oo

)
i‘ / ‘

O A
[ W
& H oo

ToREN T

‘‘‘‘‘

ol P HEE Y

45 98 LB

CANPIPA Do

AP

REIRGIEY b

\

r“‘!xH H m“‘jjls‘g



Lo,

7 4
i /
J

y I

Cl by

syt

NG

Ol Glla O 4.4

R

X
..................

(i i ' 1

z[[i'm 1

il ‘I‘:ﬁﬂi ‘llfjlib

{

Ity f‘[f“'vn‘

e s 'ul :;: "
[

A i)
"::::H”m 'I[; :«[“ |U I Y‘, P

g,

/!
o
(‘u {
I
R R
X ! Wl
I !

o &5

(0229 K g o 1.0 e ) NTa21300 mil

L A 82 S Sk VA R VO SO s 1] S A A T TR LS A s 80.6
F"" ;J&H’;}]HH[H “ J*%N’Jlf&ij\}"f“ '\f N\ ”:‘ L7 iu% f@e/ﬂﬁ}\yhl i “}\ |[[yl1fh|f&(/| /) ’ &O“@

37K o

g0 1.05 cg) 1N (86.3 g o 1.2 ¢g.) o 4110

HH

JM;M /i‘% m:[T ©

S N /\] N
h H l N/I\/ HIL:H ef”l«\

AN 7D 7N N . () - LY T RN e R R 2 N N I IR i [ AT 2 W R ATy . DN o
(0230)] 4¥ - 10°C ¥S°C ML WA R g SEWN G (A4 5 125 g o

1.05 cq)plisN (152 g0 2.1 o

i h H H -‘PNJKEIHIL:H }H\“\ MM@\»Z i&%:ﬁ% T ©

o :H y]\'i’, . i
T x 7/

D YNy J Eon 9 ;u\'u TN
L A TR RS K Nay SOAEE T

CICT > K e e 1

RS
.u‘/é

R

89.6% mool/mol

pe RNy IHN A

(&1 )P LK

’gf/) ﬁ@v j \. N j () [7A 7. ()

;o MUFTI AV N 208

BT s (135 g0 1.0 eq. » HEAYHT L8609 A% 554 (100

g0 1.0 cq )T 650 mll 21 PrO1i|t o fEHNS% )

60%/K).2 4% » AFEF I Za @i [T 4d Sd 8 A 20°C

A3 99 TIEIIED

CANPIPA Do

AT T ETR TR, \ opel
I FRY) fd Ul i S M) LLOSBA33 /a0



L. RS

4 gl . A NS \\FHI(.'
7/ IRy *

1% o 881114 e 3 (B3 Tichnes

SRAVH o
(023301 FaRBA ARG A N300 mil. 2 TRMIE « {RA0T BASC ML

e
3
S,
R
S
~—
\4\;«
—
[&%)]
e
==
g
=2
g
U
¥

[ BA 3 PT  vI1600 ol MUTIBE = | LB Ay

l ; »J‘ﬂ

> 09.5% mol/mol

:Aadriwﬁ[‘l‘lm([ Tr‘n |[n

T

rmeW

R

[ im::::tw Tl

I* A,

A,

%MWMWWJMWWMMHM: ) " Ve pW
‘ e R . R :
R0 i
|\ ‘ll,:,,‘ﬂ' A
|
¢ ‘(! ]]’ K [u I
‘v”‘( -------------- x"“ K v O ) e i ‘(m

nabagsy” i - o i Bl Y
‘\ ,b ]I. b ,‘M‘ I il .

" ag” i

[ Ml "‘wf{[ ‘lll

mwMWW

Y

AL ke 1 I“*(' I

T IR e
I e L

g
[ Y

i ‘Il‘

%

PR
;;.n...!h.lH %

45 100 LECEHISI D

CANPIPA Do

L1505 b L A0 LOBA35 /00



214260

(02350 BKT @ (BSARSER)-3,4-0
- 2310 A3 i

yI,

! “VJ ©

o

j;g q ‘ I /\]

24, C

B 18 2t U341

s[nm [

]\[9;‘/([

GBS 480 4 ‘ Wl
%ﬁéﬁﬁgiliﬂylnj }yyy ﬁIw\y]L

-
T
\?
4’;’“}
\J
.
_k
*r
R

IR B 1]

NV

T TIE IRDALY

JIt, o1

o FR LAY

7

4
Pl

I,

s fhl)

s

BRI R TES

7N
g
=
:\
S
=
(-
e
N
. i ’
552
R
A

.

BN s ki

R R RIS AR GAL

“»/\]

2 C

5%,

A ol 30, W iy
e 3 ey

0
v”

(R4 !l‘

i Tl Ot

oy e

el

ity
r ]

R Al HE WMM%M”“}WR i

ol

Clhiry

893

it
Al

i

A5 101 SIEI D

CANPIPA Do

R RN e ‘ R
‘ ‘ 0 ‘ it / "’ rmeU;::i ‘ihil M0 ‘ ‘() FARA a0



«l:mr::m """""" ol

sl 1y
¥ IR

by

a0 4

I muu,;:w Ik

\A\

/\( \T|H fg

R DCMO LA b Y

NTi2s o A MER S Al s 1]

(0243 A2 BT R0 1 25

V«—A
___\:

v

P WAL 2 e o ALY 0 D o 2D BED.

147N

i

s SBT3 IR AR LA A 2 152 5C » B8 s IMorpho

AL BIALARAT 2 4 0 ST ALY 0

U204 10T » B

AA

AR R T A I

’ﬂ T[fﬁf\ T}J /'ﬁ ;e )’}}!ﬂﬁg‘}ff H ]iw“«%.ﬁ/‘\ﬁ

SIS B2 A o AF2BBRA s BT Y B0 AR

s B SR CI3T PP o A1 LT Bk H L% 4

A2 1% o Sy ALY oS o i

AT BuONT > 1 IBUOK A 6 Ll 9NN LG D i o JRE s JE N 2 A0 4250

GBI G 2 18+ SO 6 £ B R LYY
2 OFR IR MeON 1 ]

BT 2 e o Sl 0 o

ASHITIMIENT, o B A BEBINE 420,

N “~\ |E

LRI AN T

(O2AAD] A R4

JEBHBL BRGSO G RN 2 4 o A3 RSB RS - Bl

IR T10°C » B W4 o Al p KW

&%4

Qj@iyj ! J)},}\j“ 'y}l),f}\ [\D H ) i i[ H‘”J iMﬁm ;/3 ‘;
Tl S L ERT SV (I IR AT T AT/ ICLR ()

ALY O S IR Z A e ]

”" 102, ,\(ﬁmjuwimjl 3]

C2ANPIPA oo

) o A ey ) Corel e
L0300 ) AL Bl A L3S fe /o0



r]\ 4 \\ POy T
CHT 50 65°C 1

e 5

S D) o SETAD] TA 1Ay ]
Yiow® o JUBUA 130 > g2 BRe|

4 Al A o
rhE /LR

. .

O, O LN
g g y ety 4
3 i e \
3 \ by \
i M "
- , T ®
l!;,,]}?]!j});\;‘..v’yllf“:ii‘ \]‘ :

Gl
|

I Ly o

"Il b Izl b § K]

o
i

) A

"W

- i o

ﬂ‘

’
) ik,
'y P

‘ HICY

Bl ol |

) i o ”“’,,m,m
T

@b
I
.,

O

oy N

on Chly

]

Hwn 5)”' :”m y yul

Fgsgl) S0 | AR

! u‘m'nu I ’l‘\llll '%.u"vz,l\ Fid HI ” m

A

45 103 LIS

CANPIPA Do

e

1O /0 LS A0 e



Lo,

“w,
[l 1 i

"Fln‘” ” ”‘:;,v‘

£

CHgLL

WGRCOE Ty s, I,
bl ™y

Y, W
'
Al
W,
ly

raYa ;,f\,, ~ [,]‘ . . IS5 B A SRS \\i;\;s-ﬁ,,:ﬁ 79 ) Wl L WA YN B
(0246 A2 BRI s A7 1.2 233 (1.0 mol) A22.5-3.0 mol /17

¥ Y z» T

AR DCM g 0 2 - 2 /B S 1|

e s 1.0 o) DCMa I e s J[#

AL

B - PESER TR O 16 AL © RSB - 54

O AR 1525C » e

HE s EDAS T4 Morpho DAS'

K BB 4 o S 09 «

LA b

A0 10T - Bk

*\Tj}ju It s

I o fi AR

A30°C 2 B ST AL
o ¥ S ACERYW Y 1‘.55‘
W BN SRR 2 18 » SRR ML JERHY

s

BB AL 20 10 o A2 B!

WIS C LA AIAY

& e s A S L CURE] a2 )
15835°C » B A MCBra AP |

SERALTERRE 5 O I

SRl T e AV ERS

—=
s

X
3
=5
NG
NS
S

TSN BuOXl > 1 BuOK A 6 4 O1L K .0, fi o P

104 TEERNEIRTD

CANPIPA Do

WA ) \ el b
i A LLOSBA33 /a0

. Lo
A fg L



O o RS e
(; © ’ifﬁij\ et [v)\ﬁzﬁi};

W19, 93 IR Mics

£8/NI © 41

Ll

I
(.

by

2

,
) e

I figh

o) o] o
DB

i
[i s ol 1l :“‘

il sl A4 I
‘ I
. : b

Gy

I Hh

¢ W )
NP
Iy
|J " IMU »M[ ]’)lwix
” lu I

1
IRE N

Y?H\ "
ol ey O

TXsed

el

\II‘"H “"'Hf"d!\lll by

[l s

"IN

K”‘,,,mv' . M
Iy 1S B
L

%)

Aot LA

A3 105 TICRITIIED

CANPIPA Do

REIRGIEY b

OO



Lo,

IR (S02) ~ -Gl = A (NI 31109) j2 DIB

LARLEME o LRIl 2 28 Jr ML 0 A e L2 BRI
AL 02 DAY TN L LS A M HEY » B8 SR ed AT ZnCly, o 4r:
BTV RN SRR 2 48 » R (MR SR AT OSSRV v (R 9 | b

A 3t /] i s B AT A NS [ iV i i
Telo 18 o AEEEA s SR B0 TSR IR £ 0% LB

YN

B2 4

ST N N IR I BTSSR T o
o [ 18 i NTCBra A2 P % 0 o AL

Y216 o Ar 20 BES s KA Y2 ORI AR5 s TN BuOXl ~> 1

JJ(DK& QiL O [}'““‘"IV\ . fs;

ARSI AR X s Py

HETLACEDIPIEA
i A1 - i e | ] P i S AR T WAl )] NN
BEAL DT 208 o AR BRI s SBEAL O W 2018 N TR Me O T s M

i )

MICNIL, o TRNEIIE I - AP A e

W e

219 ‘

7

S 7N N 7N \‘( «*.:‘
iy C(I))I)\C‘[ﬂ\ [ayjﬂ.\;

555 106 LIGEINILD

CANPIPA Do

AN RUNY PR R R
it IO L3S fe /o0

. Poein g
Iy fd L



U\||"n||\ -----------
f‘“ o H
¢ )

o H """"""""" T T

(REIVI] [l

gl

[l s

HERS Iillgs g

s
A Ji

N

d
o

L I X

HIC

P21 (10 g0 1.0
VEAA O (100 mlL) o K12 kS

BELT0G0C ¢ JIAFS 105207T FE

4

FES TR Al

J el I n e

COE (0 mll YR e 1N i

WAL &+ 2.0 g )0/

/\] w \“ TR .J““‘
4£/ RTINS J"J / Al AA;J/S{;

b4

B LI (50 m ) YR - 5

TR DS TEEC00 mil) Az /K (100

SR BR A o BR300 mll) BT AZERY) o LRSI 55T - £

231508 S e Sk . CAYLON e g TS Al S L o
CIREHFTHRI o« AEBRR A R20005TC 2% » VIl 2.0

FOST FEEEONIE Y 1% o BUBEER » DU O0 i)Y L4ES0T K
BE10/NESE > £R8) FEAR0N% Z ALY D209 (05 g) o T NMR (400 MLy,
DMSO-dg) & 5.18(d, 111, 4.56 (dd, 110, 446 - 4.4 (m, 100, 4.37 (dd,
100, 420 - 405 (m, 410D, 3.22. (brd, 1XD, 1.69 - 1.65 (wm, 4%, 1.47 (s,

3D, 1.25 (my, 5210. 0.88 (m, 6)XI)

A ﬁw 0.2 54
5107 LIEEIRIETD

RENDE15 3000 (344 g 2 1.5

CANPIPA Do

N R T T P TR,
(RIS F Y, Ll i A LLOSB335s a0



202214260

eq.) &DBU (6.6 g » 3 eq)/AMEN _&HE (100 mL)H HEE &Y 2412
10C AT » L SO P2 BB SUEATE R T AH & H Q0 mL)iFfE
{E&%2-19 (10 g > 1.0 eq.) - #5HTLCE HI X ME 5T B 1% (6/NBF) » IR HIZK
(100 mL) PUAR S [EY) o fiHE T R &8 ADCM (100 mL) - f§{&
o BEAH RS - HACIIEN(SS £60°C) NIAIIZR/E (100 mL) » FEEF A
R o 20225 C T AAI RBH2/NE 1% BIEEY) > FEH B0 mL)
P HAESOC TNEZB6/NE - BFI90% E R ZAL&Y2-20 (9 g)
NMR (400 MHz, DMSO-de) & 5.08 (dd, 1H), 4.72 - 4.71 (m, 1H), 4.58 (dd,
1H), 4.36 (dd, 4H), 4.27 - 4.13 (m, 4H), 1.76 - 1.57 (m, 7H), 1.26 (m, 52H).
0.89 (m, 6H) -
[0252) B3 : fb&W2-21 284 : {£-20%E-10C F - #Red-Al

(6.3 mL > 1.5 eq.70% 7 B FHYER) Z BRI 2 fiE7KZnCl (2.9 g 1.5
eq) R THF YR S - LIRS TR G Y3078 - Ki{b&%2-20
(10 g > 14 mmol) A X THF (100 mL)H © {£-20°C TR E S8l 5 2
Red-Al-ZnCl/& R Z BRI 2 R EYH HAE-15%-5C MR H L EYI3 £4/)

- R R IEREYEIAEHS% HOACHYZK(100 mL)H < 7E{#HF 100 mL
LBt CBEEERM 2 1% » FEHUBEB AR - 53| 2 ERR ZHEY - fEInEL
E55C T AL (40 mL)LUSMRERE - fTL0E10C T2l REBgRE2/NGF 2
% - BIEEY - FEHELE(10 mL) %Nk - HAL40C TEIRI12/0EF > 1FF]
5% FE % 2 {E&¥2-21 (7.6 g) - 'H NMR (400 MHz, DMSO-ds) & 5.25
(dd, 1H), 5.51 (dd, 1H), 4.47 - 4.44 (m, 1H), 4.35 - 4.30 (m, 1H), 4.20 -
4.13 (m, 4H), 3.52 (brd, 1H), 1.70 - 1.67 (m, 4H), 1.55- 1.50 (m, 3H),
1.38 - 1.27 (m, 52H). 0.90 (m, 6H) -

25 108 H(EEHRIAE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0
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[0253]) 2 ER4 : (bEW2- 2228 : F{b&EW2-21 (5.5 g 7.82
mmol > 1.0 eq)/AfE X DCMDCM (30 mL) HAEN R E T ROE &%)2 4l
Z20210C - fFO0E10C TEA KT ANIIPPhs (5.1 g » 19.44 mmol » 2.5 eq)
HZ 37 I0CBra (5.2 g > 15.68 mmol » 2.0 eq) » fE5E10C MREFKIEY)
NI > IR TLCEG HIBUR AR 58 A8 » fE20E30C T » fEREGYT &
4% 18 78 IMeOH (60 mL) - f£20 £ 30°C N RHE &Y 1/ LIS B
OPPh; ft HM A E (F B fE o/ BRIFES) - FEHBIEEGE B E S H AR J
F235°C NHZKE3/NEF - BETSRER 4.5 gbEW2-22 (o/pEER LR
B493%4:1) - '"H NMR (400 MHz, DMSO-de) & 6.33 (dd, 1H), 4.84 (dd,
1H), 4.64 - 4.58 (m, 1H), 4.54 - 4.52 (m, 1H), 4.44 - 4.36 (m, 1H), 4.23 -
4.15 (m, 4H), 1.76 - 1.64 (m, 7H), 1.39 - 1.25 (m, 52H), 0.90 (m, 6H) -

[0254] PBES : {b&EW2-23 28 * RINCI-EEEZ(2.65 g » 3 eq) &k
t-BuOK (1.8 g > 16.04 mmol > 3.0 eq.)£'BuOH (40 mL)¥ - 7 EYJ{ESS
£60TC NRFFI/NE /R IIMeCN(60 mL) F Z (L &%#2-22 (4.0 g 5.22
mmol - 1.0 eq.) H ZEYIHESSE£60TC T oriFIAIKR - TLCEI/RIR-HEE £/
= e RIEREESYILERRE AR - AFEEAIL M LB 0% Rk E
A% c A1 N HCIH IR - RAAEME - B2 5E - HIA I HEE GO
mL) o NG 2 1% - HIRERLERY) HBIEI 2R - 5513.8 gllE
Y - BEt& R HEYE RN LB LB5(50 mL)H HER AR (1 g) » BIE IR
4212 0 RERYEHER (20 mL)& S - BEIM{IEEY2-23 (2.5 g S6%E
) o NTLCH » #fFo-EFERE - 'H NMR (400 MHz, DMSO-ds) 8 8.01
(s, 1H), 6.14 (d, 1H), 5.75 (dd, 1H), 5.52 (brd, 2H), 4.69 (d, 1H), 4.49 -

4.41 (m, 2H), 4.21 - 4.10 (m, 4H), 1.70 - 1.66 (m, 3H), 1.36 - 1.25 (m,

26 109 HEEHRIAE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0
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56H), 0.89 (m, 6H) «

[0255] > B%6 - {EE&¥2- 182 8F : HIE&MW2-23 (5 g 585
mmol » 1.0 eq.)/& % j* MeOH(30 mL) F - 1 [ fE ¥ & 22 & /i JI DIPEA
(1.51 g » 11.7 mmol » 2.0 eq.) - FEZENEY) R E50C AAERERE T
B 18/NF - TLCE R T2 (L - BRERIEY) - HFEBEINMTBE (25
mL) > HFEIORYE - BE&AIIMTBE (25 mL) HAEZ00 T RE &) LLSE
RIL A RFE307 88 o B IEE#S A A5 MTBE (5 mL)i#tk2E - fEHEFE 750
CTRZIEFTULE 2 ERS HLL93 % EFER1.74 ¢ bEW2-18 O EE R K
;[{ o

[0256] PER7 : (LEW2ZHME  FLEY2-18 (1.5 g 1.0 eq ))&
FEFATHF (15 mL)H - MeNH. /KB R(28% > 1.6 g > 3.0 eq.) B ABKE T -
FE20830C THR#XIEVIIRKE AEREYET2EE - IERSY T
A JINaHCO; (410 mg > 1.0 eq )t H20 (5 mL) 1 ZIFIK - FEBFFE 1077 8
L% BREBIRGIREY) - RGRYFISMEEOH (20 mL)F - EHE WX

e 40 - AT LR PR BRI AEECOH (20 mL) ih 8 # - BIRIE W) LIS IRE HIR
4RI o KERERYIE RN EtOAcH HORSE SR - BE12 A MEtOAc (10 mL)
HAESOC THREARO. S/ AR E R L&Y - REVIERHE T &R S
AIFRR - HiFE RS 08 B AESSC NEZER TN » JERTS%E AR K 97.36% 40
FE(EE - KIEHPLC) Z21.1 gt &Y2 -

[0257)

BHH7 : FIAR"ERMuE E2Z-C(O)NHPhEERE(LEY)2

26 110 HEEHRIES)

C241022PA docx

110130757 FEHESE A0202 1103333767-0
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PRI 1% 0 EIEREY) 0 HAF100 mLAFEENES IR - ff40ES50C TE
RS GO 2 IER - FFI300 gHEYEEW-5 - CEEEHRY)  E
R 1 96% mol/mol ; HPLC4{[E : 91.5[fE%) - '"H NMR (400 MHz » =& H}5%-d)
§7.37 - 7.13 (m, 10H), 5.13 (t, J = 8.0 Hz, 2H), 5.00 - 4.95 (m, 1H), 3.95 - 3.92 (m,
1H), 3.60 (q, J = 8.0 Hz, 1H), 1.35 - 1.29 (m, 3H), 1.22 - 1.18 (m, 6H) -

[0270] BEAE&Pr1-5 (300 g 1.0 eq.) ZZEZE(250 g » 0.9 eq.)R 0
%1750 mL 2 i-PrOH™ o fER 5% ;& Pd/C (45 g » HRIBKF&£60%7K)
% > f£20£25C METEAL20/NEF - KRB FHAR - ERESY - BIE
IREZEAE R E R o RIIMTBE (1000 mL) © {F40%45C T EZZEGERES
Ve o HEREREELPE - JRIIMTBE (1500 mL) H{ES0C M
RGN » BEERA0ESTC TRFEIUVNG - BIEEEY  FEHE
Y o BEl% 0 [REEFHININ1250 mlAfE - FREYIME 2R - &F2EE
B o BBREE RS E0210C AR IRE T3 /NG o 28 R [E
78 > FH100 mI% ZR5 %80 - BAE45°C TIERZ=ERZR16/NF > 155330 g (5K
BECRAEMIERE)-L-WHEENE —SE2%% - (QaERE 5 WEDE
YEEHR 1 65% mol/mol ; HPLC4HE : 99.4[Ef5%) - 'H NMR (400 MHz,
DMSO-ds) & 12.56 (s, 1H), 8.75 (d, J = 4.5 Hz, 1H), 7.97 (d, J = 9.2 Hz,
1H), 7.65 (d, J = 4.4 Hz, 1H), 7.55 (d, J = 2.6 Hz, 1H), 7.42 (dd, J = 9.2,
2.6 Hz, 1H), 7.26 - 7.09 (m, 4H), 6.93 (t, J = 7.0 Hz, 1H), 6.56 (s, 1H),
6.06 (s, 1H), 4.80 (h, J = 6.2 Hz, 1H), 3.98 (s, 5H), 3.77 (q, J = 7.7 Hz,
1H), 3.59 (s, 1H), 3.49 (s, 1H), 3.04 (s, 1H), 2.82 (s, 1H), 2.09 - 1.89
(m, 3H), 1.75 (d, J = 34.0 Hz, 2H), 1.46 - 1.33 (m, 1H), 1.33 - 1.18 (m,

2H), 1.15 (d, J = 7.0 Hz, 3H), 1.12 - 1.09 (m, 6H), 0.76 (t, J = 7.3 Hz,
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202214260

NI ZR (60 mL) &H-O (15 mL) » FEHHEREES /N - i8R 0B & AS - K
(20 mL)ZEHk - HAE45250°C TEZERS/INEG » BREIERKT8% 2 2 H &[]
gk 2 (E&#2-13 (24 g) - 'H NMR (400 MHz, DMSO-ds) § 5.23(d, 1H),
4.58 (dd, 1H), 4.49 - 4.45 (m, 1H), 4.42 - 4.37 (m, 1H), 3.87 (s, 3H),
3.83 (s, 3H), 3.02 (brd, 1H), 1.46 (s, 3H) -

[0273] ER2 : (bEW2-1428F © ALK (35 mL)5f#NEt;-3HF
(6.1 g 1.5 eq.) XDBU (11.5 g > 3 eq) R EEW LA E0£10T - 1
SO-F> REEBOHEAE AR 24 mL) M 2 (E&%2-13 (7 g 1.0
eq.) ° #& M TLCEE M S HE T8 ple 12 (2/NEF) » IRA0ZK (70 mL) BLIZR R It £
V) o IEEPE T RUE S ADCM (70 mL) - [E{& £ o BEAE R4 - BAE
IEL(SSE60C) NIARMEZNEE(100 mL) » 1FELEEFEEK - fL0E£10C T &
AR BHE2/NF 2 1% - BIEEY) - AENEG mL)Hk - HIES0C T iz
e BRIERE85% 7 {EE&12-14 (6 g) - '"H NMR (400 MHz, DMSO-ds)
8§ 5.09 (dd, 1H), 4.71 (m, 1H), 4.59 (dd, 1H), 4.37 (dd, 1H), 3.88 (s, 3H),
3.82 (s, 3H), 1.76 (d, 3H) -

[0274] B BE3 : bEW2- 15284  7£20£25C T /KZnCl,
(14.6 g > 0.107 mol » 1.5 eq.);/AJIZTHF (200 mL)H « #3057 88 2
% AR HEIRIMESY2-14 (20 g 0.07 mol > 1.0 eq.) - E RS A4
£-20%-10C B AR R N AE2/ N N 2% A iTRed-Al (31 g » 0.107 mol »
1.5 eq. > T0% A HAEFHAER) - ERIEVIHEF NS 2% > FEHRTLCE
AEBYIE e 2ME - RIEREYIEENRIOC TEIAEH10% HOACHY
7K(200 mL)H - BE{&EE A (200 mL) H @& - A ZR(100 mL)=2
HUKMH—R - & 0FAY7A HAE IR BE S 8008 % (100 mL > 5%)%0k < fEH
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s IR RE 2 —(FESTELY30 mL2 1% » FEEEY) 2AI20£10C HAE0C 2
10°C THHE2/NEF « BIEFTLRAYE RS - A ARG mL)%K - HE40C T
RZER12/NBE » REIERBET5% 2AE&Y2-15 (15.3 g) - 'H NMR (400
MHz, DMSO-ds) & 7.23 (d, 1H), 4.97 (m, 1H), 4.84 (dd, 1H), 4.38 (m,
1H), 4.12 (m, 1H), 3.77 (s, 3H), 3.74 (s, 3H), 1.37 (d, 3H) ©

[0275] B4 : {E&P2-16 2B {LE&W2-15 (12 g > 1.0 eq
o/ BEEFR By RAV13/8T) B LB LBa(60 mL)d HAENRE N REOE &Y%
MZE02107C « {L0E10°C MEARFIAIIPPh; (17.9 g 1.6 eq) HZ K
AICBrs (21.1 g > 1.5 eq) - f/ESE10°C TR IEY2/NES > HEBFTLCEHI
BT AESE 2 FEE - FEIEERRRER > AR ZEEQ*S mL)ERE
B8 - [E1% IR S 8A R0 mL > 5%) 7k RIER - B MK BRINaz i - K
BERE (250 mL) /N2 28 ZBs7aR T HouRERE - #IEERE - A0
mL)% 0k HAE40°C TRZER4/NE - 53113 gfbEH)2-16 - FEHHPLCHIE »
EREETE K62% o FEHEMEEITAR B/ L1 £ B5=20:1 2 75 B 7 B4 44
SHTEEA - 'TH NMR (400 MHz, DMSO-de) 8 6.25 (s, 1H), 4.84 (dd, 1H),
4.63 - 4.61 (m, 1H), 4.55 (dd, 1H), 4.42 (dd, 1H), 3.88 (s, 3H), 3.83 (s,
3H), 1.69 (d, 3H) -

[0276) HEES : (b&W2-17 2 8 : CI-IE5(6.4 g > 3 eq.) Fit-
BuOK (4.2 g » 3.0 eq.)/KIZEt-BuOH (45 mL)F - ZJEWIES5E60C
PrREF1/NEE - BRI IR IIE&EY2-16 (6.0 g (R /T72% » 1.0 eq )t ZHE
(65 mL)H 257K HE R EYES55260C N rFFEE - TLCERR-HE5E S
R - MREREGYAAIZ0£10C A A (B7% > 1.1 mLYF /] - [z
FEHBE R E R BRGIER - ARINZH 28520 mL) » HERFEHBEE
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BRAEERE - B BREKENR - &K Binszte R4 - #35hE
AR S8R/ HE=30:1 2 5ER a4 LEerY - #E{E&EW2-17
(2.82 g > 52%FE#) - 'H NMR (400 MHz, DMSO-ds) § 8.29 (s, 1H), 7.09
(s, 2H), 6.27 (d, 1H), 5.69 (dd, 1H), 4.60 (dd, 1H), 4.53 (dd, 1H), 4.43 -
4.39 (m, 1H) 3.81 (s, 3H), 3.73 (s, 3H), 1.27 (d, 3H) -

[0277] 26886 : {b&¥2- 1828t : KEE®2-17 (2 g 1.0 eq.)
K ZHRNEZR(1.2 g 2.0 eq)/AIIEHEEA0 mL)F - EREESYT
mEASES0OCIRE - ETLCETRERYIE C2EE L& KIEREYILE
T AAIZ02£10C - FEHBEBUWERER > FHEQ mL)EE > B1E
50°C TazERT /N > FEEERET8.1%71.14 g{b&¥72-18 - '"H NMR (400
MHz, DMSO-d¢) & 8.44 (s, 1H), 7.09 (s, 1H), 6.10 (d, 1H), 5.70 (d, 1H),
5.26 (t, 1H), 4.22 - 4.16 (m, 1H), 3.95 - 3.84 (m, 2H), 3.72 - 3.71 (m,
1H), 1.15 (d, 3H) -

[0278]) PEE7 : (bEY2Z 8  KMeNH /KB R (28% » 0.85 g
3.0 eq.)H A AAEE#2-18 (1.5 g > 1.0 eq)JATHF (12 mLYFE A RE - 1
20£30C NRFERIEYT/ NG - HEHEARYE ST 2HEE - IRERESYT
ANHINaHCO; (220 mg > 1.0 eq)AH20 (3 mL)F ZJFK - fLEFE1057 5
2% BEBORGEIRAGY - HRGYEIERENEOH (15 mL)H - &N K
IRYA- AT AR R ER YI{EEtOH (20 mL) F1{# - IR SV LI RE BB
AR o IR AR YA RN EtOAcH HIRYES K » BRI/ NEtOAc (10 mL)
HAESOC MRHAARO.S/NF HILRERS o KRS 28l 2025 CHEE3/N
i HEJEERE HAESS5C THZBR8/INE » 15 FIER F586%20.68 gfb&¥)
2 - '"H NMR (400 MHz, DMSO-d¢) & 7.98 (s, 1H), 7.29 (s, 2H), 6.03 -
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EURGIRY -

[0282] PF&EL2 : RINIZEEEWES(400 mL) K 7K(5000 mL) DLUEfZE
AOHARY) - BE1RIA 02 N HCILAEEipH=4 - {EIMZEER - fERFE 10788 2
% oSt  SHEEEEA FEARME > B/ W2 EBREYT
TREKME S - BEE R KHEFEE £pH=8 » HH —~ZH (1250 mLx2) %%
W URHMbEEM Z I 2 A %A - /K500 mL) JEk & 0F 2 A% AE B
INIIRFR (10 g) © fE25230°C MREFF2/NG 1% - IR EY) - HH20 mL
CEHGERRES - FEIURMGE R R & H - RR200 mL L EE =N
NINEREY T FEEEHREY -

[0283] FEE:3 : /RMMLBLENE (600 mL) « KREGY) N % 50
C - BEEEAR - fL=hR NMEFNG 2% 0 #EIEERY - EBEHEE
Y112k q eaERg -

[0284] F&E:4 (B&&R) - & FACHAEEY 5600 mL 2% 2 s
IIEAVELS0C LUERIBIR - RERA A 220225 CALEFF2/NS o IR
B E A ZBE R WNEE(50 mL) ek - HAE45E50C NIRE ZEF2kR16/)
i BE112.5 ¢fEEWL - (B : 60.5% mol/mol ; HPLC4EE : 99.11H
f&%) - '"H NMR (400 MHz, DMSO-ds) & 7.81 (s, 1H), 7.38 - 7.34 (m,
3H), 7.24 - 7.18 (m, 3H), 6.07 - 6.00 (m, 4H), 5.76 (d, J = 6.8 Hz, 1H),
4.87 - 4.78 (m, 1H), 4.44 - 4.40 (m, 1H), 4.34 - 4.29 (m, 1H), 4.10 - 4.06
(m, 1H), 3.81 - 3.78 (m, 1H), 2.88 (s, 3H), 1.22 - 1.12 (m, 12H) ©

[0285] E¥2 : (b&EW2 28 © I NEH(180 mL) iR II{E&W1
(14 @) HAE20230C THRHFESYIIERER - BERAAE15220TC T (H£30
TN ISR AL (1.12 g > 0.475 eq.) > HAZRMHEE R IKRY) - 4£15
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£20C MEHEGY308E - HEE40245C NRFFI12/ME - FEEAE2
INEFNFRE Y Al 225830C HERE MREE—/NE - BIEEE H
FNER (28 mL)J %% o BRYIELESSC NREZIS/NE » BEIERF88% 2
{E&#52 (13.3 g) - 'H NMR (400 MHz, DMSO-de) 5 8.42 (brd, 1H), 7.96
(s, 1H), 7.38 - 7.34 (m, 2H), 7.22 - 7.17 (m, 3H), 6.68 (brd, 2H), 6.09 -
5.99 (m, 2H), 5.81 (brd, 1H), 4.82 - 4.79 (m, 1H), 4.43 - 4.28 (m, 3H),
4.11 - 4.07 (m, 1H), 3.80 - 3.77 (m, 1H), 2.90 (s, 3H), 1.22 - 1.09 (m,
12H)

[0286])
BH12./LEY1 - (LEW-AREEY2ZZ KBRS ¢
YA EEVRZ AR ¢
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YiERs 2 e =0 EEs (50 L) » HEE®REAZE(NR0.09 MPa)E4E » [HHRF I
FFE60E5C UK T » ERME o &M SmEERY » SEEEERE -
BBAMKAEE(12 Ke) HERZAR - B AKLMIKAEE(2 K HFFRER
EEE o LE5085°C MR EY CHIRY) BN LB LBE(12 Ke)F - FEE
EBARCRBER MBS B 250 LZESS T o £ 1/ NFHIR ZEmR
17K (0.625 Kg » 34.72 mol. » 1.5 eq) » (RN BB REAE25+5°C 2 « 1F
EPE T FE0.5 /N - HIRE R ILERY) - fE1555°C THEEMEBRIZRI16
/NI o iR [E S HF OB JBE(3 K)ok o RIS T 22 RHEFE F LA4515°C
JEE =R EEI6/NT - BEERESISP  EHEEREBR L& Y2-36
(3.821 Kg) - 'HNMR (DMSO-de): & 5.82-5.75 (m, 2H), 5.11-5.08 (bs,
1H), 4.02-3.95 (m, 2H), 3.74-3.71 (m, 1H), 3.53-3.48 (m, 3H), 1.19 (s,
3H) -

[0288] PER2 : {LEW2-37T2 8 © A A MBS - o
b~ R s FORIE RN 250 LUUSHEE R & JE S5 R g A A& (37.5 Kg) °
KL &Y2-36 (7.5 Kg » 41.63 mol. » 1 eq.)— XM AR IES T - MIEVE
GV L LB AR EEK - BREA S 286 CH - /KEFtHEENT - 8
/NEFT% 0 SERRIRE R 0 HURAET00 eK - HRIEREY) 2Al24085C Ul
7 WAL 2 e U B85 (50 LYy - fETR - f£5015°C N EZE(/NR0.09
MPa) R4 5K » FEIEZEEREE © 68 ATUE kR (7.5 Kg) HfE5045C T H
Z2(/NFR0.09 MPa) B4R &Y - BEIZ@ERE - FTRE ATUFELE (7.5
Kg) HfE50+5°C N HZE(NAR0.09 MPa)yR4E )RSV H 2 M aH 70 &8 2 54
B FEEEEHARY o £5025°C AR Y S #2 7Y TU kIR (30

Ke)d - JFEIEEER > &R HLER 250 LIUSHEN X T - K
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DMAP (0.51 Kg » 4.16 mol. - 2.0 eq )R A fEss F AR EY 24l £2
C - BBEAA0ZR10TC T 1L 8/NEF Z B Bz B fE f&F (Boc).0 (18.17 Kg » 83.26
mol. > 2.0 eq)JAPUEILIE (9 Ke) P 2B RNNZERIEY S - BRI IRE
TNHEEFERIEY3/NE - IERFTLC (PE:EA=5:1%1:1 » KMnO4/K/E 1K (1%)
fE BB EAEDBE R LEY2-36 T2 HE - HRIERSY 7 UtER £k
HEHFR(EEs (50 L) » HEE®RAEZE T (NR0.09 MPa) K fE5015C T IR4E
HEEMo&HLSEERERD > BREEEHARY - FHRY 7t ER
£50 L JESS F - fERFE TRIZK(28 Kyl LA FRGIRY A - HAE2/ N
HAR N EOR ERFFE1535°C 28 » fERII/KEAE LR L H & & fE - 78
151£5°C TR/ RIFZRIONG - #HIEE R - SEWAHEY - Kt
RIBHIEOF A EEE T AERN ZEHE(11.25 Kg)Ff - fEFE307# 2
% EESHE - EmE LEKE - o2 KEVE B2.8 Kg - BBREE T2
HHEAHER 2 e =0 BE5 (50 LY H7E4515°C FEZECMNA0.07 MPa) &
bE e — LR - BRI RESES0 L ESEF - (BT ABFERQ2.5
Kg) « f£158220C TR EYHL16/NEF - 288 E 88 H A BEGE (S Kg) ki
TREE - FIRIBEF AR P LL45E5Cazl16/NiF - JEEERHT4.8%
2 E R (L &1)2-37 (11.285 Kg) - "HNMR (CDCls): § 5.10-5.08
(m, 1H), 4.51-4.45 (m, 2H), 4.31-4.27 (m, 1H), 3.44-3.43 (bs, 1H), 1.53-
1.46 (m, 21H) -

[0289] EE3 : {L&EW2-38 28t : (L 12°C T [ 4500 A tR I 18 #
B HRR A~ A RERS ROB T 250 LU SE Y 3 fE R R A& A DCM (12
Kg) » — MU EGN-3HF(7.2 Kg » 44.7 mol. » 1.5 eq.)f&% A fESRt » 12

FEE HME ZIER - FINEIRE - BREEYREIZE0TC - fE2/N.Z

5 127 HEYIESHE)
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R FX BT DBU (13.6 Kg » 89.4 mol. > 3.0 eq) B8R AJERT » [FIi:#E 2
ERAIKRERFFEOR10TC « HRAL/NA0.09 MPay B2 N RGN
R oo BE1% > WESOLF, (4 Kg v 39.1 mol. » 1.3 eq.) & [EIBGAE2/ NG > BRES
HAME - 702 10C M H{E&2-37 (10.8 Kg » 29.8 mol. > 1.0 eq.)j/ADCM
(10.8 Ke)F 2 AR EIN 2 Eas - RIERESY) L BEEELEEGE - 1Lk
L &Y2-3721% » FHIESOLF2 2/ o K dEET4 Kg 2 SO.Fo5i )t H {2
FE1515°C THEREK EY16/NE > HESTLC (PE:EA=3:1 » KMnO /K&K
(1) E BEEREDBE R LEY2-3TT2fEE - BRERIERSY 7Rt
A 2 e URMEEE (50 LyF o Wty nldE&EEH - E5t > /£2025C T
HERFE 22 (VNR0.07 MPa)Rés £ — FREME « K/K(15 KRNz 50 LU
EER IR 0 HAFOESTC T » fEBHE T - 12157788 N K S E Y {E K
AR FEREREEEIREI008#E - FFFE300# 1% - pEESHE - BE
FIEKHE o k2 AHEARERERE T AAKAS KR Ray1057 8% - fEAFE30
TrHE 1% 0 I HEESH - R EJEOKAE o AEEEE TR B AR A K
(15 Kg) K&y 1057 88 - B30 2 1% - 7S - 8% FEKHE -
&8 7 B < AR E RS 2 e Z0URREE (50 L HAE2085C T EZE ML
0.07 MPa) )B4 £ — PSR - BB ARINFE(21.6 Kg) - fE{RAE45E5°C THRIE
EYEZEVNA0.07 MPa)R4s £ —FHETHE - ZWE L REIRFHRIIE -
ERsE—MEE _H#YE - Wt E S BERE 250 LJERT - £/
FMEUNR IR R A RNEE(21.6 Kg) © fE0ES5TC MRAESP 16/ -
AR E RS B R NEE(8 Ke) bk IEE - KR IEEHE 22 mHEFE F LL4515°CRz
BE16/NBS » B FERE85% 2 (L& 12-38 (9.2 Kg) » 'THNMR (CDCl;): §

5.04-4.99 (m, 1H), 4.73-4.70 (m, 1H), 4.87-4.45 (m, 1H), 4.33-4.28 (m,
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1H), 1.78-1.72 (m, 3H), 1.53-1.50 (m, 18H)

[0290] PE%4 : {bE&EW2-39 28 + —EERARMEBEDS - I
TRk FOREET 250 LVUSHI RS [ eSS - R i /KTHF (26.65 Kg)#E A JE
gath o fEJRTE B255 CHE /K ZnCl, (1.68 Kg » 12.351 mol. » 1.5 eq.)
BEANRIEST - BEDREBER - fE=R NEFHO0.5/NE o fERE F2555C
i {E = 9)2-38 (3 Kg » 8.234 mol. > 1.0 eq )R AR IEZEF » REDEAA
R HAE =R M RF0.5/NE - fERRAE T - £8J-202-30C ME3/NE
N EE ARed-Al (3.57 Kg > 12.351 mol. » 1.5 eq.) HiEBFEE&ZI3057 88 >
FEHFTLC (PE:EA=10:1 » /K1 KMnO4(1%){E 5 B sl B B e i Y E 58
EFEE - KL G3 Kg v 49.404 mol. » 6.0 eq )N IIERIEFRF » FERFOR
R M EE ROREARHY-10°C - BB 1R R SIS IR A (27 Kg) fo 47K (24
Ke) ZIEEYT » RN (10% - 21 Kg > 1.0 mol. > 7.3 eq.) LAgHEIpH=2
23 R IEBRRERR-5C - £ % - oEESE - H
FHZR(13.5 Kg)HRERUKH » FK(13.5 Ke) iR a0 2 A1 - o7k
ZHEARLE/NG0.09 MPa ” HZE T jR4E LIRS FR R ER 53 THF - [E 0 OR5R &
&FA35°C < ININHEZR (27 Kg) » FEEFE KR HHKA3.5 KgAK -
HINaHCO; /K7E K (5% » 13.5 Kg) R A M - FH/K(13.5 Kg)m kA %
M e B (300 me) il E sy AHEET - f£20£30°C M1/
% BERAGY 0 HABFEG KR RIEsF - £/ r0.09 MPa” HZE T LA
40E60CREEEHZIERK  FEIZ MR ZHEY LEY2-39 - 1£40TC
TIRIIHEE (4.2 Kg) > REVBEBR - BEREFERRAAZ220£30C HFE10
£20C MEZNFWNEIRAIE/K(18 Kg)F < /RZI{E&EY2-39 (0.02 Kg)
Z g o FE1SE20°C MR I8/NTF 212 - BIBLKRE RS - FEIKH &
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B o fE45C TIEE R R E 822 E 24/N\HF - 15502706 ¢ 2 0 B EHER >
L& Y2-39 (FE & 90%)(# M1 £ de-DMSO F # 77 '"HNMR I E -
a/B=3:97) - '"HNMR (DMSO-ds): & 7.19 (d, 1H), 5.08 (m, 1H), 4.89 (m,
1H), 4.26 (m, 1H), 4.07 (m, 2H), 1.43 (m, 18H), 1.34 (m, 3H) -

[0291] PBES : {EEW2-40 2 8iHH © {£-5+5°C T [ 25 LA i 18
RS - TORDR A BOREET 250 LUUSHSE M K iEws TR 6 A L A5 (10.67 Kg) -
— R A= (4.75 Kg > 18.45 mol. > 2.5 eq.) HERFR /L8 HAL-5
5C THR#3078 - fLHHRE TR {E&Y2-39 (2.7 Kg » 7.37 mol. » 1.0
eq.) —RMERNMERRIZ R o f£-555C ZEANECRET » L9057 88N
IR OWNIEAR(2.75 Kg » 9.59 mol. > 1.3 eq) 3200 R E AT RRE &P
(ERI—F R NGRS > B RE RBESK - 2Nk
[ HERREB/RWMELD) - £-555C THEBHRIEREY — /NG » IEFTLC
(PE:EA=10:1 » KMnO4 /K&K (1%){F BB & aUE) B n K IESE R « E 7R
TLC » RIEREY T Zo/p 2 tE& F86.6/13.4 < £0X5°C T & i hikh I -~
25 S 871(0.56 Kg 0 4.44 mol. > 0.6 eq.) ~ 7K (10 Kg) T s & 69 (1.24
Kg > 14.76 mol. » 2.0 eq.) Z KRB ENINERIEREGYHF - — ik
Vo o oy BB A B s K RO (R R &Y P o/p 2 EER
F& HHPLC 5586.6:13.4) » £015°C T ZE£(10.65 Ke)i i A HEES »
FENEFEBR - B30 88 25N M ADEHR 2 R7K (20 Kg) B IR
nZEAKES B HREEERY) - 7L015C TIRIIK 2% » FEREEY0.5
/NBE o R [E AR 0SS KgH BIRERR - B OBE(8.5 Ke)ININE K IE
FRAAEO0LSC N ETH(L0.5/NEF « MBIEEIRE HAE45°C PIFHEZEFZIE 16/
s - (FEZfR 2 1% > JEREE 597.3% HERBT6% 22388 gH ERE - (fF
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Role 2 1% ERBUERIT 3% HERRT6%. 22388 gH G E G (HPLCE IR
FER1.8% 2 B-RIEERE) -

[0292] $BR6 : {b&¥2-42 28 : KLa2-41 (52.1 g
308.25 mmol. » 3.3 eq. )88 A B AR H 25 - REST ~ L5 LT BRE
Z2.0 LVOSEEAR T - i = 4R EF(323.6 g) /Rl 28R o H B B AR 5+
e HEBRERF - RMIRM = (35.4 g > 280.42 mmol. > 3.0
eq.) © {E305 8N RSB ZES5015C « BE1B{ES5015°C TR S
/INEF o JENNENGY200 88 2 18 BV BB B R R - B FE 1% M B B RS O R
Yy o —RERMLKE 474 g) o —RMERMILEY2-40 (40 g > 93.44
mmol. > 1.0 eq.) HfES50+5C F{RIF12E16/NF - TLCE RN IESERR »
RIEV) A A Z2015°C « {E515°C T EEEL(36% » 18.864 o) XN 2 K IE
)b LU pH=526 - FBHESY3057 5 - Ky - BIBERITR -
g (63.2 @) e RIEST AT R B & OF 8K - £5015C T IEREZZ(-0.1
MPa) 245 2 §920 30 mUEH] - RHINBEGE (278 g) DL — R 45 H AL Rk
THROREYIRYE 24920230 mUAR] - FER/E3015C NAIE GARI(EA
(360.8 g) : FEFE(55.6 g)=1:5) - R R (20023008 - 40 g)iRinE s R+
HAE30£5°C THH /N # S E &) - JEeF R S /ARI(EA (180.4 g) ¢
PEGE(27.8 2)=1:5) 3R « & Of 8K HAE5015C THZE R - BF=E
HUAREIRE(40 g) -

[0293] BERTRS : {LE&W2-M4Z28HE : KikBRES R ZHELE
#)2-42 (40 g > 77.5 mmol. > 1.0 eq)/NIIE B A BEEET 2500 ml =SEHE
R o fE15°C TURHIITHE (178 ) R H AR E 2%V E BRIV 98 7S

R o —RMR IR KB R (E25% & 251 5H > 28.9 g0 232.6 mmol. » 3.0
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eq.)  HIERIMZ 1% » (ERIELGE ZNEVREEREENST - HRIEARS
MEZE30E5 CUAEREET ~ £3015°C T RFFLI16/N0F > HEBFTLCHE R 58
FX({EUV 254 » DCM:MeOH=20:1) - ¥ EYE22(-0.1 MPa) 245 £ i
/INBTE(EY50 ml) » RN LB ZB5(180 g) HAEHI/KIRAE0. 1 MPa N RER &)
IRAE £ BUNEFE(8Y50 ml) » IR HE ZE5(180 g) koK(100 g) » HIRFFA
G308 - (EFRFE30 8 2 1% EESAH o KKA00 g isine Hgd
R HIEME300 8 - [LAFE30 8 2 1% > Bk o K100 g)iRin
2 EEAHMHET BR300 - AFE0E % oS EEE
R B HEREERMERE &S AL - BEREEKEEBIRZEEY2-
43 - HERHR T 28 -

[0294] FKAH(LEY)2-4375 N HEES - —XMIARIIHCI/MeOHE
& (2 mol/L > 116.3 g » 232.6 mmol. » 3.0 eq.) - FEEWIMEE AR » H
FEEDR TR 22077 8% 2 1% IR S V0B Y - FR S WAERDR T rEy
ZI2/NBE > B TLCHS RS2 (FEUV 254 F > DCM:MeOH=20:1) - $ 7 JiE
P2l 2 15CHAL15C N B##2/0E - BIEERBEHPEHEE0.6 2%
o REHEDREY) - UREYFIRINZEEO6 9 HE RGP E 2 [0k
BIRFRQ3 /NS - [ERE R IEY Sl 2 15°C HIERELI2 2 3/N0F - 8 2 JE
VARV ELERO.6 g%k - BENREY) o KORIBHHEZE R LL60TC
HzER 16/ » RS2 (EP BRI RIER B T7% 2 2B e E R 2 E&Y)2-
44 (229 g) -

[0295] S ERY  (bE&EW228HE : L& W2-44 3.0 g 7.79
mmol. » 1.0 eq.) H A fil 2- B L PO & B 0Rg (25.68 g) o #EE — R MEIAR I
NaHCO;[&Ef2(1.64 g > 1848 mmol. » 2.5 eq.) » MEIRIAIIKG g) - #EEY)
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MER30E5°C | LEEF3055 LA NINa SO (3 g) LA b W 305

[

G D30 LU AR ING (0.6 ) D BB ]
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i JIH
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(0291 208815 B

iOs Ke) 1l
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50 T PUS IR MK ¥

IVA

IELEERAFTIO C A R o

S0 3.5 Kg oo 16.6 mol.

I ﬁjT . 4l ]A', ST Z2 NEERAT RN BN {7 VAR AN AT 50 /\ e s o, fﬁ“
TAN HERS T s PRI TR DR SAIR 1015°T » BB Arsl

s A 10450 MR 120 1.89 Kg s

1143 mol. s 1.05 cg.) ~ -~ AHAC.01 Kg » 19.9 mol. s 1.2, cq) 2 L VEWN

§i (3.1 Kg) . B o AF 1045 T Pt 7 1S NI IR LC

(IOAC: P 122 5 UV2SDMIRYEE o Jf

0L B T AT T

» 2,78 Kg » 16.6 mol. » 1.0 eg.

PEAM MR BHiR - A1
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ZIBIRLI2/NEE o JE-10+5C THEFIEEWH 1 22/NF - HEFTLC
(EtOAc:PE=1:2 » UV254)FEERER « BN IEREY) - HH B ENE
(2.0 Kg) B igert - FEF10°C 2o/K(S Ke)ZuiRiEiR - FER10C Z BEE
BE(1 N - 15 Ke)ZEW o A - AER10°C 2 kB 80 6 R /K8 K
(15 Ke) BB 2 A - ARSI 10°C 2KA5 Ke) Bk i 2 A% -
AR (350 KRl 2 it AT « f£25°C£30°C TR 2/NEE - i
JEREY > HRZBENEEQR.0 Ke) B RIEH o {£/N20.09 MPa” HZE |
LL40 £ 5S0CRME & 0f 2 8K - BEIHEY L&1-5 (6.19 kg 5 B=E
SR - BE® 1 99% mol/mol ; HPLC4ERE : 90EE%) -

[0298]) ZPBE3 : KIESECAMIBH S KORE ST <20 L=SAB T 1%
MEABRFLEWI-S 2 RIEST - BRENEEG® KgfE ARIESF -
(2 Kg> 6.17 mol > 1.0 eq)/RINERIESF - BEIBFEBRK < #5% %
Pd/C(LLKFE} 565%7K » 300 Kg)f& A EER S o £20%25CF » BL1 atm
T RFHETEAASE SO » B TLCE REE R 2 HE - KBHAHFAE
S JECREY o £/ 20.09 Mpa 2 HZE T LASOZE 60°C KRR B 272
e - FEHEY) RIIBEGE(S Kg) © 7£/1M20.09 Mpa 2 B 22 N LA40£45CIR
GREY) > HEE®FE RSB BEGE(S K REEL TR - /NS
(10 Kg) HE15225C THREAEGY223/NE - #IERSY » /3 _a%
= MEY > BEEBA445C THEEREIONT » 5F]1.86 Kgr “HEE(K
EEERE ; B 0 93% mol/mol ; HPLCAHE : 99.4HTE%)

[0299] &P ER3F - LD BBIRIARI — S 4%

-
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W o RIS DR PAIC (5 g s DARKWG L560% K BEIA B T « AE20705C

5 (35 ghe 2.2 g s 0.084 mol. o 1.0 eq )M IR AF2IHES
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DL FOHGIRY © ARAIHCT (2 N)DASEEipH=4 - DUPRCES - (EFFE 10788 2
% ST SHEREEEA LEBAEME > a2 BRE ST
N KA - FE 1% bk B S8R K AE SR BT £ pH=8 » H A & H e ik
IFRE &R 2 F A - RKZEIRE OF 2 A M BRI (10 g) -
L2528 30°C MEA2/NR 2 1% > BIERSY > BRE _SHEREJAS @) kKIS
Bf o #MAE/NA0.09 Mpa 2 HZE T LI30E50CRERBRE _EHE - /&
MM ZANERA80 ) IF TR » FE=EMIREY) - ML ENE
(540 g) < KHEGYIEES0TC - BEBFBERK o £Z M TEH2/NG 2
& EIELRY) > R LG 2 KRB EER - KELLEYI R ZBERN
FE(540 @) IBAZELIS0C » FENER > RAIE20225TC HIBFE2/NF - B8
TUIRIEIRG - LM RNES(45 @)%k » HAE4SES0C TIFEZEFIE16/]
i BE112.5 g¢(EEal o (B : 60.5% mol/mol ; HPLC4EE : 99.11H
fE%) -
[0303] PER2 : (LEWI-AZRIME - fEBHE T > £20225C N3

FE e P B ANER (1000 g) > FORIIMEEYIL (100 g - 0.172 mol.) » JEHEY
R o RRETEZ (98% > 8 g > 0.082 mol. v 0.475 eq ) &K@ NI E B R
Fr o [EIRF N EDR B RFFAE202£25°C © IRINRGfE R DY 607§ - (ERRIEIR
20825 C 2 NERRE TEE30778% - {£40245CZNEVRE T ~ {218
PEN B IZ R 16/ « AE2/N N R F IR 2 Al £20 £25°C Z W ERR
fE > ABE®BEAAA D2/ - &b E22 8 0E K8 IE E S DA RERE T
MEENEE (50 g) kRIS - HEVIE40CESC N EZEGEA DS/

 FEIRAESS CESC N — S HZER A DIV IT/NE » HBISERF88%
ZAEEW1-A -

5 137 HEEYIEHE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

[0304]
BHHI13 : A& ~ EEWL-AREEV2ZBERARERE ¢
LURERI AR BB el - baPl- AR baPi2 28 RIETE - It
FEAED BRI DCM K IR B (E (L &) 2-4245 & - IE SORT 3 47 M
RES T ZRIBYIE T ZHE - i BE(LE2-42 Z & FE R R b 2
B EA BEYICHE - ChEMELENEEDIRD - ZER2TATES
R BEEYIRSY A REHE S AEH AR T3S - £ ARERE
EBocZ & - EF BRI ZHEIERSYETRE—-BE{EEY2 - A
PR M R (4 1 IR B L R M 1R 17 e o O 8 2 B o o B (B SR 5 1R 8IS Ul e
g2 BRI IE 0 FRHY - BLE B2 2 AR - (B &2 2 B e &S & A
LB R AR By A Rl R
[0305) BT AIRPAR A 5 =0 B s (R 2k CR | &) Bl 25 ) - L-
Be RNl S 250 - _fEFEiRAEEBRETHEE PR E
{11 B & P e B hi B s 2 B R B BS(BAE IR Bl - Kol 2 I (E 1=
(EECREE) i) -L-WERENE RS 280U TR E g
FEH] ©
[0306] 7JR#¥ - fEH COMUE BHATU B ARIE(LE - (&2
PO ECGREE) WA L-WHEBENE L 258 2 M@ o gL
PSR E TR RS R TR B - PR NIRRT EER 2L
EIl - [N D R R E -
[0307]
HA AEEYV2Z SR
{ERE G20 FrE At 2 AH E R T PR EaY12-40 2 &K -

=
¥

i
p
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2 L 3B IR E 28 R AR P68 A& 12-42 (300 g » 1.0 eq) Kt ZHE (1500
mL - 5 vol) » HAE25C T L2 M A0 B B /K8 7R ($228% wist & > 3.0
eq) - LRI Z & » RIEZRS 2 NEDREFEKRELI20T o KR IE RSk
L35 CH5C Al PrFFAL MRS Ny 16/NF (FR1E) o & JcFs I TLCE A
[ fE » HE R E5ER - HPLCEAR95.9% a/aZ {L&1)2-43%3.6% alar
{E&Y)2-43B - {£45C £50C T » HRIERERESYEZE (0.1 MPa))R4E £ &)
1.5 vol (450 mL) o f£20°C*5°C FIRAME ZE (1500 mL > 5 vol) & 7K (600
mL > 2 vol) » HIBFERGY30535E - LAFE307E 2 1% > THESHE - 18
20°CE5°C T 7K (600 mL » 2 vol)iRfN 2 H g 3078 - (£FFE
30788 2 1% > rEES TG o B IERIECREN > ZK(600 mL - 2 vol) » #EE g7
HOREEIR - B LA HEREEZERBEZL2 vol (600 mL) « 7 h0H BE
(600 mL - 2 vol) H EZJR4F £ 472 vol - iR B GV EERAN T —48 -
[0313] fE20°CE5C NRFHEE(1500 mL - 5 vo)IRINELL FAL&EY)
2-437FEH - fE20CE5C T IXMIARHIIDBU (8.85 g » 0.1 q) » HEHEEY)
MEZE60°C £70°C HAE MR N FEFREK - TLCE/R K ESEE - HHPLCy
EITR99.5% ala Z L& W2 & MIIRHREFE30 77 88 2 B B NN IN Z 1
(1800 mL > 6 vol) » HIE KRBT RKIEGYIREELI2 vol (600 mL) - [t
I B YOREZEFIS0TC « &Mk 4810738 R N5 — 7 ZH#5 (900
mL > 3 vo) HIE KRB THEHESYIRY4E 2473 vol (900 mL) » BLEFEH Y
BEEF82C - £80CE5C THRAREGWAIN/NTE » BRI 2/N 2 B
NG E307 82 15 CHS Al R RE B LA 220C 225C « HAE NG 2B
RN E—H S Al 25CE5C HESCE5C T RN - 3 hiEIEULSE E
BE > HR B RIESE - BEUREY - BIBHIES5TC £60TC T HZERLE

5 141 HEYIEHE)

C241022PA docx

110130757 FEHESE A0202 1103333767-0



202214260

16/ > JEIER B GERR ZIEEPI2 (164.9 g) » ERE90.8% > GifE
F599.8% ala o HESTHEZ[ERG  HESRAFETP -
[0314]
OB ¢ (RECGREE)BME)-L-WHBEARNEZ —_SEZEE 2 Gk
F B4 b EYL-5Z B

o _ _
O
P
cI” \OCI /,'3'\\
clI” Vo
. ©/\OH Et;N o /\©
iPrOAc @
11 1-2 ) 13 )
CH;
HyC. O _~
Y \H/\NHz_HCI CH, 9

CH; O 14 Y\N o
EtsN CH3 : g

1-5

[0315]) [ECHcA IR AES « TR 3} FORREST 250 L 450303
[ fEEs F e A LB E B (10.3 vol) - 7R fE fRFFAL RN 10T - =
FMEREORES (3.5 kg 0 1.0 eq)EE A JERS TP HIBH - BEEFBIR - KB
RABIE-10CE5TC > HAERRIRE T ~ FE2/NF 25 B N IR 028 H R
(1.05 eq) e =4 1E(1.2 e ZBRENES(1.0 vo) 1 Z7F K < Af£E-10C25C
TRERESYILS N o EIPCEURENER S £ ER - RL-WiEE RN
ERRLER (1.0 e BB AIESS T - EZAEFSRMRE T > A£-10CE5C T > £
Q2N Z B RN BB ABIAN =L (2.1 e R LG EAES(1.0 vol) it 20K
R o AE-10CESC TEEHTAF 1L E2/N > HFEMIPCEAKZEER - &
TR{bEW-3552EER - BEREESY) > HALBEENEE(0.66 vol)

VENEIEEE - FEIER10C T A AR BAEER 10C TRZEFK@.3 vol) - Bl
5 142 H(BIHRIE)

C241022PA docx
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MU (0% wt) UL DR LRSS - 38O 204

LY NES S A AU WA TR N 7% O
U WA ).09 MPa s LI | BAOTC

(IR . ML

99% » LIPLCEI Y 1590% ala o FE¥ )]

YEWHI(0.66 vol)ZiAk o 11

w

/h\ ﬁ\) 'O GC i

& s ALY s (6.19 kg) o

P
ISR RAL
¢ [ | [

(0316)

(O3 g2k §rmk Sk~ R A AR 2T L
AV A6 wol) A2 /K1 wol) | LERFE « B 1TLK Mg

(00 g » 1 e MNa,COs (15 g » 0.55 cq)FIAMY

50CHA060C 1AFS0T 260TC M

ARSI o TR o SR

FASYY

| ]\ |[ [yﬂﬂ'

FTH y
M/]. [;~JL\ ‘H]\ J Tﬁ

(0.6 vol) LM < JKFl

(BAKIEE65% /K » 12.%kkwt) o AFT alm . &6

5 B o PP T S FEL N N DAY 1
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P A 8N K 25

A2 DCME (5 vol) U LAE20C 42307
Al DURY
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FEESRAE T ~ A£20C TR & HBE(10 vol) ~ 2-MeTHE (20 vol) ~ (FEE
(FEA) B -L-WHEBEENE L £ ZE8(1.75 eq) ~ (EEY2 (60 g,
1.0 eq) XCOMU (1.75 eq)BE A S JEZS T  REFTRBIFRINEEL30T -
HAE30C£2.5°C £ 3/NEF Z B B PN 4% i ek s 21 is DIPEA &% 1874 11 %2 f2
JEREY T - £30°C2.5C MRFFKER S92/ H 8 MIPCHIEEL &
R e CREVIHE VNG Z RFEZN 2 A1 20°C £10°C HAZKA0 vol) JEifk » ££ 1/ Rf
ZEFERN ~ AE-5C20C T ~ 2R TEREBNINERKER(20% w/iw > 300
g 8.5 eq) > MHFAE 7 —RAEEMELE (DHQ.HC) Lk - #& M@
» HAEOC £10C T » AHCUKIFR (7% wiw > 180 g > 2.0 eq) L&
R DB RREMEerDHQ ~ (E&%)2 - DIPEARAREIZEY) - BE1& FH S %%
Bz S8 7KIER(3 x 1.9 eq)ifiifk > BERISEIEY) > #EH/K(2 x 10 vol)ii
o HARRA0% wiw)iREREE T > {£20C £30°C TRHF2/NE > #
JE > H A S HBE(0.5 vol) RIS - FE{& A/ NFY0.09 MPa HZ= T EA30
CESSTRHIERELS vol » FHZE(600 mL > 10 vol)iNI E/EEY) T
HAEXAE/NFR0.09 MPa 2 HZE T LL40°C £55CIR4EE RIS vol » i L&
ZBE(120 mL > 2 vo) R X HZE(180 mL - 3 vol)i/RINEEERYF > HAE
B TROREWINEE6S T ETSTC » BEIBBAR - HAERETEN S
Al > EH AR UM ZBFEZN 2 Al £50°C » BERAE 1L/NIF Z I EE N 2 8l 230
Co BREEVING 25 —BFENLAIEST - £5C NHEER 4/
> ERMEBEURER SR E=ECEBRZHEEsY -

[0323) M L& 0 R2ED - FUpHEHE LB LEE/HZE:
v/v > 5.0 vo) & ZFE L FE(5.0 vol)IEEE &G M2 JE— B (b > TSR2{n
M E LB AFE(S.0 vo) & HEEH G M2 N LAF(L - FEZ /M T - 408

S
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0.20% alalNAl v - L1 KIS ENS5 D o

@

(0324)

ALY AR

Mol JEgo
N/A 12, vol

AN 0.04/5 mo! 1 eq

2D E 0.0225 mo! 0A75 eq
98% 115SOn 2.31 g 0.0237 mo! 0.500 cq
2,61 g 0.0261 mo! 0.550 eq

WIENMG:AR) A g N2 1 vo!

I
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BT AW vol) o | JE
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\
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Ve /D2/NE o BERAEZE R MR TP LSS CESC il — 20 a2 R &Y 18/NEF &
REFH3EAEEE ZMBESH =MLY I- AR EREHPLC &
>99.95% a/a - FLFEARI ZER R T E RN 23R FrR2 0 -

K2 REPRSZILEYI-AZERRIGTER

= HEE¥11-A (0.475 eqfEE&#11-A (0.500 eq{E&#1-A (0.550 eq
ZH2S0q) (EEB1) ZH2S04) (EER2) ZH2S0q) (BER3)

FER(ELH) 91.9% 96.6% 90.2%

i EAGIH Y HENRK BEAEH AR |BEEEHR HEHEK

GEl R

HRIEHPLC

{ERIEEE - a/a <0.05% <0.05% <0.05%

HHEEE 0 ala <0.05% <0.05% <0.05%

T EE > wiw 7.8% 7.8% 7.8%

CRE L > AR EK)

SIKE(KF > wiw)  [041% 0.36% 0.44%

B GCZ FEER AR

NERE - wiw 14 ppm 13 ppm 16 ppm

SIEFE 0.31 g/mL 0.30 g/mL 0.23 g/mL

ek B 0.44 g/mL 0.42 g/mL 0.34 g/mL

iy FEE DV (10)=1.36um DV (10)=120pum  [DV (10)=1.05 pm
DV (50)=22.6 yum DV (50)=120pum DV (50) =4.94 um
DV (90)=319um  |[DV (90)=304um  [DV (90) =252 pm

[0326]
B'HI14 : Fr®&{EEW1-ARE ZXPRDE
R3 EEWL-AZXPRDRA R ERH (T

FE#: 2.0/50.0/0.02/5(deg/m), Cu(40kV,30mA), I(max)=536

EEAE © 47-pts/ IR 25 > BEFR{E=1.0 > EIL{E=2.5% > BG=3/3.0 » W&({E-TAR =55

i

AR BE=ATEUE 0 2T(0)=0.0 (deg) > FHHEd-fHIEZ J7E=1.54056? (Cu/K-al)
# 26 d(?) BG | 5F | 5F% | BE | @fE% | FWHM | XS(?)
1 |3.178 | 27.7806 | 99 163 51.1 5666 | 39.8 0.591 136
2 | 4243 | 20.8064 | 140 | 122 382 | 6944 | 48.8 0.968 83
3 4778 | 184797 | 134 | 174 545 | 7291 | 513 0.712 113
4 |5501 | 16.0518 | 125 71 22.3 1812 | 127 0.434 188
5 16533 ] 135184 | 102 | 42 13.2 191 1.3 0.073 >1000
6 | 8243 | 107173 | 106 | 92 28.8 | 4143 | 29.1 0.766 105
7 19179 | 9.6263 | 105 | 319 | 1000 | 12252 | 86.2 0.653 124
8 [11.098| 7.9662 | 108 | 40 12.5 545 3.8 0.232 382

26 148 H(EEHHRIAS)
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9 |11.872| 7.4482 132 40 12.5 1387 9.8 0.589 137
10 [ 12512 7.0688 146 42 13.2 1343 94 0.544 150
11 [13.371 | 6.6165 169 25 7.8 1023 7.2 0.696 116
12 [ 14798 | 5.9813 177 95 29.8 4529 31.8 0.810 100
13 [17.261 | 5.1330 213 103 323 3506 24.7 0.579 141
14 [19.600 | 4.5254 230 102 32.0 11977 | 84.2 1.996 40
15 120402 | 4.3494 226 146 45.8 14179 | 99.7 1.651 49
16 [21.314 | 4.1653 229 125 39.2 14220 | 100.0 1.934 42
17 [24.159 | 3.6808 212 46 14.4 4032 28.4 1.402 58
18 [25.294 | 3.5181 184 110 34.5 7833 55.1 1.211 67

B3 2 Bt HEA Bt Hy Ge b (8 f2 fH i |l 1
R4 {EEW1-AZXPRD RS R ERHEE2)

f@f: 2.0/50.0/0.02/5(deg/m), Cu(40kV,30mA), I(max)=460

B © 47-pts/HP4R 8K 25 » BRFR{E=1.0 » EL{E=2.5% > BG=3/3.0 - I&{H-THR =5

Bl
AR EE=EUE  2T(0)=0.0 (deg) > FHEd-fEEEZ i £=1.54056? (Cu/K-al)

# 20 d(?) BG | 5 | 5E% | @iE | @E% | FWHM | XS(?)
1 4.181 21.1178 | 116 110 35.5 2846 16.0 0.440 186
2 4.780 18.4703 | 107 131 42.3 7073 39.7 0.918 87
3 5477 16.1227 97 87 28.1 2853 16.0 0.557 145
4 8.179 10.8008 95 81 26.1 3808 214 0.799 100
5 9.139 9.6689 94 310 100.0 | 13645 76.6 0.748 107
6 10.989 8.0448 100 54 17.4 513 2.9 0.162 629
7 12.420 7.1207 137 47 15.2 1432 8.0 0.518 157
8 13.382 6.6109 159 39 12.6 2333 13.1 1.017 79
9 13.543 6.5327 163 31 10.0 2370 13.3 1.300 62
10 14.762 5.9957 172 92 29.7 5678 31.9 1.049 77
11 16.980 5.2175 238 56 18.1 1065 6.0 0.304 279
12 19.659 4.5119 255 113 36.5 10826 60.8 1.629 50
13 | 20.379 4.3542 248 146 47.1 10714 60.2 1.248 65
14 | 21.245 4.1787 238 196 63.2 17809 | 100.0 1.545 52
15 | 22.081 4.0223 250 78 25.2 2844 16.0 0.620 132
16 | 23.867 3.7252 225 77 24.8 5916 33.2 1.306 62
17 | 24.282 3.6625 216 86 27.7 6744 37.9 1.333 61
18 | 25.318 3.5149 193 147 474 9878 55.5 1.142 72
19 | 33.858 2.6453 113 51 16.5 981 5.5 0.327 267

B4 2 B HEA Bt By Se 5T (8 f2 i B 2
RS ALEW1-AZXPRDRE: R ERH(FER3)

f@f: 2.0/50.0/0.02/5(deg/m), Cu(40kV,30mA), I(max)=532

UEAE * 45-pts/HVIERIEIG w5 » ERfR{E=1.0 > #UL{E=2.5% ~ BG=3/3.0 - I&{E-THR=f 5%,

AR RE=RTEIE © 2T(0)=0.0 (deg) > 51Hd-fHHEZ Fi=1.54056? (Cu/K-al)

# 20 d? | BG | &FE | &F% | FfE | @E% | FWHM | XS(?)
1 4103 [ 215152 | 132 | 108 | 249 | 3954 | 249 | 0.622 | 129
2 4759 [ 18.5543 | 120 | 200 | 46.1 | 9265 | 584 | 0.788 | 102

C241022PA docx

110130757
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5.497 16.0637 | 106 118 27.2 3932 24.8 0.566 143
8.223 10.7435 | 102 108 24.9 4502 28.4 0.709 114
9.140 9.6675 98 434 100.0 | 15283 | 964 0.599 135
10.983 8.0487 106 52 12.0 512 3.2 0.167 595
12.378 7.1447 141 55 12.7 1536 9.7 0.475 172
13.169 6.7174 155 41 94 2797 17.6 1.160 69
13.265 6.6691 158 62 14.3 2757 17.4 0.756 107
13.356 6.6237 161 45 10.4 2755 17.4 1.041 77
14.763 5.9954 | 203 71 16.4 1366 8.6 0.327 257
12 17.019 5.2054 | 225 119 27.4 3476 21.9 0.497 165
13 17.899 49514 | 230 70 16.1 3133 19.8 0.761 107
14 20.441 4.3411 234 190 43.8 | 15854 | 100.0 1.419 57
15 21.301 4.1677 235 163 37.6 | 11758 | 74.2 1.226 66
16 22.115 4.0162 246 74 17.1 2893 18.2 0.665 123
17 23.601 3.7666 224 72 16.6 5994 37.8 1.415 57
18 24.318 3.6572 208 102 23.5 9206 58.1 1.534 53
19 25.281 3.5200 190 156 359 11297 | 713 1.231 66
20 29.596 3.0158 126 40 9.2 1018 6.4 0.433 195
21 29.739 3.0016 125 29 6.7 1042 6.6 0.611 136
22 31.196 2.8647 118 26 6.0 586 3.7 0.383 223
23 33.864 2.6449 106 40 9.2 2260 14.3 0.961 87

B2 5 2 BRI R Bk £ 2 5 [ £ (56 7 [ 3

[0327]
BHI1S5 - FrB{Le?l-ARE Z ZnmiERE N E '
BEERIZ(AEYI-A:

FRIEERE : METTLER TOLEDO STARe 15.00

A 27560 mgiRHERLZ(EEYL-A

BEARRTES © S0 EY40 ul s HE © 0 MR - 85

J5 3% ¢ 80-200 10K N2 50 : dt 1.00 s ; [1] 80.0..200.0°C > 10.00

oy}~ =T N BN ] o [V BN (O

K/min > N2 50.0 ml/min ; [G&3H

[0328] DSCEIMTEETRAI121.71C R ~ 1£133.70C FZEF
i HAE141.02°C &8 oK Z BB - AR 77 £5-26.34 m] - iR A 2 8y
i R B4

[0329]

26 150 H(EEHRIEE)
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SEHEBR2Z(LEWI-A

B # e : METTLER TOLEDO STARe 15.00

BA :2.0660 mgiRHER2 Z(LEY1-A

BAREEES  iEEY40uL s HE 10 MR 8

F53% ¢ 80-200 10K N2 50 5 dt 1.00 s : [1] 80.0..200.0°C » 10.00
K/min » N2 50.0 ml/min : G5 & 5

[0330] DSCEL Iy H7 [l BB Wi {8 0 2l < A1 122.35°CRalin 2 56—
AL 133.55 C RZEFIEE » HAE 14041 CRREASEHE » 87 F-14.97 ml {1
174.19Cmbfif < 5 17457 CmZFIE{E » HAFE176.18C FR&5 R -
B F-0.43 mJ o PEEEAR 2 B A B s E S -

[0331]
BEER3IZ(ILAWI-A

B E : METTLER TOLEDO STARe 15.00

BA : 1.9360 mgiR HE B3 Z(L&W1-A

BAREEES  iEEY40 L s HE 10 MR 8

F53% ¢ 80-200 10K N2 50 ; dt 1.00 s : [1] 80.0..200.0°C » 10.00
K/min » N2 50.0 ml/min : G5 & 5

[0332] DSCE MBI RAL129.41 CRrain ~ £134.55CRZEF
{8 HAE141.56C B éh o 2 W 241 » HAR 73 F-13.10 mJ » FEERA 2 24
MriE B~ E 6 -

[0333)] ARHATCSHARFH ZEROIFEL - A0 » —fRilrsE
P e > AT 18 R A S B A =5 B 20 AT HR 35 SR & (& R T 0y AN 3%
BH#EEE o (RIE > AsRIHEELERIRMEMIER G E R KER - A A
HETE A EIEASEIH 2 EEE A -

é]\

55 151 HEEHIEHE)
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RIBE ~ Crofik ~ CroRfE G R A -

[55°KTH2]

WEBRIAN 2 J70E - HPRUET7E
[E5°KTE3]

WEFERIFN2 2 T70% » HPROBE -
[55°KTH4]
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