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LWahg (Asn) ~ L-FRERgEE (Cys) ~ L-Hhifgf& (Met) -~ L-
MeRg B (Lys) ~ L-#50g & (Arg) ~ KL-Fifgf& (Pro) -

[0027] JERZMER (HEROEY) #ERSHRE - B
AR B-FE AR - DAV A B - NIV & B (B T Pro) ~a,a
CHUORE AR - M R A AR R EER  KERRT - &
AFHEF T > JERZAHY N ML £ B2 = 45 Pro LLAMAY N HT£C i B &

[0028] fEASRWAZTT > EREERK A RAEEILRL

o M Ak BE (R o EY B A AT B A PR &) > HER T RR T 20
Planel 5 i BRI E ¢ A & A WA T A BT AE - kA
BIThEE - BIiE - BIBEEREES - ol TERMAE - BE
WMAEEMRS > Pl EhmtEREEEERER T - OFF ~ S
T~ NET > BET -~ SiE7¥ » (PR T ZEEIMAE S Z5E I8
V(& B2 L B oo JRB0 > R Ry © AT &E LR R e B ~ fe | B ~ Mk -

WA~ Fi Ak - REOTE - T E c BMREEE - AR BEERE
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ZRTE AW —ERPEZIEER  TAE -2 FHNEARZEH
R B baY (RIEZIIETY - W L-Hi ke B - 7% Ak Bl B BR A% 2 o8
EREE R AR -

[0029]  ARBEEFFRE "HEE, » GRERERIEE
ENEEFMOTEN—EE  HEREFFEHFRET (HFREEHE
F UMY R F ) SR e AV IR -t 82 - i1 B A 2 | RIRE T 2 QB 5
REBENT THEG  REFERE#ERKE  TEE&ZH#KE - 1F
Rl E > WERBRE THE1~20 (Ci-Cho > LANFATEE C,-Cyy B
WRIEFE p~qf ) B9k & > TTREHRERC-Cioli ks - EER
Ci-Cofi k- fERtiE BERIMES &8 HE 2K - EWNE -
RNECFETE “RTE -ZHTE-BTE (2-HERNE) -
TR~ TR RE (L-HETE) - ZGRA (L1I-“HAERNE) -
R (2,2- “HEWNHE) - BIKE (3-HETE) - 3-KE (1-
LENE) ~1,2-Z“HEWNE C2-HETE - EcHE - 1,1,2-=H
ENE -~ 1,2,2-Z HEPIE ~ 1,1,2,2- DU ENE ~ 1,1-“HET
E oL 2-“HETEA S L3-THETE -2 2- " HAEATE - 2,3-
CHETEC33-ZHETECI-ZETE C2-LETESE -

[0030) ARHEFME "HE, - GEAEDVIFES# (2
FMBESPIRIFF ) 2 —EE - REFEREHENKE  IEEZH#ER
Z o fERRE > THEEEERC,-Cl o - FEBC,-ColE - B
RRiME > Gl eT B 0 ZRE -~ - E - RN E (propargyl) -
3B-THE -RRE -CHRE-3-FE-2-WHRE -3-(2°-FEEH)-2-
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PR ~ 2-FEEL-2- PR ~ 3-(3-® B R E)-2- IR AL - 3-BH B -(5-
RAE)-4-TREE -
[0031] ASRBEEFHRE " KHE,  GEAFEDIE%RE (2
{f A RESP2UR R 7 ) < —(HE - IRIBEE KA 2 (EFELF) -
BRI RERE BB (E)REMCZ) ~ME (cis) B (trans)
ZIE - MEAERE#ERE  TEESCHERE - EREE > T8
B fE BC,-Crofi e FEBC,-Coli - B S > Hlanm £ H
LIHE - NMGE - L-AEE - 2-HBE - L-THRE - 2-THRE (2
M~ ) ~3-T A~ RME ~3-HE-2-THE -CHiESE -
[0032] ASRHEEFFHRE " HE,  EE-—EBENTEERKER
R EHREBERE -ER7GE HEUHWERC-Clom - EATE
BRMmE Pl By - R =24 (a0 1-5F5 - 2-%F5) F -
[0033] ASRHEIPHAE"EFE, > BEERITRETIE
BALISHEMERT 25 BHRENRR - EE KT EHRMEERE - 37
RER > AJRAHMBONGESR > N RIS HEMNE - BRETS
EWENEFHEERS~10 (5~108FRFHE) - FERS~T (5~7
BGTE)-MEREGE ARWME P8 H EEREREE(furil)
ey A (thienyl) ~MEBEEL ~ DROGAL O mORL ~ mig i ~ SR

P

4

3

>

Mo EL - BRI EL o nE g ED . mgE R ER - =R ER . PO EL - ORI

g

¢

s

~mErE AL s B0 E (pyridazinyl) -~ HEWEE (pyrazinyl) ~ =

E

W& (triazinyl) ~ ZRHBRIEA ~ SRFHEW B ~ RJFHE A - OR

FFEME AL~ SRR 0E MR R TR RS T AL DR ROk L~ SR = AL -
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M5| Wk A ~ SR gk A ~ 5| ML ~ Oy N5 IR L~ RO GAR - SREEURA - DFIK
£ (cinnolinyl) ~ EBWIKE (quinazolinyl) -~ EEIZIHE
(quinoxalinyl) ~ ZKH _HIEE (benzodioxolyl) -~ I5JLEmEE
(indolizinyl) -~ BRMEIEOE OF B~ ORE P O ORE @ A ~ K mah JH OEE e A »
= M - OEE o Ak~ OEL 0% O PR ORORR o OOR R O ORE DE A S -

[0034]  ASRBEEFPAE " 5EE (TEKRE) 4 > BiEA

MERE " A ZEDV-MHRRE FHATRERN " 05 A IR
BEoMERITE  WMERC-Cra 7k s EERBC,-Croi kit o fF
Foshik - BRME PS8 - FHE - FLE - 3-FEWNE

[0035]  ASRBEEFPHAFE R5EE > BEEAAEELN" K
HEozzb—HaFremmeEgn " B5A ) NROE - FRER

TR BERS~I08EGEC-Coli ~ EERS~I08ETE

Ci-Cofik - ERFEFGTHA > BERWE @ fl0af 280 @3-y & H
B~ 4-mgEME R REL ~ 2- M e AL HH AL~ 3 - DR O A B OEL ~ 4 - IRR IR B BHOEL -
2- (2-MEmeHL ) L& ~2- (3-MEmgH ) S K ~2- (4-WEmgH ) & »

2- (6-MEURE ) S K ~2- (7T-MEWE) L4 ~2- (6-MLkE ) L%
2- (5-mgfiLek ) L& ~2- (S-ZFFHRmEE) J&F -

[0036] ASRIAE TR " BEEA , - 560 A o A0
IR —EREEE > HESHER - %R - B8R - (FRBHE - 7
BHBWERC,-CeIRGEE - BRRiMs > FlOaf8E - |BAE -RT
EmAE - -RBOE - BEAC-BRYFE-BIR (2.2.1] FE - BR
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(3.3] REZE -

[0037)  ASRHAZ TR "HE, - KELELERE-NH, » &
# LEFE-NRR > LEAYR R A BT B & -~ Bk~ 14 -
WRE - BRGEA ~ REERE - TE -~ BCREGE > EER KR AT EIT
SRR T —RBERE - FRlEE > JRHEER: -NH,  BHC,-Cs
e E B B~ C-Coli Bl ~ 4~-8 BRI EZE -

[0038]  ARHEFFAE " BEiiAEE ) H BEEMEANLER
By TR, P RESHR RHAETILE
B g nRBRHEEREC -CoiEEE - FREREKRE > B
ME > PIaner B - HERE - ZERE  EWEEE - BRNERK
B IR T EREE - T EEE - =T

[0039]  ARHEFPAE " _hiAEE, > BEEALER
By T REE L T RERRVBIHM BATAE RA " ik, o FRh &
Btk > MIERHRER ZC\-Coli Bl & - (F R R EKE > B
2o Plael B R E s COERESE -

[0040]  AEAEHAE " EBMBERE , > BEfEA1ME
Fo O HEE ) BEEBANE LB HEBERC - Celr A hE B A
-NH-~ (C-CeliBtmBii-) »-N-F - (F Hlg B B g 5 > H
AR S > Bl A B HEEEEARE  SEEEEARE  B(HE
e AR A - (AR E AT -

[0041]  ASRHEFPAE BEERE > BEfEATMEERN"

B BEHRENE -EREEKRE JRHEER-CONH, HC,-Cs
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KEF B ZR A ~ ZC-Coli BB A i A ~ 4~-8 BRI A RE - B R
R AR E > BRGNS > Bl B - -CONH, »~ ZH A B i & -
1-0Y ToEER R AL - |- ngoE LR BL ~ 1-IRDE L AR AL ~ 1- IR EL e L
4 - TR DR Bk i B ~ 3-SR UE L e Bk ~ 1, 1- S AU DR IR & - 4 - B BB
3-FAFE-8-RER (3.2.1) ¥hE-8-EREE -

[0042] fERFEHERZRZNMARE  "WEYH: 5% (-F) - &
B (-Cl) ~JRE (-Br) ~#tE (-1) F -

[0043] (ERFEEORFTHIAMAE &Y A (-OH) -
f& (-OR) ~Jx#E (-C (=0) -R) ~ A& (-COH) ~ EEK
B (-C(=0)-0OR) ~|EHRE (-0-C (=0) -R) -~ b Bk
(-C(=0)-SR) ~KEHE (-S-C(=0) -R) ~ FEHKE (-C
(=0) -NHR) -~ #EEE (-NH-C
(-NH-C (=0) -OR) -~ tlpAfgE (-NH-SO,-R) - At

% (-SO,-NHR) - B K%E (-NH-SO2-NHR) - Fi £ %%

=,

(00451 fERHE (-C (=0) -R) ByHI+ - W8 H © HEE
B (-C(=0) -H) -~ BeHEHE - BMEERE - HERE - REK

E

[0046] {EREERE(-C(=0)-OR) P+ » o[ H :
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, ..\ ..\ ..\ %vmr_wma %%)
i 3o H o H o oM 0 M = o D
= B ®ox ® e - owm BB - & R
i = g = = %%ﬁ%%%%ﬁ
g - Low - how - Low oo #RGs
oW oo B oW D K B D K B o WL w2 oo
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BTN AREOLEEY -
pe & (-NH-C(=0)-OR) Hyfl 5 >

- 3101 HEEHEHE)
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fe AR AR AERES - L TREHB-NH-C (=0) -ORFHY
NFE s CHE T & ~ i A - A - RE 5 & - B &

75 i Bk — S b s -
(0053 fERtEfEEfgi (-NH-SO,-R) By B+ > a] i -
e A b EE B R B R E AN E - MEERENE - REER

=,

TR AN A - RO EEBA A - 57 b A b R A i A
R YN R 7 §8 &5 2 HR 7 17 e B
btk & RE - TE BT E TR EE -SRIt -
O,-NHR) Hyf5 - AJ#H :
ek hr A b A IR E M EERE - MEREERE - RERE

hE A~ AN AEIE - BO7ENEENEE - T EEEEREE

=,

FoHimE JHEEHBE-SO,-NHRPANFEF# L HE T # 7 &
BMIEE - GE - BRE-FE-BTE -GREEE-TFIRRNEED -

(00551 fERMataBEimlz (-NH-SO,-NHR) HYfI+ - H]

R R T R T S R e ] e S R i P

Tl R A A o & 0 B2-NH-SO,-NHR YN JF 7 &5
L2 HR 5 o] Jg I o BE B e A BRE A WA R A T &
RITHE ~ RITEEAFTE A B Z EUCE AT > EAN o S R 2
MARE IR i3z -
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(00561 {EREESHETHIEME MEEH WEE(-SH) -
Bt & (-S-R) ~GibHfE A (-S(=0)-R) ~ &M E (-S(O),-R) »
A (-SOsH) ~ AmAabsZ (-SFs) F o

(0057 fERbiZ (-S-R) ByBI+ - a8 H @ Ge Ak mi k& - 3R

fre Bk i B~ MG AR AL ~ BRERBR A - AN - BV EE - T
Bit £ 5 o

[0058] fERuitElaki (-S (=0) -R) #YPIF » W H -
fe Ak mitE R AL BRIr A R A A A REA T EE A

TR hEE A RO R A - A EEEEE -
(0059 fERtElEE: (-S (O) »-R) BYBIT » ATEEH © f
Bt 5 B AR A - AR A - RE IR E - 57 A A

=,

Ry EERE - THEEEEES -

[0060] fEREENFETHYEAE » a8 @ B (-N; -
IRFETE TEBEAE, ) - & (-CN) ~ —4fFE (-NH,) ~ Z4f
B (-NH-R) ~ Z&gE (-NR (R7) ) ~ HfE (-C ( =NH)
-NH,) ~ &HREYHKE (-C(=NR) -NR’R”’) ~ JiZ (-NH-C
(=NH)-NH,) ~ ZHCAVHLE (-NR-C(=NR">7)-NR’R*")
B Bk B e & (-NR-CO-NR°R*7) % o

[0061] fER —&kig® (-NH-R) BYBI5 - W[ H -
B R ERE  WmAERE - RERE - TEREE - EI5TEN
T EEEE -

[0062] fER =&khg% (-NR(R*) ) BIBI5 > Bl40 9] 28 H -
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e (F5hik) EE HERASZSEBIUMETGRE BEE - &
B BRE - TE BFE  TRESFTEE2MEMAENEE - H
5 SE AT 2 M B ER IR AT P B3R -

[0063] fFRKHAAHME (-C (=NR) -NR’R”’) #Y
Bl W B NEF EAY3EEAER Y R” KR & B JE 173 2 5 &
BIGE -GE - -BE-FE - BWENIREATHE - GO E Y
ek (FFhis) (F5E) HRRES -

[0064] fFR&KHAAYAIE (-NR-C(=NR">")-NR’R"’)
B a2 H C R-R’ R ERZ HE I E B A - B A
W R - RE - A BT E - FIHATIHE  LEREBELEEKZEN
B o

[0065] fF RReApcAm A (-.NR-CO-NR’R”’) #J#]F -
HEH R-RERVEZEHBIIHMESGDQIRE 7 A BRESE WA
MR FE - B HE - IRETNE S DURBEEERZIEBNAES

[0066] fFAJREBEFAYEUAE - f#WE  WiEE (-BR
(R*) ) ~ R_EHEWEE (-B (OR) (OR’) ) ZF - j5H2{HH
RERKR » Al & BB E A ~ BB A - WA - BRA - 75
E-RWE - WEEEPNE N KELPRZEBNE - BBW
5 IBEHBRMEE FEBWS - TREEHEBEHRE
( pinacolatoboryl) ~ ¥k “EZHI{ZE (neopentandiolatoboryl) -
MW E (catecholatoboryl) % o

(00671 HzABEey E#EMA > BI{EZIERA (-NH,) B4
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HUAC CORB - -NHR  REIAOGIR B ] B3 BUCE A e & ~ I Ak~ R
o~ OB BOTE - A - BIEEESF > BN AT 40 B g BE ik BN R
TG 2o AR R TRk ) B e

(00681 AEHE R I AT BEA RN > &R EFER
i e A ahER > AE P R 2 BE K AT Ry BRIR RE IR £ Ry BRGIR AR AIK -
AIAEZ T BRARMERL 5 > (R B 48 DL _E Ay e B iR 5 A BT A
ZBGRE IS HIREIR o (F R BGIREIRAYER (B RR AR - o] Ry 20 B bz 92 fie 18
bR - S HY BR AL - A0 B PR B OB A R B IR - RO RV IR AL - A0 AR
o e B B bR - BB RV BRAE - iR -IRBARAVIER(E A B ER B ER
LFEEMPRE - ALEBE 2P > SE /DR E - 0K - 55 2R -
BELERNRL . FEEHEBMEENRL RLEMERZRE
MEAEFUE - o DAE DR REREDAEZREANK
iy < E 9 B B Bk Y B e R T ER AL -

[0069] ASHEFZ "R,  BEERBRLKEBZRETTEH
WERI~SH - FEMI-3MEMERE THVEST BHRMER - R ALR
TRA®RER HZE BPHRETHAAERE(EZHRKE - BT
FER - GHEE BB BAERRNRE T BEER3~12(3~12
BRER) c EERA~10 (4~10B85R) - ERMER > BERINS
flan w] 28 0 Y IHER - RFEIR T IR - PUEBRIEIR - VUSRI IR
TR OM 3R~ BiC (UOR M ER ~ MEOSBEIR ~ 4-S(AMEISIER ~ IROEER ~ 4-5F
OORDE 2R ~ DR R BR ~ Of PR e 3% ~ DROPDE 3R -~ IS MEDE 3R - IS MIE R

PO& gEMm: (thiazolidine ) B8 -~ E UG EMIE « B — W
P230310700TWF_YAL 246 H - £ 101 HEEHERHE)
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(thiadiazolidine ) ¥8 ~ B2 IEfH (oxazolidone ) B - — &I X
TSGR - BRI ] B (thietane) ~ /UGN
BRER ~ 6,7- & -0 (1,2-a ) BROEER ~ GBS fE (azocane)
B~ 4,5,6,7-VUG M (1,5-a ) BEOfER ~ IV BEER (azepane)
TEMEEPR 5,9- R BRI (3.5 ] BENE - B0 6 A0 R
THY L B R A Y B G gt R B2 R ERAVIRE o

(00701 FradiERkey "B](L, - EFERPEHREE4E LI LAY

BB TR AR B BRGIRER o RF S IR By BE IR B R B ERARRE IR BY 5 7% > REIB

%2 (dioxolane)

Comprehensive Organic Transformations, A Guide to
Functional Group Preparations, 3rd Edition (R. C. Larock
% ) 8{March’sAdvanced Organic Chemistry: Reactions,
Mechanisms, and Structure, 7th Edition (M. B. Smith, J.
MarchZ ) FRrac @l < /7745 » LEBAE 77+ WIHE T & TP K E 2K
Bt - BEPKRIER  mE-FTETEREEBIE - /FHER
HERKBY BR AL BL Az /Y $8 &5 > o] Bl B F2 B2 Bl AP il 2 C(0)-N
i BHEFETHC-0-CiE ~ C(0)-0Of ~ C(S)-Of : FEHbi/E T
HC(O)-S§E ~ C(S)-S§# - C-S-S-C§E ~ C-S-C§E ~ C-S(O)-Cg# -~
C-S(02)-C##: M EAJR FHIC-N-Ci# - C=N-Cj# - N-C(O)-N## -
N-C(S)N# ~ C(S)-N##ZF - f& - a2 ML AN - Heck K JE
SonogashiraZ JEF KB ECEBERMEELC-CENPRLIES -
BEPRRIEZR FRE-FETZCEREBEBNKE  PIRFHR
fERIEERKIE - BRig > O Kb R 7 5 b i 83 5 on 58
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ELBCHR ALY S HE - BLAh o (CUR-TR S T o B R A S 8 B O R
i RN EBNERRIE - v EB2EEERT AR T8
o 45 T B B HE K B8 P R B BRI 42 » 7wl 28 48 2 ([l et A I 1 (R 9 17
e~ R B g A R &5 S5 I P R AE 2 (0 e A B R A R (S R e

[0071] fEAREES > FHEBRERE "TBRE . - B
A A DL b Ay e AR AP R 2 BIR AV B o -

[0072]) AEAREHE R - i BB IR B K 0y 825K B0 2 B A R
FEER - MM RIIRE - A KSR 6LL E - TRLE 8L E
OLLE ~ 10BN BB BLE > JRE] B ISELR ~ 1420 ~ 13DLF ~ 12
PARNECILLLTR o A H i P R8 2 18 B2 IR B IR = B851R &0 6 Bee B g 7 &
8o B RIRE  EEWa ASELE 1580 F s 680 ~ ISELTF
TOLE ~15LLF 5 8B ~ 15T 5 9BLE ~ 15BLF 5 1000 F ~ 14
DR 11BLE ~ 13D0F 5 1120 E ~ 1200F 5 3011 - KRERPE
BRI 2 BRI Ay R BB B A B - BT HIIRE - (A #a0]
RSELE ~ ISEUN > ER/IODLE ~ 14D0F » EEBIILLE -~ 13
IR mEERLL -

[0073) FeAERPES - BARFEILAY R R A0 - 8 i FF 5 IR
E o HEIMTFH28~5528~49 ~ 31~46 - 34~43 ~ 34~40 - 34~37
34 BIRFTRERL - AE R 2 BRARBE AR AV ERAR BT 0 B SR R A IR
£ EPIME H28~55 B RMATRERN - BEM3I~46 B BTREK - F
FEM34~37EBATMEA - RIEM34BBAERK -

[0074] KA EHAEE "N-BUREER , - BERERM
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= Z R B 2 BA-NHR (RE[ER B BAIENREE - &
SO AR EITE - A Bk E > BEAP ML
B2l AR T | R 1~ e ER (-CO-) BhBR A (-SO,-) HUfC »
BB S5 > 7 BT A0 A e B A BN TR 1 B A B o B o Qi Y B SR P B ER )
RoNHY g Bl

(0075] {ERAERIPRE ZN-BUA AR - M5l R E
(B8] By N - g B i 2 B8 - b p B R Bl 3 2 | T B &5 IR TR T %
AR THERPHRER - FERABRPR L " N-TU AR, - WE
FsN-C-Coli Bl £l - LR EENR EHE 2 AR TG ZIRE T &
ZARTULEERER - FRABRPRZ "N-IAKEERE, &
EAN-LERERSN-HEREER  &E/SN-HEEER -

(00761 AEHERE AT & 2 N-HUAQ R A B iR A 80 i
MEARE » B0 HILE 2P0 F ~3BLE ~ 4DL EESDLE -
ARERRE ZHEIKAT & I N-IUU I B A > SRR E - 8
Plan el B 1 BA b~ S A3~ EER4ME - mERSDE -

[0077]  AREFFAE"N-JERAREERK, > B
Fra B A REHUC - Bl DL-NH RN Z I E B - FERASHHEZ
CN-JERURUE AR, BEMPIR S T AR EHE e JEE
R A AU 2 N- B HUAC e A % -

(00781 AEHE R I & ZN-JE R g BB A
8o #EMEFRIRE - BEI@A 1L E ~ 200 EEB LR - KEHEE
BE Z RERK AT & Z N-JEHU(C R £ B 7 AL 8 > s Bl IR € > B #1140 7]
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ABIDLE -~ mER2DIE - FERILE - ERILLE -

(00791  AKEHE MM " HAREE, THEH
fF " EEK, (VBP -

[0080] ARIHFPATE "HEBRAYMNE,  fo-BEREL
BET  BfEEEEREZARES CR (a-bk) BB < B A BLE A D
SMRTIR T B - B0 - Alaly B E: By i B BE 0y ([ - fEB-RE B BL AV IR
B iR K BB-RESS 2 R T E o BB IR R &S 2 A K
B o - e $8 &5 2 7R B DLAN Y TR 1 B B A e B B By (R 8 - BB SN > AEv-B%
EWREIBEE T HEHRo-bR ~ B-tk &k Sy-tikiBsE 2R T H - Bly
e 2 48 fgr A R Bt o- i 8 4 2 R Ak DA ST BY R 1 [ 0l R e A R Y ()

[0081]  ARHFPAE " HEBRYLZHE, » Ho-BERERD
BET BEMEE - o RZEMER ZH#ARE 7 ° EB- AR
WELT > SfEmleE - B-iR ~ o-0R KPR EFT A Z #R B0 7 0 B
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AEE R - HRGP)n] Ry B AP G B s 22 B N % BR B 4L 3%
Y -

[0139] fEARERP B ZEEN—BET  FEEME T 5
WPEREEERE > BRI hEWNEREERERETEY -
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[0140] fEAXRHEPE ZEEN—BET  FEEMEET A
AEMRE-L-Wig > BRGY I BESER AN A H A R IR 0B S
(HPMCAS )

(0141] fEAXRERPEZEEN—BET  FEEMEE T 5
WPE SR R MR > B Y] B (R EL) P G BE e &S B B B 5 i (HH
EOWMGEE ~ (HE) W B e & Be ~ (FF B P9 M B2 e 2 B B e B s e
(HE)N ks B A TR ke iFd 2 2 /0 — H ey B G Ay L%
Y -

[(0142] {EARERPE ZEEN—BET  FEEEE 5
AERE-L-Wig - BRSY 0 R AN & B B B 52 BB N % B Y
LX) -

(0143] {EARERPE ZEEN—BET  FEEME A
JEHE TR EEMER > HAlME G o] BN ENESRERNHETAE
Y

(0144] {EARERPE ZEEN—BET  FEEMEE T A
REMEAE BG BBS > Hoprall B% &) ml Ry BE BR RSN B B A R e R IR 0 BL S
(HPMCAS )

(0145] FHEAERPE ZEEN—BEF - FE s rEm e s
BRLIGSALE RO > HAT A S ) a] Ry BE BR S PV BL B A A A R IR
HEEE (HPMCAS)

(0146] fEAREMP B ZEEN—RBET > FEEMER TR
D-a- £ EMEL 10003 I0BE - HAralH &) o] KBS A
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112138775 FEHESE A0202 1133083246-0



2024238307

EHESAEZIRIBEAE (HPMCAS) -

[0147] {EARERPREZEEN—RBES  FEHEME L
fewE T A EENE ARSI R ELBEC AR -FIEKk 2
WGlE-F L AL EY -

[0148] f{EARERMPREZEEN—RBET  FAEHEMER TR
AEEREN ARSI EBELGECNER-FIER LG E
-HL B LEEREY) -

[0149]

[ 4H Y )

EARMAERPREZHKY T - EREF ISR &H &L
REMBEHRE  BHEREROEFEZFAEEMEBNERAE
Blamo] R AE EEEEF 0. 1D B ~ 400 T » #efE /O IDLE ~ 15.00
N EEROILLE6.0BIT » mEM/OSELE3.0BT -

[0150] UEARMAEREERZHEKY T HEREEEYNE
AEIEFERFHIRE  BEHENMRNEAEZZSYNER
BB MESLESB0.01LLE 4000 T > #ER0.0OLLLE
15.0LLF > FEEAE0.03DLE 6.0 T BEAOILLE~3.0LLTF -

[0151] ERMAERPERZHKRY HEEEARYIER
B EANYENREBAZH O RAENGEEN > TEEELE
BETM ST Ry H AN B 0 o (E R HAR A o7 > BT B - Z ALK ~ T
o= I 7=V i s 2 8 1 7 1 I g 1 il ) I (o 1 R = 1

BB ZEALK PR WA EL - PUIRMEL ~ T W ~ il 8% (cetanol)
P230310700TWF_YAL 5569 H - £ 101 H(HHRIHED)

7.{

2
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Z o ERER - PImnk BHREXHR LG  HEEXHBENE
o ERIEMLE ik TERKEHZE - TAKRERHE - 1
BEFBENE - ZBETEANES - (FRAMBE - fink  BHEEHE
##5 (carmellose calcium ) ~ ZZBf 2 H B 44 R W
(croscarmellose sodium ) ~ AZHEF4EHH - (REUCTE 58N & 8 4
25 - ERBRER > fInk  FoRBRMEREE - AE - waEk -
D-HERES - ERFER - PIRE « EHE - HE - FiERBHK -
HEBEZSE - (ERREVER - JFER > Flmk @ BE MKW
K-Sl - RS - BAa%E -

[0152] FARRAEMPEZHKY HEEHEHKYE % 85
HEY R R e e FF R R E - (BB F B Bk - Z B HEEKY - f
W0 AT 50 A ERR ~ R R~ RRORCED ~ BER - W IE A - BB RN FH A A
KA

[0153] HARAEMPEZHEKY HEFEHMLYE
HY Rl B O T » IR BIFK O’ T - I » ez B2
VGRS AR fRERKLOR T -

gi&t
o
g

g
EI"\I?
=5

(0154] ARAEHERE ZHERY) &R gEH P > 5% B 9
HEY TR TR S R HIIRE - HA B AKRIEANEHY - FRIE
NEY) > Bl AT S - K~ o - BBIRFE - R - KRER/DNE -

(01551 ARABHEREZHERY) REEEHE KLY R > 5% B 98

AR T E#H M HRE B0 BEEHREERE (kg) £
HEFRAV I TR ER 0. Img “kgbl | ~ 1000mg “kgLl R AT -
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HEKEV IR THE fl0a B 1mg “kgll £~500mg “kgll T 1mg
kgl F~100mg “kgll i 1mg "kgPl F~50mg "kgll T :3mg
kg~ Bl FE30mg “kell T 10mg “kebl b~ 30meg “kell T ;
0.1lmg kgl F~10mg "kglA T Img "kgll F~5mg "kgBLF ;
10mg “kgbl E ~100mg “kgblF 5 15mg “kgbl F -~ 50mg kg
LT 5 20mg “kgbl k-~ 40mg “kgblF ; 25mg “kgbl I~ 35mg
/S kgPlM i 3mg kg i B30mg kg °

[0156] ARMAEHIPREZARY s EBERN T EET
B B ALy ple B A Bl -

[0157]

[ &H R Y 8y 57 (8 & ik

ARABRIEE CHKY I EE MK ERE > Pl - GEE
A Y B Ry VB R B2 R RS R D 4H B DU E RS ' 18 2 TR AV U R
EREEE - ERK BB RAAER - BIFRRE - HALHEKY
B& O/ T 2R BEARYNBE T » Bl o] B oE ALk 205§
HbEm s 2 N AR ( NTUHRR ) - fFR AN THB& - fla
AR ANLIEBRR " SHALER -FEATEBR  BI06E2E T
FaSSIF %% ( ZEfEHF/Ni5 ~ Biorelevant/y &) ) ~ FeSSIF 2% (&%
B Hf/NiE ~ Biorelevant/y® ) ~ Fasscof %% ( Z=HE I K#F
Biorelevant/y 5] ) K Fesscof %% (EEHWF A ~ Biorelevant
) F -FERALER  PIMERTFaSSCFAY] (ZEERF -

Biorelevant &) &F - MK Z A ERHE - EEBFTIE K iltH

P230310700TWF_YAL F71H - 101 HEARAS
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R R I B R TR DT A AOELT » Bl AR R R E R
A PESI{H M Z5 (photodiode array detector) Zi#8 & %A /RAHE
frE  DAATREEER LW -

[0158) THAMAERIEE ZHEKRYE  (EBEK B RE
Y ELRERT A — @ B 7 - BT By ¢ A B ) B BR AV AH B ORI
£37°C ~ pH6.5HYFaSSIF - 1% 8 0 #& M1 38 e i R 75 i 2 HE K 25 B
& ABMEALE MY EN S 2B S REENTE - DN
R T B RL 2 AR - B 40 - 1540 B By e B RK - SRS MR
FEY)RDMSOFTRHT B EIER T - (ERH R ZHKY » fi
WHal MR - BaY K DMSORTZH Y $H ¥ DL s iR BE R ~ S|
EMEEI e DMSOFT4HBCHT4H B ) o BEEF » AR fERERR - SREVE M -
HEY)RDMSOFTAH R AT AH B ) 7B 12 37°C ~ pH6.5HYFaSSIF 1%
TN 2Ry AERERE > HRAAEERMER  Z&Y X DMSOMHE
CHY A B R 37°CpH6.5SHYFaSSIFIE P T 2 HE K 8Y 5 f2 8 DA
R i pb B Bk~ SRS 1 7 R DM S O BT 4H B 1 4H R W) 7B R A 37 °C
pH6.5HYFaSSIFIYETY T 2 MKV A R RE 0y & et E AL E M - B8
P ERABERS - flw > B {EZ®L.0 - Bi CEEL.2
HEIR1.3 B4~ BAE1.5 - BE1.6 - 1.7 - FiE1.8 - il

1.9~ E#2.0 -~ BE2.1 - BiB2.20@E1E2.3 > A ERERE

i

[0159] ARMAERIPRZAENRY - BEHERR - R EE
MEIREEY  HPRNERIMERO ERMEERS - AMAE PR
P230310700TWF_YAL B2 H 101 HEHRHD)
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LB ALERERR ~ R EEMER - E S ¥ K DMSORTH A& R
VI EY37°C - pHO . SAYFaSSIFE L T~ Z BEAKAY /A Z AV (H - B0
FEERPER - TEY R DMSORTH LAY H VB #E 2 37°C ~ pH6.5
WY FaSSIFE R T 2 BE IR Y 75 88 FE LR (8 I REIK ~ 57 U 1R 7 K
DMSOFRT&H R HTH P75 8 ~37°C ~ pH6.5HJFaSSIFHYF L T &
HEFRHV B B ERY S sTERVELE > E/BHEL.0O - FERKEBRL.3
HEREMALS

[0160] ARABERIP R ZHEKRY) - g 1F RHRFEKERF R
PR HY RS BE SR E A -

[0161] ARABHPREZHERY  TREKEEEYER
ERE s iE kel - MAEhER  EAMAERP R ARy T - B
AR K %= P a2 Bk [l S o7 mRg

[0162] ARABRPREZEKRY AR EESY
ERUSHEREECYECYIRIEELZERY 2B TRk E
H o AEEER > EAMAERP R ZHEKY T > MIKEEEY > 1]
T K 3 BRORIMESRIAER TR - LA ARAEREREZ
HEY MMM R FEEY  AIRFEEEEMREE Y 2B 7
fe o MAJELER > ARMAERPRZEMM IR ERE Y > iEE
MR ECY ZER Rk its - HiaeEhal > ARAEE
B <R FE ey > I RIEE SR EEEY ZE R 7
mirafEe 2L ARy 2 BT B RR Y -

[(0163] HHBAERPE ZER TGS  WERTHY
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SVERLFECY T~y E - B LA B AR R 2B e
T WMERTHERVELRCY) T UL EAL 7 E > EER P
73 T o E

[0164] ARABHIPREZERTHE GRIEFEHFEHNZE
BHEANYE (0l EREESEY ) o AL E S ZIRET
FAEZ FEREE R E - EE AN YIE - (L5 R
FHEVER BRI S > BE R AL R B S o HUiE TP — i o B - DASHGAY
Hirg—iou  FEA/UMAMEMLSE - mERLDT
3 — 1oy B -

[0165] W pkE R TERRE FAILMERIRE T8 &
B E E BRI E 2 E R AR —E & BE 80 IE B K P L
B 5 A o BORE— E & BB B A A0 A [l RS IR 2 R BT AR Y W) B ROR
CHIHEASF - BERME > (I8 E - BHEEEE - 2 REGERE
JUBUE C BRI L R C RemWAET > BERBFRIREANS KT
KL FERMEFBURANSRECERELZ REEZTIRE - BB
{56 FH U8 75 §2 KR 0A - RE(E B G o0 HUEG o Z W) B R B 8 — i o BEY IR
o EmMEEMREABEREIERETIaZYWE (fla: FEK) 8F
ML (E Ry RAUSH > RS EAE R BEAA Y E Ry Bl o
Planer B 2 K - BB (Bl - HEE - 8 ERNE > 2B - K
TEE) ~BEE (fa: Al FEZEREHEERTER) - BH
(Bl B AR ABWNEE) ~ OFF ~ 8 ¥ - HEE ~ 1,1,1-
ZRLKE s RVUR RS o AR AT B A LR - IR ERIR G2
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fELL EHRGIERIRKER -

[0166]

(At By B BE P RE )

AU 2 KBV E P RE (el k) - HE MK K EE M T
(IV) ~ (VIID) Frédpi By B 2 1E LL BB &) > Hfa Ry 1 B8

—V

B rak (1)~ CIIT) Fref ple Ay B s 2 18 DL B /Y S s 1R R OF A -
AEHP G L —REHER TG ZHRY - HEMEEE KK E
S T (IV) ~ CVIID) Frapery sl 2 1E L EE SRS
VRIS HE R > xRk THEBEEH M T (1) ~ (111) B4 pleay B
HZUELL EFEEERFR - AERP R Z R AE 2 EE

TSRV > HEa MK RES R TH (1V) K (VID) Aré
REVEEH Z VAL B RS > Hah r8ESM T (1) ~ (111)
FTeH By BEGH Z VB DL By SR a0 E MR GFH - A8 P B 2 — Bk
ey > HE gl Tl b2 R - 2K (CPO2)

[{fE14]

(CPO2)

\%WTIS@K
Bt

0 e

LR #EEm T (IV) ~ (V) ~ Kk (VII) FrapkayEEd 21

P230310700TWF_YAL 575 H 0 101 B (SRR E)
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B ERNEEY > HEE THEGE T (1) ~ (111) Br4H K aYEE
HZUE EFEEERMFN  EEE8FE T R THAE
EME G AV ERY > EERER T REHE FAEIEME 2 B P
HZW) e WA EROFRZAEEMNER - efE A X HFSREZY -
BRATHP R ZHEKY - T RE R DEEE - WA ARAERE
ERY > THEEREZEEYEREGEEREEEVNREEY Z
BHEEIEYIKER o WA ARAEHE & ZAERY) - SR S
HRCY) -

(1) F2@e 7 S mEiE A

(11) W1 55 m oE A

(11T) FE@EF R & A

(IV) RNEHESEERNHTEY

(V) (HE)WEHBSE ARG b (HA)WHEE - (FE)NIE
M S B e~ CHHES) N I B b A e B e AR i e (HH BR ) TN 06 T o A o
FBEAT4HECHIBF S 2 20 — AV R R AY L W)

(V) JLZ 4

(VID) BZGECHNERE-ZERLGHE-Z L “HEHEAILE
Yy

( VIIT) % Z J itk 0& U ffE

[0167]) AU HMHOEREEBAGHEHKY)  HESZEEH
Nt (1) ~ (I11) FréAp iy BF4H 2 I LL EY R VSR - BB R
THELRERR - REEE M T (1V) ~ (VIIT) BréapliAy RE4H 2 LE 2L B
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WEEVHRE - ELBET  EREK - REFEE - EeY R E
Re T BURE  BEMEA ESCPTERER 2 - AN - ARIA B P R 2 4k
Yy BERBEEHKY -

(1) F2@e 7 S mEiE A

(11) W1 55 m oE A

(11T) FE@EF R & A

(IV) RNEHESEERNHTEY

(V) (HE)NGEE e BB EE M (FHE)NIGEE - (FE)NG
M S B e~ CHHES) N I B b A e B e AR i e (HH BR ) TN 06 T o A o
FBEAT4HECHIBF S 2 20 — AV R R AY L W)

(V) JLZ 4

(VID) BZGECHNERE-ZERLGHE-Z L “HEHEAILE
Yy

( VIIT) % Z J itk 0& U ffE

[0168] A H A8y & M 78 (5 BE K B 75 AR 1 2 7+ 5
o HOBEBKRERL - BEE T (1) ~ (111) Fréapkkay B4 2 1F
PLERY R EEMERBEEG R ML (1V) ~ (VIIT) Fréapkay s 2 1
JAL ETEEYEEG - MR A RS REMY - AEHP R — R
BERIRERR BB R R A 7% - HiE BRI R ZEE R T (1V) ~
(VII1) FreH A BESH Z 1 DL FRI B SR &S YR E ZE B Y)
ZERE oy HEe > BUEEHM T (1) ~ (I11) BraHpk ey e 2 1{8 X
EHFREVEERA G MR A RS RMY - AEHP R 2 — R

P230310700TWF_YAL 5877 H > 101 HEEHRIAS)
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REGMEIRREBIERA A HEBRE eI EREE R T (IV)
K (VID) FraHplayBesd 2 18 DL BV TR &P BY [E Be 7o A As - BLEE 5
m At (1) ~ (IT1) Ara gy B &E Z VDL B Ry SR mis M RIH &

feim i HE KR B BB ME - NE P R 2 — BB (A M TR Ay 73 A2 11 42 71
ik HEBHEG I THRAEEAXFR R ZEIK (CPO2)

[{E15]

(CPO2)

g™
5 Sy
TTYD

O /

CEEH M N (1) ~ (TIT) Fr4H pe By B 40 2 L@ DA B 8y 57w oE M A
lR#EEm N (IV) ~ (V) Kk (VID) FrsHpkRyEEdH < 1{E Lk
WEY > EmEAMEIRERENE - EEEBP T > ERKEIK - R
HUEMER - mEV R ER TR > REER ERSEHEZY -

(1) e i+ 5w s A

C(IT) Wy M 57 e o P A

(I11) FE M 5 57w s R A

(IV) EWEHEBEERIHLTEY

(V) (HE) WHBi EABEREEM(HE) WG - (FE)
P M B e B B~ (FH ) A B2 e Ak B B e B s e (FH R ) A O B o

P230310700TWF_YAL 2578 H o 101 HEEHHRAS)
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fr BB FTAH R EY BF 4~ 2 /b — (I HY BE AR Y SL T W)

(VD) LB 4R

(VII) BLMMEACHNEER-ZERIGE-Z L B ILE
Y

( VIIT) % 2§ Ok 0f Ug

[0169]) A0 2 H AWy E P B (GRaH LYY RS )5 7% K
ERERER - ZBEH R TH (1) ~ (1IT) FrépkaYREH < L{E DL B /Y
FREVEMERE - A H N (IV) ~ (VIID) B pay Be4H < LE LAk
NEEVREEMSEREKYNTERE CEaPR) - KEHPRZ —
BEGEKYINRE L HEe HEEMIR kES R T (1V)
~ (VIID) FréapiayBE4H 2 LA DL PR &Y 2 R &Y E ZE i Y
ZER o EEE - BLEE R T (1) ~ (11T) FréHpk Ay B 4H & 1{E DA
ERFEEMEHEMEEHRYAPEE (P8 - AFEHRP
R —RRERGEKYNRIE L HEHE  KEesEREEESHR T
g (IV) R (VID) Fré s B 2 L{E DL EME &9 2 E 88 4y 5 i
BUEEE M N (1) ~ (IT1) Br&Hpk Ay BF4H < U DL b ay 57 0% M A
HEmBEEAY TR (HaPi) - AEHPRE L —BEGHA
VB 7k HER KBTI L2 FT R KK (CPO2)

[{E16]
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EEEMm N (1) ~ (I11) AraA gAY BE4E 2 18 LU B /Y 5w s
MR - BEEH BT (IV) ~ (V) K (VID) A& pkry B 2 LI LA
ENEecwHEMEHERYN TR CREeFR) - HEEFPT
ERMEIR ~ REVEER - BV RER TR > B EH L X 3
Y BWMARAEGRP R ZHE FARE ZERY > AIBARAN
FH T —EHPERAVHEKY - FEEREE T > i etk - R\
EMEEIERFEeY  Be  BREREEEY a8l EEaY 2R’
EYNEZERY ZERTHE  NEBERKEEEY ZE R T
R R EVEERDE S (R LE MR » —EH ALHEE - F
B LB R K EEEA FRETMESLFRES -

(1) e i+ 5w s A

C(IT) Wy M 57 e o P A

(I11) FE M 5 57w s R A

(IV) BMANEHEBRERNELTEY

(V) (HE)NGB e A BB 5 (B E) WG BE ~ (B NI

=

\
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B e 2 ls - (HH 2R ) P9 06 B e 2 M 2 e 2k B R (R 25 ) P9 O T o A e
FEFTaH K EF s 2 B/ — ARV E Ry L ZEY)

(VID) BEAMGECHEERE-ZEREERJGE-F L BRERELE
Yy o

[(0170] HEFB WEBBERWNHEHRTEAEERNRE
M AT HY T AARHEEAT o B A B R SRR MR IR R R S
VI A B L A R s s T HY A - A > LAY
fr 7 A EENE - MREEESY Al —FbHaeramg sl
fit ey - 18 Reaz HoAth gl o - GBI a0 A6 88 Y Bt 2 Z ALK ~ BIIR A
AR ~ R - PR - e m - et - BERE -

(0171] H—REEd > FHeFR A TE—2FaE: a8
MR R FE e 2B Bie I ey 2 B (B i o BUae I i 2 B3 ) -
FEERS TR ES - MRNERTRE IR A > E8RdE
.z J5 ik

[ & 61

[0172] AKHH LI NEFTHEBLLT ZEROE DA H
AREHMARENRENE - B TRl E 25 BaYE - ERFE
B~ BE] - REEIBRIEEE EHEEBTNE > NERHARNZHEE
R AERIHE PHYEE RN H S ERIL A (Hypromellose
acetate succinate ) (FEREFEN AWM A E RTINS
HPMCAS - RIWEHERERNETEY L —) BEBEHLEET
% (Shin-Etsu AQOAT LF) iff UM 5 A o B & N 1% B& B B B2 H

P230310700TWF_YAL 581 H - i 101 H(EAREASE)
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ENMIREILEY) ZEudragit L100 > AZEMEvonik T - [2#E 1
FEVEMR Z HEER B (SLS) - (% HBASFA & HYZE 55
FUJTFILM 0% 40 82 8UA + — b B 05 B 8 W 1M SR | & Ml 2 H i
BaE-L-Wilig (LC) -~ HLIEBEEAPEEBSinochem Japany
BHE FLAGEHIEIER(PVP K30 ) s £ 4 f( Kollidon VA64 )
REZIGECHNER -FIHREBLIBE-FL _EERLETEY
(Soluplus) - {RZEWBASFLA T WG (EM  JF 8k T 5% m s 1Al
MR BEES (DK ester) > (REMEE — THEEEENFNEDK
ester SSTfEA - JEBE FAEEMER 2 BFE LG SLERHE60
(HCO60) - {%iE A LB AT &M - JF 8 7 57 moE Ml
ZD-a-£BFMTEL 10003 HE A ( Vitamin E TPGS) - {45
#Sigma-Aldrich A S EUF I (£ M  AZ=REER Z /NG 3 Bk 2
FaSSIF » {2 &E #EBiorelevant Y 5| F Z SIFKy » BN {H4HE
f% (taurocholic acid) Bl & 3mmol "L ~ JIEERE K &0.75mmol
L2 EERAL R EEIER > WA pHEEE6. 5K -

[0173]

(RIS BI 1) BR IR B K Fe L 45 & 0y Bl IS

AEHEH P BIREILCPO1I~CPO4 L, Tl 137 - 15 8
IEEHBIRTEBE AR AHRE2021 70908555815 & 2 HEK &
@ o

b AERBHE T AHCPO2RYCAILE ) 25L& - A EREE L
552022 723486455 ATal &l < MEKAYCRIGE & (KEWE R ) 2V
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CP0O3 - (2S,8S,12R,14S,20S,23S5,27S,30S,36S,387)-20-
BIKE-8-[2-[3.5-ZF & -4-(Z8EHEFEILE]-12-2 &8 &
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900g  molll F ~2,500g “molll T ; 1,000g  molll E ~2,000¢
/mollLF;51,200g, molll F ~1,900g " molll F;1,300g, mol
PLE ~ 1,800z, molll T ; 51,400g molll F ~1,600g, moll)
T o AEHMPEFMKN > T8 SEMEHRE - BFm5] 5500¢
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/' molll F+5,000g, molll F:#fEB1,000g, molll --2,000g
S mol LT 3 EEE 1 1,300g  molll k-~ 1,800g mollATF ; &
{(#F1,400g  molll |k~ 1,600g  molll T - KHEHEFFH 77T
EoHEBRLEY T TF2RFHNRETFEEM(EAA:Tg mol ) >
i EBRET FEBEXAME R FNETFENEMNKRES (HEI" g
S mol ) - KgiHET > HFEB T FENEMLNELY -

[0023] ARHEEFHHE BERE A"HERBER, -
B AR EAE (BFARETT) WHEE > HLhUEEs
M B BE  BEleog - Bei - RIBLLHNEBGE ZIEEE CHERETH
{8 o Flm - BRR 0 b 1O fe A= B 78 AR RS Bk BB 8 0 o 1 (R P AR R
BWEBRNBRERKOEERBE A EEARBEE B -

[0024] KB R R B IR BR 2 Fo 2 6 7 AR 5 ik o
FRE - Bl m B5LLE 600 E 700 ~80L FE~9DL 1000 F ~
LI F o JRET B - 30LLT ~ 2500 F ~20LLF ~ L7RLF ~ 15BAF »
TADLTS ~ 1350F ~ 12B0F ~ BR1IRLE « RE P& R8I HE L 2
PR EE > BMRERIRE B/ 500 FE -~ 3000F 5 684
25D T 7RAE ~ 2000 s 8L E S 1TRATR 5 9B ~ 15U
1OLLE ~ 1400 5 1120 E ~ 1320 5 1LRLE ~ 12B0F 5 Bl - K
ERPEFENAMR EERBEAER - BRTHIRE - B0 5
SEAE 3000 @ERBI E1SULT  EEBIILLE - 13LLF ¢
R -

[0025] HEARSRHEFTT  "HEK, G2 RAKER KIEX
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AR AR (N AMERERTEVRIBE) - B EARHESFF
T HEREE B RAEEREERIERAEER (HERITE

[0026] Fref RAKER  HiEHKE (Gly) ~ L-WHEE
(Ala) ~ L-#xfgE& (Ser) ~ L-#kHg B2 (Thr) ~ L-@fgEE (Val) »
L-Bi# (Leu) ~L-BEHME (1le) ~ L-FWEE (Phe) ~L-
fghe B (Tyr) ~L-Gfgfk (Trp) ~ L-dHRBgH (His) - L-ZARE &
(Glu) ~ L-RFIXEEREEE (Asp) - L-#FEHs (Gln) ~ L-KFT
LHafg (Asn) ~ L-FReRg#E (Cys) ~ L-H bz & (Met) -~ L-
MeRg B (Lys) ~ L-#50g & (Arg) ~ KL-Fifgf& (Pro) -

[0027] JERZMER (HEROEY) #ERSHRE - B
AR B-FE AR - DAV A B - NIV & B (B T Pro) ~a,a
CHUORE AR - M R A AR R EER  KERRT - &
AFHHFF > JFRARINIA I B S5 Pro LMY NH Qg & g -

[0028] fEASRWAZTT > EREERK A RAEEILRL

o M Ak BE (R o EY B A AT B A PR &) > HER T RR T 20
Planel 5 i BRI E ¢ A & A WA T A BT AE - kA
BIThEE - BIiE - BIBEEREES - ol TERMAE - BE
WMAEEMRS > Pl EhmtEREEEERER T - OFF ~ S
T~ NET > BET -~ SiE7¥ » (PR T ZEEIMAE S Z5E I8
V(& B2 L B oo JRB0 > R Ry © AT &E LR R e B ~ fe | B ~ Mk -

WA~ Fi Ak - REOTE - T E c BMREEE - AR BEERE
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ZRTE AW —ERPEZEER  TAE—2FTHNEAZEH
BENLEY (BIEZIEE > OL-WEikb - 5E R ol
= YINDR N

[0029) ARHEFmME "k, - HGREBENREREE
ENEEFMOTEN—EE  HEREFFEHFRET (HFREEHE
F UMY R F ) SR e AV IR -t 82 - i1 B A 2 | RIRE T 2 QB 5
REBENT THEG  REFERE#ERKE  TEE&ZH#KE - 1F
Bli > B ERFETE1~20 (C,-Cyo LLTFHIEE TC,-Cq, EiS
WRIEFE p~qf ) B9k & > TTREHRERC-Cioli ks - EER
Ci-Cofi k- fERtiE BERIMES &8 HE 2K - EWNE -
RNE R TE “RTE ZRTE - BTE (2-HENE)
TR~ TR RE (L-HETE) - ZGRA (L1I-“HAERNE) -
R (2,2- “HEWNHE) - BIKE (3-HETE) - 3-KE (1-
LENE) ~1,2-Z“HEWNE C2-HETE - EcHE - 1,1,2-=H

-~

EWE -~ L2 2-ZHEWNE -~ 1,12, 2-TUHEWNE - 1,1-Z_HET
B L2-THETE - 13-HETE 2 2-Z“HETE 2,3
CTHETACII-ZHETECI-ZETE2-ETES -
[0030] ASRBEEFHRE"HRE, GEAZEDVIESE (2
(HAESPIRIR 7 ) Z —(HAZ - REAFAERBE#ENRE - E S H#ER
EoERPE S TREEHBWERC,-ClotE -~ EERBC,-Cot i - B
AeimE > Pl B 0 ZRE - 1-WRE - RINE (propargyl) -
3-THRETRRE -CHREA3-FTE-2-WHREA 3-(27-mEFE)-2-
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PR AR ~ 2-FE R -2- PR EL ~ 3-(3-& AR B ) -2- N R & ~ 3-F & -(5-
RAE)-4-TREE -
[0031] ASRBEEFHRE " KHE,  GEAFEDIE%RE (2
{f A RESP2UR R 7 ) < —(HE - IRIBEE KA 2 (EFELF) -
BRI RERE BB (E)REMCZ) ~ME (cis) B (trans)
ZIE - MEAERE#ERE  TEESCHERE - EREE > T8
B fE BC,-Crofi e FEBC,-Coli - B S > Hlanm £ H
LIHE - NMGE - L-AEE - 2-HBE - L-THRE - 2-THRE (2
M~ ) ~3-T A~ RME ~3-HE-2-THE -CHiESE -
[0032] ASRHEEFFHRE " HE,  EE-—EBENTEERKER
R EHREBERE -ER7GE HEUHWERC-Clom - EATE
BRMmE Pl By - R =24 (a0 1-5F5 - 2-%F5) F -
[0033] ASRHEIPHAE"EFE, > BEERITRETIE
BALISHEMERT 25 BHRENRR - EE KT EHRMEERE - 37
RER > AJRAHMBONGESR > N RIS HEMNE - BRETS
EWENEFHEERS~10 (5~108FRFHE) - FERS~T (5~7
BGTE)-MEREGE ARWME P8 H EEREREE(furil)
ey A (thienyl) ~MEBEEL ~ DROGAL O mORL ~ mig i ~ SR

P

4

3

>

Mo EL - BRI EL o nE g ED . mgE R ER - =R ER . PO EL - ORI

g

¢

s

~mErE AL s B0 E (pyridazinyl) -~ HEWEE (pyrazinyl) ~ =

E

W& (triazinyl) ~ ZRHBRIEA ~ SRFHEW B ~ RJFHE A - OR

FFEME AL~ SRR 0E MR R TR RS T AL DR ROk L~ SR = AL -
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M5| Wk A ~ SR gk A ~ 5| ML ~ Oy N5 IR L~ RO GAR - SREEURA - DFIK
£ (cinnolinyl) ~ EBWIKE (quinazolinyl) -~ EEIZIHE
(quinoxalinyl) ~ ZKH _HIEE (benzodioxolyl) -~ I5JLEmEE
(indolizinyl) -~ BRMEIEOE OF B~ ORE P O ORE @ A ~ K mah JH OEE e A »
= M - OEE o Ak~ OEL 0% O PR ORORR o OOR R O ORE DE A S -

[0034]  ASRBEEFPAE " 5EE (TEKRE) 4 > BiEA

MERE " A ZEDV-MHRRE FHATRERN " 05 A IR
BEoMERITE  WMERC-Cra 7k s EERBC,-Croi kit o fF
Foshik - BRME PS8 - FHE - FLE - 3-FEWNE

[0035]  ASRBEEFPHAFE R5EE > BEEAAEELN" K
HEozzb—HaFremmeEgn " B5A ) NROE - FRER

TR BERS~I08EGEC-Coli ~ EERS~I08ETE

Ci-Cofik - ERFEFGTHA > BERWE @ fl0af 280 @3-y & H
B~ 4-mgEME R REL ~ 2- M e AL HH AL~ 3 - DR O A B OEL ~ 4 - IRR IR B BHOEL -
2- (2-MEmeHL ) L& ~2- (3-MEmgH ) S K ~2- (4-WEmgH ) & »

2- (6-MEURE ) S K ~2- (7T-MEWE) L4 ~2- (6-MLkE ) L%
2- (5-mgfiLek ) L& ~2- (S-ZFFHRmEE) J&F -

[0036] ASRIAE TR " BEEA , - 560 A o A0
IR —EREEE > HESHER - %R - B8R - (FRBHE - 7
BHBWERC,-CeIEGEE - BRRiMs > FlOaf8H - |BAE -RT
EmAE - -RBOE - BEAC-BRYFE-BIR (2.2.1] FE - BR
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(3.3] REZE -

[0037)  ASRHAZ TR "HE, - KELELERE-NH, » &
#.LEFE-NRR > LEAYR R A BT B & ~ ik~ 14 -
WRE - BRGEA ~ REERE - TE -~ BCREGE > EER KR AT EIT
SRR T —RBERE - FRlEE > JRHEER: -NH,  BHC,-Cs
e E B B~ C-Coli Bl ~ 4~-8 BRI EZE -

[0038]  ARHEFFAE " BEiiAEE ) H BEEMEANLER
By TR, P RESHR RHAETILE
B g nRBRHEEREC -CoiEEE - FREREKRE > B
ME > PIaner B - HERE - ZERE  EWEEE - BRNERK
B IR T EREE - T EEE - =T

[0039]  ARHEFPAE " _hiAEE, > BEEALER
By T REE L T RERRVBIHM BATAE RA " ik, o FRh &
Btk > MIERHRER ZC\-Coli Bl & - (F R R EKE > B
2o Plael B R E s COERESE -

[0040]  AEAEHAE " EBMBERE , > BEfEA1ME
Fo O HEE ) BEEBANE LB HEBERC - Celr A hE B A
-NH-~ (C-CeliBtmBii-) »-N-F - (F Hlg B B g 5 > H
AR S > Bl A B HEEEEARE  SEEEEARE  B(HE
e AR A - (AR E AT -

[0041]  ASRHEFPAE BEERE > BEfEATMEERN"

B BERENE -EREEKRE  JRHEER-CONH, HC,-Cg
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KEF B ZR A ~ ZC-Coli BB A i A ~ 4~-8 BRI A RE - B R
R AR E > BRGNS > Bl B - -CONH, »~ ZH A B i & -
1-0Y ToEER R AL - |- ngoE LR BL ~ 1-IRDE L AR AL ~ 1- IR EL e L
4 - TR DR Bk i B ~ 3-SR UE L e Bk ~ 1, 1- S AU DR IR & - 4 - B BB
3-FAFE-8-RER (3.2.1) ¥hE-8-EREE -

[0042] fERFEHERZRZNMARE  "WEYH: 5% (-F) - &
B (-Cl) ~JRE (-Br) ~#tE (-1) F -

[0043] (ERFEEORFTHIAMAE &Y A (-OH) -
f& (-OR) ~Jx#E (-C (=0) -R) ~ A& (-COH) ~ EEK
B (-C(=0)-0OR) ~|EHRE (-0-C (=0) -R) -~ b Bk
(-C(=0)-SR) ~KEHE (-S-C(=0) -R) ~ FEHKE (-C
(=0) -NHR) -~ #EEE (-NH-C
(-NH-C (=0) -OR) -~ tlpAfgE (-NH-SO,-R) - At

% (-SO,-NHR) - B K%E (-NH-SO2-NHR) - Fi £ %%

=,

(00451 fERHE (-C (=0) -R) ByHI+ - W8 H © HEE

B (-C(=0) -H) -~ EERE  BEEKRE  BERE - BRER

E

[0046] {EREERE(-C(=0)-OR) P+ » o[ H :
P230310700TWF1_YAL 5541 E 0 £ 101 E (BRI E)

112138775 FEHESE A0202 1133083243-0



2024238307

% 112138775 5%

1134 3 B 29 H{EIE& A

i
)
0

i
I
i
8
i
@m

1
¥
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1
¥
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i

1
¥

ERxERE (-0-C(=0)-R)BIPI ¥ AT £ H :

[0047]

i
I
i

iy
15

i
%

i
o
i
I
i
@m

1
¥

iy
I
iy
I

I

1
¥

4
N\

14
e
34

I

1
¥

fE i & fiRE (-C(=0)-SR) WyHl+ > " H -

[0048]

i
i

1

iy
15

i
3

g

1

o
HE

=

AR A

Py
I

foe

o
X

- 1

B A PR A

iR

i

I

g

1

iy
I8

1
¥

i
3

g

1

I

1
¥

4
N\

iy
I

g

1

I

1
¥

fE R EWE (-S-C(=0)-R)Wyfl+ - mT#H -

[0049]

i

g

1R

E R EpE (-C (=0) -NHR) 89§+ - 0] 2

[0050]

4

1

I

1
¥

X

STEZ

%

mm
=

~ I

ABEER-C(=0)-NHRPHNE 7 §# & 2 HIF T # e £

BTN AREOLEEY -

fE B A (-NH-C (=0) -R) gyl 5 - "] £

IR

I

1
¥

4
N\

i
:

g

o
HE

=

[0051]

1

g

T EEREREEFE . HIDE

B i B
ABEEE-NH-C ( =0) -RPAYNFE 7 & 2 HFE 7 # 5e 5& »

I

1
¥

4
N\

4
1
4

I

1
¥

X

= ot

5

WARBEEY -

pe & (-NH-C(=0)-OR) Hyfl 5 >

- 3101 HEEHEHE)

BEiE—F

P
JL

%

e

—PP% N

=~

—PP% N

CORE

A

X

= -
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fe AR AR AERES - L TREHB-NH-C (=0) -ORFHY
NFE s CHE T & ~ i A - A - RE 5 & - B &

75 i Bk — S b s -
(0053 fERtEfEEfgi (-NH-SO,-R) By B+ > a] i -
e A b EE B R B R E AN E - MEERENE - REER

=,

TR AN A - RO EEBA A - 57 b A b R A i A
R YN R 7 §8 &5 2 HR 7 17 e B
btk & RE - TE BT E TR EE -SRIt -
O,-NHR) Hyf5 - AJ#H :
ek hr A b A IR E M EERE - MEREERE - RERE

hE A~ AN AEIE - BO7ENEENEE - T EEEEREE

=,

FoHimE JHEEHBE-SO,-NHRPANFEF# L HE T # 7 &
BMIEE - GE - BRE-FE-BTE -GREEE-TFIRRNEED -

(00551 fERMataBEimlz (-NH-SO,-NHR) HYfI+ - H]

R R T R T S R e ] e S R i P

Tl R A A o & 0 B2-NH-SO,-NHR YN JF 7 &5
L2 HR 5 o] Jg I o BE B e A BRE A WA R A T &
RITHE ~ RITEEAFTE A B Z EUCE AT > EAN o S R 2
MARE IR i3z -
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(00561 {EREESHETHIEME MEEH WEE(-SH) -
Bt & (-S-R) ~GibHfE A (-S(=0)-R) ~ &M E (-S(O),-R) »
A (-SOsH) ~ AmAabsZ (-SFs) F o

(0057 fERbiZ (-S-R) ByBI+ - a8 H @ Ge Ak mi k& - 3R

fre Bk i B~ MG AR AL ~ BRERBR A - AN - BV EE - T
Bit £ 5 o

[0058] fERuitElaki (-S (=0) -R) #YPIF » W H -
fe Ak mitE R AL BRIr A R A A A REA T EE A

TR hEE A RO R A - A EEEEE -
(0059 fERtElEE: (-S (O) »-R) BYBIT » ATEEH © f
Bt 5 B AR A - AR A - RE IR E - 57 A A

=,

Ry EERE - THEEEEES -

[0060] fEREENFETHYEAE » a8 @ B (-N; -
IRFETE TEBEAE, ) - & (-CN) ~ —4fFE (-NH,) ~ Z4f
B (-NH-R) ~ Z&gE (-NR (R7) ) ~ HfE (-C ( =NH)
-NH,) ~ &HREYHKE (-C(=NR) -NR’R”’) ~ JiZ (-NH-C
(=NH)-NH,) ~ ZHCAVHLE (-NR-C(=NR">7)-NR’R*")
B Bk B e & (-NR-CO-NR°R*7) % o

[0061] fER —&kig® (-NH-R) BYBI5 - W[ H -
B R ERE  WmAERE - RERE - TEREE - EI5TEN
T EEEE -

[0062] fER =&khg% (-NR(R*) ) BIBI5 > Bl40 9] 28 H -

P230310700TWF1_YAL 44 H o 101 HEARRASD
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P
&

3
fBJIt
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ek (FFhis) BMEE  HEAZEBIIMES A BiEA &
B BRE A BWE TR ESFEPER2ENARENRE - H
B B AF R 2{E B A A TR T B

[0063] fFRKHAAHME (-C (=NR) -NR’R”’) #Y
Bl W B NEF EAY3EEAER Y R” KR & B JE 173 2 5 &
BIGE -GE - -BE-FE - BWENIREATHE - GO E Y
e (5IE) (&) HRESE -

[0064] fFR&KHAAYAIE (-NR-C(=NR">")-NR’R"’)
B a2 H C R-R’ R ERZ HE I E B A - B A
W R - RE - A BT E - FIHATIHE  LEREBELEEKZEN
B o

[0065] fF RReApcAm A (-.NR-CO-NR’R”’) #J#]F -
HEH R-RERVEZEHBIIHMESGDQIRE 7 A BRESE WA
RE -~ GECBHE - FREEFHNE  DEREEPHR ZIBNES -

[0066] fFAJREBEFAYEUAE - f#WE  WiEE (-BR
(R*) ) ~ R_EHEWEE (-B (OR) (OR’) ) ZF - j5H2{HH
RERKR » Al & BB E A ~ BB A - WA - BRA - 75
E-RWE - WEEEPNE N KELPRZEBNE - BBW
5 IBEHBRMEE FEBWS - TREEHEBEHRE
( pinacolatoboryl) ~ ¥k “EZHI{ZE (neopentandiolatoboryl) -
MW E (catecholatoboryl) % o

(00671 HzABEey E#EMA > BI{EZIERA (-NH,) B4

P230310700TWF1_YAL 545 H o 101 HEARRAS)
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HUAC CORB - -NHR  REIAOGIR B ] B3 BUCE A e & ~ I Ak~ R
o~ OB BOTE - A - BIEEESF > BN AT 40 B g BE ik BN R
TG 2o AR R TRk ) B e

(00681 AEHE R I BABRARE > B&EHEFER
i e A ahER > AE P R 2 BE K AT Ry BRIR RE IR £ Ry BRGIR AR AIK -
AIAEZ T BRARMERL 5 > (R B 48 DL _E Ay e B iR 5 A BT A
ZBGRE IS HIREIR o (F R BGIREIRAYER (B RR AR - o] Ry 20 B bz 92 fie 18
bR - S HY BR AL - A0 B PR B OB A R B IR - RO RV IR AL - A0 AR
o e B B bR - BB RV BRAE - iR -IRBARAVIER(E A B ER B ER
LFEEMPRE - ALEBE 2P > SE /DR E - 0K - 55 2R -
BELERNRL . FEEHEBMEENRL RLEMERZRE
MEAEFUE - o DAE DR REREDAEZREANK
iy < E 9 B B Bk Y B e R T ER AL -

[0069] ASHEFZ "R,  BEERBRLKEBZRETTEH
WERI~SH - FEMI-3MEMERE THVEST BHRMER - R ALR
TRA®RER HZE BPHRETHAAERE(EZHRKE - BT
FER - GHEE BB BAERRNRE T BEER3~12(3~12
BRER) c EERA~10 (4~10B85R) - ERMER > BERINS
flan w] 28 0 Y IHER - RFEIR T IR - PUEBRIEIR - VUSRI IR
TR OM 3R~ BiC (UOR M ER ~ MEOSBEIR ~ 4-S(AMEISIER ~ IROEER ~ 4-5F
OORDE 2R ~ DR R BR ~ Of PR e 3% ~ DROPDE 3R -~ IS MEDE 3R - IS MIE R

POE BEM: (thiazolidine ) 3B -~ B UG EMWIE « 1E MWL
P230310700TWF1_YAL 46 H - 101 HESHHREASE)
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(thiadiazolidine ) ¥% ~ IZEMOEEY (oxazolidone ) I8 -~ R/ IE K

52 (dioxolane ) ~ _IE{EIE -~ fifEIE T 5 (thietane ) ~ U Mg
BRER ~ 6,7- & -0 (1,2-a ) BROEER ~ GBS fE (azocane)
B~ 4,5,6,7-VUG M (1,5-a ) BEOfER ~ IV BEER (azepane)
TR~ 5,9- "R BRI (3.5 ) BBk - BB SRR
THY L B R A Y B G gt R B2 R ERAVIRE o

(00701 FradiERkey "B](L, - EFERPEHREE4E LI LAY
Bl PR A BV BRGINER o ik IR Y HE K R BRI ME IR BV 5 0% 0 BE A
Comprehensive Organic Transformations, A Guide to
Functional Group Preparations, 3rd Edition (R. C. Larock
¥ ) ®March’sAdvanced Organic Chemistry: Reactions,
Mechanisms, and Structure, 7th Edition (M. B. Smith, J.
March¥ ) FraiE 2 7% LEBE T FNETHE P IR EK
Bt - BEPKRIER  mE-FTETEREEBIE - /FHER
HERKBY BR AL BL Az /Y $8 &5 > o] Bl B F2 B2 Bl AP il 2 C(0)-N
i BHEFETHC-0-CiE ~ C(0)-0Of ~ C(S)-Of : FEHbi/E T
FNC(O)-S§E ~ C(S)-S§E ~ C-S-S-CfE - C-S-CfE ~ C-S(0)-C#E -
C-S(02)-C##: M EAJR FHIC-N-Ci# - C=N-Cj# - N-C(O)-N## -
N-C(S)N# ~ C(S)-N##ZF - f& - a2 ML AN - Heck K JE
SonogashiraZ JEF KB ECEBERMEELC-CENPRLIES -
BEPRRIEZR FRE-FETZCEREBEBNKE  PIRFHR
fERIEERKIE - BRig > O Kb R 7 5 b i 83 5 on 58

P230310700TWF1_YAL 547 H - 101 HEARRAS
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ESH AN RIE - hoh > EuR-REF > BlnA B S g e e 2 /i
P R SRRV R S o T A 2 i A e A i A R Y T o
SR 48 1T 75 2B WE IR SR T R PR ER M 2 R 0T 25 208 2 (18] e B I ) {01 S 8%
it~ R B T Y S8 45 T P R A 2 (W R ERER T AT JL (R -

[0071] {EARERIFFZF - AAEBBREERLAY T IBIRE L - BE
G AE DL HY B A IR TR BRI TP Bk BIREY & 4y

[0072])  {EAE TP RE & - 1 ol 38 IR Bk K B 28R 30 = e 2 i
A H MR IR E - B BSELE 6L TRL RS8R E -
OLLE ~10LL EECLILL E » JRE[ R ISEAR ~ 1420 ~ 1324F ~ 12
AT ECLLEAT o A E i P f8 2 1 5 BR K Bk K = B2 1K &1 Ay B Ak B 78
B BEMAEHIRE > B a ASELE ~ 1SEATF s 680~ 15BLF
T~ 150 5 8L F ~ 150LF 5 9RLE ~ 1500 5 1000 F ~ 14
DI s 11PLE ~ 1320F 3 L1RBLE ~ 12B0F 5 311 - KRERFE .
BRI < BRR BT Ay R B BRI A 8 > B M5 RIfR & - Efanw]
RSLLE ~ ISDUN > BEAIOLLE ~ 14D > EEA/TILDIE - 13
IR mEERLL -

[0073])] feAERPES » BARERAYEARE - 8 5 5 R
E o AHI 0TI H28~55 ~ 28~49 ~ 31~46 ~34~43 ~ 34~40 - 34~37
W34BT - AEHPE ZBARMEAVERARE - B /5 7R
E o BERIOTE H28~55 BT - mEM3I~46 BB - F
EH34~378BATMEE - REM3IBBATHEK -

[0074]  ARIHEPAHE "N-BUREER , > SEBERA

P230310700TWF1_YAL 548 H - 101 H(EAREAS)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

= Z R B 2 BA-NHR (RE[ER B BAIENREE - &
SO AR EITE - A Bk E > BEAP ML
B2l AR T | R 1~ e ER (-CO-) BhBR A (-SO,-) HUfC »
BB S5 > 7 BT A0 A e B A BN TR 1 B A B o B o Qi Y B SR P B ER )
RoNHY g Bl

(0075] {ERAERIPRE ZN-BUA AR - M5l R E
(B8] By N - g B i 2 B8 - b p B R Bl 3 2 | T B &5 IR TR T %
AR THERPHRER - FERABRPR L " N-TU AR, - WE
FsN-C-Coli Bl £l - LR EENR EHE 2 AR TG ZIRE T &
ZARTULEERER - FRABRPRZ "N-IAKEERE, &
EAN-LERERSN-HEREER  &E/SN-HEEER -

(00761 AEHERE AT & 2 N-HUAQ R A B iR A 80 i
MEARE » B0 HILE 2P0 F ~3BLE ~ 4DL EESDLE -
ARERRE ZHEIKAT & I N-IUU I B A > SRR E - 8
Plan el B 1 BA b~ S A3~ EER4ME - mERSDE -

[0077]  AREFFAE"N-JERAREERK, > B
Fra B A REHUC - Bl DL-NH RN Z I E B - FERASHHEZ
CN-JERURUE AR, BEMPIR S T AR EHE e JEE
R A AU 2 N- B HUAC e A % -

(00781 AEHE R I & ZN-JE R g BB A
8o #EMEFRIRE - BEI@A 1L E ~ 200 EEB LR - KEHEE
BE Z RERK AT & Z N-JEHU(C R £ B 7 AL 8 > s Bl IR € > B #1140 7]

P230310700TWF1_YAL 549 H - 101 HEARRAS)

s
SF
fBJIt

ﬁi
P
s

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

ABIDLE -~ mER2DIE - FERILE - ERILLE -

(00791  AKEHE MM " HAREE, THEH
fF " EEK, (VBP -

[0080) AGRIAE T Prsd " B EMAVEIE , - fEo-BEARAY
BET  BfEEEEREZARES CR (a-bk) BB < B A BLE A D
SMRTIR T B - B0 - Alaly B E: By i B BE 0y ([ - fEB-RE B BL AV IR
B iR K BB-RESS 2 R T E o BB IR R &S 2 A K
B o - e $8 &5 2 7R B DLAN Y TR 1 B B A e B B By (R 8 - BB SN > AEv-B%
BB T HERa-bR ~ B-IR &/ Sy-tRBE 2R T E > Hly-
e 2 48 fgr A R Bt o- i 8 4 2 R Ak DA ST BY R 1 [ 0l R e A R Y ()

[0081] AGRIAE TS " BMEBRNEHE,  ffo-BHERKY
BET BEMEE - o RZEMER ZH#ARE 7 ° EB- AR
WELT > SfEmleE - B-iR ~ o-0R KPR EFT A Z #R B0 7 0 B
KALy-BEBOFEL T > BEfambEE ~ v-0 > B-IR -~ o-0R KR EFT
FER 2 $BIRER 7 » BEAh » ATl To-BEEARER, c BEHEE - a-

R fe PR A PTRE RV SEAR BT oy 0 BTl T B-ME AR E AR L BiERREE

B-B5 ~ a-bR R FREFT R ZH#INE 7 Frel "Tv-BERER, 0 E
fa MR &~ y-IR > B-BR - o-TR R PR B P I Bl 2 sBR B0 73 o AL AN SR T
ST AAERERNEsEE L "B-HEARETE ) WEERA W
fE P EAB-HERTEOBEER , (VBE - 614 - L- KRR

MR B A M~ B-IR ~ o-0 R B AT Rl Z IR 3D o (B - e B R

P230310700TWF1_YAL 550 B - 3t 101 HEEEARIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

) R ER T BAB-HERE R AR
[0082] AFEHEHE LI
wmo a2/ S LEB-EARKE R -

[0083] HAEHEEZMKESRRIBOIBET  LEHK
RE ZRERK » ATERIRE 2/ 0B & 1 {HB- M AR F A - I8 £ 3RR
HE D EE LEB- R AR E &R -

[0084] ARHEFPAE "AIMANKRERE ) » BHEER
B2 BBROED VA S F 7 # B By & o 5% U ACE #E I 5y
PR > BB T & E T LLAN > flana] 5 i EE 5 B & - e A - A
WA~ 5 BITE > i B A > BEEE PR R 12 {H
RHEHARE T - &E (-CO-) kA (-SO.-) AT - £ H
AT HARE > BEENARETNERE - Al hEEEEHRERT
OF T ~SEHET NET BET Sif+ HPHETEEZHAET
B rb 2 $E s LAY 1 B2 {8 DL E o JRED - SR B HT B HY B B
WA~ AR TR BEOTE  TIRE C BEAESE  WMEZMARAK
HbmERAFET - MR ENEE - HFEHEIAYRER
B Al BRI -wm -4 AR E - B ASHHEFZ G RRBIER

B AR

=

=il
51
>
(&
il
=
g

W

T AEEREFEFKE (-OH) BWH - fl - HEEFE » K

(@

SAMAEY TEIMRNEEEL R TMEANSEEL, ¥

t—% -

[0085]  ARHEFPAE " EIRANKERE, > BEEAE
A EUARE R SRR IR B o JEAh - SEHU(CHY R B TR A R I AU QY &L 2R

P230310700TWF1_YAL 551 H o 101 HEARRAS

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

EAUMHE T IRASRmEAREERE ) (VBER -

[0086] ARHEFFAE" A~ EAHIASERAIXXE, >
EREAEAENRXXELERANXXEZE—F -

[0087)  AEHWEE IR - - HAGITLE - JRa A EA
A B B AUy FE B SR 5 > IR | f HLA Igf DR B ~ R B B i Y ACHY
LRI B - KEM PR IR BER A B A5 A B BA B
B A ACHY SRR 2R AL > B R F B 7T 9| W B R B AQ B YA Ay FE

e

\

-~

e

1

s

[0088] ARHEFFHE ' STERNYMEE, (FKEREE
"Aromatic Ring Count ; (ARC) - ) - {5EBREKILED I
B 72 &5 50 LS BE R B0 A ~ 250K 80 B3R IR B Ay (I # B B 2 R 57 &/ 3R
Ay By o B an T B B AR R L - 0S| NeE AR AR Y IR FUHE IR By 2
&~ WEMR =B EEREB3IME -

(00891 KB RE ZHEILAT &L & /Y7 & B Y (8 B - My
RBITRE - BEI0E] B0~351~3 - KREFPE KB EHTE
BREY(E B MR RIRE > EH0A] B0~3 ~ JERO~3 - FER
1~3 ~ RE/L~3 -

[0090] ARSBHFFER ZpKa  FMEFHIRR - fEpKaly

EHI{E - M4 EME% I Z ADMETPredictorff K& ZpKafg 1§ {E
sfTHEpKa - AHHEMEH @ pKa BEMMEHI LR fERipKa
FYERE « Bhoh > ZEig i 2 ADMETPredictor(fi 3K1§ Z i@ MEpKa
B Fa st BEpKa o

P230310700TWEI_YAL 52 F - # 101 EHTERHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[0091] pKakigMpKar#y R E @ geiBBHETE JTEKE - H
M RAEBERLCEBES "GV E K T#H, - 460H (HALE
G4 AERAEGHLET) Sz HEFAE - I AHE Z
Rz Bk e B 0 # B p Ka {8 F g Mk p Ka{E 52 1) E B A A 09 2 28 1 %6 DA
KEFE  BTEANANEENZERENpKaR @ pKa » GEEH
st DA O 58 A 5 O 28 L Ath B R A RN E

[0092]  ARIEEFFAHE " HRUEAMSE, > EEpKaf10LL
NHIMIEE  PTEE T @AY ISE ,  EfE e tpKa /4Ll REYHISE o T2
ABHEF > pKa BB 1007 IS - gatpKakRIW4ny (I8 o
5y M AT A8

[0093]  AREHFH > A& B A (0 88 5 38 R i IK (L & v B8
iR ERHY (B Y 5T B pKa kg st HpKa - S I ADMETPredictor
(Simulations Plus Inc./3 ] ~ ver.8.0) K18 - 31 EpKa K14
st EpKa o &0 e GISEB I (911 8 B P2 By ik ) B H B 88 5T o
ZE BB RETE - ERBIT > LystUBERBEU TR - EERE
eflgEpr (B EHEEHREENR) W sBETE®mESEpKa
F510.5 « BLHEE T REHE - FREE - AspiU ISR E/SF HpKa
Fsd.3 - TyraG Mgy MRS E BT BEpKaf9.9 ~ 3-mAMMEE (Tyr
(3-F) )Ry B/ g# fp M FE A ny st HpKa fs8.7  PUMAYET HpKaf3.7 ¢
S—JimE R ArgdURIBEANEN @S EpKakf12.7 ~ His
Ay DR M ECHY g 1 5T HpKafy 7.6 ~ MEBEMY @Rt HpKakys5.4 -

[{E10]

P230310700TWF1_YAL 53 H - 3t 101 HEEEHRRIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

NH, NH,
; ,s))
& —— >
OH
H N
0
Lys Felila i o]

[0094] (EAEREBRZHREFRENAHEAELET &
Be MY I S Y pKa > BEFERFRIR E - B 00 B350 k4.0 F -
4. 5PN FES.0LLF - IRE] B 10AN « E AR E P 8 2 FEIK B A B 1
RENERET > ZBEA#ENpKa - B RIRE - E 64009
B53.5~104.0~10~4.5~1085.0~10 - TAEMPE > HEILER
Be Ry MISEE BT T - BRI Ay pKa » 8 i 5IR E - B 6
T B3.5~10 ~ TR E4.0~10 - FEB4.5~10 ~ BERE5.0~10 -

[0095] (EAEMEEZHERERBENEENBET &
i M Y B SRy e M pKa o BESREFRIRE o G0V 54,020 F - 1024
T~ 9.0LLF ~ 8. 5P ~ 8.0LLF ~ 7T.5EANET.2MLN - FEAEF
REZ MK B Al ey RIS E R T - 5 i k&Y I 85 /Y e MpKa >
B A PR E > (A 40 0] 54.0~10-4.0~9.0-4.0~8.5-4.0~8.0
4.0~7.58¢4.0~7.2 « L RKE N RE 2 FE K B A bt A (8 8 0 5% TP
o ZmtEr I EpKa > BEMEFRIRE > 10T &4.0~10
Wik B 4.0~8.5 - EER4.0~7.5  BEE4.0~7.2-

[0096] fEARGRHAEZF > "ClogP, BEEUEMT TN DK
%% - ClogP#E % #Daylight Chemical Information Systems,

Inc. 2 Daylight Version 4.9
P230310700TWF1_YAL 554 5 0 £ 101 H(EHHRA®D)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

(https://www.daylight.com/dayhtml/doc/clogp/) Fi st &k 2 &
AIRE - fERClogP 25t E T AN — G+ » s L ER Daylight
Chemical Information Systems, Inc. 2 Daylight Version 4.95
(#HH :201148A1H - ClogPE EiEversion5.4 ~ &Fk
version28
https://www.daylight.com/dayhtml/doc/release_notes/index
html) HEE

[0097]) HfEAREPET - MIKAYClogP - #EMmE HIRE »
Blann] Bs4Ll B~ SPAE ~ 620~ 7TPL R~ 8BL EECOLL F v IR 0] B
2500 ~ 24L4°F ~ 23L2AF ~ 2200°F ~ 21LA R E2O0DL N « FEARE
ReEd - BEAKAYClogP » BEERF IR E » Fla0 vl B4 Ll B~ 2520
SPA R~ 240 5 624 B~ 230K 5 TRA R~ 2280F 5 8PA R~ 2102
TEOLDL R ~20LLF - EAREIZEF - HEAKAYClogP » & %R KBl
fRE » Bla0m] R4l B~ 2500 » e B6LL |~ 2320 » EESS
AE~21B0F » @ER/RICLE ~ 2000 F -

[0098]) fEAREPET - MIKAYClogP » #EME HIR E »
B A B NatFr R ZBERK (CP02) AYClogP LA E o

[{E11]

P230310700TWF1_YAL 555 H - 3t 101 HEEARRIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[0099) FEAGSRHES » ClogP "MEMEAR , » %BIE
BB &RV Clog PR LR FE KL & W AT & 2 P A 2 78 A BT
BEHOE - #la - BMIKEEPWrIClogP 14.0 - ZM{LEY T &
CHEEBBEAR LT  ZERLEWEIClogh " BMERBEYME
B52.0 -

[0100) FEAERMPES - HEIKAYClogP /R B g 78 B B
R R PR E - BHm e B 1.0 sl 10 B~ 1.82LF ~ 1.7ELF »
LLOLLNEL.SPAT « fEARHEE RS - MEKAYClogP /i B Bk 78 B
B MM RIRE > BT AB1.0BLE ~ 1.8 5 1.OLE ~ 1.7
N LALLE 1620 5 Bl IR E -~ 1.5BLF » BERAYClogP /JE
EBBEY > MMBFHRE > GO 1.0~ 1.8DLF » B
LOBLE ~1T.7B0F » EER/LILLE ~1.650F » \EMTILLE -
1.5PLTR o

[0101) FEARERMPEF » KR MEHIRE > B4 &
fr Nt (ECP1) ~ (ECP5) P&l & 2 MEKAS -

[{E12]

P230310700TWF1_YAL 556 H - 3t 101 H(EEEARIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

(ECP1)

P230310700TWF1_YAL 557 H o 101 HEARRIAS)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

(0102] FHAEHRPES BT BIERE - > EEXE
It RE o BEAKR B By &5 WA

[0103]

(SRS A )

EAEHPES  FEEERGES R T (1) ~ (111) Araf
PREVEEH 2 VA DA B o AEARE R e - S S MR e R B 5 i
~H (1) K (11) FreHpli Ay EfeH 2 1{E 2L E -

(1) 2 5 57 & 1 A

CIT) Wi M 57 o 1

(I11) FE W 5 57 o o 1

P230310700TWF1_YAL 55 58 H - 3t 101 H(EEEARIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[0104] FEAF N BB ER —RREEF - 5w & M A #1420 5]

BT BEEIES - BB

A A AT B (788 KA+ 2 & b

B ERHEED R E
M 34 )

[0105] AFHEPRE 2T FREm/EER - s hliRe

PIangE B - FEATEREE - MM EBE - i A

Bz B8~ B TEA L

MEEE - T AW E - KNE ?m%%&ﬁ%%%%%’gﬁﬂﬁﬁ

HER > IR e BIMER - AT R 28T s

51401 T 5 G W5 G T ~ B B RS B - SR LT MG B -
PR RR IAEE  KE 2 B B S T S

FEMPBEEMKE  &E/ P 50

[0106]  fEAE N RE H A f fERY — RE B o > 57 1 U 1 71 )

90 ] Ry W M SR S MR B R BE A AR
mEMHAERE-L-N -
[0107] AEHWPEZ WM& T

MEE R - BREWE - N-fik B-BHANK

=,

E&%HH“ W%‘

B o e SRy R IR E - B
N - o8 Z e & EH 25 e Ko

N-fe AR EmAH RS SR JHEEHEN > JRJHEHG2E0E
MEA « AERPRE Z WM iE v > SRR E N - N-i &
B-Re BxWEE ~ N-JE B B i R g BUN- i B E i R Xl - FER

MmN  (FREERNER  BEMAERE

A Hi B A e A i > R

ERHAERE NG REMAERE-L-WE -
[0108)] AFEMPREZIEMRETFRE/EER - s HIRE

BEHOERE  KEFRARLGHR - HETERALGH - BRI

P230310700TWF1_YAL 559 H - 3 101 HEEREARIHE)

112138775 FEHESE A0202

1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

REmilElt - ZHR LG MBS EERE - WAL EERE A BE BE - 768 0 A B I
B~ BZHHEDRE - B8 2% W8 A Bl Roaig )%
(Poloxamer) (& (L) -#E-B (NZE) -E-T (£
TR ) CERLGELEMME -D-o-£EFBMEL _EE10005E11
BMelEE  EouEBHER > S EG2E EimER -

[0109] Bl EFEmEMEE N > BE/REFFE ST
Bl EEAEAEARKBE RE/HAEERERN -

[0110]

(&Y )

EARERIVES  EeWaaZEgm Tl (1IV) ~ (VIID) B
SH R B4R -

(IV) RNEHESEERNHTEY

(V) (HE)WEHBSE ARG b (HA)WHEE - (FE)NIE
M S B e~ CHHES) N I B b A e B e AR i e (HH BR ) TN 06 T o A o
FBEAT4HECHIBF S 2 20 — AV R R AY L W)

(V) JLZ 4

(VID) BZGECHNERE-ZERLGHE-Z L “HEHEAILE
Yy

( VIIT) % Z J itk 0& U ffE

[0111] FARMAERPRE L —BENHKY - 2R FEIKE R
ZMENBLEEY 2 REYNESLREY 2 ERE DB REHENEY
ToEEEY A REGH R (IV) ~ (VID) FréApHEF4H =~

P230310700TWF1_YAL 260 H - 3t 101 H(EEEHRIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

HEELE > SEREER (IV) ~ (V) K (VID) Frd ey EEs &
VEELE > EE/EEM (IV) K (V) B ey EEE Z LE B E
mER(IV) ZBBREMNBEREGY UK ESMEIREENT -

(0112] ARABHPREZ —BEAERY) - R FEKE R
ZERARGY 2 EEVHERTHMEXSANERLT  EFAESL
Vo Wl REEE M R (IV) Kk (VID) Fra By EEE 2 L{E BLE - 8%
ER/REEMIV) R(VID)BTHEREYEEE ZVFELLE FERC(IV) >
mER(IV) ZBBREMNBERCY  URMES MRy FEET -

[0113] fEAREHPEZ—RBET > fEFEIK A LUT H (B 22 5
TR ZBERL (CPO2) HYBIHT -

[{E13]

ERZEEGY - wRESM (IV) ~ (V) Kk (VID) Brad eyt
HZVELL ENESY > BE/EES (IV) & (VID) FrdE ey B
HZUVEMLE - FEEREEM (IV) Kk (VID) BrapkayEEsH 2 1 #
LE - &ER (IV) - BRERAEERESY > EUFHIEFECPO2

Y I R M -

P230310700TWF1_YAL 61 H - 101 HEARIAS

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[(0114] FARAEHRPEZIESY > (THBHEMLIE > JFH
HE2LL B2 -

[0115] HEAERPRET  ToVBERETEEEY  F
EHBREE=Y -

[0116] FHEARHRHEEFT sl BTUEREY,  HEEEEH
FERABTHEERE  HAEMRBI-8ZAMHE FRKpHE EY £ /D
—& B ELGI0%ETENE Y - ERETMEESY - flaH
BHBEMEERCY cEEREY - T MEEEeY T ZpHEE
oo R T EMBTEEEY BTy HPBRER Y (K
AR EY ) B EE R -

(0117) fHEARERPRET  FARRBRERSY > flOTEY :
BE B R e RANR W BEFS - BRI ERRF =Bl - 05 B S R Ik
HEEEs - HWEBERME _HRRE - SHERER AN F _HE
B~ MANEHERERME _HEERE (HPMCP) -~ BREEEFE P& H
EMBgEREHELRE (HPMCAS ) ~ AEHEFEEIE T % &5
HRWNEHERFE =R REFELERBER TR TRHNFEZ
Rl B GBERERANE _HEE - WENGRE - WHER LR
BV - HWEWNEE HENGRFEELEY - WHEBEHEENGE
WYL~ (A WG B e B B B (B WIG IR BV L9 ~ (&)
P W B e B s B (HR AR ) PO M B e B B AR e AR R Y L ) R (B N

gl

D

Fll}

B A B (H AN MEBEEEREARENLEEY S -
[0118]) HEAREMPET - FHEBEEEY » P02
P230310700TWF1_YAL 62 E 3 101 HEHRHD)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

MG E R ENIGBRLEYE - RERE G - JARAR K
(polyvinyl acetal diethyl aminoacetate )

(0119] HAERERERZEEN —BET  ZEeWilaH
MNEHRASEERNETTAY  WEAFEHNEHRASERHE
FEMESRERSNEREASERIFHEE (HPMCAS) ~ &H
EHEGERNE _HEKAE (HPMCP) -~ KNEHERRKIA T %
THREREANERERE=ZREMAMNVEHZIBEU E > RER
Bl B PN A H B 4 R IR AE (HPMCAS)

[0120] FEWNEHEZBMERIE HHypromellosefiER » F&
AHEHET > MERNERESRERZNTEY > BEHEESAHEHRE
WAERARERIE (B6) WEEY - flOESEHRANEHEHE
ZHMEE - B BMHBERRRES  EARAERP R 2N EH
BEEERNOTEY T ERNEHAEEZRE T Eafayit
B > BEMEFRIRE > BEEOTB10% 0 E~20%00 F ~ 30%0L F -
40%LL E ~50%LL F -~ 60%LLE -~ 7T0%LL EE80% LA F o

[0121] AEHMPBIKANEHESRERTNECTEY > #iE
FrhlfRE - B R RSN A H A R H s - 8 £~ E 5 s KK«
WNAHESERITHMAE (HPMCAS ) ~ BRNEHEWSE RN F
HEzls (HPMCP) ~ SN EAHEFRIE T & Bl RSN EH &
A ZBBEEFTEMREFE 2 IEM F > AR ANEF RS
ZIEHM A (HPMCAS)

[0122] HEARERPREZ—BET > FEoWOaH &(HE)

P230310700TWF1_YAL 63 H - 3 101 HEEEHRIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

E T O R ) P I R ~ (B L) P9 M B e & s~ (FH D)
B e Ak B Re (HHBL ) P9 M B oz B e 2 BE P el e Y BE 4L 2
JEERGHY LY > R (B 9 % B2 e 2 s B 58 B rh (HH
~ (H B PN I B2 e B S Ko (BH L) TR 0 I Jore o e 6% o 2k B P
HECHV B 2 20— HAy RSy LY - FER (HE) WG B KA
5 B8 5 (HH AR ) PO M B8 R (BH L) T 0 I Joe 2 e % e 2 i P 4 e /Y
PE 2V —(Fey BRI EY - & R (HE) P9 M B e & s 22 (H
EONGBR AV HLED - LB ET - (HE)WHEREEREE(FE)NA
W B B LT o R R BE E M B OES 9% BR B S B R OELN A BR Y L
ViR N FG BE S BB W AR P JR BE 1Y SL W) A dH B RO B 4H 2 1 (8 BL k-
FE/HENHR FEHEHAENIGROILEY - B4 E(HENA
Wl e BB (H R )W EBRNVHSHBEE T - ZdHa R
B fis 2 E R RV E & 0 BCE L PG BR e B s B N % BE e 2k R HY

A
=

o =
- S F 5
: l®®E
= B O3 %
TR O M
T W
=
f)\ﬁé

i

WL

[(0123] FHEASRHEEF  "(HE)AKE ) 28 BEHF "W
W ke B BN IR ER L -

[(0124] AHEEPEZ(HE) NG  BESHIRE - WE
By AN BE -

[0125] FHEARHEEF - "(HEONMIEEER, &5
i T NRBEERE R BEHENIGEE AR, c AEHRPE Z(H
)N GEEES » s slfRE - B840 a] & (HE) NGB C.-Colie &
fE > BEAMMHEWHBRHBER(HE)WHR LG FEAHEN

P230310700TWF1_YAL 64 H o 101 HEARRAS

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

SHEEH B N IR L > ERHENIGRHE -

[(0126]  BEAh - ARIEZ BT (HE) NI B e 5 e & b A s
ZEE o B T WIABbE AR A A s ) B0 T A R IR e A T A
We Bl o ANERRE Z (B PN MG B e & e B b B B - e s ol
[RE - BEfER2- (ZHEREE) & (FE) WHEERE > EER
2- (W ERE) JEARAENGEE -

(0127]  BEAN AERIEF P ATEE " (H &) N M BL #2 5& bi 2 B
WELE > BT WM AR ERE T FENEREER AR, -
ARE R RE £ (B N MG B o2 B I B s > B I Rr PR € - (B 640 =]

() NGB ~ (HE) WGBTS ~ (H &) PR B b 2 i & e
E e R (AWM B s% A S A B Pr sy Bf el 2 2 /0 — [E Ay B A2 1Y
LEYH > REMHE)WEBREEREEI CHFREEER(HE)NW
K B2 ~ CHHE) N R I e 2 B ~ (FF ) N I o 226 B B e 2 s B (HH &)
WM g g B A TS T kR 2 £ —HEVEE R EITAY LR
HESTRE AR E > HAEH LMW 10 2 90~90: 10~ 20 80~80 :
20~ 30 :70~70:3040:60~60: 40845 55~55 45 @fE
B40 1 60~60 : 40 -

[0129] fERBREAERE R Z (HE) P0G L b 5 fs 51 58 5

P230310700TWF1_YAL 65 H - 3 101 HEEEHRIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

M CHE)WIEEE ~ (FHE) NGB e BB - () 9% BE b B B & e
Eilis R (R AW IG B s A e A BE Tl RV BEdl 2 2 /0 — [ R EE 58 Y
EFY T By T ERESHRE  BH4009] 510,000g " mol
PAF~10,000,000g, " molllF ;30,000g, molll ~3,000,000¢g
S mollLF 5 8100,000g, " molll [ ~1,000,000g, mollL | o

(0130 JEBEME (VR Al Al Copolyvidone) > 1- 4 0 EE-2-
LR BE ARG B S E RV LR Y Ha A B EERES B3 2.

[0131)] FLMECHEE-FER G- 2 B HEK
LZY > GHEELGECANRE - RLGERR KE L _ETERK
WM EEY 2ER THEREERE Y £ ARAERPEZ
BOGECHERE-FERLGE-FL_BERRELED T > BLH
ECNmE ToBEEREE Z MBS A& 8 eI R E
BREEFINBUEEREEFT 135730 - EFHREENREILGECH
Mol - FEEBE LG BE - L I R IR Y - PIAIRE#E i Soluplus
(S ekptE - BASFAHE) F o

[0132] ARABHRIPRERIEILGECHEER-ZEEE LG
BE-B O _BENEEY TP T8 sy IR E > B 048

£10,000g  molll F ~ 10,000,000g  molll T ; 30,000g  mol

—

L ~3,000,000g, mollA T ;10,000g, molll F ~1,000,000¢g
mollA T 5 830,000g molll F ~300,000g, mollA T -
[0133])] EL/HUHLIEIERE (/8] &l BPovidone ~ PVPE(

Polyvidone ) AN-Z )& & -2-MIEEMRAYE S -
P230310700TWF1_YAL 566 H 3t 101 HEIHHEE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[0134] HEEEHEZEV LN BELHENEHEEER
HEHLTAEY) > FEMSEEH MRS EHE&ERITHK A
(HPMCAS) -~ JENEHEGRERMAE _HEERE (HPMCP) ~ ¥
PN A FOEL S B IE T kA B S R PR N AR B R R TR = R S P 4l B HY BE A
ZUELLE > mEREERE AN AR EBERITIHEE (HPMCAS ) -

[0135]

(AEEEREEGYEHEE )

ARG R B ER — R - SmEE A A & e T S E
EMEE > HEEV T RENERERERKNELCTIED -

[0136] {EARHEMPE ZEEN—RBET > FE/EME A
AEE W - H GV 0 &R R S A B S R IR L s
(HPMCAS )

(0137] HAEREREZEEN —BED > FEEMEE A &
P i R EVSMER > B R GY A B (5 N % BL be 2 Bs 81 58 5 rf (H
NGB ~ (HE)WIGBE e & s ~ (B ) PN M B e & e B e B s I
(HE)N ks B A TR ke iFd 2 2 /0 — H ey B G Ay L%
Y -

[0138] fEAREMP B ZEEN—BET > FEEMER R
AEE R - HRGP)n] Ry B AP G B s 22 B N % BR B 4L 3%
Y -

[0139] fEARERP B ZEEN—BET  FEEME T 5
WPEREEERE > BRI hEWNEREERERETEY -

P230310700TWF1_YAL 67 H - 101 H(EAREAS)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

[0140] fEAXRHEPE ZEEN—BET  FEEMEET A
AEMRE-L-Wig > BRGY I BESER AN A H A R IR 0B S
(HPMCAS )

(0141] fEAXRERPEZEEN—BET  FEEMEE T 5
WPE SR R MR > B Y] B (R EL) P G BE e &S B B B 5 i (HH
NGB ~ (HE)WIGBE e & s ~ (B ) PN M B e & e B e B s I
(BRI B o B e B B P Bl iy BR 6 2 2 /0 — (F Ry B A2 By 3t
Y -

[(0142] {EARERPE ZEEN—BET  FEEEE 5
AERE-L-Wig - BRSY 0 R AN & B B B 52 BB N % B Y
LX) -

[(0143] fEARERPE ZEEN—BET > FEEMER TR
JEHE TR EEMER > HAlME G o] BN ENESRERNHETAE
Y

(0144] {EARERPE ZEEN—BET  FEEMEE T A
REMEAE BG BBS > Hoprall B% &) ml Ry BE BR RSN B B A R e R IR 0 BL S
(HPMCAS )

[0145] FEAFERPE ZBEN—RBES - FEIEME A &
BRLIGSALE RO > HAT A S ) a] Ry BE BR S PV BL B A A A R IR
HEEE (HPMCAS)

(0146] fEAREMP B ZEEN—RBET > FEEMER TR
D-o-£FMFEL 1000 HMKE - HATAE SV o] HEE RN

P230310700TWF1_YAL 568 H - 3t 101 H(EEEARIHE)

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

EHESAEZIRIBEAE (HPMCAS) -

[0147] EARERPEEZEEN—EES  AEEER TR
fewE T A EENE ARSI R ELBEC AR -FIEKk 2
WGlE-F L AL EY -

[0148] f{EARERMPREZEEN—RBET  FAEHEMER TR
AEEREN ARSI EBELGECNER-FIER LG E
-HL B LEEREY) -

[0149]

[ 4H Y )

EARMAERPREZHKY T - EREF ISR &H &L
REMBEHRE  BHEREROEFEZFAEEMEBNERAE
Blamo] R AE EEEEF 0. 1D B ~ 400 T » #efE /O IDLE ~ 15.00
N EEROILLE6.0BIT » mEM/OSELE3.0BT -

[0150] UEARMAEREERZHEKY T HEREEEYNE
AEIEFERFHIRE  BEHENMRNEAEZZSYNER
BB MESLESB0.01LLE 4000 T > #ER0.0OLLLE
15.0LLF > FEEAE0.03DLE 6.0 T BEAOILLE~3.0LLTF -

[0151] ERMAERPERZHKRY HEEEARYIER
B EANYENREBAZH O RAENGEEN > TEEELE
BETM ST Ry H AN B 0 o (E R HAR A o7 > BT B - Z ALK ~ T
o= I 7=V i s 2 8 1 7 1 I g 1 il ) I (o 1 R = 1

BB ZEALK PR WA EL - PUIRMEL ~ T W ~ il 8% (cetanol)
P230310700TWF1_YAL 5569 H - £ 101 H(HHRIHED)

7.{

2

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

o ERITEE - PInk  HRERHE LR - HREAEEXHE N
F o ERVIERRE > PInk @ TEKEHRZE - TEAKSERXHER - 1
BETFBARE B THRANES - ERhABRE > PRk @ 2 H A%
%5 (carmellose calcium ) ~ TR H A 8 4E 22 49
(croscarmellose sodium ) ~ ZZH5R 2 4 B~ (ER HAC 8 N AL 48 4
25 - FEBIEE - PInk @ ZoRBRMHERMOE - L - aahl -
D-HEES - ERFHER - OIR 5k FE - BHE - MaEBs AR
HEGEZESE - (ERREMLHE - FEH > fink @ BEEKWE -
K _F bWl - wilERE - Ba%E -

[0152]) ARAERPEZHKY) B EHNYE & B 5
SH ) BT IR B R B IR E - B BB B [ R - 2 B EEAH Y 1
Y0 ] {5 BB~ ORC A - RRRL A~ gE B - 17 sE A - BB K R A
KA

[0153] ARMAERPRZARY) RHEEHEKYR
HEP R BE DT > IR BIEE DR T - B4 & &
Vg iRE KA s e REOET -

[0154] ARMAERIPRZHNRY) RHEEHEKY R
Y TR TS RS HIRE - B0 5 ARIEADTY - |
NEY) > BIaner 8 0 oK~ R~ BRIREE - R - REKR/DE -

[0155] ARMAERIPRZHNRY) RHEEHEKY R
HEHE T EHTENRE B0 EEEHRESR (kg) Z
IR THEK B0. 1mg kgl k ~ 1000mg kgL F 2R T -

P230310700TWF1_YAL 70 H - 101 HEARRAS

)

gi&t
o
g

g
EI"\I?
=5

)
T

gi&t
o
g

au
a:d;
AL
Ir

gi&t
o
g

112138775 FEHESE A0202 1133083243-0



2024238307

112138775 5%
113 42 3 H 29 QB IE& R

HEKEV IR THE fl0a B 1mg “kgll £~500mg “kgll T 1mg
kgl F~100mg “kgll i 1mg "kgPl F~50mg "kgll T :3mg
kg~ Bl FE30mg “kell T 10mg “kebl b~ 30meg “kell T ;
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HEY)RDMSOFTAH R AT AH B ) 7B 12 37°C ~ pH6.5HYFaSSIF 1%
TN 2Ry AERERE > HRAAEERMER  Z&Y X DMSOMHE
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