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00 NI HAE AL 600K TG A T T 73 2 e, FAT DUR IR A S 50 55 FhARGE 1 5 7%
D50 KT 15048K I HDIOA A T-250140K L 12ED50A K- 10070K I HDIOA KT
150K R AR R R ST 4375 (PSD) »

[0375] Pt , FAL 600K Tt A 707 40, PABR 2ok S0k -

[0376]  aH s A IR DT AR AFI G I TR e A TR A SR (D i Le) [k R
SEAERA VRN B S s GRS BN , B3 R Fr I e JE S22 TN A BE G 1R B8 A HF
PE e PR B , SO 298 )Tk A AN

[0377] My AR HERN 22 BER AR S AN I i 5 HARFH 2 bb o B TRy AR ) 2% i
FIR A PR R I 2 [RIHES ) — 35 o A0, AR 25 oKl A R &3k (D (2 AiiL2)
¥ AR IFFIEAE T AR PEPh . Eur . 2.9 . 340 i (g HEAR 4 15 170 . 28g/m1  BE{f 156 15170 29g/m1
PR 1°0.30g/ml .

[0378]  fitagtith , AEh i Jo/KE R A TR Ak (D (2 5L PIL2) My R RFIEAE T-AR IR
Ph.Eur.2.9. 345 3R S22 540, 40g/m1 220.43g/ml L6 £)0. 42g/ml o

[0379] Pt , NG5S oK A TR A 2k (D (5 YIL2) By AR IWRFIEAE T Hausner
FLZ2oh1.30% 1. 55 L1k 4)1 . 40,

[0380]  feudetth , A A B &5 i JOKE R AR A SR (D (5 IL2) 1y A AR A £
MG TR AF1 o

[0381] A&k LTI IATR A ZE (1) (%4l I¥L2) Elili XRPDDSC.DVS TR\ UV, 'H-
NMR . "°C-NMR « J5T 1% AIHPLCIES T4 AT -

[0382]  RZhSL ORI AR AR (D (25 UYIL2) RFIEAE T

[0383] - FLA 4 L AT TR AE AT BRI R X S 2R0by ARATT S 1A 5

[0384] - gniEI2Hh TR, AR HE A S ES 43 HRARGE 1 TSI R 20 122°C N RFIEDSC
E

[0385] - qnIEI3H AT RIFAEDVS A5

[0386] - G4 T (RAHAIE  H-NVR 3% 5

[0387] - 4I5S H TR RAEHIE  C- NVR 1% 5

[0388] - 4nIEI6 P RIS ARIE SR S i D A BR A SR I TR I TRO'C I s A M
[0389] - g7 H AT AR BT .

[0390] ARG AT IESRAFIN G i K I AR 3k (D (5 UIL2) S A g o
AR AR T DA MR A i — Pk B 20

[0391] - M 1185 122°C , fE1E120%122°C

[0392]  -aldKarl-Fischer ikl & 7K & &% 11.0% , L1k E£0.8%

[0393] - JHHPLCAER AN RS S BN EL L. 5% REEZ1.0% EREEZL
0.5%;

[0394] - R LI HTIAL A6 00GOK I T g AT 107 43 LARBR ZokR Bvkr 2 e AR iokr
JUST 34 (PSD) , FUARFAEAE T ARSEACSLIE 5545 v i 1 75 M & D50 A KT 150430k H
DION K T-2507HCK L 12EDEOAN K- 10014CK I HDIOAS K T-150140K -

[0395]  ARAEDVSH AT (WLE3) , AZh S Jo /K A TR 3k (D (25 UIL2) 125 % RH
125°C M ITGEHAC /K EPIE R, 457 .5 % w/wit) 7K (£ 1mo1[1H,0) -
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[0396]  HhItL AT I, AREs SO/ BRI A TR AL (D) (2 L) B AauE ), IF HLAn ok
FEAEA R T25°C RO N HIRHY% AN 1725 % wwl 5 B, WA S A /K G PIE
[0397]  ARHACSTIG 7 AR AE W ASE B , ANSh i 0/ K A TR A h (D (Y
YIL2) A A A, 2R B A R — 2

[0398] K& LG PR T AR Al R M HE RS BRI A s T A BGE R TG
IKEE G2 L2 el A PR AL (D) .

[0399]  ASATATHREE PG IR AT, A FR i AN A i 1 DR A R A 1 s Sl R ATAS
KT RN &S i A5 AT R s (B ACREYE , AT A= TR i 4rr iR BBy 1R 5 Stk
HITE R, PREFRIURL ST 57 RS TR TELE

[0400] 7K H13E NIATR 2], ARIE AT IE T 2 ARG O/ A TR A L (D (5
L2) BOFFAEAE TR AR R TR) ) s 2 R

[0401]  Ffafs AHEM, AE5 5 TR AR A Sh (D (25 UWIL2) By R AR EUkr
JUT o Aikae e (2 IL2) ¥R, AR T FAB P DR A TR A h 22 i L 24 R A A
ERGARTT I, PRIR Tl anA S i oK el A R A 2L (D (L) I ARIE S
2l ANE 2 S (B0, QRSG5 43 S BB A5 Hh AT R AN R BRI/ s B 42 ), HofE 4k
m /S ERRAG TROR R S

[0402] iR A CAELAIN , X B 22 3 v G i P Fp AR B AR R EE B P ek v 7
I, XA F B A (S B/ sk s i g 7

[0403]  HbAbh, T B A N5 TR TR AR SS i oK D B A TR 3k (D) (5L )
L2) ¥ R e/ Nfvkr R T D@ s AR SR SRt m e/ N S AL, O F HLAT R S5 B BORK ARAHLE
A SRS 5

[0404] AL HE S DA MU 2861 H e B AR E S hE Bt — P25
[0405] 5G4y

[0406] KT 5Tk

[0407] PR AL I EFRYEPh . Eur. (European Pharmacopeia)2.2.20/%) )51, fii
FAVAN S8 AR i EA T« S B AR R0 . INVAR, A & P /e 110°C e
Hi[3. 567 gl EFA1000m1 7K o

[0408]  f250m1 i FREES00 . OmgIAF Y o K 100m1 7K . 10m 1113 . 6NARER + 1 . 0g KT AN
2. Oom1 [ITERS IR N B HRUHD o TR B VA RO (& A TR R 26 GRIG G FFEd it 307D) o °F
i, TS B AE

[0409]  1.0m1f¥JO. INBHPREFATR A T-22 . T2mgF) - DI A R A AL

[0410]  MIE % = {[ (Vc-Vb) X 22.72xN]/ [mghfihx0.1]} x100

[0411]  Hip,

[0412] Vo= T @ A O RR R R ) AR

[0413] Vb= F T 25 I O RR RV TR ) AR

[0414]  N=flFREMARIIT Y FIk

[0415] 7 B ATR (TAME) 18 3 FNaOHAIAR L B & SR A% o 17 B A e AR B T
TARFIZPRKIOS t.q. 5 EHNaOH 0. INZ [R)[R 25 TR HI Y :

[0416] P E S AR = (MIENaOH % - M EKI03) /2

)
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(04171 p SR TIKTO, RO i 1 FHINaOHI I E , WU A7 e B ) b o

[0418] 1l HPLCH P btfa D AN o &

(04191 ARAEHRINZG 2. 2. 29005757 , (0 TVA D S5l HPLCRVTAN - DR N2 T 2 i«
[0420] {03t ZR%

[0421]  FF:Alltima C18 LL.1=250mm.@ = 4.6 mm- 5umskZ[H4

[0422] T 25°C,

[0423]  JiEhAHA : 380m17K . 300m1 £ i« 320m1 VA AL . 4m1 H,PO,85% ; $if P 1 = SR AF5 T
VIR IR INLL . 52+ — B3 LRRReN ;

[0424]  JzhAHB: L

[0425]  Jitet: 1. 4ml/ 2380 00028 : 210nm R [IUV ;3af TINA] : 3573805 FE NARH : 2001
[0426]  BEFEAN FRIHPR:

[0427] k1

(04281 i) (43M) DA (% /V) DA (%V/V)
0 100 0
7 100 0
27 60 40
32 60 40
35 100
45 100

[0429] DL NP [RIARSE 2P 71 ¢

[0430] §2

04311 Try 2y RT RRT
VIV A TR AR 4.6 1.0
2,2- " HLmEmh 5t 5.4 1.2
Wi 15.3 3.3
PRI S 18.1 3.9

[0432] M

[0433] & MFEVAIR  1ELL K 29100 . Omg FIAE IR ARAES . Om LI 7K H K Al 5 o

[0434]  b. R 2HCI S5 A (0.1 %) 1H 29150 . Omg AR 2HC 1A fiF 4200 . Om 1 FR 7K H
(e 2HCUARAE R Kl £ ?ﬁFFH?M%Z Om1 [P IA AT 2250 . Oml

[0435] .M 2HCI 2 i (0.5 %) 1l 1 FHZKCRE2 . Om L i I i 2HC 1 b o B i e 2
10. 0m1 K614

[0436]  d.afREZ9100. Omg ) TAEFRIE S ARAT 5ml 25 i L Hh O KO 25 ok il & e
SV (0.10%) LA THPLC . FIZKHE L . OmL [P M B L 42 100 . Om1 5 28 )= 7KK I L)
e AR R 2210 0ml « K EF0. 02mg/m1) o

[0437] @S UAHE RELRD2, 2- — HIEmEm BE e

[0438]  2,2- — FHSLmEME LT 2l BEE Rt GOAR LA B 5 PRS- T 7R AT

[0439]  EANEAE:Ultra 285 [AM; [ EAH : 5% K395 % — HAIE R Ak Al be s A K 25m;
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HEAR0. 32mm; RO . 52um; A : PL10°C /43 B MNS0°CZE280°C, £1:280°C P 24381 i
i S 200 °C ; A I 290 °C 5 ZRAAKP 2= 50KPa ; PNARIA R : HXO . 4m 1 [ A F Rk 2]
250m1 ; ZEHRAETA I : HU100mg 12, 2- — FHELmEme Bt FH N AR TRGA 21 25m] 5 72 0.5l .
[0440]  JKEH

[0441]  ARPERRINZ5H0 (2.5.12.) Wi Kar] Fisher 7 A AN - O E R i1
HBEE 22554 250 . Omg [P /K & et , HoHK S SR T e ey .

[0442]  XULRMRATYS (X-Ray Powder Diffraction,XRPD) :7[E|34240°20;3%80°260
[0443]  XHILEHY KA ARSI F/EX Pert PRO PANalyticall¥ Fioaity, FAicy
Ko 55 (A=1.54060 A HINFHSW, PA45KVAIA0mAIZA T, DL TR IEA T RA RSB SR o
[0444] 1 a0 Jo/K G i N A TR A SR D AL 250y — K S IE UL, RSl 25 A
SHTAEA 125 C IR A K125 % FIRHY% R E4T

[0445] = AR INE (Differential Scanning Calorimetry,DSC) :JE[E20%350°C,
W 10°K/ 495N 25 : Mettler Toledo DSCl,

[0446]  ZhA=AWNSf (Dynamic Vapor Sorption,DVS) :VEE0%E90% RH,2K:5% RH,
IN#E25H. SMS-DVS Intrinsic,ii/Z25C,

[0447]  1EAkJEIH

[0448]  ¥4{Wis (Buchi 545-Bk & [r¥) FIAZE108°C ik FI113°C 2 N B ST MINE
Y, IRIGAREEVALC /4 Bl hl B Se i (i)

[0449] 21 ANIAIERE . T4 S 5T (Attenuated Total Reflection,ATR) 3, {X#5Perkin
Elmer Spectrum Two, 5[H65044000cm ',

[0450]  J-JEdisk

[0451]  ARPERRIN 2580 (2. 2. 32) HfiR 1) 77, 1l K51 . 008 JBiAr60°C I 523 T
3/ NI SRS A S R FE 4D

[0452]  Sikr S0 AE

[0453]  ARPERRINZ5H102.9. 31, LR ITARYE N 23 Fh AR oAl il 5 AR & AR oA
AN AT

[0454] &3
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& EYE TECH ot 5s J ~F 3 X
A3 HLT FARTE <200 #i4& 20 cs DOW CORNING # 5 # = 1.403

FKAEMS[A]: 3 43k

B A (0.5 F 150 pm)
HEZHL FEARAL:

Pei A ik A7

PiEFEE: 2

[0455]

2 50 mg BIFESRE T 5 ml Bt (25°C RN 20 CSt+2) &, FFH
TR A AR A Y 30 . ARG 1 ml fZ IR BRI S S ml, FHHEKH
WREETRA o A1 M50 00 55 2 bR AL B8 28 FLAT HE 77 0 23 (1135 Hh b 9 33047 U
o G AT IS DA Gty R DR

W i i) 2%

[0456] 'H NMRyZ%:{FBruker CAB AV4 400MHZ NMR3E(S |- 10 sDMSOM Y- e Fclii A R 4
RO R .

[0457]  '°C NMRi%:7FBruker CAB AV4 400MHZ NMRyE{S -1 s5DMSOH - DRI A1 R
EREINMR PCit,

[0458]  MSTE : - o e A FR 2 2k 1 Jo1 1% A i i W A S A i AE i P /E thermo Fisher
LCQ-Fleet | fifi FHEST (+) Hi, B 5 AR A THY o

[0459]  MEFHSS R FIR 9288 BF  ARYE 2580 (Ph. Eur. 2.9. 34) [l 5 a3 -4 Tl o AR EE 100 g RE
B e B TR D ISR AR AT AR R SR P FAAR AR 2 e, ] B SRR
(B4 :Schleuniger JV2000, % a5 HA%: CE9) HE4T10-500F11250 02T, il sk ix = il
SRAFINFART  AE500K A1 250 45 TSR A AR FR 2 ZE K T-2m LA 4L 1, LA 12507K
RS2 E, HEWEEN I ZE /N T & T2ml O RN, M0
Pt

[0460]  ARHEDL R A MRS FEHR S

[0461]  HEFHZFE :80=m/V, (g/m1)

[0462]  HorhmiE DLye s PRI AL I B AV 2 A R AR He S A

[0463]  HRIHEE :8=m/V 5, (g/m]) BE=m/V,,, (g/ml)

[0464]  FLHV, . IV, 0002 1250125004 B2 I TR H SR AAA .

[0465] Y iR EC A R eiOptech SLW = H 37 A& s WLsky K , ik i
i A 0ptech 318CU 3.2M CMOS (B kA :Micrometrics SE Premium) o Ffbh L AE
WiEs gL, oiRit— 2.

[0466] BRI A FR A SR il 25

[0467]  ARHEVA T I S5 FHRaE 20 BR T 2D A B S

[0468]  J5Z5
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cr H30><CH3
L W e T Hs\/\NH2 —_— i e

FBERE He ot J
COz-
A _COH
[0469] HE it HO® K/ ®
’ OH
Bt A RE

CO,
HS( e Ho“‘"k./cozH
NH3 2
OH
e A R AR
[0470]  SZjEdhl1
(04711 2,2- " FHELmEmE LT (TT) [l & A A2
[0472]  FEiZ S flrh , (e sh e £h (T-HC1) 5P R /7 AF 2 AL S AR A R R 1)
00T RN PARE 2, 2- — FASLEmE g (1), 40 PRk
[0473]  FE#iT.Chem.Soc.C, (1967) ,1373-1376%%% T ML U&W B e Eh ik £h (1-HC1)
(HPLCAF£99.0%) -
[0474]  JA] 0 £ A BEFE RS S R 2 B AR IR IR £ 1 28 — I i %% (8001) Hrim A 4lifk /K
(1281) FFR A BN FLK & (606g, 2. 44mol) , JEAERCHE I T B2 /AU 5 — K.
[0475]  FEdibE USRI bR Eh (1-HC1, 80kg, 0. 704Kmol) , HBHZ M Bfe 2100 MR
FAEZ)10°CE15°C M HI
[0476]  fEEE g (5001) Hhfiles B4l /K (721, 0. 9UFN , AN T-1-HCL) ALY
(31Kg,0.775Kmol) FIACHRER AN FL/K A4 (513g,2.0Tmol) AT A ZI5ZE10°C RAH1,
SRR ZIS IR NG TN N 28— SN g, RFAREAE 102 23°C AL E 2/ D100 81 2 e f 7
S AR A pH QA7 S AR pH N 2] 13) FFRIATRAE 10 15°C N &A1,
(04771 AE&2/DUNSNESIFELOEL15°C N A AR (43Kg,0.740Kmol) ,/E14518°C
NORFFIERE SN2 /N
[0478] SRS SEAL N (3.8Kg,0.065Kmol) FIERACLLE (237Kg, 3. 4R, AHXF1-HCT) AN
F— RN, AE14518°C M ORBHFEL543 BhI e (L E 2043 B
(04791 1 KA IR B E =G HLIIA C LA E N B = RN & , I8 I JC 7K I FR £
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(1.6Kg,0.011Kmol) , 7E15%E20°C N ERFFIEFE /D 1/INN I T 4225 6 . AKg 1 Jo /K B R B
i SE A I8

[0480]  Kpid JiEsi TIPACLLT (13Kg) HEik o fEAEALE 50 CIIIG I T, FE M 25022 L [ 802
BRSNS N RBE T B AN, DA 2 & 0 i i MY - TR B 8
TRCHEHIY 2, 2 - HH SR 5 1) 2 SR sy Fh s DO PSR (341) FHEAEARIRI 54 B R R
[0481] BRI/ IAC KRG, AFRIVE NICBIRIARIN2, 2- — BB e (11) Rl (7
2. 74% ,100% 5460 Tkg) -

[0482] 3T : IRDEIS S ARnE G (] ; GCAE98 .5 %

[0483]  SjitEfhl2

[0484]  ph2,2- — FHELEME T (TT) il SR D A TR AR (D

[0485]  }85. TKgtJL (+) - W AR (0.57Kmol) FI1201 £l /K R N 26— s I E U T
BHE B2 Se e va iR IS /RS — IR 2 Ja , AR S 91 L 25 kL I 2, 2 - — HH ke
AT (I1) (100% N 2560 7Kg, 0. 518Kmol) ¥ I VAR o KK PEV T /E48 2 62°C N AT FAE
DB MRFFE D=/ NI

[0486] Yy FORIFEIER , B AE AR 50 CHUELZS R 2R 2l SN Bl =W ik it
PR o B 5, 2= H 36 LIWIA TR S, AR Im Ta) S R s FR e N2l K (341)

[0487]  SRJ5 HE A ZAC IR H 2 58 2 R AN, BRI 2 2 L LIRS P F AR e 17111
7K

[0488]  fr & — I B 2erh, N2 - PAE (3641) FIAE by b P 45 i o 7K K I e 0 A 1 2 3k
(D EEAYIL2) (10g) , 2R a T ES /RS

(04891 SR e Jie A8 55— BN v Hp 85 1~V Dl A e S SR /KA A 22 /D /NI N A
PHE MR R N s, RARRE 2058 35°C .

[0490] K2R N A I8 . 6 LKV , R I IRGE 2 08 — VRS

[0491] K428 S Nas Y BAE30235°C R HihE /D 3000 BB fa 7 292/ NN N AR 18 %
22°C MAHRIG R IHAE18Z 22°C MRFHIEHE /D 16/ NN R R S OO F 115 11 7K A1451
[r2- N BE TR S PIBEEI .

[0492] R DFEIZR , ARAT M0 KR 12 DR Py o R S 3, e 8 PP AL A4 D e P A R S Sk
FERAE30°C TS (Y32 E) N T8 &, A TXRPD AT, A3 2 B — /K& et A
FRAEE (L) ST AR P40 60°C N s T E R ZOKES BART2 % ww, A
A A O/ e P 0 R S 26 22 i AL 2 (XRPDAYAT) o /40 560°C N T 2 [ 3k45
102Kg [P DAl AR S 2k, A 172, 2-  HHLBERR BT 100 % Sh 2987 %mol .
[0493] 341 : 40 N ARART 7 FH A Dl A e S R A T RALE -

[0494] 4
Ll 2= I R 8 0 BR A SR s it 9] 2
[0495] A H kA
g (IR) “asE
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K.F. 0.85%
pH' 3.58
HPLC 4[5 (H#%)
PR A RE L 99.90%
Iz 0.04%
2,2-DMT 0.01%
(0496] AR 0.08%
TPl RV
P41 il <18 ppm
2-H B <60 ppm
7 WA <10 ppm
F2E (mol %) 86.9%
XRPD (£ 30°C T L1
(FEL ) (7F 40 & 60°C F T4 L2

[0497] B /4. ' pHIE X 100mg RIS PAAAE 10m T /K A F A0 34 T FRL A5 0 P9 5 HPL.C A
PAEIAE 23 bb #om (BB B AL X 100) 5DMT 2,2~ — FHELBEmp 57

[0498] M FE4 T FH H, KH 2 DR A0 R S #h O 48 FL A vy HPL C4fi i AR 25 & 11 JDE fi
(0.04%) »

[0499]  {£40%60°C N T2 ), AR DR A TR A Eh AT S A Fho 2 2111 F Ak iy
A B T EAL2.

[0500]  S7ita 513 - 45 st

[0501] DA RIAFIAISAER 20100 AT 1 LIl Ao e S R 45 it ot
[0502]  Sjaf5l3a « K52 DRI A R A SR A /K I TR E O SO TR TR 8 I 22 - b
JEES AR S R TR KIS« TP =W /K - Bt OGS SR A Wb I S iR IS , 3R T 22172,
[0503]  SJit6 {51 3b - K-V e il A BR S SR A R AT /KR, 2 - N AE R SO B R s N2
R A PR A R 7K IR« AT AELARL R O3 14 [ 44

[0504]  SZjitEf3c W EAP AR A AR AE£950°C AT AR /K A s RIS FE =00 N
FIZIEEHE T 7E 29—/ NS PYBRR S 00 02 2 - IR R K v b« Py BIHF LR TTE -
[0505]  — LR INGER, fEdedl MR S A 302 35 C LABGE NI 45 B, ¥ A
FEERERE PP ORFRE20°C , WAL 5 T AP 45 E 2

[0506]  SjE{AI4

[0507] i 2 - PRI - K 28 O ) s 4% L0 BROR il £ 45 i oK el A TR 23k
(& mYL2)

[0508] A& A i  [E1ALA BE ae A s g5 IO B R A HL SR i (5001) FR IINAR R 512
T2 2% (AR B Bl A TR A 2 (100kg, 0. 44Kmo 1) FN4lifv 7K (1001) o5 N 225/
RV =BT BBt NI E 48 52 C /D304 8l L2 S 2R R
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[0509]  |A] 58 — e N gs P IIN2 - NS (5251) ~alift 7K (501) FIE A AR JooK 45 5 2 e i
WATREE: (Z A YL2) (10g) , HF S /R =R HBE I B BN E20%35°C

[0510] K 2F— R N aSHOTATRAEDEHE N AR/ D UNS INFERS 2 55 — I Mas i, PREFR N

207%35°C o K5 28— S MLt HITO TR A K BEH , IR TP RZ BB KR DN 55 — I R i )
J5io

[0511] 42— S W #s M IRAE30 £ 35°C M 20300 8h, FEZI2/ N N AE18 % 22°C
AL, FEREIE 18 422°C N AR 2D 16/ N

[0512] RO FH1S LISl /K AN45 LK 2 - NI S e i T 2K

(05131 CREEDFEIEL, IR AF IR A R & #h (100ke)

(05141 49 102 DRI AT R U ED S8 N T RS v, HEAE402860°C 252 [ BT T T4
B AEKEHALT0. 5% ww, I HLisn FHAL 600K i i T 43, i $2 72 . 5Kelf) Tk
E5 IV A TR S EE CAADMT B 2 o /K 45 it~ DR 1P A R S BRIV 723 : 62 % mo 1 5 £ ™
.78.9%mol) »

[0515] P Wit R EL T N ARG

[0516] &5
FooK 45 i R I A BR R (St 4)
AN SRR FR
[0517] m.p. (C) 120.3
#fasE (IR) MNhEs%E
TS (60°C, 3 /EE) 0.20%
K.E. 0.06%

HPLC 4ifF (M%)

I A R A 99.97%

It i <0.05%
2,2-DMT <0.05%

Jeh 2% o <0.05%

[0518] | el 42 i 71

P4 i <60ppm
2- I <60ppm
7RV n.a.
FARBUT (80K RS D50L D90 (3 D50: 28.4 um
LRI D D90: 102.5 um

[0519] n.a.: APEAHHY

[0520] 357 XRPDDSC-DVS+ 'H-NMR. *C-NMR IRFAJET Gt At — 250 M an | e 92 il arh
FIT i i) 25 e K &5 it el A TR A 3k (B A 1229)

[0521] S DSCHUFAII M s HHFE 20564121 160H1190°C I AN EAEE A, 3R T/ M7k
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I VA KA 5T 140 CHIBHS 53k, anEI2FR T A TH o

[0522]  XRPD/y AT il 7x HH 5 US10251850 1 A A U JE L2 XRPDIEAH LY , 354 1 & 2 5+, 4
EI ISR 7R .
[0523]  7FDMSO-d6H1400MHz 1) H-NVR % 5T K S BRI A3 A R 6P -
[0524] %6
van. ™ 24 (ppm) | EEH
-CH2-SH ¥t fi 2.69 -2.71 2H (t)
(0525] -CH2-NH3+2F Bt izt 2.94 -2.96 2H (1)
-CHOH-CHOH-# f71 2 4.00 2H (d)
NH2, SH %
\ . 7.10 7H (bs)
2x COOH, 2x OH, 1 &
[0526]  FHAR & BHII T B3RS A K G Bl A i S R 1 H- NMRGE 7 4R Y
[0527]  ZFDMSO-d6H1T-100MHz I °C-NMRIEHHER IV - ST A BOAE N R TRk -
[0528] &7
(05291 /3 {t2 b k% (ppm)
-CH2- SHAE % 21.48
DMSO 37.97%40.14
-CH2-NH3+- ki 41.9
2x - CHOH- P (4 iR 72.15
2x HOOC- VA iR 174.83
(05301 FHAS & BT ARSI I K G i P A T S R 1 O - NMR S 7 5 s

[0531] A R WA Iy EA ARATHIRI TR S5 I £ O£ SISO A0 e Pl
HoR R KA

(0532]  FRIAC A2 W75 1k AR T A 4 e MO 0 1 T S 8 10 4 4006 BT (PRI 0 2
300m/z) o AT 78m/ 2 A DA 20111 TN+

(05331 AR A ) AR A K A O £ b O B/ B T U

[0534]  DVS/HH70% 90 % , 25 K:5%

[0535]  SPARHE ST (141 4 1 TE K DR R SR KRR Bl FDVS A AP {2,
RH % I8 T EAHEAY, K ST RIS T /KR e 48 11 AT B L, K A BE25% RH
NIFUEHEELAE35% RH R4, 3 ELAE AR BESL 5 807 .5 9% w/wii7K (5 1mo 7K A
2%) AEDVS T 2 JE A FEAIES TXRPD AT , HIARE S EL A K e

[0536]  SijEd5 « Fea e PR

[0537) XA HBFIAT % AT A S A LUK (3 MU I TR0 47 Ak
RS

[0538] - IR

[0539] A4 I A0 TCHES EMEHE R , Fa MEAEA B 77 7025 £ 2 CRI60 =5 % R H. A2 F4 4%

N A S H AR 2 A o
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[0540] ARSI K 5 1%, FERR 6 FIN 3N R I AR AR E (BT oK i T TR
1) HPLCAHOCH BRI TR R i id Kar 1 -Fischer (/K E ST TIPAL , F HLASRAE FR8A

ZE8CHI/RH
[0541]  FZ8A
H
IRTY 0 6 12 18 24 36
fe 2 bRk
R E
. 98.0%%
GET T 99.8 99.6 | 99.9 | 99.8 99.8 -
_ 102.0%
1) %
RN 2
) 98.0%%
GETx - - - - - 100.5
102.0%
7K) %
e fie: NMT
0.08 0.10 | 0.11 | 0.12 0.13
1.0%
2?2-_-‘EFI%
. <0.0 | <0.0 | <0.0
[0542] WA A 5 <0.02 , , , <0.02
NMT 0.10%
HPLC #H% .
N ERLL & <0.0 | <0.0 | <0.0
Y% <0.02 <0.02
Y): NMT 2 2 2
0.10%
HoAth 2% 55 - <0.00 | <0.0 | <0.0 | <0.0
<0.02
NMT 0.10% 2 2 2 2
:E‘%Jﬁ:
0.08 0.10 | 0.11 | 0.12 0.13
NMT 1.5 %
T-Jdin 5% NMT 1.0 % 0.04 0.07 | 0.20 | 0.14 0.30
KEE
NMT 1.0 % - - - -- - 0.81
(K.F.)%
[0543]  NMT: ANtA
[0544] §§8B
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H
HIURTY 0 6 12 18 24 36
25 bR
AT 2
GET T 98.0%4% 102.0% | 100.2 | 99.6 99.4 100.0 | 99.6
1) %
RFRIN 2
GETFFE 98.0%% 102.0% . = = oz " 100.2
K) %
[efiEz: NMT 1.0% | 0.05 0.09 0.09 0.11 0.12
[0545] 2,2~ FA LRI
<0.02 | <0.02 | <0.02 | <0.02 | <0.02
f55: NMT 0.10%
- A ER AL
HPLC # 3¢ <0.02 | <0.02 | <0.02 | <0.02 | 0.02
) A1): NMT 0.10%
W%
HAh 2% 5 NMT
<0.05 | <0.02 | <0.02 | <0.02 | <0.02
0.10%
Sk 5 NMT
0.05 0.09 0.09 0.11 0.12
1.5 %
TR NMT 1.0 % 0.15 0.15 0.25 0.07 0.27
K=
NMT 1.0 % - e~ o - - 0.47
(K.F.)%
[0546] 3&8C
H
ATy 0 6 12 18 24 36
[0547] B bR HE
1] 2 98.0% %
B ’ 99.7 | 999 | 995 | 99.7 | 99.7 -
T T 102.0%
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1) %
ALz
T 98.0%%
(T -- -- - - - 100.4
102.0%
7}{) %
e NMT
0.09 0.10 0.11 0.12 0.12
1.0%
2,2- - FA kg
ke NMT <0.02 <0.02 | <0.02 | <0.02 | <0.02
0.10%
[0548] HPLC #H3¢ | 2P B A
Y% LAY NMT | <0.02 <0.02 | <0.02 | <0.02 | <0.02
0.10%
HoAth i -
<0.02 <0.02 | <0.02 | <0.02 | <0.02
NMT 0.10%
SR NMT
0.09 0.10 i 0.12 0.12
1.5 %
FlRgR R NMT 1.0 % 0.23 0.14 0.19 0.07 0.38
KEE
NMT 1.0 % - - - - .- 0.67
(K.F.)%
[0549] | SR HETCHARE P48 FE AR O KRR e M BdE 38 I, 7E364 H 2 5 1% B &1

Wi o

(05501 - nfeE PERIFST -

[0551] A4 FI A TCHAGE VEAE T , A e VERFS R A AE40 £ 2°CRNT5 5% R.H. A= 55AT
A S sk AR Y A R

[0552]  MRJEe il iy Jy ik R 3> A 3 AN R AR RN AE HPLCAHSC IS AT 1 413
STV T HLATRAE FARIAEICH R -

[0553]  9A

[0554] H
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Ty 0 3 6
552 bt
ERWE GET L
_ 98.0%% 102.0% 99.8 99.5 99.8
7K) %
JEf: NMT 1.0% 0.08 0.14 0.20
2,2- " FRJLEME L NMT
. <0.02 <0.02 <0.02
[0555] 0.10%
R B AL S a0 -~ -
. < 0. ;
HPLC AR % NMT 0.10%
HoAh 445 : NMT 0.10% <0.02 <0.05 <0.05
BZRF: NMT 1.5 % 0.08 0.14 0.20
Tl o NMT 1.0 % 0.04 0.04 0.13
[0556]  3£9B
H
IRRN 0 3 6
v i
ERNE GETE
98.0% % 102.0% 100.2 99.4 99.7
7K) %
el NMT 1.0% 0.05 0.11 0.10
[0557]
2,2- A BLIEIA B NMT
<0.02 <0.02 <0.02
0.10%
HPLC KM% | - B L 540 NMT
<0.02 <0.02 <0.02
0.10%
HoAh 2% 5 : NMT 0.10% <0.05 <0.05 <0.02
MR NMT 1.5 % 0.05 0.11 0.10
[0558] Tk NMT 1.0 % 0.15 0.03 0.09
[0559]  #k9C
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H
RRY 0 3 6
5 btk
EBE GET I
98.0%% 102.0% 100.2 99.4 99.6
7k) %
JiEfE: NMT 1.0% 0.09 0.09 0.13
[0560] 2,2- " FREEMEGE: NMT
<0.02 <0.02 <0.02
0.10%

HPLC tHRXM % | -G 59 NMT
<0.02 <0.02 <0.02

0.10%
HAh 25 : NMT 0.10% <0.02 <0.02 <0.05

JEHT: NMT 1.5 % 0.09 0.09 0.13

TR NMT 1.0 % 0.23 0.02 0.04

[0561] [ IRARIETCHER @ MEFa e i r s fa e PR 2 IH , 7E6 S H 2 J5 i m & R
itk

[0562]  SiZjitihl6 « AR A& BH il & 110 JooK g i 2Dl A R 2 3k 5 i Ml 2 Dkl A R A
bR

[0563]  E ARBT 5T H , 40 A 1 AR 8 S5t 49 4 1) 55 100 = i o 7K &5 5 2 D i P 0 18 S 3k
(Recordati R1ZR3) 5 =#tRAIEN P ATR AL (CERC1Z2C3) I

[0564] VAT A PR AR M CEF R 45 5

[0565]1  FRAEA A A LR LG B R (R A R AE IR A3 B RS RS T R 10,

[0566] %10
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HURZS A% Cl C2 C3 R1 R2 R3
S SRERSTTE P OK OK OK OK OK OK
i IR I TZHFiE| OK OK OK OK OK OK
AL [H 118°C & 121°C 117.3 | 117.7 | 117.1 | 120.0 | 120.2 | 120.1
RIS e OK OK OK OK OK OK
e

bz 97.0%% 102.0% | 95.5% | 95.7% | 95.9% | 99.7% | 99.5% | 99.3%

[0567]  |GET TR

. ) <0.1% | <0.1%
O BRI E AL T 1.0% 1.6% | 13% | 1.0% | 0.3%
(N.D.) | (N.D.)

I B ] 5 ANEZT 2.0% 42% | 3.9% | 3.9% | <0.1% | 0.1% | 0.2%

OK OK OK
R R T D50 < 150 fHck -65% ~55% | ~53%
(100%) | (100%) | (100%)

OK OK OK OK OK OK
R R ST D90 < 450 fHk
(100%) | (100%) | (100%) | (100%) | (100%) | (100%)

[0568] BT : OKEEAFTT 3N D AKH 5 82 9% ZKIATR (500mg OFE N AE25m L /KA
(05691 M\ FFRTOTIE H , ARIAA I DR A R S FR O — MR R T RS RS AT
BRI, M EC RS C LR C3 AR A IE (RET-TARAY) Dl Al i R 5 5 T4 He 1

ARFE RIS R .
[0570] S F-PSD, @ MV AU ANEB 3 75 AD50< 150K HI BR , MR A& BH A HEA R 7
B AT PSDAIR -

(05711 Fiz, SENVEE B AREE , A A D A R A 5 HA B s FOHPLCAf L B
KHFENE (B DRaA361 H) LA S RN EE AR AR, HAT100 90 155 SRS R vk ST

AR
[0572] AR IARITCIK G S Wl A B PR T s Al EE AR B NIRRT (RT3 T A
DR P B0 SE R RIRIE , HF HARAE R =R MR AR IR R A v,

FIORFFRAE AT S HAE , I HLAT S B AR I ZORKCR 36 IR BT

(05731 SJiafhl7 : ARAJEIN20204 1000697 Al kLl - Db A R A2 (HL A5

(05741 ARYEN L FIHITE IN20204 1000697 AFK) 5 it (917 2= 9 Hhffi s (14 75 ok ] e EL A1 12 e
AR AER—/KEY (D .

[0575]  SJBAITA : 2- Sk O AL IR A R 1O il 25 (IN202041000697ARY 52 it 5117)
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@

TBAB, H,50, NH,
[0576] HO/\\/NHz . 3\\5/0/\/
2\
%, Treflux O ‘o

[0577]  J5Z<6

[0578] Rl (1.144%,96.5m1) /E10 2 15°C MR I Fse i HI H A (644 FA,
600m1) £ (100g) VU TE T 39 44% (0,194 5, 100g) MRS, BIR S WI{r25%30°C
NECPELS A, SRR AR IR P AERCRE NN 1 B N TR S IAE25 R 30°C N AL 1
25730°C MERIN2- PIFE (AR HHE - b BETTTE R A, FH2 - PR (VAR Yeik  fE==00 1
FE2- NS (GHRRR) A3 e a2/ N, I FLI R I DA BIARBUL &8 G23292%) - 'H-NMR
SRS S o

[0579] S5 7B 2- £ Fk - 2- FHALE M BT il 25 (IN202041000697A1) St (518)

[0580] 57

0. N NaSH p-TsOH ><
[0581] %O

HO” Vp NaOH 7K ¥ ¥ o —/

I 0
[0582] A% AN (1,025, 76.0g) AEHEFE PAE2530°C NI S HEBITAFR AT 192
LRI TR A L (268g) KPER A AN (2. 024 &, 213, FEAMARARI/K ) FHELZ LR (4
1R, 680m1) FITE A1 - B HHZRRATR — /K54 (0. 124 18) 7E25 %2 30°C FININ, SRIF ¥R A
Wi 802585 CIFAEARIRNE B N IRFFESCH: P18 RS KR G M1E25 2 30°C R Al
bt L BT 3 LY KAV LUE 0 2 0 TR G R BUKAR G S A LE
A B KA, SR IE B KRR % - i, BB M UE VAT 58 4 28 T i DA
IR A (773260 %) o RHEZAL AT H-NMRAS 25 % w/wiMEK .
[0583] b X A i 752, 2 - AR AIMEMR B2 5 i i 45 5 S AR Bl A & I S35 1
FIFEAE R ME R S5 T AT B R Eo iR ia P B S 2 - s R G IR A b I 25 )
PEATHOERS , AR, AR B D Ae p - R Rl — 2 7 TR AT R (P73 74 % A T60 % 5
GCAliJF : 98 % AN T-93 %) -
[0584]  SCjtEAf7C  AHL A P DE R A FR SR — /K S Wi il & (IN202041000697A) 511t 1519)
[0585] 45 A TBH Il 8 2 - FH L2 - £ FEWEME b (124487, 100g) 7E2530°C F7E304
WIS INZEAE25530°C P AERU PRI L (1) - AR (1. 1245, 126g) 7E2-NE (11. 24k
B, 1120m1) FI7K (2. 20KF, 220m1) HRIR R, HEAEARIFREEE D ch: o RHE SR,
JEUTE R A, 2 - PN (LAF, 100m]) PeikH7E30°C MFEE 2 (Z32l) &
(HPLCAIIF95.5%) (F7%:70%) »
[0586] S f5I8 : AR FHIN20204 1000697 Adhl) e ALl 1 DL A TR 2k (S 19) , HLE i H
2,2- " HZEWEME T (DMT) VR a2 - FH L - 2- ZJEWEmE it (MET) «
[0587] 4 B 5 51 {51 7 CA IR] 1 20 R i) 2 EL 12 P e P A TR 2, (L i AR ks 51 e 151 1 1
£ 11100g12, 2- — FAIEMEME LT (DMT) THA6 ot 2 AR - D R A TR S 8 i s HHPLCA i
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H98.5% (F=%:85%) o

[0588] St b9 - AR AN J DA ) 5 kL = DR WP A0 PR 23k , AHL (50 FH ok | S a9 7B AR 2 - FH
F-2- o FmEm e (MET) VE NS I T -

[05891 & Hd 55 St B2 AR R B A il 2 REL R - el A R S 3k, 1ELE AR STt 1511 7B il
F2- L -2- CIRE BT (MET) THA o i 2 ORI DR 0 A TR S 3k it /R HHPLCAL B Dy
95.6% (F=%:65%) o

[05901 AR 4J STt 451 7 C R S5 JE 481 9 2R A5 FA) A b a1 JDIE g W A0 TR 0 3h ) B B D (RRT
3.3,HPLC%3.9%4.0) .

)

(05911 1L SECH MUK /2- PIEFh i 45 ShHR 2= (5 WL 2E12) | T TR 50 S
il Ine/ M AR - DR A PR A SR A A A , A5 A il R A e 452 i DM T AR A 512
A {FITBIEIMET .
[0592] iR SGHIEs R BT LI,
[0593] 11
5TARRM CGEB§ S5
iap | D) CAEELBICE Tg‘gz si# CB CB
VivE (BHh1E s HPLC 4ij% R
h2) PRI % mol
. DMT : 99.9%
'('ﬂfg" 2 | (i 1 gﬁh’ﬂw 2| 98% ( Bem: 0.04%) | 87%
[0594] INV) (DMT 0.01%)
. MET
S 7C ELEN 7 o 95.5% o
(COMP) (%fﬁ"'gf 7ccomp) | % (Wewe 3.9%) | /0%
. DMT .
SIS | ., 5 WSl | 98.6% (DMT 0.45%; | ..,
(COMP) (gmﬁﬂ) ' 7ccomp) | 98% B 0.82%) | SO%
MET :
S 9 2 RIHH 2 . 95.6% .
(COMP) (%gﬁgqés (INV) 93% ( wewz 4.0%) | 8%
[0595]  BE 5. THIAZ:MEMRIT; TA: /18 DMT: 2, 2- — FRIEmemp 4 s MET . 2, 2- FH AL £ 3t - mie

WA 5 INV : 250K BH 5 COMP - LEEEH 5 CBA DRI AR S8R s DEZ (RRT 3.353% sn.d. . /G H .
[0596] AR UA AR IE , A B AL Tl R ) - D e il A R S Eh i 5 1 (950
112) TP T LR R A Ah i

[0597] R, i b A S 7 CRN S B B8 4% SR, vl Ho A 1ot s AR B0 A Rl 2%
FIMETYE A 464 BUR AT AR 1 R A e S R e 72 (HPLCAE £995. 5% ) B B AI%
T FHARIE 5 AR MRDMTH G145 1 P -4 B (HPLCAEFE98 . 5% ) o AN T Bl HK
LS KL DB A TR A R = B T0 % 2155 285 % o

[0598] ALt 2 T, it b S hE 7 CAN S B (190 45 S oo HH MATTRI B B RMETH- 46
SRAF IR DA A PR A SR A 22 Al M 30 T 2875 e A 2 1

[0599]1 i id Eb AR IR S 118 (Pb D) B LR R =1 5 2k B 52 R &I 195
ARSI =5 BT, R RR T T8 MARIR] B DMT TG4 , {EL2 7 FHAS A SR R4y BS 451, 1
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AN AR A 7 A T S Al R 1 DR R A FR 22k (99.90 % AHXTT-98.6 %) , A
A DR S5 B (0. 04 % AHXTT70.82%) , I HL ™R B A4 i (87 % AHXNT T-85%) » AN, AL I
(77 AR TS AADMTIF AR F 5 AL, GRIZRDMT 0.01 % AHX1-0.45%) «

[0600]  f3)i5 , a k Fb A S AI7C (IN202041000697A) FISHEMI2 (A % BH) frI%e/ 5 Ck
145 FIROWEME T, FO 55590 A0 TR PO SN TR Y i A TR 2 AR L) o Ak T
AT PR Mai E ) E R E PR NT0% P im £ 2987 % s HPLCAEE M 95 . 56 % i & &
99.9%) .

[0601] W27, Mt bR 1 IFR s P8 ok i 5 IN20204 100069 TA AR (1 75 TEAHEL , AR
AR 7 AR T HAT B 2 AN A B (AR A1 D A TR A B

[0602]  SZJiEAA10  KEL 1R A PR A R O 25 R & AT T-IN202041000697A)

[0603] AR S 51 2 i) e AR 1 D P A R S 6 o (5K AR IR LR A 2852 5K K/ 2-
B ANFI 5 0 45, anbA B S Fh R 11

[0604]  SZJiEA1OA < a5 S [ AN DIV A1 1A PO el A PR A h &5 iy AR & )

[0605] 4155 jite {54 Hh BT iR (A A1 IDE e P A B S £ (100g) &5 iy (STl i, BRI 2 i
WA TR A KA N oK I A FR A Fh I L2 2 - NEEH) <Rt A
FRAGRIMIEPHE IS (3= E) F150°C Tt i, P2 BE86g e AR A h -

[0606]  ;7:.86% ;HPLCAEE :99.6% XRPD: /K L2

[0607]  S7E511 OB « 1 B EEAS INEAR I D e ips A S #h &5 it (B i:, IN202041000697A
(158 15110)

[0608]  7E25Z30°C ML (+) - VAR (0. 1445 ,6. 6g) IRINE A S LI/K &M,
200m1) FFAERUAAG P HCEE IS Nl A R S8 (0. 124, 100g) Tk IR MR - 15
T RS AE &0 N AE /N B2 - TR (9. 5448, 950m1) R I /KA B A WET
F10°C MAE, AR EE T BEHERr 2/ N, SR e i S8 ITTE [ 4A, T2 - PO (LARFH,
100m1) Yol FAE30°C N TR 2 (932 E) Mg &, ARG E50C F H 2 f e it , 155
gl VI A FR A L -

[0609]  j3:91 9% ;HPLCAEE : 99.4% ({£30°C N THMEIA) ,99.3% ({E50°C N T4 [l
1)

[0610]  XRPD: —/KEWIE LT (E30°C N T A, #oh “TE W) (B ILEI8) |, kg
L2 (f£50°C TR .

[0611]  frFias MAERTHGE R N TES & 2 Ja, XSt LOAFITL OB AIAH il e feirs Ao
PR S Eh NS5 T D P A R S Sh B A A Bt (ARSI e AT P 3ED AE R 12
HoRE

[0612]  3£12
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45 CB 45 CB
M CB | Sziifi10A (INV) Siti% 10B (COMP)
( R Ems ) (EEmpk)
ERT P FREEZE 50°C 30°C #J5 50°C
HPLC ali ¥ 98.8% 99.6% 99.3%
[0613] | BEAZ (RRT 3.3) 0.58% 0.39% 0.52%
L1 (#£30°C FF48),
SR L2 (7E50°C FF4&)
B AR = HEW I
B (g/ml) - 0.301 0.279
5 B (9/ml) an 0.423 0.442
Hausner % -- 1.41 1.58

[0614] 2 i . CB Dl A PR A AR

[0615] MDA b HGE R B HARSE AL IR 77 7 (RO i #2448 17 Eb A HoR 77
e (EFENI RSO 2hCB, H HAERR e T A

[0616] AN, AR A A 1 1o [AIFZR A RAT R I A O HE AR 23 B B 8 o= T AR A BRI
L BN IR 28 PO [ AR B HERR 2 B o ph T HERR 3 B A AR IR B ) R b r— B &
WAL Z IR ZE | 1fn S 2 7R SR —H b T AR & Bk AR i e sl e U e T30 AT B ARR R i 3h
P NSRRI SR G , CARZ R 2 R .

[0617] I e B AR WIZE T M S5 10AFI 1OBIEA KRS K (B9) o ZE B ARG &L N 4D
Mg B RIS BSR4 IO AR PIRRAT « R EHFE R A I 25 Tkl LA
S AN BRI, TRy 5 m] 3R H e 2 () it s e M 1 2 A AR A (B e 8 T R R
(Crystals 2020,10,925) o 4HHURIR L FLBH , P 3 s PN 2R ni FEE I T IR AR U AR 80 o
(06181 JXif, A9 , ARAC L IR TR e A PR 28R (D (2 BUL2) kR (5K
JEBI10A, E19A) 1)t A R EE BAT HOR (S {51108, K19B) 1)t A RS /MG 25 « IR BOR K
RAVRII I S Ao ARMEHER S B IR AL, O HL AU B A S22 iR st .

[0619] 5Ptk ARSI EAHOCH 73— NS U Hausner b3, BIIR S8 BERNMERR 36 T 2
IFIEL 22 1l 3, 51 1. 50/ Hausner by ZRWIHER Z MR s (Powder properties in
food production systems,Handbook of Food Powders,%#%H:Bhesh Bhandari,Nidhi
Bansal ,Min Zhang,Pierre Schuck,Woodhead Publishing,2013, %5125, 55298 71) -

[0620] M\ | F12rhdRiE Y Hausner bb Z8MEL T 7~ FHAR T A A GRS b
m RIE ST BARRY R BAT FEAF R sh P (Hausnerbb 221 41AHX)171.58)

(06211  F 7, % T-DL L, iR SARYE AT ih S5 i i Dl A TR A SR AHTE AR IE LA BOK
ik (BRI g5 Dl PR 2SR W os HH B ZE RO R Al AE

[0622]  RY{RAILF20EE (99. 3% XS F-99.6%a/a HPLC)

[0623] SR (0.52% A% F0.39%)

a0
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[0624]  SEARIFHERIBAEE (0. 279g/mLARN)T-0.301g/mL)
[0625] B ffjHausnerbt % (1. 58400 F-1.41) , I LA SE 2= m sl
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