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%6 A2 A AR — AN STt T R, 4 i BRI T 3 2 R A, asd I HPLCI &1, V&
B — R e KT LTI AR % FR, SEARRIE /N0 STHI AR % o 75— /NSl 7 Rrh , 45 3RS TE = 2 5
RUMIAA A anid i HPL O & 1 7K P KT 1T AR %6 [ D d <=, BEALIZ& /N 120 . 5T AR %6 1Ol
T AR AN SR T T, 45 RIS T = 2 R AAR S G WiE P NMRI & KSR T
1 5 %6 [P BRI , BEARIE /N T-0. 5 B % IR o 78— NSt 7 P, 5 i 3K T 2 2 i )
AR Z/DI5HE 8% , WA /96 & % ol i 42 /098 & %6 [ 4L 25 5E

[0056] ERLTTN

[0057] AR HE AR BH I o — N SLit 7 &, R4t T 4 mARIE T R 2 AN AR T LA
N F

[0058]  a.XRPDATHFEITF7E11.5.12.0F114.5°20+0. 1°204b 1% , (B R A AEEEL A A
TELEAELT . 5°200.1°20 kb [0 ;

[0059]  b.XRPDATHHEIFFZEL1.5.12.0F114.5°20+0. 1°204b U , (B R AR R A A
FPIEAELT.5°20 0. 172040 (1), FAFIEIATE T7619.7.20.4.22. 2,24 .38125.7°20+£0.1°2
04k 22 D —AN A U

[0060]  c. AR b anE Th B R R XRPDAT 5 s Bl

[0061]  d.JEA b anEI8b A7 , DSCHIE ]t 46 I B 71205 °C 5220 °C 2 [A] (1 W R iAo
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[0062] LK EAAEAEAELT.5°20£0.1° 2040 04 = 48, IR AFAEM 15, Aridig B A 57F
14.5°20£0. 1°20 b AHLE /N T-596 VBRI /N T4% /N T3% B 22% 1 % BCEE /N A XS
G

[0063]  7E—/Nsjti 7 B, FEVE T 2 i N R B R 2 B g 1 AT S R SR AE I
XRPDAT S B o FEAS ST IR () — AN STt 77 S8R, BT il 45 i FEV& TH 3 2 S AT R0 & 3R 211 (&=
0.1°20) & /b3 IE AL R AAFIEEIEAR FAAFLETELT 572020, 1°204b (1)U o 7E A SRR
(1) Bt 7 SR, FTiR 45 i SRS P R 2 S N AL K21 (£0.1°20) [ 2 /b4 (H
AR A FARIEAEAELT . 520410, 1°204b fRi6 76 A% ST TR ) 34N Sz it 77 2 v, ik
EE IRV Z BTN B R2M) (£0.1°20) [ E /D5 HRANFASIEA EAFE
FE17.5°2020.1° 20 Lb [ o 75 AR ST i /N S it 77 G2, BT il 245 B R0 7 o 22 i BN
AL &2 (£0.1°20) 2 D6 (HRAFEBIEAR EAAFAELELT.5°2020.1°2040 1)
g o 7R SCHTIR IR 3EAN St 7 R, B 4 i 38R T 32 2 R N B0 37 3R 20 (£0.1°20) [1)
F D8NG R AEE B EE AR FARIELEAELT . 5°20 0. 1°204b (1) 06 o 78 A ST BT IR 1 3 AN 52
Jiti 77 ZE A, BT 45 il FRI TH 3= 2 R BN B0 5321 (£0.1°20) 1 &/ 10M0  (H 2 A7 7R
AR EANAEAEAELT . 572020, 1° 20 b 0 o 75 AR SCHTIR A AN St 7 8 b, FITad 485 o 3% 0%
PEE L2 AN A5 200 (£0.1°20) D 15ANE (B RAAFEEDIEEA EAFEALT.5°
2020, 1°20 Kb B0  FEASCRT IR FEAN St 7 S8, iR 45 R FRVS T R 2 BN (3 3R2
(17 (£0.1°26) [ 2 /D20 M (H R AAFFEEEAR EAFIEAELT . 572020, 1° 20 4b [l . 7E A
SCHTIR I BEAN Sl 7 B, Tl 25 S I8 P S 2 AR N L 3R20 (£0.1°20) 1y & /025
AN AERAFAEBZEAR EAAFAEAELT.5°20 0. 172040 [0 .

[0064]  F2-Z dnRUMIN [IXRPDUEA B

1z E [°20] A8 3t 3% B [Y%]

5.5 4.89

10.1 4.09

[0065] 11.5 22.05
12.0 2277

14.5 100

14.9 11.29

175 1.08
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18.7 2.44
19.4 23.02
19.6 33.7
20.3 17.01
21.1 12.08
21.6 8.51
22,2 15.54
22.6 8.78
23.1 10.11
243 21.83
L006e] 25.1 4.36
25.8 15.4
26.3 4.28
26.8 2.86
27.8 5.96
28.6 191
29.7 10.56
31.1 Tad
32.6 5.2
33.8 1.54

[0067]  FE—ANSEHti T R, 4 TR VU= 2 BN R IEAE T7E11.5.12.0F114.5°20
+0.1°20 b XRPDATYT K0 , (H2 AR EANAFAEAELT 572020 1°20 b [0  7F 55— AN St
HEY, R FEETIE Z YN FIRHEIRTET1E19.7.20.4.22.2.24.38(25.7°20£0.1°
2040 I 22— S AR o 7E 5y — AN ST T SR, S el BRI TH 9E 2 5 AT IR RHAE I
ET1E19.7.20.4.22.2.24.38525.7°20 £0. 1°204b IR 2 /AN AN o 78 7 — A5
Jiti 77 S, 25 B BRI T IR 2 LN I RFIE IR 7E TA7AECE10.1°20 0. 1°204b H LI U,
Hi#Ed7£10.1°20 0. 172040 HIL I A7 AE 5 2 5 BUWIAIX J5 o 72 S E— B I St )7 58
H, 25 BRI U SR 2 SR TN I -5 B Th B/ IR XRPD AT 5 P 2 AR 1 A [R] i XRPD AT 5 11
[0068]  FE—ANSLt 7 R H, 45 FRIK PH = 2 S LN B AEAE T7E14. 5117 .5°20 &
0.1°20 4B XRPDAT U, HoAr 717, 5° 20 b I o N 7E 14, 5° 20 b [ U4 5 FE ) /N F-5 %
WNTA% /N T 3% W NT2% i/ T 1 % B a1 %

[0069]  FE—ANSLt R H, 45 FRIK PH = 2 S LN B AEAE T7E10. 1R114.5°20 &
0.1°204b [P XRPDAT S U, Fo A 710, 1° 20 Kb I 5 P SN 7R 14 . 5° 20 /b e s FE T 22 /01 %
Wz 2% N /b3 % B an£)4% .

[0070]  #E—ANSLti 7 R, 45 AL ARIE VE 5 2 i BN I RFAEAE T-DSCHRAIE ] vh g 4 1 i
7£205°C 5220°C 2 [A] (4n7E210°C 5220°C 2 [A] .\ 4nfE210°C 5218°C Z [A 8 an#£210°C 5216
CZ10) IR IR AR 7 — AN St 7 SR, 45 i FRV% T 32 2 SR AT TR R AIE 3B 7E T DSCHA
i ] R AE R B 7R 145°C 5165°C 2 W] (W17E 145°C 5160°C 2 [A] 85 Wi 7E 145°C 5155°C 2 [A])
(RIS R ERA: o AE T — AN SET T R, S el S VE 5 2 dh YA BRFAEAE T-DSCHRGG & g i
TR FEAE205°C 5220°C 2 8] (An#£210°C 5220°C 2 [8]) \UN7E210°C 5218°C 2 [A|uk in#E210°C 5
216°C 22 [A]) HyWR A DL K B AT FEAE145°C 5165°C 2 IA] (In#£145°C 5160°C 2 [A] B 4n e

10
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145°C 5155°C 2 [8]) B A AR X ) — ALt 7 b, 45 b TS TE X 2 fn PN RIS
KI8b AT /N RIDSCHAE S A AHIRI FRIDSCHE P

[0071] 75 55— ANai )7 H . 45 R FRIE TE 52 2 i YN (PRFAEA/E T 5 /K <0 5 % w/w,
<0.4%w/w <0 3% w/w W1<0. 2% w/wi <0 . 1 % w/wo T AN U518 B8 AL S 0 27K
BTV BIAIR IR o B A R 8 AR — NSt R, 45 RIS TE R 2 A BN AR
ETFAETGARGE R b, ZER IR S (1125°C) 5200°C 2 Ja], A <0. 5% w/wiidk, i1<0.4 %w/
W H1<0. 3% w/w W1<0. 2% w/w. 21<0 . 1 % w/wo £ — AN 5 R, 45 i FR98 P 2 L RN
ET R EN A, R EE N 2%, LA E &N 1%, L EE TN F0.5% .75
70°C R AT TJ 5 H P

[0072]  FE— ANt R, 45 L AR VI 2 b N S = FE AR 2 d BN 1 e 2, 15
u, FIE T A L ERETFED90% , U195% 1199 % 199 5% 1 £ f BIAN

[0073]  FE—/NSEjifa /7 R, 45 S 3RS T 5 2 TN 2 6 2 0K A

[0074]  FE R — NS B, S THE I E 2 YN AR, BN s i g B A
W ITHPLCAR HE K T-97 %  F5 SE Ak K T-98 % LA K B ik K F-99 % (1 4k 34 4t o 75— AN 52
W77 S, ARSI 2 YN IR E R R PR R T 1% 1), AL /N T0.5% , Frid
Z% SR AL S A TP NMR & (14 2l PR AN G0 el HPLCI 8 11 0' 75 < 2 o AE — NSt 7 Zvh , 45
il FEIE PE R 2 BN A B HPLCAR HE ) R T 97 THI AR %  F3 B ALl K T-98 T #4 % 9 H.
IR R T 9T AR %6 AL 24l 5 A — AN STl g b, 45 il SRE TE 32 2 N b, i ik
HPLCIM B (1), WA B — 2= IR K T LT AR %6 1, BB /N 0. 5THIAR % o E— NSl 5
S5 TR TG 5 2 AN AN A il i HPLCIN & (1) /K 7 K F LI AR %6 1) % 76 <o, S A%
/NTFO0.SIHIRR % A e a3 o E — AN S 7 S, 45 il RIS TH 32 2 AN N8 Wi ik®'p
NMRIU 7K P K T 1 E 5 %6 I IR, BE ALt /N -0 . 5 1 %6 (M B R o 72— NSt 7 B, 45
ARSI E 2 MY REZ /D95 HE & % , WiE /D96 H & % 5 4 32 /98 5 & % 1 1b = il
5E

[0075] i HHCu Ka’# i 3k45 XRPDAT I & FIXRPDUE A7 &

[0076] g1 FH20°C /min I iN#IHE 23R AFDSCHITCAFAIE

[0077]  FE—ANsitidr b, IR T m A A4S SRS VI 2 S AL 2 S BN (12A8K
128°) (BRIl A EanE 7anl 7b il 7 (O XRPDAT 5 B AN A B 4n & 8amli 8b il 7~ [ DSCHA it

K EHR &Y.
[0078]  fJLidkit, ik 45 & 834 14 72 22 S A AA (12A) R I I &1 T Jfr 7= (YO XRPD AT S5 11 A 2 ]
8a T N IDSCHIE A .

[0079] ik, BTk 4 FIE TE 5 2 AN (128°) R ILEEAR E4n B Th BT I XRPDAT 4
FURIEE A b i EI8b AT/~ IIDSCHVE I .

(00801 ARG, Ffrick e 4 B 245 & BRI PE 7€ 22 Sl BUAA (120) IRRAEAE T2 A B inBE Ta iR
FRIXRPDAT S I&1 A1 A b A&l 8a i 2s BIDSCHATE 14

(00811 Afpadedhy, T ikt i 40 J52 445 i € 9% VU 5 22 d DA (1207 ) RS AEAE T 20 181 7 7= 19
XRPDAT 5 B A U1 Pl 8b AT 7% FIDSCARI P

[0082] f T PIA (B LA AR 2 i BN ) (Bl 7afITh) 5 2 & BB (Bl 7c) K&
A (BI7d) M2 BE T (Bl Te A AN, 3F H— 2 A RDTE A 18] 5% 2os T 1819,

11
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[0083]  FTiA &k FEV% VU2 2 S TN 2 I S 1 0 28 R (T (] A, R/ sl Lo i
HPLCTS HH 19 K F97% i B AL ik K F98 % I H i fltik K F99% Ktk =4t fg , 3+ H H % FH
B R KT 1% 1, B /NT0.5% , FTid 2% B AL 5 Qi@ P NMRI & fr) o R AN i
IEHPLCIN & (1) ' 56 =  AE— NSt 7 R R, B4 1 vy 4 B 48 ot R0 7 5% 2 B DA B 22
RPN AE—ANSEHE T R, 45 AS TH 52 2 S A 2 L N B @ b HPLCAR HE (R K
TOTTHIAR %  F BE A% K T-981HI AR %6 I HLase A ide K991 AR %6 (R4 4l i o AE — AN St 7
FH, g AR TEE 2 T WIASL 2 N R @ EHPLCI & 1, B B — 24 R KT 1
TR %6 1), BEARIE /N F0. BTHIAR % o FE— A5t 7 T rf , 45 i S8 P 5 22 i DA B 2 & 1)
N R A i i HPLC I & () /K P K LT AR 96 () % 36 =2 , BB /N T0 . 5THITAR % 1 ) 15 <
AR AN R, 45 R SRS TU R 2 S IAS 2 LA AN S Qi@ P NMRI & (1
KFPRTFIEE Y FIBER, EHE/NT0. 58 & % I BEIR . 7F— N2 7 b, 45 0 2805 7
B YIARL 2 S TUYIN B 2 /095 & %, WA /96 H & 06 Bl AN 28 /b 98 HH f %6 I AL Al
5E o
[0084] f U IABRA” B I S B8R AG 150°C 22 A7 H S AR P O W AR R A Gt o T 22 i 72
YA Z S TN 1) 2 o B B [ ] % 4k o BT Al 44 (R 22 & B AB) (1) Rr 2k S 35088 —
WA, T 2 R A A6 BT RS 4G IR FE 7R 205 °C 5220 °C 2 [H 45 55 (S ILIE 8a Al
8b) .
[0085]  HR#fE A A BH I S5 — N SL ) 5 T, B4 T RS P R i BUK SN, HARHEE T LR
) — a2
[0086]  a.XRPDATH I H7ES.9.12.6F113.8°20 0. 1°204b [l
[0087] b .XRPDATHTEIHES.9.12.6F113.8°200.1°204b [0 , HAFAFIRLE T1£6. 5.
12.2.19.4.20.48520.8°20+0.1°20 &b 1] & /b —AN B AP
[0088]  c. A AN 7Td P s I XRPDAT S B s Bl 3
[0089]  d.JEA F4nEI8dA 7 , DSCHIE ]t 46 I B 71205 °C 5220 °C 2 [A] (1 W R A o
[0090]  7F—ANSEiti 5 S H , FRVE U SR/K A WA RE B H 75 2 3 7R 525 B 437 ) B R AE IR XRPD
AT AEASCRTIR I — AN S 5 R, 45 i FR VS TE S K B IAEL 5 R 311 (£0.1°20) [ 2
D3NN AEASCRTIR B AN SE il 5 R R, BT IR 45 &R BRI TH S /K B DAL & 311 (£0.1°20)
1) 22 /AN U o AE AR SC BT I ) AN S 7 S, BT IR 45 o BRI T = K B AL & 3R 31 (&
0.1°26) [ 22 /D54  FEASCRTIA 1 N S 77 Ze b, BiTid 2 i 383 1 S K S AL 3R 3
[ (£0.1°20) [ 2 /D8ANIEE  7E A SCHTIR B AN S 5 Z8 v, BT i 245 o 2898 T =K S A
FER3M (£0.1°20) I ZD10ME .
[0091]  ZR3IKEHIARIXRPDIEA B

1z E [°20] 183t 3% B [%]
56 144
6.5 18.84
[0092] 8.9 100
2.2 11.51
12.6 13.65
138 44.22

12
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16.2 21.22
18.9 6.62
19.4 38.68
20.4 21.32
20.8 19.73
21.5 20.75
22.3 12.8
22.5 19.38
23.1 47.53
23.5 235,79
[0093] 24.3 5.62
24.8 14.62
25.4 Sl
26.9 6.53
27.9 1.82
28.4 5.78
29.0 5.09
29.7 4.83
32.1 8.27
32.8 4.81
33.4 3.74
34.2 5.96

[0094]  fE—ANSLfiti 7 R, 45 5 AR TE KA WA R AEAE T 768.9.12.6/113.8°20 &
0.1°204b ) XRPDAT I I o 7E 55— AN SETt 7 Z8 b, 45 bn 289 V8 K & MIAR R AR AE T 78
6.5.12.2.19.4.20.45%20.8°20 0. 1°20 kb tH BLF) & /b — /NI 7 53 — AN st 77 S, &5
FEVE T R IK SR R AE IR AE T/E6.5.12.2.19.4.20.48520.8°20 +0. 1°20 4k Hi L i & /1>
PN o 78 S — 2D IR St 7 S, 45 R BRI T SR K S WA R I -5 I Td B /s I XRPDATT 5 1 23
A b AH E] A XRPDAT SR

[0095]  #E—ANSEiti )7 S, 45 i FR 9 7 T2 KA WA TR REAIE 7E T DS CHR 15 1] Hh 2 4 IR P 7
205°C 5220°C 2 I8] (4n7E210°C 5220°C 2 8] \UN{E210°C 5218°C 2 [M] 8 an#E210°C 5216°C
Z [a]) PR I o TE 5 — AN St T R, 4 i R T SR OK S AR REAIE IR 7E T DSCHAIE ]
EIRIR EAE85°C 5105°C 2 (A B an#E90°C 5100°C 22 [a] (W v Fith: 78 3 — AN st 7 =
b i BRI U =K S VAR RFE7E T DSCHAHE ] Hh i 4 i 5 72205 °C 5220°C 22 [8] (WifE210°C
5220°C 2 ] in#E210°C 5218°C 2 [ B i 7E210°C 5216°C 2 [a]) W AT A I 4R 1R 5
7£85°C 5105°C 2 [A1BLAITE90°C 5100 °C 2 [H] B R AR A o 75 X 57—/ SE it 7 R H , &5 i 3%
18 VE R K S IA R IS A AT 7 DS C AR B e A F AH [R] A DSCHGRE A

[0096] 75— NSt R, 4 RIS T KA AR RHIEAE TS /KEAEL10% H18% 2
B8], ANFE12% 516 % Z (A1 BN 213 % o BR N GL# SNIE B E A& 0 S /K B 7, flin -+~
IR o BRAT IR VL AL — AN ST R, 4 i B T K S AR REAEAE T 7ETGATA G ]
FEIREIR I (In£125°C) 5120°C 2 18], R E10% 518% Z Al UN7E12% 516 % 2 [A| 5 i )
13% M E R

13
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[0097]  FE—ANSjita 5 B, 45 A BRIE TH =K B YA = FE A /K S AR L, 49 an 28 i v
AL DL E BT E/90%, 1195 % . i199% L a199.5 % MK S 4IA.

[0098]  AR¥EA K BHI 3 — DMSLHIJT T, St 1 F89& 0 2= 40 2 22 i B, AR AEAE T LA
e B

[0099]  a.XRPDATHEIHFELL. 1.11.8H114.3°20+0.1°204b [ I ;

[0100]  b.XRPDATHFEI I #E11.1.11.8114.3°20+0.1°204b ()04 , HAFHAEEAE T 7E14.9.
15.4.19.3.20.08%20.6°20 0. 1°20 b1 28 /b —> S 1 gl

[0101] ¢ FEA FanfE 7c Fron I XRPDATH A s Bl ¥

[0102]  d. A R 4nfE]8c i, DSCHIE B v 4R FE 7E 205 °C 5220 C Z [A] W A A
[0103]  FE—ANSEjiti )7 R, F8 T 52 2 W BB 0t ot 7 3R 4 8 25 I AT S T R AR 1)
XRPDAT I B o 7E A ST IR 1 — AN STt 77 28, P il &5 it B89 78 5 22 i UM BAL 5 R4 (&=
0.1°20) ) 2= /D3N o FE AL ITIR B FEAN SE Tt 77 2, i &5 i 3808 70 ' 22 i B AL & 3R
417 (£0.1°20) (1) F /4N AEAR TR I FAN Lt 7 S, Biridk 45 8 2898 10 22 2 4 AL B
05 RAM) (£0.1°20) [ 205G  FEARSCITR I AN SE it 77 2, ik 25 i 8 T = 2
an B VIBEL T R4 (0. 1°20) [ 22 /D8ANIE  FE A SCHTIR I FEAN LTt 77 S8, ik 45 i 380
P8R 2 fn BB AL R4 (£0.1°20) () D10

[0104]  R4Z & TUYIBIFXRPDIG (7 &

1z % [°20] 4834 5% B [%]

5.5 21.33

11.1 36.91

[0105] 11.8 100.00
12.5 12.73

14.3 70.23

14.9 50.01

15.4 23.67

17.1 51.58

14
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17.4 91.25
18.0 1261
19.3 39.33
20.0 76.61
20.6 50.26
215 20.77
22.3 40.19
[0106] 23.9 13.32
243 16.03
25.3 32.94
28.3 7.60
28.9 17.89
29.3 8.96
31.3 6.57
322 6.90
33.8 2.37

[0107]  FE—ANSLti 7 b, 45 bn B8V V0 2 B YIBIR RFAEAE T AEL1L . 1.11.8H1114.3°20
+0.1°204b I XRPDAT S B U6 o 7 I3 — NSt 7 28R, 45 380 70 5 22 i B WIBIA REAE AL AE T
7£14.9.15.4.19.3.20.0820.6°20 0. 1°204b H HL A 25 /b — AN 78 55— szt 7 =
G IR T 22 B RV BR A IE IR AE T 7E14.9.15.4.19.3.20.08¢20.6°20 0. 1°20 40 H 1
(1) 22 DA 7R S — 2D B St 7 R, 4 i 2R T 3= 2 A U YIB R B 5 1 T e BT s IR XRPD
47 5 B A _E AH ] T XRPDAT 3

[0108]  7E—/NSLiti 7 29 , 4 f 2835 14 5% 22 i L I BIVIARFAIE 75 T-DSC AR 1S P Hh e s et 5 7
205°C 5220°C 2 8] (4n7#E210°C 5220°C 2 8] \UN{E210°C 5218°C 2 [H] 8 an#E210°C 5216°C
Z[a]) [P FAE A o 7E X o — AN St 7 S, 45 R B T 52 2 d B SR I 5 I 8 [ DSCHA
KIS B AR IDSCHIE

[0109] 75 55— ANaita )7 S+, 45 il B89 1 52 22 d BB REAIEAE T /K <0 5 % w/w, i<
0.4%w/w.t1<0.3%w/wW1<0. 2% w/ Wil a1<0 . 1 % w/wo 5 AR N UK R0 7 58 A6-S W 27K
TV WIANR IR o 2] A IR BV o AR — AN 5 B, 4 i 2RI 7 5 2 AR BB REAE
TETAETGARE b, FERR R IR S (1 £4925°C) 5200°C 2 4], B A <0. 5% w/wii 2k , W1<0.4%
w/w1<0. 3% w/w. 11<0. 2% w/w 1<0 . 1 % w/wo £E— Kt 7 R, 45 i Fe iR T = 2 AW
BYE T R E MR A, AL EEIH 2%, Wl EE N F1% WL EEI/NF0.5%.
FET0°C T AT )5 2 M

[0110]  FE—/NSLitir =9, 4 i 2835 1 5% 2 f LB /= B Al 2 s B 0B B, 49, 3%
BT E AL S DL E B2 /090% , 1195 % . 1199 %  an99.5 % [ £ fL BLYIB.

[0111] 75 5 — AN 7 S8+, 45 L 3805 TH 52 22 SR T B AR (L2 4l ), B an 3Rk v s B A d
EHPLCAH 1K F97 % (40K F98% B K F99%) M fb S 4l i . fE — AN 5 =, 45 d
FIKTE R Z MAIYIBH A o — 24 iR KT 1% 0, EARENT0.5% , Frik 24 5t 0 45 fnil
TP NMRE: F i R A0 38 S HPL O 22 () e 56 Ao o fE— AN SEME 7 Rh , S B FR IS P 2 £
fm L Y)B LA JE I HPLC A H K F-97THI AR %6 F BE AL 3% K T-98THIAR %6 I HLE ik K T-991H
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%6 I A2 A AR — AN ST B9, 4 i 2RI T 5% 2 R U Y)B R , asd I HPLCII &2 11, %
B R R T LT R % 1, BEARIE /N T-0. 5THIAR %6 o E— AN STl 77 2, 45 il SR8 TH 32 2
RUMIBAN A anid i HPL O & i 7K P K T 1T AR %6 (R d <= , BRI /N -0 . 5T AR %6 1O
TR AR AN ST S, 4 SRS U 2 S B B i@ P MR & (1) 7K S KT
15 %6 [P BRI , BEARIE /N T-0. 5 i % IR o 75— NSl 7 R, 5 i 3K T 2 2 i )
BEA % /Do5H & % , N4 /D96 & % oY in 42 /98 E & %6 [ AL 24 5E

[0112]  AREHRIALT 2 d B YIASRA TE A B FE% T =B A TR B i — R -
[0113] &5

IR, 2 8 & x kg e Bk

DSC¥ #) £ 28 F4 (R4EA) (3 |210°C-215°C

BT &)

IR REDEAZEAETHLSE Fos K P
[0114] 182 & KA 09 KA T B T Beak 407 & B

KEdA. B EEF KT KT X,

Ay A Tk % sy R A Ade/ RA’

pKa (3t H69) : 1.74. 6.71. 9.75

g 2K P £915 mg/ml

[015] s T 5 2 1R 6T 71 th 1) LA P 10~ L3f 1 oh BT 6
[0116] X6

FHAR i
BF (H) ## (°C) NMR BF K& (H10) Ao kiE (B11) @
[0117] AL 5 K& G K —H,
FT-2c9b &% % (FT-IR) FT-IRA #6958 (B12) EREHE—
.
&k (MS) Figdnie (B13) 5REHRE—H.

[0118] Ik AT 442 il S B2 2% A DA B AR 9B (B ) B WL AR o 2 35 I, S s 4l B
[0119]  FEy%VE 5= 1Y L SRR AE 4% LI N R TS
[0120] &7
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e a5t 220 KR
3 b 9]
(RRT)
Wy e AR (K&3) .
&3 AT VA AL R A 0
rES 1 5 REGRM A ER
¥ ‘ N\ & 05 5 Bk b LA
J Bl A9ILA 69 B F 4y
N Mo
g N B RARL T A
e W 4045 = 4. £ THF
Mr#4A ¥ LA T AL
A\ B4, EMESTHEHRL
N RREGE,
Bn A
[0121] -o____llcj \N:"" v [A] 4K
BhO” ~O
Mr£54 2.74
A\
N
HO‘E e e ,ff'\&wiﬁ;ﬁMS
” g VN R BEWEST
N-B Ejj}) Ky Rk G E,
A4 N\
N
0.0.0.9 A &Hrfi;g LS
" ) N 7 o
s, B | ] W S 4L
Sl \ BSBMB AR
N
H
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WITMSKE 2
‘ Hoﬁ,o\ﬁ o o A BLAB BT A o
Hr et P~ Pso il it K AR A R
a2 ki S USRS PN
& N B AR A HE e T
N B, AMHEeE
b £k,
° 0 N A A AEAR P A2
[0122] Bno” 0 AP AR, X SR G
AR F4 (AT
i N\ FHLEM) o EFS
%ﬁ] — N B Wﬁ%iﬁ ?‘]&fﬂiﬁ
ﬁi) 245 -O_‘IO \N:r‘- 8 o
HO” YO
N\
N
[0123]  ZRAulHh, /N O b BR AR ORI T AR FRAE RS R I K2 T o
[0124] 38
L1251 Tz e DT R AL 220 B 1)
FH i 3000ppm BB 5
LI 5000ppm B B5
THF 720ppm B B4
FH 2 890ppm TEMY B S HAE AR == A
[0126]  JEIHAFAHIEREIRAE 715, AR IR 2% PO S R R 257556 T R F s B B S bt «
[0127] %9
J & BT A MR Ty &
1. 4 1A FR4EAE L GE7
2. @id'H NMR# % | 5AF4LRF. B10 | HNMR
a9 5ty
3. @it PC NMR#AF % | 5AF b B 4F. “C NMR
89 & 1y K11
4, BIAMSH B F | 5AF L RIT, MS
[0128] oy E12
5. i FT-IR#F 4 69 | 5AF b R4F. FT-IR
S 20 H13
6. THRXE NMT 2% w/w BR o 25 $22.2.32
7. BHERE NMT 0.5% w/w £ H 5 #<281>
8. FHE NLT 97 % #2% HPLC
9. ZhihAn k2R XA F—ZFiNMT 1.0% | HPLC

%
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10. Mz (AFET) |95-13FEF% HPLC
11, REEHNEE FENMT 3000 ppm HRGC
CEENMT 5000 ppm
THF NMT 720 ppm
F XNMT 890 ppm
12, &g h5 NMT 1% w/w *'P NMR
13. @i ICP-MS# 47 | Cd NMT 1.5 ppm % B 25 #1<233>
F o Pb NMT L.5 ppm
As NMT 4.5 ppm
[0129] Hg NMT 9.0 ppm
Co NMT IS5 ppm
V. NMT 30 ppm
Ni NMT 60 ppm
Li NMT 165 ppm
Pd NMT 30 ppm
14. %4&HK RS X3 XRPD
& 7a
15. t&& MELER DSC
5l 8a
[0130] i FHIZE S :N\MT=AR K T, NLT=A/N T
[0131]  JEAHUCHH IR HE T H T3S UE2E 1) 7%
[0132]  SEPR b, RdE6-13@m i Y 1 SEBk, R R 107K
[0133] %10
Vil o Y3 AT il MK Fr %
1. FHxE BT 1% wiw B
#312.2.32
2. BHKE B F I F0.2% wiw £ B #% #
<281>
3. REFLE 3B NLT 99% HPLC
4,  HimtmE R EA - —Z 1 | RRT 1.49: 0.06% HPLC
NMT 1.0% RRT 1.69 (E&E4F) :
0.39%
RRT 1.70: 0.05%
EAHLT 0.05%: 0.22%
[0134]
5. Mz (AFAH) [95-103 98.65% HPLC
6. REBEMNSE ¥ & NMT HRGC
3000 ppm NMT 5 ppm
Z & NMT
5000 ppm NMT 10 ppm
THF NMT 720 | NMT 5 ppm
ppm
X NMT 890 | NMT 5 ppm
ppm
7. BRERAE NMT 1% w/w | 0.2% *'P NMR
G E#E (HPO,)
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F£250 ppm
8. @iEICP-MSi#irT |Cd NMT 1.5 |LTO0.5ppm £ g #
& ppm LT 0.5 ppm <233>
Pb NMT 1.5 | LTI ppm
ppm LT 1 ppm
As NMT [ LT 5 ppm
4.5 ppm LT 20 ppm
Hg NMT | LT 10 ppm
9.0 ppm LT 20 ppm
[0135] Co NMT 15 |LT5 ppm
ppm
V. NMT 30
ppm
Ni NMT 60
ppm
Li NMT
165 ppm
Pd  NMT 30
ppm

[0136] FAFFHKISES :NMT=AKF,LT="NT

[0137] [k, &b T 2 S RUIABR 22 W LA T 45 5 898 T 2 B 754 7 (CH) Fs
(*3C) NMR\FT-£L4Me i (FT-TR) AFE i (MS) 61— 10~ 13

[0138]  “EIERFA RIS 10 8 & AT AT b i

[0139] AR A K A 88 — 5 T, R4 T — AR PEA L WA M0 55 — 7 T O Ak T 22 T A B
ZmMYIN TR S TR TR AE— DT e 3t T — B S 2 10g  EALIE R
/B100g A Je e fIiidk 22 /250 [ 45 i FE9 70 5% 2 it UWDAB 2 WA A — ST =
AT —HEE 2 D10g . L Z /D 100g DL M i it 22 /0250 1) 45 i F8 9% 10 5 2 i 2L A
W2 MMUYIN AT R R T —HE S 2D 10g LI 2 D 100g DL K B ik
F /b 250g ) R 4l FE SRS P S AE — AN S s P R T — s R 10g Bk R D
100g LA B 5 1032k 25 71250 1) 1 211 B 4838 T 5 22 i BUAIA 76— NSt 7 S it 17—t
A /D10g EEZE D 100g LA K eIk 28 2250 () v 40 P 808 T 72 22 i AN

[0140] W] A H: H AR Hh , 45 5 F89& VE 5= 0] LR BUK & YIA8 2 a U YIBRITE .
[0141] R A K BA 0 58 = J T , SR A0k T 6035 45 o 3838 7 52 A0 — P ok 22 PR 751 (0 25 P
il o

[0142]  fE— NS 7 b, SR T 605 e 4l B I 0 AN — e 2 R A 70 f) 24 A )
Al o 7 73— ANSE R S, SR AL 7 A A i BRI T 5 2 i TR — Fh ik 2 R IR R 5 K 2540
FC il i o 76 53— AN S 7 b, BRI T A R BRI T S 2 S AT R Pl 2 R 7
) 2 DI ) o 7 53 — AN SE R S, SR AE T A B i Al B A 5 TR T O X R T AA SR 2 5 Y
YIN AN —Fh ok 2 Bl T 750 A 24 P E 1) o o 16 58 — AN St S8 e, 3R T 5w i P 4 O 5
I 76 5 22 i LA — Pl 22 PRI S5 00 25 0 1) o 7E 59— AN ST b R T RS
i 3 458 I RV T 2 22 f A R0 — bk 22 AR IR 70 A 25 e A

[0143] W] & AQHLFE H M7, e i A 5 46 il FE9% 78 5 0T DR BUK A PIABL 2 i LB Y
B

[0144]  FI-F 10 AR ol 5 O 0 328 26 Pk T 700 65 « B9, ARt 4 4 3R T H R i
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TR IR U B S B FR A Tl 21 4 2= RV A I SRV A s AR N2 2 £ IR VE M
BAR R R R A 20 s R 5 70, T SR A4 i L SR A B B2 TR B 4 A 255 TRV 7, G T R B
SRR R = SR s B R, n AR A RE R AA s DA R IR A, iR EL AR (Opadry) TTH L EPVAZE
FEERREARIT,

[0145] iy F-VF 2 JiE IR, SR9%% 7h 32 2 o A TC ) R0 9 1 0 0 o o 2, B R R sh e 1tk 22, FL I, e
% CLAFDOHR ) 77 4, 3R 9 5 (A9 76 e b i Ok & 23 S0 B B Bk

[0146] R UFHILRYE HA /N TF15.9F HE MR/ T 107 SUUEAVE -

[0147] &K B A KT 90%  FEARIEHL K T-94% FIFR AR H 4 .

[0148]  FRIXLL [A], IXLESHR I v ) 2 (B 38R PO 1 — B &

[0149] T K Z B 25 1 75, vl LAASE F BRI 771, 4R Sl A2 T 78 7)o SR 1T, 76 T 1) 28 9% 7
= A AR R NI, N T 3R1S4 NI =R =, DL AR bR AR I 78771

[0150]  7EIX 5 I, JEHE 7 Thae A 1) o D RE P 78 AR AR AL I 3B 78 5710, AR IR RE AL 1) ol i
P2 AL TE R AFE B M ZAI45 2 150K o RL FE VI B ) e S R A A 2

[0151]  SEBR b, o] DS A B AN AR BV ) P R D Re PEIE 78 R R &4, R B 1
wt B 23 H A R TR RS R

[0152]  FE—ANSiti 77 S, A ) F it S 7 75 T DA 2 36 — SRR R RN 28 I R 7], v il
FHAFUERITFENZEI0% ERIELIE20% FFEMRIEZE15% B D, BHMN
2145 2 80K I RL BEVE ] , BT IR 55 S A LA E SR N 2R 70% EARIE 2 1A80LL 2
PRI 21485 % B 5 2, B L9022 150K (R B2 Vi [

[0153]  Fr iR B il & vl DAsE— 060 3 DL I0El DA T002E A« 9 A 711) (P 328 7 22k 2 R e
BN B R (Dt — S AL RERRAA) RIS 7R (LR S SRR -

[0154]  Sjstifsl12nb 25 1 P il it B BE 22 41

[0155] 7 *4y3 i, i fc il it AT DA AL S AR Ar) T X ) 289 78 52, 1 A2 A TR IE 2 86
RIE.

[0156]  Studerus® A (2011) J Psychopharmacol 25 (11) 1434-14524F&3% P8 221 11 R
BN 5025:0.045mg . kg AFH K& ;0. 115-0. 125mg/kg Z I8 (K & ;0. 115-
0.260mg/ kg2 [H] {1 H S5 T A0 . 315mg/ kg 1 1= 7FII -

[0157]  ZE& 7O o i 28 3 DA 1) 1) 751 52 DA ANO . 01mg / kg &2 1mg/ kg ) T A7 7E - HL AU 1) AR
A G TR 60-80kg 1 A A K 1) K545 0. 60mg F180mg 2 [8] ) F AN &2 o 75— N S i
5 &, 2150mg 2 [H] [ 25 i F 985 T 5%, B LI 22 d U DA B 2 s LA DATRE 1) 0 ) A7 AE
Fr i T ] (4] 771 & A 2 A1 40mg 2 [A] 42 A0 10mg 2 [A] | U15mg « 415 F130mg 2 [A] \ 45 A1 5mg 2 [H] |
1110mg \ 4n20F130mg 2 [A] 8L 41 25mg . £ — AN 77 Z8 1, 2 R150mg 2 [A] [ 28 il 281 PO 52, e il
2 % i T A DA TE 1) 1) 7R R A7 AE , BT A 1) 0 77 a2 F140mg 2 (8]« a2 F1 1 0mg 2 (8] « 415mg
U5 F130mg 2 1] U5 A1 5mg 2 ] L 4110mg « an20 F130mg 2. [a] B 4125mg » 26— S jifi 7 2, 2
H50mg 22 18] [ 45 i 2 34 78 T2 5 79 2 22 it TN DATRE S 40 791 8 A7, BT T, 1) ) 7] it 2 A
40mg 2 [8] < U2 K11 0mg 2 8] . U5mg « 4n5F130mg 2 (8] « 4n5F115mg 2 8] « 4110mg  4n20F130mg .2
] 8} r125mg

[0158] % (I RSN 1 IR AT fE7F 1mg %5 40mg 012 %8 30mg « B A6 15 %8 30mg (I JE Y
%40, 5mg  10mg B 25mg « tH ] GEREAT HL Y b DL IX £E 51 S 1 29 10 2 — IR R 45 2, LR H
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LAY HIAEO . 05mg 222 . Smg it [l P AR Rl 2 e i ot

[0159]  ffR3 1) 24 W C il it 2 1 AR A2 o

[0160] [ ARFAIZY AT LA 7 Bl i 5 .

[0161]  XFF Fr 7, 75 ZEREAE HE i 7 B0E YR 0T o H T3 14 4 o () AR R & DA B R A AR
PR (R 1) 7 Homshid) , PR ko HoAA Bhk .

[0162]  ZEI& PE FKs 5 — Phal 2 P 71— G A7 7E o D 3% 1 T T2 771 A0 458 i s 41 4 3R A UE
Wy P A A b B RE AL PO AR R R

[0163]  MR#EA BBV 51, $E it TARIE AR B 38— i TR g T £
i EUMIABE 22 R BN T a0 45 S IR T R AR — DS T R b SR T R TR S R 4
A RIS U I 2 R B A — AN STl S, BRI T T IR 2 G Y 45 it BRI T 9% 2 B4 )
N AT R, 3L TR TR S AR A R A AR TR 2 A TR A
Jiti 7 A, FA T TR IR S A A RS T R 2 AN

[0164] AT F 4RI H ST M, 45 & 289% 76 55 0] DUR UK S AL 2 g B B T 20
[0165]  MR#EA A BH B 58 T 5 10, St 1 A B 28— D5 I F T3 7 A A 48 i 1 1Y) Ak
R REAT ALY e AT L L/ | W B S iR

[0166] AT E AR I Hh ST M, 45 % 289% 76 55 0] LUR UK S AL 2 g B B T 20
[0167]  FE—ANSLjia 5 b, 34t 1 T30 97 HIARAE 1) 45 & 289 7 5 2 A B & Y
YIN AE—/NSEHb 5 B, SR 4t 1 T a7 25 VERAIIE (1) 45 /i 380 P 5 2 R TUA SR £
RYIN AR5 b, 3208 7 FH 9097 24 1 FARRE 1) 45 f S8 T 52 2 L T 0A . 7
— AN T R PR TR TR T 25 A 1) 45 i SR T K 2 AN AR — AN S
Jr e, AL T AT 25 P SOEIAE () v A R 4 i SRS T 2 2 A A — AN S T R
o AL T TR TR 24 P AAIORE 11 o al A AR BRI T aE 2 R AL .

[0168]  mJ LAYA YT 1 H AP RE 03 « £ FE 1k P 15, 0 956 6 39 R 491 e e A ) B RE DA B )™
2 M RE RS 5 SVHICRE , 05 EE M POAR R A s ANEE T S s SR 3EURE s AAS IS, 45 T AT IR A 5
ZIWISERS , CLFE RS AR B T T AR B A S AR s L R R DR AR 5 AN At B, £
T TR 1S R A B A AR R A5 o AT 33k — 20 [ e A2 SRR VR 9T

[0169] R4 A B (1 55 75 5 1, 3t VR IT R AR PR 5 (10 5 v, Birid 7 v FE n) A 7R
B2 45 T A SO R RIARYE AR B 1) 56— 7 T AL T 2 d BUIAE 2 BN T 20
AT ST

[0170]  FE—ANsjti 7 S, 34t IR TT FIARRE I 7 i, Bk 7 i 4E 1A A /R R 2l E
B TEBGERL T 2R EYAS 2 F RV T2 45 5 SR T 5 AE— st 5 b, 4%
PE T IRYT I M AERRE I 7V TR iR RS 1A R B 2R E A TSGR AT 2 4
TAMIAER 2 ity BN T 30 25 B R0 P 5 o AR — NSt 7 R, S it 1 ¥Ry i 245 PR FIARRE 1)
T i BT D7 i AR A T BRI 2 E 4 T A ROTI R 289 75 52 2 S B AIA  AE — N S
R PR IR AP EARRE I 5L BT IR iR BRI A B B A A T A SN ER
FUETIREZ M BYIN AE—ASEHE T S, 34 1R TN 24 P A AIRE ¥ 7 325, Bivid J7 2 46
R 75 BRI 248 T SOT R e 4 B 4 i R T = 2 R A AR — N STt B, 2
PE TR 5V INAERRE I 77V FTR 5 iR A FG 1R 7 B 32 4 T B SO E I = Al 4
ARSI EZ mAIN .
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[0171]  mI & AR IF Hd ST b, 45 & 289% 78 52 1] LUR UK A #9AS 2 & YBT3
[0172] Dy 7 A=A R BRI & V0 5, W 289 0 22 LA 1 77 s K 4 i

[0173]  AR¥EA K AR S -L 71, 24 1 R i1 BEI& VO S (1) 7732, HURREAE T, ik T7
A FRIE P R A 2K G D IR, R AR IR DL AR R AR B I B — O T ) 4
TRV E Z S PIA.

[0174]  FE—ANSEHti 7 =, 324 7 ORI HIIE S8R U = 1) 072, R EAE T, B ik 7 i
FEAE RIS T I 252 K S i 0 B8, I HAs w05, DU A2 B A i Ta i () XRPDATT 59 B A &%
W 8a T 7R RIDSCANTGA R U ] 1) 45 i F83% VU 3% 2 R B WA 75— SE it 7 B, $2 4L 1 KM
R FEI8 P 10 7 vk, AR IELE T, Brid U7 v 6 A J80% TH = 48 52K 4 i 5 U8 L o HL 3% 1
T, Lhrs AR HAT I Ta o (O XRPDAT 5 AT 40 B 8a T 7 F DS CHAE P 1) v 48 i 45 & FR 7%
PH -2 i AIA

[0175]  {Ridkh, Brik £ i B A2 LA G0 Ta T 7 O XRPDAT S I AN 41 [ 8a BT 7 FR DS CH i
] ) [ A AR A

[0176] SRR e s, 4 FEI& V0 T2 7010 5 29 10— 204K FA R 7K o 25 45 & ZE R 30 T I & 22070
CHIRE, LA IE R A EE GEH KT 5um) A1t 38, 7EL970°C IR B R B R, IF H A4 1
J7 L T2/ I [E] B VA 1 2 Z455°C

(01771 SEPLed, Bk 77 v R 4G4 v 50, plrak 45 178 21 LU B /NS 295°C-15°C, AR Ik
AN Z4910 °C AR IR

[0178] AR ik Hh , jditIE 2 RF p i e (Al . 2um B B3 Y8 2%) >R 5 O it 2D 3R

(01791  fitadkh , i i DL 25400-5001pm, 7Y Hh 2450 rpmd £ 24T Hi 50

[0180] R ikith , BT idk & b2 SR U T /K S WA o 75— AN St 7 &, 50 1% B a5 /D i
i PR N2 i 7732

[0181]  fRiEHh , K oh i & P il B &

[0182]  #E—ANsifa 7 e, #7r BS I i AR E 2 /0 30°C (130°C 550°C 2 [A] 8 4n40°C 550
‘CZI8)) B FE R B e AR — AN 7 R, 0 B B il AR S R R D L0/, 412
518/ 2 [A] B an 2930/ NS o £E— NSt 77 22 R, 453 B e AR AE 22 /030°C (1130°C 550°C
Z B8 4n40°C 550°C 2 [8]) BB T 123 T 22 /D 10/, w125 187Nk 2 [A] B an £330/
B o PE— AN Sl 7 229, TR0 25 B A A, BB 0 B 1) A AR O B U R Bk /N T2 %
HE, /NF0.5% HEiE,

[0183]  ffidkh , K53 BS B dp AR FE K Fh B8 LR, 3T HAEZI50°C TR B8 T4 2 /b 1278
[0184]  tnEEl16affiin, MIE B Bix 10 NSNS, SR 0 & A 5 AH0 K GE 50 %
200f0K) H H ¥4,

[0185] X AN[E] -5 A 2 i BV FDA GO0 N SRASF I dib A, 7 W ABEx 10N &I Fridk
dn AR ST BE /N GEHS 5 = 50480K) |, W& 16b i .

[0186]  ARFEAS A& BHII 26 )\ 7 THI , AL 1 3@ sk 7 K BH 1) 45 & 77 23R A5 I AR A A R BH 1) 28 —
75 TH ) FRUE P 52

[0187] R4 A BH I 55 L 7 T, B4t 1 25 C 1] b, T 3R 245 7 TR ) ot 0, 5 0 AR R B I
S TR RS AR A R B 5 — J7 T I8 75 2

[0188]  mJ LA FATAR J7 vk (& B AE W J7 v (9 il ik R 1) ) A2 7= B 0d 3ok M s 7k v 12 Y
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SRAFAELS i Al G 1) FRE 70 5%

(01891 ffuidk (1) il ik 77 v A FH O 25 <= o BRAFR B - AR A AT AR A1 K

[0190] R4 AR WA 55+ 07 1T, R4t 17 MOt o5 <= MU AR 7 F89& TH = 1 7 0%, Fivid U7
FAFELL T IR

[0191] 1) B Bd— g ot a5 <o 5 Y- SR AR BRI S B A TE B3 - [2— (R 2 P R 4) £ KR -
LH-M5| s —4-FE R B R I8 (benzyl 3-[2- (benzyldimethylazaniumyl) ethyl]—1H-indol-4-
vyl phosphate) ; PL &

[0192]  ii) frBe5—M413-[2- (%3 = H 3 4%) £ 38 ] - 1H-Mg| ik —4—JE IR R i 5 S UM A
AP E STk

[0193] AR ¥ AR BH I8+ — 7 THD , B4 1 AN A—J S | W R A 7= 33 PH 5= 1K 5 v, B
RITEAFELL T IR

[0194] 1) Bfi Be 14— 5|k 55 2 BRI S B LA TR s LH-Ws| W —4— 28 2 R I 5

[0195]  ii) i Be2—Adf 1H-Ng[ Wik —4—J% 2, iR 5 5 5 I SURD = FF I i S B DA 1t 3 [ (= H 2 4
FRIE L) Fi AL | - 1H-M5| -4 38— 2 R i

[0196]  1i1) By B3—fi3 [ (T H R E P Bt JE) Pk ] - IH-Mgl i —4 3 - 2 BR Wi 5 S A AR B S 3
PATE ' i <= 5

(01971 iv) B Bea—4 6 55 = =F 5 VU AR SR A B PR s S B LU JE Rl 3— [2- (R W ik %k) &
JE] - 1H-M5| W —4 - FE L S8 (benzyl 3—-[2- (benzyldimethylazaniumyl) ethyl]-1H-
indol-4-y1 phosphate) ; PA &

[0198]  v) [ Beo—fii3-[2- (RAE = H Bk ) &3k ] - 1H-Mg[ i —4- B R - i 5 S U B LA
IDVE STl

[0199]  ARHEAK WA S+ = J7 1, S fit 1 4 AR W ) 56 -+ 528 -+ — J7 T, R ASE ik
FERVO N TTE, ik J7 ik — P adE

[0200]  vi) Fir Be6-/K &5 it A0 8% , JF B4, DA A AR U8 AR W 1 55 — 7 THI 1) 485 i 3R 0%
PHTE 2 i A

[0201]  FE— ANt Ty Zerh, 3 it 1 4% BRAC R W I 585+ B3R T — T T, RO i i 2RV 7T
BT Bk Tk — A

[0202]  vi) fir Be6-7K & dh 20 B8, OF HLAZ -1, UL A8 BAT AR B W 7a s (O XRPDARTSY
KRNI AS | 4 B 8a By 7= R DSCHAHE P 117 45 iy B8 3% T - 22 i AU AA

[0203]  FE— ANty Ferb, SRt 1 A% MRAC A I IR S8 B T — T T, RO i BRI 7
BT, Bk T ik — A

[0204]  vi) i Be6-/K &G a0 3R, F HAmHl 15, L4 B an &l 7a frs R XRPDAT S & A 4
] 8a i 71~ [ DSCHAEE el 1) v 40 i 45 i R85 T 55— 22 i DA

[0205]  fRidkih , ik 45 & FEI8 U 2 2 i A

[0206]  FEFF R RHIAR A Pl 5 2 B AIE VE N I3, B AN il 7 7ERY Bl 2251
AP B — AN B2 AN 3 1 ), I EL RIS R AR AR 77 0 5 <P o BV T 22 1 B AN 2P IR
() RSO B e T IR ) /R, B T A v A T REA ) L T SRR 2 R HRST ) R
BH, BRI EATTRT 2 FH i3 F Al P T R 310 55 <P F89& PR s sl A AT A2 3h VR SE
[y TE) i (BRAILETZY)) -
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[0207]  fRidkHh, B Bea (1) e SLALHE A A 7S R 2k B U5 4 (NaHMDS) o

[0208] i Fj T REARARLL X B A DL N aidb 1) 5 TR, DL i i) N85I N R B
W (7E N7 v 51 ) ) o

[0209]  ffRikHh , BiTid e 824 FH ¥ 77 THE

[0210] X ELAA LA 35 B i 1) 40 B SR A BT A3 P i 2 Ak

[0211]  fRikHh, 75 (1) o, ik R B AEAR T-50° CH- 46 .

[0212] X HAFEMK T 582 52 m el B i Gl it LOMS W82 3 ,m/ 2295 . 2) K1) &
Ak

[0213]  FEEEAREH, fr Br4 (i1) 25848 FTHR {5 7 o

[0214] X EA i {R kG 38 A8 L I ELA BT 1] B350 HS 10 7 VR DASRAR =4 ) 26 Ak

[0215] R idkh, i Be4 (1) D IREFEHH 7, ARG 3 [2- (R It —H L4 £ 58] - 1H-W5|
- 4-JL R R R IE (benzyl 3-[2- (benzyldimethylazaniumyl) ethyl]-1H-indol-4-y1
phosphate) .

[0216] it 5 vk LA Ak 2 o ELER & = R A

[0217] T LRI B4 (1) SO 58 4 HEAT , M (B AR 4A ) K P, I B 5E il e » K 3-[2-
(L FEAR) 2 L] - 1H-15| W —4— L R IR S e U O ELBE A T

[0218]  IX FLAG M % o di /IMb I HRAS 58 4 (1) = A A

[0219] g ik th , fafi FH ARG B4 B[] (RRT) , 388 il HPLC A B/ B 5 5 o F H 18] 44 /K -, 5 HLid
I e AR LN T-0 . 2 % A7 KA 58 52 B

[0220]  FE¥% VUSRS (B =9, (12)) B 3 EABY BE5 2% i (FEHPLC 7 4 v 1 A X £
RE I (] (RRT) 435l A Z1.89F12.45) FI & <=3F (RRT 1.66) X LR Jiin TR 7H . LAt
FRW A GBS (12)) BA0. 24T %IRRT 1.8944)51.0. 03THI X %IRRT 2.45
ZRJFTANL . 86THIAR %6 [P e d5 = o S 4h, FEBEIR %5 (RRT 0.31) 4 CAdE IEHPLCAS Hi ) 226
TR % I KSPAEE T 3 P =

[0221]  FEM/KF T, 0] DLEEAT 5 S0 45 i 5 92 DA SR R B A b ali iy 380 v 5, i i L ad
I HPLCAS H Y 25 /D95 T FH % , 1 28 /D 98 THI AR %6 B 40 2 /99 I AR %6 i 4 85 1) F8 9% 7 5 o fE—
ANy P, FEREIR 42 B (RRT 0.31) 45l an LA i HPLCAS H /10 3T AR % , 4n/NF-0. 2
T AR %6 B /N T-0. TR %6 B PARAE T2 A% Faify Z9 pi = .

[0222] G4, 78 BB BEATE , B /K8 02 s o7 Hh DL 387 T T2 4E R AR IR W

[0223]  flideth , 3@t 3o o ETUAC A Ak 51

[0224]  flidhh, 7EBY BEL A, FEDCMANML g b 3R 4T BT id S o o

[0225] X ELAG a4 2 R AU A Ao

[0226] il , ¥ s BIVR A ) AT BR U, LL4h HA 292-3 11 pH, LARR i B me , I B
WG R A S DOMAH 2 55 .

[0227]  3X EA AT LA &b AR 2A , ANITT FC PR 2i A0 RR 250 & 0 Bt & A A

[0228]  BEfRidktth , ¥ DOMAHBE— 20 FHTEZIpH 8 1 I Ak FR S AN TE % -

[0229] X EA AR BRI A

[0230]  flideith , i 1H-W5|Wk—4—J5 2 BR TR AE B e FR T IE o

[0231] XA BhFoive It H oo B 7 76 IR VA Al B2 1n) 8
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[0232]  ffidkh , Kb PR EE AR 1155

[0233] ik A FHIA R0 T 2 B 22 % (TBME) AN PU SRR (THF) o

[0234]  fLikhh, 5 REE SR [ BAEZI30°C-40°C FibAT .

[0235] X ELAWAPR 145 Hh 4 i 1) 52 KT e s s 28 (R AR Ao

[0236]  fide b , i ek 3ok 968 4y 55 H R R 2A

[0237] X B A P () A Aot 52 1) e S b ik SRR ARE 25

[0238]  fLihh, FEMY EL2, 20081 R, iR H TR AR 2AE AT B vk DARR it B w4

[0239]  fRadehh , ¥ [a] 4R 2A FH TBMEBE S o

[0240]  ffidkh , Vs OB ke A 53 71 () A TR A4 2A DT 0E HE K

[0241]  fltigehh, fERY B2, 2008 1 ivp , ik e FH — F R

[0242] X BLAG SRAG R OR 2035 1 2k Joia A 1k AR = 2 A AR A

[0243]  ffikh , K pH4EHRFAELIpH 785 TpH 7,

[0244]  ffRikHb , ZETBME R HEAT BTk I8

[0245]  ffRikHh , ShF Bk B 4G RR 2 W A SR i alifh D IR

[0246] X EAHEm A EEAL .

[0247]  ffRikHh , BhF B ELHE I AN S8 D IR

[0248] X FLA o408 b B AN AL FE (1) AR A

[0249]  TER e, b B35 F /K A/ BRIPAZZ AL, L 3ot i AN T4 i 20 55 49 3 [ (R i 4 FY
5L L] - 1H-Mg[ Pk —40E- 2 R I

[0250] X HLAg e ol 5 A0 R 5 HLs b /K S A A

[0251]  ffidkh , FERT Be3Hh , R34 7RI THE Hh b AT BT il S B

[0252] X BTV R v/ AL i AN SE AR R AR A

[0253]  ffpiditth, K3 [ (R B0 RS ek ] - 1H- Mg Wk —4 JE - 2 IR IS VAR TN 2L 1 ATHA7E THR
H IR

[0254]  ffadkthy, 4 vk s 87 FH AT B S8 J AT AR BR VAR 2K, B DRV B D DR AR o Bl 1 (pH 115
=

[0255] X ELA 3G 2RI A

[0256]  fLikth , ¥ 0 &5 <= = ik Y8 HAETHF 3%, 7 HAEPrOAc: TBMEH K AL (i UiE L 7
TBMEHH B35 HT15

[0257] X B DL IR AL 3R A5 S Al B ), 4540, s HPLCAS 1) 22 2095 %6 4l i), fnad i
HPLCAS H 1) 22298 % 4fif1) , Bl 4 I HPLCAS HE 1 22 /099 %6 4l o

[0258] A RIR A /= J7 ik A HE T Bl 6 rh i B — A (H R BRAR , B AN B B A AN REAE AT LA
MSTAEAEE L SR B S B AH R B A [ 22 BRI A AT AR REAE 2 A5

[0259] 2 i i AR5 45 5 T 2 1 2208 7 22 B0 22 5 B A BR 22 0 B A DL % Gn ot v 4 )
FRW IR, I B X T iGN S Frle 2 5 YAFI 2 & A 1) A8 7= (i 7afiTb A K
8a 8T ZN) B KNSR B A o« SEF b, KL & A 77 2 i T WA BT 1) o A R B 1) 485 & 7 V11
SEIR DL SRS o A2 B b it o R 75 B SR 15 bt s e 25 A 55 1) & RV P 5

[0260]  pbAb, H FAAEMRIAFEMET, ENCEHRE 7B, fE s & CF SO
B R RESE 12 AREER .
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[0261] i 2 YIAFIA (B 7af7b) 5 2 @ MYB (B 7c) KEWIA (B 7d) Fl B FIY)
(K 7e) FIVRAH) (B 76) (LED ASF, X ARYE E AT XRPDAT S B FIDSCHIE [ 2 iE ZE -
SR

[0262]  AN[E £ §h 22 (R 2k R W 9T o

[0263] SR b, d AR B9 K /INFR AR A2 H 25 s 7 6 7 1T 177 3K 8 e st e mT DA s i st e
G il 7= P ) e

[0264]  FERERIMIE R SL T ZEH , BT ZE96 74 52 2 80 a0 SRR (1) 6 - B v I 1)
[0265]  R#EA K B 5 — 510, S fit 1 )3 AR A A i B 1 28— 7y T ) &5 s RIS PR = 1 O
W, HARIEE T, Brid 5 ik A 308 v 5 & 52 K &5 D 18, OF LAz i 48, DA AR AR 4 A
R BH ) 55— 5 THT ) 45 B SR T 3% 2 i DA B 2 DAY o 7R — /NSl 7 B FR it 1 il
R 8 A A B P 58— 7 THI 0 &5 2808 PR S 0 5 vk, A IETE T, Fnid 7 v B 5K 45 5 25 B, I
L) T8, LA B A E i 7aml B 7 il 78 1 XRPDAT S B RS A b &I 8a mli8b il 7%
[RIDSCHA I [ 1) 45 i B8 TE - 2 i U MIABZ i UMIN AE— AN SETt T 2, 324 T G AR
PEA R B 0 28— 7 T B BRI P = 1 70, HARHIEAE T, iR J7 v Bk 45 i A0 3R L I HL % )
T, UL A B P 7a sk B Th TR (O XRPDAT 3 B RIS A F 4P 8ank I 8b T /i fIDSCHA
] ) v 4 45 B B VE - 22 i B IA B Z i BN

[0266]  flLikth, Z f BUIAFN 2 S AN 2 BA A E an & 7a & 7b BT 7= I XRPDAT i 4]
AFEA b 40 ] 8a F ] 8b i 7 R DSCHAE B 1y [F] A4 AR K

[0267]  FELGEH , F BRI P SEAE L0 10- 200K FA ¥ 7K A EL 45 it TR BN T IR E 2 /B70°C 1)
TR, LAE i ) AU Ga R AR T 5um) K5I 38, fE 70 CRIR B N 8efh, I B BA4a i r 77 28
&2 T2/ [P T A HI1 2 4)5°C

[0268]  FEfLdeth, Brid 5 ik AL HE S v A, i 42 6174 E LA A/ £95°C-15°C, ALk &
NI 2310°C FEARIR T .

[0269] et , 3 3 24 R~F ) 3 U 2% (B0 . 20mBR0 . 450m & 713 i 2% Sk 58 B ks i g 25
.

[0270]  fipadkdh , i i DL 25400-5001pm, 7Y Hh 29450 rpmd £ 24T Hi 50

[0271] kit , BT idk f b2 SR T T /K WA o 75— AN St 7 &, 50 . 1 % B a5 /D
fn PR N2 i 77324

[0272]  flidhh , e &t i B8 VI il m A i i

[0273]  FE—ANsita 7 A, o BRI AR TE &2 /0 30°C (n130°C 550°C 2 [A] 8 4140°C 550
‘CZI8)) B FE R B e AR — AL T B, 0 B B db AR L TR R D L0/, 412
518/ 2 [A] B an 2930/ NS o £E— NSt 77 28 TR, 453 B e AR AE 22 /030°C (1130°C 550°C
Z B8 an40°C 550°C 7)) B LT 128 T 22 /D 10/, w125 18/ M) 2 [A] B an £330/
B o PE— NSl 7 229, 4R B8 B A A, BB 0 B 1 A A PR O B U R Bk /N T2 %
HE, WNT0.5%HE,

[0274]  ffikHh , K53 BS B dp AR FE K TR B8 LR, 3 HAEZI50°C R B8 T4 2 /b 12/
[0275]  fnEl16afis, MIE B Bix 10 NSNS, SR 0 & A 3 A0 K GE 50 %
200%4CK) I H 5.

[0276] X AN[E]T-E A 7 BV FIH SO0 T SRAF I a4, M7 W ABEx 10N &I Fridk
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fm AR RS B N GRE N5 ZE504CK) L B 16b TR .

[0277] BB 1: IH-M5| W43 Z TR Bk (3) A K

[0278] %0 R BLZA-FRFEMM (1) 5 LR (2) [ LAY B L H-W5| Wk —4-Jk 2 Bk g (3) 5 (]
2)

[0279]  Efladetth, BB 14T -

[0280]  Kp4— 2 FEMGIME (1) DCM (12) FIHERE (13) A2 2 a8 A H B Z410-5°C . ;M i
I BRI (2) , 3F HOEBHRE S YR £ £120°C-25°C , I3 H A HE B 238 1T HPLCHE 71 58 ik o 44 RN,
V) K TR R VAR (14) 7K ENaHCOs (15) Bk, £eMgS04 (16) 45, iy IF HA& K B4 —
RTINS INBERE (17) , 3F H 4k 827818 DABR 25 K840 DO KR & ¥ 21 2= £95°C-25°C , it
U, BHR eI 3T BAE B A M A b ek 1 DL 40 B8 523 R T DL T A BB [ 44k () 1 H-15 b —4—
FOREE G) .

[0281] B Bt2:3[ (H LG FHBEAS) Fik3E ] - 1H-M5|Wk—42E- 2 FR TG (6) 16 Ak

[0282]  A%.0a B A S T H-M5| Wk —4-2L 2, TR Tig (3) S EmE e (4) A1 — H Bz (5) e 3 LA JE 3
[ (P 5, P P ) e ] — L H-W -4 - 2, R i (6) 5 (]3)

[0283]  Efidetth, fr Be24n k-

[0284] Y4 IH-W5|Wk—4-J 2, TR I (3) 7E =36 T VAR T THF (19) FITBME (18) (VR &0+ - &%
IS IR EER (4) , 15 I B AEZ)35°C-40C A B3 5 U8 I Fo AR ZI G FF iR R B v e
SR J5 B SN TE 2940 °C TR 36 3k B 38 i HPLCHE 718 58 1% o K [ 37 ¥4 1 38 % 3 I ELS I B de
(17) , 132 55 AN FE AR B TTUE o BEFE IR, SR8 5 18 DT %, 4R il i VE AT B 25 K38 40 v 711
(18/19) oKl A 7E 25 2 b B (17) e P I i INTBME (18) LA 45 H 38 (1 38K, IF HA4 IR
BB L)-20°C AN F IR IR (B) S FHR FE4EREAE-20° C 2 -10°C o SR )5 ¥ I S i
ZER I BB A R WA DB A A ) R SR e B s sk E L B (17) Pkt
HAEE A HEAE A T4 FoR 3 [ (A R B AS) A ] - 1H- M|k —-4 24 - 2R T (6) Jl it 7EK
(20) VARG TPA (21) HR 2R ALt — 2D 4lifh , I HLAR Ja 75 B 2S5 BEAR Fh 05 DL = AR 20& T LU R
B A (6) -

[0285]  FfrB¢3:3- (2- (CHISEIZHL) 4, 28) —1H-W5|W-4-FF a5 =) (8) A hk

[0286]  AZU S B3 [ (T FF RS P IR S) A2k ] - 1H-M| -4 25— 2 TR T (6) S LR
(7) LA i i < (8) 5 (4)

[0287]  dfidesth, B BE34NF -

[0288] ¥ 3 [ (- FH IR HIESL) F AL ] - 1H-Mg| 438 - 2 R iR (6) 7ETHF (19) 3kt Hs
HELZ0°C 1B WIS INL1ATH (7) B THE SV, it B 4ERF A2 290-20°C o 2R J5 4 B . [l 3t B 21
T HPLCHR 7R SE 1 o K S i ¥4 N 22 0°C , FF HIB I I8 IS B (22) S8 J& 8 I 7K 1 A A TR Y T
(14) ffiid B AL ATHaA K R At 8 LR 2580 3 A gE 31 R ad 8 22Mg S04 (16) 458, ik
JEH Hk4n , 3 HomaEk B A LaER (23) L EHTHE (19) Pl B8R &F X0 =
W) o ¥4 BT A3 [ /A 7E 1 PrOAc : TBME (24/18) IR & 64k, b i€ H FH TBME BG4 o K [ R 72 S A
H AR DL AR B R R 1) v A G R < (8) o

[0289]  FfrBt4:3-[2- (2L W JE4k) £ 58 ] - IH-W5| W4~ IR 51 (benzyl 3-[2- (benz
yldimethylazaniumyl) ethyl]-1H-indol-4-y1 phosphate) (10) i &k

[0290]  #Z%.0o S B A Y 55 = (8) HIU-F I AEBEIR IR (9) [ B LATE i3 - [2— (R 2 —H A&
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B) £, 3] - 1H-M| W -4-FE B RN g (10) , (BI5)

[0291]  FeAfadetth, BrBL4tn ™ -

[0292]  Mpotdi<p¢ (8) AR B A, SR S5 N#KTHE (19) K M4 H 2 -50C £-70°C, I
HAEZ-45°C %2 -70°C F & ¥ JINaHMDS (25) o K JBE 11 88 %2 49-45°C £-60°C , 3+ H IR Inve
THF A ) DU SR AR B BR IS o 5 L LR TN 22.0°C , 2 Je e [E AR 81| =i i iy b 25, IF ok
JEIAE B2 IR YR SR G IR PR S ) I ZR 2940°C , I H A #E: B 21+ AR A 9B Bra
P (10) —388 ik A 0 AR5 FHHPLCH il o 4 L L IR 4 H1 22 290-5°C , H HoRs B 5 [l A d i it i
Sy B HAE B AP TG, DUARAE R E R 3-[2- (% 3k - H 4R 438 ] - 1H-15] e —4- L i R
RHE (10) .

[0293] P E&5: Hh A AR g i 3— [2— (Z F Bk d) 8] - 1H-Mg Wk —4-JL i e = s (3—[2- (dime
thylazaniumyl) ethyl]-1H-indol-4-yl hydrogen phosphate) (FE¥&PHER M) (12) &
F%

[0294]  #%.0 e MBS FEAF 3 [2- (38 H 3 4) £, ] - 1H-Mg Wk —4—JE i R R i (10) AR
(1) 32U B8 1 5 (12) 5 (B16)

[0295]  dmfiuadesth, B Beb 4T -

[0296] [ #sHNEkPd/C (26)  FHEE (24) F13-[2- ((R3E —FJE47) £ 3] - 1H-Mg|hk—-4-J&
MR IR (10) , H H A4 PR A AR (1) Wi 5 B 2138 i HPLCTE 7= 58 il » 7E Ihsk 2 A 18] 8
gtk (20) LU P20 Or B8 ARV TR IR G W N 22 £935°C-45°C , 7 HAR J s e -+
PR (27) b 38, T EE (24) Fi4liifoK (20) BEk U8R B S R &K, 5 O0F (28) L LLIRTS
o [a] A ) R BRI P 5% (12) o

[0297] B B%6:3-[2- (- 3E4%) 43 ] -1H-M5|We—4-FE A iR (BRI 10 52) & %

[0298]  fx.Colifh./ 2 i BU MM o 20 BR A2 /K &6 i 20 B SR G s I v AT 2P 3R, LU
AT A R A R ERIR TE R 2 A AL 2 TN .

[0299] s fadesth, B Be64n T -

[0300] ¥ ] Il ) 283 P 22 (12) (B Be5) In#k 2 BA 415K (20) s a8, 9F B
POR-E Y E BRI VU (12) AR SR 55 FIT A5 () ARV TRORS 1o 18 22 OO i 25 2 b o K TR
FEPAHT BLIEZ168°C-70°C, I HAFE9& VU /K W& Fh (BIKE90A) I8 N2 e N A 98 5
W A R DA% 1 B 7 S N Z50-10°C 3 LA dE , 3 FLK I 4408 i ik e 48 , 3 B 434
TR B o SR J5 4 53 B 1) ] A AE 2 vp -, DL AR B |3 0 [ AR 1 s Al B G R BRI T R 2
bm AN .

B [=115¢ BR

[0301] RIS HM KD T AR I SEt Ty 5, e
[0302] [ 1 /2 NP A 0 3 1 S ML) 7 T A

[0303] [ 2 /& A W] — Ty Tl AT BE LS B (14 7 R

[0304] &I 32 A & W — Ty Tl AT BL2 S L (14 7 R

[0305] [ 4 & A W] — Ty Tl AR BI BE3 S L (14 7 R

[0306] &I 5/ A W — 5 Tl AT BLA S B (1A 7 i

(03071 [l 62 A & W — Ty Tl AR BI BES S L (14 7 i
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[0308]  [&]7a/ %2 AUIA (GM764B) fRXRPDATET I ;

[0309]  [&|7bst 2 BU4IN (JCCA2160F) [IXRPDATHT I 5

[0310]  [&|7c2 2 &R IB (JCCA2160-F-TM2) [T XRPDATH A ;

[0311] & 7d/2& /K& WA (JCCA2157E) [FIXRPDATHTIA ;

[0312]  [&|Test LWEHEFI4A (JCCA2158D) [ XRPDATH A ;

[0313] PR 7R AE 7 v 1 R A TAI FR A5 1) 7= 4 (CB646-F) FXRPDAT 5 (T ER) — ML T £ &
RPN (JCCA2160F) (Hfa]) F122 & T 4B (JCCA2160-TM2) (EEHE) HIRTHIA ;

[0314]  [&]8as2 £ i AUMIA (GM764B) HIDSCAITCAFE ]

[0315]  [KI8bZZ i MA (JCCA2160F) [KIDSCHAITGA R ] 5

[0316]  [KI8cEZ FETUYIB (GMT48A) FDSCHIE A ;

[0317]  [&I8dZ /K& HA (JCCA2157E) HIDSCANTCAFE ] 5

[0318]  [K|8es ZME VALY (JCCA2158D) fIDSCHNTCATBE & |

[0319] W92 R HiFE /K3 R 40 T AN A B o6 R T AR

[0320]  PE10 2280 PH B IH NMRIGHE ; (540 T S s 7— e BRls)

[0321]  J&|11 2R PE R °C NMRYGHE ;s (5430 S it 18] 7— R Bl 352

[0322] W 12/2FE9% P = HIFT- TR 1 5

[0323] &I 13/& F&9% PH S 1) o i

[0324] W 14/2 898 TE =R %0 5 4505

[0325]  [&|1572 F%I& PH 2= 7R /K H () P VA A P 4%

[0326]  [E|16asd 7~ Hdm ik 42 ¥4 EHRAT I d A4 1) S sk B

[0327] P& 16b2 7 H ik AN 52 428 il () 4 E0 TSR R AR 10 AR ) B

[0328] W17 7 Hh AEAN A B3 55 2 4 b TR 2N AH LK SR T U AH I

[0329]  [&[1872&4125°CHN50°C T 43 B9 I [l 4 (1) XRPDAT i ¥l - 8] 4 C 5

[0330]  [&]19:&7E25°CHN50°C T 43 25 [ [ 44 ¥ XRPDAT 5 Bl - 14 22D . EFIF 5

[0331] P 202 7R FIAZHA MTC 8 Y ) 3838 78 5 (1) -1l v 73 25 10 [ 4 i 3R 43 (¥ XRPD AT
ST

[0332] P21 2 7R AT AP MTC 8 BY A 3838 78 5 (1) P 1l v 73 25 1 [ 4 i 3R 453 (1) XRPD AT
SR LR 5 DL K

[0333] K222 RV FIRAEY H M TC & BY 4 3838 78 5 (1) S flir v 73 25 10 [ 4 BT 3R 43 (1) XRPDAT
SR

BiELiE N

[0334]  SEIAFEAI A EL , A% B 5K EAEL NP i Ll 1 K™ R A= 77 10g
BRI v &K TV KF 11 og B2 ogf 7K1, BRI ZE 2 100g . BE AR 1% 52 /0 250 1) B Bl Ath I, BA
P b R AL A 7 FE S PH 52

[0335] D TER 5 INPANEI A VF 2 T AP IR, LR IR 5 1 AR AR B B AT
RS B6 AT TE A 2079, FLui B 1 9 s iR AN A—F2 151 (1) SR A2 RS A 7 455 GMP I 2845
PETE (7) (BLAHZ A (a4 (2-6) ) A3 (4 A0 2 A i i i 485 4 ) S 9

[0336]  ERAR_ENSCASNARhTE t L 75 RS E BUE 1) 5 2D A Prid Ry e e . Rk
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BRI BB BN 5 53— AN STt 77 S AdE M — AN RE s (B A/ B8 81 ) — N RE s MR o b Ak, X R R 1 72
O] A R ) 8 B35 P 5 61 P 1) B — B B A VG L S A2 R S PR AT 51

[0337]  Mqid ks A S AT 1A “207 P B 3Rk i AL A 5 I 3 At Pl 38 45 o (L TP A S — A S it
[0338]  WASCRT H, BEOR A AN L MR A R A

[0339] 450 T-Hu 7 Va ] A BURE s (8 3 FRAE “207 Ik, T 4878 Br 5| B AT 5
FIME AR ZE 2 1510% o BT A SR A V1 22 3008 8 38 0 S5 08 1 5 DR AR SRR R N B
IR, IX Pl E 0T DA HLE W AR AN R (1) S5 2 TR ARk o AN LA 9 AR ST A FH 4B R 3 e ]
A AR AT B A B PR i o BRI U, RS 407 B TR =10 % BN THE e R 221k £5%
BN FHRE AN =1 % 8N T8 E A, 0. 5% 8N TR B E 24 0. 1%
s TR ERN AL

[0340]  4nATCAr A, “Va T FISRALARE & 18 B AR DR 1) )™ 2 MR N/ B8, 5 R B A/
BT RGEIR AR A S AL, 3% ARCRE PR A/ B AR A J57 R (%) 43 2 B ] RE A , 43R  ToEis A/ Bl ek 1
P A/ B A R IE R, DA R o5 ml kbR E o s N/ e v e ) 4 5 AR Y 5

[0341] AT LA T 485 -

[0342]  DSC-ZE/nF4im #hd:

[0343] RT-ZiR

[0344]  TBME-H B4 T F:fik

[0345]  TGA-FAE /) HfF

[0346]  THE-PY & kg

[0347]  wrt-%T

[0348]  XRPD-XE £k AR A4+

[0349]  sizjiffsil1

[0350] i Bt fh it FE RN AT 191 22 i T 9))

[0351]  PEAETE A FR)SEEG -

[0352] 5 1.0gHAH 283 PO 5 N4k B 25mL BN H I 7K (12. 8mL/ 164K R , B T A A4 KL
[RTE 1) o KR A P a sh FF HoIn# A2 80°C o AT E A AT LI A A i ] A (1) TR A E 0 iR o e i
HIR A0 . 45umist 8 28 4 V8 S ks 1 I 25 P 25mL B o B 25 R T AR A (814, DL 4 HY TR A
VAT IR S RAETS C T B, SR G R 1848 H) (10°C//NN) R IAEE IR FE 4 P A3
TR VR VR AE I R R P10 16 /A o 75 388 3 30 25 3o 90 o 5 T 4 2 T K BV A HV &5
C YT /K (0. 8mL/ AR Feigs, I HAES0C FAEEZ TR 16/ o P2 NT5% , 4k
4l B 599 % , NMRI & A1>98%

[0353] ¥ Ll FE /7 FH1ARAR (11.2mL) /K EE 2R N69% , b F 4l 5 N99 % , NMRIN 72
9>98% .

[0354]  FEIX AN T FH IS U = A RRAE 75 °C T 58 B IR WA HIES , 7E£960°C T M
ERNYTIE

[0355] RPN AEOL T, 397748 T 3R T 2 5 A, iX 8 XRPD (45 & 7b— U it iy
B) AIDSC (5 B 8b— A #AEE ) A

[0356]  F=AJE AR 5256
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[0357] i MR B 51 FE3R1F 94 (1R 2898 Ph 5% G ITHPLCAS HE 24993 % 46, B 294 % FE IR
a2 i) 82 KM E LS 5, W R s
[0358]  Frid A T R HIK 2R HRIHE S 303 K (4501pm) Fl i 1) ¥ E ik 28
(10°C/hr) »
[0359]  ¥4FEI& PEE (94.0g) (CB650E) IN# B 2Leif H o ¥ insK (902ml , 1244 F7 , B T-Hi A
FERHETE M) EHIRS SN 3T BN E L178°C . 3115 B 0T WL A oA 7 il 181 47K P T A € Vs
T BRIV A WIE R 1 . 2um B B it JE 28 K 1 98 22 4% A T A i FE 2% (450rpm) I FA 5L
FRHH A o B J2 AR VAR I [ 44, DA2 HH VBT I R B LT W K BT IR VS VAR 2975 °C T BB 7 15
I35, ARG RIS H (10°C/ /NI ZEIREIR B B ISR AE68 C—70°C R E/K B30 i F 38 7%
PE KA A (GM758A-XRPDATHS I 5 7d— B0 B b 4 AT A3 R ER (L B VR I E R B IR
ST 2016 /IN o PR b 22 I Y A3 B TR 2R B B TR RYA EN 25 CRF S /N K B
K (282mL, 3MRAR) B, H HAEL50°C F7EH 23 FE30/N T .
[0360] P i ik BE A D SE i, SEITE %6 IR 77 28 o A O[B4 B A 2 4 0199 . 3% o 1830 /NI
J& » SR XRPD A 7 44, BoR 2 R TIA (Kl Ta) AEZ17°20 (117.5°20) N &2 FIREAE 1 41
3, BAEAR M BB .
[0361]  Z @ BIYIARZ G TUPIN 1 [ AR S RAE
[0362] An B IATRAT FIDSCRITGARN 5 Y (B8a) 15 2 U PIA” AT IDSCRITGA RN % K
(FI8b) R FTEL ) o 5 T 22 S TUMIA RN 22 S TN $RAF I TCARGE I (K18a) S 78 740 i 2 BT i%
HHEBHRIXERH, N T 2 HUYA B Ta; fEL17° 20 b AFAE P BN) F/INA RIS 2 4
RPN (B Th NELEIREN) B T3 XRPD ) (1) 22 S AN el T-ad B K & A H o
[0363] [ 4A 1) A Bt & (Kl 16a) 7x h IR A, B R I 5, R/MNE R #E50 5
200fCK 2 18]
[0364] 3 T2 dib YA SRAF I XRPDAT I B R R ILAE Z917° 2040 15 22 & B W) A [R] A% B2 (1)
PLBl o 0T T R I = FE0% P = (S NBRTS I AREL) , 7EXRPDAT S B AE£917° 20 b 1Y
Pz R B IE HA2 PR B N EIE K EYIARME— A /E T iR W H
FELT° 20 X IR AA AT ) 2 5 TR (S WK 7d) X 9 243 B WK 5 /K-S YDA i@, LA
AR BE R AR AL ) 22 b T AABRA , IF H 2 R A A S B IE TR X 1 AN A 1 22 i 2
YA R AE AL
[0365] 4 7 WA L B8 (i v I B 7R B AT DAVK R 31 2 & A K /NI o0 A A P
RAEKHRE (BAP2 AR KGN JE BT B8 B /M BE i (250mg— 3835 7 52 2 d TUA)A) 75
K (LOPRFR) Pl — /N o K By o U, H BV AR 1) o B ik 1 2 & 7= A2 K & A
(B7d) , 7E17°20 F TCHL B0 K BT i 4 R B 25 4516 /N, 38 3o XRPD E 35 P-4 [ 44< . e
REXRPDHAIN 1 2 S FIN ARE (B Th) , 3 HiE R BIXRPDIR S8 2D o JR U A VA [ 44 ) B 40T
PR FNAE PRSI BE T 1 28 A AN 2 5038 I [ 445 1) XRPDATT S 1 & 3R A5 10 7 A T 3K %2 s 24
AFIZ SN (FIXRPDATH IR 7 2017.5° 200840, JL-F- AR A AR R . 2 S T IA S
mn YA R XRPDATT S B8] - TA) B4 DX il R T 1 5 5 L9 o 22 i 2R A8 i ek i A 5 7 2
ALK AR
[0366]  BEAT T B AN SEG, LA E 2 b TUMA RN 2 f U 1 XRPDAT 5 1 ) 22 5 2 15 2
F T RIS 11 &5 ot 3 P2 3 3o s RO 5 ) T A (T IR [ AR B i T v A R0 0 HL 5 e AR
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b)), B R 152 BT 45 i AR B STV AT RS 22 57 W 2898 18 5% 22 4 B AA (FE SE B0 R A1
S ) R AU S L 9 EL@ I XRPDYEAY - B8 W B3 £ G R A8 4k, s 5 —
4y (51mg) Hm#E /K (<1mL) , FH HPPAL W B LA UK &9 - s AN IR FES0°C TF 7
LS IR 2018 /N I ELE 1 XRPDEE 3 1Ffil o fF B8 (4 R i PR35 N 22 B B IA o 7K B i B /K
JE RN AZ BN (RI, FEL917.5° 20400 ) o X AR RS/ 23 1 I AN A2 SR 4 B Spp i
P — A
[0367]  TGAVPAh 4R, S ALK BB Z70°CH /b & R (0.139% E &) R Ik
/N, B G TR AR R LR Z75°CH 0. 343wt % IR R R B AR5 , SR 7K A 50 A0 i) [
RFEILEI80°CH 0. 069wt %6 [ B /N o B 453 2 o A RE P90~ 5 K Bl J T I8 ) [ A 7280 °C T £
Fr104r 8 GEIE TCATE /R & im0k 45) , (B2 I XRPDYEAL #7555 AN A EL T4 1k, 1X
BERE KK A KT AL i A 0358 0V KA A2 5| A8 A S [
[0368] W] LLZE HH £ 5 BYMAR 7K G DA % B i K 70 25 110 [0 44 53R4T /N KRS o 7= AR 22 i 2
YN .
[0369]  [i] FEV& P 22 22 b AU MA RN 2 B AU (B3RP Z160me) Hin#k 7k (0.2m1) , LA HIEIR
2 A K S WIA KA R K-S WAL — 7625 C R AE B h TR 217"/ /N, 3 BBk
B VIARI R AR AENI N AERIEIEE N TIRLLT/ /N K A AE I8 05 20 55, F s i
XRPD VA o X A 2 s R A% N HR 23 B8 10 [ AR 3E AT I XRPDPEAS BN 1 BT 7= AR 7K & A,
LI Ik P Fob T4 5 kT AR, DLA 2 SN o 6 N2 S AT S N 3 B ] A gt
AT HIXRPDY-As AN T NP2 A2 KA A, S L8 ok 3 R J8 J v2  Hge ] A L AR 35 8 22 Y
YN .
[0370]  ZE/NFUBEHFFE T2 AR 2 RN, UL B K S PIATT 45 H £
2PN
[0371] &% P FFER AF I , ok /N 1 383 7 5 22 S B AIA (100mg) [RREE o SR 1 PP Ak Yo/t
FE 2 A SRR i B K, AP B B LR 2 52 PR PIAS [ () T8 5 58 4 B — FE R PE8O C R R
FR1020 %0, IF HoA 58 —RERAE110°C N 45104 fh o 38 1 XRPD YA 95 Fe [ 4 , #8717 £
i DA 2 FE R TR AR S RIS IR N 1 R A B BB HE IR FE110°C T PR 2 LA s ma % =X 1) B
)4 B, DR B — 5B 2 BF B HE IR 7E110°C R 78 25 W T8 22478 o 8 I XRPD I P-4k 48 7 T
R T AR oA AFAE LI L TRE ) 22 f U DATR S5 (L2 53k PSS e A PR AR
[0372] &G, &l e/ INRL AN/ B AE IR R TR, 2 R RUINE RS B el N £ i T W)
N
[0373] ¥k
[0374] A5 AR B R TG 2% 0 1 28 3% 1 2= i As e ME VP Fa 7, 7R 80 C YR N, i
FEUE T KM= A B B 3 a4 2% Jot Ol 5 =) B 7K SPAELAS DG 49 U, 244 83mg /mL 5§
WETE S K MR INFAEI90°C , I HAE L 2F04/ N JE R HPLC /3 AT A, A B 3 4% J5i 1) 7K ~F-43- i
SEN0.28.1.82HF17. T9MHFR % « AHEL 2R 5 2K 50mg (1 283 P = ff T-7K (1.2-1.8ml 5 & A
YRR IR B AARRD) I HNFAZ 70, 75 F180 CHEEL4 /N , B BE 31 44 T /K ~F- 38 ik HPLC 43 71
SEN0.53.0. 7T4F12. 30THIFH % « H 45 fit W A 2R3 P S N #R R 75 °C 580°C 2z 1], LA ST i A
FE I U8 o 3E I K o 1 457 B B 1) 982 T 22 3 v DL B YR T S D A B PR ok ) B P 0K
fRIIK T
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[0375] AT 1 ERIK VUM — DRI E s i, 5IN T LA ARk

[0376]  DSC7R A FHII K B A 5

[0377] KA B

[0378]  ELA ¥l Ake: 5

[0379]  H AR CINSZ45 ) v AeE .

[0380] g I/ MARFRIF K (IR ZR 1248 FR) A FH G HE 25 g 72 , I HAE LIRS ok 8 22 JR (1)
TR, SEIFEIE v 5= VS A o AN R VA 1 B B R 2 5 3O R @A R SF 20 A s BLZI10
C/ /NI S A 45 1 (10 ¥4 E P2 AR 7 AR LB~ A RS (B 16a) , 24 T PR v 21
R U AT 72 AR BN AR (B 16h) o A3 2 VA SRR L 3 Sk B 38 1 A o) 4 o4 S 4
&,

[0381] i FFTIR 77 ¥2:45 3199 . 3 % AL 2R 4l B L 75 % 7= SR 1) 8 3% V4 2 o [ A ) ke M 5 B i
[14) F01S L LT I o~ J8 ] A 1) XRPDAYT S8 PR 1 22 S 3R B, T e 1 5 T Al e /K - D A e e fie DA
5 D0 e 1 [ 4 % S PT AR B 2 . O R BH 22 i R DA E I AR 2 M A 2 F T AR e 124
Ho

[0382]  sEIG

[0383]  FEN2 I, Kl Beb gk = 25 de v, SR Ja nadoK (Z912- 154841, B T35 1 B BE5) o 4%
FTid R A A ZE £180°C L SE BV AR, F HLIB I 1. 2um 515 98 234 3 i 2 N #4 5280 °C 1Y
T e b o B 3 B R % BN E KT (450rpm) , 3T BB RAET0C—75°C R P4 o 4 it
RIBEWLLZI10°C / /N VA H B IR IR FE, 7E68°C-70°C F I ZEIE T 2 /K & 4A (0.001xPfr BX5
IR b K B AR BRI B N IRFF IS, IR 518 E R 495°C IF HARFF L/ 4 & W
I8, KPS Q-3 F1 , B T M B vE PR ak) o K 4l 283K i 52 7E50°C N AEE S F
IR 45 A RIS P 3 (2 R BUDABR 2 SR A B T RUAE) 43 2, {36 FH 94 g 3% 3% 1
TN A 2 SR TLYA, T A8 FH 1 g ZR 3% P SN P2 28 2 A o BB HE , HE R OK /N K T 5g
PR 2 S TWA, T HEIR KN INTBg P2 AR 2 R TN

[0384] L5 INPHYIX | Al e ab o] LAR S5 40T

[0385] i) iX— A4 i 0 IR PR AR T B E ) S T -2 i A (BRA) o

[0386] 1) %GASFIH] NN AR 2980 °C HIML 3575 TV A 15 B K AL GF Bk /K fig) » TR AR T
KU =3,

[0387]  iii) FEZIT0°C-80°C I, A LA ARG ik i B 25 AN MR 4 o o B 56 FH o 71 ok B 2%
GHH 291 . 2um) SRS X WAfR T R g,

[0388]  iv) i FH =i B i 2 (8 %5 294507 pm) i R PR VA i, AT S0 VIR W OR B FES0°C
T ERE T8] F5 /N 5 DT 3R 4 1 303 28 3% 1 T /K SRS J PRI o B 3 T Ak 0% o 140 7K P38
[0389]  v) $RAL4E IR 1, 385 LLZI10°C //NKHA A, P2 A2 58 B S S iR R~ I HL 4k +r
TE RS KB VIARTE

[0390]  vi) FEZITOC T, HAEIE PH /K B WIAFE MR, 7T LA IE 45 & K & HA

[0391]  vii) ¥fSEARAE K e i I HAEZI50°C N T4, DA 4l i e KAk, I R4 B 2~
A2 2 i TUAEEA

[0392]  SLjifs|2%6

[0393]  FRIKPHEMIBN B 125/ 74
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[0394] DL RSt fyl e B 7 i b S B ik 9 INP bk i AE 1o B i 5 SR KR JE
[0395]  Sizjstiff)2

[0396]  FirExl (¥2)

[0397]  FEINPH T B 1264 A 1 AEV FRIDCMAR A 1. 12 B (¥ Ac2OFI L . 224 5 [ AL IE o 4k
PR S RIS TE K (99 % P24 5 0% SM) o 44 BT I s B2 6 & ) F /K P 9 HL7E 2 ik
9, g AR C R o 7SR TR 4 P SR WS AEEt0A e H , I HL3d I 28 & i 4 » AT LA
AIMAEFAZE H B A TTE -

[0398] WS

[0399] SR, 7E H1E NI F-H i A WL 4L 215Kk H EtOAc ) AR ITIE @i FH B et B e a2 [
PRUTVE AH R XA ST AT R B 715 AR [ 44, 45 tH s 2 FE B Be L2 (75 % 7= 22, il
TINMRAS H >95 % 46)

[0400] R N HEAT R IF  (H 25 B 7/ it — BTk, DR RE A8 343 &) T Ab BRI [
& o A BRI I 1 8 o 3 B AR R SR Ak Al 1) T B

[0401] B 26¥s R BAEELOACH BEAT S, LA & 72 77 Al LAR A [ AR VT UE » AT Fo 1 L4 AN
SR AP 53 B8 o SR, R IAEEOACHH IR [ BERE AN GnFEDCMH A ], BRI TROTE 1 IO o
[0402]  H 3 AN ADCMJs BV ) v e s R L e , (R A A IR AT e R b =P 4
S (FER%0 . 4% SM, 38 IEHPLCAR H198. 7 % F=4) , I ELKE [ VR4 20 %6 AT AR IR e ik LA IE
FpH 2/3, 5% FAtnE , 3 HAR 5 I 2210 FINaHCOs KA LA RE G 78 75 A 5 B b (K pH o B
LA, 5 s AIAS o B , 25 Y B LI UTUE - i 1 SIS AR [l A, R B8 T e r= A
R Bl (87 % =2, IENVRAS HE >95 % 4l %) o

[0403]  BEAT R E MR BRES, #A 1 29 520 % 745 R DL S8 A 1 FINaHCOs — 2 g P, i o
R EVIE AR E . JAE40°CHI60°C N HLAE T8, KB =H 2 2 1 -

[0404]  JHCK

[0405] R IHTBOK T B BL LR N, AL FE > 100g 4 F2 FE G|k o S o7 4% TR BEAT , 3F HLik 47 J5 b
HHPLZS B B (93 % 775 , £198 %6 NMRAG )

[0406]  GMPJEALE} & K

[0407]  BEAT KRB B 1 s B2 DA B GMPAZ 46 Ji L (Jb B> 500 17 4-F2 FE M| W) o ) W 4%
TRBASEAT , 25 @ I HPLCAS HA I SMYS E (99.2% =4, <0. 1% SM) « 18 5 , A8 FH s o (O R 5
X LT JE AL, DLES B BE 19 (94 % 7= 3%, il IS HPLCAH H99..1% , 99 % NVRIU ZE)
[0408] 7R HhILyE = B, B BOLAE A 20022 B — Lotk IR i 42 | W vh A2 7R 1) 2D & g
i TEMT B LR NS , SE 4Rk 25 1 A2 kM e vh A2 AR R AIROK T 2= 5T, DA 7= 26 (89 %) A4l
GEIFHPLC Y99 % , i IENMRIN & 99 %) $- 4L T F1: A1 K .

[0409]  sLE%

[0410]  fp4—F2 JEmg| Wk (124 & AR i P 500 7EN2 R sk 225 28 7, S8 J5 n#k DM (& H
Bt s HETA-FR LM AN, 6146 F) K R BIA HIZ0-5°C , H HAE0-5CIR s e ng (1.24
) E0-5 CBRMININLIRET (1. 149 8) , 3 BB = BNEE20°C-25°CHEE1-1. 5/, If:
HAE20°C-25°C T HiH: 73 M HI 37N o 1 s 87 HURE FE 73 BT =2 15 58 B o SR8 5 4 I 82 20 96 7K 14
FPEEBR VAR eI = IR (B T-4-F2 3Lm8 s 4k, 3x 3446AR) , 3F H M FINaHCO; Gt T-4— ¥4 FE 05|
WY, 3R Weis— IR o B DOMA IR ZeMg S04 T 158 3 ELik € , I EUKE DOM)Z 38 i 28 Tk 45 &2
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— 2P ARAL IS N BEE (G T A-FR FE M| Nk, 6 R RR) , I HLIE ik 2248k 25 55 A DCM, B2 K&
A BELIR 52 A 0T0E o K R BV F1 2 15°C-25°C , 3 B i i 1o e &2 , FH B e i (3t
FA-F2HEMIVEINEL, VAR , 7E60°C M AEE S N IR

[0411] 5 JNPH) X I F1 a5 AL wT LAESE G0 R -

[0412] 1) FRIE NS AT R IR AE 2923 pH T ek L g o XA 2F 1 e85 1 70 B9 ANl i o 7
SR, K DOMAH 73 25 3 oK K AT I TR AR 37 25

[0413]  i1i) FERRERE AN HAMI BRI FEUS — D MaE .

[0414]  iii) VA FIAC e i b el 1 AR E , AT 77 3R e KAk, F B2 AR 17 T EHLI
2R B L

[0415]  Sijstif53

[0416] i Et2 (3)

[0417]  JDIRi-FR I S AL I T Ak

[0418]  EAJ{ETBMEFATHF (64RFL/ 14RFR) MR G958 1l B =) S5 5l (1.5
5 [T R N R AR 2, DURH & ‘e B A0 STHR H s P IR 4 R M R s BE 2 A E £20
SETTAT IR 218/ G, IO 58 %, FLA S E 20 FEABL IR VA R P R e (U b I AT B L, B BBE2A
FIUTHE)

[0419]  t TERMESE AL (44 55 T /KM, SECAT AR (1) 3 A 45 3, BRI R 1 SR R (i 1 A
fb AN FE AN BT 5 Herp o e B K B THR /NMeoH (P2 B B 2) - HLAR il i HPLC o3 4t
[0420]  fRALTBMEFATHE () LE 22, DL 4 H fi vy B4 400 P R0 [R) 44 72 2, 106 4.6 < 11 TBME : THF (1)
PRade bt Z8 AT I80OK - T LA FTBME : THE ) HoAi EE 2R

[0421] g AR VA 77VE &4 (LA FATHE , 64K AR TBME) HE4T 0K S b , 1H /2 #E30°C-35°C
AT R ERS AR I0 AR S K TR IE WA A0 C R N2 5/, 25 HY TR Y B PR 3 A )
1% (1) 56 B JEAT RN (addition hot) AERFIEW, BIR 1 R MO 2, F H DA%EA5 2 1)
SRR ] (2. 57N ARG T 1) 2038 1 5 K 291590 8 s, AT PRI S MR B P9k A=
DUV » HF HIE I HPLOA W82 B0 I B eV IR A S 521

[0422] ey F-rp(EM R 2AM R R AR A, TR L 241 E SR B 2B BL2, AN & 2 3 o [|) 4 A
BB R UK GRS o MR 5 2%, Hor AR K AEAE 2 R4 4y o 5 INTBME , 3% HLUSc 4R
TUVE o SR 5 38 I HPLC/NMR 9, & B 3% f& & AR (KR B0

[0423]  HHFANK B S A1 DR R A A b 2 43 B v (T4 24, DL Fo ¥R M3 &2 10 B R & R
afifb ok B RO, FF B AT B ik i 8N IR B R TBME BE ¥ DA R 250 f 1) S I
(80% 77 3R) JNMRAMHTHIA T P~ B R W i) 40 i GEIENMRTS HE 2195 %) SR 1T, R AE RS
IEAE  AHAERE 5 LR AT I 58 21— 8o, 7 A2 50 3 7K A, B0 £ IR IR = T ) Wt OR3P
[0424] 1538 BLskb 2 B i FE Hp AR AR ER M S A R K B 0, 34T T BB RR T
[t — P . & R I, 3 I A S ROV A 0T , 1T DL 5 A TBMEVR AR EERT , I BAR J5
CAZALI 75 20 53 A0 43 () TBME B 3% 5k 4% 14T [ 4 o 36 70 1 A st 8 1) 0 e 0 i A 1) 4
24, [F) i) {8 52 5% T /K o0 e /b

[0425]  mf DAL 2], B T 7E THE/ TBMEVR A 0 H ] A4 0 350 2 VS A 5, T e ik — e
I 7 2R I I PR 77 ORI K BB s I BT A R, 45 A AR AR B T . A T
B ) SH VA AR T, AE AT 2 RO TR N B Je (SAARFR) JB& T FITBMER: ik [E 4 4h , B doe th FH Tk % (3x
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OARFR) o ] 75 4 5 i Al 55 H ) A4 R () BN 7= 28 e R AN o M T VR L G INTBOR , 9 B L& B 7
s

[0426]  SBIRii-5 —H ML W

[0427]  SC#R (Synthesis, 1999,6,935-938;D.E.Nichols) % BIHNMes S AR XT M 40 A %K
SRTT N 1 TRT A R RS AL 38, g P S 44 FH [ 4R HNMe2 . HC1 (FA 573 #hact 5 (1) ) B0HNMeo 7E THF
W R AR INPAE FHAE I 2B (L BE) 4776 R A HNMez

[0428] K5 14f o B B AR A FH TR AL L i — RANRE S B (B £ 11) 5 H HfE )
SN o

[0429]  ZR11-Pr B2 AR AL i

# 9k 1 57 HPLCE A 7 & 44 B4R
kR

1 2M I THF/TBME 80% =44,  64%/~ %, iliiINMRFH %
HNMe»/THF | 3% % 70% %,
1.2% &

2 HNMe, HCl K,CO; THE/H,O  70%/* 4% 40% = %, B iENMRAF H 4

[0430] 1.5% & 98%.

3 2M A Et,O 81% %44 63% /= %, BT NMRAF & 24
HNMey/THF 3 6% & 90%:.
1.33% %

4 2M N/A Et;O 93% = 4% T2% = &, i i INMRF 4 2
HNMe,/THF 98% .
29% %

[0431] Q58 7 SCHRFE AL 19 K F b e 1 25 4 (1) , I [F) FEE 207 AHAL ) S B (#3) fd
Me2NH . HCTFI7K P4EK2CO3 Y XSUAH S B2 (#2)  BA S K FAETHE R i &2 MeoNHIF) e B (#4) 78 &
50U, @ I HPLCAS H (1) 3= ZE4H 43 72 B i 724 » Horb 4 T K PR BRI B Me oNHIR) 25 438 4t
FHREE e ) 25 At B 109 o R TE T 15 00 3000 %2 31 52 35 IR0 K A 7= AR B R 0 R I
o) H T AR 2 A ) 5 5 5 B i H ()R FE A5 ot b 70 3k A% A e v oK DL FHT-HPLC A3 7 o JE sk 8 Ik,
SNFEAT JE A B, SR JE A B A R AL 4 H E AR DTE -

[0432] Byt & i OB S s HH DR R MO 1) 4% SR 12 X A A O B s i P2 26 (T2 % AR LE T
63%) AN B (98 % AHLL T-90 %) o X Fh 7 v R 1) 17 s SEFRT E5 7K B 5 BRI IR ASE 6 AR TK AR PR ML 2 B
N o T AE 53 B T AR A R AR, DR e 4l AE B A R R S o T IR S RN,
P& 7 DL S HNMe2 B 25 1 BEAT UK

[0433]  FEEt201 () S 45 HE T34 ) (#4) i SR, N T R 3 OB AL 2, SIE B T o5 4%
RN R (UNTBME) A2 7 R o X e 20K IR P S AL B S B b S B o HY X 2 iR
, G FEAL FAE THF A ) 3 £:2M - MeoaNHAE TBME H HE4T [N

[0434] I\ oK ) I 88 o v ffEHNMe o  HC1 2L 148 Bh T )5 AL B, BT iRk HNMeo . HC1 £ #7-7E 3F
HSBEEE IR PARR AP A2 10 3 38 o X A2 28 1358 10 o SR, 248 7K 8 0 21 7E TBME Al
THF A ) S5 S, 3845 22 1R [T, R PV R 20 B st R A0 i SRR T 32 1) 2 B T i AR
I GRG0 o« R, 75 ZE0 AL I — 2 IR

[0435]  4lifb Ik

[0436] A5 BT & AT AR 25 W0 42 28 1) 7K i = 4 RN oAt 2% R ) Al Ak SRemE o 38 A5 BB AR 45 i B
FE 7K LABR AR T4 B B R 312 B (I8 58 WHNMeo . HCL) o 9k, Fiik 7 — B 5115 Fh A7) A
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FIVR AW (100mg FUAEE , 10ARFRE 7, AIEIFZ260°C) .
[0437]  ZFR12-F Br24difh i

757 M LER Bl HPLC# & (F 4R
2A 0 K AFZ B
TBME Rk 47 mg* 96.4% (2.8%)
DCM ¥k 60 mg 99.5% (0.5%)
TR Rk 30 mg* 95.8% (3.4%)
EtOAc ¥k 66 mg* 97.8% (1.6%)
iPrOAc Xk 40 mg* 97.3% (2.0%)
IPA * ik 65 mg 99.4% (0.4%)
EtOH/H,0, 1:1 | ®Xi& 62 mg 99.4% (0.5%)
[0438] MeCN/H;0, 1:1 iiﬁ?%{%h}iﬁfﬁ 30 mg 99.0% (0.7%)
60°CF ik
AEA/H0, 1:1 | £ERTFTHK 51 mg 99.4% (0.5%)
60°CTF ik
THF/H,O, 1:1 TR TR FiRIE n/a
60°C T i
353 Rk 34 mg* 95.0% (3.6%)
MIBK Tk 65 mg 97.9% (1.4%)
MEK *ik 60 mg 99.6% (0.3%)
b7 Kk 41 mg* 94.4% (4%)
—WE Kk 56 mg* 96.1% (3%)

(04391 by TR 1 BV VAN [ AR B o PR3 38/ b, [RTUSCAS A AR P

[0440] A i 3% HA RO TR/ 7K 25 HH B 45t AR 0 N R BRI VA AR P o ] X
SR R G, R I B A 5 B AT 4 A J B Me2NH . HC T () R 35

[0441] ¥ PR / 7K 25 45 & JBOK o FE IR N R A K (AR FR) 2 B, 7RI (GIRFR T  , 1AARFH
K) FIRAIEW, I BB RS H 2 =05, 45 B 45 i (62% [RIICR , >99 % HPLCAL ) B J5
LN I E 22 B K Bt — B O e T vk, BA S B R R e SRR P R, 1OfAR AR 7K, 78 % [RI
) o

[0442] ¥ fTid 5 vkt — B UK (30g) , 3 HLE T 5 45 5 AR P SR AR I8 4 . R4S P 4l 1
B HR PRI TR (56% 77 %, B NMRIN E 999 % , i3 HPLC H99.4%) .

[0443] Ry 7 BeE [RIR3R , H4 7K B R B AL O AR 3R — 25 B9 i 31 1 54K AR & 3% 4 77 4 i 4
FRER T°99% , 3F HAE/NIUBE b 25 W B s 1 el ie 28 (90 % [ml i 28, Je i 22 21156 %6 -70%) »
B, B IEFE F I3 KRS AR R R (58% 77 %) o Rl , B TJOK 5 45 5 1 38 21 1) )
A, BT AT B R AR I TR T T B AR alif F B (UL B R12) .

[0444] 4l Ak SR 1 B A A 17 AN ORUASE T B 2 e B H 43 B AR  FE LA T8 5,
S UNTRBHIEAT , CL2s A= 4 CBENMRIN 2 N T70% , T9% 3G 7= R) A T B £ B 1 2hl
53 (B € AHNMez . HC1) , 4 —#B 40 7R I N KK AL TR, 45 R 75 % A IRl i 26 (G i NMR )
TE N5 %) , 3 W IX A PR AR AR & B 10 R0 T B HPLCA 5 AR R 4193 % AR A8 . AR Ji5 - 3K 18 o [
Al B AL FE I 732

[0445]  MHILETHEH , EOH : Ha0 TPAFN IR : HoO#R R B0 45 H B AT R U (R W05 114 v 4 7
i R IE 3R T X EeiA I KRG H Tt — B I N 292, 7% , E B AR JFK T 21.4% .
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1.0%%10.8% »
[0446] 13-t — BRI K (FE40°C R HRALT/N , 72 % IR k8, HARRPE )

S B4 HPLC#. & (£ &4 KF)
o &AL [RE2 |[RA3
A BR /7K 67% 98.8% [0.7% 0.2% 0.1%
6/164k 4%
1:1EtOH : H,O 79% 98.0% (0.9% 0.5% 0.2%
1044 %2
IPA 90% 97.5% 0.8% 0.8% 0.3%
0447
: ] 104k %%
IPA 92% 97.2% (1.0% 0.7% 0.3%
SRR
45:25IPA:H,O* 79% 98.7% 0.6% 0.4% 0.1%
TARFR
6:11IPA : H,O 829% ** 98.0% 10.9% 0.6% 0.2%
TARFR
(048] [ SEHIAFES PR L+ LTPA: HoOFF AT ST, i AV T JE e, R
T A AN2ARFRFIIPA
(04491  sxJR A WNIRFA , I+ HAFLER) B AR5 40, [ 150 8 AR 15 PR M, Horp — Se [E A8 I T

[0450]  IX LIS 25 R, X LE R0 (e 2 5 T TPAR AR L) v DL Sl R 47 1 [ml i
2  EtOH : HoOEY BB ) TPAZE HE R 1 5 4 1) 2 oA 2 5 SR, [l 36 AN (79 %6 AHEL T-90%) &
IS IAEAE R RS S T TPAIKI 2% BRIt (98. 7% AHLL T-2997.5%) , ARTHX S8 7 AR 1 [
W2 (79% AHEL T90%) o X R EIX T & B A — K 7K 14 - 7E TPAFIEtOH : K H 2R
FHR I AR AR R BEAT 7 5 2050, DA Z 2 75 7] LU AR B HR A v 28 15 12490 % 1) [B i 1
i R I RGGE T =5 (H R I PR S, R R PR T AR FIR A

[0451] 14—t HABIEFNR SIS A (500mg i, 7E40°C T AL /NI, 78 25 08 T g,
IARFR e

Y 3 cp e HPLC# & (Z B AK-F)
A4 | FRAR |ZRF2 #73

IPA 460 mg (92%) 97.6% |1.1% [0.7% 0.3%

10442

1 : 3 EtOH : H20 451 mg (90%) 96.2% |1.4%  (0.8% 0.5%

54R4R

1 :2 EtOH : H20 440 mg (88%) 97.5% |1.3% 0.7% 0.4%
[0452] Sk AR

1:1EtOH : H20 375 mg (75%) 97.9% |1.0% (0.7% 0.3%

SR AR

2: 1 EtOH : H20 354 mg (71%) 97.6% [1.0% [0.6% 0.4%

S AR

3:1EtOH : H20 369 mg (74%) 97.9% 0.9% 0.5% 0.3%

54RAR

[0453]  SARFRELOH/ 7K H AR 5 WA , I HAS 2 Ab B o ph - ] 4 (0 200 B A i A7 1l 36 mh 28
A7 AT RGP (b o e A Pedie (0 o AT RE AT B A2 A0) » IALBETBOR 1710096 TPASR A, N
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IERAE 7B Rl R, IF B 5 T A B AT S A BV

[0454]  fJLis (1) 2K I WL TR 25 (92 % [BIR) 96 . 4% ITHPLCAE & (R i/K~FN1.2% -
0.7%.0.4%) S MR HAEFTE EER B E & =) -8 HPLCS HHT72% (8.6 % -
3.8%.3.4%) XMW AR TR i FISCR (1) A& I Alidk 5 v ELZE DL By B R A Bt
THTRARL, CARRERTE T WS E 44 R0 BR IR AN 2B (TERY BE3H>99% , TEH— 44 )5>0.5%) o
[0455] X3 A2 (R RE it B B 244 B (70 %6 U 5E) 7K R AR BA 22 o hL Y, I HAR e fE TPAH K
A DL B 4 B 3w (R R GE I NMRI 58 997 % L B BY 21176 % = 2%, 3@ 1 HPLCAS 196 .8 % ,
HJFN1.1%.0.8%0.4%) B, UEBH AT i J 2 AT ORI

[0456]  GMPJEALEL &K

[0457] AT T HUBL B Bt 2 5 7 DA (L GMPYE B o I S TR HE AT, 34t T L 724, 4 P
A=W K A I ELd B DA R AERY BL2 GBI HPLCAS /293 % 4l ) o ¥ HLAE SR AR TPAH 3E
— 34k 3t Hoak DL S U BE 272 ) GG HPLCAR H93 . 7% , 92 % M 5E , 1 PE 2 2266 %) -
FIRAG 10 2 FEAR T 7ETF R 05 B b W82 2 1) 2B B, IR gk AT 7 IR, A\ B 3R A5 1 s 4B
BB B 33 A T Ja 22 A 2 (GMP A AL .

[0458]  FEAHIFI S 2F T REAT 56 —Hik, LAgS HUML =9, LA /K 2R 40 J5 @ i HPLCAS HE 4290 % 46
() B JooKs SE A R K 3640, 35 HIB R TPASR R 2G4, LL4A H 384 I BL2r= 4 (GBI HPLCTS
93.0% ,NMR5E91% ,60 % i P 7= %)

[0459]  #EAT 58 = HE AN FEGMP A Bl - 24 5 2 A I bRk GEIEHPLCAS H197. 3% , NMRl 72
96%) AL , U@L K  TPAS R A D 2 AL K P24, DA P2 AR LA $ s I 2h B R B B2 (79 %
FEEE) o

[0460] SIS

[0461]  FENo I, B Be 1 (1245, PR PEBCFR)D g 2045 8%, S8 5 n#k THE GRS T B 1
INEL, VAR FITBME REXTFBr B UL, 64687 AR 5K Bt S S mn e 544 (1.5
B) , RV, W UEI W5 B T 4235°C—40°C , I HLAR JE M4 75 S 3 B YA 21 DL 4E#35°C -
40°C o NN 5 3L RIS S B INAA 240 °C H ELIEHE2-6/ NI o 4 [ N HIURE - HL 2B 2 75 5E A 28
JE EVEER FRAR B REXS T M B L&, 84 AR) » 25 i 573 A1 B9 [ A4 (1) T o 8 Js I 3
FE1Omin, SR J5 S0V ARG o AT A4 Hh EE AT RS0 23 V5 770 5 SR i W Bk ] 44 FH 3 e 3 04 R UK
(R TP B Lk, 2x 64KF) , BRI BRI DAL 77 SREEAT - 28 o B [ A BURE 3 B 23 A
WG TBME N #2125 85 Hh X TRy B Um#Ek, 44855 , LLgsy th 3 G, A8 10K/ 7R B v L
AHE-20°C . £ 29155 BlokMeoNHAE THE H [ 2MIE R (224 ) B IS I B 28 28 vh , 4k 4715 1
E-20'CE-10°C Af [ MR S8 Il 2 =5, 7 B H % i 75 2, nl LLAE ShR 98
10 57 AR I MeaNH o K S5z 57 BURE =20 BT 2 15 52 il o 4 S R L 00 , FH B e e i R TR BR LI,
2x 24KFR) , IF HA 4 B I [ AR AE BLAS T AE60°C R -0 o B L B BE27E K b R TR B 1
TN, 8IAFY) F 2R A 2-18/N8) , H HLAR S5 198 , FHZK GRS TR B UK, 244 85) Bl o b [ 4
TERED FE60°C T TR LR B A <2 %w/wK (R /R « 9 /R w2 (KF) 8 2) Bk & By
B2 Bk S B BE2ZE TPA (104K AR) 42— 187N, SR J5 3k 9 , FHTPA CREGE T4 S B B 21
B, AR velk, 3 HAE60°C FAEE S LA T

[0462] L5 NP X ) Al g b o] LAR S5 40T

[0463] ﬁggm
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[0464] 1) P55, fd FAC B 2 B THE / TBMEYA 71| 2245 2 (I35 % 1t FIIG 50 SRV

[0465] i) HLR, FEFH e B T S DB IR, I 22 40°C , 5 21 v B I i 2 9 L7 1k
B B 1= B AEDTUE A o B FR AL 1 18 IRONE R 8 1 1 58 /K T R B 1) s B (]
[0466]  1ii) 23—, WAl fR2A5) & DA su VR alifb B 250 & 0 Bk AL

[0467]  iv) ZEVY, ¥ R LA S Bt i A T 4R 24

[0468] ﬁg?@

[0469] ) @ik A ORI B %, T AEAE S DB K, 3RA5 7 ROR S mr B 4B FE A7 2, 3F H.
DRI 92 1 7K A o

[0470]  vi) fJa , A8 7K FHTPASR AR AL T B BL2 /= Wi R il 2

[0471]  Sjitifs4

[0472]  FfrE%3

[0473]  {i AL BT BE2A4 L GEIEHPLCTS H >99 %) RIS Js o7 2% A1 BEAT W 4R BE 31
56 [ N o R BB B2 5 B ANA LA _EOREE T THR, 3 LA B, AS 2 AL ATHaH 78 I B2
W AT 1 A8 0 o K4 24 2 L1 ATHA AR 9 AE THE Fh 1) IMVE VRS T, 2 292/ i 7E20°C -
25°C N AT BRI LR 210 %6 B 7=, I Hp A7 AE TLFR A AR Foh 288 o 4 i 2 AE [R1AL T n 4
LT/, LA 193 % B P2 Ak GRIEHPLCAS HY) o %o S N 3R AT J A 38 DA 28 HH R o B B3
FEY) R ITHPLCAS HE 2990 % , B NMRAE HE 2990 % , /R IE P2 4187 %) &

[0474]  BEAT BRI S B, e e D2 1 R FHILIATHAINER 34 E AL T4 4 8) A HE
R D PR AR L FIAL SR BT AE T S Ab B L 7R B A [ i (10-187N) Ji=
KEFE T RN AR (2% -3%) , B3 HPLCAS HY B 2195 % 724

[0475]  JEAbIRIT A

[0476] U d 1B /R EE Rochelles salt) BTN 55— ANRE6 Je B HE4T 1 I 403, (H
JE K FIARFEE R K (9100168 , 3F BAFE PR A 2 T OrT AT I 7 TIOR8 T 223
WD BT T AR AR 35 Bh 2 BR L1 /AL ER K & T & Rl B AR JE AL FEAE

[0477] 2 5 FHEtOAC A 2 5 /R 3R R0 1 ol 2D AR RRU D 98 K o 8 [l A AR R R A7 AE , B
DURE BGEI IR o 23 Y8 T, AT LUK VA EE AT FH ELKE [ 44 72 THE /E tOAc H B2 3 2% 10 DA
B4 SR G AT 7KV Ja A3, LI IR 46 7 B P o IX R LA R B (1) 72 38 (94% , A& %4l
FEREIE) P2 Al B GEIENMRAS H190 % -95 %) 74« SR 1T , TR 75 A 5 Tk

[0478] @IS AR IKHS IHELOAC M AINa2 S04 (FEAFE A& 71 1) I 7K Na2SOa R A7 AE ) A5 S W74
Koo TS J2 87 25 HE FOREIR [ 4, B mT DL B ek i & AR i BT /K I S Ab B, 5 L JE i v 4 4y
B RAS T R IR R R (994 % , KA AR IE) S (B2 P25 A @ i NMR1 H 1 e s
AP A5 (10 % AHEL T I8 H M RIH2%-4%) -

[0479]  F£0°C T Ke B FH20 %6 AcOHVE 2K, 3 BUY A RE I B R BRI o TR I B 6

[0480] ¥ S AR IR FHEtOAC 20 %6 AT TR VA 2K, LA 45 HA AT LA J ik ek 30 0 5 4D [T 4 o e
WG LIRS W o R AR B 77 BRI A (L1T7 %, R A5 4l FE AL 1)  AH P4 ) 4 B A v
(>95%) .

[0481] TR IR TR INELOAC 7K O T AE THF &5 g L1 A1 HAT & A 3mL) ¥ K i — 1 %
IS o T BRAS 5 3o JE IR I 5 TRUTT N o

[0482] &% Jim, 18IS 2R A IR T VB R RN o R K Ohf TRk g L 1ATHA I 5 28 1mL) 5 2R R ¥
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15%NaOH Cof T REg L1 ATHa T 5 o8 1mL) , B¢ J s 7K Oof T REg L1 ATHa T 5 24 3ml) o IX 45 H
T A, BT DA S S VE - 4 o o i A AR S K T AR o3 i ELAE LS TRk 4 (87 %6 P2 3R, Tl
IINMRTE H190%-95%) »

[0483]  JXUESLEG g5 TR 15

[0484] R 15-1] B J5 A B A AR 11 S 45

i BEREAF | FE R
3.1 |EtOAcH# X |[2.8g (94%, AARiE) i@ i NMR 4%
F i R 3 (A 90%-95%
Ve AR AR)
32 | /£ NaySO, 89 [ 2.8 g (94%, AAKIE) il it NMR ## & %)
[0485] A BT, 80%-85%, 10%Z /.
EtOAc# K
3.3 |20% AcOH | fLig (/& 4hey R E)
R
34 |EtOAcHXR |[i)529mg (71%, KAE) i IINMRAF > 95%
20%A7 4B | i) 2.3 g (77%, A IE) BB
3.5 | KREFEX FLik (R4 BE)
[0486] 3.6 | &K /NaOH # |[i)615mg (83%, KA E) i i NMR 4%
R i) 2.6 g (87%, AAIE) 90%-95%

[0487]  FHAT A5 R FINaOHA: K 35145 HA [ 4k , Ffr ks [ 44 T AR 25 2 b A L TR & 4 v i D
I B 75 BN AR Al FINaOHT) 254 B A Bmr (Z10%) 172 %, (52 ML FRE 7
SRAFI P2 Al B AR, R AE BT 8 — B Bt 2 A mT e 7 B2t — 2D alifb . AT B i AR
FERATRE R B T P AT I TR L i — Syl X B At /E L, Hoh 7RIk 40 Jo H B3R5 T4
P o e FRIX L 25 FH T I80K, 9F HLAY S R ek 1) i3k — 25 AR A AT 15 BE 8 Mt 7 v
DA = 280y B 3 72

[0488] Dy 1 sl A [l Wi 26 g K AN, 4 B B FH W 9 2D B AT AR R I & AT B R o b S B DA
57 % K= 2= P2, 3 ELE R B e P ETHR 513 30 3R 15 1 B 4020 % 1 72 3R (B AN KR
JHIFHPLCAS Y97 .7%) »

[0489] ¥ S BIASUK o ST » TEEtOACYRR K HIA] , Sl & 21 s N AR IR , 70 o Ik Hp 48 s 92 e il
PATE BRI P J5t (BR 1] IR G oS8 BE R Vs AT IR 5 BUW BOE 5 1 KR/ B I, (R IX I
AR AT W 7325 « FHAETHE H 8 357 2R A0 0 S8 0 X0 bk s B2 047 Je Ab 2, DAASE RIS 26 B K AL
25 HAT6 %6 I 1t = 2, 1@ I HPLCAR H195. 0%

[0490] g 7 JF & BB 4 ()33 K I FL6E S FHE tOACIN WLEE 3 (1) KSR WD TR B, B 53 T3k I I o %
— 73 8 I S N R R K, LT B G R 1 BRI LI A IR AR I 5 AR R AT AT
BEIRAC B, LL25 H P I BRIV A 0 o R S ) 381 4R 358 4 B B i R AT IR 2K, I HEAT J5 Ak 3
T DA R I AR P SRR AR =4 (T1 % P58 , 82 % AR IE =3, il i HPLCAZ H198.0%) -

[0491] K5, KR MR G V) pHilE H N8/ 9 AE N Ja b BRARAL J7 V0 — 3 43 Wb T T
AN B pHo 73 B S S LA AT Ja A3, Horbr— 32 2 M sk D I A7 i R D2 (BAFE VAR 2K JE 3R
f3pH 11/12) 10 55— 1@k i@ 0 S A AT AR R IE BpH 7o %tpH 11 BEEAT fE AL, DLgs
85 % NMRl & (73 % ;=) Ak}, MipH 7 W45 Hi60 % NMRU & (62 % 7= 34) o &5 LB 211
FT, N T4 H>TO% 7= 3, VK Ja 3R A5 IE T Y pH 28 OC B1 22 o Ja ik AR Tl sk A hr i R n . (475
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ZI2IRF20 B ATIETR) » P R IRAF L8 % OB . B2 T X5 B G, N T HtRIB B Y IR
SRR, 7 AR 3 18] WA Sf s . 1) pH o

[0492]  4ifb Itk

[0493] i FH100mg f73 A Y 25 0= 2 FE B AT SlAL 07 358 , 4% BT 3 7= 0 75 1O B 38 5510 v £
BE NG IR 2260 °C AL K 204 H B =0 AR, AR 5 I8 i I S AT AT [ 4 A T AT
P& /i A B, I 1 0T R BRI A2 0 P o TR I 25 RAE TR 1677 H

[0494]  FR16-aaa<prFafi b G N\ 2l F3A T 1 24 K F:90.2%.3.8%+0.9% .
0%) -

77 L2k R Bz (%) HPLC#: & (Fo £ %22 i K
)
MeOH FRT, B n/a n/a
EtOH 60°CF idik 35mg 97.2%, 0.4%, 1.1%, 0.8%
TRTF, MR
IPA 60°CF, #ig 51 mg 97.6%, 0.5%, 0.5%, 1.1%
MeCN 60°CF %k 46 mg 96.8%, 0.6%, 0.4%, 1.6%
BT, R
EtOAc 60°CTF, *ig 58 mg 97.1%, 0.9%, 0.2%, 1.3%
'PrOAc 60°CF, *ik 58 mg 98.2%, 0.8%, 0.2%, 0.4%
TR 60°CTF, #ik 70 mg 93.3%, 3.6%, 0.2%, 0.8%
[0495] ), 33 60°CF, Xk 77 mg 91.3%, 3.8%, 0.2%, 0.7%
7 BF) 60°CF %k 30 mg 97.7%, 0.4%, 0.3%, 0.9%
ERT, WK
MEK 60°C F ik 24 mg 97.3%, 0.5%, 0.5%, 1.2%
TEBT, WK
MIBK 60°CF, #ik 49 mg 97.4%, 0.6%, 0.2%, 1.3%
THF TRT, Bik n/a n/a
TBME 60°CTF, #ik 67 mg 95.5%, 2.0%, 0.1%, 1.5%
DCM TRT, Bk n/a n/a
1 M HCI BT, Rik n/a 83.7%, #7745 8%
1 M KOH 2T, #ik (&) |na 89.1%, 5.4%, 0.9%, 2.2%

[0496]  MLiATHZ IN5ERR (75 B[R90 LLFE AL N = 9) B, = Fh 98t S o 1 2 o b 1 5 — A
X T f A g 1 S S H AR (FE 2070 % WLEE 2)) o 55 = Fh 2% BRANAAAE TR A, I H B IR
WAL P2 A AR N STV 7R T, 'PrOAcky HY B i B 4B B o R B T LR EE 45 5, Herp
MeCNE AT 7E 25 df BRI Bk 25 R SR 138 77, 9F HL B A AT BA TR A 98 7042 i 6 (Bl Wie 28 76 R F
il 57 W% 1) — B [ i , AR KOHAE i iR AR J

(04971  {i FH V¥ Folt i A il St ) 94 77) (MeCNAITIPTOAC) JHOK 1 K M By B 341 R 4lidk, . oy T 32
e ISR W VA AR R B I o X R IR (1 &5 IR F R 17T oR H

[0498]  F17-MeCN/'PrOAc4ifbi) it — LT K&
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75 MR kR Bk #E (%) | HPLCA E (o £ B4 Jf
KF)
[0499] MeCN (54k42) | stkfrd T4 512 mg 97.6%, 0.7%, 0.8%, 0%
(51%)
'PrOAc (34R#R) | 34kf2d ik 706 mg 95.8%, 1.3%, 0.6%, 0%
(71%)

[0500] M 5ARFAIMeCNR 15 5 45 i » 3F HLAE3IRA ProActh (BAFET5C ) SR . R4
PRAR N 5 1E & AMeCN I [RIISCRATY SRR 22 , SR 1T =P ) 46 2 B & GEIINMRAR Hi>>95%) .
M PrOAc i RIS R T 4T, H HL =440 B 38 S NMR 43 BT s KR HE i (2995 %)

[0501] 3K H iPrOAc3Z i B4 BB HPLC AINMRAL FE i , {H 2 0 %2 31 ) ) 5 {1 1% G it
NMRI 2 S85%) o A T ot e A4 Ak 10 i s 4B 5 LB 22 € (1) H AN IE SRR BT B A RL S N
SR SR B EAR ) AL T BT AR R Al

[0502]  fgfH Y aE <= (71 % Wil 5E , @ IFHPLCTS H198.0%) i i 4 4 & i FHTHF VR I A — 44k
Tk o SRA5 T 2K 13 (0 [ 4480 % 1Y Bl UL 3R , JLHPLCAL B (98.4 %) FIIE { (£182 % MI5E) W& A 2
a1 o VE B T2 38 0 =0 5 AL P A 2T B, I BRIt 0 46 AE SR fE AL A R v

[0503] 4 5 o ] — AL RE AL HE ) B N (REZE I 100mg) HEAT — R4 PrOAc/IUE 2R IK (&
18) , LAk s e e, [F) i A RF A 2 4l (N2 E98.4%) .

[0504] 2 18—'PrOAc/FLia 7V I 45 5

G Rl d HPLC%: B
PrOAc 78% 99.7%
54K 4R
1:1'PrOAc: B 70% 99.6%
54K 4R

[0505] 1:1PrOAc: TBME | 83% 99.7%
RYE¥ 32
1:1'PrOAc: X 84% 99.4%
SRAR
"BuOAc 80% 99.6%
SHRAR

[0506]  thi - Fr A Al FEAE P B A AT LA, R 3R AT 1) e e [T WAC R B 6 17 W AR 77 2R 4t
BEAT TR o 45 PR I R 80 (TBMEATH SR AR A 7)) TR (BEJERL . 0g) LA SE L 3t VP A ]

gz
[0507] K 19-FAF|1) 4tk REHHOR
S Bk HPLC#: &
1:1'PrOAc: TBME | 79.9% 99.1%
[0508] | S#RAR
1:1'PrOAc: X 79.4% 99.6%
SARAR

[0509] X P Fhik £S5 AL T AE 2980 % I RIS 2 T~ A >99 % HPLCAE E A AL, IF H 5 —
AACER S ISR T A R SR 55 2 P T3 10 o TR 2K AR 5 A e
FHREN AR, 25 5 [ AR IR e 15 Ao o BT 24 A R L 2R T0.5% - 1k #%
'PrOAc: TBMEZZ IR IEAT JBOR , A e T JE BRI TCH 33895771
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[0510]  jifK

[0511]  FEEIAE AR (O PR AY) J5 , K I A BB B 3 2% R IOR I HLghAT I R DL 45 H ol i
HPLCS HiFI A7 AE2. 9% [ P[RR 94 . 4 % FEMI 58 Bl — AL RER T , 3R A58 I NVR I 52
3 H 83 % 4l B 66 % i PE PR B HPLCAS 97 . 0% O 15 < o 5 b Rl E i 7E
iPrOAc/TBMEH S AV HE— B 4lifk,, LL45 H 38 1 NVR U 5 45 H1100 % 62 % 72 L K2 3@ 1 HPLCAS:
H99.7% HIFHEL

[0512]  HqF S B2 0 KL 77 R AR T T (66 %6 AHLL T 2975%) , R 7 2% =10 3 Ah () #4
L XIEUER A AT T A A AR XA T .

[0513] KT FUHA M 7= 2 AT GE & o T 78 J5 AL 38 BATE] =01 o e, AR S HT R 82 0 A 2 & 3
TN TR AL R BT B 26 T2 RR08 1 N T X B T 3 — S0 5T, R ik S . 7E R
PR /T2 BRL =W, T 55 A 82 7 AR S DLRF DA 72 490 1) B8 gt A S Ak B 30 1] oK K
4,

[0514]  fg S TRIABEAT , LAZS H 52 B (93 . 7% P24, 2. 9% T AIMA) |, I LIRS, =AM Bl
(77 % NMRIU 5E , 66 %6 W PE 72 28) o 498 1 £ THE /Me OHH B 35 Ak, , (L A2 V3 40 5 HY B B 1) '
A A T S B WA AT 5 AR ER AL Y IS N 7 A I AT R DA fd pHAEL IR 214 (M pH
8) » I EUK yE U CE THE H B8 AL (B ATY SR 73 5 HE B B O 6 < o MU H R 3R 15
JR T, FLr 66 %6 I M R 5 AT SR AR 1R M P R VUL o Sk v i A A RE
HFI/E ' PrOAc/ TBMEH (1) 2 AR 44k, DL 45 62 % 77 FR 1) i 406 FE A kL GBI HPLCAS H
99.8%) .

[0515]  JRLAE BT SR FH B0 i AR AR ARG s i, I L 7R B A ARl B R LB s AR I, (H Ut
T AR & AT BT T AR

[0516] 4B B3 S S it — 3B TR LA FEAT A B o B N 42 70 1530 4T, DA FE 187N J5 45 1 58 B
(ZI91 % [ 724, T 4 293 % B SN FR TaIMA) oI — S AL R SRS AR ) J5 AR B 25 HH 57 % 7= 3R
(%) 7o 4 5 't 36 < 3 GBIt HPLCAE HE >99 % , 99 % NMRI5E , 0. 35 % w/w/K R IR B 75 /R) &

[0517]  sL4%

[0518] P B2 (1248, BR il i550) sk B 2548 4 , 28 J5 Ik THE GREXHT-Fr Be2 ik, 544
) KRG A HE0°CH HL30-45miniZi s INLiATH, (3298) I IM THFVA VR , Wil 5 1R
FFTE0-20°C I NG » ¥ R BIFEL10°C-20°C T #5E4:30min, H HAR J5 A E Bl B P 2116
AN o SN BURE T EL A R T SR, ¥ N 0°C I HABE AE0-30°C N IZM IR I R (9.3
i) ARG 1E0-30°C R IZ T AN N 20 %6 /K AT AR B R CREXS T B B2k, 1. 9OFRFR) 3K o e U
I 0 pHULU R OR FL PR 38 75 pH> 1 13 HL 4 SR 75 22 0D 55 A8 I o K BT 75 BV W 1 4 17N 3
Hid 3, FITHE GHXT T B2 inEk, 2446 F7) BERs AR L1 AIAL &5 K I8 DFETHE R T B2
Ingk, 12 5K F) 2 AL 1N I ELE 8, FHTHF GREG TBr BE2 hn gk , 58 Bk, LML AN
ALERH IS B 6 A ML EMg SO T B I8 A IERE B SR AR EZ TR YL
LOPRFR R TRy BE2m#k) , 7F B B i e n 21 — S AL iE 8 XS TR B 2m#k, 324 &)
b o FHTHRSE I AR, 3F B 2o &8 I EAE B S R AR BT R B B3 Ot
FA3F) 7E1: 1iPrOAc: TBME (FHXT 2B SR 181 & , SRR Hh 28 Ah2—18/Nif, i 35 , FHTBME (A
T TR BRI, 2. 54K FR) Peidk, 3 HAE40°C FAEEL A th F-H LA 4 B 4l ff) )t 76 = .

[0519] 55 NP X 5 Flas Ak vl LAE S5 R -
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[0520] i) %G, HH I A AEAS FH THEAR i 77 ) [R) B, 458 FH TR B 2K B o 3K -5t BN T AR 7D
PSS VEIN

[0521] i) FLok, HRE N AT R BRI K, AERF B pH , 38 5 291 1o pHA% Il ORIR 15 = 7=
[0522]  iii) 38 =, @it AR AL RE IR A AR £ AR AR AL /AL, FHTHEBEM /5, iPrOAc:
TBMEZEALFRAL 1 BE Al AL P29, SR JE s L5

[0523]  Sijitifsl5

[0524] B Ex4

[0525]  WJUA B A5 A SCRR 2544 » AL PR . 58g ¥ » M T I8 I HPLC /3 # B 45 21 2988 %6 F A6A
TR AR AA o B 7= 4 38 I 8 I 5 TR ik AR A he o LB e g e SR Al Ak s BT S A £
AR (5.5¢) FEDCOMA R AL, 25 Hh R BRI 72 DL S M &5 1B Bed (4. 1g,70% 77 2, Il NMR7
H2595%) IPTIE .

[0526] DRI

[0527]  FEUbHr BRI W UG I R 46 vh T T 4K 5 T Ab 2 5 H B ARAS 0L T A 24 HoAl pg 21 51\
H I Bul i B A o BEAT XS B AR AR I WA IR 1% , Pk B AR A FE LR k- L1 "BuO
K'BuO.NaH.NaHMDS FINaNHz . Fr A S . 3945 H P24 , e NaHMDS 4 g 4n[@)"Buli—FELT . T A
S SEAER AR A AR H AR, W52 B R , - H 8 SO AT T 4k Lt AT A i+

[0528]  4J4f 17 126 7 BHNaHMDS 4 A2 "Bul i i) 5 3& B A (81 %6 He Ak =4/ [Al A 4A) o #43X
Yo 2 5 R H"BuLi [ 555 [ N— L IR 221 . 5g o 75 P B0 T 40450 FH 70 & =i 1

[0529]  £20-"BuL i FMNaHMDSF¥) b %5

B ] & HPLC - "BuLi HPLC - NaHMDS
1 hr, -30°C 6.6% St 3, 78% Int4A, 1% St4 | <1% St 3, 78% Int4A, 4% St4
[0530] 2 hr, 0°C 6.5% St3, 77% Int4A, 1% St4 | <1% St 3, 76% Int4A, 4% St4
i v 489 ¢ 438¢
<1% St 3, 2% Int4A, 60% St4 | <1% St 3, 5% Int4A, 68% St4

[0531] R4S :St 3=FrBt3.Int 4A="h[AIfK4A.St 4= B4

[0532] PRI OOL I SRAS A S AR 5 AH AL , HEHNaHMDS S 87 45 HA B B 3 ) Y 6 o 1 P A
S AR A sk 8 DABR 2 B TTE , I HR 4 Sl NMRAF H , ZE P A L OCH 2 7E
FA"BuLi B 51 ) #RAEAE I B IR R BT, 3 HL2r B 77 235100 % o UE B NaHMDS 2% 14 Bl 2
SHH T AR IR BT, I Hak Bl 2 Tk — 2B 80K SR T , 75 BEEAT oAb B ANl 4k
Ko

[0533] DBEii

[0534]  HPLCH# 457 , 18 FINaHMDS F1"Bul.i M 3R 1056 A 43 B i #4 kE 2 384T T FE 4, DL
Wl Jo 20 MM S I Bed 8 7E 2 Fhia R R AL, S2 R R N JE B IR B 40 A0

fih 2% R Ak R

[0535]  R21—FH M B Bed =Pl e 44k,

[0536] T30y PN L HPLCAli 2
DCM ERENEE L 84%St 4
EtOH JBIRA) -
EtOAc JBIRA) -
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IPA ERENEE L 88%St 4
R JBIRA) -
TBME ERENEEZN 62%St 4
MIBK JBIRA) -
MeCN R4 -
P ERENEE L 86%St 4

[0537] R FHI4E S .St 4= B4

[0538] sty

(05391 M JLFhiz 77 A 3R 15 (A €0 [l 4 , SR 1 A DCMANTBME S 75 [3] 44 7E it A7 3 i AR e A2 1%
TR BEIRY) o« I TP AR PR B HH $ 45 10 A L 7R At A7 2 B FR IR B A A o ] 4, G 3R I I
] A2 P e 1 T R B vy, FF ELAEAS & T A0

[0540] > TPARN A i HH 1F) 2R SRR 22 1 g o SR T 5 ZES IV 771 S 37 BB BB AL o s Je IR 40 368
o U P RS A B H R B 45 S 5, b R EE I T i L AR, B R AN &
TR o DA R B B F= 22 0y B A4, o TPARR (L 1 B (R 4k

[0541]  SBAHFFL 1 THE, KR ) B 1 78 24 R BV A AR 35 o SR T, 2456 e gk AT R 3G ),
U2 BIWIE ORI T B (D3 B 2180 % 772 3R, il I HPLCA HE 2992 %) o A T 23R8 o iR
RADEITE B IH HL2h HH B8 242 i 25 8, 1 SR R ot B B 49 i AE /D B DMSO AR 28 5
W THF (L0MRAR) B8 MBI 3L, FF B ik R o e B 25 o P2 ) ) e, g L id sk
it AR I H I THF SRS, , DL A48 HoA5 96 % HPLCAE i G I NMRAE: H >95 %) I Br4 (86 % 7~
) o

[0542] B T THF 45 & R 2, 9 B A AT 2y B BITE40°C R B AR (THE/Et0Ac) 19 46 3
6], SE A A P B B Bra & A= 5 TR A B8 ] DA ke 5 5 55 1R A8 4k 5 ELIE I 7E40 C R RE
VRN L IR Y N=R 2T T

[0543]  HE4T T #i4~4g NaHMDSJ 87, Fo o PR AN I B35 56 1 2980 % 5 Ak R Hh B AR 4A o 4 —
A B FHECOAC R RS, 53— AN e S FHTHERG B, 37 HAE P AN s Rt 308 DA Bk L B R 36 Bl P24 o
R T D PR AR IR £ 2% KT, BEAT K VRS, I B ALY T 0F Bk 48 2 10468
XECIRIRAEAOC T BiFE 1, LEE H A0 B Br AN BrA i iE (291 % B B3, £90. 2%
(44, 2982 % B Bt4) o i i 8 YSCAR [ 44, NEtOAc/THFZ5 8. 03g (88% 1 22) , 1l NTHF 45
H5.65g (62% 7=%) . 245 W THFSRAZ 1 A ([ & GEITHPLCTF H197 % , 88 % M) AHLLI , M
EtOAc/ THF 3 A5 ) 465 €2 / K Cu ] A LA B AR 21 GBI HPLCAS HE 4990 % , T8 %6 Wl i) » X 5k
H THF S R ZK 2 B 3 BT A LE P24, HF B 2 M THE R B A R A4k

[0544] | F I THFFRAS 8 s 4l B, DRI SR ys SFUEAT T 3k — 2B 5 AR AL IRISCR o T
PRI R BIK)E B T ERAK TSR IRONJE K I SR A ik — Pk i, DL e 40 DB 5 B I
() ) 453 2R e /K o LA TH g IASE IS R R 7, L HoR 80 23 IR RE VR A WDV 4 28 8RR RN 6 R AL
HHE I, FEPR S 2 (A5 R B Pm R 2 57, B 3RO 140 4g GEIINVRIN 2 15 H90% , 74 %
TE PR T HPLCAE 90 %) .

[0545]  Z& LB REE

[0546] 7573 55 H (1) = W82 38 = 32 B4 o, o AR T MSEL PR S Y 1 BT R I e Fh 2
PR S
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[0547] B i~ 2 A% o (St 7Y b s T HPLCAS HE 292 % 5 % ) TEBE fa 1 S AL IR 45 280% 7

T2, PR AT DA DABE i 1 K ST 52 o 7823 85 B B4 v W 8% 21 1) 2 2% 57 (i 2 i i HPLC /5

H 215% -8%) FEBRIT 2% I o X 8 L B J i AP0 38 B 21 5 L2 H R I8 MK A B &8 R AR 2

Ty Mk 25 53X A2 ph BN JE A FH P A 1R e R R T R T A R o L PR s IR FE (IR F-50

"C) , R I AT DK HoAth 22 ) ) 2 4 it GBI LOMS &L Fm/z 295 2) 5 HI7EM T-2% , 3 H.

S JETESRIE T S RS 2

[0548] DL A=/~ [19140gHb Ik 1 2% FURF 7R 190 0% I BE 4.6 4 % I ER T 4% 5. 0. 2% 11

N- R IR AN . 2% Hm/z 295. 244 .

[0549]  GMP& &

[0550] @ﬁﬁﬁﬁ%ﬁ%ﬁ}?%ﬁﬁi? — RIAEI BE3HEIR (544g8N) , L4 1213 . 5¢ (53<VF£

K, JEITHPLCAH HH99%) o b A ThAR IR T 58 4tk (628. 2g%iA\) , LAZR H1295.2¢ (66 % 7= %, 1l

IHHPLCAS H199%)

[0551] 93 7 BUAE 3N K FUA L Uk H 78 L B 72 2R A7 A — AR 4k (57 % .53 % F166 %) - iX
AT RE A T i AR AN K AR P R AR 2 o

[0552]  sEIG

[0553] ¥ Be3hnak 225 2e b, 4R 5 INE THE GREAT-B Be3 Nk, 154&47) , 3 BLAS FHF-0K/

PB4 HIE <-50°C . In#k £ THEF (17 1M NaHMDSVAVR (1. 134 5) , 4EHrE ¥ <-45°C, H¥r

<=50°C o ¥4 R ML AE-60°C E-50°C N P3040 8h o B VU A5 I AL BE IR Ik (2. 2624 5) DL 43 Ik

B Wi, SR INE 5 MR THE (2048 FR) |, [F] IS 4E K5 S N BE<-30°C o 81 . 5-2 /NI s 2

BZ0C, H HEFE LA E 2 15 58 Bl o 44 S Bt 38 DARR LR 21, FHTHF (84 Wik o K U8

WG BB P AR 6-8RANH BLAEA0°C R P13 B LK AR AR AN AL B B A= 1) o 44 S S HURE

DL B 2 15 52 3% SR JE ik U8, FLKE [ 42 FHTHF (ARFR) Beg B BRAF2 ) E40°C FEE S

HEFE T

[0554] 5 NP X 5 Flas Ak vl LAE S5 iR -

[0555] DRI

[0556] 1) B4, 9l NI HH B REEUbE AN LA SCHR 25 1Ak R B e 2 T R 1 A RO AR

B 5 TR BE, 3 BA W ML BIN R BEH

[0557] i) FLk, @k FHTHERR RS S 87, 3145 1 B ey 4 B2 1) Fh [A] 4R 4A

[0558]  iii) & =, @ I S B B I AEAIKT--50°C , K18 1 LOMS WL 42 2| A A7 2 I mz

295 . 28F HTE /N T 2% 7K

[0559] JDERii

[0560]  iv) 2 PU , J8 e B B BrAAZ% T (RNl 2 B Bed GR7) FIRR IR Bt (3R 7))

(7K, o] DL RT S A P 4l 1 P

[0561] ) W] DAFE e i 711 Hp 047 H (AR B AA BB BR AR 364k, i G 1 2 e 11 5 771 52 3

=,

[0562]  vi) i Je , P RAF I [ AR FH THR e i5% » HF ELEAE T, CLSRASBY B4

[0563]  SLji 416

[0564]  FfrE%5

[0565] 7R LB BRI BRI = B 1 A5 5, BL7ERE B 7 IE A e A S A vl BATE
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AR EFE R (charcolation) $PUR AR, IR AUAS 8 TR B

[0566]  FHAL AW S 3 /N Ja , ST 1 S 7 S 7R = KT 52 i (090 % 7=, 433 % -5 %
SW) o iR I/ B 7K LS Bl i F HAE ST AN S R B B AR T FE

[0567] i gt ask JiE X} B Tl 1 e B BEAT Jig Ab B, 4R 5 25 0 LARR 25 I , W P2 D AR Rk B 8 7
TEAE KA IS I B, FLUR A U8, LS 69 % = I F8i% P 52 . 'H NVREFIA 1 774
(1) B {H 2 T 7R AT AE D B A OC 4R 0T . LOMS 7 BT 875 95 . 2 %6 U4l B, HoAh B4 0 (4.1%)
YT EREIR A . GRT) AT AE B Brah BRI 2% J0 o J5 5K S /s 75 B 8 7= 4 2. 285 o A1), ikt
e ST R (W BL6) o

[0568] 4R 5 FHK H 5 2 THE J5 A B () B BR At R kAT 13— 20 ) B, Birid ks i HPLC A3
HoA88.0% 4, 3 HS 7. 3%N- it NI M Bed AL =) , TATATT BR BT 2% I o P 7 3
SERY I BLANRT N B R HEAT 5 AL FE DL 2 H 46 % 7P R I R IR PE R AR Rt TR L
FRURE S5 TR IR = 0 TE o 'HNMREF A =401 B 43 I ELHPLCHE 7R 98. 9% I 4l JE

[0569]  BEAT T M2k I IE— 2D I DA A BT K B I 7K AR I L Adl 3 0 0 B 1 1) 1 7=
YIRS /M o SN S 3B I T INAR A 40 °C R S INLOPRFR I K SR SRAR IR R - 1 Fe Vi IE e 1ot i
Bk E AT, A SRR eSS b 5 Pk .

[0570] 7 J o A i A EE B 1), s i /K A 72 AR T K TN Z01% 2.5 % 1 — SS Y B3 (B3 2
Fr i ik 2 SR I) o 70 e 24 7= A 2 o AT, I 1 B B 3K I B AR

[0571] UK

[0572] R HARY Br Atk (AEGMP) /R Atk ik (148gH W N) Ab3 o S2HL 1 i B AR
FE, B A 88% B M Al B AK A AR 0. 9 %6 B B 3 o BRI A% it (6.4 %6) 56 A% A0 AH . ) £ gk
Bt (5.2%) .

[0573] M\ Z B [B] 25 LIS/ B /K &G, B R R ) S Ak gk AT ot 98 9 Lk 4, L= 4B
109g¥H 74 Gl IENVRI & 15t 2971 % , 86 % 7= 2) &

[0574] 5236

[0575]  #10%Pd/C (Z£150% /K%, 87LEY , 0. 1x[fr BLa in#k) 7EN2 N In#k 2 22 28 v, 4R fa Iz,
FH I (RO B B4, 2044 F5) FIBY B4 o BN FHH B AR, I HA I i S 7EHs (i ) S 4k 1-2
AN o B SN BB LS B 75 SE B ARG A UK GRS TR Bed , TOJRRR) |, 4 RFiR FE <25°C . F
TR AW, (3 1) N BRI 1-2/N) o g S N BORE AR 542 75 52 o

[0576]  Gn SR I MoK 5E B, TIPS N #Hz , 7 LW e B 7 4k 282 14T 11278 B 21 W82 21 58 %o
SRR R B E TN T, I FLINIR 2240 °C FF HARFF 1545558 B S B ad i Ak s 0 i DA R 25
FEALTR, FH . RO B BEA N2k, 13 . 3MA) Ak R T B4 indk, 6. THRFY) P - K
WAEE SRR Y, 5 B DARBR 22K, B EBIERIF A 5 INPRI X Gl A g Ab mT BAAS &5 4R

[0577] 3= Bith, {56 F AR XS G B IS 18] (RRT) , 38 S HPLC M W Jse 2 Frg H 1] 44 7K ST, 5 5 BAZIs
F-0. 2% A7 1) H TR AR ) 56 7 o 3 /0N o M WY BB 5 AR IR 2% I3, DA A 1T DA fe ¢ B 45 iy
Hoet e T

[0578]  f 24P BL6ik R A2 an St ) 1 B 1

[0579]  Sijstifsl7

[0580] A TiEAITT R

[0581] Ry 7 IRl BE 55, R UL T 7328/ 07 &
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[0582] 7.1 NMR

[0583] i FH400MHz Yt 1% A 345 E D20 F 3834 P F£ 0 THAN°C NMRYE 1% o 76 'H NMRA , FH %
FD20 (8=4.75ppm) LAppmified 1 b A0 F8 , 7E1°C NMRIYG i A , A% FMeOH (6 =49 . 5ppm) (
NZH W) B IN) CLopmiRiE T A7 7 o INPHRHRIE [ 383 78 22 1 SCER A 1B o 38 I NMR X 2§
BURER st 7 5450 — B0t B -5 S0 #0E A — B Bl Forb AR T L S 2 (A
B 30 BT HAL 22 AL S SR R N AR AL, ORI A2 EH T4 0 A 7 1 2 A Jo 3 P R A L xed
pHAR /N AR A A E 5 UK

[0584] DL FAMEAR T'H NMRAN'C NMREHE , 3+ H ik R T EI10RIE 11+

[0585]  'H NMR%k#% (400MHz,D20) :2.79 (s,3H) ,3.18 (t,J=7.4Hz,2H) ,3.31 (t,]J=7.4Hz,
2H) ,6.97(d,J=8.0Hz,1H) ,7.08 (s, 1H) ,7.10 (t,J=8.0Hz,1H) ,7.19(d,8.2Hz, 1H) ,
[0586]  13C NMR%(#F (400MHz ,D20 (+trace MeOH) :22.3 (1x CH2) ,43.4 (2xCHs) ,59.6 (1x
xCHz) ,108.4 (I1x CH) ,108.6(1x C),109.5(x CH),119.1(d,*Jp-y=6.7Hz,1x C),123.3 (Ix
CH2) ,124.8 (1x CH),139.3(1x C),146.3(d,*Jp-u=6.7THz,1x C)

[0587] 7.2 FT-IR

[0588]  {F HAUATRFIFHfFIPerkin Elmer Spectrum Two""Yeilh{% bt SE 4k . @I FT-
TRYGHE X 289% PE 5 (IR : ART55) I 7 i 7 S AR I 45 i — B il (B12) 78
3244cm Kb 11 B G 2 i TR 1 e o TR AU A 4R SUIX I, IR TGV BB 3 i

[0589]  7.3.JHik

[0590]  fEBruker Esquire 300001 ¥Bi Fiilb i b3R5 3805 78 52 (AR755) 1Y i, 3 H 5
GER)— 3. R (]13) fEm/z =284 . 81568 1AL i os T —AN 06, Wb R T 28 9& P 22 1 (M+
H) “H M) o X TR 43 8 T B A T 2R P 52 43 720 (CizHisN204P) Fim/z 284 (KI14) .
[0591] 7. 44R K5k

[0592]  HRIBRIE T7 LG 25 M T8, B — Ab AR R A 2500 C I, 3R A —
BHIEE R, H HAA X A2 BT B r= A2 1) IR 5 5% A W (R A4 R MR i 830 BRI L, X6 T 389 78
L R R R FI800°C , I HAkf T — S R 45 3 .

[0593] 7.5 HPLC—Il|%E Fnali & #ff 5

[0594]  FHT-F&& VO T I AE A4 2 40 FE FN 2% 5 € B (I HPLC 7 V2 A2 1 FEHPLC-UV T %, 3F H.
AR T 3R 22 o AR T 8 & % 2 Img /mL ¥ R34 P S 945 i T 404 7K - MeOH (95:5)
e A I B S AV A

[0595]  JEHIEHPLCAS H 11 40 B DA THI AR %6 A2l 5, 9 B O A0 O B B ) A v A 2
[0596]  JEH Ik HPLCIN R A2 4 T TE /K 22 - AR T O R0 2 B3 AN EH 2 1 A v ot 1) B 2 %6 11 5
[0597]  3R22: HF %5 4 AN e 1) d RUHPLC Sk 1
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$# EH
7% Agilent 1100 £ 71| if 48 &% ALK
¥ %4
A XBridge C18, 4.6 x 150 mm; 3.5 um (Ex; waters
PN:186003034)
ke 1.0 ml.min”™
EAHARAR 5ul
A5 UV @ 267 nm
[0598] [ 423 30°C
A AR A- #FK . TB TFA (95:5:0.1)
B- P& : 44K :TFA(95:5:0.1)
R B (min) %A %B
0 100 0
2 100 0
15 0 100
20 0 100
22 100 0

[0599]  7.63@iTHRGCAE H IR IR & &
[0600]  FHT & EAR A VA FIIHRGC T VA A TH s 7 i, 3 AR T F 23 .
[0601] 323 #LHY [ F% BY VA 7RIGC vk

A3 [ %4
A% Agilent 6890/7890 HRGC 2%, 2 1ik
3 DB-624 60 m x 0.32 mm, 1.80 pm#&Z & (3R % #4h)
B4 40°C (4£415 min) , A B8 (20°C.min™) £200°C
(#%4¥5 min)
T2 B3
[0602] B8R 125°C
79 4 140°C
BB in
ol e 10:1
ENR SR 200°C
A i) 2508 250°C, FID
MZES 15 psi, B&E
® A A A
[0603] AT 2.0 ml.min™ @ 40°C
W AR 12—
[0604] g LA T I AR 7K« RS L £ THE AR 2K
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[0605]  7.73@ T DSCHE H I 15

[0606]  DSCHi#i 2 fFPerkinElmer Pyris 6000DSC (B¢ ZLLr= i) FUR AR 3 F & 4% 1
B, 0T A B AR RS UE , SR AT IO UE AR AR E GBH N0.523. Omg) RN EHFLERAE
dn A b K A AR A o5 e S B A LA 20mL /min A 30°C HN#AE 300°C , £EBE LA20°C /min T8
BRI RN i 2 7 IR, AR I 28 3% T 52 22 s R A BRA e B0 o 7 /N IR AR A S5
AN T 2 5 B ABRA [ [ A6 08 2 @ BB, B AN AR T 2 dl AU YIBI I AL
[0607] 7. 83 it XRPDAS Hi ) 22 A

[0608] i i XRPDHf & 28 1% 78 S 1 [ AR S T S AEIR B 264, 724 FCu Kaf& 4T (45kV,
40mA) 0-0M FA IR BB R OB 4E (1/27) JAE NS R AR B R (4mm) 35 F A R Eh %k
ZEMATIAX (WPANalytical X Pert PROBLEZA) EWSCHEXRPDATIH ] B HmUlc 4R 23—
35°20  ELLFMEEAZ0. 27 s T RATHIE 5 2 SAYIASA (1S AT T H A, DA
PR —E (G A B Task7b)

[0609] 7.9 EE 43 #T (TGA)

[0610]  fEPerkinElmer Pyris 1TGA (BRI M) B EETCAE S - X TR B, 4 FH & 4% 11
HEMNEGKHALume]l MPerkal Loy #EAXAS o 4 THUE B B FF 5 Gl H £95mg) e N\ Fa T 1
H, IF H LA20°C /mi n ) 38 B PR B I FE IFAE 400 °C o 724 i b 4EHF LA 20mL /mi n ) <R
.

[0611]  7.10 T fpskE

[0612] gt F 1 g fir— 3PP 00 1 o ot ) T8 R B, WE AR B, 7E70°C R T fE S R & E
EEE.,

[0613] 4.
(Wipas — Wgaa
oo14] FRREFY = —r  F 100
Wite

[0615]  H.rh.

[0616]  Wyps="F~ LILFN-F-J B A i ) W) 46 FE & (o)

[0617]  Wigwe="F-ILAI TR A i I A L & (g)

[0618] Wi —=FF it HE & (g)

[0619]  Sjiif5l8

[0620] s ffil B4 MR A 5

[0621] RS Fh 25 A T 7RI A FOREACIRZS T 320 283 18 52 JORL 24 e I sz 77, LA AR FH DA
PR o BT 7 IR B R

[0622]  BLF-ICH Q1A (R2) HUZEER , X F&3% v 5 1HEAT 9t | 48 MR AT 9« 75 7 264 R I A
SR T RFIK ORI AR I B R AR NN AR E TERIAE S BT R FHIARAL 20 7 95 0E B
TS T E AR BoR R A IE R, R HL AT DA FH I T vEAS I PR B | 4l FE RN AL
FIHIRAL ARAEICH Q2 R1) (AT FE PRI IRAIE) , 5% FHr i, i I 5 it BoR AN SZ T RE )
A SRR A P D) T o ERLEE , HPLCT7 V45 WA 9 3 B T 5 283 1 T A SR e B () 4l B2
[0623]  FEI& V0 T (1) 0] HERE it AE A 70 3 (AR DGR E T A i B 72 DN TOR) N AEIR T =2 A
SE ) o ALET R NI, ZEVE TR R AR R, 7 AR A 9 32 AR S ) Ol 76 <=3 - FRIK P S AR
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iR NERMEAM R R N AR, 7E60°C N MR BRI B R E IR, Fr A e
B BRDOG R  AEBAAAE RIS UL, S P AR IR NS A2 , £ T IR) N 2218 F
fige H — E Y LK) 2% o A S SRR SR AR TR BOR T BRARK T 1 A o, R AR B T4
0.5% o fEM AR T IR R BIZ BN 2 (FE150°C R 3R) , B2 A4 TR I e

masoE (MY B3) fEeia e

PEZRAE T TEIRAE [ A AR, BRI P TE AR AR E 1Y

[0624]  FEE MW FT
[0625]  UnZR24 17w, I HER) SR8 PE 5 34T TR e MEIRF T
[0626] 324
HRBE/FRT|R 4 5|0 g | ¥ | MEEH | R &/
% %5 1% 1) HE 5K A
ONYXSTABO138 | GM764B | 32 & & | Onyx#+4: | & # | 2°C-8°C P
KRC o3 i AT
R 25°C/60% | 1. 3. 64 A
ShER T B EEBT
o 225 SALLTLLORIAIEN U A
4R?4 C/75% polip
l0627] | ONYXSTABOI39 [ 170231 [ 4 & | Onyx# | Mk |2°C-8°C FsIEIs]
BRC 2. 1%, 24,
R o 25°C/60% |36/ A
R T e EARAT
AR awcrsy |1 35 64 9
RH Al ) A
364N A
i AT
3. 64NA
iE 2 BEAT
[0628] WgHERIEEXNEE MR OIENET, I BRI R O mELSET, FHE T2C-8
C.25°C/60%RHAI45°C /75 %RH N7, N B L 48 2 B A5 T 748, LLBA 17K 23 PRI

HEAT A 7K & 4l o R 5 i,
[0629] P IUAA 5T 1 5 Ron TR 2515826 .
[0630]  HEIRGM764BHT—/ AR = A e EIE 1 FR27MR 28 415 H . F %29,

F30.%K31.K32HFK33% 7 AR AL T OMPHEK 17023 18— H .
T A Afee A .

[0631] 325

[0632]  OnyxAasE MhEikdh r &

=AM H A AR
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P4 ixdik Onyx X5 5 ONYXSTABO138
e GMT764B KAk A 46 8 W 201743 /108
RKF ik N/A EN:EH 201742K 068
R o % B H A5 b 2K 1200 mg s HHH .
EE €500 300mI HDPE 5 (R528) 4 aReEginsd, EBARLERZAGATFRMN K.
XA S
HARRK shal,
'H-NMR #A& (A FAK)
[0633] i F R A K F
i it HPLC 4% th d9 13 ek L/ /K
A 1 3 6 & it
2°C-8°C ¥ b1 X 2 5
25°C/60% RH % X X 2 5
40°C/75% RH X X b, 4 0 3
#aEay 2007481020076 8 | 2017%9 A 13
] 10 8 10 8
[0634] 26
[0635]  Onyxfa & M ik% 7 2K
i K Onyx K585 : ONYXSTAB0139
He 170231 KA AL I 46 8 B 201743 /3118
Mk F ik SSIEEH K/ 4 a5 27FEB2017
R A1l B A5 5P £ 2200 mg ¢4
Ly 300 ml HDPE % 8 (R 0) P& MR LB EAM, LB RLERZAEATFRHM K.
A
ik
o
i it HPLC & (i F&it)
[0636] Wit FRA TN SAF
i it HPLC % ik dh b2 ok 8/ K
B3 i) & 14 3R 64 A oA4A 1248 1848 4MA 36 MR ERis Bit
2C-8°C he X X X X > ¥ X 2 10
259C/60% RH X X X X X X X X 2 10
40°C/75% RH X X X 1 4
2017 - A
T 2017 %4 | 2017 %6 | 2017 %9 il 201843 | 201849 | 201943 A | 202043 ol
A3 A A30a A3oa Aa A3aAa A3oa 3148 A3la -
[0637] 27 HLIKGMT64BH — AN H & 2 v %t
ik HAEFRS] T=0 T=14A T=14A T=14A
et NA N/A 2°C-8°C 25°C/60% RH 40°C/75% RH
. AbGaBK, ATL | Aa&B&K ATL | Ka&Bk. ATL | Ra&AK, £TL
st LA TR L. P b i b
'H-NMR 5 U F R L. 97% "/ 99% "/ 98% “w 96% "/
= 7
el ”‘:: el U TR L. 0.86%"/w 0.35% "/ 0.20%"/w 0.14% "/
— T
[0638] e &;‘mw R F R 99.24% 99.24% 99.22% 99.23%
i it HPLC #¥ 89 &
x: A8 FRAEE.
(3| mF A GT RRT 0.86 0.05% 0.05% 0.05% 0.05%
0.05%) RRT 1.46 0.05% 0.09% 0.10% 0.10%
RRT 1.59 ( £ X 4¥) 0.37% 0.35% 0.34% 0.34%
ERE 0.76% 0.76% 0.78% 0.77%

[0639] 28 HLIRGMT64BI] =4 H & & M Bz
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ik AR T=0 T=34A T=34+A T=34A
et N/A NA 2°C-8°C 25%C-60% RH 40°C-75% RH
b . RTLF B k. T Hik.
oo, SRR S iaé.l!lﬁf. RTLF iﬁ&!]ﬁf T LF &aagu_x TR &QE..!!G& AT
& & ik ik
"H-NMR & U0 F R L. 97 % "/w 7% "/ 999%™/ 97%
i!d;ﬂt::f&rl:ﬁ&% amFiane. 0.86%"/w 0.26% /s 0.08% "/ 0.14% "/
= -
[0640] e HPL;J‘:*““* A F AR & 99.24% 99.31% 99.27% 99.26%
A% “P’;“"‘* TR L.
IR i.GTl'l — RRT 0.86 0.05% LT0.05% LT0.05% LT0.05%
. e RRT 1.46 0.05% 0.10% 0.09% 0.10%
RRT 1.59 (XL 4¥) 0.37% 037% 0.36% 0.37%
EX0 4 0.76% 0.69% 0.73% 0.74%
[0641] 29 fLk 1702311 —A> Afa e M HdE
ik HLABFRS) T=0 T=144 T=14A T=148
#H N/A N/A 29C-8%C 25%C/60% RH 40°C/75% RH
2 » AOEAK. AT | ROEAK. ATLT | RGEAK. ATLT | RGEBAK, RTLHF
st LN TR L. 0% & » »
it HPLC ¥t i sk SN F L L 99.28% 99.20% 99.16% 99.17%
i it HPLC ik 49 A%
(31 M A4 GT 0.05%)
RRT 1.49 2 0.06% 0.05% 0.05% 0.06%
[0642] RRT 162 ( £A4#) ' 0.39% 0.36% 037% 0.36%
RRT 1.70 0.05% LT 0.05% LT 0.05% LT 0.05%
RRT 1.89 & o &% LT 0.05% LT 0.05% LT 0.05% LT 0.05%
RRT 2.45 48 64 A% LT 0.05% LT 0.05% LT 0.05% LT 0.05%
A% LT 0.05% 0.22% 0.39% 042% 041%
&K 0.72% 0.80% 0.84% 0.83%
mt_HPLC..* - LU 3o A 98.65%"/w 98.76%6" w 97.98%" 98.52%"/w
( ¥4 %it)
SRS TS S FTEES 3 U0 F AL L. 0.32%" 0.27%"w 0.17%"w 0.19%6™/
[0643] 330 LIk 170231F0 =4 H A4 & M3 dE
Mk AR & T=0 T=34A T=34A T=34A
et NiA N/A 29C-8°C 25°C/60% RH 40°C/75% RH
" BT RS E-] E‘m“." A RF &ﬁ?.rﬂu_-. EABE kée.mqu EA B R &é:e.mr:‘ EA B R
& & & *
it HPL:‘;i*mt# 8 TRMEE. 99.28% 99.30% 99.31% 99.17%
it HPLC 4% i 9 &
K:
(318 B A7 GT 0.05%)
T LT0.05% 0.05% LT0.05% LT0.05%
[06 44] RETTids U0 F ML g{;ﬁa g.t;::» g.z;o ggg.
RRT1.62 (RA#F) aos: IT.OIZ!:’ LT.G n:v LT.{! n;*‘
e LT.n o:°- l:T 0.0.50-- LTO o.v;: LT, o.os:
ﬁi 1:2 :3 :: LT 0.05% LT 0.05% LT 0.05% LT 0.05%
s ' 022% 022% 0.27% 0.34%
&K LT0.05%
SR 0.72% 0.70% 0.69% 0.79%%
i if HPLC WA i e 0w 96%
(A FAH) W TFaRmn s 98.65%"/w 98 45%w/w 99.46%"/w 98.64%"/w
ﬂi*ﬂ::ﬁ’kﬂg AU TR L. 0.32%"w 0.17% wiw 0.01% s 0.19%"w
Y N = N7
[0645] 314k 170231 1A A R4 E VA
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ik ALABFR$) T=0 T=64A T=644 T=6/A
1 NIA NIA 2°C-8°C 25%C-60% RH 40°C-75% RH
Wk AT RS KOGk LTS [ K6 am. AT | £é a:uug ATLS | ROLBK. ZTLH
e - ] *
A “PI';JI:‘*M{U# UM F AL 99.28% 99.20% 99.19% 99.12%
i it HPLC % ik )
X
(31 M FA GT 0.05%)
0.06% 0.06% 0.06%
RRT0.69 LFobi% 0.07% 0.07% 0.08%
[0646] RRT 149 ERAEREN. z':;" LT 0.05% LT 0.05% LT 0.05%
RRT 1.62 (A4 ¥) sy 0.35% 0.34% 0.38%
RRT 1.70 IT.D 0:. LT 0.05% LT 0.05% LT 0.05%
RRT 1.89 & ¢4 2K L'T u.u;: LT 0.05% LT 0.05% LT 0.05%
RRT 245 dbdf K o 1'_“_ Z LT 0.05% LT 0.05% LT 0.05%
#JE LT 0.05% - 0.32% 0.34% 0.36%
B RE s 0.80% 0.81% 0.88%
i§if HPLC ML 4t _— _— - w,
(RFEH) AU F AR & 98 65%" 97.97%\ 98.04%"/w 100.10%y
AL TRALRLGE AU TR 0329w 0.06% " 0.32% " 2.26% %
ES 3
[0647] 332 bk 170231 SLAS HAE & M5 ds
MK FASFR &) T=0 T=94H4 T=94A
et N/A N/A 29C-8°C 25°C-60% RH
OGB4k, ATLG | AbsBEk. TG | ARG EEAK. ATLF
#ha, LR FHRAHE L, ¥ . .
& # #
ifi it HPLC 4% 1h oYy {2 26
" ; e U FRAEL, 99.28% 99.16% 99.16%
it HPLC %tk 64 /% :
(31 FTH GT 0.05%)
LT 0.05% LT 0.05%
RRT0.69 LT0.05% LT 0.05% LT 0.05%
[0648] RRT 1.49 AR F 4B 8. 0.06% 0.07% 0.05%
RRT 1.62 (£ 454 F) 0.39% 0.06% 0.06%
RRT 1.70 0.05% 0.37% 0.37%
RRT 1.89 4t 64 &% LT 0.05% LT 0.05% LT 0.05%
RRT 2.45 264 & LT 0.05% LT 0.05% LT 0.05%
&M LT 0.05% 0.22% LT 0.05% LT 0.05%
0.34% 0.35%
ERE 0.72%
0.84% 0.84%
ifi it HPLC 24
AT tP A 98.65%"/uw 7.53% 98.12%"/w
(L F ) R TR\ E 65% 97.53% 12%
it FRAEF LG AR
- : ¥ A TR L, 0.32%"/w 0.21% "/ 0.10%"/w
[0649] 33417023110+ =/ ARaE R
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ik, LA TR T=0 T=124A T=124A
#1 N/A N/A 2°C-8°C 25°C/60% RH
s U TR & AAEEAK. AT | AAEBAR, ATLT | AdEBK. LTLF
i i i i # # %
ifi it HPLC 4§ th 69404 Ll i L
e VIR T RS A 4070 W] .E270
sk AR FARAME L 99.289 99.259 99,259
i it HPLC #F ko9 &
JK:
(51 A Fi 47 GT 0.05%)
RRT0.69 LT0.05% LT 0.05% LT 0.05%
[0650] Id('l'-l. -‘N {0 F R, 0.06% LT 0.05% LT 0.05%
i 0.39% 0.37% 0.37%
RRT 1.62 ( L 4¥)
RRT 170 0.05% LT 0.05% LT 0.05%
RRT 168 ik ER LT 0.05% LT 0.05% ND
S LT 0.05% LT 0.05% LT 0.05%
2.4 ] % /0
% 5% LT 0.05° i 0.22% 0.38% 0.38%
# M LT 0.05%
Y 0.72% 0.75% 0.75%
i it HPLC & .
(o F it J]} AU FRAME & 98.65%"/u 99.63%" /s 98.97%" /e
FAT 837
i it F 4 & TN ok 6 & P = i3 i il I i N
X LR T 3L 8 0.32%"/w 0.49% /v 0.61% “/w

[0651]  ZETCHEEEMERTFAIAT 12 A A, B4 UF B FE9% U 2 AEARIR (2°C-8°C) IR 444
(25°C/60%RH) FIHNIE (40°C/75%RH) s4F T 2405 ERGE R AN A 221k, 3 HHPLCy
AT PR FE— 2o B T 58 A A5 FH A A8 70 S R A0 46 s e R 5 1224k, B R i R R 5 7K
AR AT .

[0652]  SLifa 59— TF /K A DA S

[0653] 4 FE3% P 52 (200mg) ANk B4l i B A, SR 5 IN#R £ B 7oK (ml) o RT3 i g
43 B A Z BT, IR A AE25°C R T2 /N B R AN AR 4 . — AR A%
HE— 2T, DL K S AR HEVRGK2 , 38 XRPDAIDS CAS M (177 5 1A A i I 4 31 55 ] 7
FIE8d—FD) -

[0654] St 5110~ TF 1. 22 & T MBI S 56

[0655] 43 T2 2 U AIA (250mg) N 2R B, 8 B vl n# &2 173°C , 9 BLAE
B35 B PR 3RS 70 B o [ A Ve 2028 PR EE IR B B3, DLt [RTUACR D93 % LR GK3
I XRPDAIDSCIF) 43 4871 » IR GK3 N 2 & BB (177 5 Pl A At ] 23 331 55 T 7 ¢ AT 8 —
) .

[0656]  sEjiis 1 1- [ AR AT 5T

[0657]  SERL T 2 2 AW IT o I [ A % S S 5 7R T B 17 R K 2 508 3
T BRI sh s 7 — 2550~ , 2 B A St | e, o HAE AL T, 2 B4
R .

[0658] i B IA R 2

[0659]  BEATIE I FHIFEIE VE B Z€A (Psilocybin Pattern A) [F)-P4, A ik A 44
T 2B B £ B 1%, FELATE25°C 550 °C 22 [8] 78 24 Fh i 77 10 ¥ ] Y B 00 Ay 4 ) 1 V5 A
i

[0660]  7F =i K5 383 7 52 ] ZRA (40mg) I A, 35 H.LLO. 4m1 (104K FR) f 25 /il FE VR
INanEE 349 By FHEE TR, 1. 2m1 (Q0URAR) (AR, I HAd sk Mgt B AW B SR &4
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00 R AT HAEIR : 50 CREBE LS/ VR 2/ NV I E20°C L BRI A AR50 CHF B4/
I 282/ NIF A EI 2 20°C L A L8/ o Z2 24/ N AT R (1150 C-20 CHE R, 3F ELI LA R
(e

[06611  JN#A50°C 57y 5, Herh i 1R 2 98 = A R 51

[0662] ¥ M1Z20°C o) 8, Hor [l 2 i =B R

[0663]  KEFTA 43 BTG AR 7E50 C I 75 FL 2 h T 24/, I ELIEIEXRPD 437 o L5245 5
AT R34

[0664]  APTAES0C s 8 LA 30 MAAR I il i 7 71 L 7518 & W v R0 23 AN i, AT 3 B30 R
PR AES0°CT , KBSV R T BRI T 5

(06651 Z&34—41 X A IR BN FH B SRASLIR A T AL % 45 R B3R

X9 AR 2k R4 )
# B gl ;(;jé (i 2)652\ 0;2 2)5}{; 1;%2 il vl v
PN x| | » | £50°C | AR%) | B
ml ml ml

1 Rk ZiFik EiFiR E2FR | BFR A A
2 £ 1 3 EiFik EFik EiFik | BFik A A
3 2-8 T H BiFik BiFik AiFg | BFg A A
[0666] 4 ZRAFXR BiFiR &FR ¥k | BFR A A
5 A Bk AiFik BiFik EFk | BFk A A
6 e i AiFik EiFik EiFk | BFg C ¢
7 CPME BTk &iFik EFik | BFik A A
8 ); 359 BiFik BFik AiFm | BFR A A
9 TBME BTk BTk EFik | BFik 2 A
10 | MIBK BiFik BFik g | BFR A A
11 MEK AiFik EiFik EiFk | BFg A A
12 iPrOAc BiF iR BFR BFR | BFR . &
13 EtOAc EiFik Zik EEg | 2Fk A A
14 R EiFig BTk AiFg | BFR A A
129 ||| || R BTk AiFik EiFik | BiFik A A
16 | CHCI; BiFik BiFik AiFm | BFg A A
17 | MeOH &iFik EFik EFik | BFik D D
[0667] 18 EtOH BiFik EiFik EFk | BFRk E E
18 ||| TR BiFik EFik EiFik | BiFik F F
20 | MeCN AiFik BiFik AiFn | BFg . A
21 K BiFiR BFik EFik iRk n/a A
22 | 4:1EtOH/%& AiFik &iFik EiFg | BFg A A

23 [4:ITHFE | gen | mgm | 23a | %% % ’i%
24 | 4:11PA/K BiFik &iFik EFik | BFik A o

[0668] 4R .

[0669]1  7EI (E18F1E19) H, “25C” RN FE25°C R 433 [l 4 , LA I “50C” F IR EH0°C R 4
B4 101, GM832-20 50 A9FRFKAES0°C R 4 B HIGM8322% H 20 (MeCN) »

[0670]  50°C I

[0671]  2kH1.2.3.4.5.7.8.10.11.13.14.15.16.22.23.24: XRPDATHI ] 15 2 & B WA
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XRPDAT S B KB — 35, (H 2 AE18° 20~ EA AN 58 FE 11 S A1 g

[0672] 25 H6.9.12.20: 7 &5 1) [ 44 BT 3R 15 1 XRPDAT 5 B K3 — B (S WL 18) , X T+ [F]
PSSR EITE10°20/113.2°20 N B 7 A HIU& o LEXRPDAT S I FR A B 2C o 5 71 (CHaNO2
TBME. i PrOAc FICH3CN) 2 [A] oAb 22 R AH G

[0673] 2% H 17: AT XRPDATHS B A Z AT i (B119) XRPDATHT EIFR A K D

[0674] 2% H 18: AT XRPDATHS I A Z AT it (B119) XRPDATHT EIFR A B FE.

[0675] 2% H 19: HAF I XRPDATHS B A Z AT it (B119) XRPDATHT EIFR A B 5F .

[0676]  25°C I :

[0677]  4H1.2.3.4.5.7.8.9.10.11.13.14.15.16.20.21.22: XRPDATHI 35 5 £ 5 54y
AFTRAS I XRPDAT 5 R AR AL o

[0678] 4% H 6.12.24: 4 B B [E 74 BT 3R 15 A XRPDAT 1 S5 B RCKE— 2 (3 W 18) .
[0679] 2% H 23:XRPDAF Mo HEIE AL T /K& HA.

[0680] 2% H 17: 343 XRPDATHS B A Z AT it (B119) o XRPDATHT EIFR A K %D

[0681] 2% H 18: AT XRPDATHY B A Z AT it (B119)  XRPDATHT EIFR A B FE.

[0682] 2% H 19: AT XRPDATHS B A Z AT it (B119) XRPDATHT EIFR A B 5.

[0683] &t

[0684]  7£25°C 73 &5 [ [E 7 (Y XRPDAT 5 B 5 7E50°C T~ 43 B8 1 [l 44 BT 3R 45 (1 XRPDATT 4 &
KECHHIA o

[0685] P& ZED EAIFATA: H B MeOHEtOHFNTPA) « 25 F& B 7 A A 18] 56 1 43 B8 1 £, BE 1 57
W AR E T IEFMIR A » Z VA ALY XRPDAT ST B AN AR , SR T 2% FE B Y 1 VA 7 K
AN T B8 2 1 B AL B AN ) RO TR 2 5 DR L 3k 6 XRPDAT 5 1A 2 [T A L s it 7 o
OB 5L 5 BT K A B I8 25 (1) A AR A 2 RV 7 ey SR 1

[0686]  XRPDPEI %D EAIF (K119) 57K AW XRPDAT I Kl (B 7d) #RASAHIA .

[0687]  FRA5 (1) 76 9 Fhils FEE TR 49 5 (9 i MeOH . E t OHFN T PART A= 1y [f] 44 ¥y XRPDAIT 55 ] (] 2D
EFF-EI19) B B BOR T — S0 AT B PR IMeOHAT S FE AH AL, TEtOHFNTPASE B 4% 1]
LL 3 -

[0688] S 73 B 1) [l AR FEATDSCoHr T » 3 BLAE R 3R1S R B FE W F B L T 5 JEAT TGAZ #r o = A2
Bl ZDEFNF B[] 7R 35 LAAE£7170°C—180°C N W FA A REAE , (EL 2 o Ath 77 ThI 22 Bt AS [+) 7 FAVks
P Me OHI R 77 B B9 AR ) TGA 73 #fr s th 7 — Fl N £925°C-190 °C 1 4 K 1 57 & 43 2k
(3.1%) AT E 1 P VA L) 75 2510 3% B (K VA7) EtOH 9 20 5 1) [ 44 I TGA %3
Hromt 7 AR R e 2 08 R A AE100°C 2 BT A5 — IR R E sk (0.3% B &) ik
R TR B IR BRI R (11.5% B &) &l T3l b BN S BRI 7 2
13.9% FE 5 [T o TPAZZ TR 20 5 0 [ 44 1 TGA 73 A LA R N AS ) 1) Jo B 40 2 25 B N RRAE o
AFE100°C 2 BT R— IR BB 2K (0.4 % H8) A A B 7K, 1M 538 BRI i 2k
(13.9% & &) # N2 B TR R A R A TPAE I 75 BE17 .5 % E R A7 .
[0689]  TGE BFRIK PH = A R

[0690] SRy 7 p= AR TE e BUM KL B /D BRI P SR AE L (0. 5g) 7E7K (0. 5L, LOOOAAFR) Hr s
fift s R I D8 AR T o [N AE 2K B AR 4R i 289 T 5 (L5 MC1368A;412mg,82% ,
XRPDICE )
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(06911 Ty 1 VPAl TG & L MAPT I AL e ¥ i 2 1 How 7 S IR Ui, 34T T UL — &7
TS -

[0692]  F£FEV&TE (15mg) MNELEVE H ARG EBRIR AL (20°C,0.3ml, 20468 T
FIFH B3 B BT AT WLEE BB LIS 5 L AR S NI B 45 C HE 2R 18/, I H AT W
BB RE NI E 50 CREEES/INGT , H HBE T MEL 75 70 B A B i 7E25°C Rl 72/
I H AT 252 f A BAE I 52 25 R T4 35

[0693]  ZR35-1E FAE IR JR I Al A HATH) TG 7 B B85 1 AN 2 i (1) L 52 485

. 20°CF 49 | 45°CTFHy | S0°CTF#y :
ke i xm%&gx :%.t;fi% mti;ia% XRPDA A

A RO ATk ZFiR BiFik e

B E1 EiFik EiFik AR e

G ATr AiFiR AT EFik KB %B

D ZAFX BTk BiFR LiFik F 45 ah

E 8 A Ak EiFiR AR BiFik F

F A A P &iFik BiFik AFiRk B %B

G CPME BiFik BTk BiFik F 45 ah
[0694] H ) 353 BiFik BiFik BiFik F 2k ah

| TBME & iFik BTk BiFik 4k

J MIBK Ak BiFik EiFik F k0

K MEK BTk EiFig BFiR LAy g

L iPrOAc Bi¥ik BiFik BiEik * 4k

M EtOAc Ak EiFig EiFiR F ok

N R AiFiR LiFik HiFik 55 #1e4h Ata e

O THF &iFik Bifik AiFik F 25 ah

P ¥ EiFik &iFik BiFik 5 B EEAR A

R MeOH BiFiRk BiFiR BiFik F 4k

S EtOH BiFik BiFiR Aifik B %D

T IPA EiFik &iFik BiFik B %£B

U U BiFik BFik BiFik K E A4
[0695] v %S EiFik EiFik BiFik 5B &AM

W 4 : 1 EtOH/%4 BiFR HiFi EFR 5B E£DAaA

X 4 : 1 THF/* &iFik BiFik BTk 5 B FAAR MU

Y 4:1IPA/K BiFik BFiR BFR HEEAM

[0696] iR

[0697] R Z2 B A RIS A R 2 4 i (F 22 T e B, FE 2918720 b B I 1) J
S5 O A

[0698] M FEMeCNH H P15 [m]Ag 58 4= TG 5 T A) o

[0699]  ME T Hc hJE F e ANTPAIRIIS £ i T 4B (B 204122) .

[0700]  MEtOHF-f5rh [l DL b sk 1 () 22 i B W) AR VR S 56 i MMe OH R 43 B9 1 ¥l 22D, 1 it
TIF 55 FRIMe OH [T AL 2= 2 i [ 4k

[0701] MK THF: ZKFITPA: 7K (4: 1) Fh [a]Ag 5 P e ARFABA A 3] 44

[0702]  MEtOH: 7K (4:1) Hr [alig 55 ] SEDAHABAIR [l 4% , 1 SCRF T A A EtOHA 73 55 ¥ 22D
o

60



CN 111491919 A W OB P 58/61 T

(07031 MG H [l i 5 Pl ZEEARAA RS [l 4
[0704] 2 sk KB ] {1 ~F- 4 AN G 58 28 289 7 S 1) AR 25, BT I 98 D9 771 HR 38 AR 40 B8
FIER 2 BUYIARRA o
[0705] Sz f31) 1 2t fil) o T %
[0706]  fif FH AN R 36 Brs IO EC#1l S b AT T HI0RH — RAISLL . H 102 5w AT R
T A1 P 3 ) B — S 7 7 B A A I A
[0707] 336
5 (% w/w)
M4 AR APL-117-6085-01 | APL-117-6085-02 | APL-117-6085-03
%%&* 1.0 1.0 1.0
[0708] i ok 47 4 % Ph 102 91.5 49.5 81.5
TR A0 2y (-‘fi*ﬂ
1500) - 45.0 -
Compact Cel MAB - - 10
#2 A A 9 % £
(Klucel EXF) 3.0 3.0 3.0
#E OB 3.0 3.0 3.0
AR = R A AR 0.5 0.5 0.5
[0709] ARG B4 (AT A
a9) 1.0 1.0 1.0
ARG BLE DB AN - y -
Bt 100.0 100.0 100.0
[0710]  {EOCHEMNERIL = Rr -4 AL  SEVR I S AN & 3 A0 B U7 I 45 AR TR 37H
N
[0711]  37.

61




" BB B

CN 111491919 A 59/61 71
L 7% WA (F R4 ERHOGRE SEHIOR
(mg)
APL-117-6085-01 | 1.0 19.1 M3 = 1279 | %ic & &K
P = 1064 [=92.4
3R = 1045 |AV=T79
F¥HE = 11
2.9
0/0 RSD = 10
9
APL-117-6085-02 | 1.0 19.1 M3 = 1159 | %4 & & K
[0712] P = 106.6 [=95.2
KA = 106.1 |AV =59
F¥H4E = 10
9.6
% RSD = 4.9
APL-117-6085-03 | 1.0 22.4 3R = 105.0 | %4n % & £
P = 101.4 [=96.3
J& A = 98.7 AV =46
FH{E =101.
7
% RSD = 3.8
[0713] (A LV (APL-117-6085-03) 1257547 0 /N4 h (IF348 o ) PO 40) o 75 th 7

R SR S AR B - & & S R, Ham sh Rtk G T RR$8%0 & T mm , IF A
oI FC 161] s A B 2% 99 5 = 1R 24590 4 AT
X R, 52K 7 20 B AR R . B R R AR IE R A, DLEGE
ARSI A S SEI R G LRI S S I SR
Ltk 3 (APL-117-6085-03) AHLL , 56 T & H B> K Compacteel MABRIR £ &
(1) B9 7] () T 1
XL 5 AR C ) S 7E R R38R HE .

[0714]

[0715]

[0716]
[0717]

[0718]

[0719]

%38
5 (% wiw)

A AR APL-117-6085-05 | APL-117-6085-06 | APL-117-6085-07
REHE 1.0 1.0 5.0
fik il 47 4 % Ph 102 ’ 89.0 85.0
A A (E#1500) 45.0 = -
Compact Cel MAB - 5.0 5.0
& ¢ 4 % CEOLUS UF
702 49.5 - =
HA TR 3.0 3.0 3.0
B AR — R A 0.5 1.0 1.0
AR JIE B g B B 4A 1.0 1.0 1.0
&t 100.0 100.0 100.0

XRS5 R n T R R39H
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[0720]  339:
P PR kbR (F R ERADE | HEHIAE
(mg)
APL-117-6085-05 | 1.0 20.9 TA3F =1300 |%ARE &£
] =1054 | =883
JEAF =107.2 |AV=16.5
F H A =
114.2
% RSD =
12.6%
APL-117-6085-06 | 1.0 20.0 T3F =107.0 | %ArE & £
[0721] b =962 [=96.2
JEER =95.5 AV =10.5
A =
99.6
% RSD = 6.5
APL-117-6085-07 | 5.0 243 M3 =91.5 %Ar & &K
P =942 [=96.0
J&AE =94.8 AV=11.9
FH A =
93.5
% RSD = 7.0
[0722]  APL-117-6085-05/ABE3k1F R iF ) HIR Y 2 B, H IR B & & 1 5] FE bRt
[0723]  APL-117-6085-06F1APL—117-6085-07 3% $4) & 7 M B35 R K AR U 2, (L 2 7 D

Fi) 5 R VR 4 A EEELAPL-117-6085-03 1 2.,

[0724] [k, HHiE ANBEFE 7 R I, 3 B BAR R & BA AR R AL RO IR 7
7| o 1K LEPL 1] i 7 K40 R H -
[0725]  3£40:
5 (% wiw)
oG AR APL-117-6085-11 | APL-117-6085-12
RiEHE 5.0 1.0
Prosolv 50 10.5 15.5
72

L0726] Prosolv 90 80.0 79.0

HE TR N 3.0 3.0

AR = A2 0.5 0.5

ARG BL S AR 4N 1.0 1.0

Bt 100.0 100.0
[0727]  Prosolv @&REAL AT 27 4 25, H Hk 35 P P AR 44 DUBA x8 L & 5 e 25 51 . 55

R i 21 4 2 (MRS ) RS B (R 48 7 ) /2 80-350%0K) AL , FirikProsolv H A B4
(R0 B 43 AT 25 H 1 SR A 2R T R o AR 18 38 6 2 T AR ] LA ) 4 R AR S R A Bl e R
BEINE SR, L R S ) & e 38 51 B RRR 5E M o Prosolv 50F1Prosolv 90FIEL KA LA 7=
Az P TR A R RCREL ) RORSE (1) 6 850 A o

[0728]  Z5RAE T RALIF IR
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[0729] 41:
A W% A (FRBIO HLRHOE SEHIGRE
(mg)
APL-117-6085-11 | 5.0 243 A3 = 1034 | %irLE &£
i = 1004 |=94.1
B3R = 1002 |AV=6.0
F#1E =101.5
[0730] % RSD = 2.0
APL-117-6085-12 | 1.0 21.1 A3k = 101.9
P = 98.4
KA =999 | %ARERK
FH4h = 100.1 | 7 1005
% RSD = 3.|AV=38
8%

[0731] W L, &= EIE (KT90% , 7 H.32hr B K T94%) FIAV UNF-10, FF HSz2Fx B/~
T7) RS H UL IR A E (KT95% , R VFiRZ) ) — SRR L 5+ .
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