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[0101]
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oin

o}
N OH busore HN N o
HN . HN
)\ | />_CI ’ HZNJ<:OH 100°C )\ | N/>_CI H(ZD OH
07 N7 N HO o Nk/ﬁ
k344 (A) 3H4] (1A)
7] AAE AAE B 3Ee dAsE A0R, ofud WHoRE B owge WAE Austug s g
o}
PP Cﬂ

Al 10 8-2R2-3-M9-3,7-t S| =2-1-F7-2,6-t] & Eglx =54 vid ofnevgl o (5, 8-22R
-3-:€-3, 7-U3 E2-1-F&H-2,6-1] &-2-0}u]| =-2-(F| E2A| W E)-1,3-Z 2 A} S (=, [IPAOZEE &4 A)9

10 #79] OPAEYED Fo 1.0 g 8-F22-3-AY-3,7-08| S2-1-F21-2,6-0) 29 ZejelE F4ea,
oAl L2 ¥3e] ¥ F 1.1 9ol EfiEEsAND ol d@e AT, W EFES oF 75 1
A TrCeln 85 sel stdstel 4Ed ARES SAANRG. HREY 27§ T, 353 A0H 24 3
ol dogrt. 8-FEE-3-MY-3,7-UH S E-I-FH-2,6-08 Ees HES Y olvlene do 44
% ofztol o3 Belstdtt (YHE FE: 94%).

AN 2 §-FRE-3-HE-3,7-U3| E2-1H-F-2,6-0]L EgA 3|22 e olunne o] A%
OIAE (125 L)9 &#gE

HU

2-3-A"-3,7-t3 =2-1-F¢-2,6-1<> (22 kg, WF 16% = )
g o710 & (79.8 kg) & Ed=GEFAvE)olu gl (9.3 kg) §HS A-2olA Hledth, A
AF = UK g 55T 7tge &, 84S 55TolA 1.2 m ZE HEYAE F3 s, vz &=

61 WX 63C=E AU, 30% 5 AN F, 98 53 UK 57CE YZ4A71a, A= A4 (0.062
kg) o2 A QR L, olE olAE B AAze $A3 Ao w wMEXAY, EE A A7) A 19 4
AZEE ol AE (2 L) F9 SHTERA Aot B oA, AAS MYt JEE Alostal, o]ZHE

At ABS FESA.

S3HE-S 53 WA 57ColA 147 F<F wyks}
+

=
=
]

ol'
12 8

}_

4
& 5

ﬂliﬂl lo ot

(

(ot
s

A, oA, AAHE &HEE wHEIHA 18 WA 22TE A A
=]

’6‘1 WAA7]a, oFAIE (75 L) 30+ A4 Fd3sith. 18 WA 22CollA] 30% &<t wukst &, Add
HYE -5 A 0CE YAAI7]a, 18A7F Bt FAAIZIAL, ostar, nlg] W2E (-5 WA 0T) oMAlE (75
Doz AHsAT. AAE s-Frz-3-AE-3 7-vd=2- 1H Fd-2,6-02 Ef 2~ =22 uE oln|w-vE

S AF Spoll 45 WA 50CoA AEAAT. 58 18.2 kg (67% T8&).
AAe] 30 8-FR2-3-AE-3,7-U3] S2-1H-Fd-2,6-1] 2 Eg|x =22 vy ofuwmEr Ao A%

-2 2-3-3g-3,7-t3| = 2-11-F&-2,6-T]2 (29 kg)& <k 90 WA 100TY <L DMSO (40 L)oo &3l
AL, 5 m dPr|E Ed oI T DNSO (13 L2 ¢l A3, EfA(F=FAHE) o] e

(15.1 kg)& = (44 D)ol &3l|A1713L, 5 mm A7 E T3] B 4 5L §7]2 o3 & & (15 L= <l
AFsFFTE.  olojA, §7]9] WE&ES U 95T E 7AAA £ fAS £53519 Y&ES 83CE W7t
AR F, NE AR AYIYar, of7|M AV A= AAHL ofME B AAIEHE FU3 o w A

A B o 7] AAd 18] HARRE FEEAT. B AHCA, 2SS Adstd deE AolstaL,
o2 HE HAs= AAES FEIINT. AYE &EE dF 0% St FAATIAL, 0CE YAAHTG. A
AES oo o] wElAl7la, °F 5T DMSO/E (1:1, 58 L) 2 ¢F 5T ofAlE (2 x 58 L))o=
AHEAqTE. dojz BAES WNF & 50THNA AXAAT. F&: 35.4 kg (83% &)
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[0103]

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

S50l 10-1743783

AN d 4 -FE2-3-AE-3.7-U3| =E2-1-FH-2,6-01= Edg X~ =22 wg olu|mgt I AAo A%

A % (mg/ B A)
25mg 50 mg 100 mg
733
g ¢ 36.75 73.50 147.00
g 2 9.25 18.50 37.00
HE 2.50 5.00 10.00
FBRATHE 1.50 3.00 6.00
A A 42 qg.s. qg.s. g.s.
45 HdY
vARARYY AgE2 338.00 280.00 172.00
aRAXHE 8.00 16.00 24.00
"avg 2H ol ol E? 4.00 4.00 4.00
T4 98 =9
SvtEzto] BolE OY-5-9603]  12.00 12.00 12.00
BA 52 q.s. q.s. q.s.
33 412.00 412.00 412.00

' 36.75 mg, 73.50 mg X 147.00 mg®] E#2 o] ke 7}z 95 mg, 50 mg EE 100 mgd) G AhS o=
o @79 a, ol 1.479 A& R AN, FE BFHY e £x X 7% xA4E 4 Q).

S

4 Tl & A

A% TR,
Eds g, MUE BY, EHE, 22smE 9 A5E A5 A971E o8kl Agasidth. ololA,
A7) FAFE AzARS. ololM, HYE vAAYY AFES, AR2ZAE L okdg ke =t
A

edlgsta, AA Zes AolA hFsgiv. ololA, AAdE AAE Lvsdo] 2 = #4 EF A”oE
_]

ZHE (2L EYE)e A8 1-Hd-2-vEgE 72 olFox A FdAlolW, Hy ExEo] o
10,000 W= ¢k 700,0002] W¢olar, upAE Am)ZZ(BASF Chemicals)el 93] 3@ t. Xi=e g3t &
q Zol AFAZA ALEE,

ARAIH =S sty EyEolal, AA Foll 2 WA 5% w2 ARRHE -84 BA BalA 3 &l
1

2 d=gle] slo]E(Opadry White) 0Y-S-9603-2 ZA#Z(Colorcon)ol] &3l #Aldd 5812 dE-3I¥ Edolt),
est=gle] FolE 0V-S-9603 A AE IZH Alx 2 #ge dEiAe AYE =9 vixyH 9d WS
(Colorcon Drug Master File Number) 7218 Z+z3hc}.

2o mel, thgkek el B e sgtE (5, 19 §vEE X ol EP%H‘L EAs 2= &9 Ves
olgate] M2 FRHGCH. oled JEmE 1A AH C 3 A7) FH NR), P B A7 FE (NMR), 29
A (IR), F9H(Raman), X-A 2% 34 5 2/x:= 7] 715, d7AY AR FAF 2S5 (DSC0) (F, 714,
= 4E 3

W e 49 2EE 414 | o8] F = EE duA ()] & SA4HS = F Ao

—E‘E“

W/ B 2HERS opEUED: S, 95:5004 SESIAT 0.02 ng/nle) EPx @e] AFL F)
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[0118]
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[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

[0126]
[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

SS90l 10-1743783

3ta, 1 em = Aol2 #A33tt.  wig]d A (Varian Cary) 50 337 dellA 300 nm/E2] ~d SE=2
2 EY S FHE30H.

ﬂcﬁ T (I’lm), A o %%:—/F 7"“4"3 (e)
278 12500
206 20700

wowye) By o) §7 EE 99 AL A% R4 GFFPY OSO0R 2SN, §89 ANE A
C )

208Kel A 400 Mz ]9l A AelA H NR ~FEDS Ak, MZL DNSO-deol LHA7) T, 58 o

2 0 ppmoll A ] HEtHE A (THS) ]ﬁlﬁ}oﬂ ppml =2 7]F8iek. A A (D)
o BE dS 2Ry gsde vigsta, AFT), d (o]T3), t (AT, q
<), dt (o]F AT, m (T3, br (%3%)E LHER ATt

"H NMR (400 MHz, DMSO-ds) & ppm: 10.07-5.41 (br, 7H), 3.80 (t, 2H), 3.52 (s, 6H), 1.61
(m, 2H), 1.29 (m, 1H), 1.28 (m, 2H), 0.86 (t, 3H)

208Kel A 100 MHz WRE]d 37 ol C MR ~HEAS AYTh, WIS DNSO-deoll LA T, FEA o
S 0 ppmell 9] TMS Ao wl#Este] 7] =31t}

BC NMR (100 MHz, DMSO-ds, 25 mg/mL 25°C) & ppm: 157.0, 151.0, 150.9, 142.8,
115.2, 61.0, 59.4, 42.0, 28.4, 27.3, 22.0, 13.9

ARG 9: A o & AT ol e WY 1A ET

jaiha

Q-TOF Xzlw]o(Premier) LC-MS ol A AFEHS 3Gt AZS oHEYEH/Eo| &3iA]7]aL,
AR o]tz o] g)slqltl. @8l A =& 350Ce|a, @8ulg 7A §42 600 L/AIZFIA T,
2 Ak 3.5 kVolar, FEel 2k 120TelA FAEAG. T= V1A #5E 0.5 nl/ ol

A slE BApeo] AHEe AL 257.0804 Dal® SHFHUTE. AV] o] Al AL 257.0805 Daoltt.

MS (m/z): 257.0804 Da [M+H]+I 187, 170, 144 (574 0.3 ppme] b} A 7] ol2<9] A4 247 YA
3})
=4

A 10: Ho)A ~HEZ (IR)

ATR A &)X A~HEH: 37 3 (cmil) 3370, 3041, 2946, 2858, 1680, 1656, 1528, 1266, 1243, 1078, 1068,
1049.

AR E#E(SensIR Travel) IR DATR AelA 4 cm all5olA 1288 2719 @ F DAR A4 ~oEwg
A
AAlE 11 X1 B 8 (XRPD)
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