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85 UIAD ~232°C

i 2= >300°C

AxA ] &4F <0.10% (RT - 200C)

8 97 e A9 x-d B¢ 34 #ee ok 9.2° | 13.1° , 13.9° , 16.7° , 17.9° , 18.4° , 19.8° |, 24.1

5125.8" (267 HEHFE A" Aok s, B uieEAsAlE Aol 27), " o g sls Aol
471, 7P ag s AE BE FHugks dERATE. & "2 o]AES 93] ZAlE ozt R el 7)A)
H EE OE Fed A85. 2 ouy 91 53] H}EWSP FASHE = 19 XRPDoll 98 EA3EE 4-Hd-

mlm m

N-[3-(4-HE&-o|H| T} E-1-Y)-5-E & e 2vE-md]-3-(4-T g d-3-g-F g d-2-d o} )~ Zolr| = f
g 9719 dAHow =43 44 ¥ A°ﬂ B3 Aolt},

2 o] F owlA FdYEHE 4-wE-N-[3-(4-HE-ongE-1-Y)-5-E EF e 2vE-Ad |-3-(4-T g -
3-d-ygud-2-ojn| )-Hl =olu| = {2 G719 AAHoz =43 A Fef Bol|l B3I Aotk F A7)
o] de BE &40l ol (80% r.h. ©]&ke] 25TolA 0.2% Wwe] Ho B &4), 95 589 FdA ¢
A g3e 83%, = pH 6.8914] 0.2 mg/L, pH 2.8°14 2.8 mg/L & pH 1.0°14 839 mg/LE 7IAH; &54 A
T2 7oty dH B 7E d AL AFHFAH B4 L AA FAF A o8 ATEa oSy 2
=
F 2

#2 97 g8 B & HA

T3 UIAD ~245C

2 25 > 300C

HzA9 &4E <0.12% (RT - 200C)

fe 97 FH BY x-A B2 3 sjee, k4.3 | 6.8, 7.2° , 13.5° |, 14.5° , 17.4° , 19.6° 2 26.7
(20" HYEFYH Addgd Holx s}, oS wgAsAls Aol 271, dS g vl Aol= 40, 71
H e AE RE HUgkS UEbAT, B wrme] B3 uia e raAdE= % 19 XRPDO| o3 EA sl =
4-ve-N-[3-(4-v & -o|m|t}E-1-¢)-5-Eg| EF e 2 v e -7 d |-3-(4-T] 2] d-3-Ad-F g v -2- Y o}] 1o ) -l =

N¢
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g, 4-wE-N-[3-(4-H -0 H T} E-1-U)-5-Eg FF . 2 v e -5 d |-3-(4-9) 2] I -3-Y-v] 2] v d-2- Y o} 1] 1 ) -
Hlzopn=e] trket dEjd 9 FEle O3S Uehde der gexon, v A vdd A4 dH=
AARSE = Aol k. oF 5o, 7zt FmgIFRgols @ AiolE e oy o FH3 AA
£ Yl o7]o Al AREE A3} o], "qdreld f7] 4k e 7] ofE Akl oR FEVME FiE
T f7 AF e A7) whgel o Alxd sgtEe sherla; A Aot ow §8rbsd mud ®
o
o

(¢}
7] Ak = 97])= £33 [Handbook of Pharmaceutical Salts, P.H. Stahl @ C.G.Wermuth (eds.), VHCA,
Zurich, pp.334-345 (2002)]1A & 1 WA 8o 7|AlE A Zrh. B &4 sAld 2949 SA-AF 59

= E3)&9Y 60/701,406 (helel MF HE 4-34385)F 4-wl&-N-[3-(4-HE-o|n|t}ZH-1-U)-5-EZF LR
-5 d]-3-(4- 2| d-3-Ld-F g r| el -2-dolu| =)~ Zoln| =7} 747 wrEojd = 9l o E WS d9gs)

Atk L FPe] ANUEE o7lelq 1 AAY Fuwdow I atiﬂiﬂoli LA Ei
Bl A, A", A", B, B', S, S, C,C', S, D E SE 7w 2, 6 UIA 8, 12 WX 15, 2 18 Ul 210 v
HXRPD HH S 5oz g 4 qdup. AHolE dS 9% e A 2 BE = 259 YERd XRPD HE S 53
2 5 vk mebd, B e Frbe) FRAGHE 4w E-N-[3-(4-rl -0 v thE-1-9)-5-E ZEQ.
9915 (4- 7)) 65213 o] 2ol ) Wzol £o] o] ARHOR widt A Felol B A
o}

K

sl Rdgel= o e Ax v B3 AHAAL 7M olgEEolt. W Fv]e EAElA, e
Av aEH BE #3ec) 6} 1 71A%8). e A2 DSC 278, dH) A9 &5 (AFH o

F210CoA HF 5 wkgo] DSC, TGA 2 XRPDol YERd A3 o] &g 58S vehdeh. o
W XRPDE= oF 105 WA] 135CoA 53+ FelE veldy (o]st 71A1d HeE) % - 2
efolir, °F 135CRFE T4 Hel (317] 71AE Fel A")7F fdojAn; of
]:

a;
=
= :
30 & &t oF 40ToNAN FAE v 1 FHE B,

’
-
a
K
L
R

=

sleRERdgtolt o] e Aol e x-d £ 34 9w, °F 8.5° , 11.0° , 11.5° , 17.2° , 18.8° ,
19.2° , 20.8° , 22.1° ¥ 26.0° (26° )EFE AgH Hojx 3, oS uidsiAlE Holx 271, g ¢
A Aom 47, 7P wpEE Al BE HOge vepdt. 2 de] 53] niEA e FESH =
% 29 XRPDO| ©J EAstE A Zo] 4-wE-N-[3-(4-vE-o|u|thE-1-¢)-5-Ef EF e 2w E-5d]-3-
(4-F 2 d-3-d-F g d-2-Golr )l =oln| =9 FER IR etolt ¢o] AAAoR Fgh A4 FE Ao &
g ok, 4-w"E-N-[3-(4-HE-on|thE-1-Y)-5-E EF 2 g -9 d |-3-(4-F Z| I -3-L -7 g m| I -2- o}
Wil zeln| o] slegF2etol= o] FH A FI-IR ~FEZS & 3o vepdtk. 8 IR W& dig
3342, 2925, 2854, 1682, 1619, 1541, 1448, 1421, 1399, 1378, 1316, 1299, 1255, 1226, 1159, 1147, 1099,
1089, 930, 868, 798, 749, 708 X 693 cm o|T}. . wmo] wiekad FAE oA, d-HE-N-[3-(4-H -]
nthE-1-9)-5-E EF e 2 v d-vd ]-3-(4-7) 2] 9 -3-2-F| Zn) g -2-Golv] ) -l =ojm| =0] FE=2 TR eto]
= o AAdHow £ AA Fy A Y] dEd IR W] Hom s, g nfEsAE Holm 27,
o o akEgsiAle Aol 47, 7P vt eAlE ARE 7Rl FI-IR 2HERS 5402 dvh. 4-vHE-
N-[3-(4-v & -] tpE-1-)-5-E e EF e 2o d-3d |-3-(4-3) 2] 2-3- -3 2] M| -2- L o] ) -l Z o] = 9]

slmgdzdlol= 9 e A9 FT-RAMAN AT EHL 1 4o yeld Az 2o, F2 RAMAN wE= theF 3059,
2933, 1684, 1617, 1594, 1562, 1493, 1452, 1423, 1401, 1384, 1300, 1260, 1115, 1039, 1023, 997, 970,
807, 684, 627, 407, 318, 258, 227, 117 % 86 cm olth. ¥ el ukgha g FAFE ol A, 4w L-N-[3-(4-
W -olu|thE-1-)-5-Eg &7 2 E-dd |-3-(4-9] 2] d-3-4-F g n| d-2-Ho}] i )-wll =oln| = 9] S=gF
2efol= o AAHow F4e A4 FH A A7) 71AE RANAN rqsﬂ Aol sk, O5 nteAsAE Ao
T 27, % 9 uEAsHAE AHolw 4, 7P wiFsiAlE WRE 7E FT-RAAN ~FERlS 540

o, slEzasRgels Ao gH AS AT deFSAE 2 AR @ ZH(IG-DTA) =4S = 5ol yeRIG

},
sleegdagiel= Ao e Aol IHEHE Fre] 2A Fe= e A 2 ¥ Xz
A9l drstw B YE A9 o FElE dERdTE. e A'E A2 21 stellA ¢ &

slERERels 1o e A' (It udt x4 B gd gy

17.1° , 20.6° , 24.5° , 25.3° , 25.8° , 27.3° ¥ 31.6° (26° )REHKE % 2]
Ae A= 270, v% o v AE Holk 47, 7P uigAsiAe 2e a‘ﬂﬂl%k% PEMTﬂr —“&: kg of
53] vt Y £ 69 XRPDOl o3 St A 2ol 4-HE-N-[3-(4-HE-o|n|ThE-1-YU)-5-EF

.6, 11. 6° , 12.1°,
A
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£570 2 8- d]-3-(4-3] 2 9-3-2-5 v ¥-g-ofrl ) - Zopr) = o] FERIRetols Go HAHOE
5% A4 G A BE ol STEIReels 9o P A" (R E A BE 3 Aue of
5°, 8.8, 11.5° , 11.9° , 13.0° , 14.4° , 14.8° , 15.3° , 16.9° , 17.6° , 19.2° , 19.5°

—
©
w w© o

21.3" , 24.6° , 25.4° , 26.4" , 27.9° ¥ 31.5° (206" )EFH A"d Holm s, tE w4 sAl= Hof
=2, B O wkEslE Aol 4, 7P whgbA sl BE Adighks vehing. @ o] 5o big
Ak FAdH= = 79 XRPDell sl S stE = A 22 4N [3-(4-vE o E- 1) -5 B E R
2l e-sd ] -3-(4-v 2 d-3-d-T g e -2-dopr| )l =opu 2 o] sjrgIRetoln ¢lo] HPAOR ki
274 e Aol B

Hr mlu
4 u

slrzareels o] A4 FH B 3.1%°] ol€A v S 7R dedhgelil, sERIRelE <l
G Al vs Holdt A B welH S UEhig. oEae] £ o}ow, Fe B7F P AR AEe
o FEl Bl DSC A2 ©epe] Agsh oF 100T X 120TeA A WA FE, vl el e A o
Bl B'e2o] dols yehar; DSC 8ol &k oF 190l el F WA
olA] XRPDx= ©F 145C wWiA] 195ColA o= Fuf B' & WehdlaL; ©F 195TAA
F FAAZIY e B'7F vlAAd o A, JE B'7F AE 24 dhellA 5

oo
FW

& vEt. teR ex
S, oF 40ToIA] o 30%
el @) B AT,

2

oo moy ol
ado @ 1l

sleRERdgolt 9o e BE A% x4 ¢ 34 e ¢k 7.2° | 9.2° | 11.4° , 12.0° , 12.3° , 14.6
©,14.8° , 15.7° , 17.6° , 19.2° , 19.5° , 20.5° , 22.0° , 23.4° , 23.9° , 25.0° , 25.5° , 25.9° ,
27.0° (207 HEHFEH 9w Holx sh, d% v siAls Aol 27, g% o utgAsiAs Aox 471,
71 vt Al Al s BE Hogks vERdc. B o] 58] upehA g ?iﬂ_okﬁﬁ—“— = 8¢] XRPDO %H £4 s}
5= A 2ol 4-wE-N-[3-(4-wE-oln T} E-1-Y)-5-E EF 2 W e~ d ]-3-(4-¥ g -3-L-T] 2w -
2-opu| )l =oln|=9] =g I Retol= Qo] HAAoR F4% AA PH Boﬂ #3 Aotk 4-wE-N-
[3-(4-mE-o]nt}E-1-YU)-5-Eg ZF e 2 v d -9 d]-3-(4-7] 2| d-3-L - g v d-2-Lo}u] )yl Zoju| = 9] 3]
czFgzeols do] e B FI-IR 2HE#HLS = 99 vetd Axp 2o, F2 IR W& tigF 3211, 3058,
2025, 2854, 1676, 1614, 1587, 1454, 1411, 1378, 1343, 1304, 1279, 1263, 1230, 1197, 1181, 1120, 1089,
1046, 1033, 1005, 905, 892, 874, 801, 755, 706 2 695 cm ©o|th. 2 el npebz gt T Felo] A, 4-mg)
N-[3-(4-r -0l v thE-1-9)-5-Ee| £ 2 2 v e -3 € | -3-(4-9] g 9 -3~ - ¥ 2] ] e -2- o} v 1 )l = o] = 9]

slezFadloln o] AAFRow £33 24 o Be A UERd IR W] FHojx s, 9 vz e
= Ao= 278, 9% 9 nEAsAle Aolx ), 7 vitAetAlE EE IR WE 7HK] FI-IR 29 ERS

Aoz 3tk 4-wE-N-[3-(4-HE-olut}E-1-Y)-5-EF ZF o 2rd-vd]-3-(4-1 g d-3-L-¥] g v D -2-
ofm i)l =olm = o] FgF2atol= Ao e B FT-RAMAN AFEHL © 109 ekl Ay 2o, F
RAMAN w]&= theF 3078, 3026, 2975, 2930, 1672, 1610, 1602, 1593, 1541, 1476, 1451, 1400, 1385, 1332,
1303, 1263, 1251, 1210, 1089, 1046, 1033, 851, 802, 755, 660, 483, 456, 395, 355, 317, 217, 243, 198,
160, 148 9 114 cm olt}. 2 we] wiAd THSE A, 4-wL-N-[3-(4-wD-o]mT}E-1-9)-5-E | =
Fo R e-fd]-3-(4-g g d-3-d-F g d-2-Goln] )l =oju| =9] |2 T Retol= o] HHAAOR FF
g 274 Fe B= 7] UERd RAMAN W o] Holk sk}, oS niEA s A= Aolx 27, 9 o uigA A=
Holm= 471, 714 nlEAs Al 2E RAAN oS zH= FT-RAMAN A EHS EAow 3t} 3=z F2elo|=
Ao Fe BE Ak d5FSAH L AlAF & A (T6-DTA) =74 = 119 YEpdT,

=
-1
o)
=
8

slEzEzdels 9o e B' ()& % x4 B g4 dde o 7.2° | 9.2° , 11.5° |, 12.0° , 13.9
© o, 14.3°, 15.4° , 17.6° , 18.6° , 20.3° , 21.7° , 22.5° , 23.2° , 24.7° , 24.9° , 25.2° | 26.0° ,
26.6° , 27.5° , 28.2° , 29.2° @ 30.0° (20° )ERRE A¥y Ho® s}, g ulEAsAE Hojw 27,
g2 o vEsAs dojm 4l g uiEAsiAE BE Hugie Uekdo, B ol 53] uiehAe g
Fel= = 129 XRPDol o3 5AIEE 4-wlE-N-[3-(4-HE-o|H}E-1-U)-5-EY SRR

(4-F g d-3-d-F g nd-2-Yolr i)l =eln| =9 eI Reto]l= o] AR Fg AA %EH B'ell
#3 Aolth, ol wEFE W, ¥ FH B d5sER =2
FF (B%)S 7H &) FeA HdeEa, JH A= w2 TR FF
—‘%’—Ei SR IR efol= 4 %EH B7} AAE ? AR o] AL
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]

T A, o|FE YH B YdgstE SEREE Rl doRe] MES fusit. ERERgol: 49 FE S
2 93 x-Ad B FyA #HEe g 7.5, 9.3° , 11.5° , 14.8° , 19.4° , 21.9° , 23.0° , 23.8 ,
24.9° ) 25.6° , 25.9° , 26.3° @ 26.7° (20° YERE Ad9d Aok sh}, ©S vtEAsiAlE ok 270,
gL o vEAsiAE Holx 40, 7 vig A Al BE AU @S vEkde. 2 2y Ea] bk e +d
FH= X 139 XRPDe 93l 54 stE = vhel Zo] 4-wE-N-[3-(4-HE-o|n|thE-1-Y)-5-E EF L2 v e
d]-3-(4-9) g d-3-d-F g rd-2-Ldoln| =)l = }UICJ CRERdgos e HAHAHo=m st A YH
Sgoll &3k Aolth, v Ted 44 el FH Bol sl Ri-wEkeS SufstEQ Aoz A4EE
S'olty. sl=zFRgels do FHH §'E Y x-A B¢ g4 due oF 7.5° , 9.3° , 11.6° , 12.4° ,
13.4° , 13.8° , 14.9° , 19.7° , 20.2° , 22.0° , 23.0° , 23.9° , 24.2° , 25.1° , 26.0° , 26.8" , 29.3°
2 30.7° (20° )EEH Ade Hojx sh, Y= uiFAsAE Aok 27, g 9 vEAsHAle Hojk 4
N, 7V vt sl 2 HulgS UEhdn. 2 dgo] 5B viEAek Y EH = © 149 XRPDAl o &
AslE = A 2ol 4-WE-N-[3-(4-H -0 }E-1-4)-5-EF EF o2 -9 d |-3-(4-F g H-3-L-F g v d
—2-Yopu| )Wl =olu| =] SR EReolE o AHdHor F4t AA FH Sp'ol #$ Aol

olo&" Z

slerERetol= o dH (= vuE dedteoltt. HgE F71e] &A1 stlA, FH C7F FH B=
]_

AstEct, FEl €9 DSC 27, oF 100 WA 120Col A &pol] A-gsteE 3 WAl 59, oA wajx T 2
4 FH C'2e] dolE HeEhH; DSC E6l ‘~6}—t— o 180CelA F WA L& vkt g4 &=
o /] XRPD= ©F 155TC WA 195CelA = Fe C'& vehar; ¢F 195CelA && Fo e C'& ¢F 40Tl

A of 3087 5417 W wARAe] Bk,

slERERgels o e (& A% x4 ¢ 34 g€ o 6.6°, 7.00, 8.9, 11.2° , 11.8° ,
13.3° , 14.0° , 17.3° , 18.4° , 20.0° , 22.1° 2 23.0° (20° )EHEH Add Hojx sy, v& vty
sHAlE Aoz 271, Y& o "iEAEAE Aol 4, 7Y g siAlE B Adigks UEpdth. 2 e o
53] At FAYHE & 159 XRPDell o3 A EE AR o] 4-mE-N-[3-(4-wWE-o|HhE-1-¢Y)-
S-EEF R E-E]-3-(4-9 g d-3-d-T gud-2-Lolu ;) =olu| =9 FEgFRElolE o HAA
o= 43 ZA e Co S otk 4-WE-N-[3-(4-WE-o|nt}E-1-Y)-5-E EF 22 -7 d]-3-
(4-9 g d-3-d-Tgud-2-dolr|,m)fl =oln = o] s|lEgzdmeto]t o] Py (9 FI-IR 2FEHLS &= 16°]
vebd Az gk, 3o IR W hEF 3332, 2925, 2854, 1670, 1615, 1588, 1556, 1455, 1414, 1312, 1293,

1260, 1234, 1179, 1126, 1087, 1087, 1050, 1032, 886, 797, 758 2 696 cm ©o]t}. ¥ el wdzet 78
Fefell A, A-wE-N-[3-(4-HE-o] | thE-1-Y)-5-Eg EF 2 g -5 d | -3-(4-7] 2| d-3-d -3 g n] T -2- o} 7]
wylzeluEe] eI Rdto)s lo] AdHor F43 A4 Fu C= A7) 7IAE R W] Aox s,
g5 vgtAletAlE Ao 278, 9 o siEAsHAE Aol 4, 7P mteEAsAle d8-E 71 FI-IR 29
ERS 540 3. 4-wWE-N-[3-(4-mE-ojuthE-1-Y)-5-E SR e 2 e~ 9 ]-3-(4-9] 2] -3~ -] g
H-2-dopu| )l Zopn| = 0] sl FRelo]l= do] FE Co FT-RAMAN 2FEZHLS = 179 yehd Az 2
th.  FQ RANAN W= oieF 3075, 2932, 1670, 1610, 1592, 1494, 1452, 1398, 1383, 1309, 1294, 1259,
1210, 1087, 1047, 1033, 1022, 852, 799, 639, 271, 244, 162, 100 2 85 cm olt}. 2 we] wmazxe
dAgeloll A, 4-WE-N-[3-(4-vE-o]n|t}F-1-Y)-5-E| EF 22| E-7d ]-3-(4-9] 2| d-3-L-T| g | -2-L o}
)Ml =zelu| =] FlEgEReo|m o] AdAorn ¢4=3 A4 FE Cx A7) 71" RAMAN we] Hojx 3}
U, g% ugdsAE dox 27, 9 g uiEdsiAe Hox 47, 7 uiEAsiAE d8E 7Rl FI-
RAMAN A E- S 54 o= g,

Pyl Co EE 74 24 gy '8 fF=d. e v AR 2o ¢ & ol e B 2 (Y EFER
A, =2 FEol= g Fyl ol it x4 B 3d e, ¢k 6.7, 6.9°, 9.1° , 11.4° ,
12.0° , 13.8° , 14.2° , 24.8° H 25.8° (206° )EHE A"E Holx s, ¢S ulgAsAE 2Hol= 27,
g o ugAsiAe o= 47, 7 vhgbA sl BEE Adas vEhdt. 2 dge] 58] viekA e
FH= = 189 XRPDol| &l SAstE= A Zo] 4-wWE-N-[3-(4-mE-on|t}E-1-d)-5-Ef EF L2 -7
d]-3-(4-F g d-3-L-Fgred-2-Lolu| )l Zolu| = o] =2 F 2ot o] AAHoz £ AA Iy
C'ell &gk Aolrt.
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3} = 4-9 g -N-[3-(4-H| g -0 u] T} =-1-9)-5-E ZF 0 2|8 -7 d ]-3-(4-3] 2] ¥ -3-¢
-dgnd-2-dotm )Wl =olm =9 sl=gFzeto]= do] e Col ASsle WEe Su3E, JrFe
2 3 Aotk el (= e SuisE (FE) So)EA WA AAZ E AL, olojd F7)

2 o d58kE gy CE W] dgEn. a8y, WEe fuEEe I AxdEchd g (2 Ay

o »=%

A @A B AxT FE CRe] A3k fla SRttt s=EEEdgel= oo JE ScE AT x-d 2 3
A 9de 6.5, 7.3°, 9.1° , 10.8° 12.1° , 13.0° , 14.5° | 14.9° , 18.9° , 19.4° |, 24.2° |, 25.0
°, 25,4, 26,27, 27.4° A 28.4° (20° )EHEEH A¥E Hox s, 9L upEAEAE Hojx 27, o
S vt s AE Ao = 47, 7H H}aﬂ%}ﬂl BE Hdgs Jebdy, 2 we 5] niEe FASH
T % 199 XRPDol| of3 SAstd A o] 4-wE-N-[3-(4-wE-on|t}E-1-Y)-5-E EF =M E-ad]-3
(4-9gd-3-d-Fgud-2-dolu )l =olu| =9 =T Rdjol= Qo] AAXOR 5 AA FE Scel

#i ol

sleRERgeln 9o thE A4 Fel= I Dotk AA FE De AS/A slmEIEetelm ] JH B
oo EfwR F5EHo ftth.  sERIReteln Ao FH DAl i x-A 2 SA AEE o 5.7, 8.4
29.87 (207 HEFH AEE Aok s, v vk sAls Aol 27, 7 vhebAsAls EE Hugs
WERH AL XRPD= FE Dok 9l FE| Be] Aol ZIRlste] 7] vERd gE Bl Hdigts TRt 2T
el nEAE TEYHE = 20011 HeRd 2t e 4-m e N [3-(4-H o B E-1- ) -5 B SR e R v e -
Ad]-3-(4-] 2 9-3- -y 2| m e -2-opul i)l =opm| =9 slmzIRetoln o] A4 FH) Dol w3 ol
o vk A TAdEE lEi%ia}o]E del ddAor 3 A4 Je DE £
sleRIRolt o B b A4 JHe FH Soli, oL JERIRT|e|E o yHdEFotur £
shEolry. slmzIEetelm o] P ¢ B HAH FHE odF S0 25T guidEs
d3rezA Fo St #5E = k. SERIRIHe|E Ao FH SE A x-A B9 A e o
3.4°,45 .51 .58 7.2 ,93 ,10.1°,12.9° , 13.3° , 13.8° , 14.8° , 15.7° , 17.4° , 19.6
T, 20,8, 21.3°, 22,57, 2447, 25.5° , 26.0° , 27.4° % 27.9° (20" )ERNE A€E Holx sk,
g vgdsE Aol 2, v O werAslle Aol 44, 7P vieAslE B Adigte dekio
w el 59 vt d TAgHE = 219 XRPDe| o8] S stE= A3 2ol 4-mE-N-[3-(4-mE-olm|thE
“1-)-5-ER e RvlE-dd |-3-(4-v g d-3- v g d-2-opul eyl =ofw 29 FlERIRete|E 9
AdHor £ A4 I Sl w3 Aol

4-mF-N-[3-(4-m| & -o] vt} E-1-U)-5-E| FF o 2| & -5 d ] -3-(4- 9 g P -3-Ld-T] g ] e -2-L o} 1| .= ) wll =

nEo] sEgIRdel= 9o 7] 7R BE AA FE (5, oA, A A FtE, o]Ei%iE‘r
|= Sdo] w3k vAA FulE A, vAA Fele o dd FrolA B Fo P A sl=mERet
= dow Ao HIdArk, wgke F7]9 Hﬁo}oﬂ A, W24 ezt Fe BE AdEr.  4-vE-N-
3-(4-vd-ojutpE-1-)-5-Eg| EF e 2o d-9d | -3-(4-9] 2 d-3--F] gl v e -2-opr] i)l =ofu] =) ]
cRIRdgol= ¢o 4 o] XRPD tlEelE = 220 yEbATh  4-E-N-[3-(4-HE-o v thE-1-9)-5-E
g EF e R d-dd]-3-(4-F 2| d-3-d - g r|d-2-olr i)l =elm| = o] sl Reto]l= ¢le] HAA FH
o] FR-IR ~#EHS £ 239 Yepdith. F& IR w&= di=gf 1671, 1615, 1556, 1479, 1447, 1416, 1379,
1354, 1308, 1263, 1225, 1173, 1130, 1025, 1090, 802, 753, 707 % 695cm ©]t}. = wrde] waxe 78
Fefel A, 4-HE-N-[3-(4-HE-o]nt}E-1-YU)-5-Eg ZF 22 e - d ]-3-(4-7] 2| d-3- -3 g] n] dd-2- o} 1]
Lyflzoluze] slEggdRgeln do AdHor F4% HAA FeH=, 7] UERd IR 1] Holm Fh,
S v eAE Aojx 27, 9 9 sEAs s Holx 47), 7P niEA s A= dE-E 74 FI-1IR 29
EfS 5A02 girh. 4-wE-N-[3-(4-wE-o]nt}E-1-9)-5-E EF o 2 E-v d |-3-(4-9 g P -3-Y-T] &
Hg-2-dopu| )l Zopn| = 9] FugzFzEfo]= do] HAA FHC FT-RAAN ~HEHLE &= 240 Yepdc,
9 RAMAN W= ofgF 3059, 2931, 1672, 1614, 1591, 1485, 1445, 1400, 1383, 1298, 1261, 1206, 1091,

]

]

—

I

1041, 1024, 999, 969, 807, 755, 710, 614, 315 2 109cm o|t}, 2 wwle] njgbx e T@Felol A, 4-me-
N-[3-(4-vE-o]m|t}E-1-)-5-Eg| T F e 2 v e -3 d | -3-(4-7] 2] I -3-A-F] g v -2- G o} v & ) Wil Zo}w] = 9
sleagadtels Qo] APAoR Fdk vAY FeE 7] 7IA- RAMAN o] Holk sh, v ubehA st
Al Ao 27h, d5 8 vk sAls Aol 47, 71 b sl AR-E 7R FT-RAMAN 2= E-lo] 3]
S 3}
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4= F-N-[3-(4-v| & -o]H T} &-1-)-5-Eg| FF o 2| & -5 d | -3-(4- 9 g H-3-L-T] g 1] H-2-L o} 1| .- ) -l =

ofpl =] MuolE <lo] | A7} # wiel tE FEGH ot 4-wE-N-[3-(4-vE-o]nthE-1-¢)-5-E g
EFeRmd-vd]-3-(4-9 g d-3-d-v g n|d-2-o}r] i) -l =ofu| = 9] AT o]E ¢lo] FEf Ao g x-A
Bk s)d g|le ok 6.3° 7.7, 9.5° , 10.7° |, 17.9° R 18.9° (20° )EYH HE® FHolw s}, ¢S

F

WASAE AoE 2, 9% MgAsAE AE 4, Jbg vgdsls BE Adge dead, 2w
Bel 53 mgAd TAGHE = 259 XRPDY )8 SYshEE 4o G-N-[3-(4-v Dol v hE-1-9)-5-E o
70299 d]-3-(4-51 2 ¥-3- Q-3 2] v 9-2-Qopr] )l o] = o] Arole gle] WAMow 4w A4
Qo) Aol et Aol

4P RN~ (3 (4] 0] 1] E} -1-91) -5 2] Z % & o] -3 |3~ (4~ 2] ¥ -3 -] 2] ] -2~ Sl o] 1)

79
g2 FaYgE o, 4-wE-N-[3-(4-HE-o]nt}EH-1-Y)-5-E g

ofml=o] Muo]lE <l FE B ¥ wye

%$g§ e-#Hd]-3-(4-9 2 d-3-Y-9] g d-2-d o} - )-wl Zofn| =] MFo]E <o FE BE e x-A
Ba 3d gele oF 7,37, 17.7° , 19.0° , 20.2° % 20.8° (20° )REEH HA™H Hox 3}, ¢ b
At A= Aol® 270, d% o v siAe Aolx 471, 7B aigAsiAs BE Hdigs dEpdo. 2 iy
o] 573 FMSP TS £ 259 XRPDO 93] EA = 4-vE-N-[3-(4-HD-o]n|t}E-1-Y)-5-E ZF
S 2 e-Hd]-3-(4-7 2 9-3-L-g g u|g-2-Loln i)~ Zoju| =o] MHo|E o HAAHoR F43 AAY
e Boll #3 Aotk

B

4~ & -N-[3-(4-H|&-o| |} F-1-YU)-5-EF EF L 2 e~ d |-3-(4-3] 2| J-3-d -5 2| v| d-2- L o} ] . ) -l =
o] MAFolE d9 AV 7iAE AA HEe FrR, AuolE o] uAd FHE =3}, »Fl« g 9]

vl e FESEHE 4-wWE-N-[3-(4-WE-o| 1|} E-1-Y)-5-ET Z 2 2 ue-Hd]-3-(4-7] g H-3-Q-3] g 7]

d-2-dojun)-wl=oln|=o] Myo]E o] Aoz 43 vAA Ju 5 xg3c).

A== -N-[3-(4-r -0l W] thE-1-d)-5-E ] 5 F 2 2 v & -3l d | -3-(4-9] 2 9 -3~ -] 2] ] -2~ o} w] 1 ) il =0}
vleo) zhzke] fel 7)ol A% el (FE A B B), SERIEeGE ¢ (EéEH A, A AT B, B, S S
C, C', S, D®S) % AdANE & (Fel A 2 B)S S48 flste] vd ¥o] Abgd 4 slk. o]

e g7 1A vkl 2an, s AAE AAlde] ZAEY lon, HddAe] A, 1 x3 §do=
HHe A4st 2 &vlo] M7l o3 Hde xF3h.

ot o] o2 g =

(a) ¥ o] T shite] wE 4-vgd-N-[3-(4-H|d-o|n|t}E-1-Y)-5-E ZF o 2 v g-Hd |-3-(4-7
g d-3-d-Fgnd-2-dolu| i )-H=olu = fFa A7) T 9 do HAAHoT £33 A e A7H
fras; 4

(b) 3tt o]’de] Alekstd oz & §rbest A, FAA, v3E e FIAE XLFst= A FegH g Eo &
g Aolth

g g FAGHAA, AR 0w 25 A4 FulE 4o Y-N-[3-(U- F-o] m) - 1-9)-5-E ] T 0.2
9-391-3-(4-9] 2] 9-3-91-] 2]l W-2-Qofr )W =olv 2 o] SEmEmetol= ool Fu Bolch. wdAs
A, 2R EA%E 24 Feel 50% %, US whAsAE AolE 0%, W% o wEAsAE Aol
FH AL Aol 00%7k AuE Fel Fo shtolch,

AR FEFS, AL DD b A FolE u wud selAl 49 oAl o8 sty A
W oAdel mvbeel ARE A9 R 44 Fue Fe v, Anzow fEd ¥ wge 5B
e, WY Y W 19 FFE, ARE WAE s A AR, S3 2e 8909 oEste] WaA, o
Fe el o YKoz ARd FE Aok,

s olgel Aleksbow slgbsd WA, AMAl, WHE it PAs gl o8 #A Agd
a1, Qs ol Aol s A4E Aotk AAT Fol WA o= FT, W, WATF, Tk, d9 2
g myeth B owgel Aokt 2B YAl A% Ao A4d & e Aoky Fus
¥ avh. AR A Fus wA, waA, A == FAAzE AP, dAH G4, BT, A&, F
oF, A, PxF U ololnE e T}

B oage) ® oE TAgHE B ouge TAFH] st me 4-v"-N-[3-(4-F-o]p| b E-1-2)-5-E
£570 2 Y-39]-3-(4-7] 2] Q-3--] el d-2-Qobu o) zolu = o] MM o E4@ A4 FolY Aw
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A FEFHS X737 Zad A A Folsls dAS sk, G glyoba] @49 Ao wkgaE A
Heo| X5 wel #ek Ao}, Fv'mﬂ TEGE N, AdAdH oz =43 Z2A Fe= 4-vE-N-[3-(4-HE-
ol t}E-1-d)-5-E o]

E7.0. 2w 999 ]-3-(4-3] 2] 9-3-9-5] e v @-p-Qlojn] ) zoj] £ o] HEm el
o gel Belth. vhgHsAE, Fold A4 Felel 50% 23, HE ugHsAE Holw 0%, d%

AL Ao 80%, 7Hg whAslE Holw 0%t ¥ wwel Fejel shtelth. Y] vl A
shogel, Qdlel Fol wpAe A, Wi, MAT, Fh, 49 @ 442 ¥@ed. 44 Feo Fol ¥ @
Yol AokerH 24 B ol o8 i e A FUe Ba w4 £E A

A A oql 1

4~ E-N-[3-(4-vE-o]n|}E-1-¢)-5-E EF 2 v & -3 d |-3-(4-F 2| -3-L-F 2| v -2-L o} v] .= ) il = o}
= f2 9719 el B oF 100 mgS, 2 mLY 771 Feldt SulE (WEE, e, 2-X23& ) olE ofAlH o]
E OAE, HEHINEZFT 2 oMNEYEZ )Y g7 A2 A Hojm 48413 &< HEFss9tt. e A
o7} wAYstA] AT,

/\1;\] Oﬂ] 2
4-me-N-[3-(4-mD-o]ut}&E-1-Y)-5-Eg EF 2 E-#Hd |-3-(4-F 2] D -3-¢-F g 1| -2-H o} .= ) sl = o}
nee sleaFadoele g e B ¢F 50 mge, 1 mlLe A7) Z1A" &9 A 25T +£0.5C (F 3) 2 50
T£0.5C (& DA = FlA HoJx= 20 AIZE 5 FPFsIqTE.  oloja], §d& oyt 37 FolA 10
B B AXRAHY. olojA, ;A FES XRPDA & FAFSIITE.  Polrf TEREAUIH, FIhe] FALE 3
Ak (DSC, TGA, A]AX(IR), FAF AAF &Av7 (SEM)). R FoA &uje] J Jo FHFZAHH| ol &
uf FolA tFAd SI=E A,

X 3

25ColA &motel W33}

Rl ‘3= (mg/g) L
opA & 0.2 B
SHEUEY 0.3 B
oA ek (96%) 3.9 B
e ol H | E 0.3 B
ek 16.3 B
TR -2-2 1.5 B
=574 1.3 B
HEgs =2+ 5.8 B
HEZS g Fa-& 111 12.2 A
OLEUEZ-E 1:1 10.3 A
& 0.2 B

Z 4

50CelA &mjolel W33}

vl L3 %= (mg/g) HE
opA & 1.0 B
SHEUEY 2.1 B
oA ek (96%) 22.4 B

o eh-& 26.5 B
old olAH I E 3.0 B
TR P-0-% 4.8 B

_16_



<83>

<84>

<85>

<86>

<87>

<88>

<89>

<90>

ZIHS3d 10-2008-0027853

=54 5.6 B

oehe-5 1:1 17.2 B

gk >27.5 L3 E (HF& AolaEA

D)

DMSO >27.5 -(U% 7124)

AN 3
4-HG-N-[3-(4-wE-o|H|}F-1-Y)-5-E| EF o 2 e~ d |-3-(4-9 2| d-3-L -7 g u|d-2-H o} 1| . )l =

olnj=o] sz FZEols Ao HH A ¥ B EFES U & FolA HEF 33
¥ 5

A-B E31E< H¥3

£l FE T3

o BHS (95%) B 72N 7k &

e 2% = B 40T A 2447

WES 0.25% B/? 40T A 2417, el AZFE O 3 ¢l

- #9947 g38Ad = Qdd.

e 2% = B 5T A 4047+

HWee 0.25% = B 5Col A 404 7F

HekS 10% = A/B 12X 7F Bof| A7} s ERs

Hee 29 = B 40°Col A 24A7FRE o] F&3)

i
HESE2Fd 159 & A
? = 3o 93 (NE2F FEIA f8 d4710A Z343h

A 4

AAld 22 5B 7
v Bl--elo}e] )l =
ATk AIE sh7] & 60 eI

FE U-WE-N-[3-(4-HE-o]H}Z-1-Y)-5-E ZF 22| ]
olujzo] slegFRagol= ¢S AL ZFuk Ao o] AA o] el

g9 ]-3-(4-9 2] -3-2 -]
]861— 5’:

X6
Aol o St
Rl ikl
oA & A%
oL EUEZ 234
NerE (96%) A&B
o g oM H | E B
ek B
TEH-2-% B
EF B
HEZs| =2y v 234
HEIDS| = 2Fa-8 (50:50) A
O EYUEZ-E (50:50) A
o et2-& (50:50) A
wekE-& (50:50) A

/\1;\] Oﬂ] 5

4= F-N-[3-(4- vl -0l P} - 1-90)-5-E ] &

Hl=29] 3
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7020 -9 ] -3 (491 2] ¥-3-2-3] 2] v ¥l-2-Q opv] 12 )l o
czgzeols oo Pu B vl 300mgS 60TelA] Hzpe] oo

SR, i AAol =
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of Ho|x] grofof dtr}, o]ojr], W oA fdo] Wbt et HAES Y o FHEn Ax
1713 XRPDell &8l ZA}sFI T,
*7

4 ¥3} §Ho2HE HAsS)

g T1/T, (C) e 3l

wEE-2 (15%) 50-10 B 3z Qlsle] Fz9 W

<

| -2 40-5 B

HeS-E (2%) 40-10 B w3t 97

HEHS| = Fa 50-10 A3g L

HE s mzEd 50-10 A4 1% =

of k-2 50-10 A3} 2As e

ol gk 50-10 A&B 2% = % B A #H7}

_-éri

A EHZ (95%) 50-10 A

o ek-& (HA1%H) 50-10 A 100% o &+-& AL-&

ol (TEAL) 50-10 B 100% &2 ALE

irZrg 4F 50-10 A 5 AAA

HEZS =2 Fa-2 50-10 A

(15%)

HEYS| =2 Fe-& 50-10 A B &A}

(15%)
AN 6
2709 geldt gv IS AFSAT. 4-wHEN-[3-(4-HE-olntE-1-d)5-E EF e 2w E-Td]-3-
(4-9 8 d-3-d-g gu|d-2-dolu| ) =olu| =9 F=FF2eo|= o] Fe BE, &7t 2 wdd §
AIZ1aL, go] i BEAA &S 7%0}043} AAES "y oA F=Fstar d2A7]aL XRPD o8 FA}
ST
¥ 8

Lol 7ol o3 HA

ol 2718 &) S H

B eS| C R e-g g opAE ol E A

o ehS -5 SINEVEY A
/\1;\] Oﬂ] 7
4~ E-N-[3-(4-FE-o]u|t}Z-1-U)-5-Eg| ZF o 2 v E-vd ]-3-(4-¥] 2] 9 -3-L -] 2] 1] -2- L o} v 1 ) Wl = o}
ne=eo segdaeto]l= Fdo FE B 300mgS ¢ TelAE 1084 58 E¢t &t (A A4 = 13
mm). A-2oA 58 Fok E Fol AA Wy wsly} EAskA] &Skl (XRPDO 2Jsle]). zEu, XRPD T3
E 2834 9 Wi o]AL e AAALS Yt
/\1;\] Oﬂ] 8
AL FEI] FE&E2 wrbA, 4-wE-N-[3-(4-dE-olut}E-1-U)-5-E EF 2 e -3 d |-3-(4-T g d -
-A-d P nd-2-golu)pl=olu=9] =2 F2 o= A g Bl 443t &ulE Hriedd. 7h7he
A7} Atold A S ﬂ%&ﬁt} oJolA HF FlA ERHE 2% w|vre g HAZXA]F]al XRPD HiE DSCOl <&
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9
443k &) XRPD Az}
= 3ol
o eb-2- M3 olS
AN 9
HZAAA  4-mE-N-[3-(4-mD-on|t}Z-1-Y)-5-E EF 2 2| d-dd ]-3-(4-¥] 2] 9 -3-Y -3 ] u| 9 -2-U o} ]
WdlZoln s L2 F R EE oMAEYEY FoA AA3sle] Jn2EReols do e A 2 R

7] Fe) Ae] ERES ST AR 4-EN-[3-(d-vE oo tE- 1) -5 B E e 2 e -
1-3-(4-¥ g d-3-d-Fgnd-2-do}n| )-Ml Zoln| = | EIFRFo|Eg oATERE FoA HAAHI}EA

szl g e A9 279 F 479 FH A9 EFES A

AA4 10

4~ &-N-[3-(4-W| D -0 0]t} Z-1-Y)-5-E ZF 0 2 v e-Hd ]-3- A-3] g

n= 2 4719 el A oF 50 WA 60mge 0.75mLe] Z]AlE &l AEAATCH. 3}

gl Hrtstar, oA HI7F Fol @ FAAo]l HAT. T 2=eA <k 5

TA (¢S AT &) x5k XRPD 2 NMRel 93] #A1s5}git).

¥ 10
& Az
A H-NMR
il ¥o; du B S I 8l
o g Yo, FH A&B o I =1 =
-T2 ¥o; 9 A S I 8l
o E $5 Fe A AYHA &
g oAl E Fo; FH A&B AHA
HEgs =2 ¥ -5 FE A A A
HAEYEZ 5 Fe A&B YA &
* 5 = TR 97 Fa 59 AETE 0742 E o4 o
F3 = F8 A7t F3 259 FEr} 30 WA 0L E ofldl S v
AN 11

4P D N-[3-(4-o] F-0] W] T} E-1-91)-5-E 2] HF . 2] B3] W ]-3-(4-7] 2} ©1-3-21 -] 2
e 2 vl Wel A oF 50 WA 60ng 0.75 nLe] JAE ol AN SRR Fo SO
Aol Arksiglom, olze A7t F @ g4l =A% EFREL F9
S, T (9% ozl o8 £ XRPD L A% 5ol NiRel o)s) &

Z 11
gl R
AR 'H-NUR

e Y5 JH A&B £l 93 s
o ehE ¥3; FH B | I3 A&
2-T 23RS B 28w A oo
oM E =% APHA B
ol ol E o] E B AYPHA B
| Eg}3| =2 et =% APHA B
SHEYEZ = AYPHA B
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¥ kT = FQ W37t £1 59 ZE7F 30 WA 707FEE olule] 9IS ul
EeF = 72 93yt Ya a5 4=t 307k E vk 3lg u
AN 12

4-HG-N-[3-(4-wE-o|H|T}F-1-Y)-5-E EF o 2 e~ d | -3-(4-9 2| d-3-L -7 g u| dd-2-H o} m| ;= )l =0
= fa 9719 el B oF 300 WA 310 mgg 9 mLo 2-T=g&o FErslort. FEEA ko] HCIS HE
9l 2xol A oF 54

ool H7bstgivt.  H7F Foll, &elglrh o] HaL oojA] sjuiale] HTh EHPES F
b Eor wukslgith.  4AIZF SAAIZ Zof| | ZelE]v) do| ~ESE fAME A AL, ol BAY oJF}Ety] ol H ).
FAE oo o3 3 8kar, XRPD 2 NVRell 3] EA18kgith. XRPDE %453 A @ smmIFRdol= 9

o el AZ vehgen], vy H-NRS WakE ATEES el g6 328 YehiA gt
AAe 13

4= -N-[3-(4-mE-o| M t}E-1-U)-5-E EF e 2 -3 d | -3-(4-¥] g -3- -9 2 v el -2- o} o ) il = o}
m= fe] 4719 Fel B oF 300 mgS 30 mLo] WESe] At et QH% 64Ce] B7 L= tdsA0
W5 g7t &5 st FHeHG. vEs ol SallE HS0,0] st e el Hbskld. &

NG FF Blo| 5AIZE okl wwtetar, F9 xR W¥Zslal; FA3 Fol wAlzt AU, ol <
3l AE s en XRPDe o3 A48kl XRPDw= Ao E A9 FH BE YERISIT.
A 14

4-md-N-[3-(4-W|-ovt}E-1-d)-5-Eg & F e 2 d -9 d ]-3-(4-¥] g d

~3-¢1-3] 2] 1] 512~ Qo ] ) W o)
W= fel @719 FEl B o 100 mg® 15 o] kLol ASSiTh. SeFEA kol JlAE e Aol
bk, N S0CAA o 547 Feb wwstn, 9 eER WA, 3l (9 FHSL XRPD

2 NRS )3 EH SR,

*x 12
2 3 21
214 "H-NMR
iC] A wdol zelelst Fwel|gw; @6 b PETNEEER g
Aa 28A FAHAG. dF Lo 39S
s SA7)7] f8 =9 N, fE0]
A 31
H,S0, 7td Fo &yt FYaAY. | Ye; FE A&B AIZE W3lE; <29
97 Fodo] o|Ae &zl sl Be
o},
A 15
4~ E-N-[3-(4-HE-o|nt}Z£-1-Y)-5-EF EF 2 HE-7d |-3-(4-F & TJ-3-L - g v -2-L o} 1| ;- ) | = o}
= f2 9719 e B 9F 100 mgs 15 mLe] wWEkEel dEslditt. 71" Ake] JAlE & dErde "It
AT, fHL ok 5 A7F Fot F 2% (HCDolA == 50T (H,S00) oA wwksldcy. =" N, 58 AL

stol §u1E Az FHAPOEA 1A ()& S5, XRPD L NIRe] o3} EAshsirh,

#Z 13
Ab =3 23
2444 H-NR
1RSI0l D sl Zelash weelAn|@s; ol el A8 B |AEE wsE; 8o o
22 FAEAJS. SRS
05 wa{/td Bell sejdsl wdadn|9E; ddels 9ol @[AZE wakg; Ae 8
1,50, A FAEH A B A& 2 971 FeE| v 93
B
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o

oo

193 1,50, |[AF AH7F 5ol S=je7h FaAa

F5; dslol= el Y[AZE wakE; gl
A et

M
o
f-
Ho
R
i
N
fu)

AA ) 16

A w7, 2w, b7 s, R AT 2Y)lE AEE 1L, 4, Sa-uke SEaad] dEH e
2 4-vE-N-[3-(4-vE-o]u thE-1-)-5-E e EF 0 2 H g -9 d ]-3-(4-3] 2 d-3-4-F] 2] v -2-dop] )l =
obml= 2 9471 (10 g), #lwh (250 ml) R 37% B4t (1.85 g)& A o)A sjol] ALsto] Yol =%
& 42T WA 50CE 7hdshar F7k2 158 Fot wukeiint.  oF 40T ool I SkE FASHA, EF
T2 HEg T8 Aol S0 oFEigin. FWH 4 da o] stelA A aiv], Ex 9
7hA/7 sHE VR e AL, 4%, Fa-ube FEaAR SR 8-S wwbkelal 308 A 30TE 3
2t A4 (20 mg)E ©] %E I F7bshar, 45l AA 383 23CR WSl w3 WA A
A 5] fAste] IEE FUER 3ARbERE wwbelgivt. @RS 154kl A -10CR W7ska, 7t
2 30 wob Wikt A ofapel] ofs) sta W (-10C) #WEE (20 mb)E FT7AH. 3AE 50

WA 55T /10 A 052 8 A 1643 B Azl wA) ﬂiﬂi*i +5, S Fehadd 9%
Hog  4-mE-N-[3-(4-v B0l v - 1-9)-5- £ FF 0 2| F-5 9] -3-(4-3] 2] ©-3- -] €] ] ¥l -2- Lo}
w)MzohE Rrstedadels d5E 9 Fu B (9.8 0 FEHAT.

TH NMR 300 MHz, DMSO-d6), 5 10.9 (s, 1H), 9.58 (s, 1H), 9.29 (s, 1H), 9.20 (s,
1H), 8.70 (d, 1H), 8.63 (s, 1H), 8.55 (d, 1H), 8.49 (d, 1H), 8.32 (d, 2H), 8.00 (s, 1H), 7.91 (s,
1H), 7.84 (d, 1H), 7.56-7.44 (m, 3H), 2.50 (s, 3H), 2.35 (s, 3H); X-4 312 &
20=7.4°9.4°, 11.6° 12.1°, 15.8°, 19.3°, 19.6°, 22.1°, 24.1°, 25.7° o A Folzt-2 e,

AAd 17

4= -N-[3-(4-mE-o| M t}F-1-)-5-E & F e 2 -9 9 |-3-(4-¥] g -3- -9 2 v el -2- o} o ) il = o}
nE= f2 A71e] e A 2 FH Be] 27 oF 100 mgs, 25 TolA F&ollA 19 <k, 2 mLe] 1370 Zolgk &
o (oRAE, oPHEUER, toldoela, & des, oY ofEHolE, wEhE, Trd-2-& =59, HE
gslerrd, =, HES=RFE/a (1), CdE/E (1D 2 dee/= (1:1)9 Fdstesid.
olojA, &A& oFstar 7] FollA 102 Tt AERAFG. Al FES XRPDell o) ARsEITE. =AM
FH BOl F7HA Al=E AlQstars GEf dolrh dojubA] skl kel Aol fEl 7] FE A B B
EeEol dojAA 1 A= AAdE 5 i
|l

T3, 4-wE-N-[3-(4-HE-o|nt}E-1-Y)-5-E EF 2 2 E-Hd ]-3-(4-¥ g d-3-d - g v d-2- o} 1)
Wl =oln = %El 91719 el A 2 Fe) BY EFE OF 100mgS, 25CoA 4 LoA 19 =9k 2mLe] Aoldk 7
A & (£ dEe, HEe HES|=E2FY, B HEHI=EFA/E (111, dae/E (1:1) % 9

/B (D)5 RAslalth, oo, S8 elkart 81 Tl 0% B Ak LA FES WD
o o8] Attt Fel dols} wASA gttt

AAe 18

25CelA 23 ghozre el A, el B E Fe) A9 e B f 9719 EFE 470 U L=
sttt ARE 7] 1 140 71A g

il

|

X 14
L-ul HEf A el B e A/g" B (1:D)
(mg/mL) (mg/mL) (mg/mL)

& 0.00 0.00 0.00

HES| m=yat/E 178 1.95 1.93

(1:1)

oete/E (1:1) 0.06 0.07 0.07

wekE/E (1:1) 0.01 0.01 0.01

4 g Aol frEl @71 FE A= Adold &l EEelA frel 719 Fe Bell Hsko] 25TlA w2 &3
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©E 7M. SAETE UR slold Bolqel A nmg Fdey] Teein

AA 4 19

4-ve-N-[3-(4-w & -o|n|r}E-1-)-5-Eg| EF e 2 v e -7 d |-3-(4-7] 2] I -3--F g v -2- Y o}m] 1o ) il = o}

nE eI Eee]ls 12g8 192 mLo] wlehE 9 21 mLe] FollA 52°CelA &3lA T, &g 64 WA 66T
oA 10 Wl 7kEata 458 sk BAAIZAT. o]ojA, &HE 0TolA 3 Agtel] WAAZRAT. &HLS 0T
Aol Aoz AAQslEar; wehd W¥zh WIZE 20ToA AAA7)a 29 FoF whtetdA AAA AT, AF
shell Al ool SEAA AEFNES 2A13F Ulol] 0CE WZhste] 4-wE-N-[3-(4-HE-on|thE-1-Y)-5-EFEF 2
2rg-Hd]-3-(4-7 g d-3-Ld-F g ud-2-Loju )l Zoju| =] sz IzEel= deo FH  AE
F53H T

AA 4 20

Aol A E= 5 ocoﬂH e 9715 WeE Fol destozy, 4-wE-N-[3-(4-vE-o]ut}E-1-U)-5-Eg &
Fo 2 d-5d]-3-(4-7 g d-3-Ld-F glu|d-2-Lo}r| ) ul Zoln| = J|=2F 2 o= FEH BE AT,
1.06 o] 37% 4 GAE Hrleta ERES 7t FRAIA (64T), Aol o3 FHsE f9S 53}
gk, FHstE 898 42C2 YZsta 7E 9 0.1% TAR JFTsAT. TAE 9% e 2 1% Eo
e dEAHT. dEAE 42ToA 2.5 Az et wwkstar, 1 Fof =9 W7k T2l wEl -10T
2 P8Ik, 20CelA, Moz F4E WeE fujstEoe] dsls dsER MPHES 7] ] 4
AlZE St W7he Fdsksin.

et S ofystar, 27 B wee/E EFE (99% WEHE/1% =)E AT, ZEH AolAE 10 mbar
ugkel ZF slell A BHA] 70TCe] QoA A=A, oF Fo & TS 50 g FA o]del tis] 3.05%¢]
o] &%k Wwkel Foz " A, e & IS BAS] Hste, wuk 7oA Eo] THHI F FE
of ofs AXFAZ olsd w F WA xR GAE FUlEY. dske ' dES 8 AHe 2108 BA
3l7] flate] AxFX oA AHE 60T ZL 30 mbar® WA Z . X3} &l o]2F wirtA] E& HIFSIS
oo 7R ERE @A, 2700 ARE Ae (IL) siE AxgA A ofste 3.5 WA 3.6%° & IFHFS
FE3AT

AA 4 21

4= -N-[3- (4w -0 1] L} -1-91)-5-E 2] Z 2.0 2o 93 ! |3 (491 2] ©l-3-21-3] 2] 1] el -2 Gl o}v] 1)l <}

=
ME SERFEIOIE 1.2mgs 120mge] WiEhE B 12mge] =l Wtk FWHI &9& AolA 53t
4-H-N-[3-(4-H -0l m| thE-1-)-5-E 2] &7 e 2" -9 d |-3-(4-7] 2| -3~ -F] g v -2- Y o} e )il =
o= slERFRTe|E F719] 12¢8 Hbetal, AENS A20A 1ARE St ARG, HE dEHNS

283 4 FolA 1027+ Folrln).

4-H Bl -N-[3-(4-H & o] v] T} Z-1-Y)-5-E&] ZF 2 2 el v d |-3-(4- 9 Y P -3-L -3 2 v P -2-L o} m] 1= ) il = o}
nE JERFERe|E (129)S 192mL-°4 WES 9 14.87nL2] Eoll HEAFTE. §94S 108 Wol 64T WX
66 C=E 7FddlaL, 66ToA 583 FX3FRet.  &4S 42TE 158 ol dze v HAFsdr. dgas
42°Col A 2.5A12F B FA8ka 7AIZ Ulol 20CE WBZtsla, -10ColA 641%F Wl W¥zhsieiek. &
T &to] oj3atr] Aol 79X EoF FA e, nAS WEre/E 66ml/5.26mL (-10T)Y W EE
%6}3 70CoAA 2077 FoF AFslol] AZAIA, 4-WE-N-[3-(4-HEd-o]n}E-1-Y)-5-EZZFQ
1-3-(4-F g d-3-d-F 2 g-2-Jor| )Ml Zolr| = 9] =2 F2eo|= o e (B $5319
A 22
4-H|d-N-[3-(4-H -0 m T} Z-1-A)-5-EG ZF e 2rg-#d ]-3-(4-9 2| ¥ -3-L-3] g n| d-2- o} m| 1= ) =
v FERERolE (14g)S EF G4 1000ge] wgked gAY, &9& F4 WY (Buchi Mini) 2
Zgolo| A ok 65CoA 5 AFXAA 4-wE-N-[3-(4-HE-o|r}E&-1-Y)-5-Eg EF 2 e-vd ]-3-(4-5]
gd-3-d-T g ud-2-dolu)wl =oln = o] HAAGA S =2FZ |t AS FA
AA e 23
4-m|d-N-[3-(4-H -0 mt}Z-1-9)-5-EG ZF e 2 -394 ]-3-(4-9 & 9 -3-L-3] g n] I -2- U o}n] 1 ) ¥l = o}
u= &8 7] 4.0gE5 50CoA 60ml WEFE] SAAT. 1.05 T (688.7 1) A2He omLe] wWEE F
oAl gMomA Hrletr., {AS 50TA 602 ot AAAZAT. LAE 42TE PZetal o] 2504

°

|

oL
ol
=
32
)
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158 ek FABA. 253 SelA 10

B
off
rO
=5
ey
ot
@ﬂ

B2 (40mg)/E (0.4mg) 9 4mge] 4-WE-N-

e
[3-(4-T R o] 1]} 5-1-1)-5- 2] % & 2ol B9 ] -3-(4-7) 2] 13-~ 2] vl W2~ o} i) Wl <ofv] = 5=
gzelolme] AEele A7kAT. WAL 42T 2547 B AAA Tk, 20T 7AI7k Y7
Atk @S 56417 Bk 20TE FAAAG. Bl PAA BEAS ol3e galrh 4-TB-N-[3-(4-
AR AIRE T A5 EER AR Al S (AL S YA Ao dRGI= A=zE

2glol= o] ek &vdE FE St

4>
Jﬂ
g

A 24

4-ve-N-[3-(4-v & -o|nt}E-1-¢)-5-Eg| EF e 2w e -7 d |-3-(4-T] 2] d-3-A-F Z v -2- o} o )il =

u]c o]CiaiaMC 36.0g2 52ColA 576mL9] WErE = 44 6InLe] &9 &u] EFEo] RFA AT, &N
i ulel 64 WA 66CT7HA 7FEstal 66TCollA 5% S FAAIZTE. o] A], §AE 42TA 158 Ulol

;ng |NS HT3GT. FH NS 42ToA 2.5A12F & FAAIZIAL, 20TA 7A1ZE diof %ﬂoh o]

oA 11AIRE 9t fAAAT. 4-HE-N-[3-(4-dE-o] v thE-1-9)-5-E EF o 2 v E-7 d | -3-(4-9] g

-3-d-dYnd-2-Lotu| )Rl Zotu| =9 JERFR o= o] wWErE §uistE FE S FEH U

dl Mo of mb

wekE/E 89 (360mg/36mg) ol &3l® 4-WE-N-[3-(4-HE-o]Ht}E-1-d)-5-EF EF o2 d-vd]-3-
(4-7] 2] 9-3-20-3) 2] vl Wl-g-Qoful )Ml zohv] = F =R FRetol= 3.6ng0 RN F4 AL FEIAG. &
oo, F71% 36mge) 4-PE-N-[3-(4-v Do v thE-1-91)-5-E 2] H7 0 o] -3 ]-3-(4-51 2] 9-3-21 -] 2] m]
Heg-ofuli) i zolu 28 HohET.  @etlg Aedld 147 B fAn AR 289 4 10
£k olrolth

4= e-N-[3-(4-v & -o|nt}E-1-)-5-Eg| EF e 2 v e -7 d |-3-(4-7] 2] I -3--F | v -2-Y o}m] 1o ) il = o}
no] slmgFRdel= Ao e A, Jel B 2 He Co HMERE oF 100mgS, 25Tl = S 19 For
2ml.2] 1071 o]t gu (oghg, WEse, E, oE&/E (99:1), wWerE/E (99:1), "WEE/E (99.3:0.7),
WES/HClL 0.1N, tedole 2, X, "HEZ=2Fe) et FFPgleldint.  oJojA], &N ofFstar XRPDe]
ofsf A FE-& FARSIITE

e %Oﬂ/‘i, el A7} FE) B2 HolHar, wivkE/&E (99:1) TollA FEl A7F Aol def Bek A dHf C
2 dol¥ar; mWere/E (99.3:0.7) E wWlE2/HCl 0.1N ZFolA Fef A7} &3] e cob 3 e BE o]
Ao, G BE fste]l dH dolrtk BASA sttt HwEE Tl FE C7F dEl B2 dolHar, & FellA
FE C7F FEl AR Ho] ¥ AT,

el A 2 Coll el 1 st e Boll disl 28§t 50Tl A BE st A4S . ww
oM, g A7F GEl B R Co] Egt=R dolHar, Z4zhe) vieE/E (99:1), WEE/= (99.3:0.7) B viwt
/HCL 0.1IN ZolA &8l A7F g C2 doldvh. & B oehe Tolld Fel A 3 B == dojdn.
W SollA, FH 7t ﬁéEH B2 dolHa & FollA Fe C7F Pl A= dojHm; dlea/= (99:1) FolA
FH C7F 2= 37 dHje] Ed=E dolHal HES| =R FolA Fe B 2 o] EFEE Hojd.

AAe 26

4= N~ [3- (4w -0 1] L} -1-91)-5-E 2] 2% 0 29— ! |-3-(4-9] 2] ¥l-3-21-3] 2] 1] el -2- Gl o}v] e )l <}
Mol sezgRetels o Fu B oF 100ng& 60TAA 371 1A &l oF 2l §ANAL. A
0TE YAAAY. AL ofnsta wAS #A

m}o
o of

=
al,

SHATH.
X 15
el XRPDY ofsf =56 WY
2A1ZE 127413k 24X 3t
He-g / B B
wekS /8 (99.5/0.5) |/ B B
Weke /& (99.3/0.7) |/ B B
wekS /8 (99.0/1.0) |/ B B
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wES /5 B B B
(95.0/5)
/ = 2R3} B e

AN 27

40 & -N-[ 3~ (4-v & —o] v| T} -
HEo] slEgFa o= 9o
TR YAz, dgais

-2 295 |3 (4-3] 2] ©1-3-91-3] 2] v] -2-Q) o} o] )l <o}
Je1 B o 100mg& 60T 371 148 &0l o el BN, Eo4E 20

A Hell nAE HAZAFNA F).

X 16

1 XRPDY oJ3 5% Wy
2A|ZF 12417 24X ZF

v gk / Sy Se
wErS /%2 (99.5/0.5) |/ Sp Sy
wekS /& (99.3/0.7) |/ Sy Sp
wErS /5 (99.0/1.0) |/ Sp Sp+Sc
W e/ & / S Se
(95.0/5)
/ = 2R3} B e

A 28

4~ & -N-[3-(4-H D -o| |t} Z~
nsel sEgIade)s oo
C= YzAZY. dEde A4

-3l 2951 |3 (4-3] 2] ©1-3-91-3] 2] v] -2-Q) o} o] )l o}
B o 100mg® 60T 371 148 8o oF 2l BN, Eo4E 45

YAk, 24 doll aAE A2A71A skt

X 17

1 XRPDY oJ3 5% Wy
2A%E 12712 24 M3

lh=ec / / Sy
wErS /%2 (99.5/0.5) |/ / SptSe
wEee /& (99.3/0.7) / / Sp-E+Se
wErS /5 (99.0/1.0) |/ / Se
Hehs /5 / / Se
(95.0/5)
/ = AR} BAHA IS

AAe 29

4-m D -N-[3-(4-W| -0 vt} E-1-<)-5-E g & F 2 2 € -9d | -3-(4-¥| 2] I -3- -y 2] v -2-d o] 1 ) ] = o}
mee] slerIRetols o JH A, FE B 2 FH o] &EE v &)
A 71zl fal 248l AaE 18 WA 200 7]A

2

# 18
24X Fof Aolgt XA S E
T Rl FE A FE B e C
(C) g3 = XRPD g XRPD &3l = XRPD
(mg/mL) (mg/mL) (mg/mL)

_24_
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25 oy 0.35 A 1.28 B 1.47 CHA
0.1IN HCI 1.32 A 2.36 B 2.35 A
0.01IN HCI 0.43 A 0.69 B 1.37 A
0.00IN HCI 0.92 A 0.70 B 1.29 C+A
0.000IN HCI ~ [0.45 A 0.47 B 1.67 CHA
v e 13.79 B 14.37 B 18.20 B
50 ey 1.03 A 1.40 B 1.31 A
0.1IN HCI 2.46 A 6.62 B+A 8.30 A+
0.01IN HCI 0.85 A 1.44 B 1.69 A
0.00IN HCI 0.79 A 1.34 B 6.72 A
0.000IN HCI ~ [0.90 A 1.32 B 3.51 A
ek 52.47 C+B 52.11 B 55.26 B
X 19
<159> WS /2 (99.5/0.5) v/volld Aoldt oA &3
T Al zE Fe A Fd B e C
(C) 23 XRPD e X XRPD 3= XRPD
(mg/mL) (mg/mL) (mg/mL)
-10 105 24.01 A 7.62 B 11.91 C
1A 7F 26.37 A 5.63 B 7.99 C
24| 7F 4.96 B 4.00 B 6.12 A (5 Al
ol B)
20 10 33.69 A+B 12.90 B 24.34 C
14 7F 19.30 A+B 13.78 B 17.70 C+B
24X 7F 12.19 B 12.21 B 12.09 B
45 105 52.23 A+B 33.29 B 39.86 C
1A ¢ 62.49 C+B 39.39 B 46.15 C
24| 7F 41.86 C+B 40.40 B 45.59 C+B
X 20
<160> e/ B (95/5) v/volA Aoldt LmolA &3
T Al zE Fe A Fd B e C
(C) 23 XRPD e X XRPD 3= XRPD
(mg/mL) (mg/mL) (mg/mL)
-10 105 12.33 A 9.42 B 9.73 C
1A 7F 14.40 A 6.65 B 7.74 C
24X 7F 4.74 B 4.85 B 11.00 C
20 103 25.69 A 13.64 B 18.88 C
14 7F 28.18 A 13.43 B 13.03 C
24X 7F 13.07 B 13.01 B 11.76 C
45 105 46.08 A 34.49 B 37.68 C
1A 7F 61.15 A+B+C 38.18 B 31.15 C
24| 7F 36.80 C 41.70 B 32.26 C
<161> A7) FwelM & S 9l

o], 24A7F Fof] 25C 2 50ColA 3 2 =4 wid, pH 1, 2, 3 2 4 (HCI1Z9] 3§
Aol o] 4-m"-N-[3-(4-W[E-o|nt}E-1-Y)-5-E EF o 2vd- »ﬂ%_] -3-(4-¥ 2 d-3-L -7 g | -2~ o} ]
L)l =olu|E 3§ FR2golre] gxnEe vy e FEds e
HEFS o] EA slol A, 108 Fo] g ST 2o FI}S

<162> A Ao 30

zk=tk: ) C > FE B > FE AL v
zr=th: e) A > e ¢ > P B.

_25_
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4= DN-[3- (4= & -] W] E} -1-91)-5- E 2] 55 9 2 v F-51 ] |-3-(4-3] 2] ©1-3-21-5] ] o] Wl -2- Q o} ] ) ) o}
mlEe] f7) @719 Ful Ax Tev ge WAl neh wEelx

E_YE

chl3

N
1.08 33

B6
cH 2412 1.00 3%
3 CH,

N i N 4 I\

hg m/ N
N N

1. THE (24)

| N 0?ocH, THFTKOtEu(2O%G)(3 0% o -

~N

0-5°C -> 50°C [ 4A| 7t ‘ = N 5
2. HO(AH$) _N

3. AcOH (2 0.3% %) -> "pH" 10 B7

3204 - CHGOH/t-BuOH/ KOAc 529.5
14, 5g (60.0 He]&)e] B6 % 20.8g (64.8 HWe|H)9 B5E B34 W B A dlolA 120 nL 54 HEDS]
2F o] faAZ . HAEgAS IT 0-5C2 WZsta, Wi £22 0 WA 5C2 FA8HEA, HEgGS ==
F o t-B-EAILE £9 20% 101.0g (180 ZE=)S 1A17F Wl Hrisksict. w8 TIES 1A W

(e}

o IT 50TC= AA3] 7Fdg thg o] 2ol F7ke] 1A13F 52t uyt
=YE (34 Fgd)S IT 50CelA F9dsiint. ks {351, 274 A .
| el Fe A9 HE AA (0.29)5 FH7bshaL, é%ﬁ} 17P°1 7HA1 1

AIARE B HS dEAS wuksiglty.  ~109] pHel o|2F wi7bA] gk

?..} iluH (260mL)Z 80 WA 100C (95 &x)ox
| Al on, oAl EaiA HERS =R —YF%&ETE& o Pﬁi R R=s ﬂé&oP
P 64‘5“’”—‘1 1/\171_? o] 1 IT 0 WA 5C= vﬁﬂroh F7Fe] 1AZE B WS AESITE. 4w E-N-
[3-(4-mE-o]mt}E-1-Y)-5-Eg EF 2 d-d]-3-(4-7 2| d-3-d -7 g n| dd-2-Y o} )Wl =ofr| =]
g 9719 Fe) A(EZAAR A E ool odl st W ol g 94% 9] 150mL= A FH el AdES WF
slell Al 50T A AZ=3}3IT).
AA 31

4-v " -N-[3-(4-vE-o|n|t}ZE-1-Y)-5-EF ZF e 2ve-Hd ]-3-(4-¥ g d-3-L-v] g v e -2-L o} ] .- ) | = o
n=o] fg @719 dE BE 7] Wk wlg} BEdn:

cu,

1.08 FF

" CH, 241 2 1.00 3F

N N
i /E i
N

1. THF (%)

| Xy 0% ocH, THF 2 K-OtBu(20%G) (3.0% %)

~N

BS

0-5°C > 50°C / 4 X| 7}
2. HO (A3 %§)
3. AcOH(%F0.32F) -> "pH" 10

- CHZOH /t-BuOH / KOAc 529.5

14.5g (60.0 U] &)2 B6 X 20.8¢ (64.8 H&E)9] BE &4 2 ¥
=Ry gaAZeh. AEAE 1T 0-5CE WY4star, vy 228 0
Fe F 20% t-FEAFLE &9 101.0g (180 HEE)S 1AZ U S 55

o IT 50C= AA38] 7Fdg ths o] &Xollx F71e] 1AZF st wykatgitt. 50mLe] &5 7o =x vk
E3E (34 dgd)s IT 50ClA FWsiict.  wnks W5, 24 AAE E8dt. 74 (&) 4
AABA . ~109] pHol o]ZE wWi7bA] oF 1.0mLe] oFAEARS #7] Aol H7bstksivk.  FH BY HF 2A
(0.29)& #71 &Holl Hrlalsivtk. A St A &m (260mL)E 80 WA 100T (2F 2=)oA FF/H3taL,
EAlOl 260mLe] ANHE 94%E H7bste] FIE LA FAE e, thA] LA HEGS ERFR o RN
etz &ulE wasrk. FEgAS 1A o] IT 0 WA 5CE Wzbetar, F7he] 1417 F¢t wike:
ALt 4-dE-N-[3-(4-m D= nthE-1-9)-5- B & e 2w - d ]-3-(4-9] 2| D -3-d -] g m| d-2-d
o)l =olml=o] f2] 4719 Fel B (AAA nA)E Aol s 38t ¥ olehE 94% <] 150mL= Al
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Haklth, AFES 11 shellA 50T Ax38H3A T

sietd, gasleld 9@ Yesty =4

4= -N-[3- (4w -0 1] L -1-91)-5-E 2] Z 7.0 29— ! |-3-(4-9] 2] ©l-3-21-3] 2] 1] ©l-2- Gl o}v] 1)l <}
= fel 471 (FE B) R 4-mE-N-[3-(4-m F-o] V] b E-1-9)-5-E 2 70 s Y-3 ] ]-3-(4-3] 2] -3-2l-
s v d-g-glolul ) i =olu| £ A5EE SERZRE @ (Fu) B)S % mTel 5o, Besiety o
Fegd 542 47 7148 A% gl Brreac.

Hefd el gafme] A4 S F (20 A S0mg)o] HMES 2mLe] &rf el ¥, 58 SHE A2
oM 24A17F Ft HEET v sk, EshE o9 $o] DSO] FEE WV Ee HPLCOﬂ os SA4sA.

I g8 &% (IDR): 3 Adk v (024X (VanKell Instrument))& ARE3le] 37CoA &3 £ =H
S . 200rpme] @Y A SEE ARESIATE. 0.IN HCL FolA IDRS $13ke] 800 mL H39, ¥ &
oA RS HAste] 200mL F3E ARESIGITE. WV 54 A4S B3] 895 ASste] gxdste] &3 &71=
A =FA FA T
FZ 21

stetA 9 Eg3eE 54

A 5 A FH

gl 971 FHB sl g rdlo|lt U= (FH B)

2B ALA A=A ALA A=A

%C 63.46 63.58 57.58 57.66

%H 4.15 3.97 4.29 4.25

%F 10.76 10.22 9.77 9.83

%N 18.51 18.57 16.80 16.58

%0 3.02 3.56 5.48 5.68

%Cl N/A N/A 6.08 6.00

DSC %= (E%) |98.65 |5 ool &2 <3l N/A

(10C/)

HPLC &% (W4 %)[100.00 100.00

DSC &3 (TC) 249.0 2§ ol E=E Al N/A

(10°C/%)

&5 €9 U/g) [153.9 | o]z Eaj= <la N/A

& ol 1% £9(7.99 2.53

E= dEeie] pll

L% (25CoNA tHEFgk, mg/mL)

0.1N HC1 0.60 0.94
0.0IN HCI 0.0014 0.08

XA oE g9 (0.0002 HE vqtk

pH 6.8

E A& H5k 0.17

o gh& 0.63 3.69

ol AT RIS 0.33 1.93

ISEFZAY 0.026 (RT W= 200T) 0.91 (RT W= 80T)
(TF &4%)

(10°C/%)

i &%) 0.2 0.0

I 83 S%(mg mlnilcmﬂ)

pH 1 (0.IN HC1) |0.17 0.17

& 0.0013 0.0024

4P DN [3- (4~ E-0] 1] T} 1905~ 2] H 5 & 2ol -3 W ]-3-(4-) 2] ©1-3-2) -] 2] ] ¥l -2-Q o} ] ) i )
MEe] sEsgzeels do Fu A, B % Co) A4S fatel AFFEY AFE FANAL. AAE )
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3 2200 yEhd

X 22
ikl AzA &4 s}tk 1A
A 5.69% 5.69(200C) 2 o] 3}t
(o] &4 5.9%)
B 4.02% 1.00 (30°C-100°C) / 5 T
3.02 (100T-220C) 1 drstE
(o]24 3.1%)
C 3.50% 0.51 (30C-80C) / T
2.99 (807C-220C) 1 drshE
(o] 2% 3.1%)

NN 4= YN~ [3-(4-r F-0] P T} -1-91)-5-E 2] 570 2 &3 ] -3-(4-5] ] &
~2-Qloful ) fzolu = o) SmRFRetol ol Fel A, Jul B, Ful C R AAY e Azl spe
831 £58 A4S, A 100 FEAS Al WA 3N AN 53¢ S

FZ 23
&3 wd &3 £= 3t
(mg/min/cm 2)
el A JH B HHE C v 244
HCI 0.1IN 0.6778/1.2467 0.1003 0.2323/0.3213 0.2508
HC1 0.01N 0.0178 0.0224 0.0247 /
HCI 0.001IN 0.0089 0.0045 0.0057 /
HC1 0.0001N 0.0003 0.0010 0.0004 /
pH 2 0.0076 / 0.0099 0.0250
(NEHo|E
AZN)
= 0.0004 0.0001 0.000 /

4-m " -N-[3-(4-vE-ov}E-1-2)-5-Eg &EF e 2 -9 d | -3-(4-¥] ¥ -3-4-
o] sz Rete]l= lo Fel A, Fel B, e € B HAA Fe wFel diste] 7k Y AT E F
Qatglet. o Al FRelA Bk Fol Fej A, B % Coll i P dolrt A gyt IR
Epp:m4 HZAAAN del= e A2 AAsEc. T3, g C 2 vad ey & 274 sloA e A
=3 2 SARE, Z4zke] Gl 50CAlA 1Y Feb, 80TelA 17hE F<ek, % 80T B 75%
o F=olA UHYE &t Fod 38 HgFE e

527 Q-2 o}m 12 )Wl o}

S-EEF LR E-oE ]-3-(4-v] 2] 9 -3~ -] g | d-2- o 1 )l =0
B2 Fel Sl dlste] A4y A7E FAsit. A2eA vgE
T Aol #EHIT. AE &7 & 249 YERIT

¥ 24
B HENS;
AR A A A A
o]~ 7] P2:2:2, P2,2,2,
a, A 7.6316(4) 7.596(6)
b, A 15.322(2) 16.048(9)
c, A 24.140(3) 23.73(2)
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V) A° 2822.6(5) 2893(4)
-3 1.369 1.447
Dcalc g cm
7 4 4
HALA A 1.5406 1.5406
o WY 5.00-60.00 3.32-58.92
AEste By WS 37 404
AE st HRALS WS 511 4147
GOF /Rpr age 3.8 1.020
HZE R [1>20 (DI/R, 0.1168 0.0572
wRi [1>20 (1)1/Ry, 0.1368 0.1147

of W 4-mE-N-[3-(4-vE-olrtpE-1-U)-5-Ee| &F e 2 d-3d |-3-(4-¥] 2] I -3-2 -] 2
)-ilzobr = fe] 17l FE A B Bell Wik x-A 2 3 SjRI(XRPD) S urERA
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4-H g -N-[3-(4-HE-o)u|t}Z£-1-Y)-5-EF ZF o 2HEd-Hd ]-3-(4-¥ g d-3-Ld-y g u d-2-L o} 1| - )-H =
olul=e] sz FZatols Ao Fy AZ 93t Fa|d(Fourier) W3 2 M (FI-1R) AFEHS el
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Hgl-2-oju| ) -w zolu=e] FlEwFrelo|= o] e AZ 93 dEL=W W Xx o B
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T 9= HEHA [FS-55 A S AL 27M KBr & Alolo A ¥ ol 7|59 A3 2 4-wE-N-[3-(4-

g-olnt}E-1-U)-5-E ZF e 2 d-Hd]-3-(4- g d-3-L-F g nd-2-Lo}n| )Wl Zoln| = o] J|=RER

ghol= o] Fe Bell e FI-IR =2 ERS vepdinh,
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