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[0072]

SS=50dl 10-2707964

# 8
FAan
= 3. 5
o] ELuole] =
e A EReg ZH o E
T HFA ﬂgﬁﬂt ]
= Sn. el
2528
*ro] I EX ATl 2
F_q:i-r :13 25Tl (deterna)
o=mEeg A Ee}E e}l (Johnson Matthey)
8= 4 ol 2 Eels EBR_OJ-?{EHO]E]_EEL&E.H?L: Roche)
S A 1 SM-11366( Sumi toma )
aEAe AP-5280(Access)
2 2a)Eee) e
_?}i } — =
o}zpArel e | EflfEd Ao
E5rEd H LAl ZX Edte] ]
-2 EEHZA b AE>EFR
ST EFF ol =5 Al F-Ho}
-] 2 Fold ] A] 351 SuperGen)
FoiaEd Ate] EbElEl S =2 %el4 (Bioenvision)
-EFLZHEA AolEld o] 2l (MGI Pharma)
HEE#HHo|E DMDC (Hof fmann-La Roche)
EFds el g4} el el (Taiho)
¥ AAEH
gelEd A= FHAIAIELEL
Zarz" A4} et =Aid s o] E(Daiichi)
of M 2=uj F v} = (ChemGenes )
JEX A= 2 utel gH Sigma-Tau)
HLUZAlele E= DEAER T} & 2 2 & TH Beaufour-Ipsen)
T- E-10-s}e| =S A-T=E 4 TAS-103(Taiho)
EFo]Lojc}A ) 2 g} A1 E (TopoTarget ) 2R 2541 (Spectrum)
A=A o} 4} E & (Novuspharma) J-107088(Merck & Co)

#HulFhekel Al FAbA) (Exelixis)
BBR-3576( Novuspharma)

=) H 7H SuperGen)

o] 2] .o FH{CPT-11)

BNP-1360(BioNumerik)
CED-602(Chong KunDang)
EW-2170(Evowa Hakko)

o] EE A = E o 41 {5§-38)

EXHzt
25414 ofELim =
L e e il StEstHeE
o] I}F-H] 4] 2 nEfE
2E% 244 S| EERUEE
e b ne e | MEN-10705(Menarini )
FeA=Znte]a] GPE-100(Gem Pharmaceuticals)
HSEE(ERES) o %4141
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[0073]

olmiivc

I E7010(Abbott)

:,] _'m_;i_ P PG-TXL(Cell Therapeutics)
Ay IDN 5109(Bayer)

A

Se}2ebel 10(1CT)

£l 541 (Fujisawa)

o) 2 8-%1(Warner-Lambert }
AUt =™ (BASE)

RPR -109881A(Aventis)

TED 2e8{Aventis)

dEE & Bllovartis)

T 900607(Tularik)

T 138067(Tularik)

g EXe]l4] 2(Eli Lilly)
2] 5 (Fabre)

o} 58] e} PE(Teikoku Hormone)
BMS 247660(BMS)

BYS 184476(BMS)

BMS 188707(BMS)

A=Al (Protarga)

5B 408075(GlaxoSmithEline)
H = aliwl

Efs2gd 4

A 105972(Abbott )

A 204197(Abbott)

LU 223661(BASF)

D 24851(ASTAMedica)
ER-86526(Eisai)

T e HebiEbg] ABMS)
R Bk i =i B
B{Pharmaar)

ZID 6126(AstraZfenecal
AZI0992(Asahi)

IDN-5109( Indena )
AVLB{Prescient NeuroPharma)
ob7le] £ & B(BEUS)
BWP-7787(Bickumerik)
CA-4 === 2(CKIGENE)
S} -10(NIH)
CA-4(0XiGENE)

=44

I B

SEE=Ed

orEEErA A

sl =2 FHE =
o}ebefl st (BicMedicines)
HEZE

afits

T¥-511(Yamanouchi )
FEdLet
4 o 25k

CEEEDE

FHE2 9

HH EFSH=(EL1 Lilly)
ID-9331(BTG)

SelE 4 E(Eximias)
CoFactor™(BioKeys)

DA A%

E 7} o 9 ( FharmaMar )
SEEAvMole] = (Baxter
International)

DET + 2P(EH YA 29)
£] A e}4l (NewBiotics)

8 EE & 2 E}o] =(Novartis)
olx - wole] = (Baxter
International)

o} 7 T2 (Spectrum
Pharmaceuticals)

06 {d Feld(Paligent)

8 E WA el
o1

ol=Z-# 51 (Nulnco logy Labs)
S} = 4 (Schering-Plough)
BAY-43-9006(Bayer )

£]m %= (Johnson & Johnsen)
HE™Y ¢57-%(DOR BicPharma)

H= a4

CBT-1(CBA Pharma)
E} ] F T E(Xenova)
M5-209(Scher ing AG)

Z&A0= HAHE(EL Lilly)
Higlzoge tJA E# o E(Vertex)
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[0074]

I E
ol Al gl E of ~H 2k
EEE

bl G (Pfizer)
SAHA(Aton Pharma)
W5—275(Schering AG)

Eale =R B
EEle]E(Titan)
2] HE| = (Fujisawa)

28l ~E}E (Aeterna
Laboratories)
vhelrl e} E (British Biotech)

CMT-3(Col laGenex)
BMS-275291(Celltech)

AErEde s
=

g ZEHIE(Titan)
EdlelfiVion)

e 2 el ( Avent is)
o] 5~ (Mnlecules for Health)

THF 4=}
e/ 23

o] &2l 7 (Lorus Therapeutica)
{DC—394(Celgene)

F=] =] =(Celgene)

dzls] A T84
234

o} E b4 gh(Abbott )
ZD-4054(Astraleneca)

TN-598( Yamanouchi )

el = 54

it |

A& el E(Jchnson & Johnson)
LGD-1550{Ligand)

el EdlE] =9 (Ligand)

JEAE

2357 (Antigenics)
GIE(Progenics)

‘etz @21 (Biomira)
CTP-37(AVI BioPharma)
IRM-2( Immuno—f=)
FEP-005(Feplin Biotech)
A5 gdks BACTL Immunc)
Eo3 ) (CTL Immuno)
p2l RaS #21(GenVax)

4<% 2 H(Ancays)

FAE =~ (Australian Cancer
Technology)
ISF-154(Tragen)

o =i ﬂ[ln:erceil H

L@ # (Biostar)
BLP-Z5(Biomira)
MGV(Frogenics)
B-Z# ¥ (Dovetail)

CLL 2 (Vasogen)

1:’5] 71]141

MAGE-A3(GSE) ol =] =k (Bus) .

# = 5HBMS) CM-10(cCam Biotherapeutics)
ohbe} 4 E (BUS) MPDL32804(Genent ech)
AHEe]|F ¢ MFDI4736
d=Ezd Ao ERE

HiE d=E=4
el 2Edf) &
S==Eroh]4
olHHAEE

- = e = [

s=gddlE

S =gdL6E

HiElHE

f.“ B r\ﬂ-.-- vexﬂcﬂcﬂe;
E2 Ao E

ﬂﬂﬂ—ﬂﬁ
ol UM AEE

=g=ulE

fig=gl=i]EE
ZH=UEE

ﬂﬂi;iwmﬂa

b=
F-04{}ovogen)

2-m) 5 Al o] 2 E2lr] 2 (Entrelled)
&EéﬂﬁmuLnu

EFE-A) F

Edf=zq
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[0075]

AA=EE
8 g etoiel =
22 ejojol=
dFentel =

i
o

g
FEElmlol=

e
L
—Llf_ 12

"

i

FE% A

etel T =9 (Light Sciences)
Hl &} 5 2 (Theratechnologies)
=2dAlY 7HE#] = (Pharmacyelics) | Feoldg]4

Pd-drH 2] 2.9 @ T =H] =(Veda)
S de] 29219 gl (Pharmacyclics)

o] m}be] d(Hovartis)
ZD1839(AstraZeneca)

FH = el 3 (Pfizer)

22 F o7} o) (Genaera)
SUk416(Fharmacia)l
SUBGA3(Pharmacia)
ID4190(Astraleneca)
ZD6474(AstraZeneca)
g e}l d (Novartis)
PEI166(Novartis)
GW2016(GlaxoSmi thEline)
EEB-502(Tyeth)

E e} A% 3 (Genentech)
051-774(Tarceva™)
CI-1033(Pfizer)
SUL1248(Pharmacia)l
RH3(York Medical)

e R B

=2 Rl ENES

Met-MAb(Roche)

1A oA

# & 21} o] E(Sugen/Pharmacia)

o} & 2eld (Oncogene Science)

EEB-563(Wyeth)
FtEele] = F(PharmaMar)
CEP-701(Cephalen)
CEP-751(Cephalon)
MLNoLS(Mil lenium)
PEC412(Novartis)
H= A1) & (Novogen)
C225(ImClone)

= -9 Genentech)
ADE-H210( ¥edarex)
2C4{Genentech)
\DN-447(Medarex)
ABY-EGF (Abgenix)
IMC-1C11{ ImClone)
R ER RN

AT el A Iressa)
PTE787(Novartis)
EMD 72000(Merck)
=4

o)A

M2 ebs Y (B-Raf &4 A,
Daiichi Sankvo)

SR-2TBOT(CCE & A #|. Sanofi-Synthelabo)
EgZd (38 WP &5, Ribapharm)
BEHAFCDE A, Aventis)

CV=-247(CON-2 G A=, Ivy Medical)

P54(CON-2 994 4, Fhytopharm)

CapCel |™(CYP450 #}==. Bavarian Nordic)
GCS-100(gal3 Z3=. GlycoGenesys)

GI7DT 29 A(7F=Ed] 4=, Aphton)
d@= S a2 (4 A8 84, Allos Therapeutics)
PI-38(# webri] QA+, Progen)
HFE| M5 25l 25, VM BioSciences)
Sl AElgl (S 257 B2 84 &5, Maxim)
Ele}ZE A(IMPDH S A7), Ribapharm)
27 F =(91H 2571 234, Merck EGad)
SR-31747(IL-1 A 3=}, Sanofi-Synthelabo)
CCI-779(nTOR 711} A4, Wyeth)

A& E(PDE V A7), Cell Pathways)
(P-461(PDE V S #|#}, Cell Pathways)
AG-2037(GART S A|=]. Pfizer)

dESED(oFEA L =228 | Chembenex)

BCX-1777(PHP 2§ A=), BioCryst)

g e (elZwddotd A=54,

Alfacell)

ZoFHE A (REA T4 A A, Dong-4)

Eje}o 2 (28], SRI International)

H—ob " Al 261 (2514, Zambon)

R-EF=H =2 4(F-71¥8 9|, Encore)

3CPA(NF-7}1B S A=), Active Biotech)

MezAE(Heel D =24 54, Leo)

131-I-TM-601(DNA 2%, TransMolecular)

dEZ=U(0DC 9AA . ILEX Oncology)

=@ A E4E A4, Yamanouchi)

A= (ps3 A54, Eisai)

o} E=] I (PPT A=, PharmaMar)
FF2(CD33 3. Wveth Ayerst)

PG2( 2% =2 7)/47. Pharmagenesis)

o] B (lmmunel VM ET) 224 AT d=,

Endo)
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[0076]
[0077]

[0078]
[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

[0090]

S=50dl 10-2707964

TR Zebao)ed #d4 A4, Wilex) EfeldE £ A(Fed ATSE,

PBI-1402(FMY A=), ProMetic LifeSciences) | Wellstat)

HEAZA(=Z2qots A, Millennium) SH-4071(S-F =7, Signature BioScience)

SRL-172(T M= ==# . SR Fharma) TransMID-107™(HE =4, KS Biomedix)

TLE-286( & FEFel 2 5 =LAl A, PCE-314B( e} F-EA]= =2 25 . Procyon)

Telik) = E (o FEA L Z2 2, Pola)

PT-100(*4 % 917} &% 4, Point Therapeutics) | F}H 28

b o By FLE 2

s E 7t

BRAF A4, ElEX~5] AG

PDL1 A PD-1 A

MEE 3= A CTLA-4 H=) A

s ek T3 B Aeg| A(elFEAL T2 rE,

H@F4d 94 Pharmacia)

add B-ehot

224

= 8= e | CRS-207

ol = ~El 551 (FEC YDA, Novartis) CH5-828( |2 =43 4], Leo)

HE| 2 A~E}g]-1(PEC A=, GPC Biotech) EdA-HE AN £33, NIH)

CDA-TI(2HGEAZE =226, Everlife) MG ol HFEAE =20 E, MAXIA)

SDE-10L{eHEFEAl = =22 F | Salmedix) olEnl(olFEAL =2 56, [LEX Oncology)

=] 5 A H{CD20 7], Genentech) A g

FHrLd BRAF 94

O EAEE F2A"(}FEA L =2 28 | Bioniche)

B eohe] 4l Ro-31-7453(o}HEAl2 =225, La Roche)
Al }\] 01]

AAEFH=(TA TInstruments) Q10 DSCE  AR&ste]  Alxb A EFADCS) HolElE st
ddAem, BEQ2 WA 8mg)e LEsHA A Hel 2o dmd dFvE Als Wl Fi, 30TCE5H

300C7HA] 10C/29 £5=2 50 mb/2] dA A3E AEste] =713k,

o FFSY 24

TA QIZEFW= TGA Q5008 AF&3ste] & FFSH FA(T6A) dlolHE FHst. d¥gdo=z, ME (Y 10
mg)S e AXYE dFugE WE o] Fa, 25CTEFE 300C7HA 10T/ £5=2 60 m/Fo A4 A
3tE Agste] =71 Eklth

X e 3#7)

Cu Ka ¥APA9(A=1.54 ° A), 9-91x] AZ =y 2 LYNKEVE %231% FHE7|7 Z2HE B2A D8 oj=Hlx~
(Bruker D8 Advance)E XA £ 314 dE& Algsle] #5390, MES 0-914, A& ZHoE S =

ket

=X F7] T2

obFolthel (Aquadyne) DVS-2 FF54 B 3 BAV|E Agstel 422 BAST. 4o $E2 2 WA 95
2 2453, 45 e A% RUHPsa 7 Set

FYA-3] 7] FH

0.056(v/v) HELHIBAR(INS)S FHE F548 iU o GBS S WS A%}

Stk BW(TopSpin) ZZEgOE BE 91 oha(riker fance) W0 W WRAH P s
FHsST. 229 = FAAA NiRel 2lelA] 16013,

TFE FA

H =2 Z@l=(Mettler Toledo) DL39 H71% KF A& A3t 7ke FA AAol| o3 MZ Fo 8¢ &
ks =AsYTr. slo| =gl Y-S vt E AD(HYDRANAL-Coulomat AD)E AAAZA A&ttt 44S st
A oF 20mg s AHEEFITH. A TEvE = 3 9ol vERdTh.
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[0091]

[0092]
[0093]
[0094]

[0095]

[0096]

[0097]

[0098]

[0099]

[0100]
[0101]

[0102]

S=54d 10-2707964

#Z9
e A ety
KF siehe|H &
EE (4] 10
=3 AT E] 10
A}s-A) 2 ofi] o
=33 [ue] 0
CEZE [ug/E] 5
A2 Ug
o] 7] o
7] Bl =E [/ E] < 10
271 A9 [mV] 100

=72
[

%

e

(W%

PAXcam 3 A9 &v7 Zhlebrh Z2e 2H5F2(0lympus) BX53 33 dAvd& A

ﬁd
oo
ol
ol
2
2
il
tlo
M
1%
ol
ol
2
i)

AAld 1. 2A-Fe B-GPAY Z=dU¥

A -FE B-GPAS XRPDo.2 FA48tal(k= 2), H3F #F dAv)d st dFsdvi (= 3). =2 2] Ao
2 F1E A

=

B-GPAS] DSC ARAEE % 4o] EAHT. B-GPAS) §§ ANAE o 219Ce|3, 1 F oF 237CAMS FA A}
A% HA e Bk gsdn, aed, 87T E BE ge F9 Aol B o8 w3 tekd
SH(B-Gpasl E the Wejel Absd £4)

TGA BAL T 5o TAjg vle} o] 30 CEFE 145TES MZoA 0.1% 7wk 8 £2o] EA)sttsE AL
A= L=
B-GPAS] 'H NIRE % 60 vFEbUT}

B-GPAS] DVS A¥L <k Q.
(% 7). XRPDO 93 &<l

A 2. o A
oA 1

i)
b
)
i)
e
N
o

& vepdy

¥ 100+ B-GPAS] &4 AEE 9ol AglE wjol2o] ZAEY, 4 AE Ag2 vhdiold tid B-GPAY]
1:1.1 G (eq) o2 AA AT},
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[0103]

[0104]

[0105]

S=50dl 10-2707964

E 10
dud wrjolee] 55
2E 1D B-GPA(us) gl e TINE | awele 243
2162-42-1 1A 4 30 B 1H(36-38%) 1 36.46
2162-42-5 WA 8 30 HE 354 H48%) 2 80.01
2162-42-9 %] 12 30 2 2H05-08%)* 3 98.08
2162-42-13 W= 16 30 91 4H(85%)* 4 95.00
2162-42-17 W7 20 30 ol g 4 EH(08% )+ 5 06.11
2162-42-21 A 24 30 gt 6 116.07
2162-42-25 WA 28 30 Fri=at i# 116.07
2162-42-29 7] 32 30 El=El= 3 150.09
2162-42-33 WA 36 30 dadEid 9 110.13
2162-42-37 =] 40 30 S grie] d =4 10 190.20
2162-42-41 7] 44 30 NE=4T 11 192.12
2162-42-45 7] 48 30 a4 2 134.09
2162-42-49 WA 52 30 2Lt 13 90.08
2162-42-53 =] 56 30 ol Awp = E At 14 133.1
2162-42-57 =] 60 30 e RS 15 118.09
2162-42-61 =] 64 30 TAEIES 16 40.00
2162-42-65 A 68 30 g E 17 56.11
2162-42-69 W= 72 30 ot 301 18 90.03
2162-45-1 A 4 30 gt adE 19 58.32

19%¢] Aboldk wjo] 23} B-GPAY 7659 o AW AFS B-GPA 30mgez AAEHT. 47k ukfo]o o
slo] 47l19] nlold MEE 4% Aold &uf(0.3ml): AEFE:E(9:1), ofo]ATRZHE ol EIE(9:1) ¥ o}
HNEYo|El R HA4et.

g ko] B-GPA F wHlo] &S Zt7he] gl Tl &AI7IL, &siE W] 70 WA 75CE 7HEEQitt.
o B 0.1mE olo)AZEFRE, ol MEIE(9:1) B oMEYELS i MIEol 7tekltt. L-ofxu2

S g3 AEZo, nAE L3277 98] & 9F 1.5m7F BRIt B f4S 5 T, MES
oA WHEEE Ful. 7] MZoA A7l AHEQCE: 2163-42-4, 25, 26, 27, 28, 45 Z 53 WA
BT, 1AE FEIA e HES UXE 8o 50

3} =algith: 2162-42-2, 1, 2, 3 2 21 WA 24. L-o}~
b, 9 AR dlE o] AEe B-GPA e whdo] 9] HHE ofr]38sl

e
©

F2EY, FASIEF, 4
oo RE AT #Ee RE W $ 71F588a, 3E 119 A€
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[0106]

H* 11

SE=S4d 10-2707964

g Adel #
AE D gk el | 24A 7 & Az X XRFD
2167-42-1 EtOH:H:0(9:1) Eg gy w10 4

2162-42-2 | ey} IPA 59 &9 e A | A 14
2162-42-3 ol E:10(0:1) | =4 g el 2l 14

2162-42-4 MeCl s 3 N/A

2162-42-5 EtOH:H0(9:1) £3 £9 ]

2162-426 | m=algisss | IPA 59 89 2

2162-42-7 o} 4 = 1 H:0(9: 1) £4 £9 !

2162-42-8 MeCN £5 49 A i
2162-42-3 EtOH:H:0(9:1) =4 £ 2 /A
2162-42-10 | g IPA E9 g4 2 /A
2162-42-11 o}l H B :H0(9:1) £5 &9 4
2162-42-12 MeCN = £ 2 N/A
2162-42-13 BtOH:H:0(9:1) =5 g} 2 N/A
2162-42-14 | oy} IPA 58 &9 g N/A
2162-42-15 | o}l 4l E :H:0(0:1) =5 44 ] N/A
2162-42-16 MeCN =5 g9 2 N/A
2162-42-17 EtOH:H:0(9:1) £d 89 A N/A
2162-42-18 | yepmEal IPA 59 89 2 N/A
2162-42-19 - o} E:HQ(9:1) | EE &9 2 N/A
2182-42-20 MeCN £5 49 4 N/A
2162-42-21 EtOH:H:0(9:1) £ g9 28 a4

2162-42-92 | argg 4} IPA =4 &9 0 as A 64
2162-42-23 o} E:H0(0:1) | 54 &9 SR |

2162-42-24 MeCN 4 &9 sl A as)

2162-42-25 EtOH:H:0(9:1) Mg N/A

21624226 | == IPA wl 715 N/A e 74
2162-42-27 o} | E:H:0(0:1) w8 ) N/A

2162-42-28 MeCN w1 13 N/A
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[0107]

[0108]
[0109]
[0110]

[0111]

S=S4d 10-2707964

2162-42-23 EtOH H:0(9:1) £ gt E /A
2162-42-30 | {_mepl=a IFA E3 24 E /A
2162-42-31 ol 4 B H0(9:1) £ 34 El N/A
2162-42-32 MelH B &oF El /A
21B2-42-33 FtOH: Ha0(9:1) £ 4ot £l /A
2162-42-34 | qpepaa s} IFA =2 24 A /A
2162-42-35 ol H = H0(9:1) £ &4 e /A
2162-42-38 MeCH E3 & E. /A
2162-42-37 EtOH H:0(9:1) £ &4 E N/A
2162-42-38 | sfelcpojai sy | IPA =% 34 2 /A
2162-42-39 ol A = H0(9:1) E gt = /A
2162-42-40 MelH = gt . 1T/A
T162-42-41 EtOH:H:0(9:1) =0 4ok - | H/A
2162-43-42 | gEsa IPA Eo gt | N/A
2162-42-43 ol Hl & Ha0(9: 1) Ed g £l /A
21B2-42-44 MeCH £ gt £l /A
Z162-42-45 EtOH:H:0(9:1) g 1 H/A A5 124
2162-42-48 | _arx IFA 3 g e N/A
2162-42-47 oL 4 FH0(9:1) En gk 4 N/A
2162-42-48 MeCH £ &4 £ /A
2162-42-49 FtOH:H0(9:1) Ec gof 4 A
2162-42-50 | me=ap IPA =9 & A /A
2162-42-51 ol 4 B-:H0{9:1) B3 g4 El

2162-42-52 Me=CHi £ g 4 /A
2162-42-53 EtOH:H:0(9:1) @4 7

2162-42-5¢ | s)lowpess) | IPA g 73 Lﬂ—f‘uﬂi
2162-12-55 o} 4 & H0(9:1) .4 13 =1t
2162-42-58 MeCH fHy 3

2162-42-57 EtOH:H0(9:1) gd 3

2162-42-58 | 441 IF4 W 73 el 154
2162-42-59 ol 4 & H009: 1) g9d 13

T162-42-60 MeCH fd 3 /A

2162-42-61 EtOH:H=0(:1) R e | N/A

2162-42-62 | sajgli}EF 1FA g B-GPA
2162-42-63 sl EH0(9:1) ] 7

2162-12-64 MeCH w8 0

2162-42-65 EtQH:H=0(2:1) ol T

£162-42-66 | ~aysivrg 1PA R | B—GPA
21682-42-67 ol 4 E:H0(9:1) 28 3

2162-47-65 MeCH wl ] )

2162-42-69 EtOH:H:0(9:1) WA a4

2162-42-70 | o.qy IF4 w4 i) el 18
2162-42-71 o} 4| B :H:0(9: 1) 28 3

2162-42-72 MeCH o

2162-45-1 EtOH:H:0(9:1) Ha 14

2162—45-2 ooy | 1P I | B-GFA
2162-45-3 b E H0(9:1) W] 7

2162-45-4 MeCH R |

EtOH=el £t [PA=cle] 2= 22 MeQl=c}H| Er}e] =
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[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

SS90l 10-2707964

% 13
44 A7 Ad
4 F&_XRPD A 7z _XRPD s FEZ_XRPD A
p-GPA 844 e 14 A 1A e
B-GPA E2-FHo|E el 44 & 44 4
B-GPA HlEtE T o] E #8194 e 104 Z4
o i He 64 A 64 e 64
EER
B-GPA Q:Eﬂc’ﬁﬂli(l:l) el 8D el 6D A 6D
F8 11
B-GPA ZEl=c]E(2:1) si& 6B ™ 6C Al 6B
B-GPA Fubelo]E(1:1) iR 7A | 7A Rl 7A
B-GPA Zelo]E(1:1) HE 124 A= 124 Z3)
B-GPA A H|o]E(2:1) el 154 e 154 e 154
B-GPA 2 2] E(1:1) 7 184 Ax 184 e 184

AA e 7. DVS A3
4%l o B-GPA THdo]E(1:1) e II, B-GPA FulFo|E(1:1), B-GPA Ldo|o]E(2:1), B-GPA A AU
O]E(2:1) ¥ B-GPA &AEo]E(1:1)E DVS AFgoz BAs & Aol 28 MZo XRPD BAS S35l
=
= yehllar, oF 95% RHOIA oF 25% 8 &
F7F A8, ZEM, XRPD°ﬂ olg] BelE nf, Aol Fa F Hy %ﬁ}—t« A okt
1:1 B-GPA Fulgo]Ex DVS A¥ ot 1% vty F& E4+2 yehdlith. ALS DVS AZo] thsh XRPD #412
el 7A9F A B-GPA ¥ =9 EA4E YeERtH(E 31).
2:1 B-GPA AAMlo]E E 1:1 B-GPA SAHolE 9L & t} DVS AY Hot < 0.5% =& F4E v, 4
o] F85 F gy W= %%z =] ko).
AAe) 8, Aolgt &u F9 o uA Fe AAA
3% A& E(E#3E AE), WEE, ofMEYC|EY, U ol EIE(9:1) FTolA 48417 Folk A2oA 1A
e ebgAdel tiste] AF3FSITE.

E 92 = o] 48ARF s2F] ¥l ol59 XRPD AH& HAst
vk, 2:1 B-GPA *—MH]O]E—E E 59 6 Al &£8lE] o B-GPARYF-E 9 FAE Hol|r] AZeta, uhebA

ke, ofdEYelER, B opAlE = (9:1) 1:1

T, 92 o] XRPD HHS HAT Zow 1A

83§, 9 ]9 XRPD dES BT ZoR
b %, B-GPAS] EAE YrERWTH.

L

s}
e gl ol EYolEY vJ 2:1 B-GPA HAJHlelE
QLA ey, oME:=(9:1) Fo] Selel= 48413

AN 9. 40C & 75% SEAA A 1A FHEH AAA

B-GPA Fulo]E, A Ho|E, H ZitgolEe] uA HH oHAHA = 40C 2 75% RHAIA 7Y FoF 43
AT, & oF 30mgS 4mb Hpoldol Wi, o] 40TelA A9 d3HEF E3 902 Foll 2
o, MES 13 B9 E 5 o] XRPD BAS St BE 3% Oé% o529 Y& XRPD HEE RH59
o},

AAd 10. g9 &=

B-GPA o] #EE 317 WU AHgstel HPLCE 45,
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SE=S4d 10-2707964

HPLC W& 38}7] 71 A€ t}:
™ SeQuant ZIC Hilic PEEK A7 (250 x 4.6 mm, 5um)

o] AF A 0.02M €14+ wH | pH 3.0

A7F AAZLE 2.72g& Bl 1L Tl &AL, 85%(w/w) Ao ® EHah= pHE 2dFoRMA o]Fd
S Azt
olZ Ak B: 100% o} Er}o]
AHE-E )
N 7HE) A% B %
0 925 75
15.0 25 75
23.0 80 20
25.0 80 20
25.1 25 75
30.0 25 75

B AA: b EUe] E- = (1:1)
Aol g EEE of5o] ZH7he] ¢ Foll EAshs vhet A wEskel HPLCR A skgict.

B-GPA 9] £E+= T 149 IAHT},

£ 14
geo] -5
B-GPA ¢ HPLCe|] 9% &=
B-GPA Fuldle] E(1:1) 97 . 7%
B-GPA HAIHIe]E(2:1) 98.1%
B-GPA 2 aeflc]E(1:1) 08.4%

AAle 11, |9 7= g

Se]o]E ¥

B-GPA °F 7.2g(0.055 &)< = 30mtE FF3 wkg &7l 7hepgich. WS EEE 90T 718 &) 5
59 u7bAx] wEkstTh. o] g, 2AF oF 5.4g(0.06 2)S HHF A4t W)Y 2EE 20TE @5
AL}, olol AT RRHE oF omE WS BT slslar, oS WA wut 3fo] Fuk. AMZ ID: 2162-64-2.

ge 3, &8s 0440}1 IAE ofo] AT ERL 10mE 23] Aﬂ%é}@u} AZXZE Yste] AolaE 45T
AE 2B ¥}, = 11.4g(94%). LAE XRPDE #2819 B-GPA S olE ¢, ¥ 187, Ao
1= ST

Aol E ¢
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[0185]

[0186]

[0187]

[0188]
[0189]

[0190]

[0191]
[0192]

[0193]

[0194]

SS90l 10-2707964

B-GPA °F 72g(0.55 =)= 500m¢ A £7] o] o€k E(9:1) 400mlel] 7}stal, &8ElE A X, o],
71.2g(0.6 =)< oleb2:E(9:1) 200m ol 65TCoA] 7Fste] Ax2dk Axske] &&g]E 7Fsiith. w7 2%
S 18CE w5 a1, s eSS WA wyk sl Tk, AE ID: 2162-62-1.

e &, &8s oysta, AAE ofol AT 2L 20mE 23] AFEGTH. AFRE Yste] AolaE 45T 9
3 QB ddrt. F4& = 101.32(97%). AS XRPDE EA5H I, B-GPA AAMo|E(HHE 15 A)Y & Ao
gkl = vk

Frlgo]E ¥

B-GPA °F 48g(0.37 &)< 500m¢ A7 &7] Wle] & 120meell 90CellA 7hsbar, ¥ &9& F538%TE. o] &
ol | 46.8g(0.40 =)S WEE 220ml ol 65T &A A A3 FriEile] HE Jpetdct, g7 2
=5 18CE Yai, vbg E3ES wA wwtk sho 7tk AE ID: 2162-64-1.

£ g &SYYE oA, AASE ofo]AZERRE 20mE 23] AFEAT. AFE Yste] Alo|AE 45T 9
13 9B Yot & = 61.5g(90%). LS XRPDE #A1519 3, B-GPA Fulzlo]E(HE 7 A)¢] &Ado] 3

F(g)& 54 Aol Fo B-GPA Sl E(FE 18 B), AAHlo]E(3E 154), B Frilo]E
(A&l 74)e] ¥ AEs SAHSAT. Aol A F3 ()5 7156k, " Du(ppE A 1S AHse] =

At adrt.
ps =g/Vi (1)

pr = g/V (2)

¥ 15
45 9% 9 9 9E
AE A 339 %= (pB) 9 A=(pT)
B-GPA 0.389 g/cc 0.627 g/cc
B-GPA = 4efo]E(1:1) 0.505 g/ece 0.623 g/cc
B-GPA A Aol E(2:1) 0.405 g/ecc 0.472 g/cc
B-GFA Ful#le]lE(1:1) 0.576 g/cc 0.613 gfcc
AN 13, 742 A% B s e 57
A2 A% w2 GRY AFOF B GH) AL, ol 3] A Agael AN + 2
7+2 A4=(C) = 100(V;-V)/V; (3)
25 27}9] Jt2 A g B 89 AFEA FHI, 15 ke g2 9538 389 X Fo|tt.

-2 = B2 BE Iy B sEAY Bdo] e Folth. o= s A& AFESt AlLtE
-2~ 8] = V,/V; (4)

# 16°= & 2 FFER. L. CarDoll ofaf Aloke &2 55 EA Aeste 72 A5 9 o424 nj7h 4
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SE=S4d 10-2707964

2 AF 9 F92 HlE 7jEos @ 55 B4
7I2 A IE 54 s H|
1-10 S 5 1ip== L 1T
11-15 5 1.12 = 1.18
16-20 HE 1.19 - 1.25
21-25 53 75 1.26 — 1.34
26-31 &% 1.35 — 1.45
2-37 o9 B3 1.46 -1.59
38 =3} ol di$ EF 1.60 =7}

£ 17905 B-GPA % ole] Fol WjF A= A% 2

92 w7k 2ARY,

I 17
B-GPA R ol fel digt 7I= A5 R Y H
AE JIE AF 3E B4 -2 |
B-GPA 37.9 ol o E= 1.610
- L s y _
B-GPA Sl E(1:1) 187 g 1.93
(8 18 A, 9= &)
=" A Aol E (2
R-GPA A AlH] _1_(_ 1) 143 o 1167
(shEd 154)
15 \ ZopldlelE : = 2 o
B-GPA {T_;}ﬂﬂ_])_il D 5.9 e 94 1.063
D& TA,

A 14, @& E2H2

U 458 8715 vz AT, I 9o Z2ur]E 1GAA Zur]e] uleo] &7]e FIIX A g
o, I 9S, giEF 50 WA 60gel B 2EE ZAur|E B A-ye] Ftel EEth. AW AXE GAA f
23 o] £ w2 AEge] Ak, Be] ARz e dudel 2o date FES P 2e HA 9]
S B3 AAE 52 A, ANFe FHo R, B 983 35S J4siy olglr S
A7) "olA = AS Ade SAoR R, o] Fe Ao £ Ea "olxA 9= A9, AP
SR 7hFHAY. AFo] A A%, BUS ¢ & ES zkE vagoa v A3tk 18 WA E 21
o= B-GPA H o] Ao 3l 32X AlF A7l ARG
¥ 18
B-GPAsl i3 =574 Ad 7t
A =L
g5 g | T2 713 A7 Sl
37| mm
1 18 o] 2
2 20 olt] e
3 23 ol
> d, AT TS UEY FEL 499 T
u 3 gdiFTHER). T, ANge e4oz BFHAG
5 30 oli} e
G 34 =]
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[0201]
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[0204]

[0205]

[0206]

[0207]

[0208]

[0209]

S=50dl 10-2707964

F 19
SgeolE dol HE 84 AY A
Zx # A3 7]1F 37] m IA 7+ Bl =r1?
1 12 hile
2 18 i
3 24 ohe
4 30 o
H 28 =]
5] 26 =
F 20

gAHCIE Gl U 584 AF 25
]_

2% # 23 71F 37] m A7 TR E eI
1 24 o
2 22 =)
3 20 o
4 18 o
5 10 o
6 3 o
7 7 o
8 5 oft] e
9 6 ol e
Z 21
Zolgo]lE A st =4 A3 AT}

2z # d23 71F 37 m A7 FFE =7

1 12 il

2 6 o)

3 4 oli] 2

4 5 o

del DVS & A=A A

AMZ 2162-64-1S DVSol|l 2l&] AltFoz RAstar, DVS ¥ AZS XRPDE EA3ste] 23 F84 dHS st
Aok, ZE 39 Ao, B-GPA Fulo|Ed 23 R TE 0.1% ulﬂoz FAHAJT. BE 3
oA, XRPDE B-GPA FulelolE(HE 7A)9} FUS Ao AU, DVS F AF 2162-42-33 &
GPA ¥ =9 E&o] AFEA EATHE 30).

2162-64-1¢] 14 Fe FAHL T3k RH > 95%011*1 Aeolq ATegith. B-GPA FrtElo]Ex 4847 F o]
Aol XRPD HE(HE 74)S BAg o2 FAEAT.
g A A9 a9

B-GPA9] 10%9] ¢, =, B-GPA HCl. B-GPA EXATHo]E, B-GPA w A oE
6A), B-GPA Zoo]E(1:1, =¥ 6D), B-GPA Woo]E(2:1, =|E 6B), B-GPA FEwul#o]E, B-GPA T o]
, B-GPA AAUo]E W B-GPA SAo|ES 9 A¥ A(dA [ 2 IDHezHE dgssi.
oI
v,

AAd 15, 1:1 FulgolE

i
2
_YEEJ&?L

T|Druz

B-GPA Zgollo]E(1:1, Hd

1059 94 FA, 659 B-GPA HCl, B-GPA EAFo]E, B-GPA WA#|E, B-GPA Zeleo]E(1:1,
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[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]
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[0219]

[0220]

[0221]

[0222]

[0223]

[0224]
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[0226]

S=54d 10-2707964
&l 6A), B-GPA ZEo|E, R B-GPA TE|oo]E(2:1, E 6B)= olo A, v-AFBAE, e == A d

woll F7ke] AFEFE wjA = AT,

DVS A& 38 & B-GPAS] 3F < ¢ B-GPA e dlo]E(1:1), FulFolE(1:1), A
OJE(1: 1S Adsta, Fe tHAdS XRPDE S35,

Aol E(2:1) B 54

B-GPA FrlElolE, MAdlo]E B LAwolEL DVS 48 ¥, o5 XRPDE HAetich. ek, B-GPA ¥l

HolEx oo szE vehlE B-GPART-EQ 2709 FA9 EA12 e

B-GPA Frlelo|E9] T ] WMES DVSE 33 thAl BN, ol AN HAEL A9 Yol =
Wik, oA DVS A#e FAIE e, RH > 95%] 4] 20T oA B-GPA Frlelo]Ee] F7te] x| Fu) <bAA A

g wd do] kA olgE AL YE

ol
frt
T

gigk =X Jr7HE HPLCE G338k, 942 5 37]eF 2t B-GPA FrlHolE - 97.7%, B-GPA AA]
E - 98

1% 2 B-GPA SAHOIE - 98.4%.
ek oA 48417 Bt E(Este] tigk AlF), s, oA EYUO|EY, 9 ofME
Aoz Ao kA AFE S, ] dE 55

- B-GPA Zdlolo]lE, Fulgo]E % SAYolEx & Fo| 4843F &8lg] ¥, o]E9] XRPD WHS HF3)
B-GPA AAO|Ex= & F9 6/\17& &g &, B-GPAZF-EH < 2719 HIE YE

E=(9:D) Tl &9

[e:
AL,

rm dot

- 48X &YE] &, WEkE Bl opEUe|EY Fo] B-GPA EHdo]Ex= o]¢ XRPD Y-S WAF ow @
X rt. ey, oRIEIE(9:1) 9 &g XRPD EAdA D2 Fle] w39} A Qo] A sE (I
6D) e} LA A

- 48X EdE] F, mEE Y oplEUeIEY 9 o] B-GPA MAMo]Ex o] A JHE BT How
FAH At 2E, obHEIE(9:1) T E#ElE XRPD Ao ostd, A3t &7 4827 F, B-GPAS] EA
£ vEl

B-GPA Frteo]E | AAjdle]E 4l Sakgo]Ee] 1A FH g4 A5 40Tl A 75% RHAIA 7 &<t 53
SRt BE 3F9 9 Al Ao ® IHa, o5 U XRPD HHES RF3ElTh.

B-GPAS] 3%F9] & 60 WA 100g TFEZ F

2 ggsigla; 18y B-GPA SAEolE
< o B-GPAQ] &
O E Bsta, ) AAES e E(9:D)ERE B 2 ololAZEaez WMo
SadelE Qg AxSGAE, XPRD AL pwe] Awe F7b A0 EAE st

ri

HAEE 0.22 o) 19 Zo= Sl ri(uE 18 B).

=24 A7l B-GPA

M BA] §3S AMEElo] BPA @ ole] i B-GPA SATICIE(SIE 184 0 B), Fulzlol=, @ Aol
Bol o WA 2 9 RS S4990. 9 9E 5B S ge Frus 49 Aesel St

A3 dolHRHEE B-GPA ¥ B-GPA S E(IHH 18B)E %3 3F 54S Yehile v, B-GPA &4
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