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2= Ax YRS AT,

o] 71eke] S " ol 8] A Adr % o) weE A el Frhe dREn.

4 Al o

A 1 - ZAA g 11 9 Ax

A, 91

CCI-779 (F®) 1) 0.032 ¢ & 5 mL F8 ulo]del H7IetAtt. OLME (2 ml) & H7IstarL, 22T oA L

HHslod | ‘TD:]T?} LA E 5T A7) &NS 0.45 m ‘l"/\]'7] dHE B8 o733 o2, 22 ~ 30T, 100

m Hg ZFNA SHAIA, 1A EEAE 533U g wd dEHZ (t-BE, 1 nl) & 7] LA

ﬂﬂé}@ ﬁ] degd g 53190, 7] iﬂ_%@%% 22°C oA 15 A|ZF FoF nnkek thS, o s,
A IAE t-BUE (1 mL) 2 A&k, 3 3fol] 22C oA A=AIA, 14 244 e 11 24 (0.025 g)

g 5319

B q}q§ 2

CCI-779 (F®) 1) 0.75 g & SIFES wukstA A 50 nl 2] w-37]el H7Fetd). ol E (20 m1)E FH

7beta, EFES 22T oA wtsle], Fyst 898 53190, 37 &AL 0.45 m ‘l"/\]'7] 4HE &

d o3t thg, 22 ~ 30C, 100 mm Hg A-FA SHAIA, LA FEXAE F5313). g rd Jde=

(t-BME, 30 ml) & XA Hrisle], EFHI §AqS 53300 n-F e (20 ml) % t-BME &9l 40

mL/ A7) &R 7Sl n-{E H7t ALGE 7] WZEel, uA HdEo] BEFHG. A d e

N (A HAEo] gu Fo dEHE A) & 22T oA 15 AIZF F<F wRke o, o7l FA A

S n-#ek (5 ol) o2 MFsta, 22T oA 3 skl ARAIA, A4 AAHE FH 1 I (0.66 g) & 5

AAd 2 - CCI-779 ©& A e 11 ¢ A3}
A, Fel T 2 e 11 9 2% XRD %4

Bk X-A 5" gAe BAddone AxgdAe] A wel 225 E Rig
MSC Inc.) AolA 53kt B AZL Az-u7 S fta AE
WA 40.00° 20 & 0.25° /EOA Ni KB ZE 27dS 23 0.45 kW o
A FRYoRA AgEAT.  EHlolE: Jade 6.0 2T EFO)E AL§8}o]
A9E = 1 o YEndn

B. X-4 31 P

o

FE) 11 of sk thE A< XRD ¥4 6.6° , 9.8° , 14.0° |, 14.1° , 14.5°
Al A& YeERAL. A7 AdE T 2 o YeRgt).

C. A AFFAFE A (DSC)

gl 3 /1 23 Bt A

o
)

aku Miniflex 32 A]2#®l (Rigaku

T Aol A 3.00

of B FA2 T XA FuE

A e skaltt.

, 2 18.8° ¢ 20 oA EA

AzYgApe] A Ao whe} Z2hE = Q1000 DSC (TA FH]) & AME3ke] DSC HlolelE ¢33t BES 10T
[E-o] WME oA 25 ~ 200C 2 7FEET.

DSC o]z 105 ~ 115T o 542 24 229 37 FW 9 8§ o5, o= Ful I o g DSC
zeads 44 FEEn. 7] 495 = 34 2 3B o JEhd

D. €F% ¥4 (TGA)

TGA dleletE AxFx o] AAo uhe} Z22s & Q500 EF +47] (TA “4H])
ZS 10C/EAA 25 - 300C = 7tE3teiT).

TGA dlolEl= 25 ~ 150C = 7FEE wf, ¢ 1 T2% o AAAQA £ &4 &

4 o b A

& ALgstel SusAT. A
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E Aol dAFE BE FHES I B AdEo] . o] 53] ulghz gl & o9} 3
ZEH A" s, B wyge] RFE glojuyx] oA BES & F s & Aol e HEge A
o Aeke] W3 ol &3ttt

EHe 7td3 d9

L2 =779 FE 1 (AAe] A AE) R FH I (39w AE) o 23 X-4 g (XRD)
FAitolt), 2 XRD 3] A S-S Rigaku Miniflex 318 Al2®l (Rigaku MSC Inc.) AolA =53 Ac}.

Bk MZS Hg2-ul4 Ze A= (polished) TF4& AZ Zu] Ao A=A 7T 3.00 WA 40.00° 26 A
0.25° /ZolA Ni KB Z¥ 2AES 28 0.45 kW oA o] A% 72 72 XA FHE XA a9 dozA A
&3k HolEl= Jade 6.0 22X EH O E AH23Fe] A g5 T).

T2 = CCI-779 FE) II of oigk x4 XRD Yo =2A, 6.6 9.8° , 14.0° , 14.1° , 14.5° ¥ 18.8

o] 20 FltollAl 5 A A& YEd

=349 = 3B & o 11 o gk frAd ARFAE = A (DSC) o]t = 3A = t-BME &£ ERY ¢
=5 Py 11 MZo|t}, % 3B & t-BUE/n-FE¥ &2 2HH £5% Fd 11 AZold. o8t =W
105 ~ 115C 9] 53 A 24 258 717 FH9e 8§ RFed], ol Jdl [ o ug DSC T2
A4 FEE, DSC d®lo]EF= Q1000 DSC (TA H]) & Al&3te] =g A}, AMEL 10T/He] A= £
LA 25 ~ 200C ¢ A BE dlo] 71y},

T4 = CCI-779 FE 11 9 @94 B4 (TGA) ©]aL, 25 ~ 150C 9 719 A ¢ 1 5% o] AxH ZF5F &
A HoE, TGA dlolElE= Q500 5% #417] (TA FH]) & 2183l 35 AT, MZ o 10T /8
oA 25 ~ 300C ¢ A& 5E dlo 7tEHA}

g o] A% 49

Hoakg e (C1-779 ©rE A e 11 S A&}, CCI-779 18 A el 11 & dgska, X-4 34 (XRD),
NAFFAFLEA (DSC),  EFH 4 (TGA) o 2l 543},

CCI-779 7} FEl I (M=) Bu o o #% 35 5EAS 7Hte A& HlA] 2o A9 CCI-779 | 11
(#3) o gist Fejstoz e #AZdH Q). 71} ov] doletell A, dF TA= FH I 7} = 1 2o
d9sty o R o ¢tAgsithe AS RoF .

welo] AF&H wieh o], fo] '(CI-779" T 'CCI-779 Fe)' & @AA7L AA ol 87bs@ CCI-779 FejE
W, o) SAMelUA A ol g AN B £5ASE A% A AmvEINY (PO AF A

b, XA AR Fx, B XRD 94, 2 DSC LE7| = g EE). CCI-779 ¢ ¥ XRD 44 T4
2ol ol& HA o) &ilEsta, ¢F 7.6° , 9.5° , 11.4° , 15.0° , 16.8° , 18.2° , 18.5° % 21.2° 9 2 ©
Q EIRiacia= A 2D A (DSC) L2722 160 - 166°C <
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webd, B oiwe sy 9AE E9skis, CC1-779 thEA e 11 o Az WEe AlFe)
(a) CCI-779 Z olA|Ex} e 27| &uoA &aAA ;

(b) &4 (a) 9 A7) 27 €WE AAS S uA HEAS FAG ;

(¢) 1A LA t-28 e o= (t-BME) o Z3A|7 ; 2

(@) 7] €C1-779 t+&@A Be 11 & 573

W7 0 A, CBIE = A @Rl 343l $RE Fom Akl ¢ Anh. dEeg (BE 2 A
shel, AT sl BEAA, A4 242 G 11 2AZ F5 5 A

WA o) 2RE A4EE 1A LA BIE oo ERES - Este], A dArtels F4T F 9
o F7te] @AA, nAE FRsta, n-@wor AHsta, A sl AxAA, A4 2RE Fe 11
A F5T 5 9

fo] "AL" & o 23 A o 25C o 2EE VEsE Ao JrHET. e}, SRt A Hel AL
o] CCI-779 YA ) 11 o AF Hoto] F88 24 2 87 240 we} 4 5 4SS A o8 F 2ol

=
I1. CCI-779 v+ e 11 o 5A 3

CCI-779 ©hd A Fef 11 o 543} 9 CCI1-779 ZHEH| TdE9 THL FHANA T4 H 7S AHE-3o
et TAA R, CCI-779 ThFA Fe) 11 7} A Fol] EAdtE s, 654, 494 &34
(IR), & 7] &9 B339 (WR), 2 33 B4 (MS), o4 24, gt 239, 94 B4 94 a5 94
AZvEDHY (HPLC) & 233 AZvEIIE T3 7]&3 4 At} A AFTFAL D
Al (DSC) = X-A 34 (XRD) & ¥&H3 71E} NS w3 A, 2 FAHeR, C1-779 tEA A 11 =
HE CCI-779 A P [ & FEs8k=d fr&3frt.

(A) 23HE AHES 79

HPLC & A7) A3 upsh o] 59 Ay Eo] CCI-779 tEA e 11 IS FHst=d #8383 5 Q.
vt A A=, CCI-779 Fe] 11 A= EdolA Fx24 499 [French ¥, Clinical Chemistry, 47(7):
1316 (2001)] ¥ [Holt %, Clinical Chemistry, 46(8): 1179 (2000)] A AF% 71&ES AH-&3F HPLC-#F A
(UV) =+ HPLC-2 B33 (MS) =FHE AMgste] 48,

vtk A e A=, CCI-779 v A Fe) 11 o HPLC A RvE 2 == A7) French 2 Holt oA 7|&® 248 A}
83 CCI1-779 ©] HPLC I =whE1#f3 9} Oﬁhﬂu} CCI-779 TH&E A 8 11 ¢ HPLC AZFE YT E G
2ol o&] FA AEE = Qe BESE ASss Frhe vaE T 5 A gy, G ]
EEEe EA7F CI-779 hg A Je) 11 o 9 2 5A3E WasiA Eevhe A4S A olald 3o,

HPLC Z2vtEag S 58k #8383 1%
AR Ao AzbE o= e € .
28 w9, 2d A7), 9 ol e el WakE xedi g FAdel A, HPLC-MS 22 47
Holt oA vtebdl =78 ¥E3heict dE 501, % %—

e (cm) x 4.6 mm Supelcosil™ LC-18-DB Z&, ¢
gt ohgg ol F g2 CCI-779 wH@A 8 1T ¢ HPLC-UV ﬂiu}Elaﬂﬁg 4%3 ~tﬂ 40%_1
et F FHNA, o5 OB AL TANE, GEF olHEHE g wi ojHEVEY YU/E
CSata e e S el e vgs (& 5of, F32 80 : 20) &folr}.
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71 AFE HPLC-MS =718 AFE38Fe], CCI-779 & A e 11 o tisk HPLC A ZvlE 2 X += CCI-779 9 A
1
E

1—‘—4

FE I F sA3 AF AE e U, CCI-779 thE A e 11 ] HPLC-MS ARV ELYHZE F¢
HPLC-MS Z=7& AR&-3fo] CCI-779 ©] HPLC-MS ¢F Hlwd = Qlt}. 2 koA, CCI-779 thE A FH 11
of Bk AF ARk CCI-779 Pl T o tigh A7 AzEa} Fdafjof & Ao,

AgHgo=z XRD 2 DSC 7l&2 CC1-779 & A e 11 7} EAsk= AS 4537 A F719 SAZA 78
=

B) x4 H4e 8@
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XRD 71$& (CI-779 ZHE CCI-779 &4 de 11 & FHsl=d A8, FAAE CCI-779 tHE A &
B 11 o XRD &3S F53ted 2o =48 44 2488 F AdS Aot} ThFgk XRD &R 7F &8k,
e As FoAE 34 A 2ZEYO NT T2 A3} Scintag™ X-2 Advanced 3]d A28 ¥ 3+
Ela=

upEba], el 7]&E CCI-779 tgd A el 11 o £ XRD g2 FdAtolAl FAE X-4 2A-Fes 7leS
ARgste] 55 AT o FAd oA, CCI-779 th A Fe) 11 9] XRD ¥ CCI-779 Fel [ o s +5
® XRD ¥ A9} Aold e va S ¥II), o2 Fa oA, CCI-779 tha A Fe) 11 ¢ XRD YA

stube] 2 HAast 948 Ao o AL 2 E ey, 7t FAdol A, CCI-779 T3 A e 11 ¢ XRD
A ¢k 6.6° , 9.8 , 14.0° , 14.1° , 14.5° @ 18.8° 9 2 © oA A HIAE T3},

& 937k £33 CCI-779 th@ A el 11 9 XRD Sl A4 = i, MIZoM B¢ 3 &= U,
Uz o2 935S dy¥HoR (CI-779 oA g 11 ¢ wEL 2 C
/s A4 t-5d g o2 s,
CCI-779 A A 11 2 EA3}eE A o, XRD & CCI-779 v+ A d&) 11 o IAES
1

=
ek

AHEE 5 ol APHoR, ¥FEL 94 % ‘;1 ORREH F5HE RD el o8 AAHE vt
o], dE 5o AMgHE &uiAl W &HelgRAl, &ui-54 AolarA, i Axd (7] e da VA
atoll) A=A, 2 Axd A=A, &gt & HelAe] &uf Fek, B CCI-779 9@ A F& 11 & A
A Eetel vkt @Al A F5H

©) NAFAILZFAE AHES 3+

AarFALE A (DSC) 715 ® K
FAA= C1-779 TF A Fef 11 o DSC 2=715& F53ked dad 24

ChFh A AFARD A7 TP Al osf o] 8 4 glaL I ksl
T o 258 AME3k= Pyris™ 1 DSC AHE 2Fshn, 2% 5T/%, 10T/
S R a8

2 owtgo] whel A Z2FE CCI-779 YEA FE 11 9 DSC 2E7]ZL oF 105T 9] 24 €52 717 5498 3
fratH, ol e 1 by DSC % 71E o= EAEA] T T2 & =

g o] DSC 2&7|=L w3 B F9S 3T 5 Ut

2

TGA ¥ B3 CCI-779 t 38 A e 11 ¢ A= o] t-BME 218} 72e &nslE 2310 &A1 2As=d &+

£ 4 3 Eoubo A e I oA g TGA HlolElE= 25T oA 150C = 71<9E o], 1 %%
ulnke] Ml T &48 HoFu), FAAE TGA Fotell 83 Ful @ =18 gA A4S & dS
Aotk

[I1. CCI-779 v+@ A &l 11 & Ffrate 248=

CCI-779 Tt A &l 11 & FHfrote £AES E£3 2 B we} Az 5 o, 471 24 &2 (CI-
779 A FeEl 1T % FEtH o w s 8ted HAlE dete]l Az

g e, B Wy C1-779 ©EA FEl 11 9} shut o] de] v 244, v A, &viste, v24gd,
mu;ﬁz@ﬂACC799&]1*%Eﬁf%§%%
I I

e 11 & CCI-779 ¥/mEE= (CI-779 vhE A &g

3o}, dE =0, A7) 2AEL CCI-779 B}fﬂx
2 sty o] v el CCI-779 ¢ A x
gl

|
1

5] E
= AT d& 599, ‘7] ZAAEL2 CCI-779 98 A e 11 =& CCI-779 oA Fe) 1 & A=Y %%
S VTR 1 T, 2 T, 5 THD, 10 %, 20 TH%, 30 %, 40 THY =T 50 FH v|te 2 ¥
3}k o)

Aol zE]ar Fr7he] Aol A, CCI-779 A Fe 11 = Fad 59
= z

= o] CCI-779 v+ A Fef 11 &
W ool ke w sgokse SA(E) 9 Earstel BheIE ok 24

AEZA AYE 5 U},
1A, oFehd 282 sl oo 5A % 9 CCI-779 tdA] Fe| 11 (A= EA8=
g F CCI-779 Felo] Fo] 100% ¢ AL 7|Fo2) & ¥ Fa53 FAFY (CI-779 =

t}. = okalA 2B o] EAEtE B4 % o] (CI-779 = CCI-779 oA Je) 11 =

nj
Ho

N
N
o,
-
ol
£
2
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A EABH, CCI-779 ¢ Ww A& CCI-779, CCI-779 T A & ef
g we 294 GU(E) F LI (e, ol AR 2e
GA G 11 & Fashe wdo) 148 2B oFA faFel (CI-779

S AY Az qgd oo Fuz AL + A, ol Sof, B @
A9, AwAN, o, g, 250, S, g, B, w2, A3, SY, o, guvte),
NERush e Aol o, = Ay Fepel od A9 5+ Aok wgAsils, dge 3Tl

w o) AT Folg Al 2HE
A oE B&

T, G FAY A 2H 2, A2uholE, EielE, =, &
& Egsht ol °f

°
of AFEA &= CCI-779 vFA Fe 11 o F=AE &= 7 F

ofsh FaFe] CCI-779 HFA I 11 = 54 = (), 42 Ju, Asndds S8 444, £ 248
ol AHgE= dole] ZEk & Al wet bgE 5l Fol AN = HA] Mg kg A=
= 2449 5+ dn. & 50, ¥old FAFer 1 d 2 A 4 3=, g9 T FojFe] vjd A
2 AdAY, T 9 Rl ddd ey, FoRe AR Ao a7t AAHE vet
Zo] FEHo R AauAY B S7HE 5 v g oo, e v, Fobrh, B duins 7|
To g, ETE FRA, e vid 2] Fejolrt g, vl Foge 14 dd
% JlFom As Ex F7hd & v

CCI-779 ot Al Aef 11 = & wwe] =& §3p7bed wal 2 A FAE 23t ofd A A] o=
st o] el eFstA o 8 b e HA e FEAe 2FE 5 ol A7) gAoE BnxA, Ag, 2
g, BMAl, AFA, ARNEAEA, 84 TTA, &2A, ANDAA, AHSA, FAA, AdstAl, FE L
O|EAl, pll A, AUNBAGA, A, EalAl, DA R bgshAl, ® 29 o] 2T &
Helloll A, CCI-779 P A Fef 11 = a5 AUCIEA, pil 2A4A, AMBAYA, S04, e, &840, 2

AgA e 2.

BxA =, A, A, WEA, 9@ 23 FstAVE 28E 7 g, old AgEA gon, o= HE}
9l E, AIEZAF, o} = sty 3| =FAjoly& (BHA), d,l-a-EF
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