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14, RRHBEAKRNF &, QBB REFERHEZR -3 E—AKNH
B w R w FI R Trailahdh.

15. ZYh4H, AR EHRERAEZR -3 FE—REBHBEED)
—AF B F _tﬂ%xéﬁikﬁi&/\rﬁ%dé

16. ZHH A, HoA A KEHRBERFNEZR 1-13E—REG K,
Friddh o5 2 ) — R F ETHZHEIRRAE.

17. #|& F KBRS ME F ik, QIS EZINAMH KM S
. BERHEA TR KESMWBAEREKEH,

18. AREBARA)ER 17T 8 F %, LI EALSMWH KoY HTB L 0.1
C/H4PEH 10C/ 54 HE RREHAB 4 40CEH 120CHRERBLK,
HAE P AFAL A M E R RBE TRFFHIA 48 )BT,

19. AREFERA)ER 17T 7%, QEFLEYH—KEMEHBEKRA
JETFTVAY 0. 1°C/ o4 iz 2 NY 18CHEY 120CRBLK. HIEFT



200580024076. 7 A B ok OHE3/3m

R MEHKAETRHEY 48 | 0,

20. RERFIER 1T 6955k, CEpuobm—KopRHiBitd
FTHTRRBA: £ 3HRGAZTR-REONWBHmKELY 60C. Hiz
IR ME 3 HNEETRIFGHIAY 48 )HT,



200680024076. 7 ijﬁ HH :F!" F1/181C

BA A RAREA

AR IR
AL T BEALAH 6-11(3S, 4R) -3, 4-—5-3-£A-6-[ 3-£XK L)
AEBEE]-2, 2, 3-= F A H-1-Ffakmp—4-A] &]-2-FE-30QH) %
B

HEHEA
£ B &4 50912,244 ( “244 S EH” )N FTHEY
6-[[(3S,4R) -3, 4——&-3-L R -6-[ (- X L) AABLAE]-2,2,3-ZF &
4H1$ﬁ%%4ﬁt 1-2-9 X -300) -2 %8 (EFXFAH “Zik
&M ) J’i%ﬂé?f%&-ﬁﬂf?@i‘?’l@zﬁ%ﬁﬂéﬁ)ﬂﬁ: 244 B EF|o
F T 478 F AR T A k06 7 5 R E LY B R i‘kkﬁ”ifi?&?fﬂa‘:é’]
B, XEBRENEHOIHFEREERAEERR. FH. KEE
B, S, FRSR A F R,

Z ‘244 FE A R T BHIBLER T AW TSN 6
&, ZCBEENY AR RAER. LRGN
BHAMAIT Y, BATAFRARG RS, XEBRBIEH UK RS
I b FLAR Am T Fe Be ) AR 2R 409 ) B

E B &M AR&E (Copending) . £B EAWHEF T 60/544,116
( ‘116 @), LREMEEE, AF TS HRGFLGIHEL ALK
BAE, & 116 TRFAF TEAA MM HEENERK, LR
ARMBPEEGKE AL EFGAELRERKRMB T HRTE (7,
WimEEAERMIE LR ERAHZIL) .,



200580024076. 7 oM P E2/18|

RXAARE
BRALZP, RATAH 6-[[(3S,4R) -3, 4——&-3-Z £ -6-[ (3-
BRR)RBA]-22,3-ZFA-M-1-RFsd-4-K]R]-2-F &
=30 R BB F . FREMGERI AT

|
L™
HO

X I

—F ¥ da A 6-[[(3S,4R) -3, 4-— & -3-BE-6-[(3-B L) Bt
A1-2,2,3-=F A -20-1-KFFubrd—4-£] &1 -2-F £-3 QH) A& 6
ZKEY., FoMF R ALK G-[[(35,4R)-3,4-= & -3-£ 4
—6-[(3-AZFK) Bt A]-2,2,3- = F A -20-1-KHFabwh—4- K] &]-2-
¥ -3 (2H) -wk &R,

BRA Y X R E G Al KR T L MARAE BAR T L Fe e
TR TR TR AH X, ZEADHRKEH AL S R4 Ffeit
AT, H—FHHTEIEHKR X-HEITH OXRD) B. X pXRD
BAel £ 738 E# OS0) AoV B LS LR .

R G AL 8 —IKEW) b T Fe T 7K Ga 5 09 0 R X4 & A4T4F (pXRD)
B, HAFfEE A T PR,

BARS Y AE—HT R AT R AR AP B A AR ZA W i —H
mIGART ARG E TRV ERMREFHHEATADEL G ER. BN,
BN IE—IT AR T A RRAELL A K (BIHEERRF LTI
BRLE) . B, FE—F BT URER F s HB4Em. B
Sh, AE—HBHARTH THERHTANFHAY, L THEEATE 2T
R E KRR,

EERAROQREFTETY, BUEAMHAKEHBTARRSLEL S



200580024076. 7 o E3/18m|

KAEF—EXRFEFY, EREHALKBEHTHFHEHEAGHE,
ETHERR TERRSLE A KRR,

BRECRAEFTET, REAVFR—F4l &, EEFHZLAHHL
KB hl &AM, ROERREFRAHBX. FHFES LMK
F R % A 2R A KR KR eI B,

P B 35 BA

B 1326 R ZLEWe RAKR T 8 R XA EA74¢ B 3.
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A-H-KIF [blibwd) (RILEABEEH] 5,912,244 $9F444] 7)., BX 1
ATHARGHHECERELAROUR OO FLOEERITHFAGA
E ALeH” HTEER.



200580024076. 7 o /18|
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HEFETATFROMASTFHRRA LK. flde, T X-HEHK
#74% (pXRD) B f £ THFBEN X OSSO CBATFTREMNMHELR 4. &
B B FERAERA W i KK & Fat oot 8 dh R — KA.

a. KB R X-HLITH

FEBR X-HLKAT4 (DXRD) 2 —FF M Z oW ) R R TEF
BRI Y —KEeY . KGR LEEI T 67 %, R X-SFEITHE
## £ T LT Stout and Jensen, X—ray Structure Determination;
A practical guide, MacMillan and Co. New York, N. Y. (1968).
FBBRR X-HETHERG L ERETLT Jenkins and Snyder,
Introduction to X—-ray powder diffractometry, Wiley, New York, N.
Y. (1996),

B I-111 AN ERHR X-HETHBELHAEH LA A
Goebel 451 &) GADDS (General Area Diffraction Detector System)
C2 A%u#) Bruker D8 X—# &4 RATHM#ATH., AARZ A 15.0 cm
HATHEM., 0L REILRA T, 02 RAMEHR 17° . A 2-Q,
TEH 3 . EELPHMARBOL A 10°, 024 14° , EHEE 40KV
Fo 40mA #94R4B AT R T AT 120 . 5T 42480 6. 4° 3| 41° 20 #HATR L.
W45 E M B Gem Dugout [State College PA] #5 ASC—6 H /A 28 ( sample
holders) ¥ #AT4aH. HEETFHLEASFHMGEY, FAHIFF
EHRBARE KRG, FIANSRERTH 20C-30CHER T
#F. LA DiffracPlus $k#, 2003 %% 47, Bva J& 8.0 473 .

SAARBBAAR Bf 5 T2, AT X-HERATHERNLER
AR A AR XA £ 7T )3 E TR S FTEA 69 XA KATAHAL
AR B R BAF, FI, AFRBEAA R HIARE] KB pXRD
B %7 RPN RE TR THERAGRERE R L, RE
TiE F HAREAT pXRD X B H R L. Flde, XEBARCIEESH
Z AR ER. BN IRTREREDHES. REABRER @R
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(area) R FAITHAL, RiE A" W RE X HEDRITHB LT
BATFRXFIEHEE, MEXAHFE 204+ 0.2° 20,

B b, AXE A LI pXRD 58 1 &K 2 F Ardg4es pXRD RA8R), JF
ARRRGH RRIENAW ) ZREYRAKEH ., o FXFEREY, A
HAENHIDEN AL (B pXRD BERE ) TARRZIAA W TKZH .
MR LB EA Y. WM —REMETH . RSB HHH X,

b. &%

AL R E O PTA B EARRBLER DSC(EFRHBERF)ME., T
BR IR 1 £ TA MEXAL 2920 DSC (New Castle, DB) Eift4F. #ARERMAR
B|A 3L (pinhole) ¥ LA 4 (crimped) 47 E4B451M . FTILF 648
HRA) TA PERAAG LB RIS, %5 % 900786. 901 (& ZR) A2 900779. 901 (7R
). KA 3C/H54E % (rampmethod ) F ik EES RARL TR
mf)REIE 350C. RA—EAEAHR., XATFTEFEHERENL
C#wiE T ILF Clas, Dalton, and Hancock, Differential scanning
calorimetry: application in drug development, Pharmaceutical
Science and Technology Today, Volume 2, Number 8 (8 August 1999).

RS- ) — KB T Fn Bt 0 TR b R TA MIRAL Q1000 %
5 DSC Lt 47. (New Castle, DE) , B4 AL AFEA 1 JLth £ 49 ( crimped )
BT AT, WX LEBHRE, KA TA MR Tzero KA ELEF,
%k F Tzero H ARG HLEHRTILTF Cassel, How Tzero Technology
Improves DSC Performance. Part I: Flat Baselines and Glass
Transition Measurements, TA instruments library Number TA272,

HIR—ELZAZKEYRHYGRENRIAKEH LS. AT
& M 0 7 ik A 4] (modulated ) DSC & mDSC X%, % F mDSC ¢4 4
€ # & T L F Coleman and Craig, Modulated temperature
differential scanning calorimetry: a novel approach to

pharmaceutical analysis. International Journal of Pharmaceutics

135 (1996) pages 13-29, stF—/KA&#, EHA TH AL : A4 EEL
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C; AEAH - 100 F; Eahimtig & 3 0C/94F, M 35C3H 200C.,
stFReHG KRG, BRATHAK  AFEE £2C; AHAL -
60 #; Emhinthig & 1.5C/H4F, M 35C3 170C.

c. AEFHH (TCA)
REZTHOMMNENRAGRERA T RAFREGJRG TN, £ TCA
FTREWHREZE FEAMRKSAL., XF ToA 9 ECHRTLF

Rodiguez and Bugay, Characterization of Pharmaceutical Solvates

by Combined Thermogravimetric and Infrared Analysis. Journal of
Pharmaceutical Sciences, Volume 86, Number2 (February 1997).
R MK ERR TCA WE . i #EE 4 (TCA) ARE TA 0
HAX 2950 TGAs (New Castle, DB) Lit47, Mdbifeiffi4esnd #4T. 12
Bl 2% SmgégtEse., £Fig &R (ramp rate) 3% 10°C/44F£E 400C.,

C) &AMty KK s

BRI Z—HRKGH . LB EH 137TC+3C, #HAL
KIY XKABE A KA KRE R sEe. Fit, AARBXELEHTEREASD
K, BERTFREAELE, TEBEELAZKEY,

BREDAKBTHOBR -HETHEELTH I.pXRDEEFT
HENEHH TR BTGNS, 44885 E pXRD B+ A4
BENMIZREL 2045 EN FHRAMEGAAKLH RIS, ZA
MK BT 4 AEE, WA 20 BEdART GRAME), 4&£F 10.5° . 15.0
° . 17.2° #= 22.8° ,

B R 20C-30C AR E T4 R8B X-HE4M4, &
#2048 10.5° . 15.0° . 17.2° #= 22.8° W4k Anidvp (24T — AL,
AEATREMHERARKGT., ELECREFTET, RO BEKRER
B EE X-GERATH, RLEHFEE )V ANREAN, RAFEHEAH L
Keg, EEBIRGEHRFTEF, #HML204E 10.5° . 15.0° . 17.2°
Ao 22.8° WAFAREM B, ROAF RIZ SRR K EAW 0 Rk
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o ARAT KRB XS RATH AT AR B L& 7 e AT, MAMBAR IR 7T 8
TR A% 6 B 6 R o IR N L.

WILE 1 KA IZAA Y TR G T 44 14T HE B b AR T 485572 W Ao,
£ pXRD B R RABAE, Gz LR LT HHIDE, 5 FTHY
AL¥. R P4E QMBI TH BB ISR EE X-
HEATA B 3%, EHERE SR T WA Bk X 8 Bkl
FTRALEAN RENLEGER R RRAKEH.

A1

10.5%
13.3
14.7

15.0*
154
16.7
17.2%
18.6
19.8
214
22.8%
24.6

A AR
RTAHIA 4G 2 6 4B 34 A g AdE

D) —R&#HT X

BRI KA Y TG AL A kPt iZ Wby B —F
. B EN 127C 23C, ZKAWABEM R ELTHA LR RH
TR 1LSELSBERGELZELHK,

BREY KM R X-RHENTHEELTFE 2.pXRDBERFT
5t —KE W S Ak o AN S AE%, 464098 H pXRD B & A
HEFEHGAS BB E 2015 Bxt T KA ST 2 4% g0k,
pXRD B B 7 T A5 iZ4A b — KA S A0 £ 6y S 4008, U 2% 2
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0 GEAME) &7, 1F 9.2° + 20.1° | 24.0° F=25.4° 20,

ALY RS 20C-30CHBETES L8 X-HE474,
RERAEEGEEEVRANREAN, RAFEESAKESYRTY. £X
CREFRT, BRAY KA R AR RIET R XHEITH,
BEEHEEE VAN, ZARGA, RAFEZERDZLASHEG —RE
W am s, FEAT RIS X ST ERATH AR AR R ¥ Lk ik AT, AR EIRE
T T BT R ) B ) R rh & K

PLIRE 2 ARG AW = KA §o T 64 1FATAE 5 o AR T 6645 2 W Am
i, ST A Y R ) dh AR Fe HEAT 04 R B XS R ATA B BT
ExHME, QR LLRETAHEE, ST TEORIIF. LII¥F
Ui Y BRI R R T B MR A ) AR A S A S 0y pXRD. K
FEARE SR THEZNAD ARG TFRFE~N REN LN
W R R IZAA W R T

A1

9.5
148
16.0
16.4
76
186
201
0.8
24.0°
4.8
B4
262
27.0

*HFAEE
BT #A Y 2 0 {H 34 A A AME

B) ZEREAiL4h
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B TERRER LY BT X-H R4 B L TH 3.

F) #l&7%

BB YRR F2iZ M 8 =K F T T v R RAT
st BARE &, RIETRRHNE G, THR 244 55 F L5
T PRGNS RETR, ERIINEHRE,

BT LERER L HK BRI AEZE TR ERA LA EY
SOCTF %L 4 R)RHEZMAHH KEMHBH., TBLAHEK 4
LR BRERMIZ AR REY ., FHhS) 2 BiFmb R TXER R,

B Y R T B i R W AR RH &, Blde, iz SR
ZREYERFAE T indl, FHB IHATXERE.

C) HEMERFHNZ

o LFTiE, 244 55 H)Fe 116 5 ) 9H8E T igoMig @4k
. ER—FAFEBEFAF . ©TURFREGILGIHEL LK, %
A R AT Fo R AL RATIBE TR ( iAW &
7 ). BMTA 116 THFAFHFHANRIHGFAERLELE K
M EERE KL, Bk, ZHEAHERHETHRRELLE K,

BBV ETA THEATALEHXARGRALE SR
MERLEKR., AFLEREFTREL A K BE,

BHRRGREFTEP, RAZESWE R4 ELE00H 4
. A, ZEFNBESTHIRLE TRNLSY. 48, kAT
RFAELAERK, ZXB|FBFTRIBEEA T IR ALERE TSV 2L
REMG R, LA THH KR, (2thh— BRI, HA U
0.01 £ 10 w/whé§ B HE T QA B IRR F T2 64 AR 04 BBk F %) A
¥, BERFFRNEER 1B 4 K68 FEZBFHER, LA,
BREHHEA L E 3 w/whth BEHE LB HERERER —RIFEK.

BEEEAFTETY, ZHRETUR FEHFLEFBLHE. 12ZA
ARMABE A &4, XEEH L QBB Lo i Tl LM
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RO BB FRBATREARTHES . ELH— BB ZTRMATE N
HEFRA LERRERFAERRALAFFRA, LTANXRFG
MEF TR, XA HETHARE RBELERLEK” @4,

EAEAAEKOGEERNDISAPIL L, FELLAERNFTRLAES
EEEKRARHE R ATHEARE X, BREKAPOEEKRR (L
Ak, SR (ELERTH b (RLEKEH) . AER
HERERKFEHIEF, WA EAIREELTFELAERME, THhE
0%t F KA K&LH, 1%E MR-FLLAKTH.

ERERMBAEKRE, AL FEAR) BARFTHAR
¥, LEmLlaky R ieok, Aokt HN, LarbtiAi®a,
2R EERS. EEATRMAT, ZAKDHSE 1 £ 5 .

ERAERTHALEY, HEZFLSFIFE, ERLAKTHET
g% 3A,

ERAREHAHLEY, LAELLXEXRARERS 12 A, £
CHRT @8k LR ERKAE,

ARF, ZAKAHFARRAT. MBEARTLTHELEELTFX =
e —H., Rid, KESLERLTERE KW, ERERSFFR
AT, BEAERMPEERLEREHRITFHAI: 1. ERAMRT,
ZHLAEIRE 2: 1,

AR FE LA XRBRBEERBL, —FEREEAN T Bk
VREREF LT FERGELEHEMRR . BRERFTEMARA F M
RRLFIARBE., REBEESEXLEHBANATNA X, BIMPLL
AAWAEENSERFERE, R, ChEARLAREHNMRT LLAE
KITFBNEE ., REPAYE T T A k4| SR8 X RBL A
HWHER ARGk, RAZRESHEECRETRAE.

FABBAE, ROMFE RIS (FoxTEELTF RS ) FIRH
K. BEZHREH “BHiFLN” R “BHHFLE" KA. RELAKS
004 T T 5T R 40806 97 X K BLE & %) .

HAR MG LBRE, BNERALKLERAHRMEL., ©TH
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R ERIEN K R BLEAR A BARMLA (alopecia totalis) FefEANk &
Ao G RBLR AR ALY PL ., RELPRA W HH TR T 4 &06 57 X £
-4 kbR

R MR RZELERGHER, BFLALS “BREABRL . #
MERA S TERELERMAALE., BIFLLRERWY, TS
STXEBMEA LT A, B, REZAARERARTF ST REERBEL.
AE AW T 7T B T 4 &8 MBAET R B G BLA 8 %157

ARE AW & T A R B EALHBRARI G L CH IS 64
BRERGFF . Hlde, ZLEAUTRATRE (FF), LTRE (L
) EKERNEZFKA., ZHEHLT A TR+ (companion) 3
Yie¥y, . URFHELAER., REXFBERTERGLHBEHRAEL
REFRMNGTEA. BF, £FRBEZIETHHIMWAFTE, ZREHT
RABFTRATELEEERAGHANKRLH., AT RYFHANF, oM
HARH LK A KRG ELE B A AARBBARAAR KRR M H R, HI5K
AA LHEERFIERGTELERN.

YA —RIF RN, g RGHNNERRLE., €N
KR ABRATEERBLE ARG R,

H) #4457

TR, THEKGHY Y ERFEMERGIFLT HEL K.

Rit, ATHRTHA, BFTHLE5E) —FHHF ETHEZ ALK
do LT Z A EAR (R P A&H0L “84k” #R) —Ri4]. R4, Zit
R E B4 2 B F BAR R BT, ERATFEF, KiE ‘&
A F BAR” Fa “m&wﬁ%”Tiﬁ&m AT A LA T R
EEMBAAHFH . AKX FTAHGRE “BAK, 7 F—FRE AR
E%X&%ﬁﬁ% RN BREANRCENR, LELTHATHIL
. RIXF AR RIE “FAEG RESDHFHRIEAERFT XY
AP RR AW RAFENRA, RBEBFTHEAEALTELES
KRR LRSI A EVER . SR, BRI ELA RSB 50 E
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Fo R B IRH UG CNESGHR THZETHHILIY REA) .
BAFTURERHRFETUARSEFHFF/XAEEAL.

TR G T R REFERH T QET—FH X, Flde
PR, BERM I BTN, TERAFENHDRFER, oAk
# F Remington’s Pharmaceutical Sciences, Mack Publishing
Company, Baston, PA. (1990) &5 FE K.

PR T RAARSHIRAE, TR RARR NS0 b S BAK. X BAK
QIFEIRSRAREAT . HBH . BIREY. ROFLNFCEDR.
TOSELNEF LERREREFBRMR, AR ERGRRLAT &
PR e ER. AT ERLR T HER ISP HERIRY
ERARBELLN FHRNEOMAERATEHROERAZ. &80 TFTAK
WA EHANEIBRF LAY HLE T AT AHZ LK . Modern
Pharmaceutics, Chapters 9 and 10, Banker & Rhodes, eds. (1979);
Lieberman %, Pharmaceutical Dosage Forms: Tablets (1981); #=
Ansel, Introduction to Pharmaceutical Dosage Forms, % 2 JK,
(1976) .

HR s, KR b e RBENEH. BRAEEYHBRKRTH Y
BAASNBENE KRB ALENIRT . ZREHRALEGSHT HETH
R, Bl Lk, mAl, SLE. &, BRA. %wh. #A (pastes) .
A B K. GAELE LAk ed kA ORAERN, LA, FREM. BEA,
HER . RFA . RBRIERF,

R T By 336 ) 6 RAR BN S 6 BAT BARYR, Bl B, F &
BRI, REE. B, 445 AREBH . 5w, ABFHRTHT
FEXEFN ., ERAEIBRANTTHE T AT HEXLE A 6K
A,

BRAWELTAABRARLH AAAHX (DR ERAK XE
B AS BN ) B3R . BAKRT GEFEE (Joi2E B,
FE AR BRI ARG BL AR AR ) T . T ANK BRI ik BT R AL e By R ik it
A RN E ) KR BE 4k Fde Dowton et al., "Influence of Liposomal

17
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Composition on Topical Delivery of Encapsulated Cyclosporin A:
I. An in vitro Study Using Hairless Mouse Skin", S.T. P. Pharma
Sciences, Vol. 3, pp. 404-407 (1993); Wallach and Philippot, "New
Type of Lipid Vesicle: Novasome®", Liposome Technology, Vol. 1,
pp. 141-156 (1993); U.S. Patent No. 4,911,928; and U.S. Patent
No. 5,834,014 w45k e84k,

RAFaHLBtninals, v, . Zh. L4 mE.
EZF4E (malt) . IR, FEH. K. k. SRd. ST,
RB. BB AR, A FRERPAMRKR. BTHEIEH
HEETHEAGE, Fldo, B, HRTE. WA, LEREZRY,

AR &R RA A, Qi Al RE. BRA Fe R AR
W EARMAE, XL RAMESAHEIY. BFEVY SN ZNEY.
ARTAREF . KA. MEORE. BRY, BRORAR
FERHAHA, TEERTHESA . BEEN. HEAN. BB, FE
Flo ARA ARAR FBALK] . AR RA R @ KER. LR, RE
B BkA/ B hEABETEN ERNRER. fod GBI 4 4
BEERR, SETAEN. BER . LA BB R HRA .
AT . F &R F iR

B AR B AMIT QAR RARER. k. RER. BA . FALA .
BeR] . BTH) . #ERF. EAX KA AW A b BAR A RAR B Jm 8 BAR,
BATFHER. A, LRFABRBRGEYE R, QLIETE. HH, A=
B, R =B, RAEE. LERRK STRER AENHEHE
HEAAGEE, BTAGHEH,. Avicel RC-591, HBEZ KRR,
HR GG ERA LIEIP B A RN ALER AR 80; AN EA QT EAX
FETEREARTRA. D RORKBENLE TSRS S, =Lk
e AR Al FRF RE ER.

TRATFARELAT ERAE NG EBENLECHEHLIEET. A
A i A HGHE, XXAGHRIROELE—FFRENTHERELY
R BN, LB HEE, ARSASR FEMAKR. BMadgEE. &

18
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FRU S ERBEARTRANRE, TTOHLAGBAN. AR, &
wF . EER . REAAK FRRA,

B A#FETHERIRH N, KXFHAHRAE LR B8R
FrRE SRR RAY, HlIRATAUESEAF SR XA
. THEGILRTAAILE. A RE, BEANEHX. Fld=, T
RIEKLBIA . HEKILAH, 2 ETAMNFKRAN. &4 0.001
E 10w/wh 8454 He X EFA ., REFXLFANER 1 £ 4 REA
FTERGRER. F5, THXEF ARG IAEIT—F 1 £ 5 RER
F&E R4 XK,

BAR R, FZRADHRBEIANEESTAHIRLHNEAERT, LAY

i\éﬁ&v’x&ﬁéﬂ_fcﬁ%’ﬁ)ﬂﬁl% | ARFTAR A . X 5K By 31 R I 44 524 €095
A REF CEREL HE BRIRAF. SRR R A A KR
f&ﬁ&#%&ﬂ$%ﬁ&$kmﬁiﬁ% #9, #i£F Remington’s
Pharmaceutical Sciences, 1990 (supra); and Pharmaceutical Dosage
Forms and Drug Delivery Systems, 6th ed., Williams & Wilkins
(1995).

A B SRR T B AR (UVA & UVB FEEEH])
SHAE R VABT Ik B R UV F| 269304

BERERAFTET, LRAFMANTLRERAATEELSBRAYX G,
BEXFR) ., FOEXKEALELEL WMER LS RUMEHELEK
HR R R HAR, AXHAFTIHHAAEAET L, TARZEMGEA
Bp AR e RATEP AR A #IF 9 R B Md L5,

I) BAREHRT XN
4 A T RS AR — T RGN ARL . AREFENER AR
FIAKHA,
a4 1
B 0 LERER L 4 &
R EHAB ) B F S (3S, 4R) - [6- 3-#FKK) ABLK]-2, 2, 3-=

19
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FE-4-(Q-F A -3-8K-2, 3R B -6- £ -F)-3- 6 REE 4 LEIEH
ey 5 —F k.

1. & f\(O .
TBDMSOOC;Y/ g H Ho” ST o o SN
TEA, IPA, (& 4, HO\OXOO\/;}‘:OH

2. TBAF, THF, § 58
1

LB IR A1

BRI 21-L BRBATHLESH 1(92.97 g, 202 mmol) . 1-F &
-3, 6= (LH, 2H) —w& % — &R (76. 4 g, 605 mmol) F= = Z. A& (TEA) (85 ml, 605
mmol) i&F & A EF (IPA) (550 ml) ¥ HF - RAME R 28 I i, REAH
% 20C.

AT BRER &M TBIMSRP A, Ao 200 nl # 1 M A T4
(TBAF) #) THF R FHERAMAE TR THIE 30 547, X3 2 AR T TBDMS
REPENRE, AATTREIENFIAFIAMENREH, BLETC
BB (2 L) ¥ KA RAMA Kbk (1x1.5 L, 3x500 ml), AEHA
WAETREFEKA., ERBHKRZE, HHARA I NaCl Kix
A& (500 ml) sk, BAIEHANBBMPHETETE MgS0, (50 g) F
B 15 94, BARTHREEMNFE 95.9g i & Bk, BT EMH%
H 4k (3 kg #9AEHR; A3hAR : ACN(ZB§), ACN/MeOH (99:1,v/v ),
ACN/MeOH (98.5:1.5 v/v)#33] 57.6 g 4R EEIKR., Kz kR EEKRETF
B CHCL, (200 ml) BT B FHfde), SREBRAZ LaELE
(20 g) LR ARR FAEMT REHIA., EAT TR ESHNFJATZERE
T oshz ey, Bidaded. ERREBRBLBURF L L RERYF
FERBELBFT T UTRTAEREZRLERRAL 200 nl, B&RA
— 3k TERIE A b AR BAT FERALE F- SCHLEAT 20 ) ag,
bR AF A BB i A, 600-ml. BARIIERBEE, B 20ml &
BB GCC)RERR, FAETERSZEETIFE 25.87 g 4R B EEK
et ., FEERRYGE ZADHRAR (2 75 ml) . A —sk TELR A L4 84
e BRI RRAE TAAR A AM T 20 I AEZIEE LR 4
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BYRZEFE .61 g ARG EBEBRLEDY.

53645 2

W =K R &

HRHEH) 1 F SN TEEANIH (320.27 g £ 6.4 L 9K (E L
LEFEA L 20 ml 497K) 7 F SOC A A B H4 A KR, FEKEH TR
MREG—LBRMF. ELRZE, ABRE#HE, S#H P LRNFE
ATBAFF 22CH 17 3 (torr) TF 8 1 et (h) . stA&#4T pXRD
DT, VA BRI HAT, BT R DR KW X, TSR AT TCA
ST, VA LA AT, B BEL TFELHE nol KL EY 2 ER
HREME. AT HRTEEA ZKEY, FREVEAME 4 THHE
4 RVA L, ik RMEE T A —LRAR HGRKEF, LEAHF
) 20C, TRAREBR, HEKRELRBLET, REEZTATHAT
22C24 hot, EXRBr—KEMERAEALTHRERENK. TCA SR
=4 mol #9EIRIL A4 2 BB R &K,

kEH) 3

BSR4 44

B LEER LR B K e, W LERIEF %) sk
B R —IKEH) . REE KWK RAKEH.

¥ 1AW KEMETREAEHM (Petri dish) PHERBF A
REABENWARETFR.EBEMLICT/H4M I8CLEEAZE 120
'C. i#@iL pXRD F= mDSC WM A 120C T &9-F k.

40 BB E — AR, i@3iL pXRD F= mDSC M A SRR R KR,
EE A 92%E 96%.

WEETIR, E 64 B 88 INIFZBIRM, KNEA BEFH T,
KiZ MR 1C/04pA3E 25C. RERBR TERER 94%E 96%,

5345 4
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B A KB G HE

BRAPHRKGHTEITBEESLE (ramping) 2| FiLY 40C
B4 10CHBEREE. TURLAL 0. 1C/94 24 10C /540604
TR, THHESERAEZHIRHATENTTR.

BRAMHTKBHINERS 2 FHFHE EEKRH ST FH
EEFAZAZOCR)TT O0CTR 21 ot FRAFRABKADHRA
PETE 26D, AAEELLEK. 53] 285.33 g 98 EREIRY
BAAY . %G Gk B AR 4 5 B R i mDSC R A 4 60%R K& Fo
4 40 WREHEZEY.
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