ERFT /T nd—

EHRBR (8% - ™)I) 14.07.28

BITHETRSNWGEVRYIERE—DO LIRSV, EfFFTRTITI—ILEE,
BRGEBMIR, RFEETHEAIIRYELEL,

[l pKa=5.2 D1 {ADFEEMEEYKBERICETIERDS>E, ELLINDIXEND, F=F=L.

AFREITRTEBEITHEDET S,
pH 42 DBBEHRTIX. R FHEOEMDHNEET S,

pH 7.2 DBFEHBTIX,. R FHEYREIIHN1%TH 5,

pH 6.2 [ZHITHAMEIL. pH 5.2 LLEELTH 10 5 TH 5,
pH 7.2 [ZHIT5AME (L. pH 5.2 LHELTH 50 ETH S,
pH 7.2 [CBT5AMRE(LX. pH 5.2 EHELTH 100 5 TH 5.
IEfiZ 2, 4 (N14: 59) [99-174]

A WDN PR

5

12 B FOAA 2 DKBBERRIZH T HILEFRE D ICEHIT HRBRDS5. ELLDIEEN
Mo =20, BRREEICH T DI EIRET 5o

1
2
3
4
5
2

D [F/KFIZKD

Bz 988
o=

D [XBEDMEICKLEHT 5,
D [#EXEREICK LSBT S,
D (XAEDFZEICLHIT S,
D (XABEDREIZLHIT S,
1IEfiZ 2 (N14: 70) [99-95]

ZRIT1E0N,

[l 3—4 LT D A~E OFHFAFICDONT, LTFTOERBICEZALELY,

A B C D E

HENE [FHEAT7LET|ZILTORE | STXROUES |40 LRK | ST7E/NLESR
)2 B DILiESHR & YT R

amy | TRAFDO— | BESIA(XH | TR/ |KIA/—IL | RUDILTILO—)L
IWEEFRID L | BERBEINE | JoELY ) |[RIAXFPIF | TRELYSYa—)L
mAKYVEE— K| LIFY a—JL LoiEibe<s | &KITA2/—IL
el Ly NN LA B RUDILTILO | i 60 Z B &k
mAKUVERZK|BIIERIY | —L IKERIEF R L
=y MLy NN KEEIE TR | pH FHEH pH EfIZ i

I

[H3 AN OPICKREFEEFIAN A EFHELTEEATLDDEEAD,

IEfZ 1,4 (N13:37, N14: 6)

1

A 2

B 3

C 4

D

2 E

W4 FmMYPoRIZaYIAR o —Z&K5 B0 ER EARIGNTNADIEEND,

1

A 2

B 3

1IEfZ 3, 4,5 (N13: 20, N14:15)

C 4

D

o E




15 FEEEHICET HEEERD>56., IELL\DIFEND,
5"7'))lxﬁﬁ TF'J"?A(i~Kﬁ‘i’%ﬁl"ﬂ#é*ﬂ’(( ﬁﬂ}}l#é'ﬁﬁ_
3'5’(1'./|§Eﬁﬁzﬁ|§£§“®7}<’\®/ﬁﬁ¢r—(is;'J—'_'HJ:’C /%5([ J:a'-l-?'%)
JILEAE /AT T L—R®D HLB (hydrophile-lipophile balance) {El&. VILEAE/
L —hr® HLB fEIZLE AR T/NELY,

5 HLB{EA 5 KEDFREFMEHIEL, KICEH TEITFHOTLY,
IEfi# 4 (N14: 74) [99-175]

A WODN PR

6 aAARAERIFEND,
1 FEIILE 2 BAMSER® 3 5% IROHER
4 TFILTORED)LESK 5 5% 7R1)VILA—b 80 KiBiK
IEfE 1,4, 5 (N14: 6) [99-48]

[7 BAMIFHFCEAMECNEEZAT. FETCTHETHEES. MENRLICEET
SWEZRERELDD,
1 Za—bhUoRE 2 BBMRE 3 Y)—=245
4 HBAZ3— 5 FFYLAE—
IEfZ 5 (14: 95) [99-49]

{18 K/ 3 FEEDHFEZEIIR—PEDEESHTFDEEEZ. B RULEEICKYIL
[ERFEZRAWVTAELZESA FHICRITHERER/ . L TOREREDI>5, ELLDIE
Enm, ==L, BIFDEZRIIAC—IZADKIZHSIELDET B,

1 KHFENMNIFORFREEIE11:4 THDS,
2 HRFENMHRIFORFREEIT2:1 THS,
3 KHFENMHRTFDEELIEL 14:5 THS,
4 KRPFEFRRFDE=ELLIE 53 THD,

5 hRIFENMNRFOEELIL8:5 TH5,

B& (mg)
30 28mQ ==
20 [ .- ”
:::: __________________________________ 16mg
T R R AR e RECee et Al (UL 1 B
20 min 40 min 55 min
| | | i [+ ] I
0 30 60

R (min)
IEfZ 4(14:17) [99-176]



119
1

2
3
4
5
IEfZ

[#110

1

ENFMEICETIRERDSE., ELLDIZEAD,
TSFUKBRICABREDIZ/ —IILEMAGTAE. ESFUODREENE Q7€
ILR—L) DR EET 5,
EZILAVEFRID LT BRE-ERKEEETEIRASH FTHD.
77|:|:|—)[/ 400 ‘is o o l&ﬁsfﬁéo
tS5tET7T—kE. pH2 fHETHEI LB BRSNS FTHD,
AILAR—RAID I LI, KIZEZITEREL., IBHRFELTHLWbLNRS,

2,3 (14: 37) [99-177]

HHEYDOER A [CHROCBERGEDNIEEZ MR =LA, 25°CTTEENHERX

WA/ N\2—2%F 5 Z BHEA B~D Afgontz, ROEBHRDILIELLDFEND, 1=
EL.ChoDUE(ICEY MLEMERIFEILY, FEFROBMKICELFTLZNLD
&9 %

E{A A LEA B TlE. E—VRIEBENR—THANSREREIIRLTHAMN. E—HD
BCHBRLGAENSIERDEBEMBFDORESTELS,

EA C XEAKR A DFERZETHLI_EIX. E—VRENELGLIEML NS,

El{& B EE{R C DKIZXT T B8 EL 37°CTHELI-ECA. EAB OANEMND
f=o ChIE. 37°CTIXEF C AEIK B ICHERTEELKRTHAZEFEBKRLTLY
B

Sh[2, BEAB EEA C DKIZH T HiafEEZE 10°CTRELI=ECA. BEIRACDAM
otz - T, EfA B EER C DERFEREIL 70°CE 37°CDREIZHHEMH M
B

E{AB LEA C DEFZBRE TIIMEBEDAREFXFLL, I, BB RE TAMRE
MNELLGEANSTHD,

El{A D ND5FDEFHIIZIRAIMEA L, [>T, EYAD [XEK A B, C KUSLVE
BEZRTIENTEINDS,

> [EHTAEE 20 (B)

IEf# 2, 3, 4,6 (Z12R, N13R, N14: 46) [92-167])



il 11-13 TEIZHKI—LDUFETRT . CNIZDWDWTUTOERBIZEZGTSILY,

mAa eIty 250 g
ATFF7YILTILa—)L 200 g
JOEL>S)a—IL 120 g
FKMER ISR A 40 g
BOKMESRmEmE SR B 10g
INTGF XL EFEAFIV 1g
INSAFLURBFBRITOEI 1g
FEEIK =
223 1000 g

111 FEEMHEIA B D HLB{EIX, N ZFh 140,35 THDH, LEBNFD A BEEYID
HLB {EELL T, JEEL\DITRDSEEND,
1 35 2 59 3 88 4 119 5 140

TEfZ 4 (212, N13R, N14: 95) [90-170]

f12 FKIV—LDOEGEICETHRDFABDS>E, EELWLMEIEND,

1 B&7t)r.FREL>S)a—)L REEMEE A.B BEFICAN, 75°CIZMERL
TAMLTHEET S,
ATFTPYILTILa—ILEREFZE 75°CIZMEL=KIZAEAMN L TKIBET B,
TI5°CTHMITKBZRRITMA . IBHFELTwo BITIILLavEED,
BHLENSANTAEEMALT o/wBITIL avh EESh S,
T ADIE. HAECKMEIZE TSI AEEEFIDOAFEEDREKREFEENRETSH
B
IEfZ 3,4 (Z12, N13R, N14: 19)

a b~ wWN

13 FKIV—LIZERBHRIELTAMEINTWSDIE, RDIBEND,
REJt)
ATF)IILT7ILa—)L
JoeEL>S)a—)
FKMEFRmEMSER A
BOKMERmEmE SR B
INTGHAF DL BB AFIL
7 INSAFLUREREBHRIOENL
IEfZ 3 (212, N13R, N14: 31)

O bk, WDN B



14 EILFAFO—232 03%CEFENSRMPETDEENEDHEAEHLEDIH, EELL
DIFEND,

i ]
1 | gty REH
2 | N\TGAXLREEFRHRIFIL | REF
3 |&A2/—L ERIE A
4 | BEIE)Y ForibFl
5 |EB/RTTIVVERT)E)Y | FLAEE]

IEf# 2,5 (14: 25) [99-279]

115 68t AES kg, BIBRRBEARATOAMREDRAITY —ILBEITREZTAERD
BEEZT TN, LWL BEERTEDIAZIVTEEHOEDAIENTET . LTOMN
HlZEEINT-,

(BF7) 79LZA—F 200 pg S—E 2556 A GE) 1 1A
1H2E BWIRHR BA 21K
GE:TTYZR 1 BRAE 200 pg DFFA/ADF —RAKXRTAARE)

CDEHRIEE—IT7O—A—F—|ZETHIEEABTELT. BUILED X END,
FTREZHVNTHD, FEYERERWNLEIFEEIITHBELT,
WADE DO OF=LREIIOIMND, F-EATITEEFITHLIITHFELT-,
CDEFIDITIRE—ANENI-IEEITIE. IR E TIRCESIZIEELT-,
CDERIDEMBS L., ARICEER., BEERICESIEERBAL-,
E—070—A—43—F. RRARKRARELZEHEIZBHETHELDTHAHELEFHRBALT -,
E—070—ElX. REREOKEDTHNLIEREDOT. EBAAETHKLIICIE
BT,

IEfE 1,2, 3 (14: 34) [98-288]

o b WDN B

116 SEHFRDEFEEIZRLTERTAIERSFIMICETIERDI>E, ELLDEEND,
1 TaRI+—ILDIEIHEEIZ RiEE T HEIC. RUTOEL E nEiR Y E{E

Bd5,
2 —hagYw ) s HREILB T ILRTHERLCRBEE T SRIC.  RUTFLY
MOEMEEYrEERT S,

3 MWHEEAVYVILERZHEZE 5% F OISR THERLTAFHTTAEIC.AR)T
FLUBDOEH KR YN EFERT 5,
4 FAXHEERDET AR Z R B ET ARIC. BRI VICHMENA BT«
IWA—ZFHEET D,
5 RUAFVIFLUBILERY HEEEFETH270) LR EFREEBRIBERICHER
LCEMEET I AEIC. RUEBIEEZ L E DK v EFERT 5,
IEAZ 1,2, 3 (N13R, N14: 39) [97-336]



17 EEFIEISHZRNETLEZTOLAFTDAB.C IZHTITFLEMMIZEDIELLVE
EEFEEND,

A R A
Al
Fry vei | — e ki — B C —\BEl— a%
A B C
1| EfEER 2iBRE oS
2 | EfEEE s 2iBRE
3| »BRE oS IR
4| »BRE R B
5 BE 5B E HEHERLIR
6 BE HEHERLIR HiBRE

IEfiZ 4 (14: 83) [99-180]

1118 HAEBA THAICHLTRESNTOSEBREIEND,
1 IR UEERE

AL T L ERE

WAEMRERERE

ERRHERE

SEN—HRBRX(DERDEE)
6 AHEERE

IEfiZ 5,6 (N13R, N14: 67) [98-55]

a b~ wWwN

119 EEFEAEICAVLNSTIIVIZIILOMMAFIOER LOIEICET H2RDEEED
256, B2 TLADIEEND,
RIFZE (T D=0, BERKMHBUEEZ S,
BV =RAIIEALLL,
REDTNEMLIZART I HTEMNEELLY,
REDHLHRAICEEN T DGR IEREFZRAND,
BIGEMNHoNDHERGLIFE T TAETT Do
AEIDMBEIZHELEVELIITERET B,
7 REARAFITECHICHET ST,
IEf# 4,7 (D13R, N13R, N14: 46) [98-283]

O g b WNBE



[#120

TR ORABEMER R D TR ) IR EF ELTRBEYLED T EN D,
1 IyHR 2 THOd—)L
3 eEFOxL7OEILtE/ILO—X 4 ZJarEL gY)a—)
5 IF)LEJIO—R 6 AAFZFYLRS
7 ELyE 8 HORKRERY

IEfZ 2 4,7 8(12: 39, DDS-13: 12, N13R, N14: 1)

21

OOk, WN B

7

FEOMHFEEEFIRVEORREYICEATIRODEBRDIE, BRoTLWHDIEFEN

74N

BEOQRE|CLER ESELYRBRBERIELIENHFTES,
BEOEFZLENR, BERORBEZEBIELENHFTES,
HRERFITIE, BEYVORINEDR LHNEAFTES,
MEEAE DR EFTES,

BERHEHSTEICE O T REIAVTSATUADMLAEFTES,
KRG~ DZEIRMEYEZENEFTES,
ORENBRIEREOEAETRITEIENEETES,

IEfi# 3, 4 (DDS-13:36, N13R, N14: 15) [97-54]

122

O 0k WDN PR

7

BERARY AT LDORMELT, 2o TLAHDEEND,
FliEToAREEENRZREE#H TS S,
MPREMREZ—EITREPTLY,
BREDHEABEZTHS,

BHERIENEZTH D,

BERENEZTH D,

BERATEOEMNSLY,

REICERLTRAZEHFDELY,

IEf# 4, 6 (DDS-13: 58, N13R, N14: 70)

1123
1

2
3

4

5

B—7 T4 TARSYTICET ARBEDI5. ELLDFEND,
REBIA—7 T4 DHIEL T R ZRHENICEHE TESEOES /Y
BLEEREYIHESETHRRIMZEHIEHT DA ENETONS,

ViRV — L, REOBKME7 CEYEERSE-E R FIEILEAITHS.
REEREEL G MDPARETAIODTRILGED TV )7 —IZHAL T ES
DEREBEFARIZEAT DARETH D,
EMRYICTI/BERASERETONSY I ERAWSIET HIELENLDORINES
LIFECENTEDEENH D,

BN THENICRRY SBRICIYREYICEBRSNSGTONS VI EASD
CET EYnZErMa~DZIRNIERNELONSD,

IEfiZ 1,4, 5 (14: 47) [99-178]



W24 RTALA—DTIAVTILI7-2b . AVFA—TIAVTILIT7-2b [TARFIRYT
FLOTaA— )L EEEESE LD THD, COBEDBERIELT, BoTLWSDIEEN
Mo
1 KiztEomL
2 MEREMEDOIET

3 AUNVENREBRICHITEIREEDOML

4 MmeEZEEOmLE

5 g~ DEMFERIE

6 DFEDETIZKDLRBKIAAIBDINF]

Z 5,6 (14: 35) [99-283]

125 BAMERZBRELT-EFITE L,
1 TTL/ VD1 EERIE 4K

2 IRt AE

3 N avALUIEREIERR

4 TREITLUDUVEFBIBEKIIMARE
5 JTY=FIRARK

6 wnoJTOo—)LEL{tH

Z 3,5 (14: 49) [99-179]



ERS 77 nY— (Efk. i) 14.07.28
W OEAR R EfE B ER
11 2,4 11 4 21| 3,4
2 2 12| 3,4 22| 4,6
3] 14 13 3 23| 1,4,5
4, 3,4,5 14| 2,5 24| 5,6
5 4 15| 1,2,3 25| 3,5
6| 1,4,5 16| 1,2,3
I 5 17 4
8 4 18| 5,6
91 2,3 19, 4,7
10/2,3,4,6, 20|2,4,7,8




