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1. F

FHABREIEENEHRLLTESOALTLS MEHARAEFEO OO B EERICH
TEHEHEI "ICKYBRESTHT invitro @ Draize IBEERMESBRASEDO -/ Y 57
—YarvEEUTERELE ,

HK/NXYF—2 3 YCHNES | RCH#E (CCLE0:Statens Seruminstitut Rabbit Cornea,
Orycytolagus cuniculus) 2% it S XHEAFMRODBT, ¥ —0BIHBTSH Y
ATCC(American type culture collection)/W oA TX, HEUWI.WJ‘%E‘C&:Z) éi)\b.
REHHABABEOHRTABEIRTH 3,

—RNRYF—2a TSI RCHBBEERO =2~ Sy FRRYAZEERLYY X
FNRAF Ly PREGEBEREL, KEEOREERAEHBME S L TERBENE
PHEESBOKBEL LTHEKTRETH3ORHE L, TO8E. GEBELICENESA
THRYEIBOHOh, ERXHOEFHNLL ., Draizel B> OBEEEH (BFHS - BB
WS - MEFES - ERFEE) COMCHBLRBHENRII N, AEBENABEL L
THRWETHI EELZ DN

FEDZRNYF -2 avTR, #BWEE L CERRTCFARUPEYPEETESCLYE
BHOLESREH1 5B 2B, —ANUF— 23 v EFAHCBEINSBRABELLTORE
BRI ERA Uic, 48, —ANYF -2 a VIEBLWT2ERETCOENTDONE D -
lEps, SERB=2—FSALy FRYALEBESEREBEL, JY XS4 F L
v PEEHEBEIRICLOFEERS L,

FBEBCES IRCHREAVSI=x—FI WLy FRYAHEER (ST RC—NR)
HEEEOESAFEHSORPMELBATLE L CEATETHINE S MOV T, /1Y
F-LYalVBREDBEICHRET B,
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2-1. BWE
1 5EFOEBEIRERERAVE (&1)

2-2. #KT, BEER, AERCERFREE

SIRCH#HI (ATCC CCLGO, Lot.No. 091492 ) HAXOANEHRALSHER/E T
BAL, BUSESSFHHERAY I THRRES 4K, SEMRBEICER L,

HEMIEG I BCOHDMEMBXE (Cat. No. 61100-087, Lot. No. 68N3831 ) IRk EF
PUSDAEMATPp HEEB LA, G I BCORDIFY LMF (Lot. No, 30P1033) %10%
BELEILSCENLTHLE, _

EMBERAS L UERMOEHE*ERL T, BEAT396 Y4207 L — F%Falcon
(BECTON DICKINSON & (Lot. No. 30531115)) IZ, BiEXME L f=Sodium Laury!l Sulfate
(SLS) Z#MAMETEHRASH (Lot. No. PTHII83) Ic8H— L 1=,

EOMOHERUFEERELODVTR, HEA~H—-RUEEO FOE—EEHLLH -
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®1. BREESRUSEBBE
BaES HEME

S—1 Lo IEBRIRTI
Sucrose Fatty Acid Ester
S—-2 Yy
Glycerin
s—3 w1045
Acid Red 92
S—4 E/ AL VBRYVFFITFLYILES Y (2 0E0.)
Polyoxyethytena Sorbitan Monooleate(20E. 0. )
S—5 FAFYa- BB T L
Calcium Thiogtycollate
S—6 LS ZAFTFUNTGAFILFLIEZIA
Distearyidimethylammonium Chloride
S—~-7 RSSAFNTI/IREBERZ —TFIAFIN
2-Ethylhexyl p-Dimethylamino Benzoate
s—8 BEEFLEY =D A o
Cetylpyridinium Chloride |

$—9 NSFF o REERAFI
4 Methy!| p-Hydroxybenzoate

S—10 TYRFEBAVITOEN
|sopropy! Myristate
S —11 AUyzFLrryya—iL 400
Polyethylene Glycoi 400
S—12 kT A8
Silicic Anhydride
S—13 AN rFIba—
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S—14 HUFIEFEUTAL
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S —1b A TP TI
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2-3. HZBHETo0 b3 -NOEH

ERULESO PN ENRERERICERT.

EEBIIERMHICE, —XNYF—2z3rTO IV FHEEHEHARK (SIRC) 2/
WEHBEEEER] CHEoTLWE3HO00D, LUTOXEANRD S, OFREXRE=21 - IV
w FRUAZBEBOSHEL, JURIMNSAF Ly FROEABRERBECLOEERERSL



Feo @QUURATNNRAF Ly PEBHABOREFEETESNEAREL-AE (EREER)
KEBL, —BEELL, @KU F -3 v LTERLTOHW3 M3 Z0HMBENERR
EORFEFELT, EBBEESTHOI I (BRENR) OBREEE100%E L
DOEOUDORAEETRTRE (ECso) OFHICE, BE-REHBLOEFE20%~80%
DORICRMENI SAY, MOS0 RICTEDSE TANABZIENEELWELE, @
QIcEL, XHBRBOFRAEE2,H56 1L 1~2LFE L,
EEAMLTRFEELLUTIORT., ERBELER L%, Z8%6 LB ERRBCT
ERLL(IBBLTHBEYHORE (HBE®R) £HMI I, 96 RvA4 507 L—+E
KERBEO2EERMEAN LIRS |IRCHEIEEEFMLT 2BNEET 3, i
CLYBEHRER TR, —a— 5Ly FREEZESFRML, CO, A vFaxX—%— (5
%, 37C) MTIBMERT S, RELEYU=a— FShLy FEREB LS, %5 B
EH (2%CaCl, - 2XHCHOK B H) #FBMLBEIL T KMBEET 3, EEic L YZESR . BTH
ERTCLE, MEAZRMULERCTISAMERL, Y4907 L—- b —F—5HIT
540rnmft EDBAREEMELE Cso 2K B,
EECEREBLEIUZINALF Ly MEEHERTE, —a— F5Ly FEEHOR
—~TL—FEANS, —a—~ S0y FHEANER, RECLYREEERTES,
PBS () ETYA /07 L~ E2O%SETD. TORI VXIS F Ly FEBE
FHMU3ONMEEETI. KEKICTESRE, KEL, v(707L— U —F—FRAIT
580 nftEDBAEEEFMELE Cso KD B,

3. Za—- 3Ly FRRVAHHBOEEBEES LI UEE

L BEBILETIEEEE
ERRCBETIABERER2ICRLE, LhRECEERE 2607 -y 5 TRICIIESR

BOFHELEHBEEEH L BEMNBSLS2#SERBOBEARK. E C. 2 EME,

ECsolkEH, EC:Fl, BERE, THEW'Y HLIUTFHEEEERIICTE U, b

THORESRTCHIHFEELLNIO IS ELTER L. FTHBROS BEHE C . @it

10000 po/miEL EIXR—MEE & U1,

3-2. RMBA O L&
ARBLUACEBLALRBEZERBRL L, ARBERLELBERDS B, HERE (R
~REHBRLYRHENILE Csoff) H3ALULBONERTOEHERRERLICRLIE,
TEER L 0.022~0.640 THYUMA LEUFRRE->THI&MD, BRAOERMS
SURBHOEHERERCRVEREINT, COLEIDEERXTRLPT(ERED
BEOUHRTHSEBbRS,

A, BREZETERTORBOBAREH O UL EXBERLBRBEEZR U205
ETOFEYE - FERE - EHEREERS -1 ~5—-5ICRLE,

| _ 3 _



3-3. BB O L
BHRCEORBEONSYFERI EHTICRUE. EHEME 0.151~1.55TH Y, &
HEHN 0L SLUTORKINBRETH >, THEHOEN>BE2, TELU4OS5,
EKZQECMMEE?&étb$ﬁM&%§%?NEV$Mk%(ﬁvk%@&%bnéo
it\ﬁ&?ﬂ1ﬁ%mECnmaﬁﬁﬂxuﬁhﬁEﬁbttb\ﬁﬁmm1ﬁ%®
EcnﬁﬁH%&Uﬁ(\BH%ﬁﬁﬁ%;U%h@&ﬁbtthGV$ﬁk%(&ot
boEBEbhb,
REWEORED—HEOEENSOELZS L, IFREDS BBERN—BH L b O IRE
THY. THALOEHENL0 181~0.518 . FLBANERTH S 6 REOEHERE
&WVL%?$éO%ﬁ%ﬁmﬁnﬁmeaa&ﬂﬁﬁwﬁbtﬁwoaammav¢mm
i, UL, BEHEZTOHOOD, RERERCHo CHR—BEATONS Y FE
BELUKSLo LMD, BRO—BHELEIHONSTYFLEEBRTHILOCE ibhhd.
BBRBEOBRMEOEE TR, BHICTE - AROBEEBILEHERICASTIYERDY,
RBUICEY E C o ENEBEINSZEJEBIC LHl, BELREBRCRBTHEIR
Wm&oﬁmUh<<\“%mﬁmfuhﬂkxﬁﬁﬁﬁﬁﬁméﬁ:btkmEECmﬁ
BHTELN- T

EEOEECONWTH, SHORATCHARBERECHIERET LSV THRARED
FRELE, ERicL3NECRERIOONEL > .

X5, FYUEREEREIOEAEMEEERG6CR LT, Spearmand))':r';':‘&’” Cliiges
EEIL 0.879~0.980 LEFCBWERAEZRLI, T, BIRGCOBESBLUBICLDONT
EREENEBLAEN OB LTHEL .

3-4. BB

BHES. 7. NB&LT4EE 1 BB T, BECH2EFTEARERBL, AEARER
HE5—1~5—5EUAETRLE, BRESHEU6T, FRBICTHREDLRIZLY
EC..,NEETEEM-lcl BRI, BRRCTHREENRERE SN, RAERE, BRAERESF
HEN RSO EYELEEREFEATHE Lo & &Y, ERTELH>KEREOVEDLE
LC=a— r3hLy FOZBEZONT, RBOKE, FHBCTERLE=Za2 -5
Wlw FEMICHE L= 2— 5Ly RERELTHREENES, HELTHITRERE
Ny Ehi, LiL, HEIOROBETE, BLERECLOO, fiEREFAHRLER
NKELhTWACEhD, BRTEAN > KERKEREOEBAERPEMATEORNTE
MOERKEDLIBOEELZLNDS,

BHECOIRD 1 HBEEC, DERECHENS - LALHBRBEREL, HERLAK
DEREE,

BET. HBLUAE 1 BBOBBEEINTIE CooiMiEB LK1 4 —F —RE Y,
ﬁﬁmﬁ%ﬁﬁmﬁhﬁﬂﬁiX%ﬁ%i%ﬂttmﬁﬁﬁ%%ﬁbto%@ﬁ%ﬁ#?&
HZED EAROERNBONT, KEHEEZCEAPPEENEVNSOD, BEATO
BEENZHONEIELYERELHBELEZO N,
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TH, AEBREHEEDEHMRECEREL--D, BohkEREILTT —yMANO RS
L.

4. YRS RAF Ly FMEBEEROMBERBLIUER
~EBEOREIEELLELN, ENRZRE6WITCH- .
. BERBLBIIENESR

Sa—bhZALy FRYAAEBEFAHFOBRAILT, SEBICETI3EBEREXRTICR
Lo 7, SLSZBCERGDOFERSRE, EC.omE#M. EC:BEHE. E C:. Fg#,
FERZE. THEBBIUTHRAEZERB IR L.

4-2. WRROLEE
FHABERLEHAREROSS, REMNIEL LR B I BB OTHERERI R
Lico ZEEHERFIL0.010 ~0.616 THYMA LUTILNE->-THEYBBTROBERELE LU
EHHEEFECROELEREI N,
THE, BRECLTERROBUROBMEERFLOVILEXRBEELERBERELLUEN
LRETOTHE - FERE - THEHEXRI0- 1 ~10—-5 KR LI,

-3 BERBHOHR

ﬁﬁ:éz@ﬁﬂfﬁ‘lmlfa‘?*’éﬁeu ER2ICR LT, HERIIE 0.091~1.378 TH - T,
REDEHRBEIOHNTIEREZ, RETONASYERXEIho k,

EHI, FHRAMEAEEZOBOHABEETRIICRT. TOERBEMERE 0.891~0.98
THYRNHBEEERLE, B8, ERCOBELD L ODOLWTHREENZONEN > T8
BRMLTHEL

5. Za—-FINLy FRYRASEBEI VRSN LT Ly P EEEABOLE

. BEERTORBRERHORR
BERBORBEHERI2ZICR L, BIEENEBICIREOKEB LBEEORTICCEY
1. 8BOENBoTc, =2ty FRYAHFBOXEBREBEGNHORESE ME
30.28~1.974 L EBZBHONTCHOOEHEHEIENE 0. 114~0. 28 HBMHEELHE
ERTWN, £, BEXUKESLSOE Csofdid 112~217 w/ mI TEHBEME 0. 052~
0.115 LFBLROLVBREERLI. REIC, USRS F Ly FEBEESROERES
BtxRMEarE L3R ERMER 0.205~1.701 cBHABHONELOOEHEY
(F 0.132~0.300 LHEHRELT IV, £, BHENEHOMIIE 130~223 w./ nt TEHE
L 0.052~0.103 ERVLWEREETRLE, 8, JUXFNNLF Ly FRBHIC, HME
BEEB L EREA6EIP2EETH > -0, HEREOEECLIHBEE O
BihhoboLBbhi,

5222 FSHLy FRYAHBEBRETYUITIANRALAF Ly PEBEIOERE
— 5 —_



AHXB Tl — FSHLy FRUAHRBRTOFEBORIL I VI MLy FREERCL
USEET A EEEALBTLE, BEZEDE CsoMOEEE X UHALMA#HRAKL OV
TE3IERT, 772 L. E Csofliat 10000ug/ml Ll E QKIS T 100000/ m & LTEHE
Ui, BERBETZELDE C BORBIEVTEIEREERL, ECooEOHEMRURELN
HESBICEELBLWHEHENRBD O, GH. JYRIANRXLF Ly FrEETH. &
ERECEBEECZRECESCIRICAENAELHE-REBEN _ALEERTHESN
Hot,

6. DraizelBFIMHEHBER L O ORE

6-1. RPMEHNBOBEER Lo HEORT

ERNEEROBRERE =z — FSA Ly FRYAHFRBEREOIGER, in vivo
TW%?%&EHtlZEﬁ@ﬁB‘MVHmfﬁiﬁmﬁﬁéﬂtgﬁﬁtohfﬁﬂb
oo in vivo MRS L Cin vitroTRIF LA W ZEIIFEI4IC, BBEHMERIZ/CKRT. #
BREEIL-0.883~-0. THTHYMNCHEORLRIM>T-OD HBEAKETORTH S CTHMEARE
L0.883TH o Tco Hfo. MBEEM-0.SUTICE >0 2 4BEEETAUCHOBERR
FEQD2HAOBTH o 1=, THDOREEMICOVTRIZICRY . MAHBERIL
0.580~0.376 THVY. WFhbHFTYRLHBERIS AN N, TOHRTERORM L
DOIEBRTOHMFER S TEMTIEERKE 0.580TH - o

CEOERELYHBEEINSERARTES, 24BNFESELTVAUCEERSLTS
COMECR{HRTEoEnELILNE, UL, RBLELIBRKDOSS 1 BECHON
AR RNERETH-1-OT. COEROAT inviveb OXHRHZTMT 5 - LXHE
BThaLBbhd,

HYRGIVISL ALy PREEERBEOFEBEC OO TCHEBRTRIEREEBIL =2 —
FSWLy FRYAHEBEFABROERTH o I

s, SEEOBRSEMOBA L6 EE (&KL, 6. 9. 10, 16LTI2) 558K
B, 1B LXU1ILin vivo _10%®E%ﬁf$6%®®in vitroCHEEENEHR ZhEh- 2l
H, Bk6., 9., 12i&in vivo T 10%OAHTRAIINELOTH - LD THB, BIED
IBREDS BEREIVBLTIIOE Csolld 10000y /miLlEERBHENT <. in vivo 10%
NEEEHNB L. BEOSHEEG6, 121&in vivo 100 $OER L In vitroDERM T
WHETEbOD, BRI Ein vivoe TRELAERFA LG > KICEhID BT in vitroT
(8 D BB LT

6-2. RFMES 1 HEIRIC & BB ,

—a—FSly RRRYALEB S in vivo LOXBHEICOWTHMEBERERA L. &
AOBEFESE—HE L TERERAEEE L& S5, ERXIEY=-26. 994X logX+88. 705
(r=0.883 ) T# 570 in vivo DV EDDEEELTYRIGERALLBAD X DEES53
7.6 HEHEEINDB, X=537.6 . Y=15&LCRATFLEBAOEREOAFHIERID LS
i3,



Ko, H4DOHERENSDraized{BORKERFE SO 1 SHRICE T IHBEERISCE
O, 155 TELHIES, false positive-t HHI NI HON 28 (BE165&
U15) THY, false negativeSEEE N b 0N 1 8k (BEE13) TH o1

TGURINNRAF Ly PREEERTCRERA ILY=--26. 065%10gX+85. 863 (r=0.882 ) T
HY, YE15ZRALCESOXOEE523.2 d#ETEIN 3. X=523.2. Y=15&6L°C
RATLICBEOREOSHKREASOES LB, £, HS50EEMNOTTOHETLH B
E, Za- I Ly FRYAHAHEE2CRAUERILE-> I,

CHoDERIY, =a—FSW Ly FRYABEBEIUCI YRS AF Ly biEE
HEBEEIn vivo BRETHELE0IZIBEDDO 6 BETH Y, false positiveld 2 ik,
false negativeld 1 BETCH > 1=,

7. REEHERR S OLE

FNRYF-2 a3 TCHS | RCHERBICLEZEHRBOMICHe La—MT T, CHL—
CV, CornePac kDIENRBMEIITND, ThoOBERERGICET &, Fi-,
DraizefR P MERABO B KERFRESLFTAERLOEEERIGIRLT,

BRELY, IRBERLLCHBORBOLSEEEFACTHY, WThOFETERLT
bHBEEEEBROE RS Draizel BRI MR EOWNDHERFRKIC LI LEMTES, false
positiveDBRED S HE 4AHBEICHABL T BE 1 Din vivo TOER M SRER (I,
NEICEBE10%I-THIdTH 12" , Fio, false negativedD S B ARBECHTBLT
WK, XRICK S &ESevere (ELBMBREIIFTE) THo='" , SO &LV, H
HHEARCHBEL TR (FHOEBL) HEINIRENEETIENTEIAT, Xk
O false positivea"a‘ckaalse' negative® k(L X TCornePack &—FH L=, —OERHL
CCERAEREBCI T FABRAXOHEBERA N CE YO 2 E- R TRBBOBETHRLT
WA EWHBTES,

TE, FABREEEBEREEX, in vivo LONBHETRIERERIED BH - -5,
BIFES ] SRC LIRSV THHe LalocRWTHENM S T,

"\ 8. Fobra—AHELOEAL v F

SEHORBTH=-x— FSA Ly FRYALRBLES YRS MNAF Ly PEEHSRE
EHICRELEYR, HBRRELEOThLERRACEAERLES OSBRI —FDEEE
BIhEIRrOWEBERZS, T, FHABR TR, —XNXUF -3k UEEL, ECsHHIIC
FBREFRAL 1.1~ 2 AR - RISHB EOEZER0% ~00% IcRMEH 3 SAY . Mo
BOBRIRICEDS B 1 SRABZCENEELVELEREY, AREEZ CHELRBRERFL
ERENEXREL>TLEofce ZRMYF— 23 »Tllcoculture® A Y o FTHBEwA
070~ FETCORKERNARLSEEN L, ENECHE-REBBIHTEHET
REREAT IR EET A ENEELWEEZ S,

BEH. Qality Control O—RELTCSHEDT ¥ ELHELBRIL TS ORENEE Bt
HEONTYFECONTEEDTHEDN, SBEDICHEERALT S LARBERF

— T —
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fﬂ&ﬁwﬁmﬁ@LTué%@@Kﬁﬁ@%mtEmﬁintutm‘ﬁ%mmmm%ﬁ
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S RCERICLZERES Eﬁ&%ﬁﬂ&ﬁﬁﬁ@ﬁﬁ%tbTEETééT?ﬁﬁm&é

hkottb‘hmemmhw¢hmemmnwﬁﬁﬁb\%mﬁﬁﬁiﬂ%fﬁé &,
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<BEXW>
1)Y. Ohno, et al, Toxicology in Vitro, (in press) (1994)
9)H. North-Root, et al, Toxicologyletters, 14, 207-212 (1982).
2H. North-Root, et al, Food and Chemical Toxicology, 23, 271-273 (198%).
DR. B, Jacaruso, et al, J Toxicology -Cutaneous and Ocular Toxicology,
4, 49-58(1985).
5)C. M. Hutak, et al, J. Toxicology —Cutaneous and Ocular Toxicology,
5, 143-161(1986).
ERE—. AR, BAEE, aESHSESSE, 13, 203-210 (1989).
Uﬁ*ﬁ?\ﬁﬁﬁ¥‘m$ﬁﬁ~E$&ﬂ%ﬁﬁ#%%‘1&ZH{NCWWL
8)H. I tagaki, et al, Toxicology in Vitro, 5, 139-143 (1991).
9)J.H.Draize, FDA officials of US Austin, TX 46-59 (1959)
IDEE 2. B1RAUF—Ya vBRERES, (1993
11)D. Colquhoun, ¥ ITE ALY
1DEBEE. EMEsHFEARN
13)Toxicology in Vitro, 3(4), 329-334 (1989)
14)Registry of Toxic Effects of Chemical! Substances



R2Za— bS5y RRUAZHRBOSERICETSEHROECS 0E—8

ik HEA B HEC HRD HEE W HBHG
1 250 288 195 290 325 310 230
260 | 296 ___ | 225 | 288 ___ | 315 | 295 | 230 ____
255 {(MS) 292 (E) 210 (MS) 289 (E) 320 (M) 303 (D) 230 (D)
2 9325 ' 4364 12200 4600 6200 12000 23000
3082 | 3916 ___| 11800 | 5400 | 5000 | 12000 | 13000
11204 (M) 4140 (M) 12350 (M) 5000 (M) 5600 (M) 12000 (M) 18000 (M)
3 240 235 305 390 355 300 380
L T 242 | 295 | 380|315 | 335 | 385 _____
255 (M) 238 (M) 300 (M) 385 (M) 335 (M) 318 (M) 383 (M)
4 880 895 1600 1490 14C0 1320 1400
I 870.___ | 1450 | 1300 [ 1200 | 1400 | 1400
900 (M) 883 (M) 1525 (M) 1395 (M) 1300 (M) 1360 (M) 1400 (M)
5 320 600 080 310 485 395 >600 ¥
.30 | 578|680 | 308 ___| 600 | 465 | >600 3B _
320 (MS) 589 (D) 680 (MS) 354 (MS) 543 (MS) 430 (MS) >600 (MS)
6 22.0 50.8 30.0 72.0 38.0 60.0 >100 Lk
230 | 497 | 330 | 840 | 480 | | 690 ___ | 2100 58 _
22.5 (E) 50.2 (P) 31.5 (E) 78.0 (E) 43.0 (E) 64.5 (E) >100 (E)
7 247 587 730 3400 115 220 135
299 | s81.___ | 580 | 3700 | ws_ | 262 | 140
273 (MS) 584 (D) 655 (D) 3550 (MS) 115 (MS) 241 (D) 138 (D)
8 0.45 1.45 0.98 2.65 1.20 4,50 3.10
I 102 | . 0s0 | 285 | 135 . | 390 | 130
0.45 (M) 1.24 (M) 0.94 (M) 2.65 (M) 1.28 (P) 4.20 (P) 2.20 (M)
9 128 126 194 180 200 305 150
oy | sz om0 | 150t 180 | 1aa | 230 ____
119 (D) 132 (D) 182 (D) 165 (D) 195 (D) 225 (D) 190 (D)
10 |>10000 >10000 > 10000 >10000 8000 >10000 >10000
210000 ___|>10000 __|>10000 _ |>10000 | 8800 _____|. 210000 '[>10000
>10000 (MS) | > 10000 (MS)| >10000 {MS) | >10000 (MS)] 8460 (MS) |>10000 (MS) | >10000 (MS)
11 6940 >50000 32500 492000 44500 27500 28000
.. 6952 _1>50000 | 31000 | 46000 137500 | 27500 | 33000
6946 (M) | >S0000 (M) 31750 (M) 47500 (M) | 41000 (M) 27500 (M) 30500 (M)
12 |>10000 >10000 >50000 >10000 46000 >10000 >10000
210000 ____|>10000 __ |>50000 __ |>10000 | 40000 | >10000 ____>10000 ____
>10000 (MS) | >10000 (MS)| >50000 (MS) | >10000 (MS)| 43000 (MS) |>10000 (MS) |>10000 {MS)
13 1109 882 1860 1700 1070 610 2100
B -1 696 ___| 1700 | 1650 | 2100 | 530 | 1950
1158 (M) 789 (M) 1780 (M) 1675 (M) 1585 (M) 570 (M) 2025 (M}
14 630 630 940 1000 1270 140 1700
870 | a1 ___ | 1150 | 3 760 | 1270 | 190 | 1150 -
650 (M) 546 (M) 1045 (M) 880 (M) 1270 (M) 165 (M) 1425 (M)
15 180 76 375 310 2585 265 400
.67l 80 | 40 | 312____ 4280 | 296 | 330
174 (M) 78 (M) 398 (M) 311 (M) 288 (M) 281 (M) 365 (E)
SL S| 17462 = 170.50 + 14962 * 176.67 = 194.60 + 152.18 * 162.58 &
17.93 n=13 9.63 n=5 10.71 n=13 16.07 n=3 | 18.94 n=5 10.84 n=11 7.53 n=12

LR FEHBE 2ET-4

T ZEBOEHE (pg/ml)
TEREFLRIEERARE (M-iEih MS--8Hh8S% P-PBS D-DMSO E-Ethanol)




#3

Za—-brIibby KBRURAHZRBOFZRBROE LD

Bk 28 B ECSOMIE(E | ECSOREE | ECSOETY | g | TRHREL | THIRE |REW
N R {nwg/mb {pg/ml) {ug/ml) SD cv
1 1 M 320
2 MS 210 250 230 28.3 0.123
2 E 289 292 290 2.1 0.007
2 D 230 303 266 51.6 0.193
7 iM+MS+E+D 210 320 271 41.0 0.131 4
2 7 M 4140 18000 9760 5060 0.518 12
3 7 M 238 385 316 57.0 0.181 6
4 7 M 882 1530 1250 257 0.204 10
5 S MS 320 680 465 147 0.317 >GO0IT T SR
i MS ' >600
1 ) 589
7 MS+D 320 >600 486 141 0.290 7 .
6 5 E 22.5 78 47.9 23.0 0.473 >100Finm oot
1 E >100
1 P 50.2
7 E+P 22.5 >100 48.0 21.0 0.438 2
7 3 MS 115 3550 1310 1840 1.480
4 D 138 655 405 253 0.625
7 MS+D 115 3550 794 1230 1.550 B
8 5 M 0.45 2.65 - 1.40 0.91 0.607
2 P 1.28 4.2 2.74 2.06 0.752
7 M+P- 0.45 4.2 2.00 1.00 0.5C0 1
9 7 D 118 224 173 37.0 0.215 3
10 6 MS >10000 13
1 MS 8400
11 6 M 6950 47500 30900 13900 | 0.450° 13
1 M >50000
12 6 MS >10000 13
1 MS 43000
13 7 M 570 2030 1370 543 0.396 11
14 7 M 165 1430 856 439 0.512 g
15 6 M 78 397 255 112 0.441
1 E 365
7 M+E 78 397 271 111 0.409 4
SLS 7 M 150 195 170 15.0 0.088
F1  F-ARTRTLEITYEGORTFELTRELL,
$2: ECS50{EMI0000ug/ miLLEIR, B—IEEIE LT,
4 Za—-kZILLy FEY ABRHBOFTHE S L UVEXBEROER R
BE|A B C D E F G
Bk
1 0.113 (7)[0.111 (3)]0.147 ( 7 )10.032 ( 3 )0.157(5)_0.329(3)0.110(5)
2 0.223 ( 3)(0.093 (3)0.122 ( 4 )| - { - )0.114(3)0.246(5)0.442(6)
3 0.084 ( 4)|0.339 (3)]0.173 ( 5 )|0.142 ( 4 )|0.097 ( 4)|0.163 { 430,099 ( 5)
4 0.092 ( 4)(0.290 ( 5){0.158 ( 9 )| - ( - )0.122(5)0.324(8)0.036(4)
5 0.108 ( 5)[0.205 ( 3)|0.106 ( 6 )| - { - 110177 (30292 ( 5)] - (-)
6 0.174 ( 6) - ( -)0.279 ( 3 )| - (—)0.311(5)0.325(4) - (=)
7 0.510 ( 6 )]0.342 { 6 )|0.524 ( 10 }[0.160 ( 3)]0.332 ( 4 }[0.638 (3)]0.523 (7))
8 0.022 ( 4) - ( -)loz2s8 ( 4) - (- )0.45‘1(4)0.378(4)0.519(6)
9 0.164 { 33| - (-)lo458 ( 6 ) - (-)i - ( - - ( -)i0.282 ( 3)
10 O | R G | Y R ) I G | R G ] B (- - (=)
11 0.484 ( 4) - ( -)j0.300 ( 8 ) - (- }10.096 { 3 )(0.074 ( 3) - (-
12 N ] I G | B (R 1 A YA G 10 I Gh ] I (-)
13 0.082 ( 4)(0.334 (5)10.245 ( 8 y[0.182 (3)[0.219 (7)) - ( -)[0.088 ( 4)
14 0.284 (13)10.338 (4)(0.288 ( 5 )| - { - )0.186(3)0.640(3}0‘245(3)
15 0.232 ( 6 )|0.288 ( 3)]0.384 ( 10)|0.044 ( 3 3)[0.210 ( 5 }]/0.395 ( 4)|0.103 {6)




R T |

8]5-1. ERRORKOBRSEETSUIC= 1 — FEAL Y FRUBAZHBOSHERE SEHBEE

H#{ENo. 1
R A ] C C E F G
Bl B I&/ = 124 TH/=) DMS O DMSO DMS O
WREH FMHIDM S O - = - = - -
ISTECS0> 1 mg/ml
EMFE SHEEH— 37T 42 33¢C ICHATEAMEE
BRG&KG 5% BN BE -85 (] R L R
FHilzE | &ERAE 1 _mg/ml 0.6 mg/ml ©.35 mg/ml 0.76 ma/ml 0.5 mg/ml 0.6 _mg/mi 0.4 mg/m|
PH 7.00 7.00 7.50 7.82 7.00 ) 8.01 7.20
FORWRR| >1000 (10) 17¢ (10} 340 (10) 440 (10} 305 (10) 320 (10) >100  10)
: 397 (10) 225 (1.4) (10) 390 (10)
FHBER (D 250 (++) [© 2878 (L) | 195 4.0 D 290 (%)@ 325 (1.1) an @ 230 (1.1)
@ 260 (+4) 1@ 295] (L @ 225 (D) @ 285 () | 215 (.1 a1 (@ 230 {1.1)
BAKMER (@ 220 (++) [@ 3514 (1.2) |@ 185 (2 @ 305 (+#){® 245 (LI |@ 515 (1.3} |@ 250 (1.5)
@ 270 (x+#) @ 260 (1.2) @ 270 (1.1) 5] 210 (1.2}
® (% %) ® 265 {i.1) & 280 (1.2)
®: (* %) (0] 195 (1.1 ® 245<x<285(1.1)%
@ (* %) @ 210 (1.1} @ 220<x<260(1.1)+
T 234 312 219 294 276 373 240
L W 26.4 34.6 32.2 9.3 434 122.8 265
T 0.113 0.111 0.147 0.032 0.157 0.329 0.110
H&ENo. 2
.4 A B8 [+ [»] E F G
By 1= i ) [ 18 gH =i
FERER - - Z - - = ~
BNAK 37°¢ 37°%¢
BRI = BN BN N BN e p:1
PHEIZE | #EmR 20 mg/ml 10 mg/mi 50 mg/ml 8 mg/ml 25 mg/m} 14 my/ml 50 mg/ml
PH 7.90 8.00 7.30 7.72 7.20 7.81 7.20r7.4
FIRE AR >10000 (10} 3470 (10) >10000 (10) 5500 (10) 40C0 (10} 5600 (i0) >10000 {10)
FREER (DI9325: (++) : (1.2) ) P 0.2) o (1.5}
G 0828 (+ %) @ FIre00 (1.3) [£2] 1.2) (@ (1.5)
HMHBEZR @ 8841 () 14800 (2) - - @ &) (2)
30 (1.3) @ @ (1.5)
] ® (1.5)
® (1.5)
Fi4K 10416 4335 13725 5000 5500 9640 14850
HEEH 2321.5 405.3 1668.1 ~ 624.5 2371.3 6565.3
E3 0.223 0,093 0.122 — 0.114 0.246 0.442
HEHNe, 3
14 A B [ D E F G
it L] mip B e i igih i
BiEH = = _ = — _ —
BRI 7t 37T
ERGG BY BN Bl ER AR EN R
PHRE | BXEME 1 mg/ml 0.5 mg/mi 0.5 mg/ml 1 ma/ml 0.526 mg/ml 0.4 mg/ml 0.7 mg/ml
PH METhE 8.00 8.60 7.90 B.65 B.16 REFE
FMEMER 27 (10) 300 (i0) 350 (10) 470 (10) 285 (30} 285 (10} 260 (10)
230 (1.4}
@ 305 (1.1) (@ 390 (##)[@® 355 (.0 |© 0 (.3 @ = (LD
@ (1.1) | 380 (##)|® 315 (L.1) |® C 00 @ 350 (1.1}
IEBINE ISR @ 5 0. (@ 350 () [®@ 355 (1B |@ 238 (1.3) & 440 (2
@ 230 (+%) @ (13} |@ 280 (s4) @ 400 (L1)#@ 460 (2}
® 430 (2) ® 350 {i.1) |® 370 (i.1)
T 263 296 330 350 329 306 407
mEmE 22.2 100.4 57.2 49.7 32.0 49.8 40,2
SR 0.084 0,333 0.173 0.142 0.087 0.163 0.099
By pg/ml () ~EBRAHE

ECSOM--¥MIF i, MIBETFR%M2 0~ 8 0 %ORIECSOMEIRA T I SL AT NS
o REWLEER SRS, WS, AHOAGIEELY, ECSOMBAVFORBTT—S £ RAL LBE,
* + - BREMQULUN OIS



552.§ﬁ&®ﬁ¢®ﬁﬁ%#E5UC:1_$3wVVFﬂUﬂ&ﬂﬁ@*ﬁﬁ%*tﬁHﬁE%

HikNo. 4
b0 A B C s} E F G
T i iEh 12 ) B L 1aih
HRER - - - = . - -
BRAE irc - 40T arc 37°C (T - 37T
ATHETE )
B BR BN BN BR R 3 AR
PHEE | BERE 2 mg/ml 10 mg/ml 2.5 mg/ml 6.5 mg/ml 2.5 mg/ml 5 ma/ml 3 mg/ml
PH 7.60 7.00 . 7.20 735 6.60 8.05 7.00r7.2
R R 1244 (30} 1020 (10} 2000 (10) 3400 (10) 2850 (10) 1450 (10) 2100 (10}
1100 (1.4)
AR (D 895 (1,5) [@i: ;(1.1) &) M 1320 (1.45)
@ 870 (1.5) l® ¢ (1.1 @ @ 1400 {1.45)
EMEBER | @ L1078 (1.5) @ 2) @ 2000 (*3)%|@ @ (1.6}
@ .5 @ AR} ® @ (1.6)
E(1.5) 1 (1.1} & 0 (1.5
B 1.15) ® - (.5)
d (1.15) [0} (1.5)
@ .1 @ 1260 (1.5)
@ 3 (1.15)
F1ik 910 800 1305 1310 998 1375
WIERE 84.1 231.8 - 159.7 322.8 50.0
EEER 0.092 0.290 - c.122 0.324 0.036
BENo. 5
ol A B [+ [} £ F 5]
B tash DMSO iz 181 i5lh 15 [
PATEEL - - - - - - -
EMAE 37CoRIRY— SHIF— — Eik ERyTd VAy T & <R
BRRE oa% SRS hRE SLEaFHRT ny [ 2% 0y
PHAE | AMAR 1_ma/ml 1 _mg/ml 1 mg/ml 0.8 mg/ml 1.05 mg/ml 0.6 mg/ml 0.6 mg/ml
PH 7.50 878 -10.50 8.52 7.20 8.67 7.50
FIREUARER 339 (1) 291 (10) 380 (10} 315 (10) 310 (10) 350 (10) »100 (10}
425 (1.4) >1C0 LB DB
R THE
HRWER (D 320 (#3%) L (L2 | o (1.2) 0 (% %) S (1.2) [T >600 (L
@3 (1.2) |@: Y (1.2) (@ 398 (2%} c (1.2) [@ >e00 (.#
AMERER & (1.2) |@- (1.15) - 1.6) |® >33 (2
@ . (.2)8 @ (1.2) (1.4} 1@ »313 (2)#+
& S 372 (.20 @ 2) .4 (@ o (L
® 50 0.2) @®: g (.)#
@ (1.2)84
® {>1000) (1.2)#
HE @: !
HHIZIHILR
T 340 527 663 354 503 337
IR 36.7 108.2 70.0 — 88.9 98.3 —
=hiiEy 0.108 0,205 0.108 — 0.177 0.292 -
N, 6
il A B [ D £ F G
B I8/~ PBS &/ =) E &/ = Ty =N LIS/ =5
HiRE A - - - - - - -
BREE 37T 37'C — I7CBEE P - FHAMER
BN us BN [Tt [LES [ BN ERER
PHAE | BEAR 0.1_ma/ml 0.1 mg/mi Q.05 mg/ml 0.08 mg/m! 0.105 _mg/ml 0.1 _mg/ml 0.1 mg/ml
PH 7.50 7.50 9.20 7.93 7.00 7.89 7.0017.2
TIMEEIER _ 3400 32 (o) 29 (10) 49 (10 21.5 (10} 31 Q0) 72 {i0)
S0 (1.5)
HbiER O 22 (&%) (1.2) @ ¥ (1.2) (1.3) @ >100 (.2
@ 23 (% #) (1.2) 2] (1.3) (1.3} l®  >100 (2w
BMEAR |G 20> (* &) - (2) @ % (1.25) 1.3) |@ a4z (1.5)#
@ 26 (% #) ® 65 (1.4) 1.3 @ 41 (1.3
@& Pk #) @  (90) (1.3
® ) (%%}
[OR) (k%) HEELUIERE
80=EC53 ek HHER
AR
Pl 24 50 27 78 46 53 >41
s 4.2 - 7.6 — 14.2 17.1 -
i bitid 0174 - 0.279 - 0.311 0.325 -
B e g/ml () iRt

ECSOMl-- Mt id, HMEEFERHN2 0~ 8 0 XOMICECSOEERATC ISLHLERA TSRS
ke BIEBRTA RS, INBI R, ALoXRLED, ECSOMMBAVWEFORATF~ L R L NS,
* 4 HIRBHR LIS DRSS



®S-3. BRROBRBOMBSEHELS fﬂl:::x RSNy FRUAZEBROFEBRER SBHBRHE

BiENo, 7
B A B C o E 3 [
B g DMSO DMSO =i i DMSO DMSO
MiREp FMEBDOMS O - - FINIRISDMS O FRE®OMS O - -
[CCECS0» 1 mg/ml 12CECS 0> 1mg/ml | IS TECS50>Tmg/ml
ERAE 37CSHIFH— 37c - ITCHES ARkt~ - =
. R
B a5 . b LR L8] £% X BRER
PHRZ | BA%BE 1 ma/m 2 mg/ml 1 myg/ml 10 ma/ml 1 mg/ml 3 mg/ml 0.5_mg/ml
PH 7.50 - 8.00 7.30 - 7.83 7.20 8.12 7.20
FiRuzR >1000  (10) 335 (10) 760  {(10) >1000 (10} D 630 (10) 470 (10) 340 {10)
. 370 (10l 2za ()
FEHMER (D (*4) o 00 (w %) D (1.4) ®
@ 9% (% %) 3] (%) @ : (1.2) @:
EMHBER D 465 (2) [6] L (k%) |@ (1.3) @
@ (% %) @ (+£)a8l®@ 133 (1.4) @
@ (k%) ® (% ) ®
®: S (k5 F) @ @
@ @
@
@ @
B 490 (1.5)#+| #HER®K, DMSO BRHBHRMHE (@
AT &2 0xEIyEHY
L | 286 635 3900 144 381 203
W 1453 431.1 624.5 47.7 242.8 106.1
b4 Dl 0.510 0.679 0.160 0.332 0.638 0.523
HHENo. 8
pict'd A 8 c D E F G
F7) B 1z mie Ty PES(-) PBS({-) [
MiRE - - ] — - - - -
BRI 37°¢ ~ — 37°C — ~ -
ERRE =R R Ed T T B ER
PHIE | B%mE 0.01 mg/ml 0.01 _mg/ml 0.005 mg/ml 0.008 mg/ml 0.02 mg/m) 0.0t mg/ml 0.1 mg/ml
PH 8.20 3.00 7.40 7.81 7.80 7.70 7.20
FimktszR 1 Q0) 1> (10} 1> Q) 3.85 (10} 1.85 {10) 100
. (2) 0.05 (10)
HRIMER [D HETTS) 98 (1.4)  [@ 1265 (5 4) @ @ :
@ (2 %) C L4 @26 (£ 4) 5 @) @
EWERRER | @ (% %) L (2) - 2y @
@ (%) (1.25) @
HERE L OHLR
T 0.45 1.24 3.13 2.65 1.09 3.21 2.59
L2 0,010 - 0.291 — 0.493 1.211 1,345
TR 0.022 - 0,258 — 0.451 EE 0,519
#:HNo, 9
8 A B C D [ F G
i DMSC DMSO DMSO DMSO DMSG DMSO OMSC
UiRWeh - - - - - - -
BRAE 37'c - = — — - -
BB Rty 8 Rt ER BR BR b}, 3
FHilE | BEAE 0.3 mg/ml 1_mg/ml 0.5 mg/ml Q.65 mg/ml 0.5 mg/ml 0.4 mg/m! 1 mg/ml
. PH 6.7 7.5 7.5 7.96 7 7.48 7
FMESER 484 (10} 92 (10) 235 (10) 380 (30) 250 (19) 85 (10} 300 (10)
. 3 180 (10}
RIMIER (1.4) as: (1.4)
. (1.4) L {1.4)
EMHMER - (2) (1.4}
(1.4)
{1.4)
{1.4)
FEigar 109.7 131.7 186.5 165.0 183.7 224.5 216.7
LEL-T] 18.01 — 85.40 = — o 61.1C
EBEY 0.164 —~ 0.458 — — — 0.282
Ml pg/ml () —-RIRALE

ECSOM- MMt 1L, MREFTRA2 0~8 0 ¥OMIECSOMEIRA T 3 SLLERATWDIRS
+oBHMOBERARAES, MBI, AEORELE, ECSOMER LWEORBTT— 5 2 EHNLHE,
* - BREMAHLUA DRSS .



®5-4. SRBOBREKOAVEHASLIZZ2— MLy FIY ALEBOFEBER SEEHBER

#WikNo. 10
il A B c o E F G
it B pii.] B A i i Bt
WM B/-ETTR I3/ C TN - - 15/-4TTF W WI-ETT 4K TFiK
NRSO>1mg/min | NR50>1mg/mihs NR50> 1mg/miDpE NR5O> 1mg/miA | NRSO>img/mind,
BRAER 37¢C - arc 37'C BERRS £l RF oy &R
Szt BEEER
BRELE [1 ] AR [13] : L [ L8] [ ]
PARGE | AEAR 10 _mg/ml 10 mg/ml 10 ma/mi 10 mg/ml 47.8 mgfml 10 mg/ml 10 mg/ml
PH 7.00 7.00 7.00 7.75 7.20 7.58 7.40
FimEER >1000 {10} >1000 (10) >1000 (10} >1000 (10} lx >1000 (30} >1000 (10) >100 10}
B >10000 (1.4)# >1000 (10)
FEmER (@O >10000 (2) @ >10000 (1.5) @ >10000 (2) [® >10000 (* %) @ >10000 (1.3) | »10000 (2)#
@ >10000 (2} @ >10000 (1.5) |@ >10000 (2) |@ >10000 (4] @ >10000 (1.3} |@ >10000 {2)#
f-bjceiiz ) - - - - - -
#PFRICKY FERETAN
T—HERY
i >10000 >10000 >10000 >>1Q000 15950 >100Q0 >10000
WRER - — — — _ - -
EDTE - - - — — — —
WéENo. 11
EN A B [ D E F G
R ) iz 13 [ 5 igit B
RREH - - - - - - -
BRAEE 37¢C - - 37'C B RER
RIS ER BN B® BW B BN BN
PHE | AEAE 20 mg/ml 50 mg/mi 5S¢ mg/ml 50 mg/ml 50 mg/mi 50 mg/ml |
PH 7.6 8 7.4 7.77 7.40r7.2
TR R »10000 (10) »10000 (10} >10000 (10} (10} >10000 (10) >10000 (10)
: (1.2)
*IER | 6940 (% %) |(D>50000 (1.2) |®@ 0 (1.2 ¥ (1.15)A 0, (.2) |® ;28000 (@
@ 6952 (+%) |@ 50000 (1.2) |@ @660 (1.2) 3. (1.15)r 6 1.2) @ : (1.5)
AmRSRR[@ 16262 (+*)} 1@ 36317 ) |® 2 - - 0 (1.2) -
@558 (%) @ 0.2)
® 50003 (++)+ 6] (1.2)
® (16442) (% +)# & (1.15)
@ 1.2}
#HEMN ® 12500 (1.5)
P 9428 36317 26163 47500 42167 28733 30500
megx 4565.1 - 7853.8 — 4041.5 2136.2 -
TREN 0.484 - 0,300 — 0,086 0.074 -
¥ifkNo. 12
p3.3 A B c i*) E F G
a1 b4, i) BT JE [ B B
RIREH - - - - - - -
BMRE SHIFH— ERyFa v B\ED 37c AF=—TF— [t e L <R
BRI B® A5 [15 ] P} ux L8] [LE]
PHlE | _AEAE 10 mg/ml 1¢ mg/ml 5¢ mg/ml 10 mg/ml 50 mgs/ml 10 mg/ml 10 mg/ml
PH 7.50 8,50 7.30 8.0% 7.20 B.09 7.40
Fmtiss R >10000 (10} >10000 (10) >10000 (10) >10000 (10} >10000 {10} »>10000 (10} >10000 (10)
¥ : (1.2)
MR @ >10000 ) [ >10000 (2) @ >50000 {2) @ >10000 (* %) {1.15)|{D »>10000 (2} @ >10000 {(2)#
3 >10000 {2) [@ >10000 (2) @ >50000 (2) @ >10000 (* %) 1.18)|® >10000 (2) @ »>10000 (2)#
EMBER - . - - - - - 3 »10000 (2)#
HLBRORABRED
fiE ¢/
TR >10000 >10000 50000 >10000 39833 >10000 >10000
WRAEE . — - - 6251.7 - —
EHER - - - — 0.157 - -
Hafir--- e g/ml () HBRAL

ECSOML--¥M I, MIBSETFREA 2 0~ 8 0 %OMISECSOME 1A T 3 S5 ERATH DS
BRI EBERHRAES, WEIA, ALOAGLEL, ECSOMELECBHTTF— L E R LIRS,
# & IR LIS DS



#5-5. FEBOBEORURALOLVICHIRBEREBHBER

HikNo, 13
JEis A B [ D E F G
B B 18 IR & B B igHh
=IRESR - - - - FRE®OMS O - -
IS TECSO> Y mg/ml
BEHE 37°C - — 37°C BEHRHE - -
BREE BN Bt P B8 B% e R
PHME | BEBR 10 mg/mi 10 mg/mi 2.5 mg/ml § mg/ml 2.5 mg/ml 5 _mg/ml 3 mg/mi
PH 7.60 7.00 7.40 7.76 7.20 8.8 7.2017.4
Ttz R 498 (10) 729 (i0) 1000 (10) 3600 (10) [D >1000 (10) 500 (10) 2300 (10}
B (1.5)
ERMER (D 1108 (%) 822 {1.5) [® 3 (1.2) P ) D 5A0700 (1.2) 3 (1.8) 100 (1,1)
@A 207 (% %) i6: {1.5) |® (1.15) (x5} @5 G (1.3) (1.8 |®=iasse (1.1)
BNEMER (@ 1306 (++) | (.5 [@ (2} (x4} (@ 0 (1.2) & 1700 (2)
@ (% %) (.5 @ (1.2) @ : (1.1) @ 2000 (1.3)
(1.5} |® {1.2) [©] {.n
® a.n @ 0; {1.15)
[} {1.2)
) (1.2)
Fik 1239 1000 1758 1517 1633 570 1938
MENE 102.1 436.8 430.1 275.4 357.2 - 170.2
i 1RET 0.082 0.437 0.245 0.182 0.219 - 0.088
#E&No. 14
it A 5 C o] E F G
by S B 1Bl It gt -3 iBih B4
=Ry - - - - — - -
BRAE 37°C . 37°%¢
BERRE 3 % B B BR B pa
PHEE | SWAR 10 mg/ml 10 mg/ml 10 mg/ml 3.5 mg/ml 5 mg/ml 5 mg/ml 10 mg/mi
PH 7.30 8.50 7.00 7.81 8.13 7.40
FsmER 586 (10) 507 {10) 1600 (10) 2100 (10) (10) 370 (10) 1900 (10}
P (1.5)
EHRER D630 (& 4) (1.5 |® (2) () (1.5) Y (1.8) . (1.8)
DIEETY (%) (1.5) |® 30 (2) L (% %) 03700 (1.5) F(1.8) - (1.5)
EMHRIER (@ 10003 (* *)% & (1.5) |[@ D {2) - - ¥ (1.8) . (2)
@5 1030 (++) |® 95 (1.5) [@ 2) )
© {1849} (1.5)#|® i (2) K
HE SR
FEE 777 488 B35 880 1147 260 1583
HERE 220.3 165.0 241.1 — 213.6 166.4 386.4
ERES - 0.284 0.338 0.288 — 0.186 0.640 0.245
##No, 15
fitd A B C D E F G
ity iBif B B B I B I/ =
RIRE R — - - - - - =
BeAE 37 e 37°C - 37°C - - EERINRER
RN Z% =% =% BN BR a8 B
PHUlE | BEER 1 mg/ml 1 _mg/m} 1 _mg/ml 5.5 mg/ml 0.5 mg/ml 0.5 mg/ml Q.5 'mg/ml
PH 8.20 7.50 7.80 8.07 7.20 7.82 7.20
TRtz 292 (1) 227 (10) 300 (10) 470 (10) 400 {10) 300 (10) [=® 430 (10)
FgER (@ ® 757 (1.5 {® 375 (1.2) [@ (% %) (1.1}
[GE ® 800 (1.5)1® 420 (1.2) @ (* %) ¢ (1.1}
ENmER |3 @ 1243 (1.5) 1@ 380 (2) [@1000> (%)% 350 (2)u*
@ ® 268 (1) |@ 335 (*+#) 146> (1.6)#%
@ ® (1.18) 130 (1.5)#+
@ ® . (1.1} 320 (1.5)
D (1.1} 340 (1.5)
® {1.25)
@ . (1.2} EENED LR
a - (1.1) prieicy]
Figil 184 a3 3319 310 291 348
ERE 42.6 26.9 13.2 65.2 114.8 35.9
Thhw 0.232 0.285 0.044 0.210 0.395 0.103
Bt ug/mi () —~RIRBLE

ECSOM--HAbI7 12, MBIETFEXH 2 0~ 8 0 XOMICECSOEAIA T A SLL AT SIEE
o EMEBERMALS. MEIR, DHOXELKC, ECSOMEELSORRTT—5 £REL 85,
* o HIES RIS DRSS



EC50(g/ml)

1 Za—bkIhly FRUAHRBRTORREILE .

100000
. > ¢ ¢ MERA
10000 % - _
) . * BB
X Xk
1000 7o Al # E
x x X 73 RS
)
100 * X e . FEER D
: i FEtE
10 Y
>;< *  FEEF
1 —3
. ¢ G
0.1 T T | S— T I T T T 1 | | T >X< E(E
2 3 4 5 6 7 & 9 10 11 12 13 14 15
BREES
£6 —a—hk3)ly KBYURAZRBOSEROEMHEEE
i T | MERA | JBHB | FEEEC | MERD | ERE | BRF WG | suRSNSAAF LV
RERHBTY
1 5 5 6 4 4 6 7 4 5
2 12 13 12 12 12 12 12 10 12
3 6 5 5 5 7 7 8 6 6 Y
4 10 10 11 10 9 10 11 7 9 -
5 7 8 9 8 6 8 9 10 7
<) 2 2 2 2 2 2 2 10 2
7. 8 7 8 7 11 3 5 2 10
8 1 1 1 1 1 1 1 1 1
9 3 3 4 3 3 4 4 3 3
10 13 13 13 12 13 13 12 10 12
11 13 12 13 12 13 13 12 10 12
12 13 13 13 12 13 13 12 10 12
13 11 11 10 11 10 11 10 9 11
14 2 9 7 9 8 9 3 8 8
15 4 4 3 6 5 5 6 5 4
THE & DIRE \
HERERE \ 0.981 | 0.975 | 0.980 | 0.971 | 0.946 | 0.879 0.924* 0.984
(Spearman) (0.631)

w5 - 6 RV THBEEZKRDLEDO

()

- FRIERTHMIEERDIEDD



R ZURINSRAF Ly FEABRESBRORHRICET5F5EROECS 0E—K

Bk HEEA R WEEED CORERE HERF H=EG
1 240 301.2 290 315 300 255
__.280_ 4 306.4 295 315 283 __...280 |
250 (MS) | 303.8 (B) | 2925(E) | 315 (M) | 2945 |  257.5 (D)
2 | 10343 5579 4300 7200 12100 32000
5148 ) 5116 5800 €300 12800 ___ [ __22000 |
12746 (M) | 5347.5(M) | 5350 (M) | 6750 (M) | 12500 (M) 27000 (M)
3 220 220.5 340 360 252 380
o240 2406 340 305 285 .38 ____|
230 (M) | 23055 (M) | 340 (M} | 3325 (M) | 2685 (M) 380 (M)
4 660 757 1150 1100 745 900
.80 ___ | ___767 1000 1050 675 | ____1%00 |
745 (M) 762 (M) ] 1075 (M) | 1075 (M) | 710 (M) 1400 (M)
5 250 621.7 245 380 265 >600 LR
R L 697.9 330 460 320 | . >600 i@
300 (MS) | 659.8 (D) | 287.5 (MS)| 420 (MS) | 292.5 (MS) >600 (MS)
6 20 424 57 35 33.2 SA<CX<T4 S
A 45.25 57 36 31 64 %R |
18.5(E) | 43825 |  57() | 355 (&) | s21@® | 64 (B)
7 284 14071 2900 95 643 140
A8 978.7 4400 100 325 4100 ]
381 (MS) | 1192.9(D) | 3650 (MS)| 97.5 (MS) | - 484 (D) 120 (D)
8 0.59 0.952 1.8 0.94 26 23
046 | 0.962 3.3 0.82 1.89 | 3.4
0.525 (M) 0957 M) | . 255 (M) | 0.88 (P) | 2.245 (P} 2.85 (M)
9 140 238.4 275 240 235 220
_____ 66____|__190.1 239 150 _Jdee | 220 ]
103 (D) | 21425(@) | 257 (D) | 195 D) | 215.5 (D) 255 (D)
10 |~10000 10000 >10000 6000 >10000 >10000 &
>10000_ | =>10000 >10000 >10000 >10000 | __ >10000 iR _|
>10000 (MS) | >10000 (MS)| >10000 (MS) | 6000 (MS) |>10000 (MS) | >10000 (MS)
1 6522 >50000 48000 36000 35000 40000
__nser__ | >50000 47000 29500 34000 [ 40000 |
6854.5 (M) | >50000 (M) | 47500 (M) | 32750 (M) | . 34500 (M) 40000 (M)
12 | >10000 >10000 ~10000 45000 ~10000 ~10000
>10000 | >10000 >10000 32500 >10000 | >10000 |
>10000 (MS) | >10000 (MS)| >10000 (MS) [ 38750 (MS) | >10000 (MS) | >10000 (MS)
13 1038 800 1700 300 810 1950
1258 | 977 1270 1400 850 ___ | ____1400 ___|
1148 (M) 888.5 (M) | 1485 (M) | 1100 M | 830 (M) 1675 (M)
14 770 579 790 1100 365 1700
910 | 539 1600 800 905 | 1350 |
840 (M) | 559 (M) [ 1195 (M) | 950 (M) | 635 (M) 1525 (M)
15 170 62.1 290 255 114 390
LA C S 836 ___ 290 212<X<256.6| 220 4 320 |
166.5 (M) 7285 (M) | 290 (M) | 255 (M) 167 (M) 355 (E)
SLS| 176.00 + 17478 + | 177.67 + |196.60 + 155.00 + 172.08 +
16.42 n=13 9.55n=5{ 15.04n=3 | 20.74 n=5 12.04 n=11 8.65 n=12
* HeC I CVik Bt

LB ARgE 2 mT—9

T : AR OTEE (ng/mb
THEIEL AR (M---igh P---PBS D--DMSO E-~Ethanol)




#F8 SURZNIAA Ly PREEZROEXSEBEROELCD

Erar N 2 3 ECSOMAEM | CCSORSIE | ECSOMEFIY | UM | ZEm R | T RIR{T | (58
N| &8 (pg/mi) {ng/ml) (pg/mh S$b cVv
1 1 M : 315 '
1 MS 250
2 E 293 304 298 7.99 | 0.027
2 D 258 295 276 26.2 | 0.095
& M+MS+E+DI 250 315 286 26 0.091 5
2 6 M 5350 27000 11600 8260 | 0.712 12
3 6 M 230 380 297 627 | 0.211 6
4 6 M 710 1400 963 272 | 0.282 ]
5 4 MS 288 420 325 63.4 | 0.195
1 MS =600
1 D 660 >600IL F i1 5 RS
6| MS+D 288 >600 392 159 | 0.406 7| =E(4/6)
6 5 E 18.5 64 41.4 18.7 | 0.452 BHOF— & DR
1 P 43.8 54T 41284
6 E+P 18.5 64 41.8 16.8 | 0.402 2| =#E(1/6)
7 3 MS 98 3650 1380 1970 | 1.428
3 D 120 1190 598 544 0.91
6| MS+D o8 3650 987 1360 | 1.378 10
8 4 M 0.525 2.85 2 1.2 0.6
2 P 0.88 2.24 1.56 0.97 | 0.622
6| M+P 0.525 2.85 1.67 0.99 | 0.5923 1
9 6/ D 103 257 207 56.4 | 0.272 3
10 5 MS >10000
1 MS 6000 12
11 5 M 6850 47500 32300 15353 | 0.475
1 M ' 50000 12
12 5 MS >10000
1 MS 38800 0 12
13 6 M 830 1680 1190 335 | 0.282 11
14| 6 M 559 1530 a52 364 | 0.382 3
15 5 M 73 290 190 851 | 0.448
1 E 355 AF— ROF—FDA
67 M4+E 73 355 218 102 | 0.468 4|212<x<256. 61285
SLS| 7 M 155 197 176 13.4 | 0.076
B F A E@TATLI S EFYBRFTELTAELL,
F2: EC50MA0000u g /mIB (X, F—IEfiI& LIz,

£9 SURSNAAA Ly PRENEBOIERE L UEHBEROENRR

BEIA B D E F G
Bk
1 0.128 ( 7 )|0.086 ( 3 }|0.044 ( 3 )|0.180 { 5)[0.342 ( 3_) 0.090 ( 5)
2 o275 (3)]0.148 (3)] - ( - )|0.084 ( 3)|0.281 ( 4)|0.466 ( 6)
3 10118 ( 4)10.274 ( 3)|0.127 ( 4 )[0.177 ( 4)10.234 ( 4)|0.121 ( 5)
4 0.146 ( 4)[0.339 (4)] - ( - )|0.222 (4)[0.275 ( 7)[0.316 ( 4)
5 |0.129 (5)[0.375 (3)] - ( - )[0.101 (3)[0168 (4) - (-)
6 (0208 (6) - (-) - (-)lo3rz(s)lo216(4) - (-)
7 ]0.451 ( 610307 ( 3)[0.248 ( 3 )[0.456 ( 5 )|0.494 ( 3)|0.616 ( 8)
8 |0263 (4)] - (-)| - (- )[0.454(3)|0.497 (4)[0.278 ( 6)
9 10352 (3) - (-) - (- )]0.278(3)|0.099 ( 3)]0.185 ( 3)
10 | - () - () - (-] - G - (] - ()
11 lo491 (4Y - (- - (- o3y - (-3 - (-)
12 S | EE G | I QR 1 [0 -4 B - 15 ] I G0 ) I G
13 |0.117 ( 4)10.134 ( 4)]0.151 ( 3 }|0.247 (7 ) - (-)0.184 (4)
14 10374 (3)[0.575 (4) - (- ) - (-)0.488 (3)]0.366(3)
15 [0.220 ( 6)]0.219 ( 3 )]0.010 ( 3 )|0.262 ( 4 )|0.571 ( 4)[0.326 ( 6)

O



R10-1. BRRDOI YRS ANAA Ly MRERREEHROFHBER S BHBRER

ECSOfli-3EM 1S, MAETFERN2 0~ 8 0 %OMICECSOEARAT 3 ALULRATHZRS

* k- BRESDHUSNOBS

e REREBFRRNALS, HEIR. BAEOXELRD, ECSOMERVEORETF— & £ RALILEE,

#idkNo, 1
J 10 A B D E F G
FREHBEE >1000  (10) 271 (10) 450 (10) 275 {10} 355 (10) 360 (10)
- 205 (1.4) 340 (10)
FHEER (O 240 (+%) [0 3012 (0.1} [® 280 (%#*) |[@ 315 (1.M) |® 300 (1.1} @ .
@ 260 {(*x%){® 306.4 (1.1) |@ 295 (x#) |@ 315 (1.1) |@ 288 (1.1 |@ 260 (1.1}
BNRBER | 230 {(+*) |® 3514 (1.2) |® 315 (*%) |@ 240 (1.19) |@ 512 (1.3) [® 270 {1.5)
@ 270 (%%) @ 260 (1.1} @ 250 (.2)
® 220 (%%) @ 310 (1.2)
® 220 (*#) ® 331>0226%
@ 180 (%) @ 301>x-205%
96 23] 320 300 267 367 269
EEmE 29.7 27.6 13.2 48.0 125.7 24.1
EEEH 0.128 0.086 0.044 0.180 0.342 0.090
BlENo. 2
i T4 A B D E F G
FiABmER >10000 (10) 5150 (10) 5300 (10) 5000 (10) >10000 (10} >10000 (10)
{(1.6)
FHBER |©10343 (+*) P {1.2) (1.3) | 12100 (1.2) (1.5)
@ CF *} {1.2) ; 300; (i.3) 1® 12800 (1.2) i {1.5)
BMHEMER (@ 9139 () (1.2) - - @ 10500 (i.5) (2)
@ 6300 (1.3) (1.5)
@ 42000 (1.5)
® 32000 (1.5)
Figi 11543 5828 5350 6967 10450 25500
EERE 3179.2 863.8 — 585.9 29411 11895.4
TREN 0.275 0.148 - 0.084 " 0.281 0.466
&N, 3
i1 A B D E F G
FRIRMER 21 (O 315 (10 480 (10) 300 (10) 280 (10) 300 (10)
240 (1.4
FHBER (® 220 (¢3%) an (@ 340 (k%) @ 360 (1.1) (@ 252 (1.1) |@® 380 (1.1}
: @ 240 (% %) (1.1 |@ 340 (##) (@ 305 (1.1) |@ fiHeBsE @ 380 (1.1}
BMESER (G 260 (**) 1.2) |@ 270 (% %) |® 355 (1.15) |@ 187 (1.3) |® 450 (2)
@ 290 (% %) @ 275 {% %) @ 335 (1.1) |@ 480 (2
® 370 (1.1}
FHiE 253 273 306 315 265 412
EIE(EE 29.9 74,9 390 55.8 62.1 49.7
RN 0.118 0.274 0.127 0177 0.234 0.121
il ug/mi () HBRALE




£10-2. BWHEOIURINACF Ly FRERXBOFHBEE & EFREER

HikNo, 4
i A B b E F G
PSR R 378 (10) 333 {10} 3250 {10) 1330 {10) 390 (10) 3200 (10}
720
=HRER |® (#) (D (#+#) |® 1.2) [ 745 {1.45) (1.2)
@ (+*) 1@ (% %) |® (1.15) |®@ 675 {1.45) :(1.2)
BNEEBRER (O k) 1@ (%)% |® .2y |@ 550 (1.8) (2)
@ (%) |@ 436 (1.5) @ 1350>x»1110 |@ 580 (1.5) (1.5)
{1.5) ®
®
@ 850 (1.5)
| 715 756 1075 1035 652 1325
ErEE 104.1 256.5 - 230.1 179.4 419.3
SERER 0.146 0.339 — 0,222 0.275 0.316
HiEiNo., 5
it A E F G
FRERER 466 {10) (10) 440 (10) 860 {10} >100 (10}
(1.4) >100 AN B
FEARE
FRBER (£%) |D Lk ok) 1.2y |® D (1,2) @ 600 (1.1)#
(%) |® (k) i (1.2) @ & (1.2) |@ >600 (1.1)#
ENRER Q! (%%) |@ - @ (1.6) |®@ >313 (2)#*
(%) @ 213 (1.4) (@ >313 (2=
(%%) ® >600 (1.1)#
® >600 (1.1)#
® (>1000) (1.2)##
(>1000) (1.2)#%#
©® (>1000) (1.2)##
HLBr #HERER
FIE 314 544 288 413 273 >600
eEE 40,4 203.8 — 41.6 46.0 -
EWEH 0.129 0.375 - 0.101 0.168 -
HfENo. 6
R A 8 s} F G
FRABEE 34 (10) >100 (10)# 48 (10) {10) 29 () 88 (10}
{1.5)
FBER (O (% %) [0 (% %) (1.2) [0) 54 (1.2W
@ (s %) 6 (%) (1.3) ) 74 (1.2}
ENHBER | @ [EXD] - @ (37.5) (x=x) {1.25) @ 44.4>x>100#%
@ (%) (1.4} @ 35>x>1008%
® (% %) ®  (88) (1.3)#
® (% %)
HRERELR #BERY Wk HEEERR
FHE 23 44 57 33 271 64
EinEE 4.8 - — 12.3 58.5 -
TEIER 0.208 — — 0.372 0.216 -
1 e g/ml () -HRDH

ECSOME--MF 1L, MAREFEXHS 2 0~8 0 %OMICECSOEERRAT 3 AL ERNTNSHEE

*-HARHBEEURSRED, WRER, ALOXEFEL, ECSOMBRLNFORMTT 2RSS,

* k- HIRENRILLN OB




£R10-3. FWJOI URSANAF Ly FREREAROIHBRER LEHBRER

ENo. 7
B3 A B D F G
TR >1000 (10} >1000 (10} >1000 (10} |D (1o 590 (10) 360 (10}
410 (10 i (2}
FHBEE D @ @ 2900 (*=%)|D .4 - LN o 140 (1.2)
@ 6] @ 4400 (%) |D (1.2) 07 1@ (1.2)
BIEREEE (@ 589 (2) |® @ @ (1.3) 0.7 @ {1.5)
® @ @ @ (1.4) @ 200 (1.5)
® ® ® ® 360 (1.5)
® ® | ® 233> (1.
@ 116> {1.2)%
125 (1.3)
@ 120 (1.2)
HEHIER H#EBRB., DMSO ® 62 (1.2)
TioiE 396 1410 4033 144 643 181
EEEE 178.5 432.3 1001.7 65.7 317.5 111.4
P e 0.451 0.307 0.248 0.456 0.494 0.616
BiENo. 8
14 A B D E F
FREBIER - (10 0.001> (10 1.8 (10) 1.55 (10) 1> (10} Qo)
0.077 (10}
FHBER (% %) [0) (1.5) @ (2)#
(% %) @ .5 |@: (2)#
BMEEEE (k) - - - ® (1.5) |® (% %)
(%) @ 1.5 @ (% %)%
® (* =)#
® (% )#
il 0.61 0.96 2.55 0.70 1.61 2.93
EEmE 0.16 — — 0.32 0.80 0.81
EEHES 0.263 - — 0.454 0.497 0.278
#iENo. 9
M A B D F G
PRI - (10} 113 (10} 400 (10) 125 {10 280 (10)
. {10}
FHBER (O ACED (1.5 [@ {1.4) (1.5)
@ 66T (k) { (1.9 |@ : 1860 (1.4) (1.5)
BIMRER (@ 20> (#*)% - & 250> (**)% - 233 (1.4)% 20: (1.5)
@ (k)
i 106 214 257 182 221 277
FEE 37.4 - 25.5 50.6 22.0 51.3
THES 0.352 - 0.099 0.278 0.033 0.185
Hftr--- e g/ml () &AL

ECSO{f- - iI 12, HMEFEXN2 0~ 8 0 ¥OMICECSOEFHAT I AULIRATNZES
- FHBOANRSRLS, WEIR, AHOARZED, ECSOMBANGNERTF—F £ ENLES,

* * - BREH R LA OES




F10-4. FRBOI VRS NNAAF Ly FREERBOIHBRER - EHXBER

Bf@ENo. 10 )
it A B D E " F G
FRERER >10000 (10) >1000 (10} >1000 (100 |% >1000 (10) >1000 (10) >100 (10)
>1000 {10}
HHAMER (O >10000 (%) [® >10000 (1.5) |@ >10000 (* #) @ >10000 ® >10000 (2)#
@ >10000 (%) [@ >10000 (1.5) [@ 10000 (**) @ >10000 @ >10000 (2)%
BB R - - Z = —
@ >30000 (1.15)#=%
® 10000 (1.3)
® >10000 (1.3)%*
HREEEIZLY HERETHER
. F=3ERY
Fiik >10000 >10000 >10000 19833 >10000 >10000
EEEE — — — - — -
EHEY — — - — _ _
WfENo. 11
i A B o) E F G
FrRHpER >10000 {(10) >10000 (10) >10000 (i0) >10000 (10) >10000 (10) >10000 (10)
FHEER | D (##+) [ >50000 (1.2) (% %) © 40000 (2)
[OF 7 (%) [@ >50000 {1.2) 00: (% %) 9500; @ 40000 (1.5)
ENEBER | @ 16404 (++) @ 43433 (&) - - - -
@ V7B7 (%)
F il 9475 43433 47500 33833 34500 40000
EEwE 4648 - . 707 3753 707 0
ZENES . 0.491 - 0.015 0.311 0.020 0.000
#iENo, 12
R A B D E F G
FlrERRER >10000 (10) >10000 (10} >10000 (10) >10000 {10) >10000 (10) >10000 (10)
23500 (1.2}
HREARER 1D >10000 (%) @ >10000 (2} |[@ »>10000 (+*) |[@ 45000 (1.15) [@ »>10000 (2) |@ >3100C0 (2)#
@ >10000 (=) |@ >10000 (2} |® »>10000 (%) |@® 32500 (1.15) [@ >10000 (2) |@ >10000 (2)#
BINEREE - - - — - @ >10000 (2)#
HLROBSRED
HEWaL
5l >10000 >10000 >10000 33667 >10000 >10000
EEEWE - — — 10797 - -
TREN — - - 0.321 - -
B ug/ml () fIRALL

ECSOM--@Mmit1d. WMEEEXH 2 0~8 0 %OMICECSOEEBAT 3 AU LRNTWSES
* - FEMOBERN RIS, BRI A, BIEOAEZIED, ECSOMBRVFORBTT—5 #RIALBS,
* % HINBEHOILLS OIS




FI10-5. BEREDIURIANA ALy FREBABOASBEE S EXBREE

HkNo. 13
Pt A B D E F G
FREBEE 484 (10} 507 (10) 2200 (10} [D >1000 (10} 460 (10) 1800 {10)
IE 1306 (1.5)
=HBER (@ 1038 (*3) [@ (1.5) (%) | Gh: (1.2) @ (1.1}
@ (k%) |@ (1.5 (*%) |@® (1.3} )] (.1
ENHSER |G (%) 1@ (1.5) (* %) }@ (1.2} - @ 1300 (2)
@ F (x%) @ (1.5) @ (1.1) @ 1800 (1.3)
® : (1.1)
® : (1.15)
Fiai 1202 848 1457 1239 830 1563
Siegs 140.9 113.4 220.5 306.5 - 286.9
b3 DA 117 0.134 0.151 0.247 — 0.184
WiENo, 14
e A B 8] E F G
FRERER 879 (10) 1280 (1) 2000 {10) 1100 (19) 540 (10) 1400 (10)
FHBRER (O @ (1.5) (# %) OE : (1.8) (@ 1.5)
@ @ (1.5) (% %) @ {1.8) |@ ] 1.5)
ENSRESR (@ 1000> (%)@ = (1.5) - @ (1.8) |@ 2700 (2)
@ @ (1.5) @ (1.8)#
®: : {1.8)#
#ER
TiiE 923 703 1185 950 797 1917
iEieEn 160.4 404.1 — — 389.0 700.6
FhhFE 0.174 0.575 — — 0.488 0.366
HiENo. 15
b A B D E F G
TSR 318 (10} 138 (10) 400 (10) 180 (10) 180 (10) 370 (1Q)
200 (1.4)
FRBRR (D P (k) i (%) : 1.2y @ : .y
@ EEA63 (3%) 0 (*%) r (1.2) |@: j20: (1.1}
ENEBEE (O 135 (% %) 10003 ()% (1.3) |® 240 (2)#=*
@ (* %) 295 (%) i (1.2) |@ 125 {1.5)&=%
®7 (% %) ® 270 (1.5)
® (% %) ® 320 (1.5)
HEREDXHNTE
BINISH
T 167 67 292 263 226 278
FiEEE 36.6 14.7 2.9 68.9 129.0 90.5
TMRE 0.220 0,219 0.010 0.262 0.571 0.326
Bifire- ug/ml () —HRAL

ECSOfE- #0715, MIIER®EXH 2 0~ 8 0 XOMIZECSOEE AT 3 SUERhTOSES
*EEREBRERMRES, HHI R, LHoXELiR, ECSONHAWFDRRTT—~ SR L =185,

* % o HFRELMBLLNOBS




EC50(ug/ml)

2 SURGINAF Ly PRYAHFERTORESFLLE

100000

. x . =
10000 X RRA
$ . .
1000 ¥— X *—* .
b ;!( ' ) * ¢ ERE
10 | . TI‘E-‘:'QF
1 % . RERG
0.1 T 1 T T T 1 T T T 7T

I | S—
1 2 3 4 5 6 7 8 9 10111213 14 15

REES

£11 SURIANAF Ly bRERRBROREHROMERERLE

s T | MERA | MREEB | MDD | MRE | HEEF | HEG
1 5 6 | 6 6 6 7 5
2 12 13 12 12 13 12 11
3 6 .5 5 7 7 5 7
4 9 9 9 8 10 10 8
5 7 7 8 4 8 6 11
6 2 2 2 2 2 2 2
7 10 .8 11 11 3 8 3
8 1 1 1 1 1 1 1
9 3 3 4 3 4 4 4
10 12 13 13 13 12 12 11
11 12 12 13 13 14 12 11
12 12 13 13 13 14 12 11
13 17 11 10 10 11 11 10
14 8 10 7 9 9 9 g
15 4 4 3 5 5 3 6
SiiE & DN
ARRERE 0.977 | 0.980 | 0.966 | 0.891 | 0.975 | 0.897*
(Spearman) (0.826)

% - RS RO THHBAEZERDIZDOD
( ) -~ LRIEMITHREEERDZDO



£12 ZBRBOSBREMGOLE

HEEA HEEB MeEC WD HWEE e F HERG
HIRE AR 17.3058(P420) | 16.405E1(P419) |20.28561(P421)] 1785RI(P421) | 20.3B5M(P421) | 20.385K1(P419) | 23.085BI(P418)
REZE~R not tested not tested not tested not tested not tested not tested not tested
Y e 27173 not tested not tested not tested 1% not tested 8% not tested
HESEOHEE (—) (—) (=) {(—) (—) (—) (—}
RA AT SXIFROHE not tested not, tested not tested not tested (=) not tested (—)
1 OERHEEL Verofilxm0v5 ANEZR MBXREE
DNA#ER R
NERBE Model3550 MPR-A4 MTP-32 NJ-2000 Emax MPR-A4i MPR-A4i
{—P8 Biomek)
BiEx Bio-Rad HY— (%) JOFRME (#) |AF1 o — A E| Molecular Devices WY — (#) kY —(5)
_ {28 BECKMAN)
| HEES(nm) 540 540,7415 540 540 540 540 540
)"z‘ NROEE T FIRSAFRY () |MARRTE (1) GIBCO  |MuMe® T3 () |DARETE G8) | ARSETR (15 SIGMA
o T | SR
8| oRE S
-4 HEES 30 30 30 30 30 30 30
& B 1.463 1.424 1.37 1.422 1.37 1.974 0.947
it MM 0.785 0.54 0.779 0.779 0.886 0.778 0.28
> iy 1.160 1.137 1.008 1.188 1.025 1.180 0.566
=3 BERE 0.177 0.239 0.171 0.135 0.125 0.224 0.159
* .k plEEa 0.152 0.210 0.170 0.114 0.122 0.190 0.280
DR HEHESLS )
2 [EC50{# (ng/mi)
= HMEREM 15 6 16 3 7 13 21
h b =2 195 179 164 195 217 162 180
L B 142 159 112 165 160 121 150
! Fig{e 173 17 148 177 186 149 167
A g 17.10 8.83 14.06 16.07 21.36 13.14 9.16
J_[ THES 0.099 0.052 0.095 0.091 0.115 0.088 0.055
HH@BR(nm) 588 570./620 590 590 570 570
3 Cva s MAMRET R () |ORRETSE (45) FESRTE (8) [Fidb®TE 88) |[FH5472L (8) [ArELE 0
T AEsoRoRE WL an L i L2z iz e] 9224 LG WML
& (& stmbsttdng
T | e R
SN AEES 30 30 30 30 30 30
A B 1.357 0.628 0.913 0.391 0.744 1.701
=% WA 0.441 0.205 0.408 0.218 0.4 0.492
-~ Fii 0.825 0.411 0.754 0.300 0.562 1.010
D et di-6 0.205 0.123 0.115 0.040 0.105 0.291
~ THEH 0.249 0.300 0.152 0.134 0.188 0.289
* (R EEESLSD
~ |EC50M& (ug/ml) -
X AFEER 15 8 3 7 12 21
= BEE 194 183 195 223 166 185
> B{5(E 145 159 168 170 130 150
K Pty 176 176 178 191 155 170
= R 16.18 9.15 15.04 19.72 11.54 9.42
& TEIFN 0.082 0.052 0.085 0.103 0.075 0.055




EC50( wg/ml)

3 NRiE & CVETOHOECSOEDLEE: (n=15)

T10000LL E

)
L33

1000

100

1 T

T T T T T T 1 1
1 2 3 4 5 6 7 8 9 101

REES
N Ri&& C Vik®ECSOEDARMHRE r=0.939

i I I

IEArARRAREL r=0.984

]
112 13 14 15

f=#2 LEC504810000 1 g/misk £13 ¢ < T10000 ug/ml& LTHBELE,

13 SIRCHEREREInvivo BRE DY (n=9)

Fiz]EER NESTAE BA R 3
vs NRiE vs CVi& vs NRi& vs CVi&
BAE e -0.883 -0.882 - 0.577 0.566
gL -0.873 -0.871 0.580 0.577
6132 -0.852 -(0.849 | 0.487 0.447
BE -0.730 -0.734 0.544 0.533
2 4 W5 B -0.864 -0.863 0.507 0.49%6
BIE -0.864 -0.862 0.376 0.347
i -0.875 -(0.869 0.550 0.548
B -0.760 -0.764 0.577 0.566
AUCEL B -0.871 -0.869 0.577 0.566
HiE -0.873 -0.870 0.577 0.566
¥ -0.842 -0.842 0.376 0.347
p1L3 -0.862 -0.862 0.507 0.496




F14 DraizelPBHEEBIEE & ONBHRIHCA VLT — 5 5L URE—K

F—5—% '
NRi% Cvig BX 2 4B5R AUCH:
HENO. EC50 logECS0 in vitro EC50 IogECSC  invitro [#5FlS MBS UHRES WSS SRS MBS MRS SEEES ST SRS TS BIEEr S
rank rank
1 271 2.433 2 286 2.456 3 11 1.7 1.7 9.3 5.7 1.7 0 4 1.6 0.2 0.1 1.3
2 9760 3.989 9 11660 4.064 9 ¢ 0 0 0 0 0 0 0 0 0 4] 0
3 316 2,500 4 297 2473 4 25 20 1.7 10 20.3 1.7 V] 8.7 15.6 11.6 0.7 3.4
4 1250 3.097 7 361 2.983 4] 0 0 0 0 0 O 0 0 0 0 0 0
7 794 2,900 5 988 2.995 7 0 0 0 0 0 4} 0 0 0 0 0 0
8 2 0.301 1 1.67 0.223 1 94.7 80 5 15.3 93 73.3 5 14.7 795 62.7 4.2 12,7
13 1370 3.137 B 1190 3.076 8 23 15 1.7 10 23 15 0 8 14.3 9.4 1.2 3.7
14 856 2.932 6 951 2.978 5 0 0 0 o} 0 0 ¢ 0 0 Q 0 0
15 271 2.433 2 218 2.338 2 4.3 1.7 0 2.7 0.7 0 0 0.7 0.4 0.1 0 0.3
Mir—5
NRi& CVik (K 24858 AUCLE
ENO. | invitro | invitro RS RREES ATFZEFlin SERRRPMS | RTF i RS IS EEEFES | 25HES  SETPES NS BEmS
rank rank
1 2 3 4 4| 2 4 4 4 2 4 4 4 4 4
2 9 9 6 6 5 6 6 5 2 6 B 3] 5 6
3 4 4 2 2 2 2 3 3 2 2 2 2 3 3
4 7 6 6 6 5 6 6 5| 2 6 6 6 5 6
7 5 7 6 6 5 6 6 5 2 6 6 G 5 6
8 1 1 1 1 1 1 1 1 1 1 1 1 1 1
13 8 a 3 3 2 2 2 2 2 3 3 3 2 2
14 6 5 6 6 5 6 6 5 2 6 6 6 5 G
15 2 2 5 4 5 5 5 5 2 5 5 5 5 5
& @
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logEC50

, logEC50
y = -26.994x + 88.705 r=0.883

y = -26.065x + 85.863 r= 0.882
%15 DraizeStBOBXMERTFMA1SHRICE T 2N0tE
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BRAEES
® SIRC-NR ¢ HelLa-MTT v CHL-CV A CornePack
)
16 ECS50{E&JmAELTME & DB
HERE VeE MR | HHRE(RE | JEQNIAERE{%EL | FalsePositive | FalseNegative
SIRC-NR 9 1 -0.883 0.577 2 (#f&1,15) 1 (k1 3)
Hela-MTT 10 -0.843 0.650 1 (&) 1 (&1 3)
CHL-CV 9 -0.832 0.433 2 (#&41,5) 2 (#4&3,13)
CornePack 9 -0.715 0.678 2 (#1&1,15) T (&K1 3)







