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> T5a-L¥ 27 % —C2BEELTCDHT OEAZMA LI LICLY), FINROBEZIEH XL LEZONSE, ZOEEIR
BT, BHBIFURIEREDOEEE L LT 5a-L ¥ 2 ¥ — EHEROERIIEE % 1T7% - 72,

Bl DHT &A570A Fba-L &7 y—+¥

= (]

S-Yk FaFAbRFO>
(DHT)

1. FHFEATFOA FRIZF 04 Foa-1L ¥ 27 & —YHEH], FKI143, ORI

Bk, Sa-L ¥ 2 & —BHEER OIEIE, Merck £ Finasteride 2T I N5 L 512, AT 04 FRLEWATHLIAT
bhTwi, L LATaf FRMEEWIE, 208k T 28WEHBRSEN D%, A7 04 FERUSNDOREER D
FEEHNE L2 EEEHEBIE (SAR) 217272,

Ta A TEREOE, 7y NOBRETRACIT VLA )= TR o TiER, A F-VBREEBZL LLs
W1 ERHMTZ e TER (F2), TDILEWIT ICs ET 240 nM OFEEEMEZ A L Tz, EEE L LTk X hEy
HEFUILETH 72, 22T, 12— FEaWE L, BHBRAHEORS, RUNY YV VAIHOEBRIEIZ OV T SAR
RIRET L7z ZORER, FEIBEREISE S L CIIBEARETH D, XU INMAEICEL TIY 7 = 2 VEFBKICT 5 LiEEL
M ET 2B Lz, E512, XU VML SREOERRICERT LI LIZLY, 7y FOBRIIN L TIC, AT
5.0nM &) FEFICRVHEFEER L FTLILEW 21082 e TE T,

L2L, IbAW21Es5 vy boBRICH L TIHBVEEREZAE L T2y, b MIIEOBEEICK L Tid 1500 nM 0§
WEHEFER LR E T, WO T OBRIIET S SAR OB PLELE R oz, £ TEFIMMLEW 2 2#H2%) - FLE
T5SARIIZE D, NUUNMUHE RV A VERIERT B 2 L CHEEEDTR L L2 EY 3 2157, HHOR#ELE &
DIFER, NVAVABEICY T2V AFVEEEAL, SHI200BHRENNEL ANEZ S LICLY, OB
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FIFLTH ICs T 1.9 nM OIFEF IV EERM 2 H 5 FK143 128 < 2 L ISR L7,

B2 4YF—VBHOSa-L¥s 7 —BREH|

o@@ N

1 2 FK 143
IC50 rat 240 nM 5.0 nM 2.5nM 4.2 nM
human 1500 nM 320 nM 1.9 nM

. In vivo RISLBRIEREPIHIIEYE A A3 5 FK687 DAL

In vitro IZ BV TIHFE IRV HEFE L H T % FKI43 D in vivo TOEEHERT 2720, EBYES v hOTFALT
AHIE L 720 FKI43 3 ZDEFMICB VT 3.2 mg/kg L EORIIRETHENMELRL, BIVEEKEOREREYL LTOE
MEEREL 72, L L, BRTOENMEL L VHEICT S5, in vivo TOEMOMEL B L, SAR % 35128 L7z,
FK143 [ZE (BRET, 2 00MBEOBHRMELZ ANKERZ B LI2XY in vitro DEEMEER 4 KA LRs¥AZ ¢
WCTEZ, ORI EERT I LICLVHEER M ETE 2 WHEEETRL TV, 22T, FKI143 D 2 20O f
HIZEOT T RS, BBOA Y F-VREEL OBERICER L2, SNOLEWOHRT, 4 FY YU FHiEkd s b
DEERITHT L TE LMD HEEERL, ZOMEEEIZ ICoETIOOM A —#I15EL7: (K3), LrL, Zofbaly
4 b in vivo DEHEGDEET v + ORIIARBEFEIFIE FVIZB VT FK143 % FH 2 BR252WD SN h o720 In viveo DEL)
EEPRD SNEVOE, CNEFERONY VA VASEIEA LY 7 2 SV AFVEOREROS S IR+ 2 L B
b, £ZT, HEMTEET2A, 1V F)VVHFEKCBWTIR—D2ORVEVBOBEDL Y IZTO VAL EAT S
ZET, & FOBERITT A\ in vitro DIAEGHEZRE DD, in vive IZOMPENEL RTHEMRICEL 2 L ATE
725 ‘
=77, ZOFEEEINRY AV HBEIIAFTFLEEL207 IR TH S, BRICEDL-OICIE, SEIRITFELL
Tk, WEEREZNENER LAEEE L2, TOKE, SHEOFK6S7 D F REDS L) b in vitro k1 in
vivo &£ BT, L OHMWHEFREEZE L TVL I LB L, 20 FK687 13, in vitro Db FEEIZxHT 2 HEFE A
4.6 nM LIFHITHC, in vivo DEFYFE T v b ORIVBREIEIHFIE S L ICB VT HERHED 0.32 mg/kg & W AR E R
LTBY, BRICHASKWICEfFTE S,

K3 AYFIVYREBHELT S 5a-1 57 ¥ —FEEH

iBu
@@f@ / @@f@(:
X ¥ - x ~
.R"l S
H CO-H O iBu CO,H iBu
iBu

4 5 FK687
ICso  rat 1.1 oM : 1.2 nM 1.7 aM
human 0.53 nM 120 nM 4.6 1M
Invivo (p.0)*  17.5%** (3.2 mg/kg) 2.4% (0.32 mg/kg) 42.6%** (0.32 mg/kg)

A BBYET v FOEFILTOFIRE FEINE] =

UEEEE, Sa-L ¥ 7y —YHEHDS VTR ) -2y FTRIA V= VERBE LT 2 — FEEYD 2 >0 f
BHOMEEHAHBEA M T2 L2, 59 PRUL N OBEES LM R HEER A4 5 FKI43 2 B L7,
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FK143 iZ in vivo DESINE T v + ORIRIEFEIIFIE FMICB W TH BN MR SN, BRTOER)Z L ) EE
235720 in vivo DIEMEM LAY, BEBESEEMEBLRE L, 20K, BEoEE, NHEOREERVERE,
REFLOAEOEETHTHEABEEZBE S 2L, in vitro B in vive & N2 EEEE 2 AT 5 FK687 % RHTHITK
Thi 7z

FEFFEIE, ATUA FBa-L &2 5 —¥HEHOA L LT AT L FRMUAWE ) — FEEW & T 2 EEFHOBEIZIC
BRGEENMEZIRMET 5 LS5,

wWNXEEOERODEE

FHFMOLERIE, BIZBRIERER, #ERD & XV EFEEFEICBV T EBOBHICALNEBARO—2 &
LCREE,SAM LTV,

BAE, BIVIREKEOEEEL LT, 7Y Fusr vFe al - BER2 EPEL LTHVWLORTWS, BIVROKEIZE
WENVEYTHLT Y Fuy il k> TRES N, Sa-dihydrotestosteron (DHT) 250 > & N7 v Fusy v & LT
FEEN TS, SEREIHTH LT v Fu iy yHIEEi VRN S 250 80558 % b Do, DHT xt§ % #RGH
BN e VRT v ARHEOLEALZ EORIEHDIEL 25 T b, al -ERTER ISR BV TRGE % 3k
EEHIEILY, HHREELWUET LY, AH AL FRIVROBELIHTAZI LI TE RV, IS OMES % WAk
TAHIDICHFERIZIATOA F\v5a" V¥ oy —-CHEANCER Lz, ABEEAEANZ Testosteron 2> 5 O DHT D EHE % §F
BEICHET 2200, SIVROBBEAIGEICE 22T, Ty FuryHlo k) 2l EETE 5 2 L i b,
WM AR T T 7 A VAR E B,

AFUA F5a-V &2 5 —EHERDORREHTE, €%, A70f FREEWERLED SN TELD, AF04 FFR
LAV ZOBFKICHRT 2BERAFBESNE Z 00, HEBERE B2 2B+ ATAMHER OS2 BT 2 L
L7 Iy MERERHVA G VAR =SV ICEN A Y R VR BB E L2 — MEEWE Rw2 L, BIgEER
I X BREE AR (SAR) BIEA 567 v FB LU b OBERICH LTI % in vitro BLEEELH T 5 FK143 & R\ 72
T EEEI L7, '

FEYPTES v b EFILVE D LW THIZRIFIR R ZFML 72 & 2 53.2 mg/Kg DL EORIOHRE5 CHEAMEEZRL,
BV RRAERREG RS L L COIRA O MR ATRIE S 72 2S, BIR TOERMES & Y FEVICT 5 72012 FK143 % 5 7: % 38
ST LT H SARMFEE FAT L7z, BEOMEE, MEOREE, B8, FEPLOVAEEICHET S SAR 2 HE L2 E,
FK143 (2} L Cin vivo A% —HiA EX €724 » K ¥ VR I{LEY FK687 DBISICHII L7z, FK687 iZA 7104 K&
BEBESEnI ens, BRICBWTEMERRAEBRIHE T L BIF 2 ORINEIERE S TB Y, BER O 2 WEIZiR
FERAEBRRE L LTI T %,

KHFGRIXAT T A FEa-L &2 ¥ —PHEROBEBEL HIE LTEBS R, MORAF T FEEE AT % EEEEY
B — FEAW L+ 2 AIBRRFZEICA L CHD AR AR 2R 2 L ¥ s B,
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