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B T R OBNZRZERSHEIC
WX, specific binding % Schachard f#4T L
Teo FRHT ST dhifR £ 0 FRIEE SR & AL B
BEHLYOBERBERE L,

I NEEY T FRRBHTHY &
BT DERI VY FORHOEE L, £ b
UF U LEBILEHEEZRNTR I ) —=
~ 7'H)78 saturation receptor binding assay % %
ﬁETé —77 . specific binding % %5 72

IR A HBROZKM: (BF 5 %@tb@v

%xb)/wﬁﬁirwg\mE\XQWE

mE) OFMERAPSLETHD,

(2) BARBRTEEAHER

specific binding AF bz & & | JFKES
BEOK 13 25208 (RE) OBSMEY
Y RERWTHAMKAERBRE RS 5, 44
10 fEFHFRICEY 10°—10712 M D#EEH CE
{LFEE RS T FeBfRT5E%
HET D, BEDFRD O AR ERIZ W T
i, AR L T CREMR AT &2 B L 72,

(REE~DERE)

PN IR S A R N (U RS Y e )
T VYRR EOERDMEFERT
b, ZH LIEREMIL, EbALEHSN
FRETCHE SN, o, FEh bk,
S OIIESER AT 228, Fohew
TEOREBED G L TCERICAVWSENS, T2,
BB THMEEE L2 LTRAD
HNK S ICEET D7 Y mEE CoORBEN
ELIRVRITIToTWS, FIBEE - B3
B TH [BERER) VAT APHESL
TR, BEEZRHBO I ZFT I,
Flo, INODOERIIEFTAMEEL IV
FHEICEAL X, 280 ERSWER] ©
T DHEINEDOT-DODHEBEEZIT1-5 %



T, [ERBYEIR ARG 2 B& L THE
B L CTWB,

—J5. WL Sk g0 B A1k
FYHEELEBMOE O N, BROIZIZEZ DD
THETHY, Lrdb, +HIKBRR I
Fy U N—NTHEL, FRIT I E0&K
KIBOEE %29 5 DT, FFiIZBRPELRvy,
ERBIZIZIAZ Y a—R"RBBEINTEZFRT
T hFrrn—n#ZEELThH, Ei.
FEREFHIKICHIET S F T AR EE %
ERBIZMATWD, B, 77 —VF
4 AT A BT ROFUEERE L TR,
0. EBRBWITH 2 E L 2 B PG OR
%475 REBERR WD, BIWEEOH S
B OME EORBBEIZRV, F2, BRI
AWl 77—k b MO 5 ek A £
ETHY, BREEOEATHLHEENRRY, Z
O DEBRIZE L Tk, mE_EoREE
5B DR,

C. WIR#HGR
1) 16 EEETOPRRBRDFELD

Wk 1 AEEND 1 6 FEEETITERL
TR FOMREEEHEL L TCNWB ), &
TINLORRERY EL D, FDH 2 CTH
HeeEREs E LKL THIEET 5,
(X vaX¥ /RO RA-Y a yEE
X ¥ v Thitbik]

SZREBIEDERRET D L. ZRFE
HI2 BREELEM B\ 7 % &5 5 X 5 12HEiE
ET D, 2 LD, FURKOZRIE~DHE
BENED L, Z OB ORE Z\LFEHED
BEZEZTHEL., AREFN2TUNSE
MDA OFARB AR v B, Z O iR D
DIURISE A HIREE BCy (nM) & B KBRS
% Rmax (0) #EHT 5, ZORFEa K
A= a VbR Vv THRER | iR
By - TR N UZRE ER IZOWTH
DUWHLEAEANBEIND L SN FE
Y8 503 FERUZ DWW TN LT, T DREN
Ry M2 RBRCR 218 LT,

F BRI R T % 2 DLW EIZD
WC, FURREASIRE BC,, M) &R EV
IEHEORE 2 FTRATEISEM (Rmax (%))
BRD D RENTEER LR, b
FNETNZEEHEHABRNOTFESINDLGZ
BAEBARERBLIOLVLR—F—BRTT vk
AMNBEEIND FRNVEEME KENIT
FEBES A Z VA Uiz, X 6 IR ER
HIRE ECy,, (M) & ZARAMEARBRNDLIEE

ENAZREBERE IC, M) DEVIEDHE
BVEE R,

SRV THBEIZ LT, BR IZ
DWTHE 1 IO S iz 503 L E

21 -

N
A

L]
b
&

—Log[ICso (M)]

(BRGEESRAE

-]
% ®

—Log[éCso (M)] * 2
(MELEEDER)

B6. IAILEFDREES

RBRIEERE

5% 390 FRIL, HURIC < IS Lz o Tz,
D 113 FEOLEWEIZ DWW T, IWER
PRE L5 7 V—7 b, IR\ Tl RPURIS
EMEDFEHL L WD A F— LI L o TIEE
TRILTZ, EORE., © FUAISETEMESIE
FAZBRWVWRARB LOER=A hr s 25l
LI IN—7 C28), @ HHBEED
PUNEMZRTERTA b7 R RBRT A
ha AU BEERERLE LEE 2 TA—7

(17 &), @ TEHEITTRVDZ DTG IR
BESNAICEWEDOES IN—7 (23 F8).,
@ EEREDLOTHLBETCE v BEY
BoE 4 7N—7 51F) WHEShz, %
BIE~DFERENE DO THL ., LEd» T,
Rmax (%) DIEFEI/NSVILZWE (54 7
—7) 1X, ECyy M) NEDLDTUIIL, EE
TERDoTo, Fle, NEHRILFEWE 390
fISE S F—7 (®) HhfELTe, ZD%
FEMT LT AR B DIZ L A EIE, B4 T —
7. BBWNIES IA—FICB L, Zib
DFERANZ D W TI BB — D DIERLAT T &
U TERREEIZNET AT ETH D,

WY 7 a—F VFEIE ENEND 2 R
A—va YELEEICHRRENRIEOES
wmeEZOND, LTzRoTC. b LINDHE
T/ 7u—FAfuE e LTRSS S
TERTENIT. T IR R T LR TR
N EREBIEN O REOICERE-ETEST
v A ROBEPAIEIZ/2 5, Z DO E
HEEERIZOWTHERL, £9, EROHI2 %



HFEET B, 7 a—FAHEEERLC
Rt Uiz, FDRER, B v T oA
AEEIRE ) J u—F VAN 3 BEELN
7=,
InNH0Hh, FA=A K174 - =& k
FUA—N (B2) BFHRTHarEA -3
VL EEEICB VR ST
L9uAmABlL (K 7) 2k 77w
TALZERL . RY 7 o—FAHiEogs &
LB L7z, = DOFER, ME O ROBIZHAN
EOFEERR LN, Lhb, £/ 7 0—F
NFE DT HME ECyy M) Z7R L. JREEN
LFVELS (W8RE) Bz LM LE (K
8), TDOMER, ZRBHEARBROIR &I
IR —& L. By I EOFRRE
HRREE BCyy M) & ZRIBKEAHAERMN ST
EINDZRIEFEAREE 1C, M) OfEEHED
FEMMWNFERA SN, £,/ 7 n—F L
PR EZER LA 7 v A BB
BELELI DRI THELI LR’ hoTz,

Conformation Sensing by mAb1

1.0
—&— Ligand: Estradiol
08 |--| —¢—Hgand: Tamoxiten
e

0.6 J
g5 o S SN S

04

0.2

0.0 . .

1E14 1E-12 1E-10 1E-08 1E-06 1E-04

Ligand [M]

B7 178 -ITXFS2H—)L (F2) 438
Bt 0FE S/ O O—F )Ll nABl

E /) 7 a—FVHAE nABl WL
VT oA B EROITA—T 1, TA—F
2B I OTN—7 3 DLW E A 62 FEXE
WZOWTERE Lz, ZO/RE. RY 7 o—F
NERDEE L REIL. PURISE T ShEE
ECsy M) EZBBHEARBINOTEINDZ
RIEFEARE IC, M) O BEVWEDFEENE
NarEhn (K9, LaL, 62T <Th
LB HOWTEORBEMENALNZRT
13722 hole, ZORY 7Ja—F Ak L/
s —FVHETOERIIFEINEZD

@ Polyclonal vs. Monoclonal

=
N 1
8 -6 kaempferol '@’""jif’gstrane ------------
= [
rd
g norethynodrel &
= i
= 7 norethindrone
P
g &
° e daizein
2 8 equilinw~30- 4 ethynylestradiol -
§ 173-estradiol .~ adamantylphenol
ketoestradiol %"
9 - hexestrol -ig® -
17p -estriol
H
-10
5 -8 -7 6 -5 4

Polyclonal (log[ECg))

B8 FRyoso—FitptkeEF/ oO0—F)
HARERN-BEDE o o TIHEEIZBITS
R EEFREDIEEE

DTHHDB. PUNSERNRECFEBEED 2
WHDIXE / 7 o —FHEOME (Rit)
WZEBabDEFEZLND, Fz, BRFUEN
Bl VR — X —ERFIEEOBICIZFEES
WRHEY R holen,. Zhbe /7
2 —FAGUEOMWE (BE) Itkdbn L3
ZoNB, TYyHIT=A b, HANEIA N
— AT A=A N THARREENRLY, T &
=R MREMEO nAB2 DX HRE ) Fu—
FAGEERANET v A TRETT D HMHE
N5,

4

5
2
[&]
w
e Py

5 &
4 °
g o |, ©
& ¢ )0‘0_“
B ® LA
=2 o o °
+\
1 R ®
g & L >

E ol
J‘\\ 2P o0 ¢ ¢
S
3

> A

9 ®

-10

-10 9 5 -4

8 -7 6
RPGROHRICLS ICso

B9 ORI EENRELZEGRBERE
& DEIDIE DIFETE

R Z7a—Fiapgikexe /) 7a—FA
RO ST CHURISEBNRE L R RFURIRE
PEREE CEXALEWEIL 62 FEED 5 6., 45
HETHH, TNHORBEEFNFNEL,
% 2 1R,



(7 RralvySRkoayiA—-vavyEik
S QINL 4173 )]
Bty TRl U BE (AR)
oW TH, MEEETIZEPTRY 7 a—F
NSOV REE LTz, B v 7 ok
A TiE 5a-Fk FaddFRRMRAT oy

(DHT) &Y P & U TR 2L L
T2e FORER, B ONIHUEN 7 REZ 546
LR B /IEICHONC, BERBEIEAD
Z=E (9 30%) 2T REFEICRERE LK,
ZORGETTT viA LIeREMRMLEVE
DL IT v A OfEEITEICE 2 (R
L7z,

BT TRREEIZ LD AR (IR B AR
RT7 vkA %, TNETIC AR ZEBFEAR
BROBENPB LN —EHOLZEHMER 250
FBIZ OV TEM LTz, AR IZOWTITREA D
& BB IIEF I KRB Db D
EREA LR, 29 Litfernr 4 —v
W, B TRRIECH EBRIOR S,

%
#
& -4 b 7RFRFOY
B
]

57:7?159
o 1w 9 8 1 6 5
- Log [{EH%E M)]

BERF

| I L L 1 1
16 15 14 13 12 i1

—Log[Z% (mol) 1]

& 10.

(ZDBOBNZERO2 Y RA-Y a VEL
vy 7Hitb o]

FURAT T FORFHIOWT, FHEENS
BEOBEFREa—EF Y 7LD a-~
Uy 7 R 12 ZE50HEEEZ = M— 7T L
Tre FOFERIZESNT, 9. K£EBZEAZ
BRIZHTRHUHX - RY 7 o—FFik
DIERUCBHRA TS, ARG ER L ORRGE
15 ER v v FHURICE - TIBRIZAT - T2,
FORER, FEEEE TIZ, BERkrey o 7
BARTaURRE (PR) L vaanrFa
A FZEE GR) (CRTBHFICONT, 1F
WM e TT oA EOBEIE LT,
B9 Zid, BoNiRDOFmE~NTF K4
TR DRA X —F = v 7 LRERNL
BT D T A FERD
1 &2RT, BIEETIC, FhEFNOZER
WXL TR 50 FRE T oD mE O v
VIT oA BEBE L, BMIEFTH D,

100
[ &R
FRUAEYY
80
%
& oF
&
Za
20
BRIz YAbY
L
L. L ; I— 1 1 ]
11 10 9 8 7 6 H
- Loz [{L38HE M)]
2 -
GR
%
¥ Lr
& =
o L

L 1 ' ] 1 1
16 15 14 13 12 11

—Log[32%#% (mol) 1]

Y O—=FNGlhIS BEAZBME 2 BEDC > > 2 D ik DIRITRR

PR: 04250254, GR:ONaaFas FEEE,
LRIF®E D TT S, TRIESZAE—F v D



NY 2 r—FaGikiz L

BILR NSRRI T o DR
LIS B SR ER o OGS A FL I B

FRIGERY Bk

HE

FHSERSD Bk

&4 (a=x72
iz BE M) BE (%) fir RE @M B (%)
1 Diethylstilbestrol 1.03 41.0 33 Estriol 3-methylether 269 79.7
Dipropionate .
2 Estrone 488 38.0 34 Nafoxidine 273 340
3 Hexestrol 10.1 540 35 cl)ggcl;gt‘gllt{nylestradlol -3-cycl 274 973
4 17-Epiestriol 11.6 102 36 Daidzein 324 380
5 Estriol 13.0 113 37 2,44 Trihydroxybenzophen 329 64.9
one
6  Diethylstibestrol 13.5 79.0
rethylstbestro 38  Sa-Dihydrotestosterone 363 77.0
7 16- i 14.9 64.4
Ketoestradiol 39 Norethindrone 490 717
8  16o-Hydroxyestrone 16.9 63.6 40  p-Zearalanol 506 47.0
9 Eth i 17.1 91.0
ynyl estradiol 41  Isoliquirtigenin 555 42.1
10 Diethylstilbestrol 22.9 74.1
tethylshibestro 42 4,4-Dihydroxydiphenyl 565 65.1
11 - i 231 100
17p-Estradiol 43 2,2-Bis(4-hydroxyphenyl) 608 12.0
12 6B-Hydroxyestradiol-17 233 42,0 -4-methyl-n-pentane
: 44 4,4'-Dihydrox; 610 56.9
13 6-Ketoestradiol 272 73.0 bcnzophbénoney
14 B-Zearalenol 283 43.0 45 hydroxy- 716 37.0
15 Mestrancl 292 82.0 nap thyl 1sulf1de
46  p-naphtholbenzein 833 42.0
16 a-Zearalenol 30.1 61.0
47  6-hydroxyflavanone 969 43.0
17 17o-Estradiol 10.1 54.0
48  3'4"7-Trihydroxy 1040 453
18 Dehydrostilbestrol 329 61.0 isofravone
19 Coumestrol 35.8 61.0 49 2,3,4/4- Tetrahydroxy 1190 482
benzophenon
20 6a-Hydroxyestradiol 423 73.0 50  p-Estradiol-3-benzoate 1250 89.4
21 Equilin 48.3 50.1 51 Kaempferol 1280 50.6
22 Estrone 3-hemisuccinate 54.6 31.9 52 Norethynodrel 1360 109
23 2-Methoxy-f-estradiol 674 80.7 53 4-Cyclohexylphenol 1420 33.0
24 4-Hydroxyestradiol 81.0 85.0 54  6-Benzoyl-2-naphthol 2050 106
25 2-Hydroxyestriol 94.3 91.0 55  Nonylphenol 2470 30.0
26  Estrone acetate 106 382 56  6-Ketoestradiol-6-(o-carbox 3310 104
27 So-androstane-3p, 178-diol 107 92.0 ymethyhoxime
57 Levonorogestrel 3610 52.9
28 2-Hydroxyestradiol 144 88.0
58  2,2-Bis(4-hydroxy-3-methyl 4080 78.0
29  Genistein 175 56.0 phenyl)propane
30 4,4'ilDihydroxytetraphenyl 177 41.0 59  Benzyl-4-hydroxybenzoate 7660 112
methane 60 Triphenylethylene 8090 580
31 4-(1-Adamantyl)phenol 194 51.0
61  44'-Dihydroxy 55400 44.0
32  4,4-Thiobis-phenol 241 589 diphenylmethane
62  4-Octylphenol 133000 48.0
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16-ketoestradiol -8.93 10g L7o-ethynylestradiol- 7.66 1.27
3-cyclopenta ether

17p-estradiol 8.65 oo diethylstilbestrol 739 0.80
dipropionate

ethynyl estradiol -8.63 128  estrone -7.34 0.46

diethylstilbestrol -8.63 1.09  2-methoxy-p-estradiol -7.31 0.96

17-epiestriol -8.58 0.97  norethindrone -7.15 1.10

o-zearalenol -8.57 0.79  4-hydroxyestradiol -7.07 0.72

60-hydroxyestradiol -8.52 091  coumestrol -7.07 0.94

6-ketoestradiol -8.50 0.86  B-estradiol-3-benzoate -7.04 1.18

dihydroxytetraphenylmetha  g49 013 3\47-rihydroxyisoflavone  7.00 116

17(3-estradiol -8.48 1.00  genistein -6.81 0.76

170-estradiol 8.48 100 Oketoestradiol6- -6.70 1.01
(o-carboxymethyl)oxime

16a-hydroxyestrone -8.47 0.96  norethynodrel -6.66 1.12

estriol -8.44 0.82  4-cyclohexylphenol -6.66 0.40

6p-hydroxyestradiol-17f -8.39 1.04  isoliquirtigenin -6.63 0.98

equilin -8.38 0.72  4,4'-dihydroxydiphenyl -6.56 0.68

4-(1-adamantyl)phenol -8.28 0.56  4,4'-thiobis-phenol -6.54 0.24

diethylstilbestrol -8.25 0.96  Sa-dihydrotestosterone -6.52 1.40

estrone 3-hemisuccinate -8.20 050 H4-dihydroxydiphenyl- 643 0.25
methane

estriol 3-methyl ether 813 0gy 2344-tetrahydroxy- -6.20 0.83
benzophenone

mestranol 8.10 104 2A4-trihydroxybenzo- 5,98 1.08
phenone

dehydrostilbestrol -8.04 0.79  P-zearalanol -5.97 0.83

So-androstane-3f,

17p-diol -7.99 1.05  kaempferol -5.96 0.75

2-hydroxyestriol -7.89 0.80  daizein -532 1.22

T )7 a—FAHEmBlL TOT v A FERTH Y, BMLEZRTHEFTIZL TR,
FURISE A ZNRE BC,, M) DX WVIEE, T74bb, SEREFKSHEOBRWIESIC, £
EnoHTETCIETWS,
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NR3A1_ERo_ YSMKCKNVVPLYDLLLEMLDAHRLHAPTSRG 490
NR3AZ_ERp._. LNMKCKNVVPVYDLLLEMLNAHVLRGCKSSI 490
NR3BZ_ERRS YSVKLAGKVPMHKLFLEMLEAKAWARADSLQ 490
NR3B3_ERRy._. YNIKLEGKVPMHKLFLEMLEAKV—————— 482
NR3B1_ERRc.. YGVKLEGKVPMHKLFLEMLEAMMD—~~~—— 483
NR3C1_GR_ FQTFLD~KTMSIEFPEMLAETITNQIPKYSN 489
NR3CZ_MR _ FYTFRESHALKVEFPAMLVEITSDQLPKVES 490
NR3C3_PR_ LNTFIQSRALSVEFPEMMSEVIAAQLPKILA 490
NR3C4_AR_ FDLLIKSHMVSVDFPEMMAEIISVQVPKILS 490
NR2A1_HNF4o_ QFIKLFGMAKIDNLLQEMLLGGSPSDAPHAH 490
NR2AZ_HNF4y_ QFVKLFGMVKIDNLLQEMLLGGASNDGSHLH 490
NR2B1_RXRo_ FFFKLIGDTPIDTFLMEMLEA———————~ 480
NR2BZ_RXRp_ FFFKLIGDTPIDTFLMEMLEA————— 480
NR2B3_RXRy_ FFFKLIGDTPIDTFLMEMLET——————~ 480
NR2C1_TR2_ FFKGLIGNIRIDSVIPHILKMEPADYNSQIT 490
NR2CZ_TR4 . FFTGLIGNVSIDSIIPYILKMETAEYNGQIT 490
NR2E1_TLX_ FFKKTIGNVPITRLLSDMYKSSDI-—————— 483
NRZE3_PNR_ FFRKTIGNTPMEKLLCDMFKN-—————~-~— 480

NR2F1_COUPTFI_  FFVRLVGKTPIETLIRDMLLSGSSFNWPYMS 490
NR2F2_COUPTFII_ FFVRLVGKTPIETLIRDMLLSGSSFNWPYMA 490

NR2F6_EAR2_ FFMRLVGKTPIETLIRDMLLSGSTFNWPYGS 490
NROB1_DAX1_ FFRPIIGTVSMDDMMLEMLCTKI-———-——~ 482
NROB2_SHP_. FFRPIIGDVDIAGLLGDMLLLR————~~~ 481
NR5A1_SF1_ YHKHLGNEMPRNNLLIEMLQAKQT———~—— 483
NR5AZ_LRH1_ YYKHLNGDVPYNNLL IEMLHAKRA-————~~ 483
NR1A1_TRo_ LHMKVECPT-——ELFPPLFLEVFEDQEV——~ 484
NRIAZ_TRp_ LHMKVECPT---ELFPPLFLEVFED-————- 481
NR1B1_RARo_ ITLKMEIP--—~GSMPPLIQEMLENSEGLDT 486
NR1BZ_RARB_ ITLKMEIP~-~-GSMPPLIQEMLENSEGHEP 486
NR1B3_RARy_ ITLKMEIP~——GPMPPLIREMLENPEMFED 486
NRIC1_PPARcr_ QIIKKTESDAA-—LHPLLQETYRDMY—— 483
NRICZ_PPARM_ QRIKKTETETS——-LHPLLQEIYKDMY———- 483

NR1C3_PPARy_ QVIKKTETDMS-—-LHPLLQEIYKDLY— 483

NR1D1_Reverbo_  LSFRVDAQ 467
NR1D2_Reverbp_  LAFKVHP 466
NR1F1_RORo_ MAFKAIYPDIVRLHFPPLYKELFTSEFEPAM 490
NRIF2_RORM_ QVFKQSHPEIVNTLFPPLYKELFNPDCATGC 490
NR1F3_RORy_ QIFQHLHPIVVQAAFPPLYKELFSTETESPY 490
NRIHZ2_LXRp_ FALRLQ———] DKKLPPLLSEIWDVHE-—-- 481
NR1H3_LXRo._ FALRLQ———-] DKKLPPLLSEIWDVHE--—- 481
NR1H4_FXR_ MSWRVN-—— DHKFTPLLCEIWDVQ-———— 480
NRI1IZ2_PXR_ RLLRIQ-—DIHPFATPLMQELFGITGS-—- 484
NR1I3_CAR_ QIQHIQ———GLS-AMMPLLQEICS—————- 479
NRII1_VDR_ RCLSFQP——ECSMKLTPLVLEVFGNEIS-—— 485
NR4A2_NURR1_ FYLKLEDLVPPPAIIDKLFLDTLPF————— 484
NR4A3_NOR1_ FYLKLEDLVSPPSIIDKLFLDTLPF——~ 484
NR4A1_NGFIB_ FYLKLEDLVPPPPI IDKIFMDTLPF——---- 484
NRGA1_GCNF_ LEQLPLLFKVVLHSCKTSVGKE————————- 481
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