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1.1. BREADPIZIERE S8 (PARP) HPHIF BE7K F iFik 2
PARP1, PARP2, PARP3, PARPSA (TNKS1) , PARPSB (TNKS2) ,
PARP6, PARP7, PARP8, PARP10, PARP11, PARP12,PARP14,PARP15
1. 2. B UBR B I ) Bk T 0%k 4
Abl-1, Abl-1(T3151), Abl-1(H396P), Abl-1(M351T),
Abl-1 (0252H), Abl-1 (Y253F), ACK1, ALK, ALK4, Axl,
BLK, BMX, BRK, BTK, CSK, c-Met, c-Met (D1246H) , c-Met (M1268T)
c—Met (Y1248C), c—Met (Y1248D), c-Met, (Y1248H), c-Kit,
c-Kit (DB16V), c—Kit (V560G), c—Kit (V654A), DDR1, DDR2,
EGFR, EGFR(L858R) , EGFR (T790M) , EGFR (L858R/T790M) ,
EphA1, EphA2, EphA3, EphA4, EphA6, EphB2, EphB3, EphB4
FAK, FES, FGR, FGFR1(V561M), FGFR1(FLT2), FGFR2, FGFR3,
FGFR4, F1t1 (VEGFR1) ,FIt3, FMS (CSF1R) , FRK, FYNA,
HCK, Her2, Herd4, I[GF-1R, Insulin Receptor, ITK, JAKI,
JAK2, JAK3, LCK, LYN-A, LYN-B, MUSK, NTKR1 (TRKA) ,
NTKR2 (TRKB), NTKR3(TRKC), PDGFRa, PDGFR3, PYK2, RET,
RON, ROR1, ROR2, ROS1, Src, Syk, Tie2, TXK, Tyk2,
TYRO3, VEGFR2/KDR, VEGFR3, YES1, ZAP70;

1. 3. EE S BRI EREG (PTP) H]%57 ek F5ik 6
PTP-Bas, PTP-D2 (PTPN14), PTP1B, SHP-1, SHP-2, TC-

PTP, CD45/PTPRC, DEP1/PTPRJ, LAR/PTPRF, PTPbeta/PTPRB,
PTP1A2, PTPmu, PTPsigma/PTPRS, RPTPg/PTPRG;
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1. 4. 22/ 77 S B8 B 3D I 37 075 15 7
Akt1, Akt2, Akt3, AMPK, Aurora A, Aurora B, Aurora G, B-Raf,

B-Raf (V600E), C-Raf, CaMK, CDK1/Cyc | inA2, CDK2/Cyc| inA2,
CDK2/Cyc| inE1, CDK3/Cyc| inE1CDK4/Cyc| inD3, CDK5/p25,
CDK5/p35, CDK6/Cyc | inD1, CDK6/CyclinD3, CDK9/Cycl inkK,
CHK1, CHK2, ERK1, ERK2, JNK1, JNK2, JNK3, MEK1, MEK2, MLCK,
mTOR, P13 Kinase (p110a/p85a), P13 Kinase (p110p/p85a),
PI3 Kinase (p1106/p85a), PI3Kinase (p110a (E542K) /p85 a),
PI3 Kinase (p110a (E545K) /p85 @), P13 Kinase (p110a
(H1047R) /p85 a), PI3 Kinase (p110a/p65a), p38, p70S6K,
PKA, PKC, PKD, PLK1, PLK2, PLK3, ROCK1 r ROCK2, ROCK3,
TGF-B R2, ZAK;

1. 5. tAEE B & Z B 1L BG (HDAC) #7715 it 8
HDAC1, HDAC2, HDAC3, HDAC4, HDACS, HDAC6, HDAC7, HDACS,
HDAC9, HDAG10, HDAC11;

1. 6. tHE A& B EALEGHHI 7 iF 1E 10
JARID1A, JARID1B, JARID1C, JARID1D, JMJC1A, JMJC2A,
JMJC2B, JMJC2C, JMJC2D, JMJC2E, JMUD3ELSDT ;

1. 7. tAE B B A BEGEGIHN G iH ik 12
EZH1, EZH2, G9a, GLP, MLL Complex, PRMT1, PRMT3, PRMT4,
PRMT5, PRMT6, PRMT8, SETD2, SET7/9, SET8, SUV39H1, SUV39H2

1. 8. DNAER B 5% F2 A5 i 11 1) 57 1% 15
DNMT1, DNMT3A/3L, DNMT3B/3L ;

1.9. #K 555 90 (Hsp90) 318 3 751 16
Hsp90 a , Hsp90 B ;

1.10. KR € EEBBE2 (MMP2) HD &) 57§51 17

1.1, iFMEERRERNGMEEBRERME LRI 18

1.12. BBBE{K (Proteasome 26S) #H)#I7 ik 19

1. 13. Z 25T % (MDR) #8 =< B9PHE 85 5 D #1371k 20

1. 14, $R$P FATES 1 B K | | BYHDE) T 6 1 21

www. tangbioscience. com. ¢n Tel: 15821697315
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2. 1. —BKILELES (DPP) P& BEsK F ik 23

DPP3, DPP4, DPP7, DPP8, DPP9, FAP, POP;

2.2. B CEES | rtuindIEFBE 7K T ik 24
Sirtuinl, Sirtuin2, Sirtuind, Sirtuind, Sirtuing;
2. 3. [T YEE AL 7E 71 BUE SRR Eh I BRIk T i 25

PPARw, PPAR B/0, PPARy:

2.4. oAt S48 X0 BRHNH 77 Bl 7k T i it 26
Acetyl Coenzyme A carboxylase 1
Acetyl| Coenzyme A carboxylase 2. Amylase.
Arachidonate 15-1ipoxygenase, ATP Citrate Lyase,
Carbonic Anhydrase 1, Carbonic Anhydrase 2
Fucokinase, Formaldehyde dehydrogenase, Galactokinase
Isocitrate Dehydrogenase 1,
Isocitrate Dehydrogenase 2, Lipase,
Methy|thioadenosine phosphorylase,
Nicotinamide phosphoribosyltransferase,
Nicotinamide nucleotide adenylyltransferase 1,

Pyruvate kinase M1, Pyruvate kinase M2;

www. tangbioscience. com. cn Tel: 15821697315



FBEFREY" - ™ I
e TA?GEBiTsciej?e I Screen filg 7) - F 2505 1k
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3.1. 4Bk —BEls (PDE) NI i% 28

PDE1AT1, PDE1B, PDE1C, PDE2A1, PDE3A, PDE3B, PDE4A1A,
PDE4B1, PDE4B2, PDE4C1, PDE4D2, PDE4D3, PDE4D7,
PDESA, PDE6C, PDE7A, PDETB, PDE8A1, PDE9A, PDE10AT,
PDE10A2, PDE11A;

3. 2. #EBEESA (PLA) #7551k 30

PLA2 G12A, PLA2 G12B, PLA2 G4A, PLA2 G7;

3. 3. AT MBEZ50F Ik 31

PCSK9 (Proprotein convertase subtilisin/kexin 9):

3. 4. IR EHYIHIE 32

HCV NS3/4A Protease, HRV3C Protease:
Influenza HIN1 Neuraminidase . HIV Integrase ;

3. 5. HUB I 254 % 33
Factor Xa , Coagulaton factor XIV, Thrombin;
3. 6. In= MEH¥iFiE 34

Renin, Angiotensinase C;

www. tangbioscience. com. cn Tel: 15821697315
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CREBBP, ATAD2A, ATAD2B, BAZ2B, BRD1,BRD2 (BD1)

BRD2 (BD2),BRD2 (BD1 + BD2), BRD3 (BD1), BRD3 (BD2)
BRD3 (BD1 + BD2), BRD4 (BD1),BRD4 (BD2), BRD4 (BDT
+ BD2), BRD9 (BD1), BRDT (BD1), BRPF3, TAF1 (BD2),

TAF1 (BD1 + BD2), TAF1L (BD2), TAFIL (BD1 + BD2)
TRIM24 (TIF1);

3. 8. tHEN E R ERFE X HHIHIE 37

Cathepsin B, Cathepsin F, Cathepsin L, Cathepsin S,
Gathepsin V;

3.9. AT X AYIHIE 38

Caspase 3, Caspase 6, Gaspase 7, Caspase 8;

3.10. ;Z & BXHMIHIE 39

;2% E51LBE (E1): UBA6 (UBE1L2), UBET:

iZEXBEEE (E2) : UbcH13 (UBE2N), UbcH5a,

UbcH6 (UBE2E1), UbcH7 (UBE2L3),9 UEVIA (UBE2V1) :
T EESERE (E3): Mdm2 (Hdm2), 11 MYLIP/1DOL, Nedd4,
RNF20, SMURF1, SMURF2, UBE3A, UHRF1 (2-793), WWP1 ;

iz E{LBE: A20 (TNFAIP3), Ataxin—3, 0OTUD6B, UCHLIT,
UCHL3, USP10, USP14, USP2, USP2, USP5 (1 soT), USP7, USPS8;

www. tangbioscience. com. cn Tel: 15821697315
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1.1. BESADPIZHEERE S B (PARP) H]H|FIiFik
CX

PARPEE/EZHAEDNAIE S\ RBAGNLEER. AT HEHATIEFEEEZMNE
. FSMAREEE I FAESPARPES T A, MiX X SMERRZE
50 e 3= A E A FONARY 1L T 259 = E RO 25 1 SR B84 55 . PARPHIDHIFIME
A—TE AR R AE 254, SLR7EIGE EIFPTEN, BRCA1, BRCA2&4E
TR FLAREE BB E R A E TIES M.

Py
[F5:%EmE ]
PARP Assays
PARP1 PARPSB (TNKS2) PARP10
PARP2Z PARPG PARP11
PARP3 PARPT PARP12
PARPSA (TNKS1) PARPS PARP15 PARP14
t —
[ 21:1 % /N 1§'J ]
PARP1 Activity
} 1%0
- >
£ - 3
2 i 2 = IC50=116 M
- & ; ICse=3.0 A # g
20
A 10
A% 05 05 15 25 35 4B u_“ A5 05 05 15 25 15 '1.1.5 £H5 05 15 25 35 A4S
AZD2281 [LoginM]] ABT-888 (Log[nM]) XAVS29 [Log(nig)
PARPZ Activity PARP3 Activity
11 190
1 100 110+
504 1£
b 04 =
; 3
3 1C50=0.9 nM % s IC50=25 M i
# # 0 2o
1 20 ; IC50=61.5 M
10+ e [ ]
- s -
16 4§ 0s 15 25 35 f 1] -2 A -] 1 2 2 a4 ) 1 2 ]
ATDZ281 [Log(nii)] ABT-88% (LoglnM]) AZD-Z281 (Log[nh])
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110+
100
S
z 70
=
= Gl
S0+ -
i 21 1Cs=108nM
30
20
10
-10- -2 -1 L]

i

0.5

PARPSA (TNKS1) Activity

25 38 43 &5

ATDZZB1 (logC [nMy)

PARPSE (TNKS2) Activity

1104

100
.“_ -
! §
£ n
-
%
-
o
&4 |C50=T.4 uM
104
<8
05 15 25 35 45 5.5

AZDZZE (logC [nM)}

PARPG6 Activity

110

W Activity

11111 EE1T]

£
i
==
-

PARPS Activity

1C50=6.0 uM

T rr——T—
2§ 15 45 05 15 28
AZDEIEN (Leogluhl)

o
¥
B

%, Activity
Lo Es BB EREES

PARP10 Activity

1C50=1.1 uM

8 28 A8 48 0% 18 28
AZD2281 {Logl:M])

PARP11 Activity

11

PARP12 Activity

PARP15 Activity

by

m-

.

0

£3

Eﬁ: IC50=1.1 uM

& 04

m-

2

. 401
H% @0 95 10 15 20 28 45 05 15 25 35 45 &5 35 <25 A5 45 05 185 15

ATDZZEN (Log[uM]) AZD 2281 [Loginily] AIDZZET (Log[ahg )
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1. 2. B = b A Es H0 1 30 U

(£¥E=

R ZBEAEE (protein tyrosine kinase, PTK) 2—ABHEETEGHELE
MHWERQR, ERMAMANESESERYSET +orEZRMA, BT
EfMEAAEK. oL, ATF—RAIEIRTIE. EAGEHEMLATP L&Y
HMEREERBIITZEEZEARMBEARIERE L, BFHAEBEEL, AN
FREHARMESEEAREREERMERN. ETEGTABESALIFRAR
INEESERBIEXE, ERREBRMEER 5 AZAERMIEZHEFAF.

kI H )

Tyrosine Kinase Assays
Abl-1, AbI-1(T3151), Abl-1 (H396P), Abl-1 (M351T), Abl-1 (Q252H), Abl-1
(Y253F), ACK1, ALK, ALK4, Ax|, BLK, BMX, BRK, BTK, CSK, c—Met, c—Met (D1246H),
cMet (M1268T), c—Met (Y1248C), c—Met (Y1248D), c—Met (Y1248H), cKit, cKit
(D816V) ,cKit (V560G) , cKit (V634A), DDR1, DDR2, EGFR, EGFR(L838R),EGFR
(T790M) , EGFR (L858R, T790M), EphAl, EphA2, EphA3, EphA4, EphA6, EphB2, EphB3,
EphB4, FAK, FES, FGR, FGFR1(V361M), FGFR1(FLT2) , FGFR2, FGFR3, FGFR4, Fit1
(VEGFR1) ,FI1t3, FMS (CSF1IR) , FRK, FYNA, HCK, Her2, Her4, IGF-1R, Insulin
Receptor, ITK, JAK1, JAK2, JAK3, LCK, LYN-A, LYN-B, MUSK, NTKR1 (TRKA) ,
NTKRZ2 (TRKB) , NTKR3(TRKC), PDGFRa , PDGFR3 , PYK2, RET,RON, ROR1, ROR2, ROSf,
Src, Syk, Tie2, TXK, Tyk2, TYRO3, VEGFR2/KDR, VEGFR3, YES1, ZAP70;

t —
[ERT=H ]
ALK
o EGFR
0 11
80 10
2 70 z
2 1C50=6.4 nM £ %
o 2 @
< 40 0
£ W o< 40
20 * W
10 2
12 n = - IC50=14 ni
A5 05 05 15 25 35 48 45 45 05 15 25 35 45
Crizotinib [Log(nM)] Lapatinib [Log(nM]]

www. tangbioscience. com. cn o Tel: 15821697315
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EGFR (T790M/L858R) EGFR (T7T90M/L858R) EGFR (T790M)
n -
K
|
E\ o € 7 1C50=14nM IC50=3.0 nM
2 @ IC50=15 nM
w 3
< ® =
*
* i
M = - -1 in ! § T T T > T J
A% 4% 68 185 3% 38 48 -21'-'1.E = R 48 05 15 15 25 A4S
Afatinid [LoginM]] Stau neiLoginMI] Afatinib [LoginM)]
HER2
= Jak2 e
100 1 :;
G0+ 1; k]
B0+
2 10+ ® ‘E g
iw gL g5
2 50 =]
< & b ﬁ :g: ;:
i # 21  ics0=3.40M 24 1CS0=2.0nM
104 " -
0+ -W T T T T T T 1
- Y A X Wi A & e o AL SRt A A8 SN o
25 35 Staurcsporine [LoginMl} Staurcsporing [Log(nM]]
8YK
i VEGFR2/KDR
110 " 110
100
‘ﬁ ‘f:u 90
80 ® e
s £ > 0
E & IC50=0.6 nM Y >
< o < W s o] M
*g #* 21 1cs0a12m L2 et
10 L. 10
0 — o
A0 W+ T T T T T 1 ,m
o y y . y i b A5 A5 65 15 2F 315 4
25 45 05 05 15 25 35 Regorafenid [LoginM]] 1# 25 15
Staurosporine [Log(nMj) suumporlni [LoginM)])
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1. 3. B HEE R iEELEG (PTP) HDHI 55 7
[£¥E S

i4ERES (phosphatase) E—FPREWSIFXI R R EMELLAVES, HERERAO(E
RS AERERIEMER, BB R] LUE— BB AUES LS, MallfE—1
ZR—FAEMEEERRE (WASHIEE) . BERZ AT TIESESRE
2, HERETEERBNHEASANEQTEITEE; MRERER,
ME—FREER (NREBERCEEEER, WRBRAREIHEIER)

, MEEHREXENRTEENRE.

@ipralil=) |
PTP-Bas TC-PTP PTPIA2
PTP-D2(PTPN14) CD45/PTPRLC PTPmm
PTP1B DEP1/PTPR] PTPsi gma-"PTPRS
SHP-1 LAR/PTPREF RPI'Pg;‘P’IPRG
SHP-2 PTPbeta PTPRE
e
[ R ]

PTP-1B8 PTP-D2
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1. 4. 22 /7 A ERIHNH 57 i it
[£9ER

YERE/ T RBLHBEE (serine/threonine kinases) SR AL TR/ &8
FAHEEEY, TEFETHESERTHNL SRS IREEL, UM
SMESHEANMREA, BiETEMEERERRIAESMEYFING., XLk
AR AANGEHNSINEE, MHERERSSHENME. KMEAEETE,
R] BEHDH 4HBR1E5E | ﬂfﬁﬂﬁ!ﬁ'l*ﬁﬁﬁ“ﬁi ﬂiﬂfaﬂ%ﬁﬁﬁﬂﬁﬁﬁﬁx 1T ST IR
S|HRRFME AR R B ERMIZSE

Serine/Threonine Kinase Assays

Aktl, Akt2, Akt3, AMPK, Aurora A, Aurora B, Aurora C, B—Raf, B-Raf (V600E),
C—Raf, CaMK, CDK5/p35, CDK6/Cyclin D3, CDK4(EE, T172A) /Cyclin D1,
CDK1/CyclinA2, CDK2/Cycl inA2, CDK2/CyclinEl , CDK3/CyclinEl, CDK4,/CyclinD3,
CDKS/p25, CDK6/CyclinD1 CDK7/CyclinH1/MNAT1, CDK9/CyclinK, CHK1, CHK2, ERK1,
ERK2, JNK1, JNK2, JNK3, MEK1, MEK2, MLCK, mTOR, PI3 Kinase (p110a/p85c),

P13 Kinase (p110a (E545K) /p85 o), P13 Kinase (p110a (H1047R) /p85 o),

ROCK2, ROCK3, TGF-pR2, ZAK;

P13 Kinase (p110p/p85a), P13 Kinase (p110&/p83a), P13 Kinase (p110a (E542K) /p85a),

P13 Kinase (p110a/p65c), p38, p7056K, PKA, PKC, PKD, PLK1, PLK2, PLK3, ROCK1,

t e
[ERRG]
BRAF BRAF (V600E) CDK4/CyclinD3
1
m i
E 4 % E
L]
E’.;g & : = g
¥ g5 2 % ICS0=10.1 nld
o & " [T -
r < 8 <
t * ®
e bl o] ic50-33 4
A5 45 @5 15 25 35 48 T = TR T T T
Vemurafeni [Log(ni]) Vesuratend [Loginld]] FD0332551 [LoginM]]
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1. 5. tHE Q& LB {LEB (HDAC) D57 i it

[£9ER

HEAE ZE1LES (HDAC) R—RERAES, 3 R EFMSMIZIHIERERIL

EREEERMNER.

—ER T AERNIEICAF TONASEHER/\

BANEE, MrEanst, AmESHiEREFnEREREFES
DNAGGE S FRiEsm e, RUEERERIER. EEMAEP, HDACH)IT B RiA
SEEZBICIERA/NIEE, B mEHEQIERS, AMEBMINASEER
28515, ERNMEESTSER, FRTHEEEENRE 8
F—LMEINEIEE. BEAECBHEDIFINTEIIESLERSE
XiEER ZEML, AMEFERAT RS CEXZEANRIENRZEM,

BSHEMBAT RS, BA—ASRRMESY.

Hrdbe
[iFikmE )
HDAC Assays
HDAC 1 HDAC 5 HDAC 9
HDAC 2 HDAC & HDAC 10
HDAC 3 HDAC 7 HDAC 11
HDAC 4 HDAC &
[&ERR5)
0 HDAC1 i HDAC2 ;3 HDAC3
100
Pt
> ﬁq Ca=0,000GUM = :g G =0 0026uM 29 1Ceg=0.0013uM
£n g B 30
2 W e ? e
¥ g s $s
2 ¥ 3 *y
su
Fl z n
10 t':- . 12
N 45 35 25 45 08 45 A5 35 A5 45
TSA (Log[h0) TSA [Logha) TSA (Log[uhl)
www. tangbioscience. com. cn -8- Tel: 15821697315
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HDAC4 HDACS
110, = = 110
13' ] 100 - .
80+ :g:
3 5o IC50=6.1uM g 5 IC50=0.82uM
40+ 404
2 30l * 30
204 20
10+ 104
n-a _._2 :1 _& __i S i a'w
TSA (log [1M]) TSA (Log [uM])
e HDAC6 HDACE
%0 100}
80 1C2y=0.0035uM 90
70 80-
IEE{I 2 70.
© 50 = 80
# @ = e IC50=3.0uM
ﬂ & 30+
10 20+
0 : : : =i
48 D5 A5 A5 S " = = r H 2
TSA (Log[uh]) TSA (Log [uM])
HDACS HDACYS
110- : 110,
1004 - 1004
90- 904
80 80
_é" 70- . %‘ 70+
= 3 5
3 ol 3 50 IC50=3.3uM
o 401 1IC50=0.23uM = 40
301 30
20+ 20-
104 104
0 - - -t =r - 0 - - - v v
4 -3 -2 A [ 1 3 2 -1 0 1 2
TSA (Log[uM]) TSA (Log [pM])
HDAC10 HDAC11
110
1 o} & = § 5 ¢
80 o
= 70 g %
= 60 = so-
5 so kg IC50=30M
= 40 IC50=0.088uM 32 40-
304 20-
20 20-
10 10
0 - - . o . - - -
4 3 2 A 0 1 - -3 -2 -1 o 1
SAHA (Log[uM]) TSA (Log[pM])
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HEAEFEUEEATUR R EZTE P E LA —2E, BLSDIFIIMICEFR
i, B—MAZEERERELEELSDIFEFADRIZ ST, LSDIER LR &8
H3K4R) — R R fn— R EAS IR R HIKORY — R EA— B R A81h, LSDIFRExLEE
AN =FFEEIN. MCKEEREUBEZESSE B82S
KRBz, FILlEEHSERN=BEELEN, ATLUHENAZIRRRKE, &
EARNEFEIFHNEERRE, AERENGEE, =2, MBEEFE
ExFEdiE.

Histone Demethylase Assays

JARID1A IMIC1A JMIC2D
JARID1B IMIC2A JMIC2E
JARID1C IMIC2B INID3&LSD1
JARID1D IMIC2C
LER N
5 R
JARID1A JARIDIC

110+
100+
0=

B0+

T0-

g B0~
< B0
0=

30=

I =29.3 uM
C50=28.3u IC50=6.4 uM

%o Activity

c3yssE838s

20-
104
10+ 100 101 102 10? o<

N-oxalylglycine, uM

10+ i0% 01 102 10%
N-oxalylglycine, pM
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230

7%

[&R=H]

2 4-pyridinedicarboxylic acid, M

JMJD1A
JARID1D
110=
110- 100
100+ 90~
B0 =
80 80+ [C50=18.8 pM
70- £ N:
g 80~ IC50=4.8 uM s W
50- § 50-
$ 40- g ﬂ'
30= 30=
20- 20~
10+ 10+
0- i
10~ 100 101 102 102 1018 1028 1054 1074 10ie 1056
N-oxalylglycine, pM H-oxalylghycine, wh
JMJD2Z2A JMJD2E
110+ 120+
100+
B0 100
80+
y g
60 = IC50 = 1.3 uM
T 50- = =
- sl IC50=0.9 M * 40l
304
20+ 20+
10+ .
. 402  10F 1%  10* 10° 10 100 109 10F 100 10% 10 107 10% 104
2,4-pyridinedicarboxylic acid, pM 2 4-pyridinedicarboxylic acid, pM
JMJD2C JMJID2E
o 11
1004 1
= 80+ 1C50=0.35 uM
% 0+ IC50 = 0.8 uM §
=
2 a0+ =
0=
104 402 100 10° 40  10°  10% 404 1 3 -2 - 0 1 2 a

2.4 Pyridinedicarboxylic acid Log (uM)

JMJD3

MN-oxalylyglycine, pm

www. tangbioscience. com. cn
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1 (=
g ICS50 = 171.3 uMl
60
= 40
Fais
i
w0 10* 10" 10° 10
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(£¥ER

HEABREIETEES (Histone methyltransferase, HMT) B2—285t%f4HE
A S En- P EEBEMEERESER-FEEEEE. NEE-S-REES
BE N E SR FE SRR B ER, INTRT LU{EREE —ZE =1 P EERNER
EA. AEQREREMATIEAIEPHITER[E. PELHEAER
BEESEEMRE, "JLUHNGEERER.

Histone Methyltransferase Assavs

EZH1 PRMT1 SETD?2?
EZH? PEMT3 SET7/9
G9a PRMT4 SET8
GLP PRMTS SUV39H1
MLL Cﬂmplex PRMT6 SUV39H2
PRMTSE
+ -
[ HRRG ]
EZH1 + AdoHCys EZH2 + AdoHCys
110+
11 100+
1 90+
2 80
E fﬂm='i'2.9LLM % ::: ICSJ:FZ.?}IM
= 604 el L
3 50+ = 40+
& 404 30
30+ 204
o 10
t+—rrrmr—rrrr—rrro—— O e
0.5 0.5 1.5 25 2 =1 1] 1 2 3
AdoHCys (Log[uM]} Log (uM)
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G9a activity + Sinefungin GLP + AdoHCys
100
110
100
> 75 901
2 > B804 ICep=2.5uM
E .'E 70+
= 50+ g 0
5 =
£ on *
20
10+
0= R s L e L e L e n bl e Sl ]
-2 -1 i] 1 2 3 2.5 -1.5 0.5 0.5 1.5 25
Leg (uM) AdoHCys (Log[uM])
MLL/WAR PRMT1 (Sf9) + AdoHCys
12
110- " ' t
100 10
90- 90
80~ = 80
2 70 £ 70
= 60+ = 60
g 50- g 50
< 40+ 40
= 30- = 30 ICsp=3.7 uM
20 20
icso=2.1um -
-1 Ty - —rr e T
05 05 15 28 35 45 65 1%.5 05 Tﬁ -2!5 -3.5 :5 ?5
Ado-HCys (Log[nhM]) Ado-HCys (Log[nM])
PRMT1 activity+ Sinefungin PRMT3 + AdoHCys
114
a0 1004 n
S
ot |
= 5 ICso= 1.18uM = ™
= e
S 404 3 o
= &
154 3
204
404 2 1 o 1 2 3 “:-
Log (uh) WHF 104 100F  10%  q0%F 10°% 0% 10°¢
Adohomocystena (log[uh])
PRMT4 + AdoHCys PRMT5 + AdoHCys
110- g
100+ = g -4
90- S+
B0+
80+
3 2
2 2 604
g & iy
a S+ 404 ICs;=4 6uM
® 4 2 a0
30+ 20+
204 10
10+ (vl T,
1& -3 -2 1 0 1 2 3 ° 2 % ’ K : :
o . Adohomocystene Log (uM)
AdoHey Log (pM)
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[&RRHI])
PRMT6 + AdoHCys PRMTS + AdoHCys
110-
100+
90+
80-
£ 7o
g 60-
oa G0+
A0+
& 30+
20-
104
s
-10- 3
AdoHcy Log (uM) AdoHcy Log (uM)
1101 SETD2 i1 Set 7/9 activity + Sinefugin
1004
904 1 u
a0
£ 0
2 o Z
< ﬁ- IG50=0 TuM %
. 1L =
*
0 |Cﬁu=1 4 ll.M
o 2 a4 0 1 2 3
AdoHey Log (uM)
3 3
Sinefungin Log (M)
. SUV39H1 Activity + AdoHCys 1 SUV39H2 + AdoHCys
100+
br
Bl
2™ IC50=2.6 WM £
= B0 =
] :
o #
304
i
104
0 "

LR O [ | [ R LR |
Adohomocystene (log[ul])
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1. 8. DNAEH ELa% R EE 4N 55 7 1k
(£HEs

EEFL ST, BRIE ZI4FIONAREACT5EE ONNTs) , IRIBLAFITHRERY
ERTARAKLE: FALDOmt1FDmt3RKR. FIEEZSSBHENKT
HILEFRy, tRAECpGl R MKAREALTATE, HSREMKSHEHRBX;
[5EE$EDnmt3a, Dnmt3b, PAKDnmt3LE, RFERIMLPE/LEE, m
Dnmt 2693 /@ANTH BERS A+ 47 BR R -

DNA Methyltransferase Assays
DNMT1 DNMT3A/L DNMT3B/3L

[ &8 R50)

DNMT1 Activity DMMTIASIL Activity
1104 20uM S-Admet
1o 100
3 l 90
75+ 804
= 70
g Z  60-
g % < 50
o 1C50=1.3 uM & 40+ IC50=1.2uM
36
# 20+
10
ED” 4ot qg'E ' bt it qpie  qpie 100 10 107 10° 10 100
Compound C, nM S-adenosylhomocysteine (log[nM])

DNMT3B/IL Activity
20uM S-Admet

S0
Bl
E" Tl
Z 604
< 504
40 IC50=1.3uM
30
20+
10
[is
10* 10! 10* 102 104 10%

S-adenosylhomocysteine (log[nM])
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AREEB (Hsp90) BYDTHIRAIZ, BASHEYTIEE, BIEMT 4
ALl A LR SR, FAS FHELURIEERRE, MniEFa4EAn
T, MWET AR EFRMETATE. RIKRERR LAEEME A
REFERSIME TS, PIEMERVAT, XZSWERAXNEEDH
ERRRERINEZFER, HRAY, WMRAE T RIKZELIRINEE,
ATLLG X EE R RO, MM EnbhEER.

Arde
[ii£m E )
Hsp20 Assays
Hsp90 < Hsp%0 P
ok e
[ 25 R ]
HSP90 Alpha HSP90 Beta
1o, 100%
90- = o]
80- £ %1
g 2 &
60- 60+
g 50+ :;m 2 %]  icso-7s880m
404 = g:
* 20l : 20-
10 10+
05 05 15 25 35 A5 05 05 1.5 25 35 45
Geldanamycin (logC [nM]) RX-8243 (logC [nM])
HSP90 Beta
110
100
80
£ i
§ M cs0=84nm
30
20
10
o
.5 0.5 15 2.5 3.5

Geldanamycin (logC [nh)
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1.10. R B EREE2 (MMP2) HDH 7 iF ik
[£¥E S

MMPs JL - GEPERRECMR I E MR B AR S, BB 4R AR B AV LH LN F FRbE,
EMEEEERPEXREER, AMmEMREZHEZPIERARRZE
FEW, HIAARIZITREPTENEZLKELE. BRIMMPsEHIEE HEE5IH
26N AR, RS RIAMP1~26. RIBIERRYILLE FETEIRME, $EMMPs
R6%kK, AREEE. PREES. ERMEME. ERAEME. furiniZ{LAIMMP
FREL fth 53 7 BIMMP .

[k E]
MMP Assays
MMP2
[ZER7H]
MMP2 Activity
110
100
90
M.
2 70
Z &
o 50
% 0
30 IC50 =2.7 nM
20
101
ﬂ.
-3 2 -1 0 1 2

NNGH (Log[nM])
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(85

NER—EENMEERER, EEMERESRIER, BAYRRIEH
, WRRRVIERN, MR LAR B SN TFI AT LAETIREEE
H1ER. BTHRABIECEESEMBELENETERE, Fit, ME
BRAT—IMNEEMNNMMEES. —HLUR, UMEARSHNDTHEY
22T ANZzRRE. efhBd AR E#RERRE, FHMEETFE
G2/MHR, mAEHPFIMEREK. WENER, MEEEAMEES AL
: —PLEFZEE (paclitaxel) ARK, BIFZAMIE (docetaxel) , £
WER (epothilones) 3, EIEZ{THMNERIBESE; H—LNEZHNH
MERMREE, MX—LR|BESMEESUSHORE, WAL AFGKALGE,
i ERA, AIEBRIEMMAKIBE (colchicine) , FhAKLFE (colcemid
) , combretastatin A4 (CA4) 3F, FEEBIRICERBE (vinblastine) ,
KEHW (vincristine) MIKEEE (vinorelbine) .

ERvATED

Anti—tubulin Drug Assays

Tubul in polymerization and depolymerization

[&R761)

TRIREMKER RN EESNRE  FRREOFHKIENHSEECnEE
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1.12. EEHBB{K (Proteasome 263) P57 H 1%k

(98 s

EAMR LT ARZIERRT, EaBEREEER
ElERARTFENRZIRGEGR. KA
w3 F A TEFOARES BRAMMEEE, &3
fEMZ IR R E KM AN ER RSB MR
T IXFRAT LA £ 1% i -5 B e 4 AR 8 T B9 75 SR #RE AR
ENPIRBUR AR PEHEFFN. BB ERESE
—HRAELFET AN EGEENET, EERAT
Z R ERERAETT .

[iFiEm A )
Proteasome Assays
Proteasome 26S

[&ER761)

120

H Control Lot B Control
100 @1 nM PS-341 B0.1 uM MG-132
— 05 nM PS-341 1004 01 uM MG-132
2 010 nM PS-341 s 010 uM MG-132
S 80- £ so-
B 8
g‘ Eﬂ" ; En_
2 £
8 401 8 40-
8 . a
20 20-
0- o
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1.13. ZZ4MiZ5 (MDR) #HXBIPHEE B 3HNHI
[£¥ES

Z M7y (MDR) RMMAFZATAETHSER, Hp
R HIHENMRR A E, —AEEED MR W EhiE
EFHHE, Z—AEHSEMIMARERNFRE, &
SMNESREG A LEEITF S RB AN S FEREHREHE
s, —IREZMNAREOMRP-EER, XHESHE
FERBMBEMEPHERIE, MASKERNKTTH
. WERBRFHIEX.

[iFixEmE )
MDR Assays
PHEERR
[&ERR61)
50000
40000~ 1C50=2.4 uM .
R Gt
10000 -
o o

0.01 0.1 1 10 100 1000
Cyclosporin (ul)
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DNAFRIN B AQES 2 27 T 4R ARAZ A — 28T, fh{1&ES i (L ONASERIHTZEFN
EE, MMIEHIDNARIFRIMNATS, hINFHEES S 7 B HEEMRIRAY BT
: i%#&ﬁmﬁ;m%?ﬁ%wﬁﬁ, BOTRIRZ | | BUFRFNFA0EG . | ZUDNAFR
I F BT REEONAR FE R D ELIER T L, XIEREIRAFEBARHEDNA
B TFEM, BARBEIIDNEESE—EREENREX. MBRrES
, DNAFRIMFH9EE 1 {ER MR

[i5EmE )
Topoisomerase Assays
topoisomerase |, topoisomerase ||
[5R76]

SN-38
con 0.10.20 0.9 1 2.5 5 (ug/ml)
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2. 1. —RKERAEE (DPP) 3HPHIFTHik

[£9ER

“IAERES R —F L B ELE, SEUREMBIKIEM(RARD R, HHZAF
MMAEEF . {8 A ZRKEBRERHDHIF] 68 9 1850 X LM RPN I S R 1, BF
1R Bk 52 FFNAREERA BY7E 14 100 BE 05 P (R 2= RE AR /B W & HR R FE A B L I 21
BEKFE, EBRDRERMER 0 AARThEE. —RAEMERAIFIFI A/ R
B RE R RIER -

Hrde
[T 5E ]
DPP Assayvs
DPP3 DPP8 FAP
DPP4 DFPP9 POP
DPP7
- —
[ ZE R ]
DPP4 Activity
110
100
90+
z
= &b
E 50 1C50=6.9 nM
404
L+
20+
101
o - -

Sitagliptin (Log [nM])
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2.2. X ERLEE (Sirtuin) HPHIFGFIx

(958

Sirtuin2—RINESHMECHIILEE HMANEYFEERRER, &
AESPENRELRSHERBRHEEMREENMRE, ELRAEFEEE
AR LURTr R RS RS N R R AR Z X EROMR. SEHE—DR
A MR A T REIR B A XML s I2IFERE BER AlRE

RImAIZS BT A T iR HhE .

[ e )
Sirtuinl Sirtuin3 Sirtuiné
Sirtuin? Sirtuin$

[&ER=5])

Sirtuin 3 Activity

o Activity
2

-2 - 0 1 2
Micotinamide [Log[uM])

www. tangbioscience. com. cn
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% Activity

Sirtuin 5 Activity

-1 0 1 2 3
Nicotinamide (log[pM])

&0
50
40
a0
20
10

0
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2.3. TRNYEBIKIBIEATER UK (PPAR) B35 Uifi 12
[+¥5 &

TEUYBSAIBIEYIE L Z (K (PPAR) RIZHIFME SR
BRHBXBATY. HbhoZAIESS5FMMEYRN
Ji2, PO AN S5 T AR MR 2RI RE, vRIk5HE
MR ERBERX, ZRPTZERBOIANSBERX
- ﬁ@é%ﬁﬂﬁﬁl#ﬂﬁﬁ%‘é)@ﬁ (RXR) ZERFT =X
£1ER-

[k E )

PPAR Assays

PPAR o, PPAR B/6, PPAR v ;

[&R=61]

Compounds [In! nM)
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[958
. BORE. EBRK.

T HIRFRHER, F%EHERFE R

, ANSEREMERER. MRDFERZEMBEAS, MKEES. BERE
 BHBZERFS, ERRS®, AEFE, EaESEERIRIEMER KA H
CHAL 55 B BREOATH, MEEREERYS, FENMEDRER
MmAERIFHS, WMILTER, BEERALT.

Ay
[5EmE]
=2l
Amy | ase il'"l-' | ?EE G it IDH1 lsocitrate Dehydrogenase 1
ACCI celyl Loenzyme A carbaxylase IDH2 Isocitrate Dehydrogenase?2
ACC2 Acetyl Coenzyme A carboxylase2 | Lipase | Lipase
ALOX-15 | Arachidonate 15-ipoxygenase MTAP | Methylthioadenosine phosphorylase
ACLY ATP Citrate Lyase NAMPT [ Nicotinamide phosphoribosyltransferase
CA1 CarbonicAnhydrase 1 NMNAT | Nicotinamide nucleotide adenylyltransferase 1
CA2 CarbonicAnhydrase 2 PKL Pyruvate kinase, Liver
FUK Fucokinase PKR Pyruvate kinase, RBC
FDH Formaldehyde dehydrogenase PKM1 Pyruvatekinase M1
GK1 (Galactokinase PKMZ | Pyruvatekinase M2
e —
[ gn % 7N ﬁu ]
200+

-

= 150+

E

o 1004

$ EC50= 0.02 uM

o

2 50+

ST TR TR T YT YTYSy T TTTY
4 3 -2 4 0 1

FBP Log (uM)
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3. 1. 158 —BEES (PDE) DI iFik

[£9ER

B2 —AEES (PDEs) EA/KMBUEMAE IS (cAMP, IRHEES AR E 2L cGMP,
IRaEE ) AUTHEE, PEARLARNMICAMPERCOMP, MTLRLEIX L& — (S1FFT
HEENENIER. cAWPHICEMPXT TAREzN R EREEMATIER. MEX
FE R T = E R H B IAMLERRY & AL AN 8% EE ARG (PDEs) 7K RMER B /Y
FEURE. PDESEEAKRASRIZ, FBERS R ST ME. fEk
, PDEs{ERFENETTHA, SIRTASFET ZXF, BMA—IHHOMH
SIS, EIEIMEPDE 4F0PDE SHPEIFEYIE R Z RS E.

[iHiEm E )
PDE Assays
PDE1A PDE4A4B PDE6C
PDEIB PDE4B1 PDE7A
PDEIC PDE4B2 PDETB
PDE2A1l PDE4C1 PDESAL
PDE3A PDEAD2 PDESA?2
PDE3B PDE4AD3 PDE10A1
PDE4A10 PDEAD7 PDE10A2
PDE4ALA PDESA PDE11A
e —
[ ZE R~ ]
PDE1A, PDE1B, and PDE1C Inhibition
1o . PDE1A1 i PDE1B to PDE1C
] 0 ]
Zn 2 zn
= & E 53 E ]
< z 2w < g
S ) ; # »
» » ”
T e R T e T T T e g B e R
Inhibitor [Log [uM]) Inhibétor (Log []) Inhibitor (Log [uM])
v IEMX 1C2y=5.16 M v IBMX IC;=20.8 uM v IBMX 1C5;=0.033 uM
« BAYBD-TS50  ICs=0.13uM = BAYGO-TS50  ICs=0.46 uM » BAYBO-T550  ICa=120 uM
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[&ER=H1]

PDE2A Inhibition

10
i‘ T
T S
<
=

ke

ICS50 = 0.63nM
h—! =3 A a 1 2

BAYED.T350 [Log [nk)

100 PDE3A
T
=
2 =
o
Ed
5
IC50 = 34 nM

PDE3A and PDE3E Inhibition

100

T
4
F w
<
F

i

ICS0 = 99 nM
2 4 e 1 % 3 4

Ciloat arnide |AM)

PDE4A and PDEA4D Inhibition

PDESA Inhibition

116,
00
1
1 PDE4A1A o PDE4D3 8
&0
. e : 75 3 i
fie i “x
® . = " 12
ICS0 = 335 nM i k]
D‘. 1 ¥ N IC50 = 376 nM inhibitor (Log [M])
Relipeam (legC [nW]) C U O 4 * Tadalafi BEB0 = 14 M
Rolipram (Log [nad) v Siidenafil Cirate 1080 = 4.9 nid
PDEE&C Inhibition PDET Inhibition PDES Inhibition
10
'IE :! :.: PDEBA1
Emn PDETA e
E ;
' e z T
x ! ; E I1C=T.5 pM
'IE IC50=8T4nM s &
- - 2 “ [ 1 15_
Inhibitor (Log [M]) : 0 1 2 2 1 2 2 4 o 1 z
* Tadalafil W80 = 2.3 M Ay s Dipyridamole (Log [pM])
® Sildensfl Citrate BC80 = 30.3 i
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ATRSHOVEI R BENS |« NSAAS—LTE T EAMEX MM ERE S1F,
H HI A4 hHCVEREIRY B EEHIL A KEE. NS3 R ERNARRIEESME
BEEM . RNARRIEESXT TRNAE S 24T/, MEBMX TiEXIELENRE
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Virus Protease Assays
HCV NS3/4A Protease, HRV3C Protease ,HIN1 Neuraminidase, HIV Integrase
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Blood Coagulation Factor Assays
Factor Xa Factor XIV Thrombin
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Human FX Chromogenic Activity
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Cathepsin Assays
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