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BN WAL R AR B T & AL A Y R A R T 95% MARMLEY, B R
L= ) () 45 AE) R AIE 43 T3] FMIS B/ N A0 % B IR (FHNMIR) 23 M Al o o DA S L 592 it 491
Ui B AR e BH -25A0AS PRT R AR B A o

LRI A EHI001 8 & R
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?
r
1-4
o, <‘,\'
0 i <‘)N N
2(S) =N
< Pd(OAc),,Cs,CO;3 NaBH(OAc); Br

OH dioxane beM —~0

11 -3 1-5

Bpiny, KOAC

_ Pd(dpp)Clo DCM N0,
di N
loXane BPin

Br.
Zn( CN)2 0 | 7P 111
- .
Pd(PPh3),Cly, Cul, DIPEA
" owr Ho DMF, 105°C HO DM Ho (PPhs)Cz
CN CN

1-10

A\

O O ’ NaBH3CN L|OH
- - .
THEM,0 Pd(dppf)Cla, Na;CO,

HIEL-1:

5 B EYI-1 (5.0 g, WO2012158550), 1-2 (4.4 g), PA(OAc): (265 mg)All
Cs2C05(15.4 )M E| S N (100 mL)H, NofRy, 95FF R Bi2/Mif o TLC AR
SEAT. MIRIEIE, JEWET, FEENT(EA:HEP=1:30), {3£]4.8 g K talEl k.,
MS-APCI: 348 [M+H]".

Hxl 2

10 M&f\%l 3(48¢g),1-4(25 g% T1.5mL AcOH) MAFIDCMH, 1fijEMA2.8
g TEA, EEBEFE1h J5 0 ANaBH(OAc)s (4.4 g)o 30738 JETLC MR S N 56 45 M
W M ATNaHCOs%:, DCMAEL, THDCM, e T, idH:(MeOH:DCM=1:20)4fi1k,
2315.1 g/, R OMARK A Y) . MS-APCL: 419 [M+H]".

HIR1-3:

15 b &W1-5 (5.1 g), Bpin2(3.4 g), Pd(dppf)Clo.DCM(498 mg), KOAc(2.4 g)lI A
Fdioxane (100 mL)Hr, N2/ AR, 90 [ %2 5/~ o LC-MSHK il 52 . 5845 RN TR
g, K, DCMAEEL, T8, BT, dFDCM:MeOH=30:1), 135|452 gkt

24
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[&44 . MS-APCI: 467 [M+H]".

1H NMR (400 MHz, Chloroform-d) & 7.85 (d, J = 8.1 Hz, 1H), 7.75 (d, J = 7.3 Hz,
1H), 7.50 (d, J = 7.5 Hz, 1H), 7.21 (t, J = 7.4 Hz, 1H), 6.45 (dd, ] = 7.1, 4.5 Hz, 1H), 6.37
(d, 7 =18.0 Hz, 1H), 4.58 (s, 1H), 4.22 (s, 2H), 4.01 (s, 3H), 3.38-3.30 (m, 2H), 3.15-3.07
(m, 2H), 2.62-2.53 (m, 2H), 2.45-2.35 (m, 2H), 2.27-2.17 (m, 3H), 1.33 (s, 12H).

IR 1-4:

1-7 (5 g)¥% T-50 mL DMF, 0/ R i JINIS(7.6 g, ¥ T-20 mL DMF),2 hii fifl 5¢, 4k &5
O %1 hoe TLCIRIR M 5E. RMBBINKF, EARER, T4, oM, B370g
AV, W R, MS-APCI: 275.2 [M+H]".

HIER1-5:

100mL % ), #1-8 (3.0g)% TDMF(30 mL), JIAZn(CN)2(1.3 g),
Pd(pph3)#(2.5 g), N2{R47, 105/% % 1h, TLCSMUF KRB 584 . G KOS RN
EA/HEPFF:, L. JEMMAINaCIY:, EAMEL. k:aifl, B34ifk15g, M
44 . MS-APCI: 174.0 [M+H]".

IR 1-6:

25mLJ i, #1-9 (400 mg) B ¥ T'DCM(5 mL)H, % iE N AIANIS(520
mg), M104r8, TLCRAARFERNE L. Eab3HE: KNI /AK, DCMAEL. DCM/Z
FNa2S20s%%, T, B T13£600mg/™ ¥, Ertafll{k. MS-APCI: 300.2 [M+H]".

WIR1-T7:

15mLJ % % i1, ¥41-10 (400 mg), 1-11 (337 mg, WO02018195321),
Pd(PPh3)2Cl12(232 mg), Cul(13 mg), DIPEA(838 mg)# T"DMAc(3 mL), N2{g&#", 85
JE S Mi2he TLCAIM1STE . SROMNBKYE, EARI. FHEEA, hetidiatk, 153
FH)260 mg, ¥R 5 0 B 4K . MS-APCI: 366.2 [M+H]".

CIE1-8:

15mL & N, #1-16 (150 mg),1-17 (135 mg), NaBH3CN(39 mg), TEA(83
mg) I FITHF(5 mL)H, 70/ Nt . TLCRII16W %o M BHE T, M/KEAZ
We THEA, BT, ErA4 SR8~ %120 mg, REEGHRY) . MS-APCI: 4792
[M+H]".

IR 1-12:

#1-18 (120 mg)¥% T THF/H0(4 mL, 1:1), M ALIOH(18mg), =X 1h. TLC
K183 2 o [ MVRUERE THF, JI2N HCLE pH=4, B A& HT H, 138, s B e 1,
100 mg, A A . MS-APCI: 465.2 [M+H]".

IR 1-9:

FAL A P1-19 (100 mg), 1-6 (110 mg), Pd(dppf)Clz (10 mg), Na2CO3(43 mg)IA
Flldioxane/H20 (2.5 mL, 4: 1), N2 AR, 905 s vi2ho TLCKR I SN 5E 4. M
ohyE, K, BEAREEL T, T, JF(DCM:MeOH=10:1), £32]/4180 mg. &
K, MS-APCI: 725.3 [M+H]".

SEREBI2 A PI0020F R
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[o}

o 0
o
NIS, NaHCO3 ZN(CN), Pd(pphs)s /@iﬁ Ac20, Conc.HNO3 OaN PV C, TFA
—_— - _feet, bone oS " .
MeOHM,0  HO DMF HO HO
HO i

CN eN
21 2-2 2-3

g S

Br- cl CO3Me B N
o ol o Br ,j " N
HaN 26 y )/Q DDQ, PPh3 N HN— HC! 4
II ] —— -, _ o

NaBHICN
HO Et3N o Br 0 a CN
NC 29
27

CN CN
1-6 2-

2.4

COMe

8

HO
o " COH
" COMe
& o S oy O
16 N D "fs) i =N . 3
S N LiOH N
Pd(dpp2CI2, Na2CO3 N -© 4
RGeS
o
o
CN
210 N 002

B PR2-1:

HJER2-1 (51 g)¥FT-500mIH B, I A300mIZK, IINBRERE #1289 ¢ ), 0C AL
A IONNISH R VAW, I Se I e JEAbHE : W45 T A S00mIZK, 3MERMR 11
PH#%3, JEHMEK, R OER/CREATH, 38 TR B4 130 g.

HIR2-2:

5 Rl2-2 (63 g) ZnCN2(27 g), PA(PPh3)4 (12.8 g), TR & T-1000mL = 13,
1000 mL DMF, N2E#37%, 90°C NHiH:3 he TLC s AR T 7 ik D> 5 4,
LCMS 7 J5B} e B 564

HIER2-3:

F250 ml 5P MABSERER(7S ml), WAHER(S ml), Zr-HEIIAJERE2-3 (5.0 g, 28.9
mmol), K FHH:, 20minfa, HUVERE, TLCHAMMEM, JMNIEHE, JEHITE,
T, TH, Ak g.

24

T°500 ml L I ATHF(200 ml), J5i4l2-4 (5.0 g)MITFA (0.2 mL), PY/C, H2E #tt
3K, TEEE TR MMM E, TLCRARIEIN, BN w5, JEHPYC, JEHE
BTN,

25

R ER2-5 (11 @) THF ¥ H N 180 mmol Et3N, #52-6 (11.8 g, Organic Letters,
2019, 21, 5971-5976)15ml DCM¥ i, Z2Z A H, % T %M1 hour, HIKEE
M, JEHER, OB OTRITRAMNAFIS g KBl k.

R4

FiR THPPh3(9.7 )i T-H %, 2242 INADDQ(S8.4 )i FEi45], Bhifk R R,
ANEE2-7(8 g), F110C T RMI/N, TLCRAMR, F¥)EE, BIHER, K41, EAST
W, fFAEEAS 7g.

HHR2-5:

15SmL & o, 142-8 (1 g), 3-MTHERM HFIE (0.6 g), NaBH3CN (0.1 g), TEA
(83 mg) MAFITHF (5mL) 1, 70/% &M Sho TLCAI1-674 K. MBHET, MK
EAFIL, THREA, BT, dikaifh 15200.5 griAalE ik,

IR 2-6:

26
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R JFR2-9 (1.7 g), 1-6 (1 g), Pd(dppf)Cl2 (0.12 g)FTERERHN(0.62g) i A 50mL %
MR, FAEE3K, IIA14-ENIR(EmL)FIK (2 mL), 90/ T TLC R
By JEACEL: UK R MR EAC R K, MTBERE 20K, AR EhKBESIK, +
FE, ik (HEP-DCM=100, 50:1,10:1,5:1) 3 F/= 8, 46439 ([ 14£0.6 go MS-

5 APCI: 740 [M+H]

HIER2-7:

#2-10(53 mg)¥# T-5mL MeOH, I A2mL NaOH(2N), 26/ &N 5/N o [ MR
40P i T, BRPA R4 NS0 mL/K, 2M HCIE % PH {447, MRk, /K¥k, THF
e, o, BB % aifb 13 95 A [ K S mg. MS-APCI: 726 [M+H]".

10
KHEBI3 HEYI003 HIE L

o]
/@é Ac20 Conc.HNO3 Pt/ C, TFA
Et3N "/u:gj ) ; I\
HO' 0.

CN
14

o B

Q Br N
DDQ, PPh3 N d HOI N5
_— j
° Pd(dppf)2CI12, Na2CO3

CN
3-5

. N HO 0. O §
t\ o~ o,,, - LiOH G‘v@"( ’ O 9‘@
N ZN O /o _0 © CN

o N
3 003

B IR3-1:
F250 ml 5 A BSRREF(7S ml), RASER(S ml), M HLIIAJRE14 (5.0 g, 28.9
15  mmol), K& FHHE, 20minfa, AUEMM, TLCHEMIEIM, RNVEHE, MEHTTE, #
T, FTIR, R OEE4.5g, WFET1%.

B IR3-2:

F-500 ml # C# HFINATHE(200 ml), Ji#l3-1 (5.0 g, 23 mmol)FITFA (0.2 mL),
PYC, H2E#:3 IR, fE=IR NHH:, MU G, TLCABMRMN, JFR R e, JEH

20 PYC, WEREEHT N &

B IR3-3:

FIRPEW3-2 (10.0 g, 45.8 mmol) I THF VR 11\ 180mmol Et3N, #42-6 (10.74 g, 46
mmol, Organic Letters, 2019, 21, 5971-5976)15ml DCMVAf#, 2B MAH G, =ET
BT hour, H{EUKEVEM, JEHMEIA, LR OREFTRAMAFI8 g K T A,

25 HPR3-4:

27
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F L N KPPh3(9.7 g, 37 mmol A T-FHZE, 2518 I ADDQ(8.4 g, 37 mmol)fi #1527,
BEIHA R B, I JEEI3-4(7.1 g, 18.5 mmol), T-110°C T 2% 1hour, TLCAAMR, =¥
2, BIHGER, W4T, BEATTR, BAGREA37e
WR3-5:
5 PIAL A H3-5 (1 g, 2.72 mmol )A117(902 mg, 5.45 mmol) g5 Rl 2181 1-1111)
AT, Hf3 A EE K08 go MS (APCI): 480 [M+H]*
H3-6:
PIAL & 43-6 (200 mg, 0.416 mmol )A15 (233 mg, 0.5 mmol) Ny JFRl, %ML TE1-12
M4 7%, #AE A GE1£0.21 g MS (APCI): 740 [M+H]"
10 W IR3-T:
FAL A Y3-7 (210 mg, 0.284 mmol )ATLIOH (20 mg, 0.85 mmol )4 A A
THF/MeOH/H20 (2:2:1, S mL) 5 FUf SR FE2/e, TLCR IR o S V58
A5, FH ORI RE ) 46 19 A B A 50 mg. MS (APCI): 726 [M+H]*

15 SEHEBI4 A PI004H) & R

CIO

o} 0
O

_ ooaees HCl N 47

CN
3-2

O

R m
o g *@Qﬁ 2 “w@ﬁ

Pd(dppf2C12, Na2CO3

A1
PIAL & 43-2(2 g, 0.106 mmol)F14-1(2.83 g, 0.011 mmol, WO2017059135) M J5l
BE 1R BOPIR33M G 75, Ml 93K A (i 43 g MS (APCI): 405 [M+H]”
20 A IRA-2:
DAL A Y04-22 gy N IR, $ZIED R340 G vk, &R B AR g,
MS (APCI): 387 [M+H]*
L IR4-3
DAL 2 44-3(1 g, 2.58 mmol)FIAL 5 1117(0.85 g, 5.16 mmol ) A R AL, 2 [ 45 1§35
25 A RTTIE, &R EIK A 1£0.9 g. MS (APCI): 500 [M+H]"
HIRA-4.
LLAL A 174-4(0.2 g, 0.4 mmol) A4 4 45(0.22 g, 0.48 mmol) Ky JFkt, 4% I8 25 3 3-6
A TV 245 B K 19 (4[5 440.18 g MS (APCI): 760 [M+H]"
FIR4-5:
30 DAL A5 414-5(0.2 g, 0.4 mmol) N AL, #ZIUPER3- TG 7%, Hl& AR A6
[ 4£42 mg. MS (APCI): 746 [M+H]"

SKHEBIS A PI00SHI & R
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Cl
O,
s r.@ﬁ Palau’ Chior N O:,‘ B2Pin2, Paapp2ci2 @ t"\lH o,,,@
r — !
Ot Oy [ 2N E" Oy /N Bpin N _N Bpin
e
3

© O 53
77 s

Q 0
9
, oH

Br, Cl N (f\ o N
N HQ
OO« w Loy, ) SR gy
t\ S - N LioH N N ¢ Y
eN N ZN O /O\ —_— ) o
0 N -
54 005

Pd(dppf)2CI2, Na2CO3

L YRS-1:

Btk E&43(1.5 g, 4.34 mmol), Palau’ Chlor (1 g, 4.77 mmol)fITFA(0.35 mL, 4.77
mmol)fiK R INALEA CH3CN/DCM(2:1, 30 mL)RYH TR, =it kil e, LC-MSH
WRRL. M SEA )G, S8, FDCMKIE2I, T 38 8 1R R R 2 A 7K Y i A
frEh/KPEEE, TTARMRM T, HEN, 5Ha6EKD46 g MS-APCL188 [M-
195+H] "(f j7 &)

HIR5-2:

W4k A 45-1(1.4 g, 3.66 mmol), B2pin2(1.02 g, 4 mmol), KOAc(718 mg, 7.32
mmol),Pd(dppf)2C12(257 mg, 0.366 mmol){f& VX J1 A %% 45 Dioxane(30 mL)fAY B [,
KA, TS T IASIE3 /N, LC-MSKM N . Ve, Bk, &
THERE, FEZEHT, 13800 mgiik ¥y, MS-APCI:188 [M-243+H] “( 7 I&)

B PRS-3:

KAk A H5-2(800 mg, 1.86 mmol),R-3-F% 5k PU S0k % £5 152 5 (460 mg, 3.72 mmol),
DIPEA(0.3 mL, 1.86 mmol)fINaBH(OAc)3(1.18 g, 5.59 mmol )& & i A% A DCM(30
mL)E LR, SR AE2/N, TLCR R R . SN 5E 42 ), M BRI BRI Sl 6 7K
AN SR VeV, TOKBRIR T8, 247, 15670 mgH M [E{£. MS-APCL:501
[M+H] ~*

W IR5-4:

LIAE 4 #15-3(200 mg, 0.4 mmol)Fi14-4(160 mg, 0.32 mmol) g JE kL, 4z B AETE-12
W& T, 1528 O £160 mg. MS-APCL:794 [M+H]

HYRS-5:

LI A 4)5-4(160 me) Ay JEURE, 2 IPIR3-THI & i ik, il 45 3] B o [l 4421
mg. MS (APCI): 780 [M+H]"

sEHtifle AL EHI006H) 5 AL

C\
(j)LOH CI) N O
- LR
©_< _ vEERy @_( o Q b
Pd(dppf)2C12, Na2G03

J"/:%6 1:
F 5 KH4-4(10 @)#EAT FHEAEHR 47, 15S-(4-4) (4.2 @) 1M1 5 BAS-(4-4) S5 K}, #20iE
WIR3-TI G RO, 138 A E{A3 go MS (APCI): 486 [M+H]"

29
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RISW;):cd
WIR6-2:
PLIE BL6-1(200 mg, 0.41 mmol)F15-3(247 mg, 0.49 mmol) A 5k}, %I B 1-1211

BT, W% 138 A AE{A38 mg. MS (APCI): 780 [M+H]*

5 LHBI7 A EYI00THIE R

e O
& ¢
OH B SS S5
B, Cl N HN—S— UN
laCs o) @* HOLOTI i
N o7 Q o
o EDCI, DMAP m Pd(dppf)2CI2, Na2CO3
CN

61

L 1B
WIRT-1:
$46-1(200.0mg 1.0eq). P [N F: A 5 /% (200.0mg, 4.0eq)» DMAP(202.0mg,

4.0eq)- EDCI(314.0mg, 4.0eq)NAMN N, 6 mLDCMAf#, RT F#i#:4h. TLCHA
10 W, RN TEAT. MR IM HCIAE K, Yflbrinediisk, T8, W46, 2.
139 H A [H14180 mg. MS (APCI): 563 [M+H]"

B IRT-2:
PLE EHT-1(200 mg, 0.355 mmol)F15-3(213 mg, 0.43 mmol) Ny FkF, IR 5H1-12

WG T %, il &3 2] A A E 426 mg. MS (APCI): 857 [M+H]*

15
K8 B HI008H)E Ak

HO
@ :{ Pd( dppf)ZCIZ Na2C03 t\ {z)/ |
/N Bpin

LioH HO, o O P
e Lo, A .
AN rZ)/ \
o
_0 CN
008

1 TER
WIRS-1:
L EF3-6(200 mg, 0.41 mmol)F15-3(247 mg, 0.49 mmol) Ay Fok, %15 B 1-12/)

20 HOTE, HENSE A G K120 mg.

B IR3-T7:
P 5 918-1 (210 mg)FILIOH (18 mg)fk X iN A\ 2% 4 THF/MeOH/H20 (2:2:1, 5

mL) i, SRR/, TLCR M R M. RN 5E4iE, MRS %15 H
& [ 4450 mg. MS (APCI): 760 [M+H]"

25
M A Ak A 40001 - 00818 75k, A T FAIR T ED:
Lkl MS [M+H]* Eikel MS [M+H]* ikl MS [M+H]*
009 780 046 822 083 922
010 760 047 850 084 921

30
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011 807 048 849 085 776
012 806 049 822 086 796
013 779 050 821 087 879
014 778 051 830 088 899
015 787 052 829 089 936
016 786 053 802 090 916
017 759 054 758 091 726
018 758 055 862 092 746
019 819 056 861 093 849
020 818 057 834 094 829
021 791 058 833 095 843
022 790 059 842 096 897
023 799 060 841 097 863
024 798 061 814 098 877
025 771 062 813 099 870
026 770 063 858 100 920
027 815 064 838 101 936
028 814 065 885 102 918
029 842 066 884 103 904
030 841 067 857 104 886
031 814 068 856 105 856
032 813 069 865 106 906
033 822 070 864 107 922
034 821 071 837 108 904
035 794 072 836 109 890
036 793 073 897 110 872
037 854 074 896 111 753
038 853 075 869 112 803
039 826 076 868 113 819
040 825 077 877 114 801
041 834 078 876 115 787
042 833 079 863 116 769
043 806 080 862 117 780
044 805 081 910 118 883
045 823 082 909 119 897

SEiEB120 4LEPI12000E ik
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P
o 0 0 \©/ .
K T
m NaNO3, Conc.H2504 O?“:{:ﬁj NIS ON 111 ‘
E— e = o
HO' HO o

I
21 120-1 NO,

X

HN<>—002M9 Br, ‘ o cl .
[ / N O 53 O O NQ\
aSs SR\ SR O
NaBH3CN o CO,Me N _N O \
o
NO, _0 NO,

1204 120-5

LiOH Hot\ Vé/o"- . NQ\COH
— QO ¥ :
/O O ¢

NO,

HO

U 120-1:

#2-1(13 g) T DCM-3M H2804(1:1)200 ML, VK¥f, S K071 g FHERHN
IANB R NiAR Z o, BARY, FRKNER. TLC mit B/R1-13%, LCMSS
Wi m = . 1 ZHr a3 72 %300 mg. MS-APCI: 208 [M+H]".

H98120-2:

B A Y120-1(4 g) ¥ T-200 ZTFDCM (T-5002 T+ H B ), TIA6.37%
NIS, @SRy FiRRPEH . TLCRAMR N 84T KM IN2M HCL 100 mL, 43
W, THe. TSRS g Y, REARM{A. MS-APCI: 334 [M+H]".

1% 120-3:

PA120-2 (390 mg)F1-11 (337 mg) N5 kl, & MEHR1-7TH & 5k, B3
200 mg. MS-APCI: 400 [M+H]*

PR 120-4:

PA2-8 (200 mg)MI3-MY EFR IR HfiE (86 mg) My JE Kt &I BR2-5H) & i ik, 19
FI7741100 mg. MS-APCI: 499 [M+H]"

95 120-5:

DL KF120-4(100 mg)F15-3(110 mg) M 5k}, & BUP R 1-12006 omis, =T
F A [E 4102 mg. MS (APCI): 793 [M+H]"

1 120-6:

B A Y120-5 (102 mg)FILIOH (20 mg)fk X A% H THF/MeOH/H20 (2:2:1, S
mL)) 5 EE T, SRR/, TLCR I S o JBIE 45, FRAIFE #1311
[ 426 mg. MS (APCI): 779 [M+H]"

sSEiaB121 LA WI1215E AR
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Br CO;Me
o o X O we [ B, ®
HNO3, Ac20 Oahl 11 . Q @y O 0 HN Q @y O NQ‘COgMe
HO HO' O NaBH3CN, Et;N o
NO,

I I NO,

312 1214 1212 1213

o G
O cl
Gv@ @Bpm HO, CL o O [O>—O—come | Hot‘ \/@/O'« /\ NOeous
O 53 G \/Q . Q 4 \ - . N 2N D o
3 o (o, _0 NO,
121

HIE121-1:
PA3-12(2 g) y J5LRE, 4% BB BR3- 1106 o7 i2:, {819 B B [i4£0.8 g MS (APCI): 320
[M+H]*
HPR121-2:
PA121-1 (800 mg)F11-11 (756 mg) AR &L, ZMBIR1-7TH G 7k, 13379
615 mg. MS-APCI: 386 [M+H]"
L IR121-3:
PA121-2 (200 mg) FI3-HY B FR G FH I (86 mg) Ny i Rk, 4 M 20 BR2-5 1A W7 i
2372 #)152 mg. MS-APCI: 485 [M+H]"
HPR121-4:
PAJEER121-3(100 mg) F15-3(108 mg) Ay J5lk}, 42 WP IR 1- 1200 & %, HEE S
| A4 F K96 mg. MS (APCI): 779 [M+H]"
HR121-5:
¥4 5 ¥0121-4 (96 mg)MILIOH (15 mg) &k i A\ %47 THF/MeOH/H20 (2:2:1, 5 mL)
BB U, SRR 2N, TLORIIN SN o SN 584 fa, FH SORH A 1) 4% 45 B 65 i 4
26 mg. MS (APCI): 765 [M+H]*

AR

SHEFIA: PD-1/ PD-L1 A [B] 533 5% Y6 (HTRF) 4 & Jil &

I AE AR e B2 4384 LI 2K LR M R b AT, AARFR 200l . 1 56 K 41 55 FH DMSO
AL FRE S AR AL, BN HeA S N 2y o 1 5E T DM SO e 289K B N 1% 58
JETE25°C R &5 4 0.05%Tween-20F10.1%BSA [ PBS 2% i (pH7 .4) AT I« 7EC i 77
HHishric (1) 41 APD-L1%5 H(19-238) H AcroBiosystems 2 & (PD1-H5229). £ C
A Febrid (9 5 41 APD-1%% A (25-167) 1 1) 4 AcroBiosystems 2 ] (PD1-H5257) . 4
PD-L1AIPD- 145 [ 75 52 22 PP Hh A PSR TG P2 B0 1 Wl W I BB AL o 850 P AR IF
W BB R 5 P R TR A 400 B . W A S NN 0. 1l HTRFAS I 28 b R 25 A3 8 3 P b i
11 9t N IgG(PerkinElmer-AD0212)Fc % J& [#*) A1 T His 1) SureLight®- 1] # i &% 1 (APC,
PerkinElmer-ADOOSOH) 4 A M bifk. B0 Ja, AR AE2SC I Ec 4. BT
PHERAstar FSTEAR 2% i 33 BUEUE (665nm / 620nm EL ). I 5E o1 I e &K N ~3nM
PDI1. 10nM PD-L1. 1nM4HHi A\ IgGAI20nM#7i-His- 51 % 8 A . 1§ /] GraphPad Prism
S.OBRAF #0055 3% 1 B4 45 tH 4081 77 B IC SO 1E

S ) Hh 26450 1 B A S IICSOfE LA T 41 7 KA zR: 1C50: + « <10nM;  ++:
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10 nM ~ 100nM; +++:  >100nM.

{45 FH St 431 A 53R IO PD-1 / PD-L 134 FH B 8] 43 3#% 2¢ Y6 (HTRF) 45 A I 3R 4510 552
A AL A P R B R B, B I A R AL S P TCS035 /N T 10nm, #4340 A& W0 (£
25%)HE/NTF1nM, I AP IE R B R TR 1,

5 *1.
ey PD-1/PD-L1 HTRF oy PD-1/PD-L1
IC50(nM) HTRF IC50(nM)

001 + 087 n
003 + 088 n
004 + 089 n
005 + 090 ¥
006 + 091 +
007 + 092 +
079 + 093 +
080 + 094 n
081 + 095 n
082 + 096 +
083 + 097 +
084 + 098 +
085 +

086 n

FEAR W2 2 00 T AT SCRRARAE A B b 51 IR DN 25, gt I 7 48— i SRR 7
SUMAE NS I BUANRCE AR, FEDD 3 VAR BRI AR 25, AR
N B3R] BUR AR WA 35 i e sl A4S 25, TR 2L S5 T X IR RE V& T A B33 BT B OB 225K 45

10 FrfRE R EH .
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