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AR ndE i A R R KRS CEANTE BRI B EE R B S 5 T 7)) Fe Al AR kB
(P AE VDTS YEAL S I AT AR - B0 24 B S B 2 T A &4 Horp AR R B AL & W b ) e Bt
PEAL, e S AL BB BR AL , ) Gn — e I 2 e 32 TR PR Ik e 2 o I T A ik PP R g 2k L sl L R 2
FEWE AL e Ak B R b B A RO R 6, 451 1 2 T AU AR I A2 OB IR A 2 L B T
ot A2 D IO AR | T I A 2 B A R gl T A B e A, B Hp R b e B b )
SN/ Ym0 20 PR %) 5 9 IR 3B a2 24 0 B AR 5 A8 LD IR R A B IR AL S T DA E
AR S PR HE A R T i

[0063]  “RJZy A ER” B “2 5 bl B2 )7 A2 FE H nT 25 B IO AR E R » B 4 e M LB R R A
AU EEE ) BT o 72 4% B A A — N B 2 A TR M Bk 2 B A L 5 A K B
LS e AT B AT 24 FH L o DRI, 2 R MR 2 [ 1) AR BH I A6 & W m] DL BL R T SRAF AR 3F
AT AR A % WA FH 490 A4 i 2 B 4 J R B AR ok L SRR 1) 1) BE A ) sS4
FEAASE VB VS ER L BE S Bl I B A LI , A A1 I A i UG PR RS 1 T S A
=W O E ORI OTERG S OGO . IR G L R RS (IR
WK FE  JUECTRE A0 B e R S5 o) D0 228 R0 LB S G s — O OB . = H iR =3 i R
T AT W IR 1 5 o 2 B 22 A 1 A R BA AL & m] DA R TR =07 A8 1 mT AR 8 A B P AT )
5 EMLECAE HLER 09 0 58 0% 2XATE FH « A 38 (P R 1 SE 51 B 46 Sh IR SRR R IR - B R W RS
FRR TR ) F AR L 28 R IR « 5K « R T A R W FLER /KR 2R FH IR L H R « T R R T
B2 TN IR BRIIIR R R E IR T OKER E SRR M RIS R TN R ETRE IR L BRI
R MR AR IR « O SRR AN AR SIS E AR N 2 2 R0 ) B R o W SR A A BRI AL & W (E 7 1
e [] 2 A R P AT 3 (4], A R B o B 4 21 10 R T XA IS BL G 9 SR BN B2 2h . &% Ehad il
AT AN T3 08 R V53R AT 491 3d8 3o 8 3 708X a0 BT HR A X L 5 LB A LER
R e B E I e R B S A e B B A e

[0064]  [RlL, fEAC HITE H Y38 A “UEW” KRR A 8RR BT &80 I, fL 45
Fiv B Frid i & e A B an He w2 S Ae e R E AT AW vl 245 F i 28 L S A4 P9 v e 4 L A
TH AR R B S AR | e B Sk f VRS )

[0065]  FEASCH AT “Pifras” 0455 R PR A B R (19 A i)

[0066]  7EASCH, RIE “FiE” A 3EBruton’ sEEE BRI 2 15 o % AR 10 4% Fh S g L
FEAEABR THE /N0 i it « 8780 SR 60 2008 R SUVL AR - 4l e 22 1k B B RE L e
YN SRR T R AU R A S IR SR IR e LR BT 8 s AN TR (191
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UnRT AR B o BE LA T 18 T A Bt o

(00671 A SCR A FHARE O L VAT A ROE” B R R R I JE AL DAAE S Rl
REJE G0 P o7 A0 BOPAE (1) — A~ B2 AR (10 25 /0 — b 25 75 A S i) oo L4
A AOAIZE G RE IR B0 PR DR/ B 2 i B AR ) R G AR T e B R A4k il an, F TR
I 10 A RO AR IR R _E SR O 2 K RE i R P s I S A LA TH L S H &1
R o o FH 1 G ) B 3 U A AR 58 3 & A M 1 o ) R

[0068] 7 BAE I HOARE “2 i AUW)” B2 R (L) " AR A K AL & B 2
AR S AR R ) — S ST REAT — DR LI @ AR 30, A R B i T A 1) 2 o 2
SEHHEREY

[0069] A BAL &P al AL &4 S L 2 S R Y A A R B RIS T A

[0070] & g2 7 A A R AL S WD R AL, A SR RIARSE “Wie ™ 248 th— Al
ZNA RGN TR A B AT T A S

[0071] &5 AT LUK, XA BT i I /K& o T3 ANIE AT LA WL 7o PR, A%
KAV AT K EAEAE, B — K EY . KED K ED . =KED - TIKEY
S, LURHR L VAT 25 o AR AL S 0T L FE R, (BAE e — SR 0L R AR K
AL ST e R RARAROR B 1 /K SR R — S8 F B IR IR S WA R WAL & P mT A — b
P R S5 N B — R 7 AR T B it o AN SR AR S D IR0 T SR AL )t B A A O D Y
o

(00721 AR FH R ER AR5 2 5 W B 3 AR SR ORI “Rl 52 17 R FR A T AR S48
f FEBCH RREERI A E R .

[0073] A SCR IR “2 57 BT 332 107 FE 48 AN UM A5 WAL 4540 10 25 0 i P sk I 1)
Yoot (s i s Be 7)), JF B B35 , BZ b ml it T4 i AN & oA R A9 A4 B i
ARG SHEWHEEIMERH DI,

[0074]  “2427 bRl 52 (3R B AN IR O 22 oM QUM AT G T T3tk o4 (1 T A
T NSEAGN TR RIS BAR I 7 W77 Bt S50 e 7 DR et 5] L el / 35 €] KUk
$E 50 R T A PR | 73 B B ) AR E AR SEE R TR BCELA A

(00751 SCHT FAARTE “AR” L “BE” VR R” B NMR” 2 48 BAT B 3 8L BUR AE 5 4
A% o AL 55 7L Bl )R | 2L B ) TR 3L 3 20 1) S5 491 B9 1E AN BR 5 I 7L s 0 4 0 A A e 9
NS AR NI RSB (Bl B R AL e RAR) s @, BlinF, B 4, i+ s X
FREND, BN , AN 5 S Zh A, AR M SR BN ), A KBRS/ BRI R 58 o AE NI L0
P s RAEAE AN BR T 55 R0 2R 55  AEA SRR ALK — N RO i M AL S IR St 5 &
T, TR FLEN N o

[0076]  ASCHT IARTE “Va 97 2 Fa 0 i FLENVRF S0l 72 N SR BIAR SBIR iE (VR T » B
(00771 (1) F9T5%s iy L BH 0, 5 Jall J& 2 Wi 8 48 3% A2 2S00 BOBAE I (H W R P2 W /B
TIPS BOAE AT LA 5 7 AL AR L A9 BAE 5

(00781 (i 1) Ml I O » BRIV, 42 ] HL i 5

(00791 (iii) A BOWAE » BRI, A0 B IE VH AR 2% 5

(00801 (iv) ZE i i B AE 51 A ARAEAR o

[0081]  ZRSCffr AR “di”™ A piE” Al AL AR AR, L m] AR AR R, IR 2 285 5E
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P I B i 1R 9% A O 0 B B0 IR 1 (BIT DA iR AL G AN 48D BT LA AN B AR5 1T R
REM: B MO PR SR AE , FT IR 25 A E B 2 B0 A — L BRRER @ g IR IR 72N
FAIESE

[0082]  ATSTRT FHARIE “HR A7 “Ti 7\ “45 257 S5 2 18 Re 08 1A & W B 2H & W3 a2k 2 ik AT
AR F BT TR AL 55 B 7 VX B T v AR EAN IR T D R 1R 4+ e i ts . 8 s
S CELREER KN B2 BRI Y LA < sh ik 3 3 85 JR iR 4h 2 & B 4h 2 - fE ik
ISRt 7 S, AR SO AL A P A4 & st 1 ARt A

[0083] &7k

[0084] Ak BHIEFRAL G & BT iR Ak BP0 770 A R W 5K (1) Frid b & P i i 4, mls
DL 7 512 7 92 RS2 i 451 52 ok » (L33 26 T3 95 RS2 i 451 A 52 DAAEAR] D5 s R R ok A o W7
] 4D R 1] o 9, 7] b A B85 4 AN BT R B s AR AR i BH BT IR A &40, B3 5 e
FH ARSI, ) R0 5 2 AN AS B BT IR 10 7 4 o B0 B2 BT 15 19 72 40 FH AR 3 2 9 4 IS BR A5
B, B FEEAPR T AEH 8 2SS A B B S B T R B R 46 SRR AT AL 2 )
AT URRE SCHR (reaxys) A0 a3 .

[0085]  BRIE A BLHH , I 25 IR E . {77 H Chemblocks Inc.Astatech IncBlE i
PREE R M AR R , I HLX 28357 v] BLEAE A o /it — DAl , bRk A Ui

[0086]  FRARFAE VLI, T HI I NAE iR T /AKIEF A B ARBUR IEE N sifl g it
A7 s OB A MU0 /5.

[0087]  FRAE7A U BH At Alifb A 75 S g4k ) 19200-300 H AERR s i1l % 8 2 ol
18 R 6 T Ak 27 OB 50 Bl A2 77 (1 98 2 €0 15 Ak B TR AR (HSGF254) s MS (1)l %2 F Therno
LCD FleetY (EST) yEAH €3k - Joa sl X FHAX

[0088]  #ZHi%dE (1H NMR) f# FHBrukerAvance-400MHz B¢ Varian Oxford-400HziZ WA , #%
R 50 4 FH (¥ %5 7514 CDC 1, . CD,0D D0 DMS - d6 %5 , LA VU H B A &5t (0. 000ppm) Ay ik 74k 5 LA ik
B 5 77 BL HE (CDCL,, 7. 26ppm: CD,0D: 3. 31ppm:D,0: 4. 79ppm; d6-DMSO: 2. 50ppm) 245 B g
TEZAEPERS , DL R ] 5 RN AN FIETE : s (FRIE) «d CUEE) t (ZHIE) q PUEIE) m(ZE
) Jbr (FEUE) vdd (RN E ) (dt (W= HE ) a4t T A H 20 W BlHer tz (Hz) 5
Ao

[0089]  sZfitafdll: (S) -7- (4-FREAFEAIFL) -5- (3- 1 -2- Bk FEnRmE -1-38) -2,3- 5 AR-
MEnE [3,4-b] ] FEMERE -8- FEEIE (b &91) Bl &
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BocHN. .~
BocHN,_~. Oy N
BocHM, -~ T J Ny ﬂ/ | ) L
cl I .3 Sy ~#~g-OH N
NO; N i OH N N0 NBS
o e e *
| e - »
o M, e /J\ NHz
2 ks
1a 1b = s
1c
BocHN .. BocHN
\I: g \(\J BocHN._~_
o N I COOE!
N/L\ _NO, Zn(CN), N -NO2 N COOEt
- /I DbaPb - ﬂ;\ N’l\\\/NH?
oo} (I I L™ YU R% '
p = s
g P B NNgonF  ON /\/lt *j/l\( NH;
R CN
1d 1e of
T P
Bac.l-!hl\(-j \[j |rk0H \[ J
N
H = N
NP SeP
N H,50, o~ N L N o \)I ]: I
. e ,l = _— | H = 2 ZN o
1 [ j/ N 07 PN 1 E .
gy oj\f CN 2 =g PN S0
19 1h 1

[0091] IR ALEWIbHIE R

[0092] K JEiRl2,6- & -3-hEdE-4-ZFFEMENE 1a (20.8g,0. 1mol)  (S) -3-Boc - & FENRIE
(22g,0.11mol) \ERERHH (22g,0. 2mmo) 4k E AL B FNDME (2000mL) VR4, IH#E]120°C , 1
FEIRNA/NI o A1 A2 5, Jolk 289, 15 2 B [l 44 1 e (20.8g,56%) ,LC/MS (EST) tm/z=
373 [M+H] ",

[0093]  ZBHR2 AL ESW1cHIA K

[0094] ¥ AR FI 77410 (18.59g,0.05mol) 4- A FHMIEE (10.7g,0.05mol) =
(P FETAER) 48 (4g, 4. 4mmol) JHRERHE 1,4~ 4 /NFF (500mL) A7k (100mL) V& & 5 » 4R
JE BRI EN120°C , FiHE S S 16 /NI o 4 S B P4 4 28 25 iR IR B FE I 8, 19 219 B8 L Pl
o F7K (10mL) % B8 S VR A4, 38 ik i S8 WSO 4R [ o K =4 FH R B (50mL) 4128, SR 5 15
FK B E A LD (12.9¢,51%) , o R FRAALEE4T F — &8, LC/MS (EST) :m/z =506 [M+H] .
[0095]  JBHRSALEW1AIIA K

[0096]  KEN-JRACHEFAME W % (5.2g,29.6mmol) fNF|1c (12.1g,24mmol) 7F £, (100mL) H
I o FE60 CHEFE2/INI I TERE T 22 Bk R R R B FAE /K H (60mL) , HEiAs i
FIRR R AN W (40mL) o 3o JiE [ 44 3+ 7E 80 °C 7K v (200mL) i £E30 4% o ¥4 H1 IR IR
Ji » ok PE A HAE A R TR, A5 B S B i Ak 1d (12. 2,87 %) , TR A 4itb 47 T —
RN, LC/MS (EST) :m/z="585[M+H] ",

[0097]  JBBRA AL S WA K

[0098]  FEZSLRI T, K 1d (7.8g,13.35mmol) +Zn (CN) , (940mg, 8mmol) « = (=LK EE N
i) — 41 (0.61g,0.65mmol) 11,1 - XL (2R FLRBE) — %%k (0.74g,1.35mmol) TR 4N 2|
DMF/H20(99:1,50mL) H, #3043 8, SR G IR 120°C , FiFE 824/ N8 o B i AR S 7%
HN & = RRINE, CLE R UK H,0 (4: 124, 10mL) YLHE o K R B4 H1 220°C I3 g . I8
B FALFINH, C LA - & /K H,0 (4:1:4, 2mL) ¥k, 76 B2 T 815 B0 L[l 44 (5. 384,
76%) , Jo T LA HEAT N — B, LC/MS (BST) :m/z=531[M+H] ",

[0099]  JBERS AL EWIFIHIA K

14
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[0100]  ¥fle (5.31g,10mmol) ¥ T50mL L EEH , fE= R FAEL. Oatm H2 K55 176 JE 216
151 (2.0g) EEAbAh. B SE R G, VAN . 6ght v )5 , R ZUH PR AW -k i+
B YR R R RER AR E AT Atk , 19 B0 AE B S AR L (4.70g,94%) , TR BALEAT T
— N, LC/MS (EST) :m/z="501[M+H] ",

[0101]  DER6 AL A1 A K

[0102]  [AI1f (2.5g,5mmol) 55 20m1 FH ARV R s I FR B4 (0. 63g ), FEAE IR P RHR S
WIBEPE30 70 b B B RE — 2018 (0.76g,5. Tmmol) ¥4 T-8m1 FF B F) 14 VAGZ I 7R I VR &4 7 30
O30, IR TSR S IR [ The TR N IR 48R &4, FH 30mL/K W B , SR J5 7E VK
A 10 % B SR ERKs S TR A4 15 B pH o6 . 5 o 3B it i Je e S T e H LA, /K e O
T, AR AN A Y 1g (2.6g,94%) , LR BT N — &, LC/MS (EST) m/z=
555 [M+H] "

[0103]  BIRT ALEWIhIIE R

[0104] ¥4 E—P4bEW)1g (1.66g,3mmol) 73k IIAB0% AR (11mL) , 760 °C N i S b
2. 5/NIF A EN E SRS K N AN UK I A E = IR RE T . KON pHE T &
8, TR L BEHHL (2 X) o« FTC /KB BRAM T 458 , ¥R 448 ok 1 45 21 A% 0[] 44 o [R] 4 Lh (1. 40g
97%) TG H AL EET T — [N, LC/MS (EST) :m/z =473 [M+H] ",

[0105] LIRS L& MIIIE K

[0106]  [m]25mL = #BEdth H s N H T]44 1h (237mg, 0. 5mmo1) ZEN, N- — F 3 FA ki (SmlL) £01-
2- T g (46.2mg, 0. 55mmol) JHATU (379mg . 164mmol) FIN- 2,3k — 5 R Rk (275uL) G TF
F35°C) o AR TT FRAE FIR T2/ . BB BIR & 1R 2 1ig (10=T1)
FKBE GZTL) A MM, KZH 28 ZEEAEHL (2 X 10m1) o & I A BB P 5%
WPeEK (BAEEMH) @Xx10ml) , FHERKHE (L0ZT) , FTEKBREREN T 45 48 HH 750
JE RSB Y, 8 i E HraiA, 25 50 3 0 [ Atk &1 (140mg, 72 %52%) . 'HNMR
(400MHz ,CD30D) 8:7.41-7.04 (m, 11H) ,3.98-3.83 (m, 1H) ,3.19-3.07 (m, 1H) ,3.06-2.89 (m,
1H) ,3.06-2.91 (m,1H) ,2.80 (br s,1H) ,1.96 (s,3H) ,1.91-1.80 (m,1H) ,1.73 (s,2H) ,and
1.35(s, 1H) ;LC/MS (ESI) :m/z=539.2[M+H] .

[0107]  SZjfFI2: R) -7- (4-FKEEIEFHKEIE) -5- 3- T -2- PRBi A IEIRIE - 1-38) -2,3- 44K -
mEmE [3,4-b] ] FEMERE -8- HEEZ (b &42) ] &
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BocHN,, -~
BocHN, ANy '
BocHN 'AJ - ﬂ/ \[I/ . oM -~
cl (\J . s %?’ j'\ ‘o
2 L -NO;
N(%[NO? N A No, OH NS NES
= I I P T SNH
C” ™ NH, oI~ N, l | 2
1a S =
BocHN,, .~ BocHN,,,
[ j O BocHM,, -~
N N L COOEt
~
NS NO2  Zn(CN) N,»%I:No2 l " COOEt
s A DbaPb ’ .l N2 -
lot08] [ [ ) [ ™ Q) Oy L™ - AL
g Br SN CN iJ\ /( =5 T NH;
g CN
HaM.,, \ ﬁ a n
BocHN ~OH \T i
0 Wy
M
M H T J\ H
N.__-0 I N7 N. -0
hllx\j, T H250, ( | l
s
~ & ~ = - = ‘N =0
QI 1 L
g N = FH N o

[01091  Fi -5 Szt ) AR ALLFA) 5 925 (P AR (R) -3-Boc - ENRNE) 75 21k &42 (129mg ,
PRERA8 % , RGP 3, R IR]) vk (o [ 4, 'H NMR (400MHz ,CD30D) 8:7.41-7.04
(m,9H) ,3.98-3.84 (m,1H) ,3.19-3.06 (m, 1H) ,3.06-2.89 (m, 1H) ,3.08-2.90 (m, 1H) ,2.81
(br s,1H) ,1.97(s,3H) ,1.91-1.81(m,1H) ,1.73(s,2H) ,and 1.36(s,1H) ;LC/MS(ESI) :m/z
=539.2[M+H] .

[0110]  SEfEf5I3: (S) -7- (4- FAEIEFHL) -5- - NEEIIEIRIE -1-38) -2,3- &A%k
BE [3,4-b]]1FFnkE -8- L i tb & 43) I 2%

HzN H
1S o
N T
X N
N IO
|
= o)

H,N” 0
3

01121 A5 s fs] AL v (R AR A NG BR) 15 2146 543 (100mg , 72 %638 % , I
NG5, F ) Nk A E 7, 'H NMR (400MHz ,CD30D) 6:7.43-7.04 (m,9H) ,6.27-
6.17 (m,1H) ,6.13-6.03 (m, 1H) ,5.59(dd, 1H) ,4.01 (br s,1H),3.39(br s,1H),3.17 (br s,
1H) ,2.64 (br s,1H),2.43 (br s,1H) ,1.99-1.68 (m,3H) ,1.35 (s, 1H) ;LC/MS (ESI) :m/z=
527.2[M+H]".

[0113]  sEjitifsl4: (R) -7- (4-ZEIFEIREL) -5- G- N BERZIENRIE -1-3%) -2, 3- —&AC-L
BE [3,4-b]]1FFnkE -8- HEL i tb & 904) ) 2%

[0111] |

z

\ /7

TO
=T

@]

I
Lhv]

Z

@]

I=
Qo
Iz
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NS ©
[0114] L ’

@ HoO
H
0 H.N" S0

[0115]  F 5 Szt 9] LARALLAG 5 3 (PR TR AR 3 R IR I IR 75 24k &4 (84mg , 72 3R 32 % , N
G — P2, R Rk A, 'H NMR (400MHz ,CD30D) 8:7.43-7.04 (m,9H) ,6.27-
6.17 (m,1H) ,6.13-6.03 (m, 1H) ,5.59(dd, 1H) ,4.01 (br s,1H),3.39(br s,1H),3.17(br s,
1H) ,2.64 (br s,1H),2.43 (br s,1H) ,1.99-1.68(m,3H) ,1.35 (s, 1H) ;LC/MS (ESI) :m/z=
511.2[M+H]".

[0116]  SEJEfHI5: (S) -7- (4-FAEFEEARIL) -5- (3- T -2- Bt n s e - 1-28) -2, 3- 4
A-MERE [3,4-b] ] HEms - 8- BBk i (b & 45) B 2%

BocHN BacHN,
BochN, BocHN\ PN r 0. \|_ y | Y
B s Ll OH N N
- [ Fg
N M . NOg L__no.
A - 3 e
NN MO N =, \ e I
A N TN M
- N ALl Ch 0 2 | i 2
- cl NH > | _.l.u I &
BocHN\; . Boc-*.N\ . BocHMN
. > COOE -'..N
s s N - L hm,  COOH A N_o Hz50.
[0117] DbaPb , P _ Y ' WL L )
| | | | “NH, “lvNH’ [ “ ] ,H )
sgrnd N g i ON Sy CN
N 'ﬁ O{ NH
Iy “oH & H
- | 3
H N
"l Y N__.D = L_,T.:__,H_]_.D
P P g ll ok
: # N0 Sy e g
AL L H Ly Lwe
o N0 S o S0

[0118] A5 Szt 451 1 AR ABL A 5 925 (PR )43 (S) - 3-Boce - & LML % k) 15 2 4k & 95
(147mg, %56 % , ARG — 7%, FH) ks @E 4, 'H NMR (400MHz ,CD30D) 6 ;
7.42-7.06 (m,9H) ,4.34 (m, 1H) ,3.26-3.13 (m,2H) ,3.11-2.97 (m,2H) ,2.24 (m, 1H) ,1.94 (s,
3H) ,1.85(m, 1H) ;LC/MS (ESI) :m/z=>525.2[M+H] .

[0119]  SEHtifl6: (R) -7- (4- A FERIL) -5- (3- T -2- SRR IEIEME IR b - 1-25) -2, 3- — 4
FR-MEnE [3,4-b]] IR -8- L% (L546) ] %
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BocHN BocHN
BocHN, BocHN, N - I R
cl 4 N". I"N OH N N
N ] NO, H L. _NO, OH h.l""‘-:-v' NCz NS N MO
N - e - I
. “NHz 7 NH
cl NH; e | | [ c
1a : e} o l o Br
BocHN, BocHN, BacHN
) N . N COOE -
il Wi, N L nw, OO L Hoa H50,
— — NS o .
DbaPb ] ) —
[0120] A PR - '|""*["“"f”"a"[‘o
5 o CN Sy g CM g CN
o
HzN, '_‘ ? S NH
) || o & 1\
N L)
Ll s Ny
i e o N0
W LT YNOY
(LT LR LT L We°
=g F N D ;:___-_O, __,.'HZN.-:;O

(01211 5 iz jita 45 2 AR ALL 1) 75 v (TR A4 354 (R) - 3-Boc - & ZE ML % t) 15 B4k & 16
(160mg, = F61% , WoAR G — 5%, FE) Ak @ E 4, 'H NMR (400MHz ,CD30D) 6
7.42-7.06 (m,9H) ,4.34 (m, 1H) ,3.26-3.13 (m,2H) ,3.11-2.97 (m,2H) ,2.24 (m, 1H) ,1.94 (s,
3H) ,1.85(m, 1H) ;LC/MS (ESI) :m/z=>525.2[M+H]".
[0122]  SEfERI7: (S) -7- (4- FAEIFEARKL) -5- (3-AEE LS e -1-55) -2,3- 454C-
mEme [3,4-b]]FEMEEE -8- FEEIL (b &97) [ %

H,N o)

ST

L R o
[0123] s I
IS
H

: No) HaNT 0

[0124] A5 5 45 2 ALY 5 v (R TE) AR 465 (S) -3 -Boc - Z ML 5t) 13 24 & 97
(97mg, P2 %38% , M ARG — 72 %, TR vk #E 44, 'H NMR (400MHz ,CD30D) 6:7.42-
7.06 (m,9H) ,6.71-6.55(d,1H) ,6.32-6.22 (m,1H) ,5.74 (m, 1H) ,4.40-4.23 (m,2H) ,3.91
(dd, 1H) ,3.86-3.58 (m,3H) ,2.24-2.02 (s, 2H) ;LC/MS (ESI) :m/z=513.2[M+H] ".

[0125]  sjitifsl8: (R) -7- (4- A IFEIREL) -5- (3- M MERG LML g fe-1-3%) -2, 3- &40
mErE [3,4-b] 1 FFMEE -8- F ik ((L&48) I &

o)
HoN, HOL z—Nﬁ

Cl ]

- | N ()

H N

N~ ™= N o H O

[0126] | I NS I

o

L o L [N

o HzN" ~O (o) H;N" 0

8

[0127]  F 55z jita o) 1 AR AL 7 vk (b Ta] 4R A (R) - 3-Boc - & SR J58) 19 24k & 48
(92mg, P2 %36 % , I N G — 77 2%, R [E]) Rk Bt 4, 'H NMR (400MHz ,CD30D) 8:7.42-
7.06 (m,9H) ,6.71-6.55(d,1H) ,6.32-6.22 (m,1H) ,5.74 (m, 1H) ,4.40-4.23 (m,2H) ,3.91

18
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(dd, 1H) ,3.86-3.58(m,3H) ,2.24-2.02 (s, 2H) ;LC/MS (EST) :m/z=513.2[M+H] .
[0128]  SZiif5]9: (S) -6- (4- A FEHRIL) -4- (3- T -2- SRk L ORI - 1-38) -k [4,5-¢]
FEIEE -7 - R (b &909) 11 &

BocHN,, -~ HZN;"O HaN.,
C N O
) N
HC(OEt N
HJ%I—NHQ (OEt); N :« \ H2S0, - N\>
o = == T N |
“0 [ L, N ©\ J/ en ol S N
- 2 on 0" ~F I i
~ o = N 0
[0129] . !
)J\ 0. N;
[ on \T

cqff)

[0130]  FH 5 sz it 51 1 AR ABA ) 7 ik (EP [ 4 i F R = L) 13- 2L & 709 (123mg, 72K
52% , I NG — 7%, TR Jovk B E 44, 'H NMR (400MHz ,CD30D) 6:8.13 (s, 1H) ,
7.41-7.06 (m,9H) ,3.98-3.83 (m,1H) ,3.19-3.07 (m, 1H) ,3.06-2.89 (m, 1H) ,3.06-2.91 (m,
1H) ,2.80 (br s,1H) ,1.96(s,3H) ,1.91-1.80(m,1H) ,1.73(s,2H) ,and 1.35(s,1H) ;LC/MS
(EST) :m/z=495.2 [M+H] ".

[0131] st 10: (S) -6~ (4-FREEAILIKIL) -4~ (3- T -2- SR FLORmE - 1-3E) -2- F JL ik
[4,5-c]FFMERE -7- F i (th &49010) B 2%

BocHN,, /j HZN""(\ H,N,
L N ®

-

=

NS NH, (Ac);0 N@N\) H2504 )\/[
o I
I /L\,f‘%
= = = N
7S NH, 1 L, H J\ “N
o~ CN = /
0 HQN
[0132] o "
Oy N,
| OH X (\
\\‘:‘\\ N/
N/l"“\x"N

[0133]  HIL5siitafs] LARALIR 7925 (Hp B A8 ZBRIF) 43 246 &9 (124mg, 77 3849% , It
NEJE— %, FE) A% S G E A, 'H NMR (400MHz , CD30D) 6:7.43-7.08 (m,9H) ,3.98-
3.83(m,1H) ,3.19-3.07 (m, 1H) ,3.06-2.89 (m, 1H) ,3.06-2.91 (m, 1H) ,2.80 (br s,1H) ,2.54
(s,3H),1.96(s,3H) ,1.91-1.80(m,1H) ,1.73(s,2H) ,and 1.35(s, 1H) ;LC/MS (ESI) :m/z=
509. 2 [M+H]".

[0134]  SZjifsl11:6- (4- FEEFEFIRE) -5- (- B FR I IEIR IE -4-F5) - 2- AR -mkme [4,5-
c] FFmLnE -8- FHEERE (A1) (1] 4%

19
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8" /Eoc:
ol ; //\JL m,BEOH]z i n =z =
N = = N™ Sy~ H
NS o T o \ |
cr)l‘*f’[N)_O L/All\ | \/[ //I‘H Boe ' ’N>=U i
H - PN
HNT S0 S0 N o L/ I j,I H
. R TRV )
11a 11h e
[0135] "
S
Boc H Il/\
/N N r
) ( (
o " "
9 - A N S N e
N = 2, Nl e /\:0 £ NFO
sSonsl 2,00 QL
s e = )
N So 07 ~FHN" S0

[0136] S r[alfA4,6- G- 220 f0-BKME [4,5-c] ] IFMENE - 7- L AE 1 1a i) %%

y - o o
cl N)zo \ 3 N N>:O—b le N 5
[0137] N NP N © N a7 N
&l Br HO™ ~O H,N™ 0
11a

[0138]  ¥4N-JRARHEFAME W% (5.2g,29.6mmol) INE4,6- — 450 - 25848 -KME [4,5-c]] I
WE (5.6g,27mmol) 7£ £ (100mL) IR - FE60 CHiHE2 /NN J5 , FEIE T 2Bk 4R -
B AW B AE K (60mL) , FF 7 0o R0 ik R S0 4 74 T (40mL) u)ﬁmzt#?%wc 117K
(200mL) FiE P30 Bk o YA E IR SR IR B 5 , I R A R 7R B A G, FS FIHH T4 ,6- —5-6-
IR-25AC- KM [4,5-c ] ] IFMERET . 11g, W% 93% . LC/MS (EST) .m/z—283[M+H]+.

[0139] ¥ N,N,N’, N’ -PYHIE 2 =} (9g,50. lmmol) A INE] E—2B 1) ¥04,6- — & -
6- Y- 258 A -k [4,5-c] ] kR (5.64g,20mmol) 77T TC/K PUSMemE (100mL) Ho 1
I HAZBE AR TN T-60CHiHE L7 B 2212 % N 1E T &4 (20.4mL, 50. Immol , bt H
2.5\) , KR BN FE2 /N R AR SR B BA TR R, IF HAE-60°C IR G
PE L/INET o I E IR EE IR B IS, IINZK (100mL) o 6k B3 2= DU S g , BRVE 7F 2,18 2L IS F 7K
Z (853 Ae « FH IMER B K Z B B pH= 1, FFaL I8 [ 44 LTS 2 4, 6 - - 25804 -k [ 4,
5-c]1IFntknE-7- B3 77, U 76 % . LC/MS (EST) :m/z =249 [M+H]".

[0140]  Kf4,6- & - 2584 -WkME[4,5-c] ] HFMEnE -7- F R (2.49g, 10mmo) 5 fif T 0 Bt Ik
A (4oml) b, I FOB IR A IAETS C R BRI E S N LR 2 RN WMELE , Ik A
VIS FRAETC K DU R (40mL) H o 7E0°C RIS INEUK (6.0mL) , FEFEMAES IR T HHE R &)
107N o 3ok 308 [ R AN 201 (20mL) Ho B8 25 i 159 E104, 6 - 52 - S AR - DKM I [ 4, 5-c T ntkig - 7-
FAE 2 . 08g, i %884 % . LC/MS (EST) :m/z=248 [M+H] .

[0141]  JBBR1 &6~ (4- KA IR -2- S A - WKW [4,5-c ] FFAEIE -8- FHEEIZ L 1b &
Ji&

[0142] ¥ JEkl4,6- & 254K -BKME[4,5-c ] T FHFmEmE -7- % 11a (3. 7g, 15mmol) 4~ 2K
AR (6.42g,30mmol) FIEIR — 41— /K &4 (10.35g,45mmol) ¥ i T S /NI
(200mL) F17K (20mL) H o F Z IR RS, I inPU (3888 48 (2. 31g, 2mmol) - KR
E RTS8l AR5 BRI AA2A/NE B i S VA 20 22 500 I 10 4, 43 31k 3 AT
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TEWD o FZK (LOmL) 58 Jso VR B 420 » I3 ek 3ok R AL ] 4k o AHL 774 FH HR B (150mL) 1237, SR J&
BEPKIEEREARLD (2.91g,52%) , L7 HAL AT T — M, LC/MS (EST) :m/z =382 [M+H
1%

[0143]  JBIR2 ALEW11cHIE R

[0144] g b0 R 4A6 - (4- KA FERIE -2- SR - kML [4,5-c ] FFmLne -8- FHEEHZ11b
(1.9g,5mmol) \N-Boc-1,2,5,6- VU MLIE-4- W EE AW EE NS (2.31g,7.5mmol) H%k g &
(2.07g, 15mmol) DY (= 2REEM) 481 ,4- 5 /S FF (100mL) F17K (25mL) B & J& » 7E RS AR
TNFA BN, 1 SN 16 /N o K S S0 1 28 == 8 P PR, S ST Rk 7% v, il i A 2
Mrafifh g5 2K B (il 4 1b (1.0g,38%) , L F-4iAb AT F — & B, LC/MS (EST) :m/2=528
[M+H] ",

[0145]  JPDIR3ALA11dHIE R

[0146] ¥ E—BL&W11c (528mg, Immol) /7T Z.HR £ T (10mL) A1 H % (10mL) H 9% 7k
R IN10%Pd/C(0. 1g) , 3 H FHE UK NI 6K, ARG FE S U M AE =T FHidE12h.
T VB VAT, K TR 2K R A L TE AR R A A1 1d (507mg , 96 %) , 6 T A HEAT N — RO,
LC/MS (EST) :m/z="530[M+H] ",

[0147]  JDIRAALEWI11elIE R

[0148] T i b— a4 11d (0.265g,0.5mmol) ,2ml Z. & Z.F&, IN HC1f#1,
4- RIS HE AL  EIR R B2/, S BITEH INEUR A R AT, LR SR AR EL . P
1536 HUAH B P AR AR BR S BN AN T A & B K ek, TE/KBR IR BN T4, B WLAH IR 725 1 . 15 24k
EW)11e(0.170g, P23 79%) , HH T F—,LC/MS (BST) :m/z=430.2 [M+H] ",

[0149]  BIBS ALEWIIHIE R

[0150] F e MIFIMALEYI11e (129mg,0.3mmol) , = 2% (51mg, 0. 5mmol) ,4m1 PY &k
M, VKK IR EN G SRS 0T - 2- Bt & (45mg, 0. 5mmo1) 10 . 5m1 DY & Wk IR ¥4 - N 5% Ji5 4
SREEPEA/INI o 52N FR VAR KRN I8 2 Bk AR i ik i JE AT A4k, A3 Bk S
(52mg » 7 336 %) A H{ ([ {4 . 'H NMR (400MHz , CD,0D) 8:7.43-7.08 (m,9H) ,3.98-3.83 (m,
1H) ,3.19-3.07 (m, 1H) ,3.06-2.89 (m, 1H) ,3.06-2.91 (m, 1H) ,2.80 (br s,1H) ,2.54(s,3H) ,
1.96(s,3H) ,1.91-1.80(m,1H) ,1.73(s,2H) ,and 1.35(s,1H) ;LC/MS (ESI) :m/z=484.2 M+
H]".

[0151]  SZjafFl 128113 : (S) -6- (4- FEAFEIKIE) -5- (- N IMMERLIEIRIE -4-55) -2- AR - 1k
e [4,5-c] FFMEnE -8- FEk I (L& 012) A1 (R) -6- (4- ZREIEIRIL) -5- (3- TN M Bk AL FE R IE -
4-FE) KM (4, 5-c] FEmEnE -8 - H L ((b &413) fh] &
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BocN

[0152]

[0153]  F55SLiafsl 1 LARALIA 7 v (P B A 1 - 0T 480 0 - 3, 6- &0 - 2H- Mk i - 5- BTR
PR EE 1) 73 20 S 409 (124mg , 72 FR49% , N JG — 775, N H) vk B (il 44, 'H NMR
(400MHz , CD30D) 8:7.43-7.08 (m,9H) ,3.98-3.83 (m, 1H) ,3.19-3.07 (m, 1H) ,3.06-2.89 (m,
1H) ,3.06-2.91 (m,1H) ,2.80 (br s,1H) ,2.54(s,3H) ,1.96(s,3H) ,1.91-1.80 (m,1H) ,1.73
(s,2H) ,and 1.35(s, 1H) ;LC/MS (EST) :m/z=509.2[M+H]".

[0154]  sjitiff 14 (S) -6~ (4-FEAIEFKIL) -4- 3~ T -2~ JRMhAEIE R E - 1-38) -NE % [3,2-
c]1fmEnE - 7- iz (b &9014) 1] &

BocHN
Br

Br @\ /©/B(0H BocHN \E’j
: In ™0 :
joe L '
B N Q al TN
H =
o @
0" N

0

I=

HoN
14a 14b o 2

S 14c
[0155] HZN\O o \g’NQ

QL :
N“‘O

14d 14

[0156]  SCEErPAMA4,6- 5 - [3,2-c] ] FFLmE - 7- B Bk A% 1 4alfr) i) £

Br
Br
NS NN AR
[0157] N7 . — 22 22
R N
| Br NO, Br N B
Br NO,
HO” O

22

Z
o]
—=

IZ -
o
I
=
Y
I=Z =
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[0158]  #£-78°C N, ¥ 1 T HL4H (27.8mL, £ T Cbi Hh 22 . 5MIF W , 69 . 6mmol) A2 — 5
Pif% (7.5g,74.3mmol) ¥ T PUEFRIR (50mL) (VAR , IR -G W7E -78°C R it #3044 , 7
FEAOS P AR AR N2, 6 - IR - A FEAERE (19.0g,67.6mmol) 47T VUSRS (50mL) VA 1K
FHREWAE - T8 CHEFE3 /N g T — S ik B 2 R MR &, HAEMRIRE T
PR GRS  AEWE T £ BRIE A, IR R IR R AE LR L (50mL) A110 % A Ak
BRI (100mL) VRS Y o B IR ERER S /K AR IR 1 , H F 48 2018 (3x150mL) ZEHL . A AL
JEERR RN 08, ik Vi ik 4 AR B A2, 6- IR -4- I IR () , EFEt— D el
LC/MS (EST) :m/z=326[M+H]".

[0159]  2,6- " ¥R-4-4FEMAFR (49g, 154mmo ¥4 T JE/K THE (1000mL) H, A H1 % -40°C 5-50
C [+ 2 5mm o SR J5 1B N N O M 25 R AL BE (FETHFH , 692mL , 692mmo) o 4 IR G HITEL) -
40°C F1-50°C Z [l 43 £ 4h o FIHOAINH, C1/KVE R (20mL) YK 5 N o £ ek R T 25 B 751 A
PAFFRARY), Hod i i) & HPLCAL AL AT 214, 6- — R - 1H-MLAg I [3,2-cIHkiE-7- R 1K (5.4g) ,
%11 % .LC/MS (EST) :m/z=321 [M+H] ",

[0160]  [A]4,6- —JR-1H-MEEFE (3, 2-cMERE-7- 318 (3.2g,1.mmol) £% T-DMF (50mL) H 2.
VTR A AR INHOB (2. 29¢, 15mmo1) & EDCI (2.88g, 15mmol) « K5 [ i Vi A W 7E = I N #E 401
/NI S VS INNH, / THE (200mL) , F54 P 3R & W07 3R N hi b 1 S8 )5 i D8 B, Dk e
WRARUE - 7K, F CTR CBEZEHL . F Sh/K e & A HLAE , #ENa, S0, B -1, i i sl &
Wi LASE L4, 6- IR - TH-MEn& I [3, 2-cJMbng - 7- FBE % (1.53g,48%) «LC/MS (ESI) :m/z=
320 [M+H] ",

[0161]  JDIR1: AL &6~ (4-FREFEARIL) -4- 91 - MK [3,2-c 1] HFMLme - 7- FHBEAZ 14b &
%

[0162]  WgJEAl4,6- - 1TH-MES I3, 2-cIEne -7- FH % 11a (0.64g,2mmol) 4 - R4
ZKHNIR (0.86g,4mmol) FIBERR — 8 — /K &4 (1.38g,6mmol) & T 4% /N ¥ (15mL) /K
(8mL) W o FHZ IR TSRS E » Uiy (= 2KFE %) 48 (0. 35g,0. 3mmol) o FH 200K TR & 4 7537
543451, ARG BRI INFA24 /NI o K s D7 4 vA ) 48 =30 B P i 7R, 18 20k T T P . K
(10mL) F B s YR A4, FE I8 i ok I8 e B[] 4 AL = PR BE (50mL) 4737, SR e A3 2K 4
[E14414b (0.457g,56 %) , &7 AL HEAT T — &8, LC/MS (EST) :m/z=409 [M+H] ",

[0163]  2DIR2 AL EW14c & Rk

[0164] 4 JFERI6- (4-FREEFEIREL) -4- - ML [3,2-c] ] FFmbne - 7- FH BE % 14b (0.409g,
Immol) « (S) -3-Boc-ZA FENRIE (0.22g,1. Immol) EREZEH (0.22¢g, 2mmo]) {# {4, E- Ak 20 AIDMF
(20mL) Y&, IAEN120°C, it £ [ N4/ o A Z1 & =5, R 287, 5 2 3t [H 1 14c
(0.27g,51%) ,LC/MS (ESI) :m/z 529 [M+H]",

[0165]  JDIR3ALEW14dHIE FL

[0166] T iR i N F—4 a4 14c (0.27g,0.5mmol) ,2ml Z,#8 2./, IN HC1/1,4-
TAROSHE AL IR N2/ SN INEEAANIE R A, LR LR A B 1S
A HUAH P A Bk B AN AN RN Eh K B, T /KB RN T8 , A M | 25 13 2k &
P)14d (0.187g, 7 387%) , 4T N2, LC/MS (EST) :m/z=428. 2[M+H] ",

[0167]  BIR4 AL EWIAKI &Y

[0168]  F eI HFINIALEY14d (128mg,0.3mmol) , = 2% (51mg, 0. 5mmol) ,4m1 PY &k
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M, VKK IR EN G SRS 0T -2 - BBt & (45mg, 0. 5mmo1) 10 . 5m1 DY & Wk IR ¥4 - N 5% Ji5 4
SREPEPEA/INI o SN FR VA KRN I 28 Bk AR niE kA JE AT A4k, A3 Bk S
(53mg , 236 %) N (2 [E 44 . LC/MS (EST) :m/z=494. 2 [M+H] ",

[0169]  sjitiff15: (R) -6~ (4-FEAIEFKIL) -4~ 3- T -2- b Ae LR - 1-38) -NE g [3,2-
c]1fmLnE - 7- iz (th &915) K] &

o HaN,,
Br BocHN,, BQCHN"Lj : (\
N/J‘\ BN (j N &
D
= - N N “/\>
. I L H h/ 2 l./-—aN o Ty N
sUope QoL
07 ~FHNT O TR HaNT 0

Iz

[0170]

\H‘\
%ﬂ,ﬂ
)

O LS

)

N

N"‘-\-\.
— oo
L, CLX
R i TR Vo)
15

(01711 F55 SLitifs) LAABALI 77 v (R A ZBRIE) 75 2016 &4 15 (68mg, 7= %646 % , It
NEJE B rE R, R IR Nk 44, LC/MS (BST) :m/z=494.2 [M+H] .

[0172]  SZifs]16:6- (4- R FEIRIE) -4- (1- AL IR IE -4 -2%) -mEng [3,2-c] ] FFmkiE -
7-HEZ (b &9016) B %

Boc Boc
N N
r ¢
=
e
N Elj
D N A g
Ay oo NS NS
@l : I/N - I/N
0 o g H QLT
2
8]

IZ\)

[0173]

= = = N
@\ l/ “\l "
o] H.N" 0 o H:N" 0

[0174]  F55 SZiifs) 1 LABALA 7 v (R R A ZBRIE) 75 2016 &40 16 (59mg, 7= 3642 % , It
NEJE PR R, R IR iR s 44, LC/MS (BST) :m/z=467.2 [M+H] .

[0175] S 17TRI18: (S) -6- (4- ZRAIERIE) -4- (1- WM EEREIRE -3-28) -1k [3,2-
c] 1 FFREnE-7- FELRE (b &9017) AT R) -6- (4-FEEFEHIE) -4- (1- PIIEBRIENRIE - 3-35) -t
% [3,2-c]] bR -7- F Wi (LA 418) il 4%
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0. .0
cl & /NB"C BocN
- ~
Nl: ’\5 Buc@ N H
= N A 2 =
Vo p o Py s S
~0 H,N” 0 (j]\ L /L H 4\1 /@ = H
=g N F N S0 K/Lo A
8]
HN N
|
[0176] ; N/m - N ‘T%
N

|
= 7 N 2 A A~
O\ H K @ ,I\ "
N0 PN 0T N HNT o

Y Sy C
S N
QL QO Cuiim

17
[0177] ﬁﬁ—'ﬁiﬁ@%lﬂﬁwﬁ’ﬂjﬂi(EIJI‘ETI1ZIKT§%?'91-/TJ(T’§L¥ﬁ%-3,6—:fu-2H—ﬂttﬂ/£-5-fﬂﬂﬁ?i
AR LT ) 753 20 BEAR 1L G4 (R, S) -6- (4- R FEIRIL) -4- (1-TAME I HL IR g - 3- %) - nikng
[3,2-c]]FEMEne -7- FHEEAZ 18 (6Tmg, P2 H49% , WNE G — 7= %, T E) Ak E G A,
LC/MS (ESI) :m/z=467.2 [M+H]".
[0178]  SEJtafd] 19 : X Bk EFBTK \BTK (R28H) I 4N i ek 4 4 F il ak
[0179] 1.1 BTK#HIHIVE ik
[0180]  FH¥MELE M (50mM HEPES.10mM MgCl,.2mM DTT.1mM EGTA.0.01% Tween20) ¥
350ng/uL (IBTK BER HEAT R BE , 5 B ALINN6RL 1.67 X [#10. 134ng/uL i) TAE W (LR FE N
0.08ng/uL) , FHANFHINEE SO DMSOFE A A [RI4L S 40101 - 128 I N BIFLH , (AL & 4Rk JE
J91000nM-0. 244nM, [H 2 25 234 B 950nM-0. 01220M, 44546 B , FL7TANHREE , [R5 5% 1 0] R
L R &) 5 EAMEHR AL (5B, INIEEEDMS0) , W2/ 5 L . i 5 46 & W sl A 8 [ " 30min
Jei » B P 5 2 PP E 1) 47 5 X I 250uMATP (23R FE A50uM) 55 X 0. SuMJE ) (KR FE A
0.1uM,ULight-poly GT) ,3%1: VR& , #AEFLAnLIn N FLH s AR SR LLG , iR N 270N
I 5, BEFLIINBuL4 X 1 8nMAT I 155 (43R FE 9 2nM, Ab) , IR & 17NN s PEACER AR (L
H620nm, A 5F6650m) o TR A, FFHFLIC, fH . ME 45 R W TR
[0181] 1.2 BTK (R28H) FsHI3iF 14 97 ik
[0182]  FHMEEZE P (50mM HEPES.10mM MgC12.2mM DTT.1mM EGTA.0.01% Tween20) #
200ng/uLJBTK (R28H) BEEHEAT F ke, #&e B FLMAGUL 1.67 X [1)1.67ng/uL ) TAEM (&K
& N Ing/uL) » A8 FIFESCKE DMSOYE FE A R A 40101 - 128 A BIFL A, f AL & P 449K
J& 92000nM- 0. 488nM, BH 14 245 24 1 J& 9200nM- 0. 0488nM , 4435 4 & , FL7 AU, [8] I 4%
XTHRFL OISl 55 B PEXT IR L (BB, INIEBEDMS0) , BE24 R 5L - B -5 10 & 1) B 5 I B
30min i , K FH 5l 22 e VR G A1) 2 PRI 5 X AR 500uMATP (£234¢ FEE 9 100uM) 55 X f10 . SuMJEY) (4
WPZEH0. 1uM, ULight-poly GT) ,3#%1: IRG, 3B FLARLINAFLH s B RE R LS, FiR K
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RE2hJ5  BEFLIIABUL 4 X B740mM EDTA (KN 10mM) » & i Smi n, FAEREALINASULA X ]
SnMA IR (L 2nM, Ab) , = I I 1/ 5 PEACAR 324K (BA620nm, A4 665nm) « 1
BEAME A, FE I RIC, E W S R TR E R A1 -28% T B 4 BTK L KA fRBTK
(R28H) PRI P o 75 1M FH TC 5 ZRAIE , Ferp “A” RIRTC, < 10nM; “B” K7 10<1C, < 100nM;

“C” % IR100<1C,,=<500nM; “D” £ 7R500<1C,,<2000nM.
BTK BTK (R28H)
[0183]
FEm % ICso (nM) ICsp (nM)
1 A A
2 A D
3 A A
4 A D
5 A A
6 A D
7 A A
8 A D
9 A A
[0184]
10 A B
11 A ;
12 A
13 A )
14 A ;
15 A _
16 A N
17 A ,
18 A B
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