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[0s84] /5K (c)
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5 === 5
R NH, R . N:" RS ':] (0]
R® RE R R6 R
= 6

[0590] l
RE O
4
R NH,
RS N

RE R

&)
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I HEIRE SR A g TR R, e BRI RE AT — R Ia FE X, Bk — ik 22 b 1
AWHHERI A

[0600] BRI EFRSER (LG (MTAP) S& 76 Fir A7 1E 1 A2 rh & BLAOME , HoAi (b R (MTA)
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[0601] 725 AFIEUTI S 4B = MTAPTE VE JMTAPI B 2 AT AE T 48 s 77 40,
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eI ER BT T A BURATAE « AL S W T LR T ASCA 57 TR, 91, T LK 25
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I, B LA FAN  FRBE LT AR 3R L ORNEE) FREEETAE 3R TSR B 28 S AR M i
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B o AT DAVAS DO 0 bR AR SR RTRIR 750 AR £ T 1 1 1 i) 551«
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2 AT — ke 22 Fh 1975 F8 7T 5 O MR B 43 o 5 205 P 40 RO el 3 T AR R B A AR S A8
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TR AT R AEAFAE TSR /N o R 75 RT DA BT A 20 AR R AT S A R T IE R
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RBEARIN 25 2 AR T 50) AL X 30 )7 rh, &0 — P VA ASC AR 1 5
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[0633] 1 KEEEste 7y U AR A TR BEIR Y e 10 U7 1k BRI ATk i1 =8 (D)
(IA) « (TA7) « (IT) « (ITA) « (TIA) ek 9ty ek H AL S5 S - S5 (STD A&
DA SIS g A 1 i s Ao il ke Pl RT3 o QAR T, ROE A5 556 Al ) i e e
PEIPHE S i h— Nk AP IR 257 o AT ASCRT IR T3 1015 5 5 40571 (STT)
(1S FEEASFR T2 (1) ber/ab LRBEHIPHIF (F1an, #41 1) 5 (11) Fp A KA (ECGF) &%
PRI, TR AR AT (111) her-2/neuSEAARIEIF] (B4, HH2E7T) 5 (iv) Akt
JhETATE S Ak I B (R IR 7) (9 4n, FRAEE 22D 5 (v) 4 RISl ) (Ban, b PR
(vi) i IR LB 75 . 2 5 R i 0 2557 ] DA S — el 2 FASC R iR [l =X (D)
(IA)  (IA”)  (ID) « (ITA) « (IIA”) & Wuk 150ty 2Nl H SR 4 5ol T DA ) e i A 2 i
AR

[0634] 1 KEEE st 7y U AR A TR BEIR Y B e 10 U7 1k BRI ATk i =8 (D
(TA) < (TA")  (ID) « (ITA) « (TTAY) e 15y sl R S iy T A & A 7
SN AR E AR T e, B an FE RN I 5 e REBAR SR, 4N 1 2 N ET ML WK A
&ML ZUNIE , ki Z 1 (benzodopa) ~ RIEAE - FFZ T (meturedopa) M1 HZH
(uredopa) 3 CMNEFZATHIEE =58 5U% (methylamelamine) f4% /S H L =1 £ FL B . =
W oI (trietylenephosphoramide) « = I & &E i % Mk JI%
(triethylenethiophosphaoramide) A= L = 55U 0T, K T TREUT S 40U A
11l (cholophosphamide) JHESEE]TT S PAMERIE U3 — % EhRe A U 5Tk
T B RS RO IH BT R JE BT I B I  PRIGEE 07T s WAHEER , 0 R 57T itk A
EAEIR ARSETTT ST e AT VRS R T s U 3R, WP b B VR R 2 LS
RS TR VRS 2 ORI R R AT 2 RRIEE 2 (carabicin) ELLE 25 A
A O R DI R E S R B 6- TEAL-5-SUAR-L- IE S sR 2k ARk
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Fb i R ZELE B A4 % 2 (idambicin) B98P & 22 305 2 SR B D S 2
W S 2 B 2 O AEZ E (potfiromyein) JEME 2 S E .. DL E B
RV R R 2R SRR aith T SR s BRI 2, A TR RS A5 - SR e
(5-FU) s RIS, 40— FHIH IR L FH 0GRS OB 2008 = FR D 5 WS (DI, W a7 5%
6 - SR SE IS IR IS | Tt BN s WAIE DI « QN2 pa e T UM 6 - BUR R 25
FRDBR I BB SR 53R A At 3R 5 -FU MEBLES , 2R 3% 52 PN TR
LR AR MRS  SCHERE SE N DUB PR ZE, el oK ORI L gy ] s MR kb
Fe T ANPJE 5 TiE AR TS PR B 5 PRI e 5 2B IR 5 2l I 5 DUFAf & (bestrabucil)
bb A B s gh b s M B e e (defofamine) ; KK AL 5 MY B 5 46 i 12 44 TR
(elfornithine) ; MHIME I ; ARFEAR 5 AEIRE ; FR IR ; B2 % 2o b s SUE R s KFEAINES 5 oK
FEIER ; SRR s Ay e s it 15 2 BT s 2R b 22 5 WFER s 2- SRR IR
BBk s T A s PEAAE R (sizofran) s 85 WENE s GIAZ BEFU R ; — WML ;2,2 ,2" - =H =&
[ s A KB s R R H ik i mliT s IR H R s R DO RS WRIER LT ;s i
WE ; BT R AFPRR I (Ara-C) 5 PRI s BRI A2 0 8, W2 BE M2 PR 3% 2K T TR A
I o DY 5 6 - i NS 5 SR BN 5 FH UM s S AN B A E &, AR 40 K
T s B ZBRERPT; RFE IR (VP-16) 5 S PR IEIL 5 22 3885 25 C 5 KIT BB s A9 KAt
s VA AE A T LA B I 5 VA 2 3R 5 VRIS s 1l 2 0k s P PEEIRG £6 s CPTL L 0 e Ay
JIHIFA ; 5 FH AR S 22 (DMFO) 5 PRETR s 75 25 5 RSB s AN B 25 255 b T B2
TR ER AT A AR R E I S T 2R AR AT A S ik B 220 b B VA2 R
(taxol) «Z PUMh e 22 2455 22 CIO 4N i L S LR - AR5 e 1 S 75 =0, iz 4mie
It S 2 LR

[0635]  {k =27y R G4 T3 1 sl 30 i g 0 B8R A T ek 32571, Bl an ot 3=
X, BFERHI M S 5 RIS E 2R Il (5) - BRI A5 A 4 - B R B % | Bl R 2R
(trioxifene) FEI%VE4Y (keoxifene) BLHS T (onapristone) FIFEHAAS ; ik 2, Wi
A JEEAAE LE RS AL S BT i IR ST LU AR 2 S P B RS A B DA
SATAT PTG 255 1 AT s2 [k TR UAT AR o £ e sty =Urh A ST T B g
AR ENE ISP il

[0636]  ANIFIRH & TASCArA X (1)« (TA)  (TA7) « (T1) « (TTA)  (TIA) (b &k 1
St Tk LR 5 G A £ RS AT 25 1 A o VE M BT A SR AR P R S AT RI
SRR T — AU, Tos5 ARG n] DA FH X S0k Ihaeg 4r i 5 1 E 3
R o3 TT oK AETANE S &0 |, 18k T 524 (TCR) ol il 2 SR 1) e 240
(Ban, A Be PR - 7= A= sl BB A 7K FBTE (B4, 7= AR e e SO R 228 5l an g it PR -1
FEA AR A2 HRIBORHNENE S5 (RBER T ) Z A s o E IR AR BRAE N, s
R ST TR H B e (BIAERE I B S ) DA MAE o3 3R Gehis I A s e HH s 7 s
PRAPZH T 32 40075 22 T R A 2 1 28 1 1 30k P BB 2 i JIRE S, A Dl — e )
FoPEAICHTHL o oA A m T 1) P 49 - (0 475 fHASPR - CTLA- 4 .PD- 1 .PD-L1.BTLA.TIM3.
LAG3.0X40.41BB.VISTA.CD96.TGFB.CD73.CD39.A2AR A2BR. IDO1.TDO2 A2 FRfifF . B7 -H3
B7-H4 . ASGAE FE T AT B e il 1 71 o e 2807 770 R S e 4B H AR THIR &Pt
JISZ R TN S TR = T TAN AR 540 o

194



CN 119528824 A W OB P 184/391 1

[0637)  ARATTA T AR 0 (D« (TA)  (TA”) (1) « (TTA) « (ITA") f Pl 155
75 Sk AR S IR GRS A S A AR AT 751 ({1 4 D R e ST B2 P 3 L 2 PR
JIRARE AT P REER BT AR ORI B £ D) 2H 51 i

[0638]  F] SASCATA I (1)  (TA) « (TA)  (TT) « (TTA) « (TTA) fe ek 506 75 2k
H AR A ARG 77 s U BN IR DU I R ve DU | PR v [ BTN 2 3%
R EW) TR B BE RS sl U b4t (B, Bseaniasy i) «

[0639] AN e TASCATIARIZN (1)  (TA) « (TA7) « (I1)  (TTA) « (TTA) AL 5 WEk 5L
J7 2k FLEh rophak SR AN/ ek B S e (TMZ) B BT T sk i sy T 2860 130T IR o Bk
MR I

[0640]  RATFEAE M BB — M2 202 b T2 [ Eh R ek AT A=

[0641] 2524

[0642] AR RAGE (D)« (TA) < (TA°)  (TT) < (TTA) « (TIA) (b &l 1 9hts /5 ok o h
R DATE T2l s e T, 9 i 1 EL PR (B an BT 35 10 53 B 5 e FH 10 770 1 52 18 1)
AR AR B VA K RN B AR 0 5 Tt P A2 5 DA RO oS E I L BlCRE PR PR BT« 771
75 26k vl DA R 55 Fr e 0 2 F5IAE D A AR AT B FH O AAAE S50 PR BURIRR o A3 3867 & F
TR T 5 0] DA 2 B MABI 24 PR 77 B s R PN 78 (I D shgp s iiy) AR Sai B,
RN AR AR5 2 i E -

[0643] 325 25BN R NAR T AT REXS 321l A Al g S VR R (oK 32 71
(MTD) ) H ANV 52l 7 A= ] (RSO T 75 1 &« % e 2 Jite T s A AL A PR 32, X
= FHF1 40 S5 ADMEAHSC IR 25 R Bh A2 S50 e

[0644] 3L (effective dose,ED) EAEARTZ G 521035 Hh = A= 7697 IOV Bk
JIT s S8R ) 25750 (R 751 Bl i o 245551 ) PP S A 8GRI R BED, & FR 7 e T 25750 1 AR 1Y
50 % = HE IR T TN kT 75 8UR 1 25 7 R 7 i kv o ST ED 1 o Al et — 25 770 38CR )
GRS R BIFTA MR K, BA—E S AR AE N A ) . R, AR B
LR A RBOR AT B BUED, IR AR IS O T, A 3808/ N T B IED, i — 28
UL T, A3 5 TR BIED AHIA]

[0645] b4, ASCHTIRAIZ (D)  (TA)  (TA°) « (I1)  (TTA) < (TTA) fe 5k -5 5 ek
R A RO AT DS Y PL—AN e 25 it T2 il I A T e 2 i e A T2
SR B, N T2 PR EE N 320, A R0 & AT USRI R E R 2 W S 5 &
BB R D A5% B D AI10% B /DZI20% B D Z)25% E /D ZI30% B DY
40% /02150 % 2D 260 %  E/DZIT0% /D280 % /D290 % , 1 K90 % 15,
FHH1009% 8 X MIEH 2 AE R 2K 250 B8 Srdas.

[0646]  fr Khet sy o, i DA R A IAE R EE ) 290 . 01mg /kg 5 2)50mg/ kg , 5k 2
Img/kg % £25mg/ kg [P 7 T /K-, R — kel 2 i 1 (B an, IR ATk = (1) <
(IA) « (IA°) L (ID) « (TTA) « (TIA) fe Wk 9chit )y a3k, LA T 7a 77 80K -
[0647] - PR 25 TE T, A5 T LA R 70 IR A S e, A 51 . 0521000
I IEYER S B E1.0.3.0.5.0.10.0.15.0.20.0.25.0.50.0.75.0.100.0.150.0+
200.0.250.0.300.0.400.0.500.0.600.0.750.0.800.0.900.0K11.00. 0Z vz [KI3H 1t i o5 -
[0648] /R LSy s UH AR 2 (D« (TA)  (TA7)  (ID) « (T1A) « (TIA) (L 5k
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R WS NE = K9 = S eow d S R v i S R GRS R 1y i U =15 R = = O L ER VA
TSRS R VA A BT s S8R 1, BN 5k — Mk 2 MR AL G 10, TIUE AR
SHTREIE (1) « (TA) « (TA”) « (ID) « (TTA) - (TIA) fb & ¥k 1526 77 Ak L ah S FRfR, B
(A S BRI T BRI 257 AN SR 2 8O -

[0649] &

[0650] AR BHIE % e R ASCAT A (1) « (TA) < (TA”) - (ID) « (TTA) « (TTA") fb &9, 5k
T HE T, B MG A SR s A NI, B i) G O AN SRR
S HOPER G IE 2, 3 ELAT a0 S ik g ik

[0651] 55 & AT LB AE — Pk Z M ASC ATt 28 (D L (TA)  (TA7)  (ID) « (TTA) « (TIA7)
a3y sk L el e 2 as b i) , AT U@ S e 132l E 12y
HAEMIIE N ASFTARIE (D« (TA) < (TA7) « (IT)  (TTA)  (TIAY) fe Pk -9 Ji 5 2k
FLER AT DARAAE A (o 1] (0, 7 sl ke 1) POl DA 2, 0 a0 e ] iy A el AR (191
W, R TERIRAE Y AS AR (D L TA) « (TA7) L (TT)  (TTA) « (TIA) (b &k -5
Ty sk L Eh R A uk i A AR U, 15U it vl PLR R R (491 4n, TR
K VG F 25 b T IR S, ARSI R [ (D) | (TA) L (TA7) L (TD)  (TTA) |
(IIA") (&Yl 950t )y Sk b — i B e sk o TR Y8 e A7 AN, R S mT DA
BB A JUMZG ], s e T se S A A R S R S A 41 70 A T DA e At
— FUR R AR R, BT S AP R AT DAAE BN B R H  AR BH R AT DA 2 M2k
A F A BT b ds A (B2 sk 49 Tt

[0652] {55 & AT DA Ehnas ol 60 DL, LB Ad b 21 00 iR N B A E AT I a0 B
(Ban, S5 — Pl 2 FiE Ve I PR 2538 e ds e AL 254880 T2 M 253%
FAR SN R SRESE) ARZS ald DU DL BRSSP AE R, It S A RO  FRES
Sefdi UL RT LA G il 2 25 2N 240y o BRES R vh L SO B S AE MBS AL PN | sl B ) T &
Mg sy (AN, e i/ IV .

[0653]  HR&E et U1 A] DA S AMEE s AT RHL TS e, I anm s (9an , it 7
fiBgh) EALBIAICD- 5k DVD-ROM/RAM . DVD MP3 ity ok B - A7 A5t (LIRAMATIROM) k40
G, At/ SAFRE T NAFA LA o AE— 22506 7 2, Bl S PSR S B i
(B2 T M ze AR AT U IR 75 =X, 491 g B

[0654]  =JjtEfh]

[0655] DL N SihiaBiAn 225 (hlalk) B A8 AU mHER N SR AT an e i 25 Al
A S FE AT RIR  HAS B BRI A B AP A I A B TE L, A 5 7R
AT T VAN SE5 slaxX B8 520G T DA A T AT A 506 o R AR, DABILAE IN 55 1 s (B P s
AT, T2 P PAEA T SR DL AR b SO S LU AL AR [ 1 J5T o A SO R T T R T
i O ECT (N, Bt IR RS IR , (R 275 f— S0 506 R 2 M 22 o

[0656]  BrAESA U, 5 NAECE EEMEL, e 0 & AR (°C)
FE T e RSB KA AL S , 4L PN cue =0 s pl skpL =1t s mM=
EEEIR s W= BE /) s aa = 2R ; Ac,0=TBTRET ; AcCl = Z I (s ACN= L Jfi5 ; AIBN=2,2" -
RO (2- FHEENNE) s BID="3 KM BINAP=2,2" - B (R -1, 17 - 125 ; Boc, 01k
(Boc) ,0="fiklR A ] fiif s bp=HREXS s BSA="FIlILiF A5 H s BW =1 ;d =il ;dd =
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M Hilé s DEAD =& HIfR — (IS ; DIBAL= "% | FLA L ; DIEA=N,N- "R NI L%
DIPEA=N,N- "R NE N s dlakdL =47 T} ; DMA= 3L £ i fiic s DMAP = — FH e JLILEIE ; DME
=1,2- " HHEE L DMEM=HM G B & 55773 (Dulbeco’ s Modification of Eagle’ s
Medium) ; DMF=N,N- — HEL FEPp i ;s DMSO= - FHELNI K s dppf =1, 17 -8 (IR 5k
DTT=_{j JjHils s EDTA= £ —JiZPU LR s ES= LI % s Et0Ac = LR L s EtOH= i ;2=
v s hakhr =/N s HATU=2- (1H-7- 504280 =M -1-35) - 1,1, 3, 3- VU FEEL IR S G0 IR 56 5
HEPES=4- (2- 32 3L) - 1-WRPE AR s HOAc = TR s HPLC = = OO (2 33% s HPLC = = F AT
ik i.m. =JLRAR G si.p. =1RIEA T () ; THC= T Re4141E 4 IPA= 3 N7 ; kb=
Tkt s kDa =T /R kg =2 T3 1akL =Tt LC=RAH €4 1% ; LCMS = AR G A1 BT 1% s m/ 2
= Uikl s M= BE/R sm= 2 HL 45 ; MeCN= Z ]I ; MeOH = HI i ; MeS0,C1 = HHRH P 5 s mg = =& v 5
min=/38;min="27 8l ;ml sknl =2 F ; mM=ZEFE /R s MS = i s MsC1 = L S s N=1E 3
14 ; NADPH = JHPBE I RIS —AZ IR TR s NBS =N - BLARTR FAME D 1 s ng = 2N 5 s nm=ZP1K s nM
=2 E /R s NMP =N- FHBE ML IS Bl s NMR = A2 L AR s ns =BG 1T 2 B R 210 nt =R
PBS =l #h 2% &k /K ; Pd/C=4Ik ; Pd, (dba) ,= — (IR EEPI ) — 425 Pd (dppf) C1,=1,
17 -8 (CoREE) ek - — Sk st (1D s PE= A jhfk; QD=4 H ; M="+F H ; QW=5F ] ; rac
=4MNMIER s Rt=PR B H] 5 s = Bl s seksec =P sat . =1@H1; SCEkSQ= K¢ My (D) s t=
— Hild s TBAB= Y IF | FLIRM B TEA= — % ; TFA= =i IR ; THF = DU S KR ; TLC= i =
L 5 TMSC1 = = FILSURERE s TsOH = At KRR s U= Py s wt =P 4 AY,
[0657] & pl S iE 5
[0658] Zx31
[0659]  7-5H-4-F2HL-1-ZRBLMEMRIbR -2 (1H) -FRI5

O

NH
[0660] ¢ N/&O

O

[0661]  PUREL.4-%(-2- CGEILEIL) KA &K
0

OH
[0662] I NH

s

[0663]  [FifiiFI12, 4- SRR (124 5) [IDMF (0. 6M) I HH IR (1. 524 5) Vi (0)
BIR (0. 524 4) FIRRFRTH (2245 , VIR S WIAE150 CHERES /NN o SN 5 I, R SRV TR &5
Wil 2 = i e T AR 8 P IEIRUTI2N. HCURRAY o I BB I [ (A FAE T2 T
B, 1 2)4- 50 -2- OREEED) SRR,y il i,

[0664]  JLIR2 . 7-Ta(-4-F2hL- 1 - IRILHEEIRIRE -2 (1H) - R 5k
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@

/@\)LNH
[0665]  cI N/&O

[0666]  H54-G(-2- GRELZUED) R HIRR (12450) AR (54 1) TR S MR NIC e AP
R HH 1200 °C DA/ IN o RPRL A )N TKHR I FHEt0AC AR HL . 43 B & I HLUZ ,
TOOKTRER AT 1 , U8 , RO , 15 2k B A €% (20-30% EtOAc/Clbo) 4fifk,
GRS, W E Pk 'H NMR (400MHz ,DMSO-d,) :8=11.82 (s, 1H) ,8.04 (d,J=
8.3Hz,1H) ,7.66-7.56 (m,3H) ,7.48-7.44 (m,2H) ,7.31(dd,J=8.3,1.9Hz,1H) ,6.31(d,J=
1.8Hz, 1H) .m/z [M+H] 273.18
[0667]  Zx352
[0668]  7-%x(-1- (MAE -3-JL) ERRIRE-2, 4 (1H, 3H) - &k

0

NH
[0669] (I N’go
7]
N
[0670]  PER1.4-%(-2- (I -3- L2430 KL 5 Al
0
NH,
[0671] cI NH
~
Na |
[0672] a2, 4- — SR (124 5) FEIDME (0. 5M) AR H N3 - 24 ZEME e (1.5
) VHT(0) B R (0.5 1) FIBRFRH (2245 , R NTRGPI{E150°CHiHEs /N o S N SE A
BN TR A 2 = iR i e T R U8 AT 2N HCLER AL, o ot SR TR ik (1 ] Ak
FUS T4, (SRR &0, JoAE il P om /2 [M+H] 249 .1
[0673] B2, 7-%(-1- (WEmE-3-F0) mEmkibk-2, 4 (1H, 3H) - RS Bk
0

cry
[0674] Cl N’go

7

N
[0675]  [al/INRLRE N4 - -2- (EIE -3~ FL 243 2R FHIMERZ (1.02245) FIDMF (0.2M) . 4£0°C N
) SN s HH I NNaH (60 % , E8 Wi, 3. 02 &) ¥ R MR S =il Midk 10558
FUASHTIINCDT (15240 JEH SR £ e i T BEE20 460 TR DILAMeOH (0. 5ml)
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FHACOH (0. 2mL) 745 ISR o LIS R R A il SORFAT: € 3% (20-75 96 MeCN/ 7K, 0. 1% HIRR) H
Peafft.'H NVR (400MHz ,DMSO-d,) 811.82 (s, 1H) ,8.69 (d,J=4.9Hz, 1) ,8.61 (s, 1H) ,7.99
(d,J=8.4Hz,1H) ,7.91(d,J=7.9Hz,1H) ,7.68-7.50 (m, 1H) ,7.27(d,J=8.6Hz, 1H) ,6.32
(s, 1H) .m/z[M+H] 274.0
[0676]  Z25 20 BRI M TR AT, 43 M 12 - ORI N2 - 50 - 6 - RPN BRI e 1 463 - 5
FEIENERN2, 4~ — SURHIBE R £52- ((2- SURED) 52D -6- PR Bk - e o

0]

Bk

~
[0677] N~ "NH
Cl

m/z [M+H]" 288.0.
[0678]  anPL F2BBR2rp AR AT, fill2s T LA ME&:
[0679]  fii FH4 -G -2- (Mg -4 - FL 5 F0) K I il 65 7 - G- 1- (LI -4 - 38) meme itk -2, 4
(1H, 3H) - il
@]

/@““
[0680] CI NAO

=

o |
N~ m/z [M+H]* 274.0.

[0681]  fifi 2~ ((2-PR3E) 24 5L) -6 - AN FEMARENZ B 251 - (2- %030 - 7- TR FEME e I
[2,3-d]mznE-2,4 (1H, 3H) - i,
o)

|\ NH
—
[0682] N” °N” 0
Cl
m/z [M+H]" 314.0.

[0683]  fifi 2~ ((2-PRIKIE) 243E) -6- (=30 EL) MR 251 - (2-PROREE) -7- (=3 H
FO kg [2,3-d]mEng-2,4 (1H, 3H) - —fiil.
O

[0684] FiC~ "N °N” ~O
Br.

m/z [M+H]" 387.9, 385.9.

[0685]  fifi FHj2- ((2- S R3E) 2d3L) -6- (S 30 AL £ 1- (2- 3R -7- (A
SO e (2, 3-dImEnE -2, 4 (1H, 3H) - i
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[0686] F3C° 'N° 'N° "O

m/z [M+H]* 326.0.

(06871 {ifi Fi14 -5 -2~ (- UEIREL) 5430) ZR MUl 73 - (7-50-2,4- —5fK-3,4- 2
IR - 1 (2H) - 55) ZEFfS . "H NVMR (400MHz ,DMSO-d,) 811.92 (s, 1H) ,8.13-8.00 (m, 3H) ,7.85
(dd,J=8.3,1.7Hz,2H) ,7.34(dt,J=8.5,1.7Hz,1H) ,6.43(d,J=1.THz,1H) .

o

(I “NH
cl N/gO

t CN m/z [M+H]" 298.0.
[0689] £33

[06901  7-50- 596~ 1 - ATLIEREIR -2, 4 (1H, 3H) - & A
F O

fﬁ ¢
[0691] Cl N’J*o

[0692]  SDEK1:4-5-2- -6~ CRILZAIL) SRR & A
F O

Jf)fo“
[0693] I NH

[0694]  ZE78°C I, It IIZRNE (234 1) (I THF (1M) JA7R R IINLDA (324 5 65 s MR A
PIEAEL093 Bl AET8°C M INANA-50-2,6- SRR (145 AOTHE (M) 187, SRR S
i N RSN o SR SE A AL BN N HC LR R 5 FHEt0AcEE T o 23 B S FF I A AL
JZ, TS KIRIR AT A3, e, f9 BIUPI RE 4 - S0-2- 9 -6 - (FRIR ) ZRTIR , y ik ot
] o

[0695] P2 4- (- 2-5i-6- CREESAED) AL &k

[0688]
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F O

[0696] cI NH

[0697] AR PRI RERY4 - S0-2- 91 -6 - ORIESEL) KT (125) FIDME (0. 4M) i3 H
JIAHATU (1.5 &) \DIPEA (5 18) JHHi 300 Bl K sl i (524 &) I BN RN RSP
FEAE I MRS R 16/ N o SER T R BN VRS K FR R 300 B, 1 BB TS AT 1
TR AT EI4- - 2- 55 -6- OREEEED KHIELE , ik B et
[0698]  ER3.7-5(-5-F -1 - R ELEEMRIbk-2 4 (1H, 3H) - —FRS 5k

F O

Je 8
[0699] cI NAO

[07001  7EO'CIABEFEINA- (-2~ 5 -6 - CRILLLIL) R (1244 [FIDMF (0. 33M) i
JUANaH (2. 224458 , BERE S RA3053 Bt A£0°C T RAECDT (1. 1244 NS R o
0°C NAREEAFE30 53 S LA EINIKAS /KR TR S MR 3053 1, o BRI AT F B2 T, 7
FIbREUE AP (1. 18,57 %) , K Al 4 'H NMR (400MHz , DMSO-d,) 811.77 (br s, 1H) ,
7.61(n,3H) ,7.44 (m,2H) ,7.29(dd,J=10.8,1.8Hz,1H) ,6.10 (s, 1H) .m/z [M+H] "291.3
(07011 4nPA B3, LR BnAdEA T, & A M4

[0702]  {fi FH2- -4 - TRk -6 - (= 0W TP PR ) a2 - G- 4 - TR -6 - (=0 FPE0) A
i o

o~ o

[0703] | = NH,
FCTONTYCL sz [M+H]* 255.12.
[0704]  fifiJ]2,6- —5(-4- (SO HIL) AR 2, 6- 5 -4- (SO HHED) R FH L o

cl CF,
[0705] ©

NH, CI m/z [M+H]" 258.15.
[0706] i FHI5-7R -2~ %5 -4~ (3 FHED) KRR 255 - 1R - 2- 36 -4~ (=9l D) R FRE I .

Br
CF,

[0707] o

NH, F m/z [M+H]* 286.1.

[0708] %4
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(07091 7-%(-1- [3- (AR L) SREL] -1, 8- S - 2, 4- il 5 e
o)

joe.
[0710] Cl N (0]

OMe

(07111 2PER1:4-5-2- (- (FERILFIRE) I 2430 SR PR & pk
Cl

0)

H,N HN
2 \I::::r/“xcmﬂe

[0713]  {Ez b 2- S k- 4- SR W E (1. 0244 JSUBaT (0. 1524 5) 3~ (AL
F0) RIEMIRR (1.5 ) FI= M (0. 52415 2NN o ) SN A 7 H I AMeOH (0. 4M) |, 7£ %
IR SO TR A3 - 127N o il SR (38 (20-65% MeCN/7K) B4 LR RIR G,
B RFREC S om/ 2 [MHH] 7291 .1

[0714] DR, 7-5(-1-[3- (A AEHE) Z55E] -1, 3- —ZEmEk-2,4- RIS Ak

[0712]

[0716]  FERIS N RF4-S-2- ((3- (AR L) 3L - %38 K iE (1.0 4%) MIDMF
(0.2W) FEN/NEHTAE0°C P ) S TR S I ANaH (60 % , /-4 P, 3. 024 &) |, 7 %= i
PR SR G108 JINCDT (1.5 5) , 7E %= M FE R N TR 42053 81 I AMeOH
FIACOHPZE K SN TR M o B SR €831 (20-75% MeCN/7K, 0. 1% FR) BLfealifb b s v
AW A3 BRI A . 'HNMR (400MHz , DMSO-d,) 811.80 (s, 1H) ,8.03 (dd,J=8.4,1.3Hz,
1H) ,7.60(t,J=7.6Hz,1H) ,7.50(d,J="7.8Hz,1H) ,7.41-7.34 (m,2H) ,7.30 (dt,]=8.4,
1.7Hz,1H) ,6.30(t,J=1.6Hz,1H) ,4.50 (s, 2H) m/z [M+H] 317 .1

[0717] 4 PR ISRt T, IS LA MESH:

[0718]  7-%(-1- (3-JRIEORED) -1, 3- 5 EmembR -2, 4 - i i 13 - R B OR IL AR 1 463 -
(FPAARZE PP ZRLAIIER ) 4%
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&

[0719]

I
pd
i

0~

OH
U mlz [M+H]* 289.0

3- (- LH) REE] -1, 3- MK -2, 4- Tl 3- Q- LHD)

[0720] 7-5(-1-
R HHARURE FHRD) SRR I 25 o

ARIE) R 43 -

il
Pbﬁﬂi

?5;

[0721] HN N OH
bl
e \©/\/ m/z [M+H]* 317.1
[0722]  7-G-1- (3-Fs KAL) -1,3- A MEmhnpk-2, 4- it ] (3- Jsl KAL) IR 454603 -
(P 2 FH JEE) DR LR 1 5
Cl
OY@’
[0723] HN._ N F
hil
2 O/ m/z [M+H]" 291.1
[0724]  7-G(-1- (3-FHALAHD) -1, 3- S MM ibk - 2, 4 - i aifd iof T TR) R R A 5 463 -
(R 2 FH 3E0) DR 1 5
Cl
OYQ/
[0725] HN. N
hig
o Um/z [M+H]* 287.0
[0726]  7-%(-1-[3- (3-FRPIAE) REL] -1, 3- 4 mpnpk- 2, 4 w13 - (3- 5D 2K
SRR R 03 - (FH A R FH ) DRI I 45

?5;

[0727]
OH

m/z [M+H]* 331.1
[0728]  7-G-1- (3-SPRIE) -1,3- MEmenpk-2, 4- iam ] (3-SR 3E) AlmR 463 -

(AL FHED) ﬁ%ﬁﬂﬂﬁ ik
cl

N Cl
U m/z [M+H]" 307.0

[0730]  7-5-1-[3- CRRHIIL) ZRAE] -1, 3- S Ememik -2, 4- o FH (3- G Z-30)
FRR 8.3 - (PSR FHRR) RTEAIRR il 25 o

o:(%

?5

[0729]

I
z

o~
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Cl

e

[0731]

I

.

NN OH

m/z [M+H]" 303.0

[0732]  3- (7T-&-2,4- —5AK-3,4- —A0Memenpk-1 (2H) -355) KgAK 1l
PR3 - (FH AR L FR ) R EL IR i 25
Cl

ggz

[0733] =N

A

N N
m/z [M+H]* 298.0
[0734]  (3- (7-%(-2,4- —5AAK-3,4- 5EmembR-1 (2H) -30) 530 SRR AL T fiadad H

3- (U] A RIL L) L) RSN 43 - (F AL FE) ZRIL AR ) &5 -
cl

251

[0735] )OL J<

m/z [M+Na]* 424.0
[0736]  7-%-1- (3- FVARELIREL) - 1,3- - ZWEmibk- 2, 4 - it 1 (3- FAR R 2R 50) e
B3 - (PR BE D) R BLAmG 25 .

I

5

N

HN.__N 0]
T
- m/z [M+H]" 303.0

[0738]  7-50-1- (5-Ji-3-FRHERED) -1, 3- UMb -2, 4 - i i I3 -9 - 5- R A OR L
PR 463 - (PR FAED) DRILAIIR ] 25 -

Cl

f’i?

[0739] HN__N OH

8

F m/z [M+H]" 307.0

[0740]  7-G(-1- (4-F2KEL) -1,3- “SUEMRIbR-2, 4 - ik F (4- FOR 5L IR R 43 -
(FRAA S FR3E) R FERIR il 5

Cl
[0741]

o:(z

Fm/z [M+H]" 291.0
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[0742]  7-50-1- Q-9 -3-FRHERED) -1, 3- UMb -2, 4 - il i FHI2 -9 - 3- R ARk
FPR 8.3 - (PSR FHRR) RTERIRR il 25

Cl
[0743] OYQ/F
}4N\Tr,N\1::E:I,(JH
- m/z [M+H]" 307.0

[0744]  7-50-1- (4-Ji-3-FRHERID) -1, 3- UMb -2, 4 - il FHI4 -9 - 3- R A oR L
FAPR 83 - (PSR FHRR) TR AR il 25 o

[0746] 35
[0747]  1-[3- (GASL L) FRIL] -7-50- 1, 3- T UEMRIR -2, 4- Ak

C
[0748] f

H,N

[0749]  FE%U A PIAIMIFRREN (3- (T-5-2,4- 54K -3,4- SRRk - 1 (2H) -5 250
GAEE IR TS (1,024 5) AMeCN (0. 2M) , JIINAN HC1/ Mkt (1024 4) I¥ S NIR S 904E
EIR BRS04 . 7 R IR S AH Al (10-45%MeCN/7K, 0. 1% FIR) B4l ML N
AW, AFEBREE A ' NMR (400MHz , DMSO-d,) §8.30 (s, 1H) ,8.05 (d, J=8.4Hz, 1H) ,

7.60(d,J=7.3Hz,2H) ,7.44(s,1H) ,7.39-7.23 (m,2H) ,6.35(s,1H) ,3.93(s,3H) .m/z [M+H]"

302.0

[0750] Z%6

[0751]  7-%(-1- (ARFPZRIL) msminbk-2, 4 (1H, 3H) - —Fi &K

/dNH
[0752] CI N’J§

[0753]  2PHR1:2,4- " 5(-N- (P FPATR SRR TIEL) R 7k
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cl
o
[0754] Bigeeehitl. T

NH

QMe
[0755]  fEz=ilh N HIREIGE S (1. 352 50) A2, 4- —GUA I (1245 £EDCE (0. 5M)
HRTRI SRR K0 SRR S T 2255 °C PR AF LN, SR JE g —28 THIRL A1 20/ INK o 025 3 4 S
PR E, A5 20 5 PR « £E0°C N REX Rk S5UER TR IDCE (1. 2M) 0 N2 4B FH R
JEZ[FIDCE (0. 4M) 18 HIA IR « BEER VKIS TR SRR S =00 N PE4553 B 1 JE I 4, ]
DOMPEI, T4 AF BIbRB 540, 0 Il PR om/2 [M+H] 3240
[0756] 2R 7- G- 1- (P HIZEED) WEwhIbk -2, 4 (1H, 3H) - i & hk

Cl
(6
10
@)

[0758]  f2,4- " 5(-N- GFHOREL S P R FHBE I AEDME : FROE (0. 06M, 1: 1v/v) Hif]
TS HIZE0°CH: FINaH (60 % , 45 BrE i, 3. 124 5 - AbEE N , BB vkia -4 s
TR IR 18NS o B S SR G 98 2028 = BIN 20 % K PEERFR i o IR 2B P45 2]
TR AP 8K A bl A, FHE L, 00865, T 145 2064 , LR A B T F 25
m/z [M+H]287.0

(07591  4uPA [ 2P BR FR BTk SR A T, S A M S

[0760]  4-(1,1- 330 -2- 0 -N- (DKM I [1, 2-al ML - 5 - FE S0 L) 2K FH B e
o KPR IF (1, 2-al iHbmE -5 - e BB R, T4 - (1, 1- 3R 30 -2- R e i 62,
4- R B

0761
7611 1o H \y

FF m/z[M+H]*363.0.
[0762]  5-5( AL -4-FRPNIE-2- 5 -N- (SR FFOREL S AL ) R FH e i o 115 - 3L -4- 2R
PIAE-2- SRR e #6024 - — 0K el 25

CN
o6l L Sy
'Y
©c 0 F m/z[M+Na]"360.0.
[0764]  N- ((2- S ARHD) 2D -4- (1, 1- “ D) -2- R s o H2 - U0
BB (i H4- (1, 1- 253 -2- N RS 2, 4 - — SR (2o R
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(Pharmablock) ,PBU1050) 4% o
F O O

)L
[0765] H H
Me Cl

FF m/z[M+H]"357.1.
[0766]  4-G(-2-5-N- (BKIETF[1,2-a] A -5 - B2 FHRED) 8 FH e fiica o IRk I [ 1,
2-al WEE -5- AT AR FHR N , 114 -5 - 2 - SR I 462 , 4 - — SR A ) 5

S8¥el

[0767] H H N_:N

Cl m/z[M+H]*333.0
[0768]  4-%5(-2- 5 -N- (DKWEIF[1, 2-a] MHEINE - 7- FRGAHE FREL) SR PR e i d IR I 11,
2-a  WEE -7- AT B FHR N , 114 -5 - 2- SR I R 482 , 4 - — SR A e ) 5

[0769] /©)LNJLN XN
H H
Cl m/z[M+H]*333.0.

[0770]  N- ((2-%(FR3E) 2k FHBEAL) -4-PRP DL - 2- SR R (56 FHA - PR L - 2 - S F
fiE 2, 4- — SR RN , F2- SORME AR A TR 5

2 9 Q
[0771] H H

m/z[M+H]"333.00
[0772]  2,4- " G(-N- (W0 - 2- RO R D) SR I BE IR 2, 4- —SUR B2, 4-
TSR FHB A - 2 - IR

[0773] OYNH C|
H

N N
LU
ZN m/z [M+H]* 311.0.

[0774]  4-PAPNEE-2- 95 -N- (3~ FHERMEIG - 2- 2L) 2 bk PR RR) oK PR e ik FH4 - BAPN 2k - 2-
TR R 2, 4 - —QURBENE , 3- FRBENE R - 2- I i A ORI 5 7o
O O N7
pNe!
[0775] H H
E Me
m/z [M+H]" 315.20
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[0776] A-PAAEE-2- 9 -N- (M - 2 - B L R AL) DR PRI 056 FH 4 - AP Ak - 2 - S 2 F e
2, 4- ORI , R - 2 - B SR R & e

N

LI AN
[0777] N N
F
m/z [M+H]* 301.00.

[0778]  4-BAPNIE-2-50-N- (BRI (1, 2-a ] BHEIE - 5 - B2 U D) SR R e i 114 - BRI
Fe-2- AR I B2 , 4- — GUR PRI, DRI (1, 2-a  WEE -5 - A B R 5 o

SR
[0779] V/O\/M\H N N\=\/N
F
m/z [M+H]" 339.00

[0780]  N- ((3-GMtRE -2-55) s FL R AD) -4- S -2- SR e it 13 - e - 2- i
BN , 4- L3k -2- TR TR 2, 4 - — SOR PR &5 o

F O O N

|
s /@AJ\/@
H H Cl
Et m/z [M+H]" 322.0.

[0782]  N- (3-%UMENE -2-30) 3L FFEEID) -4- (1, 1- D) -2- SR a3 -4
MHEIE - 2- BB e SR FHOR I 4~ (1, 1- 530 -2- ORI 2 #2 , 4 - — SR Il 2% o
SELe
N~ NN
Me LRI
FF m/z [M+HT* 358.0.

[0784]  4- (1,1- "HRLFE) -2- 9 -N- (BRIRFF[1, 2-a e - 7- BRIk FHBERD) 2R T o
o BRI (1, 2-a] WHERE - 7- R A RN , 4- (1, 1- Z9R O3 - 2- SR el 622 , 4
TSR A

F O O
W
[0785] - H
m/z [M+H]" 363.0.

[0786]  2--N- (WhMR - 2- Rhad L FRELIL) -4 - (=30 L) R e e FH2 - 9 - 4- (0
50 TR eI 62, 4- —URIIRG I, PG - 2- e e 8 FROR i) 5 o

PR
[0787] /(le)k
H
CF4 F

[0783]

m/z [M+H]" 329.05
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(07881 25 -N- (A% -3 - JEAIE TEED) -4- (SR LT -9 4- (AT
30 3 PR 2, 4~ — SR I FRAE -3 -GBS BB R KA

O O X
[0789] NJ\N |N”N
H H
CF F

3

m/z [M+H]" 329.05

[0790]  2-5-N- (KWK IF (1, 2-alWthE -5- FL S FHIBEIL) -4 (=500 FHAEUID) R HH B e o
2-9-4- (o VD) RO 2 , 4- ORI, IBKIRIT (1, 2-a ] BHEIE - 5- 4k
UL SR

e nn
H H
CFg0 F m/z [M+H]" 383.0

[0792] 244~ FRPHE-N- ((3- (SHRTH0) Mok -2 30) S5 FIE) S TR i 12 -
-4 R TSR 4 — S0 I, JT13 - (500 D) WG - 2 R R )
.

LA
N
N N/j\;
[0793] N N

CF;

(07941 5-i5t-2-Fi-N- (ABFAEIES ML) -4- (540 IR 2K RN 512 -
4~ (SR FPE) 25 P B a2, 4~ — LR Tl

Pt
[0795] BrU\LN N
HOoH L
CF30 F m/z [M+Na]" 456.0, 454.0

(07961 5-{5L-2-90-N- CHRIESTHE FIWERD) -4- (A L) A I FT5- 1R -2 4-
(S0 VLE) 26 TR 962, - SR TGN, A B TR e

PPP
[0797] Br N)LN
H H
CF30 F

[0798]  4-PL-N- ((2-URHE) B AL IBAL) -2, 5- R IR 475 - 2, 5- ik ]
Wl 2 , 4- —SOR ML, F2 - ORI B Rl 25
o o

[0799] FIj‘LN/U\N/@
HOoH L
Br F
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[0800] 2,6~ 45 -4- (= HIED) -N- ((2- (=3 HHER) MEmE - 3-50) 2l B F D) 2R F e e
1 H2,6- -4 (COR D) RIS 52, 4- —GUR BN , FH2- (S0 L) IEnE - 3- i
B R 25 o

F: :|: _CF3
O

O~ _NH F
[0801] Y
e
»
CFy °N

[0802]  4-ERPAIL-2-G5-N- (BRMEIF[1, 2-al AHkiE - 7- BRSU 5L PR ID) SR HH B e of 4 - 26
N - 2- SR TR BRI 462 , 4- — SORIBEN , BRI I (1, 2-a ] NI - 7- Jle 15 4de 408 FHR iz

%o

[0803] OY NH F
N

HN
|
7

N
[0804]  2-%(-N- ((2-ZUHnE -3-38) S B RS -6- (g L) ML m L FH2-5-6- (=
AL MR 2, 4- — GUR L, FH2 - e - 3- Fe B e A8 R e il %

CF,

X

X

[0805] S NTN N

Z O O <«
N~ °Cl m/z [M+H]™ 379.3.

[0806]  2-%(-6- (=JW FLL) -N- ((2- (=5 HIEE) MERE -3-35) 2 SE ML) MR i 2 -
H-6- (S I MR 2 402, 4 - —SOR B, FH2- (SR L) I - 3 - I e SR FROR i
5

CF3
PO
[0807] @ g 7
e O (0] Cl
N "CFs m/z [M+H]" 413.11.

[0808] 5~ -4- PRI AE-2- 5 -N- ((2- (S HIAE) KD S KL RERD) 2K Bt e 5
- A- PR AL - 2- L TR - — SR BRI, JR - (0 FFLE) SR B P
&
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Br
CF

*H H
[0809] N. _N
oY

g @ F m/z [M+H]" 447.2.

[0810]  5-J5L-4-PRPNEE-N- ((2-PRNFEIREL) S HIEERL) - 2- R e ficim o J115- 21 -4-
AP BE - 2- R FRE - 4.2 , 4 - SR , 112 - AP BRI A H A ol 5 o
Br

H H
[0811] NTN
m/z [M+H]™ 417.36.

[0812]  5-7-N- ((2-7RIRIL) Gl HEAL) -4- PR - 2- SR e il 5 - - 4 - TAPS 2L -
2- AR B 2, 4- Z SR IR, T2 - IROR I e AR FHOR R 1l 25
Br

[0814]  5-7R-4-PAPNAE-2- G5 -N- ((2- (S HIIE) MERE - 3-3k) S Bk A BEAL) ok PR i ik
FH5 - 1R -4 - PRI - 2 - GOR FHBb e 2, 4 - — UK IR, FH2 - (S0 FH ) mibne - 3- e i e
SRR £ o

Br

[0815] H H
(YT
N™ "CFs m/z [M+H]" 446 3.
(08161 532N~ ((2-52EH) SUSLITIMED) -4 BRPATHE -2 S PRI FTI5 102 -4
(o D R B e 2, 4- — SUR B, T2 - ORI AR R i il %
Br

Cl
[0817] H H“/i;/
o'y
O O F

[0818]  5-7R-N- ((2- GlbIE - 3-3) ZAFE FHIBERD) -4- PR 3L - 2- SR TRl it 5 -7 -4
IR RE-2- ORI 0.2, 4 - — SO TP , FH2 - SaUMHERE - 3 - AR e A8 R e il 25 o

CF3
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Br

H H
[0819] N_. _N
LY
A0
N~ ~ClI m/z [M+H]" 412.3.

[0820]  N- ((2-GUMERE -3-55) s AL FHRLAD) -4- AN 2k - 2- 9 - 6 - F SRR P B e i o P4 -
PRI -2- 9 - 6 - TR EE R TR 0.2, 4 - — SR TN , FH2 - S - 3 - Ji e 0 TR
5

MeO
[0821] H H
=
(XYY
N~ ~Cl m/z [M+H]" 364.30.

[0822]  N- ((2-GUMERE -3-55) s AL AL AD) -4- AN 2k - 2- JCR Bl i o FH4 - BAP 2L -2
TR 2, 4 - — SR T , 2 - SO - 3 - IR i A FHEA e il 5 o

[0823] H H
X
(I IJr
N~ ~Cl m/z [M+H]" 334.2.

[0824]  2-4-4- (AL -N- (((1- (- ((2- (ZHIFREER) 253D B3 - 1H- u>]<ﬂJé 4-
) CFL) AL KR E S 2 -5 -4- SRS KB 2, 4- — FORHREE
Jii, 1= (1- ((2- G HERERL) AR AL - 1H-BR -4-55) £ -1- s Bﬁﬂzxxﬂézﬁéﬂ%

SEM
CF3

[0825] <\ N T\/Q,
T
m/z [M+H] " 475.54.

O O F
[0826]  2-3F-N- CRELZAFEFAMIL) -4- o D) AKX WL 2 -9 -4- a3
PRI 2, 4 - — SURHIMRE , FHZR 2 e 40 FHOR el 2%

O/ \H/

@ @ F m/z [M+H]" 327.24.

[0828]  N- ((3-GUMERE -2-55) s AL FRLAD) -4- AN 2k - 2- SR Bl o FH4 - BAP 2L -2-
TR 2, 4 - — SOR T , 3 - UM - 2 - IR i A PR e il 5 o

[0829] @/H “D/A

m/z [M+H]" 334.2.
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[0830]  4-BRPYHE-2- 9 -N- (WANE - 5- TRk FHBESR) 2R F el it FH4 - PRS- 2- S
WEI L2, 4- — ORI , HIMEE - 5 - IR A PRl 25 o

H H
[0831] N/?NTN“/Q/A
LJ 3

o F

[0832]  4-PAPNIL-2- G5 -N- (RFFOREE 2k FR R L) 2 A Bl FHA - PR L - 2 - S
2 , 4- AR I )5 o

[0833] HTHW/@/A
Q!

o F m/z [M+H]" 313.29.

[0834]  2-%-4- (= HTER) -N- (((1- ((2- (= FPERREID) C5AED) FHED) - TH-Dkmh -5-25)
55 R EE R B FH2- 91 -4- CoTED) SRR e 4- —SORRB,
(1- ((2- (ZHIREEY) L5 EE) FHEE) - TH-BRme -4 -55) FRJI R0 A0 FR 2R il 5 o

rN’SEM CF3

[0835] N\)\,H\H,H

O O F m/z [M+H]* 461.4.

[0836]  4-FAPYIL-2-55-N- (((1- ((2- (CHIEAERD) L5 ED AL - 1H-IBRm: -5 - Jk) HED)
SAEE L) 28 et FHA - AP 2k - 2- 50K e e e 2 , 4 - —UR G, FH (1- ((2-
(SRR C5A D) FHIE) - TH-BRME -4 - 1) RSB FHOR el 25 o

M
[0837] N:)\/H\“/H
O O F m/z [M+H] * 433 4.

[0838]  N- ((2-PRIRIL) TAIL BAL) -4- AL - 2- ORI i 4 - PR - 2- SRR
e 4602 , 4- — SR , 2 - IR R R AR AR e 1l 25 o

[0839] H H“/Q/A
\[r
0O O

Br F m/z [M+H]™ 377.23.
[0840]  4-PAPYEE-2-5 -6~ FAEdE -N- (MG - 3 - B2l e L) 28 P Jie oot 114 - AN £ -
2- 98- 6- AR R ) 4662 , 4 - —GURMIBEME , FHREONE - 3- e R AR PR Il 25
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MeQ
o
[0841] O~__NH F

N\NH

l = m/z [M+H]" 330.36.
[0842]  4-PAPNEE-2- -6 - FHAEAE -N- (RPFFIZRALSASE I AE) 2R I 1 T4 - IR 4 -
2- .- 6- A EEOR AR I 462 , 4- — UR T Al 25 o
MeO
(o)

[0843] Os_NH F

NH
Q/\ m/z [M+H]" 34334,

[0844]  4-%-N- ((2-%URIR) SUEEFHEED -2, 6- — 5k It 1 4- (-2, 6- ik
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E-2-G5-N- (BRI [1,2-a] MEIE - 7- RESA B F R L) 25 FRRE ) 25

0]
V/Oﬂi*
[0996] =
»\
N™ SN
\=/" m/z [M+H]* 319.00.

(09971 5-9-7- (ZIHIEE) -1- (2- (=R FEL) MARE - 3- L) PRI -2, 4 (TH, 3H) - il {2 ]
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2,6- -4~ (I -N- ((2- (o HE) e -3 - 36) S5 FRIBEERD) 2R PRkl 25

F O
o
[0998] F3C N’J*o
CF4 s
|

N m/z [M+H]* 394.00.

[0999]  7-PRPNZE-1- (BRIEIF[1, 2-alnibnE -5- 55) Mempnpk-2, 4 (1H, 3H) - {4 - 2R
HE-2-G5-N- (BRI (1, 2-a] MEIE - 5- REaA B FREL) 25 FRRE el 25

(0]
NH
[1000] V/d:l\/go
oS
N/ —

(10011 7-BAPNEE-1- (LR -2~ 50) mememk-2, 4 (1H, 3H) - it 4 - PR 5L -2- 96 -N- (1t
I - 2 - RE L FHIBERD) 2R PRl 25 o

0]
Bee

[1002] N
e
N [M+H]* 281.00.

(10031 7-BAPNEE-1- (3- FIDLAE IR - 2- L) ik -2, 4 (TH, 3H) - i s FH4 - PR HE-2-Fi -
N- ((3- FHERN MR - 2- 50) 2 BRI RD) A PR ) 5

[1004] v/d
ME\I)\

@)
NH
N~ O
|‘“‘N
NS sz [M+H]* 295.00.

[1005] 1~ (3-Za(MbRE -2-45) -7~ S AEMEREMR-2, 4 (1H, 3H) - M {3 FAN- ((3-Sithe -2-25)
LD -4- 3k -2- R FHE A 25

o)
/dNH
[1006]  Et NAO
C A N

G

H
0

m/z [M+H]* 302.0.
[1007]  1- (3-SUMkME-2-35) -7- (1, 1- 5L 3E) MEmrmbk-2,4 (1H, 3H) - i HIN- ((3-
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MHEIE -2-358) S D) -4- (1, 1- —FOFD) -2-FR Gl & o

0
NH
F
[1008] F N” 0

Me CI pZ

X m/z [M+H]" 338.0.

[1009]  7- (1,1- 4035 -1- (BKWrH:[1,2-a MHiE - 7- 5L) msmempk-2, 4 (1, 3H) - —fii{d
4-(1,1- 5005 -2- 9 -N- (Bkme I (1, 2-al ME - 7- L5 L FHER L) o8 FHRE ) 25

—Z

F
F N™ ~O

[1010]
N f]
N/

\—=/ m/z [M+H]" 343.0.
(10111 1- (2- A3 -2,4- 54 -7- 3D -1,2,3, 4-POEmEmemk -6 - FH i s FHN-
((2-RED) AR -5-5(0t-2-5-4- CHRUFPEY R R IHI%S .
(0]

)
NH
N

NC

NH
[1012]  CF; N/&O

Cl

m/z [M+H]" 366.0.
[1013]  7-7R-1- (2-5(ZK3L) -6- SEUdsmeibk-2, 4 (1H, 3H) - i FH4- 15 -N- ((2-50R30) 44
FEFAREIL) -2, 5- K L 7%
O

[1014] Br NAO

[1015]  1- (2-GMmE -3-3) -7- UL gt (2, 3-d1mEne -2, 4 (1H, 3H) - —[ilif# F2-
G-N- ((2-SERE -3-F) AL ML) -6- (3D MR 25

I ~CFs
[1016] y 7o
HN\H,N | SN
o}

Z m/z [M+H]* 343.1
[1017]  7- (=5 D) -1- (2- (A3 e - 3-50) ke g [2, 3-d] g -2, 4 (1H, 3H) - —
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A 12 - 506 - (S0 HTER) -N- ((2- (R D) M - 3- ) 2k L) MRl il 5 o

~ g
0 _N
o) T CFs
Ty oN
o P

(10191 6-7R-7-FAEE-1- (2- (g L) DRD) MR -2, 4 (TH, 3H) - R 5- 71 -4- 21
NFE-2- 90 -N- ((2- (3 TPED) TRED) - S FEHIEL) ZR T e il 25 o

Br

L

=
O

[1020] O
CF;

m/z [M+H]* 425.27.

[1021]  6-7R-7-PANZE-1- (2- PR EEARED) MR- 2, 4 (1H, 3H) - Ha (il J115- 1R -4- A
FE-N- (@-PANFIREL) 2 FPBERD) - 2- R PRl 25 o

0]
N
N
©/A m/z [M+H]* 397.36.

[1023]  6-7R-1- (2-JLOKEL) - 7- PR SEMEMEbR -2, 4 (1H, 3H) - il F5- 1R -N- ((2- 5K
30 GSEHBEIL) -4- TR - 2- FOR I Il 5

O
N
N
@,Br
m/z [M+H]" 435.24.

[1025]  6-7R-7-PANEE-1- (2- (5 HHER) IEE - 3-50) Mk -2, 4 (1H, 3H) - —Ha il J115-
B -A- RN BE - 250 -N- ((2- (S5 D) MHE - 3- 35) 2URE FHIBEEE) 2R PRI e i) 45

[1022] O

o}
HN Br
[1026] O "N
_~_CF3
N
[1027]  5-5(-1- (RBHIZRIE) -7- (560 FHED) Wemkmbk -2, 4 (1H, 3H) - i 112, 6- 5 -N-

) 1
ARFHARIL AL FHBERD) -4~ (SRR R )5
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CF,

Me

o:(ig
o

[1028]

m/z [M+H] " 355.29.

[1029]  1- (2-GMENE -3-2K) - 7- PR FE -5 - FSEUIL MR- 2, 4 (TH, 3H) - i i FAN- ((2-%
MR -3-J) SRR HIERD) -4- AP - 2- 36 - 6 - PRI I el 25

MeO

[1030] -

T

=
—

i
=z

0 Z m/z [M+H]" 344.33.

(10311 1- (2-SUMERE -3-25) - 7- PR LMK -2, 4 (1H, 3H) - i i FAN- ((2- Sbme -3
50 S D) -4- PR BE-2- SR PR I ) 5

Z m/z [M+H]* 314.3.
[1033]  7- (5D -1- (1- (- ((2- (AR O5ED D) -1H-BRME-4-58) 250
MR -2, 4 (1H, 3H) - {25 -4- CARTEE) -N- ((1- (- (- CHERRZD 085D
FH3E) - IH-BkW - 4-38) 2.38) SBEHIBEIL) 2R FH R il 25 o

= "N-SEM
N=/ m/z [M+H]* 455.53.

[1035]  1-ZKEE-7- (=5 L) memknbk-2, 4 (1H, 3H) - il FH2- 7 -N- CREL SR D) -
4- (S ) 2R 1 4% o
CF;

HN N
T
= m/z [M+H]" 307.34.

[1037]  1- (3-SalMbRE -2-38) - 7-BAPN FLmsminti- 2, 4 (1H, 3H) - i {li FHIN- ((3-Snkhe - 2-
B T EEHED) -4- PR3 - 2- 550K B il 65

q

[1036]

232



CN 119528824 A W OB P 222/391 T

0]
HN

OJ\N

Cl

[1038]

g
=% m/z [M+H]" 314.2.
[1039]  7-FRPNEL-1- (mBIg -5-35) Esmkmbk-2, 4 (1H, 3H) - i FH4-FRA 35 -2- G -N- (g -

5~ RE AL FHIBERD) 2R PRIl 25 o

HN N
~N
T
(10411 7- (ZH PR -1- (- (- (EHERERS) CEED HIELD - 1H-BRms -4 - 50) FJL) 4
WEIpR -2, 4 (1H, 3H) - A FH2- 58 -4- G ED) -N- (((1- ((2- G o550 H

FE) - TH-BRME - 5-55) FRED) SRR L) ZR e il 25 o
0

Hw)m
O)\N CF
[1042]

N

¢ ])

N

SEM m/z [M+H]" 441.34.
[1043]  7-ZRANEE-1- ((1- ((2- GRS Q30 H3D) - 1H- ke -4 - 55) FHIL) msige npk -
2,4 (1H, 3H) - R FH2-0-4- AP FE-N- (((1- (2- (EHI3ERERD) 2583 FHIE) - 1H- IR -
5-3%) HEL) S A L) K FH el il 4 o
@]

HN
PN

[1044]
N
% f
N

SEM m/z [M+H]* 413.47.
[1045]  1- (2-7ROKEL) -7-PRPYFEMEMEIRR -2, 4 (1H, 3H) - i TIN- ((2-1ROREL) 25 H
5L -4-IANEE-2- SR e el 25

3
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[1046] YQ/A
O
O m/z [M+H]* 357.24.

(10471 7-BAPNEL-5- ISR - 1- (MEIE - 3- L) MEMRIRR-2, 4 (1H, 3H) - il FH4- SR 2k -2-
7.~ 6 - FH SR FE -N- (I - 3- FR 2 BRI RD) AR PR e ) 5

MeO

o
[1048] o
N

HN
T |
O

V.
pd

Z m/z [M+H]* 310.28.

SR - 1- (ARFREL) MEmambk -2, 4 (1H, 3H) - i F4-EApN 3L -2-

[1049]  7-ZRPNEL-5-H
(SPFHOR LS L FWE L) 2R FH I e 2%

FH -6~ AL -N-

MeO

O,
[1050] N
HN N
¥ fD
e m/z [M+]* 323.38.

(10511 7-50-5- 5~ 1~ (S FFIORI0) Wi -2, 4 (1H, 3H) - {4~ (-2, 6- —46-N- (4671
LG EE RS 2R eI A1l 25 o
(@] F

HN

N

[1052] O 'N Cc

<l
m/z [M+H]" 305.20.

[1053]  1-3L-7- (G R mkredf[2,3-d]msnE-2,4 (1H, 3H) - il FIN- (R 3L L
P dh) -2-50-6- (o D) MAmEE 2%

2 I CF;
(@] N
[1054] o \N\/©
b
0] m/z [M+H]" 322.2.

(10851 7-BAPNAE-1- (2- FIILALIE -3 - L) mEsmkmpf -2, 4 (TH, 3H) - i s FH4- PR AL -2-Fi -
N- ((2- RN IE -3 - 50) 2 FE e RD) A PR )5
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T N
o Z mlz [M+H]* 294.2.
[1057]  1- (2-5(-6- 5D -7- (ol D) MEme - [2, 3-dImang -2, 4 (1H, 3H) - {2~
FN- (-5 -6-FARED) S A HBID) -6- o L) Wl & .

2 CF,
[1058] HN. N
0 Ij
m/z [M+H]" 360.2.

[1059]  5-FHAHHL-1-2KFE-7- (g 3D meme g2, 3-d]mEng -2, 4 (1H, 3H) - i fif f2-
- 4-FAE I -N- ORILSUEE FMERD) -6- (L FRED) IR il 2%
(@]

0
joo
[1060]  CFy” N7

I NH
Voo
[j m/z [M+H]" 338.26.

[1061] 10
[1062]  7-5(-6-55.- 1 - ELmsmembk-2 4 (1H, 3H) - S AL

[1063] I N’&O

[1064]  HBE1.4-%(-2,5- —HORHIBEIE

[1065] F:@f“o
Cl F

[1066]  EOCAEREILEMA, AR Y4 -50-2, 5- SRR (12445 AYTHE (0. 9M) I8
JIDIPEA (524 4) JHATU (1. 224 48) FINH, (0. AMFETHPH1, 34 153 510 RS R A 7E =
i AP L6/ NN, S 2t TLC I IS SRR o S ST 5 W S5 W ki 2/ NI, SR IO e
T N AR RS2, 5- TR R, A

[1067]  2PHR2:4-50-2,5- —9-N- CRILZAIE FHHAD) 2R TR 5 Ao

#
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15,0
[1068] F:CL)LN’U\N
H H
Cl F

[1069] At FFAg4-50-2, 5- SR G (124 5 19 FRER (0. 5M) P90 DN 3 R 2R i
(1245 TR 211 B TR S IR 16/NK o SRR A4 FHELOACHRE , SR PRIk - 7018
EIFANUE , HICKBER AT, SR 5 ik 4e ARl AL (0% (10 % Et0Ac/ L) 26, 5
BRI S, KA Tl
[1070]  2PIK3.:7-%40-6- 95 - 1 - DR EEREREMR -2, 4 (TH, 3H) - AU E AY

0

[1071] ¢ N/&O

[1072]  AEOClRIBEFERA-5-2,5- 5 -N- OREL G EE L) X FH e iz (124 &) (1 THF
(0. 25M) AU H I NKHMDS (IMAETHFHE, 129 58) B3 2] 19 RN TR S TR 2 = i I N 18-
k-6 (0.01, g, A o 7275 °C /NS I, SN TR S P HEtOACHiRE , SR Je KB % 7
NUZ TR N T 45 o ] — SRR IE SR BE Db B R, AR fe i R8T R s T, 15
BFREY AW, Ty A E 4. 'H NMR (400MHz ,DMSO-dy) ppm 12.13-11.95(m, 1H) ,7.96 ,
J=8.61Hz,1H) ,7.77-7.55 (m,3H) ,7.46 (m,2H) ,6.43 (d,J=5.89Hz, 1H) .m/z [M+H]"
291.13.

[1073]1  4uPL F2H10 0 BR2 Fr P T, il 28 T DA MeE#:

[1074] 2,6~ "5 -N- ((2- 5o 3h) Sl FREREL) MR el FH 1 - 98- 2- L i (iR A2, 6 - —
SR 25 o

O O
[1075] | N HJJ\H

F
CI” 'N” “ClI m/z [M+H]" 329.0

[1076] 2,6~ " 50-N- ((2-UKEL) 2 5L I Be L) MR B0 L - G- 2 - L IR N2, 6-
U 25 o

O O
[1077] MHJ\H
|
cI” N el oz [M+H] 345.95, 343.95

[1078] 2,6~ 50 -N- (SBFAZIL s 5k R AL) AR o L - 7 iR Ak - 2- FR N2, 6- 5
AP ] 25

i
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ff* s

® miz [M+H]™ 324.0
[1080]  2,6- %5 -N- (FIEGATE FRIBEED) JAMBEI (1112, 6 - — UMM ol 25 o

[1081]

O
z;:/%:
o
T
T

m/z [M+H]* 310.0
[1082]  2,6- 5 -N- (MEme - 3- FE S5 FHL L) ARGl o ) 3 - S U B e A2, 6 - — S
P il 2% o

[1083] /(j\)L /o

m/z [M+H]" 312.2
[1084] 2,6~ " 5(-N- (QPHIREL 2 e AE) -4- (= AR R B Il 2, 6- — 504+
(3 FHED) R T e AL - e TR R - 2- TR 25

CI: : .CF3
O

[1085] OYNH Gl

Me m/z [M+H]* 391.35.

[1086]  2-50-4- A AL -N- CGRILASEIBAD) -6- (S D) MR fi 2 - G- 4- PR Ak -
- (IR ) AR AN U R T ) 5 o

(1,2,Q
[1087] x N™ °N

| H H
FsC™ 'N° Cl m/z [M+H]" 374.23.

[1088] A FZ 10D BRSFAR S T, Hl 5 T UL MEea:
[1089]  7-BAPANEE-1- (RRFIORED) WERIbR -2, 4 (1H, 3H) - i

(@]
| NH
[1090] NAO
\© m/z [M+H]"293.25

[1091]  6-7R-1-2KFE-7- (gl HHER) memknb-2, 4 (1H, 3H) - i
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O

[1092]

m/z [M+H]" 384.9.

[1093] -7 (o L) msmenpk-2, 4 (1H, 3H) -

gy
ook
)

[1095] H#11
[1096]  7,8- G- 1-FRELMEMRISR-2, 4 (1H, 3H) - BRI Ak

mlz [M+H]* 418.8.

[1097]

[1098]  L¥1.3,4- —5(-2- CREEID KHRRIG K
cl

HO cl

0 HN\@

[1100]  F2-533L-3,4- “GURHIIR (124 58) =0 (424 5) FIRZE (124 5) B NBR . U
DI ELE (M) FIZFRE (TT) (14 &) |, R RN IR S INFAZE 110 CLRFFL8/NI R HIS N
TR, TINGINETEZE (1245 SR 5 IAE 110°CFE24/ N L SRS R
FOR ORI & 2B A HUE N HCLRIER /K , R eN T4, 1 e I Jl e ok
45 FRAYI I P AL (A3 (0-50 % LR CHR/ kD) 4ift , 2 brlb 549 -
[1101]  2PER2.3,4- —5(-2- ORI Rl Ak

Cl

[1099]

HoN cl

(11031 {EOC FAEBEEBM T, FIHE D3, 4- 50 -2- CRERZIE) RHIIR (124 &) FTHF
(0. 9M) ¥R IIADIPEA (524 1) JHATU (1. 224 5+) , SRJ5 BIANH, (0. AMAETHE R, 324 1) o oRf

[1102]
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RN SRS TR S A ZE T B E 16/ NI o SN TR S S IR UK R 2/ NI SR T il A e e s
N AR RIFREE A, O L
[1104]  2PR3.7,8- G- 1- KBk -2, 4 (1H, 3H) - —FI1I& hL
0
NH

[1105] I N7 S0
Cl

[1106]  FERA I3, 4- —5-2- CRILEED X FHIIERE (1.0 ) FIDMF (0. 2M) 2N/

HAE0°C 1A SN 7 FH IHANaH (60 % 7E0 10t , 3. 024 &) K SN TR S0 &0

FELOZ> Bl PN INCDT (1.5 48) ¥ SN IR AW =il N 205381 I AMeOH (0. 5mL) A1

AcOH (0. 2mL) 78K N o 3l 15 SRR i (20-75%MeCN/ 7K, 0. 1% FIR) T Bealifb k[ R 1

4. "H NMR (400MHz , ({5 -d) 88.29 (s, 1H) ,8.13(d,J=8.5Hz,1H) ,7.48-7.43 (m, 3H) ,

7.29(d,J=7.8Hz,2H) .m/z [M+H] 307.0

[1107] 72/%12

[1108]  7-%(-8-FHIL-1-ZRFLmEmEmk-2, 4 (1H, 3H) - —FII AL

0]
NH

N

(5 O
[1110]  2PBR1.4-50-2- 96 - 3- LR FRL e ) & il
F O

[1109] ClI

[1111] NH,

Cl
(11121 CRp4- G- 2- 55 - 3- AR OR IR (124 &) REEIRTF =Mk (0. 224 5) MIN- (3- ZHIALE
FEWNEL) -N7 - SR I ERIRER (1.5 50) R NBEIH. JIADME (0. 5M) , 2R A I\ S AR
N (245D o NI S P FELS /380, SRR NN EAEL (524 1) N TR G =il i b2
/NI o KEL ST T 51 PR ORI S B i A B T — S R B A5 B A L TN HCL AR 7K
Pk I T, S I F R k4 15 2R 8UL S
(11131 2PUR2.4-50-2- 5 - 3- I -N- CREL AL IR ED) R I e 1) 15 1

Cl
o L

[1114] O NH F
N

~*
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[1115] Eiﬁ?ﬁﬁ%@?ﬁ%(l 35 1) R AC R4 - S -2- 5 - 3- AR I (1Y 5 1
DCE (0. 5M) HI R« SR 5 F S TR A W HHIEL 22 55 C AR RF /NI, SR Fe b — 25 TR IR0 720/
Hﬁoﬁéméﬁfiﬁ T, A3 R IR, 720 °C T R Rk 194 - S - 2- i - 3- R EOK
T S (U R FUDCE (1. 2M) IAVRLZT IS EN AL TFIDCE (0. AM) I3  FEBR VK I R S
RIRAIFE 00 A5 Bl SRFF L R A, HIDCMPE , TR RIbral b &9, ]
.

[1116]  SPYR3.7-5(-8- FIL - 1- ALk -2, 4 (1H, 3H) - I &k

Cl
o LU
[1117] R
g
0]
[1118]  Bf4-G(-2- 5 - 3- HEE-N- CRILSATE WD) K FHBG I AEDMF (0. 06M) FH 2R R4S 4]
Z0°CIFHINaH (60 % 73 Bere i, 3. 124 8) /3 A FE IS N SE i Je , BBk R S N TR 5
Yl 187N o B 2 TR S 1% FVE =R BN 20 % /K PEERER P o I 2B A 2R &,
B8 A A, TEL, 083, T B 2sUL &Y, RCT sk Bl nl e 1 ~—2. 'H
NMR (400MHz , ({5 -d) 68.21 (s, 1H) ,8.05(d, J=8.2Hz,1H) ,7.47(t,J=7.2Hz,2H) ,7.42(d,
J=6.9Hz,1H) ,7.37(d,J=8.6Hz,1H) ,7.30(d,J=7.6Hz,2H) ,1.71 (s, 3H) .m/z[l\/H-H]+
287.0.
(11191 4n RS- A T, 10 4484 - 5~ 2- 9 - 3 - FRSEOR FE gl 5 LA ME &9
[1120]  2-5§-N- (SFHIZREL S EE IR EE) -4 - (ot FH D) 2R FR e (i FH AR FH R N2 - -4 -
AL R FH Rl 25 o

CF3
OYQ

[1121] OYNH F
NH

m/z [M+H]* 341.00

[1122] 1~ (RFFAZED) - 7- =G FPILMEme g - 2, 4 (1H, 3H) - R EEFH2 - i -N- (SRR e

PR -4- (o 30 R il 5
CF3

@)

[1123] YQ/
HN N
T \é
2 m/z [M+H]" 321.00

[1124] %13
[1125]  1-2R3E-7- (OIS0 MEmE (2, 3-d]meEme -2, 4 (1H, 3H) - —Fg& %
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m*w
[1126] ’gﬁj

FiC N

O

(11271 DKL 2- ORILE
0

T

L) -6- (S HR) AR pe

ﬁ?

= NH,

[1128]  F,c” "N “NH

[1129]  FEUSRB BN, A 200 N RKHMDS (2. 524 &, IM THF) AR s N2 B 2145
PRI 52 G0-6- (o FHED) REERE (1244) FIEHE (1. 124 5) i H 28k THE (0. 4M) =77
W 2/ NI i R OS2 A AR B DAR S THE o i R [EMAER 7, TSN HH 2R e
B B TR R RE S om/ 7 [MHH] 7282, 1
[1130]  SPER2.1-OKHL-7- (D) MEme I [2, 3-d] g -2, 4 (1H, 3H) - &k

O

[1131]  Fc” N NAO

O

(11321 nPA 2252k R IEA T, (H 12 - CRIRZED) -6- (o T 3E) A fre 1o 4de4 -
A2~ (e -3 - JLad ) FRHIM AT 2hra e 5.

(11331 dnPd FZ2513, DB e T, fil s LA ME S

[1134]  2- ((2- %kztiﬁ) 2855 -6- (R D) A A 12 - SRR AT IR il 5 o

}

F
=N

F mlz [M+H]* 300.0.

[1136]  2- ((2-1RAHD) 20 -6- (=9 D) A ot 12 - ORI IR I il 5 o
F

[1135]

[1137]
H,N HN

B m/z [M+H]" 360.0, 362.0
[1138] %14
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[1139]  1- 2-%0RFD) -7-IRNZE-2,4- —54K-1,2, 3, 4- POk - 6 - FRS 05 A

o)
NC NH
[1140] N X0

(11411 CRE6-75-1- (- GUOREL) -7-TAPYILMEREI -2, 4 (1H, 3H) - i (1241 MIisHesi (224
) BN/ NI T R PRI 0 . 5M) JR1 SR TR A W BIFAZE 120 °CRHF L8/NI, SR
VT T RS R R A o SR Al (30-60 9% MeCN/ 7K, 0. 1% HIER) 4lifk. , 13 B brift
“¥om/z [MHH]"338. 0,

[1142] bk EZ5 14 R SR T, il e LA ML)

(11431 1- (2-GURED) -T-FAP9 5E-2,4- 5401, 2,3, 4- DUSERE T [2, 3-d ] E0E - 6- TG
8 F6- 15 -1- (2- 50D -T- R EEMIE (2, 3-d]WsnE -2, 4 (10, 3H) - i % .

0
~
[1144] N~ "N” 70
m/z [M+H]™ 339.0.

[1145]  1- (2-%(FID) -7- (1,1- ) -2,4- —548-1,2, 3, 4-PUSesme k-6 - il
FH6-1-1- (2-5RF0) -7- (1,1- 5 LF0) MEmembk-2, 4 (1H, 3H) - il 25

NC
H
F
E

@)

@]
N
N
Me CI\©
m/z [M+H]™ 362.0.

[1147]  7-ZRPg3E-2,4- 5K 1- (2- (EHUFIRD) K3D) -1,2, 3, 4- PO Sk - 6 - FA i fif
FH6-JR-7-ZRPN3E-1- (2~ (3R AL IRFD) MEmembk-2, 4 (1H, 3H) - il 25 .
(0]

[1146]

N
HN &

[1148] O~ 'N

@ca
m/z [M+H]" 372.3.

[1149]  7-FAPNEE-1- 2-FANERED) -2,4- " 540-1,2, 3, 4-PUS MR- 6 - FH S 5 16 -
BL-T-FRNEE-1- (2-FAPNEEREL) Mengenbk-2, 4 (1H, 3H) - il &
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o}

H CN

=

[1150] O° N

<

m/z [M+H]" 344 46.
[1151]  1- Q-JRED) -7-BRA3E-2,4- 51,2, 3, 4- DO M bk -6 - FE IS A 6 - 7R - 1-
(2-REL) -7 -TRPY EEnEEEIpR -2, 4 (1H, 3H) - —FR 5

0]
CN

L
pd

[1152] O N
Br

O

m/z [M+H]" 382.28.
[1153]  1- (2-@MEmE -3-38) -T-TRANFE-4- 5236 -2- 5401, 2- 2 smpmbk -6 - FR S A6 -7 -
1- (2-GUHIE -3-38) - 7- IR -4 - 2Lk - 2 (1H) - il 25

(@]

HN CN
[1154] O7 °'N
X
|
N m/z [M+H]" 339.4.

%15
1= (- CHAHLIRED) WERR IR -2, 4 (TH, 3H) - {5 ik

7\

[1155] =2
[1156]

IV

-

0]

o8-
(1s77 © N/&O

S\
[1158]  YEZ T AR EE P BRI - B-1RIEEL) -7- (-4 - FRFEME e k- 2 (1H) - i
(8g,22.8mmol) [{J1,4- —HELE (0. 1IM) VAR NG AL (324 5) A= T & (O L) #%¢ (1.5
M) o NI AP RS 205 8 75 I1Pd (0Ac) , (10mol %) , N TR G P FHR A543
BhAFEIRI R MRS IAEL00 CHEPEL6 /N o SERTT , SONIER 75 Pt o Ak s PR 5 o SR
IKFEREH FHEt0AC 2R B . S FH A HUZE HIZK EhoKyA R % , Na, SO, -1 SR e 1 e B L9
IR G AR R S R i o AT 20 (1:6Et0Ac/ kD) 4lifk, 15 BIbREUL &9, i fa
Bl AR om/z [M-H] 298 .73 .
[1159] %16
[1160]  7-ERAZE-5- £ HE-4-FR0E-1- (ABFAZRIE) Emenbk-2 (1H) - BRI A
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0
| NH
[1161] N0

C

[1162]  2PPR1.2-7R-4,6- QUSRS B
Br O

[1163] /@\/\LOH
Cl Cl

[1164]  EOCHAANIR | iR (2245 XM E|CuBr, (1.2245) £ (0. 25M) HIEFIR
W R L0 BhIF A HE N 2- 5 -4, 6- SRR (124 48) R S TR AL CHikE
2/ SRFE IR IR =R PR 16/ NN R SN S 2122 0°C , I IN HCLER K I MR &
Yo SR TR A I - 2N NaOHRE A AR pHA S 2 pH 12 FH2N HCLRE/KAHTA Y %2 pH
2, 985 R ZEN S F AN UE FITCKBRFR B8 T4, ik S8 Il He ke 4, 13 32- -4 ,6- —
FORHITR , K A bl A

[1165]  PUE2.2,4- " 50-6- CAHEZR RN & Ak

X o
[1166] OH

Cl Cl
[1167) (RS2 F I BEEI2- 104, 6- — SR IR (124 1) 7EDMSO:H,0 (3:1,0. 240 VAR
HOIINZ A SETRR IR (1. 22408 K,C0, (324D AIPd (dppt) C1, (mol %) AR RTIR Ay
W SR CH043 50, SRR T 120°CFSitbE 16/ o SRR A4 N HCLRIECOACHS
B IRIE PR KV o 4 B B E MO IR, PG/ KRR SR e KL
FE €5 (20 % ECOAC/ TU0) ALK, SRR (512, 4- —40-6- LIS HRmR, Jy R A €2

] K o
[1168]  LE3.2,4- “5(-6- CHZE RIS
o)
[1169] OH
cl cl

[1170] =i MR RET2, 4- —5%(-6- CIFER TR (1245 IIEL0AC (0. 3M) AR I
10%Pd/C(10mol %) o RN AP AR (latm) RHEHEL6/INK, SR 1t Akt - R 8
HH IR CTRVEHEEUR I R IR G AT 512, 4- —5(-6- CHEIRHER , R Blis i, Hoois
FEfTaifE rTdE—2P HI T N2

(1711 2P4R4:2,4- —50-6- CHIRBEIE A&
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O
[1172] NH,
Cl Cl

[1173]  ZE=R P2, 4- — & -6- SRR (1245) 19DMF (0. 4M) A7 H1 I ANHATU
(1.5%3#) \DIPEA (523) , SRJ5 HINH,CL (524 38) oSR5SR M TR G S fid F:16h, 2K
J&5 HEtOACHERE I FIZKIE I - 0 S S I ENUE , oK I8, AR e O ik 4 , 15 2K
FEM) KL FHAE A3 (30 % Et0Ac/ U bE) Slifv I IR ik 4 , 15 BIhRSUy &4 , Ik A ]
e

[1174] [85:2,4- " -6- £F-N- (RPHZRFL B L) 2K FRRL I &k

o _5hAS

[1176]  FE==500 PIdiPE2, 4- —5-6- CER I (124 5) [1IDCE (0. 3M) FA7R H DI
el (1.9 5) KN AEL00° CHEFEL6/ NN, SR k4 , A3 EIH I N2, 4- —5(-6- SR
1ot S SRR , TR - 10 C IS HE I B FHR M (1. 224 5) IIDCE (1. 4M) IR FH 2218 N
0°C [RH 7 TUFR 5 - DCE (1. 5M)EPEI€J%‘J§6%§ NN IR AR =i b 2h, SR IE BLas ik o [Hl ik
T e ot s T8 S BIVRBUL &, K A el k.

[1177]  HUE6.7-540-5- aﬁé 4-F2FL-1- (BPFRAZRED) mEmemk-2 (1H) -FRI S %

(0]

NH
[1178] ¢ N o

O

(11791 FEOCHIBEFEIN2,4- —5(-6- L5 -N- (S R IL S0 3L R Bz (1g,
2.9mmol) [JDMF (0. 7TM) A7 H 2% 175 IKHMDS (24 &t , 1. OM{ETHF ) Hiﬁ r100°c R
Lh, SR KA RS, 228 NN HCL o i REDTTE RO IE AR T 7K P, s T4 15 2R RS L
GV, I [
[1180]  PURT.7-IRAPNEL-5- £5E-4- 5258 - 1- (SRFHZRIL) Memembk- 2 (1H) -5 %

0

NH
[1181] N0

T

[(1182)  {Esif T IAEPRINT-50-5- C0%-4- FadE- 1~ (ABFRRIE) MEIARaE -2 (1H) - (124 7)
TR H,0 (8:2, 0. 6W) [TATRHIM\FRPTEERIER (1024 Kb) K,PO, (324 hb) o ALV
#1555 JEILNPA (PPh,) , (10mo196) . £ ierh T 160 CREER R AL N
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KR EtOAc A= B 73 S S I A LS , Sh/KIS RS, JO/KIm R BN T 15 , 1 I8 Ik
20 A B A A €83 (10-20 % Et0Ac/ V%) Al R IR 46 153 BIPREUL 51, Sl 2K 1 ]
A& om/z [M+H] "321. 41,

[1183] 17

[1184]  1- (2-GRAL) -7-IAPN AL -5 (o0 HH AR L) msmeb -2, 4 (1H, 3H) - Y& %

n
-n

o O
N

T

[1185]
o)

N
o8
[1186] LR .4-JR-2- 50, -6 - BRI IR &k
F O

[1187] OH

3¢

Br OH
[1188] /== 4 -5 -2,6- 5K R (124 &) FON- AL -2 - Rg BE i (0. 85M) i
WM ZAC N (4298) RN TR SR 120 CREFEAB /B, SRIE 18 A0 2 S0 0 NI
KT P HI2N HCT (100mL) FRAV EL = ZJpH 1, s I8 ITIEmIT KBS A3 2 bl &4,

IR A e
[1189]  2PER2.4-7R-2-95 - 6 - FA LK FIER FH R 1 5 Ak
F O

[1190] /CL)\O/
Br OH

(11911 4E0°C PIAiEI4- 77 -2- 38 -6 - FREER FHER (124 4) FHEE (0. 4M) 7490 HR DINIE A
M (0.36 1) oK RNIRAPITE90 CHEFET2/ NI, SR i ik 4 o ¥ 7 s P PO RN R S
BAIKESIRE K, T HIDOMEE I 5 I AT UE I ER KIS IR , Jo7KNa, S0, T4, i 3 , ik
e 13 2B 5, R A e

(11921 PR3 4-PR-2- (IR AED) -6- SR TR FIS Y 2k

O/

[1193]

M
o o

Br

A

F" F
[1194]  YEZ0E N n04- - 2- 9 - 6 - K R S (124 58) £ /7K (1:1,0.2M)
(IR NN S B (202448 RIS HIZE - 78 CHEIIN (B3 D) Jikie — 2 s (2
W) o NIRAPE SR 2080, AR /KRR B AR A 1A HLUE 2R KBk
B, A J0KNa, S0, T4 i IR e e 4 13 BRL =4 o il A (4 3% (5% ELOAC/ CU50) 2k A5 21
PR AW, hTC ik
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(11951 2P9R4.4-PRNIE-2- (OIS -6- 30K FHIR FHA I ik
F O

o/

[1196]
()

PN

F”F
[1197] PR 4- -2~ (o AEAE) -6- 30K TR IR (124 4h) ££ FHOR /7K (1:1,0.2M)
(PR IINIAR LA (1. 545D FNa,CO, (34 HD) HFFTTF R MIR S A5 P
K205 BIFLINPACL, (dppf)  DCM (10mol %) « 7£120°C N iiHE16/ NI Ji , SRV TR & P ok
T I8, PRI HEOACHE I ST AT ALIE FHER KIRIR DL T , o7KNa, S0, T4, i I8
IR e 4, 13 VKL= o B AR (5% BtOAc/ CUe) e A (i Al AL Rl e e 4 L 15 2
W), Tk
[1198]  2PE5: 4-PRNEE-2- (IR TPAAIL) -6- SR HIRRIN &k
F O

OH
[1199]
(o)

PN

F7OF
(12001 fE=ih FIABERE4- RPN EE-2- (o AEAE) -6 - R TR TR (1249 5E) £EMeOH/
THF/H,0 (2:2:1,0. 17M) FUEATRHUIINLI OH. H,0 (224450 oK SRR A0 2= I 1P 16/
PR 2 R IR AR AR A P INK, 2N HCURRRIR L = Z0pH 1o i S DTIETF T
B AT BB B, K i
(12011 SDgR6 . 4-TRNEE-2- (OIS -6- SR FHBEIZ ) 75 1k

F O

NH,
[1202]
@)

A

F7F
(12031 fESEH PR BEREIA-FRpI -2+ (P -6- 5K TR (124 D) JODNF (0. 41)
FEPEANNH,CL (524 0) \DTPEA (324 ) AIHATU (1. 54 t) K52 R A 5 B 6h,
AT FEK AR I COAC AL 2 PRI HUZ RN KRR KUE R AU A KNa,S0, 4R,
STETERIE A, UL A, Ve L
[1204) BT :N- (2 SUFHD) S TIMEEE) -4-BRPIAE-2- (CTA0D) -6- S eI
2

PPt Q
N~ °N

[1205] H H [
OCF,H

[1206] A FEAg4- PR EE - 2- (R HIAEED) -6 - SR FRIBEI (1244) [¥IDCE (0. 4M) {57
MINFREA (1. 424 5) I RN A PIFEL00°C N 54120/ NI o 80 H e 4 S N TR 5 1075 21
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KL 4- PR 2L - 2- (IR HAAIL) -6- ok LR SRR « 720 CHEHEHI 12 - SRR (124 45)
FRIDCE (0. 7M) AR NN BIPHLF SURR RS AE THE (IM) Fh TR A Wrh , HE8s S SR S e &1 N
PE2/NI o SONTR S P FZK AR FHEt0AC RS B, S5 HF R HUZ F ok vtk , £67KNa, S0, T
PSRRI R SR E A A 3 (10% Et0Ae/ LKD) 4hift, s ik 45 5 2Ibrv &, b
HAF A

[1207]  2PBES.1- (2-GUKHL) -7-EAP L -5- (U AL Emembk -2, 4 (1H, 3H) - —FIIIS

[1209]  f£0°C P FEIN- ((2- FRED) S L) -4-PRpN 2L -2- (5 - AL -6- 95
IR (124 48) FIDME (0. 5M) FA7R FR 37 JIKHMDS (22417, IMEETHFHR) o 52 IR A5 4046 100°C
FHEEE2h, SRS AN S0, I 2N HCIFRIE 2 20pH L 8 At iiie, FvKPess, T, 15
FIbREUL A, A E R m/ 2 [M+H] 73793,
[1210] %18
(12111 1- Q-5 KD -7-FRN 3L -5- F A SEmsmenbk-2, 4 (1H, 3H) - Sk

OMe O

I

[1212] N o)

‘@

[1213]  SPUEL . 4- 7R -2- - 6 - HH AR S R FR L 1 15 Bk

F
[1214] HgN)'K/ﬁj\
MeO Br

[1215]  [AfiPE4-7-2,6- 5 oK R (1245) fMeOH (200m1) AR HH I ANaOMe (2. 5
M) IR RN IR G AETOC T BEPE16h o JFH IR 4 N TR S, B /KA R I H
EtOAcZEH . 2 B A FHIANUE , FHELKPE % , S0/ KB T4 o s IR Il e Wk 4 15 2]
=1, *Hu%@u%@% (40%EtOAc/ T H0) 2t , I IR 15 BbnBU L S, Gl

[1216] J2 . 4- fﬁ\iﬁ 2-91.-6 - A ALK e 5 i
[1217] Jm
[1218] [ hEA4- 1 -2- 9% -6 - A R FH eI (1245 AEHHZR /7K (4:1, 0. 3M) g
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HOIIANIAA ZERIIR (1.5°4%51) \K,C0, (324%1) , = | J&HE (20mo1 %) Pd, (dba) , (10mo1 %) , S
RIRE AL C N EHE16/ N o HIKFBE SRR 5405 FHELOACHE I, /- S AL,
FRIKYEB , JORKBRIR BT 1 o SR R TS I8 U IR A 1 IR , R HL i A 2 i 7
(30%Et0Ac/ LU0) Al HHRU IR R 3 BIFRELL 5, Ik A Ak

(12191 2PEE3:N- ((2-50RED) 2L AL -4- A HE - 29506 - e L - IR R I O 5 Al

MeO.
H H

[1220] N N
PRNN:
Cl

[12211  {E0°C P HF4- PR R -2- 56 -6 - SO FRE e (12451 UDCE (0. 26M) 157K

HODINTFERE S (1. 324 5 |, OBSTR S 4E55°C M Pk LN, SRJE A1 20/ N o £E0 CAE RS

U RERELAR ) 4 - PR 5 - 2- 30 - 6 - PR AU ER 2R I S T UBR SR 1Y DCE (1. 4M) PRI\ 2 - A M

(1244#) [1JDCE (0. 7M) 980, THAE =R N B HE2/ NN o 1 SR SR, Foas T4, 15 2

PR &, ks il ik

[1222]  2DBR4.1- 2-GATD) -T-IAPBE-4- 80 - 5- PSRRIk - 2 (1H) - 151
OMe O

[ NH
[1223] N’&o

C

[1224]  #£0°C FrAafHErIN- ((2- GURED) S A LD -4-PRPN L -2- 56 - 6 - FH AR DR FH G
Jiéz (124 5) [YJDMF (0. 05M) YA 78 H 7 JHKHMDS (IMFETHFHT, 2. 54 ) F6 s MR A #07E100°C
N4/ SN TR S KRR 2N HC1FRML = 4)pH 1.3 J A A I BLas T4, 155
RS, T A lEA .m/z (M+H] 7343 . 34,
[1225] %19
[1226]  (1- ((2- (COHHARRRESD) £ HI2E) - 1TH-Rmk - 450) &k

H,N

[1227] g\N
N—

SEM
(12281 RS- (2 (S FIRLRERD) 2500 ) - LH-BRE -4 FTS (104 5b) FITHF
(0. 5M) H /N FRDILAT (2. 024) FE44 ST A 7ET0 CHithEL /NI ST 24 41
Z50°CHF NG, S0, K o REIR £ FIECOACHE A AEREE T2 |3 18 . B EENa, 50, T
i TR ARV £ m/ 2 U] 228 . 28.
[1229] 72/%20
(12301 1-(1- (2 (= FHERERD) 25600 D) - 1H-DkMe -4-50) 2 -1 Wit &k

249



CN 119528824 A W OB P 239/391 7

NH,
N
[1231] \ \>
.
SEM
[1232]  2PBE1.1- (1- ((2- (CHERERD) CEED FED) - 1H-BRme -4-38) 41T
0
N
[1233] )Hf\ﬁ
N
SEM

[1234] /RS0 HRL - (TH-BRIE-4-58) £ -1- (1.0 ) FITHF (0. 5M) 2 AN/INffL. /E0°C
TINEALE 2. 024 5) R SONIR S PIE =0 MBERELNRAE0°C R InN @- GEHEED &
5o ZHEAERE (1.6 4 5) HBHR AW =0 NP2/ N o VK /KB K SN IR & P
FHEtOAcH R - HHLIE HINa, SO, T4, 1o I o a el ik M 40 3% (20-25 % Et0Ac/ LU 0) 2k
SRS 5m/ 7 [MH] 241 .4,

[1235]  DER2:1- (1- ((2- GHIIERERL) C5HED) D) - TH-Bmk -4-30) £ - 1-Filis i &k

HO.
N

[1236] )\EN\>
N

SEM
(12371 ESURARREL- (- (2- (CHIZERERY) L5 HIE) - TH-PRIE-4-38) £ -1 (14
1) FNHIEE (0. 5M) /ML IR INERRR R (1. 2243 1K, CO, (34 4) IR A e = P
$EPE2/ N o [N P P o PR Dk 2 e e 3 8T FHINa, SO, TR s ek, 13
FbRE 0 s m/ 2 [M+H] 256 . 39
[1238] DB 1- (1- (- CCHIZEERD) L) D) - TH-BRME-4-355) £-1-J1%
NH,

N
[1239] B

[12401  EHUHPRIL- (1- ((2- (HRERERD) CED) D) - TH-BRme -4-25) £ - 1-Fil5 (1
) AECOHRN/INL 7 20 FINNEE (1524 8) AEUEEL (1024 5) |, I35 SN TR S 71180
C M HEFEAS/NIN o S R A i HY s ek I At 2 S8 VRUHIN2, SO, T, 1 BB ik
45 o I AR € (30 9% ACN/7K) SV AFRIBRBY 540 sm/ 2 [M+H] "242. 38
[1241] %21
[1242]  5-55(3E-4-PANAE -2 - 5K I 5k

CN

[1243]
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[1244] /NS - IR -4- PR - 2- JOR FHE e (124 &) FstAe s (224 5) <o — AL H
Ptz (0.5M) , SRR AR 120 CHEEE18/ NN AR FE 74 A0 o 15 8L MW IR A 1t S A
afift, (30-60%MeCN/ 7K, 0. 1% FER) A3 ZIbREL 5 om/z [M+H] "205. 0.

[1245] %%722

[1246]  2-%8-4-F%E3E-6- (4 D) RRITI &k

~

o~ o
[1247] l\ OH
/
FsC7 N7 cl
[1248]  PER1.2-S(-4- 5L -6- (D) MR O
o~ o
[1249] A o7
»
FsC” "N~ ~Cl

[1250] 7R PRl R RH2,4- Z5%0-6- (Sl AL R C RS (1.0°4 &) [YDMF

(0. 9W) IR/ I INAMeOH (1. 025 ) o SR 5K SRR 59018 A1 22 0 CHF 2R 1R o3 HE DN

NaH (609) (1.04%5) K RIR A YIAARRNEEE N HthE LN, 2RI5 FvE /KB K5 FHE0AC
oo B ETHINANLE , HKE IR E , JoKNa, S0, T8, o TRk 4, - 2Ibra i &

%,m/z[Mm] 284.23,

(12511 2PBR2.2- G -4- VAL -6 (S0 D) MR

O

[1252] X “OH

-

FiC~ "N~ ~CI
[1253] {2 P i bEn2-S-4- 3L -6 - (SO AL MR CBR (1. 025 7EMeOH:
THF:H,0(2:7:1,0.5M) [FIAU I IIALIOH (5. 024 5) o K N TR AP IIFA 80 C I fig 16/
N o SN TR AP KRR TN HCLA s % pH 4, JTEtOAcA I 43 I S I IANLE , #hKIE
T, Jo/KNa, SO, T4, s el e e , 15 BRI A9 sm/ 2 [M+H] 7256 11,
[1254] 23423
[1255]  6-P58-1- (2-5RF0) -7- (1,1- 530 MEmembk-2, 4 (1H, 3H) - —Fi 5%

0]

l?r NH
[1256] F N’&o

Me CI\©

[1257]  [l- (2-S0R3D) -7- (1, 1- 5O F0) MEmpik-2, 4 (1H, 3H) - il (1 245) i =C
FiR (0. 3M) IR TN -PRARBRFAED i (1. 22 5 AR (18M,0. 124 &) o S /tm%ﬁu
A0 CLORBFA/ N SR HT BRI S BIOK R 1l ISR TE R ITE w) , s

15 AR BRI S, o A E R om/z M+ 7415.0/416.9.
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[1258] 41 B ISRAHB AT, 1 - (2- GR3L) - 7- IR FE e 9 [2, 3-dJmeng -2, 4 (1H,
m>_m%%6&1<2 FRED) -T-TRR B e - [2, 3-d]mEng -2, 4 (1H, 3H) - il

H
[1259] N” 0
\© m/z [M+H]* 391.9/393.9.
[1260] %24

(12611 7- £ F-1-ZRBLEIETF (2, 3-d]MENE -2, 4 (1H, 3H) - &k
0O

XY” “NH
[1262] N SN0

Me @

[1263] [/ N BENT 50~ 1- L (2, 3-d ] MBnE -2, 4 (10, 3H) - i (124 5) .24k
AR (325 BT REAT M &) e (B EA) Q- " IRCHEME-27,6" - —RINHA
Fe-1, 17 -0 48 (ID) (0. 12495 JINHZR K9 TR A (0. 1M) o SN P InAE 100
CORIF2/NI SRS NI AW F IR CREFSRE , ik B IR0 e 4« T i o i) 75
HUHPLC (40-65% MeCN/7K,0.1% FER) 4lifk , 13 2R8I &5 H.m/z [M+H] 37405,

[1264]  4uPA 1225 24 Fp BTk 28U EA T, 1 007 - G- 1 - 2R BRI mE - [2, 3-d g - 2, 4
(1H, 3H) - —FikHI& A M a8,

[1265]  7- £ Hk-1- (BBFIZRED) mbneE - [2,3-d]manE -2, 4 (1H, 3H) - —Fifdi FH7-5(-1- (B
ORED) MEnE I [2,3-d1mEng -2, 4 (1H, 3H) - —FHl& .

N
Me Me\©
m/z [M+H]" 282.1

[1267]  1- 2-%UKED) -7- CFEMBETF (2, 3-d] Mg -2, 4 (1H, 3H) - 7 -50-1- (2-5
REL) WERETFF (2, 3-d]me -2, 4 (1H, 31) - —Hikle .

[1268] N™ °"N” "0

=z
D
o )=
\ /
o
=z
I

m/z [M+H]" 302.1
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(12691 7-£3E-1- 2-FIRIL) MERETFF (2, 3-d]mAnE -2, 4 (10, 3H) - Wi FH7-50-1- -9
FIE) eI (2, 3-dImEnE -2, 4 (1H, 3H) - il 25

o
7 Y
[1270] N7 NS0
e
m/z [M+H]" 286.1

(12711 7-Z H-1- (HBE-3-50) g Ff[2,3-d1msnE-2,4 (1H, 3H) - B F7-50-1- (i
g -3-30) IHBE T [2,3-d]1 W -2, 4 (1H, 3H) - —iHH4% .
O
N

Ny NH
L
[1272] N N (©)
e

“ 0
Ny m/z [M+H]" 269.1
[1273] %325

[1274]  1- 2-%URED) -7- R HED) -6- CHELmEmRIbk-2, 4 (1H, 3H) - /I &6k

H

[1276]  /INRHAARE, SRIFRENG-TR-1- (2-GRED) -7- (Z G 3E) emenpk-2,4 (1H,
3H) - i (1. 024 4) LM EERIRR SRR S (424 ) FIK,C0, (5245 o [ N A #H I
K:H,0 (4:1,0.4M) , 285 BIAPd (dppf) C1, DCMALH (0. 1°44) K SN TR A H97E100°C N
A6/ NI o 2R T KRB S R TR S 07 E THEtOAc A B . 45 B S T I AN LE , Bk, G
7KNa, SO, T4, 1 BE T IR 4, 143 2AH 1) o (3 R (10-20 % ECOAC/ k) 1l A €8 il L
PeA L NR S IR IR BN 5, s (i A om/ 2 [M+H] 367 . 12

(12771 4uPA 225 25 Fh BTk 8D EA T, 1 6 - - 1- (2- SR ED) -7- (D) v
Wb -2, 4 (1H, 3H) - A1 C M SERIRR IR R 1 25 LA S e 59 -

[1278]  1- (2-GRID) -T-PRN AL -6- O M ALk -2, 4 (1H, 3H) - i fiF6-7%-1- (2- 5
IREL) -7~ (5 FHES) Wmenbk -2, 4 (1H, 3H) - 25 .
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X
[1279] = S Cl
H

N N
16
o m/z [M+H]* 339.15.

(12801 6-%(-1- (2-GEE) - 7- AP ERMEME bR -2, 4 (1H, 3H) - {7 -7 -6-0-1- (2-
IREL) WK -2 , 4 (1H,, 3H) - —FHATEAPY SR i 25 o

0O
Cl NH
[1281] N~ "0
Re
m/z [M+H]" 347.0.

[1282]  1- (2-SKED) -6- AL -7- (S q( D) mEmemk-2, 4 (1H, 3H) - i FH6 -1 -1- (2-
S L) nsmembk -2, 4 (1H, 3H) - — AN L AER 7%

SURED -7- 5
e
CF4
[1283] = X Cl
H

M
N._N
b
o}

o

m/z [M+H]" 355.3.
[1284]  1- (2-SED) -7-IRN B -6 - FHELmsWRIbR -2, 4 (1H, 3H) - —fif# FH6 -1 -1- (2-F02K
) - 7-FRPN SENEmAIbk -2, 4 (1H, 3H) - AN R AR 75

(@]
Me

OI
Z

C}Q—z

[1285]

m/z [M+H]" 327.2.
[1286] 27426
[1287]  1- (2-0KRED -2,4- 5A-7- CORTED) -1,2, 3, 4- PUS MR- 6 - FIPE I 5k

O\
CFs
[1288] Oy‘gg/m
HNTN\G
o)
[1289]  FE4USHh, A £ THF :H,0 (10:3,0.5M) Il 1- (2-%00R%D) -7- G -6-4
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M L EIRIb - 2, 4 (1H, 3H) - i (1. 04 5) B9/ IIA0s0, (0. IMAEH,0H) (2.0244) , 28
IIANaIO, (4.0 &) , N RGN AL T IR JE RN TG, €
/KRBT HIEt0ACZE B 43 B S FF AU, SRR IRDE R , JL7KNa, SO, T4, s Tk
Heik4s 45 BIbRSUE 59 om/ 2 [MH] "369. 04,

[1290]  4nbA F& 226 Tt 25U EA T, 1- (2-0RED) -7T-FRN3E-2,4- TR -1,2,3,
4- PO b - 6 - RS 1 - (2- SR80 -7-TRNEL-6- CJGEmEmpmk -2, 4 (1H, 3H) - i
Bl - Q-50RHD) -7- CRTEL) -6- LM Fkmsment-2, 4 (10, 3H) - —Filifl & .

O"\

e
m/z [M+H]" 341.1.

[1292] Z:#27
[1293]  1- 2-S0RHD) -6- (CHURY) -7- (U H3E) Msmpmbk-2, 4 (11, 3H) - R &5k

[1291]

CHF»
CF3
[1294] 0 S Cl
HN\rrN
@]

[1295]  7FO°C N, {fE%AU N, A ALEDCM (0. 7M) FR1- (2-G0FKED) -2,4- 57 o
P -1,2,3, 4-PUSHEEMRR-6- FIE (1,024 &) IR/ NI IIDAST (1024 15) , SRS IS
(fEEA 771 T 160 CIIFRL6/INI o SR T 5P F AT FINGHCO P AR K T HTIE tOAC A B o 43 B
HAVLE , #hKIE R, JoKNa, SO, T, 1 JE I Ik Fe e 4, 73 2K 779 o 1 1A £ 3%
(10-20 % ELOAC/ T k¢) AL KL= M S Al 0 0 e 4, 15 B AL S om/ 2z [M+H]
391.11.

[1296] Pk F & 22T R 8 IR T, 1- (2-SURELD) -7-BRP 3L -6- (3 T AL) eme
Whk-2,4 (1H, 3H) - s fT1- Q-S0R 8 -7-FRN3E-2,4- —%6-1,2, 3, 4- DU ek - 6 -
PR 41 - (2 ﬁﬁ@ 2,4-"A-T- CHRTED) -1,2,3, 4-PUSEEMRIHK -6 - P HI 55 .

[1297] x |

'O
e m/z [M+H]" 363.5.

[1298] 23428
[1299]  5-FHAAEE-1-ORHE-7- (o HER) MEne T (2, 3-d]mene -2, 4 (1H, 3H) - k5%

9]
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MeO CF3
O

[1300] HNl N;

70

o)
[1301]  20mL/NEAEZRS MG - G- 1- 2838 -7~ (S5 H L) memembk -2, 4 (1H, 3H) - —fifi
(1.024+8) MeOH (0.6M) AIMeONa (5. ANAE FHEZHT, 1024 18) AR M PE R N IR G605
o 1 I N NACOHRRY, S N A st o ALTATRGIE 1 A (3% (20-60 % MeCN/ 7K, 5450 1% HR)
atifk om/z [M+H] "337.0.
[1302] S

[1303] 4, 7- G- 1-RELEmsmpk-2 (1H) - BRI & Rk
Cl

SN
[1304] (I NAO

[1305]  {EO°C Rk T -5 -4- 82k - 1 - LRItk -2 (1H) - (1295) IACN (0. 1M) 7%
WO IIADIPEA (54 5t) FPOCL, (2241#) o [N AE100 CHEFEA/NN, SR BN VKAKH I ]
EtOAcAEH o 5 (A MUAH HINaHCO 1 i e i, JHBRIR B T4, i S8 IF AT 10 CRYIR B B
UEIRAE AT BIbRE &, AR el
[1306]  sjehi2
(13071 7-%(-4- (PERSAED) - 1-ZFngement - 2 (1H) - [ & ne

NHMe

=N
[1308] I NAO

[1309] [ PEg4, 7- — 50 - 1- RS- 2 (1H) - (0. 3g, 1.03mmol) fYJDMF (10m1) /A
FHIINTEA (2248) A (524 8) , N TRAEIAET0 CREFE2/IN AL A Wil o A
(50-90 % EtOAc/ L) il B a0 45 ik 4 , 15 B HOFRAR L &, R - il 4. 'H O NMR
(400MHz ,DMSO-d,) :3=8.64-8.53 (m,1H) ,8.10(d, J=8.8Hz, 1H) ,7.62-7.56 (m,2H) ,7.54-
7.48 (m,1H) ,7.33-7.22 (n,3H) ,6.32-6.27 (m,1H) ,2.98(d,J=4.2Hz,3H) .m/z [M+H]"
286.23.

[1310] 5 RS AT, AR 5 Tl A R 7 - G- 4 - R Ak - 1 -SRIk - 2 (1H) - A
HER L MEE:

(13111 7-95-4- (ARG - 1- A bk - 2 (1H) - F 17 - 75 - 1 - R L msmdenbk -2, 4 (1H,
3H) - il 25 -
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Br
MeHNj/Q/

[1312] I

NTN

IO
[1313] 'H NMR (400MHz , CD,0H) §7.90(d, J=8.7Hz,1H) ,7.65(t,J=7.5Hz,2H) ,7.58(t,]
=7.4Hz,1H) ,7.40(d,J=8.6Hz,1H) ,7.32(d,J=7.6Hz,2H) ,6.68 (s,1H) ,3.13(s,3H) .m/z
[M+H] "330.0
[1314]  7-g5-4- (FHIESAEL) -1 - ELmEmemk -2 (1H) - Rl FH7 - 980 - 1 - 2R ibi- 2, 4 (1H,
3H) - A

F
MeHN\‘/Q/
[1315] I
NYN

T
[1316] 'H NMR (400MHz , CD,0H) 88.06 (dd,J=8.7,5.9Hz,1H) ,7.64 (t,J=7.5Hz,2H) ,7.58
d,J=7.2Hz,1H) ,7.32(d,J=7.7Hz,2H) ,7.02(t,]=8.4Hz,1H) ,6.21(d,J=10.7Hz,1H) ,
3.13(s,3H) .m/z [M+H] 270.0
(13171 7-G(-1- B-3-5-FHELIRELD) -4 - (FHIEZAEL) WEEmsibk- 2 (1H) - f FH7 - 0-1- (3- 5 -
5-FRFLIEL) EEmempk -2, 4 (1H, 3H) - il 25 .

Cl
MeHNYQ/
|
[1318] N. _N OH
1961

E
[1319]  'H NMR (400MHz,DMSO-d,) §10.42 (s, 1H) ,8.64 (d,J=4.1Hz,1H) ,8.10(d,J=
8.6Hz,1H) ,7.29(d,J=8.5Hz,1H) ,6.73(d,J=10.7Hz,1H) ,6.65(d,J=9.1Hz,1H) ,6.52
(s,1H) ,6.44(s,1H) ,2.96 (s,4H) .m/z[M+H]"320.0

[1320]  7-%5-6-9-4- (FHILEAED) - 1 - 2R FLMEmembk - 2 (1H) - Bl FH7 - (- 6- 9 - 1 - 2R s
Whk-2,4 (1H, 3H) - 125

NHMe
F. N
[1321] Cl Nko

0

[1322] 'H NMR (400MHz , DMSO-d ) 8ppm 8.62-8.57 (m,1H) ,8.21(d,J=9.9Hz,1H) ,7.62-
7.57(m,2H) ,7.56-7.50(m, 1H) ,7.36-7.30(m,2H) ,6.40(d,J=6.0Hz, 1H) ,3.33(s,3H) .m/z
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[M+H]"304.08
[1323]  7-5-5-9-4- (FELEUED) - 1-RIEnEMRIb - 2 (1H) - {8 FH 7 - S0 5- 8- 1 - IR AL e
Whk-2,4 (1H, 3H) - 125 .
F NHMe
SN
[1324] Cl N/&O

(13251 'H NMR (300MHz,DMSO-d,) Sppm 8.08-7.96 (m, 1H) ,7.64-7.49 (m,3H) ,7.35-7.24
(m,3H) ,6.11(s,1H) ,3.03-2.93 (m, 3H) .m/z [M+H] 304.1

[1326]  7-5(-4- (HEEEL) -1- (MEme -4-35) MEmenpk-2 (1H) - FRfl 7 - 50-1- (e -4-35)
AR -2, 4 (1H, 3H) - I 25 .

cl
MeHNYQ/
[1327] |

0
~ ZNm/z [M+H]* 287.1

[1328]  7-5(-4- (FAELEAED) - 1- (kg -3-5L) mempmbk -2 (1H) - FH7 -5 -1- (Hie -3-5)
WEEWRIRR - 2, 4 (1H, 3H) - —FHI#%

cl
MeHNYQ/
[1329] |

N\n,N 8

© Z m/z [M+H]" 287.1

[1330]  7-%5-4- (FAELEAED) - 1- (kg -2- 55) mempmbk -2 (1H) - 7 -50-1- (Hne -2- )
WEEWRIRR - 2, 4 (1H, 3H) - —FHI#%

Cl
MeHNYQ
[1331] |

N\[rN
|
o Z mlz [M+H]* 287.1
[1332]  7-G(-4- (FHIEEI0) - 1- (Wpng -2- L) MEmemph- 2 (1H) - (i FH7 - S - 1- (g - 2- 3)
k-2, 4 (1H, 3H) - il % -

=z

/
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Cl

MeHN

1333
[1333] N N

|\j
NF m/z [M+H]" 288.1

[1334]  7-%(-4- (FFELEAIE) -1 (EME-2-3) mEmienpk-2 (1H) - ARl 7 -5 1- (i -2 3)
IR - 2, 4 (1H, 3H) - 2% .
Cl

:%b

MeHN

b

[1335]

"
0

=~
W

N m/z [M+H]* 288.1

[1336]  7-5-4- (FAELGAEL) - 1- (kMg - 3- L) msmmbk -2 (1H) -l fdi FH7 -5 -1- (hAPZ-3-5L)
EEWRIRR- 2,4 (1H, 3H) - 5%

Cl
MeHNYQ/
[1337] |
N N N.
TN
o Z m/z [M+HT* 288.1
[1338]  7-%(-4- (LSS0 -1~ (WEmE -5-5L) Emmpk-2 (1H) - i fl FH7 - 5(- 1- (W80g -5- 35)

EEIAAIRR -2, 4 (1H, 3H) - _EH%U%

Cl
MeHN\(«Q/
[1339] |
N_ _N |\N
o

N™ m/z [M+H]" 288.1
[1340]  7-%(-4- (FEEEAED) - 1- (1H-NRme - 4 - J5) WA - 2 (TH) - {7 - S 1- (LH-Ek e -
4-55) AR - 2, 4 (1H, 3H) - il 45 .

Cl

=l

o~

MeHN

1341
[1341] N. N

T F N
o N m/z [M+H]" 276.1
[1342]  7-5(-1- (1H-BRMg-2-5) -4~ (PIERSUED) Mgk -2 (1H) - Pl FH7- 50 1- (TH-Dkm: -
2-55) Wk -2, 4 (1H, 3H) - — il

pav
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Cl
MeHNT/(;/
[1343] |

N
NP p
O HN~Z m/z [M+H]* 276.1
[1344]  7-G(-4- (FFEEEUED) - 1- (e -2- 55) WEmemb - 2 (1H) - R FH7 - - 1 - (gmie - 2- 56)
IR - 2, 4 (1H, 3H) - 2% .
cl
MeHNYJ:;/
[1345] |
N p
O S~ m/z [M+H]*293.1.

[1346]  7-%(-4- (FIEEL) -1- (gemh-5-3L) Esmhnbk-2 (1H) - i fh FH7-50-1- (HEmk-5-55)
bR -2, 4 (1H, 3H) - 5.

Cl
MeHNT/Q(
[1347] NI N
DR
O S~ m/z [M+H]" 293.1
[1348]  7-%5(-4- (P& %%)-1-(1H-Httﬂ§é-5-%)Hi‘ﬂﬁé“)ffl‘-Z(IH)-EI%*&FH?-%-I-(IH-Httﬂch-
5-35) MEmkipk-2,4 (1H, 3 i il %
Cl
MeHN
[1349] N| N

Y %y
O HN=N yy/z [M+H]* 276.1
[1350]  7-%(-4- PRANEELAID) - 1- IR FEMEmIpR -2 (TH) - [ RPN i) 2%

cl
H
ey
[1351] V/NI !

0

[1352]  'H NMR (400MHz,DMSO-d,) :6=8.46 (d,J=3.9Hz,1H) ,8.17(d,]J=8.8Hz, 1),
7.63-7.57 (m,2H) ,7.55-7.49 (m,1H) ,7.33-7.30 (m,2H) ,7.28-7.25 (m,1H) ,6.29 (d,J=
2.0Hz,1H) ,3.11-3.04 (m,1H) ,0.84-0.77 (m,2H) ,0.73-0.67 (m, 2H) .m/z [M+H] "312.20.
[1353]  7-%-4- CRZRIA T be-3-FL5A2E) - 1 - R FEMEMA IR -2 (1H) -l PSR T e -3- 1%
il o
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Cl
H
’TNY;
[1354] |
O NTN
a9

[1355]  'H NMR (400MHz,DMSO-d,) =9.02(d,J=5.0Hz,11) ,8.30(d,J=8.8Hz, 11) ,7.63-
7.57 (m,2H) ,7.55-7.49 (m,1H) ,7.35-7.26 (m,3H) ,6.30(d,J=1.8Hz,1H) ,5.18-5.08 (m,
1H) ,4.88-4.84(m,2H) ,4.70-4.65 (m,2H) .m/z [M+H] '328.19.

[1356] 7%~ 1-2Fk -4~ (VUSRI - 3-55) S 5E) WM IR -2 (LH) - {5 PO S ke -3 - e il
e

[1357] (j T/Q/
o

[1358] 'H NMR (4OOMHZ,DMSO-d6) :6=8.44(d,J=6.1Hz,1H) ,8.33(d,J=8.6Hz, 1H) ,
7.57-7.63(m,2H) ,7.54-7.50 (m,1H) ,7.33-7.27 (m,3H) ,6.29(d,J=1.8Hz,1H) ,4.71-4.79
(m,1H) ,3.96-3.90 (m,2H) ,3.79-3.70 (m,2H) ,2.30-2.21 (m, 1H) ,2.06 (td,J=12.2,6.2Hz,
1H) .m/z [M+H] "342.12

[1359]  4- (RRREIL) -7- G- 1- RIEERRnbk- 2 (1H) - [ FHC il 25

: Cl
H
[1360] [ \;
N\I_rN
O
[13611 'H NMR (4OOMHz,DMSO—d6) :6=9.13(t,J=5.7Hz,1H) ,8.25(d, J=8.6Hz, 1H) ,
7.63-7.57(m,2H) ,7.54-7.47(m,1H) ,7.27-7.42(m,8H) ,6.31(d,J=1.8Hz,1H) ,4.76(d,]J

=5.7Hz,2H) .m/z [M+H]'362.12
[1362]  7-G(-4- (CHELGAFD) - 1-FRELmsmembk -2 (1H) - i (5 FH — FH e 25

Cl
|
N. /E j
[1363] g I\
NTN
T
[1364]  'H NMR (CDC1,,400MHz) :& (ppm) 7.76 (d,J=8.8Hz, 1H) ,7.55-7.59 (m,2H) ,7.47~
7.51(m,1H) ,7.26-7.29(m,2H) ,7.06(dd,J=8.7,2.1Hz,1H) ,6.56(d,J=2.0Hz,1H) ,3.38

(s,6H) .m/z[M+H]7300.21
[1365]  4- CRUZIA | bi-1-30) -7- G- 1-ZRFEMEmRIbR -2 (1H) - Fil (il AR T el 65
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Cl
N
[1366] T/Q/
NTN
IO

[1367]1  'H NMR (4OOMHz,DMSO—d6) :0=7.82(d,J=8.8Hz,1H) ,7.62-7.57 (m,2H) ,7.54-
7.49(m,1H) ,7.28(d,J=7.2Hz,2H) ,7.19(dd,]J=8.7,2.1Hz,1H) ,6.30(d,J=2.0Hz, 1H) ,
4.53-4.02(m,4H) ,2.45-2.41 (m, 2H) .m/z[M+H]+312.20

[1368]  7-50-4- (3-FRELNEMELE-1-55) -1 -REEEmenbk -2 (1H) - il FHRE Mo - 3 - i) 25
HO

Q"
N
[1369] 7

N\H,N

O

[1370] 'H NMR (4OOMHZ,DMSO-d6) :6=8.16(d,J=8.8Hz,1H) ,7.62.7.58 (m,2H) ,7.49-
7.54(m,1H) ,7.32-7.29 (m,2H) ,7.20(dd,]=8.8,2.1Hz,1H) ,6.32(d,J=2.1Hz,1H) ,5.12
(d,J=3.1Hz,1H) ,4.41 (br s,1H) ,3.84-4.02 (m,3H) ,3.69-3.64 (m,1H) ,1.92-2.08 (m,

oH) .m/z[M+H]'342.12
(13711 7-G(-4- (4-FRIENRGE - 1-355) - 1 - R FLMEmembk -2 (1H) - i { FH 1 - FREEDRZE i 25

~ Cl
oVe]
[1372] Nl\n,N\O

(@)

(13731  'H NMR (400MHz,CDC1,) :3=8.25(d,J=1.8Hz, 1) ,7.57-7.65 (m,3H) ,7.54-7.50
(m,1H) ,7.30-7.27 (m,2H) ,7.10(dd,J=8.6,2.0Hz,1H) ,6.60(d,J=2.0Hz, 1H) ,4.08-3.85
(m,8H) ,2.84-2.79 (m,4H) ,2.48(s,3H) .m/z [M+H]'355.18

[1374]  7-SG(-4-PMRAR - 1 - IR L EMRRK - 2 (TH) - FH R bR 65

Cl
oVe;
[1375] "}TN\@

(o)

[13761  'H NMR (400MHz,CDC1,) :8="7.64-7.57 (m,3H) ,7.53-749 (m, 11) ,7.29(d,J=
7.2Hz,2H) ,7.08(dd,J=8.7,1.9Hz,1H) ,6.59 (d,J=1.8Hz,1H) ,3.88(s,8H) .m/z [M+H]"
342.12

(13771 7-5-1-2K5E-4- (TH-MEME - 1 - 3L) Wbk -2 (TH) - {5 FHREE e ) 5 o
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<f‘1 cl
N\ _N
[1378] N YQ/
N\H,N
a9
[1379]1 'H NMR (400MHz ,CDC1,) ;6=9.49(d,J=9.0Hz,1H) ,8.87(d,J=2.6Hz,1H) ,7.94
(d,7=0.9Hz,1H) ,7.67-7.62 (m,2H) ,7.61-7.55(m,1H) ,7.36-7.32(m,2H) ,7.25(,J=

2.0Hz,1H) ,6.69(d,J=2.0Hz, 1H) ,6.58-6.56 (m, 1) .m/z [M+H] '323.13
(13801 7-5d-4- (CEESAIL) - 1-ZR SRt -2 (1H) - fi ] Sl o5

cl
EtHN
[1381] T/Q
N\H,N
IO
[1382] 'H NMR (400MHz ,DMSO-d) :6=8.57 (t,J=5.3Hz,1H) ,8.17 (d,J=8.8Hz, 1H) ,
7.62-7.57(m,2H) ,7.55-7.48 (m,1H) ,7.33-7.26(m,3H) ,6.29(d,J=2.0Hz,1H) ,3.57-3.49
(m,2H) ,1.25-1.21(m,3H) .m/z [M+H]"300.21
[1383]  7-%&-4- ((2,2- 5 CE) 230 - 1-ZRELmEmembk-2 (1H) -l 2, 2- — 5 -1- %
% .

cl
o )

[1384] F I\

N\H,N

a9

[1385]1  'H NMR (400MHz,DMSO-d,) :6=8.90 (br s,1H),8.21(d,J=8.8Hz,1H) ,7.63-7.58
(m,2H) ,7.55-7.50 (m,1H) ,7.34-7.29(m,3H) ,6.42-6.25(m,2H) ,3.98-3.89 (m, 2H) .m/z [M+
H17336.13

[1386]  7-50-1-IKFE-4- (MENE -2- FLoAHL) WEMemtf - 2 (TH) - 6 FTINEEE - 2- Jieal 25 o
Cl

H
N. N

=

| s
= N N

T O
[1388] 1H NMR(4OOMHZ,DMSO-d6) :6=13.84 (br s,lH) ,8.51(br d,J=3.3Hz,1H) ,8.42
(d,J]=8.3Hz,1H) ,7.94-7.89(m,1H) ,7.66-7.48 (m,5H) ,7.39-7.33 (m,2H) ,7.22(dd,J=

5.5,6.8Hz,1H) ,6.31 (br s,1H) .m/z[M+H]"349.12
[1389]  7-G(-1-ZKFE-4- (Mg -4 - FE55E) MEmembk-2 (1H) - R FHERE -4 Fe i 25

(13871 ||
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Cl
H

[1390] @ I\

N~ N\H,N

a9

[13911 'H NMR (400MHz ,DMSO-d,) :8=10.16(d,]=9.4Hz, 1H) ,8.54-8.44 (m,3H) ,7.97
(dd,J=3.5,16.9Hz,2H) ,7.65-7.60 (m,2H) ,7.58-7.52(m,1H) ,7.42-7.35(m,3H) ,6.37 (br
s,1H) .m/z[M+H]"349.12
[1392]  7-JR-4- (CHIELSIL) -1 - 2R B bk -2 (1H) - s FH7 - R - 1 - 2R EL s ek - 2, 4
(1H, 3H) - AN — F i) 25

Br
MezN

[1393] N|I N

0

0
[1394]  'H NMR (400MHz,5{{}j-d) 87.68(d,J=8.7Hz,1H) ,7.57 (t,J=7.6Hz,2H) ,7.49 (¢,
J=7.3Hz,1H) ,7.28(s,2H) ,7.21(d,]J=8.7Hz,1H) ,6.72 (s, 1H) ,3.38(s,6H) .m/z [M+H]"
344.0
[1395]  4- (CHELEEE) - 7- 360 1 - IR FEME IR IR - 2 (1H) - (s FH 7 - 950 - 1 - 2R FLmds e - 2, 4
(1H, 3H) - AN — F ) 25

F
MEZNQ
[1396] |
N\W,N
a9
[1397]1  'H NMR (400MHz,5{f}5-d) 67.89-7.82(m, 1H) ,7.55 (t,J=7.4Hz,2H) ,7.47 (t,]=
7.3Hz,1H) ,7.28(s,2H) ,6.81 (t,J=8.3Hz,1H) ,6.23(d,J=10.6Hz,1H) ,3.39(s,6H) .m/z
[M+H] 284 .1
[1398]  7-G-4- (" HIELGAED) -1- (4- G 3L MEmpkmpk -2 (1TH) - FH7-&-1- @-3RED)
SRRk -2, 4 (1H, 3H) - — A1 — FR R 5

cl
I
/N |
[1399] NTN
- : “F
[1400] 'H NMR (4OOMHz,DMSO-d6) 88.05(d,J==8.7Hz,1H) ,7.41(dt,]J=17.4,8.5Hz,
4H),7.21(d,J=8.7Hz,1H),6.38(5,1H),3.31(s,8H).m/z[M+H]+318.0.

[1401]  4- (CFREESAED) -7-50-1- (590 3- AR ATE) St - 2- R 7 - 5- 1- (3- 9t
5~ FEFE AT WERRIR -2, 4 (1H, 3H) - AN — kel o o
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| Cl
/”Y@r
[1402] N N OH
T

£
[1403]  'H NMR (400MHz,DMSO-d,) §10.40 (s, 1H) ,8.04 (d,J=8.8Hz, 1) ,7.22(d,J=
8.8Hz,1H) ,6.73(d,J=10.9Hz,1H) ,6.66 (d,]J=8.9Hz,1H) ,6.53 (s, 1H) ,6.48(s,1H) ,3.30
(s,6H) .m/z [M+H]"334.0

[1404]  4- CEZIA T HE-1-30) -7-5(-1- (3- 9 -5 FRELRHL) MEmpbk -2 (1H) - 7 - (-
1- (3- 9 -5- FR LI EL) Msmhibk -2 4 (1H, 3H) - —FAFNEZER T behiles .

Cl
o
|
[1405] N _N OH
1961

E
[1406]1  'H NMR(400MHz,DMSO-d,) 87.82(d,J=8.6Hz,1H) ,7.21(d,J=8.6Hz, 1) ,6.73(d,
J=10.7Hz,1H) ,6.63(d,J=9.3Hz,1H) ,6.50 (s, 1H) ,6.45 (s, 1H) ,4.96-4.53 (m,3H) ,4.53-
4.12(m,3H) ,3.83(s,1H) ,2.46-2.39 (m, 2H) .m/z [M+H] "346.0

[1407]  7-50-4- GRPEE (F3D) 5225) - 1- (3-J2RHL) WEmmk -2 (1H) -FREH7-50-1- (3-9K
IREL) WEBIk-2 4 (1H, 3H) - —FAAIN- FREEERTA izl £

pe
N
[1408] V/ NINQ

E
[14091  'H NMR(400MHz,DMSO-d,) 88.44 (d,J=8.8Hz,1H) ,7.64(q,J=7.7Hz, 1) ,7.39(t,
J=8.4Hz,1H) ,7.30(d,J=9.7Hz,1H) ,7.20(d,J=7.9Hz,2H) ,6.37 (s, 1H) ,3.52 (s, 1H) ,
3.22(s,3H),0.91(d,J=6.3Hz,2H) ,0.68(s,2H) .m/z [M+H] '344.0

[1410]  4-%03E-7-G(-1- (5- 950~ 3- FRIEAHL) S MM b - 2- il 117 - G- 1- (-3 -5- K
FL) WEEMEIRR -2, 4 (1H, 3H) - —Fi A2 (TMAEMeOHHR) il

Cl
HaN. /EJ
|
[1411] N._N OH
T

F
[1412]  'H NMR (400MHz ,DMS0-d,) 88.17 (s, 1H) ,8.14(d, J=8.7Hz,1H) ,8.07 (s, 1H) ,7.27
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(d,J=8.5Hz,1H) ,6.73(d,J=10.9Hz,1H) ,6.66 (d,J=9.2Hz,1H) ,6.52 (s, 1H) ,6.44 (s,
1H) .m/z [M+H] '306.0

[1413]  4-%00E-7-G0-1- (4- 50 OR3E) UMbk 2- [ s 17 - G- 1- (4- 5 oK 3E) ek -2, 4
(1H, 3H) - AN (TM{EMeOHA) 145 o

o]
HoN. /[)
[1414] |
N_ _N
T
F

[1415]  'H NMR (400MHz,DMSO-d,) 88.16 (t,J=8.5Hz,2H) ,8.08 (s, 1H) ,7.40 (p,]=8.2,
7.7Hz,4H) ,7.27(d,J=8.4Hz,1H) ,6.35 (s, 1H) .m/z [M+H] "290.0

[1416]  7,8- "{(-4- (CHHIESIE) - 1- R FL Mk - 2 (1H) - [T, 8- G- 1 - IR L mEm
Whk-2,4 (1H, 3H) - A1 — FH Rl 25 o

Cl
[1417] MezN\[ﬂ/@:C'

T
[1418]  'H NMR (400MHz,%({}5-d) 87.57 (dd,J=35.1,8.6Hz, 1H) ,7.47-7.41 (n,1H) ,7.41-
7.36(m,2H) ,7.32(q,J=8.9,7.5Hz,3H) ,3.36 (s,6H) .m/z [M+H] 334.0

[1419]  7-5(-4- (CHIELEED) -8- AL - 1 -2 BEmsmemk -2 (1H) -l (i FH7 -5 -8 - F B -1-2K
FEmsmpibk-2 4 (1H, 3H) - —F A1 — 2%

o]
MezNﬂ
[1420] I
NTN
NP
[1421]7  'HNMR (400MHz , 51/5-d) 67.55(d, J=8.7Hz,1H) ,7.44-7.37 (m,2H) ,7.33 (dd,J=
15.5,7.8Hz,3H) ,7.20(d,J=8.8Hz,1H) ,3.35(s,6H) ,1.71(s,3H) .m/z[M+H]+314.0

[1422]  7-50-4- (CHIELEED) -1- (BPFIZRED) mememk-2 (1H) - {7 -5 -1- (BEHIZRED)
WEPRAIpR -2, 4 (1H, 3H) - A — F e 65 o

Cl
MGZNW/Q/
[1423] N| i
Y
0

(14241 'HNMR (400MHz , DMSO-d,) 88.75 (brs, 1H) ,8.15(d, J=12Hz 1H) ,7.44 (m,3H) ,7.31
(d,J=8Hz,1H) ,7.21(d,J=8Hz,1H) ,6.21(s,1H) ,3.01 (s, 3H) .
[1425]  7-G0-4- (CCHRSAID) - 1- (2-5REE) MEMEMR -2 (1H) - A7 -50- 1 - (2330
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EEWRIbR -2, 4 (1H, 3H) - — A1 — F il 25 o

Cl
MGZNW/Q/
[1426] |\II I F
0
0

[1427]  'HNMR (400MHz ,DMSO-d,) 88.75 (brs, 1H) ,8.15(d,J=8Hz 1H) ,7.63-7.40 (m,4H) ,
7.34(d,J=8Hz,1H) ,6.38 (s, 1H) ,2.99 (s, 3H) .
[1428] 3 (7-5-4- (LU -2- Uik - 1 (2H) -25) RIS EETI3- (7-54-2,4-—
SR 3, 4- T2 - 1 (2H) -8 SR VRS — PRl
Cl
|

MNP
@)

[1430]  'H NMR(400MHz,DMSO-d,) 88.06 (d,J=8.7Hz,1H) ,8.00(d,J=7.6Hz, 1) ,7.93 (s,
1H) ,7.80(t,J=7.8Hz,1H) ,7.72(d,J=8.0Hz,1H) ,7.24 (d,J=8.7Hz,1H) ,6.40 (s, 1H) ,
3.32(s,6H) .m/z [M+H] "325.1

[1431] 4~ (CHIRESIL) -7-5(0-1- (- SR ATL) S mambk- 2 - [ {5 FH 7 - Sa(- 1- (3- FH A
D) WMk -2 4 (1H, 3H) - A — 2% .

| Cl
/'N\T/J::;:T/
[1432] |
NYN O
rJ
[1433] '{ NMR (400MHz ,DMSO-d,) 88.04 (d, J=8.7Hz,1H) ,7.51 (t,J=8.1Hz,1H) ,7.21(d,
J=8.8Hz,1H) ,7.10(d,J=8.2Hz,1H) ,6.90 (s, 1H) ,6.87(d,J=7.7Hz,1H) ,6.39(s,1H) ,
3.79(s,3H) ,3.30(s,8H) .m/z[M+H] "330.0
[1434]  7-0-1- G-HEIIRED) -4- (FILZATD) A MEmEbi-2- i FH7 - 20-1- G- HE ALK
EL) s k-2, 4 (1H, 3H) - —Jii#% .

(o]
H
[1435] d N|| i o
180
[1436] 'H NMR(4OOMHz,DMSO-d6) 88.65(s,1H) ,8.11(d,J=8.7Hz,1H) ,7.50(t,J=8.0Hz,
1H) ,7.28(d,J=8.3Hz,1H) ,7.09(d,J=8.4Hz,1H) ,6.90(s,4H) ,6.36(s,1H) ,3.79(s,3H) ,

2.98(d,J=4.4Hz,3H) .m/z [M+H]'316.1
(14371 7-G&-1- B-3pKEL) -4~ (FHELZATL) S mmpk - 2- P (i FH7 - (- 1- (3~ J RS s

[1429]
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WhR-2,4 (1H, 3H) - il &5 o

Cl

[1438] /NI ! .

T

o]
[14391  'H NMR(400MHz,DMSO-d,) 88.70(d,J=4.8Hz,1H) ,8.13(d,J=8.6Hz, 11) ,7.64 (q,
J=7.THz,1H) ,7.39(t,J=8.7Hz,1H) ,7.30(d,J=8.9Hz,2H) ,7.19(d,J=7.9Hz,1H) ,6.36
(d,J=2.0Hz,1H) ,2.98(d,J=4.2Hz,3H) .m/z [M+H] '304.1
[1440]  7-5(-4- (FFEEELHL) -1- (3- FHEEIREL) S ik - 2 - i i 54 7- - 1- (R HHOR
HE) nEmkibk -2, 4 (1H, 3H) - RIS

cl
H

[1441] < |

N_ _N

T

0
[1442] 'H NMR(4OOMHz,DMSO—dG)68.61(d,J=5.0Hz,1H),8.11(d,J=8.6Hz,1H),7.48(t,
J=7.7Hz,1H) ,7.34(d,J=7.7THz,1H) ,7.31-7.24(m,1H) ,7.11(s,1H) ,7.08(d,J=7.8Hz,
lH),6.32(d,J=1.9Hz,1H),2.98(d,J=4.3Hz,3H).m/z[M+H]+300.1
[1443]  7-50-1- (3-UKIL) -4~ (FHILZAIL) S0 b - 2 - el FH7 - S20- 1- (3~ GRSh) s
k-2, 4 (1H, 3H) - il 25 .

Cl
K. ,[j

[1444] d NI N -

T

(o]
[1445]1  'H NMR (400MHz,DMSO-d,) 88.67 (d,J=4.9Hz, 1H) ,8.16-8.07 (m, 1H) ,7.66-7.57
(m,2H) ,7.51(t,J=1.8Hz,1H) ,7.31 (tt,J=8.7,1.8Hz,2H) ,6.35(t,J=1.7Hz, 1H) ,2.98
(dd,J=4.3,1.7Hz,3H) .m/z [M+H]"320.0
[1446]  1-[7-%(-1- B-JH AL -2- S ARG - 4- FL AR T It -3 - FEIG (A A7 - G- 1-

(3-FHIRHL) WEMER -2, 4 (TH, 3H) - —FANEAER T 6e-3- Fii 25 o
CN

[1448] 'H NMR (400MHz ,MeCN-d,) 87.70(d,J=8.7Hz,1H) ,7.63(q,J=7.7Hz,1H) ,7.32(t,
J=8.7Hz,1H) ,7.19(d,J=8.7Hz,1H) ,7.14 (t,J=7.6Hz,2H) ,6.57 (s,1H) ,4.77(d,J=
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34.8Hz,4H) ,3.91-3.79 (m, 1H) .m/z [M+H]"355.10
(14491 1- (3-JRRIL) -7- (-4~ (CFEGAAL) EmRmbR -2 (1H) - (o 1 - (3-JR R 30) -7- 5
IRk - 2 4 (1H, 3H) - I

NMe,

=N
N’J*o

[1450] CI

Br
[1451] 'H NMR(4OOMHZ,DMSO-d6) 88.04(d,J=8.7Hz,1H) ,7.73(d,J=8.1Hz,1H) ,7.61(s,
1H) ,7.56(t,J=8.0Hz,1H) ,7.35(d,J=7.9Hz,1H) ,7.22(d,J=8.8Hz,1H) ,6.37 (s, 1H) ,

3.31(s,6H) .m/z[M+H]"378.0
[1452]  7-%-4- ((2- (CHIEGIE) L35 SI0) - 1-ZRFLMmpubk - 2 (1H) - FR i N N' -
Fa-1,2- T

HN/\/NMez

SN
[1453] ol Nz&o

>

[1454] 'H NMR (400MHz ,DMSO-d) 38.50 (br s,1H) ,8.23-8.08 (m,2H) ,7.62-7.40 (m,3H) ,
7.29-7.18(m,3H) ,6.26(d,J=1.8Hz,1H) ,3.57 (br s,2H),2.56(br t,J=6.6Hz,2H) ,2.23

(s,6H) .m/z[M+H]'343.1
[1455]  7-%0-4- ((2- (CHIEEIL) 250 (I 55D - 1-ZESEmEmhnbk -2 (1H) - R N,

N NP - =1, 2- TS
\,N/\/NMez

=N
[1456] cl N’J‘o

O

[14571  'H NMR (400MHz,DMSO-d,) §8.23 (br s,1H) ,8.06(d,J=8.8Hz,1H) ,7.61-7.50 (m,
3H) ,7.31(d,J=7.2Hz,2H) ,7.20(dd,J=2.0,8.8Hz,1H) ,6.33(d,J=2.0Hz, 1H) ,3.80 (br
t,J=6.5Hz,2H) ,3.35(s,3H) ,2.64 (t,]=6.5Hz,2H) ,2.21(s,6H) .m/z [M+H] '357.1

[1458]  7-HHBL-4- (ARSI -1-RFEEnE )[4, 3-d]msng -2 (1H) - il 117 - FR 2 - 1- 2R
MEE T[4, 3-dJ Mg -2, 4 (1H, 3H) - &5 .
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HN™

N™ X" N
|
[1459] Z N/&O

[1460]1  'H NMR (400MHz ,DMSO-d,) 89.10 (s, 1H) ,8.82-8.75 (m, 1H) ,7.60-7.55 (m,2H) ,
7.54-7.50(m,1H) ,7.28(d,J=7.2Hz,2H) ,6.13 (s, 1H) ,2.99(d,J=4.5Hz,3H) ,2.35-2.32
(m,3H) .m/z [M+H]"267.3
[1461]  7-HHE-4- (FFEREUED) -1-RBEMEnE IF (2, 3-d ] - 2 (1H) - il 117 - FR 3 - 1- R
MEnE T (2, 3-dI Mg -2, 4 (1H, 3H) - il &5 .
HN™

B8

[1462] NG N/J%O

(14631 'H NMR (400MHz,DMSO-d,) 88.59-8.56 (m, 1H) ,8.34 (d,J=8.1Hz, 1H) ,7.49-7.44
(m,2H) ,7.40-7.35(m,1H) ,7.21-7.17 (m,2H) ,7.11(d,J=8.1Hz,1H) ,2.98(d,J=4.5Hz,
3H) ,2.29 (s, 3H) .m/z [M+H] 267.3

[1464]  7-G(-1-2KFE-4- (RS AT - 1-J5) Wb - 2 (1H) - il TR e il 25

()

N

=N
1465
[1465] N,go

Cl
[1466]  'H NMR (400MHz, % {/j-d) 87.92 (d,J=8.8Hz, 1H) ,7.59-7.54 (m,2H) ,7.50-7.46
(m, 1H) ,7.29-7.27 (m,2H) ,7.05 (dd,J=2.0,8.8Hz, 1) ,6.54 (d,J=2.0Hz, 1) ,3.97 (br
t,J=6.7Hz,4H) ,2.07-2.02 (m,4H) .m/z [M+H] "326.2
(14671 7-50-1-2K5E-4- (JRIGE -1 - 3) PR - 2 (LH) -t FIWIRE A 5

()

N

=N
[1468]
Cl N’go

[14691  'H NMR (400MHz,5{}j-d) 67.64-7.54 (m,3H) ,7.52-7.46 (m,1H) ,7.31-7.27 (m,
9H) ,7.06(dd,J=2.0,8.7Hz,1H) ,6.55(d,J=2.0Hz,1H) ,3.79 (br s,4H) ,1.79(br s,6H)
.m/z[M+H]7340.2
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[1470]  4-55E-7- G- 1- ZRILMEE bR - 2 (TH) - Fr i F 2 (TMAEMeOHH) il 25
NH,

~N
[1471] ¢l NAO

O

(14721 'H NMR (400MHz , DMSO-d,) 88.17-8.02 (m,3H) ,7.60-7.47 (m,3H) ,7.33-7.18 (m,
3H) ,6.29(d,J=1.8Hz,1H) .m/z [M+H] '272.1
(14731 7-G(-4- A I - 1 - SR ELEs e b -2 (1H) - il e FH AR AL 2% o

OMe

N
[1474] I N’&O

Q

[1475]1  'H NMR (400MHz , 55{5-d) :867.94 (d,J=8.6Hz,1H) ,7.63-7.57 (m,2H) ,7.56-7.50
(m,1H) ,7.31-7.27(m,2H) ,7.18-7.14 (m, 1H) ,6.58(d,J=1.8Hz,1H) ,4.21 (s, 3H) .m/z [M+
H]"287.2

[1476]  7--4- Q-FRIERGIA T hi-1-30) - 1-IFLmampigk- 2 (1H) - FRf R34 T ke -3-
Rl

OH

<
[1477] /@\A\‘N
Cl N0

[1478]1  'H NMR (400MHz,DMSO-d,) 87.84 (d,J=8.8Hz, 1H) ,7.62-7.57 (m,2H) ,7.54-7.49
(m,1H) ,7.28(d,J=7.3Hz,2H) ,7.19(dd,J=2.0,8.7Hz, 1H) ,6.30(d, J=2.0Hz, 1H) ,5.91
(d,J=6.0Hz,1H) ,5.01-3.69 (m,5H) .m/z [M+H] 3281

[1479]1  (R) -7-5-4- Q- FRMLIS T - 1-55) - 1-ZRFEmEmenbk -2 (1H) - i 5 F (R) -3 - Sl bt
Hill
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E,

.

N

[1480]

=N
Cl NAO

[14811 'H NMR (400MHz, %5{}j-d) 88.14 (s, 1H) ,7.93(d,J=8.8Hz,1H) ,7.59(t,J=7.6Hz,
2H) ,7.51 (t,J=7.3Hz,1H) ,7.28(s,1H) ,7.12(d,J=8.8Hz,1H) ,6.59(s,1H) ,5.39(d,J=
52.3Hz,1H) ,4.31-4.19 (m,2H) ,4.19-4.09 (m,2H) ,2.48 (td,J=14.4,5.4Hz,1H) ,2.26-
2.04 (m, 1H) .m/z[M+H]"344.0
[1482]  7-5(-1- 3-F AR -4- (B-FEANEL) (FEL) S3L) mEmentk-2 (1H) - {13 - (A2
5430 N - 1-BEdl 6

‘\N/\/\OH

N
[1483] () NAO

C,

[1484]1  'H NMR(400MHz,DMSO-d,) 88.04 (d,J=8.8Hz,1H) ,7.64(q,J=7.7Hz, 1H) ,7.39(t,
J=8.0Hz,1H) ,7.31(d,J=9.6Hz,1H) ,7.21 (t,J=8.5Hz,2H) ,6.39 (s, 1H) ,3.79-3.72 (m,
2H) ,3.33(s,4H) ,1.98-1.87 (m,2H) .m/z [M+H]"362.0

[1485]  7-%-1- (2-G(R3D) -4- (FAIEEATE) Mempimp -2 (1H) - 7- 50 1- (2-S0R5D)
Mk -2, 4 (1H, 3H) - —JFHI

i
H [
Fa
[1486] 2
N

(14871  'H NMR (400MHz,DMSO-d,) 88.74 (d,J=5.0Hz, 1H) ,8.16 (d,]J=8.6Hz, 1H) ,7.84-
7.68(m,1H) ,7.65-7.44 (m,3H) ,7.33(d,J=8.6Hz,1H) ,6.22(d,J=2.3Hz,1H) ,3.00(d,]=
4.3Hz,3H) .m/z [M+H] "322.00
[1488]  1- (2-JRIKIL) -7-5-4- (FFILEED) Emmbk-2 (1H) - Bl A7 -5 1- (- JRIRED) s
WAk -2, 4 (1H, 3H) - —JHHI

o:(z_
O

272



CN 119528824 A W OB P 262/391 T
Cl
H
-~
[1489] [ ke
N

[1490]  'H NMR(400MHz,DMSO-d,) 88.65 (d,J=5.0Hz,1H) ,8.09 (d,J=8.6Hz, 11) ,7.82(d,
J=8.1Hz,1H) ,7.62-7.36 (m,3H) ,7.25(d,J=8.5Hz,1H) ,6.12 (t,J=1.7Hz,1H) ,2.99-
2.82(m,3H) .m/z[M+H] "366.00

[1491]1  (R) -7-5-4- B-FEIEMEME L - 1-FL) - 1 - FLMEmRIpR -2 (1H) - ] (R) -3- 23450
M B ) 25 o

HO
o
N
[1492] j{[;r
N_ _N
7O

O

(14931 'H NMR(400MHz,DMSO-d,) 8=8.16(d,J=8.4Hz,1H) ,7.61-7.58 (m,2H) ,7.54-7.53
(m,1H) ,7.52-7.51 (m,2H) ,7.19(dd,J=2.0,8.8Hz,1H) ,6.31(d,J=2.0Hz,1H) ,5.11 (br
s,2H) ,4.41(s,1H) ,4.01-3.85(m,3H) ,3.66(d, J=12Hz,1H) ,2.03-1.96 (m,2H) .m/z [M+H]"
342.19.
[1494]  1- (2-502K3L) -4~ (HELEED) -7- D) mEme g [2, 3-d1msng -2 (1H) - FR
1- Q-FR3D) -7- CHFFFD e (2, 3-d] g -2, 4 (1H, 3H) - il £

|

HN =
—\ )—CFs
[1495] N o

N

=1

Cl

[1496]1 'H NMR (4OOMHz,DMSO—d6) 89.12(br s,1H),8.80(d,J=8.1Hz,1H) ,7.81(dd,J=
8.1,1.8Hz,1H) ,7.71-7.58 (m,1H) ,7.47 (m,3H) ,3.04 (s, 3H) .

[1497] 4~ (F3LEIE) - 1-R3E-7- (S HHED) mne o1 (2, 3-d] Mg -2 (1H) - fifi 11 - 25 -
7- (=9 D) keI (2, 3-d]msnE -2, 4 (1H, 3H) - —Fif % .

/
HN /=

/
N/ \N

e,
m/z [M+H]" 321.1

(14991 4- ((2,2- "HOHD) Z420) -1- (RPHIZRAD) -7- (S L) Mk -2 (TH) - i 2,
2- TR A

CF3
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N\",N
o)

[15011  'H NMR(400MHz,DMSO-d,) 89.14 (s, 1H) ,8.46 (d,J=8.6Hz, 1H) ,7.64 (d,]=8.6lz,

1H) ,7.57-7.34(m,3H) ,7.27(d,J=7.7Hz,1H) ,6.60-6.07 (m,2H) ,3.97(q,J=16.3Hz,2H) ,

1.96(d,J=2.0Hz,3H) .m/z [M+H] 384.00

[1502]  7-FIAPNEE-4- (FIEEED) - 1- (RBFHOREL) mEmsnpk- 2 (1H) - R {7 - IR 5L - 1- (BFH

IREL) WEmBk-2 4 (1H, 3H) - 55

|
HN

/l
[1503] N
b,__

&

0

(15041 'H NMR (400MHz,DMSO-d,) §=8.4(d,J=3.6Hz, 1) ,7.96(d,]=6.8Hz, 1H) ,7.45-

7.36(m,3H) ,7.14(d,J=6.8Hz,1H) ,6.80(dd,J=1.2,6.8Hz,1H) ,5.99(d,J=1.2Hz, 1H) ,

2.96(d,J=3.6Hz,3H) ,1.93(d,J=8.0Hz,3H) ,0.91(dd,J=1.2,6.4Hz,2H) ,0.95-0.93 (m,

2H) ;LCMS :m/z [M+H] "306.33.

[1505]  6-P-4- (FHALGAAL) -1- KA -7- (5 FH3E) mEmibk- 2 (1H) -l 6 - 15 - 1- 2R 0 -
- (R0 HHL) msmembk - 2., 4 (1H, 3H) - i 25 .

Br
CF;

(15071 'H NMR (400MHz,DMSO-d,) 88.85 (s, 1H) ,8.64 (s, 1H) ,7.60(t,J=7.4Hz,2H) ,7.55-
7.50(m,1H) ,7.33(d,J=7.5Hz,2H) ,6.65(s,1H) ,2.98(s,3H) .m/z [M+H] '398.0.

[1508]  6-75-1- (2-5 D) -4~ (FIEEEAEE) -7~ (= L) et -2 (1H) - 6 - 1% - 1-
(2-SRHE) 7~ (g ) b -2, 4 (1H, 3H) - il &5«

Br
\ CF;
[1509] e | Cl
N N
19
O

[15101  'H NMR(400MHz,DMSO-d,) 88.99 (s, 1H) ,8.71(s,1H) ,7.76(d,J=9.4Hz, 1H) ,7.62-
7.52(m,3H) ,6.52 (s, 1H) ,3.00(s,3H) .m/z[M+H] 432.0.
(15111 7-ZRANEE-4- ((2,2- 5 CED) 2435 - 1- R FLmEmp bk -2 (TH) - FH7 - 2R 2L -1-
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ORFEMEEIbR -2, 4 (1H, 3H) - —JAAN2, 2- — 38~ 1- il 2%
/" NH

F,HC
N)\Q\ﬁ
[1512] =

g N

(15131 'H NMR(400MHz,DMSO-d,) §=8.71(t,J=4.0Hz, 1H) ,8.03 (d,J=6.8Hz, 11) ,7.60-
7.57(m,2H) ,7.52-7.49 (m,1H) ,7.27(d,J=6.0Hz,2H) ,6.84(d,J=6.0Hz,1H) ,6.37-6.11
(m,2H) ,3.93-3.86(m,2H) ,1.80-1.77 (m,1H) ,0.95-0.91 (m,2H) ,0.58(dd,J=4.0,4.8Hz,
oH) .m/z [M+H]"342.35.

[1514]  1- 3-Gme-2-3%) -4- (FAELEID) -7- D) eIt [2, 3-d1msEng -2 (1H) -
i1 (3-SUbmE -2- ) -7- (o D mbme gt (2, 3-dImang -2, 4 (1H, 3H) - —Fdil & .

CF3

|
\NC|

=
H
_N
[1515] NI N
0
O N =
[1516] 'H NMR (400MHZ,DMSO-d6)8=9.22(d,J=3.2Hz,1H) ,8.83(d,J=6.4Hz,1H) ,8.59
(dd,J=1.2,3.6Hz,1H) ,8.20(dd,J=1.2,6.4Hz,1H) ,7.84(d,J=6.4Hz,1H) ,7.59(dd,J=
3.6,6.4Hz,1H) ,3.04(d,J=3.6Hz,3H) .m/z [M+H] '356. 36
(15171 4- (FREELED) - 1- (3-FRELNEIE -2-50) -7- (Sl D) e T (2, 3-d ] e - 2 (1H) -
R0 L - (3- FREERE - 2-35) -7- (S5l FHED) WEne I (2, 3-d 1wig -2, 4 (1H, 3H) - il 25
Z CF3

H
N N

~ X
1518 |
[1518] u

s

O N =

(15191  'H NMR (400MHz,DMSO-d,) §=8.50(d,J=4.0Hz, 11) ,8.14(d, J=6.4Hz, 1) ,7.77
(d,J=5.2Hz,1H) ,7.52(br s,1H),7.40-7.38(m,1H) ,7.28(s,1H),3.14(d,J=4.0Hz,3H) ,
2.16(s,3H) .m/z[M+H] "336.37.

[1520]  7-S3podk-4- (FIEEEED) - 1-REMbme I (2, 3-d1meng -2 (1H) -FR {7 - 5P Ak-1-
OREEMERE I (2, 3-d] Mg -2, 4 (1H, 3H) - —FRfi 5 .

N
[1521]

| =
~N
N N
T
[1522] '"H NMR (400MHz,DMSO—d6) 88.63(d,J=4.8Hz,1H) ,8.37(dd,J=8.2,2.3Hz,1H) ,

7.47(t,J=7.6Hz,2H) ,7.41-7.30 (m,1H) ,7.20(d,J=8.1Hz,1H) ,7.15(d,J=8.1,1H),
2.98(dd,J=4.5,2.3Hz,4H) ,2.81 (p,J=7.2Hz,1H) ,1.00(dd,J=7.0,2.3Hz,7H) .m/z [M+
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H]'295.1
[1523]  5-4-4- (FELGAED) -1- 2808~ 7- (=56 L) s kbR -2 (1H) - 5 FH5 - 8- 1 - 4L -
7- (CUHED) MEmembk -2, 4 (1H, 3H) - il #s .

F CFsy
H
_N. Ij
[1524] |
NTN
IO
[1525]  'H NMR (400MHz,DMSO-dy) 88.20(dd, J=12.4,5.5Hz, 11) ,7.62(t,J="7.5Hz,2H) ,
7.58-7.50(m,2H) ,7.35(d,J="7.6Hz,2H) ,6.36 (s, 1H) ,3.02(s,3H) .m/z [M+H] '338.1.
[1526]  6-1R-1- (2- S FKIL) -T-FRPIBE-4- (FIIESAIL) mEmentf -2 (1H) -6l 6 - - 1- (2-

FURFE) -7- IR SRR -2, 4 (1H, 3H) - i €5 o
Br

ZT

[1527] il | Cl

[1528] 'l NMR (400MHz,DMSO-d,) 88.67 (s, 1H) ,8.43 (s, 11) ,7.77-7.67 (m, 1) ,7.56 (dt, ]
=7.1,2.1Hz,2H) ,7.45(dt,]=6.6,2.6Hz,1H) ,5.75(s,1H) ,2.05(d, J=8.0Hz, 1H) ,0.97
(d,J=8.2Hz,2H) ,0.26 (s,2H) .m/z[M+H] 404.0.
[1529]  1- (2-GR3E) -7T-IAPN AR -4- (ORPEEHID) &AL -2-%4K-1, 2- 5 - s bk - 6 -
Ffis e o - (2-G0R D) -7- 3R 3E-2,4- —5R-1,2, 3, 4- DU Embibk- 6 - FH RS ANER
PR D 25 o

CN

[15311  'H NMR(400MHz,DMSO-d,) 88.83 (t,J=5.1Hz,1H) ,8.76 (s, 1H) ,7.74(d,J=7.3Hz,
1H) ,7.57(d,J=7.0Hz,2H) ,7.49(d,J=7.5Hz,1H) ,5.73(s,1H) ,2.18-2.10 (m, 1H) ,1.22-
1.15(m,1H) ,1.08(d,J=7.4Hz,2H) ,0.52(d,]=6.8Hz,2H) ,0.44-0.37 (m,2H) ,0.31(d,J=
3.9Hz,2H) .m/z [M+H]"391.0.

[1532]  1- (2-G2R30) -T-IAPNEE-4- (GAAYER T be-2- FEHED) 2050 -2-%MK-1,2- —4(-
AR - 6 - FR S i e B o - (2- QR -T-PRN2E-2,4- —51K-1,2, 3, 4- DU ek -6 -
PSRN AE IR T b - 2- FE il £
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CN

0
H
[1533] D\/N Cl

(15341 'H NMR (400MHz,DMSO-d,) 88.93 (s, 1H) ,8.78 (s, 1H) ,7.79-7.74 (m, 11) ,7.60(d,J
=8.4Hz,2H) ,7.52-7.46 (m,1H) ,5.74 (s, 1H) ,5.01-4.92 (m, 1H) ,4.60-4.44 (m,3H) ,3.84
(d,J=15.7THz,1H) ,3.77-3.66 (m,1H) ,3.50 (s, 1H) ,2.14(s,1H) ,1.07(s,2H) ,0.40(d,J=
7.1Hz,2H) .m/z[M+H] "407.0.
[1535]  1- (2-S@UKHD) -7-PRAZE-4- ((2- (FREEERD) 50 D) -2-%40-1,2- -
MR - 6 - FE i e o 1 - (2- R AL) -T-PRN3E-2,4- —54K- 1,2, 3, 4- DU Stk -6 - Y
A2 - (L) £ -1- il o5 o

CN

[1536] s~

N |
5 Sl
@

[15371  'H NMR (400MHz,DMSO-d,) 89.00(d,J=5.9Hz, 1H) ,8.66 (s, 1H) ,7.75(dd, J=6.6,
3.2Hz,1H) ,7.63-7.54 (m,2H) ,7.52-7.46 (m,1H) ,5.76 (s, 1H) ,3.91 (p,J=7.3Hz,2H) ,
3.59-3.49 (m,2H) ,3.09 (s,3H) ,2.20-2.09 (m, 1H) ,1.09(d,J=8.4Hz,2H) ,0.42(d,]J=
6.4Hz,2H) .m/z [M+H] 443.1.

[1538]  1- (2-S0K3D) -7-FAPN3E-4- (((IR,2S) -2- FREAPI L) S L) Wbk - 2 (1H) - Filif
Bl 1- Q-G ER) - 7- PR SEmEmRIbk -2, 4 (1H, 3H) - A (IR, 2S) -2- S8R - 1- il 5 o

N
Y’ | Cl
1 N\[rN@

0]

[15401  'H NMR (400MHz, 1 -d,) 88.02(dd,J=8.6,1.9Hz, 1) ,7.59 (tdt,]=49.6,6.1,
2.9Hz,4H) ,6.95(d,J=8.5Hz,1H) ,6.17 (s,1H) ,4.80-4.55 (m,1H) ,3.10(dt,J=9.1,
6.3Hz,1H) ,1.91-1.75(m,1H) ,1.40-1.23(m,2H) ,1.02(d,J=8.2Hz,2H) ,0.62(dp,]=4.8,
2.3Hz,2H) .m/z[M+H] "370.0.
(15411 1- (2-FAREL) -T-FAPNZE-4- (((1- 3R 3E) L) S 3L) - 5- HH A S s ik i - 2
(1H) - o 1- (2-FUOREL) -7-BAPN L -5 - S AL k-2, 4 (1H, 3H) - AT (1- 51
RIS HH il 25 o

[1539]
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[1543]  'H NMR (500MHz, DMSO-d,) 88.58 (t,1H) ,7.71-7.69 (m, 1H) ,7.55-7.53 (m, 2H) ,
7.52-7.42(m, 1) ,6.44(d,J=1.5Hz,1H) ,5.61(d,J=1.5Hz, 1) ,4.02-3.94 (n,5H) ,1.81-
1.77 (m, 1H) ,1.10-1.03 (m,21) ,0.94-0.92 (m,4H) ,0.62-0.60 (m,21) .m/z[M+H]414.39.
[1544]  4- 531~ (2- FREERNHNG -3-25) - 7- (=550 ) g bk - 2 (1H) - i b 5646y 1 -
(2- FRBLNHIE - 3-55) - 7- (3 FHED) kiR -2, 4 (1H, 3H) - A0 P Al 25 o

CF3

MeQO
T N
0] Z

[1546]1  'H NMR (500MHz,DMSO-d,) :88.66 (dd,J=1.5Hz, 1H) ,8.25 (d,J=8Hz, 1) ,7.84

(dd,J=1.5Hz,1H) ,7.66(dd,J=1.0Hz,1H) ,7.53-7.50 (m, 1H) ,6.58 (s, 1H) ,4.15(s,3H) ,

2.20(s,3H) ;LCMS.m/z [M+H] "336.40.

[1547] 1- 2-GRD) -4-PRANEIE-T- (oA Mene I (2, 3-d]meme -2 (1H) - R L -
2- AR -7- RN ntt%a#[z 3-d]msnE -2, 4 (11, 3H) - AR FEH 25

[1548] V/
: wfj

(15491 'H NMR (500MHz ,DMSO-d,) 88.58 (d,J=8.0Hz, 1H) ,7.79(d,J=8.0Hz, 1H) ,7.71-
7.68(m,1H) ,7.55-7.52 (m,3H) ,4.67-4.64 (m, 1H) ,1.02-0.94 (m,4H) .m/z [M+H]"382.33.

[1850] 1~ -5 AFE) -4- (((S,8) ~2-FIAANEE) 242E) -7~ (o FH S SE) ek -2 (1H) - i
O C-20RED) -7- (S HAEAL) bk -2, 4 (10, 3H) - AT -2 - A - 1 - el

o
P"’NH
F 2
1551
[1551] O)\N GCF3

Cl

[1552] 'H NMR (500MHz , DMSO-d) 88.59 (s, 1H) ,8.26 (d,J=9.0Hz, 1H) ,7.77-7.73 (m, 1H) ,
7.64-7.50(m,3H) ,7.26(d,J=10.0Hz,1H) ,6.10(s,1H) ,4.96-4.82(m, 1H) ,3.48-3.42 (m,
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lH),1.55-1.47(m,1H),1.24-1.19(m,1H).m/z[M+H]+414.39.
[1553]  1- (2-SKEL) -7T-TRANEL-5- (o AL -4 (FRELGAEL) Msmpibk -2 (1H) -
1- (- %K) -7T- AN -5- (T A0 mEmeibk-2, 4 (1H, 3H) - — il 25

F

PN

F"YN0 HNT
SN

[1554] ,&
0

N
Cl

[1555]1  'H NMR (500MHz,DMSO-d,) Sppm 7.74-7.72(m,1H) ,7.59-7.55 (m,3H) ,7.45-7.28
(m,1H) ,6.56 (s, 1H) ,5.87(s,1H) ,3.01(d,J=4.5Hz,3H) ,1.86-1.82(m,1H) ,0.97-0.95 (m,
2H) ,0.61-0.59 (m,2H) .m/z [M+H] '392.3.

[1856]  7-IAPNEE-5- L F-4- (FEEGAEL) - 1- (SEHIZRID) MEmenbk-2 (1H) - FH7 - RS 2L -
B- -1~ (RBFHOREL) Mamembk -2, 4 (1H, 3H) - i 25 .

H
[ss57] <N N Me

[1558] '{ NMR (500MHz , DMSO-d) 8ppm 7.45-7.35(m,3H) ,7.19(s,1H) ,7.13-7.11 (m, 1H) ,
6.67 (s,1H) ,5.83(d,J=1.5Hz,1H) ,3.13(q,J=7.5Hz,2H) ,3.00(s,3H) ,1.91 (s, 3H) ,
1.74-1.70 (m, 1H) ,1.23(t,J=7.5Hz,3H) ,0.90-0.88 (m,2H) ,0.52-0.50 (m, 2H) .m/z [M+H]"
334.37.

[1559]  1- (2-G7RIL) -7-BAPN L -4 - FH A SRk - 2 (TH) - il f L - (2- SR8 -7-30
FLREMRIRR -2, 4 (1H, 3H) - AN PR 5

(15611 'H NMR (400MHz,DMSO-d,) 87.87 (d,J=8.5Hz 1H) ,7.78-7.75(m,1H) ,7.62-7.54
(m,3H) ,6.9(dd,J=8.5,1.5Hz,1H) ,6.15(d,J=1.5Hz,1H) ,4.08 (s,3H) ,1.92-1.87 (m,
1H) ,0.99-0.96 (m,2H) ,0.66-0.64 (m,2H) .m/z [M+H]'327.16.

[1562]  7-%-4- (FREID) - 1- (3- OMFEIREL) WEmembk -2 (TH) -l FH7-3-1- (3- Ottt
JREL) WEmRIRR -2, 4 (1H, 3H) - I
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cl
MeHNﬂ
I

1563 N_ N
[ 1 \g/

Xm/z [M+H]" 312.26.
[1564]  1- (2-SUKED) -4- (HE -4- L5000 -7- G mkreFf[2, 3-d]wsEng -2 (1H) -
- Q-FU0RED) -7- G HED) g H-[2,3-d]MEnE -2, 4 (1H, 3H) - i FIEEE -4 - 1l
o

N CF3
P
e
[1565] I\ | Cl
N~z NTN
o)

[1566]1  'H NMR (400MHz,DMSO-d,) 89.14 (br s,1H) ,8.57(d,J=5.3Hz,2H) ,8.07-7.77 (m,
3H) ,7.68 (m, 1H) ,7.52 (m,3H) .m/z [M+H] "418.00.

[1567]  7-P-6-5(-1- (2- KAL) -4- (R -4 - JLE00) Emeipk -2 (1H) - FR e 7- 5 -6-
G- 1- (2GR Wbk -2, 4 (1H, 3H) - FliFT S - 4 - Jie i 45 o

Cl
Br
H
N
[1568] o/j/ | Cl
NN
o)

[15691  'H NMR (400MHz,DMSO-d,) §10.71 (s, 1H) ,9.46 (s, 1H) ,8.89 (s, 1H) ,8.66 (s, 2H) ,
7.85-7.73(m,1H) ,7.69-7.51 (m,3H) ,6.63 (s, 1H) .m/z [M+H] '452.9 (F=541) .

[1570]  7-IAPIEE-4- (GRS 20350 -1- (2- (AR FHED) Mg - 3-55) -smipk-2 (1H) -
FRE FH7 - PR -1- (2- (5030 Mg - 3- 8) mEmsmbk-2, 4 (1H, 3H) - AT EA PN 5L FH )
o

[1571] A’“

CF;

|
NTN@
0 _

[1572]  'H NMR (400MHz,DMSO-d,) 88.77 (d,J=2.1Hz, 1H) ,8.53 (s, 11) ,8.07-7.88 (m, 21) ,
7.84(d,J=6.7Hz,11) ,6.70(d,J=8.5Hz,1H) ,5.91(s,1H) ,1.73(s,1H) ,1.05(s, 1) ,0.81
(d,J=8.7Hz,2H) ,0.47 (m,21) ,0.35(d,J=7.8Hz,2) ,0.16 (s, 2H) .m/z[M+H]"399. 1.

(15731 7T-BANIL-4- (GANEEFIL) 2035) -1- (2- (COIAAIL) MEIE -3 - 55) - MEmk - 2
(LH) - FH7 - A EE -1 - (2~ (R SEAL) I - 3 - L) smempf - 2, 4 (1H, 3H) - [ FIEAPA 2L
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F Yz ) o

H
ZS\/N
[1574] | OCHF»
N
Ty
) =

[1575]1  'H NMR(400MHz,DMSO-d,) 88.64 (s, 1H) ,8.41(d,J=4.8Hz, 1H) ,8.09 (d, J=8.3Hz,
1H) ,7.99(d,J=7.9Hz,1H) ,7.74(t,J=173.3,Hz,1H) ,7.50 (m, 1H) ,6.86 (d,J=8.2Hz, 1H) ,
6.15(s,1H) ,1.88(s,1H) ,1.20(s,1H) ,0.96 (d,J=8.6Hz,2H) ,0.63 (d,J=14.2Hz,2H) ,
0.49(d,J=7.8Hz,2H) ,0.30(d,J=4.5Hz,2H) .m/z [M+H] '401.1

[1576]  1- (2-GAHD) -4- () -2-5IAN L) 2 3L) -7- (s AL sk - 2 (1H) -
il (5 1 - (2- R -7 (o opU e 2) ek - 2,4 (1H, 3H) - AR - 2- S5UEAA - 1- [ ol

OCF,
H
”Y@r
[1577] Y | Cl
N @

[1578]1  'H NMR (400MHz,DMSO-d,) §8.64 (s, 1H) ,8.23(d,J=9.1Hz, 1H) ,7.75(s, 1H) ,7.58
(s,2H) ,7.51(s,1H) ,7.24(d,J=9.0Hz,1H) ,6.10(s,1H) ,1.52(m,1H) ,1.22 (m, 1H) , BNk
IR B f-AEDMSOIE HF om/z [M+H] "414..0.
[1579]  1- (2-GRED) -4- (CAAEREHED) %30 -7- (1, 1- 5D MEmkbk -2 (1H) - [l
1- 2-SRED) -7- (1, 1- 530 Memembk -2, 4 (1H, 3H) - AR 2L HH il 65

R F

[1581]  'H NMR(400MHz, Ffi%-d,) §8.06 (d,J=8.4Hz, 1H) ,7.60-7.48 (m, 1H) ,7.40 (dt,]J=
6.2,2.3Hz,2H) ,7.26(dd,J=16.4,7.1Hz,2H) ,6.36 (s, 1H) ,3.42-3.23 (m,2H) ,1.63 (t,]=
18.4Hz,3H) ,1.12(m,1H) ,0.40(d,J=7.7Hz,2H) ,0.19(d,J=5.3Hz, 2H) .m/z [M+H]'390.1.
[1582] 4~ (((1S,2R) ~2-JIAIE) BA2E) - 1-2RFE -7~ (5 FFEL) i -2 (1H) -l 1L -
KL= T- (S PR v -2, 4 (1H, 3H) - ZFaA1 (1S, 2R) -2-JiIRAN - 1- izl 25

CFs
H
J\N
[1583] \/ N“ N;
e
o)

T
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[1584]  'H NMR (400MHz,DMSO-d,) 88.79 (s, 1H) ,8.46 (d,J=8.5Hz, 1H) ,7.69-7.49 (m,4H) ,
7.37(d,J=7.2Hz,2H) ,6.57 (s,1H) ,5.01-4.73 (m,1H) ,1.45-1.17 (m, 2H) .m/z [M+H]"
364.1.

[1585]  1- (2-G(PR3E) -7-FRPN AL -4- (IR ALAD) MEmembk -2 (1H) - il 2o 1- (2- %0
5L -T-IRPFLERRIR -2, 4 (1H, 3H) - i 2% o

MeHN
[1586] © | Cl

[1587]  'H NMR (400MHz,DMSO-d,) §8.51 (s, 1H) ,8.07-7.93 (m,1H) ,7.73 (dt,J=5.9,
2.8Hz,1H) ,7.62-7.39(m,3H) ,6.82(d,J=8.5Hz,1H) ,6.02 (s, 1H) ,2.97 (t,J=3.1Hz,3H) ,
1.81(s,1H) ,0.94 (d,]=8.4Hz,2H) ,0.60 (s, 2H) .m/z [M+H] '326.0.
[1588]  (R) -4- (2- CGRFHED) HZIA T - 1-50) -1- GEHZRED) -7- (SR eIt (2,
3-dJMEIE -2 (1H) -FilEa e R) -FA9R T F-2- SEHEERNL - (SRFRZRED) -7- (o D)
MEnE T (2, 3-dI Mg -2, 4 (1H, 3H) - il .

HO F

-
-~

\" |
[1589] C\“ 2

[1590]1  'H NMR (400MHz,DMSO-d,) 88.49(d,J=8.1Hz,1H) ,7.61(dd, ] =8.2,2.4Hz, 1H) ,
7.40-7.25(m,3H) ,7.12(d,J=7.5Hz,1H) ,5.26 (s, 1H) ,4.94-4.50 (m,3H) ,3.96 (d,J=
11.5Hz,1H) ,3.70(dd,J=11.9,3.3Hz,2H) ,2.57-2.46(s,1H) ,2.43-2.31(s,1H) ,1.92(d,J
=16.3,3H) .m/z [M+H]"391.1

[1591]  N-FAZL-2- ((2-5M-1- GEHZRSD) -7- GRS -1,2- —&negf[2,3-d]ms
Mg -4-35) S35 L Xt - 1- Ml e ik 54 2 - 2 3 -N- R 2450 - 1 - T el R L - (SR RS -
7- (S5 D) Wb E - [2, 3-d1meng -2, 4 (1H, 3H) - i #% .

09 H | N
[1592] *gTN =

i |
_NH NTN\©
(@]

[1593]1  'H NMR(400MHz,DMSO-d,) 89.23 (s, 1H) ,8.79(d,J=8.2Hz, 1H) ,7.80(d,J=8.1Hz,
1H) ,7.38-7.24(m,3H) ,7.17(s,1H) ,7.16(d,J=7.7Hz,1H) ,3.86(d,J=20.3Hz,2H) ,3.52-
3.26(m,2H) ,2.64(s,3H) ,1.93(s,3H) .m/z [M+H]'442.1

[1594]  N-FEL-3- ((2-5 - 1- GRHZRID) -7- CGHRPED -1, 2- &g if[2,3-d]ms

282



CN 119528824 A W OB P 272/391 T

IE -4-F8) Ga35) PN BE - 1 - Rk i i B8 ol 3 - G Jk -N- FR IR PR ot - 1 - R e AT 1 - (B FRREE) -
7- (53D eIt [2,3-d]msnE -2, 4 (1H, 3H) - 5

[1595] O’I‘E\/\J

[1596]  'H NMR (400MHz,DMSO-d,) 89.04 (s, 1) ,8.85(d,J=7.2Hz, 1) ,7.78 (d,J=8.2lz,
1H) ,7.35-7.27(m,3H) ,7.16(d,J=7.5Hz, 1H) ,6.98 (s, 1H) ,3.74-3.58 (m,2H) ,3.20-3.12
(m,2H) ,2.59(d,J=2.5Hz,3H) ,2.11-2.0(m,2H) ,1.93(d,J=2.5Hz, 3H) .m/z [M+H] 456.1
[1597]  N-ZRPEE-2- ((2-5A4R-1- (BBHIZEED) -7- D) -1,2- —&tmedf[2,3-d1mE
ME -4-38) 438 Lt - 1 -l B o 2 - 5038 -N-IRA N R O bE - 1 - e e AN L - (SRHHZR
B -7- G Mgt [2,3-d1msng-2,4 (1H, 3H) - ARl .

(@) H K

i |
e

[1599]  'H NMR (400MHz,DMSO-d,) 89.24 (s, 1H) ,8.78 (d,J=7.3Hz, 1) ,7.81(d,J=8. lliz,
1H) ,7.67(s,1H) ,7.40-7.25(m,3H) ,7.16(d,J=7.6Hz,1H) ,3.93-3.81 (m,2H) ,3.55-2.45
(m,2H) ,2.59-2.51 (m,1H) ,1.93(d,J=2.6Hz,3H) ,0.60 (t,J=3.3Hz,4H) .m/z[M+H] 468.1
[1600]  4- (((1S,2R) -2-FIANEE) 24 30) -1- (BFHZRIL) -7- 3D mkng (2, 3-d]ms
g -2 (1H) - s Beh (1S, 2R) -2- 53RN - 1 - JEEhERER AL - (BFFIZRIE) -7- (A D) it
eI [2,3-d1msnE-2,4 (1H, 3H) - i 7% .

[1601] VN' I
Y

[1602]  'H NMR (400MHz,DMSO-d,) 88.99 (s, 1H) ,8.91(d,J=7.1Hz,11) ,7.79(d,]=8.6lz,
1H) ,7.39-7.27 (m,3H) ,7.18(t,J=7.9Hz,1H) ,4.91(d,J=64.8Hz,1H) ,3.15-3.09 (m, 1H) ,
1.93(s,3H) ,1.42-1.22(m,2H) .m/z[M+H]"379.1

[1603]  4- (((IR,2S) -2-FEIAN L) 2430 -1- BRHIZREL) -7- A D) Eme - (2, 3-d s
Mg -2 (1H) -FE S B30k (IR, 2S) -2- 50 IA - L- R ERER SR AL - (SEHHREE) -7- (3 D) it
mEFE[2,3-dImEnE -2, 4 (1, 3H) - —FiHls.
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[1604] Y/ I
N_ _N
F hig ﬁj
0

[1605]  'H NMR (400MHz,DMSO-d,) 88.99 (s, 1H) ,8.91(d,J=7.1Hz,11) ,7.79(d,]=8.6Hz,
1H) ,7.39-7.27(m,3H) ,7.18(t,J=7.9Hz,1H) ,4.91(d,J=64.8Hz,1H) ,3.15-3.09 (m, 1H) ,
1.93(s,3H) ,1.42-1.22(m,2H) .m/z [M+H] "379.1
[1606]  N,N- HIZE-3- ((2-5H-1- (GBHERED) -7- (GO D) -1, 2- 5wk - 4- 50
S L) PIIGE - 1 - B e 1 k4 g 3 - B 3 -N, N- R N e - 1 - T AL - (BB PR RE) - 7-
SRR Wb - 2., 4 (1H, 3H) - 25

F

N H Fr
N

[1607] o~ |
N _N
T
o)

[1608]1 'H NMR(4OOMHZ,DMSO-d6) 58.87(s,1H) ,8.44(d,J=7.7Hz,1H) ,7.60(d,J=8.4Hz,
1H) ,7.53-7.36(m,3H) ,7.26(d,J=7.4Hz,1H) ,6.45(s,1H) ,3.75-3.56 (m,2H) ,3.21(t,J=
7.1Hz,2H) ,2.80(d,J=2.5Hz,6H) ,2.15-2.03 (m,2H) ,1.95(d,J=2.5Hz,3H) .m/z [M+H]"
469.1
[16091  N,N-“HIJE-2- ((2-%-1- (RFHAIE) -7- (D) -1, 2- 5MEmpit -4 - J5)
S £ 1 - B R i Bk d hy 2- G 3L -N N- TR £ 0 - - e AL - (BB PR RE) - 7-
= ) Emeni -2, 4 (1H, 3H) - ] o
F

H Fr

0
[1610]  Osg~N
|

I
~
O

[1611]  'H NMR(400MHz ,DMSO-d,) 89.05 (s, 1H) ,8.37(d,J=8.5Hz, 1H) ,7.63 (d,J=8.4Hz,
1H) ,7.50-7.40(m,3H) ,7.26(d,J=7.5Hz,1H) ,6.46(s,1H) ,4.01-3.84 (m,2H) ,3.49-3.42
(m,2H) ,2.83(s,6H) ,1.96(d,J=2.6Hz,3H) .m/z [M+H] '455.1

[1612]  (R) -3- (-5 -1- GPHZRED) -7- (o D) -1, 2- —2Wsmpmbk-4-3%) 2435) M,
& A5t - 1- FFR B T i i B4 (R) - 3- S BEME e be - 1 - FHER AU T R AL - (SBFIZREL) -7- (=
S FAED) stk -2, 4 (1H, 3H) - —FiliHl &5
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[1613] (:f T/QA\

o=( ‘é_
m/z [M+H]" 489.2

[1614] 4~ ((2- (EIMARAETERL) £F0) 2435 -1- GRHIRED) -7- (a0 FFEE) mEmmbk -2 (1H) -
Pl ok e 2 - (MR AR TR EL) £ - 1- iR - (BRFIZRELD) -7 - (=5 FH3) sk bk - 2., 4 (1H,
3H) - il

o H
[1615] ‘“‘”s Nﬁ

Y

0O

[1616] 'H NMR(4OOMHz,DMSO-d6) §9.06 (s, 1H) ,8.37(d,J=8.5Hz,1H) ,7.63(d,J=8.3Hz,
1H) ,7.52-7.38(m,3H) ,7.25(d,J=7.5Hz,1H) ,6.46 (s, 1H) ,4-3.84 (m,2H) ,3.65 (s,4H) ,
3.55-3.46 (m,2H) ,3.25-3.14 (m,4H) ,1.96 (s, 3H) .m/z [M+H] 497.1

[1617]  N-BRPGIE-2- ((2-540-1- GEHFZERD) -7- G -1, 2- A memibk-4-55) 44
5 Cki- - m T B i o 2 - S B -N-FRN BE 05t - T- B e AN L - (SRFHZREE) -7- (55
FH L) sk -2, 4 (1H, 3H) - i 55 o

F
08 K Fr
[1618] g\ |
|

70
o)
(16191 'H NMR (400MHz,DMSO-d,) §9.02 (s, 1H) ,8.35(d, J=8.7Hz, 1) ,7.65(s, 1H) ,7.63
(d,]=8.5Hz,1H) ,7.52-7.38(m,3H) ,7.25(d,J=7.5Hz,1H) ,6.46 (s, 1H) ,3.95-3.78 (m,
2H) ,3.60-3.43(m,3H) ,2.57(d,J=6.4Hz,1H) ,1.96(d,J=2.7Hz,3H) ,0.60 (t,J=3.9Hz,
4H) .m/z [M+H] "467.1
[1620]  (R) -4- (2- GEHIL) RAEA T HE-1-F) -1- (BPHZRED) - 7- (5 FH L) msmip- 2
(1H) -Fi s 24k R) - RUAPA T -2 HIEEANL - (SFHHIEED) -7- (ol ) mEmnpk-2, 4
(1H, 3H) - il %

F
: F
F
N N
T
O
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[16221  'H NMR (400MHz,DMSO-d,) 88.15-8.06 (m,1H) ,7.54-7.37 (m,4H) ,7.22(d,J=
7.3Hz,1H) ,6.44(d,J=7.1Hz,1H) ,5.29 (s, 1H) ,4.98-4.44 (m,3H) ,3.99-3.88 (m, 1H) ,3.71
(d,J=11.8Hz,1H) ,2.57-2.45(m, 1H) ,2.40-2.27 (m,1H) ,1.95(dd,J=16.3,2.6Hz,3H) .m/
z[M+H]7390.1

[1623]  4- (3- GRHIIL) &UAEA T JE-1-30) -1- (BFHHZRSL) -7- (S HH L) msmipk- 2 (1H) -
A A IR T -3 - B AL - (REHIZRED) -7- (3 FHAL) ndgmisnpk- 2,4 (1H, 3H) -
il

'\cm

T

[16251  'H NMR (400MHz,DMSO-d,) §8.10(d, J=8.5Hz, 1H) ,7.53-7.38 (m,4H) ,7.22(d,J=
7.3Hz,1H) ,6.44 (s,1H) ,5.07-4.79 (m,2H) ,4.65-4.48 (m, 1H) ,4.37-4.23 (m, 1H) ,4.13-
3.99 (m, 1H) ,3.69-3.60 (m,2H) ,2.96-2.86 (m, 1H) ,1.94 (s,3H) .m/z [M+H]"390. 1
[1626]  (R) -4~ (2- (FRAHBEFIR) AR T 4~ 1-38) - 1- (ABFREAD) -7~ (S0 ) e
k-2 (LH) - 0k (R) -2- (RS FRED) SUZ4FR T el - (BHRZRS0) -7- (SO
IRk - 2, 4 (1H, 3H) - 2% .

/

0]
\ F

.‘ F
[1627] C\N d
|

T

@]

[1628]1  'H NMR (400MHz,DMSO-d,) 88.08 (d,J=8.5Hz, 1H) ,7.56-7.38 (m,4H) ,7.23 (t,J=
7.6Hz,1H) ,6.45(d,J="7.0Hz,1H) ,5.03-4.68 (m,2H) ,4.64-4.40 (m, 1H) ,3.96-3.86 (m,
1H) ,3.71-3.62(m,2H) ,2.61-2.50 (m, 1H) ,2.45-2.30 (m, 1H) ,1.95(d,J=17.4Hz,3H) .m/z
[M-+H]"404. 1

[16291  4- ((R3) -3,4- " FILMEE L7 -1-35) -1- (APFZREL) -7- (5 L) vk - 2
(1H) -Fima B4l (3S,4S) -MERE AT -3, 4- AL - (RFHIRIL) -7- (00 FHAD) PERRp - 2., 4
(1H, 3H) - il &

HO
F
eweL
[1630] Nm

[1631] 'H NMR (400MHz ,DMSO-d,) 88.51-8.37 (m,1H) ,7.53-7.39 (m,4H) ,7.25(dd,J=
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24.0,7.5Hz,1H) ,6.47 (d,J=16.7Hz,1H) ,5.40 (s, 2H) ,4.54-3.85 (m,4H) ,3.82-3.54 (m,
2H) ,1.95(d,J=34.0,3H) .m/z [M+H]"406.1

[1632]  4- (((1R,2S) -2-JIANEL) 2450) -1- (SBHIZREL) -7- (o FH3L) mEmpnpk-2 (1H) - il
MR (1S, 2R) -2-F AN - 1 - JZEh BR ER AL - (BPFHIZEIE) -7- (S 38) msmeitk-2,4
(1H, 3H) - il % o

[1633] ™

|

N N

19¢

(@]
[16341  'H NMR(400MHz ,DMSO-d,) 88.83 (s, 1H) ,8.51(d,J=8.5Hz, 1H) ,7.61(d,J=8.4Hz,
1H) ,7.53-7.38(m,3H) ,7.28(t,J=8.9Hz,1H) ,6.47(s,1H) ,4.90(d,J=65.0Hz, 1H) ,3.15-
3.05(m,1H) ,1.96(s,3H) ,1.49-1.18(m,2H) .m/z[M+H]'378.1
[1635]  4- (((1S,2R) -2- G FAAEL) 543E) - 1- BPFIZRED) -7- (40 FP3E) mdsminbk-2 (1H) - i

el (IR, 2S) -2- F AN - 1- e R PR R A1 - (SBHHIREE) -7- (9l FH 3E) Emeiph-2,4
(1H, 3H) - i & -

F
[1636] \V’I\L T
T

[16371  'H NMR(400MHz ,DMSO-d,) 88.83 (s, 1H) ,8.51(d,J=8.5Hz, 1H) ,7.61(d,J=8.4Hz,
1H) ,7.53-7.38(m,3H) ,7.28(t,J=8.9Hz,1H) ,6.47 (s,1H) ,4.90(d,J=65.0Hz, 1H) ,3.15-
3.05(m,1H) ,1.96(s,3H) ,1.49-1.18 (m,2H) .m/z [M+H] '378.1

[1638]  3- ((2-%AK-1- GFHZRED) -7- (o) -1, 2- 5 Mmpk-4 - 38) 2050 ki-1
T 1 5 4 Ry 3 - SA SE PN e - 1 - e AN 1 - (SRFAZREL) -7- (9 FH3E) MEmEmbR-2,4 (1H,
3H) - 25 .

9 H F

[1639] O¢§\/\/N |
N\[rN
9¢

2
[16401  'H NMR (400MHz,DMSO-d,) 58.88 (bs, 1H) ,8.34 (d,J=8.4Hz, 1) ,7.56 (d,J=
8.4Hz,1H) ,7.50-7.37 (m,3H) ,7.21 (d,J=7.5Hz, 1H) ,6.66 (bs, 2H) ,6.44 (s, 1H) ,4.00-
3.50 (m,2H) ,3.11(t,J=8.0Hz,2H) ,2.09 (t,J=8.0,2H) ,1.92(s,3H) .m/z[M+H] "441.1
[1641]  N-FIZE-3- (-5 1- (GFFAZRED) -7- (9 3E) -1, 2- T 5mpifk-4-5) 5030
P - 1 - RN B 4 3 - (TR SAE) PIGE - 1 - AL - (RRFIZREE) -7- (=0 )
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AR -2, 4 (1H, 3H) - —FH 25 o

2 H

[1642] Pon N
~_NH

£ F
|
0

0

[1643]  'H NMR (400MHz,DMSO-d,) 88.88 (bs, 1H) ,8.34 (d,J=8.5Hz, 1) ,7.56 (d,J=
8.5Hz,1H) ,7.49-7.37 (m,3H) ,7.21(d,J=8.5Hz,1H) ,6.68 (s, 1H) ,6.44 (s,1H) ,4.0-3.5
(m,2H) ,3.13(t,J=7.9Hz,1H) ,2.57 (s,3H) ,2.03 (t,J=7.9Hz,1H) ,1.92(s,3H) .m/z[M+H]"
455.1
(16441 2- (-5 1- (GFFERED) -7- (S FI3E) -1, 2- T 2MEmiIii-4-5) 5400 k-1
R e i 4 2- B B L - 1 - AT L - (SBFRORIE) - 7- (=3 L) e -2, 4 (1H,
SH) - e

[1645] O“*'s

[1646] 'H NMR (400MHZ,DMSO-d6)88.95 (bs,1H) ,8.29(d,J=8.2Hz,1H) ,7.58(d,]J=
8.3Hz,1H) ,7.50-7.39 (m,3H) ,7.21(d,J=7.4Hz,2H) ,7.03 (bs, 1H) ,6.67 (bs, 1H) ,6.45(s,
1H) ,4.00-3.70 (m,2H) ,3.50-3.35(m, 2H) ,1.93 (s, 3H) .m/z [M+H] 427.05
[1647]  N-HEL-2- ((2-54%-1- (BBHIZEED) -7- oD -1, 2- T2 memenb-4- 3) 5355
CHe-1- Tl B 2 - (FF3LE30) O5E-1- e - (SPFHZREL) -7- (g L) s
MRk -2, 4 (1H, 3H) - I -

E

of N
[1648] *s'/\/N
|

T!D

[1649]  'H NMR (400MHz,DMSO-d,) 88.96 (s, 1H) ,8.29(d,J=8.1Hz,1H) ,7.58 (d, ] =8.5lz,
M) ,7.52-7.38(m,3H) ,7.21(d,J=7.5Hz,1H) ,6.67 (bs, 1H) ,6.45 (s, 1H) ,4.00-3.75 (m,
2H) ,3.48-3.34(m,2H) ,2.62(s,3H) ,1.92(s,3H) .m/z [M+H] 441 .1

[16501  (S) -4~ (2- G FEE) MOMRAR) - 1~ (RFFAZRED) -7~ (S L) b -2 (LH) -
By (S) -Mpf- 2 - FEFTREARNT - (SRFHZRER) -7 (=3 FHE) MEmenpk- 2,4 (TH, 3H) - i &5 -
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e, F

0
[1651] ()‘1 | J

10

0]

[16521  'H NMR (400MHz,DMSO-d,) 88.14 (d,J=8.5Hz, 1H) ,7.54-7.38 (m,4H) ,7.31-7.24
(m,1H) ,6.51 (s, 1H) ,4.91 (bs,1H) ,4.43-4.16 (m,2H) ,4.00-3.93 (m, 1H) ,3.79-3.59 (m,
2H) ,3.56-3.45 (m,2H) ,3.34-3.09 (m,2H) ,1.94 (s, 3H) .m/z [M+H] 420.1

[1653]  4- (3-FSEFL 2R T fe-1-30) -1- BBFIZREL) -7- (=5 FPAL) Msmembk -2 (1H) - i
W AR 3 - SRR R ER T B N1 - (SRHHZRED) -7- (S5 HH 2 mEmsnpk- 2, 4 (1H,, 3H) - i
Hill

O a
|
N N
19@

[1655]1  'H NMR (400MHz,DMSO-d,) §8.09 (d, J=8.5Hz, 1H) ,7.52-7.39 (m,3H) ,7.22(d,J=
7.4Hz,1H) ,6.45(s,1H) ,5.14-4.46 (m,3H) ,4.42-4.36 (m, 1H) ,4.28-3.98 (m, 1H) ,3.32(s,
3H) ,1.94(s,3H) .m/z[M+H]"390.1

[1656] 4~ (4-FHZE-3-SAARNRIG - 1-55) - 1- (BBHIZREE) -7~ (46 FHAD) smembk - 2 (1H) - ilim
N 1 - FRIENRAZ - 2- AL - (SBFRZRE) -7- (5 R0 s bk -2, 4 (1H, 3H) - — il %

o] F
W Py
[1657] K/N |
N_ _N
19¢

[1658]  'H NMR (400MHz,DMSO-d,) 88.17 (d,J=8.4Hz, 1H) ,7.56-7.40 (m,4H) ,7.26(d,J=
7.6Hz,1H) ,6.50 (s, 1H) ,4.49-4.35(m,2H) ,4.21-4.09 (m, 1H) ,4.08-3.99 (m,2H) ,2.93(s,
3H) ,1.95(s,3H) .m/z [M+H] "417.1

[1659]  4- (3-FRILRIA | Hi-1-F8) -1- (RPHZRIL) -7- (=560 L) mEmenp- 2 (1H) - i@
RN RN T B -3-FE AL - (SBFZRE) -7- (S5 D) mEmpipk -2, 4 (1H, 3H) - — il %

[1660] m

T

[1654]
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(16611 'H NMR (400MHz,DMSO-d,) §8.08 (d,J=8.7Hz, 1H) ,7.52-7.37 (m,4H) ,7.22(d,J=
7.3Hz,1H) ,6.45(s,1H) ,6.01 (bs,1H) ,5.15-4.85 (m, 1H) ,4.69-4.39 (m,3H) ,4.22-3.90 (m,
1H) ,1.94(s,3H) .m/z[M+H] "376.1

[1662]  1- (2-%AAR-1- REHIRED) -7- (D) -1, 2- 5 Emnpk- 4- 35) S804 | 4i-3-
PRI o SO RN T 8- 3- I - (SBFOREL) -7- (5 FH3E) MEmenpk-2,4 (1H, 3H) -
RS

F
F
[1663] N |
N_ _N
10

[1664]  'H NMR (400MHz,DMSO-d,) 88.02(d,J=8.3Hz, 1H) ,7.55-7.37 (m,4H) ,7.22(d,J=
7.4Hz,1H) ,6.47 (s,1H) ,5.31-4.45 (m,4H) ,4.09-3.98 (m, 1H) ,1.94 (s, 3H) .m/z [M+H]"
385.1

[1665] (3 ((2-%AfK-1- (GPFERIL) -7~ (S FIZL) -1, 2- M- 4-55) 5435) N3
TR I 4o 1 - (TR -7~ (= ) sk - 2, 4 (1H, 3H) - il &5 -

OH
[1666] 2N ~§f“\/\/

& F
i |
(@] N N

0

(o]
[1667]  'H NMR (400MHz,DMSO-d,) 88.79 (s, 1H) ,8.42(d,J=8.2Hz, 1H) ,7.59 (d,J=8.4lz,
1H) ,7.52-7.37 (m,3H) ,7.25(d,]J=7.5Hz,1H) ,6.61 (bs, 1H) ,6.54 (bs,2H) ,6.44 (s, 1H) ,
3.67-3.49 (m,2H) ,3.02-2.97 (m,2H) ,1.95(s,3H) ,1.89(t,]=7.3Hz,2H) .m/z [M+H] 456.1
[1668]  (2- ((2-%EAK-1- BPHIRED) -7- (Z5FED) -1, 2- 5 empnpk-4-38) 24350 45D
TR am I e 1 - (SRFRREL) -7- C%&Eﬁﬁ) EEWRIRR - 2, 4 (1H, 3H) - —FHI#%

H
N

O
Dl

[1669] H2N'II“N/\/
OH

LF
NN
|pe
O
[1670]  'H NMR (400MHz,DMSO-d,) 88.82 (bs, 1H) ,8.40 (d,J=8.4Hz,1H) ,7.60(d,]=
8.4Hz,1H) ,7.52-7.38 (m,3H) ,7.24(d,J=7.5Hz, 1) ,6.74 (bs, 1) ,6.62 (bs,2H) ,6.45 (s,
1H) ,3.76-3.60 (m,2H) ,3.27-3.13 (m,2H) ,1.95 (s, 3H) .m/z [M+H] "442.1
(16711 3- ((1- 2-5R3E) -7- PR k-2~ 3R 1, 2- 5t -4-5) S430) e - 1- il
Jcit i B 4y 3 - SABE T JoE - 1 - WATBENG AL - (2- IREE) -7 - PRV IEIEEIRE -2 , 4 (1H, 3H) - i
filg o
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[1672] O ,{1

0

[16731  'H NMR (400MHz,DMSO-d,) §8.56 (s, 1H) ,8.04(d, J=8.6Hz, 1) ,7.73(dd,J=6.0,

3.2Hz,1H) ,7.56 (dt,]=5.9,3.0Hz,2H) ,7.46 (d,]=7.7Hz,1H) ,6.83 (d,]=5.7Hz,3H) ,

6.03(s,1H) ,3.72-3.50 (m,2H) ,3.09(t,J=8.2Hz,2H) ,2.07(t,]=7.9Hz,2H) ,1.87-1.76

(m,1H) ,0.95(d,J=8.4Hz,2H) ,0.65-0.53 (m,2H) .m/z[M+H] 433.1

[16741 3- ((1- Q- -T-IRNFE-2- 5840 - 1, 2- A mie b - 4 - L) 20 35) -N-HHAL
Bt -1 - T e B 3 - S B -N- FHE PO e - 1 - T I RN L - (2- R 3E) - 7- BRPA S nds s b -

2,4<1H,3H>-__@?%U%%

[1675] O’,{, YQ/A

[1676] 11 NMR(4OOMHZ,DMSO-d6)68.54(d,J=:5.4Hz,1H),8.08-7.98(m,1H),7.73(dt,J=:
6.2,3.0Hz,1H) ,7.56 (dt,J=6.2,3.1Hz,2H) ,7.47 (dt,J=5.8,3.1Hz,1H) ,6.96 (d,J=
4.7Hz,1H) ,6.83(d,J=8.5Hz,1H) ,6.03 (s, 1H) ,3.71-3.50 (m,2H) ,3.17-3.08 (m,2H) ,2.58
(t,J=3.8Hz,3H) ,2.03(q,J=7.5Hz,2H) ,1.88-1.75(m, 1H) ,0.94(d,J=8.4Hz,2H) ,0.66-
0.52(m,2H) .m/z [M+H]"447.0.

[1677]  2- ((1- -SRI -T-IAPN L -2- 54K 1, 2- 5wk 4-30) 24050 O - 1-Tif:
JiE o B 2 - AR OB - 1 - T - (2- SR ED) -7-FRPy SEmEmk-2, 4 (1H, 3H) - i
il

[16791  'H NMR(400MHz ,DMSO-d,) 88.61 (s, 1H) ,8.01-7.91 (m,1H) ,7.73(d,J=5.9Hz, 1H) ,

7.56(dd,J=6.3,3.3Hz,2H) ,7.47 (s,1H) ,7.01 (s,2H) ,6.84 (d,J=8.2Hz,1H) ,6.04 (s,

1H) ,3.96-3.81 (m,2H) ,3.40(s,2H) ,1.90-1.76(m,1H) ,0.95(d,J=8.3Hz,2H) ,0.65-0.53

(m,2H) .m/z [M+H]"419.0.

[1680] 2- ((1- -G -T-PRA AL -2- 54K -1, 2- A mempnpk- 4- 1) 2050 -N- I
$t- 1 - TP s 4 R 2 - 2 5 -N- L O B - 1 - IR - (2- GOR3E) -7 - PR S e it -

2,4(1H,3H>—__@ﬂ%U%%o

291



CN 119528824 A W OB P 281/391 7

[1682]  'H NMR(400MHz,DMSO-d,) 88.62 (d,J=7.0Hz,1H) ,8.00-7.91(m, 1H) ,7.74 (dt,]J=
6.4,3.0Hz,1H) ,7.56 (dq,J=7.0,3.5Hz,2H) ,7.47 (dt,J=6.1,3.2Hz,1H) ,7.10(d,J=
5.0Hz,1H) ,6.85(d,J=8.4Hz, 1H) ,6.04 (s, 1H) ,3.90-3.72(m,2H) ,3.42(t,J=6.5Hz,2H) ,
2.63(t,J=3.8Hz,3H) ,1.87-1.76 (m, 1H) ,0.95(d,J=8.4Hz,2H) ,0.68-0.53 (m,2H) .m/z M
+H]7433.1

[1683]  1- (2-S2KIL) -T-IAP R -4- (4- GRHIED) WRIE - 1- 55) w2 (1H) - i 1 ) 246
OWRIE - 4- H FHRE AN - (2- GURED) - 7-TRPI Rtk -2, 4 (1H, 3H) - il 5 .

N
[1684]

N'YN
i
[1685]  'H NMR (400MHz,DMSO-d,) 87.76-7.65 (m 2H) ,7.57 (dt,]=5.9,2.5Hz,2H) ,7.47
(dt,J=5.8,2.6Hz,1H) ,6.81 (d,J=8.4Hz,1H) ,6.06 (s, 1H) ,4.63 (s,1H) ,4.39-4.28 (m,
2H) ,3.34(s,2H) ,3.15(d,J=15.0Hz,2H) ,1.87-1.78 (m,1H) ,1.82(d,J=13.0Hz,3H) ,1.75
(s, 1) ,1.36(q,J=12.7,12.3Hz,2H) ,0.96 (d,J=8.5Hz,2H) ,0.65-0.50 (m, 2H) .m/z [M+H]"
410.1
[1686]  1- (2-UOKED) -T-EANFE-4- (3-FREENRIE - 1 - J5) Wbk -2 (1H) - i i B4 ) Ik
WE -3-BE AL - (2-GIRIE) - 7-PAPY BLIEEMERR -2, 4 (TH, 3H) - il

OH
[1687] QVQ/A
N_ _N
hig

oCI
[1688]  'H NMR (400MHz,DMSO-d,) 87.80 (t,J=9.4Hz,1H) ,7.73 (dt,J=5.9,2.6Hz, 11)
7.65-7.53 (n,2H) ,7.50-7.43 (m,1H) ,6.81(d,J=8.5Hz,1H) ,6.06 (s, 1H) ,4.04 (t,J=
10.8Hz, 1H) ,3.90-3.68 (m,2H) ,3.37-3.23 (m,2H) ,2.00-1.78 (m,3H) ,1.56 (dq,J=19.3,
9.5Hz,2H) ,0.96 (d,]=8.6Hz,2H) ,0.69-0.51 (m, 2H) .m/z [M+H] 396.1
[16891  1- (2-5d2K3L) -7-TRNEE-4- (3-FRFLAIZIA | be- 1-55) WEmmbk-2 (1H) - B 25
PN R AIR T It -3- T AL - (2- G PRIE) -T-PRPY FEMEmeIbR-2, 4 (1H, 3H) - il & .
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HO

\E‘N

[1690]

T

CI
[16911  'H NMR (400MHz,DMSO-d,) §7.72(dd,J=6.9,3.1Hz,2H) ,7.56 (dt,]=5.6,2.5lz,
2H) ,7.42(d,J=2.5Hz,1H) ,6.78(d,J=8.4Hz,1H) ,6.03 (s, 1H) ,5.96 (bs,1H) ,5.09-4.72
(m,1H) ,4.74-3.88(m,3H) ,4.68-4.57 (m,1H) ,1.88-1.73 (m,1H) ,0.95(d,J=8.4Hz,2H) ,
0.64-0.46 (m,2H) .m/z [M+H] "368.1.
Uwﬂ (3- ((1- 2-FIKRED) -T-PRAEE-2-5- 1, 2- 5 MEmembk - 4 - 3) 20380 VD) Il
A1 - (2- GOREL) -7- PR S Ibk- 2,4 (1H, 3H) - 25

[1693]

(16941 'H NMR (400MHz,DMSO-d,) 88.48 (d,J=5.9Hz,1H) ,8.02(d, ] =8.8Hz, 1H) ,7.72

(dt,J=6.1,2.8Hz,1H) ,7.56 (dt,J=5.9,2.8Hz,2H) ,7.45 (dt,]=6.0,2.8Hz, 1H) ,6.82

(d,J=8.4Hz,1H) ,6.58(d,J=6.3Hz, 1H) ,6.52 (s,2H) ,6.02 (s, 1H) ,3.47-3.27 (m, 2H) ,

2.98(d,J=6.8Hz,2H) ,1.91-1.76(m,3H) ,0.94(d,J=8.4Hz,2H) ,0.65-0.52 (m,2H) .m/z[M

+H] "448 .1

Uwﬂ (3- ((1- (2-GIKEL) -T-PRAEE-2- 51 - 1, 2- 5 Ememb - 4 - 3) S038) VD) Il
W1 - (2- GOREL) -7- IR S Ibk- 2,4 (1H, 3H) - 25

‘.S?
[1696]  HN'I'N /\/
)
Cl

[1697]1 'H NMR (400MHz,DMSO-d6) 88.49(s,1H) ,8.02(d,J=8.4Hz,1H) ,7.73(dt,J=6.1,
2.8Hz,1H) ,7.56 (dt,]J=6.0,2.8Hz,2H) ,7.50-7.43 (m,1H) ,6.83(d,J=8.6Hz,2H) ,6.76
(t,]J]=6.3Hz,1H) ,6.62 (s, 2H) ,6.02 (s,1H) ,3.75-3.54 (m,2H) ,3.18(d,J=6.5Hz,2H) ,
1.84-1.75(m,1H) ,0.95(d,J=8.3Hz,2H) ,0.64-0.53 (m,2H) .m/z [M+H] 434.0

[1698]  1- (2-5(KH) -7- IR N FE-4- ((2- (gl FHED) MHemg -4 - 3L) 22 3:8) msmamk-2 (1H) -

T N 2- (o FED) WEE - 4- Ji AT - (2- URER) - 7- PRy BEMEREIRK -2, 4 (1H, 3H) - i
5o
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[1699] W/Q/A
Na

[1700]  'H NMR (400MHZ,DMSO—d6) 88.61 (t,J=4.2Hz,1H) ,8.39(d, J=8.6Hz1H) ,8.21 (s,
2H) ,7.78(dt,J=6.1,3.2Hz,1H) ,7.64-7.52(m,3H) ,6.96 (s,2H) ,6.95(d, J=112Hz, 1H) ,
6.13(s,1H),1.94-1.83(m, 1) ,1.00(d,J=8.4Hz,2H) ,0.71-0.59 (m, 2H) .m/z [M+H]"439.1
(17011 1- 2-0OREE) -7- PR 2E-4- (@-PANZEIEIE -4-2E) SA50) MR -2 (1H) -
B2 - RANED) MEE -4-JERIL - (2- SR AE) - 7-PAPY SEIEEmER -2, 4 (TH, 3H) - il o

N
(17021 ] I
Na
\ﬂ’
¢l

[1703]  'H NMR (400MHz ,DMSO-d,) 89.99 (s, 1H) ,8.45-8.29 (m,2H) ,7.95-7.71 (m,3H) ,
7.66-7.49 (m,3H) ,6.95(d,J=8.4Hz,1H) ,6.12(s,1H) ,2.10-1.99 (m, 1H) ,1.94-1.82 (m,
1H) ,1.06-0.83 (m,6H) ,0.70-0.57 (m, 2H) .m/z [M+H] 429.1
[1704]  1- 2-50KRED) -7T-FANEE-4- ((2- (o FHE D) EiE -4 - 38) S 3:8) mEmaigk -2 (1H) -
A e 2 - (o FH AR ) MEIE -4 - AN L - (2- EUREL) - 7- PR SEEEIbR -2, 4 (1H, 3H) -
RS

H
AN
[1705] N\| N' N
F\I,O O, I j
F

[17061  'H NMR (400MHz ,DMSO-d,) §10.25 (bs, 1H) ,8.37 (d,J=8.4Hz, 1H) ,8.19(d,J=
5.7Hz,1H) ,8.17(d,J=212Hz,1H) ,7.81-7.70 (m,2H) ,7.64-7.48 (m,3H) ,6.96 (d,J=
8.5Hz,1H) ,6.13(s,1H) ,1.97-1.82(m,1H) ,1.00(d,J=8.4Hz,2H) ,0.72-0.54 (m,2H) .m/z
[M+H]"455. 1

[1707]  1- Q-FR3FE) -7-FRAFE-4- ((3-FHZE-1,2,4-n — gk -5-38) 54 5E) MEmembk-2 (1H) -
FE T o 3- AL - 1,2, 4- B e - 5- eI - (2- OR3D) -7- PR SEMERIRR -2, 4 (1H, 3H) -
RS
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Jo
[1708] N hé [

|
N
I
Cl

(17091 'H NMR (400MHz,DMSO-d,) §12.14 (bs, 1H) ,8.26 (dd,J=8.3,2.6Hz, 11) ,7.82(d, ]
=7.0Hz,1H) ,7.71-7.62(m,3H) ,6.98(d,J=8.4Hz,1H) ,6.16 (s, 1H) ,2.36 (d,J=2.THz,
3H) ,1.97-1.84(m,1H) ,1.02(d,J=8.1Hz,2H) ,0.73-0.54 (m, 2H) .m/z [M+H] 394 .1.

[1710]  1- (2-GARD) -7-PRN AL -4- ((REME - 5- FEFHEL) S35 MEmibk - 2 (1H) - i o i
AP - 5 - FEFH AL - (2- EUREE) - 7-PRPY BREEmnpk -2, 4 (1H, 3H) - —F i 5

[1711] ) j\’ W/Q/A
\If

OCI

[1712]  'H NMR(400MHz,DMSO-d,) 88.97 (bs, 1H) ,8.34 (s, 1H) ,8.08 (d,J=8.5Hz, 11) ,7.74
(bs,1H) ,7.56 (bs,2H) ,7.48 (bs,1H) ,7.13 (bs, 1H) ,6.84 (d,J=8.5Hz, 1H) ,6.04 (s, 1H) ,
4.90-4.63(m,2H) ,1.89-1.77 (m,1H) ,0.95(d, J=8.3Hz,2H) ,0.67-0.54 (m,2H) .m/z [M+H]"
393.1

(17131 1= (2-SUR3E) -7-FRATEE-4- ((FRIMERE - 3-BEFFIEE) S0 WENRU -2 (1H) - il B
oy S - 3 - FEFFRARN - (2-G0OR3E) -7-BAPA BEmsmembk -2, 4 (1H, 3H) - il 2% -

[1715]  'H NMR (400MHz ,DMSO-d,) 89.08 (bs, 1H) ,8.88 (s, 1) ,8.08 (dd,J=8.5,2.6Hz,
1H) ,7.72(bs,1H) ,7.60-7.53 (m,2H) ,7.48 (bs, 1H) ,6.85(d,J=8.5Hz,1H) ,6.60 (s, 1H) ,
6.06 (s,1H) ,4.95-4.70 (m,2H) ,1.87-1.78 (m,1H) ,0.95(d,J=8.3Hz,2H) ,0.69-0.52 (m,
2H) .m/z [M+H]"393.1

[1716] 1 (2-5UKHD) -7-BRNEE -4~ ((5- HIFE S - 3 - 3) S030) bt - 2 (1H) - Fiim
RN 5 - FISL R REE - 3- AN - (2- IR -T- PR SLIEEIR -2, 4 (LH, 3H) - il 5 .

H
N
177~

|
o-N  N._N
1Y
Cl
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[1718]  'H NMR (400MHz ,DMSO-d,) §10.97 (bs, 1H) ,8.32 (bs, 1H) ,7.77 (bs, 1H) ,7.70-7.51
(m,3H) ,6.90(d,J=8.5Hz,1H) ,6.68 (bs,1H) ,6.09 (s, 1H) ,2.44(s,3H) ,1.93-1.81 (m, 1H) ,
0.98(d,J=8.4Hz,2H) ,0.73-0.55 (m, 2H) .m/z [M+H] '393.1

(17191 1- (2-FAKRED) -T-FAEE-4- (((1-FH 2L - TH- g -4 - 50) FHEL) S 35) W g - 2
(1H) - o By (1- P38 - TH- e - 4 - 38) PR L - (2- GOR3E) - T-BAPS FE k-2, 4
(1H, 3H) - il &

:N"""' H
——.N\/I\/N
[1720]
N

OCI

[17211  'H NMR (400MHz ,DMSO-d,) 88.79 (bs, 1H) ,8.06 (dd,J=8.6,2.5Hz, 1H) ,7.73 (bs,
1H) ,7.67(d,J=2.6Hz,1H) ,7.60-7.51 (m,2H) ,7.49-7.38 (m,2H) ,6.81 (d,]=8.4Hz, 1H) ,
6.02(s,1H) ,4.66-4.41 (m,2H) ,3.80 (s,3H) ,1.85-1.75 (m,1H) ,0.94 (d,J=8.0Hz, 2H) ,
0.64-0.52 (m,2H) .m/z [M+H] 4061

(17221 1- 2-5OREE) -T-PAPN2E -4 CRUEME - 3- 3L 0E) WM - 2 (1H) - 4
WAL -3 -JE ML - (2~ S R3E) -7 -PAPNEMEME -2, 4 (1H, 3H) - il &5 -

5

[1723] OJ [

[1724]  'H NMR (400MHz, DMSO-d,) 58.86 (s, 1H) ,8.32 (d,J=8.0Hz, 1H) ,7.77 (bs, 1H) ,
7.66-7.53 (m,3H) ,6.90 (bs, 1H) ,6.89 (d,]=8.6Hz, 1) ,6.08 (s, 1H) ,1.91-1.81 (t,J=
6.7Hz, 1) ,0.97 (d, J=8.4llz, 2H) ,0.69-0.56 (m, 2H) .m/z[M+H] '379.05

[1725]  1- 2-%0REE) -T-IANEE-4- ((5-FRSAENENE - 3-3k) S 55) EmEIR -2 (1H) -
BHay5 - HISEAEIEE - 3- RN T - (2-S(ARFE) - 7- PR SEMEREIR -2, 4 (1H, 3H) - il 25

N
[1726] '*Q’ |
X N
T
_0 o)

N

[17271  'H NMR (400MHz,DMSO-d,) §10.07 (bs, 1H) ,8.68 (bs, 1H) ,8.36 (d, J=8.4Hz, 1H) ,
8.13(s,1H) ,7.98(bs,1H) ,7.76 (bs,1H) ,7.65-7.51 (m,3H) ,6.94 (d,J=8.4Hz,1H) ,6.11
(s,1H) ,3.87(s,3H) ,1.93-1.81 (m,1H) ,0.99(d,J=8.4Hz,2H) ,0.70-0.57 (m, 2H) .m/z [M+
H]'419.1

[1728] 1~ (2-%0RED) ~T-PRAIE -4~ ((6- FHELILNE -3-3) SAKE) MEMERRK -2 (1H) - 1
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1506 - FHEEILEIE - 3- M1 - (2- S ARTE) -7- PR ERERLIR -2, 4 (1H, 3H) - i il 5 o

H
[1729] /| N |
NNy
e
[1730]  'H NMR(400MHz,DMSO-d,) 810.03 (s, 1H) ,8.79(s, 1H) ,8.34(d,J=8.5Hz, 11) ,8.14
(d,J=8.1Hz,1H) ,7.75(s,1H) ,7.64-7.46 (n,3H) ,7.31(d,J=8.4Hz,1H) ,6.93(d,J=
8.5Hz,1H) ,6.10(s,1H) ,2.48(s,3H) ,1.91-1.81(m,1H) ,0.98(d,J=8.3Hz,2H) ,0.71-0.56
(m, 2H) .m/7 [M+H]"403. 1.
(17311 1- (2-50RED) -7- AN EE -4~ ((6- FHAALIENE -3 - 3L) SA L) MMt - 2 (1H) - it
RN 6 - FSAUSEEIE - 3- AN - (2- IR -T- PR SLIEEEIR -2, 4 (LH, 3H) - il 5 .

¥l

N'YN

%

74

N

[1732] e
N0 SN

|

(17331 'H NMR (400MHz,DMSO-d,) §9.98 (s, 1H) ,8.47 (s, 1H) ,8.30(d, J=8.5Hz, 1) ,8.07
(d,J=8.9Hz,1H) ,7.75(dd,J=6.3,3.2Hz,1H) ,7.62-7.46 (m,3H) ,6.92(t,J=7.6Hz,2H) ,
6.10(s,1H) ,3.88(s,3H) ,1.92-1.81(m,1H) ,0.98(d,J=8.2Hz,2H) ,0.70-0.55 (m,2H) .m/z
[M+H] "419.1

[1734]  1- (2-GAHL) -7-FRA AL -4- ((bIE -4 - FE FHED) S35 MEmiibk - 2 (1H) - i o 24
DM IE -4 - FE AL - (2- ERIE) -7- PR SEMERER -2, 4 (1H, 3H) - —FHl%

S
H
NN
[1735] |

[1736]1  'H NMR(400MHz,DMSO-d,) 89.13 (s, 1H) ,8.54(s,2H) ,8.13(dd,J=8.6,2.6Hz, 1H)
7.76-7.68 (m,1H) ,7.55(d,J=3.2Hz,2H) ,7.52-7.43 (m, 1H) ,7.36 (s,2H) ,6.87(d,J=
8.3Hz,1H) ,6.06 (s, 1H) ,4.91-4.65 (m,2H) ,1.88-1.78 (m,1H) ,0.96 (d,J=8.3Hz,2H) ,
0.69-0.52 (m, 2H) .m/z[M+H]7403.1

(17371 1- (2-GAHD) -7T-TRN AL -4- (e - 3- JE FHEE) 22 MEmsmbk - 2 (1H) - i o 4
DMEIE - 3- FE FRANL - (2- (ORI -7- PR SEMERER -2, 4 (1H, 3H) - 4
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A
| H
N. = N
[1738] |

(17391 'H NMR (400MHz,DMSO-d,) 89.08 (s, 1H) ,8.63 (s, 1H) ,8.49 (s, 1H) ,8.09 (dd,J=
8.5,2.5Hz,1H) ,7.80(d,J=8.0Hz, 1) ,7.73(d,J=3.2Hz,1H) ,7.61-7.51 (m,2H) ,7.48(d,
J=3.2Hz,1H) ,7.42-7.36(m, 1H) ,6.85(d,J=8.4Hz,1H) ,6.04 (s, 1H) ,4.89-4.65 (m,2H) ,
1.87-1.76(m,1H) ,0.95(d,J=8.3Hz,2H) ,0.66-0.54 (m,2H) .m/z[M+H] '403. 1

(1740 1- (2-G0OKREE) -7-PANEE -4~ (OHIE - 2- TR SO 58) WMk - 2 (1H) - i i 5 45
DPEIE - 2- FE IR - (2- S R3E) - 7- PRV FEEIE -2, 4 (1H, 3H) - i & -

X
»

N
[1741] N

L0

[17421  'H NMR (400MHz,DMSO-d,) 89.12 (s, 1H) ,8.54(d, J=3.6Hz, 1) ,8.15(dd, J=8.6,
2.6Hz,1H) ,7.84-7.68 (m,2H) ,7.58-7.52(m,2H) ,7.46 (s, 1H) ,7.38(d,J=8.0Hz, 1H) ,7.30
(s,1H) ,6.86(d,J=8.5Hz,1H) ,6.05(s,1H) ,4.95-4.72 (m,2H) ,1.89-1.77 (m,1H) ,0.96(d,
J=8.3Hz,2H) ,0.66-0.54 (m,2H) .m/z [M+H] "403.1.

[1743]  1- (2-0KHD) -7T-PRNIE-4- (Mg - 5- FLSUE) WEMARIpR - 2 (1H) - e i e i -
B- AL - (2-FARKRIE) - T-PRPYRREmEpk-2, 4 (1H, 3H) - —Ffi 5

N
[1744] N(\/"’ |
N N._N
Y X
cl

[1745]  'H NMR (400MHz,DMSO-d,) 89.12 (s, 2H) ,8.94 (s, 1) ,8.29 (d,J=8.5Hz, 11) ,7.81-
7.69 (m,1H) ,7.62-7.55 (n,2H) ,7.56-7.48 (m,1H) ,6.94 (d, J=8.4Hz, 1H) ,6.76 (s, 2H) ,
6.09(s,1H),1.91-1.82 (m,1H) ,0.99(d,J=8.3Hz,2H) ,0.69-0.58 (m,2H) .m/z [M+H]"
390.05

[1746]  1- (2-GZRID) -7- SN2k -4- (FILEIL) mbme I (2, 3-d]meng -2 (1H) - Filii o 4
H1- Q-G -7- AR RE T (2, 3-d] g -2, 4 (1H, 3H) - —fiif 5 .
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[1748]  'H NMR (400MHz,DMSO-d,) 88.72 (s, 1H) ,8.40 (dd,J=8.1,2.2Mz, 1H) ,7.65-7.55
(m,1H) ,7.50-7.40 (m,2H) ,7.41-7.33 (m,1H) ,7.17 (dd,J=8.1,2.3Hz,1H) ,2.99 (s, 3H) ,
2.86-2.77 (m,1H) ,1.02-0.99 (m,6H) .m/z [M+H] 329.1
[17491  1- (2-52K3E) -7- (o HED) -4~ (FHELSIL) MEmpapk- 2 (1H) - Fiam i el 1- (2-
FREE) -7- (AU FHEE) mEmRmbk -2, 4 (1H, 3H) - i #% o

N
[17501 -~

F

F
|
L0
OCI
[17511 'H NMR (400MHz ,DMSO-d,) 88.81 (s, 1H) ,8.26 (d,J=8.3Hz, 1H) ,7.79-7.71 (m, 11)
7.61-7.54(m,2H) ,7.54-7.48 (m,1H) ,7.41(d,J=8.3Hz,1H) ,7.00 (td,]=55.3,2.2Hz,
1H) ,6.46 (s, 1H) ,3.01(s,3H) .m/z[M+H] "336.0

[1752]  1- (2-S0KEL) -7- BN EL-4- (FELGED) Mempibk -2 (1H) - o ol 1- (2- 50K
L) -7- Sy FEMEMER -2, 4 (1H, 3H) - £

=L

[17531 7Y

[17541  'H NMR (400MHz ,DMSO-d,) 88.56 (s, 1H) ,8.03(d,J=7.0Hz, 1H) ,7.78-7.66 (m, 1H)
7.60-7.51 (m,2H) ,7.48-7.41 (m,1H) ,7.15(d,J=8.3Hz,1H) ,6.09 (s, 1H) ,2.98 (s,3H) ,
2.76(p,J=6.6Hz,1H) ,1.05(d,J=6.7Hz,6H) .m/z [M+H] '328.1

[1755]  1- (2-GR3E) -T-IAPN R -4 - (EIE - 3- JES(AL) MEmnbk- 2 (1H) - i1 40 h 3 -
SENEIE L - (2- G IRIE) - T-DRPN FEMEMIRR-2, 4 (1H, 3H) - & .

N
[1756] (£ |

|
\N NTN

%%

el

I
[1757]  'H NMR (400MHz ,DMSO-d,) 810.08 (s, 1H) ,8.96 (s, 1H) ,8.43-8.19 (m, 3H) ,7.80-
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7.71(m,1H) ,7.64-7.40 (m,4H) ,6.94(d,J=8.4Hz,1H) ,6.11 (s,1H) ,1.91-1.81 (m, 1H) ,
0.99(d,J=8.3Hz,2H) ,0.69-0.58 (m, 2H) .m/z [M+H] "389.05

[1758]  1- (2-GR3E) -T-IAPN R -4- (EIE - 4- JE L) mEminbk- 2 (1H) - il iE L 4ok 4-
FEMERE RN - (2- GOREL) -7- PR SEMEmembk -2, 4 (1H, 3H) - 25 .

s

[1760]1  'H NMR(400MHz,DMSO-d,) 810.09 (s, 1H) ,8.53(s,2H) ,8.39(d,J=8.5Hz, 1H) ,8.03
(bs,2H) ,7.83-7.73 (m,1H) ,7.64-7.49 (m,3H) ,6.96 (d,J=8.4Hz,1H) ,6.13 (s, 1H) ,1.92-
1.83(m,1H) ,1.00(d,J=8.3Hz,2H) ,0.69-0.60 (m, 2H) .m/z [M+H] "389.05.

(17611 4- ((1- 2-GRED) -T-PRAEE-2-5- 1, 2- 5 MMk - 4 - 1) S038) mbme HH i
A - S e PRSI - (2- GOREL) -7 -PRPY FEMEmembk-2, 4 (1H, 3H) - il & .

(17631 'H NMR (400MHz,DMSO-d,) 88.64 (d,J=5.7Hz, 1) ,8.44(s,1H) ,8.31(d, J=8.5z,
1H) ,8.07 (s, 1H) ,7.81-7.74 (m,1H) ,7.66-7.50 (m,3H) ,6.95 (d,J=8.5Hz, 1H) ,6.12 (s,
1) ,1.92-1.83(m, 11) ,0.99(d, J=8.4Hz,2H) ,0.69-0.58 (m, 2) .m/z [M+H] 4141

[1764] 1 (2-G0KREE) -7-PANEE -4~ ((2- FAIEIE -4 - 3) SO 2L) Rt - 2 (1H) - it
g2 - TSR EMENE - 4- ORI - (2- GRAE) - 7-PAPY LM -2, 4 (1H, 3H) - il .

N
[1765] Q’ |
N N._N
SNSe
= Cl

[17661  'H NMR (400MHz,DMSO-d,) §10.00 (s, 1H) ,8.36 (bs, 1H) ,8.16-8.01 (m, 1H) ,7.84-
7.73(m,1H) ,7.67-7.49 (m,5H) ,6.95(d,J=8.3Hz,1H) ,6.12(s,1H) ,3.86,4H) ,1.93-1.82
(m,1H) ,0.99(d,J=8.5Hz,2H) ,0.70-0.52 (m, 2H) .m/z [M+H] '419.1.

(17671 1- (2-GRIE) -T-FAPN AL -4- ((2- M mpRA Rt IE - 4 - 3) S 35) Wik - 2 (1H) - i ik
B 2 - NG IRRARILEIE - 4- F N1 - (2- URIE) -7- PR SRR -2, 4 (1H, 3H) - il
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[17691  'H NMR(400MHz,DMSO-d,) 89.86 (s, 1H) ,8.36 (d,J=8.5Hz, 1) ,8.10(d, J=5.6lz,
1H) ,7.82-7.69 (m,1H) ,7.62-7.41 (m,5H) ,6.94 (d,J=8.5Hz,1H) ,6.12(s,1H) ,3.73 (s,
5H) ,1.93-1.80 (m, 1H) ,0.99 (d,J=8.4Hz,2H) ,0.68-0.56 (m,2H) .m/z [M+H] 474.1

[1770]  1- -SRI -T-PRA AL -4- ((2- R IE -4 - F5) S 35) mEmpipk- 2 (1H) - i i 254
2~ SR - 4- N1 - (2- ORI - 7- PR SEMERER -2, 4 (1H, 3H) - I

(17721 'HNMR (400MHz ,DMSO-d,) 810.32 (bs, 1H) ,8.35(d,J=8.5Hz, 1) ,8.17(d,J=
5.1Hz,1H) ,7.83-7.73 (m,2H) ,7.82 (bs,1H) ,7.66-7.49 (m,3H) ,6.96 (d,J=8.5Hz,1H) ,
6.13(s,1H) ,1.92-1.82(m,1H) ,1.00(d,J=8.3Hz,2H) ,0.70-0.58 (m,2H) .m/z [M+H] 407.0
[1773]  1- (2-GARHD) -4- ((2-GbhE -4-35) 230 - 7-PRPNZE MR b - 2 (1H) - i o i
2~ GAMEIE - 4- A1 - (2- ORI -7-PRPIRREmnpk-2, 4 (1H, 3H) - —Ff 5

[1775]  'H NMR (400MHz,DMSO-d,) 810.21 (bs, 1H) ,8.33 (d,J=6.1Hz,2H) ,8.16 (bs, 11) ,
7.91 (bs,1H) ,7.81-7.70 (m,1H) ,7.66-7.41 (m,3H) ,6.95(d,J=8.5Hz,1H) ,6.12 (s, 1H) ,
1.93-1.80(m, 1H) ,0.99(d, J=8.3Hz,2H) ,0.72-0.54 (m,2H) .m/z[M+H] '423.0

[1776]  1- (2-G2K3L) -5- AL -4- (LSS -7- (SO FHL) bk - 2 (1H) - i &
a1 2-FREL) -5- IS AL -7- (o 3 EmRIbk -2, 4 (1H, 3H) - i #5 o

[1777] ﬁ

N
Y

cl m/z [M+H]" 384.1
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[1778]  1- 2-GAIE) -4- (GAAEEFEL) 200L) -7- (5 L) PEmR IR -2 (TH) - i o 56
RN EE AN - (2- GURED) -7- (S5 FHED) ieEmienti- 2, 4 (TH, 3H) - il o
F

F
H F
[1779] A’Nﬁ

|
R8s

[1780]  'H NMR(400MHz,DMSO-d,) 89.01 (s, 1H) ,8.49(d,J=8.5Hz, 1H) ,7.81-7.70 (m, 1H) ,
7.67-7.54 (m,4H) ,6.44 (s, 1H) ,3.50-3.25 (m, 1H) ,1.28-1.15 (m,1H) ,0.52(d,J=7.8Hz,
2H) ,0.38-0.29 (m, 2H) .m/z [M+H] "394 .1

(17811 (R) -1- (2-FAKED) -7- A -4- (0,1, 1- =5 -2- ) 24 55) MEmpk-2
(1H) -Fm e s R) -1,1, 1- = 55N - 2- AL - (2-OREL) -7- (i FHAL) mEmipk-2, 4
(1H, 3H) - 25

F
H F
[1782] F’li:\{N |

= NN

0CI

(17831  'H NMR (400MHz,DMSO-d,) §9.03-8.92 (m, 1H) ,8.66 (t,J=7.3Hz, 1H) ,7.83-7.74
(m,1H) ,7.70(d,J=8.5Hz,1H) ,7.67-7.53 (m,3H) ,6.49 (s,1H) ,5.43 (h,J=7.6Hz, 1H) ,
1.53-1.47 (m,3H) ,1.34-1.15(m, 1H) .m/z [M+H] 436.0
[1784] (5D -3- ((1- -FRED) -2-54K-7- R -1, 2- A memnbi-4- 25) 2050
IR T Jot-1- H S i e S S - 3- A AR BA | e - 1- FHTE AL - (2- S0REE) -7- (g HHAD) e
WAk -2, 4 (1H, 3H) - I

£

H Fr

[1785] 4/QN |
N_ _N
NZ hig

@]
Cl

[1786]1  'H NMR (400MHz,DMSO-d,) §9.06 (d,J=6.3Hz, 1H) ,8.50 (d,J=8.5Hz, 1H) ,7.81-
7.74 (m,1H) ,7.70-7.53 (m,4H) ,6.44 (s,1H) ,4.93 (p,J=7.6Hz,1H) ,3.40-3.25 (m, 1H) ,
2.76-2.58 (m,4H) .m/z [M+H] 419.05

[1787]  4- CpNEa D) - 1-R0E-7- (U HH2E) WEmembk- 2 (1H) - i A S P 2 i 1 -
IREL-T- (5 D) nasmeip-2, 4 (1H, 3H) - —F i 25
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F
[1788] W/N| T
T 1)

(17891  'H NMR (400MHz,DMSO-d,) 88.49(d,J=5.8Hz, 1H) ,8.43 (d,J=7.8Hz, 1H) ,7.68-
7.49 (m,4H) ,7.35(d,J=7.6Hz,2H) ,6.54 (s,1H) ,4.55-4.45 (m,1H) ,1.29(d,J=6.2Hz,
6H) .m/z [M+H] '348.1

[1790]  1- Q-G HD) -4- (RINALAARD) -7- CHRTEL) mEmenbk -2 (1H) - i o &l 74
FLERIL - (2-GREL) -7- (o L) mEmpipk-2, 4 (1H, 3H) - I

F
[1791] \rN| T
T

cl
[17921  'H NMR (400MHz,DMSO-d,) 88.54 (d,J=8.2Hz,2H) ,7.81-7.73 (m,1H) ,7.66-7.53
(m,4H) ,6.43 (s, 1H) ,4.52(h,J=7.0Hz, 1H) ,1.35-1.25(m,6H) .m/z [M+H] '382.0
[1793]  1- 2-GAIL) -4- RN EELUED) -7- (S5 HTER) etk -2 (1H) -Fi it B RN
FEIEAN - (2-GRED) - 7- (S5 TR WEmembk -2, 4 (1H, 3H) - il o
F

H F P

N

1794
[1794] :;r’ A\H,N

OCI
[1795]1  'H NMR(400MHz,DMSO-d,) 88.78 (s, 1H) ,8.44(d,J=8.5Hz, 1H) ,7.81-7.74 (m, 1H) ,
7.65-7.51 (m,3H) ,6.68 (bs,1H) ,6.43 (s,1H) ,3.18-3.08 (m,1H) ,0.85(d,J=7.4Hz,2H) ,
0.80-0.70 (m,2H) .m/z [M+H] "380.0.
[1796]  1- (2-GKE) -4- Gl -4-FE5050) -7- (5 AL WEmR bR - 2 (1H) - 28 b 254
TSR - 4 - AL - (2 UOREL) -7~ (g HHAL) -Eempimk-2,4 (1H, 3H) - i % -

F
F
H
§ r
[1797] O/T |
A o

i m/= [M+H]* 406.75.
[1798]  1- (2-5R3D) -4- ((1,3- 5N -2-3) 230 -7- o FHEL) mEmenpk -2 (1H) - i@
TR, 3- T - 2- RN - (2-SURRD) -7 (=5 AL k-2, 4 (1H, 3H) - — i &5 .

303



CN 119528824 A W OB P 293/391 7

F
F H FF
[1799] KE |
FNTN

(18001  'H NMR (400MHz,DMSO-d,) 88.94 (d,J=7.5Hz, 1H) ,8.62(d,J=8.5Hz, 1H) ,7.81-

7.76 (m,1H) ,7.69(d,J=8.7Hz,1H) ,7.65-7.56 (m,3H) ,6.47 (s, 1H) ,5.06-4.89 (m, 1H) ,

4.89-4.62 (m,4H) .m/z [M+H]"418.1

U801] 1- 2-5R3E) -4- (((AR, 25) -2- HIAAED) 2450 -7- IR FHEL) Mamenbi- 2 (1H) - i
W B (1R, 2S) -2- S0 ERA - 1-JEZHCT AL - (2- SR 3E) -7- (=9 FEL) stk 2, 4 (1H,

3H) - i eS .

[1802] Y’ ﬁ

CI
[1803]  'H NMR(400MHz,DMSO-d,) 88.91 (s, 1H) ,8.53(d,J=8.5Hz, 1H) ,7.84-7.75(m, 1H) ,
7.69-7.53(m,4H) ,6.46 (s, 1H) ,4.90(d,J=65.0Hz,1H) ,3.15-3.05 (m, 1H) ,1.48-1.17 (m,
2H) .m/z [M+H] "398.05.
[1804]  1- (2-AFL) -4- (((IS,2R) -2-FIAAEL) 2 3L) -7~ (50 FIEL) PEEPRIRE- 2 (1H) -
i o (1S, 2R) -2- SR - L-JHCLRNL - (2- SRR -7~ (3 FHAEE) Mk -2, 4 (1H,
3H) - e

F
H\{@:\F
[1805] v N| [
- T
0

[1806]  'H NMR (400MHz,DMSO-d,) 88.91 (s, 1H) ,8.53(d,J=8.5Hz, 1) ,7.84-7.75(m, 1H)
7.69-7.53(m,4H) ,6.46 (s,1H) ,4.90(d,J=65.0Hz,1H) ,3.15-3.05 (m,1H) ,1.48-1.17 (m,
2H) .m/z [M+H]"398.1.

[1807]  4- ((PRPNFEFIEL) a38) - 1-2KFL-7- (S5 FHEL) Msmenpk-2 (1H) - il i 2 i 3R
LR - 2R3 -7~ (S5 FHED) msmembk- 2,4 (1H, 3H) - il .
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F
H F
[1808] A\/N|
N_ _N
10
O

[18091  'H NMR(400MHz,DMSO-d,) 88.91 (s, 1H) ,8.44(d,J=8.9Hz, 1H) ,7.66-7.49 (m,3H) ,
7.35(d,J=7.6Hz,2H) ,6.90 (bs,1H) ,6.55 (s, 1H) ,3.38-3.26 (m,2H) ,1.31-1.16 (m, 1H) ,
0.51(d,J=7.7Hz,2H) ,0.36-0.26 (m, 2H) .m/z [M+H] "360.1

[1810]  7-Sppudd-4- (FELEAEL) - 1- IR bk -2 (1H) - o o 7- iy - 1- K
IRk - 24 (1H, 3H) - i

F

N
(18111 ~

|
NYN\O
O
[1812]1  'H NMR(400MHz,DMSO-d,) 88.46 (s, 1H) ,8.00(d,J=8.3Hz, 1H) ,7.58 (t,]J=7.0Hz,
2H) ,7.51(d,J=6.6Hz,1H) ,7.26 (d,J=7.6Hz,2H) ,7.11 (d,J=8.4Hz,1H) ,6.20 (s, 1H) ,
2.97(s,3H) ,2.73(p,J=7.1Hz,1H) ,1.04(d,J=6.6Hz,6H) .m/z [M+H] 294 .2.
[1813]  4- ((2,2- "JIAPIEE) G000 - 1- 2R3 -7- (g FHAD) ek - 2 (1H) - i 1 248y
2,2- PR - 1- AL - DR 3L - 7- (S0 FHARD) nEmsipk- 2, 4 (1H, 3H) - IS
F

F
H F
N

[1814] y“ |
F N N
- Y0
0]
[1815]1 'H NMR (400MHz ,DMSO-d,) 88.41 (s, 1H) ,7.65-7.59 (m, 3H) ,7.56 (t,J=7.7Hz,2H) ,
7.35(t,J="7.6Hz,2H) ,6.57(d,J=8.9Hz,1H) ,6.18-5.87 (m,1H) ,3.78-3.65(m, 1H) ,2.15-
2.06(m,1H) ,1.94-1.82(m,1H) .m/z[M+H]'382.05.
[1816]  4- ((1,3- 3N -2-38) 2 EL) -1-2REL-7- (ol L) EEmpnpk -2 (1H) - i 25 e
HL,3- 5N - 2- A1 - 2R EE -7 - (S5 FRED) msmenpk-2, 4 (1H, 3H) - il 2% .

T
[1817] K[NI
FN\“,N
o)
[1818] 'H NMR(4OOMHz,DMSO—d6)68.83(d,J=7.4Hz,1H),8.56(d,J=8.4Hz,1H),7.62(t,
J=6.8Hz,3H) ,7.56(d,J=7.5Hz,1H) ,7.37(d,J=7.6Hz,2H) ,6.58(s,1H) ,5.03-4.87 (m,

F
F
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1H) ,4.86-4.75(m,2H) ,4.76-4.62 (m,2H) .m/z [M+H]"384.1.
[1819]  (R) -4- ((1-PRAANFELEL) 24F0) -1-KFE-7- (o FHEL) Msmpibk -2 (1H) - i o B4t
HR) -1-FRREES - 1- R - 28558 -7 - (S50 FP D) mswkibk -2, 4 (11, 3H) - i 5 .

F

F
H F
[1820] A:/N |

NTN\O

0]

(18211 'H NMR (400MHz,DMSO-d,) 88.43 (d,J=8.0Hz, 1H) ,8.32(d,J=8.4Hz, 1H) ,7.45-
7.28(m,4H) ,7.16(s,2H) ,6.35(s,1H) ,3.67(q,J=7.6Hz,1H) ,2.34-2.27 9m,1H) ,1.13(d,
J=6.4Hz,3H) ,0.99-0.87 (m,2H) ,0.40-0.22 (m,2H) .m/z [M+H] "374.1.

[1822]  4- (((1-FRPAPNID) D) 2d0) - 1-2R3E-7- (o FHAL) EEmmbk - 2 (1H) - i B4
g (L-FPAPN ) FPREANL - 2R3 - 7- (5 L) MsmembR -2, 4 (1H, 3H) - il & .

E

H F o
[1823] %\/Nﬁ

NTN\O

O
[1824]1  'H NMR (400MHz,DMSO-d,) 89.06 (d,J=6.2Hz, 1H) ,8.53 (d,]J=8.5Hz, 1H) ,7.66-
7.49 (m,4H) ,7.36(d,J="7.6Hz,2H) ,6.57 (s,1H) ,4.02(dd,J=21.5,5.4Hz,2H) ,1.07(d,]
=19.0Hz,2H) ,0.95(d,J=8.0Hz,2H) .m/z [M+H] '378.1.
[1825]  4- ((((3X) -2- CGRFHED) PR EL) FHED) Sl BD) -1- 83 -7- (=00 FH D) nagmae i - 2
(1H) -t el (5 -2- G FHED) PR AL MRS AN - 2R -7- (S HHARD) mEmpiph-2 4
(1H, 3H) - il % o

F

\/A N -
[1826] MO N |

N_ _N
T30

o
(18271 'H NMR (400MHz,DMSO-d,) 88.85 (s, 1H) ,8.43 (d,]=8.4Hz, 1H) ,7.66-7.48 (m, 4H) ,
7.35(d,J=7.6Hz,2H) ,6.55 (s, 1H) ,4.53 (s,1H) ,3.55-3.41 (m,2H) ,3.36-3.19 (m,2H) ,
1.16-1.06(m,1H) ,1.02-0.92 (m,1H) ,0.52-0.35 (m, 2H) .m/Z[M+H]+390.1
[1828]  1- (BKMEFF[1,2-allfkhE-5-35) -4- (FIEZAED) - 7- o HH3E) Memembk-2 (1H) - Fiim
RN (1- (SRR F[1, 2-a] MEiE -5-3) -7- (S5 FEL) msmknpk-2, 4 (1H, 3H) - il 45 o
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F

H E T

NTN/
o N
W

[1830]1  'H NMR(400MHz,DMSO-d,) 89.12 (s,1H) ,8.41(d,J=8.4Hz,1H) ,7.80(d,J=9.1Hz,
1H) ,7.71-7.65 (m,2H) ,7.60 (s,1H) ,7.46 (t,J=8.1Hz,1H) ,7.18(d,J=7.1Hz,1H) ,6.50
(s,1H) ,3.09-3.02 (m,3H) .m/z [M+H] '360.1.

(18311  1- (2-GRIL) -7T-FAPN AL -4- (R EUED) mbme I (2, 3-d ] msing - 2 (1H) - fifl i i B
H1- Q- GIRED) -T- NN FEMEIE I [2,3-d1msnE -2, 4 (1H, 3H) - R 2%

[1829]

-
H I
N

_N | N
0
OCI

[1833] { NMR(4OOMHz,DMSO—d6) 88.68(s,1H) ,8.32(d,J=8.2Hz,1H) ,7.60(d,J=5.4Hz,
1H) ,7.48-7.40(m,2H) ,7.34(d,J=5.7Hz,1H) ,7.19(d,J=8.1Hz,1H) ,2.99(d,J=4.3Hz,
3H) ,2.05-1.96(m,1H) ,0.87-0.79 (m,2H) ,0.54-0.47 (m, 2H) .m/z [M+H] "327.1

[1834]  7-IAPNSE-1- (BRPETF[1,2-al MERE -5-25) -4- (FIIEAUED) Ene Jf (2, 3-d ] msig - 2
(1H) - FAE a2 7- PR 5L - 1- (BRI (1, 2-a] MHEmE -5-35) e - [2, 3-d] msng -2, 4 (1H,
3H) - i eS o

[1832]

=
H |
N AN

[1835] N"[fN _

O N |

W

[1836]  'H NMR(400MHz,DMSO-d,) 88.65 (d,J=4.9Hz,1H) ,8.59(d,J=7.4Hz,1H) ,8.31(d,
J=8.4Hz,1H) ,8.01 (s, 1H) ,7.62(s,1H) ,7.43(s,1H) ,7.18(d,J=8.4Hz, 1H) ,6.76(d,J=
7.3Hz,1H) ,2.99(s,3H) ,2.06-1.97 (m,1H) ,0.89-0.82 (m,2H) ,0.64-0.56 (m,2H) .m/z [M+H]"
333.1
[1837]  7-HSEIL-4- (FAIEEASL) - 1-2RFLnEme 3 (2, 3-d]waing - 2 (1H) - Bl B4 ol 7-
AL -1 -SRI E T (2, 3-dImEnE -2, 4 (1H, 3H) - i %
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ANON
H |

[1838] N| N

RS

o
[1839]  'H NVR (400MHz,DMSO-d,) 38.46 (d,]J=4.9Hz,1H) ,8.35(d,J=7.6Hz, 1) ,7.48(t,
J=17.THz,2H) ,7.39(t,J=7.5Hz, 1H) ,7.24(d,J=7.6Hz,2H) ,6.64(d, J=8.6Hz,1H) ,3.48
(s,3H) ,2.97(d,J=2.7Hz,3H) .m/z [M+H] "283.1
(18401  1- (3-%alMtMe -2-3) ~4- (FELAUAL) -7- (S5 FHAE) Mgk -2 (1H) - i 1 ey
1= (3~ SalMERE -2- ) -7~ (g ) it -2, 4 (1H, 3H) - il o5 -

N
[1841] -~

|
N N N
IS¢
Cl
[1842]1  'H NMR(400MHz,DMSO-d,) 89.04 (s, 1H) ,8.68(d,J=4.5Hz, 1H) ,8.40(d, J=8.4Hz,
1H) ,8.30(d,J=8.0Hz,1H) ,7.72-7.62 (m,2H) ,6.47 (s,1H) ,3.03(d,J=4.3Hz,3H) .m/z M+
H]"355.0
[1843] 4~ (FIELGAEL) -7- (D) -1- (2- (CH L) M -3 - 55) msmenbk -2 (1H) - fiiim
W EHNT- AR -1- (2- D) Mg -3-358) HEmRIb-2,4 (1H, 3H) - il 2%

F

TF
_
S

[1844] N|

F F
[1845]1  'H NMR(400MHz,DMSO-d,) 89.04 (s, 1H) ,8.93(d,J=4.7Hz, 1) ,8.37(d,J=8.31Hz,
1H) ,8.18(d,J=8.1Hz,1H) ,8.01 (t,J=6.3Hz,1H) ,7.64 (d,J=8.3Hz,1H) ,6.52 (s, 1H) ,
3.02(s,3H) .m/z [M+H] "389.1
[1846]  4- (HELZALL) -1- (WNg -5-38) -7- (o0 L) MEEmRibk -2 (1H) - i e 1 - (ws
Mg -5-3) -7- (U L) ndsmnpk-2, 4 (1H, 3H) - —FR 25 .
F

F
F

I
N N =
e,

[1848] 'H NMR (400MHz ,DMSO-d) 89.34 (s, 1H) ,9.01 (s, 1H) ,8.94 (s,2H) ,8.36 (d,J=

N
[1847] -
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8.4Hz,1H) ,7.64(d,J=8.4Hz,1H) ,6.80 (s, 1H) ,3.03 (s, 3H) .m/z [M+H]'322.1.
(18491 (S) ~1-IRF-7- (o HIED) -4+ (1,1, 1-=3N -2~ 55) 2 5) WM - 2 (1H) - i
S () -1, 1, 1- =55 -2~ I AN - 2R - 7- (S H3E) Mk -2, 4 (1H, 3H) - &

F
F o >F
[1850] F’i\rN|
N_ _N
T3
0

[18511 'H NMR (4OOMHZ,DMSO-d6) 58.88(d,J=8.2Hz,1H) ,8.59(d,J=8.1Hz,1H) ,7.68-
7.52(m,4H) ,7.44-7.33(m,2H) ,6.59 (s, 1H) ,5.42(s,1H) ,1.48(d,J=7.1Hz,3H) .m/z [M+H]"
402.1.
[1852]  4- (CSZdh T - 2- BEFIEE) 2 ) - 1-OR3k-7- (S0 AR D) msme b - 2 (1H) - i
BN SH IR T - 2- ERH AN -2 -7- (L FRRD) et - 2, 4 (TH, 3H) - il &5 o

F

0 F
H F
[1853] D‘“ﬂ-f“{d
N_ _N
'O

@)

[1854]  'H NMR(400MHz,DMSO-d,) 88.96 (s, 1H) ,8.46 (d,J=8.4Hz, 1H) ,7.67-7.50 (m,4H) ,
7.35(d,J=7.5Hz,2H) ,6.56 (s,1H) ,5.01 (p,J=6.5Hz,1H) ,4.61-4.44 (m,2H) ,3.92-3.71
(m,2H) ,2.69(q,J=8.4,6.8Hz,1H) ,2.52-2.42 (m,1H) .m/z [M+H] 3761

[1855]  4- (((IR,2S) -2-FEIAN L) S 0) - 1-RFE-T- (50 2L WMt - 2 (1H) - i o 5
#oh (IR, 2S) -2- IR - 1 - R FRER AN - R R - 7- (5 FH D) WEmep -2, 4 (1H,, 3H) - il
o

F

F
H F
N

[1856] Y’ |
N.__N

F TO

O
(18571 'H NMR (400MHz,DMSO-d,) 88.79 (s, 1H) ,8.47 (d,J=8.5Hz, 11) ,7.67-7.49 (m,4H) ,
7.37(s,2H) ,6.57 (s, 1) ,4.89(d,J=65.1Hz, 1) ,3.13-3.02 (m, 11) ,1.45-1.18 (m,2H) .m/
z[M+H] "364.1
[1858]  4- (((RF0) -2-FIANEL) 2a5E) - 1-IRF -7~ (gt ) WAt -2 (LH) - il %
ey (550 -2- 3R - - R PR ER ML - 2R - 7 (30 FH ) ERERRE -2, 4 (1H, 3H) - ]
o
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F
[1859] v/ I
: N_ _N
- T0
O
[1860] 'H NMR (400MHz , DMSO-d,) 88.66 (s, 1H) ,8.31(d,J=8.0Hz, 1H) ,7.69-7.51 (m,4H) ,
7.35(d,J=7.5Hz,2H) ,6.56(s,1H) ,4.88(d,J=63.1Hz,1H) ,3.35-3.23 (m,1H) ,1.61-1.45
(m,1H) ,1.30-1.17 (m, 1H) .m/z [M+H] "364.1.
(18611  4- (((2,2- —HIAANEL) HHED) 2435 -1-KEL-7- o 3L Mempemk-2 (1H) - filim i

Bl (2,2- AN ED) HIIANL - 2K -7- (=90 D) msmbimbk -2, 4 (1H, 3H) - il €5 o
F

F H Fr
[1862] |=>A“‘1-/N|
NN
Ty
o)

[1863]1  'H NMR(400MHz,DMSO-d,) 89.03 (s, 1H) ,8.40(d,J=8.4Hz, 1H) ,7.66-7.50 (m,4H) ,
7.35(d,J=7.6Hz,2H) ,6.56 (s, 1H) ,3.69-3.54 (mn,2H) ,2.28-2.14 (m,1H) ,1.73-1.58 (m,
1H) ,1.48-1.36(m, 1H) .m/z [M+H] '396.1.
[1864]  (R) -4- ((1-FIEN-2-30) 230 - 1- 285 -7- (gl FHED) mEmdembk -2 (1H) - i o &
ok (R) -2-GA LN - 1-FE AL - 2RFE -7 - (3R SL) s k-2, 4 (1H, 3H) - i & -

F

H Fr

[18651  HO >N

|

NTN\O

0]

[1866]1  'H NMR (400MHz,DMSO-d,) 88.50 (d,J=8.3Hz,1H) ,8.34 (d,J="7.7Hz, 1H) ,7.64-
7.52(m,4H) ,7.34(d,J=7.6Hz,2H) ,6.55(s,1H) ,4.90 (s, 1H) ,4.45(p,J=6.8Hz,1H) ,3.55
(d,J=40Hz,1H) ,1.24(d,J=6.6Hz,3H) .m/z [M+H] '364.1.
[1867]1  4- CAZLIA | Hi-3- 285430 - 1-IR L -7- (5 FHAL) MEmembk -2 (1H) - Fili o 4
SEARIA T IE-3- AN - R - 7- (3 FHARD) Wsmsipk- 2, 4 (1H, 3H) - &S .

F
[1868]
Olj/ N|TN
g
[18691 'H NMR(4OOMHz,DMSO—d6) 89.24(s,1H) ,8.50(d,J=8.5Hz,1H) ,7.61(t,J=7.5Hz,
4H) ,7.33(d,J=7.7Hz,2H) ,6.56 (s,1H) ,5.16 (p,J=6.5Hz,1H) ,4.88(t,J=7.3Hz,2H) ,
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4.70(t,J=6.4Hz,2H) .m/z [M+H] '362.1.

[1870]  4- (((Je i) -3-HEILEA T 3E) 2430) - 1- 2R 5L -7- (o AL mmenpk -2 (1H) - s
W () -3-FEIEER T -1- Jefit - R EL -7- (g FP3E) MEmembk -2, 4 (1H, 3H) - [
%o

[1871] \O/D \@

[1872] 'H NMR (400MHZ,DMSO-d6) 88.80((d,J=6.3Hz,1H) ,8.49(d,J=8.5Hz,1H) ,7.64-
7.53(m,4H) ,7.34(d,J=7.6Hz,2H) ,6.54 (s,1H) ,4.77-4.62 (m,1H) ,4.12-4.00 (m, 1H) ,
3.20(s,3H) ,2.44-2.31 (m,4H) .m/z [M+H]"390.1.
[1873]  4- ((3-HEEILANED) 43D -1-283E-7- (o HHEL) MEmembh -2 (1H) - il i 54 h 3 -
FHERR PN - 1- RN - R - 7- (3 FHARD) smsibk- 2, 4 (1H, 3H) - &S

F

H Fr

[1874] O ~N

|
NTN\O
o)

[1875]1  'H NMR(400MHz,DMSO-d,) 88.76 (s, 1H) ,8.39(d,J=8.4Hz, 1H) ,7.64-7.51 (m,4H) ,
7.35(d,J=7.6Hz,2H) ,6.55(s,1H) ,3.57 (q,J=6.8Hz,2H) ,3.45 (t,J=6.2Hz,2H) ,3.28
(s,3H) ,1.91(p,J=7.1Hz,2H) .m/z [M+H] 378.1.
[1876]
[1877]  4- ((2- WAL HD) %35) -1-283E-7- (S AL msmiembk- 2 (1H) - Filimat B h2-
PR E - 1- RN - R 3 -7 - (s FPD) MEsmipk -2, 4 (1H,, 3H) - IS

e o Y@

YN

e
[1879]1 'H NMR(4OOMHZ,DMSO-d6) 58.43((d,J=8.5Hz,1H) ,7.64-7.51 (m,4H) ,7.35(d,J=
7.6Hz,2H) ,6.55(s,1H) ,3.75-3.66 (m,2H) ,3.61(t,J=5.9Hz,2H) ,3.32(s,3H) .m/z [M+H]"
364.1.

[1880]  4- ((2- (HRHAEIL) 23D &30 -1- K8 -7- (A FP3L) Mempnpk- 2 (1H) - i ok &%
k2 - (C L) £-1-Jfn1 - 2836 -7- (S5 30) Msmmk-2, 4 (1H, 3H) - il % .
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F F

|
N\H,NO
(0]

[1882]  'H NMR (400MHz, DMSO-d,) 58 .41 (ddd, J=8. 501z, 1H) ,7.67-7.51 (m,4H) ,7.36 (d, ]
—7.6Hz,2H) ,6.84 (d,]J=75.8Mz, 1) ,6.56 (s, 1H) ,4.17-4.07 (m, 2H) ,3.82-3.73 (m, 2H)
.m/z [M+H] "400.1.

[1883]  7-DAPNEE-4- (FHIEELID) - 1-RILME g I [2, 3-d ] MEng -2 (1H) - Fiai ok #2457 - 2R
PR -1- S IR (2, 3-d1msiE -2, 4 (1H, 3H) - 4% .

=
H I
N

N

|
N N

e

(o]
[1885] 'H NMR (4OOMHz,DMSO-d6) 88.56(d,J=5.2Hz,1H) ,8.29(d,J=8.1Hz,1H) ,7.49-
7.35(m,3H) ,7.16(d,J=7.6Hz,3H) ,2.97 (d,J=4.3Hz,3H) ,1.98(p,]=6.6Hz,1H) ,0.82
(d,J=7.7THz,2H) ,0.54-0.46 (m, 2H) .m/z[M+H]+293.1
[1886]  (R) -4- (3-FRALMEIE AT -1-58) -1-Z8F6-7- (EHUFED merE (2, 3-d1mgng -2 (1H) -
Fiifd FH (R) - MRS e - 3 - B A1 - 2R3 -7 - (9 RS0 meme - [2, 3-d ] Emg -2, 4 (1H, 3H) - [
o

[1884] ~

HO e

S
| TFF

=N

|
N N

Q0

O
[1888] 'H NMR (4OOMHz,DMSO-d6) 88.79(br s,1H),7.61(d,J=8.1Hz,1H) ,7.49(m,2H) ,
7.41(m,2H) ,7.24(d,J=7.6Hz,2H) ,4.45(s,1H) ,3.74 (m,4H) ,2.03(t,J=11.5Hz,2H) .
[1889]  1- (2-JRIKIL) -4- (FARLEID) -7- I ED) mbne (2, 3-d1msng -2 (1H) - i fdi
1- 2-JR2K3) -7- (G 3D meneE (2, 3-d]mwsne -2, 4 (1H, 3H) - il £
F

[1887] b

=
[ TFT
“ Br

NN

0
[1891] 1H NMR (400MHz ,DMS0) 89.13 (br s,1H) ,8.81(d,J=8.1Hz,1H) ,7.80(t,J=
7.4HZ,2H),7.53(t,J=7.7Hz,1H),7.48-7.33(111,21'1),3.04(8,3H).m/Z[M+H]+401.0,

ZT

[1890] -~

312



CN 119528824 A W OB P 302/391 7

399.0.
[1892]  1- (2-3EacdE) -4- (FELGED) -7- (o D) mmeE (2, 3-d]msEmg -2 (1H) - sl FH
1- Q-FR3E) -7- CHHID) et [2,3-dImenE-2,4 (11, 3H) - il .

[1893] ~

[1894] 'H NMR (400MHz,DMS0) 89.13 (s,1H) ,8.79(d,J=8.1Hz,1H) ,7.82(d,J=8.1Hz,
1H) ,7.49 (m, 1H) ,7.46-7.27 (m,3H) ,3.03 (s, 3H) .m/z [M+H] '339.1

[1895]  1- (2-GUKEL) -4- (g -3- 3L -7- (IS MEme (2, 3-d]meng -2 (1H) - i
i FHIEIE - 3- e 11 - (2- G oR3E) -7- (3 FHE) MEme I (2, 3-d1meme -2, 4 (1H, 3H) - i
e

X
/N

T“@
[1897]1  'H NMR (400MHz,DMS0) 10.62 (s, 1H) ,9.19(d,J=8.2Hz,1H) ,9.03 (s, 1H) ,8.45
(d,J=4.6Hz,1H) ,8.34(d,J=8.4Hz,1H) ,7.95(d,J=8.0Hz,1H) ,7.73-7.62 (m, 1H) ,7.52
(d,J=7.9Hz,4H) .m/z [M+H] "418.0.
[1898]  1- (2-GRSL) -4- ((1-HIE-1H-MEME -5-58) 2450 -7- (o 3D ke [2,3-d]
WEEIE -2 (1H) - s FH L - FR - TH- M - 5- e f L - (2- @R3D) -7- (3 D) ke 9 [2,3-d]
M -2, 4 (1H, 3H) - _EH%U%

[1896] /

[1899] (\,/ zN C|

N-N
O

[1900] 'H NMR (400MHZ,DMSO)810.80 (s,1H),9.05(d,J=8.2Hz, 1H) ,8.33 (s, 1H) ,7.88
(d,J=8.1Hz,1H) ,7.79(s,1H) ,7.66 (m, 1H) ,7.50 (m,3H) ,3.90 (s, 3H) .m/z [M+H] 421.0.
[1901]  1- (2-%02K3D) -4- ((1-FH3E- TH-BRmE -4-30) 4038 -7- (9 30 ke [2, 3-d]
WEIE -2 (1H) - F i A1 - B 3G - TH- R - 4- iR L - (2- FREE) -7- (o D) ke 3 [2,3-d]
WAIE -2, 4 (1H, 3H) - 45 .
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[1902] /S NI N

\=N N\[],N@
o)

[1903]  'H NMR (400MHz,DMS0) 58.82(d,J=7.7Hz,1H) ,8.01 (s,1H) ,7.75(d,J=8.0Hz,
1H) ,7.68(d,J=6.4Hz,1H) ,7.63-7.57 (m, 1H) ,7.53(dd,J=5.9,3.2Hz,3H) ,7.44 (s, 1H) ,
3.76(s,3H) .m/z[M+H] 421 .0.
[1904]  1- (2-GRD) -4- ((1-FH2E-TH-mp s - 3-30) 5038 -7- (o 30 ke gf (2, 3-d]
WEIE -2 (1H) - [ A1 - B3 - TH- N - 3- RN L - (2- SRR -7- (9 FHED) ke 3 [2,3-d]
M -2, 4 (1H, 3H) -_EH%U%

\

[1905] (ﬁ/ N c|

N—-N
O

[1906] 'H NMR (400MHZ,DMSO)610.62(s,1H> ,8.96(s,1H) ,7.82(s,1H) ,7.68(s,1H) ,7.50
(d,J=27.4Hz,4H) ,6.32(s,1H) ,3.77(s,3H) .m/z [M+H]421.0.

[1907]  1- (2-%0EL) -4- ((1-FPEE- 1H-Hme -4-30) 4030) -7- (S50 L) g2, 3-d]
MEIE -2 (1H) - FfE A1 - B3 - TH- N - 4- RN L - (2- REE) -7- (9 D) ke 3 [2,3-d]
MAE -2, 4 (1H, 3H) - 45 .

F
S TF

R AN T

[1908] __N/i/ Y ¢l
N= N\“,N@

[1909]  'H NMR (400MHz,DMS0) 11.95 (s, 1H) ,8.83(d,J=8.0Hz,1H) ,7.81 (s, 1H) ,7.76
(d,J=8.2Hz,1H) ,7.72-7.67 (m,1H) ,7.64-7.58 (m,1H) ,7.57-7.47 (m,3H) ,6.36 (s, 1H) ,
3.94(s,3H) .m/z[M+H] 421 .0.

[1910]  1- (2-GKF) -4~ Chiimp -4-FLE0) -7- (o 3D MEme g (2, 3-d]msng -2 (1H) -
Pl ) s - 4 - JlEE R L - (2- SOREE) - 7- (3 FHAD) mibme g (2, 3-d ] meng -2, 4 (1H, 3H) - i
il
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F
SN
N | NFF
[1911] o/?/ | Z ol
L
o)

[1912]  'H NMR (400MHz,DMS0) 811.09 (br s,1H),9.50(s,1H),9.02(d,J=8.2Hz,1H) ,
8.94(s,1H) ,7.94(d,J=8.1Hz,1H) ,7.68(d,J=6.1Hz,1H) ,7.58-7.44 (m,3H) .m/z [M+H]"
408.0

[1913]  1- -SRI -4- ((5-FEE e -3-3) 2450 -7- (=5 3 meme g (2, 3-d s
g -2 (1H) - il { PSP - 4 - e FnL - (2- SR 3D) - 7- (R P30 ke E[2,3-d]msng -2, 4
(1H, 3H) - il % o

F
S
PN
o
[1914] W | cl
o-N NTN
0

[1915]1  '"H NMR (400MHz ,MeOD) 88.98(d,J=8.1Hz,1H) ,7.72(d,J=8.1Hz,1H) ,7.68-7.58
(m,1H) ,7.53(s,4H) ,6.25(s, 1H) ,2.48 (s, 3H) .m/z[M+H] 422.05.

[1916]  1- (2-GUKED) -4- ((2- FIIENERE -4-30) 245 -7- D) MEme I (2, 3-d ] g -
2 (1H) - 112 - FH SR AL - 4 - JEe AL - (2- EREE) -7- (o D) Iene I [2, 3-d I memg -2, 4
(1H, 3H) - il % o

[1918]  'H NMR (400MHz ,MeOD) 88.73 (d,J=8.3Hz,1H) ,7.91 (br s,1H) ,7.72(d,J=8.1,
1H) ,7.66(d,J=7.3Hz,1H) ,7.60-7.38(m,3H) ,6.70 (br s,1H) ,6.65(s,1H) ,2.47(s,3H) .
[1919]  1- (2-GRA) -4- ((2- AL IE -4 - 3) S35 -7- (o AR ke o [2,3-d]m
Mg -2 (1H) - [l F2 - FH S B IE - 4- R L - (2- G R3) -7- (5 ) mbme g (2, 3-d ] g -
2,4 (1H, 3H) - .

=
NF
[1920] / 2o

N
bt W@
~4 Q m/z [M+H]* 448.1.
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(19211 1- (2-AKFE) -7- CRED -4- ((2- AL Mg -4- 5L 240350 Mg If[2, 3-

d] M -2 (1H) - M8 2 - (S5 e -4 - B - (2-0R30) -7- (CRED meJf (2,
3-d] Mg -2, 4 (1H, 3H) - il «

[1923]  'H NMR (400MHz,MeOD) 89.07 (br s,1H) ,8.72(br s,1H),8.49 (br s,1H),7.82(br
s,1H) ,7.65(br s,1H) ,7.59-7.42 (m,4H) .m/z [M+H] '486.05.

[1924]  1- (2-G0KHD) -4- Gy -4-FE50 50 -7- D) MEme I (2, 3-dJmsng -2 (1H) -
P {13 ) S - 4 - JlEe AL - (2- R3E) -7- (S HHRD) Mk ie g (2, 3-d] g -2, 4 (1H, 3H) - i
il

F
-
POt
[1925] s/?’ 7Y
NN
O

[1926]  '"H NMR (400MHz ,MeOD) 89.63 (s, 1H) ,9.00(d,]=8.4Hz,1H) ,8.93 (s, 1H) ,7.79(d,
J=8.4Hz,1H) ,7.72-7.61 (m,1H) ,7.59-7.38 (m,3H) .m/z [M+H] "424.0.

(19271 7- 25 -4- (FFRLSED) - 1-2RFEMenE It (2, 3-d Mg -2 (1H) - fl 17 - £ - 1- 2R3
MHmE I [2, 3-d Mg -2, 4 (1H, 3H) - 25 .

-
H I

[1928] N| .

T 0

o
[19291  'H NMR (400MHz ,DMSO0) 88.61 (br, 1H) ,8.37 (d,J=8.2,1H) ,7.52-7.42 (m,2H) ,
7.41-7.33(m, 1H) ,7.20(d,J=7.7Hz,2H) ,7.13(d,J=8.0,1H) ,2.98(d,]J=4.5,3H) ,2.56
(q,J=7.6Hz,2H) ,1.00(t,J="7.5Hz,3H) .m/z [M+H]"281.2.
(1930 7-Z 54~ (FUEEED - 1- (SIS0 36 (2, 3-d) M -2 (1H) -7 - 2 3L
1- BEFHZRED) mEng It [2,3-d]mengE -2, 4 (1H, 3H) - —Jiik £ .

[1931] NI )
T
o}

[1932]  'H NMR (400MHz,DMS0) 88.63 (br s, 1H) ,8.39(d,J=8.6Hz,1H) ,7.30 (m,3H) ,7.11
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(m,2H) ,3.04-2.94(s,3H) ,2.55(q,J="7.7Hz,2H) ,1.90(s,3H) ,0.98(t,J=7.6,3H) .m/z[M
+H] "295.15.
[1933]  1- 2-GURED) -7-£3E-4- (RIS et (2, 3-dImgne -2 (1H) -F i L- -
REL) -7- LM EFE (2, 3-dImEE -2, 4 (1H, 3H) - —FiHl& .

X

N
Z7

[1935]  'H NMR (400MHz ,DMS0) 88.72 (br s,1H) ,8.40(d,J=8.2Hz,1H) ,7.61 (br s,1H),
7.50-7.41(m,2H) ,7.37(br s,1H) ,7.16(d,J=8.2Hz,1H) ,2.99(s,3H) ,2.58(q,J=7.6Hz,
2H) ,0.99 (t,]J=7.6Hz,3H) .m/z[M+H]"315.1.

[1936]  7-Z3E-1- -5 AR -4- (PR eI [2, 3-dImemg -2 (1H) -1 - (2-5)
HRIL) -7- L FEME T (2, 3-dImENE -2, 4 (1H, 3H) - il &

[1937] NN
196
0

[1938] 'H NMR (400MHz,MeOD) 88.28 (d,J=8.0,1H) ,7.50 (m,1H) ,7.32 (m,8.3Hz,2H) ,
7.17(d,J=8.3,1H) ,3.14(s,3H) ,2.79-2.59 (g, J=7.6Hz,2H) ,1.33(d,J=6.6Hz, 1H) ,
1.10(t,J="7.6Hz,3H) .m/z [M+H] '299.1.

[1939]  7-Z3-4- (HELEED) -1- (EiE -3-28) Mene Jf (2, 3-d1mesng -2 (1H) -FRfd 17- £
B 1- (g -3-50) gt [2,3-d1msng -2, 4 (1H, 3H) - ARl .

=
H |
/“Y@‘A
[1940] N| g
Y r N
0 &
[1941]  'H NMR (400MHz ,MeOD) 88.60 (br s,1H) ,8.51 (s,1H) ,8.30(d,J=8.2Hz,1H) ,7.85
(d,J=8.3Hz,1H) ,7.64 (m,1H) ,7.19(d,J=8.2Hz,1H) ,3.15(s,3H) ,2.70(q,J=7.3Hz,
2H),1.33(d,J=6.6Hz,1H),1.10(dd,J=8.5,6.7Hz,3H).m/z[M+H]+282.15.

[1942]  1- (2-50K3D) -4- GRANFERID) -7- (U 3E) msmenpk- 2 (1H) - i (i PR 311
AL~ (2-GRELD) -7~ (ap I AEED) MEmemk-2, 4 (1H, 3H) - £

F
O|_F
m Y
[1943] v’h} [ (ol
T@
o)

[19441 'H NMR (400MHz,MeOD) 88.21 (d,J=8.7Hz,1H) ,7.75 (m, 1H) ,7.61 (m,2H) ,7.55-
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7.36(m,1H) ,7.17(d,J=9.0Hz,1H) ,6.24(s,1H) ,3.17 (m,1H) ,0.95(d, J=7.2Hz,2H) ,0.80
(m,2H) .m/z [M+H]"396.0

[1945]  1- 2-%0KHYD -4- (GRAANEE D) 2000) -7- (o FHAAAE) MM - 2 (1H) - PR
PSRN - (2-GRED) -7~ (o FH AR L) Wsmembk - 2, 4 (1H,, 3H) - i 25 .

ol F
H Y
[1946] A’NW/Q/QF

N\n,N
le
[1947]  'H NMR (400MHz ,MeOD) 88.28(d,J=8.8Hz,1H) ,7.74 (m,1H) ,7.60 (m,2H) ,7.48 (m,
1H) ,7.20(d,J=9.0Hz,1H) ,6.25(s,1H) ,3.53 (m,2H) ,1.40-1.19 (m,1H) ,0.60(d,J=
7.7Hz,2H) ,0.39 (m, 2H) .m/z [M+H] "410.0
[1948]  1- (2-GKREL) -4- ((2-HSEIE L) 2 A0 -7- (o AL Mk - 2 (1H) - i
2-HEEIL - 1- M1 - (2- UKD -7- (o AL MEmpipk-2, 4 (1H, 3H) - I

F
O_F
: Y
[1949] O | cl
T

[1950]  'H NMR (400MHz ,MeOD) 88.25 (d,J=9.1Hz,1H) ,7.74 (m,1H) ,7.67-7.57 (m, 2H) ,
7.49(s,1H) ,7.20(d,J=9.2Hz,1H) ,6.25(s,1H) ,3.85(m,2H) ,3.72(m,2H) ,3.43(s,2H) .m/
7 [M+H]"414.0.
[1951]  1- (2-GR3L) -4- ((( ) -3- IR T 3 2030 -7- (o A L) e m il - 2
(1H) -F B S - 3- S 38 PR T - 1-BE AN - (2- FOR3E) - 7- (0 FH AR L) ik - 2,4 (1H,
3H) - S .

F
O_|_F
« C7 Y
[1952] Y cl
,D N
HO hig

[1953]  'H NMR (400MHz ,MeOD) 88.35 (d,J=8.8Hz,1H) ,7.81-7.66 (m,1H) ,7.65-7.53 (m,
2H) ,7.47 (m,1H) ,7.20(d,J=9.0Hz,1H) ,6.24(s,1H) ,4.53(m, 1H) ,2.63-2.40 (m,4H) .m/z
[M+H] "426.1.

[1954]  1- (2- KD -4- (2-FFLHD) 250 -7- (o AL mEmempk-2 (1H) - {1 2- %4
F-1-BEAIL - (- KD -7- (o HH SR AD) bk 2, 4 (1H, 3H) - I .

318



CN 119528824 A W OB P 308/391 7

[1956]  'H NMR (400MHz ,MeOD) 88.30 (d,J=9.0,Hz,1H) ,7.75 (m,1H) ,7.69-7.58 (m, 2H) ,
7.51(m,1H) ,7.25(d,J=9.0Hz,1H) ,6.28 (s, 1H) ,3.92-3.86 (m,2H) ,3.86-3.76 (m,2H) .m/z
[M+H] "400.1.

[1957]  1- (2-R3L) -4- (((IR, 2S) -2- G PR IL) S 3E) -7- (ol S AL) mmenpk- 2 (1H) -
R (IR, 2S) - 2- S5IAP - 1- e AL - (2- GRS -7- (S 0p0 AL gk - 2, 4 (1H, 3H) - —
P il 25 o

F
o\LF
y Qﬁ/
N F
[1958] Y’ | cl
N_ _N
F T@

[19591 'H NMR (400MHz ,DMS0) 88.79 (s, 1H) ,8.38 (d,J=9.0Hz, 1H) ,7.75 (m, 1H) ,7.69-
7.49 (m,3H) ,7.25(d,J=8.8Hz,1H) ,6.11(s,1H) ,4.86(d,J=64.6Hz,1H) ,3.06 (br s,1H),
1.38-1.24(m,1H) ,1.19(d,J=6.4Hz, 1H) .m/z [M+H] 414 .05

[1960] 1%}%Xﬁ%+«usm%&ﬁﬂﬁﬁﬁﬁ@ﬂwzﬂﬁﬁﬁwwmwﬂm%
fil {1 (1S, 2R) - 2- 58 PAN - 1- e ML - (2- @ OR3E) -7- (g FH A L) Emdepk- 2, 4 (1H, 3H) - —
P i) 25 o

F
o) _F
[1961] V | cl

[1962] 'H NMR (400MHz ,DMS0) 88.79 (s, 1H) ,8.38 (d,J=9.0Hz, 1H) ,7.75 (m, 1H) ,7.69-
7.49 (m,3H) ,7.25(d,J=8.8Hz,1H) ,6.11 (s, 1H) ,4.86(d,J=64.6Hz,1H) ,3.06 (br s,1H),
1.38-1.24(m,1H) ,1.19(d,J=6.4Hz, 1H) .m/z[M+H]7414.05.

[1963]  1- (2-G2K3L) -4~ CpMEme -4- FLE38) -7- (o FHAE L) bk - 2 (1H) - £ H 5+
A - 4- eI - (-G ED) -7- <::aaEﬁ§a¢i>W“%LM¢ 2,4 (1H, 3H) - il 2% o

o A
P

[19651  'H NMR (400MHz,DMS0) 89.46 (s, 1H) ,8.90 (s, 1H) ,8.50(d,J=8.5Hz,1H) ,7.78 (m,
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1H) ,7.61(m,3H) ,7.39(d,J=8.9Hz,1H) ,6.18 (s, 1H) .m/z[M+H] 423.0.

[1966]  1- (2-AHL) -4- ((() -2-FEIA T A &3 -7- (U A3 ek - 2
(1H) - Al S -2 - 5 580 ] - 1-FE L - (2-GURED) -7- (o AR D) mEmitk -2, 4 (1H,
3H) - Rl

F
O_|_F
. Q’\I/
N F
[1967] q | Cl
N _N
ane

[1968]  'H NMR (400MHz,MeOD) 88.31(d,J=9.0,2.1Hz,1H) ,7.74 (m,1H) ,7.67-7.54 (m,
2H) ,7.48(m,1H) ,7.21(d,J=9.0Hz,1H) ,6.25 (s, 1H) ,4.23 (m, 1H) ,2.24 (m,2H) ,1.68 (m,
2H) .m/z [M+H] 426.1.

[1969]  4-5{F-1- (2-FKED) -7- (o FH AL Wbk - 2 (1H) - FHAETHE FR R (2M)
L= - -7- o HH D) -ndsmipk-2, 4 (1H, 3H) - —FRf 25

F
O F
H,N \l\:
[1970] | cl
N N
0
N m/z [M+H]* 356.0.

(19711 1- (2-50R3D) -4- GRAAFEEID) -7- (1, 1- 5 3L) Msmkibk -2 (1H) - 6 FHERP i
FL- Q-G -7- (1, 1- 93 Esmenpk-2, 4 (1H, 3H) - il e5 .

H FF

[1972] V/r\} T o
0
o!

[1973] 'H NMR (400MHz ,MeOD) 68.19(d,J=8.5Hz,1H) ,7.74(m, 1H) ,7.60 (m, 1H) ,7.49 (m,
1H) ,7.41(d,J=8.5Hz,1H) ,6.56(s,1H) ,3.17(br s,1H),1.82(t,J=18.4Hz,2H) ,1.31(d,
J=6.4Hz,1H) ,0.95(d,J=7.2Hz,1H) ,0.81 (m, 1H) .m/z[M+H]"376.1.

[1974]  1- 2-GU0RED -7- (1,1- "G AEY) -4- ((2-FR L3 50 ek -2 (1H) - i fi H2-
IO -1-TERIL - (2- 5K -7- (1, 1- G FD) Wmembk-2, 4 (1H, 3H) - — £

19751  Ho >N | Cl

[19761  'H NMR (400MHz ,MeOD) 88.22(d, J=8.5Hz,1H) ,7.73 (m,1H) ,7.60 (m,2H) ,7.46 (m,
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oH) ,6.56 (s, 1H) ,3.97-3.72(m,4H) ,1.83(t,J=18.1,3H) .m/z[M+H] '380.05.
(19771 1- Q-S0KED) -7- A, 1- 5RO -4- (Q-WREIEL D) A0 Eemenpk-2 (1H) -
FH2-FISE L - 1-Jefnt - (2-SRED) -7- (1, 1- — 5 QAL msmenpk-2 4 (1H, 3H) - il 2% .

H Fr

o7s] o >N |
NTN
o)

[1979]1  'H NMR (400MHz,MeOD) 88.22 (d,J=8.4Hz,1H) ,7.84-7.69 (m,1H) ,7.60 (m, 2H) ,
7.46 (m,2H) ,6.56 (s, 1H) ,3.94-3.80 (m,2H) ,3.73 (m,2H) ,3.43 (s,3H) ,1.83 (t,J=18.4,
3H) .m/z [M+H]"394.05.

[1980]  1- (2-%REL) -7- (1,1- 930 -4- () -3-FELIA T 30) G450) -EEmpik-2
(LH) - B -3 - 23R |- 1-F AL - (2-GRAD) -7- (1, 1- 3R O 20) mempipk-2, 4 (1H,
3H) - i eS .

[1981] ‘ Cl
o O

[1982]  'H NMR (400MHz ,MeOD) 88.32(d,J=8.5Hz, 1H) ,7.73 (m, 1H) ,7.60 (m,2H) ,7.46 (m,

2H) ,6.56 (s, 1H) ,4.59-4.45 (m,1H) ,2.63-2.44 (m,4H) ,1.83 (t,J=18.4,3H) .m/z [M+H]"

406.1.

[1983]  7-(1,1- "GO -1- GkMEFF[1,2-a]MEnE -5-35) -4- (PP EGED) mdsmpibk-2 (1H) -

FREE AT - (1,1- 30035 -1- (RMAFF[1, 2-a]iHkie -5-55) ek -2, 4 (1H, 3H) - il ¢4
B F

’ Me
_N
[1984] '

T
W

[1985]  'H NMR (400MHz ,MeOD) 88.20(d,J=7.5Hz,1H) ,7.84(d,J=9.0Hz,1H) ,7.70-7.56
(m,3H) ,7.50(d,J=8.5Hz,1H) ,7.23(d,J=7.1Hz,1H) ,6.58 (s, 1H) ,3.20(s,3H) ,1.78(t,J
=18.5,3H) .m/z[M+H]"356.1.

[1986]  4- GRNFEEIL) -7- (1, 1- L) -1- (KM IF[1, 2-al MEme - 5-3%) MEsme ik -2
(1H) -F B PR FEJZANT - (1, 1- 30 -1- (BKME I [1, 2-al kg - 5- 55) MEmenpk-2, 4
(1H, 3H) - il %
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H

v
19e
W

[1988]  'H NMR (400MHz,MeOD) 88.29 (d,J=8.5Hz,1H) ,8.02(d,J=9.3Hz, 1H) ,7.88 (m,
3H) ,7.50 (t,J=8.5Hz,2H) ,6.71 (s,1H) ,3.23 (m,1H) ,1.80 (t,J=18.5,3H) ,0.98(d,J=
7.4Hz,2H) ,0.86 (m,2H) .m/z [M+H] '382.2.

[1989]  4- (RANEEHED) 2450 -7- (1, 1- A0 -1- BRMEFF[1, 2-al Mg -5 - 3L) mEmk
Wbk~ 2 (1H) - s RPN SR R ANT - (1, 1- 330 -1- BKMEFF[1, 2-a Mg - 5- 25%) Mt -
2,4 (1H, 3H) - —FfHl£S .

N\[0]/N©
\W

[1991]  'H NMR (400MHz ,MeOD) 8.35(d, J=8.4Hz, 1H) ,8.00(d,J=9.2Hz, 1H) ,7.92-7.79
(m,3H) ,7.54(d,J=8.6Hz,1H) ,7.48(d,J=7.2Hz,1H) ,6.71 (s, 1H) ,3.68-3.48 (m,2H) ,
1.81(t,J=18.5,3H),1.33(m, 1H) ,0.62(d,J=7.7Hz,2H) ,0.42 (m,2H) .m/z [M+H] 396.2.
[1992]  1- (2-@KIL) -T-TRNIE-4- BRFESUSE) MEmpipk - 2 (LH) - [ 58 RPN JE AN L -
(2-FKREL) -T-IRPYFLEEREIb -2, 4 (1H, 3H) - 2% o

[1987]

H

N
[1993] v’ | Cl

N _N

T

(@)

[1994]1  'H NMR (400MHz ,MeOD) 87.95(d,J=8.5Hz,1H) ,7.72(m, 1H) ,7.58 (m,2H) ,7.44 (m,
1) ,6.92(d,J=8.4Hz,1H) ,6.15(s,1H) ,3.12(m, 1H) ,1.83 (m,1H) ,1.01(d,J=8.2Hz,2H) ,
0.93(d,J=7.0Hz,2H) ,0.78 (m,2H) ,0.61 (m,2H) .m/z[M+H] '352.1.

[1995]  1- (2-QURED) -7-FRPNIE-4- (GRAZE L) U 20) Mementk -2 (1H) - [l A 2L
JERNL - (2-FREL) -7-IRAPS FLERRIb -2, 4 (1H, 3H) - i 2% o
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H
[1996] A/N cl

[1997]  'H NMR (400MHz ,MeOD) 87.80(d,J=8.2Hz,1H) ,7.50 (m,1H) ,7.37 (m,2H) ,7.22 (m,
1H) ,6.74(d,J=8.5Hz,1H) ,5.94 (s, 1H) ,3.30 (m,2H) ,2.61 (m,2H) ,1.63 (m,1H) ,1.16-0.98
(m,2H) ,0.80(d,J=8.2Hz,2H) ,0.43-0.32 (m,2H) ,0.17(d,J=4.5Hz,2H) .m/z [M+H]"
366.1.

[1998]  1- (2-GKE) -T-IANEL-4- (- L) 250 Mk -2 (1H) -Fif H2- 2835 4 -
1-FE AL - (2- G ORIE) - T-DRPN FEmMEmIbR-2, 4 (1H, 3H) - il & .

H
N
[1999] HO™ >~ | cl

[2000]  'H NMR (400MHz,MeOD) §7.97 (d,J=8.5Hz,1H) ,7.71 (m,1H) ,7.58 (m,2H) ,7.51-
7.36(m,1H) ,6.95(d,J=8.5Hz,1H) ,6.15 (s, 1H) ,3.84 (m,2H) ,3.78 (m,2H) ,1.83 (br s,
1H) ,1.01(d,J=8.2Hz,2H) ,0.62 (br s,2H) .m/z[M+H] '356.1.

[2001]  1- (2-SFKED) -7-PRNZE-4- (- SRR HD) 2 BL) Wsmipk- 2 (TH) - il FH2- FH A
S -1- ML - (2-GREL) -T-PRPY FEMEmmbR -2, 4 (1H, 3H) - il & .

H
[2002] \ONNYQ/C?
N\rrN
0
[2003]  'H NMR (400MHz ,MeOD) 87.97(d, J=8.7Hz,1H) ,7.72 (m, 1H) ,7.58 (m,2H) ,7.44 (m,
1H) ,6.95(d,J=8.4Hz,1H) ,6.15(s,1H) ,3.93-3.76 (m,2H) ,3.71 (m,2H) ,3.42(s,3H) ,1.84
(n,1H) ,1.01(d,J=7.9Hz,2H) ,0.62(br s,2H) .m/z[M+H]*370.1.

[2004]  1- (2-SORED) -T-HAPA L -4- (((53) -2-F2HE00 THL) 2 50) MEmkmpf - 2 (1H) - Fi
FIBCA-2- 23R - 1-BE 1 - (2-URED) - 7-BRPNFRMEE bk -2, 4 (1H, 3H) - —Hifi 25 o

H

[2005] q | Cl
N_ _N
70
o)

[2006]  'H NMR (400MHz ,MeOD) 88.04 (d,J=8.5Hz,1H) ,7.81-7.66 (m, 1H) ,7.58 (m,2H) ,
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7.43 (m,1H) ,6.95(d,J=8.5Hz,1H) ,6.15 (s, 1H) ,4.21 (s, 1H) ,2.23 (m,2H) ,1.84 (m, 1H) ,
1.68(m,2H) ,1.02(d,J=8.3Hz,2H) ,0.62(d,J=4.8Hz,2H) .m/z [M+H]'382.1.

[2007]  1- (2-0KHD) -7-PRNE-4- ((1-FIEER T 20) 24 50) mempipk-2 (1H) - fili 1 - R A
IRT -1-JERIL - (2-GREL) -T-PRPY FEmEmembR -2, 4 (1H, 3H) - il & .

§
[2008] 25 | cl
N_ _N
T @
0

[2009]  'H NMR (400MHz,MeOD) §7.99 (d,J=9.1Hz,1H) ,7.71 (m,1H) ,7.57 (m,2H) ,7.48-
7.26 (m,1H) ,6.92(d,J=8.2Hz,1H) ,6.12(s,1H) ,2.46 (m,2H) ,2.31 (m,2H) ,1.94 (m,2H) ,
1.83(m,1H) ,1.72(s,3H) ,1.00(d,J=8.1Hz,2H) ,0.67-0.45 (m,2H) .m/z [M+H] '380.15.
[2010]  1- (2-GAHD) -7-FANEE-4- ((R) -1- LN -2- 28 S ) MEmmbk - 2 (1H) - il
(R) -2- 5 3E PN - 1-FEANL - (2- 0K HD) -7-IRPY FLERRIb -2, 4 (1H, 3H) - i #% o

H
[2011] Ho/\(Nm/Q/mA
= N

wr“@
o
[2012]  'H NMR (400MHz,MeOD) 88.05 (d,J=8.4,1H) ,7.72 (m,1H) ,7.57 (m,2H) ,7.43 (m,
1H) ,6.94(d,J=8.5Hz,1H) ,6.14(s,1H) ,4.77-4.53 (m,1H) ,3.71 (m,2H) ,1.82(m,1H) ,1.35
(d,J=6.3Hz,3H) ,1.01(d,J=8.1Hz,2H) ,0.62(s,2H) .m/z [M+H] 370.1.

[2013]  1- (2-GAHD) -7-FRANEE-4- (((S) -1- RN -2- 28 S ) WMk - 2 (1H) - il
(S) -2- 5L - 1-FEANL - (2-URED) -7-IAPY FLERRIb -2, 4 (1H, 3H) - i £% o

H

[2014] HO/TNT?/QA
INe
o)

[2015]  'H NMR (400MHz,MeOD) §8.05 (d,J=8.4,1H) ,7.72 (m,1H) ,7.57 (m,2H) ,7.43 (m,
1H) ,6.94(d,J=8.5Hz,1H) ,6.14(s,1H) ,4.77-4.53 (m,1H) ,3.71 (m,2H) ,1.82(m,1H) ,1.35
(d,J=6.3Hz,3H) ,1.01(d,J=8.1Hz,2H) ,0.62(s,2H) .m/z [M+H] 370.1.

[2016]  1- (2-GKED) -T-IANEL-4- ((B-FEPNEE) S 5E) Mk -2 (1H) - Ff 3 - 2 35 N -
1-FE AL - (2-OR3E) - T-PRPN SEmMEmIbR-2, 4 (1H, 3H) - il & .
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H
HO N
[2017] N cl

[2018]  'H NMR (400MHz,MeOD) §7.95(d,J=5.9,1H) ,7.71 (m,1H) ,7.58 (m,2H) ,7.44 (m,
1H) ,6.95(d, J=8.5Hz,1H) ,6.15(s,1H) ,3.72 (m,4H) ,1.96 (t,J=6.7Hz,2H) ,1.83(s,1H) ,
1.01(d,J=8.2Hz,2H) ,0.71-0.49 (m,2H) .m/z [M+H]'370.1.

[2019]  1- (2-GREL) -T-IAPNZE-4- ((3- AR D) 2 WM ip - 2 (1H) - i 13 - FH e
FEN-1-JERIL - (2-GREL) -T-PRPY FEMEmembR -2, 4 (1H, 3H) - il & .

H

MeQ N
[2020] ~N | cl
N_ _N

T

O

[2021]  'H NMR (400MHz,MeOD) 87.91 (d,J=8.5,1H) ,7.71 (br s,1H) ,7.58 (br s,2H),
7.43 (br s,1H) ,6.94(d,J=8.5Hz,1H) ,6.15(s,1H) ,3.72(t,J="7.2Hz,2H) ,3.55 (t,]=
6.1,2H) ,3.38(s,3H) ,2.02(quin, J=5.9Hz,2H) ,1.84(d,J=7.8Hz,1H) ,1.01 (br s,2H),
0.61(dq,J=4.8,2.5Hz,2H) .m/z[M+H] '384.1.

[2022]  1- (2-GKED) -7-PRANZE-4- (GRNEEFFIL) (FREE) 235) wEmemk - 2 (1H) - B L -
PRS2 -N-FHEE FRECRIL - (2- GOREL) -7 -PRPY FEMEmembR -2, 4 (1H, 3H) - il & .

[2024]  'H NMR (400MHz ,MeOD) 89.24 (s, 1H) ,8.17(d,J=6.1Hz, 1H) ,7.74 (m,1H) ,7.60 (m,
1H) ,7.47 (m,1H) ,7.04(d,J=8.6Hz,1H) ,6.24 (s, 1H) ,2.44(s,2H) ,1.88(m,1H) ,1.05(d,J
=8.4Hz,1H) ,0.67 (m, 1H) .m/z [M+H]"380.15.

[2025]  1- (2-GAHD) -7-FAN AL -4- ((5- FHIE i - 4 - ) S0 35) MEms bk - 2 (1H) - i il
5- AL S WMt - 4- AN - (2- URSD) -7-IRPN SEEmRIbR -2, 4 (1H, 3H) - 2% o

N
[2026] O‘JE’ | cl
N= N

[20271  'H NMR (400MHz ,MeOD) 89.24 (s, 1H) ,8.29-8.09 (m, 1H) ,7.74 (d,J=5.0Hz, 1H) ,
7.707.57(m,2H) ,7.47(d,J=6.3Hz,1H) ,7.04(d,J=8.6Hz,1H) ,6.24 (s, 1H) ,2.44 (s, 3H) ,

I
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1.88(br s,1H) ,1.05(d,J=8.4Hz,2H) ,0.67 (br s,2H) .m/z[M+H] 393.1.
[2028]  1- (2-%RELD) -7T-TANFE-4- ((3-FHILSpmms - 4 - 1) 2 55) Wsmenpk -2 (1H) - R fi FH
3- AL SRy - 4- e AN - (2- GRFD) -7-PRPYFEMEMEmk -2, 4 (1H, 3H) - £

H

N
[2029] O = |
N= NTN

0]

[2030]  'H NMR (400MHz,MeOD) 88.7 (s, 1H) ,8.13 (d,J=8.8Hz, 11) ,7.73 (d,J=7.5Hz,
1H) ,7.59(d,J=6.5Hz,3H) ,7.46 (br s,1H),7.03(d,J=8.4Hz,1H) ,6.22(s,1H) ,2.50(s,
3H) ,1.87 (br s,1H) ,1.05(d,J=8.8Hz,2H) ,0.65 (br s,2H) .m/z[M+H]"393.1.

[2031]  1- (2- PR3 -7- IR EE-4- ((3,5- L PIERE - 4 - 30) S FL) ERRIRE -2 (1H) - il
A3, 5~ FIEEREME -4 - RI1 - (2-SOREL) -7- PR SLIERERRE -2, 4 (1H, 3H) - AR .

[2032] o = Y@f

[2033]  'H NMR (400MHz,MeOD) 88.12(d,J=8.7Hz,1H) ,7.72(br s,1H) ,7.59 (m,2H) ,7.46
(br s,1H) ,7.04(d,J=8.6Hz,1H) ,6.23(s,1H) ,2.41 (s,3H) ,2.26 (s,3H) ,1.88 (s, 1H) ,
1.05(m,2H) ,0.75-0.50 (m,2H) .m/z [M+H] 407 .1.
[2034]  4- (FF3EEAEL) - 1- (EME-2-35) -7- (=i FH L) MEmpmbk -2 (1H) - Fi {1 - (kg -2-
B -7- AR D) wEmenpk-2, 4 (1H, 3H) - I

F

a®

F
F

N N N
)
[2036] 'H NMR (400MHz ,MeOD) 88.86 (s, 1H) ,8.81(d,J=7.2Hz,2H) ,8.25(d,J=8.5Hz,
1H) ,7.60(d,J=8.5Hz,1H) ,6.84(s,1H) ,3.18(d,J=1.9Hz,3H) .m/z [M+H] '322.1.
[2037]  7-FRPNEE-4- (GRAEEHED) 2035 -1- (kmeFE[1, 2-al Mg - 5-35) sk -2 (1H) -
Pl FH RPN 3 FR AN T - AP 3 - 1- (BRI (1, 2-a ] NHE - 5- J5L) Esminpk-2, 4 (1H, 3H) - il
%o

oz

[2035]
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[2038] {Q/A
Y @
o)

[20391  'H NMR (400MHz,MeOD) §8.11 (m,3H) ,8.03 (s, 2H) ,7.65(d, J=5.6Hz, 1H) ,6.99(d,
J=8.5Hz,1H) ,6.47 (s, 1H) ,3.55 (m,2H) ,1.86 (s, 1H) ,1.44-1.26 (m,1H) ,1.00(d,J=
8.1Hz,2H) ,0.70 (d, J=5.9Hz,2) ,0.61(d, J=7.9Hz, 2H) ,0.39 (m, 2H) .m/z [W+H]'372.15.
(20401 4= (FLEESARE) - 1- (WA -3~ 55) -7~ (= FIAE) WAseni -2 (LH) - R - (ki -3
) -7~ (AL WEREIR -2, 4 (1H, 3H) - —Filfl4 .

F

TF

|
N\n,N /N“N
0 X |
[2042]  'H NMR (400MHz ,DMS0) 89.40 (s, 1H) ,9.05 (br s,1H) ,8.38(d,J=8.5Hz,1H) ,8.02

(t,J=6.6Hz,1H) ,7.95(d,J=8.6Hz,1H) ,7.65(d,J=8.4Hz,1H) ,6.64 (s, 1H) ,3.04 (s,

3H) .m/z[M+H]"322.1.
[2043]  7-ZAPNZE-4- (i -4 - FL5435) - 1- (SFFHZREL) WEmRIpk- 2 (1H) - il FH Spim: - 4 -

JEFNT - PR FE -1 - (BBFAZEEL) smeibk -2, 4 (1H, 3H) - il &5

H
N
N
Y

[2045]  'H NMR (400MHz,DMS0) 510.42 (br s, 1H) ,9.47 (s, 1H) ,8.88 (s, 1H) ,8.20(d,J=
8.4Hz,1H) ,7.54-7.36(m,3H) ,7.22(d,J=7.2Hz,1H) ,6.95(d,J=8.5Hz, 1H) ,6.09 (s, 1H) ,
1.96(s,3H) ,1.82(br s,1H),0.97(d,J=8.4Hz,2H) ,0.61 (br s,2H) .m/z[M+H] 359.1.
[2046]  7-TRPGIL-4- (Fpigeme -4 -FL50H0) - 1- (SFFHZRIL) Emibk- 2 (1H) - Fi (5 F A AR e s
W -4 - JERNT - IR L -1 - (SRFHOREL) MEmRIK -2, 4 (1H, 3H) - 2% o

N
[2047] S/T I
\N"" N\",N

[2048] 'H NMR (400MHz,DMS0) 810.56 (s, 1H) ,9.37 (s, 1H) ,8.95 (s, 1H) ,8.29 (s, 1H) ,

g

[2041]
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7.57-7.32(m,3H) ,7.22(d,J=7.3Hz,1H) ,6.95(d, J=8.4Hz,1H) ,6.10 (s, 1H) ,1.96 (s,
3H) ,1.83(br s,1H),0.97(d,J=8.3Hz,2H) ,0.62 (br s,2H) .m/z[M+H] 375.1.

[2049]  1- (BkMEFH[1,2-alibmE -5-50) -4- (FHELEID) -7- O FHAEIL) M- 2 (1H) - i
- (KM I [1, 2-al ki -5-35) -7- (3 FH AL Msmsibk -2, 4 (1H, 3H) - il &5

O F

Qr +
[2050]

‘n’ Q
[2051] 'H NMR (400MHz ,DMS0) 88.99 (br s,1H),8.32(d,J=9.5Hz,1H) ,7.83(d,J=
9.1Hz,1H) ,7.75(s,1H) ,7.67(s,1H) ,7.53(t,J=8.2Hz,1H) ,7.32(d,J=8.9Hz, 1H) ,7.22
(d,J=7.2Hz,1H) ,6.31(s,1H) ,3.04 (m,3H) .m/z [M+H] '376.1.
[2052]  4- (GAPNEEFEE) 2438) -1- (BRI (1, 2-almbiE -5-38) -7- (5 L) -dEm

Wb -2 (1H) - Wi FHEAPS BE AL - (KR I [1, 2-a ] AR - 5- 3%) -7~ (=560 FHARUER) ik - 2,
4 (1H, 3H) - 25 -

e Y@,o\lﬁ
e

[2054] 'H NMR (400MHz,DMSO0) §9.03 (br s,1H) ,8.43(d,J=9.0Hz,1H) ,7.78(d,J=
9.0Hz,1H) ,7.67(s,1H) ,7.59(s,1H) ,7.46(t,J=9.0Hz,1H) ,7.32(d,J=8.9Hz,1H) ,7.16
(d,J=7.1Hz,1H) ,6.23(s,1H) ,1.24(quin,J=6.7Hz,1H) ,0.53(d,J=7.9Hz,2H) ,0.34 (br
s,2H) .m/z [M+H] "416.1.

[2055]  7-FAPYEE-1- (2- (C0R FHAAED) MEIE - 3- %) -4 - (FROL U3 MEmempk- 2 (1H) - Jfili
T-TAN AL -1- (2- (g HHAEL) M - 3~ 25%) Psmsmp- 2, 4 (1H, 3H) - R 25 -

F
N A

[2056] -~ O °F

|
NTN@
o _

[2057]  'H NMR (400MHz ,DMS0) 88.57 (br s,1H) ,8.41 (s,1H) ,7.99(d,J=8.2Hz,2H) ,7.83
(s,1H) ,7.50 (m,1H) ,6.85(d,J=8.4Hz,1H) ,6.16 (s, 1H) ,2.98(s,3H) ,1.87 (m,1H) ,0.95
(d,J=8.7Hz,2H) ,0.63 (m,2H) .m/z [M+H]"359.1.

[2058]  7-FAPNEE-4- (PRLGAED) -1- (2- (530 Mb e - 3- 5L) EEminbk - 2 (1H) - Fi {8 F 7 -
TRPNEE-1- (2- U HHEL) M - 3- 25) wEmsnpk- 2, 4 (1H, 3H) - & .
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=L

[2059] 77 CFs
N _N

IS,
(@] =

[2060]  'H NMR (400MHz ,DMS0) 88.90 (s, 1H) ,8.60 (s, 1H) ,8.08(d,J=8.1Hz,1H) ,7.99 (m,
2H) ,6.83(d,J=8.4Hz,1H) ,6.06 (s, 1H) ,3.04-2.93 (m,3H) ,1.87 (m,1H) ,0.94(d,J=
8.2Hz,2H) ,0.61 (m,2H) .m/z[M+H] 361 .1.

[2061]  4-5(3E-7-PRANEE-1- (2- (AL Mg - 3-28) MEmnpk -2 (1H) - il A= THR A
S (2M) FNT-PRNE-1- (2- (5 IR M - 3- 55) Wsmnbk-2, 4 (1H, 3H) - il & .

H,N
[2062]1 Y CFs

NTN NN
O \l

[2063]1 'H NMR (400MHz ,MeOD) 68.90 (s 1H) ,8.10-7.88(m,3H) ,6.96 (d,J=8.5Hz, 1H) ,
6.11(s,1H) ,1.96-1.72(m,1H) ,1.03(dd,J=3.4Hz,2H) ,0.65(d,J=3.9Hz,2H) .m/z [M+H]"
347.0.
[2064]  7-J5L-6-%(-1- (2- SR -4- (FIHLLIL) MEnenbk-2 (1H) -l FH7 -9 -6-%(-1- (2-
SOREL) sk -2, 4 (1H, 3H) - i #%

Cl

[2066]  'H NMR (400MHz ,DMSO) 88.82 (br s,1H) ,8.47 (s,1H) ,7.75 (m,1H) ,7.58 (m, 2H) ,
7.52(d,J=4.6Hz,1H) ,6.53(s,1H) ,3.06-2.90(s,3H) .m/z[M+H]"399.9.
[2067]  7-7R-6-%0-1- 2-S0KELD) -4- (GRANIEFHIEL) 20350 MEmembk- 2 (1H) - Fi{s FHERPY 3
FEREANT - -6 - G- 1- (2- R 3L) EIRIbR-2, 4 (1H, 3H) - 55
Cl
Br

[2069]1 'H NMR (400MHz,DMSO0) 88.16 (s,1H) ,7.81(d,J=7.2Hz,2H) ,7.73-7.56 (m,3H) ,
6.61(s,1H) ,2.67(br s,1H) ,1.26(m,4H) .m/z[M+H] 439.9.
[2070]  6-PR-1- (2-S0RED) -T-ZRPNBL -4~ Crelme -4 - FLo BL) s msmbk -2 (1H) - i 1 of 24
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T -4 - N6 R -1 - (2-GOREL) - 7- RPN SEME k-2, 4 (1H, 3H) - — i &5 .
Br

H

[2071] O/?N | Cl
LY
N

[2072]  'H NMR (400MHz ,MeOD) 89.67 (s, 1H) ,8.79 (s, 1H) ,8.58 (s, 1H) ,7.76 (m, 1H) ,7.62
(m,2H) ,7.49 (m,1H) ,6.04 (s, 1H) ,2.22(br s,1H) ,1.06(d,J=8.1Hz,2H) ,0.39 (br s,2H)
.m/z [M+H] 458.0.

[2073]  6-75-1- (2-S0KREL) -7-TRNEL-4- (GRNIEIEL) S0 50) mEmenpi- 2 (1H) - i {5 FHER
PUEEFF I ANG -5 -1 - (2- ORI - 7- PR SEMEMEbR -2, 4 (1H, 3H) - IS

[2075]  'H NMR (400MHz ,DMS0) 88.74 (brs, 1H) ,8.56 (s,1H) ,7.81-7.67 (m,1H) ,7.66-7.54

(m,2H) ,7.53-7.34(m,1H) ,5.75(s,1H) ,2.08(s,1H) ,1.19(s,1H) ,0.98(d,J=8.3Hz,2H) ,

0.51(d,J=7.7Hz,2H) ,0.35-0.22 (m,4H) .m/z[M+H] '445.0.

[2076]  4-%JE-6-(-1- (2-EUAKREL) - 7-EAPSZEMEmEIbR- 2 (1H) - o AR THE R 1) 2 (2M) A
6--1- (2- %Lzrﬂ@ 7- PR M -2, 4 (1H, 3H) - il 25 -

B5e

[2078]  'H NMR (400MHz,MeOD) 88.21 (s, 1H) ,7.72(m,1H) ,7.65-7.53 (m,2H) ,7.44 (m, 1H) ,
5.97(s,1H) ,2.23 (m, 1H) ,1.13-0.96 (m,2H) ,0.39 (m,2H) .m/z [M+H]"347.0.

[2079]  (R) -6-S&-1- (2-GKEL) -T-PAANZE-4- ((2- B2 2E) S IE) MEmkmbk -2 (1H) -
(R) -2- 5 3EPN - 1-BEAN6- - 1- (2-UKRED) -7-IRAPYFLERRIb -2, 4 (1H, 3H) - i 2% o

[2077]

OH

[2080] |

N__N
hig
9 m/z [M+H]* 405.05.

[2081]  (S) -6-%-1- (2-%(KID) -T-IRNFL-4- ((2-FNIE) G50 Mgk -2 (1H) - i fi
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(S) -2- % 5L N -1 -6 - G- 1- (2-50RIEL) - 7- DAY ZEMEMEIbR -2, 4 (1H, 3H) - il £5 o

Cl
My
[2082] | Cl
N N
I8¢
= m/z [M+H]* 405.1.

[2083]  5-3F-4- (((5 ) -2- IR EL) 2aFE) - 1-2RFE-7- (9 D) smenpk- 2 (1H) -
FAR - 2- 3R - 1 - JIEAN5 - 3 - 1- 2R 5L -7 - (g L) msmensk- 2,4 (1H, 3H) - —FHI 25 .
F

F
F

H F

N
|
N N
IA®
o)
[2085] 'H NMR (400MHz,DMS0) 87.86 (d,J=12.2Hz,1H) ,7.70-7.53 (m,3H) ,7.38 (br s,
2H) ,6.39(s,1H) ,4.92(d,J=64.9Hz,1H) ,3.08 (br s,1H),1.40 (br d,J=25.4Hz,1H) ,
1.27 (m,1H) .m/z[M+H] "382.1.
[2086]  4- ((PAPNELHHEL) 550 -5- HHAEIE - 1- R 5L -7- (o D) msmepk -2 (1H) - s FH
IR L AN - (2-SOR3E) -5- FIAEFE-7- (g L) bk~ 2, 4 (1H, 3H) - — il 45

F
F—/—F
[2087] 1) N/@
S
HN N’J*o

[2088]  'H NMR (400MHz ,DMS0) 88.70 (m, 1H) ,7.56 (dt,J=30.6,7.5Hz,3H) ,7.31 (d,J=
7.6Hz,2H) ,7.09(s,1H) ,6.81 (s,1H) ,6.14 (s,1H) ,4.13(s,3H) ,1.26 (s,1H) ,0.50(d,J=
7.8Hz,2H) ,0.35(d,J=4.9Hz,2H) .m/z [M+H] '390.1.
[2089]  4- ((2-323) 2 HL) -5- AL - 1- IR0 -7 - (0 HH D) Wasmakibk - 2 (1H) - R s 2 -
I -1-TERI - (2-FRFL) -5- AL -7- (S0 3L Emembk-2, 4 (1H, 3H) - 25

R

[2084] Fv’

E
_O

H F

[2090] Ho NN |
N_ _N
10
o)

[20911  'H NMR (400MHz ,DMS0) 88.67 (s, 1H) ,7.56 (m,2H) ,7.31(d,J=7.5Hz,1H) ,7.10(s,
1H) ,6.14(s,1H) ,4.11(d,J=2.2Hz,3H) ,3.71(t,J=6.2Hz,1H) ,3.60(t,J=6.1Hz,1H) .m/

331



CN 119528824 A W OB P 321/391 7

7 [M+H]7380.1.
[2092]  5-FH5E3E-4- ((2- Eﬁ%&ﬁ%%) L) - 1- KL -7- (g 3L mEmkibk- 2 (1H) - Flifi
H2-HEEIE L -1-Jahnt - (2-FRED) -5-FHAEIE-7- (g FH D) Msmkibk -2, 4 (1H, 3H) - i)

F
F r
[2093] | - ,&
Ne!

HN

P m/z [M+H]" 394.1.
[2094]  (S) -4- ((2-FEWNIL) 2l FL) -5- IS EE-1- IR 8k -7- (Sl TS MEmembk - 2 (1H) - il
FH(S) -2- 5 FE N - 1- PRI - (2- (A -5- FHAEUdE - 7- (S0 PP sk - 2, 4 (1H, 3H) - [
il

_O

H g
|
N._N
IO
o)
[2096]  'H NMR (400MHz,DMS0) 68.72 (m, 1H) ,7.68-7.45 (m,3H) ,7.31(d,J=7.5Hz,2H) ,
7.11(s,1H) ,6.15(s,1H) ,5.12 (br s,1H) ,4.11(s,3H) ,4.03-3.90(br s,1H),3.64(dd,J=
12.6,6.0Hz,1H) ,1.16 (d,J=6.3,3H) .m/z[M+H] '394.1.
[2097]  4- (((5e30) -2-FRFLEN T HL) 2 2h) -5- FAE Ak - 1-OR0L - 7- (S T AL s ik - 2
(1H) - il i1 - (2- RUORED) -7- PR R RE T [2, 3-d Mg -2, 4 (1H, 3H) - AL - (2- 508
H0) -5- FHSEL-7- (S5 D) Mk -2, 4 (1H, 3H) - i 25 o
F

?Z-..o

[2095]

” F
HO  H F

[2098] D’
N N
0
L m/z [M+H]" 406.1.

[2099]  4- ((( ) -2-FREFA L) S 35) -5- FAEIE - 1- R k- 7- (0 ) sk - 2 (11) -
Fif 5 P 2 -2 - PR N - 1- RN - (2- 0K 5E) -5- FVAR AL -7 - (3R L) k-2, 4 (1H,
3H) - I £ o
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F
F
0O
[2100] ”"v’
|

[2101]  'H NMR (400MHz,MeOD) 88.57 (s,1H) ,7.76-7.51 (m,3H) ,7.33(d,J=7.5Hz,2H) ,
7.10(s,1H) ,6.37(s,1H) ,4.62 (m,1H) ,4.14(s,3H) ,3.53 (m, 1H) ,1.55 (m, 1H) ,1.22 (m, 1H)
.m/z [M+H] '394.05.

[2102]  4- 50 -5- H SR - 1- DR - 7- (360 FHRD) Wsmeik - 2 (1H) - i FHAE THE Hr ) 2 (2M)
L= (-SRI -5- HAE AL - 7- (g HHAL) wEmsipk- 2, 4 (1H, 3H) - I .

_O

RF
F
|
N_ _N
T
0
[2104]  'H NMR (400MHz ,MeOD) 87.61 (m,4H) ,7.33(d,J=7.6Hz,2H) ,7.11 (s, 1H) ,6.36(s,
1H) ,4.62 (br s,1H) ,4.16(s,3H) .m/z [M+H] "336.0.
[2105]  4- (((1S,2R) -2- IR EL) G 3E) -5-FHAR AL - 1- R -7- (30 FR JE) s - 2
(1H) -FifE H (1S, 2R) -2~ 55PAN - 1- e A1 - (2- R 3E) -5- HHAE L - 7- (S5 HH3E) smenpk- 2,
4 (1H, 3H) - —FHI4S -

(21037 2N

-~

[2106] FVN

=

— O
-n
L

N.__N

T

@)

[2107]  'H NMR (400MHz,MeOD) §7.71-7.54 (m,3H) ,7.35(d,J=7.4Hz,2H) ,7.13 (s, 1H) ,
6.39 (s, 1H) ,4.28-4.18 (m, 1H) ,4.15(s,3H) ,4.06 (br s,1H),3.90 (B Mg, J=6.5Hz,
1H) ,1.34(m,1H) ,1.14 (br d,J=26.1Hz,1H) .m/z [M+H] 394.05.

[2108]  4- (((1R,2S) -2-FIAN L) 2 FL) -5- AL - 1- K38 -7 - (9 FH 3E) s s e - 2
(1H) -FRfE ] (IR, 2S) -2- FIAPN - 1 - JEe R - (2- ERED) -5- AL -7- (S5 30 Mememk-2,
4 (1H, 3H) - —Fil 25

Cr

O
H

RF
1
NN
T@
ol

[2110]  'H NMR (400MHz,MeOD) 87.71-7.54 (m,3H) ,7.35(d,J="7.4Hz,2H) ,7.13 (s, 1H) ,

Ff.r,

[2109] -v-“N
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6.39 (s, 1H) ,4.28-4.18 (m, 1H) ,4.15(s,3H) ,4.06 (br s,1H),3.90 (B 'E[’q,J=6.5Hz,
1H) ,1.34(m,1H) ,1.14(br d,]=26.1Hz,1H) .m/z [M+H] '394.05.

(21111 4- (O T RZED -5- IS - 1-OR3E-7- (5 FHAL) MEEmenbk -2 (TH) - Rl A T 2
JERNL - (2- R HL) -5- IS AL -7- (AU 3 EmRbk -2, 4 (1H, 3H) - il 25 o

F
F
_0
A
2112 p)(
NTN
O
[2113]  'H NMR (400MHz ,MeOD) §7.72-7.53 (m,3H) ,7.32(d,J=7.6Hz,2H) ,7.12 (s, 1H) ,
6.36(s,1H) ,4.18(s,3H) ,3.53(d,J="7.1,2H) ,2.13 (W Mq,J="7.2Hz,1H) ,1.06(d,]J=
6.9,8H) .m/z[M+H]"392.15.

[2114]  5- PSR -4~ (UM - 2- BEFEE) S ) - 1- 2R3k -7- (S0 D) MEmkigk - 2 (1H) - i i
JHER - 2- FL FH RN - (2- UARED) -5- FRAE AR - 7- (S05p0 FHRR) R R bk -2, 4 (1H, 3H) - i il

%o
F
F—F
[2115] (|) N/@
HN \N’&O
Nﬁ)
4

[2116]  'H NMR (400MHz ,MeOD) §7.92 (s, 1H) ,7.71-7.52(m,3H) ,7.38-7.24(d,]J=7.8Hz,
2H) ,7.16(d,J=8.6Hz,2H) ,6.38(s,1H) ,5.03(s,2H) ,4.20(s,3H) .m/z[M+H]"417.1.

(21171 4- (CRemEms -4- JL L) 208 -5- AL - 1- R0 - 7- (060 FH ) ek - 2 (1H) - i
il et - 4 - FE R AL - (2-@OR3L) -5- FH 3L - 7- (gl FHAL) sk -2, 4 (1H, 3H) - i
il

F
[2118] O N
I %
N No

HN

N ]

O
[21191  'H NMR (400MHz ,MeOD) 38.82 (s, 11) ,8.62 (s, 1H) ,7.76-7.52(m,3H) ,7.34(d,J=
7.6Hz,21) ,7.11(s,1H) ,6.36 (s, 1H) ,4.74(s,2H) ,4.17 (s, 31) .m/z [M+H]'417.1.
[2120]  5-F%E AL -4~ (R -4- 2L FIEE) 5 08) - 1-2REE -7~ (o FE) et -2 (1) - il
FHREIE - 4 - JE AL - (2~ ZREE) -5- A AL -7 (S FIAE) Mgk -2, 4 (T, 3H) - i
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o

[2121] <|J N’©

\=N
[2122]  'H NMR (400MHz ,MeOD) §8.22 (s, 1H) ,8.05 (s, 1H) ,7.71-7.54 (m,3H) ,7.33(d,J=
7.6Hz,2H) ,7.12(s,1H) ,6.36 (s, 1H) ,4.80(s,2H) ,4.17(1,3H) .m/z [M+H] 417.1.

[2123]  5-FAEdE-4- (((3- AR BE FmEme - 5- k) D) S0 50) - 1- 9K 3E-7- (S0 L) wemp
Whk-2 (1H) - {5 (3 - A 2 S s - 5- 358) FRRERINL - (2- RS -5- FHAREE-7- (1 3)
AR -2, 4 (1H, 3H) - 25 .

F
F F
[2124] O N :
| \,g
HN” N7 Y0
\
o—
N"'O

[2125] 'H NMR (400MHz ,MeOD) §7.74-7.51 (m,3H) ,7.33(d,J=7.6Hz,2H) ,7.13 (s, 1H) ,
6.37(s,1H) ,6.13(s,1H) ,4.93(s,3H) ,4.19(s,3H) ,3.93(s,3H) .m/z [M+H] "447.1.

[2126]  4- (W -3- JL FHIE) %3 -5- AR AL - 1- R0k - 7- (= 0p0 FH ) ek - 2 (1H) - 7
ol ] e - 3- FLFR RN L - (2- GUOREE) -5- FHAA L -7 - (00 FR3E) Emakibk - 2, 4 (1H, 3H) - il
il

F
[2127] 0O N
S
NS So

H

o

O—-N
[2128]  'H NMR (400MHz ,MeOD) 88.65 (s, 1H) ,7.73-7.53 (m,3H) ,7.34(d,J=7.6Hz,2H) ,
7.14(s,1H) ,6.64 (s, 1H) ,6.38 (s,1H) ,5.00(s,2H) ,4.19(d,J=2.5Hz,3H) .m/z [M+H]"
417.1.
[2129]  7-FRNEL-4- (GRAZFEFIIE) S HD) -1- (3- (=5 AL Mg - 2- J55) s bk - 2 (1H) -
Pl FHEAN ZL FH AT - IR B - 1- (3~ (g D) Mg - 2 - 355) msmdembk -2, 4 (1H, 3H) - il
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A/H
[2130] | CF,
N _N.__A

s,
O N~

[21311 'y NMR (400MHz ,MeOD) 88.85 (s, 1H) ,8.78 (s, 1H) ,7.83(d,J=8.5,1H) ,6.75(d,J

=8.5Hz,1H) ,5.97(s,1H) ,3.31 (m,2H) ,1.68 (m,1H) ,1.08(m,1H) ,0.82(d,J=8.5Hz,3H) ,

0.48(m,2H) ,0.38(d,J=7.7Hz,2H) ,0.18(d,J=5.0Hz,2H) .m/z [M+H] 402.1.

2132 7- B4~ (FESUD - 1- (3- (ST IR -2~ 50) WEME A -2 (1K) -t Y7 -

FRPIE-1- (- (AL T -2 30) WERBE-2,4 (1H, 38) - — il s

ZT

[2133] 7 CF;,

Ty
O

N

Z=

[2134]  'H NMR (400MHz ,MeOD) 88.87 (s, 1H) ,8.81 (s, 1H) ,7.73(d,J=8.2Hz,1H) ,6.75(d,
J=8.6Hz,1H) ,5.98(s,1H) ,2.95(s,3H) ,1.69 (br s,1H) ,0.83(d,J=8.5Hz,3H) ,0.49 (br
s,2H) .m/z[M+H]"362.1.

[2135]  6-P-4- (RNIEFFED) 245 -1- KA -7- (5 L) Ememb - 2 (1H) - (5 FH R
PR RN - 1 - 1 - 2R - 7 - (g HH S ) Emsipk- 2, 4 (1H, 3H) - &S .

Br E
O\|/F
H
[2136] A/N | F
N_ _N
hig

IO

[2137]  'H NMR (400MHz ,MeOD) 88.62 (s, 1H) ,7.62 (m,3H) ,7.35(d,J=7.6Hz,2H) ,6.49 (s,
1H) ,3.51(d,J=6.9,2H) ,1.30 (m,1H) ,0.60(d,J=7.7Hz,2H) ,0.38 (m,2H) .m/z [M+H]"
456.1,454.1.

[2138]  6-P-4- (GRNIEFED) 2450 -1- GEHIZRED) -7- (oS gk -2 (1H) -7l
FE IR BE FFEAN6 - 15 - 1= (RBFHIRIL) -7- (O A L) MEmRibk -2, 4 (1H, 3H) - il £

Br F
O\l/F
H
[2139] A/N i 3
N. _N
Jf ﬁ)
O

[2140]  'H NMR (400MHz ,MeOD) 88.65 (s, 1H) ,7.56-7.35 (m,3H) ,7.24 (d,]=7.6Hz, 1H) ,
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6.38(s,1H) ,3.60-3.46 (m,2H) ,2.06(d,J=2.1Hz,3H) ,1.30(d,J=6.7Hz,1H) ,0.61(d,]J=
7.7Hz,2H) ,0.38(d,J=5.0Hz,2H) .m/z [M+H] 468.0,470.0.
[2141]  6-75-4- (FAREEAIL) - 1- (SRHORID) -7- (0 FRAASD) s - 2 (1H) -t FH6 - 15 -
1- (RRFAZRIE) -7- (g L) Emenbk-2, 4 (1H, 3H) - il & .

Br

'
' Y

[2142] /NI 3
N_ _N
T 7@
o}

[2143]  'H NMR (400MHz,MeOD) 88.51 (s, 1H) ,7.54-7.44 (m,3H) ,7.33(d,J=7.6Hz,1H) ,
6.39(s,1H) ,6.24(s,1H) ,3.16(s,3H) ,2.07 (s 3H) .m/z[M+H]'430.0,428.0.
[2144]  6-75-4- (FFEEGLAL) -1- (SRFAORIE) -7- (Z0p FHAA L) M - 2 (1H) - 16 - 5L -
1- (BBFAZRIE) -7- (g L) Emenbk-2, 4 (1H, 3H) - il & .

Br

F
O\|/F
H
F

[2145] /NI
N_ _N
14 ﬁ)
O

[2146] 'H NMR (400MHz ,MeOD) 68.51 (s, 1H) ,7.54-7.44 (m,3H) ,7.33(d,J=7.6Hz, 1H) ,
6.39(s,1H) ,6.24(s,1H) ,3.16(s,3H) ,2.07 (s 3H) .m/z[M+H] 430.0,428.0.

[2147] 4~ (((3- HAIE SR IEME - 5-38) HHJE) 5030 - 1- (SBHHZREE) -7- (Za HIZE) mmmpk - 2
(1H) - P e FH (3 - AR L S - 5- 358 FR RN - (AP FIZRIE) - 7- (S0 FPD) msmembk -2, 4 (1H,
3H) - RS o

F
M o—{N:l)\/H F
e
[2148] SN |
N

[2149]  'H NMR (400MHz ,MeOD) 88.30(d,J=8.2Hz,1H) ,7.58(d,J=8.6Hz,1H) ,7.54-7.43
(m,2H) ,7.26(d,J=7.6Hz,1H) ,6.69(s,1H) ,6.18(s,1H) ,3.94(d,J=2.6Hz,3H) ,2.05(d,J
=2.6Hz,3H) .m/z[M+H] 431 .1.

[2150]  (R) -4- (2- G FHZE) MEMEHE-1-F5) - 1- (JPFAZREL) -7- (=51 FH L) MEmmk -2 (1H) -
i {55 P (R) - Mg - 2- FEFRRERNL - (SBFHAZREL) -7- (5 FHEL) mEmbk -2, 4 (1H, 3H) - i i
o
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[2152]  'H NMR (400MHz ,MeOD) 88.43 (t,J=10.3Hz,1H) ,7.62-7.40 (m,5H) ,7.23 (dd,J=
19.6,7.7Hz,1H) ,6.69 (d,J=14.6Hz,1H) ,4.15(s,2H) ,4.04 (s,1H) ,3.85(s,1H) ,2.27-
1.97 (m,6H) .m/z [M+H]7404.1.

[2153]  (S) -4- (3- CGEFAZL) MEMEHE-1-F5) - 1- (JPFAZREL) -7- (=g FH L) MEmmbk -2 (1H) -
i s P (S) - Mg be - 3 - FE RS RNL - (SBFHZREL) -7- (5 FHRL) Emeibk -2, 4 (1H, 3H) - i i

[2155]  'H NMR (400MHz ,MeOD) 88.48 (d, J=8.7Hz,1H) ,7.51(q,J=8.9,7.9Hz,4H) ,7.23
(s,1H) ,6.69(d,J=5.8Hz,1H) ,4.15(s,2H) ,3.77-3.58 (m,2H) ,2.61 (s, 1H) ,2.22 (s, 1H) ,
2.05(dd,J=12.3,2.5Hz,3H) .m/z [M+H] 404 .1.

[2156]  (R) -4- (3- G FAZE) MEMEbE-1-F5) - 1- (JPFAZREL) -7- (=g FH L) MEmmk -2 (1H) -
i 58 P (R) - Mg - 3 - FEFRRERNL - (SBFHZREL) -7- (5 FHEL) Emeibk -2, 4 (1H, 3H) - i i

[2158]  'H NMR (400MHz,MeOD) 58.48 (d,J=8.5Hz,1H) ,7.66-7.38 (m,4H) ,7.23 (s, 1H) ,
6.68(d,J=5.8Hz,1H) ,4.15(s,2H) ,3.69(d,J=12.9Hz,2H) ,2.60 (s, 1H) ,2.22 (s, 1H) ,
2.15-1.99(m,3H) ,1.93 (s, 1H) .m/z[M+H] 404 .1.

[2159]  (R) -4- (2- (AL FHAE) MEng b - 1- %) - 1- (QPFAZREL) - 7- (=g FH2E) s - 2
(1H) -F el R) -2- (AR HED) MRS ANL - (SRHHZRIE) -7- (0 FH3E) MEmembk-2,4 (1H,
3H) - i eS o
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[21611  'H NMR (400MHz ,MeOD) 88.49-8.22 (m, 1H) ,7.50 (dt,J=23.2,7.9Hz,4H) ,7.31-
7.10 (m,1H) ,6.69(d,J=14.9Hz,1H) ,4.93 (s,1H) ,4.20-4.03 (m,2H) ,3.88(d,J=8.8Hz,
1H) ,3.74(d,J=10.1Hz,1H) ,3.40(s,3H) ,2.18(d,J=7.1Hz,3H) ,2.06 (dd,J=30.0,
2.3Hz,4H) .m/z [M+H] "418.1.

[2162]  4- (3- (2-FLID) MM HE-1-58) -1- (SPFZREL) -7- (i FH L) MEmpibk -2 (1H) - il
2 (RS A -3-35) £-1-FE Al - (REFREE) -7- (ol HHAD) Msmkibk -2, 4 (1H, 3H) - ]
o

F F
F
[2163] N
|

[2164]  'H NMR (400MHz,MeOD) 88.48 (s,1H) ,7.61-7.37 (m,4H) ,7.23 (t,J=8.2Hz,1H) ,
6.68(d,J=11.2Hz,1H) ,3.71(m,2H) ,2.49 (m, 1H) ,2.30 (m, 1H) ,2.05 (BB 0d, J=23.1Hz,
3H) ,1.79 (m,3H) .m/z [M+H] "418.1.

[2165] 4~ (MEPSAE-1-55) -1- BPHIZEED) -7- (=5 ED mkme (2, 3-d1mEng -2 (1H) - i fE
FHIE LTI - (SFHHZREL) -7- (o D) mbme gt (2, 3-dImang -2, 4 (1H, 3H) - il & .

FE
o x
[2166] N|\N
N_ _N
Tﬁ
0

[2167]  'H NMR (400MHz ,MeOD) 88.96-8.75 (m,1H) ,7.63 (dd,J=8.2,2.5Hz,1H) ,7.48-
7.26 (n,3H) ,7.14(d,J=7.5Hz,1H) ,4.04 (m,J=61.3Hz,4H) ,2.13 (m,4H) ,2.02(d,J=
2.5Hz,3H) .m/z [M+H] "375.2.
[2168]  (R) -4- (2- GRHFID) MERE e - 1-50) -1- (RBHZRIE) -7- (O30 ke gf[2, 3-d]
WEIE -2 (1H) - FEF (R) - MRk - 2 - FE RS RN L - (SBFAOREL) - 7- (=l HHED) e 3 [2,3-d]
MAE -2, 4 (1H, 3H) - I #5 .
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OH E
J F
sUen
[2169] N | N
N\",N
o)

[2170]  'H NMR (400MHz ,MeOD) 88.83 (t,J=10.0Hz,1H) ,8.18 (s, 1H) ,7.63 (dd,J=8.4,
2.4Hz ,1H) ,7.47-7.28(m,3H) ,7.14(dd,J=23.5,7.7Hz,1H) ,4.78(s,1H) ,4.21-3.99 (m,
3H) ,3.83(ddt,J=11.4,5.9,2.8Hz,1H) ,2.19(dd,J=19.4,10.9Hz,3H) ,2.13-2.04 (m,
2H) ,1.97(d,J=2.5Hz,2H) .m/z [M+H] 405.00.

[2171]  (R) -4- (3- GEHED) MEME ke -1-30) -1- BFHZREL) -7- (oD e [2,3-d]
WEEIE -2 (1H) -8 FH (R) -MRE R e - 3 - FE FFE AN L - (SRFZRED) -7- (5 D) mikme 3£ [2,3-d]
MAIE -2, 4 (1H, 3H) - 145 .

[2173]  'H NMR (400MHz ,MeOD) 58.86 (d,J=8.3Hz,1H) ,8.40 (s,1H) ,7.63 (d,J=8.6Hz,
1H) ,7.46-7.25(m,3H) ,7.14(t,J="7.1Hz,1H) ,4.07 (m,4H) ,3.70 (m,2H) ,2.62 (m, 1H) ,2.21
(m,1H) ,2.08-1.86 (m,4H) .m/z [M+H] '405.00.

[2174]  4-500E-1- (2-GREL) - 7-IAPN JEMEMERRK - 2 (1H) - P ok 354 0 ] 2 (T i, £
MeOHH) 11 - (2-GUREL) - 7-PRPNZEMEREIRK -2, 4 (1H, 3H) - I .

[2175] rizh | Cl
N_ _N

O

0
[2176]  'H NMR (400MHz,DMSO-d,) 88.15-7.84 (m,3H) ,7.73(dt,J=6.1,2.8Hz, 1) ,7.62-
7.39 (m,3H) ,6.80(d,]=8.4Hz,1H) ,6.02 (s,1H) ,1.91-1.73 (m,1H) ,0.94 (d,]=8.4Hz,
oH) ,0.61(d,J=6.5Hz,2H) .m/z [M+H]'312.00.
[2177]1  1- Q- -T-TRN AL -4- (R BEL S L) Esmenbi-2 (1H) - s FH S5 P R - (2-
SUREL) -T- TR FEMEMRIb -2, 4 (1H, 3H) - il &5 -

H

[2178] 7’N| o]
N._N
O
o)
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[21791  'H NMR (400MHz,DMSO-d,) 88.12 (t,J=9.1Hz,2H) ,7.72(q,]=3.6,2.2Hz, 1H) ,
7.63-7.39(m,3H) ,6.82(d,]=8.4Hz,1H) ,6.00 (s, 1H) ,4.49 (q,J=6.8Hz,1H) ,1.81 (s,
1H) ,1.34-1.17 (m,5H) ,0.94 (d,J=8.3Hz,2H) ,0.59 (s, 2H) .m/z [M+H] '354.20.

[2180]  1- (2-5(KED) -7-FRNFL-4- (((1S,2R) -2- S FRPA L) 24 0L) Mempibk- 2 (1H) - il
(1S,2R) -2-GaIAN -1 - AN - (2- GHOREL) -7-BAPN SEMEmembk -2, 4 (1H, 3H) - 25 .

H{@/A

[2181] " I\I | Cl

Fo ©
O

[2182]  'H NMR (400MHz,DMSO-d,) 88.49 (s, 1H) ,8.13(d,J=8.4Hz,1H) ,7.74 (h,]=4.0,
3.2Hz,1H) ,7.63-7.40 (m,3H) ,6.84 (d,J=8.4Hz,1H) ,6.04 (s, 1) ,4.85(d, J=65.2Hz,
1H) ,3.63 (dt,J=20.5,6.8Hz,1H) ,3.05(d,J=6.8Hz,1H) ,1.90-1.73 (m, 1H) ,1.45-1.14
(m,3H) ,0.95(d,J=8.3Hz,2H) ,0.60(d,J=6.5Hz, 2H) .m/z [M+H] "370.00.

[2183]  1- (2-GAIL) -7-IANEE-4- G - 4 - FRg{HL) WEWR IR -2 (TH) - il i A - 4 -
N - (2~ ZRHE) -T- PR SRR -2, 4 (1H, 31) - Ml &5 -

b
[2184] o\/jNNY%J/C‘A
N
il
0

[2185]  'H NMR(400MHz,DMSO-d,) 810.48 (s,1H) ,9.43 (s, 1H) ,8.89(d,J=1.9Hz, 1H) ,8.22
(d,J=8.4Hz,1H) ,7.85-7.42 (m,4H) ,6.95 (d,J=8.4Hz,1H) ,6.68 (s, 1H) ,6.12 (s, 1H) ,
1.86(q,J=7.6,7.1Hz,1H) ,0.98(d,J=8.3Hz,2H) ,0.66 (q,]=8.0,6.6Hz, 2H) .m/z [M+H]"
379.00.

[2186]  1- (2-5UOKEE) -T-FANEE-4- CpWEmg - 4- S RE) MM -2 (1H) - 6 FH AR A
W -4 -JH R - (2 SR AE) - 7-PAPY BLEEMER -2, 4 (TH, 3H) - il

H
N
\N__,_,.

NTN
o}

[2188]  'H NMR (400MHz,DMSO-d,) 810.65 (s, 1H) ,9.36 (s, 1H) ,8.96 (s, 1H) ,8.34 (d,J=
8.5Hz,1H) ,7.87-7.69 (m,1H) ,7.57 (ddt,J=23.9,5.8,2.4Hz,3H) ,6.96 (d, J=8.3Hz, 11 ,
6.12(s,1H) ,1.99-1.77 (m,1H) ,0.99(d,J=8.3Hz,2H) ,0.66(d,]=6.8Hz,2H) .m/z [M+H]"
395.00.

[2189]  1- (2-%UKHD) -7-ANEE-4- ((2- (=9 ) M - 4- L) 2 %) MEm ik - 2 (TH) -
1 12~ (A ) G -4~ ML - (2-S0R3E) -7-PAPN LR -2, 4 (1H, 3H) - il .
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N
[2190] Q’ | cl
N.4 N__N
e

[21911  'H NMR (400MHz ,DMSO-d,) 810.33 (s, 1H) ,8.73(d,J=5.3Hz, 1) ,8.56 (s, 11) ,8.41
(d,J=13.3Hz,2H) ,7.79(s,1H) ,7.59(d,J=17.1Hz,3H) ,7.00(d,J=8.5Hz,1H) ,6.17 (s,
1H) ,1.91(s,1H) ,1.01(d,J=8.4Hz,2H) ,0.68(s,2H) .m/z [M+H] '457.00.

[2192]  7-ZAP9EE-1- (BRI (1, 2-a ] MEiE -5-38) -4- (FHERZ(EL) Emkibk-2 (1H) -l FH7 -
RPN ZE-1- (BRI (1, 2-a] MR -5-38) Meme (2, 3-d]mang -2, 4 (1H, 3H) - il

ZT

[2193] ~

N._N NF:\N

v
g
0o Z
[21941  'H NMR (400MHz, Ff#-d,) 88.42(d,J=2.0Hz, 1H) ,7.85(dd, J=8.5,2.1Hz, 1H) ,
7.70(d,J=9.2Hz,1H) ,7.57-7.29 (m,3H) ,7.11-6.99 (m,1H) ,6.85(d,J=8.5Hz,1H) ,6.10
(s,1H),3.05(d,J=2.1Hz,3H) ,1.69(t,J=6.8Hz, 1) ,0.86 (d,J=8.7Hz,2H) ,0.47(d,J=
15.0Hz, 2H) .m/z [M+H] "332.00.
[2195]  7-TANSEE-4- (AAEEFED) 2050 - 1- (bR -2- L) MEmRnif - 2 (1H) - [ s PR P 5
FARGRNT - PR AL - 1 - (IR -2~ 2L) ERRRRE -2, 4 (1H, 3H) - AR o

A/H
N

|

N. _N_ _N

T S

)
21971 'H NMR (400MHz ,DMSO-d,) 88.79 (d,J=2.8Hz,2H) ,8.69(d,]=6.7Hz,1H) ,8.09(d,
J=8.5Hz,1H) ,6.85(d,J=8.5Hz,1H) ,6.21 (s,1H) ,3.39(d,J=6.4Hz,3H) ,1.87 (s, 1H) ,
1.20(s,2H) ,0.95(d,J=7.9Hz,2H) ,0.65(d,J=5.1Hz,2H) ,0.49(d,J=7.9Hz,2H) ,0.31
(d,J=4.9Hz,2H) .m/z[M+H] "334.20.

[2198]  7-PAPNEE-4- (FERSARD) - 1- (3- PRI - 2- 1) MWK -2 (TH) - i i FH 7 - AR 2L -
1- (3~ FHEENLE I - 2- 1) MR -2, 4 (1H, 3H) - il 25 -

[2196]

[2199]
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[2200]  'H NMR (400MHz ,DMSO-d6) d8.78-8.53 (m,3H) ,8.02(dd,J=8.4,2.1Hz, 1H) ,6.84
(d,J=8.5Hz,1H) ,6.09(s,1H) ,3.06-2.92 (m,3H) ,2.29(d,J=2.1Hz,3H) ,1.87(q,J=
7.4Hz,1H) ,0.94(d,J=6.8Hz,2H) ,0.65 (s, 2H) .m/z [M+H] "308.20.

[2201]  7-ZAPNEE-4- (GANZEFHIL) 2 50) - 1- (3- FHIEAENE - 2- 35) msmsmpk - 2 (1H) - il fi
AP EEH AN T - BAN 3 - 1 - (3- FHELNE IR - 2- 3) msmenbk- 2, 4 (1H, 3H) - Rl 5

|

NTN\H\\\N
O N\/

[2203]  'H NMR (400MHz ,DMSO-d,) 88.79-8.53 (m,3H) ,8.20-8.04 (m, 1H) ,6.85(d,J=

8.4Hz,1H) ,6.09(s,1H) ,3.61(dt,J=38.2,6.6Hz,2H) ,3.44(d,J=7.8Hz,2H) ,2.29(d,J=

2.2Hz,3H) ,1.86(d,J=7.3Hz,1H) ,1.82-1.68 (m,1H) ,1.64-1.51 (m,1H) ,1.22(d,]J=

8.0Hz,2H) ,0.95(t,J=6.1Hz,2H) ,0.66 (s,2H) ,0.50(d,J=7.9Hz,2H) ,0.31(d, J=4.8Hz,

2H) .m/z[M+H1]"348.20.

[2204]  7-DAPNEE-1- (BKMEFF[1, 2-alMble - 7-55) -4- (ka2 ek -2 (1H) - fi 7 -

DAL -1- (ORI [T, 2-a  IEIE -7 - 55) EMRR -2, 4 (1H, 3H) - [ &

H

N N
ae
(7

[22061  'H NMR (400MHz,DMSO-d,) §9.00(d, J=7.1Hz,1H) ,8.76(s, 1) ,8.40(s, 1) ,8.17
(s,1H),8.13-7.95(m, 1H) ,7.96-7.81 (m, 1H) ,7.36 (d,J=6.9Hz, 1H) ,6.84 (d,J=8.4Hz,
1H) ,6.56(s,1H) ,5.72(q,J=12.2,11.5Hz,1H) ,4.44-4.22 (m,1H) ,3.92(t,]=6.8Hz,2H) ,
3.13-3.05(m,2H) ,3.04-2.96 (m,2H) ,2.55(d,J=2.0Hz,11) ,2.36(d,J=12.5Hz, 1H) ,1.87
(s,1H) ,1.24 (t,J=7.0Hz,5H) ,0.94 (d,J=8.0Hz,2H) ,0.70(d,J=5.1Hz,2H) .m/z [M+H]"
332.00.

[2207]  4- (GAAZEFFIE) 200 -5-91-7- (5 L) -1- (2- (0 D) ML - 3-25) g
Wb -2 (LH) - [ FHPAPR 25 RIS - 36~ 7- (s PP - 1- (2- (U HHARD) NHEi - 3- 258) Isiae it -
2,4 (1H, 3H) - —FfHl£S .

F CF3
A,H I: J
[2208] | CFs
N

[2209] 'H NMR (400MHz ,DMS0-d,) 88.94(d, J=4.7Hz, 1H) ,8.45-8.28(m, 1H) ,8.20(d, J=
8.4Hz,1H) ,8.02 (t,J=6.2Hz,1H) ,7.66 (d,J=11.8Hz,1H) ,6.41 (s, 1H) ,3.59-3.37 (m,

[2205]
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oH) ,1.27(s,1H) ,0.59-0.25 (m,4H) .m/z [M+H] "447.00.
[2210]  5-GF-4- (FIEREAED) -7- Gl -1- - CGa A g - 3-35) bk -2 (1H) -
Pl 5 - 98- 7- (o FRED) -1- (2~ (3 D) Mg - 3-358) Msmemk-2, 4 (1H, 3H) - £

F CF;
H [ I
-~
[2211] | CFs

NN A
TN
0] =

[2212]  1- (2- 06D - 7T- AP E-4- (((1S, 2R) - 2- JERPA L) S0) -2- 4R 1, 2- i

WEF[2,3-d]mEng -6- g mE o F (1S, 2R) -2- FRERN - 1 - e B AN L - (2- 50K 35 -

T-TRNEE-2,4- —5%-1,2,3,4-DOEREH (2, 3-d 1 WnE -6 - G il 25

AN

NC Ay
[2213] I -
N” N0

[2214]  'H NMR (400MHz , 5{{/5-d) 68.87 (s, 1H) ,7.53(d,J=5.7Hz, 1H) ,7.46-7.35 (m,2H) ,
7.29(d,J=6.2Hz,1H) ,4.77(d,J=63.1Hz,1H) ,2.37(d,J=4.4Hz,2H) ,1.41-1.22 (m,2H) ,
1.12-0.96 (m,3H) ,0.75(d, J=23.4Hz, 2H) .m/z [M+H] 396.0.

[2215]  1- (2-KRD) -7-PRAZE-4- (GAPNE AL 230) -2-5K-1, 2- e If[2,3-
d ] PEIE - 6 - FERS A FHEAPN 356 FR I 4t FR e B L - (2- SR -7-PRINEE-2,4- 54K -
1,2,3,4-PUSIERETF[2, 3-d]meng -6- S 55 .

I

F

[2216]

[2217]  'H NMR (400MHz , {{/5-d) 68.35 (s, 1H) ,7.50 (dd,J=5.1,1.8Hz,1H) ,7.41-7.33
(m,2H) ,6.89(s,1H) ,3.56-3.39 (m,2H) ,2.42-2.32(m,1H) ,1.18-1.09 (m, 1H) ,1.09-0.95
(m,2H) ,0.75(d,J=23.2Hz,2H) ,0.56 (d,J=7.0Hz,2H) ,0.32-0.23 (m,2H) .m/z [M+H]"
392.1

[2218]  6-P-4- (GRNFEFEY) (FI3E) 538 -1-JRF-7- (S AL MEmRbk - 2 (1H) - s
1o FH1-PAPA 25 - N - FH R B e 4t FR R A 116 - L - 1 - R 3 - 7- (5 FH D) MEsmakip- 2, 4 (1H,
3H) - R 5
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Me.
eN/W

SN
[2219] CF3 N’J*o

Br:

[2220]  'H NMR (400MHz , 5{{/5-d) 88.16 (s, 1H) ,7.56 (t,J=7.3Hz,2H) ,7.53-7.46 (m, 1H) ,
7.24(s,2H) ,6.87(s,1H) ,3.65(d,J=6.4Hz,2H) ,3.45(s,3H) ,1.26-1.14 (m,1H) ,0.68(d,]J
=7.4Hz,2H) ,0.35(d,J=4.3Hz,2H) .m/z[M+H] 452.0,454.0.
[2221]  6-P-4- (GRNIEFFED) 245 -1- KA -7- (5 30 mEmibk- 2 (1H) - i FHER
PR FH g et FR R AT FH6 - 158 - 1- R - 7- (0 FH ) bk -2, 4 (1H, 3H) - il 2%
HN/V

~N
[2222] CF3 NAO

Q)

[2223]  'H NMR (400MHz, Z5{}5-d) 68.22 (s, 1H) ,7.55(t,J=7.3Hz,2H) ,7.51-7.45(m, 1H) ,
7.25-7.22 (m,3H) ,6.85(s,1H) ,3.51(d,J=7.0Hz,2H) ,1.22-1.11 (m,1H) ,0.57(d,J=
7.1Hz,2H) ,0.31(d,J=4.0Hz,2H) .m/z [M+H] '438.0,440.0.

[2224]  7-BANEE-4- (GAPNEE D) 2450 -2- 54K -1- GRHIORED) -1, 2- S Empipk-6- H
A FHEA PN 5 FH i 4t FR e RN FH 7 - BRI 3 -2, 4 - 584K 1- (BBHRED) -1,2,3,4- P05
I A R - 6 - P fi 1) 25 o

HN’W
NC

SN
[2225] NAO

Me\©

[2226]  'H NMR (400MHz , 5{{/5-d) 87.95 (s, 1H) ,7.43-7.34(m,3H) ,7.10(d,J=7.3Hz, 1H) ,
5.90 (s, 1H) ,3.56 (t,J=7.9Hz,2H) ,2.24-2.16 (m, 1H) ,2.04 (s,3H) ,1.24-1.15(m, 1H) ,
1.09(d,J=8.2Hz,2H) ,0.65(d,J=7.5Hz,2H) ,0.49(d,J=4.5Hz,2H) ,0.35(d,J=4.5Hz,
2H) .m/z [M+H]"371.2.

[2227]  7-BAPNEE-4- (ALY -2-5-1- (RRHIORED) -1, 2- 2 ek - 6 - FR T (e 117 -
FRNEE-2,4- Z45R-1- GPBHFIZEED) -1,2,3, 4- PUS MMk - 6 - FH IS 2%

Br:
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NHMe
NC

SN
[2228] N’J%o

[2229]  'H NMR (400MHz , 5{{/5-d) 88.12(s,1H) ,7.43-7.31 (m,3H) ,7.12(d,J=6.9Hz, 1H) ,

5.90(s,1H) ,3.19(s,3H) ,2.23-2.14 (m,1H) ,2.05(s,3H) ,1.09(d,J=7.8Hz,2H) ,0.52-

0.45 (m,2H) .m/z[M+H]"331.2.

[2230]  1- (2-GAR3D) -4- (GANEEED) 4000 -7- (1, 1- 5 -2-5 -1, 2- 48

WA IR - 6 - Y fif i ot A PR 5k FR e e FR s ATl P T 1 - (- GR38) -7- (1, 1- A3 -2,
-1, 2,3, 4- DU EERR R - 6 - FRUS 5

HN/W

NC SN

E
[2231]1 F N/&O

Me Cl\@

[22321  'H NMR (400MHz,DMSO-d,) §9.08 (s, 1H) ,9.01 (s, 1H) ,7.76 (d,J=3.3Hz, 1H) ,7.59
(dd,J=8.6,4.9Hz,3H) ,6.45(s,1H) ,3.49-3.40 (m,2H) ,1.96 (t,J=19.1Hz,3H) ,1.24-
1.16(m,1H) ,0.53(d,J=7.1Hz,2H) ,0.36-0.30 (m,2H) .m/z[M+H] "415.0.
[2233]  1- 2-%ZED) -7- (1, 1- 930 -4- (FIEESARD) -2- 5 fX-1, 2- et -6-
SEEHL- -SRI -7- (1,1- T -2,4- TR 1,2, 3, 4- DU ek -6 - FAS 5«
NHMe
NC

SN
F
[2234] F N/&O

Me CI\©

[2235]  'H NMR(400MHz ,DMSO-d,) 89.08 (s, 1H) ,8.86 (s, 1H) ,7.76 (d,J=3.1Hz, 1H) ,7.63-
7.57(m,2H) ,7.57-7.50 (m, 1H) ,6.45(s,1H) ,3.01 (s,3H) ,1.95(t,J=19.4Hz,3H) .m/z [M+
H]"375.0.

[2236]  6-P-1- (2-GKIL) -7- (1,1- LD -4- (((1S,2R) -2- IR L) -5 F5) Wme
Whk-2 (1H) - ] (1S, 2R) -2- 53R - L - Je gt FE et 6 - - 1- (2- @R D) -7- (1, 1-
ARG EL) ERRIRR -2, 4 (1H, 3H) - A%
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[2237] R

Me CI

ase
=

[2238]  'H NMR (400MHz,DMSO-d,) §8.88 (s, 1H) ,8.76 (s, 1H) ,7.76 (d,J=4.0Hz, 1H) ,7.58
(s,2H) ,7.08(s,1H) ,6.47 (s,1H) ,4.89(d,J=62.4Hz,1H) ,3.10(s,1H) ,1.96 (t,]J=
19.2Hz,3H) ,1.42-1.21 (m,2H) .m/z[M+H] "472.0,474.0.

[2239]  6-P-1- (2-KH) -7- (1,1- 5O -4- (LR mEminbk-2 (1H) - {16 -
B-1- 2-GRF) -7- (1, 1- GO0 MEmpipk-2, 4 (1H, 3H) - il %

NHMe
Br: N
F
[2240] F N’J*o
Me CI

s

[2241]  'H NMR (400MHz ,DMSO-d,) 88.93 (s, 1H) ,8.61 (s, 1H) ,7.75(dd,J=5.4,2.3Hz, 1H) ,
7.60-7.54 (m,2H) ,7.54-7.49 (m, 1H) ,6.96 (s, 1H) ,6.45 (s, 1H) ,2.99(s,3H) ,1.96 (t,]J=
19.0Hz,3H) .m/z [M+H]'428.0,430.0.

[2242]  1- (-G08 -7T-FRNEE-4- ((2,2- 50D 4030 25401, 2- 2 mmenk-6-
FiG S 2, 2- — 5 - 1- R e ANl 1 - (2-R30) -7-PRN -2, 4- 5 40-1, 2,
3, 4- VU Mk - 6 - HH RS 1) 25 o

HN/\(F
o F
N

NC N

[2243] o)

a\©
[2244]1  'H NMR (400MHz ,DMSO-d,) 89.10 (s, 1H) ,8.75(s, 1H) ,7.75(d,J=6.5Hz, 1H) ,7.65-
7.54 (m,2H) ,7.50(d,J=6.6Hz,1H) ,6.27 (t,J=56.7Hz,1H) ,5.76 (s, 1H) ,3.95 (dq, J=
31.0,15.5,14.6Hz,2H) ,2.16 (p,J=7.0,6.5Hz,1H) ,1.09(d,J=7.3Hz,2H) ,0.41 (s, 2H)
.m/z [M+H] 401 .1.
[2245]  1- (2-G0KHD) -4- (GRANREFIED) 2030 -2-5-7- CEHTAD) -1, 2- S Emp k-
6 - IR i ok R AP 3k FR R e R ke A L - (- @U0RED) -2,4- —5R-7- D) -1, 2,
3, 4- VU Mk - 6 - HH RS 1) 25 o
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HN/V
SN

[2246] CF3; NAO

"

[22471  'H NMR (400MHz,DMSO-d,) 89.18 (s, 1H) ,9.12 (s, 1H) ,7.78(d, J=4.2Hz, 1H) ,7.61
(d,J=8.6Hz,3H) ,6.57 (s,1H) ,3.44(d,J=14.3Hz,2H) ,1.26-1.14 (m,1H) ,0.54 (d,J=
7.3Hz,2H) ,0.40-0.29 (m,2H) .m/z[M+H] "419.0.

[2248]  1- (-5 -4- (HEEID) -2-5K-7- CORHED -1, 2- 5 empnpk-6 - HH i (il
1= @-GR3) -2,4- Z5R-7- G -1, 2,3, 4- DU S bk - 6 - FH S i 25

NC

NHMe
NC N
[2249]  CF; NAO

e

[2250]  'H NMR(400MHz ,DMSO-d,) 89.16 (s, 1H) ,8.97 (s, 1H) ,7.78(d,J=4.THz, 1H) ,7.65-
7.54(m,3H) ,6.57 (s, 1H) ,3.03(s,3H) .m/z [M+H]'379.0.

[2251]  1- (2-GR3E) -T-FAPN AL -4- ((1- CRHEL) BRAED) &80 -2-%AR- 1, 2- 5
Wbk -6 - FEiam ot (1 - 2 ER AN B8) FR B A e R R 11 - (2- R h) - 7-PRN3E-2,4- 5
H-1,2,3,4-PUSeEmpnk-6- IS &

H
HNj 1/0
NC -
[2252]
N’J*o

e

[2253]1  'H NMR (400MHz,DMSO-d,) §8.90 (s, 1H) ,8.49 (s, 1H) ,7.74(d, J=6.4Hz, 1H) ,7.57
(dd,J=6.3,2.4Hz,2H) ,7.46(d,J=6.7Hz,1H) ,5.71 (s, 1H) ,4.98(t,J=4.5Hz, 1H) ,3.90-
3.76(m,2H) ,2.31(dd,J=20.7,10.0Hz,4H) ,2.19-2.09 (m, 1H) ,1.90-1.74 (m,2H) ,1.08(d,
J=7.0Hz,2H) ,0.39(s,2H) .

[2254]  4-543E-1- (-SRI -T- IR EE-2- 50 -1, 2- 0wk -6 - HA i i 2 B e
FRAIAE L - (2-GURED) - 7- PR BE-2,4- Z5R-1,2, 3, 4- DU UMbt - 6 - FRRS i 45 -
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NC

[2255] N/&O

e

[2256] 'H NMR (400MHz, %5{}j-d) 68.46 (s, 1H) ,7.68(d,J=7.5Hz, 1H) ,7.55(dt,J=15.5,
7.4Hz,2H) ,7.37(d,J=7.3Hz,1H) ,5.88(s,1H) ,2.32-2.23(m,1H) ,1.15(d,J=8.3Hz,2H) ,
0.59-0.49 (m,2H) .m/z [M+H] "337.0.

[2257]  1- (2-FR3L) -T-BAN3E-4- (0 -2- AN IE) 2 2L) -2-50-1, 2- 5 dEm
Whk-6 - FE it ] () - 2- 53RN - 1 - ot FR A T 1 - (- GR3E) -7-BRN L -2,4-
S-1,2,3,4- DU SRR - 6 - FHS 25

A,
N

HN
-~

NC
[2258]
Nae}
°'f5

[2259]  'H NMR (400MHz , ({5 -d) 68.59 (d,J=12.0Hz,1H) ,7.63(d,J=3.9Hz, 1H) ,7.50
(s,2H) ,7.43-7.31 (m,1H) ,5.85(s,1H) ,5.01-4.75 (m, 1H) ,3.45(d,J=16.0Hz,1H) ,2.20
(s,1H) ,1.52(d,J=25.1Hz,2H) ,1.27(s,1H) ,1.11(d,J=7.2Hz,2H) ,0.52(s,2H) .m/z [M+
H]"395.0.

[2260]  1- (-5 K30 -7T-FRN3E-4- (((1S,2R) -2- 5 AP0 200 -2-4840-1,2- 4
MR - 6 - FR T ot 1 (1S, 2R) -2~ SRR - 1 - e 24t FR e AT 1L - (2- SR SD) -7 -BRN AR -2,
4-"5AR-1,2,3, 4- DS MR - 6 - FHRS ) 25 o

AN

~N
[2261]
N’JQWD

"0

[2262]  'H NMR (400MHz ,DMSO-d,) 88.75(d,J=11.5Hz,2H) ,7.75(d,J=6.5Hz,1H) ,7.58
(d,J=8.3Hz,2H) ,7.56-7.45(m, 1H) ,5.76 (s, 1H) ,4.88(d,J=66.7Hz, 1H) ,3.09(d,J=
7.3Hz,1H) ,2.20-2.09 (m, 1H) ,1.40-1.20 (m,2H) ,1.09(d,J=8.0Hz,2H) ,0.41 (s, 2H) .m/z
[M+H]"395.0.

[2263]  6-75-1- (2-GRED) -7-BRNEE-4- (((1S, 2R) -2- SR ) B 50) -WERpR -2 (1H) -
R H (1S, 2R) -2 S5UEAPA - - Jlc e B RORIA 116 - 7 - 1 - (2- SR - 7- BRP FE I i -
2,4 (1H, 31) - ZFkle5 .

HN F
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[2265]  'H NMR (400MHz, ({5 -d) 87.77 (s, 1H) ,7.64-7.58 (m, 1H) ,7.50-7.42 (m,2H) ,7.34

(d,J=3.3Hz,1H) ,6.16(s,1H) ,5.93 (s, 1H) ,4.85(d,J=63.8Hz,1H) ,3.35(s, 1H) ,2.11 (p,

J=7.0Hz,1H) ,1.33(dd,J=16.0,7.5Hz,1H) ,1.20-1.04 (m,1H) ,0.98(d,J=8.0Hz, 2H) ,

0.46-0.36 (m,2H) .m/z [M+H] 448.0/450.0.

[2266]  7-(1,1- —5 AL -1- (BRMEFE (1, 2-alMbng -7-5L) -4~ (FHJR S JE) msmkpk- 2 (1H) -

B FH7- (1, 1- 5 CED) -1- (kMBI [1, 2-a ] ImE - 7- 55) bk -2, 4 (1H, 3H) - il 25
NHMe

; ‘1

[2267] F N" 0

[2268]  'H NMR (400MHz,DMSO-d,) 88.73 (d,J=7.4Hz,2H) ,8.23 (d,J=8.6l1z, 11)) ,8.08 (s,
1H) ,7.69(s,1H) ,7.64(s,1H) ,7.41(d,J=7.9Hz,1H) ,6.85(d,J=7.1Hz,1H) ,6.73 (s, 1H) ,
3.03-2.95(m,3H) ,1.87 (t,J=19.0Hz,3H) .m/z[M+H] 356.0.
[2269]  4-535-7- (1,1- 5 HD) -1- BRI [1,2-a] Mg -7 - L) Eempmk-2 (1H) - i
FHE B R FH7- (1, 1- 30030 -1- (Bkme I [1, 2-al M - 7- 55) msmkmbk -2, 4 (1H,
3H) - I £ o

NH,
! “j;
[2270] F N 0

[22711  'H NMR (400MHz ,DMSO-d,) 88.72 (d,J=7.4Hz,1H) ,8.26 (d,J=8.6Hz,2H) ,8.15(s,
1H) ,8.08(s,1H) ,7.69(s,1H) ,7.64(s,1H) ,7.39(d,J=7.9Hz,1H) ,6.85(d,J=7.4Hz, 1H) ,
6.72(s,1H) ,1.87(t,J=19.1Hz,3H) .m/z [M+H] '342.1.

[2272]  1- 3-GMEmE-2-20) -7- (1, 1- 904 20) -4- (FHREUEL) mEmanpk- 2 (1H) - {11 -
(3-MEmE -2-58) -7- (1, 1- 550 HEmEmbk-2, 4 (1H, 3H) - i #%
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NHMe

N

e
F
[2273] F N’J*o

MeCI/N
\I

[22741  'H NMR (400MHz,DMSO-d,) §8.93-8.84 (m, 11) ,8.67(d, J=4.4Hz,1H) ,8.28(d,J=
8.6Hz,2H) ,7.70-7.63(m,1H) ,7.46(d,J=8.3Hz,1H) ,6.32(s,1H) ,3.02(d,J=3.3Hz,3H) ,
1.88(t,J=19.0Hz,3H) .m/z [M+H] "351.0.

[2275]  4-%05E-1- (3-Gbme-2-38) -7- (1, 1- 5 OEL) MEmpib-2 (1H) - Filim o FH a2
PRI - (3-GEe -2-30) -7- (1, 1- 3 L0 MEmpik-2,4 (1H, 3H) - —Fid il &S

NH,
SN
F
[2276] F N” ~0

Me CI p
S

[22771  'H NMR (400MHz ,DMSO-d,) 88.67 (d,J=4.4Hz,1H) ,8.41 (s, 1H) ,8.30 (t,J=8.9Hz,
3H) ,7.70-7.64 (m,1H) ,7.44(d,J=8.4Hz,1H) ,6.32(s,1H) ,1.88(t,J=19.0Hz,3H) .m/z M
+H]337.0.
[2278]  1- (3-GMmE -2-58) -7- £3E-4- (FHIREUAD) mEmenpi- 2 (1H) - R {11 - (3- SiEhe -
2-50) -7- S AR -2, 4 (1H, 3H) - I

NHMe

=

SN
[2279]1  Et N’J*o

Cl ay

-

[2280]  'H NMR(400MHz,DMSO-d,) 88.61 (t,J=5.8Hz,2H) ,8.22(d,J=8.1Hz, 1) ,8.02(d,
J=8.6Hz,1H) ,7.65-7.57 (m,1H) ,7.09(d,J=7.8Hz, 1H) ,6.02 (s, 1H) ,2.96(d,]=3.9Hz,
3H) ,2.51(s,2H) ,1.01(t,J=7.4Hz,3H) .m/z [M+H] 315.0.
[2281]  1- (2-52K3E) -7- (1, 1- 9L -4- (FILELED) mEmpmbk-2 (1H) -FfE AL - -
REL) -7- (1, 1- 5L MEmembk -2, 4 (1H, 3H) - 25 .

NHMe

=N
F
[2282] F NAO

Me Cl\@

[2283] 'H NMR (400MHz ,DMSO-d,) 88.80-8.74 (m, 1H) ,8.23 (d,J=8.5Hz,1H) ,7.76-7.70
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(m,1H) ,7.59-7.53 (m,2H) ,7.49(d,J=3.1Hz,1H) ,7.41(d,J=9.2Hz,1H) ,6.35 (s, 1H) ,
2.99(d,J=3.5Hz,3H) ,1.85(t,J=18.9Hz,3H) .m/z[M+H]'350.1.

[2284]  1- (2-500KED) -7- (1, 1- Z9RAIE) -4~ GRUEME -4 - FLo50) Mgk -2 (TH) - A
FHSFIEME - 4~ Jl e R L - (2-S0R30) -7- (1, 1- 9S50 mEmeifk -2, 4 (1H, 3H) - —
P 25 o

[2285] R ’ka

[2286]1  'H NMR(400MHz,DMSO-d,) 89.44 (s, 1H) ,8.88 (s, 1H) ,8.44 (d, J=8.0Hz, 11) ,7.79-
7.74(m,1H) ,7.62-7.50 (m,4H) ,6.41(s,1H) ,1.87 (t,J=18.8Hz,3H) .m/z [M+H]'403.0.
[2287]  1- 2-GURED) -7- (1,1- GO0 -4- (GAF0) Memembk- 2 (1H) - Bk FH S0 e i
AL - (2-0RED) -7- (1, 1- 530 mempibk-2, 4 (1H, 3H) - il & -

NH,

~N

F
[2288] F N0
Me CI\©

[22891  'H NMR (400MHz ,DMSO-d,) 88.34-8.24 (m,2H) ,8.18 (s, 1H) ,7.76-7.70 (m, 1H) ,
7.59-7.53(m,2H) ,7.53-7.47 (m,1H) ,7.39(d,J=8.4Hz,1H) ,6.34 (s,1H) ,1.85 (t,]=
18.9Hz,3H) .m/z [M+H]"336.1.
[2290]  1- (2- K30 -4- (ELEIL) -7- (SO D) bk -2 (1H) - B @E AL - 2- 50K
B -7~ (AR D) Wbk -2, 4 (1H, 3H) - 25 .

NHMe

N

A

[2291]  CF,0 N~ ~0

Cl

[22921  'H NMR (400MHz,DMSO-d,) 88.78(d,J=3.5Hz, 1H) ,8.25(d,J=8.5Hz, 1H) ,7.76-
7.70 (m,1H) ,7.60-7.52 (m,2H) ,7.52-7.46 (m,1H) ,7.24 (d,J=8.4Hz,1H) ,6.07 (s, 1H) ,
2.98(d,J=3.3Hz,3H) .m/z [M+H] '370.1.

[2293]  7-5(-1- (BKWEIF[1, 2-a] MEmE -5-3E) -4- (FELZUEL) mEEmRb -2 (1H) - [ 7 - 50
1- (KMEFF[1, 2-a] M -5-35) WERRIR -2, 4 (1H, 3H) - 25 o
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NHMe
SN
[2294] cI N/&O
a0
N= \F
[2295] 'H NMR(4OOMHZ,DMSO-d6) 88.90(s,1H) ,8.17(d,J=8.3Hz,1H) ,7.76(d,J=8.3Hz,
1H) ,7.63(s,1H) ,7.57(s,1H) ,7.45-7.39 (m,1H) ,7.36(d,J=8.5Hz,1H) ,7.11(d,J=
6.9Hz,1H) ,6.33(s,1H) ,3.01(d,J=3.5Hz, 3H) .m/z[M+H]326.0.
[2296]  7-5-4- ((2,2- 50 2450 -1- (BRMEIF[1, 2-a] Mg - 7- FL) Msmembk-2 (1H) - i
M 2, 2- 5 -1- e R R 7 - S0-1- (ORI (1, 2-a] MEmE - 7- 55) EEmenpk-2, 4
(1H, 3H) - £ .
HN’\I/F

A

[2297] Cl N (@]

[2298]  'H NMR(400MHz,DMSO-d,) 88.97 (t,J=6.2Hz,1H) ,8.71(d,J=7.6Hz, 1) ,8.21 (d,
J=8.9Hz,1H) ,8.07 (s, 1H) ,7.68(s,1H) ,7.64(s,1H) ,7.34(d,J=8.8Hz,1H) ,6.84(d,J=
7.0Hz,1H) ,6.70 (s, 1H) ,6.43-6.09 (m, 1H) ,3.92 (t,J=14.6Hz,2H) .m/z [M+H] 376.0.
[2299]  7-%50-1- (KMEFH[1, 2-a] MEnE -7-50) -4- (FILEIIE) HEmRbk-2 (1H) - i {58 FH 7 - 5 -
1- (RMETF[1, 2-a] M - 7-355) WERRR -2, 4 (1H, 3H) - )25 o

NHMe

SN

A

Cl N "0

[2300]

[2301]  'H NMR (400MHz,DMSO-d,) 88.70 (dd, J=11.0,5.5Hz,2H) ,8.13 (s, 1H) ,8.07 (s,
1H) ,7.68(s,1H) ,7.62(s,1H) ,7.30(d,J=8.7Hz,1H) ,6.83(d,J=7.0Hz, 1H) ,6.66 (s, 1H) ,
2.98(d,J=3.7Hz,3H) .m/z [M+H] '326.0.
[2302]  7-78-1- (2-GREL) -6- 56 -4- (I AUIE) MEmEmbk-2 (1H) -7 -3 -1- 2-&0K
HL) -6- s -2, 4 (1H, 3H) - —Filf % .
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NHMe
F SN
[2303] Br N’&o

Cl

m/z [M+H]" 381.9/384.0.
[2304]  (R) -1- (2-7RAHD) -7-G-4- (3-FREFRMENR e - 1 - FR) mEmkmif - 2 (1H) - s P (R) - it
WS AE -3 - BRI - (2-TRORED) -7- G -2, 4 (1H, 3H) - il 2
OH

S

N

NZ
O)\N Cl

Br

[2305]

[2306] ' NMR (400MHz,DMSO-d,) 88.22 (br s,1H) ,7.90-7.88 (m,1H) ,7.63-7.59 (m, 1H)
7.51-7.46 (m,2H) ,7.26-7.23 (m,1H) ,6.21 (dd,J=4.4,2.0Hz,1H) ,5.13(dd,J=11.6,
3.2Hz,1H) ,4.42(s,1H) ,4.02-3.90 (m,3H) ,3.71-3.68 (m, 1H) ,3.05-2.98 (m, 2H) .m/z [M+H] "
420.0.

[2307]  1- (2-GA3D) -4- (30 -2-FIAN D) 2450 -7- (S D) meme gt (2, 3-d s
Mg -2 (LH) - F - 7 AR 22 AR R A T e A A T B - 2- 3PN - 1 - JEE R L - (2- 0K
) -7- (D) kg [2, 3-d1mEnE -2, 4 (1H, 3H) - ] 5 . SFCAfif, (20 % MeOH, R, R
WHELK-01,I51)

[23091  'H NMR (400MHz,DMSO-d,) 88.93 (d,J=10.8Hz, 1H) ,8.77 (d, J=8.0Hz, 1H) ,7.79
(d,J=8.0Hz,1H) ,7.66-7.63 (m, 1H) ,7.50-7.44 (m,3H) ,4.96-4.79 (m, 1H) ,3.50-3.47 (m,
1H) ,1.61-1.51(m,1H) ,1.27-1.24 (m, 1H) .m/z [M+H]"399.4.

[2310]  1- (-G -4- (30 -2-FIAN D) 2450 -7- (o D) meme gt (2, 3-d s
Mg -2 (LH) - F - 7 AR 22 AR RN A S e A At B - 2- 3PP - 1 - JE R - (2- URE) -
7- (=4 L) g ) (2, 3-d]1mEnE -2, 4 (10, 3H) - il 2% . SFC4lift, (20% MeOH,R,R
WHELK-01,142) .
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N CF;

PR
<
[2311] « | el
/" N__N
F

O
(0]

[23121  'H NMR (400MHz,DMSO-d,) 88.93 (d,J=10.8Hz, 1H) ,8.77 (d,J=8.0Hz, 1H) ,7.79
(d,J=8.0Hz,1H) ,7.66-7.63 (m, 1H) ,7.50-7.44 (m,3H) ,4.96-4.79 (m, 1H) ,3.50-3.47 (m,
1H) ,1.61-1.51(m,1H) ,1.27-1.24 (m, 1H) .m/z [M+H]"399.4.

[2313]  1- (2-GUENE -3-30) -4- (HELEAED) -7- ORI mEng (2, 3-d]meng -2 (1H) - i
L (2-mE -3-58) -7- o D Mg gt (2, 3-dImsng -2, 4 (1H, 3H) - il & .

N CF3

MeHN IN
| Z7

N\n,N@

o] =

[2314]

[2315]  'H NMR (400MHz,DMSO-d,) §9.19 (s, 1H) ,8.81 (s, J=8.0Hz, 1H) ,8.50 (dd,J=
4.5Hz,J=1.5Hz,1H) ,7.99(dd,J=8.0Hz,2.0Hz,1H) ,7.84(d,J=8.5Hz, 1H) ,7.62 (m, 1H) ,
3.04(s,3H) .m/z [M+H] "356.3

[2316]  4- (LD -7- (A -1- - (ol HED) kg -3-350) mgme - [2, 3-d ] mging -
2 (1H) -FfE 7 - (AU -1- (2- (o HEL) IEme - 3-28) mEme I (2, 3-d]msng -2, 4 (1H,
3H) - il 25 -

MeHN | =N
[2317] |
N

[2318]  'H NMR (500MHz,DMSO-d,) 89.20(d, J=4.5Hz, 1H) ,8.85-8.81 (m,2H) ,8.08(d,J=
8.0Hz,1H) ,7.93(dd,J=8.0,4.5Hz,1H) ,7.83(d,J=8.0Hz, 1H) ,3.04(d, J=4.5Hz, 3H) .m/
z [M+H]"390. 4.

(23191 7-BAPNEE-1- (- FIEENEIE -3-55) -4 ((3-MIMRACPAEE) SO5E) Mk - 2 (1H) -
JH3-MBURACPY - 1-JIEMT - AP L - 1 - (2- FREEN I -3 - ) R -2, 4 (1H, 3H) - il 25

o)

N
[2320] N |

B

[2321] 'H NMR (500MHz , DMSO-d,) 88.57 (dd,J=5.0,1.5Hz, 1H) ,8.46 (t,J=5.5Hz, 1H) ,
8.03(d,J=8.5Hz 1H),7.66(dd,J=8.0,1.5Hz,1H) ,7.45-7.42 (m,1H) ,6.82(dd,J=8.5,
1.5Hz,1H) ,6.03 (s, 1H) ,3.58-3.49 (m,6H) ,2.39-2.36 (m,6H) ,2.13(s,3H) ,1.84-1.80 (m,

355
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3H) ,0.94-0.92 (m,2H) ,0.62-0.57 (m, 2H) .m/z [M+H]"420.31.

[2322]  3- ((7-FIAPNZE-1- (2-HHZEMERE -3-38) -2- 5401, 2- T 5(HEmpipR - 4- 50) £(35) -N-
FABEE DA TR 113 - 54 3 -N- FRBE DA e AN T - BRI 55 -1~ (2- FREENHIE - 3-35%) MM bR -2, 4 (1H,
3H) - il 25 -

H
MeHN N
[2323] j(\’ |

0 NYN S

o} =

[2324]  'H NMR (400MHz,DMSO-d,) 89.74 (br s,1H) ,8.75(dd,4.8,1.20z 1H) ,8.00(d,J=
8.8Hz,1H) ,7.66(dd,J=8,1.6Hz,1H) ,7.47(dd,8.0,5.2Hz,1H) ,6.83(dd,J=8.4,1.2Hz,
1H) ,6.76 (br s,1H) ,6.13(s,1H) ,4.01(t,J=5.6Hz,2H) ,2.83(d,J=4.8Hz,3H) ,2.79(t,]J
=5.6Hz,2H) ,2.40(s,3H) ,1.79-1.75(m,1H) ,1.07-1.02 (m,2H) ,0.69-0.65 (m, 2H) .m/z [M+
H]"378.47.

(23251 2- ((7-PAPNZE-1- (2- FHIRIENE -3-36) 250 1, 2- SRR -4 -55) 2438) N,
N- L K01 - e (5 F2 - 2l B -NON- IS 2 J5e - 1- U T - 2R B - 1 - (2- Ak
I -3 - ) WALk -2, 4 (1H, 3H) - 5 o

H
MeoN. N
[2326] CMNsg ™

/EN |
OO0
NN S
o} =

[2327]  'H NMR (500MHz,DMSO-d,) 88.67 (t,J=5.5Hz, 11) ,8.60-8.58 (dd,J=5,1.5Hz,
1H) ,7.97(d,J=8.58.5Hz,1H) ,7.69-7.67(dd,J=8,1.5Hz, 1H) ,7.49-7.47 (m, 1H) ,6.87-
6.85(dd,J=8.5,1.5Hz,1H) ,3.90-3.84 (m,2H) ,3.46-3.42 (m,2H) ,2.81 (s,6H) ,2.15(s,
3H) ,1.85-1.82(m,1H) ,0.98-0.95 (m,2H) ,0.63-0.58 (m,2H) .m/z [M+H] '428.49.

[2328]  7T-3RNEE-4- ((2- (CCFEREAEE) £55) 5450) - 1- (2- FHSEMEIE - 3 - 55) Mg -2
(1H) - f FHINT, N1- ZHIEE 8- 1, 2- AT - BR 2L - 1- (2- FHEEAENE - 3- ) mdsmsipk-2, 4
(1H, 3H) - i o

H

N
[2329] Me,N~ |

RS

o) _

[2330] 'H NMR (500MHz , DMSO-d) 88.57 (dd, J=4.5,1.5Hz, 1H) ,8.38(t,J=5Hz, 1H) ,8.03
(d,J=8.5Hz 1H) ,7.66(dd,J=8.0,1.5Hz,1H) ,7.44(dd,J=8.0,5Hz,1H) ,6.83 (dd,J=
8.5,1.5Hz,1H) ,6.03 (s, 1H) ,3.66-3.53 (m,2H) ,2.54-2.50 (m,2H) ,2.23 (s,6H) ,2.10 (s,
3H) ,1.85-1.81(m,1H) ,0.94-0.92 (m,2H) ,0.62-0.58 (m,2H) .m/z[M-H] 362.52.
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[2331]  3- ((1- 2-FRED) -2-%R-7- GO HID) -1, 2- —&nE I [2, 3-d]mEhng -4-55)
A58 -N- FHIL PN B (o HH 3 - 2 B -N- FHIL PN B e AL - (2- 03D -7- (g FHED) e 9 (2,
3-d]mEnE -2, 4 (1H, 3H) - £ o
o
MeHN N =N

[2332] \IOW/\/ N| N i

O

(@]
[2333] '{ NMR (500MHz , DMSO-d,) 89.13 (s, 1H) ,8.85(d, J=8.0Hz, 1H) ,7.91(d, J=4.0Hz,
1H) ,7.79(d,J=8.5Hz,1H) ,7.65-7.63(m, 1H) ,7.49-7.43 (m,3H) ,3.72-3.72(m,2H) ,2.60
(d,J=4.5Hz,3H) ,2.54-2.52 (m,2H) .m/z [M+H] 426.4.
[2334]  2- ((1- (2-GARFE) -2-%4-7- CHHED) -1, 2- —&kne g2, 3-d]mgng -4- 55)
L) -N,N- — L AR i 2 - 2435 -N N- —HIIE 08 - 1 - e fn - (2- R 3E) - 7-
R D) M (2, 3-d1mEnE -2, 4 (1H, 3H) - il &5 .

~CF3
Me,N N Lk
e -~
[2335] TR Y e
7O N
o)

[2336]1  'H NMR (500MHz,DMSO-d,) :88.98 (br s, 1H) ,8.85(d,J=10Hz,1H) ,7.80 (d,J=
10Hz,1H) ,7.64-7.61(m,1H) ,7.49-7.43(m,3H) ,3.69-3.65(m,2H) ,3.58 (t,J=5.5Hz,4H) ,
2.62(d,J=8.5Hz,2H) ,2.5 (m,4H) .

[2337]  4- (3 -2- IR L) 2L -5- I - 1- 2R3 - 7- (g FHAL) e - 2 (1H) -
i, B AR RIS A B - 2 - SR - 1 - JH RS - FH A 3 - 1- R - 7- (S50 HH 28) e i -
2,4 (1H, 3H) - il £ . SFC4lift, (40% MeOH,Chiralpak IC,IE1) .

MeO. CF3

H
[2338] |

N_ _N
1oy O
(@]

[2339] 'H NMR (500MHz ,DMSO-d,) 88.27 (s, 1H) ,7.62-7.59 (m,2H) ,7.55-7.51 (m, 1H) ,
7.33-7.31(m,2H) ,7.07(d,J=1.0Hz,1H) ,6.14(d,J=1.0Hz,1H) ,5.01-4.86 (m, 1H) ,4.08
(s,3H),3.43-3.41(m,1H) ,1.54-1.47(m,1H) ,1.30-1.23 (m, 1H) .m/z[M+H]'394.4.
[2340]  4- (((20) -2-FIANEL) 2838 -5- FHAE L - 1- IR 5L -7- (g HH3E) msmsib- 2 (1H) -
i, BN AR AA A FH s X - 2 - SRR - 1~ g A5 - FRAR L - 1- DR -7 - (S0 3E) e ik -
2,4 (1H, 3H) - —FiHl2s . SFCalift, (40% MeOH,Chiralpak IC,I%2) .

CF;
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MeO. CF3

H
N
EO VA

: wor“\@

[23421  'H NMR (500MHz ,DMSO-d,) 88.27 (s, 1H) ,7.62-7.59 (m,2H) ,7.55-7.51 (m, 1H) ,

7.33-7.31(m,2H) ,7.07(d,J=1.0Hz,1H) ,6.14(d,J=1.0Hz,1H) ,5.01-4.86 (m, 1H) ,4.08

(s,3H) ,3.43-3.41(m,1H) ,1.54-1.47 (m,1H) ,1.30-1.23 (m, 1H) .m/z[M+H] 394 .4.

[2343]  7-BPAPNEE-4- (PRLEUD) -2-5K-1- (2- oD KD -1, 2- 2 Empipk-6-

A TIT PR 2R -2, 4- 5EAR-1- (- ol 2R8D) -1, 2,3, 4- DU S Mamenbk - 6 - HH RS i) 25
CN

[2344] MeHN N cF,

[2345]  'H NMR (500MHz, DMSO-d,) 88.79 (d,J=4Hz, 11) ,8.59 (s, 1H) ,7.98(d,J=7.5Hz,
1H) ,7.91 (t,J=7.5Hz,1H) ,7.78 (t,J=8Hz,1H) ,7.52(d,J=8Hz, 1H) ,5.65 (s, 1H) ,2.99
(s,3H),2.14-2.11(m, 1H) ,1.08-1.03 (m,2H) ,0.40-0.37(dd,J=10.5,2Hz, 2H) .m/z [M+H]"
385.44.
[2346]  7-IAPNSE-1- -FRPNELIRIL) -4- (FILEAD) -2- 540 1, 2- 4 mpipk- 6 - FE i (
FA7T-IRRNEE-1- Q-BRAREIRED) -2,4- —5A40-1,2,3, 4- DU UMM - 6 - FRJRS )25 o

e

NH
N7 CN

0” N :
[2348]  'H NMR(500MHz,DMSO-d,) 88.69 (d,J=4.0Hz,1H) ,8.58 (s, 1H) ,7.44-7.41 (m, 1H) ,
7.36-7.33(m,1H) ,7.16-7.11 (m,2H) ,5.76 (s, 1H) ,2.98(d,J=4.0Hz,3H) ,2.13-2.11 (m,
1H) ,1.40-1.39 (m,1H) ,1.09-1.04 (m,2H) ,0.79-0.71 (m,2H) ,0.59-0.57 (m, 1H) ,0.36-0.31
(m, 3H) .m/z [M+H]"357.40.

[2349]  1- (2-JR0K3L) -7-FAPN AL -4- (RS -2- 50K -1, 2- A Emmik- 6 - HE i, B
RANPBAFE A RAE 1 - (2-JR2R30) -7-BAN3E-2,4- 5 4K-1,2,3, 4- DU EEMEIRR- 6 - FH G
4% - SECAlifk, (30% MeOH, (R,R) WHELK-01,1&1) o

[2347]
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CN

[2351]  'H NMR (500MHz,DMSO-d,) 88.79 (s, 1H) ,8.60 (s, 1H) ,7.88(dd,8.0,1.0Hz 1H),
7.62-7.59 (m,1H) ,7.51-7.45(m,2H) ,5.71 (s, 1H) ,2.98(s,3H) ,2.16-2.11 (m, 1H) ,1.09 -
1.05(m,2H) ,0.42-0.39 (m,2H) .m/z [M+H] "395.41.
[2352]  1- (2-JR0K3L) -7-FAPN AL -4- (RS -2- 5K - 1, 2- A vEmimik- 6 - HE i, B
RANPBAFE A RAE 1 - (2- IR0 -7-BAN3E-2,4- —54K-1,2,3, 4-PUSEEMEIRR- 6 - FH G
4% - SEC4lifk, (30% MeOH, (R,R) WHELK-01,152) .

CN

[2353] MeHN N B
NTN |§

o) =

[2354]1  'H NMR (500MHz,DMSO-d,) 88.79 (s, 1H) ,8.60 (s, 1H) ,7.88(dd,8.0,1.0Hz 1H),
7.62-7.59(m,1H) ,7.51-7.45(m,2H) ,5.71 (s,1H) ,2.98(s,3H) ,2.16-2.11 (m,1H) ,1.09 -
1.05(m,2H) ,0.42-0.39 (m,2H) .m/z [M+H] 395.41.
[2355]  6-75-T-FAPNFE-4- (FHIEEAEE) - 1- (2- (U3 Mbme - 3-3%) mEmpmbk- 2 (1H) - i fif
JH6-1-7-BRAZE-1- (2- (s HH2E) PREIE - 3 - 255) Wsmembk -2, 4 (1H, 3H) - 25 .

NHMe

N7 Br

|
[2356] o)‘N
__CFs

I
N

[2357]  'H NMR (500MHz,DMSO-d,) 58.92-8.91 (m, 1H) ,8.75(d,J=4.0Hz, 1H) ,8.45 (s, 1H)
8.10-8.08(m,1H) ,7.98(dd,J=8.0,5.0Hz,1H) ,5.70(s,1H) ,2.97(d,J=4.5Hz,3H) ,2.10-
2.05(m, 1H) ,0.99-0.95 (m,2H) ,0.35-0.28 (m, 2H) .m/z [M+H] 439.4.
[2358] G-y -1- (2-SMEIE -3-35) -7-TRPIFE -4~ (B EL) Wik -2 (1H) - B FH6 - R -
1- (2-SUEIE -3-55) -7-PRPYSEMERRIR -2, 4 (1H, 3H) - i #% o

NHMe

NZ |
[2359] o)\N

C

|
S

[2360] 'H NMR (500MHz ,DMS0-d,) 88.75(d, J=4.5Hz,1H) ,8.58(dd,J=5.0,2.0Hz, 1H) ,

Br

\
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8.46(s,1H) ,8.02(dd,J=8.0,2.0Hz,1H) ,7.67(dd,J=8.0,5.0Hz,1H) ,5.78 (s, 1H) ,2.97
(d,J=4.5Hz,3H) ,2.11-2.06 (m,1H) ,1.00-0.96 (m,2H) ,0.37-0.34 (m,2H) .m/z [M+H]"
405.2.

[2361]  1- (2-GAHD) -6- (D) -4- (FELSID) -7- (U AL mEmenpk- 2 (1H) - R {
FH1- @-S0RED) -6- (o L) -7- (o FPAL) mEmipk-2, 4 (1H, 3H) - il

“NH

N7 CHF,
[2362] o)‘N

CF;
Cl

[2363]1  'H NMR(500MHz,DMSO-d,) 89.19 (d,J=4.5Hz,1H) ,8.74 (s, 1H) ,7.79-7.77 (m, 1H) ,
7.62-7.56 (m,3H) ,7.27(t,J=53.5Hz,1H) ,6.54 (s, 1) ,3.02(d, J=4.4Hz, 3H) .m/z[M+H]"
404.4.

[2364]  1- (2-G0KRED) -7T-PANEE-6- (i) -4~ (FHER L) WEmAnt -2 (LH) - i il L -
(2-SORED) -T-PA -6 (CJFIAE) MEmenpk-2, 4 (1H, 3H) - AR

“NH

N? CHF,

[2365] o)\N

@,m

[2366]1  'H NMR(400MHz,DMSO-d,) 88.81(d,J=4.4Hz,1H) ,8.36 (s, 1H) ,7.75-7.73 (m, 1H) ,
7.58-7.54 (m,2H) ,7.49-7.21 (m,2H) ,5.82(s,1H) ,2.98(d,J=4.4Hz,3H) ,2.09-2.07 (m,
1H) ,0.95-0.92 (m, 2H) ,0.32-0.31 (m, 2H) .m/z [M+H] '376.4.

[2367]  1- (2-REL) -6- AL -4- (FARRGUED) -7- (g FHAL) ek - 2 (1H) - FRfd FI1- (2-
FREE) -6- FHEL-7- (5 L) mmembk -2, 4 (1H, 3H) - il & .

“NH

Me

N =
[2368] O}\N CF

@,m

[23691  'H NMR(500MHz ,DMSO-d,) 88.83 (d,J=4.5Hz,1H) ,8.23 (s, 1H) ,7.76-7.74 (m, 1H) ,
7.59-7.56 (m,2H) ,7.53-7.51 (m,1H) ,6.44 (s, 1H) ,3.01(d,J=4.5Hz,3H) ,2.45(s,3H) .m/z
[M+H]"368.4

[2370]  1- (2-GREL) -T-IAPN2E-6- FHIE -4 - (FHEL S AL) Mk - 2 (TH) - R (1 - - 50K
F) -T-IRPNFE-6- FHELREmembR -2, 4 (1H, 3H) - il & .

3
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“NH

N Me
[2371] o)‘N

Cl

[23721  'H NMR (500MHz,DMSO-d,) 88.45 (d, J=4Hz, 1H) ,7.89 (s, 1H) ,7.72-7.70 (m, 1H) ,
7.56-7.52(m,2H) ,7.41-7.39(m, 1H) ,5.76 (s, 1H) ,2.97(d,J=4Hz,3H) ,2.39 (s, 3H) ,1.92-
1.88(m, 1H) ,0.88-0.85 (m,2H) ,0.23-0.20 (m, 2H) .m/z [M+H] 340.34.

[2373]  1- (2-GR3D) -7T-BRAZE-4- (((1-FH3E- TH-IHme -3-38) FHEL) 5000 -2- 5481, 2-
TN - 6 - FHS 6 (1 - B - TH- w3 350) FRIERIL - (2- SRED) -T- RN 3E-2,4-
FAR-1,2,3,4-PUS bk -6 - FHTE 2

m/\NH

/N’N N ‘el
[2374] OéL\N

@,m

[2375]1  'H NMR(500MHz,DMSO-d,) :89.12 (s, 1H) ,8.76 (s, 1H) ,7.75-7.72(m, 1H) ,7.61(d, ]
=2Hz,1H) ,7.60-7.54 (m,2H) ,7.49-7.47 (m,1H) ,6.23 (s, 1H) ,5.74 (s, 1H) ,4.66 (dd,J=
26,15Hz,2H) ,3.81(s,3H) ,2.16-2.11(m,1H) ,1.08-1.06 (m,2H) ,0.42-0.38 (m,2H) ,m/z [M+
H]'431.38.

[2376]  1- (2-%ZREL) -7-FANEE-4- (CGRIEmE -3 -JEFIIL) 5050 -2-%U-1, 2- e
-6 - FR I ol PSR- - 3 - BE FRORTL - (2SR ED) -T-BANEE-2,4- 51, 2,3, 4- PO
PR -6 - FRIR ) 25 o

(/\"/\NH

o-N NZ CN

[2377] O)\N

CN

Cl

[2378]  'H NMR(500MHz,DMSO-d,) 89.29 (s, 1H) ,8.88(d,J=1.5Hz, 1H) ,8.71 (s, 1H) ,7.76-
7.74 (m,1H) ,7.60-7.56 (m,2H) ,7.50-7.48 (m, 1H) ,6.63 (d,J=1.5Hz,1H) ,5.77 (s, 1H) ,
4.83(dd,J=40.0,15.5Hz,2H) ,2.15-2.14 (m,1H) ,1.10-1.08 (m,2H) ,0.43-0.42 (m,2H) .m/
72 [M+H]418.3.

[2379]  1- (2-K3L) -7-FAPN3E-4- (Cphamy -5- FL D) 5000 -2-56 401, 2- (e
Wbk - 6 - RIS A e - 5 - FEFR AL - (2- R D) -7-PAN3E-2,4- 54K 1,2, 3, 4- PO S
A b - 6 - FH IS 1) 25 o
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(%K\NH
\Y

N-O N7 CN

[2380] o)\N

Cl

(23811 'H NMR (500MHz,DMSO-d,) :89.34 (t,J=5.5Hz, 1) ,8.72 (s, 1H) ,8.54 (d, J=
1.5Hz,1H) ,7.76-7.74(m,1H) ,7.60-7.55(m,2H) ,7.51-7.49 (m, 1H) ,6.49 (s, 1H) ,4.95(dd,
J=16.5,5.5Hz,2H) ,4.87 (dd,J=16,5.5Hz,1H) ,2.17-2.13 (m,1H) ,1.23(d,J=3.5Hz,
1H) ,1.11-1.07 (m,2H) ,0.42-0.41 (m, 2H) .m/z [M+H] 418.35.

(23821 1- (2-5F30) -T-PRAEE-4- ((1-FEE-TH-NEME -5-5) 500) -2- (-1, 2- — 5
W RR - 6 - (il FH 1 - FHE - TH- I - 5- AN L - (2- G0RED) -7-BANEE-2,4- 5 K-1,2,3,4-
DY S P R - 6 - PP G 1) 25 o

7

N NH
Me

N -
[2383]
oéL‘N

@,m

[2384]  'H NMR (500MHz,DMSO-d,) 810.30 (s, 1H) ,8.87 (br s,1H) ,7.78(d,J="THz,1H) ,
7.60-7.55 (m,3H) ,7.44 (br s,1H) ,6.27 (br s,1H) ,5.77 (t,J=15.5Hz,1H) ,3.74 (br s,
3H) ,2.21-2.16(m, 1H) ,1.13-1.09 (m,2H) ,0.5-0.4 (m,2H) .m/z [M+H] 417.36.

[2385]  1- (2-G( K3 -7-FRN L -2- 50 -4- (gemh-5- 3R HL) -1, 2- — S MEmkmbk - 6 - F T
il FHmE M - 5- e fI L - (2- SR EE) -7- RN 3E-2,4- 5 R-1,2, 3, 4- POS MR bk - 6 - FH i i
o

CN

CN

N '
OA\N

[2387]  'H NMR (500MHz,DMSO-d,) :811.9 (br s,1H) ,8.75(s,1H) ,8.59 (s,1H) ,7.84 (s,
1H) ,7.76-7.73 (m,1H) ,7.60-7.55 (m,2H) ,7.50-7.47 (m,1H) ,5.74 (s,1H) ,2.17-2.12 (m,
1H) ,1.08-1.07 (m,2H) ,0.45-0.41 (m,2H) .m/z [M+H] "420.1.

[2388]  1- (2-%ZRED) -T-FA L -2- 58X -4 - ((2- (CHUTED) HEnE -4-20) 5050) -1,2- 5
MR - 6 - FPR {88 12 - (S0P P -4 - JiEc RN - (2SR ) -T-2A k-2, 4- 5K 1,2,
3, 4- DU IR -6 - F il 5 o
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FoC” " NH
N CN
[2389]
cf’L“N

[:i:r,cn

[2390]  'H NMR(500MHz,DMSO-d,) 810.54 (br s,1H) ,8.92-8.17 (m,4H) ,7.79-7.77 (m, 1H) ,
7.64-7.54(m,3H) ,5.79(d,J=13.5Hz,1H) ,2.22-2.16 (m,1H) ,1.13-1.11 (m,2H) ,0.45-
0.45 (m,2H) .m/z[M+H]482.5.

[2391]  1- (-5 K80 -7T-FRN3E-4- (((1S,28) -2- B HIR T A 43000 -2-%ft-1,2- =4
AR R - 6 - HH S A B AN A R TR/ BE 3 e A i T B - 2- S 30 |- 1L - (2- 0K
5 -T-TRNEE-2,4- THEAR-1,2, 3,4 - DU - 6 - FH G Il 55 - SFC4lifk (20 % MeOH,
Chiralpak IC,U%3) .

BN
HO Nm
[2392]
0“ N
[:E:I/CI

[2393]  'H NMR (500MHz,DMSO-d,) :58.86 (s, 1H) ,8.73 (s, 1H) ,7.74-7.72 (m, 1H) ,7.59-
7.54 (m,2H) ,7.47-7.46 (m,1H) ,5.71(d,J=10Hz, 1H) ,4.44(s,1H) ,4.11(s,1H) ,2.14-2.12
(m,1H) ,2.08-2.02 (m,2H) ,1.56-1.48 (m, 1H) ,1.43-1.37 (m,1H) ,1.23(s,1H) ,1.06(dd,J=
8,2Hz,2H) ,0.40(d,J=4.5Hz,2H) ,m/z [M+H] 407 .47.

[2394]  1- (2-GMEME -3-28) -7- PR AL -4- (IR EID) -2- %K - 1, 2- 5 Mk - 6 - FH iy
1 2-SUHRE-3-55) -7- 3PN 3E-2,4- — 51,2, 3, 4- DU Esmpibk- 6 - RS 5 .

SNH

N =
[2395] O)\N

=

N

[2396]  'H NMR(500MHz,DMSO-d,) 8/8.88 (d,J=4.0Hz, 1H) ,8.63 (s, 1H) ,8.59 (dd, J=5.0,
1.5Hz,1H) ,8.04 (dd,J=8.0,1.5Hz,1H) ,7.68(dd,J=7.5,5.0Hz, 1H) ,5.82 (s, 1H) ,2.99
(d,J=4.5Hz,3H) ,2.18-2.13(m,1H) ,1.09(dd,J=8.0,2.0Hz,2H) ,1.54-1.53 (m,2H) .m/z
[M+H]"352.4.

[2397]  1- (2-%0KHD) -4- ((EU-2- 5 PA ) 2450 -7- (3R FH AL bk - 2 (1H) -l
BN R AR FH S - 2- PR PN - 1- e AL - (2- SR 3E) -7- (S AR L) b -2, 4

CN

Cl
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(1H, 3H) - il 4% . SFC4ifk (20% MeOH,R,R Whelk-01,01) .

P"’NH

F N7
2398
[2398] OJ\N

OCF,
cl

[2399]  'H NMR(500MHz ,DMSO-d,) 88.59 (s, 1H) ,8.26 (d,J=9.0Hz, 1H) ,7.77-7.75 (m, 1H) ,
7.60-7.52(m,3H) ,7.27(d,J=8.0Hz,1H) ,6.11 (s, 1H) ,4.92-4.78 (m, 1H) ,3.49-3.43 (m,
1H) ,1.57-1.48(m,1H) ,1.35-1.26 (m, 1H) .m/z [M+H] 414.3.

[2400]  1- (2-REL) -4- ((Seal-2- AN 2E) 2 2E) - 7- (3 R A AE) s et - 2 (1H) -,
BN R AR FH S - 2- PR PN - 1- e AL - (2- GR3E) -7- (S AR L) b -2, 4
(1H, 3H) - £ - SFC4fifk; (20% MeOH,R,R Whelk-01,142) .

[>‘NH

FN’

24011 AL

0" N OCF3

Cl

[2402]1  'H NMR (500MHz ,DMSO-d,) 88.59 (s, 1H) ,8.26 (d,J=9.0Hz, 1H) ,7.77-7.75 (m, 1H) ,
7.60-7.52(m,3H) ,7.27(d,J=8.0Hz,1H) ,6.11 (s,1H) ,4.92-4.78 (m, 1H) ,3.49-3.43 (m,
1H) ,1.57-1.48(m,1H) ,1.35-1.26 (m, 1H) .m/z [M+H] 414.3.

[2403]  1- -G -7- (1, 1- W) -4- (((R) -2-FBFELEL T HL) S05L) msmpenpk-2
(LH) -, BN AR A/ FH 4 S AL Al T B - 2- B R PR |- 1- AL - (2- 03D -7- (1,
1- 30 HL) skIbk -2, 4 (1H, 3H) - i 5% - SFC4ifk, (15% MeOH,Chiralpak IC,I1) .

“NH
HO N7
[2404]
O)\N Me

[2405]  'H NMR(500MHz ,DMSO-d,) 88.82 (d,J="THz, 1H) ,8.38(d,J=8.5Hz, 1H) ,7.76-7.73
(m,1H) ,7.59-7.55 (m,2H) ,7.52-7.45 (m,1H) ,7.43 (dd,J=8.5,1.5Hz,1H) ,6.36 (s, 1H) ,
5.43(d,J=THz,1H) ,4.55-4.49 (m, 1H) ,4.20-4.14 (m, 1H) ,2.09-2.02 (m,2H) ,1.83(t,J=
19Hz,3H) ,1.57-1.49 (m, 1H) ,1.46-1.39 (m, 1H) .m/z [M+H] '406.37.

[2406]  1- (2-FREL) -7- (1,1- 53 -4- (( ) -2- 3258340 T BL) G38) Emi -2
(LH) -, BN AR AR/ FH 4 S AL A FH B - 2- B R PR |- 1- L - (2- 03D -7- (4,
1- 30O HL) kbR -2 , 4 (1H, 3H) - i 5% - SFC4lifk, (15% MeOH,Chiralpak IC,I1) .
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<:}‘"l\lH

-

HO

N -
[2407]
O)\N Me

@/QFF

[2408]  'H NMR(500MHz,DMSO-d,) 88.82 (d,J="THz, 1H) ,8.38(d,J=8.5Hz, 1H) ,7.76-7.73
(m, 1H) ,7.59-7.55 (m,2H) ,7.52-7.45 (m,1H) ,7.43 (dd,J=8.5,1.5Hz,1H) ,6.36 (s, 1H) ,
5.43(d,J=THz,1H) ,4.55-4.49 (m, 1H) ,4.20-4.14 (m, 1H) ,2.09-2.02 (m,2H) ,1.83(t,J=
19Hz,3H) ,1.57-1.49 (m, 1H) ,1.46-1.39 (m, 1H) .m/z [M+H]'406.37.

[2409]  1- (2-GRED) -7- (1,1- 53 -4- (( ) -2- 3258040 T EL) S38) Emiii -2
(LH) -, BN AR A/ FH 4 S AL A T B - 2- B R PR |- 1- AL - (2-UR3D) -7- (4,
1- 5 3E) sk -2, 4 (1H, 3H) - — il % . SFC&4lift, (15% MeOH, Chiralpak IC,U1) .

<:}""NH

-

HO

N/
[2410] M
04;‘N ©

/l rc;| F F
\‘\\‘

[2411]  'H NMR(500MHz ,DMSO-d,) 88.82 (d,J="THz, 11) ,8.38(d,J=8.5Hz, 1H) ,7.76-7.73
(m, 1H) ,7.59-7.55 (m,2H) ,7.52-7.45 (m,1H) ,7.43 (dd,J=8.5,1.5Hz,1H) ,6.36 (s, 1H) ,
5.43(d,J=THz,1H) ,4.55-4.49 (m, 1H) ,4.20-4.14 (m, 1H) ,2.09-2.02 (m,2H) ,1.83(t,]=
19Hz,3H) ,1.57-1.49 (m, 1H) ,1.46-1.39 (m, 1H) .m/z [M+H] '406.37.

[2412]  1- (2-GMEIE -3-3%) -7-IAP3E-4- (((1S,2R) -2- IR L) 2 50) MEmmpk-2 (1H) -
R (1S, 2R) -2- SR - L- AL - (2- ML RE - 3-35) - 7- BAPN SLndE ik -2, 4 (1H, 3H) - i
il

ot \
[2413] \V/ | I Cl

O =
[2414]1  'H NMR (500MHz,DMSO-d,) 88.58-8.53 (m, 2H) ,8.14 (d,J=8.5Hz, 1H) ,8.08-8.07
(m,1H) ,7.69-7.66 (m,1H) ,6.84(dd,J=8.5,1.5Hz,1H) ,6.15(d,J=1.5Hz, 1H) ,4.91-4.77
(m,1H) ,3.06-3.05(m,1H) ,1.91-1.88(m,1H) ,1.38-1.32(m,1H) ,1.25-1.21 (m,1H) ,0.97-
0.95(m,2H) ,0.68-0.62 (m,2H) .m/z[M+H]"371.3.
[2415]  1- (2-GEIE -3-38) -7-TRPNSE-4- (ORNSEFED) 425 MEmembk -2 (1H) - i (i FH 2R
PSR FR AL - (2- LI - 3-358) - 7- PR JEMEMEbR -2, 4 (1H, 3H) - IS
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[24171  'H NMR (500MHz,DMSO-d,) 88.63 (t,J=5.0Hz, 1) ,8.57-8.56 (m, 11) ,8.10(d,J=
8.5Hz,1H) ,8.03(dd,J=7.5,2.0Hz,1H) ,7.68-7.65(m, 1H) ,6.83(dd,J=8.5,1.5Hz, 1H) ,
6.11(d,J=1.5Hz,1H) ,3.41-3.39(m,1H) ,3.31-3.31 (m,1H) ,1.90-1.87 (m,1H) ,1.20-1.85
(m,1H) ,0.96-0.94 (m,2H) ,0.66-0.62 (m,2H) ,0.51-0.47 (m,2H) ,0.32-0.29 (m, 2H) .m/z [M+
H]'367.4.

[2418]  1- (2- G AFE) -T-TANEE-4- (((1S,2S) -2- 3 PR FL) G 58 Msmenpk-2 (1H) - i, B
AN/ BH 2 S A A fili T S - 2- SRR - 1- AL - (2- EORED) - 7- BRP SEmemenpk - 2,
4 (1H, 3H) - il £ . SFC4lift, (30% MeOH,R,R Whelk-01,IE1) .

A,

N -
[2419]
O)\N

"0

[24201  'H NMR(500MHz ,DMSO-d,) 88.32 (s, 1H) ,7.96 (d,J=8.5Hz, 1H) ,7.74-7.71 (m, 1H) ,
7.58-7.55(m,2H) ,7.45(dd,J=6,3.5Hz,1H) ,6.81 (dd,J=8.5,1.5Hz,1H) ,6.02(d,J=
1Hz,1H) ,4.90-4.70 (m, 1H) ,3.45-3.41 (m,1H) ,1.83-1.79 (m, 1H) ,1.50-1.45 (m, 1H) ,1.22-
1.18(m,1H) ,0.94-0.92 (m,2H) ,0.60-0.56 (m,2H) .m/z [M+H] '370.34.

[2421]  1- 2-%0KED) -7T-FRNHE-4- (((1S,29) -2- IR FL) G4 3L) MEmhibk -2 (1H) - , #
AR/ BH 2 S A A fili T S - 2- SRR - 1- AL - (2- EORED) - 7-BRPA SEmemenpk - 2,
4 (1H, 3H) - il £ . SFC4lift, (30% MeOH,R,R Whelk-01,152) .

A,

N/

[2422] 5 )\N

Cl\ﬁ%
Q

[2423]  'H NMR(500MHz ,DMSO-d,) 88.32 (s, 1H) ,7.96 (d,J=8.5Hz, 1H) ,7.74-7.71 (m, 1H) ,
7.58-7.55(m,2H) ,7.45(dd,J=6,3.5Hz,1H) ,6.81 (dd,J=8.5,1.5Hz,1H) ,6.02(d,]J=
1Hz,1H) ,4.90-4.70 (m, 1H) ,3.45-3.41 (m,1H) ,1.83-1.79 (m, 1H) ,1.50-1.45 (m, 1H) ,1.22-
1.18(m,1H) ,0.94-0.92 (m,2H) ,0.60-0.56 (m,2H) .m/z [M+H] '370.34.

[2424]  1- (2-5KH) -T-FRNFE-4- (((1S,2S) -2- G PR L) S 35) MEme k-2 (1H) -, 22

NH

F NH
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AR AR / B S AR A FH S 2 - 2- SRS - 1- BN L - (2- GUREL) -7 - BAPY FEME k-2,
4 (1H, 3H) - £ . SFCalify, (30% MeOH,R,R Whelk-01,1£43) .

F\"A

N -
[2425]
oéL‘N

Cl

NH

[2426]1  'H NMR(500MHz ,DMSO-d,) 88.32 (s, 1H) ,7.96 (d,J=8.5Hz, 1H) ,7.74-7.71 (m, 1H) ,
7.58-7.55(m,2H) ,7.45(dd,J=6,3.5Hz,1H) ,6.81(dd,J=8.5,1.5Hz,1H) ,6.02(d,J=
1Hz,1H) ,4.90-4.70 (m, 1H) ,3.45-3.41 (m,1H) ,1.83-1.79 (m, 1H) ,1.50-1.45 (m, 1H) ,1.22-
1.18(m,1H) ,0.94-0.92 (m,2H) ,0.60-0.56 (m,2H) .m/z [M+H] '370.34.

[2427]  1- (2-R3) -4- (((1S,25) -2- IR L) 2 28) -7- (UL e - 2 (1H) -
P, ERAN A RN IR A/ S 4 S A A P S - 2- BB PN - 1 - JHRIL - (2- SEUREE) - 7- AN ks
Whk-2,4 (1H, 3H) - [ £% . SFCalift, (30% MeOH,R,R Whelk-01,01) .

FIA'U

N/
[2428] F

o)\N F

CI\© F
[24291  'H NMR(500MHz ,DMSO-d,) 88.74 (s, 1H) ,8.36 (d,J=8.5Hz, 1H) ,7.79-7.76 (m, 1H) ,
7.64-7.55(m,4H) ,6.45 (s, 1H) ,4.95-4.80 (m,1H) ,3.52-3.45 (m, 1H) ,1.58-1.49 (m, 1H) ,
1.29-1.22(m, 1H) .m/z [M+H] 398.3.
[2430]  1- (2-@ARED) -4- (((1S,2S) -2-FFIAAN L) 28 5L) -7 ot L) mEmpkmk -2 (1H) -

i, BN AR A / BE A S A i FH s - 2- SR - 1- e - (2- SR 3D) - 7- TR ShnEms
Wk-2,4 (1H, 3H) - il 25 . SFC4ifk, (30% MeOH,R,R Whelk-01,U42) .

A,

NH

F NH
N '
[2431] F
O}\N F
CI /"'l, F
o

[2432]1  'H NMR(500MHz ,DMSO-d,) 88.74 (s, 1H) ,8.36 (d,J=8.5Hz, 1H) ,7.79-7.76 (m, 1H) ,
7.64-7.55(m,4H) ,6.45 (s, 1H) ,4.95-4.80 (m, 1H) ,3.52-3.45 (m, 1H) ,1.58-1.49 (m, 1H) ,
1.29-1.22(m, 1H) .m/z[M+H] "398.3.

[2433]  1- (2-%(R3D) -4- (((1S,2S) -2-SEIRNEL) 24 5L) -7- (=G FEL) memkmbk-2 (1H) -
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i, BN AR R / RE A S A i FH s - 2- SR - 1- e - (2- SR ED) - 7- PR SEnEms
Wk-2,4 (1H, 3H) - il 25 . SFC4ifk, (30% MeOH,R,R Whelk-01,U43) .

N

N -
[2434] F
o)\N F

Cl F

NH

[2435]  'H NMR(500MHz ,DMSO-d,) 88.74 (s, 1H) ,8.36 (d,J=8.5Hz, 1H) ,7.79-7.76 (m, 1H) ,
7.64-7.55(m,4H) ,6.45 (s, 1H) ,4.95-4.80 (m,1H) ,3.52-3.45 (m, 1H) ,1.58-1.49 (m, 1H) ,
1.29-1.22(m, 1H) .m/z[M+H] "398.3.

[2436]  1- (2-R3E) -4- (((1S,25) -2- IR L) 2 28) -7- (UL M - 2 (1H) -
P, ERLAN A RN IR A/ S 4 S A A P B - 2- PR - 1 - JHRIL - (2- SEUREE) - 7- PN ke
k-2, 4 (1H, 3H) - il 25 . SFCalift, (30% MeOH,R,R Whelk-01,154) .

FA

N 7
[2437] F
BOO

CI /“:,i F
N

[2438]  'H NMR(500MHz ,DMSO-d,) 88.74 (s, 1H) ,8.36 (d,J=8.5Hz, 1H) ,7.79-7.76 (m, 1H) ,
7.64-7.55(m,4H) ,6.45 (s, 1H) ,4.95-4.80 (m, 1H) ,3.52-3.45 (m, 1H) ,1.58-1.49 (m, 1H) ,
1.29-1.22(m, 1H) .m/z[M+H] "398.3.

[2439]  5-5(-4- (FFELGLHL) -1- (SRFIZRIE) -7- (s FHAL) Emibk- 2 (1H) - {5 - (- 1-
(SEHHREL) -7- (g ) ndgmep- 2, 4 (1H, 3H) - —Ffi 25

cl GFs
MeHNT;Q/
IS
[2440] | i

N\H,N

o m/z [M+H]* 368.36.
[2441]  1- (2-Sa(MERE -3-35) - 7-BAPAJE -5 - AL -4 - (FHEL 2050 kb - 2 (1H) - {0 s
-2-1- (2-GEE - 3-55) - 7- PR 3k -5 - HH AR BEmE bk - 2, 4 (1H, 3H) - R 25 -

NH

MeO
MeHN
[2442] © | X Cl
Ty
0 e
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[2443]1  'H NMR (500MHz,DMSO-d,) 88.56-8.51 (m,2H) ,7.98 (dd,J=1.5,2Hz, 1H) ,7.67-
7.64(m,1H) ,6.39(d,J=1.5Hz,1H) ,3.99(s,3H) ,2.99(d, J=5Hz,3H) ,1.84 (m, 1H) ,0.94-
0.92(m,2H) ,0.67-0.64 (m,2H) .m/z [M+H]"357.37

[2444]  1- (2-NERE -3-55) - 7-PAPN 2L - 4- HHA S MAE MR - 2 (TH) - i {5 ) FREE AL - (2- St
IE -3-35) -7-PAPNSEMERRIR -2, 4 (1H, 3H) - i £5 o

[2445] | = Cl

NTN@
o P

[2446]  'H NMR (500MHz,DMSO-d,) §8.63 (dd,J=5.0,2.0Hz,1H) ,8.13(dd,J=7.5,1.5Hz,
1H) ,7.89(d,J=8.0Hz,1H) ,7.73-7.71 (m,1H) ,6.90 (dd,J=8.5,1.5Hz,1H) ,6.30(d,J=
1.5Hz,1H) ,4.09(s,3H) ,1.99-1.94 (m,1H) ,1.01-0.97 (m,2H) ,0.73-0.71 (m,2H) .m/z[M+H]"
328.3.

(24471 1- (2-G(ME0E -3-30) - 7-BRPNFE -4 - (FASLESE) Mememph- 2 (1H) -l 1 - (2- it
Mg -3-35) -7-PAPNSEERRIR -2, 4 (1H, 3H) - i £5 o

(2448] MeHN{Q/?
N N A

IS

(@] -
[2449] '"H NMR (SOOMHZ,DMSO-dG) 88.57(dd,J=5.0,2.0Hz,2H) ,8.03-7.99 (m,2H) ,7.68-
7.66(m,1H) ,6.82(dd,J=8.5,1.5HZ,1H) ,6.12(d,J=1.5Hz,1H) ,2.97(d,J=4.5Hz,3H) ,
1.89-1.85(m,1H) ,0.96-0.94 (m,2H) ,0.68-0.66 (m, 2H) .m/z[M+H]+327.3.
[2450]  4- (FFELGEED) -7- A -1- (- (- (- G HEAER) o530 FHED -1H-Bk
W -4-35) 738 EEMRIR-2 (1H) -FRfE 17 - (oD -1- - (- (@2- CEHERRD) 4%E830)
FAIE) - TH-Ikmg -4-38) £ D) msmpibk-2, 4 (11, 3H) - il .

NHMe

N/

[2451] O)\N

CF;

“ "N-SEM

N=/ m/z [M+H]* 468.3.
[2452]  1- (2-G0KHD) -7-PRNZE-4- (((2, 2- Z5PAA D) AL &40
(LH) - PR (2, 2- 53RN FEHEANL - (2- GURED) -7-3APN 3L -5-F
3H) - TS .

-5 - FRAE LI I T -2
SEHLMERR IR -2, 4 (TH,
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FAH
N
[2453] F = Cl

[2454]  'H NMR (500MHz ,DMSO-d,) 88.59 (t,J=5.5Hz, 1H) ,7.73-7.69 (m, 11) ,7.56-7.52
(m,2H) ,7.45-7.42 (m,1H) ,6.42 (d,J=1.0Hz,1H) ,5.59(d,J=1.0Hz,1H) ,4.01 (s, 3H) ,
3.73-3.66(m,2H) ,2.26-2.23(m, 1H) ,1.80-1.77 (m,1H) ,1.65-1.61 (m,1H) ,1.49-1.45(m,
11) ,0.94-0.91 (m,2H) ,0.62-0.58 (m,2H) .m/z [M+1] 432.4

[2455]  1-(2-% Xﬁ)7ﬂﬁﬁ4(@Wﬁﬁ$@ﬂﬁ)5$ﬂﬁW%M2UME%§
FIIANEEHANL - (2-RURED) -7- AP B - 5- F S FRE etk - 2, 4 (1H, 3H) - il &5 o

MeO

AR
[2456] = Cl

|
NTNG
O

[24571  'H NMR (500MHz ,DMSO-d,) 88.48 (s, 1H) ,7.71-7.69 (m, 1H) ,7.54-7.52 (m,2H) ,
7.43-7.41 (m,1H) ,6.42(d,J=1.5Hz,1H) ,5.58(d,J=1.5Hz, 1H) ,4.01 (s, 3H) ,3.31-3.31
(m,2H) ,1.79-1.76 (m,1H) ,1.23-1.20(m, 1H) ,0.92(dd,J=8.0,2.0Hz,2H) ,0.61-0.59 (m,
2H) ,0.51-0.47 (m,2H) ,0.33-0.32 (m, 2H) .m/z [M+H] '396.4.
[2458]  1- (2-GUKEL) -7-FRPN3E-4- (((1S,2R) -2-JRIAN L) 2a3E) -5 - HH A S s e mpk - 2
(1H) -FRfE ] (1S, 2R) -2-553AN - 1- AL - (2- EUREL) -7-EAPN 2 -5 - A SR e bk - 2, 4
(1H, 3H) - 25

MeO

H
«N

[2459] v N| [
0
()

[2460]1  'H NMR (500MHz,DMSO-d,) 88.32-8.29 (m,1H) ,7.74-7.70 (m,1H) ,7.57-7.53 (m,
2H) ,7.47-7.43 (m,1H) ,6.43(d,J=1.5Hz,1H) ,5.62(d,J=1Hz,1H) ,4.88-4.86 (m, 1H) ,
3.99(s,3H),3.15-3.12(m,1H) ,1.81-1.78 (m,1H) ,1.27-1.16 (m,2H) ,0.94-0.93 (m,2H) ,
0.63-0.60 (m,2H) .m/z [M+H] "400.33.

[2461]  1- (2- QAR -T-TRANEE-4- ORAN R L) -5- AU ARk - 2 (TH) -8 FHEAA
LML - (2-GIREL) - T- RN 2 -5 - FHA L EmRibk- 2, 4 (1H, 3H) - I .
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MeO

N
[2462] X Cl

AR
il

&
[2463] '{ NMR (500MHz ,DMSO-d,) 88.17 (d,J=4.5Hz,1H) ,7.73-7.69 (m, 1H) ,7.56-7.52
(m,2H) ,7.44-7.41(m,1H) ,6.39(d,J=1Hz,1H) ,5.58(d,J=1.5Hz,1H) ,3.98(s,3H) ,3.06-
3.05(m,1H) ,1.77 (m,1H) ,0.92(dd,J=2,2Hz,2H) ,0.82(dd,J=1.5,1Hz,2H) ,0.70-0.69
(m,2H) ,0.68-0.59 (m, 2H) .m/z [M+H]"382.35.
[2464]  1- (2-FKRIE) -T-TANEE-4- N AL EAED) -5- FHAR BEMEmE bk - 2 (1H) - i {6 FH 5N
FEREANL - (2-GUOKRED) -7- PR AL -5 - FH AR BEnsmkibk -2, 4 (11, 3H) - i £ .

MeO
H
N
[2465] \r N cl
N

werj

0

[2466] 'H NMR(5OOMHZ,DMSO‘d6)88.08(d,J==7.5HZ,1H),7.71‘7.69(m,1H),7.54—7.52
(m,2H) ,7.43-7.41(m,1H) ,6.41(s,1H) ,5.58 (s, 1H) ,4.40-4.36 (m, 1H) ,4.01(s,3H) ,1.79-
1.76(m,1H) ,1.28-1.25(m,7H) ,0.93-0.91 (m,2H) ,0.61-0.58 (m,2H) .m/z [M+H] "384.4.
[2467]  1- (2-BAKL) -7-IRAPNEE-4- (FHELSED) WEmkmbk - 2 (1H) - B /R AN FH S S A Al
S BERGEANL - (2- GORED) - 7- IR 5L - 5- HH AR Bk mamembk - 2, 4 (1H, 3H) - i il %% - SFCAlifL,
(30% MeOH,Chiralpak IG-3,0%2) .

2L

[2468] | Br
N_ _N

T

@)

[2469] 'H NMR (500MHz,DMSO-d6) §8.48-8.49 (br m,1H) ,7.97(d,J=8.5Hz,1H) ,7.87
(dd,J=8.0,1.0Hz,1H) ,7.59 (td,J=7.5,1.0Hz,1H) ,7.42-7.48 (n,2H) ,6.81(dd,]J=8.5,
1.5Hz,1H) ,5.99(d,J=1.5Hz,1H) ,2.97(d, ,J=4.5Hz,3H) ,1.77-1.99 (m, 1H) ,0.90-0.96
(m,2H) ,0.58-0.63 (m,2H) .m/z [M+H]370.3.

[2470]  4- ((5ea-2- TR T D) 20) - 1- K3 -7 - (sl FH D) MAsmae i - 2 (1H) - i 1 111 s
T-2- 5N |- 1-FE AN - 2R3 - 7- (5 D) WsmmbR -2, 4 (1H, 3H) - il & .
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T\

& NH
HO

N/
[2471]
cfA‘N c

s

[24721  'H NMR (500MHz,DMSO-d,) 88.89-8.88 (m, 1H) ,8.46 (d,J=8.5Hz, 1H) ,7.62-7.52
(m,4H) ,7.35-7.33(m,2H) ,7.44-7.41 (m, 1H) ,6.55(s,1H) ,5.44(d,J="THz,1H) ,4.5-4.47
(m,1H) ,4.2-4.13 (m,1H) ,2.09-2.02 (m,2H) ,1.58-1.50 (m, 1H) ,1.47-1.39 (m, 1H) .m/z [M+
H]"376.36.

[2473]  4-535-T-PRNIE -1 - (BRI - 5- 55) MEEWRIbK- 2 (1H) - 24 (7 . AM{ETHE ) F17- 2R
PRS- 1- (Mg -5 - 55) WEmibk-2, 4 (1H, 3H) - I .

F3

H,N
[2474]

J\TF,N\]IijN

o LJ

[24751  'H NMR (500MHz ,DMSO-d,) §9.30 (s, 1H) ,8.87 (s, 2H) ,8.13 (s, 1H) ,8.02(d,J=
8.5Hz,2H) ,6.83(dd,J=8.5,1.5Hz,1H) ,6.30 (s, 1H) ,1.92-1.88 (m,1H) ,0.97-0.93 (m,
2H) ,0.68-0.65 (m,2H) .m/z [M+H] "280.26.

[2476]  4-54L-T- RPN L -1- (MR - 2- J50) ik - 2 (1H) - i FH 24 (0 . AMAETHRHR) 117 - 2R
PR3 -1~ (M - 2- J55) sk~ 2,4 (1H, 3H) - 25

H2N
[2477]

JNH,N\T:Nij

o) N

[2478]1  'H NMR (500MHz,DMSO-d,) §8.78 (s, 3H) ,8.15 (s, 1H) ,8.02(d, J=8.5Hz,2H) ,6.82
(dd,J=8.5,1.5Hz,1H) ,6.21(d,J=1.5Hz,1H) ,1.89-1.84 (m,1H) ,0.96-0.92 (m, 2H) ,
0.66-0.65 (m,2H) .m/z [M+H] "280.4.

(24791 4-2a k-1~ (3-SUEIE - 2-55) - 7- PR REREREIN -2 (TH) - {5 124 (0. AMAETHE ) A1
1- (3- %I -2-55) -7- TR FEHEMA -2, 4 (1H, 3H) - il 25
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HoN
[2480] |

NYN

i |
[24811  'H NMR (500MHz,DMSO-d,) 88.65 (dd,J=4.5,1.2Hz,1H) ,8.25(dd,]J=8.5,2.0Hz,
1H) ,8.13 (s, 1H) ,8.03(d, J=8.5Hz,1H) ,7.98 (s, 1H) ,7.65-7.63 (m, 1H) ,6.81(dd,J=8.5,
1.5Hz,1H) ,6.00(d,J=1.5Hz,1H) ,1.87-1.82 (m,1H) ,0.96-0.93 (m,2H) ,0.66-0.62 (m,
2H) .m/z [M+H] '313.3.
[2482]  7-IRPYFE-4- (FHILEASE) - 1- (Mg -5-38) MERRIR- 2 (1H) -8 7 - PR 3L - 1 - (1
IE -5~ HE) MMk -2, 4 (1H, 3H) - —Ffi &5 .

N
RS

=

H

N
[2483] 7

|

NYN SN

[2484] '3 NMR(BOOMHZ,DMSO-dG) 89.30(s,1H) ,8.86(s,1H) ,8.57(d,J=4.5,1H) ,7.98(d,
J=10,1H) ,6.83(dd,J=8.5,1.5Hz,1H) ,6.30(s,1H) ,2.97(d,J=4.5,3H) ,1.92-1.87 (m,
1H) ,0.96-0.92 (m,2H) ,0.68-0.65 (m,2H) .m/z [M+H] 294 .33.

[2485]  7-DAPNEE-4- (F3EELED) - 1- (KR -2-35) MEmenpk- 2 (1H) -l FH4 - 50-7- TR 3k -
1- (P28 - 2- B5) sk - 2 (1H) - i €5

R
[2486] ~

| X
N\ﬂ/N\[Nj

o] N/
[2487] 'H NMR (500MHz,DMSO-d6) 68.79-8.78 (m,3H) ,8.60(d,J=4.5Hz,1H) ,7.99(d,J=
8.5Hz,1H) ,6.84(dd,J=8.5,1.5Hz,1H) ,6.21(d,J=1.5Hz,1H) ,2.98(d,J=4.5Hz,3H) ,
1.89-1.83(m,1H) ,0.95-0.92 (m,2H) ,0.66-0.63 (m, 2H) .m/z [M+H] 294 .4.
[2488]  1- (2-@KHD) -4- (((1-HHEE- TH-DR e -4 - 35) FHED) S0 50) -7- (L3 FHAE) i I

[2,3-d]mEnE -2 (1H) - F (1 - FR 3L - TH-Rms -4 - 355) FRRRNL - (2-S0RED) -7- o R
e [2, 3-dImEng -2,4 (1H, 3H) - 68 o
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{‘:’{/\NH

/ N = | .
Me
[2489] O)\N N/ CFs
Cl

[2490]1  'H NMR (500MHz,DMSO-d,) 89.36 (t,J=5Hz,1H) ,8.93(d,J=8Hz, 1) ,7.76(d,J=
8.5Hz,1H) ,7.64-7.62(m,1H) ,7.54(s,1H) ,7.48-7.43(m,3H) ,7.1(s,1H) ,4.60(t,J=5Hz,
2H) ,3.62 (s, 1H) .m/z [M+H] '435.27.

[2491]  1- (2-G0KEL) -4- (((1-HSE- TH-mpme - 5-38) FHIL) 2438) -7- (S D) kg I+
[2,3-d]mgng -2 (1H) -fiffdi ] (1- F S - TH-RRgme - 5- ) FERE AL - (2- R3E) -7- A 20)
MEnE T (2, 3-dI Mg -2, 4 (1H, 3H) - il .

e

N

: NH
Nd/\

NP N
[2492]
O}\N CF5
Cl

[2493]1  'H NMR(500MHz ,DMSO-d,) :89.43 (t,J=5Hz,1H) ,8.91(d,J=8Hz,1H) ,7.80(d,J=
8Hz,1H) ,7.63 (m,1H) ,7.50-7.44 (m,3H) ,7.36(d,J=1.5Hz,1H) ,6.29(d,J=2Hz, 1H) ,
4.87-4.74(m,2H) ,3.90 (s, 3H) .m/z [M+H] ":435.27.

[2494]  1- (2-G0KED) -4- (Cprimge-5-FL D) 205D -7- (o2 Meme I (2, 3-d ] g -
2 (1H) - i (o P S - 5 - FEFR RN L - (2- RHE) -7- (a0 Mg I (2, 3-d ] memg -2, 4
(1H, 3H) - il % o

Y
N\
|\

N‘-O N/

[2495] O)\N

CF3
Cl

[2496]  'H NMR (500MHz ,DMSO-d,) 89.66 (t,J=5.5Hz,1H) ,8.89(d,J=3.0Hz, 1) ,8.55(d,
J=1.5Hz,1H) ,7.84(d,J=8.0Hz,1H) ,7.66-7.63 (m,1H) ,7.50-7.46 (m,3H) ,6.52(d,J=
2.0Hz,1H) ,5.01-4.89 (m, 2H) .m/z [M+H] "422.2.

[2497]  1- (2-G0KED) -4- (Craimge - 3- B HHERD) (D) -7- (Ol 2 Meme I (2, 3-d ] -
2 (1H) - i (o P S P - 3 - FEFR RN L - (2- RSE) -7- (S5 A0 e I (2, 3-d ] memg -2, 4
(1H, 3H) - il % o
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m/\NH

o-N N7 | S
[2498] o)\N N” > CF,
Cl

[2499]  'H NMR (500MHz ,DMSO-d,) 89.62 (t,J=5.5Hz, 1H) ,8.91-8.88 (m,2H) ,7.83(d,J=
8.5Hz,1H) ,7.66-7.63 (m,1H) ,7.50-7.45 (m,3H) ,6.66 (d,J=2.0Hz, 1H) ,4.93-4.81 (m,
2H) .m/z [M+H]7422.3.

[25001  1- (2-GUAIL) -4- (CplhiEme-4-FEHIL) 2030) -7- (D) e IF (2, 3-d ] Mg -
2 (1H) - Pl P S - 4 - BRI T - (2-URE) -7- (S5 D) ke I+ (2, 3-d1mgng -2, 4
(1H, 3H) - i & .

N\/ ] NH
@] N7 | S
[2501] OJ\N NZ “CE,
Cl

[25021  'H NMR (500MHz,DMSO-d,) §9.41 (s, 1H) ,8.98 (s, 1H) ,8.86 (d, J=8.0Hz, 1) ,8.68
(s,1H) ,7.82(d,J=8.0Hz,1H) ,7.65-7.63 (m, 1H) ,7.50-7.44 (m,3H) ,4.65 (dd,J=40.0,
15.0Hz,2H) .m/z [M+H] "422.3.

[2503]  1- (2-GUKEL) -4- (WEME -4-FL54030) -7- (O30 MEme (2, 3-d]meng -2 (1H) - i
ol St - 3 - FEHH AL - (2- R0 -7- (O3 ke [2, 3-dJming -2,4 (1H, 3H) - —
P i) 2% o

_~_CFs

[2504] ¢ j]/ Y ¢
S N\rrN
o)

[2505]  'H NMR (500MHz, DMSO-d,) 811.8 (s, 1H) ,9.12(s, 1H) ,8.93(d,J=8.0Hz, 1H) ,7.79
(s,1H) ,7.66(d,J=8.0Hz,1H) ,7.62-7.60 (m,1H) ,7.51-7.46 (m,3H) .m/z [M+H] 424.2.
[2506]  7-ZRPGHE-4- (IE-4-FE5A0) -1~ (BIFIZREL) Msmembk -2 (LH) - il PR - 4- el
T-TRNEE-1- (SRFAZRIE) MEmembk-2, 4 (1H, 3H) - il & .
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N/I
NX“NH

C))\N

<f

[2508]  'H NMR (500MHz,DMSO-d,) 89.97 (s, 1H) ,8.52 (d,J=6.5Hz,2H) ,8.38 (d,8.5Hz,
1H) ,8.04 (dd,4.5Hz,1.5Hz,2H) ,7.49-7.41 (m,3H) ,7.23(dd,7.5,1.5Hz,11) ,6.95 (dd,
8.5,1.5Hz,1H) ,6.10(s,1H) ,1.96(s,3H) ,1.86-1.82(m,1H) ,0.98-0.96 (m,2H) ,0.64-0.63
(m,2H) .m/z [M+H] "369.39.

[2509]  4- (HELSAED) -7- ORI -1- ((1- (2~ (AR £ 30) D) - 1H-Rm: -
4-F5) FAEL) Wbk -2 (1H) - (4 - 50-7- (a2 -1- ((1- (2- (RS 453D
FHL) - TH-PRMe - 4- 30) FHL) Wik - 2 (1H) - il 25 o

NHMe
N/

[2510] O)\N

CFj

" N—-SEM
N=/ m/z [M+H]" 454.38.
[2511]  7-3APNEE-4- (FILED) -1- ((1- ((2- (CHIIRRERD) £5A3E) FRHIE) - TH-DRmk - 4-
FL) FHEL) wzme k-2 (1H) -FE 7 - IR S -4- 225 -1- ((1- ((2- (I AESRD) 530 H
55) - TH-DR - 4- 35) FH L) Wkt - 2 (1H) -l 25«
NHMe

N/
[2512] OAN

Z “N-SEM
N=/

[2513]  4-5AKE-T-BAA L -5- FRAEEL - 1- (Wb IE - 3 - 5%) R bR - 2 (1H) - [R50 FH 2 (MAE THE
H) 14 -5 1- (2- UHEE - 3-55) - 7- PR 5L - 5- FH A FRMEm bk -2 (1H) - i 25 o

MeO

| X
T
o} N/
[2515] 'H NMR (500MHz , DMSO-d,) 88.66 (d, J=4Hz, 1H) ,8.46-8.45 (m, 1H) ,8.03 (s, 1H) ,

7.88(s,1H) ,7.77-7.75(m,1H) ,7.62-7.59 (m, 1H) ,6.38(s,1H) ,5.67(s,1H) ,3.97(s,3H) ,
1.83-1.78(m,1H) ,0.95-0.90 (m,2H) ,0.64 (m,2H) .m/z [M+H]"309.36.

HoN
[2514]
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[2516]  7-PAPAIL-5-HISE AL -4 - (FRERSARD) - 1- (WEIE - 3-2L) MR ibk - 2 (TH) - i i 4 - (-
1- (2-SUHEIE - 3-58) -7- PR 5L - 5- FHEURME bk -2 (1H) - i 25

MeO
MeHN

| ~
NTN S

0O z
[2518] 'H NMR (BOOMHZ,DMSO-d6) 58.68-8.67 (m, 1H) ,8.47-8.45 (m,2H) ,7.77-7.75 (m,
1H) ,7.62-7.59 (m, 1H) ,6.40(d,J=1.5Hz,1H) ,5.67(d,J=1Hz,1H) ,3.98(s,3H) ,2.98(d,J
=4.5Hz,3H) ,1.81-1.78(m,1H) ,0.93-0.90 (m,2H) ,0.62-0.61 (m,2H) .m/z [M+H] 323.36.
[2519] 4~ F-T-BAPN 2R - 5- FHSA AL - 1- (RBFHZREE) msmentk- 2 (1H) - i FH 2 (2MAETHRHR)
A4~ G- T- PR EE -5 - FHAE L - 1 - (RBFHERED) wmkif - 2 (1H) -l 25

MeO

[2517]

H,N
[2520] . Y Me

[25211  'H NMR (400MHz ,DMSO-d,) 88.54 (s, 1H) ,7.90 (s, 1H) ,7.80 (s, 11) ,7.43-7.34 (m,
3H) ,7.12-7.10(m, 1H) ,6.36 (s, 1H) ,5.56 (s, 1H) ,3.96 (s,3H) ,1.92(s,3H) ,1.76-1.71 (m,
1H) ,0.91-0.89 (m,2H) ,0.57-0.56 (m, 2H) .m/z [M+H] "322.36.

[2522]  7-PRPNEE-5- AL -4~ (FEEEEEL) - 1- (S HIZEED) msmenbt-2 (1H) -l 4 -520-7-
TR AL -5- HH S - 1 - (S HHORIL) gk - 2 (1H) -l

MeO

MeHN
[2523] | X Me

[2524]  'H NMR (400MHz ,DMSO-d,) 88.39(d,J=4.4Hz,1H) ,7.44-7.34 (m,3H) ,7.11-7.09
(m,2H) ,6.38(s,1H) ,5.56(d,J=0.8Hz,1H) ,3.98(s,3H) ,2.98(d,J=4.8Hz,3H) ,1.91 (s,
3H) ,1.76-1.69 (m,1H) ,0.91-0.88(m,2H) ,0.57-0.54 (m,2H) .m/z [M+H] "336.44.

[2525]  4-5aFk-1- (2-20REL) -T-PAPN 5L -5 - SR IEE e - 2 (LH) - il 12 (2MAETHE HY)
FH1- (2-5EOK3E) -T-FAABE-4-F2 5k -5 - FS ALEEmA - 2 (1H) -5 o

MeO

H,N
[2526] . Y ¢

[2527] 'H NMR (400MHz ,DMSO-d) 88.0 (s, 1H) ,7.86(s,1H) ,7.71-7.68(m,1H) ,7.55-7.51
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(m,2H) ,7.43-7.40(m,1H) ,6.37(d,J=1.5Hz,1H) ,5.57 (s, 1H) ,3.97(s,3H) ,1.80-1.75 (m,
1H) ,0.93-0.90 (m, 2H) ,0.64-0.63 (m, 1H) .m/z [M+H] '342.31.

[2528]  1- (2-SREL) -T-IAPN2E-5- FHAA L -4 - (ORS00 Mk - 2 (1H) - L - (2- &
ORFL) -T-TRN -4 - 25 - 5- S S E MR bk - 2 (1H) -2

MeO
[2529] kN |\ ¢l
NTN
0
[2530] 'H NMR(BOOMHZ,DMSO-d6) 88.45(d,1H) ,7.71-7.69 (m,1H) ,7.54-7.52 (m,2H) ,
7.41-7.39(m,1H) ,6.39(s,1H) ,5.57(d,J=1Hz,1H) ,3.98(s,3H) ,2.98(d,J=4.5Hz,3H) ,
1.78-1.74(m,1H),0.92-0.90(m,2H),0.59(m,2H).m/z[M+H]+356.35.

[2531]  4-530E-1- (2-JRIEL) -7- TR BLmsvribk -2 (1H) - FH 22 MAETHRHR) Fiil- (2-77
IREL) -T-ERPY L -4 -SRIk -2 (1H) -l 2%

NH,
N '
[2532] 0~ N
@,Br

[2533]  'H NMR (500MHz ,DMSO-d,) §8.01-7.99 (m,2H) ,7.89-7.85 (m,2H) ,7.60-7.58 (m,
1H) ,7.47-7.42(m,2H) ,6.79(dd,J=8.5,1.5Hz,1H) ,5.98(d,J=1.5Hz,1H) ,1.82-1.78 (m,
1H) ,0.94-0.90 (m, 2H) ,0.62-0.57 (m, 2H) .m/z [M+H] '356.1.

[2534]  1- (2-G AL -4- () -2- A T AL 280 -7- (D) ke g [2,3-d]
MEIE -2 (1H) -, BN AR A/ B S A A P S - 2- BRI T - 1- AL - (2- 50K
) -7 (g AL e O [2,3-d]meng -2, 4 (1H, 3H) - il £ . SFC&fifk (20 % MeOH,
Chiralpak IC,I%1) .

Y

~
~

HO

NH
N% | =
[2535]
CFA“N N7 > CF,

Cl

[2536]1  'H NMR(400MHz,DMSO-d,) 89.15 (s, 1H) ,8.83 (s, 1H) ,7.72-7.71 (m, 1H) ,7.67-7.60
(m,1H) ,7.46-7.41 (m,3H) ,5.67 (s, 1H) ,4.37(d,J=5.0Hz, 1) ,4.07 (s, 1H) ,2.06 (dd,J=
17.0,8.5Hz,2H) ,1.56-1.42 (m,2H) .m/z [M+H] 411.3.

[2537]  1- (2-GAHD) -4- () -2- A T AL 280 -7- (D) ke g [2,3-d]
MEE -2 (1H) -, B A KD A/ B % S A A T S - 2- R IR T - 1- AL - (2- 50K
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F) -7- G ED) meng It 2, 3-dImEng -2, 4 (1H, 3H) - [l £ . SFC4fift, (20 % MeOH,
Chiralpak IC,I%2) .

8BS

& NH
HO

N ol
[2538]
O)\N

CF3

[2539]  'H NMR (400MHz,DMSO-d,) 89.15 (s, 1H) ,8.83 (s, 1H) ,7.72-7.71 (m, 1H) ,7.67-7.60
(m,1H) ,7.46-7.41 (m,3H) ,5.67 (s,1H) ,4.37(d,J=5.0Hz,1H) ,4.07 (s, 1H) ,2.06 (dd, J=
17.0,8.5Hz,2H) ,1.56-1.42 (m,2H) .m/z [M+H] "411.3.

[2540]  7-50-1- (2-GOKRED) -5-96 -4~ (FRELSAIL) MEmEmi -2 (1H) -FRfli 4, 7- —50-1- (2-
AT -5~ ek -2 (TH) - B o -

F Cl
MeHN TI:J/ -
[2541] IJ

\”,N
g m/z [M+H]" 338.2.
[2542] 7-%-5-%&4-(((Jifﬁ)-B-Eﬁ%L%%T%ﬁ 1- (BB FAZREL) msmenbk -2 (1H) - il
) (550 -3-FHARERIA T - L-Je AT - G- 5- 3 -4 - a3k - 1 - (R FHOAEL) WAERk i - 2 (1H) - il i)
o
F Cl

[2543]
MeO wa \I:i:]
m/z [M+H]+ 388.29.

[2544]  7-%(-4- ((2,2- "5 L3D) 5430 -5-91 -1 - (RPHIORIL) Memmk- 2 (1H) ffE 2, 2- —
SR -1-JERNT -50-5- 3R - 4- Rk - 1 - (BBFAZREL) wsmikmbk -2 (1H) - 55 -

F Cl
H
FoHC N - "
[2545] |

N N
hif
O m/z [M+H]" 368.29.

[2546]  4-45AFL-T-%(-5-95 - 1 - (BFHIZEIE) msme bk -2 (1H) - s FH %2 (0 . 4AMAETHE H) 17 -
5G4 FRFE - 1- (SPFZREL) MEmibk- 2 (1H) - i 25 o
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F Cl
HoN. I\ ] M
[2547] N| N
Y @
0 m/z [M+H]" 304.29.

[2548]  1-"whE-4- (PERSAID) -7- (Sl HHED) e IF (2, 3-d I mEie -2 (1H) - [l 11 - 2 -
A-FF-T- (D) MEmE T F (2, 3-d e - 2 (1H) - il 25 -

_~_CFs
AN
(25491 7 Y
NTN
0

[2550]1  'H NMR(500MHz,DMSO-d,) 88.89 (d,J=4.5Hz,1H) ,8.71(d,J=8.0Hz, 1) ,7.76 (d,
J=8.5Hz,1H) ,7.35-7.33 (m,2H) ,7.28-7.25(m, 1H) ,7.22-7.19(m,1H) ,5.35(s,2H) ,2.97
(d,J=4.5Hz,3H) .m/z[M+H] "335.3.

[2551]  1- (-3 -4- (3-JRdk-3- FHARME IS g - 1- ) -7- (3 HHAD) mikme g (2, 3-d 1w
e -2 (1H) - i, AN AT A il 113 - FRBE M g o - - L - (2- GR350 -7- (1, 1- 5l
L) sk -2, 4 (1H, 3H) - il % - SFC4fifY, (25% MeOH,Chiralpak IC,IE1) .

HOb _ I CFs
N N
[2552] m/grm
N._N
196
o)

[2553]  'H NMR (400MHz ,DMSO-d,) 88.888-8.76 (m,1H) ,7.64-7.63 (m,2H) ,7.48-7.45 (m,
2H) ,7.42-7.39(m, 1H) ,5.03(s,1H) ,4.30-3.64 (m,4H) ,2.07-1.94 (m,2H) ,1.40(s,3H) .n/z
[M+H]"425.1.

[2554]  7-PANZE-4- (FIELSAIE) -1 (2- SRR -3 - 2) MERRIHE -2 (1H) -l 7 - AP 2 -
A-FEAE-1- (2- FEENENE -3-38) MEMAIAR -2 (1H) -l &5 -

H
_N
[2555] Me | S
N N
Ty N
(@] =

[2556]  'H NMR (500MHz,DMSO-d,) 88.58-8.57 (dd,J=4.5,1.5Hz,1H) ,8.51 (d, J=4Hz,
1H) ,8.0(d,J=8.5Hz, 1) ,7.66-7.65(dd, J=8,1.5Hz, 1H) ,7.45-7.43(dd,J=7.5,4.7Hz,
1H) ,6.83-6.81 (dd,J=8.5,1.5Hz, 1) ,6.03 (s, 1) ,2.97(d, J=4.5Hz,3H) ,2.13(s,31) ,
1.85-1.80(m, 1H) ,0.94-0.90 (m,2H) ,0.64-0.59 (m, 2H) .m/z [M+H] 307 .22.

(28671 1- (2-5-6-THATE) -4- (MHEED -7- (I PIL) iLme[2, 3-d]mang - 2 (1H) -l
T 4201 2-5-6-FREE) -7- (9 FHE) Meme (2, 3-dTmene -2 (L) - il a5
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I
MeHN N

[2558] |
N_ _N
1S
O

[2559] 'H NMR (500MHz , DMSO-d,) 89.26 (d,J=4.5Hz, 1H) ,8.84 (d,J=8.0Hz,1H) ,7.87(d,
J=8.0Hz,1H) ,7.59-7.52 (m,2H) ,7.46-7.43 (m,1H) ,3.04 (d,J=4.5Hz,3H) .m/z [M+H]"
373.2.

[2560]  5- S HE-4- (FILEED) -1- 2R3 -7- (o 3D mme I (2, 3-dJmsng -2 (1H) -l
JH5- AR - 1- R0 - 7- (3PS mibme ) [2, 3-dJmesmg -2, 4 (1H,, 3H) - 25 .

07 HN”

— | ~N

S A

[2561]  F,c”SNTN"YO0

>

[25621  'H NMR (500MHz,DMSO-d,) 88.56 (d,J=5.0Hz, 1H) ,7.62-7.59 (m,2H) ,7.55-7.52
(m,1H) ,7.35-7.33 (m,2H) ,6.22 (s, 1H) ,4.11 (s,3H) ,3.03(d,J=5.0Hz,3H) .m/z [M+H]"
351.3.

[2563]  SCJiEAA03

[2564]  7-FH3E-4- (FARREUID) - 1- I FEmEmenk - 2 (1H) - [ 5 Ak

Me
MeHN\‘/Q/
[2565] NI I
T O
o}
[2566]  [F)/NRHIRENT -5 -4- (FFELEAED) - 1- 2R FEmEmnbi- 2 (1H) -l (1245 R (3
W) AL, 17 -8 (R sk — Ut (TD) (0. 1245 IIANHZE AT HE (0. 1M) 1Y
L: IRAYD, ARG IR B /K VAR (M, 4249 8) o S TR G IR E 100 C iRy 2/ N, AR
B H KON /tm%JEHZEQZ@D’%%*,uféaéﬁﬂzE/M@ 5 i il 25 UHPLC (20-40 %
MeCN/7J< 0.1% HR) alifk,, BRIFREL A, 'H NMR (400MHz , CDC1 ;) 87.81(d,J=8.3Hz,
1H) ,7.52(t,J=7.5Hz,2H) ,7.45(t,J=7.2Hz,1H) ,7.24 (s, 3H) ,6.95 (d,J=8.2Hz, 1H) ,
6.30(s,1H) ,3.18(s,3H) ,2.23(s,3H) .m/z[M+H] 266. 1
[2567]  4n FaRISBIHBIES T, IS VA MeEW:
[2568]  7-PAANEL-4- (FHIEZUILD) - 1-RIEMERRIN - 2 (1H) - [k FHEAPS SRR 4 HH AL Al
FR 1
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MeHN

O

0]

[25701  'H NMR(400MHz,CDC1,) §7.92(d,J=8.4Hz, 11) ,7.52(t,J="7.4Hz,2H) ,7.48-7.40
(m,1H) ,7.24(s,2H) ,6.71(d,J=8.3Hz,1H) ,6.23(s,1H) ,3.15(s,3H) ,1.77-1.66 (m, 1H) ,
0.94(d,J=7.8Hz,2H) ,0.58(d,J=4.9Hz,2H) .m/z [M+H] 292.2

[2571]  4- (CHIRREID) -7- GAZRIA T he-3-28) - 1- R ERmEmenpk - 2 (1H) - Fld o =5 G
ZeIR T hE-3-55) WIFR R4 FH SRR A 7 -5 -4 - (IR EAL) - 1-ZRFEmEmgnpk -2 (1H) -7l
715 -4- (FPELSRD) - 1- R IRk -2 (1H) - FRl & .

(0]

[2569]

MegN

|
N\H,NO
(0]

[2573]  'H NMR (400MHz , 5{{/5-d) 87.80 (d,J=8.5Hz,1H) ,7.56 (t,J=7.4Hz,2H) ,7.51-
7.44 (m,1H) ,7.28(d,J=7.7Hz,3H) ,7.17(d,J=8.5Hz,1H) ,6.46(d,J=11.3Hz,2H) ,6.30
(dt,J=15.4,4.8Hz,1H) ,4.28(d,J=4.8Hz,2H) ,3.41(s,6H) .m/z [M+H] 322.0

[2574]  4- (CHIZESIE) -1- 2R3 -7 (DU Z0WGAR - 3- 55) WM - 2 (1H) - i ast FH P8 S0k -
3 - GBI R B 4t HH ST AN ] 7 - P - 4 - (R EUAD) - 1 - R LM np - 2 (1H) - 4 7 -
PR-4- (FREGAEL) - 1- IR FLEmRR -2 (1H) -2 -
O

[2572]

[2575] MezN

N'TN

Y
[2576]  'H NMR (400MHz , 5{{/5-d) §7.79(d,J=8.6Hz,1H) ,7.56 (t,J=7.4Hz,2H) ,7.49(q,
J=7.1,6.2Hz,1H) ,7.29(d,J=7.9Hz,3H) ,7.18(d,J=8.4Hz,1H) ,6.43(s,1H) ,6.33(d,J
=17.6Hz,1H) ,6.22(dt,J=15.6,6.9Hz,11) ,3.73(t,J=6.0Hz,2H) ,3.43 (s,6H) ,2.44(q,
J=6.6,6.1Hz,2H) .m/z[M+H]"336.0

[2577)  7-Z -4~ (FRESTIE) - 1-FILMEMANE -2 (1H) - WL FIZ SRR 6t FR R
&.

MEHN@A
[2578] |
N_ _N
e
o)
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[2579]1 'H NMR (400MHz , 5{{/5-d) 87.77(d,J=8.3Hz,1H) ,7.56 (t,J=7.7Hz,2H) ,7.49(t,
J=7.5Hz,1H) ,7.29(d,J=8.0Hz,2H) ,7.04 (d,J=8.3Hz,1H) ,6.35 (s, 1H) ,3.24 (s,3H) ,
2.54(q,J=7.THz,2H) ,1.11(t,J="7.6Hz,3H) .m/z [M+H] 280.1.
[2580]  6-%(-1- (2-FARRL) -T-PANFE-4- (RN FE FHIE) S 58) WEmkibk - 2 (1H) - i HH 2R
PR LR R e TR L AER AN 7 - 1R -6- 50 -1- (2- 20K ED) -4- (RN I FIID) S0 5h) eEmantk- 2
(1H) -FE 7 - I -4- (FFEGAEL) - 1- IR FLEmRIK -2 (1H) -4 -

Cl

[2582]  'H NMR(400MHz,DMSO-d,) 88.72 (s, 1H) ,8.41 (s, 1H) ,7.73(d,J=6.6Hz, 1H) ,7.65-
7.53(m,2M) ,7.53-7.41 (m, 1) ,5.75(d, J=2.0Hz, 1H) ,2.12 (br s,1H),1.19(s,1H),0.99
(d,J=8.3Hz,2H) ,0.51(d,J="7.8Hz,2H) ,0.40-0.21 (m,4H) .m/z [M+H] 400. 1
[2583] 651 (2-5fKHE) -7-PRPNEE -4 (FABLEAIL) mEmmb - 2 (1H) - 68 FHEA PR SERIIR
FHT-75-6-5 -1~ (2-5K3E) -4~ (FELEEE) I -2 (1H) - Al o o

of

ZT

[2584] -~ Cl

N.__N

T

O

[2585] 'H NMR (400MHz ,DMS0) 88.67 (br s,1H) ,8.28(s,1H) ,7.75(m,1H) ,7.65-7.55 (m,
2H) ,7.46 (m,1H) ,5.76 (s, 1H) ,2.98(s,3H) ,2.12(s,1H) ,0.98(d,J=8.2Hz,2H) ,0.28 (s,
2H) .m/z [M+H] "360.0.

[2586]  4- ((PRAANEEHEL) 24 0E) -6- FHIE-1- %3 -7 - (06 FH AL ek - 2 (TH) - il
6-7R-4- (BRAZEREL) 5235) - 1-283L -7~ (S0 5D Wsmembk - 2 (1H) - i i 2% o

H
[2587] A’N\n"ﬁj/
N_ _N
hig

o\i/r
Fo

[2588]  'H NMR (400MHz ,MeOD) 88.15 (s, 1H) ,7.61 (m,3H) ,7.33(d,J=7.8Hz,2H) ,6.38 (s,
1H) ,3.52(d,J=8.3Hz,2H) ,2.37(s,3H) ,1.30 (m,2H) ,0.59(d,J=7.8Hz,2H) ,0.39 (br s,
2H) .m/z [M+H]"390.1.

[2589]  6-FISL-4- (FIJEEIE) - 1- (SRFIZRAL) -7- (56 FHAAAL) EEmR bk - 2 (1H) - i {5 FH6 -
IR-4- (FAELEEL) - 1- BBHIREL) -7- oA Emenbk-2 (1H) -6l 2% o
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Y
H

[2590] N
Y ﬁ)

[2591]  'H NMR (400MHz,MeOD) 88.04 (s, 1H) ,7.587.37 (m,3H) ,7.22(d,J=7.5Hz, 1H) ,
6.27(s,1H) ,3.15(s,3H) ,2.37(s,3H) ,2.05(s,3H) .m/z [M+H] '364.1.

[2592]  4- (AAZEFAZE) S50 -6-FHEL-1- (|PFAZRIE) -7- (=95 FH AU 2E) EEmeipk - 2 (1H) -
Pl 116 -2 -4- (RPN ZEFHEL) 2 3E) -1- (RBHHREE) -7- (g HH A L) nasmeipk - 2 (1H) - [l

o

OFF
H Y
[2593] A\/N\“/f;( 3

@)

[25941 'H NMR (400MHz ,MeOD) 88.18 (s, 1H) ,7.59-7.39 (m,3H) ,7.22(d,J=7.5Hz, 1H) ,
6.27(s,1H) ,3.52 (appar t,J=6.9Hz,2H) ,2.38(s,3H),2.05(s,3H) ,1.31(s,1H) ,0.60(d,

J=7.8Hz,2H) ,0.39 (br s,2H) .m/z[M+H] 404.1
[2595]  1- (2-GHKFE) -7-BANFE-4- (AN EEFIE) 24550) -6 SlMsmembk -2 (1H) - {d FHER
PNFEIERANT - TR - 1- (2- FRED) -4- (GRANEEHIE) Ga35) -6 - Uik - 2 (1H) - €5

HN
LY
[2596] N’j*o

Cl

m/z [M+H]* 384.0.
[2597]  1- (2-%KIL) -7-FRNFL-6- 95 -4 - (FILS L) Msmkibk - 2 (1H) - B o B HERA

R AT - 1R -1- (2- SR -6- 90 -4 - (IR MEmentf -2 (TH) - Al &5 o
NHMe

~N
N’l*o

e

[2599] 'H NMR (400MHz , DMSO-d,) 88.56 (s, 1H) ,7.97 (d,J=11.0Hz,1H) ,7.76-7.69 (m,
1H) ,7.55(d,J=6.7Hz,2H) ,7.44(d,J=3.0Hz,1H) ,5.75(d,J=5.4Hz, 1H) ,2.97 (s, 3H) ,
2.05-1.93(m,1H) ,0.95(d,J=8.4Hz,2H) ,0.40(t,J=5.2Hz,2H) .m/z [M+H] '344.0.

(26001 52fiffl4

F.

[2598]
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[2601]  7-5-1- B-FEERID) -4- (PEFL) -3, 4- "Mk -2 (1H) -Fr 5k

NHMe
=N
[2602] CI N’go
HO
[2603]  2PUR1. £JR3- (T-F-2,4- 54K -3, 4- “5U¥Emenpk- 1 (2H) - 55 2K Jig
(@]

oy
[2604] CI NAO
AcO i

[2605]  [F)/NRUHHRNT - S50 - 1- (3-FR2E R 0E) WEmR bR -2, 4 (1H, 3H) - i (1.0 &) Ak
(0.6M) o [ [ W Aae N CERET (1. 224 5) FR SN IR S Bi b 2 16 093 81 SN A
25 N4 , il IEAREE{E (0-20% MeOH/DCM) XPHE I NTR S #dE T4l 13 2R 54 .
m/z [M+H]"331.1
[2606]  FMASTHEHILAN2H D BR, K AFR3- (T-5(-2,4- 58K -3, 4- 5 EEmenpk- 1 (2H) -
) KEBHAC N CTR3- (T-31-4- (L ERD) -2- S fRmEmk k- 1 (2H) -5 KHi .
[2607]  2PER2.7-G-1- Q- FFAREL) -4- (FILEIHD) -3, 4- S MEmkmbk-2 (1H) -l

NHMe

N

A

[2608] Cl N "0

HO

[26091  Jrl/INfHR R NHEI T3 - (7- -4 - (FREEEED) -2- S At - 1 (2H) -35) REELIR
fig (1.024%5%) , DINTHF :MeOH (3: 2182, 0. 6M) , SR IINEN LiOHZKIA TR (104 5) o SR 755
FEZ T N P30T B SONAE TS ke , il SOAHALE (20-55% MeCN/7K, 0. 1% HIER) A
MR APk Taie 13 2FRE L &4 . 'HNMR (400MHz , DMSO-d,) 810.2 (bs, 1H) ,8.63(d,
J=5.1Hz,1H) ,8.10(d,J=8.7Hz,1H) ,7.37 (t,J=8.0Hz, 1H) ,7.27(d,J=8.5Hz, 1H) ,6.91
(d,J=8.4Hz,1H) ,6.68 (d,]=7.9Hz, 1H) ,6.64 (s, 1H) ,6.38 (s,1H) ,2.97 (d,J=4.2Hz,
4H) .m/z [M+H]7302.1.

[26101 40 b IARZRADAIIEL T , L AR T B2 0 7 - (- 1 - (3R ALoR L) MMk -2, 4 (1H,
3H) - MR R Ok & L ME &

[2611]  7-5(-1-[3- Q-2 LHD) RIE ] -4- (FERRUED) ARk -2 - {l ] PR3- (7-(- 2,

- RSB, 4 AR - 1 (2H) - 5D RO RE A .

385



CN 119528824 A W OB P 375/391 7

Cl

HT/Q/

_N
[2612] |

NYN OH
I \@/\/

[2613] '{ NMR (400MHz ,DMSO-d,) 88.61 (d, J=5.0Hz, 1H) ,8.10(d, J=8.6Hz, 1H) ,7.49(t,
J=7.6Hz,1H) ,7.37(d,J="7.7THz ,1H) ,7.27(d,]=8.6Hz,1H) ,7.11(d,J=7.9Hz,2H) ,6.34
(d,]J=2.0Hz,1H) ,4.69(t,]=5.3Hz,1H) ,3.66(d,J=6.7Hz,2H) ,2.98(d,J=4.3Hz,3H) ,
2.81(t,J=6.9Hz,2H) . .m/z [M+H]"330.1
[2614]  7-G(-1-[3- 3-FNEL) FKIET -4~ (HIEZAEL) S MEmrmbk- 2 - i {5 FH R 3 - (7--2,
4- TAEAR -3, 4- AR - 1 (2H) - 355 RN TR 2% .

cl
MeHNYQ/

[2615] |

N\H/N\O/\/\OH

0
[2616] 'H NMR(4OOMHZ,DMSO-d6)68.61(d,J=5.2Hz,1H),8.11(d,J=8.6Hz,1H),7.50(t,
J=7.7Hz,11) ,7.35(d,J=7.9Hz,1H) ,7.28(d,J=8.7Hz,1H) ,7.12(s,2H) ,6.31 (s, 1H) ,
4.49(t,J=5.2Hz,1H) ,3.45(d,J=6.1Hz,3H) ,2.98(d,J=4.3Hz,3H) ,2.70(t,J=7.8Hz,
2H) ,1.76 (p,J=6.9Hz,3H) .11.81 (s,1H) ,8.04(d,J=8.5Hz,1H) ,7.52(t,J=7.6Hz,1H) ,
7.39(d,J=7.8Hz,1H) ,7.31(dd,J=8.4,1.8Hz,1H) ,7.29-7.22(m,2H) ,2.40(s,3H) .m/z[M
+H]7344.1
[2617]  4- (CFHSAL) -7-G0-1- Q- I REL) A k- 2-F i £ jg3- (7--2,4- —
-3, 4 SRR - 1 (2H) - 3) KRR AN A 25

Cl
YQ/
_N
[2618] |
NTN OH
0]
[2619]1  'H NMR (400MHZ,DMSO‘d6) 89.87(s,1H) ,8.03(dd,J=8.7,1.4Hz,1H) ,7.38(t,]J=
8.0Hz,1H) ,7.23-7.14(m,1H) ,6.92(d,J=8.3Hz,1H) ,6.69(d,J=7.8Hz,1H) ,6.65(d,]J=
2.0Hz,1H) ,6.41(d,J=2.4Hz,1H) ,3.32-3.27 (m, 7TH) .m/z[M+H]+316.1
[2620]  4- (CHIZEGAIL) -7-50-1-[3- GRHIIL) 2L ] S ibk - 2 - i {5 FH R 3 - (7%~ 2,
4-T5H -3, 4- A EMAE) -1 (2H) -5 JRFREE AN B il eg

Cl
| :|
_N
[2621] |
N\H,N -
o)
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[26221  'H NMR (400MHz ,DMSO-d,) 88.05 (d,J=8.8Hz,1H) ,7.55(t,J=7.6Hz, 11) ,7.46 (d,
J=7.9Hz,1H) ,7.22(s,1H) ,7.20-7.14 (m,2H) ,6.35(s,1H) ,5.35(s, 1H) ,4.59 (s,2H) ,3.31
(s, 11H) .m/z[M+H]7330.0
[2623] 555
[2624]  7-FSA -4~ (FHE2E) - 1- I FEmEmenk - 2 (1H) - [ SRk

NHMe

~N
[2625] MeO NAO

[2626]  [A)/INMHIRENT - - 4- (FHBESAL) -1 - R npk - 2 (1H) - (124 5) A 4R (2
M8 o JINDME (0. 1M) , N FRASZEN (10245 o VTR PIIIFRE 100 CLRFF2/INE, SR 14
Hlo ?fﬁfimtm%H%ZERZ@D%%:F,LW#HEW@ FR AWl o il 25 BUHPLC (10-30%
MeCN/7K, 0. 1% Q) 4lifl , 13 2hRBL 4. 'H NVR (400MHz,CDC1,) §7.99 (d,J=9.0Hz,
1H) ,7.54(t,]=7.6Hz,2H) ,7.51-7.43(m,1H) ,7.28(d,J=7.7THz,2H) ,6.74(d,J=9.0Hz,
1H) ,5.95(s,1H) ,3.66 (s,3H) ,3.20(s,3H) .m/z [M+H] 282.1

[2627] 4 PRI T, 1- (2-S00R3E) -T-FR N -4 - (GRS R ED) &80 -6- FIAH 3L
I b - 2 (TH) - i FH6 -8 - 1- (2- @R 30) -7-FRNSE -4 - (ORI FE L) S0 50) sk - 2

(1H) - i i) 2%
HN’V

MeO N

[2628] NJ%O

"0

[26291  'H NMR (400MHz ,DMSO-d,) 88.59 (s, 1H) ,7.71 (s, 1H) ,7.65 (s, 1H) ,7.53(d,J=
3.7Hz,2H) ,7.41(d,J=6.7Hz,1H) ,5.64 (s, 1H) ,3.90(s,3H) ,3.42(dd,J=12.8,6.9Hz,
2H) ,2.12-2.05(m, 1H) ,1.26-1.19(m,1H) ,0.88(d,J=8.4Hz,2H) ,0.51 (d,J=9.1Hz,2H) ,
0.32(d,J=4.0Hz,2H) ,0.27-0.20 (m, 2H) .m/z [M+H] "396.2.
[2630]  5jitEf5l6
[2631]  4- (FHAELEID) -2- 5040 1- R0 -1, 2- 5k 7- IS 6 Bk

NHMe

~N
[2632] NC NAO

C

[2633]  7-P-4- (FARLEAED) - 1-ZRFEmEmenpi-2 (1H) - (1245) PO R 48 (0.1
B FIEUEEE (0,545 35NN ZSIIDME (0. 1M) |, FBE s N IR AW i 100 °C 4451 2h
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FEIONTFALEE (0.5 ) , HR R N TR S P iR 100 °C FL AR R 24/ N o B S N TR 5 P08 A0
T AR R & %%@ﬁﬁfﬁ?ﬁﬁAﬁXﬁMF%M@%$&JJﬁWﬂEW@ﬁ
AWy g ] & AUHPLC (10-30 % MeCN/JK, 0.1 % Q) 4iifk, 13 RIARS L 54 'H NMR
(400MHz ,CD,0D) 88.15 (d,J=8.4Hz,1H) ,7.67 (t,]=7.7Hz,2H) ,7.61 (d,J=7.0Hz, 1H) ,
7.55(d,J=8.2Hz,1H) ,7.35(d,J=7.7THz,2H) ,6.82(s,1H) ,3.15(s,3H) .m/z [M+H]'277.0
[2634]  4n Pk 28U EA T, 4- (GRPISEFRED) 54000) -2- 54K 1- GPHZRSD) -7- (oA
B -1, 2- T AUk -6- FRS B 6 - IR -4- (GAPIEEFAZD) 2030 - 1- RFHZEED) -7- O H
SEAL) MR -2 (1H) - Flf &

i
o\'lz,F
[2635] kﬂ F
{ Nﬁj

@)

[2636] 'H NMR (400MHz,MeOD) 58.78 (s,1H) ,7.58-7.40 (m,3H) ,7.25(d,J=7.7Hz,1H) ,
6.40(s,1H) ,3.52(m,2H) ,2.07(s,3H) ,1.29(br s,1H),0.62(d,J=7.7Hz,2H) ,0.40 (br s,
oH) .m/z [M+H]"415.1.
[2637] =0 1h17
[2638]  4- (FHELGAIL) -1-2K5L-7- (4 FHED) msmembk- 2 (1H) - BRI &5 A%

NHMe

SN
[2639]  F,C N’&O

C

[2640] [/ MHRENT -1 -4- (FHESLEL) -1 - R EmMEmenpk - 2 (1H) - (1244) ,2,2- 5 -
2- G ) JReHE (224 5D o AE R (224 5D «ZRIIDME (0. 1M) |, ¥ SN TR AP iz
100°CARFF12he FIAS N2, 2- — 9 -2 GREEIERL) IR R (224 50 AL a (224 4) , IR X
RGP 100°C AR Fr24/ NN B HIR S TR G, TR CREMEE , ek S8 TR e 4
T AW 1ok 1 435 HPLC (10-30 % MeCN/ 7K, 0. 1% FIiR) 4lifk,, 15 B bRk &%, 'H NMR
(400MHz ,CDC1,) 87.76 (d,J=8.7Hz,1H) ,7.59 (t,J=7.4Hz,2H) ,7.52(d,J=7.0Hz, 1H) ,
7.36(d,J=9.0Hz,1H) ,7.29(d,J=7.6Hz,2H) ,6.81(s,1H) ,3.27(s,3H) .m/z [M+H]'320.0
[2641] 4 PR DA T, AR TS R0 7 - 1R - 4 - (PR EAL) - 1- DR DEMEme b - 2 (1H) - i
Hile A MeGaw:

[2642]  6-G(-1- 2-GURD) -4- (FILEIL) -7- (S0 FHED) msmembk- 2 (1H) - FH7 -7 -6-
FH-1- @-FRE) -4- (L) mEmpnpk-2 (1H) -t .
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cF
H F
] Cl
N\W,N
O
[2644]  'H NMR (400MHz ,DMSO) 88.99 (br s,1H) ,8.58(s,1H) ,7.77 (br s,1H) ,7.67-7.52
(m,3H) ,6.54(s,1H) ,3.02(s,3H) .m/z[M+H] "388.0

[2645]  6-5(-1- (2-FARRD) -4- (GAAZFEFFIL) S5 -7- (o 3L MEmenpk-2 (1H) - fifsd
FH7-1R-6-%0-1- 2-50RED) -4- (GRS FISL) 2425 WEmEmbR-2 (1H) - i) 25 o

F
H
[2646] A/N

£ F
| cl
N\n,N
0
[26471 'H NMR (400MHz ,DMS0) §9.03 (br,1H) ,8.71 (s, 1H) ,7.76 (br,1H) ,7.59 (br,3H) ,
6.53(s,1H) ,3.43(d,J=5.8Hz,2H) ,1.21 (br s,1H),0.54(d,J=7.8Hz,2H) ,0.33 (br s,
oH) .m/z [M+H] 428 .0
[2648] 558
[2649] 4~ F5-7- (- 1-TAC EEMEMEIbR- 2 (1H) - P 5 HK
NH>

SN
[2650] I N’go

S

[2651] 2B IR1.4-%(-2- GAC RSN ZEHEH &L
CN

[2643]

Cl NH

[2652]

[2653]  FERSCT, MR/ N RN 2 -1 -4- GURHIG (1.0244#) Pd (0Ac) , (0.05 1)

DPPF (0. 145 FAC M (2.8 ) FTHIZE (0. 4M) S ANESE R Hﬁm%ﬂlo TR, I
FE120°C R BE T Fm A 3045 5 o 5 S5 N 25 7 FH 1 5mLIKIEt OAc AHBmL /K ke « FH IR U TE (2 X
5mL) ZEHUE K« TERA T I A ML il IEAHEE(E (0-70%EtO0Ac/ U0 4IRS H.

m/z [M+H] 2351

[2654]  2PYE2.:2,2,2- = G(-N- ((5-G-2- AR AL D) S L) - L&k
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//N

o o
PN

[2655] Cl N H CCl,

[2656]  fE%UA M IA/ NI 2 N4 - -2 - GACLEE A A RS (1. 024 5) FI-FDCM (0. 2M) »
BN A HIEOCIFIINZ, 2, 2- =AM 7 R TR (1. 024 8) K SN Aaefr %= b
PEFE LN B8 SN TR S H1 2 0 °CHE DI 3mL7K o FHDCM (2 X 5mL) 28 HUZ IR o T 1
ALy kot Bl om/ 2 [M+H] 74220
[2657]  2PUE3. 4- 505 -7- G- 1- PRC AERERERAR- 2 (1H) - [ A Bk

NH>

SN
[2658] I N’go

S

[2659]  ZE-10°CAEES F/NEHEREN2,2,2- Z4(-N- ((5-5-2- 5K ) RO 4K

FLHEL) Sl (1,024 5) |, SRIE IIAAE FHEZFR YN NH, (2002 48) o SN 25 as/F &0

P L8/INI o B2 e 2 N TR A Wt SoAH 4l (20- 4500MeCN/7J< 0.1% HITR) B4l

ft.'H NVR (400MHz ,DMSO-d,) 87.74(d,J=8.5Hz, 1H) ,7.58 (s, 1H) ,7.19(d, J=8.7Hz, 1H) ,

4.35(s,1H) ,2.63-2.44 (m,2H) ,1.88(d,J=13.7Hz,3H) ,1.72(d,J=12.6Hz,3H) ,1.51 (dt,

J=17.0,11.5Hz,2H) ,1.30(q,J=13.3,12.7Hz, 1H) .m/z [M+H] 278.1

[2660]  SJitEA519

[2661]  N- (3- (7-G-4- (CHIAREIE) - 2- S Ammdenb - 1 (2H) -5 K5 - e fle 1) &5k
NMe,

~N

[2662] Cl
E j\ Ofs’:?
N
H

[2663]  [A)/INHIZRENT - B-TRIRED) -7-G(-4- (CFHELEIEL) MEmpipk -2 (1H) -l (124 40) U
PNEE - RUT B fE-27,47,6° - =N BEIOR) = IR A (11) (H=1% 1 F (Gohnson
Matthey)C4277,0. 1 5) FmeE (1.6 5) Em@ fﬁﬂ (2.2 5) FICNE (0.075M) « HAIA
WA/ IR, SR DA 80 C IR 5 18/ NI TR S HI 22 25085, FTIDMSORRE , i 1871 i S AH
il #$ HPLC (15-100 % MeCN/7K, 0. 1% HIR) é@ﬁcﬁ%ﬁﬂ%ﬁ 4590, 'H NMR (400MHz , DMSO-
d,) 88.04(d,J=8.6Hz,1H) ,7.56 (t,J=8.0Hz,1H) ,7.33(d,J=8.3Hz,1H) ,7.21 (d,J=
8.7Hz,1H) ,7.07 (s, 1H) ,7.03(d,J=8.0Hz,1H) ,6.41 (s, 1H) ,3.30(s,6H) ,3.06 (s, 3H) .m/z
[M+H]"393.0.

[2664]  S7JEHI10
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[2665]  7T-%-4- (CHIEEED) -1- G- (2-ZE L 30) ZREE) MR -2 (1H) -1 &k
NMEZ

o

[2667]1 [/ HBENT - (3-IRASEE) -7- (-4~ (CHIERZIL) ek -2 (1H) - (75mg,
0.178mmol) I EZIE [ (4- (N,N- ZHHEUEL) FRAL] ZRC T SRR U s piee b 7] OFE A 1
(Gohnson Matthey) ,Pd-161,0.11%) \ (2- K5 IL) SR = JUIIREH (1. 2245 IRIREH (3
) FIFFZE /7K (5:1,0. M) o FHEUSIWAT/ NI, ARG IFAZE 100 °CERFFL . 3/NR IR A 9005 A1
7wy S SO £ HPLC (20-80%MeCN/7K , 0. 1% FHR) £k, {5 3Rk &4 . 1
NMR (400MHz , DMSO-d,) 88.03 (d,J=8.7Hz,1H) ,7.59-7.42 (m,2H) ,7.23(p,J=8.6,8.2Hz,
4H) ,7.14(d,J=7.7Hz,1H) ,6.96-6.80 (m,3H) ,6.35 (s, 1H) ,4.23 (t,J=6.6Hz,2H) ,3.30
(s,6H) ,3.11(t,J=6.5Hz,2H) .m/z[M+H] "420.0

[2668]  Sjafd11

[2669]  2- (3- (7-%a-4- (FHELEAZD) -2- S AREmEipt- 1 (2H) - J5) SRIL) LRI K

cl
MeHNYQ
I

N_ _N
[2670] T
0

[2666] CI

CO,H
[26711 [l PEOAL (0. 124 &) 7E N (0. 3M) F17K (0. 15M) H Ry b IN T - 54 - (FR2E
I -1- (3- LI FERIL) Mk -2 (1H) - (1245 578l , I Oxone® (224 11)
1FEN R SR A AE 200 T B L6/ N o IR S /KA R FHEt0AC 2R B, A A AL
J2 7K EROK P 1%, oK IR ER N T4 o 1 8 TR B MU ik i DUR SR S 9, 4
5 1 £ FIHPLC (MeCN/H,060-100% , 0. 1% FIR) £l , A S b8 &4, Ak A1 el ik 1
NMR (400MHz , DMSO-d,) 88.62 (d,J=4.5 1i),8.10(d,J=8.5,1H) ,7.48 (t,J=8.0,1H) ,
7.38(d,J=7.5,1H) ,7.25(dd,J=11.0,2.0Hz,1H) ,7.15-7.11 (m,2H) ,6.33 (s, 1H) ,3.51
(s,2H) ,2.98(d,J=4.5 3H) .m/z [M+H] 344.30.

[2672]  5CjEAhI12

[2673]  5-FHAESE-4- (FBLEID) - 1- K38 -7- (SO FPIL) msmembk - 2 (1H) - 5%

E
[2674] ~N |
NTN
g
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(26751 RS PIA120mL/NIHUIING -5 -4 - (FEE ) -1-2R36 -7~ (S D) IRt -2
(1H) - (1.024 ) \MeOH (0. 6M) FMeONa (5. ANAEFEEHT, 1024 18) SN IR AP7E45C
HEFE60 73 B T I ACOHIR M SR 7 o 18 1 SAT €312 (20-60 % MeCN/7K, 5450 19
1) AR - 'H NMR (400MHz ,DMSO-d,) 88.65 (bs, 1H) ,7.60 (t,J=7.6Hz,2H) ,7.53(d, ]
=6.6Hz,1H) ,7.30(d,J="7.6Hz,2H) ,7.07 (s, 1H) ,6.13 (s, 1H) ,4.10(s,3H) ,3.02(d,J=
3.9Hz,3H) .m/z[M+H] "350.1.

[2676]  4p_FsR UL T, 42 e 28 i A 45 - -4 - (FERSA3E) - 1-2R3-7- (=
L) EEnRE -2 (1H) - M 5 LA N —Fhak 2 M 59

[2677]  5-HI%EE-4- (FEEED) -7- (o HEL) -1~ (2- (3R ML -3 - 28) M nk -2
(1H) - FREE 4 - 50590 - 7- (S0 D) -1- (2- (= ) MEE - 3 - 56) s ik - 2 (1) - il

DR

O =

[26791  'H NMR (400MHz ,DMSO-d,) 88.94 (d,J=4.9Hz,1H) ,8.39 (s, 1H) ,8.18 (d,J=8.1Hz,
1H) ,8.02(t,J=6.5Hz,1H) ,7.81-7.57 (m,4H) ,6.41 (s,1H) ,3.04(s,3H) ,2.36(d,]J=
2.1Hz,3H) .

[2680]  5-FSEdE-4- (FHELEAED) -1- (RFHHZRIL) -7- (U HHAD) sk - 2 (1H) - i 5 -
H-4- (FELZAFD) -1- GPFRED) -7- R AL mEmempk-2 (1H) - B 625 -

MeO CF3
MeHN. I ]
=
[2681] | e
NTN
0

[2682]  'H NMR(500MHz,DMSO-d,) 88.67-8.66 (m, 1H) ,7.47-7.38 (m,3H) ,7.14 (dd,J=1.5,
1.5Hz,1H) ,7.08(s,1H) ,6.02(d,J=1Hz,1H) ,4.1(s,3H) ,3.02(d,J=4.5Hz,3H) ,1.94 (s,
3H) .m/z [M+H]'364.19.

[2683]  7-%(-1- (2-GAHL) -5- HA AL -4 - (AL S(EL) MEmsmbk -2 (1H) - [l 7 -&-1- (2-
FRIE) -5-FR-4- (ARSI ERRIRK -2 (1H) -4 -

MeO Cl
MeHN. I ]
A
[2684] | o
NTN
0

[2685] 'H NMR (500MHz ,DMSO-d,) 88.57 (d,J=4.5Hz, 11) ,7.73-7.72(m, 1H) ,7.57-7.54
(m,2H) ,7.47-7.46 (m,1H) ,6.95(d,J=2.0Hz,1H) ,5.78 (d,]J=2.0Hz,1H) ,4.04 (s, 3H) ,
3.00(d,J=4.5Hz,3H) .m/z[M+H] "350.2.
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[2686]  7-G(-5-FHSEEE4 - (el -3- AR T 30) 2430 -1- (SPFHIOREL) Msmipk- 2 (1H) -
Pl FH7 - 50590 -4- (OaU-3- A ELIA T3 28350 - 1- (SFFHZREL) msme bk -2 (1H) - Fli il
o

MeO Cl
N
A ==
[2687] FuARDE
MeO \n/

[2688] 'l NMR (500MHz ,DMSO-d,) 88.36 (d,J=6.5Hz,1H) ,7.45-7.36 (m,3H) ,7.17(d,J=
7.0Hz,1H) ,6.95(d,J=2.0Hz,1H) ,5.78(d,J=2.0Hz,1) ,4.70-4.63 (m, 1H) ,4.07 (s, 31) ,
4.04-4.02(m,1H) ,3.19 (m,3H) ,2.37-2.33 (m,4H) ,1.93 (s, 3H) .m/z [M+H]'400.33.

[2689]  7-%d-4- ((2,2- ZIRLI) HL) -5- FAEIL - 1- (QRFIZREL) mEmpngk -2 (TH) - FR6E
T--4- ((2,2- 9 AHD) 255 -5-F-1- (RRFIZREL) k-2 (1H) Fifl o5 -

MeO Cl

F,HC ﬁ\p/
21 Pers S

[2690] | B
NTN
o

[26911 'H NMR(BOOMHZ,DMSO-dG) 88.65(t,J=5.5Hz,1H) ,7.46-7.37(m,3H) ,7.19(dd, J=
7.5,1.5Hz,1H) ,6.97(d,J=1.5Hz,1H) ,6.43-6.18 (m,1H) ,5.80(d,J=1.5Hz,1H) ,4.05(s,
3H) ,4.03-3.91 (m,2H) ,1.94 (s, 3H) .m/z[M+H] '380.35.

(2692 a3

(26931 (S) -4~ (W3- BEAIE) ~1- (ABFRIAEED) -7 (= ) Wi -2 (1) -l &

J
F
F
H F
HN NN
70
o}

[26951  [Fy20mL/ NI (S) -3~ ((2- 5 -1- (RBIIZEEY) -7- (=0 ED) -1, 2- g
M- 4- J5) ZUHE) LM He - 1- FHERL T il (1. 0245E) \MeCN (0. 6M) FIHC1 (4N, £E —RELTHT , 25
B KRR A4S C R BEFE3053 Bl 4 HIGenevac R 4R (SR 4 [ N 2575 o KL il 1 S A
A3l (10-409%ACN/7K, 270, 1% FIR) 4lifk . 'H NMR (400MHz , MeCN-d,) 88.87 (s, 1H) ,8.58 (d, J
=8.4Hz, 1H) ,8.38 (s, 1H) ,7.60 (d,J=8.4Hz, 1H) ,7.54-7.38 (m,3H) 7.25 (d,J=7.6Hz,
1) ,6.44 (s, 1H) ,4.85-4.72(m,1H) ,3.80-2.94 (m,4H) ,2.24-2.11 (m, 1H) ,2.03-1.88 (m,
1H) ,1.95(s, 3H) .m/z[M+H]"389.15.

[2696]  4p FIRRMBIMGELT, (S) -4- (3~ (FIEEEED) MEMEE-1-35) - 1- (GFFAZED) -7- (=R
FPEE) IR -2 (LH) - (S) - FE (1- (2% 1- (RRFERED) -7- (=) -1,2- 5
PAETARIBRR - 4 - L) MEE e - 3 - ) Sk TR AR T i) &5 o
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/
HN
Q. P
[2697] N |
N_ _N

o)

[2698]  'H NMR (400MHz, i -d,) 88.35(d, J=8.6Hz, 11) ,7.49-7.31 (m,4H) ,7.11(d,J=
7.6Hz,1H) ,6.60 (s, 1H) ,4.20-4.00 (m,3H) ,3.97-3.89 (m, 1H) ,3.64-3.56 (m, 1H) ,2.54 (s,
3H) ,2.40-2.26 (m, 1H) ,2.16-2.02 (m, 1H) ,1.94 (s, 3H) .m/z [M+H] "403.1

(26991 sjisfhl14

[2700] 1~ 2-5RED) -T-PRNEE-4- (S -6- (i) Emib -2 (1H) - R &k

NHMe
MeS N

[2701] N/&O

"0

[2702]  [F)6- PR -1- (2- QR -T-IAPN -4 - (FHEL L) Mempiph -2 (1H) - (124 5) [ —H
AR (0. 05M) 3 FH IINAIE I £ (1) (22458 AN FR (¥ THE (2M, 44 &) I o K N TR
Py IR0 CLRFFL8/ NI SR I 14 A o 1k 8 S N T A W F 1l o SORHAE €238 (20-60 % MeCN/
7K, 0.1% TR 4lifk 13 BIFRBL A 'H NMR (400MHz , DMSO-d,) 88.69-8.62 (m, 1H) ,7.85
(s,1H) ,7.71(d,J=4.3Hz,1H) ,7.58-7.51 (m,2H) ,7.46-7.39 (m,1H) ,5.77 (s, 1H) ,3.02-
2.97 (m,3H) ,2.55(s,3H) ,1.99(p,J=6.5Hz,1H) ,0.91 (d,J=8.1Hz,2H) ,0.24 (d,]J=
4.9Hz,2H) .m/z [M+H] '372.0.

[2703]  4n FaRSIHIEAT, 1- 2-50FRD) -7T- 3N 3 -4- (BRI E uﬁ@ 6- (I
HL) WA - 2 (TH) - PR L- (2-RED) -7-PRN3E-4- (GAAZE AR &) -6- (i dd) me
IR - 2 (1H) - il ) 25 o

HN/V
MeS SN
[2704] N)%o

e

[2705]  'H NMR (400MHz, DMSO-d,) 88.80-8.73 (m, 1H) ,7.96 (s, 1H) ,7.75-7.69 (m, 1H) ,
7.59-7.51 (n,2H) ,7.47-7.41 (m, 1H) ,5.76 (s, 1H) ,3.43(dt,J=12.0,5.8Hz, 2H) ,2.57 (s,
3H) ,2.08-2.00 (m, 1H) ,1.23(dt,J=13.0,7.1Hz,1H) ,0.92(d,J=7.8Hz,2H) ,0.50 (d, ] =
7.4Hz,21) ,0.35-0.29 (m,2H) ,0.23(d,J=4.6Hz, 2H) .m/z [W+H] '412.0.

[2706]  sCjitafhi15

[2707]  1- ((IH-BRME-4-50) FRED) -4- (FREEED) -7- (R FPID) IRk - 2 (1H) -

m
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NHMe
N/
[2708] O)\N CF,4
KK\NH
N=/
[2709] A /NfHRENA- (FELZED) -7- (S -1- ((1- (@2- EHRRSRD) - 2%
FHEL) - TH-BR e -4 - L) F3E) mswkibk-2 (1H) - (1. 024 +5%) FIDCM (0. 5M) « £E0°C N JINTFA (6
W) L HERE S SRS, TR F i R 167N o i 1o i S AUHPLCAR Y A3 IR R L1
SR A R TR A - SFCALAY, (30 % MeOH, LuxCel lulose-2, K1) o 'H NMR (500MHz , DMSO-
dy) 811.96(s,1H) ,8.59(d,J=4Hz, 1) ,8.21(d,J=8.5Hz, 11) ,7.98 (s, 1H) ,7.54-7.46 (m,
2H) ,6.94 (s, 1H) ,5.20 (s, 2H) ,2.97-2.94 (m, 3H) .m/z [M+H] '324.35.
[2710]  4uPk EArdk 5B T, f8s LA M
27111 (R) -1- (1- (1H-KME-4-38) £30) -4- (LD -7- (AU 3D Wsmenbk- 2 (1H) -l
Wi Ed - (ARSI -7- (R -1- (- (- ((2- (E IR 230 FIE) - 1H-Bk
W -4-3L) 7 FL) eI - 2 (1TH) - Al €% - SFC4lifk, (30 %MeOH, LuxCellulose-2,I&1) .
NHMe
N/
[2712] O)\N CFs
—
N=/
[2713]  'H NMR (500MHz ,DMSO-d6) 88.58-8.57 (m,1H) ,8.17 (d,J=8.5Hz,1H) ,7.66 (s,
1H) ,7.55(s,1H) ,7.45-7.40 (m,1H) ,7.07 (s, 1H) ,6.50(q,J=T7Hz,1H) ,2.95(d,J=8.5Hz,
3H) ,1.72(d,J=7.0Hz,3H) .m/z [M+H]338.3.
[2714]  (S)-1- (1- (1H-KME-4-38) £30) -4- (FFHIEEAID) -7- (AU SD) Wsmembk- 2 (1H) -
W Fed - (LS -7- R -1- (- (- (- (E IR 230 FIE) - 1H-Bk
W -4-3L) £ FL) MR- 2 (TH) - Al €% - SFCa4lifk, (30 %MeOH, LuxCellulose-2,I%2) .
NHMe
N/
[2715] O)\N CF,
NPK\&\NH
N=/
[2716]  'H NMR (500MHz ,DMSO-d6) 88.58-8.57 (m,1H) ,8.17 (d,J=8.5Hz, 1H) ,7.66 (s,
1H) ,7.55(s,1H) ,7.45-7.40 (m,1H) ,7.07 (s, 1H) ,6.50(q,J=T7Hz,1H) ,2.95(d,J=8.5Hz,
3H) ,1.72(d,J=7.0Hz,3H) .m/z [M+H]338.3.
[2717]  1- ((1H-Bkme-4-30) FHED) -7-PRPN3E -4 - (FHELSIE) msmpip -2 (1H) - Fiam g H7- 36
PIFE-4- (L0 -1- ((1- ((2- (ZHEEAERD) O30 HIED) - TH-BRmE -4 - 35) FHIL) e
Wbk -2 (1H) - B
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NHMe

N/
[2718] O)\N

~

N=/
[27191  'H NMR(500MHz ,DMSO-d,) 88.18-8.20 (m, 1H) ,7.84(d,J=8.5Hz,1H) ,7.53 (s, 1H) ,
7.25(d,J=1Hz,1H) ,6.85-6.81 (m,2H) ,5.14 (s, 1H) ,2.91(d,J=4.5Hz,3H) ,1.94-1.92 (m,
1H) ,1.04-1.00 (m,2H) ,0.98-0.97 (m,2H) .m/z [M+H] 294 .4.
[2720] A=W Sl
[2721]  Sjfdi
[2722]  A=Wpfk 2
[2723] LA DR R LA A SRl iR A% Jai 2 ISR T A A TT IR AL A W A )
MAT2ARE Y] RE
[2724] A FLEEAEE I
[2725]  #ik}:
[2726] [ :MAT2A
[2727] o hMAT2A:50nM, &% 45 (Cepter) , 10mg/mL (234uM) , 24 3L R 1-395
[2728]  oJiCH: BEA77500uM
[2729] o M [H] : 17N
[2730]  L-HEREIREW SRS (Alfa Aesar) H #J61904
[27311  ATPJE#p: B3Ry H 5%#J60336
[2732]  FLEE 2T PR YRR FL (Millipore Sigma) H 5#MAK307 - 1KT
[2733] K& 025 P4 : 50mM Tris,pH 7.5/50mM KC1/10mM MgC1,/0.01% Brij-35/1mM
DTT/0.1% BGG
[2734] JEJF.23°C
[2735] LA 20uL
[2736] XA
(27371 0% 4l FE . DMSO
[2738] 100% ?EH%UXQLE\E\ : 31—3@
[2739] UK.
[2740]  Rr5uLifIDMSOEKDMSO )3 X 3k FE il A0 A W0 e 2 B e i e AR 4 LD
ZALNRPA 1000 pmZ5.0r 153 B o S BUL I AEAS ISR 1R H 1) 3 X 25 B TOMAT 2 A ke R A 1 A
WZZ MR e A2 2 M LA, 1Z AR PA1000rpm 0 143 Bl AU 2530 M A3 15380, A&
Je B SUL I AEAS I 2% g 7 3 X L - FHVR SRR ANATP IS TR & 0 e 4% 2 A A AL
FEALARPAL000r pmES La 143 81, AR A2 S0 DB 1NN o £EFT A AL FR N BuL AL Ao 5
R, LA A1000rpmES L5 1, = 75 303 PP o AE B ARY (9140, Infinite M1000)
AR AE 6 20nmAb MR O'E T o HAT R R O'E FE T =k e (DMSO) AN TR S W 15247 41l
PEH, T FAA IO G R AR I CCRE) SN TR SR ) 58 4 3004 -
27411 RIS SR IC, AT T M3
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[2742]  (+) IC,,=10uM-1uM; (++) IC,,= LuM-500nM; (+++) IC,,=500nM-200nM; (++++) IC, <
200nM; (+++++)<10nm
[2743] 33
a9 S | 1Cso um | LEWHRT | ICso um | (5P | ICso um
(1) &1 (1)
2 -+ 36 -+ 70 -+
3 - 37 A=ttt 73 F===t
4 +++ 38 -+ 74 -+
5 A 39 -+ 75 +4+++
6 ++++ 42 +++ 76 +4+++
7 -+ 43 + 77 -+
8 + 44 -+ 80 -+
10 +++ 45 -+ 81 -+
11 A 46 ++++ 82 +4+++
[2744] 12 +++ 47 A
14 -+ 48 A=t
15 -+ 49 -+
17 -+ 50 -+
18 -+ 51 -+
21 ++ 52 -
22 dhins 54 -
23 ++ 55 -
24 - 56 -+
5 -+ 57 -+
26 -+ 59 -+
27 + 60 -+
28 ++ 61 -
WEDHS | ICsoum | {LEWHRE | ICsoum | b-EY1%m 5 | ICso um
Gk 1) (& 1) Gk
29 23 62 +++
[2745] 31 =k 63 +
32 dainn 64 &
34 - 66 -1
35 -+ 67 -+
[2746] B IR EMAL AR VAN
[2747]  KEMAT2ARE S5 BUE F P DMSOBKDMS 0 & i) (1 - FRER A B ANATP) PR (e 7

SEACH I ol S DA EBERR R A2 &R 5 W15 LE B SR o £E450nmAL 43 Ay LA ¢
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ot I AT S RIS 0) & HH v 't , Zemob BT MR IS AT J0 ), T B i (FTMAT2A
JECH T T DMS0) A HEARZE'E , R se Al P .

[2748]  #k}.

[2749]1  AMAT2A:F%5%F (Cepter) , 245412 1-395

[2750]  Tris,pH 7.5:9c/N (Invitrogen) H>#15567-027

[27511  KC1:%[t 45 (Ambion) H S:#AM9640G

[2752]  MgCl,: “Zebb %y H Sk #AMI530G

[2753]  Brij-35:P#%FS (Sigma) [ 5¢B4184-10ML

[2754]  DTT: <44 (Goldbio) H>&#DTT100

[2755]  BGG: PY4% 5 [ 5#G5009- 256

[2756]  PNP:1& 1 4= (Novus Biologicals) F 5%#NBP1-50872

[2757]  7-MEG: 12 {k2 (Cayman Chemical) H >%#15988

[2758]  L-Fmad R : Frl7L IR0 H sr# 761904

[27591  ATP B[yt H 5%#J60336

[2760]  FEIG EhfL IS : S5 88 K (Thermo Fisher) H #PV4407

[27611  EDTA: /L4y EH (Life Tech) H3#15575-038

[2762] KA : 384 4L B LR A : FE ST A7 (Thomas Scientific) HR#1149Q35%x
28 il S

[27631 K525 P4 : 50mM Tris,pH 7.5/50mM KC1/10mM MgC1,/0.01% Brij-35/1mM
DTT/0.1% BGG/40nM PNP/6uM 7-MEG

[2764]  MAT2A:10nM, 25345 (Cepter) T ID 329, k7K 00023- 123, fEF I T VERSER £h 1%
R G2 A

[2765]  5nM, PR el 1D 334, 41L7K00023 - 148, fEPN N T YRR Sh A% AR TR S 2 ]
[2766]  L-FRi 2R : 500uM, /N TAEBSFR SR T a TR S 2 1l

[2767]  ATP:500uM, {EZS I A ERR E AL s IR S 2 T

[2768] DX,

(27691 XFFAGH, il 1A ISP I L- FRARZARR/ 1M ATP (2X i XTI 1 F ki)
TR G s R IUZE hROHR FIIMAT2A (2XER P 1 IR ) AN AERIR #h A2 iR IR 5 (e 2z

MR . SuMBER L AL kRS /30mM EDTA , H l 3Kk ) o i FID300e $i7 45 it #8550
APk DMSOZR N2 12 24 R FLHH o BRI FEOS R PR AL N L/ FLIAS 028 379 o o [ 1
X N B FRFLAIN, A FLFR NS/ FLIFIMAT2A KAl AE ==l MIE & 1550 B, K bul /£LIY
ImM L-FRE 2R/ 1M ATPIR S W I B A ALH AR A 1000w pm 25 U143 B, 2R A 25k
IR 1IN R B ) TAERERR £ A% AR TR S a2 A AL, HRAR A 1000rpmES a1
S PP AEA30nmIUR I, 7E450nmAb BEHUR 5

[2770]  Hdk e

(27711  {Efe A E B A% (Chemical and Biological Information System,CBIS)
(AT R\ ] (ChemInnovation Software Inc.)) FPHSdmidil & 20 b o i FH4AS £
IR, 1 CBISKE R U A il (1 20 be Log L S i D

[2772] U5 (Fit) = (A+((B-A)/(1+((C/x) 'D))))
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[2773]
[2774]
[2775]

200nM
[2776]

[2777]

Res= (y-#&)
RIS A TC,, AT T v,

(+) IC,,=10uM-1uM; (++) IC, = 1uM-500nM; (+++) IC,;=500nM-200nM; (++++) IC, <

4
GAEEY e GASEY/ GA=EY

5 ICso um =) ICso um R ICsoum | #i'5 ean
(£1) (#1) (#1) @y |
85 >10 196 -+ 304 -+ 412 -+
86 +++ 197 ++++ 305 >10 413 ++++
87 ++++ 188 ++ 306 ++++ 414 +4+++
88 4+ 199 +H+ 307 4+ 415 ++++
80 ++++ 200 + 308 +4+++ 416 ++++
90 +++ 201 ++H++ 309 + 417 ++++
91 ++++ 202 >10 310 +++ 418 +H++
92 +++ 203 b 311 >10 419 T
93 >10 204 ++++ 312 ++++ 420 ++++
94 ++ 205 -+ 313 ++ 421 ++++
94 + 206 >10 314 -+ 422 -+
96 Ft+ 207 ERE S 315 A 423 4+
97 ++ 208 >10 316 -+ 424 ++++
98 ++4++ 209 >10 317 4+ 425 ++++
99 ++++ 210 >10 318 ++++ 426 ++++
100 o+t 211 ++ 318 +H++ | 427RT76 | -+t
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Ak wEw aw ALY
K% |1Coum | %% | ICoum | % [1Coum | #% |
(#1) (#1) #1) @&y |
101 T 212 =10 320 i i
102 ++++ 213 + 321 ++++
103 ++++ 214 ++++ 322 ++4++
104 >10 215 >10 323 ++++
105 +4++ 216 bt 324 et
106 + 217 +++ 2325 ++4+
107 +4+++ 218 ++++ 326 ++++
108 >10 219 +++ 327 ++++
109 e 220 + 328 et
110 ++++ 221 + 329 et
112 >10 222 4+ 330 >10
113 >10 223 +iF 331 ++++
114 ++++ 224 >10 332 =10
115 +ob -+ 2295 ottt 333 ++++
116 >10 226 i 334 ++++
117 + 227 +++4+ 335 ++++
118 ik e 228 >10 336 ottt
119 4 229 >10 337 ++++
120 + 230 ++4++ 338 ++++
[2778] 121 +++ 231 + 339 ++++

129 ++++ 232 ++++ 340 +t
123 +++ 233 ++t 341 ++++
124 ++ 234 ++++ 342 =10
125 +4+++ 235 ++4++ 343 =10
126 S e 236 >10 344 £ e 3
129 ++++ 237 ++++ 345 At
128 b 238 bt 346 Ft++
129 +4+++ 239 ++++ 347 +4+4+
130 = 240 i+ 348 +4+t+
132 >10 241 + 349 >10
133 e 242 ++ 350 e+
134 ++++ 243 >10 351 Srpet
135 ++++ 244 ++++ 352 ++++
136 ++++ 245 ++++ 353 ++++
137 4+ 246 +H++ 354 >10
138 44+ 247 ++++ 355 ++++
139 o+ 248 -+ 356 >10
140 ++++ 249 >10 357 +
141 o 250 - 358 ettt
142 ++++ 251 + 359 ++++
143 i 252 >10 360 >10
144 +++ 253 =10 361 >10
145 B 254 bt 362 ++++
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[2779]

(ALY GASEY ALY &
#i5 | ICsoum | #R'S ICso um 54 ICsoum | %5 o
(£1) (1) (#1) &y | 7

146 ++++ 255 ++++ 363 Tt
147 ++4++ 256 ++++ 364 ++++
148 ++++ 237 ++++ 365 ++++
149 ++++ 258 ++++ 366 4+
150 +4+++ 259 ++++ 367 4+
151 ++++ 260 ++++ 368 ++++
152 ++++ 261 ++++ 369 4+
153 ++++ 262 ++++ 370 ++++
154 ++++ 263 ++++ 371 ++++
155 +++ 264 ++++ 372 ++++
156 i 265 =i 373 St
157 Ftit 266 + 374 Bt
159 ++F+ 267 + 375 >10
160 ++4++ 268 ++++ 376 ++++
161 ++4+ 269 4+ 377 4+
162 ++4+ 270 A+ 378 4+
163 ++++ 271 ++++ 379 4+
164 ++++ D92 ++++ 380 ++++
2730

2921 /Y

—i & +
165 ++4++ 2730 381 ++++

292+ /9

n—4

- ++++
=

166 +++ 274 ++++ 382 >10
167 ++++ 275 ++ 383 ++
168 ++++ 276 + 384 ++++
169 4+ DTT ++++ 385 ++++
170 ++++ 278 ++++ 386 ++++
171 ++++ 279 ++++ 387 +
172 ++++ 280 ++++ 388 ++++
173 ++4+ 281 A+ 389 A+
174 >10 282 -+ 390 oty
175 ++4++ 283 ++++ 391 ++++
176 ++++ 284 ++++ 392 =10
L7 ++++ 285 ++++ 393 >10
178 ++++ 286 ++++ 394 ++++
179 +++ 287 ++++ 395 ++++
180 ++++ 288 =10 396 +++
181 Ny 289 =10 397 ++H++
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AL (A=x /! ALY A&
5 ICso um R 1Cs0 um 5 ICs0 um R ICen
(#1) (#1) (1) @&y |
182 ++4++ 290 =10 398 +4+++
183 G 291 >10 399 % o
184 ++++ 400 ++++
185 et 2903 A 401 et
186 ++4++ 294 -+ 402 ++
[2780] 187 Tt 205 Tt 403 -
188 +++ 296 ++++ 404 ++++
189 ++++ 297 ++++ 405 ++++
190 + 288 ++++ 406 +++
191 >10 299 +++ 407 et
192 >10 300 ++++ 408 ++
193 >10 301 ++++ 409 ++++
194 =10 302 ++++ 410 ++++
195 >10 303 ettt 411 i e e
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