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HHIKE.

[0098]  HRAEA KB F3— 51, 2K (D AL SRS IR I NG 2, -5 8 43 2 I K v 55 57
HHIKE

[0099] DA SRt U A 1 AR B o S5 Hh R A Ak S MG 25 4 O 38 R4 ot
AR ELHM IR T 1€ -

[0100] 465

[0101]  AcOEt: ZFRZ. ik

[0102]  AIBN: {4 5 T /&

[0103]  DCM: & H 4%

[0104]  DEA: ~Z.Ji%

[0105]  DIBAIH: 5 J SR

[0106]  DMAP: — FF BEG FEntng

[0107]  DMF. — P J I i i

[0108]  DMSOEYdmso: — FH J& P K,

[0109]  OD: Y25

(53

3
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CN 108495857 A iﬁ, EH :FS 8/135 1L

[0110]  EDTA:Z, —f%PY 2. F%

[0111]  eq:BE/RYE

[0112]  HMPA: /N Y S M it iz

[0113]  HPLC: @ 2 A o i

[0114]  IR. 414k

[0115]  LDA: — S 78 H: 4 fh4

[0116]  LiHMDS: 7N FF 2 Rk b el — (= H L kb ) /et
[0117]  MTBE: FF 30T &k

[0118] szﬁ;’f;“ﬁ%

[0119]  NMR: Kz

[0120]  TAFIa: xﬁtﬂﬁ{ 38 ML A SR 3 U it 5

[0121]1  TEA: =72 %

[0122]  TFA: =#.Z.1%

[0123]  THF: Y&k

[0124]  TMS: =F FLr et

[0125]  tPA: 4 S 4F V2 I JR it 771

[0126]  uPa: [RIFEG AR I )50 71 BR B

[0127]  Xantphos:4,5- 1 (" ZRFERERL) -9, 9- — FF FERL g
[0128]  MIEERT A R TT - T35 K (R 44204 —212)

0
o 0o g Cs,C0y ><0’LLN”\/\/E"
+ r
S A ALK BN — oA

[0129] H DMF

Y0

+ E 4k 204
[0130]  J5¥kT:
[0131] TR\ N @ESHFED  BIRERH (60g, 184mmol , 2eq) 7K INE W& F R -
=T HE G (20g,92mmol) 7E1L DMPERIE R o R R ZU8FE L /NSE, SRS NN, 4= 3RT He
(99.2g,459mmo1 ,5eq) o T Zilh T 247NN i, K S B2 TR G A e e Ak 3k 9, R VR A - IR 1S
(115 A WD e e M € i 44K, , % F B /AcOE t (100 %6 2290 : 10) A 2 e b 3R 15 7] 4 204
(26.1g,74.1mmol) , NI IHRYITE L, UL ZHS81 % .
[0132]  pfi){A204

>(Q/U\N/”\/'\\/Br
[0133] 5 ,go

[0134] 'H NMR: (CDC1s,400MHz) 63.60 (t,2H) ,3.42(t,2H) ,1.87 (quint.,2H) ,1.73
(quint.,2H) ,1.51(s,18H) .

12
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[0135]  TR:1790-1744-1693cm * (C=0) ,1125cm ' (C-0) »
[0136]  H[a]4£205

, O
><D’U\N/\/\B‘r

0137 .
[0137] oo

[0138]  ¥R¥E S piR vk L, AL, 3- IR A e A o 5, FR15 dr [R]44 205,

[0139] 3B/ H, Ntk (24.7¢,73. 0mmo 1) , WL Z79% .

[0140]  'H NMR: (CDCls,400MHz) 83.6 (m,2H) ,3.5 (t,2H) ,2.05 (quint.,2H) ,1.51 (s, 18H) .

[0141]  IR:1791-1744-1693cm™ (C=0) ,1125cm* (C-0) »

[0142]  rh[iE]4£206
, O

><0‘JLNWBr

0143 ‘_
L0143] oo

[0144] Rz L SCHh TR VAT, R, - IR A A ah ikl , 3R45 Hh [H)44206 .

[0145]  SRAG AT EIHRIIIE W =4 (27.9¢,76. 2mmo1) , YL ZE83% »

[0146]  'H NMR: (CDCls,400MHz) §3.60 (t,2H) ,3.40 (t,2H) ,1.90 (m,2H) ,1.60 (m,2H) ,1.45
(m,2H) ,1.50 (s, 18H) ppm.

[0147]  IR:1740,1693 (C=0) ,1787cm™ (C=0%%) -

[0148]  Hh[E] 44207

><QJI\N/\/V\/Br

0149
[0149] oNg

[0150]  AR#E Fcrp ik kT, SR AL, 6- IR O e E N dB R R, 3745 )44 207 .
[0151]  'H NMR: (CDCls,400MHz) 83.58 (t,2H) ,3.40 (t,2H) ,1.89 (m,2H) ,1.65-1.25 (m,
6H) ,1.45 (m,6H) ,1.51 (s, 18H) ppm.
[0152]  J5¢k)
[0153]  Hh[A]{£208
o)

‘S WPN
o154 >(0 012}\@/\31*
be

[0155] T =BT ESHEF B WAL F T A (2.47g,11.37mol , leq) 43K N0
ZEAETHF (25mL) FIDMF (3mL) [ 1RE90P 1160 % [FINaHE FE R (0.682g, 17mmol , 1.5eq) H. 2

13



CN 108495857 A iﬁ, EH :I:S 10/135 7L

MR AT ZE T HHE 1508, 2 5 T 45 CIR A5 3B ARG I iZ B 2 1, 3- R
7K (3g,11.37mmo1 , 1eq) B THE (100mL) V&R H o T i T 4F L2 F 16 /N0 o 8 Ik 5 N 10 %6 1)
NH4C 1AW (100mL) # V8 A W) /K il - A HLAH FHACOEt (2 X 50mL) ZEHL, UL AT\ NaCl ¥4 i
(50mL) BE , L TREREE T M o 98 28 A B V8070, ALt ™ M 2 ek JB PRk £0 38 A , SR FH P/
DCM (50: 50— 100 %) 6 BE I - 3745 R 0t pIRYI I X H 1A] 44208 (2.07g,5. 17mmo 1) , 1
45%,

[0156] 'H NMR: (DMSO-ds,400MHz) 87.33 (d,2H) ,7.3 (s1,1H) ,83.15(t,1H) ,4.70/4.68
(2s,4H) ,1.40 (s, 18H) »

[0157]  IR:1790-1747-1699cm™* (C=0) ,1224-1143-1110cm™* (C-0-C) ,854-781-699cm™*
(CH-AT) »

[0158]  MS:m/z 422[M+Na].

[0159]  H[E] 44209

[0160]

[0161] MR e R EI ik T, R, 4- IR B L 2R AR a8 TR, $R 45 P [A] 44209
[0162]  FRIF A AfE A (2.02¢,5.05mmol) , i 344% .

[0163]  'H NMR: (DMSO-ds,400MHz) §7.40 (d,2H) ,7.20 (d,2H) ,4.69 (2s,4H) ,1.39 (s, 18H) .
[0164]  IR:1767-1693cm™ (C=0) .

[0165]  MS:m/z 343 [M-Calls] .

[0166]  J5iEK

[0167]  H[H]{£210

O
[0168]
o’l*o

+

[0169]  T0°C.GESIEH W RN (59.34g,462mmol , 2eq) i N4 2- 2 F—5-H
FEMEE (25g,230mmo1) FIDCM (450mL) ¥ ¥ H « S8 J5 ¥ i1 (Boc) 209 ¥ (125.5g,575mmol
2.5eq) , B J5 AN N- " FF JEEUEREE (28. 1g,230mmol , leq) o SN IR A YT =36 F Hihk
156/Nf o 7K Jz2 FHACOE t (2 X 400mL) A5 o & FEAHIAH , F110 % FINHACTIE VR (400mL) Heisk , F L
FIFINaClIER (400mL) ¥k, 10 % INaHCOsIE M (400mL) Wik , fx i v A INaC 1 & R
(400mL) BE% o A AL TR ERBE T4, 80 e 28 R B 2598 77 o 3RAT 1K) Bk B ) 28 Tk s PRkt £ 1% 4
b, K HBEdE /AcOEL (90:10-75:25) #f FE B I o 3R A5 v Jo ta iR =0 5 A [a) 44210
(32.78g,106.3mmol) , 5L %46% .

[0170]  'H NMR: (400MHz,CDCl3) Sppm 8.3 (s,1H) ,7.75(dd,1H) ,7.1(d,1H) ,2.3(s,3H) ,
1.45 (s, 18H)

14



CN 108495857 A iﬁ, EH :I:S 11/135 7L

[0171]  TR:1742-1707cm 1 (C=0) .
[0172]  whfa)fk211

O AN Br
PSS

[0173]
oo

[0174]  #%ATBN(0.164g, Immol) JNZE 1 [A]4&210 (3.08g, 10mmo 1) FIN-R BT 3 B W fi%
(1.87g,10.5mmo1l, 1.05eq) []CCLa (50mL) VAR H o 4 S N2 TR A 40 =1 420 7N o — HL[=] 3]
F, L RIPERR ATE MRS, B R I 4 . TR W A R B L g 44k, R FHDCM/AcOE t
(99:1-95:5) BRAZVEM . -G N A B E AT B a1 44211 (2.15¢,5.56mmol) , Y %56 % .
[0175]  'H NMR: (400MHz ,CDCls) Sppm 8.55(d, 1H) ,7.75(dd,1H) ,7.3(d,1H) ,4.45 (s, 2H) ,
1.45 (s, 18H)

[0176]  IR:1753-1743-1710cm™ (C=0) ,

[0177]  rha]{£212
Br

fo) N
o Aooww-
Ao

[0179] W45 b0 Frak i 77K, SR F 2- 2 -4 - LML E /R AR 4h J5 k), ZRA3 1) 44
212,

[0180]  'H NMR: (400MHz,CDC1s) Sppm 8.48 (d,1H) ,7.3(d,1H) ,7.22(d,1H) ,4.4 (s,2H) ,
1.45 (s, 18H)

[0181]  IR:1788-1755-1724cm™ (C=0) .

[0182]  J7ykA-sLjiatsl 1 -190 A R

[0183]  JBIRA]

[0184]

m=0—4
[0185] T=E T EAAE T, B F AR DY 288 (25mL, 112mmo 1, 1. 0eq) i1 /K T R
(7.42g,112mmo1,1.0eq) I Z.JiF (160mL) S o 1 R MR A PRI N2/ NBF 30 53-8, SR f
P EE I AR A I IR A FE CHa = CH- (CH2) we2-Br (0. 5eq) Pdadbas (0.769g,0.84mmo1) FlI
Xantphos (0.356g,0.62mmo1) , 44 [ VR AW I INFL8/INGF o S8 5 VA T 2= i s i Ik
SIS UE IR IRAR RS AR RE A B2 PR B alifk, SR T PESE /AcOE LS 23 I - 3R A5
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AR D AL AL 590
[0186]  JTEA2

fz‘

_ £
{}Q«\- &
s g

v

3 ag

o

[0187] [

7

-

m= 0 —4

[0188]  T--78°CH1.06MHJLiHMDS/ THFVA W (220mL, 1. 0eq) AN Z K FH & SR 30 53-8 Y
IRALA YD (233mmo L, 1eq) FITHF (870mL) AW H - MG » 8 R MR G T I N it 2
AN 3043 B o AR S5 S BT 0 Cal i i AL AT INaC L /K VA (870mL) BRYA o« K H .12 .15 (3
X 800mL) ZEEL S5 , A3 MU, AT AIINaC TR e I5 , Lo IR IR B T4, SR o Dol IR Ik 4 - B )i
WAL PR R B AR 2 B e i 4l Ak, R FIDCM/E O 95: 5IIVR A WIE B IR 3-15 M
R TI BAL AW -

[0189] ﬁ;@}é}\g

&

Q\\ @
.\5 Py 0y
B
3P e . o
AN N g NN

% e 2 S

[0190] : : :
3 o

b e

S

m =0—4

[0191]  F-70°C . ZERESH T, HLDA (6.4mL,12.8mmol, 1.5eq) MZE HBA2ML G W)
(8.5mmol, Leq) (ITHF (20mL) V& ¥ H o FF e HE 20 70 B o S8 J5 W Ik e — < 25 (2. 88g,
11.9mmol,1.4eq) FJTHF (11mL) IEWH IR GV FEA5 741, SR 5 55 X I NLDA (6. 4mL,
12.8mmol,1.5eq)  FHER T =70 CHIFE2/INEF SR JE N0 %6 FINHaCLIA R (60mL) o K S B T
SRR3R T-70°C o SR G IMAACOEt (20mL) , 5 [ TR S M) 2 18 1 iR $ E I8 R E
SRV G FACOE (2 X 80mL) ZEHL o & FEA WA, L8R BREE -1, 1 U, Yk He I 4 o KLt 7 4)
TERERAE B4 PO g alifk , SR FIDCOM/E tOHA B e M - 3R 13 etk e s P BRA3ML &40
[0192] ﬁg}%M

v ’l/‘ s ' ~l¢‘
[0193] \]\ G

3 : ,?‘)\.ik"i

4 A

m. Aky %X OAZL
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[0194]  F10°C &SR EE D G d a4E204-212 (7.65mmol, 1. 1eq.) KI8mL DMSOVA VR N
60 %NaH (0.448g,11.14mmo1) 15mL. DMSO&: ¥+ , B f5 i 20 BRA3ML A4 (6. 96mmoll
leq) [¥15mL DMSOVAE VR » 24NN 5E B » 5 S S TR A 03 A 2 = B T B P 3/ il i
10%NH4C1 (100m1) AR S5 IIAACOEL (100m1) T-0°CALHR AFAHT T , 7K AH FHACOEt (2 X 80mL) H
FE A I EHLAE, I FIINACT VAR (2 X 80mL) ¥k , BRI EE T4 , b uk , WS 1R 47 . 14
A T A 2 HR 8 44k, S FIDCM/E tOHAS B2 3 i « 3R 15 1 o bR W . 2 i 26
PRAME AW, AR I SRR TR S

[0195] ﬁ}}}éAS

N P

oo AN

3 Y o}
hat
{

[0196] -
3 ./‘%‘f ’\‘ ; "‘\‘:’\\\J’,f’”
: o N

e Hme

m. Ak X (DA E L
[0197]  T0°C &SRB B iR = AL (0.721ml,5.47mmo |, 8eq) i INZ P BRAML A
) (0.683mmol,1.0eq) FIDCM (30mL) IV H KR &40 T 2= I T I HE 207NN o UK 28 % S8 e
KM R 2230 73 PR R A M 28 K 2T H IR A W T MeOH (30mL) , #3043 , B J 9k s 78
KRR B AR BT SR AV HIGE TMeOH, JHE IF 28 K Z B EEE =K 3R
FRNEIRR L D RAL A, T UL EFE T~ — &R B
[0198]  DIRA6- <Lt 1-19
[0199]  #%10%Pd/C (10mol %) fiNZ L IRASIL S EIMeOH (15mL) ¥ IR AP T =il
TNVEAIHEI R 18NN o 18 1 Wha tman 35 R S DE R HEALT] RIER A K 2T 4 1 2eq i
TEASNZAE = o P20 70 IROFHRP 18 FE 1 28 HU (i 2l fk. , >R FIH20/MeCN/ TRAKE e -
BTG  RAFTEASR I B b4 CREEIL—19) , A E B e 4 T .
[0200]  sZjfafil:2- (3R FE I —1-F 7 -1 -F - 1-T 2431 145 (phospholane) —2-F
M, =ML
[0201]  ARHE bSO Bk 77 EA , SR A AR 2054 e 4f Jik) , 3RA5 S 91
[0202] 'H NMR: (300MHz,dmso-d6) Sppm 12-11 (s1,1H) ,8.3-7.3(s1,3H) ,2.8(q,2H) ,
2.25m,1H) ,1.9 (m,1H) ,1.8-1.4 (m,8H)
[0203]  ESI/FIA/HRAIMS/MS:ESI+/~:yE A (infusion) : [M+H]+=222.1
[0204]  JTE A Hr:C=35.39(35.83) ;H=5.44 (5.11) ;N=4.60(4.18)
[0205]  sZjfaffl2: 2- (A-F AL T 3 -1 -3 -1 AR 1T R IR I e —2- R R, = L IR #h
[0206] R - SCHBTIRTTVEA, SR R A 2044 A IR , SRAF SE Tt 512 .
[0207] 'H NMR: (400MHz ,dmso—d6) Sppm 12.5 (s1,1H) ,7.75(s1,3H) ,2.8(q,2H) ,2.21-
1.6 (m,2H) ,1.9-1.35(m,2H) ,1.8-1.5(@m,6H) ,1.6-1.2 (m,2H)
[0208]  ESI/FIA/HRFIMS/MS: [M+H]+=236.1041 (236.1051)
[0209]  JEZE A H1:C=238.94(37.83) ;H=5.81 (5.48) ;N=4.50(4.01)
[0210]  SEjfafs3: 2— [ (62 LML e -3-28) F AL ] -1 - -1 -0 1-B R bt - 2- R
=X W5
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[0211] R4 30 ik TiiEA, R I AR 21 LA R 46 S50k}, SRS 527t 513

[0212]  'H NMR: (400MHz ,dmso-d6) Sppm 13 (s1,2H) ,7.9 (s1,3H) ,7.7 (m,2H) ,6.85 (d,
1H),3.2 @, 1H) ,2.7 (m,1H) ,2.05 (m, 1H) ,1.85-1.5 (m,5H)

[0213]  ESI/FIA/HRAIMS/MS: [M+H]+=271.0842 (271.0847)

[0214]  FEEAHr:C=41.20(40.64) ;H=4.52 (4.20) ;N=8.06 (7.29)

[0215]  sEftifl4: 2- G-Z IR IE) -1 -5 -1 -E -1 - I IR b 2-F R, =& LMk
[0216] R4 30 BTk TiiEA, R R AR 2061 S 46 S50k}, SR15 52Tt 14

[0217]  'H NMR: (300MHz ,dmso—d6) Sppm 12.5 (s1,1H) ,2.78 (m,2H) ,1.8 to 1.4 (m,4H) ,
7.68(s1,3H),2.22/1.65 (m,2H) ,1.98/1.3(m,2H) ,1.52(t,2H) ,1.4 to 1 (m,4H)

[0218]  ESI/FIA/HRAIMS/MS: [M+H]+=250.1209 (250.1208)

[0219]  JEZEA4H1:C=39.69(39.68) ;H=5.91 (5.83) ;N=4.37 (3.86)

[0220]  sEjiEafs5: 2- (3-&FETHHL) —1-F2F -1 - AL~ 1- B 2421 2 5 (phosphinane) -2-F
i, =R

[0221] R4 0 Tk TiiEA, R R AR 2050 e 46 S50k}, R 15 527t 515

[0222]  'H NMR: (400MHz ,dmso—d6) Sppm 13.0 (s1,1H) ,7.73(s1,3H) ,2.77 (m,2H) ,1.93-
1.66-1.44 (3% (m, 2+10H)

[0223]  ESI/FIA/HRAIMS/MS: [M+H]+=236.1051 (236.1051)

[0224]  JEZEAH1:C=38.07 (37.83) ;H=5.85(5.48) ;N=4.11 (4.01)

[0225]  sEjififl6: 2- G- IR IE) 1 -5 FE-1 MR- 1R O i-2-F IR, =M LR
[0226]  FR4E b0 BTk T, R v TR 2061 e 46 S50k}, SR 15 527t 516

[0227]  'H NMR: (300MHz , dmso—d6) Sppm 7.65 (s1,3H) ,2.75 (m,2H) ,1.9 (m,2H) ,1.0-1.85
(m, 14H)

[0228]  ESI/FIA/HRAIMS/MS:EST+/—:yEN: [M+H]+=264.1

[0229]  JTE A Hr:C=40.84(41.39) ;H=5.66 (6.14) ;N=3.76 (3.71)

[0230]  sjfifdl7: 2- (4~ AL T ) —1-FR k- 1SR -BE R R O e 2- R, =Rk
[0231] R4 30 Frih JiiEA, R v AR 2041 e 46 S50k}, SR A5 SE Tt 517 o

[0232]  'H NMR: (300MHz,dmso-d6) Sppm 7.68 (s1,3H) ,2.78 (m,2H) ,2.02 to 1.16 (m,
14H)

[0233]  ESI/FIA/HRAIMS/MS:ESI+/—:yEN: [M+H]+=250.1

[0234]  JTZE A Hr:C=39.61(39.68) ;H=5.71 (5.83) ;N=3.86 (3.86)

[0235]  SEJEHI8: 2- (4-ZFE T L) -1 -2 -1 - -1 - Z4 3 B fi (phosphepane) —2-H
i, =R OIR R

[0236] MR L SCHBTIR TN, SR R (A 2044 A JEURE , R4 SK 518 .

[0237]  'H NMR: (400MHz ,dmso-d6) Sppm 13 to 11.5(sl,1H),7.75(s1,3H) ,2.8 (m,2H) ,
2.1 to 1.85(m,2H),1.85 to 1.2 (m,14H)

[0238]  ESI/FIA/HRFIMS/MS:ESI+/—:3EN: [M+H]+=264.1

[0239]  sjifafs9: 2- [ [4- (G AR AL) OR8] A R ] -1 - Jk- 1 S - - R B0 e —2- HR R
=R LRE:

[0240]  HR4fE b s BT iR T3 vEA , SR R AR 2094 A2 46 S50k}, SR15-S2 it 619 o
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[0241]  'H NMR: (400MHz ,dmso—d6) Sppm 13 to 12(sl,1H),7.39(d,2H) ,2.1 to 1.5 (m,
6H) ,7.22(d,2H) ,8.3(s1,3H) ,3.98 (m,2H) ,3.39/2.75 (2dd, 2H)

[0242]  ESI/FIA/HRFIMS/MS: [M+H]+=284.1048 (284.1051)

[0243]  JTE 4 HT:C=48.29 (48.84) ;H=5.45(5.99) ;N=4.64 (4.38)

[0244]  SjiEfs]10: 2- (5-F 28R HE) -1 -FR 2 -1 AR 1 -BE R IR e e —2-F iR, —F L IRk
[0245]  ARAE b SCH FTR 75 VEA R A AR 206 /E A 46 Jik) , SRAF 5L 49110 6

[0246]  'H NMR: (400MHz ,dmso—d6) Sppm 12 (s1,1H) ,7.68(s1,3H) ,2.76 (m,2H) ,2.12 to
1.9 (m,2H) ,1.87 to 1.11 (m,16H)

[0247]  ESI/FIA/HRFIMS/MS: [M+H]+=278.1518 (278.1521)

[0248]  JLE A HT:C=41.99 (42.97) ;H=6.38(6.44) ;N=3.53(3.58)

[0249]  SCjafe) 11 1-F -1 -2 A-2- C-WRIE-4-F: L5 -1 - R O S -2-H 1R, =R &
[i7EaN

[0250] AR F o Bk 5 VEA, S FIN-Boc—4-18 2 FEWRIE 1 N I 5 k), 3RA3 S8 a9 11
[0251]  'H NMR: (400MHz ,dmso—d6) Sppm 12 (s1,1H) ,8.49-8.2 (2% (m,2H) ,3.24 (d1,2H) ,
2.82 (m,2H) ,1.94-1.65-1.45-1.2 (4% (m,12H) ,1.79 (t1,2H) ,1.39 (m,1H) ,1.2 (n,2H)
[0252]  ESI/FIA/HRFIMS/MS: [M+H]+=290.1526 (290.1521)

[0253]  JTE4HT:C=44.65(44.67) sH=5.93(6.25) ;N=3.41 (3.47)

[0254] s 122 2- [[3— (RIEF ) FEAE ] AL ] -1 - - 1 - S AR 1 - AR BR e -2-
i, =ML

[0255]  ARAE b SCH FTR 77 VEA SR A AR 2084E At 4f Jik) , SRAF St 9112

[0256]  'H NMR: (400MHz ,dmso—d6) Sppm 8.19 (s1,3H) ,7.3 (m,2H) ,7.22(s,1H) ,7.14(d,
1H) ,3.99 (m,2H) ,3.32/2.97 (2dd,2H) ,1.9 to 1.4 (m,8H)

[0257]  ESI/FIA/HRFIMS/MS: [M+H]+=298.12 (298.120821)

[0258]  JLE A HT:C=47.00(46.72) ;H=4.82(5.15) ;N=3.39(3.41)

[0259]  sEjfafil13:2- (6-REIECIE) — 12 -1 E MR- 1A O hi-2-F IR, =M LR
[0260]  ARHE b SCH FTR T VEA, SR A AR 207 /R At 4f Jak) , R4 St 9113

[0261]  'H NMR: (400MHz ,dmso—-d6) Sppm 7.65 (s1,3H) ,2.77 (m,2H) ,1.93 (m,2H) ,1.8 to
1.14 (m,16H)

[0262]  ESI/FIA/HRAIMS/MS: [M+H]+=278.1522 (278.15212)

[0263]  JTE A Hr:C=42.69 (42.97) ;H=6.26 (6.44) ;N=3.79 (3.58)

[0264]  SZJEHI14: 2- (A~ FE T ) —1-FH- 150~ 1 - 24 31 3 ¢ (phosphocane) —2-H
i, =R OIR R

[0265]  FRAFHRE L SCHBTIATIEA, R A AR 2040 A 46 5okl S5 14 .

[0266]  'H NMR: (400MHz ,dmso—d6) Sppm 7.72 (s1,3H) ,2.8 (m,2H) ,2.11 to 1.32 (m,18H)
[0267]  ESI/FIA/HRAIMS/MS: [M+H]+=278.1522 (278.1521)

[0268]  JLE A Hr:C=43.34(42.97) ;H=6.35 (6.44) ;N=2.91 (3.58)

[0269] St 15: 2- [ (- FEME g —4-48) AR ] -1-F -1 - A - 1-B I O e -2- R,
ZRLIRE:

[0270] AR LSO FTdR 5 VEA, SR R AR 21 24 e i Jak) , RAF St 9] 15
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[0271]  'H NMR: (400MHz,dmso-d6) Sppm 13.5 to 12(sl,1H),7.8(d,1H) ,7.87 (s1,3H),
6.75(s,1H) ,6.6(d,1H) ,3.25/3(m,2H) ,2 to 1.35(m,8H)

[0272]  ESI/FIA/HRFIMS/MS: [M+H]+=285.1012 (285.1004)

[0273]  szjEfl16:2-[2- R -4-FHEIA O 3E) 23] -1 - H-1-FA0- 1 - R O -2
FIR, =M LR

[0274] 5 ESCh iR 5 VEA R [ aR-4- QIR 238 RO RV R e AL T LS 1E Ny
AR JFOR) FRAFSL 9] 16

[0275]  'H NMR: (300/400/500MHz ,dmso—d6) Sppm 7.9 (s1,3H) ,2.9 (m,1H) ,2.01 (m,2H) ,
1.91-1.74 (2m,4H) ,1.64 (m,2H) ,1.53 (m, 2H) ,1.39 (m,2H) ,1.29-0.95 (m,4H) ,1.11 (m,4H) ,
1.09 (m, 1H)

[0276]  '°C NMR: (300/400/500MHz , dmso-d6) Sppm 49.8,36.8,31.6,30.8,30.5,30.5,
30.5,23.6,22.9

[0277]  ESI/FIA/HRFIMS/MS: [M+H]+=2304.1648 (304.1677)

[0278]  sEjEtl17:2-[2- O -4-FIIA O 3E) 23] -1 - - 1-FA0- 1 - R O b -2
IR, = s LR

[0279] 5 ESCrh FrR 5 VEA R DR -4- QIR 2. 3E) BR O RV Rk R RS AL T JE S 1E N
AR JFUR)  FRAF S 17

[0280] 'H NMR: (400/500MHz , dmso-d6) Sppm 7.9 (s1,3H) ,3.15 (m,1H) ,1.96-1.62 (2m,
oH) ,1.94-1.73 (2m,2H) ,1.71-1.65 (2m,2H) ,1.68-1.65 (2m,2H) ,1.56-1.39 (m,4H) ,1.49-
1.36 (2m,2H) ,1.38 (m,1H) ,1.23-1.16 (2m, 2H)

[0281]  '°C NMR: (400/500MHz MHz ,dmso-d6) Sppm 173.3,51,47.9,34,31,28.7,27.9,
26.5,26.5,23.4,21.6

[0282]  '*C NMR: (400/500MHz , dmso—-d6) Sppm 173.3,51,47.9,34,31,28.7,27.9,26.5,
26.5,23.4,21.6

[0283]  ESI/FIA/HRFIMS/MS: [M+H]+=2304.1671 (304.1677)

[0284] LA Hr:C=45.47 (46.05) ;H=6.68 (6.52) ;N=23.58(3.36)

[0285]  sjifafs] 18: 2- (G- L) — 1 -J2 -1 A M- 1 - R IR e -2- R R, =R SR
[0286]  ARHE b SCH FTR T VEA, SR A AR 2064 At 4f J5k} , 3RA5 5Lt 49118

[0287]  'H NMR: (400MHz,dmso—-d6) Sppm 12.0-11.0(sl,1H) ,7.7 (m,3H) ,2.8 (m,2H) ,2.05
(m,2H) ,1.9-1.3 (m,18H)

[0288]  ESI/FIA/HRAIMS/MS: [M+H]+=292.1656 (292.1677)

[0289]  JTE A Hr:C=44.17 (44.45) ;H=6.69 (6.71) ;N=3.42(3.46)

[0290] S 19: 2 (5-ZHE 5 L) —1-FR -1 5 AX- | - B 3R It (B R 3R £ 4e) —2-
M, =R

[0291]  #RHE b SCH BTk 77 EA , SR F A A AR 2064 it 4h J5ok) , 3RA3 5L 49119 6

[0292]  'H NMR: (400MHz,dmso-d6) Sppm 12.4-11 (s1,1H) ,7.7 (s1,3H) ,2.75 (t,2H) ,2.3
(m,1H) ,2.05 (m,1H) ,1.9-1.2 (m,20H)

[0293]  ESI/FIA/HRAIMS/MS: [M+H]+=2306.1834 (306.1834)

[0294]  JLEAHT:C=45.54 (45.82) ;H=6.98 (6.97) ;N=3.26 (3.34)
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[0295]  J5VEB-WEZRIAC TR0 & L
[0296]  DEEB1 ( (1] 446)
o -

[0297] ._/J °
O _

[0298] T-Z\ N, B (CORAEEBE W) 4 LB (Ethyl (triphenylphosphorylidene)
acetate) (100g,287mmol,1.2eq) ZHXINE IR ZEE (28.74g,239mmo 1) [JDCM (380mL) FEW H -
W BIR AT iR T 20/, S8 5B VR A ) B S W 4 8 % B Vs T B e (400mL)
PHFE L/NEE, SR S5 DERR ANE MR 7 o B2 2R B 22 B , 3RAT 1) 5k BE W) 2 Tk g Bk (1, 3 24k
K FBELE /DOIR A7 (60:40) ¥l - 3745 8 ot eIR Ve =X Hh (8] 446 (27.25¢, 143mmol) ,
60 % o
[0299]  'H NMR: (400MHz,CDC1s) Sppm 7.3 (t,2H) ,7.25 (t,1H) ,7.2(d,2H) ,7.1(dt,1H) ,
5.8(d,1H) ,4.2 (quad,2H) ,3.5(d,2H) ,1.3(t,3H)
[0300] IR (em™) :1716,1653
[0301]  JDUEB2 (Fr[E)AT)

—OH
[0302]

[0303] T2y N SIS, B IM DIBALHA THEYE W (355mL, 355mmo 1) fil 4 o 7] 446
(28.35g,149mmo1) FYDCM (375mL) ¥ . T-0°CA553- 4 J5 , 1 R BLIR & 1) T =i T ik 16/
I o SR 54 S REVR A A H1 20°C L SR BN HCL (300mL) Zb2 o %98 &4 FIDCM (350mL) A HL
A HLAH FIH20 (2 X 100mL) BE% , IR ER AN T8, SR J5 BB 2K RIS IR B A ik iR o 4
wEAlifk , K FHBEBE/AcOECIR A4 (75 25) Pl - SRAF N T0 iR e s ) 447 (16.. 05,
108mmo1) , W2 72% o

[0304] 'H NMR: (400MHz,CDCl3) Sppm 7.1-7.4 (m,5H) ,5.65-5.9 (2m,2H) ,4.1(d,2H) ,3.35
(d,2H) ,1.5m,1H)

[0305] IR (cm™) :3600-3200,1716, 1650

[0306]  JLUEB3 (HE)£S)

8]

.O_\
[0308]  Krp[EMAT (3.7g,25mmol) MR 2.1 = 2. HiE (16.2g,100mmol ,4eq) A K R (5i/)
(K V8 A WD AE B T (250W) T 140 °C 14k LN 209 o W TR A 7 T-E 20 (300mL) F1H20
(100mL) o %R J5 K5 A LA HIH20 (100mL) ik, ZETRERBE T8¢ , S8 5 B 25 e i - SRAF I AR BB M &2
ik J R £ 35 4 Ak, R B BE / AcOF tYR &4 (80 :20) W lR o 3R453 iR P 72 5 1 v /) 4408
(4.53g,20.7mmol) , Yt #83% .

[0309]  'H NMR: (400MHz,CDC13) Sppm 7.15-7.3 (m,5H) ,5.7 (m,1H) ,5 (m,2H) ,4.1 (q,2H) ,
2.85@m,1H) ,2.7 (m,2H) ,2.25-2.4 (m,2H) ,1.25 (t,3H)

[0310] IR (em™) :1732,699-747

[0307]

21



CN 108495857 A iﬁ, EH :I:S 18/135 1L

[0311]  DEEB4 (H[]4£9)

[0312]

[0313]  T0°C. @S, W LiAIHL (6. 12g, 161mmol , 2eq) 4> ¥k N & v [A] 448 (17.58g,
80.5mmo 1) [ THF (275mL) &R P R BV &Y T =\ T #1608 o 3l i in AH20
(4.2mL) , 3R J5 % FH 20 % HINaOHIE ¥ (3. 4mL) FTH20 (15.4mL) , 8455 B L1 ATHIK A - DERR UL
VEND WG DRI E 25 78 K IRAF 1 5k BB W 48 ek B s i i AL, SR F B de /AcOE tIR A4 (70
30) Fe i FR1F R TCEHPIRY T 2T H ) 4429 (8.09g,45 . 9mmo 1) , UL ZE57 %

[0314]  JDIEBS (E4410) -

[0315]

[0316] F=IE T =ZM (24.07¢,91.8mmo1 , 2eq) A& INZE 1 F4£9 (8.09g,45. 9mmo1)
MICBra (30.4g,91.8mmol) [KJEt20 (325mL) I H o TR S W4 FE 16 /N o 3 Y BN IR S, 7
JEM B AR TR EWVE T BEEE (250mL) , $i 307351, AR 5 ik p8 I DE R B 2 8 K 3R 5
1) 5% B8 W 20 ik J Rkt £ 38 24k, R FH BB AR D9 IR« 3R A5 D9 o th e R4 2 20 ) v TR] 440 10
(8.64g,36mmol) , it FE78% .

[0317]  'H NMR: (400MHz ,CDC1s) Sppm 7.28 (t,2H) ,7.18 (t,1H) ,7.13(d,2H) ,5.53 (ddd,
1H) ,5.02(d,1H) ,5(d,1H) ,3.42 (m, 1H) ,3.3 (m, 1H) ,2.65 (d,2H) ,2.53 (m,1H) ,1.95 (m, 1H) ,
1.8 (m,1H)

[0318] IR (cm™) :916,739-698

[0319]  DUEB6 (HH[EI{ALL)

0N r

[0320] )

[0321]  F=RIE T EAHED B EEERIY 2 FES (3.48g,16.7Tmmol , Leq) & KB IR
(1.1g,16.7mmol) ¥ ZJiF (25mL) V&R o 45 S BEVR A P IRl i N2 /Nmy 3043 B, SR G v A1 &
I W SONIR AW R AU RS A2 U I ) 4410 (2¢, 8. 36mmo1) [MeCN (5mL) ¥
¥ Xantphos (0.048g,0.0836mmol) , 4R J5Pdadbas (0.038g,0.0418mmol) o 5 1E &4 01 i ik
167N o L2 728 K e, SRIF I TR B M A i B U B 24k, , SR FHACOE tAE e IR L - 345 2 il
KRR FIAAELL (1.61g,4.85mmol) , WL ZE58% .

[0322]  'H NMR: (400MHz , dmso—d6) Sppm&E - F6.95(d, 1H) ,7.3 (t,2H) ,7.2 (m,3H) ,4 (m,
2H) ,3.55 (m,2H) ,2.59 (d,2H) ,1.9 (m,1H) ,1.78 (m,4H) ,1.45 (m,2H) ,1.21 (t,3H)

[0323] IR (cm™) :2343

[0324]  BIEBT7 (hiE){4A12)
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[0325]

[0326] ZEGASIAEE T, 641, 06M LilMDSIK) THRYA R (4.53mL,4.8mmol , leq) T-78°CiE N &
HlE 411 (1.6g,4.8mmol) [F150mL THEJE VR A o 5 [ SR G4 T -78 CHiE 30534, SR 5 T =
BN R4/ 309 B, B S5 K A AT INaC LI (50mL) ZbHE I AACOEt (150mL) Ji5 , A #l
FHEIR R BT, AN G L 28R  SRAF I BR B8 M e I RO € i 4l AL , SR FHDCM/E tOHVR & 4)
(95:5) VE NP MR - SR1F N T e RP T 3R ¥ v (144212 (0. 889g, 3. 52mmo 1) , UK ZRT73% o
[0327]  'H NMR: (400MHz,CDCl3) Sppm 7.3 (t,2H) ,7.2(t,1H) ,7.12(d,2H) ,4.08 (m,2H) ,
2.6/2.51 (2d,2H) ,2.1-1.8 (m,4H) ,1.8-1.55(m,3H) ,1.5-1.3 (m+t,5H)
[0328] IR (cm™) :3433
[0329] DB (1 H]4413)
o, g N
w2 L

.

[0331]  T-78°C.GSFFEE T, 4424 LDARI THEVAYR (2.6mL,5. 2mmol , 1.5eq) 0% (A 44 12
(0.875g,3.47mmo1) [ THF (10mL) VAW . 4044 J5 , W hnmwie — < JLHEE (1.18g,4.85mmol)
[¥)THE (5mL) &K - ¥4 S BLIR A PP FE L/ANEE , SR TR IO 55— 1. 5eqI2M  LDAR THF ¥
(2.6mL,5.2mmo1) o T-—-78°C4/INI} J& , 4 [ BLVE & W0 7K i » [RIi) FH 10 %6 BUNHAC1 K&V (9mL)
A H ARG IMAACOEL (18mL) F110 % [INHaC1 7K VR (18mL) o 3 1] % 35 5 , 4 S MR &)
AcOEt (2 X 50mL) ZEHL o« A HLAHZE IR R BE T , SR i B0 25 IR 4 o SRAF 1) ke BE W) 22 Tk e Rt £ 9
gtk , K FIDCM/EtOHVE A9 (97 .5:2.5) VE NP BV - 3R 43 R iR 0 T =0 1 v e) 44 13
(0.996g,2.58mmol) , UL ZE74% .

[0332]  'H NMR: (400MHz,CDC13) Sppm 7.4-7 (m,10H) ,5.18 (s,2H) ,4.15-3.9 (m,2H) ,3.2-
2.8(ldd,1H) ,2.58(d,2H) ,2.3-1.4 (m,7H) ,1.25 (t,3H)

[0333] IR (cm™) :1726

[0334]  JLUEBO (FF[]4414)

[0335]  #5h[A) 44206 (1.11¢,3.03mmol,1.3eq) FYDMSO (5mL) VAW AT A 4413 (0. 9¢,
2.33mmo1) FRIDMSO (4mL) & V42 It -3 in %2 S A 41 (0. 150¢, 3. 75mmo1 , 1. 6eq) FIDMSO (5mL)
BIPR . T2 N A/ 5 4 SR A T0°C il %210 % NHaCLIAE R (100mL) FTACOEL
(100mL) (IR &4 (1:1) . 7K AH FHACOET (2 X 50mL) FE A5 B . & A HIAH , B BRBREE 115 , 4R
Jo B WA ISR AR R TR AR 1 4 7 P Ak AT DL B e .

[0330]
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[0336]  JDEEB1O ([ 4415F116)

[0337] T2 AT, B TMSBr (3.68mL,28mmol , 12eq) INZE A 4414 (1.56¢,
2.33mmo 1) ¥IDCM (125mL) ¥EWH o R BTR G H)T 2R T Hidk 16 /0BT, 28 5 B 25k 48 15 3R
121 R T-MeOH (60mL) , $HE30438F , 5 W4 MG i AH R W BREEE B =k RGN 5%
Byt A TE AL, SR FH20/MeCN/ TRAYE At B e i v« ¥4 VR T8 5 3R 453 1 B8 [l 4R T
R A4 15 (0.423g,0.95mmo1) , 4R )5 16 (0. 155g,0. 35mmo 1) GHE A , 4 7l K
41 % F115% o v [E]44 150116 [ 248 % 1 75093 A HAAIE

[0338]  Hh[i)fA15:2- G-R LK) —4-"FHE-1-FR -1 -1 R O - 2- IR R
B, RO IREL -HEXS e AR 1, ST e

[0339] 'H NMR: (400MHz ,dmso—d6) Sppm 12 (m,1H) ,7.75 (m,3H) ,7.35-7.05 (m, 10H) ,
5.18/5(2d,2H) ,2.6 (m,3H) ,2.4(dd,1H) ,2.1(m,1H) ,1.9-1.5(m,8H) ,1.4 (m,2H) ,1.15 (m,
2H) ,0.8/0.52 (2m, 2H)

[0340]  YF NMR: (400MHz ,dmso—d6) Sppm—74

[0341] IR (cm™) :3300-2500,1716,1678

[0342]  Hh[{A16:2- (G-Z L) —4-"FHE-1-FR -1 -1 R O e —2- IR R
B, RO IREL—=E XS il A2, ST e

[0343]  'H NMR (400MHz,dmso—d6) Sppm 7.4 (m,5H) ,7.25 (t,2H) ,7.18 (t,1H) ,7 (d,2H) , %
1 T5.11 (AB, 2H) ,7.65 (m,3H) ,2.71 (m,2H) ,2.4(d,2H) ,1.95-1.1 (m, 15H)

[0344]  'F NMR: (400MHz , dmso—d6) Sppm—74

[0345] IR (em™) :3300-2500,1774,1716,1676

[0346]  sjiffs] 20 : 2- (52 LI HE) —4—"FHE-1- -1 - A -1-BE R R O e —2- R R, AR X
e SFERE AR L, AT R 1)

[0347]  H5[A)4£15 (0.413g,0. 74mmo1) £E60mLATH20/MeOHIE &4 (3: 1) F AW T =i
T EAHEEHIE10%Pd/C (41mg) 775 N HEREA /NI o 5 SONTR B W03 3 5 SR i 3525 I 4 o 3R
B B Myl it SO B 44, SR FH20/ Me ONAE A A5 2 0 J0E W o ¥4 VR 108 J 3R 45 ol A £ [
AT 5205120 (0.209g,0.591mmo1) , 280 % .

[0348]  'H NMR: (500MHz,D20) Sppm 7.3 (t,2H) ,7.24 (d,2H) ,7.19 (t,1H) ,2.59/2.37 (m,
2H) ,2.41 (t,2H) ,1.91/1.55 @m,2H) ,1.77/1.6 (m,2H) ,1.77/1.35 (m,2H) ,1.64/1.38 (m,
2H) ,1.63 (m,1H) ,1.24 m,2H) ,1.16/1.1 (m,2H) ,0.7 (n, 2H)

[0349] 3¢ NMR: (500MHz,D20) Sppm 129.2,128.2,125.7,42.5,40,35.5,35.4,31.3,
31.1,30.2,26,25.9,22.8

[0350] IR (cm™) :3300-2100,1691,1631,1605

[0351]  JEZ A Hr:C=60.65(61.18) ;H=7.58(7.99) ;N=3.91 (3.96)

[0352]  ESI/FIA/HRAIMS/MS: [M+H]+=354.1831 (354.1834)

[0353]  sEfEfil21 : 2- G-&FL L) ~4-"KH- 1B F- 1A -1-BE R e —2- R, AR X
e S RA A4 2., ANV e (1)

[0354] 4[] 4416 (0.148g,0.265mmo 1) £ 20mLIH20/MeOHVE -S4 (3: 1) W VAR T 215
T A AR E10%Pd/C (15mg) 477E R #2304 8 o 1 S NTR A 0L 38, 48 i B o
WA . SRS i B 3 ik S b 03 44K, , S FIH20,/ Me CNAE gk e I VR o VA TR SR 3R 15 N

24



CN 108495857 A iﬁ, EH :I:S 21/135 5T

9 {0 [ 44 B 20 S2 4121 (0.053g,0. 15mmol) , 256 % .

[0355]  'H NMR: (500MHz,D20) Sppm 7.29 (t,2H) ,7.2(d,2H) ,7.2(t,1H) ,2.57 (t,2H) ,
2.45(m,2H) ,1.84 (m,1H) ,1.81/1.33 (m) + (m, 1+1H) ,1.78/1.29 (m) + (m, 1+1H) ,1.69/1.31
(m)+ (n,1+1H) ,1.68/1.27 (m)+ (n, 1+1H) ,1.41/1.19 (m) + (n, 1+1H) ,1.38 (m,2H) ,1.2 (m,2H)
[0356]  3C NMR: (500MHz,D20) Sppm 129.3,128.2,125.7,43,42.4,40,35.9,34.6,30.4,
29.4,27,26.7,25

[0357] IR (em™) :3250-1800,1694+1661,1618

[0358] JLE A HT:C=61.18(61.18) sH=7.90(7.99) ;N=3.96 (3.96)

[0359]  ESI/FIA/HRFIMS/MS: [M+H]+=2354.1837 (354.1834)

[0360]  AR¥E [ S Brak 77 7EB, il ik A H ) 4R 204488 Hh () 442206 , AAR TR 1) 7732: , 3R15 58
JiE 5 22023

[0361]  sjiffs] 22 2— (-2 AL T HL) —4—"FHE-1- -1 - A -1-BE R R O e —2- R R, AR X
e SR REAAC T, AT )

[0362]  'H NMR: (400MHz , dmso—d6) Sppm 7.7 (s1,3H) ,7.3 (dd,2H) ,7.2 (dd+t,3H) ,2.7 (m,
2H) ,2.55-2.4 (m,2H) ,1.95 (m,1H) ,1.8-13 (m,10H) ,1.1-0.85 (m, 2H)

[0363]  ESI/FIA/HRFIMS/MS: [M+H]+=2340.1677 (340.1677)

[0364]  JLEAHT:C=51.00(50.33) sH=5.90 (6.00) ;N=3.22(3.09)

[0365]  SEfifif]23:2- (4-FE T L) —4-F -1 -1 -HAR-1-BE R e -2-F R, B XS
[ S RE AR 2, A VR e £

[0366]  'H NMR: (300MHz ,dmso—d6) Sppm 15.8 (m,2H) ,7.95 (m,2H) ,7.25 (t,2H) ,7.18(t,
1H) ,7.1(d,2H) ,2.75 m,2H) ,2.6-2.35 (m,2H) ,2.15 (m,1H) ,1.75-1 (m, 12H)

[0367]  ESI/FIA/HRFIMS/MS: [M+H]+=2340.1683 (340.1677)

[0368]  JLE A Hr:C=60.20(60.17) ;H=7.34(7.72) ;N=3.96 (4.13)

[0369] S ARME IR O bE 2R A Rk

[0370] [ f£17

R
M

[0372] a4k 1 7% F SCHRY . Gouverneur®s, J.Org. Chem. 2005,70, 108034 i ik 75 V:4
i o

[0373]  T-78°C ST, IMIK 245 A5 IR AL BRI THE YA VR (170mL, 170mmol , 2eq) ANE
TEIRIETR 2,18 (10mL, 84 . 26mmo1) [1100mL. THEYAWR o o T-78 CHr&: bl 1 /NI o 4R Ji5 ¥
EtOH (30mL) , 5 S B VR A il #4422 2 i o SR e I BER B W e e i » SRAF I R B S TR
PR 1 Al 4k, SR HIDCM/E tOHVR A4 (96 = 4) AE N B i » 3R 45 7 iR e =X ) oo 1) 44
17(6.37g,43.6mmol) , LZ52% .

[0374]  'H NMR: (400MHz ,DMSO-ds) 86.1-6.4 (m,6H) ,53.90 (q,2H) ,61.25 (t,3H) .

[0375] IR (em™) :3500 (OH (H20)) , 1609 (C=C) ,1210 (P=0) ,1032F1935cm ™ (P-0) -

[0376]  GC:tr 5.83min.

[0371]
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[0377]  rhfa)ifk18

o. 9
=}

[0378] [ ]
"N

[0379] fEmi k= AT BN- % (4. 790,43 . 6mmo , leq.) — R PN Z H ]
IEITHIVE R (6.37g,43.6mmol) HH K [ MR- W) A 100°C , $HE 16 /NN, ok R e 4 o K Bk
BEWD¥E T AcOEt (100mL) , A HLAH A A NaCLIATR (3 X 100mL) WEisk , AR B e T8 . 28 K&
ZVE, FRAF ) T B M Aotk e DR e 1% 24k , SR HIDCM/ELOHVR 54 (95:5) 1 T IR - 3R 157
FE IR R ] 4418 (8.68g,34. 3mmo 1) , IR ZET79% .

[0380] 'H NMR: (CDC13,400MHz) 67.31 (m,5H) ,4.08 (m,2H) ,3.60 (s,2H) ,2.98 (m,2H) ,2.64
(m,2H) ,1.97 m,2H) ,1.85m,2H) ,1.35(t,3H)

[0381] GC:tr 12.29min.

[0382]  rafalifk19

o} g 9 )
"pj)Lok
[0383] [N

[0384] T-70°C . &SFFEET , #2M LDA (75.6mL,37.8mmol , 1. 5eq) [ THFYAVR N % Hh 7] 44
18 (6.38g,25.19mmo1) [FJTHF (30mL) & H - T-70°C 15438 J5 , # MBoc20 (7.68g,
35.3mmol,1.4eq) {I30mL. THFE M - FFaEhiH:90 408, SR 5 N1 . 5eqfJLDA (75. 6mL,
37.8mmol) o MM FER G » R BB AW T -70 CLRFFI0 2% o I N ML AN ¥ NHAC 1V K
(30mL) BA S AcOEt (60mL) , 44 [ R VRA M 18 iR # 22 = 35 - SR 5K 7= ) FHACOE t (2 X 150mL)
FE A A VA, FEFIFINaCLIETR (2 X 150mL) Fiigk , LB EE T 15 , 0 E W 4 « 3R15-1 5%
BRI M i 44k, , SR FHDOM/ THF (95: 540 60) 1B A6 B e I T » 345 4 k2 2 IR
W A 19 (6.73g,19.04mmo) , R ZE76 % .

[0385] 'H NMR: (CDCls,400MHz) 87.35 to 7.2 (m,5H) ,84.3 to 4.05 (m,2H) ,83.60 (dd,
2H) ,63.3 to 2.5(m,5H) ,62.1 to 1.8 m,2H),581.50 (s,9H) ,81.35 (t,3H) .

[0386] IR (cm™) :3500 (OH) , 1721 (C=0) ,1150 (P=0) , 103271935 (P-0) »

[0387]  MS:m/z 355[M+1].

[0388]  J7yAC: HR[AMA L9 bE A 7 i

[0389]  F-10°C. /ST, K60 %NaH (Smmol , 1.6eq) 4% N % ] 44£204-212 (5mmoll
Leq) FIDMSO (10mL) Y& H o 2R f5 1 H TE) 442 19 (5mmo 1) FIDMSO (5mL) VA7 N2 iZ% 27, 1
REVT ZIE T HFEA/NES SR 545 I MR A 4R FANHaC1 /K 959K (50mL) 7K fifE , FHACOEt (2 X
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100mL) #EHL . A HLAH FH20 (2 X 100mL) Pk, LR BREE 115 , B 25 Ve i o SRAS IO TR B8 8 ek
B A 4li4t , 5% FIDCM/AcOEt (90: 10-50: 50) 436 3 i o 2R 453 )4 20a—1 , AR ES] Ml 5
PR IR S o

[0390]  J5yAD: AR BT Re A 247 4

[0391] T =R T & ASHES, B TMSBr (7.92mL,60mmol , 12eq) i IN % 4 7] f&20a—
(5mmo 1) FIDCM (40mL) ¥V H G IRA T Z iR T HHE 16/, 28 5 2S5 W 4ds B R s T
MeOH (40mL) , T-Z iR FHEFE20 981, SR IG5 B R BT % 28 R YDVE T-DCM (20mL) , I\ =5 £ R
(44.6mL,60mmol , 12eq) oK BV AWT I T HEFE 10N, 28 5 B 25 ik 40 RIS B 1)
T SR B 24k, SR FHH20/Me ONAE ok JE 36 B0 VL o ¥4 VR 158 3R A3 v 1 26 [ 44 T X A
LW (SEERI24-30) (FIPEESFERTRAR) , 2wt e S AR TR A

[0392]  Hhfilff20a:3- {3-[ = (BT S HAE) Z AL 2] —1- R -4- 2 H - 4-H A1,
-G8 W A b -3- R - T 2L

[0393]  #R4E b0 ik 75 C, SR F R AR 192054 A 46 )5k}, 3R15 H ] 4£20a

[0394]  'H NMR: (400MHz,dmso—d6) Sppm 7.35-7.2 (m,5H) ,4 (m,2H) ,3.8 (m,2H) ,EH T
3.52 (AB,2H) ,3-2.25 (m,4H) ,2-1.8 (m,4H) ,1.45/1.35(2s,27H) ,1.2 (t,3H) ,1.2 (m, 2H)
[0395]  sjifafs|24: 3— (B-Z AL L) —1-F R -4-FR -4 -1, 4- B R 2 IR O b -3-
7

[0396]  ARHE b SCH BTk 774D, R H R A& 20a /B e if Jik) , 3R S 15124 .

[0397]  'H NMR: (400MHz ,D20) Sppm 7.5 (m,5H) , %941 T4.35 (AB,2H) ,3.75/3.35 (2m, 2H) ,
3.5/3.15(2dd,2H) ,2.92 (t,2H) ,2.3/1.8 (2m,2H) ,1.95 (m,1H) ,1.6-1.4 (m, 3H)

[0398]  ESI/FIA/HRFIMS/MS: [M+H]+=2327.1478 (327.1473)

[0399]  JTE A Hr:C=55.38(55.21) ;H=6.85(7.10) ;N=8.41 (8.58)

[0400]  wpfa)fA&20b: 3 {4 [ = GRU-"T AR e dh) L] T 48} - 1R -4- 2 | -4-EH A1
4= R R A T e -3 - F R T A

[0401] R4 b0 ik I3 C, R F R AR 192041 VRS 46 J5R} , 3R15 H (1 4420D

[0402]  'H NMR: (DMSO-ds,400MHz) 67.30 (m,5H) ,3.97 (m,2H) ,3.63-3.43 (dd,2H) ,3.36 (m,
2H) ,2.93-2.33 (m,2H) ,2.79 to 2.47 (m,2H) ,1.93 (m,2H) ,1.93 (m,2H) ,1.43 (m,2H) ,1.42
(s,18H) ,1.36(s,9H) ,1.21 (t,3H) ,0.83 (m,2H) ,

[0403] IR (cm™) :1744,1711lcm™ (C=0) ,1276cm™ (P=0) .

[0404]  sCjafs25: 3— (4-Z LT ) —1- "R R -4-F2 -4 4 A1, 4- B R 22 IR O f -3-
7

[0405] AR b 3CH Bk 773D, SR H R A AR 20/ At 4f Jik) , 3RA5 5L it 5125

[0406]  'H NMR: (400MHz ,dmso-d6) Sppm 8.2 (s1,3H) ,7.3 (m,5H) ,3.7/3.5 (2% (d,1+1H) ,
3.05/2.4 (2% (m,1+1H) ,2.75/2.55 (2% (n, 1+1H) ,2.7 (m,2H) , 1.8 (n, 1H) ,1.6-1.1 (m,7H)
[0407]  ESI/FIA/HRAIMS/MS: [M+H]+=2341.1628 (341.1630)

[0408]  JLE A H1:C=55.99 (56.46) ;H=7.14(7.40) ;N=8.13(8.23)

[0409] A 20c: 3— {5 GRU-"T AR e dt) & L) ek ) -1 "Rk -4- 2 | -4 1
4G T IR A O e -3 - R AT L

[0410] AR bSO Firad 77 v2:C, SR v )44 1 92064 i 4 Jsi k), 3R45 b ()44 20c .
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[0411]  'H NMR: (400MHz , dmso—d6) Sppm 7.32-7.2 (m,5H) ,3.99 (m,2H) ,3.8 (m,2H) , & H
T3.5(AB,2H) ,3-2.3 (m,4H) ,2-1.8 (m,4H) ,1.45/1.35(2s,27H) ,1.35/1.15 (2m,4H) ,1.2
(t,3H) ,0.75 (m, 2H)

[0412]  SKAf126: 3- (5-A AL ) 1" FIE-4-F2 -4 A1, 4-FUORTER A C b -3-F
%

[0413]  #R4E L0 Bk T7iED, R (AR 20 o/ kR 4 S50k}, 3RS 52 1t 51 26

[0414]  'H NMR: (400MHz ,D20) Sppm 7.5 (m,5H) , 891 T4.32 (AB, 2H) ,3.7/3.35 (2m, 2H) ,
3.5/3.1(2dd,2H) ,2.9 (t,2H) ,2.2/1.78 (2m,2H) ,1.95/1.45 (2m,2H) ,1.6 (m,2H) ,1.3 (m,
2H) ,1.1 (m,2H)

[0415]  ESI/FIA/HRAIMS/MS: [M+H]+=2355.1792 (355. 1786)

[0416]  TEZE A H1:C=58.04 (57.62) ;H=7.37 (7.68) ;N=7.95 (7.90)

[0417]  dhfa)f£k20d : 1 —FFE-3— ({6- [ -1 AR A ) R ALk ng -3-J% ) L) —4- 2%
Fe— 41 A- BRI O b -3-FF IR T AL B

[0418] R4 b0 rih T C, R FI R AR 192 L LA RS 46 )5k}, 3R15 H R 4420d

[0419]  'H NMR: (400MHz , dmso—-d6) Sppm 8.18 (s, 1H) ,7.4-7.25 (m,6H) ,7.18(d, 1H) ,4 (m,
2H) ,3.8 (m,2H) ,3.58/3.5(2d,2H) ,3-2.6 (m,4H) ,2.25/2.1 (2m,2H) ,1.4 (s,27H) ,1.2 (t,
3H)

[0420]  sEjiafs|27 : 3-[ (6-Z LML mE -3-3L) FF AL ] - 1R - 4- 58 JE -4 A0 -1, 4- R A A
o fi-3-F

[0421] R4 0 Bk J5iED, SR v (A 20d 1 ke 46 J5UR} , 3R SE 1t 5127

[0422]  'H NMR: (400MHz,D20) Sppm 7.51 (dd,1H) ,7.42(d,1H) ,7.4-7.25 (m,5H) ,6.75 (d,
1H) , % T4.25 (AB, 2H) ,3.78 (m, 1H) ,3.4 (dd+m,2H) ,2.95 (dd, 1H) ,2.7 (dd, 1H) ,2.6 (dd,
1H) ,2.28/1.85 (2m, 2H)

[0423]  ESI/FIA/HRAIMS/MS: [M+H]+=2376.1418 (376.1426)

[0424]  STE A Hr:C=57.18(57.60) ;H=5.82(5.91) ;N=11.25(11.19)

[0425]  SEjiafs28: 3— [ (2-Z RNt e —4-J) L] -1 "R -4 -4 -1, 4- 5 R o
e fe-3-F g

[0426] ARV [ 3CH Bk J7 L CHID , SR H A ) A 19 N2 1 24 Ayt i B, o 1) 44 T 75 i A
IRAF S 15128 o

[0427]1  'H NMR: (400MHz,D20) 8ppm 7.6 (d1,1H) ,7.4 (m,5H) ,6.55 (m,2H) ,4.6/4 (dd,2H) ,
3.9-3.4(m,2H) ,3.6/2.75(dd,2H) ,3/2.7 (dd,2H) ,2.3/1.9 (m, 2H)

[0428]  ESI/FIA/HRFIMS/MS: [M+H]+=376.1428 (376.1426)

[0429]  JEE 4 H1:C=56.70(57.60) sH=5.45(5.91) ;N=10.87 (11.19)

[0430]  HR[AIfA20e: 1R -3- (3 {[ - (BT L L) U Bt ) HR 2 ) — R 0) —4- 2 4 k-
A=A A AT 4 IR O e -3 - H R - T L I

[0431]  ARHE b 30 Fradk 7732:C, SR F R )44 19 A 208E A 4 J5UR} , 3745 H (] 4420e

[0432]  'H NMR: (400MHz , dmso—-d6) Sppm 7.4-7.3 (m,5H) ,7.15(t,1H) ,7.1(sl,1H) ,7.05/
6.95(d,2H) ,4.6 (s, 2H) ,4 (m,2H) ,3.7/3.45(dd,2H) ,3.35 (m,2H) ,2.9/2.15 (m,2H) ,2.7/
2.55(dd, 2H) ,2.05 (m,2H) ,1.4 (s,27H) ,1.2 (t,3H)
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[0433] st f129: 3-[[3- (FFEFFFL) AL JL ] -1 - S -4-F S -4 1, 4- S5 R T A
e bi-3-F i

[0434] 4R 30 ik T5iED, R (A 20e AE R 4 J5U0R] , ZRAF-S2 1t 5129

[0435]  'H NMR: (400MHz,D20) 6ppm 7.3 (m,5H) ,7.3-7.05 (m,4H) ,4.4/3.95 (dd, 2H) ,4
(dd,2H) ,3.8-3.3(m,2H) ,3.55/2.75(dd, 2H) ,3/2.7 (dd,2H) ,2.2/1.8 (m, 2H)

[0436]  ESI/FIA/HRFIMS/MS: [M+H]+=2389.1623 (389.1630)

[0437]  JTESHT:C=61.37(61.85) sH=6.30(6.49) ;N=7.05(7.21)

[0438]  HhEMA20f : 1-FHE-3- (4 {[ = Q-7 S ) 28] L) | R0 —4-2 A -4
AR AR A L e -3 - S R B

[0439]  HR4E b0 ik T C, SR FI R (AR 192094 S 46 J5R} , 3R15 H [ 4£20f

[0440]  'H NMR: (400MHz ,dmso—d6) Sppm 7.35 (m,5H) ,6.99 (d,2H) ,6.91 (d,2H) ,4.6 (s,
2H) ,3.98 (m,2H) ,3.5 (s,2H) ,3.27 (m, 2H) ,2.95/2.22 (2%m, 2H) ,2.75/2.49 (2%m, 2H) ,2.05
(m,2H) ,1.35 (2%s,27H) ,1.18 (t,3H)

[0441] 3¢ NMR: (400MHz ,dmso-d6) Sppm 152,138,137,135,130,128,126,82,62,60,
55.5,50.5,48.5,34,28,24.5,16

[0442]  sjiafs] 30 : 3- [ [4- GIEHR ) R B AL ] -1 - -4 - Jh -4 A0 1, 4- U R 2
IO fE-3-H

[0443] R4 0 ik JiiED, SR v (AR 20 £ ke 46 J5Uk} , SR S2 1t 45130 6

[0444]  'H NMR: (400MHz,D20) Sppm 7.2 (m,5H) ,7.1/7 (dd,4H) ,4.3/3.9(dd,2H) ,4 (m,
2H) ,3.7-3.25 (m,2H) ,3.45/2.65 (dd,2H) ,2.9/2.65 (dd,2H) ,2.15/1.75 (m, 2H)

[0445]  EST/FIA/HRFIMS/MS: [M+H]+=2389.1623 (389.1630)

[0446]  JLZE A Hr:C=61.41(61.85) ;H=6.36 (6.49) ;N=7.40(7.21)

[0447]  vpfa)fA&20b: 3— {4 [ = GRU-"T AR e ) k] T 48} -1 "Rk -4- 2 | -4-EH A1
4= R R A T e -3 - F R T A

[0448]  YEG/SIREE R, BDMSO (30mL) F160 % NaH (8.48g,212mmol, 1.5eq) # )57 N & Bt 4%
B A FF: 1 1L = 3008 R o 12 8 I 3 7K i OR 357 7K o 28 5 765 0 B oA ¥R b TR) 445204
(54.6g,155mmol , 1. leq) FRIDMSO (25mL) VAV . B Ji i NP 104419 (50g, 141. 5mmo1) f{IDMSO
(120mL) 98, REFIREART-20°C o I S8 A5 5 N 100mL IS 7K THF [R] I R 47 R 2 3 e 3
AN W S RLVR A iE I DK KA ED 3 I 500mL v ATINHaC LI VUK At o SR IR &
Y% FHACOEt (3 X 300mL) A58 . 48 5 & A HLAH , U NaC LB (2 X 300mL) Btk , £
PR B4, SR 5 D IR 48 o 1 A I SRAS ) Sl B (L BR B A (92. 5g) I I AR AR i Al 4k, SR H
CH2Cl2/AcOEt/MeOHR A WA ¥ i i - 3R 15 v B [ 44 T2 2080 B 4574 (69. 3¢,
110.9mmo1) , J94Fh={Exf i A AR (IR 54, W 3 78 %

[0449]  J7ykE ik SR R R 7%

[0450]  rpfElfA21:3- {4 [ GR-T R BE R IE) 2] T 28 —4- 25 -4 -5 AR -1, 4G 2R T
FIRC e -3 - F R -T2 I

[0451]  F =N @& T 5 F 4200 (73.6¢,117.8mmol)  Z.E% (1L) \Pd/C (7. 36g,
10% T & LL) fI137%HC1 (7.85mL,0.8eq) F5F INEE 2LEEHE . 4R J5 A SACB &AL @t
LC/MS I I S I8E o 4 /NS JiT 5 52 87 58 B 5 0T 35 T £ A i s Ak 77 o A5 DB VR 2K R & TR 1G 3 (1
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TR, 45 7 T-AcOE L (400mL) F110 % [FINaHCOs ¥ (400mL) = o 5iHT i » 7K /2 FHACOE t (3 X
100mL) AL . & H A U, S8 5 AV AT FINaCLVAE R (400mL) Poisk , 8 Tm IR BE T8 3k 48 , 37 15
A A A B AR T R A 4421 (57.6g,107. Tmmo1) , Y 291 % .

[0452]  'H NMR: (DMSO-ds,400MHz) 64.05 to 3.85 (m,2H) ,3.45m,2H) ,3.1 to 2.6 (m,
4H) ,2.3-1.7 (m,4H) ,1.45 (s, 18H) ,1.40 (s,9H) ,1.20 (t,3H) ,1.5-0.9 (m,4H) »

[0453] IR (cm™) :3100-3500cm™ (OH) ,3314cm™ (NH) ,1712-1693cm™ (C=0) .

[0454]  J5vAL: it Suzukifi A S B A R Ara—Ari—CHOM 5 7%

[0455] AR T 1 B ik 7 v il 4 v b A

[0456] TR T ESFFES 5 28 (500mL) BlERAr.-B (OH) 2 (92. Tmmol , 1. 2eq) IR 75
R B O 55 B E BT —Ar1—CHO (77 . 3mmo 1) #2MFr iN 22 1 LR H o K VR FH Sl U L1593
b SR G — IR NP (PPhs) 4 (1.78g,1.55mmol) FINa2C0s (92 . TmLIK 2M7K ¥4V , 185mmo 1
2.4eq) o MMNJG » ¥ I MR A PR INIRG /NG SR G IR S 75 R BT R B W7 T DCM
(1L) F1H20 (200mL) o i #f7 /= , 7K JZ FIDCM (200mL) 258 o & F-H ALAH , 28 fa F H AT NaC 1 IE W
(400mL) Pk, TR IR EE T, T IR AA o SR fa ik B M 8 ek g Bk 83 Ak SR H AR
W #59-94%

[0457] ] {£213

[0459]  'H NMR: (400MHz ,dmso~d6) Sppm 9.89 (s, 1H) ,7.94 (dd,1H) ,7.77 (td,1H) ,7.63
(t1,11) ,7.54 (d1,1H) ,7.54/7.4 (2m, 4H)
[0460]  rhifi] {4214

Ne
C

[0462]  'H NMR: (400/500MHz ,dmso—d6) Sppm 9.72 (s, 1H) ,7.96 (d,1H) ,7.79 (t,1H) ,7.65

(t,110),7.6(t,11) ,7.48 (m,3H) ,7.4(d, 1H)
[0463]  rhi[A] {4215

J

[0464] o O
Cl

Cl
[0465]  'H NMR: (400/500MHz ,dmso-d6) Sppm 9.91 (s,1H) ,7.95(d,1H) ,7.78 (m, 1H) ,7.78
(m,1H) ,7.74(d,1H) ,7.64 (t,1H) ,7.53(d,1H) ,7.44 (dd, 1H)

[0461]
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[0466]  DET (70eV) : [M]+. =250
[0467]  rfa]{k216

N

[0469]  'H NMR: (400MHz ,dmso—d6) Sppm 9.59 (s, 1H) ,9.43 (s, 1H) ,8.46 (d,1H) ,8.26 d,
1H) ,8.06 (d,1H) ,7.85(t,1H) ,7.81 (t,1H) ,7.77(d,1H) ,7.74(t,1H) ,7.51 (d,1H) ,7.24 (d,
1H)

[0470]  rhjE] {4217

[0472]  'H NMR: (400MHz ,CDC1s) Sppm 9.2 (s, 1H) ,8.1(dd,1H) ,7.85 (m,2H) ,7.4 (m,2H) ,
7.3 (dd+s,2H) ,7.2 (td, LH)

[0473]  '°F NMR: (400MHz,CDCls3) Sppm—101. 1

[0474]  GC-EI (70eV) : [M]+. =256

[0475] [ {4218

[0477]  'H NMR: (400MHz ,dmso—-d6) Sppm 9.25 (s, 1H) ,8.8 (d,1H) ,8 (m,1H) ,7.85 (m, 1H) ,

7.85/7.75(2m,2H) ,7.05 (d, 1H)
[0478]  HfA]{A219

[0476]

[0479]

[0480] 'H NMR: (400MHz,dmso-d6) Sppm 10.05 (s,1H) ,9.2(s,1H) ,8.05 (m,2H) ,7.7 (m,
3H)
[0481]  h[i]4£220
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[0483]  'H NMR: (400MHz ,dmso—d6) Sppm 9.81 (s, 1H) ,8.02(dd, 1H) ,7.58/7.52 (2d,4H) ,
7.46 (td,1H) ,7.4(dd,1H)
[0484]  GC-EI (70eV) : [M]+. =234
[0485]  rjijE] {4221
O

[0487]  'H NMR: (400MHz ,dmso—-d6) Sppm 9.82 (s, 1H) ,7.97 (dd,1H) ,7.42(d,2H) ,7.38
(td,1H) ,7.35(dd,1H) ,7.09(d,2H) ,3.83 (s, 3H)
[0488]  rf]a] {4222

N0
[0490]  'H NMR: (400MHz ,dmso~d6) Sppm9.82 (s, 1H) ,7.99 (dd, 1H) ,7.42 (m,3H) ,7.08/
7.01(2d1,2H) ,7.06 (s1,1H) ,3.82 (s, 3H)

[0491]  Hfr] {4223

[0492]

[0493]  'H NMR: (400MHz ,dmso~d6) Sppm 9.9 (s, 1H) ,7.92(dd, 1H) ,7.78 (td,1H) ,7.69
(dd,1H) ,7.65(dd,1H) ,7.38 (d,1H) ,7.07 (d, 1H) ,3.68 (s, 3H)
[0494]  rhilA] 4224

=0

[04951 ¢ \
s

[0496]  'H NMR: (400MHz,dmso—-d6) Sppm 9.8 (s1,1H) ,7.68(dd,1H) ,7.62 (m,2H) ,7.54 (m,
3H) ,7.5(d,1H)

[0497]  GC-EI (70eV) : [M]+.=188

[0498]  Hh[A]{£225
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[0499]

[0500]  'H NMR: (400MHz , dmso—d6) Sppm 10.35 (s, 1H) ,8.07 (d,1H) ,7.99 (d,1H) ,7.88 (m,

2H) ,7.79/7.67 (2%t,2H)
[0501]  rfa) {4226

[0502]

N-%

[0503]  'H NMR: (400MHz ,dmso—-d6) Sppm 9.9 (s,1H) ,7.95(d,1H) ,7.8 (m,1H) ,7.65 (m,
IH) ,7.5(,1H) ,6.85(s,1H) ,3.4 (s,3H) ,2.4 (s, 3H)
[0504] ] {4227

ﬂlii

[0506]  'H NMR: (400MHz ,dmso-d6) Sppm 9.85 (s, 1H) ,8.15 (m, 1H) ,8.06 (m, 1H) ,7.85 (m,
IH) ,7.74(s,1H) ,7.7 m,1H) ,7.7 (m,1H) ,7.7 (m,1H) ,7.35 (m,1H) ,6.95 (m, 1H)
[0507]  r7a] {4228

[0505]

[0508]

[0509]  'H NMR: (400/500MHz ,dmso—d6) Sppm 9.53 (s, 1H) ,8.08(d,1H) ,8.08 (d,1H) ,8.02
(dd,1H) ,7.83(td,1H) ,7.71 (tt,1H) ,7.63(dd,1H) ,7.57 (td,1H) ,7.51 (d,1H) ,7.49 (d,
1H) ,7.49 (td,1H) ,7.38 (dt, 1H)

[0510]  '*C NMR: (400/500MHz ,dmso-d6) Sppm 192,143.5,135.5,135,134,133,132,
128.5,128.5,128,128,127,127,126.5,125.5,125

[0511] ) {£229

[0512]
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[0513]  'H NMR: (400MHz,CDC13) 8ppm9.9 (s, 1H) ,8.05(dd, 1H) ,7.15 (m,2H) ,7 (d,1H) ,6.9
(m,2H) ,3.95 (2s,6H)
[0514]  DEI (70eV) : [M]+. =260

[0515]  rafa] 44230

N

[0516]

-
[0517]  'H NMR: (400MHz ,dmso-d6) Sppm 10.8 (s1,1H) ,9.7 (s,1H) ,8.2(d,1H) ,7.83(d,
1H) ,7.79(dd,1H) ,6.95 (dd, 1H) ,6.91 (d,1H) ,6.77 (d,1H) ,3.9 (s, 3H)
[0518] i) {4231

~o

[0520]  'H NMR: (400MHz,CDCls) Sppm 10.2 (s, 1H) ,8(dd,1H) ,7.75 (t,1H) ,7.4 (dd,1H) ,
7.2(m,2H) ,6.8(d,1H) ,3.95 (s, 3H)
[0521]  GC-EI (70eV) : [M]+. =231
[0522]  v[r){£232
F

[0523]

[0524]  'H NMR: (400MHz,CDC13) Sppm 10.5 (m,1H) ,8.1(dd,1H) ,8 (m,1H) ,7.5(d,1H) ,7.4
(dd,1H) ,7.25 (td, 1H)

[0525]  GC-EI (70eV) : [M]+. =207

[0526]  HhA]{£233

[0527]

[0528]  'H NMR: (400MHz ,dmso~d6) Sppm 10 (s,1H) ,8.65 (s,1H) ,8.06 (m,2H) ,7.6 (m,3H)
[0529]  rhilA] {4234
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[0530]

[0531]  'H NMR: (400MHz ,CDC13) Sppm 9.8 (s, 1H) ,8.2(dd,1H) ,8 (d,1H) ,7.8(d,1H) ,7.75
(s,1H) ,7.3 (m,3H) ,6.95 (t,1H)

[0532]  GC-EI (70eV) : [M]+. =240

[0533]  rhi[i] {4235

[0534]

O
[0535]  'H NMR: (400MHz ,dmso—-d6) Sppm 10.15(d,1H) ,8.05 (s, 1H) ,7.86 (dd,1H) ,7.7(d,
IH) ,7.68(td,1H) ,7.53(dd, 1H) ,7.46 (td,1H) ,3.91 (s, 3H)

[0536]  H[H] {4236
O N
T

[0537]

[0538]  'H NMR: (400MHz,dmso-d6) Sppm 10 (s, 1H) ,9.25 (s, 1H) ,8.91 (s,2H) ,8.05 (dd,
1H) ,7.83(td,1H) ,7.73 (td,1H) ,7.58 (dd, 1H)
[0539]  rhifa] {4237

[0541]  'H NMR: (300MHz ,dmso—-d6) Sppm 9.9 (s, 1H) ,8.25(s,1H) ,7.95(d,1H) ,7.85(dd,
1H) ,7.75/7.6 (2%m,2H) ,7.55(,1H) ,6.95(d,1H) ,3.9(s,3H)
[0542] i) £238

JC
OO

[0544]  'H NMR: (400/500MHz ,dmso—d6) Sppm 9.64 (s,1H) ,7.68(d,1H) ,7.63 (t,1H) ,7.57
(t,1H) ,7.51(t,1H) ,7.47(d,1H) ,7.45(t,1H) ,7.42(d,1H) ,7.34(d,1H) ,7.17/7.03 (2%*m,
5H)

[0545]  rha]{4239
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[0547]  'H NMR: (400MHz ,dmso~d6) Sppm 9.8 (s, 1H) ,8(d,1H) ,7.8(t,1H) ,7.69 (t,1H) ,
7.6(d,1H),7.55(m,2H) ,7.4(d,1H)
[0548]  GC-EI (70eV) : [M]+. =250
[0549]  ehi[A] {4240

[0550]

Q
[0551]  'H NMR: (400/500MHz ,dmso—d6) Sppm 9.95 (s,1H) ,8.07 (d,1H) ,8.02 (m,2H) ,7.99
(d,1H) ,7.98(dd,1H) ,7.8 (td,1H) ,7.64(d,1H) ,7.62 (td,1H) ,7.62 m,1H) ,7.6 (m,2H)
[0552]  '3C NMR: (400/500MHz ,dmso—d6) Sppm 192,134,131.5,129,128,128,128,128,
127.5,127
[0553]  rhi){A241

[0555]  'H NMR: (400/500MHz ,dmso—-d6) Sppm 9.98 (s, 1H) ,7.95 (dd,1H) ,7.78 (m, 1H) ,
7.78(m,1H) ,7.75(d,2H) ,7.72(t,1H) ,7.63(d,1H) ,7.62 (t,1H) ,7.61 (t,1H) ,7.49 (t,2H) ,
7.44(dt,1H) ,7.4 (t,1H)

[0556]  '*C NMR: (400/500MHz ,dmso—d6) Sppm 192,145.5,140,134,133.5,131,129,129,
128,128,128,127.5,127,127,127

[0857]  rji[a] {4242

[0558]

[0559]  'H NMR: (400MHz ,dmso-d6) Sppm 9.77 (s,1H) ,8.05 (dd,1H) ,7.82 (td,1H) ,7.7
(td,1H) ,7.6(d,2H) ,7.5(t,1H) ,7.35(dd,1H)
[0560]  Hhfi) {4243

0

)
[0561] |

~

“N’J
[0562]  'H NMR: (400MHz ,dmso—d6) Sppm 9.9 (s, 1H) ,9.25 (s, 1H) ,8.95 (s, 2H) ,8.15 (dd,
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1H) ,7.55 (m, 2H)
[0563]  F NMR: (400MHz ,dmso-d6) Sppm-102.8
[0564]  dhfa]{k244

o

[0566]  'H NMR: (400MHz,CDC1s) 8ppm 10 (s, 1H) ,8.25 (dd, 1H) ,8.05 (dd,1H) ,7.7 (td,1H) ,
7.55(td,1H) ,7.4(dd,1H) ,6.9(dd,1H) ,6.75 (dd,1H) ,4 (s, 3H)
[0567] i) {4245

[0568]

[0569]  'H NMR: (400MHz ,dmso-d6) Sppm 9.7 (s, 1H) ,7.9 (dd,1H) ,7.75 (td,1H) ,7.58 (t,
IH) ,7.43(d,1H) ,7.25-7.15 m,2H) ,6.91 (dd,1H) ,3.87 (s,3H) ,3.38 (s, 3H)
[0570]  rhiR){4246

[0571]

[0572]  'H NMR: (300/400/500MHz ,dmso~d6) Sppm 10.03 (s, 1H) ,7.98(dd, 1H) ,7.83 (dd,
1H) ,7.46 (dd,1H) ,7.43 (td,1H) ,7.36 (dd,1H) ,7.25 (dd, 1H)

[0573]  13C NMR: (300/400/500MHz , dmso—d6) Sppm 190.2,165,140.3,137.3,131.2,
130.7,130.6,129,128.4,117.8,115.9

[0574]  F NMR: (300/400/500MHz , dmso—d6) Sppm—-103

[0575]  rh[a){£247

[0576]

[0577]  'H NMR: (300/400/500MHz ,dmso—d6) Sppm 9.9 (s, 1H) ,8.06 (s, 1H) ,8.05(d, 1H) ,
8.04-8.02 (m,3H) ,7.64(dd,1H) ,7.61 (td,2H) ,7.51-7.47 (m, 2H)

[0578]  1*C NMR: (300/400/500MHz ,dmso—-d6) Sppm 190.4,165,148.3,131.2,130.6,
129.5-128.2,128.2,127.7,127.1,117.9/115.5

[0579]1  'F NMR: (300/400/500MHz , dmso—d6) Sppm-103. 2

[0580]  Hh[A]{4248
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[0581]

4
[0582]  'H NMR: (400MHz,CDC13) Sppm 9.88 (s, 1H) ,8.1(dd,1H) ,7.74 (s, 1H) ,7.29 (td,
1H),7.14(s,1H) ,7.1(dd, 1H) ,3.56 (s, 3H)

[0583]  rhi[i] {4249

[0584]

F "
[0585] ' NMR: (400MHz ,dmso-d6) Sppm 9.84 (s, 1H) ,8.27 (d, 1H) ,8.04 (dd, 1H) ,7.5 (td,
1H) ,7.43(dd, 1H) ,7.1 (dd, 1H) ,6.96 (s, 1H) ,3.91 (s, 3H)

[0586] ¥F NMR: (400MHz,CDC13) Sppm-101.2
[0587]  Hh[a]4£ 250

[0588]

\

[0589]  'H NMR: (400MHz ,dmso—d6) Sppm 10.1(s,1H) ,8.12(d,1H),7.93(d,1H) ,7.78(dd,
1H) ,7.39(dd,1H) ,7.3 (td,1H) ,3.91 (s, 3H)

[0590]  rhilA] {4251

c
[0592]  'H NMR: (400MHz ,dmso~d6) Sppm 9.76 (s, 1H) ,7.98 (dd,1H) ,7.79 (td,1H) ,7.77
(d,11),7.68 (td,1H) ,7.56 (dd, 1H) ,7.47 (d, 1H) ,7.39 (dd, 1H)

[0593] i) {4252

Q
b\

7\

8

[0595]  'H NMR: (400MHz,dmso-d6) Sppm 9.84 (s,1H) ,8.59 (d,1H) ,7.69 (d,1H) ,7.5-7.3
(m, 5H)

[0596]  wha){£253

[0594]

38



CN 108495857 A iﬁ, EH :I:S 35/135 T

 od
[0598] 'H NMR: (400MHz ,dmso—d6) Sppm 9.64 (s, 1H) ,8.04 (dd,1H) ,7.62(d,1H) ,7.5 (m,
1H),7.5m,3H) ,7.32(dd, 1H)

[0599]  Hh[i] {4254

9 |

[0601]  'H NMR: (400MHz ,dmso~d6) Sppm 9.8 (s, 1H) ,8(dd, 1H) ,7.45 (m,3H) ,7.15 (m,2H) ,
7.1(dd,1H),5.25(s,2H) ,3.4 (s, 3H)
[0602]  r[a] {4255

HO__

[0600]

[0603]

[0604]  'H NMR: (400MHz , dmso—-d6) Sppm 10.75 (s, 1H) ,9.95 (s, 1H) ,7.85(d,1H) ,7.75,

M) ,7.25,11) ,7.2(d, 1) ,6.95(dd, 1H) ,6.9 (s, 11
[0605]  GC-ET (70eV) : [M]+. =204
[0606]  r[a] #4256

[0607]

[0608] 'H NMR: (400MHz ,dmso-d6) Sppm 10.6 (s,1H) ,9.7 (s,1H) ,7.8(d,1H) ,7.05(d,
1H) ,7(s,1H) ,6.9(m,2H) ,6.8(s,1H) ,3.8(2s,6H)

[0609] i) {4257
F

[0610] |
[0611]  'H NMR: (300MHz,CDC13) ppm 9.9 (s,1H) ,8.09 (dd, 1H) ,7.5/7.4 CRAEHT KU,
5H) ,7.21 (dd, 1) ,7.15 (dd, 1H)
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[0612]  F NMR: (300MHz,CDC13) Sppm-103.7
[0613]  H[a]{£258

[0615]  'H NMR: (400MHz,CDCls) 8ppm 10 (s, 1H) ,8.73 (d,2H) ,8.08 (dd, 1H) ,7.71 (dt,1H) ,
7.61(dt,1H) ,7.42(dd,1H) ,7.35(d,2H)
[0616]  r17a] {4259

[0617]

d
[0618]  'H NMR: (400MHz,CDC13) Sppm 10.1(d,1H) ,8(dd,1H) ,7.62(dt,1H) ,7.48 (2%m,
2H) ,7.46 (dd,1H) ,7.3(dd,1H) ,7.2(dd, 1H)

[0619]  r17a] 4260

[0621]  'H NMR: (400MHz,CDCl3) 8ppm 9.99 (s, 1H) ,8.71(dd,1H) ,8.67 (d,1H) ,8.07 (d1,
1) ,7.75(dt,1H) ,7.7 (t1,1H) ,7.59 (t1,1H) ,7.44 (dd,1H) ,7.43 (d1,1H)
[0622]  rhilA] {4261

[0623]

[0624]  'H NMR: (300MHz,CDC1s) 8ppm 9.9 (d,1H) ,8.74 (dd, 1H) ,8.69 (dd, 1H) ,8.12(dd,
IH) ,7.74 (ddd, 1H) ,7.47 (ddd, 1H) ,7.28 (m, 1H) ,7.15 (dd, 1H)
[0625]  '*F NMR: (300MHz,CDCls) Sppm-102.6

[0626]  tjr[i] {4262
F X

[0627]

[0628]  'H NMR: (400MHz,CDC13) Sppm 9.89 (s, 1H) ,8.75(d,2H) ,8.11 (dd, 1H) ,7.33(,
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2H) ,7.27 (td,1H) ,7.12(dd, 1H)
[0629]  r[a] {4263
HO

[0630]

[0631]  'H NMR: (400MHz,CDC1s) 8ppm 9.82 (s, 1H) ,8.01(d, 1H) ,7.45 (m,3H) ,7.38 (m,2H) ,
6.94(dd, 1H) ,6.85(df,1H) ,5.72(s1,1H)

[0632]  rfa){k264

[0634]  'H NMR: (400MHz,CDCls) 8ppm 9.68 (s, 1H) ,9.35 (s, 1H) ,8.5 (s, 1H) ,8.15(dd, 1H) ,
8.1(m,1H) ,7.75(dt,1H) ,7.67 (2*m,2H) ,7.65(dt,1H) ,7.51 (m,1H) ,7.47 (dd, 1H)

[0635]  GC-EI (70eV) : [M]+.=233.1
[0636]  r[a] #4265

[0638]  'H NMR: (300MHz,CDC1s) 8ppm 9.9 (s1,1H) ,8.03(dd,1H) ,7.24(d,2H) ,7.12(td,
1H) ,7.1(dd,1H) ,6.95(d,2H) ,5.3 (s, 1H)
[0639]  'PF NMR: (300MHz,CDCls) Sppm-102. 4

[0640]  r17a] 4266
HQ

[0641]

[0642]  'H NMR: (400MHz ,dmso—d6) Sppm 10.65 (s, 1H) ,9.65 (s,1H) ,7.8(d,1H) ,7.3 (s,
A1) ,6.9 (dd, 1H) ,6.75 (s, 1H) ,2.35(d, 3H)
[0643] v i) {4267
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[0645]  'H NMR: (400MHz ,dmso—-d6) Sppm 9.8 (s,1H) ,8.2(d,1H) ,8.05(d,1H) ,7.75 (s,
IH) ,7.7d,1H) ,7.35(t,1H) ,7.25(dd,1H) ,7.2(s,1H) ,6.95 (t,1H) ,3.9(s,3H)
[0646]  r17a] {4268

0.~

[0647]

[0648]  'H NMR: (400MHz ,dmso—d6) Sppm 9.75 (s, 1H) ,8.69 (d,2H) ,7.97 (d,1H) ,7.7 (dd,
IH) ,7.5,2H) ,7(d,1H) ,3.9(s,3H)
[0649]  r7a] 4269

F

[0650]

F
[0651]  'H NMR: (300/400MHz ,dmso-d6) Sppm 9.8 (s, 1H) ,8 (dd,1H) ,7.55 (m,1H) ,7.5 (m,
1H) ,7.45(d,1H) ,7.45(d,1H) ,7.35(m,1H) ,7.3(dd, 1H)
[0652]  9F NMR: (300/400MHz ,dmso—d6) Sppm—-103.1,-111.7

[0653]  H[H]{£270
HO_

[0654]

[0655]  'H NMR: (400MHz ,dmso~d6) Sppm 10.75 (s1,1H) ,9.65 (s,1H) ,7.81(d, 1H) ,7.45
(dd,2H) ,7.3(dd,2H) ,6.93 (dd,1H) ,6.75 (d, 1H)
[0656] il {4271

[0657]

[0658]  'H NMR: (400MHz,CDC1s3) Sppm 9.88 (s, 1H) ,8.06 (dd,1H) ,7.36 (dd,2H) ,7.19 (m,
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1H),7.19(dd,2H) ,7.11 (dd, 1H)
[0659]  rfa] {4272

[0660]

[0661]  'H NMR: (400MHz,CDC1s) 8ppm 9.9 (s, 1H) ,8.05 (dd, 1H) ,7.28(dd,4H) ,7.16 (td,

1) ,7.12(dd, 11) ,2.44 (s, 3H)
[0662]  rfa) {4273
o

[0663]

~

[0664]  'H NMR: (400MHz ,dmso-d6) Sppm 9.82 (s, 1H) ,8(dd,1H) ,7.48-7.3 (m,2H) ,7.48-
7.3 (m,2H) ,7(ddd,1H) ,3.9 (s, 3H)

[0665]  '°F NMR: (400MHz ,dmso—-d6) Sppm—-104.4,-135.7

[0666]  rha]{£274

N\
06671 M
|

[0668]  'H NMR: (400MHz ,dmso—d6) Sppm 9.8 (s, 1H) ,8.05 (dd,1H) ,7.45 (m,1H) ,7.4 d,
1H) ,6.9 (s, 1H) ,3.45 (s, 3H) ,2.35 (s, 3H)

[0669]  PF NMR: (400MHz ,dmso—d6) Sppm—102.9

[0670] i E]{£275

[0671]

[0672]  'H NMR: (400MHz ,dmso~d6) Sppm 9.7 (s,1H) ,7.95(d,1H) ,7.15 (dd, 1H) ,7 (s, 1H) ,
6.85 (s, 1) ,3.9(s,3H) ,3.4 (s,3H) ,2.35 (s, 3H)
[0673]  rhiii){4276
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[0675]  'H NMR: (300/400MHz ,dmso~d6) Sppm 9.7 (s,1H) ,7.93(d,1H) ,7.8(s,1H) ,7.18
(dd,1H) ,7.03(d,1H) ,7(s,1H) ,3.9(s,3H) ,3.54 (s, 3H)
[0676]  rhfa] {4277

O

[0677]

[0678] 'H NMR: (400MHz,CDC13) Sppm 9.85(s,1H) ,8.15(dd,1H) ,7.6 (s,1H) ,7.3 (m, 1H) ,
7.15(d,1H) ,6.35(s,1H) ,3.75 (s, 3H)
[0679]  ¥F NMR: (400MHz,CDC13) Sppm-101.2
[0680]  H[a]{£278
5 F
¢l F

[0681]

[0682]  'H NMR: (400MHz ,dmso—d6) Sppm 9.9 (s, 1H) ,7.98 (dd,1H) ,7.9(d,1H) ,7.84(d,
IH) ,7.78(td,1H) ,7.77(dd,1H) ,7.67 (t1,1H) ,7.55(dd, L H)

[0683]  DET (70eV) : [M]+. =284

[0684]  r17a] 4279

[0685]

[0686]  'H NMR: (400MHz ,dmso~d6) Sppm 9.9 (s,1H) ,7.9(d,1H) ,7.75 (m,1H) ,7.55 (m,
1) ,7.5(d,1H) ,7.1(s, 1) ,7.05(d,1H) ,6.85(dd,1H) ,6.1 (s, 2H)
[0687]  r7a] 4280

\

[0688] Q 7/

N-N

/
[0689] 'H NMR: (400MHz ,dmso-d6) Sppm 9.8 (s,1H) ,7.99(d,1H) ,7.8(t,1H) ,7.69 (t,
1H) ,7.58(d,1H) ,7.55(d,1H) ,6.41 (d,1H) ,3.69 (s, 3H)
[0690]  *C NMR: (400MHz ,dmso—d6) Sppm 191,138,138,136,134,133,132,130,128,109,
37
[0691] i) 4£281
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[0693]  'H NMR: (400MHz ,dmso—d6) Sppm 9.9 (s, 1H) ,7.91(d,1H) ,7.75 (t,1H) ,7.59 (t,
IH) ,7.54(d,1H) ,7.42(t,1H) ,7.05(dd,1H) ,7.01 (t,1H) ,6.98 (dd,1H) ,3.82 (s, 3H)
[0694] i) {428

[0696]  'H NMR: (400MHz ,dmso—d6) Sppm 9.66 (s,1H) ,7.86(d,1H) ,7.73 (t,1H) ,7.54(t,
IH) ,7.46 (t,1H) ,7.38(,1H) ,7.31(d,1H) ,7.14(d,1H) ,7.11 (t,1H) ,3.69 (s, 3H)
[0697]  r7a] {4283

[0698]

[0699]  'H NMR: (400MHz , dmso—d6) Sppm 9.86 (s,1H) ,8.17 (d,1H) ,7.78 (d,1H) ,7.7-7.55
(m,1H) ,7.7-7.55 (m,5H) ,7.52 (t, 1H)
[0700]  hi[i] {4284

[0702]  'H NMR: (400MHz ,dmso—d6) Sppm 9.82(d, 1H) ,8.17(dd, 1H) ,7.62 (d,2H) ,7.52 (m,
3H) ,7.43(d, 1H)
[0703] i) 4285

o

[0704]

[0705] 'H NMR: (400MHz ,CDC13) 6ppm 9.85 (s, 1H) ,8.03(d,1H) ,7.5-7.37 (m,5H) ,7 (dd,
1H) ,6.89 (df,1H),3.9(s,3H)
[0706]  H1[E]{4286
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[0707]

[0708]  'H NMR: (400MHz ,dmso—d6) Sppm 9.89 (s,1H) ,7.95(d,1H) ,7.77 (t,1H) ,7.62 (m,
3H),7.53(d,1H) ,7.49 (d, 2H)

[0709]  'F NMR: (400MHz ,dmso—d6) Sppm—55.59

[0710]  Hh[] {4287

[0711]

F F S0
[0712]  'H NMR: (400MHz ,CDC1s) Sppm 9.9 (d,1H) ,8.04 (dd,1H) ,7.68 (dt,1H) ,7.56 (t,
1H) ,7.39(d,1H) ,7.31 (dt,1H) ,7.01 (dt,1H) ,6.95 (dt, 1H)
[0713]  '®F NMR: (400MHz,CDCls) Sppm-109/-110
[0714]  H[H] {4288

L)

[0716]  'H NMR: (400MHz,CDC1s) Sppm 10 (d,1H) ,8.01 (dd,1H) ,7.63 (dt,1H) ,7.48 (t,1H) ,
7.44(d,11) ,7.29 (s,41) ,2.43 (s, 3H)
(07171 Hfe] {4289

[0715]

[0718]

[0719]  'H NMR: (400MHz,CDC1s) ppm 10 (s, 1H) ,8.02(d,1H) ,7.62 (t,1H) ,7.45(d,1H) ,
7.32(2%d,4H) ,4.48 (t,1H) ,2.99 (hept.,1H) ,1.31 (d,6H)
[0720]  rprii} 4290

g

<O
[0721]
|
0O
[0722]  'H NMR: (400MHz,CDC13) Sppm 10.27 (d,1H) ,7.99 (dd,1H) ,7.61 (dt,1H) ,7.55 (2%
m,2H) ,7.46 (2*m,2H) ,6.59 (dd, 1H)
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[0723]  rhfa){k291
PPN

[0724]

AP
[0725]  'H NMR: (300MHz ,dmso~d6) Sppm 9.99 (s, 1H) ,8.86 (d, 1H) ,8.82(df,1H) ,7.79
(dd, 1H) ,7.6 (2%d, 4H)

[0726]  rfa] {4292

cl

cl
[0728]  'H NMR: (400MHz ,dmso—d6) Sppm 9.85 (s,1H) ,7.95(d, 1H) ,7.65 (dd,1H) ,7.6 (s,
1H) ,7.55(d,2H) , 7.5 (d, 2H)

[07291  efifi) f4:29
Oy

[0731]  'H NMR: (400MHz , dmso—d6) Sppm 9.7 (s, 1H) ,8(dd,1H) ,7.8 (td,1H) ,7.7 (td,1H) ,
7.65(d,1H) ,7.55(dd,1H) ,6.5(d,1H) ,5 (dd, 1H) ,3.8/3.25 (2m,2H) ,2.25/1.8 (2m, 2H) ,
1.9/1.5(2m,2H) ,1.4 (m,2H)

[0732]  J7yAF: R A 21 v il sk}, F Tk Js e Ak 1 38 532 (el Ak 22-1271 &
%) o

[0733] T = T &AW K E21 (14g,26. 2mmo1)  JE7KDCM (280mL) % (H ] 44
213-293) (39.3mmol,1.5eq) FMgS04 (14g) FMil/7> N A 500mL =FHE L+ P+ 1 /N 5, 55
JAMANaBH (0Ac) 3 (8.32g,39.3mmol , 1. 5eq) , ¥ R MR AT Z I T RFF16/ME i it LC/
MS W5 I J52 7 o S0 o A 2 4 3t i AN v PR 2, FHDCM (100mL) 5355 o SR 5 B8 7K (1x 200mL) ¥t
B R M A NaC LIE MR (2 X 200mL) He ik o A HIAHZE B R B T8, D e Wk 4 - SR JE #3143
[FIHPIR M B PO (i 44k (330g) , 15 21 (A 44:22-127 .

[0734] s f5]31: 3— (-5 2L T 2E) ~4-F2 3401, 4- B B R A O e -3-FF iR

[0735] AR b3 Bk 773D, SR R AR 2 LA S o Bk, SR A St 461 31

[0736]  'H NMR: (400MHz,D20) 8ppm 3.5-3.65 (2m,2H) ,3.2 (m, 1H) ,3.05 (dd, 1H) ,2.95 (n,
2H) ,2.15 (m, 1H) ,1.95 (m,1H) ,1.75 (m, 1H) ,1.65 (m,2H) , 1.5 (m,1H) ,1.4 (m,1H) ,1.25 (m,
1H)

[0737]  ESI/FIA/HRAIMS/MS: [M+H]+=251.1154 (251.1160)
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[0738]  JLE4HT:C=42.65(43.20) sH=7.23(7.65) sN=11.24 (11.20)

[0739]  rR[EIfA22:3- (4~ [ GR-T R IEHRIL) FAE] T3 -1-[ G-F-4- 5oL Fitk]-
4= A FEAE AR A-FR R AR O - 3-FF BT 24

[0740]  #R4 F Sz firik J5 EEF, SR FH P AR 21 FI3-fm-4- 2 L R R N 1B 5 R, $515
Hh ) 422,

[0741]  'H NMR: (400MHz ,dmso—d6) Sppm 7.0 (d,1H) ,6.88(d,2H) ,3.95 (m,2H) ,3.5/3.33
(2%d,2H) ,3.4 (m,2H) ,2.85/2.3 (2#m,2H) ,2.8/2.45 (dd, 2H) ,2-1.6 (m,4H) ,1.42/1.35 (2%
$,27H) ,1.4 (m,2H) ,1.2(t,3H) ,0.9 (m, 2H)

[0742]  SZjafs32: 3- (- T JE) -1- [ B-F-4-F R oRdh) F k] -4 -4 -1, 4-
KI5t -3-FF IR

[0743]  ARAE b SCH B 758D, SR A A 224 e 4 Bk, SR15 S 46132

[0744]  'H NMR: (300/400MHz,D20) Sppm 7.24 (dd,1H) ,7.12(dd,1H) ,7.03 (t,1H) ,4.32/
4.12 (2%d,2H) ,3.68/3.3 (2%m, 2H) ,3.45/3.07 (2%m, 2H) ,2.92 (m, 2H) ,2.22/1.78 (2*m, 2H) ,
1.92/1.58 (2%m,2H) ,1.58/1.46 (2%m,2H) ,1.23/1.1 (2#m, 2H)

[0745]  'F NMR: (300/400MHz ,D20) Sppm—135.8

[0746]  ESI/FIA/HRFIMS/MS: [M+H]+=2375.1455 (375.1480)

[0747]  JTE4Hr:C=51.71(51.34) sH=6.44 (6.46) ;N=7.64 (7.48)

[0748]  vpfajfAk23: 3 {4-[ = GRU-"T AR ) &2 T4 -1-[ (2,4- /oK) ] -4~
CAAHE-AE AL, A FOR BRI T e -3 - B IR -] R B

[0749] ARG LS BT IR T VAR SR R T4 21 R02 , 4- 5 2K B A 9 AR 46 J5U k), 3R A5 H )
%23,

[0750]  'H NMR: (400MHz , dmso—d6) Sppm 7.44 (m,1H) ,7.19 (m,1H) ,7.07 (m,1H) ,4 (m,2H) ,
3.57 (m,2H) ,3-2.6/2.35 (m,2H) ,3-2.6/2.52 (m,2H) ,2.78 (m, 2H) ,2-1.6 (m,2H) ,2-1.6 (m,
2H) ,1.39 (m,27H) ,1.39 (m,2H) ,1.2 (m,3H) ,0.82 (n, 2H)

[0751]  SZjfEfs]33:3- (A-EIE T H) -1-[ 2, 4- —FAIHL) PR 4-F2 -4 401, 4- % 2~
2R IN O e —3- R

[0752] AR b SCH Bk 7735D, SR A AR 234 S o B sk , SR A5 S it 46133

[0753]  'H NMR: (400MHz,D20) Sppm 7.51 (m,1H) ,7.07 (m,2H) ,4.37 (s1,2H) ,3.69/3.33
(m,2H) ,3.49/3.19 (m,2H) ,2.95 m,2H) ,2.21/1.77 (m,2H) ,1.95/1.49 (m,2H) ,1.61 (m, 2H) ,
1.28/1.14 (m, 2H)

[0754]  ESI/FIA/HRAIMS/MS: [M+H]+=377.1419 (377.1441)

[0755]  JTE A H1:C=50.66(51.06) ;H=5.79 (6.16) ;N=7.37 (7.44)

[0756]  rhfalfA24:3— {4 [ GR-T 4 RIE) 2] T 38 -1-[ (3,5~ -4- R R B
H)-4-CHFE-AEAR L A A 2 A O e - 3- H R A - T R I

[0757]  MR¥E L SCH Bk 5k, SR A R ) 4421 13, 5- -4 SR R N s k),
A A AA24

[0758] 'H NMR: (300MHz ,dmso—d6) Sppm 10.1 (s1,1H) ,6.63(d,2H) ,4.1-3.8 (m,2H) ,
3.58-3.3 (m,2H) ,3.58-3.3 (m,2H) ,3-2.6/2.3 (2%m, 2H) ,3-2.6/2.49 (2*%m,2H) ,2-1.5 (m,
oH) ,2-1.5@m,2H) ,1.4 (m,2H) ,1.4/1.37 (2%s,27H) ,1.2(t,3H) ,1.1-0.8 (m, 2H)
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[0759]  sSEjafs|34:3- (A-Z T3 -1-[ (3,5- “H—4-F I8 IE) L] -4- 3 F-4-% 8-
1, 4~ R O b -3-F R

[0760]  HR4R 30 BTk J5iED, SR F v (AR 2410 AL 46 J k), 3R15 SE 51134

[0761]  'H NMR: (300/400MHz ,D20) Sppm 7.1 (m,2H) ,4.33/4.12 (2%d,2H) ,3.69/3.31 (2%
dd,2H) ,3.45/3.09 (2%dd, 2H) ,2.94 (m,2H) ,2.24/1.78 (2%m,2H) ,1.93/1.6 (2%m,2H) ,1.6/
1.47 (2%m,2H) ,1.25/1.13 (2#m, 2H)

[0762]  '®F NMR: (300/400MHz ,D20) Sppm—132

[0763]  ESI/FIA/HRAIMS/MS: [M+H]+=2393.1388 (393.1390)

[0764] LA H1:C=48.74(48.98) ;H=5.90 (5.91) ;N=7.10(7.14)

[0765] ] fA25:3-{4- [ GRU-T S A k) & 5] T &) -1-[[4- (P AL R AL H
Fe]-4-CAHAAEH AL A B AR AP O e -3 F B AT ARl

[0766] R4 ST FR VAR, R Al (AR 21 Fi4 - (o R 28 ok R R s o Js k), 3R 18
] 4425,

[0767]  'H NMR: (400MHz ,dmso—d6) Sppm 7.55-7.4 (dd,4H) ,7 (t,1H) ,4.1-3.85 (m, 2H) ,
3.7-3.5(dd,2H) ,3.35 (m, 2H) ,3-2.25 (m,4H) ,2-1.8 (m,4H) ,1.4 (m,2H) ,1.4 (s, 18H) ,1.35
(s,9H) ,1.2(t,3H) ,0.8 (m,2H) »

[0768]  SEJifif]35:3- (4% Bk T %) —1-[[4- (P AL R L] R L ] -4- 8 ik —4-%40-1 ,4-
BB RIAC e -3-F R

[0769] R4 b0 BTk JiiED, SR Fvh AR 254 A 46 J k), 3R15 SE T 51135

[0770]  'H NMR: (400MHz,D20) Sppm 7.7-7.6 (d,4H) ,6.85 (t,1H) ,4.5/4.3 (m,2H) ,3.8-
3.65 (m, 1H) ,3.55-3.35 (m,2H) ,3.15 (m, 1H) ,2.95 (m,2H) ,2.25 (m, 1H) ,2-1.75 (m, 2H) ,
1.65-1.5@m,3H) ,1.3-1.1 (m,2H)

[0771] 3P NMR: (400MHz ,D20) Sppm 26

[0772]  '®F NMR: (400MHz,D20) Sppm—110

[0773]  ESI/FIA/HRAIMS/MS: [M+H]+=2391.1583 (391.1598)

[0774]  JTZE A Hr:C=51.85(52.31) ;H=6.46 (6.45) ;N=7.04(7.18)

[0775]  wpfa)A26: 3 {4-[ = GRU-"T AR e dh) &0k ] T 48 -4- 28 -1-[[4- R H-3- (=
SRR L) RS B ] AR A RUR B R IR L -3 R AL T B

[0776] R4 b rh BTk AR, 5% A vh (AR 21 Fl4-$2 3 -3— (S R k) 28 FR S A i i IR
B, IRAFH ()14 26

[0777]  'H NMR: (400MHz ,dmso—d6) Sppm 10.45 GRAEHTIIIE, 1H) , 7.4 (s1,1H) ,7.34 (1,
1H) ,6.96 (d, 1H) ,4.1-3.85 (m,2H) ,3.65-3.3 (m,2H) ,3.65-3.3 (m,2H) ,3-2.2 (m,4H) ,2-1.6
(m,4H) ,1.38 (m,29H) ,1.2 (t,3H) ,0.88 (m, 2H)

[0778]  sEJEf5]36: 3- (U-ZFL T L) ~4-FaH-1-[[4-F29L-3- CRF L) AL HF ] 4%
-1, 4R IR O e -3 FF R

[0779]  ARHE b3 Bk 773D, SR F A A AA 26 1 S o B sk, SR A5 S it 461 36

[0780]  'H NMR: (400MHz,D20) Sppm 7.68(df,1H) ,7.55(dd,1H) ,7.09(d,1H) ,4.38/4.2
(2%d,2H) ,3.7/3.3(2%dd, 2H) ,3.45/3.09 (2%dd, 2H) ,2.92 (m,2H) ,2.23/1.77 (2%m, 2H) ,
1.93/1.6 (2%m,2H) ,1.6/1.47 (2%m,2H) ,1.25/1.11 (2#m, 2H)
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[0781]  ESI/FIA/HRAIMS/MS: [M+H]+=425.1453 (425.1453)

[0782]  JLZEA4H1:C=48.19(48.12) ;H=5.16 (5.70) ;N=6.72(6.60)

[0783]  hfajfA27:3— {4- [ = (BL-T AR ) & k] T 2 -1-[ G- AC-5-m-4-F Ak ox
) R -4- A A E AR A RUR B R A O e -3 R AT 2 B

[0784] R4 oo Bk 77 ikF, SR A4 21 FI3-GE A -5 —4- 5 A 1 N IR R
EE IR [A£27

[0785] 'H NMR: (400MHz ,dmso—d6) Sppm 10.26 (s1,1H) ,7.12(s1,1H) ,7.07 (d1,1H),
4.06/3.98 (2quad, 2H) ,3.47 (AB, 2H) , 3.42 (m,2H) ,3-2.26 (m,4H) ,1.94 (m,4H) ,1.41/1.37
(2s,27H) ,1.4 (m,2H) ,1.25/1.21 (2t,3H) ,0.92 (m, 2H)

[0786]  '®F NMR: (400MHz ,dmso—d6) Sppm—131.7

[0787] 3P NMR: (400MHz , dmso-d6) Sppm—43

[0788]  ESI/FIA/HRAIMS/MS: [M+H]+=693.308 (693.3083)

[0789]  SEJaf537:3- (-2 AT 3%) —1- [ B-FAN-5-F-4-FR Hop k) k] -4 k-4
-1, 4- BRI IA O S -3-F IR

[0790] R4 b0 Tk JiiED, R F v AR 2TV A 46 S k), 3R15 SE T 51137 o

[0791]  'H NMR: (400MHz ,D20) Sppm 7.3 (m, 1H) ,7.21 (m,1H) ,4.31/4.12 (2%d,2H) ,3.69/
3.3 (2%dd,2H) ,3.45/3.09 (2%dd, 2H) ,2.93 (m,2H) ,2.24/1.77 (2%m,2H) ,1.93/1.6 (2%m,
2H) ,1.6/1.47 (2#m,2H) ,1.27/1.13 (2%m, 2H)

[0792]  '®F NMR: (400MHz,D20) Sppm—131.6

[0793]  ESI/FIA/HRAIMS/MS: [M+H]+=409.1091 (409.1095)

[0794]  JLEAHr:C=47.25(47.01) ;H=5.75(5.67) :N=6.92 (6.85)

[0795] A ajf£28: 3— {4-[ = GR-"T S 2L L) & Ak ] T 28 -1- (2, 3- & - 1- 2R FF kI -5
FERIL) -4~ E A AR AR 2 A O e -3 T R AL - T AL

[0796] ¥ B Fraik 5 VAR, SR F R TR AR 21 F 12, 3- S 2K FE I -5 FF B A g 46 I
EE IR [A)4£ 28,

[0797]  'H NMR: (400MHz ,dmso—d6) Sppm 7.13(d,1H) ,6.97 (dd,1H) ,6.68(d,1H) ,4.5 (t,
2H) ,4 (m,2H) ,3.55-3.3 (m,4H) ,3.15 (m,2H) ,3-2.2 (m,4H) ,1.91 (m,4H) ,1.39 (m,29H) ,1.2
(t,3H) ,0.87 (m,2H)

[0798]  SEJiaf5|38:3- (4—ZFE T IE) —1- (2, 3- A~ 1 -F I MMg -5 A JE) —4- 2 Fh-4-,
-1, 4-BIRTHEFRIA O i -3-

[0799] M4 b3 BT IR 2D, SR I R (A4 281 gt i J5UR 3R 1558 it 9] 38

[0800]  'H NMR: (400MHz,D20) Sppm 7.34(d,1H) ,7.2(dd,1H) ,6.85(d,1H) ,4.59 (t,2H) ,
4.14/3.68(dd,2H) ,3.68/3.28 (m,2H) ,3.47/3.06 (m,2H) ,3.22 (t,2H) ,2.94 (m,2H) ,2.22/
1.76 m,2H) ,1.93/1.47 m,2H) ,1.6 m,2H) ,1.26/1.12 (m, 2H)

[0801]  ESI/FIA/HRFIMS/MS: [M+H]+=2383.1725 (383.1735)

[0802]  JLE A Hr:C=55.92(56.54) ;H=6.71(7.12) ;N=7.17(7.33)

[0803]  Hh[AJ4429:3- {4- [ (R-T S p ) & Bt ] T8 -4- 2848 -1-[ -
R-3H-1, 3-ZL K MM -6 -3%) I L] -1, 4G AL W 2R O e —3- R R -] ik i

[0804] R4 I SR ik J5 VAR, R HHh [RAR 2 1 FI3H-1, 3- 2K 2% M — FR A e 46 Sk
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[0805] 'H NMR: (400MHz,dmso—d6) Sppm 12.55(s,1H) ,7.15(s,1H) ,7.05(dd, 1H) ,7 (d,
1H) ,4 (m,2H) ,3.65(d,1H) ,3.4(d, 1H) ,3.35 (m,2H) ,3.05-2.3 (m,4H) ,2.05-1.8 (m,4H) , 1.4
(m,2H) ,1.4(3s,27H) ,1.25 (t,3H) ,0.9-0.7 (m, 2H)

[0806]  ESI/FIA/HRFIMS/MS: [M+H]+=682.3461 (682.3468)

[0807]  SEjifaf5]39: 3- (4-Z AL T 5E) —4-F8 4440~ 1- [ Q%A% -3H-1, 3- TR HK FF Mk —6-
B BT -1, 4- BRI RN O S -3-F IR

[0808] AR b SCH B 75 V4D, SR A ] 2944 A e 4 B sk, 3R15 S 46139

[0809] 'H NMR: (400MHz,D20) 6ppm 7.4 (s,1H) ,7.3(dd,1H) ,7.25(d,1H) ,4.45/4.25
(2dd,2H) ,3.8-3.6 (m,1H) ,3.45(m,1H) ,3.35(m,1H) ,3.1 (n,1H) ,2.95 (m,2H) ,2.25 (m, 2H) ,
1.95@m,1H) ,1.65-1.4 (m,3H) ,1.25/1.1 (2m,2H)

[0810]  ESI/FIA/HRFIMS/MS: [M+H]+=2398.1455 (398.1480)

[0811]  JEZE4H7:C=51.17 (51.39) sH=5.85(6.09) ;N=10.49 (10.57)

[0812] i) 4430: 3— {4-[ 2 GRL-"T S FLHHL) GIL] T 8L —1- AH-ZR FE ke —5-JL 1 L) -
4= R I -4 A1, A BRI R IR O e -3 R R AT L

[0813] M4 b Bk 7 VEF , 5 FH Hh (A1 44s 21 R H-25 3 bk e -5 FR s/ S 4R Je L, 3R 45
HAE] 44306

[0814]  'H NMR: (400MHz,dmso—-d6) Sppm 12.4 (s1,1H) ,8.16 (s,1H) ,7.7-7.3 (m,2H) ,7.14
(d,1H) ,3.97 (m,2H) ,3.72/3.54 (2%d,2H) ,3.45-3.2 (m,2H) ,2.97/2.33 (2#m,2H) ,2.85/
2.48 (2%m,2H) ,2.02-1.85 (m,2H) ,2.02-1.85 (m,2H) ,1.39/1.34 (2%s,27H) ,1.38 (m,2H) ,
1.2(t,3H),0.81 (m, 2H)

[0815]  SLjiafs]40 : 3— (-2 T HE) —1- (LH-ZRFFmR e —5-J k) —4-F2 42 A1, 4-
B Z IR B -3-H R

[0816] R - SCHBTIR D, SR A& 301 s i J5ik  FR19 52 it 49140

[0817]  'H NMR: (400MHz,D20) Sppm 8.26 (s, 1H) ,7.77 (df,1H) ,7.72(d,1H) ,7.38(dd,
1H) ,4.53/4.34 (2%d,2H) ,3.73/3.36 (2%m, 2H) ,3.47/3.12 (2%m, 2H) ,2.88 (m, 2H) ,2.23/
1.78 (2%m,2H) ,1.91/1.55 (2%m,2H) ,1.55/1.45 (2%m,2H) ,1.18/1.04 (2*m, 2H)

[0818]  ESI/FIA/HRAIMS/MS: [M+H]+=2381.1692 (381.1691)

[0819]  JEH 41 :C=54.46 (53.68) ;H=6.00 (6.62) ;N=14.67 (14.73)

[0820]  hEASL: 3 {4-[ = GRL-T 4 Ht) At ] T3t} —1-[ Q- - 4- R FEARFE) FHL] -
A=A AEAR AR A A O e -3 FF R AT L

[0821] M5 b Scrh R 5 VAR, 5 FH b )44 21 FI2— g —4— T 480 - O PR 1 AR B 5k 3R
A3

[0822] 'H NMR: (400MHz ,dmso-d6) Sppm 7.25 (t,1H) ,6.78 (2#m,2H) ,4.1-3.9 (m,2H) ,
3.76 (s,3H) ,3.57/3.46 (2%d,2H) ,3.36 (m,2H) ,2.93/2.32 (24m, 2H) ,2.81/2.47 (2*dd, 2H) ,
2-1.8(m,2H) ,2-1.8(m,2H) ,1.42/1.36 (2*s,27H) ,1.4 (m,2H) ,1.2(t,3H) ,1-0.75 (n, 2H)
[0823]  sEZjiffl41:3- (A-FIE T L) -1-[ Q-F-4- K IRIH) F L] -4- -4 8-1,4-
R 5 -3-F IR

[0824] R L SCH BT IR vD, SR R (R 3L AL 4h Rk, FR1GF S 141 .
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[0825]  'H NMR: (400MHz,D20) Sppm 7.21 (t,1H) ,6.63 (m,1H) ,6.63 (m,1H) ,4.19 (dd,2H) ,
3.58/3.19 (m,2H) ,3.38/3.04 (dd, 2H) ,2.84 (m,2H) ,2.1/1.65 (m,2H) ,1.84/1.5 (m,2H) ,
1.5/1.38 (m,2H) ,1.17/1.04 (m, 2H)

[0826]  ESI/FIA/HRAIMS/MS: [M+H]+=2375.1486 (375.1485)

[0827]  JLZEAH1:C=51.05(51.34) ;H=5.28(6.46) ;N=7.76 (7.48)

[0828]  Hhfa)f432:3— {4-[ = (B-T AL & k] T 3 -4- 2 AR -4 -1-[ (64
- TH-AEBE -3-58) F L] -1, 4- AR IA O b -3-FH ER AL 2

[0829] R4 b e Bk J7 VAR, 5% A v ()44 21 RN6 -2 Ltk g PR RS VR Ayite o S5k}, 3R 45 o )
1432,

[0830]  'H NMR: (400MHz ,dmso—d6) Sppm 11.45 (s,1H) ,7.35(dd, 1H) ,7.21 (df,1H) ,6.31
(d,1H) ,4.1-3.9 (m,2H) ,3.4 (m,2H) ,3.32/3.19 (2%d, 2H) ,2.9/2.28 (2#m,2H) ,2.8/2.44 (2%
dd,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.42/1.38 (2%s,27H) ,1.4 (m,2H) ,1.21 (t,3H) ,1.1-
0.85 (m, 2H)

[0831]  SEJaf5|42: 3— (4-2 Ak T 3%) —4-F2 He -4 A0-1- [ (6% A0 1H-Mt g -3-5L) L] -
1, 4-FRB R T bi-3-F IR

[0832]  HR4E L0 BTk TiiED, SR v (AR 324 A 46 J k), 3R13 SE T 151142

[0833]  'H NMR: (300MHz ,D20) Sppm 7.74 (dd,1H) ,7.7 (d,1H) ,6.66 (d,1H) ,4.17 (AB,2H) ,
3.69/3.31 (2m,2H) ,3.45/3.09 (2m, 2H) ,2.94 (m,2H) ,2.24/1.79 (2m,2H) ,1.94/1.49 (2m,
2H) ,1.61 (quint.,2H) ,1.29/1.14 (2m, 2H)

[0834] 3P NMR: (300MHz,D20) Sppm 25.8

[0835]  ESI/FIA/HRAIMS/MS: [M+H]+=2358.1537 (358.1531)

[0836]  JTE A Hr:C=50.77(50.42) ;H=6.41(6.77) ;N=11.96 (11.76)

[0837] w4333 {4- [ GRL-T & k) &AL ] T 2L} —1- (2R IF kg —5- 2L FF J) -4
LR AR 4-FUR B R A T b -3 - F AT A I

[0838] M4 b rrf Bk J7 ¥R , 5% A v [A) 44 2.1 15— B Ik ik 22 3 0k g 1 g b 48 S ), 345
] 4433

[0839] 'H NMR: (400MHz,dmso—d6) Sppm 7.98 (df,1H) ,7.55 (df,1H) ,7.53(d,1H) ,7.25
(dd,1H) ,6.91 (df,1H) ,4.1-3.9 (m,2H) ,3.72/3.51 (2*d,2H) ,3.4-3.2 (m,2H) ,2.98/2.35
(2%dd,2H) ,2.81/2.48 (2%dd, 2H) ,2-1.65 (m,2H) ,2-1.65 (m,2H) ,1.4/1.34 (2%s,27H) ,1.39
(m,2H) ,1.21 (t,3H) ,1-0.7 (m, 2H)

[0840]  sjifafs|43: 3— (-2 AL T HE) —1- (1-IRFFWkipg -5 JL H J) -4 - k-4 -4 A0 1, 4- %
TR HIA -3 - F R

[0841]  ARHE b 3CH Bk 773D, SR F A A A4 334 ks s B sk, SR A S it 46143

[0842]  'H NMR: (400MHz,D20) Sppm 7.79 (df,1H) ,7.76 (df,1H) ,7.61(d,1H) ,7.39 (dd,
1H) ,7.31/4.5(2%d,2H) ,6.91 (df,1H) ,3.72/3.33 (2*dd, 2H) ,3.49/3.11 (2%dd, 2H) ,2.9 (m,
2H) ,2.23/1.77 (2%m,2H) ,1.91/1.57 (2%m,2H) ,1.57/1.45 (2#m,2H) ,1.2/1.15 (2%m, 2H)
[0843]  ESI/FIA/HRAIMS/MS: [M+H]+=2381.1577 (381.1579)

[0844] LA HT:C=56.67 (56.84) ;H=6.52(6.62) ;N=7.42(7.36)

[0845] )43 : 3 {4- [ GRL-TT SR pedt) &k ] T2t} -4- 2 8 - 1-[ (- -2-H 2
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o) ] 42 A1, 4- BRI A O S - 3- R AT

[0846] R4 b S i JrvkF, 5K FH v A 21 Fl4-FR 45 -2 99 35 25 FR s A it 0 R
PRI [AE 34

[0847]  'H NMR: (400MHz ,dmso—d6) Sppm 7.05 (d, 1H) ,6.75 (df,1H) ,6.69 (dd, 1H) ,4.1-
3.9 (m,2H) ,3.72(s,3H) ,3.5/3.3(2%d, 2H) ,3.3 (m,2H) ,2.9/2.41 (2%m,2H) ,2.8/2.29 (2*m,
2H) ,2.3 (2%s,3H) ,2.02-1.79 GRAAHTIIE , 2H) ,2.02-1.79 GRAEHTHIUE , 2H) ,1.42/1.36
(2%s,27H) ,1.32 (m,2H) ,1.21 (t,3H) ,0.68 (m, 2H)

[0848]  SEffEfi|44: 3 (A-F AL T ) ~4-F8H-1-[ (- -2-F I A ] -4-H K1,
A-BARBE RO e -3-F IR

[0849] 4R 0 BTk T 5D, SR v (AR SAVE A 46 J k), 3R15 LT 151144

[0850]  'H NMR: (400MHz ,D20) Sppm 7.25(d,1H) ,6.81 (df,1H) ,6.77 (dd,1H) ,4.29/4.22
(2%d, 2H) ,3.69/3.32 (2%dd, 2H) ,3.49/3.18 (2%dd, 2H) ,2.94 (m,2H) ,2.32(s,3H) ,2.19/
1.75 (2%m,2H) ,1.94/1.6 (2%m,2H) ,1.6/1.5 (2%m,2H) ,1.27/1.12 (2%m, 2H)

[0851] 3P NMR: (400MHz,D20) Sppm 26

[0852]  ESI/FIA/HRAIMS/MS: [M+H]+=371.1739 (371.1735)

[0853]  JLE A4 Hr:C=54.81(55.13) ;H=6.88(7.35) ;N=7.52(7.56)

[0854] ) A35:3— {4-[ = GB-T S AL Z L] T2} -1-[ @-SA-4-F R FH]-
4= R I -4 A1, A BRI AR IR O e -3 R R AT L i

[0855]  AR4fE F oo Bk Jy iR, % F v R4 21 F2-S A -4- 508 B BE VR N UG 5ok, 3715
] 4435,

[0856]  'H NMR: (400MHz ,dmso—d6) Sppm 7.5 (dd,1H) ,7.35(dd,1H) ,7.2(dd,1H) ,4.1-3.9
(quad.,2H) ,3.65-3.55(d,2H) ,3.4-3.3 (m,2H) ,2.9-2.35 (m,4H) ,1.9 (m,4H) ,1.55-1.35
(m,2H) ,1.4-1.35(s,27H) ,1.2(t,3H) ,0.85-0.75 (m, 2H)

[0857] 3P NMR: (400MHz ,dmso—-d6) Sppm 45

[0858]  '¥F NMR: (400MHz ,dmso—d6) Sppm—112

[0859]  ESI/FIA/HRAIMS/MS: [M+H]+=677.3146 (677.3133)

[0860]  sjifafs|45: 3— (- LT HL) —1- [ (- & A-4-FREE) F L] -4-FFH-4-HK-1,4-
BRI E-3-F R

[0861]  ARHE b 3CH Bk 773D, SR F AR AR 354 bt 4 B sk, SR A5 S i 46145

[0862] 'H NMR: (400MHz,D20) Sppm 7.56 (dd,1H) ,7.39(dd,1H) ,7.18(td,1H) ,4.43 (sl,
2H) ,3.7/3.4(m,2H) ,3.5/3.26 (m,2H) ,2.95 (m,2H) ,2.22/1.78 (m,2H) ,1.95/1.62 (m,2H) ,
1.62/1.5@m,2H) ,1.28/1.12 (m,2H)

[0863]  ESI/FIA/HRAMS/MS: [M+H]+=2393.1149 (393.1146)

[0864]  JLE A Hr:C=49.40 (48.93) ;H=5.31 (5.90) ;N=7.17(7.13)

[0865]  Hh[i]4436: 3 {4-[ = GRU-T 2k B k) 2 k] T 48 —1-[[2- (4-goR ) L] H
] -4- LA SR A-FUR T R IR O -3 - PR BB T R B

[0866] R4 b SR Bk 77 VAR, R v A 21 A2— (-3 2K 28) 2K R IS AE s o Js k), 3R 13
HH ) 44236

[0867]  'H NMR: (400MHz ,dmso—d6) Sppm 7.5-7.2 (m,4H) ,7.5-7.2 (m,4H) ,4.08-3.73 (m,
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2H) ,3.52/3.3 (2%d,2H) ,3.3 (m,2H) ,2.8-2.62/2.33 (2#m,2H) ,2.8-2.62/2.2 (2%m, 2H) ,
1.98-1.63 (m,2H) ,1.98-1.63 (m,2H) ,1.4/1.32 (2%s,27H) ,1.38 (m,2H) ,1.21/1.18 (2%t
3H) ,0.9-0.6 (m, 2H)

[0868]  Sijiffs|46: 3~ (-2 AL T H8) —1-[[2- (4-FoRIE) R B 2 ] -4-F2 -4 A0-1 4~
RO 5t -3-FF IR

[0869]  ARAE b SCH BTk 757D, SR A AR 36 4 bt 4 B sk, 3R 15 S i 46146

[0870]  'H NMR: (400MHz,D20) Sppm 7.6 (d,1H) ,7.52 (m,2H) ,7.4(d,1H) ,7.35(dd,2H) ,
7.24(dd,2H) ,4.41/4.29 (dd,2H) ,3.39/3.1 (2%m,2H) ,3.19/2.88 (2%m, 2H) ,2.93 (m, 2H) ,
2.09/1.65 (2#m, 2H) ,1.85/1.59 (2#m, 2H) ,1.59/1.35 (2#m, 2H) ,1.2-1 (n, 2H)

[0871]  ESI/FIA/HRFIMS/MS: [M+H]+=435.1850 (435.1848)

[0872]  JLE 4 HT:C=60.73(60.82) sH=5.96 (6.50) ;N=6.73 (6.45)

[0873]  HR[ 437 : 3 {4-[ = GRU-T S L B AE) &AL ] T 48 —1-[[2- (- R AE) KAL) H
) -A-CE I AEAR A A R A O e - 3- FR A - T R I

[0874]  H34E b o R 7 VEF, S R )44 21 Fi2— Q- R AR 28 s/ A dh Rk, 3R 15
HH ) 4437

[0875]  'H NMR: (400MHz ,dmso-d6) Sppm 7.52(d,1H) ,7.45/7.42 (t,2H) ,7.45 (m,1H) ,
7.35@m,3H) ,7.2(d,1H) ,3.91 (m,2H) ,3.5-3.2(m,2H) ,3.5-3.2(m, 2H) ,2.67/2.29 (m, 2H) ,
2.67/2.13(m,2H) ,1.95-1.6 (m,2H) ,1.95-1.6 (m,2H) ,1.42 (s, 18H) ,1.38 (m,2H) ,1.34 (s,
9H) ,1.17 (t,3H) ,0.68 (m,2H)

[0876]  SZjfEfsAT:3- (A-FHL T HE) —1-[[2- Q- FRHEL) K] 3] 42541, 4-
KI5t -3-F IR

[0877]  ARHE b SCH B 773D, SR A AR 3T AR bt o Bk, SR A S i 461147

[0878]  'H NMR: (400MHz,D20) Sppm 7.66 (m,1H) ,7.57 (m,1H) ,7.57 (m,1H) ,7.51 (m,1H) ,
7.42(m,1H) ,7.34 (m,1H) ,7.34 (m,1H) ,7.28 (t,1H) ,4.6-4 GRAGHTIOWE , 2H) ,3.7-2.7 CRfi
BrIE | 2H) ,3.7-2.7 GRAAHTIFIE  2H) ,2.93 (m,2H) ,2.14/1.69 (m,2H) ,1.87/1.37 (m,2H) ,
1.59 (m,2H) ,1.15/1.06 (m,2H)

[0879]  ESI/FIA/HRFIMS/MS: [M+H]+=435.1855 (435.1848)

[0880] T4 Hr:C=60.87 (60.82) ;H=6.12(6.50) ;N=6.42(6.45)

[0881] vl 44383~ {4-[ = GRU-"T AR AL & 28] T 28] —1-[[2- (2,5- &) K
TV ] -4- 2 A F -4 AR 4R AR O -3 FR R LT B

[0882]  ARHE [ S Frik 5 VAR, S A rh ) AR 21 A2 (2, 5- SRR L) 2K S 1 N 4R 5
KL 3R 4438

[0883] 'H NMR: (400MHz , dmso—-d6) Sppm 7.65-7.1 (m,7H) ,4.05-3.85 (m,2H) ,3.5-3.2 (m,
4H) ,2.8-2.3 (m,4H) ,2.2-1.65 (m,4H) ,1.5-1.3 (m,2H) ,1.45 (s, 18H) ,1.35(s,9H) ,1.2(t,
3H) ,0.8-0.5 (m, 2H)

[0884]  SEZJiaf548:3- (4-&FEL T IL) -1-[[2- (2,5- ~&ACIRIL) IR A AL ] 4- 32 5454
A1, 4-BIRHERIAC Ji-3-FH I

[0885] AR b 3CH Bk 77 V5D, SR H A A A4 384 kS s B sk, SR A5 S it 45148

[0886] 'H NMR: (300MHz,D20) Sppm 7.7-7.3 (m,7H) ,4.45/4.21/4.02 (m,2H) ,3.75/3.1
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(2#m,2H) ,3.75/3.1 (2%m,2H) ,2.98 (m,2H) ,2.2/1.65 (2%m,2H) ,1.95/1.65 (2%m,2H) ,1.65/
1.15 (2%m,2H) ,1.45/1.15 (2#m, 2H)

[0887]  ESI/FIA/HRAIMS/MS: [M+H]+=485.1184 (485.1163)

[0888] JLEA4HT:C=54.33(54.44) ;H=4.99 (5.61) ;N=5.86 (5.77)

[0889]  rh[A{A39:3- {4- [ = GRL-"T S pedh) 2] T A} -4- 2| -4 AR-1-[[2- (3
DR ORRR) ORAE ] FR ] -1 A-EUR BRI O e -3 R IR T B

[0890]  #R4E 30 BTk TiiEF , SR A (AR 2L 24 14 ke 4 J5U0R) , 3RS H 18] 44239,

[0891] 'H NMR: (400MHz ,dmso-d6) Sppm 7.7 (d,2H) ,7.65 (d,1H) ,7.6 (s, 1H) ,7.55 (m,
2H) ,7.45 (m,2H) ,7.4-7.3 (m,5H) ,3.9 (m,2H) ,3.6/3.4 (2%d,2H) ,3.4-3.2 (m,2H) ,2.85-
2.65 (m,2H) ,2.35 @, 1H) ,2.2(m,1H) ,1.9 (m,1H) ,1.85-1.6 (m,3H) ,1.45-1.3 (m,2H) ,1.4/
1.3 (2%s,27H) ,1.15(t,3H) ,0.65 (m, 2H)

[0892]  Sjifs49: 3 (4-& LT ) —4- -4 AR-1-[[2- G-IRAEGI) R L] -1,
4G R R A O 53— IR

[0893]  HR4E - 3CH BrikJiiED, SR v (AR 391 AL 46 J k), 3R15 SE T 151149

[0894]  'H NMR: (300MHz,D20) Sppm 7.6-7.1 (m,13H) ,4.25(d,1H) ,4.1(d,1H) ,3.4-3.2
(m, 1H) ,3.15-2.9 (m,2H) ,2.75-2.55 (m,3H) ,2.05 (m, 1H) ,1.75 (m,1H) ,1.55 (m, 1H) ,1.4 (m,
2H) ,1.25 (m,1H) ,0.9 (m, 2H)

[0895]  ESI/FIA/HRAIMS/MS: [M+H]+=493.2256 (493.2256)

[0896]  JTTLZE 41 :C=68.08(68.28) ;H=6.02(6.75) ;N=5.71 (5.69)

[0897]  hfa]4440:3— {4- [ = (BL-T AR IE) 2l k] T ) -4- 2 k- 1-[ (2-FE-2-HL 0
k) F ] 42K, 4- BRI R A O e -3 FR LT R i

[0898]  HR4fE 30 prih JiiER, SR v (AR 21 2401 ke a6 J5Uk) , 3745 H 18] 4440,

[0899] 'H NMR: (400MHz ,dmso—d6) Sppm 7.95(d,1H) ,7.95 (m,2H) ,7.9 (s, 1H) ,7.55 (m,
4H) ,7.4 m,2H) ,7.3(d,1H) ,3.9 (m,2H) ,3.65/3.45 (2%d, 2H) ,3.45-3.2 (m,2H) ,3.3-2.6 (m,
2H) ,2.35(dd, 1H) ,2.2 (m,1H) ,1.9 (m,1H) ,1.85-1.65 (m,3H) ,1.8 (m,2H) ,1.4/1.3 (2%s,
27H) ,1.15 (t,3H) ,0.7 (m, 2H)

[0900]  sZjifif9|50: 3— (4-Z I T ) —4-F2Hh—1-[ (2-ZE-2- L7 3E) L] -4-F-1,4-K
TR FIA -3 F IR

[0901]  ARHE b3 Bk 77324D, SR FH A AR A0 S o B sk, FRA5F- S i 461150

[0902]  'H NMR: (300MHz,D20) Sppm 7.9 (d,1H) ,7.9/7.85 (2%m,2H) ,7.7 (s,1H) ,7.6-7.4
(m,5H) ,7.3 (m,2H) ,4.35/4.2(2dd,2H) ,3.4-3.2 (m,1H) ,3.15-2.9 (m,2H) ,2.8 (m,2H) ,2.7
(dd,1H) ,2 (m,1H) ,1.75 (m,1H) ,1.65-1.35 (m,3H) ,1.25 (m,1H) ,0.85 (m,2H)

[0903]  ESI/FIA/HRAMS/MS: [M+H]+=467.2090 (467.2099)

[0904]  JTE A Hr:C=67.58(66.94) ;H=6.40 (6.70) ;N=5.73(6.00)

[0905]  wpfijfAcd1:3— {4- [ GRL-T AR &R ] T2 -1-[[2- (2, 6- & ARR L) %
] R -4- S A AR A RUR B 2R A e -3 R AT Sl

[0906] R b3 BT IR VAR, SR I R (R A4 2L A 24 24 gt i J5URE , 3R15 Hh [R) 4441 .

[0907]  'H NMR: (300MHz ,dmso-d6) Sppm 7.65-7.5 (m,3H) ,7.5-7.3 (m,3H) ,7.1(d, 1H) ,4
(m, 2H) ,3.45 (m,2H) ,3.25 (2%d,2H) ,2.85-2.1 (m,4H) ,2-1.75 (m,4H) ,1.6-1.15 (m,2H) ,
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1.45/1.4 (2%s,27H) ,1.25 (t,3H) ,0.95 (m, 2H)

[0908]  szjEfsl51:3- (4-Z I T ) -1-[[2- (2,6- “FACHEL) K] PR -4-F -4
-1, 4-FIRERIA O S -3-F IR

[0909] AR b SCH B 753D, SR A AR A LAE e o6 Bk, 3R1F S 461151

[0910]  'H NMR: (300MHz,D20) Sppm 7.6 (d,1H) ,7.5/7.2(m,3H) ,7.5-7.3 (m,2H) ,7.12(d,
1H) ,3.38/3.21 (2%d, 2H) ,2.82/2.38 (2%dd, 2H) ,2.65/2.22 (2%m, 2H) ,2.45 (t,2H) ,1.85/
1.71 (2%m,2H) ,1.7/1.35 (2#m, 2H) ,1.32/0.8 (2%m,2H) ,1.32/0.8 (2*m, 2H)

[0911]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1169 (485.1163)

[0912]  JEZE4AHT:C=54.71 (54.44) ;H=5.14(5.61) ;N=5.81 (5.77)

[0913]  mp(E{A42: 3— {4~ [ GRU-"T S B IE) A L] T3t} -4-2 8 -1 -F R -4-F 101,
A8 T A e -3- R A - T 2L

[0914]  RYE - SCHFTIR VAR, SR o (R A 2 LR AR AR Sy s Ik, 3R A5 o R) 4442

[0915] 'H NMR: (400MHz,dmso—d6) Sppm 3.98 (m,2H) ,3.48 (m,2H) ,2.75 (m,2H) ,2.49/2.2
(2m,2H) ,2.01 (s,3H) ,1.92 (m,4H) ,1.5@m,2H) ,1.45/1.4 (2s,27H) ,1.25/1 (2m,2H) , 1.2 (t,
3H)

[0916]  SZjfEfs|52: 3— (- LT IE) —4- -1 - H-4-5 A1, 4- A L R R O fi-3-
7

[0917]  AR4E b SCH Bk 7575D, SR A AR 424 e o Bk, SR15 S it 461152

[0918] 'H NMR: (400MHz,D20) Sppm 3.7-3.5 (m,2H) ,3.3 (t,1H) ,3.2(dd,1H) ,3 (t,2H) ,
2.9(s,3H) ,2.3@m,1H ,2@m,1H) ,1.75@,1H) ,1.7 m,2H) ,1.5 @m,1H) ,1.4/1.25 (2m, 2H)
[0919]  ESI/FIA/HRFIMS/MS: [M+H]+=265.1300 (265.1317)

[0920]  JTE A Hr:C=45.59 (45.45) ;H=7.97 (8.01) ;:N=10.61 (10.60)

[0921] (i) fA43:3- {4- [ - GRU-T A B PR AL) (28] T ) —4- 2 i -4 AR -1 - (22K 0
L) ~1, 4T T IR L e -3 FF R AT L

[0922] R4 ESch R iR, SR )44 21 A S 2 WA BRI JEOR) , $R A5 1) 4443,
[0923] 'H NMR: (400MHz ,dmso-d6) Sppm 7.3-7.15 (m,5H) ,3.98 (m,2H) ,3.45 (t,2H) ,
3.05-2.3 (m,8H) ,2-1.8 (m,4H) ,1.4 (m+2s,29H) , 1.2 (t,3H) ,1.18/0.9 (2m, 2H)

[0924] SR 553 : 3- (U-R I T HL) ~4- B H-4-FA-1- Q-FKH 2 FL) -1, 4- K AR H T
Y5t -3-F iR

[0925] AR b3 Bk 7735D, SR A AR A3 kS o B sk, SRAF S it 461153

[0926]  'H NMR: (400MHz,D20) Sppm 7.4-7.25 (m,5H) ,3.7/3.3 (2m, 2H) ,3.52 (m, 1H) ,3.45
(t,2H) ,3.1 (m,3H) ,2.95 m,2H) ,2.2/1.75 (2m,2H) ,1.95 (m, 1H) ,1.62 (m,2H) ,1.5-1.1 (m,
3H)

[0927]  ESI/FIA/HRFIMS/MS: [M+H]+=2355.1777 (355.1786)

[0928]  JLE A Hr:C=57.63(57.62) ;H=7.36 (7.68) ;N=7.90 (7.90)

[0929]  rpfajfA44: 3— {4 [ GRU-"T A Bk ) 28] T L) -4- 2 3 - 4540 -1- ) 2 -1,
AR A A C -3 FF R AT L i

[0930]  HR4k b sCH BT 5 vER, SR F b TRAR 2 LR L TR A N 4h JER) , 3R15 Hh )44 44
[0931]  'H NMR: (400MHz,dmso—d6) Sppm 3.98 (m,2H) ,3.8 (m,2H) ,3.49 (t,2H) ,2.85 (m,
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oH) ,2.49/2.25 (2m,2H) ,1.9 (m,4H) ,1.45/1.4 (2s,27H) ,1.45 (m,4H) ,1.25/1 (2m,6H) ,1.2
(t,3H) ,0.85 (t,3H)

[0932]  sEjfEf5d: 3 (A-E LT L) ~4-FHE -4 A0 1 -1 4-H B R A b -3-F
[z

[0933] AR b SCH B 7578D, SR A AR AALE e o6 Bk, 3R15 52 i 461154

[0934] 'H NMR: (400MHz,D20) Sppm 3.7-3.5(m,2H) ,3.3 (m, 1H) ,3.15/3 (2m,5H) ,2.27 (m,
1H) ,2 (m,1H) ,1.85-1.6 (m,5H) ,1.5/1.41 (2m,2H) ,1.3 (m,5H) ,0.85 (t,3H)

[0935]  ESI/FIA/HRFIMS/MS: [M+H]+=2321.1923 (321.1943)

[0936]  JLE A HT:C=52.77(52.49) sH=8.93(9.12) ;N=9.00(8.74)

[0937]  rR(EI{A&45: 3— {4~ [ GRU-"T S L) R -T2 ) -4-2 8 -1 (FE-1-HEH ) -
A1, A AR R A O -3 - R AT B

[0938]  HRH4E S0 Bk 7 VAR, SR A A4 2 1 R0 125 FR B A NS 38 JER) , 3745 T [A) 4445
[0939] 'H NMR: (400MHz, dmso—-d6) Sppm 8.29 (d,1H) ,7.9/7.85 (2d,2H) ,7.6-7.4 (m,4H) ,
3.95 (AB, 2H) ,4 (m,2H) ,3.6 (m,2H) ,3.2-2.8 (m,4H) ,2.4/2 (2m,2H) ,1.7 (m,2H) ,1.4/1.3
(2s,27H) ,1.22 (t,3H) ,1.05/0.75 (2m,2H) ,0.5/0.2 (2m, 2H)

[0940]  sZjEfh55: 3- (4- L T 3E) —4- -1 (FE-1-F P L) —4-540-1, 4- B LB 3R
Ce-3-H &

[0941]  ARAE b SCH Bk 7575D, SR FH A AR ABAE e i Bk, SR15 S i 461155

[0942]  'H NMR: (400MHz,D20) Sppm 7.9 (m,3H) ,7.6-7.3 (m,4H) ,4.55 (s,2H) ,3.55/3.28
(2m,2H) ,3.4/3.15(2dd,2H) ,2.75 (m,2H) ,2/1.6 (2m,2H) ,1.8 (m,1H) ,1.5-1.25 (m,3H) ,1/
0.9 (2m, 2H)

[0943]  ESI/FIA/HRAIMS/MS: [M+H]+=2391.1778 (391.1786)

[0944]  STE A Hr:C=61.34(61.53) ;H=6.58 (6.97) ;N=7.01(7.18)

[0945]  rh[E)A46:3- (4 [ (BT BRI AL ] T3 -1- GRS 3E) —4- 25 -4
AR AR T R PR O e -3 FF R AT S i

[0946] AR ¥E b orh Bk U5 AR, SR A ob 1A) 440 2 L FTER 6 35 FP I A vt 4R ROk, 3049 o 8] 44
46,

[0947]  'H NMR: (400MHz, dmso—-d6) Sppm 4 (m,2H) ,3.5 (t,2H) ,2.8 (m,2H) ,2.48/2.25 (2m,
2H) ,2.15(dd,2H) ,1.95 (m,2H) ,1.68 (m,1H) ,1.65/1.4/0.8 (3m,10H) ,1.45 (m,3H) ,1.45/
1.4(2s,27H) ,1.2 @, 2H) ,1.2(t,3H) ,1 (n, 1H)

[0948]  sZjifafs]56:3- (A-F LT L) —1- GRE LA L) 438 -4 5401, 4 24k 2 3R 2
Yi-3-F IR

[0949]  ARAE b3 Bk 7735D, SR F R AR A6 4 bt o Bk, FRAF S i 461156

[0950]  'H NMR: (400MHz,D20) Sppm 3.7/3.25 (2m,2H) ,3.55/3.15 (2dd,2H) ,3.1-2.9 (t+
2dd,4H) ,2.25 (m,1H) ,2 (m, 1H) ,1.85-1.55 (m,9H) ,1.52/1.41 (2m,2H) ,1.3/1.1 (m,4H) ,1
(m, 2H)

[0951]  ESI/FIA/HRAIMS/MS: [M+H]+=2347.2095 (347.2099)

[0952]  JEE A H1:C=55.29 (55.48) ;H=9.08(9.02) ;N=7.95(8.09)

[0953]  rp[EAAT 3 {(4- (=T SRR AL) G0 ] T L) -4~ -1 - (FR-2- L L) -4~
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AR, 4G R 2R -3 - R AT LB

[0954] R4 FCrh B i, SR )44 21 An2- 25 B SR RS I S5k, FRA5 ) 4447 .
[0955]  'H NMR: (400MHz,dmso—-d6) Sppm 7.9 (m,3H) ,7.8 (s, 1H) ,7.5 (m,3H) ,3.98 (m,2H) ,
3.8(d,1H) ,3.6 (m,3H) ,3.35/3.2(2m,2H) ,3.1-2.75 (2m, 2H) ,2.4 (m, 1H) ,2.05-1.8 (m,3H) ,
1.4-0.7 (m,4H) ,1.38 (3s,27H) , 1.22 (t,3H)

[0956]  SZjEf57:3- (4-Z I T 3E) —4- 8 Fh-1- (FE-2- P HL) —4-%40-1, 4- B LB Z 3R
O3 R

[0957]  ARAE b SCH B 757D, SR A AR ATV e o Bk, 3R15 52 i 461157 o

[0958] 'H NMR: (400MHz,D20) Sppm 7.95-7.9 (m,4H) ,7.6-7.5 (m,3H) ,4.5;4.3(d,2%1H
H) ,3.65 @, 1H) ,3.45-3.3(m,2H) ,3.15 (m, 1H) ,2.8 (m,2H) ,2.25 (m,1H) ,1.9-1.7 (m,2H) ,
1.55-1.4(m,3H) ,1.15-0.95 (m, 2H)

[0959]  ESI/FIA/HRFIMS/MS: [M+H]+=2391.1778 (391.1786)

[0960]  JEZ 4 H7:C=61.31(61.53) sH=6.56 (6.97) ;N=7.15(7.18)

[0961]  rR(E{A&48: 3— {4~ [ GRU-"T S kL) 3] T3] - 1-[ U-FARFE) FH]-4-24
AR AL AR R IR O e -3 - R R -1

[0962]  H2HE b 0 Bk 7 VEF , 57 b (A4 21 Fi4—SA0 28 PR A A 48 S, 345 v ) 4
48,

[0963]  'H NMR: (400MHz,dmso-d6) Sppm 7.4 (d,2H) ,7.31(d,2H) ,3.98 (m,2H) ,3.65-3.3
(m,4H) ,3-2.3 (m,4H) ,2-1.8 (m,4H) , 1.4 (s+m,29H) ,1.22 (2t,3H) ,0.8 (m, 2H)

[0964]  SEjifafs]58: 3- (42 T HE) —1- [ (U-SARIRIL) B 28] -4 -4 -1, 4- R Tk
I E-3-F R

[0965] AR b 3CH Bk 7734D, SR F A AR ASHE bt o Bk, SR A3 S i 461158

[0966]  'H NMR: (400MHz,D20) Sppm 7.5/7.45 (2d,4H) ,4.41/4.21 (2d,2H) ,3.7/3.33 (2m,
2H) ,3.45/3.1(2dd,2H) ,2.95 (m,2H) ,2.25/1.78 (2m,2H) ,1.95/1.5(2m,2H) ,1.6 (m,2H) ,
1.25/1.1 (2m, 2H)

[0967]  ESI/FIA/HRFIMS/MS: [M+H]+=2375.1242 (375.1240)

[0968]  JTE A Hr:C=50.89 (51.27) ;H=6.01 (6.45) ;N=7.44(7.47)

[0969] v 44493 {4-[ = (- T AL R HE] T 8 -4- 2 - 1- [ (4-FoR L) H
FE] -4 AR, A- BRI AR IR O e -3 FF B - T Ll

[0970] AR ¥E b crh Bk U5 VAR, SR A oh IA) K 2 L R4 -G 08 A it 06 ROk}, 3R 49 b TR) 44
49,

[0971]  'H NMR: (400MHz, dmso—d6) Sppm 7.35 (m,2H) ,7.15 (t,2H) ,4 (m,2H) ,3.65-3.3 (m,
4H) ,3-2.3 (m,4H) ,2-1.8 (m,4H) ,1.4 (s+m,29H) , 1.2 (2t,3H) ,0.9/0.8 (2m, 2H)

[0972]  SEjifafs]59 : 3- (4-ZHE T 5L —1- [ (4-FARHL) H L] -4-FR -4 A1, 4- S R 2
He bi-3-H

[0973] R4 b SCHBTIR 2D, K A (R4 e i J5UR  FR15 52 45159

[0974]  'H NMR: (400MHz,D20) Sppm 7.5 (dd,2H) ,7.2(t,2H) ,4.41/4.21 (2d,2H) ,3.7/
3.31 (2m,2H) ,3.45/3.1 (2dd,2H) ,2.95 (m,2H) ,2.25/1.78 (2m,2H) ,1.95/1.5 (2m,2H) ,1.6
(m,2H) ,1.25/1.1 (2m, 2H)
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[0975]  ESI/FIA/HRFIMS/MS: [M+H]+=2359.1532 (359.1535)

[0976]  JTE 4 HT:C=53.65(53.63) sH=6.20(6.75) ;N=7.83(7.82)

[0977] (A 4&50:3— {4- [ = GRU-T S A e k) & k] T L) —4- 2 Ak -1- (e -2
) -4 A BRI T e - 3- R AT B

[0978]  AR¥E L S0 Bk 77 VAR, SR AR R Ad 2 1 F2— KRS 1 AR ad Jek) , 3145 R [R50,
[0979]  'H NMR: (400MHz ,CDC13) Sppm 7.41 (s,1H) ,6.32 (s, 1H) ,6.2(s,1H) ,4.09 (s, 2H) ,
3.62/3.52 (AB,2H) ,3.5 (m,2H) ,3/2.65 (m,2H) ,2.96/2.52 (m,2H) ,2.7-1.8 (m,4H) ,1.5/
1.46 (m,30H) ,1.3(t,3H) ,1.01 (m,1H)

[0980]  3'P NMR: (400MHz,CDCls) Sppm 46.14

[0981]  SEJEf5160: 3— (4—Z Ak T ) —1— (WkhRg—2—-Jk 1 ) —4- 2 -4 -5 A0 1, 4- R ik A%
e bi-3-F i

[0982]  HR4RE b0 BTk JiiED, SR I AR BO1E AL 46 J kL, 3R15 SE 51160

[0983] 'H NMR: (400MHz,D20) Sppm 7.6 (s1,1H) ,6.7 (tf,1H) ,6.5 (tf,1H) ,4.45/4.32
(2d,2H) ,3.7/3.3 (2%m,2H) ,3.52/3.12 (2%m,2H) ,2.98 (m, 2H) ,2.25/1.8 (2%m,2H) ,1.95/
1.5 (2%m,2H) ,1.62 (m,2H) ,1.32/1.2 (2+#m, 2H)

[0984]  ESI/FIA/HRFIMS/MS: [M+H]+=2331.1422 (331.1422)

[0985]  JLE A4 HT:C=50.48(50.91) sH=6.48(7.02) ;N=8.37 (8.48)

[0986]  HjEMAS L : 3~ {4-[ = GRL-"T S 3E L) &AL T ) -4-2HAtE-1-AR-1-[[4- (=
TP L) IR ] -1, 4- R BE R IA O e -3 IR AT B

[0987]  ARHE b rrh Bk J5 VEF , 5% Y v ) 4421 Al — = 50 7 L 8 R B 1 A 08 S R), $R15
[ 4451

[0988] 'H NMR: (400MHz ,dmso-d6) Sppm 7.71(d,2H) ,7.52(d,2H) ,4.03 (m,2H) ,3.72/
3.51 (2%d,2H) ,3.35 (m,2H) ,3-2.3 (m,4H) ,1.98 (m,4H) ,1.4 (s+m,29H) ,1.2(t,3H) ,0.8 (m,
2H)

[0989]  sLjiafs61 : 3- (-2 LT HL) -4 dk -4 A -1-[[4- R R R L] -1 ,4-
KI5t -3-F IR

[0990]  HR4fE b0 praiA JiiED, SR v RS LY A 46 JE k), 3R13 SE 511611

[0991]  'H NMR: (400MHz ,D20) Sppm 7.8 (d,2H) ,7.65(d,2H) ,4.5/4.3 (AB,2H) ,3.7/3.45
(m,2H) ,3.39/3.11 (m,2H) ,2.9 (m,2H) ,2.28/1.8 (m,2H) ,1.95/1.49 (m,2H) ,1.6 (m,2H) ,
1.2/1.1 (m,2H)

[0992]  'F NMR: (400MHz ,D20) Sppm-62.5

[0993]  *'P NMR: (400MHz ,D20) Sppm 24

[0994]  ESI/FIA/HRAIMS/MS: [M+H]+=409.1510 (409.1504)

[0995]  JTZ 41 :C=49.86 (50.00) ;H=5.32(5.92) ;N=6.83(6.86)

[0996] ) A52: 3— {4-[ = GI-T 28 A ) &AL ] T3t} -4- 2 - 1-[ - AR
FIE] 4% -1, 4- BRI O b -3-F B ARL- T i

(09971 R4 b e Bk J7 iR, 5% A v () 44 2 1 R4 - B 42035k 25 FR S R Aits 0 ok}, 3R 45 o )
1452,

[0998]  'H NMR: (400MHz ,dmso-d6) Sppm 7.2 (d,2H) ,6.9 (d,2H) ,3.98 (m,2H) ,3.72 (s,
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3H) ,3.6/3.32(2%d,2H) ,3.4 (m,2H) ,3-2.25 (m,4H) ,1.9 (m,4H) ,1.4 (s+m,29H) ,1.2 (t,3H) ,
0.8 (m, 2H)

[0999]  SZjEfl62: 3 (4-FFE T L) —4- 23 -1- [ -FE AR B 2] -4-H 481, 4- 54~
IO e-3-H IR

[1000]  #R4E 0 BTk J5iED, R F v AR 24 AL 46 J k), 3R15 SE 51162

[1001]  'H NMR: (400MHz,D20) Sppm 7.41 (d,2H) ,7.02(d,2H) ,%H T4.25 (AB,2H) ,3.8
(s,3H),3.7/3.3(2m,2H) ,3.45/3.08 (2dd, 2H) ,2.95 (m,2H) ,2.25/1.75 (2m,2H) ,1.95/1.45
(2m,2H) ,1.6 (m,2H) ,1.25/1.1 (2m, 2H)

[1002]  ESI/FIA/HRAIMS/MS: [M+H]+=371.1712 (371.1730)

[1003]  JEZEAHr:C=54.93(55.13) ;H=7.41(7.35) ;N=7.56 (7.56)

[1004]  pjE)A53:3- {4-[ = GB-T S A AL L] T2t} -4- 2 -4 -1 (-3
FEFEL) -1, A AR R R O e -3 - F B AT Rl

[1005] R4k b pirad 5 vER, S H vh A 2 L 3 -EW 5/ S ih 5k, 3745 /) 4453
[1006]  'H NMR: (400MHz ,dmso—d6) Sppm 7.49 (m,1H) ,7.31 (m,1H) ,7.02 (m, 1H) ,3.95 (m,
2H) ,3.6/3.49 (AB,2H) ,3.4 (m,2H) ,3/2.8 (m,2H) ,2.8/2.45 (m,2H) ,1.9 (m,4H) ,1.4 (m,
29H) ,1.2(t,3H) ,0.95/0.85 (m, 2H)

[1007] 3P NMR: (400MHz ,dmso—-d6) Sppm 47/45

[1008]  SZJEHI63: 3 (- FE T ) ~4-FFFE-4- 5401 (BB -3-FEF JE) —1, 455 Ju ik 2
HE bi-3-H

[1009]  #R4E b0 prik JiiED, SR F v AR B3R A 46 JE k), 3R13 SE 51163

[1010]  'H NMR: (400MHz,D20) Sppm 7.61 (d,1H) ,7.54 (dd,1H) ,7.2(d,1H) ,4.42/4.28 (2%
d,2H) ,3.71/3.32 (m,2H) ,3.48/3.06 (m,2H) ,2.94 (m,2H) ,2.25/1.77 (m,2H) ,1.93/1.46 (m,
2H) ,1.6 (m,2H) ,1.26/1.13 (m,2H)

[1011]  ESI/FIA/HRAIMS/MS: [M+H]+=2347.1182 (347.1189)

[1012] L&A Hr:C=48.14(48.55) ;H=6.55 (6.69) ;N=7.87 (8.09) ; S=8.65 (9.26)
[1013] i) fA54:3- {4-[ = GRL-T SR k) L] Tt} -4- 28 - 1-[ - R -3-H A
FRORHL) HE] -4 A1, A AR 20 IR O e - 3- F A - T L I

[1014] R4 b SC Bk 5 vkF, S8 A v T4 21 Fn4—32 3k -3 4203 7K FR s 1 e 0 SR}
RAFHE) 4454

[1015]  'H NMR: (400MHz ,dmso—d6) Sppm 8.8 (s, 1H) ,6.8(df,1H) ,6.7 (d,1H) ,6.62 (dd,
1H) ,3.95 (m,2H) ,3.71 (s,3H) ,3.49/3.31 (2d,2H) ,3.4 (m,2H) ,3-2.2 (m,4H) ,2-1.8 (m,4H) ,
1.4 (2s+m,29H) ,1.2(2t,3H) ,1/0.85 (2m, 2H)

[1016]  SZJfEfI64:3- (4-RF T ) —4-F2 31— [ (432 -3-H S L IR L) F L] -4 AR -
1, AR A O e -3- R IR

(10171 WRYE b SCHBTIR 7D, R A (RS ALE e ih J5k  FR15 5 i 45164 -

[1018] 'H NMR: (300MHz,D20) Sppm 7.09 (m,1H) ,6.94 (m,2H) ,4.3/4.13 (2%d,2H) ,3.7/
3.3 (2%m, 2H) ,3.65 (s, 3H) ,3.45/3.07 (2%m, 2H) ,2.92 (m,2H) ,2.22/1.77 (2%m,2H) ,1.92/
1.6 (2#m,2H) ,1.6/1.48 (2%m,2H) ,1.23/1.11 (2%m, 2H)

[1019]1  ESI/FIA/HRAIMS/MS: [M+H]+=2387.1665 (387.1685)
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[1020]  JTZE4SH1:C=53.10(52.85) sH=7.01 (7.04) ;N=7.30(7.25)

[1021]  mp(EfAS5: 3— {4~ [ GRL-"T 5Bk IE) @] T3t -1-[ Q&AL Fi]-1-24
A4 AL AR RFA O S - 3- R R AT L

[1022]  #R4 b srrh R )5 EEF , 5% F v Ta) 4402 1 M1 2— B9 Pk 5 2 PP i PR LG A AR 06 )5 k), 3R
13 (A 4455,

[1023]  'H NMR: (400MHz ,dmso—d6) Sppm 7.65(d,1H) ,7.5(t,1H) ,7.38 (m,2H) ,4.05/3.4
(2d,2H) ,3.95 (m,2H) ,3.8 (2s,3H) ,3.3/3.2(2m,2H) ,3-2.35 m,4H) ,2 (m,1H) ,1.8-1.6 (m,
3H) ,1.4/1.3 (2s+m,29H) ,1.2(2t,3H) ,0.5/0.35 (2m, 2H)

[1024]  sjfs65: 3- (-2 JE T 28) —1-[ Q- RHEIRHL) AL ] -4 -4 A1, 42 44 Tk
FIAC bE-3-F

[1025] AR bSO B 75 35D, SR A 4RSS 1E e 4 Ik, 3R15 5L i 461165

[1026]  ESI/FIA/HRFIMS/MS: [M+H]+=2385.1504 (385.1523)

[1027]  JTZE4SH1:C=53.42(53.12) sH=6.25(6.56) ;N=7.40 (7.29)

[1028] w4456 :3- {4- [ GRL-TT S R AL & k] T8} -1- [ G- -4- R0 B
) -A-CH I AEAR A AR R A O e - 3- F R A - T R I

[1029]  #R4E F o Bk 77 ViR, % R b a4 21 f3-G X -4- 52 B 8 s 1 s 16 TR k), 36
13 [A] 4456 .

[1030] 'H NMR: (400MHz ,dmso—d6) Sppm 10.05 (m,1H) ,7.22 (df,1H) ,7.02(dd,1H) ,6.9
(d,1H) ,3.98 (m,2H) ,3.5/3.31(2d,2H) ,3.4 (m, 2H) ,3-2.25 (m,4H) ,2-1.8 (m,4H) ,1.4 (2s+
m,29H) ,1.2(2t,3H) ,1.1-0.8 (2m, 2H)

[1031]  SZjafsle6: 3— (4-% T &) -1- [ Q-S4 L) ] -4-F k-4-4H -1,
A=A C b -3-F R

[1032] AR b3 Bk 7735D, SR H A AR S6 4 bt i Bk , FR15 S i 461166

[1033]  'H NMR: (400MHz,D20) Sppm 7.42 (df,1H) ,7.2(dd,1H) ,6.97(d,1H) ,4.27/4.07
(2%d,2H) ,3.62/3.22 (2%m, 2H) ,3.39/3 (2%m, 2H) ,2.85 (m,2H) ,2.18/1.7 (2%m,2H) ,1.85/
1.52 (2#m, 2H) ,1.52/1.4 (2%m,2H) ,1.18/1.05 (24m, 2H)

[1034]  ESI/FIA/HRFIMS/MS: [M+H]+=391.1189 (391.1189)

[1035] L&A Hr:C=49.09(49.17) ;H=6.02(6.19) ;N=7.18(7.17)

[1036]  rp(E{A57: 3- {4-[ = GRU-"T S k) 2L ] T ) -4-2 8 - 1-[[4-FH-3- (=
SRR ARUR) JRIE T PR ] -4 AR R 2R O e -3 FR IR AT R B

[1037]1  AR¥E b scrh Bk J5 VEF , 5% F e 44 21 Rid—$2 -3 (=00 FF J58) 28 AR RS A e 46 5
KL SR AR57

[1038] 'H NMR: (400MHz ,dmso—d6) Sppm 10.1 (m,1H) ,7.15(df,1H) ,7.08(dd,1H) ,6.95
(d,1H) ,3.98 (m,2H) ,3.5/3.4(2d,2H) ,3.4 (m,2H) ,3-2.2 (m,4H) ,2-1.8 (m,4H) ,1.4 2s+m,
29H) ,1.2(2t,3H) ,1.1-0.8 (2m, 2H)

[1039]  SEffif167:3- (4-& Ik T ) —4-# - 1-[[4-IH-3- CRP AL FIHIFH]-4-
AR AR R A L -3 R

[1040] AR b3 Bk 773D, SR A AR BT AR S o Bk, SR1G- S 451167

[1041]  'H NMR: (400MHz,D20) Sppm 7.44 (df,1H) ,7.33(dd,1H) ,7.09 (d,1H) ,4.38/4.13
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(2%d, 2H) ,3.7/3.31 (2%dd, 2H) ,3.44/3.07 (2%dd, 2H) ,2.92 (m,2H) ,2.23/1.78 (2%m, 2H) ,
1.94/1.59 (2%m,2H) ,1.59/1.46 (2#m,2H) ,1.21/1.1 (2#m, 2H)

[1042]  '®F NMR: (400MHz ,D20) Sppm-58.3

[1043] 3P NMR: (400MHz ,D20) Sppm 26

[1044]  ESI/FIA/HRAIMS/MS: [M+H]+=441.1403 (441.1402)

[1045]  JLZEAH1:C=46.46 (46.37) ;H=4.98 (5.49) ;N=6.42 (6.36)

[1046] ) A58 3- {4-[ = (BT AL FAL] T2 -4-2 8- 1-[ -7 E-3,5-—
F O ) B L] 42X 1, 4- R R A T f - 3- R R AT 21

(10471 W4 _ESCA BTk R, S A A 4R 21 13, 5- FR FL -4 -2 L I8 F R AR e 4 IR
B ZRAF R [A]4£58.

[1048]  'H NMR: (400MHz , dmso—-d6) Sppm 8.09 (s, 1H) ,6.8 (s,2H) ,3.98 (m,2H) ,3.49/3.21
(2d,2H) ,3.35 (m,2H) ,3-2.2 (m,4H) ,2.15 (s,6H) ,2-1.8 (m,4H) ,1.4 (2s+m,29H) ,1.2 (2t,
3H) ,0.95-0.82 (2m, 2H)

[1049]  SEJEf68:3- (4-Z AL T 28) —4-F8 i -1-[ (4-F2HL-3,5- IR AL) AL ]-4-5
-1, 4- BRI O fi-3-F IR

[1050] #4350 BTk JiiED, SR v (AR B8 IE AL 46 J k), 3R13 SE T 151168 o

[1051] 'H NMR: (400MHz,D20) Sppm 7.1 (s,2H) ,4.25-4.1(d,2H) ,3.7-3.5 (m,2H) ,3.25
(m,1H) ,3.1 (m,1H) ,2.95 (t,2H) ,2.2(s,6H) ,2.2/1.75m,2H) ,1.95 (m, 1H) ,1.6 (m,2H) ,1.5
(m,1H) ,1.3-1.1 (m,2H)

[1052]  ESI/FIA/HRAIMS/MS: [M+H]+=2385.1889 (385.1892)

[1053] LA H1:C=55.50(56.24) ;H=7.07 (7.60) ;N=7.16 (7.29)

[1054] i) A59: 3— {4-[ = GBL-T S A k) &AL ] T2k} -4- 2 -4 A -1- (ke -4-
FEFEL) -1, A B R R PR O e -3- FR B AT Ll

[1055]  HR4E b 3CHh Bk 77 VAR, SR F v (a4 2 1 A4 - R I B b e 1 v e 46 )5 R, 3749 P [A) 44
59,

[1056]  'H NMR: (400MHz ,dmso—d6) Sppm 8.5 (d,2H) ,7.3(d,2H) ,4.1-3.9 (2m,2H) ,3.65/
3.52 (2x2d,2H) ,3.45 (2m,2H) ,2.95-2.3 (m,4H) ,1.98 (m,4H) ,1.5-1.35 (m+s,29H) ,1.22
(2t,3H) ,1.05 (m, 2H)

[1057]  sCjafsl69: 3— (4-Z AL T ) -4 dh-4- A1 - (me-4- R L) -1, 4- 50 2R 2
W fe-3-F g

[1058]  #RAE b 3CH Bk 773ED, SR H A ARSI kS o Bk, SR15 S i 461169

[1059]1  'H NMR: (400MHz ,dmso—d6) Sppm 8.5 (d,2H) ,8.05 (m,3H) ,7.3(d,2H) ,3.55 (AB,
2H) ,3.05/2.3 (2m,2H) ,2.7 (m,3H) ,2.5 @, 1H) ,1.75 @, 1H) ,1.65-1.15 (m,7H)

[1060]  ESI/FIA/HRFIMS/MS: [M+H]+=2342.1577 (342.1582)

[1061]  JLE 5 H7:C=52.56 (52.78) sH=6.70 (7.09) ;N=12.22 (12.31)

[1062] v 4£60: 3- {4-[ = GR-T &R fedl) &t ] T3t} -4- 2 8 -4 A -1- (ke -3-
FEFL) -1, 4SRRI O e 3- R R T R

[1063] M4 b3z rp Frk J7VF , 5% A v () 4421 A3 - B Ik B nth e 1 o e 46 S5 K1, $745 vp 1) 44
60,
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[1064]  'H NMR: (400MHz ,dmso—d6) Sppm 8.5 (d+s,2H) ,7.7(2dd,1H) ,7.35 (m,1H) ,4.1-
3.9 (2m,2H) ,3.65/3.52 (2x2d, 2H) ,3.45 (2m,2H) ,3-2.3 (m,4H) ,1.9 (m,4H) ,1.4 (m+s,30H) ,
1.22(2t,3H) ,0.82 (m, 1H)

[1065]  SEjfEf70:3- 4-ZIL T IL) -4- -4 01— (U me-3-FL L) -1, 4- % J T 2
e bi-3-F

[1066]  HR4 30 BTk 755D, R F v AR 6 01 A 46 J k), 3R15 SE 5170

[1067]  'H NMR: (400MHz,D20) Sppm 8.6 (s+d,2H) ,8(dd,1H) ,7.52(dd,1H) ,4.4 (AB,2H) ,
3.7 (m,1H) ,3.4 (m,2H) ,3.18(dd,1H) ,2.9 (m,2H) ,2.28/1.8 (2m,2H) ,1.91 (m,1H) ,1.6 (m,
2H) ,1.5@m,1H) ,1.21/1.1 (2m,2H)

[1068]  ESI/FIA/HRFIMS/MS: [M+H]+=2342.1568 (342.1582)

[1069]  JLZE4SHT:C=52.32(52.78) sH=6.66 (7.09) ;N=12.32(12.31)

[1070]  rpfElfA61:3- (4 [ GR-T R IEHRIE) B AL T 3 -4- 2 - 45 A0 -1- (kme -2
FERL) -1, 4G R R IR O e - 3- R IR AT SR

(10711 AR¥E b R J5 EEF , 5% Y v 6] 4421 A1 2— FR Bk L nk g 1 s 2 R ) , $R45 v )44
61,

[1072]  'H NMR: (400MHz ,dmso—d6) Sppm 8.5 (df,1H) ,7.75 (t,1H) ,7.42/7.25 (2dd,2H) ,
4.1-3.9 (2m,2H) ,3.71/3.6 (2AB, 2H) ,3.5-3.35 (m,2H) ,3-2.3 (m,4H) ,2.0-2.9 (m,4H) ,
1.45/1.35(3s,27H) ,1.4/1-0.8 (3m,4H) ,1.22 (2t , 3H)

[1073]  SEjEf71:3- U-ZIL T L) -4- -4 01— (W me-2-FLFF L) -1, 4- 50 T 2
e bi-3-H

[1074] R4 30 Ak JiiED, R Fl v AR e LY A 46 )i k), 3R13 SET 5171

[1075]  'H NMR: (400MHz,D20) Sppm 8.6 (dd,1H) ,7.91 (t,1H) ,7.55(d,1H) ,7.45 (dd,1H) ,
££hT4.41 (AB, 2H) ,3.75/3.4 (2m, 2H) ,3.55/3.3(2dd, 2H) ,2.95 (m,2H) ,2.3/1.78 (2m,
2H) ,1.98 (m,1H) ,1.65 (m,2H) ,1.5 (m,1H) ,1.3/1.2 (2m,2H)

[1076]  ESI/FIA/HRFIMS/MS: [M+H]+=2342.1592 (342.1582)

[1077] ST Hr:C=52.72(52.78) ;H=6.92(7.09) ;:N=12.25(12.31)

[1078]  rh[E)fA63:3- {(4- [ (B-T BRI AAE] T3 -1- Q- L) -4- 28 -
A-S8 A1, A G AT PR O e -3 - R BT 2 I

[10791  AR¥E b b Bk J5 vEF , 5% F v e 4421 R12-38 O 3 20 B 1 s 0 IR Rk , #2453 o i) 44
63,

[1080] 'H NMR: (400MHz ,dmso—d6) Sppm 3.98 (m,2H) ,3.48 (t,2H) ,2.8 (m,2H) ,2.5-2.2
(m,4H) ,2-0.8 (m,19H) ,1.9 m,2H) ,1.45/1.4 (2s,27H) ,1.2 (t,3H)

[1081]  sRjfafs73:3- (4-2 LT H8) -1- Q- LI —4-FH -4 -1, 4- IR IF
O3 R

[1082] R4 b SCHBTIR D, K A6 3E e ih S5kl SR1F 5L 49173

[1083] 'H NMR: (400MHz,D20) Sppm 3.7-3.5 (m,2H) ,3.3 (m, 1H) ,3.15 (m,3H) ,3 (t,2H) ,
2.22/1.8(2m,2H) ,2 (m,1H) ,1.7-0.85 (m,17H) ,1.65 (n, 1H)

[1084]  ESI/FIA/HRAIMS/MS: [M+H]+=2361.2257 (361 .2256)

[1085]  JLE A HT:C=56.25(56.65) ;H=8.92(9.23) ;N=7.49 (7.77)
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[1086] A fA64: 3— {4- [ GBl-T AL L) A L] T2 -4- 8- 4-EAR-1-[ -5
ORAE) ] -1, AR IR A O e -3- IR AT B

[1087] 4 b ecrh Bk J VAR, 5% A vb (A4 21 A4 - 25 L 28 R s AR R 46 S5 R, $R45 P 1) 44
64,

[1088] 'H NMR: (400MHz ,dmso-d6) Sppm 7.69 (2d,4H) ,7.5-7.3 (m,5H) ,4 (m,2H) ,3.7/
3.45(2d,2H) ,3.4 (m,2H) ,3.05-2.3 (m,4H) ,2.05-1.65 (m,4H) ,1.4 (m+2s,29H) ,1.22 2t,
3H) ,1-0.7 (m, 2H)

[1089]  sEZjfl74:3- U-Z 3L T 3L) ~4- - 4500 1- [ U-RFEIRFE) AL T -1, 4- R ATk
FIAC bE-3-F

[1090]  #R4E b0 prik JiiED, R H v AR 6 AE A 46 Ji k), 3R15 SE 5174

[1091]  'H NMR: (400MHz ,D20) Sppm 7.8(d,2H) ,7.7(d,2H) ,7.55(d,2H) ,7.5 (t,2H) ,7.41
(t,1H) ,4.45/4.28 (2d,2H) ,3.75/3.35 (2m,2H) ,3.5/3.15 (2dd, 2H) ,2.9 (m,2H) ,2.25/1.8
(2m,2H) ,1.95/1.45 (2m,2H) ,1.6 (m,2H) ,1.25/1.1 (2m, 2H)

[1092]  ESI/FIA/HRFIMS/MS: [M+H]+=417.1932 (417.1943)

[1093]  JTLZEAHr:C=63.25(63.45) ;H=6.64 (7.02) ;N=6.55(6.73)

[1094]  FE)4A65:3- {4-[ = (Bl-T & IEHFEL) AIL] TR 4- L8 FHE-4-EMR-1-[ G-FH
IR L] -1, 4RO O b -3 - IR AL 2L i

[1095] R4 b e Bk J7 ¥R, 5% A o [A) 44 21 R0 3 - 2 48 3k 28 FR RS AR Ayite 0 S5k}, 3R 45 o )
1465,

[1096]  'H NMR: (400MHz , dmso—-d6) Sppm 7.38 (2t,3H) ,7.15 (t,1H) ,7.05(d,1H) ,7.05 (d,
2H) ,6.95 (s1,1H) ,6.9(d,1H) ,3.98 (m,2H) ,3.6/3.45(2d,2H) ,3.4 (m,2H) ,3-2.3 (m,4H) ,2-
1.6(m,6H) ,1.4(2s,27H) ,1.2(2t,3H) ,1-0.75 (m, 2H)

[1097]  sZjiafl75: 3— (4-Z T 3h) ~4- -4 A0-1- [ G-RERFIL) A -1,4- R A~
IO e -3-H IR

[1098] R4 b0 ATk JiiED, R F v AR 651 46 JE k), 3R13 ST 5175

[1099] 'H NMR: (400MHz,D20) Sppm 7.5-7.3 (2t,3H) ,7.2-6.95 (m,6H) , 8= T4.2 (AB,
2H) ,3.65/3.25 (2m,2H) ,3.4/3 (2dd,2H) ,2.82 (m,2H) ,2.19/1.7 (2m,2H) ,1.88/1.4 (2m,
2H) ,1.52 (m,2H) ,1.2-1 (2m,2H)

[1100]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1891 (433.1892)

[1101]  JTZE S Hr:C=60.90(61.10) ;H=6.58 (6.76) ;N=6.34 (6.48)

[1102]  dpfajfAke6: 3- {4- [ = GRU-T AR Ah) @] T ) -4- 2 A -4-E R -1- (3-Ik 2k
PIE) —1, 4~ R A PR O b -3 FR R R 2 B

[1103] R4 b s Bk 7 AR, SR H AP R4 2 1 R0 3 -2 5 TR IS A ke o k), 3R A5 TE) 44
66,

[1104]  'H NMR: (400MHz,dmso—d6) Sppm 7.29 (t,2H) ,7.15 (d+t,3H) ,3.98 (m,2H) ,3.49
(t,2H) ,2.9-2.2(m,4H) ,2.59 (t,2H) ,2.35 (m,2H) ,2-1.6 (m,7H) ,1.5@m,1H) ,1.4 (2s,27H) ,
1.25/1 (2m,2H) ,1.2(2t,3H)

[11058]  SEjfEfdl76:3- (4-Z 3k T HL) ~4- - 448 A0-1- G-FR R -1, 4- B LB AT
Fi-3-F R

St
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[1106] R4 30 prik J5iED, R H (AR 66 7 A 46 J k), 3R15 SE 5176

[1107]  'H NMR: (400MHz,D20) Sppm 7.38 (t,2H) ,7.27 (m,3H) ,3.62/3.28 (2m,2H) ,3.52
(dd,1H) ,3.11 (m,3H) ,3 (td,2H) ,2.7 (t,2H) ,2.25/1.75 (2m, 2H) ,2.09 (m,2H) ,1.95/1.5
(2m,2H) ,1.65 (m,2H) ,1.38/1.22 (2m, 2H)

[1108]  ESI/FIA/HRFIMS/MS: [M+H]+=2369.195 (369.1943)

[1109] L4 H1:C=58.46 (58.68) ;H=7.45(7.93) ;N=7.54 (7.60)

[1110]  wR[EfA68: 3- {4 [ = GR-TE I RIE) B T 3} -4- 28 -4 AR -1-[ UK
IR B ] -1, AR O b -3 - R AL 2L

D111 AR b R J5 EEF , 57 B v Ta) 4s 21 R4 -2 4 L 25 PR B A 9 a6 S5k}, 345 v )
1468,

[1112]  'H NMR: (400MHz ,dmso—d6) Sppm 7.4 (t,2H) ,7.3(d,2H) ,7.12(t,1H) ,6.98 (2d,
4H) ,3.99 (m,2H) ,3.6/3.4(2d,2H) ,3.38 (m,2H) ,3-2.25 (m,4H) ,2-1.65 (m,6H) ,1.4 (2s,
27H) ,1.2(2t,3H) ,1-0.75 (m, 2H)

[1113]  sZjfl78: 3 (U-Z 3L T 3h) ~4- - 45840 1- [ U-RE R FIL) A -1, 4- KA~
R IR O e -3 - iR

(11141 R 4R S0 ek 75D, R FH [aR 6 81E A 46 J k), 3R13 SE 5178

[1115]  'H NMR: (400MHz,D20) Sppm 7.44 (d,2H) ,7.41 (t,2H) ,7.21 (t,1H) ,7.08 (d,2H) ,
7.08(d,2H) ,4.38/4.21 (2d,1+1H) ,3.7/3.31 (mu+m, 1+1H) ,3.5/3.1 (2d,2H) ,2.93 (m,2H) ,
2.23/1.77 (utm, 1+1H) ,1.93/1.48 (u+m, 1+1H) ,1.6 (quint.,2H) ,1.24/1.13 (u+m, 1+1H)
[1116]  3C NMR: (400MHz,D20) Sppm 177.6,158.2,155.7,132.1,130,124.3,124.1,
119.3,118.7,59.4,51.6,50.9,38.8,27,26.6,24.8,20

[1117] 3P NMR: (400MHz ,D20) Sppm 25

[1118]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1884 (433.1892)

[1119]  JTZESHr:C=60.77(61.10) ;H=6.27 (6.76) ;N=6.42(6.48)

[1120]  sCjfafs79:3- (4-2 LT H8) ~4- -4 - 1- Q-IREF AL LI -1, 45441
FIAC bE-3-H

[121] AR SO Frak 77 ik FAID SR F A R 2 1 A 28 ik 2 AR AR 46 J5UR) , 3R 15 5L i
#1179,

[1122]  'H NMR: (400MHz,D20) Sppm 7.42 (m,5H) ,4.63(d,1H) ,4.55(d,1H) ,3.82 (t,2H) ,
3.61(dd,1H) ,3.5 (m,1H) ,3.33 (m,2H) ,3.26 (m,1H) ,3.16 (dd,1H) ,2.92 (t,2H) ,2.24 (m,
1H) ,1.94 (m,1H) ,1.71 (m,1H) ,1.61 (quint,2H) ,1.48 (u,1H) ,1.21 (m,2H)

[1123]1  *'P NMR: (400MHz ,D20) Sppm 25.6

[1124]  ESI/FIA/HRFIMS/MS: [M+H]+=385.1883 (385.1892)

[1125] SR80 : 3- (U-& I T HL) ~4- 21— Q- 2 F7L) ~4-5F MR -1, 4-H AR H T
5t -3 F iR

[1126]  AR4E b0 Bk 77 VEE , SR S a6 7 91 ks o B sk , SR15- S i 461180

[1127]  'H NMR: (400MHz,D20) Sppm 3.9 (m,2H) ,3.72 (dd,1H) ,3.62 (dd, 1H) ,3.32 (m, 11) ,
3.29 (t,2H) ,3.25(dd,1H) ,2.99 (m,2H) ,2.29 (m,1H) ,1.99 (m,1H) ,1.79 (m,1H) ,1.67
(quint,2H) ,1.52 (m,1H) ,1.41 (m,1H) ,1.29 (m,1H)
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[1128]  ESI/FIA/HRFIMS/MS: [M+H]+=295.1424 (295.1422)

[1129]  JTZESH1:C=44.08(44.90) sH=7.66 (7.88) ;N=9.23(9.52)

[1130]  FpR(EfA69: 3— {4- [ GRL-"T S HIE) @3] T3t -1-[ G-FAZE) Fi]-1-24
A4 A1 AR RFA O S -3- R R AT

[1131] M4 b Bk 77 VEF, 57 b (a4 21 R3-S0 A0 28 AR A A 4 S , 345 o ) 4
69,

[1132]  'H NMR: (400MHz ,dmso—d6) Sppm 7.4-7.2 (m,4H) ,3.99 (m, 2H) ,3.62/3.43 (AB, 1+
1H) ,3.38 (m,2H) ,2.92/2.36 (m) + (m, 1+1H) ,2.73/2.47 (m) + (m, 1+1H) ,1.96 (m, 2H) ,1.89 (n,
oH) ,1.41 (m,2H) ,1.37/1.33 (2% (s,27H) ,1.2 (t,3H) ,0.81 (m, 2H)

[1133]  3C NMR: (400MHz ,dmso—-d6) Sppm 127-130,152.3,60.9,60.6,54.9,51.6,45.6,
28.9,28.9,27.6,24.7,20.6,133.2,81.8/81.1

[1134]  Sjafs81:3— (4-2 L T 248) —1-[ (B-FARRL) AL ] -4 -4 A1, 42 44 Tk
FIF e -3-F

[1135] AR bSO B 757D, SR FH A AR 6 91 bt 4 B ) , SR 15 S i 451181 o

[1136]  'H NMR: (400MHz,D20) Sppm 7.52-7.35 (m,4H) , 591 T4.32 (AB,2H) ,3.7/3.32
(2m,2H) ,3.5/3.12(2dd,2H) ,2.93 (m,2H) ,2.25/1.8 (2m,2H) ,1.95/1.48 (2m,2H) ,1.6 (m,
2H) ,1.25/1.11 (2m, 2H)

[1137]  ESI/FIA/HRFIMS/MS: [M+H]+=2375.1256 (375.1240)

[1138]  JTESHT:C=51.26(51.27) sH=6.32(6.45) ;N=7.43(7.47)

[1139]  wR(EATO0: 3- {4 [ GR-"T AL RIE) 2] T 3t —4- 25 - 1- [ G- AR H
F] -4 A BRI O e -3 IR T R iR

[1140] 48 b b Ik 7 VEF, 57 b (a4 21 R334 6 2 P I A Sy 2 S, 345 v [ 4
70,

[1141]  'H NMR: (400MHz ,dmso-d6) Sppm 9.25 (s,1H) ,7.1(t,1H) ,6.7-6.55 (m,3H) ,3.98
(m,2H) ,3.52/3.4(2d,2H) ,3.4 (m,2H) ,3-2.2 (m,4H) ,2-1.65 (m,6H) ,1.4 (2s,27H) ,1.2 (2t,
3H) ,0.95/0.82 (2m, 2H)

[1142]  sCjafs]82: 3 (4-2 F T 48) ~4-Fa dh-1-[ (3-F R oR ) k] 4% A -1, 42 4 1ok
FIR O E-3-F R

[1143]  AR4E bSO Bk 7735D, SR A AR T O S o B sk, SR 15 S it 461182

[1144]  'H NMR: (400MHz,D20) Sppm 7.38 (t,1H) ,7-6.9 (m,3H) ,5%EHT4.18 (AB,2H) ,3.7/
3.32(2m,2H) ,3.45/3.1(2dd,2H) ,2.91 (m,2H) ,2.25/1.8 (2m, 2H) ,1.92/1.48 (2m,2H) ,1.6
(m,2H) ,1.25/1.1 (2m,2H)

[1145]  ESI/FIA/HRFIMS/MS: [M+H]+=2357.1573 (357.1579)

[1146]  JTZE A Hr:C=53.22(53.93) ;H=6.98 (7.07) ;N=7.72(7.86)

[1147] P EMAT 13- {(4- [ G- TR R IE) 2L ] T 38 ) —4- 25 -1 - [ (- R ) H
-4 AR 2R IR O e 3- R IR T R i

[1148]  AR¥E b Bk J5 VEF , 5% b i) 440 21 R4 Jik 28 B B A hgss 0 S ), 3145 o i) 44
71,

[1149]  'H NMR: (400MHz,dmso—d6) Sppm 9.25 (s, 1H) ,7.05(d,2H) ,6.7 (d,2H) ,3.98 (m,
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2H) ,3.49/3.3(2d,2H) ,3.4 (m,2H) ,3-2.2 (m,4H) ,2-1.8 (m,4H) , 1.4 (2s+m,29H) ,1.2 (2t,
3H) ,0.95/0.82 (2m, 2H)

[1150]  sijifs83:3— (4-ZJE T 248) ~4-Fadh-1-[ (A-FR B ok ) Ak ] 4541, 42 4 Tk
FIAC fE-3-F

(11511 R 48 S0 ek 75D, R F R AT LYE VA 46 S k], 3R15 SE 5183

[1152]  'H NMR: (400MHz,D20) Sppm 7.38(d,2H) ,6.95(d,2H) , £+ T4.25 (AB,2H) ,3.7/
3.3 (2m,2H) ,3.48/3.05 (2dd,2H) ,2.95 (m,2H) ,2.21/1.75 (2m,2H) ,1.95/1.5 (2m,2H) ,1.6
(m,2H) ,1.25/1.11 (2m, 2H)

[1153]  ESI/FIA/HRAIMS/MS: [M+H]+=2357.1572 (357.1579)

[1154]  JEZE A H1:C=53.24(53.93) ;H=6.89 (7.07) ;N=7.57 (7.86)

[11558]  wR(i4A72:3- {4- [ GRL-TT SR AE) (k] T 28} -1 - (MR -3 L) -4- 2%
Fe— 41 A- BRI O b -3-FF IR - T AL B

[1156]  AR¥E L S0 Bk 77 VAR, SR AR e 44 2 L RS- KRS 1 A i Jek) , 3R P [RAT 2,
[1157]1  'H NMR: (400MHz , dmso—-d6) Sppm 7.61/7.55 (2s1,2H) ,6.39 (s1,1H) ,3.98 (m,2H) ,
3.49/3.33(2d,2H) ,3.45 (m,2H) ,3-2.2 (m,4H) ,2-1.8 (m,4H) ,1.4 (2s+m,29H) , 1.2 (2t,3H) ,
1.05/0.9 (2m, 2H)

[1158]  SEJfaf5184 : 3— (4—% Ak T ) —1— (kMg -3k 1 k) —4- 2 -4 501, 4- L B
e bi-3-H

[1159] R4 b0 ek JiiED, SR v AT 20 A 46 J k), 3R13 SE T 151184

[1160]  'H NMR: (400MHz,D20) 6ppm 7.71 (s1,1H) ,7.59 (s1,1H) ,6.58(s1,1H) ,ZEH T
4.22 (AB,2H) ,3.7/3.35(2m,2H) ,3.55/3.08 (2dd, 2H) ,2.95 (m,2H) ,2.25/1.8 (2m, 2H) ,
1.95/1.5(©m,2H) ,1.62 (m,2H) ,1.31/1.18 (2m, 2H)

[1161]  ESI/FIA/HRFIMS/MS: [M+H]+=331.1431 (331.1422)

[1162]  JTZE A Hr:C=50.45(50.91) ;H=6.72(7.02) ;N=8.39(8.48)

[1163] v A73:3- {4-[ = GR-T S A pRAh) &AL ] T3t} -4- 2 - 1-[ Q-F Aok B
Fe] -4 A1, AR RBA O e -3 F B AT R

[1164] ARG b Bk J5 VEF, 5% v 6] 440 21 AT 23 J5k % B B A s 0 ), 3145 o i) 44
73,

[1165]  'H NMR: (400MHz ,dmso—-d6) Sppm 9.45 (s, 1H) ,7.1 (d+t,2H) ,6.78 (d+t,2H) ,4 (m,
2H) ,3.62/3.52 (2d,2H) ,3.4 (m,2H) ,3-2.3 (m,4H) ,2-1.8 (m,4H) ,1.42/1.38 (m+2s,29H) ,
1.21(2t,3H) ,0.98/0.85 (2m, 2H)

[1166]  SZJifif185: 3— (4-R I T HL) —4- ¥4 - 1-[ Q-2 IRIL) L] -4-F A1, 4- % Tk
IO E-3-H R

(11671 W5 b SCHBTIR 72D, R [RAAT 3T e if J5k  3R15- 52 i 45185 -

[1168] 'H NMR: (400MHz,D20) Sppm 7.39 (t,1H) ,7.3(d,1H) ,6.95 (d+t,2H) ,4.28 (AB,
2H) ,3.65/3.28 (2m,2H) ,3.52/3.2 (2dd, 2H) ,2.95 (m,2H) ,2.2/1.72 (2m,2H) ,1.98/1.5 (2m,
2H) ,1.62(m,2H) ,1.3/1.18 (2m, 2H)

[1169]1  ESI/FIA/HRAIMS/MS: [M+H]+=357.1591 (357.1579)

[1170]  JEZEAH1:C=53.22(53.93) ;H=6.97 (7.07) sN=7.71 (7.86)
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(11711 dpfa k74 :3— {4- [ = (B-T AR ) & k] T 2 -4- 2 k- 1-[[2- U-FdkoR
) R ] R ] 41 A-EUR B RN O e - 3- IR AT Bl

[1172]  $E4E ESCh kR 7 VR, S R (AR 21 fi2- (43 R R L) DR R AR i R kL, 3k
B AR 4,

[1173]  'H NMR: (400MHz ,dmso-d6) Sppm 9.45 (s, 1H) ,7.45(dd,1H) ,7.3 (td,2H) ,7.16
(dd,1H) ,7.13(d,2H) ,6.81 (d,2H) ,3.93 (quad.,2H) ,3.54/3.36 (d,2H) ,3.28 (t,2H) ,2.85-
2.15(m,2H) ,2.85-2.15 (m,2H) ,1.84 (m, 2H) ,1.84 (m,2H) ,1.47-1.3(s,27H) ,1.47-1.3 (s,
2H) ,1.17 (t,3H) ,0.7 (m,2H)

[1174] 3P NMR: (400MHz ,dmso-d6) Sppm 45.3

[1175]  SEJifff186: 3— (-t T L) ~4-F& M- 1-[[2- (4-FR B R L) RAL ] AL ] -4 A0 1,
4~ R R IR O - 3- IR

[1176] R4 b0 ek J5iED, R F R AT AVE RS 46 J k), 3R15 SE T 51186

[1177]1  'H NMR: (400MHz ,D20) Sppm 7.56 (dd,1H) ,7.55-7.45 (2td,2H) ,7.37 (dd, 1H) ,
7.25(d,2H) ,7(d,2H) ,4.36 (dd,2H) ,3.35/3.1 (2m,2H) ,3.2/2.85 (2m,2H) ,2.95 (m, 2H) ,
2.05/1.65 (2m,2H) ,1.85/1.35 (2m,2H) ,1.6 (m,2H) ,1.2-0.95 (m, 2H)

[1178]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1893 (433.1892)

[1179]  JTZESHr:C=61.11(61.10) sH=6.10(6.76) ;N=6.68 (6.48)

[1180]  whfa) 4475 3— {4- [ = (BL-T AR dE) &l k] T 3 -4- 2 -4 - 1- [ (3-0%
FE-1H-ME e —4-J5) FEE] -1, 4-BUR B 2R IR O f-3- RS- T 2 Bis

[1181]  AR¥E b SCrh pradk J iR, 5% A o ()44 21 R0 3 -2 J - 1 H-NH e —4— FR A A 06 IR k)
RAFHE) AT,

[1182]  'H NMR: (400MHz ,dmso—d6) Sppm 13-12.5 (m,1H) ,7.9-7.3 (m,6H) ,4.05-3.9 (m,
2H) ,3.45 (dd,2H) ,3.3 (m,2H) ,3.1-2.2 (m,6H) ,2-1.7 (m,2H) ,1.4 (s,18H) ,1.35 (s,9H) ,1.2
(m,2H) ,1.2(t,3H) ,1-0.7 (m, 2H)

[1183]  ESI/FIA/HRFIMS/MS: [M+H]+=691.3829 (691 .3835)

[1184]  SZJEHIST: 3 (4~ HL T IE) ~4- 2 FE—4- A0~ 1- [ (3R FE -1 H-MEme-4-3) FF L] -
1, A5 R - A O e -3- R IR

[1185] AR b3 Bk 7735D, SR A AR T 54 bt o B sk, SR A5 S i 461187 o

[1186]  'H NMR: (400MHz,D20) Sppm 7.95(s1,1H) ,7.6-7.5 (m,5H) ,4.45 (dd,2H) ,3.55/
3.15(©2m,2H) ,3.05/2.7 2m,2H) ,2.9 (m,2H) ,2.2/1.7 (m,2H) ,1.8/1.25 (2m,2H) ,1.5 (m,
2H) ,0.95/0.7 (2m, 2H)

[1187]1  ESI/FIA/HRAIMS/MS: [M+H]+=407.1865 (407.1848)

[1188]  JEE 41 :C=55.99 (56.15) ;H=6.40 (6.70) ;N=13.79 (13.79)

[1189]  rh[EfAT76: 3 (4 [ (BT PRI L] T 2 -4- 2 8 - 1- [ [2- U-FAE R
5 ZRFE] L] -4 A1, A-BUR B R IR O e - 3- R IR T R B

[1190] 45 b SCh BTk 7 v4F, mﬁﬁqjlﬂﬁizﬁﬂz (4- AR R OR RS DR R AR A 46 J5UR)
FRAFHEAAT6

[1191]1  'H NMR: (400MHz ,dmso—d6) Sppm 7.47 (d,1H) ,7.32 (m,2H) ,7.27 (d,2H) ,7.19 (d,
1H) ,7(d,2H) ,3.93 (m,2H) ,3.8(s,3H) ,3.54/3.37 (2%d,2H) ,3.32 (m,2H) ,2.74/2.22 (m,
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oH) ,2.74/2.33 (m,2H) ,1.95-1.75 (m,2H) ,1.95-1.75 (m,2H) ,1.41 (s,18H) ,1.37 (m,2H) ,
1.34(s,9H) ,1.18 (t,3H) ,0.7 (m,2H)

[1192]  s2jiEfsl88: 3— (4—Z kT k) —4- e dk-1-[[2- U-FF L 2R IE) J L] L 4-%4C-
1, 4-B R O b -3-F

[1193] AR bSO B 75750, SR A AR T 6 1 e 4 Bk, 3R15 52 i 461188

[1194]  'H NMR: (400MHz,D20) Sppm 7.59 (dd,1H) ,7.51 (m,2H) ,7.38(dd,1H) ,7.31(d,
oH) ,7.1(d,2H) ,4.44/4.29 (2%d,2H) ,3.36 (s,3H) ,3.19/2.94 (m,2H) ,3.19/2.84 (m,2H) ,
2.94 (m,2H) ,2.08/1.65 (m,2H) ,1.85/1.35(m,2H) ,1.58 (m,2H) ,1.13/1.05 (n, 2H)

[1195]  ESI/FIA/HRFIMS/MS: [M+H]+=447.2046 (447 .2048)

[1196]  JTZE4SH1:C=62.04(61.87) sH=6.38(7.00) ;N=6.05 (6.27)

[1197]  wR(A 4R 77 :3- {4-[ = (B-T A ) & ] T &) -4- o | -4-E A -1-[ 4%
- TH-AE e -3-J) F L] -1, 4- SRR A O b -3-F R AT 1

[1198]  #R¥E b SCr prak JiF, S A o [A) 44 21 R4 -2 J - 1 H-NH e -3 PR A A 08 TR k)
RAFHAMETT,

[1199]  'H NMR: (400MHz ,dmso—d6) Sppm 13-12.5 (m,1H) ,8 (m,1H) ,7.62(d,2H) ,7.35(t,
oH) ,7.2(t,1H) ,4.1-3.9(m,2H) ,3.8-3.35 (m,2H) ,3.25 (m,2H) ,3.15-2.3 (m,4H) ,2.1-1.9
(m,2H) ,1.8m,2H) ,1.4-1.2(m,2H) ,1.4(s,18H) ,1.35(s,9H) ,1.2(t,3H) ,0.7 (m,2H)

[1200]  SEJEfI89 : 3 (4-ZJE T ) —~4-F2 -4 8- 1- [ (4-JR AL - 1H-npme-3-J) L] -
1, A- G R 2 A O e -3- R IR

[1201]  AR4E bSO B 7535D, SR F A AR T TAE S o B ek, SR15 S i 461189

[1202] 'H NMR: (400MHz,D20) 6ppm 7.9 (s,1H) ,7.55-7.35 (m,5H) ,4.65-4.4 (dd,2H) ,
3.55/3.15(2m,2H) ,3.15/2.9 (2m,2H) ,2.9 (m,2H) ,2.15/1.65 (2m,2H) ,1.8/1.25 (m,2H) ,
1.5 (m,2H) ,0.95/0.75 (2m, 2H)

[1203]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1844 (407 .1848)

[1204]  JTZE S Hr:C=56.58(56.15) ;H=6.24(6.70) ;N=13.79 (13.79)

[1205] )44 78:3— {4- [ = GRU-T R AL) & 28] T ) -4- 2 A -4 A-1-[ (6K
Fe-1, 3-WEME-4-JE) FFIE] -1, 4S8 4B 2 PR O b -3 - R IR - L

[1206]  AR¥E b Bk 5 9kF , S F )44 21 fns— 8 k-1, 3-Nginse —4— FR A g EE 4R SRR
RAFHE) 4TS,

[1207]  'H NMR: (300MHz ,dmso-d6) Sppm 8.29 (s, 1H) ,7.78 (m,2H) ,7.5 (m,2H) ,7.4 (m,
1H) ,4 (m,2H) ,3.68(dd,2H) ,3.3 (m,2H) ,3.05/2.5 (2m,2H) ,2.95/2.65 (2m, 2H) ,2.05-1.7
(m,4H) ,1.45(s,18H) ,1.35(s,9H) ,1.25 (m,2H) ,1.25 (t,3H) ,0.9 (m, 2H)

[1208]  sEfEf5190: 3 (U-ZFL T HL) ~4-FF-4-F -1 [ G-R L1, 3-MEmk—4-FL) FF L] -
1, AR A O e -3- R IR

(12091 R b SCHBTIR 72D, K A& T8 e if J5Uk  FR15- 52 i 45190 .«

[1210]  'H NMR: (400MHz,D20) Sppm 8.28 (s,1H) ,7.68(d,2H) ,7.6-7.5 (m,3H) ,4.55 (dd,
2H) ,3.65/3.3 (2m,2H) ,3.4/3.1(2dd,2H) ,2.9 (m,2H) ,2.2/1.71 (2m,2H) ,1.9/1.35 (2m,
2H) ,1.55(m,2H) ,1.05/0.95 (2m, 2H)

[1211]  ESI/FIA/HRFIMS/MS: [M+H]+=408.1689 (408.1688)
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[1212]  JE&E4H7:C=55.52(56.02) ;H=6.16 (6.43) ;N=10.20 (10.31)

(12131 e fk79:3— {4-[ = GR-"T A AL F L] T 2 -4- 2 -1-[[2- (1, 2- W -
5—3) R AR ] AR ] -4 A1, AU AR R PR O e -3 F B BT AR B

[1214] R4 0 ik TR, SR A (RR 2 L2184 ke g 5Ok}, 3R43 H R 4479,

[1215]  'H NMR: (300MHz ,dmso—d6) Sppm 8.6 (d, 1H) ,7.65 (m,1H) ,7.55-7.4 (m,3H) ,6.75
(d,1H) ,4 (m,2H) ,3.85/3.5(dd,2H) ,3.3 (m,2H) ,2.95/2.4 (2m,2H) ,2.8/2.55 (2m,2H) ,2.1-
1.6 (2m,4H) ,1.45 (s, 18H) ,1.35 (m,2H) ,1.35(s,9H) ,1.22 (t,3H) ,0.9-0.5 (m, 2H)

[1216]  SZjEfs|91:3— (-2 T &) —4- e dt-1-[[2- (1, 2- W -5 ) JRIL ) AL ] 444
-1, 4- BRI O S -3-F IR

[1217]  FR4E 0 ek J5iED, R F R AT IR A 46 J k), 3R15 SE 51191

[1218]  'H NMR: (400MHz ,D20) Sppm 8.55 (d,1H) ,7.85 (m,1H) ,7.65-7.55 (m,3H) ,6.85 (d,
1H) ,4.7/4.4(dd,2H) ,3.85/3.2 (2m,2H) ,3.5/3.2(2dd,2H) ,2.9 (m,2H) ,2.3/1.8 2m, 2H) ,
1.9/1.45 (2m,2H) ,1.6 (m,2H) ,1.2/1.05 (2m, 2H)

[1219]1  ESI/FIA/HRAIMS/MS: [M+H]+=408.1685 (408. 1688)

[1220]  JEZEA4H7:C=55.14(56.02) ;H=5.95 (6.43) ;N=10.14 (10.31)

(12211 djE)f&80: 3— {4~ [ = (R-"T S IL) F ] T ) -4- 28 -4-E - 1-[ -1t
M- - HEOR L) FRAE] -1, 4- SRR IR O f-3-FR R AT i

[1222] R E_ESCrp prad O vkF, R B v e 4& 21 fl2— (LH-Rk -1 -38) — 28 F B AR R 4R IR
Bl ZRAF T [A4£80.

[1223]  'H NMR: (400MHz ,dmso—d6) Sppm 8.04 (d,1H) ,7.7 (d,1H) ,7.55-7.35 (m,4H) ,6.5
(m, 1H) ,3.95 (m,2H) ,3.65/3.35 (dd,2H) ,3.3 (m,2H) ,2.8-2.6 (2m, 2H) ,2.4-2.15 (2m, 2H) ,
2-1.65 (m,4H) ,1.5-1.3 (m,2H) ,1.41 (s,18H) ,1.35(s,9H) ,1.19 (t,3H) ,0.7 (m, 2H)

[1224]  SEJEf5192: 3— (4-28 5 T 3%) —4-F2 He -4 A0-1- [ (2-Mmbme-1-Fop L) F k] -1,4-
BRI 5E-3-F R

[1225] R4 b0 ik J5iED, SR F v AR SOME A 46 JE k), 3R13 SE 151192 6

[1226] 'H NMR: (400MHz,D20) Sppm 8.05(d,1H) ,7.9(d,1H) ,7.7-7.45 (m,4H) ,6.6 (¢,
1H) ,4.25(dd,2H) ,3.5/3.1(2dd,2H) ,3.35/3.15 (2m, 2H) ,2.95 (m,2H) ,2.3/1.8 (2m,2H) ,
1.9/1.5©@m,2H) ,1.6 (m,2H) ,1.3/1.1 (2m,2H)

[1227]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1869 (407 . 1848)

[1228]  JEHE 4 H1:C=56.00(56.15) ;H=6.16(6.70) ;N=13.77 (13.79)

[1229] ) fA81:3— {4-[ = (BT AL J L] T 8 -4-2 A -1-[[2-F-6- U-H
AL IR FRIE] L] 41, AR A O -3 - TR IR AT AL B

[1230]  AR¥E b Bk 5 0kF , S H A )4 21 Fn2— 9 —6— (4—FR 4R L 28 k) X RS VR i ik
JE L, FRAF H ) 4481

[1231]1  'H NMR: (400MHz,D20) 8ppm 7.4 (d,2H) ,7.4(dd,1H) ,7.18(t,1H) ,7.08(d,1H) ,7
(d,2H) ,3.92 (m,2H) ,3.8(s,3H) ,3.46 (s,2H) ,3.22 (m,2H) ,2.7/2.38 (dd,2H) ,2.65/2.25
(2%m,2H) ,2-1.6 (m,4H) ,1.4 (s, 18H) ,1.34 (s,9H) ,1.25 (m,2H) ,1.18 (t,3H) ,0.63/0.5 (2%
m, 2H)

[1232]  sEjfEfs]93:3- (A-Z LT 5E) —1-[[2-F—6- (4-F A HIE) KAL) L] -4-F -4~
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AR AR R I O S -3-H IR

[1233] AR bSO B 757D, SR A RS LA e 4 Bk, 3R15 52 i 461193

[1234] 'H NMR: (400MHz,D20) Sppm 7.54 (m,1H) ,7.3(d,2H) ,7.28 (m,1H) ,7.21(d,1H) ,
7.11(d,2H) ,4.42(dd,2H) ,3.86 (s,3H) ,3.46/3.09 (m,2H) ,3.2/2.9 (m, 2H) ,2.95 (m,2H) ,
2.11/1.67 (m,2H) ,1.87/1.37 m,2H) ,1.6 m,2H) ,1.11 (m,2H)

[1235]  ESI/FIA/HRFIMS/MS: [M+H]+=465.1955 (465.1954)

[1236]  JEZE 4 H7:C=59.31 (59.48) ;H=5.75(6.51) ;N=6.10(6.03)

(12371 v 4k82:3- {4-[ = GRL-T S BE PR AL &3] T ) -4-2 A -1-[[2- (- it
Ie—4-Fk) SRFLT B 401, 4- B A B A O e -3 - FR R - L I

[1238]  ARHE bSO Bk 77V, SR F A ) 4421 F2354E A dh J5k} , 3745 P () 4£82.

[1239]  'H NMR: (400MHz ,dmso—d6) Sppm 7.9 (s, 1H) ,7.65 (s, 1H) ,7.4-7.35 (m,2H) ,7.3-
7.2 (m,2H) ,4 (m,2H) ,3.9(s,3H) ,3.61/3.4(dd,2H) ,3.3-3.15 (m,2H) ,2.9/2.35 (2m,2H) ,
2.8/2.45(2dd,2H) ,2.05-1.9 (m,2H) ,1.8(m,2H) ,1.4 (s, 18H) ,1.35(s,9H) ,1.25 (m,2H) ,
1.2(t,3H) ,0.65 (m,2H)

[1240]  sZjEf5|94:3- 4-E 3L T ) ~4-Fa - 1-[[2- (1 -HF FEnp e —4-38) R ] B L] 444
-1, 4- BRI IA O fi-3-F IR

[1241]  ARAE bSO Bk 7578D, SR F A AR S 24 e 4 Bk, SR15 S i 46194

[1242] 'H NMR: (400MHz,D20) Sppm 7.75(s,1H) ,7.6 (s, 1H) ,7.55-7.35 (m,4H) ,4.4 (dd,
2H) ,3.9(s,3H) ,3.6-3.1 (m,3H) ,3-2.8 (m,3H) ,2.05/1.7 (m,2H) ,1.85/1.35 (m,2H) ,1.55
(m,2H) ,1.1 (m,2H)

[1243]  ESI/FIA/HRFIMS/MS: [M+H]+=421.2016 (421 .2004)

[1244]  JEZESHr:C=56.61 (57.13) ;H=6.36 (6.95) ;N=13.08 (13.33)

[1245] i) 4483:3— {4~ [ = (RU-T SR AL) &8 ] T ) -4- 2 A -4 A0 -1-[ (2-1%
WE -5 HE L) L] -1, 4- BRI O fe-3- R R AT 2

[1246]  RHE LSO ik J7EF , R R a2 1 f1236 /R 46 i Rt , 3745 H ) 4483 .

[1247]  'H NMR: (400MHz ,dmso-d6) Sppm 9.2 (s, 1H) ,8.86 (s,2H) ,7.5-7.3 (m,4H) ,3.93
(m,2H) ,3.46 (dd,2H) ,3.3 (m,2H) ,2.78-2.6 (2m,2H) ,2.4 (dd,1H) ,2.2 (m,1H) ,2-1.75 (m,
2H) ,1.65(m,2H) ,1.4 (m,2H) ,1.4(s,18H) ,1.33(s,9H) ,1.18 (t,3H) ,0.6 (m, 2H)

[1248]  sZjiEf|95: 3- (4-HE T F) -4 F 4540 -1- [ (-msng-5-FE IR IE) L] -1,4-
KI5 -3-F IR

[1249]  AR4E b3 Bk 7735D, SR F A AR 834 bt o B sk, SR 1S i 46195

[1250] 'H NMR: (400MHz,D20) Sppm 9.19 (s,1H) ,8.85 (s,2H) ,7.7 (m, 1H) ,7.68-7.59 (m,
2H) ,7.45 (m, 1H) ,4.38(dd,2H) ,3.52/3.15 (2m,2H) ,3.25/2.9 (2m,2H) ,2.9 (m,2H) ,2.1/1.7
(2m,2H) ,1.85/1.4 (2m,2H) ,1.6 (m,2H) ,1.1 (m,2H)

[1251]  ESI/FIA/HRAIMS/MS: [M+H]+=419.1856 (419.1848)

[1252]  JEHE 4 H1:C=57.94(57.41) ;H=6.37 (6.50) ;N=13.40 (13.39)

[1253] i) 4484 : 3 {4-[ = GRU-T S B R AL) & 28] T 28} -4- 2 Ak -1- [ [2- (2-F it
Me—3-Jk) FRIL] L) 401, 4 2L B 2 A O e -3 - R R AL - T L I

[1254] AR SO Brad 75 VAR, SR F A ) 442 L F280 4 i df Jaik) , 3k45 b () 4484.
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[1255]  'H NMR: (400MHz ,dmso-d6) Sppm 7.56 (dd,1H) ,7.5(d,1H) ,7.47 (td,1H) ,7.39
(td,1H) ,7.28(dd,1H) ,6.25(d,1H) ,3.95 (m,2H) ,3.58 (s,3H) ,3.45-3.25 (m,4H) ,2.8/2.2
(2m,2H) ,2.7/2.35(2dd,2H) ,2-1.75 (m,4H) ,1.4 (m,2H) ,1.4(s,18H) ,1.35(s,9H) ,1.2(t,
3H) ,0.7 (m, 2H)

[1256]  sZfEf5]96:3— 4-Z 3L T 3) ~4-F3E-1-[[2- Q- FEnpme-3-38) R ] 3] 444
-1, 4- BRI O S -3-F IR

[1257]  AR4E bSO B 75D, SR A AR SALE e 4 Ik, 3R15 52 i 46196

[1258]  'H NMR: (400MHz,D20) Sppm 7.7-7.4 (m,4H) ,7.63(d,1H) ,6.45(d,1H) ,4.2(dd,
2H) ,3.58(s,3H) ,3.55-3.05 (m,4H) ,2.8 (m,2H) ,2.1/1.7 (2m,2H) ,1.85/1.4 (2m,2H) ,1.6
(m,2H) ,1.3-1 (m, 2H)

[1259]  ESI/FIA/HRFIMS/MS: [M+H]+=421.2019 (421.2004)

[1260]  JTESHT:C=57.47(57.13) ;H=6.44(6.95) ;N=13.24 (13.33)

[1261]  wp(EI{A85: 3— {4 [ GRL-"T S kL) L] T3t - 1-[[2- @-F AR KL H
) -A-CH I AEAR A A R R O e - 3- FR R A - T R

[1262]  ARYE bSO Frdk 775, SR A A A 21 F2144E A df J5ok) , 3R45 Hh [)4£85.

[1263]  'H NMR: (400MHz ,dmso-d6) Sppm 7.56 (m,1H) ,7.56/7.49(d,1H) ,7.42 (m,2H) ,
7.42 (m,1H) ,7.34 (m,1H) ,7.27 (m,1H) ,7.12 (m,1H) ,3.92 (m,2H) ,3.5-3.15 (m,2H) ,3.5-
3.15(m,2H) ,2.68/2.1 (m,2H) ,2.68/2.31 (m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.42 (s,
18H) ,1.39 (m,2H) ,1.34 (s,9H) ,1.16 (2%t,3H) ,0.73 (m, 2H)

[1264]  SEjEfH197 : 3- U-ZF T H) —1-[[2- Q-FARKEL) FRIL] B -4 -4-FR-1,
A= IR TR IR O e -3 F R

[1265]  AR4E b3 Bk 7775D, SR FH A AR SB A bt o Bk , FR1F- S i 461197 o

[1266]  'H NMR: (400MHz,D20) Sppm 7.7-7.25 (m,4H) ,7.7-7.25 (m,4H) ,4.45-3.9 (m,2H) ,
3.75-3 (m,2H) ,3.45-2.75 (m,2H) ,2.95 (m,2H) ,2.15/1.69 (m,2H) ,1.87/1.38 (m,2H) ,1.59
(m,2H) ,1.3-1 (m, 2H)

[1267]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1545 (451 .1553)

[1268]  JTZ A Hr:C=58.81 (58.60) ;H=6.24 (6.26) ;N=6.36(6.21)

[1269]  rh[a)A86 : 3 {4 [ (BT L RIE) 2] T 3 -4- 2 5 - 1- [ Q-Ikme-1- 2%
5 BRI ] 4581, 4- BRI O b - 3-F BB T

[1270]  #RYE LSO Frak TR, SR A AR (A4 21 FH2 -k — 1 - LR R R A A 4R I Rk, 3R 15
HH ) #4586

[1271]  'H NMR: (400MHz ,dmso-d6) Sppm 7.81 (t,1H) ,7.53 (m,1H) ,7.5-7.42 (2m,2H) ,
7.41(t,10) ,7.35@m,1H) ,7.1 (t, 1H) ,4.05-4 (m,2H) ,3.4 (dd,2H) ,3.3 (m,2H) ,2.9/2.4 (m,
2H) ,2.68/2.6 (2dd,2H) ,1.9-1.6 (m,4H) ,1.45(s,18H) ,1.35 (m,2H) ,1.35(s,9H) ,1.21 (t,
3H) ,1-0.65 (2m, 2H)

[1272]  SEjafs|98: 3— (4—Z LT IL) —4-FpHE-1- [ (2-mkme—1-FE 2K L) B L] -4 48-1,4-
R 5 -3-F IR

[1273]  #R4E b3 Bk 773D, SR F A AR 86 4 bt o B sk, SR15- S i 45198

[1274]  'H NMR: (400MHz,D20) Sppm 7.9 (sl,1H) ,7.7-7.45 (m,4H) ,7.36(s1,1H) ,7.25
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(s1,1H) ,4.25(dd,2H) ,3.5-3 (m,4H) ,2.95 (m,2H) ,2.1/1.7 (2m,2H) ,1.85/1.4 (2m,2H) ,1.6
(m,2H) ,1.15 (m, 2H)

[1275]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1852 (407 .1848)

[1276]  FEZE 45 H7:C=56.41 (56.15) sH=5.89 (6.70) ;N=13.55 (13.79)

[1277]  Hpfa 487 3— {4- [ = (B-T AR ) & k] T 2 -4- 2 | -4 AR-1- [ (2-IR
-1 —HEAIE) RIJE] -1, 4-FURBEARIA T Je -3 - IR AL ) 0

[1278] AR5 bSO Frk J7VAF, R A AR 21 fT1-Boc—4- (2 FR BEJE DR L) R 1B M 4R
KL, ZRAFH A48T

[1279]1 'H NMR: (400MHz,dmso-d6) Sppm 7.35 (dd,1H) ,7.24 (td,1H) ,7.11(dd,1H) ,7.07
(td,1H) ,4.1-4 (m,2H) ,3.58 (dd,2H) ,3.46 (m,4H) ,3.3(m,2H) ,2.9-2.5 (m,8H) , 1.9 (m, 2H) ,
1.75@m,2H) ,1.4(s,18H) ,1.4(s,9H) ,1.35(s,9H) ,1.35(m,2H) ,1.25 (t,3H) ,0.85 (m, 2H)
[1280]  sEjfEf5|99:3- (4-FFE T IL) -4- I -4~ 1-[ (2-WRIE- 1 -5 HE) FHE]-1,4-
RO 5t -3-FF IR

[1281]  AR4E bSO B 7535D, SR FH A ARSTAE e 4 Bk, 3R15 S i 46199

[1282] 'H NMR: (400MHz,D20) Sppm 7.6-7.25 (m,4H) ,4.3(dd,2H) ,3.75-3.05 (m, 12H) ,
2.9m,2H) ,2.2/1.75©@m,2H) ,1.9/1.5(@m,2H) ,1.6 (m,2H) ,1.3/1.15 (2m, 2H)

[1283]  ESI/FIA/HRFIMS/MS: [M+H]+=425.2317 (425.231768)

[1284]  JLEAHT:C=47.64(47.53) ;H=6.01(6.78) ;N=11.07 (11.09) ;Br-=15.70
(15.81)

[1285]  HR[A{A88: 3— {4- [ = (BU-"T L) L] T k) -4- 2 A -4 AR -1-[[2- (2-
AR, 3R bR -3 - ) SRR L] -1, A- B AR A R O - 3- R B - T L

[1286] M4 b R 7 EEF , 5 b ) 44 21 fli2— (-4 AR M k-3 52) J8 IS4 NS o
JE L, FRAF ] 4488

[1287] 'H NMR: (400MHz,dmso—d6) Sppm 7.5-7.3 (m,4H) ,4.5 (t,2H) ,4.15-4 (m, 2H) ,4-
3.85 (2m,2H) ,3.5(dd,2H) ,3.35 (m,2H) ,2.9-2.5 (m,4H) ,2-1.7 (m,4H) ,1.42 (s, 18H) ,1.4
(m,2H) ,1.38(s,9H) ,1.25(t,3H) ,0.85 (m, 2H)

[1288]  Sjifafs| 100 :3— (- JE T HE) —4-F2 M- 4 AR-1-[[2- Q- A1, 3-NEmk fE-3-J%)
ORBE] ] -1 A- BRI RN O -3 R

[1289]  ARHE b3 Bk 7735D, SR H A ARS8 bt i B sk, FRAF- S 461100 6

[1290]  'H NMR: (400MHz,D20) Sppm 7.71-7.42 (m,4H) ,4.64 (t,2H) ,4.38(s,2H) ,4.12/
4.03 (m,2H) ,3.65/3.38(dd,2H) ,3.46/3.16 (dd,2H) ,2.94 (t,2H) ,2.24/1.76 (m,2H) ,1.93/
1.47 m,2H) ,1.6 (t,2H) ,1.26/1.12 (m, 2H)

[1291]  ESI/FIA/HRFIMS/MS: [M+H]+=426.1782 (426.1793)

[1292]  JTZE A Hr:C=53.51(53.64) ;H=6.34(6.63) ;N=9.71(9.88)

[1293]  vhi) 4489 :3— {4-[ = (BT AR AL &L ] T ) -4-2 58 - 1-[[2- (3-FF ALk
Me—4-k) JRIE] L] 401, 4- B A B o A O e - 3- R R -] L I

[1294]  AR¥E b crh Tk Uy ik, S v (a4 21 F13— (R i imk i —4-3) % FE g A A 0 5
KL 3R 4489,

[1295] 'H NMR: (400MHz ,dmso—-d6) Sppm 7.7 (s,1H) ,7.52(dd,1H) ,7.4/7.35(2t,2H) ,
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7.25(dd, 1H) ,6.86 (s, 1H) ,4.1-4 (m,2H) ,3.45-3.25 (m,2H) ,3.4 (s,3H) ,3.35(m,2H) ,2.95/
2.4 (2m,2H) ,2.85-2.6 (2m,2H) ,1.95-1.8 (m,2H) ,1.75 (m,2H) ,1.45 (s, 18H) ,1.4 (m,2H) ,
1.35(s,9H) ,1.25 (t,3H) ,0.9-0.7 (2m, 2H)

[1296]  SZjfafs|101:3- (4-ZHL T ) —4-F - 1-[[2- G-FF IR —4-38) FRIL] L] -4~
AR AR R I O S -3-H IR

[1297] AR LS BT 757D, R A AR SOME i 4 I k), SR1F- 52 461101

[1298] 'H NMR: (400MHz,D20) Sppm 7.8 (s, 1H) ,7.65 (m,1H) ,7.59 (m,2H) ,7.45 (m, 1H) ,
7.08(d,1H) ,4.24(d1,2H) ,3.43(s,3H) ,3.36/3.02(dd,2H) ,3.19 (m,2H) ,2.94 (m,2H) ,
2.15/1.73(m,2H) ,1.9/1.44 (m,2H) ,1.6 (m,2H) ,1.15(d1,2H)

[1299]1  ESI/FIA/HRFIMS/MS: [M+H]+=421.1999 (421 .2004)

[1300]  JEZE4H7:C=58.05(57.13) ;H=6.09 (6.95) ;N=13.62 (13.33)

(13011 )44 90 : 3— {4-[ = (RU-"T B PR AL &8 ] T ) -4-2 A -1 -[[2- (1-FF 2Bk
-2 J) FRIL] L] 45401, 4- B L B O e -3 T R A — T LG

[1302]  AR¥E bSO Frdk 77V, SR F A ) 4421 F2234E A 4d S5k}, 3745 H (14490

[1303] 'H NMR: (400MHz,dmso—-d6) Sppm 7.55 (dd,1H) ,7.45/7.35(2t,2H) ,7.31 (dd,1H) ,
7.25(d,1H) ,6.98(d,1H) ,4 (m,2H) ,3.5(dd,2H) ,3.48 (s,3H) ,3.4 (m,2H) ,2.95/2.35 (2m,
oH) ,2.7-2.4(2m,2H) ,1.85-1.75(m,2H) ,1.7 (m,2H) ,1.45(s,18H) ,1.4 (m,2H) ,1.35 (s,
9H) ,1.2(t,3H) ,0.85 (m, 2H)

[1304]  sZjEf]102:3- (4-FEHL T HL) 4§25 -1-[[2- (- F Fhmkmde-2-38) L] 3] -4~
AR A-RUR R A O e -3-F R

[1305]  ARHE bSO Bk 7735D, SR F A AR QO bt i B k), SR15 St 461102,

[1306] 'H NMR: (400MHz,D20) Sppm 7.7-7.5 (m,4H) ,7.23(d,1H) ,7.16 (d,1H) ,4.17 (dd,
2H) ,3.61 (s,3H) ,3.46/3.26 (2m,2H) ,3.37/3.09 (dd,2H) ,2.8 (m,2H) ,2.11/1.83 (2m, 2H) ,
1.94/1.4 (2m,2H) ,1.5 (m,2H) ,1 (n, 2H)

[1307]  ESI/FIA/HRFIMS/MS: [M+H]+=421.2013 (421.2004)

[1308] L&A Hr:C=57.28(57.13) ;H=7.10(6.95) ;N=13.21 (13.33)

[1309]  rp(ElfA&91:3- {4- [ (Bl-T A At) At ] T2} -4- 28 - 1-[[4-F-2- U-F
SRR L] B L] 401 AR A R O - 3- TR - T L B

[1310]  AR¥E b3 Frdk 77 VEF, SR R )4 21 F22 1 /R A df J5ok) , 3745 1) 4491
[1311]  'H NMR: (400MHz,dmso—d6) Sppm 7.48 (dd,1H) ,7.33(d,2H) ,7.16 (td,1H) ,7.02
(dd,1H) ,7.02(d,2H) ,4.03 (m,2H) ,3.8(s,3H) ,3.4 (AB,2H) ,3.32 (m,2H) ,2.66/2.51/2.41
(3m,4H) ,1.91-1.66 (m,4H) ,1.41(s,18H) ,1.37 (m,2H) ,1.34 (s,9H) ,1.22 (t,3H) ,0.88/
0.76 (2m, 2H)

[1312]  sLjafs]103: 3- (4-2 kT 4%) —1- [ [4-9—2— (4-H A R O k) DR ] AR R ] -4 -2 Jk-
A~ A E A R A E -3 - IR

(13131 R4 b SCHBTIR 2D, R A (A9 LY e ih J5k) , SR15 52 491103

[1314]  'H NMR: (300MHz,D20) Sppm 7.62(dd,1H) ,7.35(d,2H) ,7.24 (td,1H) ,7.17 (dd,
1H) ,7.13(d,2H) ,4.36 (AB,2H) ,3.89 (s,3H) ,3.37/3.14 (2m,2H) ,3.14/2.85 (2m, 2H) ,2.97
(m,2H) ,2.09/1.66 (2m,2H) ,1.88/1.38 (2m,2H) ,1.62 (m,2H) ,1.09 (m,2H)
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[1315]  ESI/FIA/HRFIMS/MS: [M+H]+=465.1965 (465.1954)

[1316]  JTZE4H1:C=59.91(59.48) ;H=6.23(6.51) ;N=6.25(6.03)

[1317]  sEjEfl104: 3~ (A-Z T L) ~1-[[4-F-2- U-FZHEIRIE) K] L] -4-F2 -4~
AR AR R I T S -3-H IR

[1318] AR bSO B 757D, R A AR LA e o B ik, SR15- 52 461104

[1319]  'H NMR: (300MHz,D20) Sppm 7.62(dd,1H) ,7.3(d,2H) ,7.25 (td,1H) ,7.18(dd,
1H) ,7.03(d,2H) ,4.39 (AB,2H) ,3.4/3.13 (2m,2H) ,3.18/2.88 (2m,2H) ,2.99 (m,2H) ,2.12/
1.68(2m,2H) ,1.89/1.38 (2m,2H) ,1.63 (m,2H) ,1.12 (m,2H)

[1320]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1816 (451.1798)

[1321]  JTZE 4 H1:C=58.99 (58.66) sH=6.33(6.27) ;N=6.27 (6.22)

[1322]  wpfa)fA92:3— {4~ [ GR-T @I HRIE) B ] T ) -4- 2 H -4 A -1-[ Q-
WEWy -3-55) R -1, 4-BURMER I O e -3- IR LT 1

[1323] AR bSO Frdk 77V, SR F A ) 4421 F2244E A 4f J5k) , 3R45 P () 4492.

[1324]  'H NMR: (400MHz ,dmso—d6) Sppm 7.55-7.34 (m,5H) ,7.55-7.34 (m,1H) ,7.09(d,
1H) ,4.04 (m,2H) ,3.51 (dd,2H) ,3.34 (m,2H) ,2.88-2.52 (m,4H) ,1.91 (m,2H) ,1.74 (m, 2H) ,
1.41(s,18H) ,1.38 (m,2H) ,1.35(s,9H) ,1.23(t,3H) ,0.89 (m, 2H)

[1325]  sEjfffl105:3- (A-FA LT ) ~4- At -4-A M- 1- [ Q- FEMENy -3-58) AL ]-1,4~
KI5t -3-F IR

[1326]  ARAE b SCH B 7575D, SR H A AR 924 bt i I k), FRA5 52 461105

[1327]  'H NMR: (300MHz,D20) 6ppm 7.52(d,1H) ,7.4 (m,5H) ,7.2(d,1H) ,4.4-4.25 (m,
2H) ,3.6-3.4 (m,1H) ,3.2-3.1 (m,2H) ,2.9 (m,2H) ,2.7 (m,1H) ,2.15 (m,1H) ,1.85 (m, 1H) ,
1.65-1.5@m,3H) ,1.3 @, 1H) ,1 (m,2H)

[1328]  ESI/FIA/HRFIMS/MS: [M+H]+=423.1511 (423.1507)

[1329]  JTZE A Hr:C=56.99 (56.86) ;H=6.31 (6.44) ;N=6.79(6.63) ;S=7.29 (7.59)
[1330]  rpfa)fA93:3- {4 [ GR-T AL RIE) 2] T 3 —4- 25 - 45 A0 -1- [ (4R
WEWY —3-Jk) FIAE] -1, 4- S A W 2 IR O e -3 - FE IR — T L I

[1331] R4 ECh prik JiiER, SR A v [aR 2 L2524 ke a6 J5Uok) , 3745 H 18] 1493

[1332] 'H NMR: (400MHz ,dmso-d6) Sppm 7.53 (d,2H) ,7.5/7.47 (2d,2H) ,7.41 (t,2H) ,
7.33(t,1H) ,4.04 (m,2H) ,3.47 (AB,2H) ,3.32 (m,2H) ,2.92-2.4 (m,4H) ,1.94-1.6 (m,4H) ,
1.43/1.41 (2s,18H) ,1.34 (2s,9H) ,1.33 (m,2H) ,1.22(t,3H) ,0.8 (m,2H)

[1333]  sfiafd]106: 3~ (4-%(JE T ) —4-FR -4 A0 1-[ (4-JRSEMEwy -3-4%) L] -1,4-
R 5 -3-F IR

[1334] MG - SCRHBRIR 7D, SR A R (A& 93ME it ih J5UR) , 3R15- 52 it 451106

[1335]  'H NMR: (300MHz,D20) Sppm 7.75(d,1H) ,7.45 (m,5H) ,7.42(d,1H) ,4.4-4.3 (2%d,
2H) ,3.45/3.15 (m,2H) ,3.15/2.75 (m,2H) ,2.9 (m,2H) ,2.1 (m,1H) ,1.8 (m,1H) ,1.7-1.5 (m,
3H) ,1.25(m,1H) ,0.95 (m, 2H)

[1336]  ESI/FIA/HRAIMS/MS: [M+H]+=423.1503 (423.1507)

[1337] L&A Hr:C=57.35(56.86) ;H=6.30 (6.44) ;N=6.53(6.63) ;S=7.56 (7.59)
[1338]  rpfa)fA94:3- {(4- [ (BT R L] T 2 —4- 2 B -4 AR -1 - (B -2-
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SERL) -1, AR R IR O e 3- R R AT SR

[13391  #R4E b rrh Ik )5 iEF , 5% Y vh 6] 44 2 1 A1 2— PR Pk e my 1 s 0 ) , 345 v R 44
94,

[1340]  'H NMR: (400MHz, dmso—d6) Sppm 7.43 (m,1H) ,6.97 (m,2H) ,4.05 (m,2H) ,3.77 (AB,
2H) ,3.41 (m,2H) ,2.85/2.55 (2m,2H) ,2.85/2.66 (2m,2H) ,2-1.7 (m,4H) ,1.43 (s,18H) ,1.41
(m,2H) ,1.39 (s,9H) ,1.24 (t,3H) ,1.01 (m,2H)

[1341]  SEEH107:3- (4-FIFE T ) —4-F2 -4 401 - (Emy—2-FL L) -1, 4- R J i 2
e bi-3-F i

[1342]  AR4E LS BT 757D, R A AR OALE e o I k), SR15 52 461107

[1343]  'H NMR: (400MHz,D20) Sppm 7.6 (d1,1H) ,7.25(d1,1H) ,7.12(t,1H) ,4.6/4.5,
2H) ,3.75/3.3 (m,2H) ,3.6/3.12 (m,2H) ,2.95 m,2H) ,2.25/1.8 (m,2H) ,1.95/1.5 (m,2H) ,
1.6 (m,2H) ,1.3-1.1 (m,2H)

[1344]  ESI/FIA/HRFIMS/MS: [M+H]+=2347.1205 (347.1194)

[1345]  JTZE4H1:C=48.94 (48.55) sH=5.79 (6.69) ;N=7.90(8.09) ;S=9.22(9.26)
[1346]  HEA95: 3~ {4-[ = GR-"T S IE L) &t T ) -4-2 | A -4-E AR -1-[[2- (1,
3-MEME—2—J) ORI ] ] -1, 4SRRI A B O e —3- Y B BT L i

[1347]  ARYE b Frk 77V, SR F A ) 4421 F2254E A dh J5ok) , 3745 H [)4£95.

[1348] 'H NMR: (400MHz ,dmso—d6) Sppm 7.98 (d,1H) ,7.85(d,1H) ,7.7(d,1H) ,4.45 (m,
3H) ,4.05 (quad. ,2H) ,3.45/3.35(d,2H) ,3.4/2.5 m,2H) ,3.3 (m,2H) ,2.7/2.5 (m,2H) ,1.8-
1.55(m,4H) ,1.45-1.35@m,2H) ,1.4/1.3(s,27H) ,1.2(t,3H) ,0.65-0.3 (m, 2H)

[1349]  ESI/FIA/HRFIMS/MS: [M+H]+=708.3453 (708.3447)

[1350]  sRjfafs|108: 3~ (4-%( kT 4L) ~4-F2 He-4-4 - 1-[[2- (1, 3-MEme-2-J) K 5L ] -
H-1, 4 A A O b -3- R

[1351]  AR4E b Bk 7775D, SR F A AR 951 bt i B k), SRAF- S 461108

[1352] 'H NMR: (300MHz,D20) Sppm 7.98 (m,2H) ,7.85 (m,4H) ,4.6 (d,1H) ,4.2(d,1H) ,
3.85 (m,1H) ,3.45 (m,2H) ,3.15(dd, 1H) ,2.9 (m,2H) ,2.3 (m,1H) ,1.85 (m,2H) ,1.55 (m,3H) ,
1.2(m,1H) ,1.0(m,1H)

[1353]  ESI/FIA/HRFIMS/MS: [M+H]+=424.1443 (424.1459)

[1354]  JLZEAHr:C=54.17 (563.89) ;H=5.57 (6.19) ;N=9.91(9.92) ;S=7.38(7.57)
[1355]  Wh[AJ4496:3— {4- [ (B-T S L) & k] T k) -4- e -1-[ 2-ZE-1- 2%
5 ] 451, 4R IR O -3 FF R LT B

[1356]  ARHE b3 Bk 77 VEF , SR A )44 21 F228E Ayt 4f J5k} , 3745 [A)4£96

[1357] 'H NMR: (400MHz ,dmso—d6) Sppm 8-7.15 (m,11H) ,4.05-3.8 (m, 2H) ,3.5-3.3 (m,
2H) ,3.3-3(dd,2H) ,2.7-2.1 (m,4H) ,2-1.5 (m,4H) ,1.5-1.3 (m,2H) ,1.45(s,18H) ,1.35 (s,
9H) ,1.2(t,3H) ,1-0.5 (m,2H)

[1358]  sjfifd| 109:3- (4% JE T H) —4-F2 - 1-[ (2-ZE-1-H R0 H k] 4% A1, 4-%
R i-3-H IR

[1359] AR b3 Bk 773D, SR F A AR 96 1 o o B sk, SR1F- S i 451109

[1360]  'H NMR: (400MHz,D20) Sppm 8 (d,2H) ,7.75-7.3 (m,9H) ,4.3/4.05 (2%d, 1H) ,3.95/
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3.8(2%d,1H) ,3.55-2.8 (m,5H) ,2.65 (m, 1) ,2.2-1.9 (m, 1) ,1.75 (m, 1H) ,1.7-1.4 (m,3H) ,
1.35-0.7 (m, 3H)

[1361]  ESI/FIA/HRAIMS/MS: [M+H]+=467.2109 (467.2099)

[1362]  JEEAH1:C=67.08(66.94) ;H=6.21 (6.70) ;N=5.75 (6.00)

[1363]  hjE) 497 : 3- {4- [ GR-T A L) JAL] T ) -4- 28 - 4-E R -1-[ @-2K 2
WEWy—2—J%) FIAR] -1, 4- BRI 20 I O e -3- R - T 2Ll

[1364]  AR#4E oo Bk 77 iR, % F v R 44 21 Flid— 25 -2 IBE Wy R B A AR 46 5k}, 3715
H )97

[1365]  'H NMR: (500MHz ,dmso—d6) Sppm 7.75(d,1H) ,7.67 (d,2H) ,7.41 (d,1H) ,7.39 (t,
2H) ,7.27 (t,1H) ,4.07 (m,2H) ,3.8 (AB,2H) ,3.4 (m,2H) ,2.95/2.58 (2m,2H) ,2.89/2.71 (2m,
2H) ,2-1.74 (m,4H) ,1.43/1.4/1.39/1.37 (5s,27H) ,1.4 (m,2H) ,1.24/1.2 (2t,3H) ,1.1/1
(2m, 2H)

[1366]  sLjffl110:3- (4-FFET ) ~4- A 4-A MR- 1-[ @-RFEMEMy-2-58) AL ]-1,4-
RIRTHARIAC 5t -3-FF IR

[1367] R4 30 ik JiiED, R RO THE 46 J5 k), 3R1F SE Tt 511 10,6

[1368] 'H NMR: (400MHz,D20) Sppm 7.75 (s,1H) ,7.65(d,2H) ,7.6 (s, 1H) ,7.42(d,2H) ,
7.3(t,1H) ,4.6/4.5 (2%d,2H) ,3.8-3.35 (m,3H) ,3.1 (m, 1H) ,2.85 (m,2H) ,2.25/1.8 (m, 2H) ,
1.95/1.45 (m,2H) ,1.55 (m,2H) ,1.25-1.05 (u, 2H)

[1369]1  ESI/FIA/HRAIMS/MS: [M+H]+=423.151 (423.1507)

[1370]  JLZE A H1:C=57.05(56.86) ;H=6.10(6.44) ;N=6.67 (6.63) ;S=7.51 (7.59)
[1371]  rh[E)A98: 3— (4 [ (B-T L FRIE) AL ] T3 —1-[ Q- R-4-FR AL 2t ] -
4= R I -4 A1, A BRI AR IR O e -3 R R AL -] L i

[1372]1 R4 o Bk 7 ViR, S B ob R 44 21 Fl2— -4 B 800 2 FF s A s 4R IR k), 3k
3 [A] 4498,

[1373]1  'H NMR: (300MHz ,dmso—d6) Sppm 7.3 (d,1H) ,7.2(s,1H) ,6.95(dd, 1H) ,4.05 (m,
2H) ,3.75(s,3H) ,3.6-3.5(d,2H) ,3.4-3.3 (m,2H) ,3-2.6 (m,4H) ,2.9-1.5 (m,4H) ,1.42/
1.35(s,27H) ,1.4 m,2H) ,1.22(t,3H) ,0.75 (m, 2H)

[1374]1  *'P NMR: (300MHz , dmso—d6) Sppm 47.5

[1375]  Sjafe111:3- (-2 BT A —1-[ Q- IR -4-FHE L) B L] -4-F2 -4 01,4~
BRI e -3-F IR

[1376]  ARHE b3 Bk 7735D, SR F A AR O8 1 bt i B sk, SRAF S5l 111

[1377]  'H NMR: (400MHz,D20) Sppm 7.38(d,1H) ,7.2(s,1H) ,6.9(dd, 1H) ,4.4-4.3 (2%d,
2H) ,3.8-3.7 (m, 1H) ,3.6-3.4 (m,2H) ,3.25 (dd, 1H) ,2.95 (m,2H) ,2.25 (m, 1H) ,1.95 (m, 1H) ,
1.8(m,1H) ,1.65-1.5m,3H) ,1.3 (m,1H) ,1.15 (m, 1H)

[1378]  ESI/FIA/HRAIMS/MS: [M+H]+=435.067 (435.0684)

[1379]  JTE A Hr:C=44.16 (44.15) ;H=5.06 (5.56) ;N=6.05 (6.44)

[1380] i) f£99: 3 {4-[ = GRU-"T AR e dh) 2] T 48 —1-[[2- (4-SUAROR D) mpmg-3-
HE] R -4- A AR AR B 2R IR O - 3- R R - T 2 B

[1381] R4 L0 BriR TR, SR (AR 21 F 291 4E e 46 S5Ok}, ZR45 A [R] 4499,
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[1382]  'H NMR: (400MHz, dmso—d6) Sppm 8.58 (m,1H) ,7.9/7.89 (2dd,1H) ,7.63/7.61 (2d,
2H) ,7.53(d,2H) ,7.4(dd, 1H) ,4.04/3.94 (2m,2H) ,3.56/3.53 (2AB, 2H) ,3.32 (m, 2H) ,2.76-
2.25(m,4H) ,1.95-1.65 (m,4H) ,1.43/1.41 (2s,18M) ,1.35 (m,2H) ,1.33/1.32(2s,9H) ,
1.23/1.18(2t,3H) ,0.9/0.74 (2m, 2H)

[1383]  SEJfEfsl112:3— (4-Z LT 3E) —1-[[2- U-FACHEE) Mg -3 L] -4-F -4
AR AR R I O S -3-H IR

[1384]  #R4E 30 ik J7iED, SR I (AR 9ME A 46 J5k) , SR1S LTt 71112

[1385]  'H NMR: (300MHz,D20) Sppm 8.61 (dd,1H) ,8.09 (dd,1H) ,7.56/7.43 (2d,4H) ,7.55
(dd,1H) ,4.42 (AB,2H) ,3.45/3.1 (2m,2H) ,3.1/2.87 (2m,2H) ,2.9 (m,2H) ,2.1/1.65 (2m,
2H) ,1.82/1.33 (2m,2H) ,1.55 (m,2H) ,1.03 (m, 2H)

[1386]  ESI/FIA/HRFIMS/MS: [M+H]+=452.1508 (452.1505)

[1387]  JTZE 4 H1:C=55.90(55.82) sH=6.11(6.02) ;N=8.95(9.30)

[1388]  HhEJ4A100:3- {4-[ = (RL-TT S 3E AL FHt] T 3 -1-[[4-F18-2- - FK3HE)
] R -4- 2 -4 A1, A A IR O e -3 - Y R R LB

[1389]  #R4E b0 ik TR, SR F R (R 21 F2924F S 46 )5k}, 3R15 H [E]44 100,

[1390]  'H NMR: (300MHz ,dmso—d6) Sppm 7.55-7.35 (m,6H) ,7.25 (s, 1H) ,4.15-4 (m,2H) ,
3.5-3.3 (m,4H) ,2.95-2.4 (m,4H) ,1.95-1.6 (m,6H) ,1.5-1.3(3t,27H) ,1.25 (t,3H) ,1.15-
0.75 (m, 2H)

(13911 SEJEfI113:3- (4T ) —1-[[4-FA-2- -SRI FRIE ) AL ] -4-Fa 0k
A~EAR 1 A A A E b -3- IR

[1392] R4 b0 ik J5iED, R F R AR 1001 NS 46 )5k}, SR1S SETt 91113

[1393]  'H NMR: (400MHz,D20) Sppm 7.58 (d,1H) ,7.54 (d,2H) ,7.54 (dd,1H) ,7.45(d,1H) ,
7.33(d,2H) ,4.33(dd,2H) ,3.41/3.1(2m,2H) ,3.15/2.85(dd,2H) ,2.95 (m,2H) ,2.1/1.65
(2m,2H) ,1.85/1.35 (2m,2H) ,1.6 (m,2H) ,1.1 (u,2H)

[1394]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1172 (485.1163)

[1395] L&A Hr:C=54.57 (54.44) ;H=5.31 (5.61) ;N=5.84(5.77)

[1396]  HR[AMA 101 :3- {4- [ = (BT S AE) & L] T2} —4- o -4 AR-1-[[2- (2-
IR ORIR) ORIET FR L] -1, A- G R B 2R A O e -3 FR IR A T AR i

[1397]  ARHE b3 Fradk 77 VEF , SR )44 2 1 F238E Ayt df J5lk) , 3R45 H [al4£ 101 .

[1398] 'H NMR: (300MHz ,dmso-d6) Sppm 7.6-7 (m,13H) ,4.15-3.9 (m,2H) ,3.5-3.3 (m,
2H) ,3.3-2.9 (m,2H) ,2.75-2.2 (m,4H) ,1.95-1.65 (m,4H) ,1.6-1.3 (m,2H) ,1.45 (3s,27H) ,
1.25(t,3H) ,1.2-0.7 (m, 2H)

(13991  SEjfafsl114:3- (4-Z LT L) —~4-F2 -4 A0-1-[[2- Q- JRERIRIL) R AL ] -
1, AR A O e -3- R IR

[1400]  #RE b SCHBTIRTTVED, KA R A 10 LAE A 4 Ji Rk , SRAF St 114,

[1401]1  'H NMR: (300MHz,D20) 8ppm 7.6-7.1 (m,13H) ,3.8/3.6/3.55 (2%d,2H) ,3.3/3 (2%
m,2H) ,3.15/2.6 (2%m,2H) ,2.92 (m,2H) ,2.05/1.6 (2%m,2H) ,1.8/1.3 (2%m,2H) ,1.6 (m, 2H) ,
1.02 (m, 2H)

[1402]  ESI/FIA/HRAIMS/MS: [M+H]+=493.2273 (493.2256)
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[1403]  JTZE S H1:C=68.12(68.28) ;H=6.31(6.75) ;N=5.77 (5.69)

[1404]  wh(afR102:3- {4-[ = (BT RAS) Z L] T2 -4- o - 4-E AR -1-[[2-[3-
(CHRPED R BRI R IE] -1, 4- B AR5 O - 3- TR IR -7 JE g

[1405]  #R4E Fsorh Pk J7vkF, S R a4 21 f12- [3- (=& S L0 0E) 128 RS e
16 5k} BRAF A 44 102,

[1406]  'H NMR: (400MHz ,dmso—d6) Sppm 7.59 (t,1H) ,7.42 (m,3H) ,7.42 (m,3H) ,7.28 (m,
1H) ,3.99 (m,2H) ,3.54/3.32 (m,2H) ,3.32 (m,2H) ,3.1-2.2 (m,2H) ,3.1-2.2 (m,2H) ,2-1.6
(m,2H) ,2-1.6(m,2H) ,1.5-1.3 (@, 27H) ,1.3(m,2H) ,1.21 (t,3H) ,0.9-0.5 (m, 2H)

[1407]  SEJEMH115:3- (A-F T 8) -4-F8 3 -4-FH MR- 1-[[2-[3- CHRF H L) KA K
BV E] -1, 4- R R A O S -3-F R

[1408] AR b SCH Bk 779D, K F A AR 1024 e i i k), SRAF 52461115

[1409]  'H NMR: (400MHz ,dmso—d6) Sppm 7.63 (m,1H) ,7.59 (t,1H) ,7.55 (m,2H) ,7.41 (m,
1H) ,7.41 (n,1H) ,7.34 (m,2H) ,4.41/3.2 (2%d,2H) ,3.43/3.1 (m,2H) ,3.2/2.84 (m,2H) ,2.94
(m,2H) ,2.11/1.64 (m,2H) ,1.86/1.36 (m,2H) ,1.59 (m,2H) ,1.13/1.06 (m, 2H)

[1410]  ESI/FIA/HRFIMS/MS: [M+H]+=501.1759 (501.1766)

[1411]  JTZESH1:C=54.63(55.20) sH=5.24 (5.64) ;N=5.43(5.60)

[1412]  HR(afR103:3- {4-[ = -1 SR ) & k] T k) -4- 2 3 - 1- [ (4-J-2- R
R AE) L] 42 A1, 4- BRI O f-3- R R AT

[1413]  ARYE bSO Frdk 77V, SR A AR 21 F257VE i 4h J5ok) , 3R H (44103,

[1414]  'H NMR: (400MHz , dmso—-d6) Sppm 22/2.7 (2%m,2H) ,7.52 (dd, 1H) ,7.47 (t,2H) ,7.4
(t,1H) ,7.37(d,2H) ,7.2(dt,1H) ,7.04 (dd,1H) ,4-3.7 (m,2H) ,3.52/3.32 (2%d, 2H) ,3.32
(m,2H) ,2.7/2.32 (2%m,2H) ,1.95-1.72 (m,2H) ,1.95-1.72 (m,2H) ,1.41/1.35 (2%s,27H) ,
1.38(m,2H) ,1.17 (t,3H) ,0.8-0.6 (m, 2H)

[1415] SR 116:3- (A-%( 3T 3) —1- [ (- -2- A RHL) H 3] -4-F2 4101, 4~
KI5t -3-F IR

[1416]  ARYE b3 Frak 773D, R F A AR 103 1E s i i k), SR1F- 524511 16

[1417]  'H NMR: (300MHz,D20) Sppm 7.6 (dd,1H) ,7.49 (m,3H) ,7.34 (m,2H) ,7.22 (td,1H) ,
7.15(dd,1H) ,4.31 (AB,2H) ,3.32/3.06 (2m,2H) ,3.16/2.8 (2m,2H) ,2.92 (m,2H) ,2.05/1.6
(2m,2H) ,1.82/1.33 (2m,2H) ,1.56 (m,2H) ,1.07 (m,2H)

[1418]  'F NMR: (300MHz ,D20) Sppm-111.5

[1419]  ESI/FIA/HRAIMS/MS: [M+H]+=435.1854 (435.1848)

[1420]  JTZE S Hr:C=60.79 (60.82) ;H=6.07 (6.50) ;N=6.19 (6.45)

[1421]  wR(alfR104: 3- {4- [ GRL-TT SR ) &0k ] T Ok} —4- 2 k- 1-[ - k-2 2%
FEORHL) HE] 401, 4 AR 20 IR O e - 3- H R AL - T ik I

[1422] M5 B SCHBTIR AR, R h ) A4 2 L F285 1 e ih J5Uk) , 3R15 H )4 104

[1423]  'H NMR: (400MHz ,dmso—d6) Sppm 7.45-7.32 (m,5H) ,7.42(d,1H) ,6.95 (dd,1H) ,
6.74 (df,1H) ,3.92 (m,2H) ,3.77 (s,3H) ,3.46/3.27 (2%d, 2H) ,3.34 (m,2H) ,2.75/2.15 (2*m,
2H) ,2.68/2.28 (2%m,2H) ,1.85-1.65 (m,2H) ,1.85-1.65 (m,2H) ,1.69 (m,2H) ,1.41/1.34 (2
s,27H) ,1.39 (m,2H) ,1.17 (t,3H)
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[1424]  SZjEl117:3- (- T 38 —4-FH-1-[ - RE-2- 2R R ORAL) L] 44481,
4~ R A O 53— IR

[1425] AR bSO Frd 77920, SR F A AR 1 0AVE e i T k), SRAF S 461 117

[1426] 'H NMR: (400MHz,D20) Sppm 7.5-7.25 (m,5H) ,7.3(d,1H) ,6.92(dd,1H) ,6.82(d,
1H) ,4.3/4.15(2%d,2H) ,3.3/3 (2%m,2H) ,3.15/2.72 (dd, 2H) ,2.9 (m,2H) ,2/1.55 (2%m, 2H) ,
1.8/1.55 (2%m,2H) ,1.55/1.3 (2%m,2H) ,1.05 (m, 2H)

[1427]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1888 (433.1892)

[1428]  JEZ4H7:C=60.92(61.10) sH=6.44 (6.76) ;N=6.43 (6.48)

[1429]  rh[A[4K105:3- {4- [ = GR-"T 2l A e ) 2 Bk ] T ) —4- L -1 [ [2- (Mg —2-
He) IR EE] R ] -4 AR 1 4- BRI AR IR O e -3 R R AT FE R

[1430]  #34E b o Frk 77 VEF, S R )44 21 Fi2— (2-Poe i JE) 2% FR s/ A dh SRk , 3R 15
HE 44105

[1431]  'H NMR: (400MHz ,dmso-d6) Sppm 7.77 (d,1H) ,7.62(d,1H) ,7.41(d,1H) ,7.37/
7.31 (2#m,2H) ,6.77 (d,1H) ,6.61 (dd, 1H) ,3.96 (m,2H) ,3.84/3.49 (2%d,2H) ,3.3-3.15 (m,
oH) ,2.95/2.38 (2%m,2H) ,2.77/2.45 (2%m,2H) ,2.05-1.6 (m,2H) ,2.05-1.6 (m,2H) ,1.4/
1.32(2%s,27H) ,1.3-1.15 @, 2H) ,1.2(t,3H) ,0.7-0.48 (4%m, 2H)

[1432]  SEjfEfdl118:3- (4-% 3k T 38) —1- [ [2- (e —2-38) 2R3 ] Ff 3k ] -4 k-4 AR -1,
4~ IR R A O e -3- IR

[1433] AR b Bk 77920, R F A A4 105 4E i i i K], SR15 52 i 461118

[1434]  'H NMR: (400MHz,D20) Sppm 7.75(d,1H) ,7.73 (s, 1H) ,7.52 (t,1H) ,7.48(d, 1H) ,
7.4 (t,1H) ,6.88(d, 1H) ,6.63(d,1H) ,4.63/4.33 (2%d,2H) ,3.82/3.5 (2%m,2H) ,3.48/3.18
(dd,2H) ,2.9 (m,2H) ,2.26/1.8 (2%m,2H) ,1.9/1.48 (2#m,2H) ,1.6 (m,2H) ,1.2/1.05 (2%m,
2H)

[1435]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1729 (407.1735)

[1436]  JLZE A Hr:C=59.18(59.11) ;H=6.65(6.70) ;N=6.86 (6.89)

[1437]  HR[AI4R106: 3— {4- [ GRL-T S ) &0t ] T ot} —4- 2 A -4 - AR -1-[ (-1
Wy—2-BEoRJE) R -1, 4R R IR O e -3 R AT LR

[1438]  H34E b ik 7 VEF, S b ()44 21 Fi2— (2-TEmy J5) 2% R s/ e 4R SRR, 315
HE] 442106

[1439]  'H NMR: (400MHz ,dmso-d6) Sppm 7.62 (dd,1H) ,7.46-7.33 (m,4H) ,7.23(dd, 1H) ,
7.14(dd,1H) ,4.03-3.88 (m,2H) ,3.65/3.42 (2%d, 2H) ,3.32-3.15 (m,2H) ,3-2.7/2.4 (2%m,
2H) ,3-2.7/2.4 (2%m,2H) ,2.05-1.75 (m, 2H) ,2.05-1.75 (m,2H) ,1.4/1.34 (2%s,27H) ,1.39
(m,2H) ,1.2(t,3H) ,0.7-0.45 (m, 2H)

[1440]  SZjEfl119:3- U-FE LT HE) ~4-F 5L -4- A0 -1- [ (Q-MEWy-2- L 7% 0L) -F 3] -1,
A= TR A O b -3- R

(14411 WRP5 B SCHBTIRTTED, KA (44 106 4E A 4 Ji ek , SRAF St 119

[1442]  'H NMR: (400MHz,D20) Sppm 7.6 (m,1H) ,7.57 (d,1H) ,7.52 (m,2H) ,7.52 (m,1H) ,
7.2(d,1H) ,7.15(d,1H) ,4.52/4.42 (2%d, 2H) ,3.48/3.22 (2%m,2H) ,3.3/2.98 (dd,2H) ,2.93
(m,2H) ,2.13/1.68 (2%m,2H) ,1.88/1.4 (2%m,2H) ,1.6 (n,2H) ,1.2/1.05 (2%m, 2H)
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[1443]  ESI/FIA/HRAIMS/MS: [M+H]+=423.1493 (423.1507)

[1444]  JEZEAH1:C=56.66 (56.86) ;H=6.32(6.44) ;N=6.64(6.63) ;S=7.48 (7.59)
[1445]  dplalf&107:3- {4-[ = BT SR ) 2] T L) —4- A -4 AR -1- [ (2-nit
e -4-JE 2R 3E) B ] -1, -G R R AR O b -3 - FF R AT AL B

[1446] R4 b0 ik J5iER, R F R aR 21 F2584E A 46 )5k}, 3R15 Hr £ 107 .

[1447]  'H NMR: (400MHz , dmso—-d6) Sppm 8.62(d,2H) ,7.5 (dd, 1H) ,7.46-7.37 (m,2H) ,7.4
(d,2H) ,7.26(dd,1H) ,3.92 (m,2H) ,3.58/3.38 (2%d, 2H) ,3.3 (m,2H) ,2.82/2.22 (2%m, 2H) ,
2.68/2.37 (2%m,2H) ,1.85-1.65 (m,2H) ,1.85-1.65 (m,2H) ,1.41/1.33 (2%s,27H) ,1.38 (m,
2H) ,1.18(t,3H) ,0.63 (m, 2H)

[1448]  3C NMR: (400MHz ,dmso-d6) Sppm 107,67,29/23

(14491  SZJf1120: 3- - FE T HL) ~4- 24— -1-[ Q-nhmg-4-FE R FHR-1,4-
RISt -3-FF IR

[1450] 4R b0 ik 75D, R FI R AR 1074 VA 46 )5k}, SR1S SE Tt 91120 6

[1451]  'H NMR: (400MHz ,D20) Sppm 8.59 (d,2H) ,7.62 (m, 1H) ,7.55 (m,2H) ,7.41 (d,2H) ,
7.41 (m,1H) ,4.4/4.29 (2%d,2H) ,3.42/3.09 (2%m, 2H) ,3.18/2.85 (2%m, 2H) ,2.91 (m,2H) ,
2.08/1.65 (2%m,2H) ,1.82/1.55 (2*m,2H) ,1.55/1.32 (2*%m,2H) ,1.05 (m, 2H)

[1452]  ESI/FIA/HRAIMS/MS: [M+H]+=418.1891 (418.1895)

[1453] L4 H1:C=59.87 (60.42) ;H=6.51 (6.76) ;N=9.86 (10.07)

[1454]  vhlaf£108:3— {4-[ = GRL-"T SRR He ) 2] T L) —4- O - 440 -1- [ (2-nit
WE -3 HE L) L] -1, 4- BRI O fi-3- R R AT i

[1455] R4 b SCrp Tk J7ikF, 5% A ob (A4 21 A2— (3-R e ) 25 B RS VE A ok 5ok}, 3R 153
W] 44108,

[1456] 'H NMR: (400MHz ,dmso—d6) Sppm 8.58 (dd,1H) ,8.56 (d,1H) ,7.81 (dt,1H) ,7.48
(m,1H) ,7.48 (m,1H) ,7.41 (m,2H) ,7.27(d,1H) ,3.93 (m,2H) ,3.55/3.35 (2%d, 2H) ,3.29 (m,
2H) ,2.71/2.2 (m,2H) ,2.71/2.35 (m,2H) ,1.95-1.7 m,2H) ,1.95-1.7 (m,2H) ,1.41 (s, 18H) ,
1.36 (m,2H) ,1.34 (s,9H) ,1.18(t,3H) ,0.64 (m, 2H)

(14571  SZjf121:3- A-%FE T HE) ~4- 2 -4 -1-[ -nkme-3-FE R IE) FHL]-1,4-
BRI E-3-F R

[1458]  ARYE b3 Frak 77320, R A AR 108 s i i k), SR13 S it f51] 121

[1459]1 'H NMR: (400MHz,D20) Sppm 8.58 (dd,1H) ,8.51(d,1H) ,7.86 (dt,1H) ,7.67 (m,
1H) ,7.58 (m, 1H) ,7.58 (m,2H) ,7.43 (m, 1H) ,4.42/4.3 (2%d,2H) ,3.46/3.11 (m,2H) ,3.2/
2.87m,2H) ,2.94 (m,2H) ,2.11/1.65m,2H) ,1.86/1.36 (m,2H) ,1.59 (m,2H) ,1.08 (m, 2H)
[1460]  ESI/FIA/HRAMS/MS: [M+H]+=418.1898 (418.1895)

[1461]  JEHE 4 H7:C=60.58 (60.42) ;H=6.51 (6.76) ;N=10.09 (10.07)

[1462]  HR[AMAE109:3- {4- [ = (BT BAE) & L] T ) —4- o fE-4-EAK-1-[[2-[4-
(CZa L) ORI ORI 3] -1, 4- R 4T 2 30 O e -3 - FF R AL - T i

[1463]  AR¥E bSO Bk 5 kR, SR A b (a R 2 1 R12- [4- (S UF 2E) 838 ] R 1 iR iR
JE Rk, FRAF H A 44109,

[1464] 'H NMR: (400MHz ,dmso—d6) Sppm 7.81 (d,2H) ,7.62(d,2H) ,7.5(d,1H) ,7.41 (m,
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oH) ,7.27(d,1H) ,3.93 (m,2H) ,3.58/3.34 (2%d, 2H) ,3.28 (m,2H) ,2.74/2.36 (m,2H) ,2.74/
2.24(m,2H) ,2-1.7(m,2H) ,2-1.7(m,2H) ,1.4(s,18H) ,1.36 (m,2H) ,1.34(s,9H) ,1.17 (¢,
3H) ,0.65 (m, 2H)

[1465]  sZjfifl122:3- (4-HIE T ) ~4-FF-4-5HMR-1-[[2-[4- CRF ) KRR
] -1, 4-BURBER A O bt -3- R

[1466] AR b SCH Bk 77320, SR F A A4 1 09 E e i T k), SR 13 S i 4611 22,

[1467] 'H NMR: (400MHz,D20) Sppm 7.83(d,2H) ,7.64 (m,1H) ,7.56 (m,2H) ,7.53 (d,2H) ,
7.43 (m,1H) ,4.42/4.28 (2%d,2H) ,3.42/3.09 (m,2H) ,3.18/2.84 (m,2H) ,2.94 (m,2H) ,2.1/
1.64 (m,2H) ,1.85/1.35m,2H) ,1.59 (m,2H) ,1.13/1.05 (m,2H)

[1468]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1800 (485.1817)

[1469]1  JLZE 4 H7:C=56.24 (57.02) sH=5.26 (5.83) ;N=5.65(5.78)

(14701 h{E)fA110: 3 {4- [ = (GRU-"T 2B PR AE) 28] T 28 - 1-[ Q-FR L ALK ) k] -4~
CAAHE-AF AL, A FOR BRI T e -3- B IR -] R B

(14711 W48 o Bk 7 VEF, S R A4 21 R 2-3F O 28 B 4 A 16 S5 k), 345 o ]
110,

[1472]  'H NMR: (400MHz ,dmso—d6) Sppm 7.28/7.17 (2%d,2H) ,7.22/7.1 (2%m,2H) ,3.98
(m,2H) ,3.5 (s,2H) ,3.31 (m,2H) ,3-2.8/2.28 (2#m, 2H) ,3-2.8/2.5 (2%m, 2H) ,3-2.8 (m, 1H) ,
2-1.78 (2%m,2H) ,1.9-1.65 (m,2H) ,1.9-1.65 (m,6H) ,1.45-1.25 (m,2H) ,1.45-1.25 (m,4H) ,
1.41/1.37 (2%s,27H) ,1.21 (t,3H) ,0.85-0.65 (m, 2H)

[1473]  SZjf]123:3— U-ZIE T3 - 1-[ Q- REFR) BIE]-4-3 42481, 4-%
B Z IR B -3-H R

[1474]  ARYE b0 Frdk 77920, R F A 441 LOVE s i i k), SR13 52 i 4611 23

[1475]  'H NMR: (400MHz,D20) Sppm 7.52-7.4 (m,2H) ,7.52-7.4/7.3 (2%m,2H) ,4.4 (¢,
2H) ,3.6/3.4 (2%m,2H) ,3.49/3.24 (2#m,2H) ,2.93 (m, 2H) ,2.66 (m,1H) ,2.21/1.75 (2#m,
2H) ,1.95/1.5 (2%m,2H) ,1.85-1.1 (m,10H) ,1.85-1.1 (m,4H)

[1476]  ESI/FIA/HRFIMS/MS: [M+H]+=423. 2408 (423.2412)

[1477] ST Hr:C=62.46 (62.54) ;H=8.23(8.35) ;N=6.61 (6.63)

[1478]  hif A 111 3= (4-[ = (=TS PR IE) J L] T 28} —4- 2 5 B -1 - (LH-W e -5 -2
) 4541, 4- S B R R O b - 3- R R - L

(14791 W45 b ik 77 VEF , 5% F o (6440 21 0011 H-W5 5 - B 8 1 My RS 28 S k), 345 v i)
111,

[1480] 'H NMR: (400MHz,dmso—-d6) Sppm 13 (s1,1H) ,8 (s, 1H) ,7.62 (df,1H) ,7.48(d,1H) ,
7.3(dd, 1H) ,3.97 (m,2H) ,3.72/3.52 (2%d,2H) ,3.4-3.2 (m,2H) ,2.96/2.32 (24m, 2H) ,2.83/
2.47 (2#m, 2H) ,2-1.8 (m,2H) ,2-1.8 (m,2H) ,1.39/1.33 (2%s,27H) ,1.36 (m,2H) ,1.2 (t,3H) ,
0.9-0.7 (m, 2H)

[1481]  SEjfafsl124: 3— (4—2 LT HE) —4- 2 -1 - (1H-Mg e —5-JL B JE) 45401, 4 22
I IR O e —3- R iR

[1482] AR bSO Brad 72D, SR F i T A4 L L LVE s i SRk, SR1F s i 451 124

[1483]  'H NMR: (400MHz,D20) Sppm 8.16 (s,1H) ,7.91 (s,1H) ,7.68 (d,1H) ,7.49(d,1H) ,
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4.51/4.32(2%d,2H) ,3.64/3.35 (2#m,2H) ,3.48/3.11 (2#m,2H) ,2.89 (m,2H) ,2.25/1.77 (2%
m,2H) ,1.91/1.55 (2%m,2H) ,1.55/1.45 (2#m,2H) ,1.19/1.05 (2%m, 2H)

[1484]  ESI/FIA/HRFIMS/MS: [M+H]+=2381.1697 (381.1691)

[1485]  JLZE 4 HT:C=53.27(53.68) sH=6.55(6.62) ;N=14.52(14.73)

[1486]  rhfijfAc112:3- {4-[ = GBL-TT S k) &AL ] T At} -4- 2 -4 AR -1-[ (-1
Wy—3-FE I L] -1, 4~ R AR O - 3- TR R LT B

[1487]  AR¥E bSO Frd 77V, SR A A4 21 F259/E A dh S5k} , 3R g 112,

[1488] 'H NMR: (400MHz ,dmso-d6) Sppm 7.61 (dd,1H) ,7.59 (dd,1H) ,7.44/7.32 (2%m,
4H) ,7.25(dd,1H) ,3.95 (m,2H) ,3.6/3.4 (2%d,2H) ,3.3 (m,2H) ,2.8/2.29 (2*m,2H) ,2.8/2.4
(2%m,2H) ,2-1.79 (m,2H) ,2-1.79 (m,2H) ,1.7 (m,2H) ,1.4/1.34 (2%s,27H) ,1.35 (m, 2H) ,
1.19(t,3H)

[1489]  sjifs|125:3— (A-ZJE T 2) —4-FR k-4 AR0-1-[ (2-MEmy-3-JE O Jk) L] -1 ,4-
RO 5t -3-FF IR

[1490] R4 b0 ik J5iED, R FI R AR L 124 A 46 )5k}, SR1S SE Tt 91125

[1491]  'H NMR: (400MHz,D20) Sppm 7.63-7.43 (m,2H) ,7.63-7.43 (m,4H) ,7.19 (dd,1H) ,
4.49/4.34 (2%d,2H) ,3.39/3.17 (2#m,2H) ,3.25/2.94 (2#m,2H) ,2.94 (m,2H) ,2.1/1.68 (2%
m,2H) ,1.87/1.59 (2m,2H) ,1.59/1.39 (2#m,2H) ,1.18/1.05 (2%m, 2H)

[1492]  ESI/FIA/HRFIMS/MS: [M+H]+=423.1504 (423.1507)

[1493]  JTZE S Hr:C=57.17 (56.86) sH=6.48 (6.44) ;N=6.67 (6.63) ;S=7.11 (7.59)
[1494]  rRfalfA113:3- {4- [ = (BT RAE) Z ] T 28] —4- 2 A -1-[[2- G-
IR R ] 428 A1, 4- BRI O fe-3- R R AT i

[1495]  AR4E b Bk J5 VEF, S F v )44 21 Ai2— (3-SR 8) 2K FR R A o E 2R e kL, 31245
) #4113,

[1496]  'H NMR: (400MHz ,dmso—d6) Sppm 7.48 (m,1H) ,7.48 (m,1H) ,7.38 (m,2H) ,7.23 (m,
3H) ,7.23 (m,1H) ,3.93 (m,2H) ,3.56/3.36 (2%d, 2H) ,3.29 (m,2H) ,2.73/2.36 (m,2H) ,2.73/
2.23(m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.41 (s,18H) ,1.36 (m,2H) ,1.33(s,9H) ,1.17 (¢,
3H) ,0.66 (m, 2H)

[1497]  sCjafs]126:3— (4-2 kT J%) —1-[[2- BN AR) R AR AL ] -4 k-4 K1,
A= TR IR O b -3-F R

[1498]  ARYE b3 Fradk 77920, SR A A4 1 L 31E s i i k), SR15 S i 4611 26

[1499]  'H NMR: (400MHz,D20) Sppm 7.62 (m,1H) ,7.54 (m,2H) ,7.5 (m,1H) ,7.41 (m,1H) ,
7.21 (m,1H) ,7.16 (m, 1H) ,7.14 (m, 1H) ,4.44/4.31 (2%d,2H) ,3.43/3.11 (m,2H) ,3.21/2.86
(m,2H) ,2.94 (m,2H) ,2.11/1.64 (m,2H) ,1.86/1.36 (m,2H) ,1.59 (m,2H) ,1.09 (m, 2H)

[1500]  ESI/FIA/HRAIMS/MS: [M+H]+=435.1841 (435.1848)

[1501]  JTZE A Hr:C=61.58(60.82) ;H=5.84(6.50) ;N=6.51 (6.45)

[1502]  whfafA114:3- {4- [ GRL-TT S ) 20k ] T 0k} —4- 2 A -4 AR-1- [ G—2%
Hh-1, 2Tk —4-J) L] -1, 4- 4R B 20 IR O e -3 - R IR - T kI

[1503] ARG b sCH Bl 77 VAR, SR A )4 21 Fn21 948 At dh J5ok) , 3R R a4 114,
[1504]  'H NMR: (400MHz ,dmso—d6) Sppm 8.6 (s, 1H) ,7.9 (m, 2H) ,7.55 (m, 3H) ,4 (m, 2H) ,
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3.6 (dd,2H) ,3.3 (m,2H) ,3/2.35(©2m,2H) ,2.8/2.5(2dd,2H) ,2 (m,2H) ,1.8 (m,2H) ,1.4 (s,
18H) ,1.35(s,9H) ,1.35@m,2H) ,1.2(t,3H) ,0.8 (m, 2H)

[15058]  sEjEf127:3- (A-ZE 3L T L) -4- 534 1-[ (G-FKHE -1, 2- T -4 -JL) H
B, AR R O -3-F R

[1506]  ARHE b SCH B 77920, SR F A )44 1 LAVE e i T k), SRA3 S i 461127

[1507] 'H NMR: (400MHz,D20) Sppm 8.66 (s, 1H) ,7.75-7.55 (m,5H) ,4.5(dd,2H) ,3.6/
3.28 (2m,2H) ,3.2/2.9(dd,2H) ,2.85 (m,2H) ,2.2/1.7 (2m,2H) ,1.85/1.25 (2m,2H) ,1.5 (m,
2H) ,0.9/0.7 (2m, 2H)

[1508]  ESI/FIA/HRFIMS/MS: [M+H]+=408.1661 (408.1688)

[1509]  rhlajf&115:3- {4-[ = GRU-"T 2l A e ) 2 ] T &) —1-[ (5-1R-2-JR B AE) R
) -A-CE I AEAR A A R R O e - 3- F A - T R

[1510]  AR¥E b frik J5 ¥EF, S8 FH rp (A4 21 F15- 1R -2- SR L IR RS A g 1B R Rt , 3245
a5,

[1511]1  'H NMR: (400MHz ,dmso-d6) Sppm 7.71 (df,1H) ,7.53(dd,1H) ,7.45 (t,2H) ,7.4
(dd,1H) ,7.3(d,2H) ,7.16 (t,1H) ,3.92 (m,2H) ,3.58/3.35 (2%d, 2H) ,3.4 (n,2H) ,2.74/2.22
(2%m,2H) ,2.67/2.34 (2%m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.42 (m,2H) ,1.4/1.35 (2%s,
27H) ,1.17 (t,3H) ,0.78 (m, 2H)

[1512]  sEjEfi]128:3- (4-F LT ) —1-[ G- -2-FRFL I HL) B 3L ] -4-5 H 4401 ,4-
R -3-F IR

[1813]  AR¥E b s Fradk 773D, SR F A )44 1 LB s i i k), SR 153 52 i 4511 28

[1514]  'H NMR: (400MHz,D20) Sppm 7.81 (d,1H) ,7.7 (dd,1H) ,7.52 (t,2H) ,7.49 (t, 1H) ,
7.37(d,2H) ,7.31(d,1H) ,4.4/4.28 (2%d,2H) ,3.32/2.88 (2m,2H) ,3.2/3.1 (2*m,2H) ,2.95
(m,2H) ,2.08/1.67 (2%m,2H) ,1.88/1.6 (2%m,2H) ,1.6/1.37 (2#m,2H) ,1.17/1.08 (2%m, 2H)
[1515]  ESI/FIA/HRFIMS/MS: [M+H]+=495.1041 (495.1048)

[15816]  JTZE A Hr:C=53.71(53.34) ;H=5.72(5.70) ;N=5.89(5.66)

(15171 vhla i 116: 3 {4- [ = (GRU-"T 28 B kAL 28] T 5L -4- 2 -4 AR -1 - [ [2-[4-
(SR ] I IE] -1, - LB 2P0 O fe -3 - R A - JL g

[1518]  ARHE b3 Frak 77 VEF , SR A )44 21 F286/E A dh 5k} , 3R HH [al£ 116,
[1519]  'H NMR: (400MHz ,dmso-d6) Sppm 7.65-7.33 (m,4H) ,7.65-7.33 (m,3H) ,7.25 (dd,
1H) ,3.94 (m,2H) ,3.57/3.3(2%d,2H) ,3.3 (m,2H) ,2.72/2.23 (2#m, 2H) ,2.72/2.37 (2%m,
oH) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.4/1.34 (2%s,24H) ,1.35 (m,2H) ,1.17 (t,3H) ,0.65 (m,
2H)

[1520]  sEjfaff129:3- (4-2 3T ) -4-F2 -4 MR- 1-[[2-[4- (R P HERL) KK
IR, AR AR A S -3 IR

[1521]  ARHE b0 Fradk 773D, R R )44 L L6/ s i I k), SR13- 52451129

[1522]  'H NMR: (400MHz,D20) Sppm 7.62 (m,1H) ,7.54 (m,2H) ,7.44 (s,4H) ,7.4 (m,1H) ,
4.42/4.28 (2%d,2H) ,3.4/3.12 (2%m,2H) ,3.2/2.88 (24m, 2H) ,2.94 (m,2H) ,2.1/1.64 (2*m,
2H) ,1.86/1.59 (2%m,2H) ,1.59/1.38 (2#m,2H) ,1.15/1.05 (2%m, 2H)

[1523]  ESI/FIA/HRFIMS/MS: [M+H]+=501.1773 (501.1766)
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[1524]  JEZE45H7:C=55.71 (55.20) sH=5.27 (5.64) ;N=5.62 (5.60)

[1525] Al 117: 3 {4- [ GR-TT S AR L) Sk ] T AL -4- 2 -1- [ [4-9-2- 43
ORI DR AR ] A AL AU R AR IR O e 3- R R AT AR

[1526]  #RYE -SCHFTIA VAR, SR o (R A2 L F27 LYE NS s SRR SR1G R 117 .
[15271 'H NMR: (400MHz,dmso—d6) Sppm 7.49 (dd,1H) ,7.42 (dd,2H) ,7.29 (t,2H) ,7.21
dt,1H) ,7.06 (dd, 1H) ,3.93 (m,2H) ,3.49/3.3 (2%d,2H) ,3.3 (m, 2H) ,2.72/2.21 (2%m, 2H) ,
2.69/2.34 (2%m,2H) , 1.95-1.7 GRIENTHIWE  2H) | 1.95-1.7 GRIENTIKIE , 2H) ,1.68 (m,2H) ,
1.41/1.33 (2%s,27H) ,1.38 (m,2H) ,1.18 (t,3H)

[1528]  sjifafs]130:3- (4-ZHE T 25) —1-[[4-F—2- (4-FOREL) R AL ) -4 -4-%
-1, 4- IR RIA O S -3-F IR

(15291 #RYE L SCHPTIR T VD, SR o (R L L TAE AR 4 SRRk , 3R A3 St 411 30 6

[1530] 'H NMR: (400MHz,D20) Sppm 7.66 (dd, 1H) ,7.38(dd,2H) ,7.27 (t,2H) ,7.25 (df,
1H) ,7.18(dd, 1H) ,4.39/4.28 (2%d,2H) ,3.38/3.09 (2m, 2H) ,3.18/2.87 (2%m, 2H) ,2.95 (m,
2H) ,2.09/1.68 (2%m,2H) ,1.86/1.6 (2%m,2H) ,1.6/1.37 (2%m,2H) ,1.15/1.07 (2%m, 2H)
[1531]1  ESI/FIA/HRFIMS/MS: [M+H]+=453.1741 (453.1754)

[1532]  JLZ 4 H7:C=58.67 (58.40) sH=5.99 (6.01) ;N=6.46 (6.19)

[1833]  wp[a 41183 {4-[ = GRU-T S A L) &2 ) T ) -1-[[2- [4-EAMA-3- R
H) FRHL R R A~ LA A AR R IR e -3 R R AL T B

[1534]  ARHE b3 Frdk 77V, SR F A A 21 F2784E At i Jilk) , 3R Hh ()44 118,

[1535] 'H NMR: (400MHz ,dmso-d6) Sppm 7.9 (d,1H) ,7.81 (d,1H) ,7.75(dd,1H) ,7.42/
7.32(2m,3H) ,3.95 (m,2H) ,3.41 (AB,2H) ,3.2 (m,2H) ,2.79/2.37 (2m, 2H) ,2.69/2.27 (2m,
2H) ,1.95/1.7 (2m,2H) ,1.8/1.7 (2m,2H) ,1.39(s,18H) ,1.33 (s,9H) ,1.27 (m,2H) ,1.19 (t,
3H) ,0.61/0.48 (2m, 2H)

[1836]  sjifafs131:3- <4 AT ) -1-[[2-[4-FAX-3- (G AR 2R ] R F k] -4
A1, 4 RUR I R A O e -3- T IR

(15371 RG-SO BTIR T VED, R ()44 1 1 8AE A 4 Sk , SRAF St 131

[1538] 'H NMR: (300MHz,D20) Sppm 7.76 (s1,1H) ,7.71(d,1H) ,7.63 (m,1H) ,7.54 (d1,
1H) ,7.54 (m,2H) ,7.38 (m, 1H) ,4.31 (AB, 2H) ,3.46/3.08 (2m,2H) ,3.13/2.83 (2m, 2H) , 2.92
(m,2H) ,2.11/1.64 (2m,2H) ,1.83/1.34 (2m,2H) ,1.57 (m,2H) ,1.06 (m, 2H)

[1539]  19F NMR: (300MHz,D20) Sppm-62.3

[1540]  ESI/FIA/HRAIMS/MS: [M+H]+=519.1442 (519.1427)

[1541]  JTZE A Hr:C=53.40(53.24) ;H=4.76 (5.24) ;N=5.43(5.40)

[1542] w1193 {4-[ = (BT RS & k] T 28} -1-[[2- 3-SR R H
H)-4-CHFE-AEAR L A A 2 A O e - 3- H R A - T R I

(15431 M5 b SCHBTIR VAR, R A A2 L FN21 3P S ih J5Uk) , 3R15 )44 119
[1544]  'H NMR: (400MHz,dmso—d6) Sppm 7.52 (t,1H) ,7.45 (m,3H) ,7.4/7.37 (2td,2H) ,
7.33(dt,1H) ,7.25(dd, 1H) ,3.94 (m,2H) ,3.53/3.32 (AB, 2H) ,3.25 (m,2H) ,2.76/2.37 (2m,
2H) ,2.7/2.25(2m,2H) ,1.95/1.78 (2m,2H) ,1.82/1.75 (2m,2H) ,1.41 (s,18H) ,1.33(s,9H) ,
1.33(m,2H) ,1.18(t,3H) ,0.66/0.57 (2m, 2H)
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[1545]  SEjafs132:3— (4-2 AT 2%) —1-[[2- (B3-S AAIE) IR JE ) B ] -4-F -4 K-
1, A-BRHERA T b -3-F IR

[1546] 4R b0 Brid 75D, R FI R AR 1 1O A 46 )5k}, 3R15 SETt 91132,

[1547]  'H NMR: (300MHz,D20) Sppm 7.6 (m,1H) ,7.52 (m,2H) ,7.5-7.35 (m,4H) ,7.26 (m,
1H) ,4.33 (AB,2H) ,3.41/3.09 (2m, 2H) ,3.16/2.81 (2m,2H) ,2.92 (m,2H) ,2.09/1.64 (2m,
2H) ,1.83/1.34 (2m,2H) ,1.56 (m,2H) ,1.05 (m, 2H)

[1548]  ESI/FIA/HRAIMS/MS: [M+H]+=451.1556 (451.1553)

[1549]1  JLZE 4 H1:C=58.91 (58.60) ;H=5.83 (6.26) ;N=6.32(6.21)

[1550] )£ 120:3- {4-[ = GRL-"T AR A ) 28] T L) —4- oA -1-[[2- - AR oR
He) IR EE] R ] -4 AR 1 4- BRI AR IR O e -3 R R AT FE R

[1551] 4R b0 ik J5iER, SR F v (AR 21 Fn288 1 At 46 )5k}, 3R15 Hr R4 120,

[1552] 'H NMR: (400MHz ,dmso-d6) Sppm 7.49 (dd,1H) ,7.33 (2%m,2H) ,7.23 (2%d,4H) ,
7.18(dd,1H) ,3.92 (m,2H) ,3.54/3.35 (2%d,2H) ,3.3 (m,2H) ,2.74/2.2 (2%m,2H) ,2.74/2.32
(2%m, 2H) ,2.36 (s,3H) ,1.95-1.75 (m,2H) ,1.95-1.75 (m,2H) ,1.41/1.33 (2%s,27H) ,1.38
(m,2H) ,1.17 (t,3H) ,0.71 (m,2H)

[1553]  sEjfafil133:3- (4-& I T FL) —4-F2 3 -1-[[2- (4-FF FL I dk) JREL] AL 4540
1, 4-FRB R T b -3-F IR

[1554] R4 b0 prid 75D, R F R AR 1 201 9 S 46 J5R} , SR1S SE Tt 491133

[1555]  'H NMR: (400MHz,D20) Sppm 7.6 (dd,1H) ,7.52/7.5 (2%m,2H) ,7.39 (dd, 1H) ,7.35
(d,2H) ,7.25(d,2H) ,4.43/4.28 (2%d,2H) ,3.36/3.1 (2%dd,2H) ,3.22/2.83 (2%dd, 2H) ,2.94
(m,2H) ,2.38(s,3H) ,2.09/1.64 (2%m,2H) ,1.86/1.6 (2*m,2H) ,1.6/1.35 (2%m,2H) ,1.15/
1.05 (2%m, 2H)

[1556]  ESI/FIA/HRAIMS/MS: [M+H]+=431.2103 (431.2099)

[1557]1  JLEAHr:C=64.12(64.17) ;H=7.45(7.26) ;N=6.50(6.51)

[1558]  whfajfA&121:3- {4-[ = GRL-"T U dh) 28] T ) -1-[[2- 2, 4- =5 AR EE) %
B R -4- 2B R AEA 1 4R AR B R O -3 - R AT L R

(15591 R4 b0 ik Ui iR, R F b [aR 2 LA25 LA e 46 )5k}, SR1S a4 121
[1560] 'H NMR: (400MHz ,dmso—-d6) Sppm 7.73 (m,1H) ,7.51 (m,1H) ,7.51 (m,1H) ,7.42/
7.35@m,2H) ,7.31 (m,11) ,7.12 (m, 1H) ,3.92 (m,2H) ,3.5-3.2 (m,2H) ,3.5-3.2 (m,2H) ,2.68/
2.12(m,2H) ,2.68/2.35 (m,2H) ,1.81 (m,2H) ,1.81 (m,2H) ,1.42 (2%s,18H) ,1.38 (m,2H) ,
1.35 (2%s,9H) ,1.17 (2%t,3H) ,0.74 (m, 2H)

[1561]  SZjffl134:3- (4~ T L) —1-[[2- (2,4- G R AL ] -4- 1 k-4
-1, 4B R R IR O e -3 FF R

[1562]  ARYE b3 Frak 773D, R A A4 L 214 s i i K], SR1F- S 4611 34

[1563]  'H NMR: (400/500MHz ,D20) Sppm 7.7-7.63 (m,2H) ,7.6-7.5 (m,2H) ,7.46 (dd,1H) ,
7.33(m,1H) ,7.3/7.28 (2%d, 1H) ,4.42/4.19/3.99 (m,2H) ,3.64/3.41/3.14 (m,2H) ,3.38/
3.12/2.99/2.84 (m,2H) ,2.95 (m,2H) ,2.14/1.67 (m,2H) ,1.9/1.4 (m,2H) ,1.58 (m,2H) ,
1.19/1.11 (m,2H)

[1564]1  13C NMR: (400/500MHz ,D20) Sppm 132.1,130.6,129.5,127.3,57,57,51.8,38.6,
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27,26.4,24.5,20
[1565]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1166 (485.1163)

[1566]  JLZE4HT:C=54.26 (54.44) ;H=5.33 (5.61) ;N=5.83(5.77)

(15671 A 122: 3 (4-[ = (BU-T A BE PRI 2] T ) -4- 2 - 1-[[2- C-FH =
ORIEE) DR ) -4 AR A A e R O e - 3- R R A - T R I

[1568]  RYE -SCH FTIA VAR, SR () A 21 FI2820E Nt s J5k) , 3R19 Hh [fl A 122,

[1569]1 'H NMR: (300MHz ,dmso—-d6) Sppm 7.5 (d,1H) ,7.4-7.2 (m,2H) ,7.4-7.2 (m, 1H) ,
7.09 (m,1H) ,7.09 (m,2H) ,7.01 (t,1H) ,3.96 (m,2H) ,3.7 (s,3H) ,3.42 (m,2H) ,3.34 (dd, 2H) ,
2.73/2.23 (m,2H) ,2.73/2.46 (m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.47 (s, 18H) ,1.42 (m,
oH) ,1.4(s,9H) ,1.21 (t,3H) ,0.96 (m, 2H)

[1570]  sEjfEff135:3- (A-Z I T ) ~4-F2HE-1-[[2- - AR IL) 7RI H I ] -4-%
-1, 4-FIRERIA O S -3-F IR

(15711 ARYE b S Fradk 77320, SR F A )44 1 224 i i T k), SR13 52 4611 35

[15721  'H NMR: (400MHz,D20) Sppm 7.7-7.1 (m,4H) ,7.7-7.1 (m,4H) ,4.4-3.9 (m,2H) ,
3.74 (s,3H) ,3.7-3(m,2H) ,3.25-2.65 (m,2H) ,2.94 (m,2H) ,2.3-1.3 (m,2H) ,2.3-1.3 (m,
2H) ,1.61 (m,2H) ,1.3-0.9 (m,2H)

[1573]  ESI/FIA/HRFIMS/MS: [M+H]+=447.2031 (447 .2048)

[1574]  JLZE4H7:C=62.34(61.87) sH=6.65 (7.00) ;N=6.46 (6.27)

[1575]  whliffd123: 3= {4-[ = (=T AL R IE) R L] T 28} -4- 2 - 1-[[2- B-F A%
ORIE) DR ] ] -4 A A e R O e - 3- R R A - T R I

[1576]  ARHE b3 Bk 77V, SR A A 21 F28 1 /R i 4h J5Uk) , SR8 Hh )44 123,

[1577]  'H NMR: (400MHz ,dmso-d6) Sppm 7.49 (d,1H) ,7.35 (m,2H) ,7.35 (m,1H) ,7.21 (d,
1H) ,6.95 (dd, 1H) ,6.89 (d, 1H) ,6.86 (s1,1H) ,3.93 (m,2H) ,3.79 (s,3H) ,3.55/3.37 (2xd,
2H) ,3.29 (m,2H) ,2.74/2.21 (m,2H) ,2.74/2.33 (m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.41
(s,18H) ,1.37 (m,2H) ,1.33(s,9H) ,1.17 (t,3H) ,0.68 (m, 2H)

[1578]  SEjfs136:3- (4-&FE T L) —4-FH-1-[[2- Q-F IR RKE ] F ] -4-4
-1, 4-BIRHEFRIA O Ji-3-F

(15791 ARHE b 30 Frak 773D, SR F A )44 1 234 s i i KL, SR 15 52 i 4611 36

[1580] 'H NMR: (400MHz,D20) Sppm 7.6 (m,1H) ,7.53 (m,2H) ,7.46 (t,1H) ,7.4 (m, 1H) ,
7.07 (dd,1H) ,6.95 (m,2H) ,4.43/4.28 (2%d, 2H) ,3.84 (s,3H) ,3.38/3.1 (m,2H) ,3.2/2.85
(m,2H) ,2.94 (m,2H) ,2.1/1.64 (m,2H) ,1.86/1.36 (m,2H) ,1.59 (m,2H) ,1.13/1.06 (m,2H)
[1581]  ESI/FIA/HRFIMS/MS: [M+H]+=447.2064 (447 .2048)

[1582] L&A Hr:C=61.90(61.87) ;H=6.25(7.00) ;N=6.35(6.27)

[1583]  rhfalfA 124 :3- {4- [ (GRU-"T AL &) T ) —4- 2 -4 R -1-[[2- 4~
PI-2-JEOR) ORIE ] R ] -1, 4-JU 4 i 20 B O e -3 R IR - T Ak I

[1584]  ARHE b3 Fradk 77 VEF , SR A A4 2 L F289/E A df J5Uk) , 3RA5 a4 124

[1585] 'H NMR: (400MHz,dmso-d6) Sppm 7.49 (dd,1H) ,7.33 (2#m,2H) ,7.31 (d,2H) ,7.27
(d,2H) ,7.21(dd,1H) ,3.93 (m,2H) ,3.6/3.35 (2%d,2H) ,3.33 (m, 2H) ,2.95 (hept., 1H) ,
2.73/2.23 (2%m,2H) ,2.73/2.34 (2%m,2H) ,1.9-1.75 m,2H) ,1.9-1.75 (m,2H) ,1.41/1.32
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(2%s,27H) ,1.38 (m,2H) ,1.25(d,6H) ,1.18 (t,3H) ,0.7 (m,2H)

[1586]  SZjiff137:3- (4-E I T ) ~4-FH-4-F - 1-[[2- 4-TF-2-FL 2K L) ZRIL] H
B, AR R O -3 R

(15871 #RYE L SCHFTIR T vED, SR ()44 1 244 E A 4 SRRk, 3R A3 St #1137

[1588] 'H NMR: (400MHz,D20) Sppm 7.61 (dd,1H) ,7.52 (2%t,2H) ,7.43(d,2H) ,7.38 (dd,
1H) ,7.29(d,2H) ,4.42/4.24 (2%d,2H) ,3.35/3.11 (2%m, 2H) ,3.22/2.83 (2%m,2H) ,2.97 (m,
1H) ,2.95 (m,2H) ,2.09/1.67 (2%m,2H) ,1.85/1.6 (2*%m,2H) ,1.6/1.35 (2*%m,2H) ,1.24 (d,
6H) ,1.15/1.05 (2%m, 2H)

[1589]  ESI/FIA/HRFIMS/MS: [M+H]+=459.2418 (459.2412)

[1590]  JEZE 4 H7:C=65.54 (65.49) sH=7.39 (7.69) ;N=6.12(6.11)

(15911 A 125: 3 {4-[ = (=T AL PR IE) 2 5] T 28} —4- 2 5 51— (1H- Wi —4 -3
L) -2 401, 4B BRI O e -3 - R AL ) 2L B

[1592] M348 b Frak 77 VEF , 5% F o 1A 440 21 0011 H-W s —4 - FR 8 44 Sy RS 2 T k), 345 o i
#4125,

[1593] 'H NMR: (400MHz ,dmso-d6) Sppm 13.01 (s,1H) ,8.19(s,1H) ,7.44 (d,1H) ,7.27
(dd,1H) ,6.99 (d,1H) ,3.98 (m, 2H) ,3.93/3.71 (2%d,2H) ,3.29/3.16 (m, 2H) ,3.03/2.37 (m,
2H) ,2.83/2.52 (m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.38 (s, 18H) ,1.33(s,9H) ,1.24/1.1
(m,2H) ,1.21 (t,3H) ,0.65/0.51 (m, 2H)

[1594]  SZjiffl138:3- (4R FL T L) ~4-# 51— (LH-W| e —4—JL A L) —4—% AR -1, 4- 5 2%
BRI e -3-H R

(15951 RG-S FTIR V2D, SR ()44 1 254 E A 6 Ik , 3R A3 S it 411 38

[1596] 'H NMR: (300MHz,D20) Sppm 8.29 (s, 1H) ,7.71(d1,1H) ,7.49 (dd,1H) ,7.3(d1,
1H) ,4.65 (AB,2H) ,3.71/3.39 (2m, 2H) ,3.56/3.21 (2m,2H) ,2.87 (m,2H) ,2.19/1.74 (2m,
2H) ,1.91/1.45 (2m,2H) ,1.54 (quint.,2H) ,1.08 (m,2H)

[1597]  ESI/FIA/HRFIMS/MS: [M+H]+=2381.1707 (381.1691)

[1598]  JLZE 4 H1:C=53.52(53.68) ;H=6.73(6.62) ;N=14.77 (14.73)

(15991 hli)fA126: 3 {4- [ = (BT 2B R AE) 28] T 8 - 1- [ [3- (4-SARIRIE) mkme -4~
B ] -4- 2B FRE-AEA 1 4R AR B R O -3 - R AT L R

[1600]  H24E b b ik 77 EEF , 5 b )44 21 F13— (4-SRAR IR IE) Rk g —4- R A oS 0 I
KL, RIS A 126,

[1601]  'H NMR: (400MHz ,dmso-d6) Sppm 8.57 (d,1H) ,8.42 (s, 1H) ,7.56 (d,2H) ,7.54 (d,
1H) ,7.44(d,2H) ,3.94 (m,2H) ,3.53 (AB,2H) ,3.36 (m,2H) ,2.7/2.45 (2m,2H) ,2.7/2.26 (2m,
2H) ,1.89 (m,4H) ,1.41 (s, 18H) ,1.41 (m,2H) ,1.35(s,9H) ,1.17 (t,3H) ,0.78 (m, 2H)

[1602]  SZjifs]139:3— (4-ZA LT H8) —1-[ [3- U-SUARREL) bmg-4- 5] ] -4-F2 k-4
AR A BRI R A L -3 R

[1603] R4 b SCHBTIR 72D, K A rp ()44 1 26 4E A 46 Ik , SR A3 St 41139

[1604]  'H NMR: (400MHz,D20) Sppm 8.62(d,1H) ,8.54 (s,1H) ,7.67 (d,1H) ,7.58 (d,2H) ,
7.38(d,2H) ,4.46/4.35 (2%d,2H) ,3.47/3.12 (2%m,2H) ,3.17/2.95 (2%m, 2H) ,2.95 (m, 2H) ,
2.15/1.68 (2#m, 2H) ,1.87/1.61 (2#m, 2H) ,1.59/1.38 (2#m, 2H) , 1.08 (m, 2H)
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[1605] 3P NMR: (400MHz,D20) Sppm 25. 1

[1606]  3C NMR: (400MHz,D20) Sppm 147.4,146.1,128.3,126.4,122.2,55,53.2,49.9,
36,24.3,23.9,22.1,17.3

[1607]  ESI/FIA/HRFIMS/MS: [M+H]+=452.1516 (452.1505)

[1608]  JLE 4 H1:C=55.97 (55.82) sH=5.86 (6.02) ;N=9.28(9.30)

[1609]  Hh(i)fA127: 3- {4-[ = GBL-TT S ) & Ak ] T At} -4- 2 - 4- AR -1-[ 3%
S 1-IR Ry —2-J) H L] -1, 4- S R A A O - 3- TR R LT B

[1610]  ARHE bSO Frdk 77V, SR F A ) 4421 F28 34E Ay 4 Jilk) , 3RA5 Hh )44 127 .
[1611]  'H NMR: (400MHz , dmso—d6) Sppm 7.95 (m,1H) ,7.55 (t,2H) ,7.47 (t,1H) ,7.45-7.3
(m,3H) ,7.45-7.3 (m,2H) ,4.05 (m,2H) ,3.81 (dd,2H) ,3.42/3.33 (m,2H) ,2.88/2.53 (m, 2H) ,
2.88/2.7 m,2H) ,2-1.7 (m,2H) ,2-1.7 (m,2H) ,1.49 (m,2H) ,1.39 (s, 27H) ,1.23 (t,3H) ,
1.14/1.02 (m, 2H)

[1612] SRl 140: 3- (A-ZFE T HL) ~4-F2He- 45— 1- [ (3R -1-FK e -2-3E) H
B, 4R R O e -3-F R

[1613] AR b S0 Fradk 773D, SR F A )44 1 27 4B i i T K], SR15 52 461140,

[1614]  'H NMR: (400MHz,D20) Sppm 7.97 (d,1H) ,7.56 (m,3H) ,7.49 (d,1H) ,7.45 (t,1H) ,
7.35(m,1H) ,7.35 @m,2H) ,4.6/4.51 (dd,2H) ,3.55/3.18 (m,2H) ,3.26/2.9 (m,2H) ,2.9 (m,
2H) ,2.18/1.68 (m,2H) ,1.86/1.34 (m,2H) ,1.56 (m,2H) ,1.04 (n, 2H)

[1615]  ESI/FIA/HRFIMS/MS: [M+H]+=473.1669 (473.1663)

[1616]  TTESH:C=61.52(61.00) sH=5.76 (6.19) ;N=5.51 (5.93) ;S=6.56 (6.79)
[1617] SRl 141: 3- (A-Z LT L) ~4-F2 HE- 45— 1- [ (- REEREL) ] -1,4-% 7%
2R IN O e -3 - iR

[1618] AR [ S Bk J7 vEFAND , SR F A ) 44k 2 1 AN 32 5 OR FR AR DAt o S k), R A3 5K
Ji 5141

[1619]  'H NMR: (400MHz,D20) Sppm 7.79-7.4 (m,9H) ,4.49 (m,1H) ,4.29(d,1H) ,3.76 (m,
1H) ,3.51 (dd, 1H) ,3.39 (m,1H) ,3.13(dd, 1H) ,2.89 (m,2H) ,2.27 (m, 1H) ,1.92 (m, 1H) ,1.79
(m, 1H) ,1.58 GRARMTIINE, 2H) ,1.48 (m,1H) ,1.21 (m,1H) ,1.09 (m,1H)

[1620]  ESI/FIA/HRFIMS/MS: [M+H]+=417.1937 (417.1943)

[1621]  JTZE A Hr:C=64.07 (63.45) ;H=6.72(7.02) ;N=6.86(6.73)

[1622]  sEjfEfil142:3- (4-&FL T FL) —4-FH-4-5F M- 1- U-ZRFL T IL) -1, 4- BB 24 5F
O3 R

[1623]  #RYE LS Frak 77 vEFAID , SR F AR )44 2 LA -2 T B AR S 46 J5UR) , 3R15 55 i
142,

[1624]  'H NMR: (400MHz,D20) Sppm 7.29 (t,2H) ,7.21(d,2H) ,7.19 (t,1H) ,3.5 (m,1H) ,
3.41(dd, 1H) ,3.2 (m,1H) ,3.07 (m,2H) ,3 (m,1H) ,2.92 (m,2H) ,2.61 (m,2H) ,2.19 (m,1H) ,1.9
(m,1H) ,1.75-1.1 (m,10H)

[1625]  ESI/FIA/HRFIMS/MS: [M+H]+=2383.2092 (383.2099)

[1626]  TTEHr:C=59.51(59.67) sH=8.12(8.17) ;N=7.34(7.33)

[1627]  sCjfafs|143: 3- (4-2 LT %) —4- 3 -4 - 1- G-IR I -1, 4- B 440k 4+ 30
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CohE-3-F R

[1628] AR5 b S Frak J7 A FFND , SR F AR ) 44 2 1 RS- 2R IR B AR AT 46 S5 k), 3R15 5L i
1143,

[1629]  'H NMR: (400MHz,D20) Sppm 7.33 (t,2H) ,7.26 (d,1H) ,7.21 (t,1H) ,3.6 (m,1H) ,
3.52(dd, 1H) ,3.28 (m,1H) ,3.1 (m,3H) ,2.99 (m,2H) ,2.62 (t,2H) ,2.22 (m,1H) ,1.98 (m, 1H) ,
1.8-1.6 GRAEMTIIUE, 2H) ,1.8-1.15 (m, 10H)

[1630]  ESI/FIA/HRFIMS/MS: [M+H]+=2397.2251 (397 .2256)

[1631]  JTZE4SH1:C=61.01(60.59) sH=7.98(8.39) ;N=7.12(7.07)

[1632]  sjffsi145:3— (4-F 2T H8) —4- 522 -1-[ 4-F B bt (sulphanyl) KAL) B
B -4 A1, A BRI O -3 R

[1633] R4 L SO Frad 77 VAR D, SR B HR ()4 21 F04— B P9 228 1wl 5 s T A 8 4 e 3R
3L 145

[1634]  'H NMR: (400MHz,D20) Sppm 7.41/7.37 (2%d,4H) ,4.38/4.17 (2%d,2H) ,3.7/3.31
(2#m,2H) ,3.45/3.09 (2#m,2H) ,2.92 (m, 2H) ,2.49 (s,3H) ,2.22/1.78 (2%m,2H) ,1.92/1.59
(24m, 2H) ,1.58/1.47 (2#m,2H) ,1.22/1.1 (2%m, 2H)

[1635] 3P NMR: (400MHz,D20) Sppm 25.9

[1636]  ESI/FIA/HRFIMS/MS: [M+H]+=2387.1512 (387.1507)

[1637]  JTESH1:C=52.52(52.84) sH=6.70(7.04) ;N=7.35(7.25) ;S=8.34 (8.30)
[1638]  SLjifafsl146: 3— (4-2 L T J%) —1- [ (3-FRAEREL) AL ] -4-F2 -4 -1, 4- % 2%
BRI e -3-H R

[1639]  ARYE [ 3 Bradk J7 vk FAID , SR F A ) 4k 2 1 03— FR I 2 O R 8 PR BB A Rk 2 D e
PRI 5146

[1640]  'H NMR: (400MHz,D20) Sppm 8.03 (2%m,2H) ,7.7 (d,1H) ,7.59 (t,11) ,4.52/4.3 (2%
d,2H) ,3.75/3.4 (2%m,2H) ,3.4/3.12 (2#m,2H) ,2.9 (m,2H) ,2.25/1.81 (2%m,2H) ,1.95/1.58
(2%m, 2H) ,1.62-1.43 CGRAENTIIIE, 2H) ,1.2/1.1 (2%m, 2H)

[1641]1  *'P NMR: (400MHz ,D20) Sppm 25

[1642]  ESI/FIA/HRFIMS/MS: [M+H]+=2385.1522 (385.1528)

[1643]  JTZE A Hr:C=53.60(53.12) ;H=6.54(6.56) ;N=7.42(7.29)

[1644]  SCjEfs|147 : 3— (4-2 LT %) —1- [ (4-FRFRAL) L] —4-F -4 -1, 4- 2%
2R IA O e —3- R

[1645] ARG [ 30 Brak J7 vk FAID , SR F A ) 44k 2 1 04— FR I O R G PR S A Rk 2 D e
RAFL 147

[1646]  'H NMR: (400MHz,D20) Sppm 8 (d,2H) ,7.6 (d,2H) ,4.52/4.3 (2xd,2H) ,3.75/3.4
(2#m, 2H) ,3.45/3.13(dd,2H) ,2.9 (m,2H) ,2.28/1.8 (2%m, 2H) ,1.9/1.55 (2%m,2H) ,1.55/
1.5@,2H) ,1.2/1.1 (m,2H)

[1647]  ESI/FIA/HRAIMS/MS: [M+H]+=2385.1524 (385.1528)

[1648]  JTE A Hr:C=52.66(53.12) ;H=6.04 (6.56) ;N=7.33(7.29)

[1649]  sjfafif148: 3- (4-Z A T L) —1-[[4- (CHF AR K] F ] -4-FE-4-H -
L, AR R O e -3-F R
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[1650] R4 b Frik J7VEFAID, SR IR TR AR 214 - (9 FR 4R Rk R A R 46 I
BE ZRAFSL 151148

[1651]1  'H NMR: (400MHz ,D20) Sppm 7.5 (d,2H) ,7.25(d,2H) ,6.83 (t,1H) ,4.4/4.22 (2%d,
2H) ,3.7/3.32(dd,2H) ,3.45/3.1(dd,2H) ,2.92 (m,2H) ,2.25/1.78 (2%m,2H) ,1.9/1.6 (2*m,
2H) ,1.6/1.46 (2%m,2H) ,1.22/1.1 (2%m, 2H)

[1652]  ESI/FIA/HRAIMS/MS: [M+H]+=407.1551 (407.1547)

[1653]  JLZEA4H1:C=50.33(50.25) ;H=5.97 (6.20) ;N=7.02 (6.89)

[1654]  SEJfaf149:3- (-G 2T 2) ~4- 58 - 4-FMR-1-[ (1S) ~1 -RFEE L F ] -1, 4-F =T
FIAC bE-3-F

[1655] 45 b 30 Frak 77 iEF D, SR A A ) A4 2 1R 2 B AE S A 46 SR k), SR A4S 52 it 41
149,

[1656]  'H NMR: (400MHz,D20) Sppm 7.5 (m,5H) ,4.67 (quad. ,1H) ,3.72/3.53 (2%m, LH) ,
3.62/3.41 (2%m, 1H) ,3.29/3.13 (2%m, 1H) ,3.09-2.9 (m, 1H) ,3.09-2.9 (m,2H) ,2.28/2.11
(24m, 1H) ,2-1.65 (m,1H) ,2-1.65 (m,2H) ,1.7 (2%d,3H) ,1.7-1.05 m,2H) ,1.7-1.05 (m, 2H)
[1657] 3P NMR: (400MHz ,D20) Sppm 26.4/26.2

[1658]  ESI/FIA/HRAIMS/MS: [M+H]+=2355.1807 (355.1781)

[1659]  JLZEAHr:C=57.43(57.62) ;H=7.57 (7.68) ;N=7.96 (7.90)

[1660]  SZJfEf5|150:3- (4-HE T 3) —1-[ (3,4- “HFRF) F ] -4-H-4-510-1,4-%
7 Ny R RNy

[1661]  FR4E B3O ik J7EF D, SR R A2 1 f13, 4- R RV R 26 I kL, 3R 13
SEHE 150

[1662]1  'H NMR: (300MHz ,D20) Sppm 7.46-7.22 (m,3H) ,4.28 (AB,2H) ,3.69/3.42 (2m, 2H) ,
3.34/3.1 (m+dd,2H) ,2.92 (m,2H) ,2.23/1.77 (2m,2H) ,1.92/1.46 (2m,2H) ,1.59 (quint.,
2H) ,1.22/1.09 (2m, 2H)

[1663]  F NMR: (300MHz ,D20) Sppm-135.5

[1664]1  *'P NMR: (300MHz ,D20) Sppm 23

[1665]  ESI/FIA/HRAIMS/MS: [M+H]+=2377.1416 (377.1441)

[1666]  JTZE A Hr:C=50.40(51.06) ;H=6.20 (6.16) ;N=7.38(7.44)

[1667]  sLjiafs 151 :3- (-2 HE T 5 —1-[[3-[ (S H IR EIL) L] -4 BoR L) R k] -4
A4 A1, A BRI O -3 R

[1668] ARG b3 BTk J7 VA FAID, SR I H [R) 440 21 A3 (H R UL R L) —4-F2 F—OR R i
VERREAE IR, BRAF LTt 51151

[1669]1  'H NMR: (400MHz,D20) Sppm 7.45(d,1H) ,7.43 (s,1H) ,7.02(d,1H) ,4.35/4.18 (2%
d,2H) ,4.32/4.28 (2%d,2H) ,3.7/3.3 (2*m,2H) ,3.44/3.08 (dd,2H) ,2.9 (m,2H) ,2.8(d,6H) ,
2.2/1.75 (2%m,2H) ,1.9/1.45 (2%m,2H) ,1.6 (m,2H) ,1.25/1.1 (2%m, 2H)

[1670]  ESI/FIA/HRAIMS/MS: [M+H]+=414.2155 (414.2157)

[1671]  JTEHr:C=46.97 (47.82) ;H=5.90 (6.31) ;N=7.67 (7.97)

[1672]  sKjfafs|152: 3- (4-2 LT %) —1- [ Q- dh) k] -4- e -4 A1, 4- B 441k
FRIC F-3-H R
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[1673] 4B ESCH Brik I vEF D, 5% AT HR [A) 44 2 LA 2- 980 2R FR B A A 46 k), 3R 45 S it
152,

[1674]1  'H NMR: (300MHz ,D20) Sppm 7.5 (m,2H) ,7.26 (m,2H) ,4.41 (s1,2H) ,3.7/3.35 (2m,
2H) ,3.52/3.21 (2m,2H) ,2.94 (m,2H) ,2.22/1.77 (2m,2H) ,1.95/1.49 (2m,2H) ,1.61
(quint.,2H) ,1.28/1.14 (2m, 2H)

[1675]  '°F NMR: (300MHz ,D20) Sppm-115

[1676] 3P NMR: (300MHz ,D20) Sppm 25.6

[1677]  ESI/FIA/HRAIMS/MS: [M+H]+=2359.1530 (359.1535)

[1678] L4 H1:C=53.34(53.63) ;H=6.46 (6.75) sN=7.77 (7.82)

[1679]  SEJaf5153:3— (42 AL T A%) —1- [ (3-gmoR i) AR ] 4B R4 01, 4- 2R T
IO -3

[1680]  H4 bSO iR 75 vAFAID , 5% A vp (i) 21 F1 3 -3 2K B R A A 06 s k), 3R 45 5L it
#1153,

[1681]1  'H NMR: (300MHz,D20) Sppm 7.48 (m,1H) ,7.24 (m,3H) ,4.31 (AB,2H) ,3.71/3.35
(2m,2H) ,3.45/3.12 (2m,2H) ,2.92 (m,2H) ,2.24/1.77 2m,2H) ,1.93/1.46 (2m,2H) ,1.58
(quint.,2H) ,1.22/1.1 (2m,2H)

[1682]  '°F NMR: (300MHz,D20) Sppm—112

[1683] 3P NMR: (300MHz,D20) Sppm 22.9

[1684]  ESI/FIA/HRAIMS/MS: [M+H]+=2359.1536 (359.1535)

[1685]  JTLZE A H1:C=53.15(53.63) ;H=6.41(6.75) ;N=7.83(7.82)

[1686]  SEJifif5] 154 :3— (4-2 BT H%) —1- [ (6-Z &ML NE-3-58) F B ] -4- 8 Ak —4-%10-1,4-
BRI E-3-F R

[1687]  FR4E b0 Brak 77 vEFAID , SR B v (A 4R 21 F12— (Boc—24 2k) ML IE -5 FF A S 4h
JE L, SRAFSE 451154

[1688] 'H NMR: (400MHz,D20) Sppm 7.97 (d,1H) ,7.61 (dd,1H) ,6.71(d,1H) ,4.18 (AB,
2H) ,3.67/3.29 (2m,2H) ,3.42/3.05 (2m,2H) ,2.93 (m,2H) ,2.22/1.77 (2m,2H) ,1.93/1.47
(2m,2H) ,1.59 (quint.,2H) ,1.25/1.11 (2m, 2H)

[1689]  *'P NMR: (400MHz ,D20) Sppm 23.2

[1690]  ESI/FIA/HRFIMS/MS: [M+H]+=357.1696 (357.1691)

[1691]  JLE 5 H1:C=51.09 (50.56) sH=6.51 (7.07) ;N=15.78 (15.72)

[1692]  SZJifaf]155: 3- (4-%(FE T HE) ~4- -4 -1-[ Q-FRHFEZHIE) -F ] -1,4-%
TR HIA -3 - F R

[1693]  #R¥E [ 3 Frak J7 vk FAID , SR F A () A 2 10 2D A O R R A A 4R i ), 3R 45
S 155,

[16941  'H NMR: (300MHz,D20) Sppm 7.47 (t,1H) ,7.41 (t,2H) ,7.27-7.09 (m,4H) ,7.05 (d,
2H) ,4.27 (AB,2H) ,3.68/3.3 (2m,2H) ,3.46/3.07 (2m,2H) ,2.91 (m,2H) ,2.23/1.76 (2m,2H) ,
1.93/1.46 (2m,2H) ,1.6 (quint.,2H) ,1.15 (m,2H)

[1695]1  *'P NMR: (300MHz ,D20) Sppm 25.8

[1696]  ESI/FIA/HRAIMS/MS: [M+H]+=433.1894 (433.1892)
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[1697]  JEZEAHr:C=61.51(61.10) ;H=6.57 (6.76) ;N=6.61 (6.48)

[1698]  SEJaf5]156:3— (4-Z AL T 2%) —1-[[2- U-SACHRIE) JRJE ) B L ] -4-F -4 K-
1, A-FRBERA T h-3-F IR

[1699]  #R4E ESCH Frik 77 EFAID, SR A R A AR 21 F1 2 (4- AR OR L) 2K R A S 46 I
B ZRAFSL 151156 6

[1700]  'H NMR: (300MHz ,D20) Sppm 7.6/7.52/7.4 (m,3H) ,7.52/7.34 (2d,4H) ,4.35 (AB,
2H) ,3.4/3.1 (2m,2H) ,3.17/2.86 (2m,2H) ,2.94 (m,2H) ,2.09/1.64 (2m,2H) ,1.85/1.35 (2m,
2H) ,1.58 (m,2H) ,1.08 (m, 2H)

[1701]  ESI/FIA/HRAIMS/MS: [M+H]+=451.1559 (451.1553)

[1702]  JEZE 4 H1:C=58.24 (58.60) ;H=5.82(6.26) ;N=6.48 (6.21)

[1703]  SEjfEfs|157: 3- (4-ZFE T FE) —1-[ Q- 28 IE) I IE] -4- B -4 -1, 4- R 1k
FIFC e -3-F

[1704]  FR4E B30 ik T EF D, 5% A HR TA) 440 2 LA 2- 5 2R FR B A A 6 D k), 3R 45 S i
#1157,

[1705]  'H NMR: (300MHz ,D20) Sppm 7.75(d1,1H) ,7.53(dd,1H) ,7.45 (t1,1H) ,7.39 (td,
1H) ,4.44 (AB,2H) ,3.74/3.43 (2m, 2H) ,3.5/3.28 (2m,2H) ,2.94 (m,2H) ,2.24/1.79 (2m, 2H) ,
1.95/1.5©m,2H) ,1.6 (m,2H) ,1.26/1.1 (2m, 2H)

[1706]  ESI/FIA/HRAIMS/MS: [M+H]+=419.0732 (419.0735)

[1707]  JEE A Hr:C=45.33(45.84) ;H=5.29 (5.77) sN=7.00 (6.68)

[1708]  sEjfEfl159:3- (4-&FL T FL) -4-F2 3 -4-5F - 1-[ Q-F -1, 3- A MWE-5-3%)
L] -1, 4- R R IR O b -3-F IR

[1709] R4 b0 prak 77 vEFAID , SR A v [E) 44 21 FIE2I5| W (oxindole) —5- FREEAE AL 46
JE L, SRAFSE 451159 6

[1710]  'H NMR: (300MHz,D20) Sppm 7.35(d,1H) ,7.3(dd,1H) ,7 (d,1H) ,4.35/4.15 (dd,
2H) ,3.7/3.3(2m,2H) ,3.6 (dd,2H) ,3.4/3.1(2dd,2H) ,2.9 (m,2H) ,2.2/1.75 (2m,2H) ,1.9/
1.45 (2m,2H) ,1.58 (m,2H) ,1.3-1 (2m, 2H)

[1711]1  ESI/FIA/HRAIMS/MS: [M+H]+=2396.1692 (396. 1688)

[1712]  JE&E 5 H1:C=54.70 (54.68) ;H=6.42 (6.63) ;N=10.57 (10.63)

[1713]  SCjfafs) 160 :3- (4-%JE T 3) —4-F2H-1-[[2- (3-F k-1, 2, 4@ ik —5-J) Ot ]
L] 45 A1, 4- BRI O b -3-F R

[1714] WG b S0 Bk 75 A FRID, SR AT b ()4 21 Al2— (3R J-1, 2, 4-T8 ik —5-J) ZR
WA A g IR, SRAF SE Tt 451160

[1715]  'H NMR: (400MHz,D20) Sppm 8.26 (d,1H) ,7.72 (m,2H) ,7.65(d,1H) ,4.78/4.36 (2%
d,2H) ,4/3.55 (m,2H) ,3.44/3.25 (m,2H) ,2.91 (m,2H) ,2.5(s,3H) ,2.31/1.88 (m,2H) ,1.88/
1.49 (m,2H) ,1.58 m,2H) ,1.22/1.02 (m, 2H)

[1716]  ESI/FIA/HRAIMS/MS: [M+H]+=423.1801 (423.1797)

(17171 JEE M1 :C=53.57 (54.02) ;H=6.25(6.44) ;N=12.77 (13.26)

[1718]  SZJfEf5|161:3- (4-& kT 3k) -4-F - 1-[[2- [2-F JE-5- (= /P &) mEme-3-3]
FRIE] L] -4 A1, 4R A -3 R
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(17191 AR bSO Frdk 77 VAR FID, SR A R ) 4421 f2- [1-FF 2 -3- (U FF 48) - 1H- I ik~
5] IR REAE U SR, FR1FSL it 1156

[1720] 'H NMR: (400MHz,D20) Sppm 7.71(d,1H) ,7.67 (t,1H) ,7.63 (t,1H) ,7.48(d, 1H) ,
6.83 (s, 1H) ,4.3/4.18(d1,2H) ,3.53/3.21 (m,2H) ,3.27 (s,3H) ,3.27/3.03 (m,2H) ,2.94 (m,
2H) ,2.18/1.71 (m,2H) ,2.18/1.43 (m,2H) ,1.6 (m,2H) ,1.18/1.1 (m,2H)

[1721]1  ESI/FIA/HRFIMS/MS: [M+H]+=489.1903 (489.1878)

[1722]  EZE5H7:C=51.66 (51.64) ;H=5.61 (5.78) ;N=11.25 (11.47)

[1723]  sZjEf162:3- - I T ) —1-[[2- (2,4~ IR FRIL]F R -4-7H-4-5
-1, 4- BRI O S -3-F IR

[1724]  ARAE bSO Brd 77 VAP AND, SR F AR ) 4421 A28 7 VR i df Jilk) , SRAF St 91 162
[1725] 'H NMR: (400MHz,D20) Sppm 7.65 (m,1H) ,7.57 (m,2H) ,7.4 (m,1H) ,7.34 (m,1H) ,
7.1 (2%m,2H) ,4.45-4 (m,2H) ,3.7-2.8 (m,2H) ,3.7-2.8 (m,2H) ,2.93 (m,2H) ,2.15/1.66 (2%
m,2H) ,1.88/1.6 (2#m,2H) ,1.6/1.38 (2*m,2H) ,1.15/1.05 (2#m, 2H)

[1726]  ESI/FIA/HRFIMS/MS: [M+H]+=453.1745 (453.1754)

[1727]  FEZE 4 H7:C=58.27 (58.40) sH=6.09 (6.01) ;N=6.17 (6.19)

[1728]  sEjfafs] 163:3- (4-2 T ) —1-[[2-F-6- (U-FRHEIRHL) K] - L] -4-Fa -4
AR A-RUR R A O e -3-F R

[1729]  ARYE b SCH Bk T3 VA FAND , SR AR () 440 21 FH2- 9 -6 - (4-F2 B DR L) JR FE B AE
165k} BRI KT 51163

[1730] 'H NMR: (400MHz,D20) Sppm 7.52 (m,1H) ,7.27 (m,1H) ,7.22(d,2H) ,7.19 (m, 1H) ,
6.98 (d,2H) ,4.41 (dd,2H) ,3.45/3.09 (m,2H) ,3.16/2.9 (m,2H) ,2.94 (m,2H) ,2.09/1.64 (m,
2H) ,1.86/1.35 (m,2H) ,1.59 (m,2H) ,1.08 (m, 2H)

[1731]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1813 (451.1798)

[1732]  JT&E A Hr:C=58.33(58.66) ;H=5.35(6.27) ;N=6.49 (6.22)

[1733] S 164 : 3 (4-% 2 T 28 —1-[[2- (1, 3- TR IR IR) A R0 R M —5-2) R L] H
F)-4-F - A-E -1, AR R AR O e -3 R

[1734]  ARAE b0 Bk 77 VAP AND, SR F A )44 2 1 Fn27 94E s J5k) , 3RA3 SL it 91 164
[1735]  'H NMR: (400MHz,dmso-d6) Sppm 8.2-7.9(s,3H) ,7.45(d,1H) ,7.3 (m,2H) ,7.15
(d,1H) ,6.95 (dd,1H) ,6.95 (s, 1H) ,6.8 (dd,1H) ,6.05 (s,2H) ,3.5(d,1H) ,3.4(d,1H) ,2.9
(m,1H) ,2.7 (t,2H) ,2.55 (m,1H) ,2.35 (m,1H) ,2.25(,1H) ,1.7 (m,1H) ,1.6-1 (m,7H)

[1736]  ESI/FIA/HRAIMS/MS: [M+H]+=461.1854 (461.1841)

[1737]  JTZE A Hr:C=60.04(59.99) ;H=6.06 (6.35) ;N=5.62(6.08)

[1738]  s2jfafi|165: 3— (4-Z AL T 2E) —4-F2 21— [ [2- (6-FF S Stk e -3-2%) R BE ) 2 ] -
A~ A E A R A E -3 - IR

[1739]  #R¥E b ST Bk J7 VR FAID, SR FH AR () 440 21 F2— (6 FR A8 k-3 - Mk g J) Ok FR A Ry
UG R, SRAF L 151165

[1740]  'H NMR: (300MHz,D20) Sppm 8.05 (s,1H) ,7.75(dd,1H) ,7.6 (m,1H) ,7.5 (m,2H) ,
7.35(m,1H) ,6.95(d,1H) ,4.4(d,1H) ,4.25(d,1H) ,3.9(s,3H) ,3.55-3.3 (m,1H) ,3.3-3.1
(m,1H) ,3.1 (m,1H) ,2.95 (t,2H) ,2.85 (m,1H) ,2.1(m,1H) ,1.85 (m,1H) ,1.75-1.5 (m,3H) ,
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1.35 @, 1H) ,1.2-0.95 (u, 2H)

[1741]1  ESI/FIA/HRAIMS/MS: [M+H]+=448.1996 (448.2001)

[1742]  JEZEA4H1:C=59.45(59.05) ;H=6.75(6.76) sN=9.12(9.39)

[1743]  sEjEf]166:3- (4-&F T F) -4-FH-4-F - 1-[[2- (6-FAC-1H-1E g -3-3) 2K

BV AT -1, 4- ORI O S -3-F R

[1744] R4 b0 ik T iEF D, SR AR (A AR 2 1 F1237 1 AR b R k) , 3R 15 SE 1511166

[1745]  'H NMR: (300/400MHz,D20) Sppm 7.7 (dd,1H) ,7.6(s,1H) ,7.6-7.3 (2%m,2H) ,6.7

(d,1H) ,4.35 (m,2H) ,3.6-3.4 (m, 1H) ,3.4-3.05 (m, 2H) ,3 (m, LH) ,2.9 (t,2H) ,2.1 (m, 1H) ,

1.85 @, 1H) ,1.7@m,1H) ,1.6 @,2H) ,1.4 (@, 1) ,1.25-0.95 (m, 2H)

[1746]  ESI/FIA/HRAIMS/MS: [M+H]+=434.1860 (434.1844)

[1747]  JEZE A4 H1:C=58.86 (58.19) ;H=6.27 (6.51) :N=9.89(9.69)

[1748]  SEJEH167:3- (-3 T 5L —4-F2 3 -1-[ (2-BKME I [1, 2-a] mbie -3- R L) H

B] -4 A1 A BRI O -3 R

[1749] R4 b0 ik T3 iEF D, SR R (A AR 21 R 227 VR AR 6 IR , SR Kt f51] 167

[1750]1  'H NMR: (300MHz ,D20) Sppm 7.98 (d,1H) ,7.68 (s, 1H) ,7.65(d,1H) ,7.65 (m,2H) ,

7.52 (m,1H) ,7.45(dd, 1H) ,7.22 (m,1H) ,6.98 (t,1H) ,4.25 (m,2H) ,3.45/3.1 (2*m,2H) ,2.9

(m,2H) ,2.85 (m,2H) ,2.12/1.55 (2%m, 2H) ,1.8/1.55 (2*m,2H) ,1.55/0.95 (2%m,2H) ,1.28/

0.95 (2#m, 2H)

[1751]  ESI/FIA/HRAIMS/MS: [M+H]+=457.2004 (457 . 20046)

[1752]  JEZE S H1:C=59.82(60.52) ;H=5.48 (6.40) sN=11.98(12.27)

[1753]  SZjfEfs168:3- (4-&FE T 3) —1-[ @-FEANI L) H 3] -4-F 34401, 4-F A~
PRI e —-3- R R

[1754]  FR4E B30 Bk 77 iEF D, SR R TR A4 2 1 A0 2 AR R A o h s k), 3R 45K

i 51168

[1755]  'H NMR: (400MHz ,D20) Sppm 7.58/7.53 (2%d,2H) ,7.48/7.4 (2%m, 2H) ,4.44 (m,

2H) ,3.71/3.41 (2%m,2H) ,3.51/3.28 (2#m, 2H) ,2.94 (m,2H) ,2.22/1.78 (2%m, 2H) ,1.95/

1.61 (2%m,2H) ,1.6/1.49 (2%m,2H) ,1.28/1.11 (2%m, 2H)

[1756]  *'P NMR: (400MHz ,D20) Sppm-25.5

[1757]1  ESI/FIA/HRAIMS/MS: [M+H]+=2375.1235 (375.1240)

[1758]  JTZE A Hr:C=51.58(51.27) ;H=6.22(6.45) ;N=7.65(7.47)

(17591  Sjifafs] 169: 3- (4-Z T ) ~4- R4 M- 1-[ AR) ~1-FRFE 2 HE] -1, 4-F =Tk

FIC bE-3-H

[1760]  AR4E b3 Bk J7VEF D, SR F H ()44 2 1 R0 2K 2 AR S A2 6 k), 3R A4S 55 e 441

169,

[1761]  'H NMR: (400MHz,D20) Sppm 7.5 (m,5H) ,4.67 (quad. ,1H) ,3.72/3.53 (2%m, 1H) ,

3.62/3.41 (2%m,1H) ,3.29/3.13 (2%m, 1H) ,3.09-2.9 (m,1H) ,3.09-2.9 (m,2H) ,2.28/2.11

(2%m, 1H) ,2-1.65 (m, 1H) ,2-1.65 (m,2H) ,1.7 (2%d,3H) ,1.7-1.05 (m,2H) ,1.7-1.05 (n, 2H)

[1762]1  *'P NMR: (400MHz ,D20) Sppm 26.4/26.2

[1763]  ESI/FIA/HRAIMS/MS: [M+H]+=2355.1783 (355.1786)
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[1764]  JTZE4H1:C=58.22(57.62) sH=7.85(7.68) ;N=8.04 (7.90)

[1765]  SZjEfl170:3—- (4-E I T 5E) ~4-F -4 A0-1-[ Q-FEAR) FH]-1,4-8 2~
R IR O e -3- R iR

[1766] AR LS Bradk J7vEFAND , SR F AR () A4 2 1 RN 2- 2 3 DK FR RS AR SR s o S k), 3R155K
JiEf51170,

[1767]  'H NMR: (400MHz ,dmso—d6) Sppm 7.65-7.3 (m,6H) ,4.33 (AB,2H) ,3.43-3 (m, 3H) ,
2.92(dd,1H) ,2.82(m,2H) ,2.06/1.57 (2m,2H) ,1.83/1.33 (2m,2H) ,1.57 (m,2H) ,1.08 (m,
2H)

[1768]  ESI/FIA/HRFIMS/MS: [M+H]+=417.1945 (417.1943)

[1769]  JTZE S H1:C=63.68(63.45) ;H=6.84(7.02) ;N=6.85(6.73)

[1770]  SEjEfe171:3- (A-5 3k T ) —1- [ [2- (Wi —3—-35) 2R3 ] FF 3k ] -4 -4 A1,
A= IR IR O -3 R

(17711 R bSO Brd 77 VAP AND, SR F AR ) 44221 F290/E A df J5k) , SRAF S 49 171 .
[1772]  'H NMR: (400MHz,D20) Sppm 7.68 (m,1H) ,7.65 (m,1H) ,7.58-7.44 (m,4H) ,6.63 (m,
1H) ,4.49/4.4 (2%d,2H) ,3.5/3.22 (2#m,2H) ,3.34/3.01 (2#m,2H) ,2.94 (m, 2H) ,2.1/1.68
(2#m, 2H) ,1.69/1.6 (2%m,2H) ,1.59/1.41 (2%m,2H) ,1.18/1.08 (2#m, 2H)

[1773]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1736 (407.1735)

[1774]  JTZE4SH7:0=59.20(59.11) sH=7.12(6.70) ;N=7.00 (6.89)

[1775]  SEjfs]172: 3~ (A-2 3T ) —4-F I -1-[[2- (Q-F IR ZR AL 3L ] -4-H 48~
1, A- G R 2 A O e -3- R IR

(17761 ARAE b0 Fradk 77 VAP AND, SR F A () 4421 A28 1 /R A Jilk) , SRAF S 9 172,
[1777]  'H NMR: (400MHz,D20) Sppm 7.52 (m,2H) ,7.39 (m,1H) ,7.39 (m,1H) ,7.29 (d,1H) ,
6.95(dd,1H) ,6.9(d1,1H) ,6.85 (s1,1H) ,4.44/4.29 (d,2H) ,3.38/3.13 (m,2H) ,3.2/2.85
(m,2H) ,3.13/1.36 (m,2H) ,2.94 (m,2H) ,2.1-1.65 (m,2H) ,1.59 (m,2H) ,1.13/1.05 (m, 2H)
[1778]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1895 (433.1892)

[1779]  JTZE S Hr:C=61.64(61.10) ;H=6.51 (6.76) ;N=6.73(6.48)

[1780]  SEJfEf5|173:3- (4-& LT 3E) —1-[[2- U-FACHEEE) —4-FoE R PR ] -4- 3k -4-
AR AR R IR L -3 R

(17811 AR¥E b3 Bradk 77 VAP AID, SR F A () 4421 F220/E A df J5k) , SRAF L9173
[1782] 'H NMR: (400MHz,D20) Sppm 7.59 (dd,1H) ,7.51 (d,2H) ,7.32(d,2H) ,7.23 (td,
1H) ,7.14 (dd,1H) ,4.3 (AB,2H) ,3.37/3.06 (2m,2H) ,3.11/2.81 (2m,2H) ,2.92 (m,2H) ,2.06/
1.62(2m,2H) ,1.83/1.33 (2m,2H) ,1.56 (m,2H) ,1.05 (m, 2H)

[1783]  ESI/FIA/HRFIMS/MS: [M+H]+=469.1470 (469.1459)

[1784]  JTE A Hr:C=56.07 (56.35) ;H=5.39 (5.80) ;:N=6.03(5.97)

[1785]  Sjfafs 174 :3- (4-% BT H) —4- 52 -4 A0-1-[ (2-TF-2- B 2R ) H It ]-1,4-%(
FeBh Z IR fE-3-H R

[1786]  HR4E b3 Bk T vEFAID, SR AT v ()44 2 LR 2— S PR O R A A 06 TR K}, 3R 15
SEHEFI174,

[1787]  'H NMR: (500MHz ,D20) Sppm 7.49 (d,1H) ,7.45 (t,1H) ,7.38(d,1H) ,7.28 (t,1H) ,
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4.39(dd,2H) ,3.65 (dd,1H) ,3.5(dd,1H) ,3.35(m, 1H) ,3.21 (dd,1H) ,3.09 (m,1H) ,2.91 (m,
2H) ,2.17 (m,1H) ,1.93 (m, 1H) ,1.74 (m, 1H) ,1.58 (m,2H) ,1.47 (m,1H) ,1.24 (m,1H) ,1.2/
1.18(2%s,6H) ,1.1 (m,1H)

[1788]  ESI/FIA/HRFIMS/MS: [M+H]+=2383.2097 (383.2099)

[1789]  JTZE 4 H1:C=59.45(59.67) sH=8.00 (8.17) ;N=7.60 (7.33)

[1790]  SZjf175:3- U-FFE T H) ~1-[[2- (3,4~ ~EANIIE) FIL] F I ] -4 FE-4-5
-1, 4- BRI O S -3-F IR

(17911 ARHE bSO Brad 77 VAP AND, SR F AR ) 4421 F21 5B A df S5k}, SRAF S 49175 .
[1792]  'H NMR: (300MHz,D20) Sppm 7.62(d,1H) ,7.6 (m,1H) ,7.54(d,1H) ,7.52 (m,2H) ,
7.37 (m,1H) ,7.24(dd,1H) ,4.34 (AB,2H) ,3.45/3.07 (2m,2H) ,3.12/2.83 (2m,2H) ,2.93 (m,
2H) ,2.1/1.63 (2m,2H) ,1.84/1.33 (2m,2H) ,1.57 (m,2H) ,1.04 (m, 2H)

[1793]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1158 (485.1163)

[1794]  JTZE4SH1:C=54.91 (54.44) ;H=5.37 (5.61) ;N=5.35(5.77)

[1795]  sEjEfd]176:3- (4-%( T ) ~4- -4 A0~ 1-[ (3-IRSLMEw; —2-Jk) L] -1,4-
KI5t -3-F IR

[1796]  ARAE b 3CH Fradk 77 VAR AND, SR F AR () 4421 F2844E Ayt i Jiik) , SRAF St 91176 .
[1797]  'H NMR: (300MHz,D20) Sppm 7.62(d,1H) ,7.49 (t,2H) ,7.44 (t,1H) ,7.4(d,2H) ,
7.17(d,1H) ,4.6 (AB,2H) ,3.52/3.13 (2m,2H) ,3.13/2.73 (2m, 2H) ,2.91 (m,2H) ,2.12/1.66
(2m,2H) ,1.81/1.26 (2m,2H) ,1.55 (m,2H) ,0.97 (m, 2H)

[1798]  ESI/FIA/HRFIMS/MS: [M+H]+=423.1525 (423.1507)

[1799]  JTTE 4 H1:C=56.76 (56.86) sH=6.46 (6.44) ;N=7.19(6.63) ;S=7.30 (7.59)
[1800] 779G Fp (A 20D = ol S AB A ) TP 3

[1801]  wh[i]f£128: (3S) -3 {4-[ = GRL-"T AR AL) &k ] T 28 - 1R R -4- oA -1
-1, 458 Z W Z PR O e -3 - FF B R -1 L I

[1802]  ZEG/SEREE T, #5DMSO (30mL) F160 % NaH (6.78g,186.6mmol , 1.6eq) Kk N E AL %
B B L L =300 o eI i A R 5 T 205 T o IR S5 £E5 7 B AT IS 5] P 35 0 v ) 4
204 (41.1g,116.7mmol , 1. 1eq) FIDMSO (25mL) & ¥ - S8 Jo 8 I ()44 19 (37 54g, 106mmo 1) 1]
DMSO (100mL) VAW » i FEARFFAE20°C LA N o« 58 b, s s 51 A B 2 i B DL SR BEIR G 4)
(1) BH S 38 A o 48 N 58 B S S8 TN 100mL IS /K THE , BAE T LRHF Bl o 37N i 5 1 s Bz 7
AW R UK AV A, S8R i N 50 0mL v A NHLC 1 VA TR K fift « SR 5 15 98 & FIACOEt (3 X
300mL) FEHL AR J5 A A AU, A AT NaCL VAR (2 X 300mL) Peisk , PR EE T-05t , S8 Jo ik
JEH it , 13308 B (A [E A (69.94g) , NARAE X A A4 (1K) VR A0 o v 1) 44 20 b 1) 4 Fh A Xof ok
SRR AE2 . 5kgl) R,R) ~Whe1k—0- 18 F= A3 I RA8g LR 738 , BR{tLAE T 21 561 T 75 22
PRIERL

[1803]  %5—xidid

[1804]  J&5 4 v (A& 20b ) A FhAEXT Bk S A VR A4 (8w ™) EAET-2.5ke) (R,
R) -Whelk—-0-17 F- P4 |, K HIDCM/ BikE (55:45) +10 % NEtsfE AR E0AH , LS T4 B v )
A 20b (R AR XTI e Aa AA 4 CREAR A R TECR L 43 i 2 )

[1805] &% —yxidLL -
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[1806] K54 HhA] 44 20 b () el 42 3 MR T e e A A (R TR 59 AL T2 5ke ) (R, R) -Whelk-
0-1 M FPEH: F, >R FIMTBE+10 % DEAYE N ANAH , LAE T 73 B A B Al 42

(18071 QW yES e , WA & vh (M A& 20b I FE X W S b Ak 2 RN AR 20 4, s 728 K, 49 31 v i)
#4128 (25.2g,40. 3mmo1) , (S) M T IZ=h%, I 2 38% o

[1808] 'H NMR: (400MHz ,dmso-d6) Sppm 7.3 (m,5H) ,4 (m,2H) ,3.6 (d,1H) ,3.4(d, 1H) ,
3.35(m,2H) ,2.9 (m, 1H) ,2.8(dd, 1H) ,2.45 (dd,1H) ,2.3 (m, 1H) ,1.9 (m,4H) ,1.4 (m,2H) ,
1.38(s,18H) ,1.35(s,9H) ,1.2(t,3H) ,0.8(3,2H) ,

[1809] IR (cm™) :1760-1680cm™ (C=0) ,1124cm™ (P=0) ,1124cm™ (C-0-C) .

[1810]  HrjEf£129: (3S) -3 {4-[= (BT AR Ah) & At ] T At} —4- 2| 44401, 4-
BB e -3-H B 4] LB

[1811]  F=E N EAFE P, B a144128 (30.35¢,48.6mol) « 2. (200mL) Pd/C
(3.03g,10% H &) MI37%HCL (3mL, 0. 8eq) KK N2 500mLBEIHE H o S8 5 A B B
TRELC/MS I I 5 B o 47 INE S5 5 SN 5E il » I3k 357 T 1 248 D8 s 1 A0 7)o 15 DBV 28 e &2 - DA
TR A HRY) , ¥ H VA T AcOBt (200mL) F110 % NaHCOs7& ¥ (200mL) o iUHT i , K JZ
AcOEt (3 X 100mL) AEE . A& FE A HLAH , 28 f5 F LRI I NaCl 7 MR (400mL) Pk , 2o I BRBE 115
W4q, 1538 A AT R Hr AR 129 (23.12g,43. 24mmo1) , 89 % .

[1812]1 'H NMR: (DMSO-ds,400MHz) 84.01 to 3.88 (m,2H) ,3.47 (m,2H) ,2.95-2.68 (2m,
2H) ,2.95 (m,2H) ,2.23 (m,1H) ,1.92-1.68 (m,4H) ,1.48 (m,2H) ,1.44 (s,9H) ,1.41 (s,9H) ,
1.3(s,9H) ,1.27/0.97 (2m,2H) ,1.24/0.97 (2t,3H) ,

[1813] IR (cm™) :1715-1692cm™* (C=0) ,1125cm™* (C-0-C) .

[1814]  SEJEHI177: (3S) —3— (-2 BT %) -1 - F -4 -4-% -1, - B R R I T
Y5t -3 F iR

[1815] R4 b0 prih J5iED, R R (a4 1 284 S 46 )5k}, SR1S K191 177

[1816]  'H NMR: (400MHz ,D20) Sppm 7.49 (m,5H) ,4.41/4.21 (2d,2H) ,3.7/3.32 (2m, 2H) ,
3.5/3.1(2m,2H) ,2.91 (m,2H) ,2.22/1.78 (2m,2H) ,1.92 (m,1H) ,1.6 (m,2H) ,1.45 (m, 1H) ,
1.22/1.1 (2m,2H)

[1817]  ESI/FIA/HRAIMS/MS: [M+H]+=2341.1638 (341.1630)

[1818]  JLE A Hr:C=56.43(56.46) ;H=7.33(7.40) ;N=8.20(8.23)

[1819]1  RP:-45.630 (589nm,T=20°C,C=1.1)

[1820]  fE]4A&131: (3S) —=3—{4-[ = GRl-"T 4 He k) zl k] T &) -1-[[2- (3, 4- ~H 4
ORIE) —A- ORI ] -4- A A A1, 4R R IR O b - 3-FR B AT

(18211 Y5 b SCHBTIR VAR, SR ()44 1 20 R 2204 E Ay 46 S sk, 3R A3 v ) 44131
[1822] 'H NMR: (400MHz,dmso—d6) Sppm 7.5 (dd,1H) ,7.15 (m,1H) ,7.05 (m,2H) ,6.9 (m,
2H) ,3.95 (m,2H) ,3.8 (2s,6H) ,3.55(d, 1H) ,3.35(d,1H) ,3.3 (m,2H) ,2.85-2.65 (m, 2H) ,
2.35(dd,1H) ,2.25 (m, 1H) ,2-1.75 (m,4H) ,1.45-1.3 (m,2H) ,1.4 (s, 18H) ,1.35(s,9H) ,1.2
(t,3H) ,0.8-0.6 (m,2H) .

[1823]  sZjEf179: (3S) -3- (4-FIET ) -1-[[2- (3, 4- AL IKIL) 4-FARAE] H
F) -4 F-4-F A1 4R I e -3-FF R

[1824] R4 b3 BT iA T3 D, SR I HR (AR 1 3UAE AR 46 S5k}, SR1S SETE 51179,
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[1825] 'H NMR: (300MHz,D20) Sppm 7.6 (dd,1H) ,7.2 (td,1H) ,7.1 (m,1H) ,7 dd,1H) ,6.9
(dd,1H) ,4.4/4.25(2d,2H) ,3.8 (2s,6H) ,3.35 (m, 1H) ,3.2-2.75 (m,5H) ,2.05 (m, 1H) ,1.8
(m,1H) ,1.6 (m,3H) ,1.3 @, 1H) ,1 (m,2H)

[1826]  ESI/FIA/HRFIMS/MS: [M+H]+=495. 2056 (495.2060)

[1827]  JLZE 4 H7:C=58.64 (58.29) sH=6.44 (6.52) ;N=5.72(5.67)

[1828] RP:-23.170 (589nm,T=21°C,C=0.8)

[1829]  HhEfA132: (3S) -3— {4-[= (BT AR AL) & k] T &) —4- 4 A -1- [ [4-9m-2-
(A-FR ) 2R O] AR L] 44401, AR B 2 R O k-3 R R — T L

[1830] AR bSO BTk 77V, SR F A )44 1 29 F027 24 92 46 Je okl 3R15 Hh ) #4132,
[1831]  'H NMR: (400MHz ,dmso—d6) Sppm 7.51 (dd,1H) ,7.26 (s,4H) ,7.18 (td,1H) ,7.01
(dd,1H) ,3.93 (m,2H) ,3.42 (AB,2H) ,3.34 (m,2H) ,2.72/2.2 (2m, 2H) ,2.72/2.32 (2m,2H) ,
2.36(s,3H) ,1.9-1.7 (m,4H) ,1.41 (s, 18H) ,1.37 (m,2H) ,1.34 (s,9H) ,1.17 (t,3H) ,0.7 (m,
2H)

[1832]  sEjifafs]180: (3S) —3- (- T 58) —1-[[4-F-2- (4-F AR L) AL -] -4-5
- A-FHAR - AR A O b -3- R R

[1833] AR b sCH Fradk 773D, SR F A )44 1 324 i i T k), SR15 52 4611180

[1834] 'H NMR: (400MHz,D20) Sppm 7.61 (dd,1H) ,7.36(d,2H) ,7.26 (d,2H) ,7.23 (td,
1H) ,7.15(dd, 1H) ,4.41/4.26 (2%d,2H) ,3.35/3.09 (m,2H) ,3.17/2.81 (m,2H) ,2.95 (m, 2H) ,
2.37(s,3H) ,2.08/1.64 (m,2H) ,1.85/1.35(,2H) ,1.6 (m,2H) ,1.13/1.05 (m, 2H)

[1835]  ESI/FIA/HRFIMS/MS: [M+H]+=449.2005 (449.2005)

[1836]  JLZE 4 HT:C=61.57 (61.60) sH=6.53 (6.74) ;N=6.45 (6.25)

[1837]  RP:-15.640 (589nm,T=20°C ,C=1.0)

[1838]  Hh[AJ44133: (3S) —3— {4- [ = GRU-"T AR AL) & L] T ) -4- 2 -4 A0 1-
[(2-oRFEIRAL) AL ] -1, 4- R8BI O e -3 IR -1 iR

[1839]  AR¥E b S Bk J5 LR, SR P o 1) 44 1 29 1 2- 25 J7 % B B A M 4R JEU ), 3149 o ]
1133,

[1840] 'H NMR: (400MHz,dmso—-d6) Sppm 7.52-7.2 (m,9H) ,4.06-3.86 (m,2H) ,3.55/3.36
(AB,2H) ,3.36 (m,2H) ,2.71/2.32/2.19 (3m,4H) ,1.95-1.65 (m,4H) ,1.42/1.34 (2s,27H) ,
1.37 (m,2H) ,1.21/1.17 (2t,3H) ,0.68 (m, 2H)

[1841]  sLjafs 181 : (3S) —3— (4-% & T ) —4-F2 -4 M- 1-[ Q-IRHIRIL) FHE]-1,4-
R 5 -3-F IR

[1842]  ARHE b 30 Frak 773D, SR F A )44 1 334 s s i Kl , SR 135 i 451 181

[1843] 'H NMR: (400MHz,dmso—d6) Sppm 7.65-7.3 (m,9H) ,4.3 (AB,2H) ,3.43/3 (m,3H) ,
2.92(dd, 11) ,2.82 (m,2H) ,2.06-1.57 (2m,2H) ,1.83/1.33 (2m, 2H) 1.57 (m,2H) , 1.08 (m, 2H)
[1844]  ESI/FIA/HRAIMS/MS: [M+H]+=417.1938 (417.1943)

[1845]  JLE A H1:C=62.99 (63.45) ;H=6.45(7.02) ;N=6.93(6.73)

[1846]  rh[AI4A134: (3S) —3— {4- [ GRU-"T AR IL) &) T ) -4- 2 -4 A0 1-
[ (2-mng-5- LR IE) R ] -1, 4- S A 2 1 O e -3 - R IR AT L B

(18471 R4 b s BT iR TR, SR I HR (AR 1 29 FN2364E Skt 4f JsUkl , 3R45 1) 44134,
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[1848]  'H NMR: (300MHz,dmso—d6) Sppm 9.2 (s, 1H) ,8.85 (s, 2H) ,7.45 (m,3H) ,7.35(d,
1H) ,3.95(m,2H) ,3.55(d,1H) ,3.4(d,1H) ,3.3 (m,2H) ,2.8-2.55 (m, 2H) ,2.45-2.15 (2%m,
2H) ,2.15-1.7 (m,2H) ,2-1.55 (m,4H) ,1.5-1.25(3s,27H) ,1.2(t,3H) ,0.6 (m, 2H)

[1849]  sEjfEf]182: (3S) —3- (4-F I T &) —4-FH-4-5FA0-1-[ (2-mgmg -5-FL e 3L) B
B, 4R R O e -3-F R

[1850] AR b SCH Fradk 779D, SR F A )44 1 SAVE e i I k), SR 13 S i 461182,

[1851]1 'H NMR: (400MHz,D20) Sppm 9.15 (s, 1H) ,8.82 (s,2H) ,7.7-7.55 (m,3H) ,7.43 (d,
1H) ,4.4/4.3(2d,2H) ,3.6-3.35(m, 1H) ,3.3-3.1(m,1H) ,3.1 (m,1H) ,2.95 (m,3H) ,2.1 (m,
1H) ,1.85(m,1H) ,1.65(m,1H) ,1.62-1.45 @, 2H) ,1.35 (m,1H) ,1.15-1 (m, 2H)

[1852]  ESI/FIA/HRFIMS/MS: [M+H]+=419.1855 (419.1848)

[1853] JLZE4HT:C=57.01(57.41) sH=6.57 (6.50) ;N=13.45 (13.39)

[1854]  RP:-20.520 (589nm,T=20°C ,C=1.0)

[1855]  Hh[i]44135: (3S) —3— {4- [ = GRU-"T AL AL &) T ) -4- 2 -4 A0 1-
[ (2-MEmy—2- LR HE) FR L] -1, 4- S R A IR O e -3 - FR B BT 2

[1856]  #R¥E b S Bk Jy AR, SR Ao [I 44 1 29 FlT2— (2-ME Wy ) 25 FF s/ NS 4 SRR}, 3R
3 ) #4135,

[1857]  'H NMR: (300MHz,dmso—-d6) Sppm 7.62(d,1H) ,7.45-4.3 (m,4H) ,7.25(d,1H) ,7.15
(t,1H) ,4.1-3.9 (quad. ,2H) ,3.65/3.45 (d,2H) ,3.4-3.2 (m,2H) ,2.9-2.7 (m,2H) ,2.4-2.3
(m,2H) ,1.9-1.7 (m,4H) ,1.5-1.3(m,2H) ,1.4/1.35 (2%s,27H) ,1.2(t,3H) ,0.7-0.5 (m, 2H)
[1858]  sjiffsi183: (3S) —3— (-G T Hk) —4-F2 -4 AA-1-[ (2-MEmy —2- B R L) H
F]-1, AR R O -3 R

[1859] AR b 30 Frak 773D, SR F A )44 1 354 i i Ji K], SR 753 52 i 461 183

[1860] 'H NMR: (400MHz,D20) Sppm 7.6 (d,1H) ,7.55(d,1H) ,7.48 (m,2H) ,7.45(d,1H) ,
7.15(dd,1H) ,7.1(t,1H) ,4.5/1.4 (2%d,2H) ,3.5-3.2 (m,3H) ,3-2.85 (m,3H) ,2.15/1.7 (m,
4H) ,1.88 (m,1H) ,1.55 (m,2H) ,1.2-1 (m, 2H)

[1861]  ESI/FIA/HRFIMS/MS: [M+H]+=423.1505 (423.1507)

[1862] LA Hr:C=57.14(56.86) ;H=6.12(6.44) ;N=6.61(6.63) ;S=7.33(7.59)
[1863]  RP:-18.340 (589nm,T=20°C,C=0.9)

[1864]  Hh[AJ4A136: (3S) —3— {4- [ GRU-"T AR IL) L] T ) -4- 2 -4 A0 1-
[ (2-npme-3-FE IR IE) FFIE] 1, 4S8 24 2 PR O e -3 - R IR AT L B

(18651 R4 b SCHBTIR VA, R rp ()44 1 20 FH 2604 Ay 46 S sk , 3R A5 v ) 442136
[1866] 'H NMR: (400MHz,dmso-d6) Sppm 8.59 (dd,1H) ,8.56 (dd,1H) ,7.82(dt,1H) ,7.49
(dd,1H) ,7.48(ddd,1H) ,7.42/7.39 (2td,2H) ,7.27 (dd, 1H) ,3.92 (m,2H) ,3.44 (AB,2H) ,3.3
(m,2H) ,2.7/2.2(2m,2H) ,2.7/2.35 (2m,2H) ,1.95-1.66 (m,4H) ,1.42 (s, 18H) ,1.35 (m, 2H) ,
1.33(s,9H) ,1.17 (t,3H) ,0.63 (m, 2H)

[1867]  SZjfafs184: (3S) -3 (4-&FE T &) ~4-FF—4-4A0-1- [ (2-mbme-3-FL 2K L) H
F]-1, AR R O -3 R

[1868] AR I SCHh Frad 77D, SR F v )44 1 364 s iy Ji k), SR13 S i 451 184

[1869]1  'H NMR: (400MHz ,dmso-d6) Sppm 8.57 (d,1H) ,8.48 (s, 1H) ,7.83(d,1H) ,7.65 (m,
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1H) ,7.57 (m,1H) ,7.57 m,2H) ,7.4 (m,1H) ,4.41/4.29 (dd,2H) ,3.44/3.12(dd,2H) ,3.2/
2.86 (dd,2H) ,2.93 (m,2H) ,2.1/1.67 (2%m,2H) ,1.85/1.35 (2#m, 2H) ,1.59 (m,2H) ,1.08 (m,
2H)

[1870]1  ESI/FIA/HRFIMS/MS: [M+H]+=418.1871 (418.1895)

[1871]  JEZE4H7:C=60.35(60.42) ;H=6.74(6.76) ;N=9.70 (10.07)

[1872]  RP:-20.940 (589nm,T=28°C,C=0.9)

[1873]  wh[aMA137: (3S) =3 {4- [ GRU-TT S8 AR L) 0] T8 -4- 2 A - 1- [ [4--2-
(3-FR A IR ) DR ] AR L] 45401 A- R 0 R O - 3- AR R T AL

[1874] R4 0 ik JiiER, SR H v (AR 1 2902224 it oh Jsk) , 3R453 (R 44137 .
[1875] 'H NMR: (400MHz ,dmso-d6) Sppm 7.51 (dd,1H) ,7.36 (t,1H) ,7.2(td,1H) ,7.05
(dd,1H) ,6.97 (d,1H) ,6.91 (m,1H) ,6.9 (m,1H) ,3.93 (m,2H) ,3.79 (s,3H) ,3.52/3.33 (2%d,
2H) ,3.33 (m,2H) ,2.72/2.21 (m,2H) ,2.72/2.32 (m,2H) ,2-1.75 (m,4H) ,1.4 (s,18H) ,1.37
(m,2H) ,1.34(s,9H) ,1.17 (t,3H) ,0.69 (m, 2H)

[1876] sl 185: (3S) —3- (4% FE T 5E) —1- [ [4-F-2- (3-H A SE IR ) AL FR 2] -4~
PR A E AR R A O -3 - R

(18771 ARHE b3 Frak 773D, SR F AR A4 1 3TAE i i i k), SR15 52 461185

[1878] 'H NMR: (400MHz,D20) Sppm 7.62 (dd, 1H) ,7.46 (t,1H) ,7.25 (td,1H) ,7.16 (dd,
1H) ,7.08 (dd,1H) ,6.97 (d1,1H) ,6.96 (s1,1H) ,4.41/4.27 (2%d,2H) ,3.84 (s, 3H) ,3.37/
3.09 (m,2H) ,3.16/2.83 (m,2H) ,2.95 (m,2H) ,2.09/1.66 (m,2H) ,1.86/1.35 (m,2H) ,1.66 (m,
2H) ,1.13/1.06 (n, 2H)

[1879]  ESI/FIA/HRFIMS/MS: [M+H]+=465.1941 (465.1949)

[1880]  JLE A Hr:C=59.94(59.48) ;H=6.44 (6.51) ;N=6.11(6.03)

[1881]  RP:-19.240 (589nm,T=20°C,C=0.6)

[1882]  rhfa]{£138: (3S) -3 {4- [ GRU-T %Al A e AE) 2 Bk ] T 4k} -1- [ [3- U-FARRES) ik
WE-2-4k] F ] —4- U421, A-BURBE R IR O e -3- IR AT E lis

[1883] AR b3 Bk 77 VEF , SR A A4 1 29 F129 LA 9 S 46 JsUk) , 3R45 Hh 1) 448138
[1884] 'H NMR: (400MHz,dmso—d6) Sppm 8.55(d, 1H) ,7.68(d,1H) ,7.55 (m,4H) ,7.42 (dd,
1H) ,3.94 (m,2H) ,3.63/3.44 (2%d,2H) ,3.19 (m,2H) ,2.98/2.51 (2%m, 2H) ,2.64/2.36 (2#m,
2H) ,1.91/1.75 (2%m,2H) ,1.75/1.62 (2%m,2H) ,1.4 (s,18H) ,1.33 (s,9H) ,1.23 (m,2H) ,1.18
(t,3H),0.59/0.34 (m, 2H)

[1885]  sijifafs]186: (3S) —3— (4% H: T HE) —1-[[3- (4-SARIEIE) mbng -2 ] L] -4-5%
-4 A1, 4RI O b -3- R

[1886] AR b 3CH Frak 773D, SR F A ) 44 1 384 s s i KL, SRS it 451 1 86

[1887] 'H NMR: (400MHz,D20) Sppm 8.6 (d,1H) ,7.8(d,1H) ,7.5(m,3H) ,7.3(d,2H) ,4.4
(m,2H) ,3.5-3.3 (m,2H) ,3.2 (m,2H) ,2.95 @, 2H) ,2.2@m,1H) ,1.9 @, 1H) ,1.65 (m,1H) ,1.6
(m,2H) ,1.45 (m,1H) ,1.3-1.1 (u,2H)

[1888]  ESI/FIA/HRAIMS/MS: [M+H]+=452.1502 (452.1500)

[1889] L4 H1:C=55.89(55.82) sH=5.56 (6.02) ;N=9.17 (9.30)

[1890]  RP:-5.260 (589nm,T=20°C,C=1.0)
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[1891]  HrE£139: (3S) -3— {4-[ = (BT S AL & k] T 5L} —4- 28 A -1- [ [4-9m-2-
(4- A B OR ) DR ] R R ] 424K L, 4- ORI R IR O b - 3-FR R AT

[1892]  #R4E L0 ik JiiER, SR Fl (AR 129 F122 1 /R Ea oh JsUk) , 3R45 H [F] 44139
[1893]  'H NMR: (400MHz, dmso—d6) Sppm 7.49 (dd,1H) ,7.31(d,2H) ,7.17 (n,1H) ,7.01 (m,
1H) ,7.01(d,2H) ,3.93(m,2H) ,3.8(s,3H) ,3.5/3.32 (2d,2H) ,3.32 (m, 2H) ,2.75/2.21 (2%
m,2H) ,2.72/2.33 (2m, 2H) ,2-1.78 GRIENTHIE , 2H) ,2-1.78 CGRIAENTIE, 2H) ,1.4/1.33
(2%s,27H) ,1.38 (m,2H) ,1.18(t,3H) ,0.7 (m, 2H)

[1894]  SEJaf5]187: (3S) -3- (-2 & T 58 —1-[[4-R—2- (4-H A oR ) JR ] At ] -4
FRHE -4 A1, AR R R L -3 R

[1895] AR b SCH Fradk 779D, SR F A )44 1 3OVE i s I k), SR A5 S i 461 187

[1896] 'H NMR: (300MHz,D20) Sppm 7.57 (dd,1H) ,7.3(d,2H) ,7.19 (td,1H) ,7.12(dd,
1H) ,7.08(d,2H) ,4.32 (AB,2H) ,3.84 (s,3H) ,3.33/3.07 (2m,2H) ,3.13/2.8 (2m, 2H) ,2.92
(m,2H) ,2.05/1.62 (2m,2H) ,1.83/1.32 (2m,2H) ,1.57 (m,2H) ,1.05 (m, 2H)

[1897]  ESI/FIA/HRFIMS/MS: [M+H]+=465.1960 (465.1954)

[1898]  JLE 4 H1:C=59.41(59.48) sH=6.76 (6.51) ;N=6.09 (6.03)

[1899]  RP:-13.770 (589nm,T=20°C ,C=0.9)

[1900]  HhEf£140: (3S) -3— {4-[ = GRL-T AR B dh) 2 Ak ] T k) —4- 28 k- 1-[[2- (4-H
RN DR R ] 44 A1, 4- BRI O f - 3- R R AT R

[1901]  ARHE b Frd 77 VEF , SR B A )44 1 29 F1 2881 9 AL 46 JsUkt , $R15 H ) #4140
[1902]  'H NMR: (400MHz ,dmso—-d6) Sppm 7.49 (dd,1H) ,7.33 (2#m,2H) ,7.23 (2%d,4H) ,
7.18(dd, 1H) ,3.92 (m,2H) ,3.54/3.35 (2%d,2H) ,3.3 (m,2H) ,2.74/2.2 (2%m,2H) ,2.74/2.32
(2#m, 2H) ,2.36 (s,3H) ,1.95-1.75 (m,2H) ,1.95-1.75 (m,2H) ,1.41/1.33 (2%s,27H) ,1.38
(m,2H) ,1.17 (t,3H) ,0.71 (m,2H)

[1903]  SZJEf5]188: (3S) -3- (4-& I T HL) —4-FH-1-[[2- (4-FF L IR IL) FRHL] A L] -4-
AR, A-BUR R A C e -3-F R

[1904]  ARYE b3 Frak 773D, SR F A A 140 E ot i i K], SR 1552 i 451 188

[1905]  'H NMR: (300MHz,D20) Sppm 7.6-7.35 (m,4H) ,7.33/7.22(2d,4H) ,4.33 (AB, 2H) ,
3.33/3.07 (2m,2H) ,3.19/2.8 (2m,2H) ,2.91 (m,2H) ,2.35 (s,3H) ,2.06/1.58 (2m,2H) ,1.82/
1.32(2m,2H) ,1.57 (m,2H) ,1.07 (m, 2H)

[1906]  ESI/FIA/HRAIMS/MS: [M+H]+=431.2097 (431.2099)

[1907]  JTZE A Hr:C=64.03(64.17) ;H=6.92(7.26) ;N=6.45(6.51)

[1908]  RP:-13.150 (589nm,T=20°C ,C=0.9)

[1909]  whfalfA141: (3S) -3 {4- [ GRU-TT A A k) &0k ] T %) -4- 2 Ak -1- [ [4-%-2-
(A-FR R IE) R B 3] 4540 -1, 4- R A A PR O - 3- TR R - T i

[1910] AR bSO Bradk 77 VAR, SR F v )44 1 29 F027 LAV S af Jskt , SRAG Hh R 4141
[1911]  'H NMR: (400MHz ,dmso—d6) Sppm 7.49 (dd,1H) ,7.42 (dd,2H) ,7.29 (t,2H) ,7.21
(td,1H) ,7.06 (dd, 1H) ,3.92 (m,2H) ,3.49/3.32 (2%d,2H) ,3.32 (m,2H) ,2.71/2.2 (2*m, 2H) ,
2.7/2.34 (2#m,2H) ,1.9-1.65 (m,2H) ,1.9-1.65 (m,2H) ,1.4/1.33 (2%s,27H) ,1.38 (m, 2H) ,
1.18(t,3H) ,0.67 (m, 2H)
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[1912]  SZjEf1189: (3S) -3— (4-EFE T ) —-1-[[4-F-2- 4-FIF L) R L) -4 -

4581, A FARBE R I T e -3- R IR

[1913] R4 30 prid 75D, R F R AR LA E oA 46 )50k}, SR15 SETt 91189

[1914]1  'H NMR: (300MHz ,D20) Sppm 7.59 (dd,1H) ,7.35 (m,2H) ,7.23 (td,1H) ,7.23 (¢,

2H) ,7.14(dd, 1H) ,4.31 (AB,2H) ,3.36/3.07 (2m, 2H) ,3.16/2.83 (2m,2H) ,2.92 (m,2H) ,

2.06/1.58 (2m,2H) ,1.84/1.33 (2m,2H) ,1.58 (m,2H) ,1.07 (m, 2H)

[1915]  F NMR: (300MHz,D20) Sppm—111.4/-114.1

[1916]  ESI/FIA/HRFIMS/MS: [M+H]+=453.1750 (453.1754)

[1917]  JTZEAHr:C=58.26 (58.40) ;H=5.79 (6.01) ;N=6.18(6.19)

[1918]  RP:-17.770 (589nm,T=20°C ,C=1.2)

[1919]  dhjEfA142: (3S) -3— {4-[ = GRL-T SRR AL) &Rk T B} —4- 28 - 1-[ (4-9-2-

M E -3 -F IR L) B L] -4 AR -1, A- S A B PR L e -3 - Y R ) L i

[1920]  HR4E b0 ik JiiER, SR F R (R 129 026 LAE it ah Jsk) , 3R453 TR i 142,

[1921]  'H NMR: (400MHz ,dmso—d6) Sppm 8.6 (dd, 1H) ,8.58 (d1,1H) ,7.84 (dt,1H) ,7.51

(m,2H) ,7.26 (td,1H) ,7.15(dd,1H) ,3.93 (m,2H) ,3.42 (AB,2H) ,3.33 (m,2H) ,2.67/2.2 (2m,

2H) ,2.67/2.35(2m,2H) ,1.96-1.62 (m,4H) ,1.41 (s,18H) ,1.36 (m,2H) ,1.34 (s,9H) ,1.17

(t,3H) ,0.65 (m, 2H)

[1922] %ﬁ@fﬂl% (3S) —3— (4-Z LT 2) —1-[ (4-9R—2-ME e -3-F:oR k) H AL ] -4 0 -
4= A1, AR R A C -3 - IR

[1923] *E%Ekxtljﬁﬁﬁﬁ/ﬂ K FH A 14240 e gt SR RL , FR1F SETf 41190 6

[1924] 'H NMR: (300MHz,D20) Sppm 8.62 (dd,1H) ,8.54 (d,1H) ,7.89 (dt,1H) ,7.7 (dd,

1H) ,7.6(dd,1H) ,7.34 (td,1H) ,7.23(dd, 1H) ,4.35 (AB,2H) ,3.46/3.12 (2m,2H) ,3.18/2.87

(2m,2H) ,2.97 (m,2H) ,2.12/1.67 (2m,2H) ,1.88/1.37 (2m,2H) ,1.61 (m,2H) ,1.11 (m,2H)

[1925]  '°F NMR: (300MHz,D20) Sppm—111

[1926]  ESI/FIA/HRFIMS/MS: [M+H]+=436.1794 (436.1801)

[1927]  JT&ESHr:C=57.69 (57.93) ;H=5.69 (6.25) ;N=9.60(9.65)

[1928]  RP:-19.680 (589nm,T=20C,C=0.7)

[1929] a4k 143: (3S) —=3—{4- [ = GR-"T B L) 2 L] T k) -4- 2 k- 1-[ (4-F %

-2 IRFLIRIE) I ] -4 A1, 4R A 2 O e -3 - FF FR AL T i

[1930]  ARAE b Frdk 77 VEF, SR A )44 1 29 R0 2854 9L 4f JsUkt , $R15 H ) 448143

[1931]  'H NMR: (400MHz ,dmso—d6) Sppm 7.47-7.32 (m,5H) ,7.35(d,1H) ,6.95(dd, 1H) ,

6.75(d,1H) ,3.92(quad.,2H) ,3.77 (s,3H) ,3.47/3.27 (dd,2H) ,3.32 (t,2H) ,2.75/2.28

(dd,2H) ,2.67/2.16(dd,2H) ,1.85/1.72(dd,2H) ,1.79 (t,2H) ,1.41 (s, 18H) ,1.36 (m, 2H) ,

1.34(s,9H) ,1.16 (t,3H) ,0.68 (m,2H)

[1932]  sLjfafs191: (3S) —3— (4-Z LT ) —4-F2 0k -1- [ (U-F2 k-2 O L) FE L] -4-%

-1, 48 Z B Z A L e -3 - F R

[1933] *E?EJ:IEP}EELﬁ/ZDJtﬁﬁ HH ) A4 1434 kS o Bk, SRAF- St 451 191

[1934]1  'H NMR: (400MHz,D20) Sppm 7.54-7.44 (m,3H) ,7.54-7.44 (m,1H) ,7.34(d,2H) ,

6.97 (dd, 1H) ,6.86 (df,1H) ,4.34/4.19 (2%d,2H) ,3.33/3.05 (2%m, 2H) ,3.19/2.78 (2%m,
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2H) ,2.95 (m,2H) ,2.07/1.63 (2#m,2H) ,1.85/1.35 (2%m,2H) ,1.59 (m,2H) ,1.2-1 (2%m, 2H)
[1935]  ESI/FIA/HRFIMS/MS: [M+H]+=433.1887 (433.1887)

[1936]  JTZE4H1:C=60.81(61.10) sH=6.31(6.76) ;N=6.49 (6.48)

[1937]  RP:-39.130 (589nm,T=20°C,C=0.9)

[1938]  rhfi)fA144: (3S) —3-{4-[ = GR-"T AL & T i) 4-2 8- 1-[ U-F-2-
MmE —4-FE IR L) B O] 441, - AR PR O e -3 - Y R ) L i

(19391 ARHE bSO Frdk 77 VEF , SR F A )44 1 29 F026 24 S af Jekl  3R15 Hh ) #4144
[1940] 'H NMR: (400MHz ,dmso-d6) Sppm 8.65 (m,2H) ,7.53 (dd,1H) ,7.44 (m,2H) ,7.28
(td,1H) ,7.14 (dd,1H) ,3.93 (m,2H) ,3.44 (AB,2H) ,3.32 (m,2H) ,2.69/2.21 (2m,2H) ,2.69/
2.35(2m,2H) ,1.96-1.62 (m,4H) ,1.41 (s,18H) ,1.36 (m,2H) ,1.33(s,9H) ,1.17 (t,3H) ,
0.66/0.58 (2m, 2H)

[1941]  sjfif192: (3S) —3- (-2 AL T AL) —1-[ (4-F-2- ML ng -4 - HL) AL ] -4 dt-
4~ A BRI O e -3-F IR

[1942] AR bSO Frdk 77320, K F A AR 444 E e i T k), SR13 52461192,

[1943]  'H NMR: (400MHz,D20) Sppm 8.63 (d,2H) ,7.67 (dd,1H) ,7.45(d,2H) ,7.33(td,
1H) ,7.21(dd, 1H) ,4.4/4.29 (2%d,2H) ,3.44/3.08 (m,2H) ,3.16/2.88 (m,2H) ,2.95 (m, 2H) ,
2.1/1.65(m,2H) ,1.86/1.36 (m,2H) ,1.6 (m,2H) ,1.08 (m,2H)

[1944]  ESI/FIA/HRFIMS/MS: [M+H]+=436.1804 (436.1801)

[1945]  JTZE 4 Hr:C=58.11(57.93) sH=5.71(6.25) ;N=9.79(9.65)

[1946]  RP:-16.250 (589nm,T=20°C ,C=1.0)

[1947] (a4 146: (3S) -3-{4- [ GRU-T SR AR & L] T 28 -1-[[2- G-&AARED) 2%
FEVR ] -4- A A E A A BRI O - 3- R BT

[1948]  ARAE bSO Frdk 77V, SR A 441 29 F021 34 9 AL 46 JsUk) , 3R15 H ) 448146
[1949]  'H NMR: (400MHz , dmso—-d6) Sppm 7.52 (s1,1H) ,7.45 (m,2H) ,7.45/7.38/7.25 (3m,
4H) ,7.33(dt,1H) ,3.94 (m,2H) ,3.53/3.32 (AB,2H) ,3.25 (m,2H) ,2.76/2.37 (2m,2H) ,2.7/
2.25(2m,2H) ,1.95/1.78 (2m,2H) ,1.82/1.75 (2m,2H) ,1.41 (s, 18H) ,1.33 (s,9H) ,1.33 (m,
2H) ,1.18(t,3H) ,0.66/0.57 (2m, 2H)

[1950]  sLjafs]194: (3S) —3- (4-2 L T HL) —1-[[2- (3-FARIRHY) IR ] L] -4-F2 k-4
AR, AR R A O e -3-F R

[1951]  AR¥E b0 Frak 773D, R A A 1464 s i k), SR1F- 52451194

[1952]  'H NMR: (300MHz,D20) Sppm 7.63-7.23 (m,8H) ,4.33 (AB,2H) ,3.42/3.1 (2m,2H) ,
3.17/2.82(2m,2H) ,2.93 (m,2H) ,2.1/1.63 (2m,2H) ,1.84/1.34 (2m,2H) ,1.57 (m,2H) ,1.07
(m, 2H)

[1953]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1539 (451.1548)

[1954] L& H1:C=58.76 (58.60) ;H=6.46 (6.26) ;N=6.38(6.21)

[1955]  RP:-15.780 (589nm,T=20°C ,C=1.2)

[1956]  Hh[aA&147: (3S) —3— {4- [ GRU-TT AU kAl ) 2 k] T L) -1-[[4-F -2 U-F 4K
ORIE) ORI ] ] -4- S AR A S AR B 2 A O e - 3- R R AT R I

(19571 R4 b S0 ik T3 vER , SR R AR 1 29 02924 Skt of JsUkl , 3R453 () 44147 .
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[1958]  'H NMR: (400MHz ,dmso—d6) Sppm 7.52(d,2H) ,7.5(d,1H) ,7.45(dd,1H) ,7.41(,
2H) ,7.27 (d,1H) ,3.94 (m,2H) ,3.5/3.33 (dd,2H) ,3.3 (m,2H) ,2.8-2.6 (2m, 2H) ,2.35 (dd,
1H) ,2.2@m,1H) ,2-1.7 (m,4H) ,1.41 (s,18H) ,1.4-1.3 (m,2H) ,1.33 (s,9H) ,1.18 (t,3H) ,
0.68 (m, 2H)

[1959]  sLjfEfs|195: (3S) —3- (4—ZIE T IE) —1-[ [4-G-2- U-EACHFE) R PR -4-
FREE-A-EAR A E AR R A O -3 - R

[1960] AR b SCH Fradk 773D, K F A AR 1 ATHE e i T K], SR13 52 461195

[1961]  'H NMR: (300MHz,D20) Sppm 7.55-7.5(2d,2H) ,7.5(d,2H) ,7.4(d,1H) ,7.28(d,
2H) ,4.3(dd,2H) ,3.35/3.05 (2m,2H) ,3.15/2.8 (2m,2H) ,2.9 (m,2H) ,2.05/1.65 (2m,2H) ,
1.8/1.3(2m,2H) ,1.55 (m,2H) ,1.05 (n,2H)

[1962]  ESI/FIA/HRFIMS/MS: [M+H]+=485.1162 (485.1163)

[1963]  JTZE 4 Hr:C=55.11(54.44) ;H=5.26 (5.61) ;N=5.87 (5.77)

[1964]  RP:-17.410 (589nm,T=19°C,C=1.0)

[1965]  Hh[a){A&148: (3S) —3- {4 [ = (BL-"T A e dt) L] T ) -4- 2 A -1-[2- 6-F
SR -3-3E) TR ] 41, AR AR R AR O e -3 FR IR AT R B

[1966]  H4f S0 B iR 5 AR, SR b (R 1 29 FN237 4R e i Jslkl , 3R 45 Hh () 44148
[1967]  'H NMR: (400MHz ,dmso—d6) Sppm 8.1 (d,1H) ,7.75(dd,1H) ,7.5-7.2 (m,4H) ,6.9
(d,1H),3.9(s,3H) ,3.9(m,2H) ,3.55/3.35(dd,2H) ,3.3 (m, 2H) ,2.75/2.2 (2m,2H) ,2.7/
2.35(2dd,2H) ,1.9/1.8(2m,2H) ,1.8(m,2H) ,1.4(s,18H) ,1.35 (m,2H) ,1.35(s,9H) ,1.2 (¢,
3H) ,0.65 (m, 2H)

[1968]  sLjiafs 196 : (3S) —3— (4-% & T ) —4-F2 L -1-[2- (6—FF A kb g -3-58) R Ak ] -4~
AR A-RUR R A O e -3-F R

(19691 ARHE b 30 Frak 77320, SR F AR )44 1 A8AE i i T K], SR 15 52 i 461 196

[1970]  'H NMR: (400MHz,D20) Sppm 8.05 (d,1H) ,7.75(dd,1H) ,7.6 (m,1H) ,7.5 (m,2H) ,
7.4 (m,1H) ,7(d,1H) ,4.3(dd,2H) ,3.9(s,3H) ,3.45/3.15 (2m, 2H) ,3.2/2.85 (2dd, 2H) ,2.9
(m,2H) ,2.1/1.7 (2m,2H) ,1.8/1.35(m,2H) ,1.6 (m,2H) ,1.1 (n, 2H)

[1971]1  ESI/FIA/HRAIMS/MS: [M+H]+=448.2009 (448.2001)

[1972]  JTZE S Hr:C=58.81(59.05) ;H=6.79 (6.76) ;N=9.31(9.39)

[1973]  RP:-11.510 (589nm,T=19°C,C=0.9)

(19741 Halal{&149: (3S) -3 {4- [ GRl-"T S A h) 2 it ] T ) -4- 25U - 1- [ [2- U-3
IRHE) TRFE] L) 4R A R e IR O e - 3- R R A - T R I

[1975]  AR¥E bSO Bk J5EF, SR A eh (R4 120 12— (4 2K 3) 2 SV N oh SRk}, 3R
3 ) 44149

[1976]  'H NMR: (400MHz ,dmso-d6) Sppm 7.47 (dd,1H) ,7.39/7.33 (2%m,2H) ,7.39 (dd,
2H) ,7.27 (t,2H) ,7.21 (dd,1H) ,3.93 (m,2H) ,3.52/3.34 (2%d,2H) ,3.38-3.22 (m,2H) ,2.75/
2.21 (2#m,2H) ,2.7/2.35 (2%m,2H) ,1.98-1.72(m,2H) ,1.98-1.72 (m,2H) ,1.41/1.34 (2%s,
27H) ,1.37 (m,2H) ,1.19 (t,3H) ,0.68 (m,2H)

[1977]  sEjEf|197: (3S) -3- (4-Z T 3h) —1-[[2- U-F AR JKFL ] PR -4-F-4-%
-1, 4G IR R R O e -3 FF R
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[1978] AR b SCH Frad 779D, SR F A )44 1491 E e i T k), SR13 52 461197

[1979]1 'H NMR: (400MHz,D20) Sppm 7.6 (d,1H) ,7.52 (m,2H) ,7.4(d,1H) ,7.35(dd,2H) ,
7.24(dd,2H) ,4.41/4.29 (dd,2H) ,3.39/3.1 (2%m,2H) ,3.19/2.88 (2%m, 2H) ,2.93 (m, 2H) ,
2.09/1.65 (2#m, 2H) ,1.85/1.59 (2#m, 2H) ,1.59/1.35 (2#m, 2H) ,1.2-1 (m, 2H)

[1980]  ESI/FIA/HRFIMS/MS: [M+H]+=435.1843 (435.1843)

[1981]1  JEZ4H7:C=60.70 (60.82) ;H=6.56 (6.50) ;N=6.49 (6.45)

[1982]  RP:-23.350 (589nm,T=20°C,C=0.7)

[1983]  HR[EJ{A150: (3S) —3- {4 [ GRU-"T 4 A k) &k ] T A8} -1-[[2- U-S AR -
A-FRRIE] ] —4- 2 A 48401, A- B e e TR O -3 R R - T L

[1984]  ARAE b S Frd 77V, SR F A )44 1 29 F0 2208 9 A2 46 Je k)  3R15 H ) 44150
[1985] 'H NMR: (400MHz,dmso-d6) Sppm 7.52(d,2H) ,7.5 (m,1H) ,7.42(d,2H) ,7.22 (dt,
1H) ,7.07 (dd, 1H) ,4-3.86 (m,2H) ,3.5/3.32 (2%d, 2H) ,3.4-3.25 (m,2H) ,2.71/2.21 (2%m,
2H) ,2.71/2.35 (2#m,2H) ,1.99-1.72 (m,2H) ,1.99-1.72 (m,2H) ,1.41/1.33 (2%s,27H) ,1.38
(m,2H) ,1.19 (t,3H) ,0.68 (m,2H)

[1986]  sZjafs|198: (3S) —3- (4-ZFE T 3E) —1-[[2- U-FACTEID) —4-FEIL ] F L] -4-5
He-A-FHAR A-E AR R I O b -3- R

(19871 ARHE b3 Frak 77920, SR F A )44 1 504E e i T k), SR15 52 i 461198

[1988] 'H NMR: (400MHz,D20) Sppm 7.62 (dd,1H) ,7.54 (d,2H) ,7.35(d,2H) ,7.25 (td,
1H) ,7.17 (dd, 1H) ,4.39/4.28 (2%d, 2H) ,3.4/3.09 (2#m,2H) ,3.13/2.84 (2%m,2H) ,2.95 (m,
2H) ,2.09/1.65 (2%m,2H) ,1.86/1.36 (2%m,2H) ,1.6 (m,2H) ,1.09 (n, 2H)

[1989]  ESI/FIA/HRFIMS/MS: [M+H]+=469.1452 (469.1454)

[1990]  JTZE A Hr:C=56.19(56.35) ;H=5.57 (5.80) ;N=5.97 (5.97)

[1991]  RP:-12.560 (589nm,T=20°C ,C=0.7)

[1992]  whfaf£151: (3S) -3 {4- [ GRU-TT A A l) &) T8 -4- 2 Ak -1-[ -%5-1-
FEORHL) ] -4 A1, A A B 20 IR O e - 3- FR R A - T L I

[1993]  ARHE b3 Fradk 77 VEF , SR A )44 1 29 F1 2281 9 AL 4f JsUkt , 3R15 Hr ) 44151 6
[1994] 'H NMR: (400MHz ,dmso-d6) Sppm 8 (m,2H) ,7.65-7.2 (m,9H) ,3.85 (m,2H) ,3.4 (m,
2H) ,3.35-3(2dd,2H) ,2.65/2.2 (2m,2H) ,2.5/2 (2m,2H) ,1.9-1.5 (m,4H) ,1.4 (2s,18H) ,
1.35@m,2H) ,1.3(2s,9H) ,1.1(t,3H) ,0.65 (m,2H)

[1995]  sLjafs]199: (3S) —3- (-2 L T Ik) —4-F dh-1-[ (2-Z5-1-FE k) A ] -4 -
1, A5 R 2 A O e -3- R IR

[1996]  ARHE b3 Frak 773D, R H A4 1 5 LAE s i k), SRAF- 52461199

[1997]1  'H NMR: (400MHz,D20) Sppm 8 (m,2H) ,7.75-7.3 (m,9H) ,4.35-3.8(2dd, 2H) , 3.4/
2.95 (2m,2H) ,3.2/2.7 (2m,2H) ,2.9 m,2H) ,2.05/1.55 (2m,2H) ,1.75/1.25 (2m, 2H) ,1.5 (m,
2H) ,1.2-0.7 (m, 2H)

[1998]  ESI/FIA/HRAIMS/MS: [M+H]+=467.2109 (467.2099)

[1999]  JTZE A H1:C=66.50 (66.94) ;H=6.26 (6.70) ;N=6.08 (6.00)

[2000]  RP:-25.420 (589nm,T=19°C ,C=1.0)

[2001] i) {152 (3S) -3-{4-[ = (BT AL REL) &AL T ) -1-[ @-HF1-T HRE) H
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) -A-CE I AEAR L A AR R A O e - 3- FR R A - T R

[2002] 4R b Scrp BTk VAR, SR Ao [A) 44 1 20 A 243 -1 J 25 F B A g 48 SR R, #2458
44152,

[2003]  'H NMR: (400MHz, dmso—d6) Sppm 7.6-7.15 (3m,4H) ,4 (m,2H) ,3.75 (dd,2H) ,3.45-
3.3 (m,2H) ,3-2.75(2m,2H) ,2.5(dd,2H) ,2.4 (m,2H) ,2-1.85 (m,2H) ,1.4 (m,2H) ,1.4 (s,
18H) ,1.4 (t,9H) ,1.35(s,9H) ,1.2(t,3H) ,0.95-0.7 (m, 2H)

[2004]  sZjEf5]200: (3S) —3- (A-Z LT 3E) —1-[ Q—F-T FEIEIL) FIE]-4-FR-4-H -
1, A-GR Z A L e-3- R IR

[2005] AR b SCH Bk 779D, SR F A )44 1 524 e i T k), 3R 753 52 461200

[2006]  'H NMR: (300MHz,D20) Sppm 7.57/7.46 (2m,2H) ,7.36 (m,2H) ,4.65 (AB,2H) ,3.68/
3.41 (2m,2H) ,3.46/3.22 (2m,2H) ,2.89 (m,2H) ,2.25/1.75 (2m,2H) ,1.9/1.46 (2m,2H) ,1.56
(quint.,2H) ,1.35(s,9H) ,1.13 (m,2H)

[2007]  ESI/FIA/HRFIMS/MS: [M+H]+=2397.2253 (397 .2256)

[2008]  JLE4HT:C=61.19(60.59) sH=8.40 (8.39) ;N=7.29(7.07)

[2009]  RP:-41.120 (589nm,T=19°C,C=0.9)

[2010]  Hh[if£153: (3S) -3 {4- [ GRU-TT S8 AR L) 0] T ) -4- 2 Ak -1- [ [4-%-2-
(A- 3R -3-FR A R L) R ] FE L ] -4 A1, A- R B 2R IR L e -3 R R AT B

[2011]  ARAE bSO Frdk 77, SR B A A4 1 29 F027 34 AL 46 JsUkt  3R15 H ) #4153
[2012]  'H NMR: (400MHz ,dmso-d6) Sppm 7.51 (dd,1H) ,7.28(dd,1H) ,7.21 (dt,1H) ,7.09
(m,1H) ,7.09 (m, 1H) ,6.93 (m,1H) ,3.93 (m,2H) ,3.88 (s, 3H) ,3.52/3.35 (2«d,2H) ,3.4-3.25
(m,2H) ,2.72/2.21 (2%m,2H) ,2.72/2.34 (2%m,2H) ,1.9-1.65 (m,2H) ,1.9-1.65 (m, 2H) ,
1.41/1.33 (2%s,27H) ,1.38 (m,2H) ,1.18 (t,3H) ,0.7 (m, 2H)

[2013]  sLjfafs|201 : (3S) —3- (-2 LT HE) —1-[[4-9—-2- (- -3-F A LR L) 2R AL ] -H
F)-A-F I -A-E -1, AR R AR O e -3 R

[2014]  ARYE b3 Fradk 77320, SR F A )44 1531 s i T k), SR15 52 i 4611201

[2015]  'H NMR: (400MHz ,dmso—-d6) Sppm 7.6 (dd,1H) ,7.25 (m,2H) ,7.15 (m,2H) ,6.95 (m,
1H) ,4.4/4.3 (2%d,2H) ,3.9 (s,3H) ,3.5-3.3 (m, 1H) ,3.2-3.05 (m,2H) ,2.95 (m, 2H) ,2.9 (dd,
1H) ,2.05 (m,1H) ,1.85 (m,1H) ,1.65 (m,1H) ,1.6 (m,2H) ,1.35(m,1H) ,1.2-1 (m,2H)

[2016]  ESI/FIA/HRAIMS/MS: [M+H]+=483.1854 (483.1855)

[2017]  JT&EAHr:C=57.37(57.26) ;H=5.95(6.06) ;N=5.86 (5.81)

[2018]  RP:-21.910 (589nm,T=21°C,C=1.1)

[2019] w154 (3S) —3- {4 [ = (BT S pcdt) k] T k) -4- 28 k- 1-[ 2-F7n&
Whk—4-FE L) B I ] 458401, 4~ 2 24 R O e -3 FR R LT i

[2020] AR bSO Brad 5 VAR, SR R )44 1 29 RN 2644 RS af Js k) , $R15 Hh E) 4154
[2021]  'H NMR: (400MHz ,dmso—d6) Sppm 9.35(d,1H) ,8.32(d, 1H) ,8.21 (m,1H) ,7.71 (m,
2H) ,7.6 (2%d,1H) ,7.5 (2%t ,1H) ,7.42 (t,1H) ,7.31 (m, 1H) ,7.25 (m,1H) ,3.87 (m,2H) ,3.45-
3.3(m,2H) ,3.32/3.2/3.05 (m,2H) ,2.62/2.2 (m,2H) ,2.58/2 (m,2H) ,1.8-1.25 (m,6H) ,1.6
(m,2H) ,1.42/1.4 (2%s,18H) ,1.32/1.3 (2%s,9H) ,1.1 (m, 3H)

[2022]  *'P NMR: (400MHz ,dmso—d6) Sppm 44.94
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[2023]  SEjiff§1202: (3S) -3— (4-ZFE T A8) —4- 20— 1-[ (2-engmh—4-FopHL) L] -4
-1, 4-FIRERIA O S -3-F IR

[2024] R4 b0 ik T D, SR IR AR 1 544 A 46 )5k}, 3R15 SE it 51202,

[2025]  'H NMR: (400MHz,D20) Sppm 9.3 (s, 1H) ,8.35/8 (2s,1H) ,8.2 (m, 1H) ,7.8-7.4 (m,
7H) ,4.4-3.8 (2AB,2H) ,3.6-3.2/3 (m,2H) ,3.1/2.7 (m,2H) ,2.91 (m,2H) ,2.1/1.55 (m, 2H) ,
1.75/1.25(m,2H) ,1.6 (m,2H) ,1.15-0.75 (u, 2H)

[2026]  3'P NMR: (400MHz ,D20) Sppm 25.29

[2027]  ESI/FIA/HRAIMS/MS: [M+H]+=468.2046 (468.2047)

[2028]  JLZE A4 H1:C=64.83(64.23) ;H=5.86 (6.47) :N=9.17 (8.99)

[2029]  HEMA155: (3S) -3— {4-[ = GRL-T S AR Hedh) & Ak ] T Ak} —4- 2 A k- 1-[[2- 2-H
SN E -4-3) FEEE] ) -4-E -1, 4B AR O -3 - B R AT SR A

[2030] AR bSO FrR 77V, SR F A 441 29 R0 2444 RS 46 Jekl  3R15 H ) 44155
[2031]  'H NMR: (400MHz ,dmso—d6) Sppm 8.2 (d,1H) ,7.5 (m,1H) ,7.45-7.3 (2m,2H) ,7.25
(m,1H) ,7 (dd,1H) ,6.8(s1,1H) ,3.9 (m,2H) ,3.9(s,3H) ,3.6/3.35(dd,2H) ,3.3 (m,2H) ,
2.75/2.35(dd,2H) ,2.7/2.25 (2m,2H) ,1.95/1.75 (2m,2H) ,1.75 (m,2H) ,1.4 (s, 18H) ,1.35
(s,9H) ,1.3 @m,2H) ,1.2(t,3H) ,0.7-0.5 (u, 2H)

[2032]  SEJiff51203: (3S) -3- (4-ZJL T A%) —4-F2 M- 1-[[2- @-F Lt g -4-J%) JRJE ]
-4 AR R A O e -3- R IR

[2033] R4 b0 ATk J5iED, SR F R (AR 1554 VA 46 )5k}, 3R15 SE Tt 151203

[2034]  'H NMR: (400MHz,D20) Sppm 8.18(d,1H) ,7.65-7.35 (m,4H) ,7.02(d,1H) ,6.85 (s,
1H) ,4.35(dd,2H) ,3.9(s,3H) ,3.65-3 (m,3H) ,3-2.8 (m,3H) ,2.1/1.7 (2m,2H) ,1.85/1.35
(2m,2H) ,1.6 (m,2H) ,1.1 (m,2H)

[2035]  ESI/FIA/HRAIMS/MS: [M+H]+=448.1989 (448.2001)

[2036]  JTE A Hr:C=59.15(59.05) ;H=6.25(6.76) ;N=9.64(9.39)

[2037]  RP:-11.440 (589nm,T=19.5C,C=0.9)

[2038]  SEJEf511204: (3S) -3- (4-2 & T H) —4-F2 -4 A-1- [ [2- -4 AX- 1 H-MLAE-4-
B RFET L] -1, 4B A 20 I O e - 3- R R

[2039] R4 b3 BTIR D, SR A R (A4 1654 E A ah SRRk , 3R 55 it 451204

[2040] 'H NMR: (300MHz ,D20) Sppm 7.65-7.3 (m,4H) ,7.6 (d,1H) ,6.55(s,1H) ,6.5(d,
1H) ,4.35(dd,2H) ,3.5(2m,2H) ,3.25/2.9 (2m,2H) ,2.9 (m,2H) ,2.15/1.7 (2m,2H) ,1.85/1.4
(2m,2H) ,1.6 (m,2H) ,1.1 (m,2H)

[2041]  ESI/FIA/HRFIMS/MS: [M+H]+=434.1838 (434.1839)

[2042]  JTZ A Hr:C=58.88(58.19) ;H=6.31 (6.51) ;N=9.95(9.69)

[2043]  RP:-10.530 (589nm,T=19°C,C=1.0)

[2044]  HhR[EI4A156: (3S) —3— {4- [ GRU-"T AR IL) &L ] T ) —4- 2 -4 -5 A0 1-
{2-[1- (DY -2H- ML FRg —2— %) — T H-ME -5 ] AR k) -1, 4- R 4 IR O b -3 - FR R BT 2%
[

[2045] A4 s TR 5 vER, SR F R TRAAR 1 29 FN29 34 s 4n sk , 345 Hh (] 442156 .
[2046]  'H NMR: (400MHz , dmso—d6) Sppm 7.6 (d,1H) ,7.6-7.2 (m,4H) ,6.3(d,1H) ,4.9-4.8
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(dd,1H) ,4-3.8(m,4H) ,3.5-3.2 (m,4H) ,2.85-2.6 (m,2H) ,2.5-2.1 (m,3H) ,2-1.65 (m,6H) ,
1.5-1.25(@m,5H) ,1.4(s,18H) ,1.35(s,9H) ,1.2(t,3H) ,0.85-0.6 (m,2H)

[2047]  sjifd]205: (3S) =3 (4-S & T 2L) —4-FR -4 - 1-[2- (IH-MEe-3-J) T2k ] -
1, 4-B R O b -3-F

[2048] AR b SCH Bk 779D, SR F A ) 4401 564E e i Ji k), SR15 52 461205

[2049]  'H NMR: (300/400/500MHz ,dmso—d6) Sppm 7.62(d,1H) ,7.6 (d,1H) ,7.38 (t,11) ,
7.33(d,1H) ,7.26 (t,1H) ,6.55(d,1H) ,4.32/4.05 (dd,2H) ,3.59/3.19 (dd,2H) ,3.33/2.93
(dd,2H) ,2.74 (m,2H) ,2.11/1.61 (2*%m,2H) ,1.73/1.29 (2%m,2H) ,1.41 (m,2H) ,1.04/0.88
(2%m, 2H)

[2050]  ESI/FIA/HRFIMS/MS: [M+H]+=407.1843 (407.1848)

[2051]  JTZESH1:C=56.28(56.15) sH=6.42(6.70) ;N=13.82(13.79)

[2052]  RP:-84.390 (589nm,T=19°C,C=1.1)

[2053]  HR[EI{A157: (3S) —3- {4 [ GRU-"T 4 A B dh) &k ] T 28} -1-[[2- Q-SAURE) -
A-FAIRFE] I ] -4- 2 F 481, A- B R AR O e -3 T IR AT L B

[2054]  #R4E LSOk TR, SR A A A4 1 20 F25 30 At g S5k, 37453 H 44157
[2055]  'H NMR: (300/400MHz ,dmso—d6) Sppm 7.65-7.4 (m,4H) ,7.25 (m,2H) ,7 (m,1H) ,3.9
(m,2H) ,3.35(d,1H) ,3.3(m,2H) ,3.15(d,1H) ,2.8-2.55 (m, 2H) ,2.3 (m,1H) ,2.1 (m, 1H) ,
1.95-1.7 (m,4H) ,1.45 (m,2H) ,1.45/1.35 (2%s,27H) ,1.15 (t,3H) ,0.75 (m, 2H)

[2056]  YF NMR: (300/400MHz ,dmso—d6) Sppm-114.5

[2057]  ESI/FIA/HRFIMS/MS: [M+H]+=753.3436 (753.3441)

[2058]  SEZjifEf5]206: (3S) -3- (- LT 5 -1-[[2- (-G —4-F R ] F ] -4-%
R4 4 A A O b -3- R

[2059] AR b 30 Fradk 77320, SR F A A4 1 5 TR i i i K], SR 1552 i 461 206

[2060]  'H NMR: (300/400MHz ,dmso—d6) Sppm 7.7-7.35 (m,4H) ,7.35-7.2(m,2H) ,7.1 (m,
1H) ,4.1(s1,2H) ,3.7-3 (m,3H) ,3-2.7 (m,3H) ,2.2-2 (m,1H) ,1.8 (m,1H) ,1.65 (m, 1H) ,1.55
(m,2H) ,1.45-1 (m, 3H)

[2061]  ESI/FIA/HRAIMS/MS: [M+H]+=469.1456 (469.1454)

[2062]  JTE A Hr:C=56.86 (56.35) ;H=5.21 (5.80) ;:N=5.91(5.97)

[2063]  RP:-15.060 (589nm,T=20°C ,C=1.0)

[2064]  HR[AI{AR158: (3S) —3- {4 [ (BL-"T ke dl) & k] T k) -1-[[2- (2, 3- H 4
TR L] L) - A-FR A A1 AU R AR TR L -3 R R AT L

[2065]  AR¥E b b Bk 5 0kF, S H A 4R 1 20802 (2, 3- — AR L R L B EY) VR i b
JE Rk, FRAF H )44 158,

[2066]  'H NMR: (400MHz , dmso—-d6) Sppm 7.5 (m,1H) ,7.35-7.2 (2m,2H) ,7.1 (m, 1H) ,7.05-
7 (2m,2H) ,6.7 (dd,1H) ,3.9 (m,2H) ,3.85 (s, 3H) ,3.45 (s, 3H) ,3.4 (m,2H) ,3.35(dd, 2H) ,
2.7/2.4©m,2H) ,2.65/2.2(2m,2H) ,1.95-1.7 (m,4H) ,1.45 (s,18H) ,1.4 (m,2H) ,1.35 (s,
9H) ,1.2(t,3H) ,0.9 (m,2H)

[2067]  ESI/FIA/HRAIMS/MS: [M+H]+=761.4136 (761.4142)

[2068]  sEjaf5]207: (3S) —3- (4-%FE T 3E) -1-[[2- (2,3- “HIGEFEIEIL) ZREL L] -4-%
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F-A-F A1 A E A R A O b -3- R

[2069] AR b SCH B 779D, SR F AR ) 4401 58AE e i I k), 3R 15 52 4611207

[2070]  'H NMR: (400MHz,D20) Sppm 7.65-7.35 (m,4H) ,7.25 (m,1H) ,7.2 (m,1H) ,6.9-6.8
(2dd, 1H) ,4.35-3.9 (2dd, 2H) ,3.86 (s,3H) ,3.7-2.65 (m,4H) ,3.4-3.35 (2s,3H) ,2.9 (m,
2H) ,2.5-1.6 (m,4H) ,1.6 (m,2H) ,1.5-0.9 (m, 2H)

[2071]  ESI/FIA/HRFIMS/MS: [M+H]+=477.2149 (477 .2154)

[2072]  JEZE4H7:C=61.06 (60.50) sH=6.99 (6.98) ;N=5.97 (5.88)

[2073] ()£ 159: (3S) -3 {4- [ (BT 2 FRAD) ZBE] T8 -4-Fadt-1-[[2- (2-F &
il P i S ) R R ] R ) 4R AR - 1, AR T 2R FR O -3 TR R - T Rl

[2074]  AR4E b b Bk J5 EEF, S b )44 1 20 12— (2 FF T Jik 8 k) 2 AR sV e il
KL, ZRAFH E AR 159.

[2075]  'H NMR: (300/400MHz ,dmso—d6) Sppm 8.1 (d,1H) ,7.8-7.65 (2%m,2H) ,7.55(d,
1H) ,7.45@m,1H) ,7.3(d,1H) ,7.25(d,1H) ,7.25 (m,1H) ,3.95 (m,2H) ,3.5-3.25 (m,4H) ,3.1
(dd,1H) ,2.9-2.6 (2%m,2H) ,2.85 (2%s,3H) ,2.45(m,1H) ,2.3 (m, 1H) ,2.1 (m, 1H) ,2-1.65 (m,
4H) ,1.5-1.3 (4s,27H) , 1.2 (m,3H) ,0.75 (m, 2H)

[2076]  ESI/FIA/HRFIMS/MS: [M+H]+=779.3696 (779.3701)

[2077]  sZjEf51208: (3S) —3- (A-ZIL T 3E) —4-F2 I -1- [ [2- (- FF FERH L L 2 ) 2K 3L R
-4 AR R A O e -3- R IR

[2078] AR b SCH Bk 77320, SR F A )44 1 5OE i i T K], IR 1552 e 461 208

[2079]  'H NMR: (400MHz ,dmso—d6) Sppm 8.2 (d,1H) ,7.9/7.8 (2#m,2H) ,7.8-7.4 (m,4H) ,
7.55(d,1H) ,4.4-3.8(4d,2H) ,3.8-3.5 (m, 1H) ,3.5-2.85 (m,5H) ,3.1/3 (2%s,3H) ,2.4-1.85
(m,2H) ,1.8(m,1H) ,1.7m,2H) ,1.6-1.1 (m,3H)

[2080]  ESI/FIA/HRFIMS/MS: [M+H]+=495.1716 (495.1713)

[2081]  FLZE 4 Hr:0=55.39 (55.86) ;H=5.77 (6.32) :N=5.61(5.66) ;S=6.24 (6.48)
[2082]  HhR[A£160: (3S) -3 {4- [ GRU-TT A A AR) &) T ) -4- 2 Ak -1-[ (2-%%-2-
FEORHL) H ] 401, 4B A B 2 IR O e - 3- F R A - T L I

[2083] AR b3 Bk 77V, SR F A 441 29 F1 2404 9 AL 46 JsUk)  $R15 H 1) 448160
[2084]  'H NMR: (400MHz,dmso—-d6) Sppm 8-7.3 (m,11H) ,3.9 (m,2H) ,3.6/3.4 (dd,2H) ,3.3
(m,2H) ,2.75/2.3(2dd,2H) ,2.7/2.2 (2m,2H) ,1.9/1.7 (2m,2H) ,1.75 (m,2H) ,1.4 (s, 18H) ,
1.3(m,2H) ,1.3(s,9H) ,1.15(t,3H) ,0.65 (n, 2H)

[2085]  sLjifafs|209: (3S) —3— (4-2 LT Hk) —4-Fdk-1-[ (2-Z%-2-F O Jk) A ] -4 A
1, A5 R 2 A O e -3- R IR

[2086] AR b 3CH Frak 773D, SR F A A4 1 6 01 Syt s i KL, SR 15352 4611209

[2087]  'H NMR: (300MHz,D20) Sppm 8-7.4 (m,11H) ,4.35(dd,2H) ,3.35/3 (2m,2H) ,3.1/
2.7(2dd,2H) ,2.8 (m,2H) ,2/1.6 (2m,2H) ,1.75/1.2(2m,2H) ,1.5 (m,2H) ,0.9 (n,2H)

[2088]  ESI/FIA/HRAIMS/MS: [M+H]+=467.2095 (467 .2099)

[2089]  JLE A Hr:C=67.07 (66.94) ;H=6.46 (6.70) ;N=5.88(6.00)

[2090]  RP:-8.570 (589nm,T=19°C,C=0.8)

[2091]  vhfijfk161: (3S) —3- {4- [ (T S A AL) & L] T 28 -1- [ [4-& -2 (4-FK

110



CN 108495857 A iﬁ, EH :FS 107/135 L

) SRR R L] -4- 2 A AR AR R e R O -3 R R - T L

[2092] 34 b Sed Bk 0vkF, 5K A T 44 1 20 fl4-S A8 -2- (4-F 2R L) KRS A TR
L, FRAF A A 161

[2093]  'H NMR: (400MHz ,dmso—d6) Sppm 7.5(d,1H) ,7.45(dd,1H) ,7.4(dd,2H) ,7.29 (t,
2H) ,7.25(d,1H) ,3.92 (m,2H) ,3.5/3.3 (AB,2H) ,3.3 (m,2H) ,2.72/2.2 (2%m,2H) ,2.67/2.35
(2%m, 2H) ,2-1.7 (m,2H) ,1.8 (m,2H) ,1.4 (s,18H) ,1.35 (m,2H) ,1.32(s,9H) ,1.18 (t,3H) ,
0.7 (m, 2H)

[2094] 3P NMR: (400MHz ,dmso-d6) Sppm 44.88,-113.8

[2095]  sjlEfs|210: (3S) —3- (-2 AL T AL) —1-[[4-&X-2- (A-F oK) R ] B L] -4-%%
B4R, 4 E AR R IR O b -3- IR

[2096]  HR4E b0 A T5ED, R HI R AR 16 LA VA 46 )5k}, 3R1S SE T 151210,

[2097]  'H NMR: (400MHz,D20) Sppm 7.57 (d,1H) ,7.51 (dd,1H) ,7.45(d,1H) ,7.36 (m,2H) ,
7.24 (t,2H) ,4.4/4.27 (AB,2H) ,3.38/3.1 (m,2H) ,3.2/2.85 (m,2H) ,2.94 (m,2H) ,2.09/1.65
(m,2H) ,1.85/1.35(m,2H) ,1.59 (m,2H) ,1.1 (u,2H)

[2098] 3P NMR: (400MHz,D20) Sppm 25.4,-110.5

[2099]  ESI/FIA/HRAIMS/MS: [M+H]+=469.1455 (469.1454)

[2100]  JEZE 4 H1:C=56.27 (56.35) ;H=5.43 (5.80) ;N=5.97 (5.97) ;C1=7.28 (7.56)
[2101]  RP:-28.440 (589nm,T=20°C,C=0.9)

[2102]  HhE]fA162: (3S) -3— {4- [ = (BT AR AE) 25k ] T L) —4- 5 - 1- [ [4-9m-2-
(A-FF R L) R L] AR ] 4101, 4- B B Z R O -3 R Bl - T L lis

[2103] R4 b0 ik J5iER, SR F v (R 1 29 F126564F it ah J5kt , $R453 (R 44162
[2104]  'H NMR: (400MHz ,dmso-d6) Sppm 9.6 (s1,1H) ,7.49 (dd,1H) ,7.18(d,2H) ,7.12
(td,1H) ,6.98(dd,1H) ,6.81 (d,2H) ,3.92 (m,2H) ,3.5/3.3 (AB,2H) ,3.3 (m,2H) ,2.72/2.2
(2#m, 2H) ,2.67/2.35 (2%m,2H) ,2-1.7 (m,2H) ,1.8 (m,2H) ,1.4 (s,18H) ,1.35 (m,2H) ,1.32
(s,9H) ,1.18(t,3H) ,0.7 (m,2H)

[2105]  *'P NMR: (400MHz ,dmso—d6) Sppm 45.1,-114.8

[2106]  SEZjfl211: (3S) —3- (4-ZHE T 58 —1-[[4-F-2- (4-FRHEIRHL) JRHE ) L] 452
He-4-F A1 A-FR R O b -3-F IR

[2107] M4 ESCRBTIR T D, SR A R EA 16 24 A ah Rk, SRAF SRt 211

[2108]  'H NMR: (400MHz,D20) Sppm 7.47 (dd,1H) ,7.12(d,2H) ,7.09 (td,1H) ,7.01 (dd,
1H) ,6.88(d,2H) ,4.3/4.16 (AB,2H) ,3.23/2.98 (m,2H) ,3/2.7 (m,2H) ,2.81 (m,2H) ,1.96/
1.55 @m,2H) ,1.72/1.21 (m,2H) ,1.49 (m,2H) ,0.95 (m, 2H)

[2109]1  *'P NMR: (400MHz ,D20) Sppm 25.4,-113

[2110]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1794 (451.1793)

[2111] TR Hr:C=58.16 (58.66) ;H=5.71 (6.27) ;N=6.30(6.22)

[2112]  RP:-16.520 (589nm,T=20°C ,C=0.9)

[2113] a4 163: (3S) =3— {4- [ = GRL-"T U B dk) 23] T 2k} -4- £ - 1- [4-3-2-
(1-F 3~ L H-MEE -4 - 3) 63 ] -4 48401, - 2 4 B O e —3— TR R A -] L i

[2114] W4 bSO BriR T3 vER , SR R AR 1 29 F02504E ks af JsUkl , 3R 1) 44163,
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[2115]  'H NMR: (300MHz ,dmso—d6) Sppm 8 (s,1H) ,7.7 (s,1H) ,7.4 (dd,1H) ,7.2(dd,1H) ,

7.05 (td,1H) ,3.97 (m,2H) ,3.9(s,3H) ,3.6/3.4(dd,2H) ,3.25 (m,2H) ,3/2.35 (2m,2H) ,2.8/

2.45 (2m,2H) ,2 (m,2H) ,1.8(m,2H) ,1.4 (s,18H) ,1.35(s,9H) ,1.3 (m,2H) ,1.2(t,3H) ,0.65

(m, 2H)

[2116]  SEjEfF212: (3S) -3— (4-ZHE T H8) —-1- [4-9R—2- (1-FF - 1H-mE e -4-J) R 3] -4

FREE-A-EAR A E AR R A O -3 - R

[2117]  FR4E S0 ik 75D, R R AR 16 34 A 46 )5k}, SR1S SE it 5121 2.

[2118]  'H NMR: (300MHz,D20) 6ppm 7.81 (s,1H) ,7.7 (s,1H) ,7.6(dd,1H) ,7.2 (m,2H) ,

4.45 (dd,2H) ,3.95 (s,3H) ,3.5/3.25 (2m,2H) ,3.3/3 @m,2H) ,3 (m,2H) ,2.1/1.75 (2m, 2H) ,

1.9/1.4 (2m,2H) ,1.65 (m,2H) ,1.15 (m, 2H)

[2119]  ®F NMR: (300MHz ,D20) Sppm-110.5

[2120]  ESI/FIA/HRAIMS/MS: [M+H]+=439.1905 (439.1910)

[2121]  JTTESHT:C=54.79(54.79) sH=6.05 (6.44) ;N=12.61 (12.78)

[2122]  RP:-18.620 (589nm,T=19°C,C=0.9)

[2123]  rhfalf£& 164 : (3S) —3—{4- [ GRL-TT 2l A Al) 2 ] T &) -4- L - 1-[ (4-%-2-
BRIy —2— BN ) IR ] 401, 4- SR B R IR O e —3- R IR T 2 i

[2124] MR oo Bk kR, 5% Fl a4 1 20 f1246 /8 A is Rk, 43 Al fk 164,

[2125]  'H NMR: (300MHz ,dmso—d6) Sppm 7.66 (dd,1H) ,7.47 (dd,1H) ,7.31(dd,1H) ,7.25

(dd,1H) ,7.2(dd,1H) ,7.16 (td,1H) ,3.97 (m,2H) ,3.63/3.4 (dd,2H) ,3.25 (m,2H) ,2.88/

2.32(2m,2H) ,2.79/2.42(dd,2H) ,2.05-1.9 (m,2H) ,1.82 (m,2H) ,1.39 (s, 18H) ,1.33 (s,

9H) ,1.3(m,2H) ,1.2(t,3H) ,0.7-0.4 (2m, 2H)

[2126]  'F NMR: (300MHz ,dmso—-d6) Sppm—113.9

[2127] iﬁ@fﬁﬂzw- (3S) -3- (U~ IL T L) ~1-[ (4% —2-MEWy —2-FE L HL) FF L] —4-F 3~
A=A - A A O b -3- R

[2128] *ETELIEP@?J@?%‘D R R AR L6 A4 A AR IR, SRAF L 151213

[2129]  'H NMR: (300MHz,dmso-d6) Sppm 7.65 (dd,1H) ,7.55 (dd,1H) ,7.29 (dd, 1H) ,7.2

(td,1H) ,7.15(m,2H) ,4.5(dd,2H) ,3.5/3.2(2m,2H) ,3.3/2.9 2m,2H) ,2.9 (m,2H) ,2.1/

1.75 (2m,2H) ,1.85/1.4 (2m,2H) ,1.6 (m,2H) ,1.1 (u,2H)

[2130]  F NMR: (300MHz , dmso—d6) Sppm—110

[2131]1  ESI/FIA/HRAIMS/MS: [M+H]+=441.1405 (441.1413)

[2132]  JTE A Hr:C=54.66 (54.54) ;H=5.90 (5.95) ;N=6.35(6.36) ;S=7.27 (7.28)

[2133]  RP:-13.110 (589nm,T=19.5°C,C=0.7)

[2134] A 4k165: (3S) =3— {4 (IL-TT Al A i) Bk ] T B -4- - 1-[ -

Whk—5-JE R IE) R A ] 4481, 4~ R R PR O e -3 - FR B - T 2

[2135] AR bSO Brad 5 VAR, SR )44 1 29 F021 6 S af Js ), $RA9 Hh E] 44165

[2136]  'H NMR: (400MHz ,dmso-d6) Sppm 9.4 (s,1H) ,8.45(d,1H) ,8.2 (m,1H) ,7.75 (m,

1H) ,7.65 (m, 1H) ,7.6-7.4(m,3H) ,7.2(m,1H) ,7.15 (2%d, 1H) ,3.95-3.7 (m, 2H) ,3.5-3 (m,

4H) ,3.5-3.3 (m,2H) ,2.7-2.4 (m,2H) ,2.2 (m,1H) ,2 (m,1H) ,1.85 (m,1H) ,1.8 (m,2H) ,1.7-

1.5, 1H) ,1.5-1.25 (4s,27H) ,1.1 (t,3H) ,0.75-0.5 (m, 2H)
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[2137]  sjfs 214 : (3S) —3— (- T 2E) —4-F2 Ak -1-[ (- Rnmh-5- L) 2] -4-4
-1, 4-FIRERIA O S -3-F IR

[2138] AR b SCH Frd 779D, SR F A )44 1 654 E e i i k), SR1F S i 4611214

[2139]  'H NMR: (400MHz,D20) Sppm 9.25 (s,1H) ,8.3(dd,1H) ,8.2 (m,1H) ,7.85-7.55 (m,
5H) ,7.35 @, 1H) ,7.3(d,1H) ,4.45-3.8 (4d,2H) ,3.65-3.05 (m,2H) ,3.05-2.8 (m,3H) ,2.7
(m,1H) ,2.1 (m,1H) ,1.75(m,1H) ,1.7-1.5 (m,3H) ,1.35-0.6 (m, 3H)

[2140]  ESI/FIA/HRFIMS/MS: [M+H]+=468. 2051 (468.2047)

[2141]  JTTZESHT:C=64.96 (64.23) sH=6.08 (6.47) ;N=9.03(8.99)

[2142]  dhjEfE166: (3S) -3— {4- [ = (BT AR AL) & k] T 5L} —4- 2 R -1-[ (4-9-2-
R0~ L) L] -4 A1, 4 AR A A -3 R R LT B

[2143]  MR4E LSO ik 777, SR A A AR 1 20 /1247 V8 At g J5R) , 3745 1 [ 44166
[2144]  'H NMR: (400MHz , dmso—d6) Sppm 8-7.9 (m,3H) ,7.9(sl,1H) ,7.6-7.5 (m,4H) ,7.25
(td,1H) ,7.15(dd,1H) ,3.9 (m,2H) ,3.6/3.4 (dd,2H) ,3.3 (m,2H) ,2.75/2.3 (2m,2H) ,2.7/
2.2(2m,2H) ,1.9/1.75(©2m,2H) ,1.75 (m,2H) ,1.4 (s, 18H) ,1.3(s,9H) ,1.3 (m,2H) ,1.15 (¢,
3H) ,0.7 (m, 2H)

[2145]  sEjfEf5|215: (3S) —3- (-2 FE T FE) —1-[ (4-FR—-2-Z5-2-FL 28 3E) H 3L ] -4-#2Jk -4
AR A-RUR R A O e -3-F R

[2146]  ARYE b3 Frdk 77920, K F A )44 1 6 64 i i i K], SR1F S 4611215

[2147]  'H NMR: (400MHz,D20) Sppm 8.08 (d,1H) ,8 (m,2H) ,7.95 (d,1H) ,7.7 (dd,1H) ,7.65
(m,2H) ,7.54(dd,1H) ,7.3 (m,1H) ,7.3(dd,1H) ,4.65-4.2 (m,2H) ,3.35/3.05 (2m,2H) ,3.05/
2.8 (2m,2H) ,2.85 (m,2H) ,2/1.65 (2m,2H) ,1.85/1.35 (2m,2H) ,1.55 (m,2H) ,0.9 (n, 2H)
[2148]  ESI/FIA/HRFIMS/MS: [M+H]+=485.2002 (485.2005)

[2149]  JTZE S Hr:C=63.97 (64.45) ;H=6.21 (6.24) ;N=5.93(5.78)

[2150]  RP:-6.790 (589nm,T=19°C,C=0.7)

[2151]  HhfafE167: (3S) -3 {4- [ GRU-TT A AR A R) &0 ] T %) -1-[[2- (AT FFmEmy -2
B —A-FORIE]) AL ] -4- 2 R AR AR R R IR O -3 - R R AL T

[2152]  ARAE b SC Frdk 77 EF, SR R AR 1 29 F021 T4 AL 46 JsUkE  3R15 H ) 44167
[2153]  'H NMR: (400MHz ,dmso—d6) Sppm 8.05 (d,1H) ,7.9(d,1H) ,7.6(s,1H) ,7.55 (dd,
1H) ,7.4@m,2H) ,7.35(d,1H) ,7.3 (m,1H) ,3.95 (m,2H) ,3.75(d, 1H) ,3.5(d,1H) ,3.25 (m,
2H) ,2.95 (m,1H) ,2.8 (m, 1H) ,2.45 (dd, 1H) ,2.35 (m,1H) ,2.05-1.6 (m,4H) ,1.42 (m,2H) ,1.4
(s,18H) ,1.35(s,9H) ,1.2(t,3H) ,0.65 (m,1H) ,0.55 (m, IH)

[2154]  SEjiEfd216: (3S) —3— (4-E LT IE) —1-[ [2- (1-ZF JFMEmy —2- ) —4— g s ] R 2L ] -
4-$2 He -4 A1 A BRI R R C e -3- R

[2155]  ARHE b3 Fradk 773D, R R AR 16 T4 s i i k), SR1F- 524611216

[2156]  'H NMR: (400MHz,D20) Sppm 7.95/7.9 (2%d,2H) ,7.65 (m,1H) ,7.45 (m,2H) ,7.4 (s,
1H) ,7.3(m,2H) ,4.55/4.4 (2%d,2H) ,3.6-3.4 (m,1H) ,3.25 (m,1H) ,3.15 (m, 1H) ,2.9 (dd,
1H),2.85 @, 2H) ,2.1 (m,1H) ,1.85 (m,1H) ,1.65 (n,1H) ,1.6-0.85 (m,5H)

[2157]  ESI/FIA/HRAIMS/MS: [M+H]+=491.1565 (491.1564)

[2158]  JLEAHT:C=59.10(58.77) sH=5.38 (5.75) sN=5.84(5.71) ;S=6.42 (6.54)
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[2159]  RP:0.930 (589nm,T=20.5°C ,C=1.0)

[2160]  Hrfaf£168: (3S) —3— {4-[ = (BT A B i) & k] T At} -4- 4 Ak -1-[4-/-2-
(1-H -1 H-IR M5 ) R3] 4541, AR R R R L J5e -3 FF R AT Sk B

[2161] R4 0 ik J5iER, SR F R (AR 1 29 F1 2481 it af J5Uk) , 3R45 H [F] #4168,
[2162]  'H NMR: (400MHz ,dmso—d6) Sppm 7.75 (s, 1H) ,7.56 (2d,1H) ,7.29 (2t,1H) ,7.15
(2d,1H) ,6.9 (s, 1H) ,3.95 (m,2H) ,3.5-3.25 (m,4H) ,3.4 (s,3H) ,2.9/2.2 (2m,2H) ,2.65/2.3
(2m,2H) ,1.95/1.85(2m,2H) ,1.85 (m,2H) ,1.4 (m,2H) ,1.4 (2s,18H) ,1.35(2s,9H) ,1.2(t,
3H) ,1.1-0.65 (m, 2H)

[2163]  sjifs]217: (3S) —3— (-G & T 2E) —1- [4--2— (1-FF - 1H-IR e -5 J) R AL ] -4~
PR A-E AR R A O - 3- R

[2164] R4 b0 ATk J5ED, R FI R (AR 1684 AT 46 )5k}, SR1S LTt 151217 .

[2165]  'H NMR: (400MHz,D20) Sppm 7.8 (s,1H) ,7.68(dd,1H) ,7.33(td,1H) ,7.22(dd,
10 ,7.1(s,1H) ,4.25/4.18 (AB, 2H) ,3.6/3.2 (2m,2H) ,3.45 (s, 3H) ,3.3/3 (2m, 2H) ,2.95 (m,
2H) ,2.12/1.71 (2m,2H) ,1.9/1.42 (2m,2H) ,1.6 (m,2H) ,1.3-1 (m, 2H)

[2166]  '°F NMR: (400MHz ,D20) Sppm—109.75

[2167]  ESI/FIA/HRFIMS/MS: [M+H]+=439.1905 (439.1905)

[2168]  TTESHT:C=54.41(54.79) sH=6.12(6.44) ;N=12.74(12.78)

[2169]1  RP:-27.720 (589nm,T=20°C,C=0.7)

[2170]  hfaj{k169: (3S) -3 {4- [ (BT A FHkAh) & HE] T &) - 1- [ [4-8-2- 4-F 2
ORAE) N ] R ] -4- LA AR L AR B R A O e - 3- R R AT AR

(21711 R4 b SC AR R, S8 A A TR 4A 1 20 A4 -S4 -2- (4-FF L 2R 3) DK H R At
1h 5k} BRAG T 44169

[2172]  'H NMR: (400MHz ,dmso—d6) Sppm 7.52(d,1H) ,7.4 (dd,1H) ,7.25(dd,4H) ,7.2(d,
1H) ,3.9 (m,2H) ,3.5/2.8(dd,2H) ,2.8 m,2H) ,2.75/2.2 (2m,2H) ,2.65/2.3 (2dd, 2H) ,2.35
(s,3H) ,1.95/1.8 (2m,2H) ,1.8 (m,2H) ,1.4 (s,18H) ,1.35 (m,2H) ,1.35(s,9H) ,1.18(t,3H) ,
0.7 (m, 2H)

[2173]  sLjafs)218: <3S> ~3- (A-FHE T H) ~1-[[4-E -2~ -FFREIIE) KL L] -4~
F R4 AR R IR L -3 - IR

[2174] WG ESCRBTIRTTED, SR A R EA 1691 A ah JFRkE , 3R43 55 it 451218

[2175]  'H NMR: (400MHz,D20) 8ppm 7.58 (d,1H) ,7.5(dd,1H) ,7.42(d,1H) ,7.38(d,2H) ,
7.23(d,2H) ,4.4/4.25 (AB,2H) ,3.35/3.1 (2m,2H) ,3.2/2.81 (2m,2H) ,2.95 (m,2H) ,2.39 (s,
3H) ,2.09/1.68 (2m,2H) ,1.85/1.35 (2m,2H) ,1.6 (m,2H) ,1.2-1 (m, 2H)

[2176]  ESI/FIA/HRFIMS/MS: [M+H]+=465.1707 (465.1704)

[2177] T Hr:C=60.11(59.42) ;H=6.34(6.50) ;N=6.09 (6.03)

[2178]  RP:-26.100 (589nm,T=20°C,C=0.3)

[2179]  HR[AMAEL70: (3S) -3 {4- [ GRU-T A A ) &0k ] T8} -1-[2- (1, 2- R Jk-1H-
Kk —5—J) —4-F R Ik ] -4- A -4 A1, 4- BRI O b - 3-FR B AT

[2180]  #R4iE I sCHh BT iR AR, SR F b [RAAR 1 29 FN27 44 e 4 Jslkh , 3R A3 Hh ) 44170,
[2181]  'H NMR: (300/400MHz , dmso—d6) Sppm 7.55 (dd, 1H) ,7.2 (m,1H) ,7 (d,1H) ,6.75(s,
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1H) ,4.05-3.7 (m,4H) ,3.5-3.3 (2%d, 2H) ,3.25(s,3H) ,3-2.2 (m,4H) ,2.35 (s,3H) ,2-1.3 (m,
6H) ,1.4(3s,27H) ,1.25 (m,3H) ,0.85 (m, 2H)

[2182]  sEZjf219: (3S) -3- (4-% & T L) —1-[2- (1, 2- ~FF S - 1 H-Ik -5 %) —4-F( %
R -4-F R4 01, 4B I -3 R

[2183] AR b SCH BTk 779D, K F A A4 1 TOFE e i S k), SRA3 S 4611219

[2184] 'H NMR: (400MHz,D20) Sppm 7.75 (dd,1H) ,7.55(s,1H) ,7.5 (m,1H) ,7.3(dd, 1H) ,
4.25(s,2H) ,3.55 (m, 1H) ,3.45(s,3H) ,3.4 (m, 1H) ,3.25(m, 1H) ,3.15(dd, 1H) ,2.95 (t,2H) ,
2.65(s,3H) ,2.15(m,1H ,1.9(m,1H) ,1.75(m,1H) ,1.65 m,2H) ,1.45(m, 1H ,1.3@m, 1H) ,
1.15 (m, 1H)

[2185]  ESI/FIA/HRFIMS/MS: [M+H]+=453.2058 (453.2061)

[2186]  JLZE4HT:C=46.18 (47.29) sH=5.24(5.86) ;N=10.02 (10.50)

[2187]  RP:-28.200 (589nm,T=20°C ,C=1.0)

[2188]  H[EfA171: (3S) -3 {4- [ (BT AR AE) 25t T A8) -4- 2 4 - 1- [ (-2
DRI - [1, 2—a] MEmE -3 24O 0E) AR L] 4541, A- U R B R IR L e -3 IR AT 2 i
[2189]  #R4E L SCH ik 77V, SR A A A4 1 20 F2344 gt g J5k) , /43 4171 .
[2190]  'H NMR: (300MHz,dmso-d6) Sppm 7.9 (d,1H) ,7.65 (m,2H) ,7.65 (s, 1H) ,7.35-7.2
(m,3H) ,6.9 (m,1H) ,3.9 (quad.,2H) ,3.35 (t,2H) ,3.35/3.25 (2*d, 2H) ,2.8-2.4 (m,3H) ,2.4
(dd,1H) ,2.2@m,1H) ,1.9-1.6 (m,3H) ,1.5-1.3(m,2H) ,1.45(s,18H) ,1.35(s,9H) ,1.15 (t,
3H) ,1-0.75 (n, 2H)

[2191]  sZjfEf5|220: (3S) —3- (A-Z 3L T 3E) —1-[ (A-F—-2-PkMe 3f [ 1, 2-a] iEug-3-3L £ 3E)
B L] 42 R -4 A0 1 4 LT e R O - 3- R R

[2192]  ARYE b3 Bk 77320, SR F A A L7 VR s i T K], SR 75 52 i 461220

[2193]  'H NMR: (400MHz,D20) Sppm 8.05 (d,1H) ,7.75(dd,1H) ,7.7(d,1H) ,7.7(s,1H) ,
7.45 @, 1H) ,7.4 @, 1H ,7.3(,1H ,7 (m,1H) ,4.6-4 (m,2H) ,3.45 (m, 1H) ,3.05 (m,2H) ,2.9
(m,2H) ,2.8(dd,1H) ,2.1 (m,1H) ,1.8(m,1H) ,1.65 (m,1H) ,1.55 (m,2H) ,1.3 (m,1H) ,0.95 (m,
2H)

[2194]  ESI/FIA/HRFIMS/MS: [M+H]+=475.1906 (475.1905)

[2195]  JTZE A H1:C=58.69(58.22) ;H=5.71(5.95) ;N=11.94 (11.81)

[2196]  RP:-27.190 (589nm,T=20°C ,C=1.0)

[2197]  wh(aA172: (3S) -3 {4- [ GRU-TT A ARl l) &0k ] T %) —4- 2 A k- 1- [ [4-9m-2-
(2 FR S ML e —4-2) JRBE] FF L] —4- 58401, A- U AR R O e -3 FF B LT L i

[2198] M5 b SCHBTIR VAR, R p ()44 1 20 FH 2490 Ay 46 S sk, 3R A3 rh ) 44172,
[2199]  'H NMR: (400MHz,dmso—d6) Sppm 8.23 (d,1H) ,7.52(dd,1H) ,7.26 (td,1H) ,7.11
(dd,1H) ,7.01 (dd,1H) ,6.85 (s1,1H) ,3.94 (m,2H) ,3.9 (s, 3H) ,3.53/3.34 (dd,2H) ,3.31 (m,
2H) ,2.74/2.24 (2m,2H) ,2.68/2.37 (2dd,2H) ,1.93/1.75 (2m, 2H) ,1.86-1.66 (m,2H) ,1.41
(s,18H) ,1.36 (m,2H) ,1.35(s,9H) ,1.19 (2m,2H) ,0.69/0.61 (t,3H)

[2200]  sEjfEfsi221: (3S) —3- (4-Z T 3h) —1-[ [4-F-2- Q- H S FEA g -4-5) JK L] -
F)-4-F 41, AR R AR O e -3 R

[2201] AR bSO Brad 772D, SR F R T A4 L 7 24 s i S k), R A3 s i 451221
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[2202] 'H NMR: (400MHz,D20) Sppm 8.17 (d,1H) ,7.64 (dd, 1H) ,7.29 (td,1H) ,7.17 (dd,
1H) ,7.01 (dd,1H) ,6.86 (s, 1H) ,4.32(dd,2H) ,3.9 (s, 3H) ,3.45/3.07 (2m,2H) ,3.17/2.84
(2m,2H) ,2.9 (m,2H) ,2.1/1.68 (2m,2H) ,1.85/1.35(2m,2H) ,1.6 (m,2H) ,1.07 (m, 2H)

[2203]  ESI/FIA/HRFIMS/MS: [M+H]+=466.1905 (466.1902)

[2204]  JTESHT:C=56.79(56.77) sH=6.15(6.28) ;N=8.94(9.03)

[2205]  RP:-9.530 (589nm,T=19°C,C=1.0)

[2206]  sEjfEf5]222: (3S) -3- (4~ T HE) —1-[[4-F-2- Q- AC-1H-Mb e -4-3%) EE] H
R -4-F R 401 4B I -3 R

[2207] AR bSO Frdk 77920, SR F A AL 7 24 s i i K], SR A3 S i 461222,

[2208] 'H NMR: (400MHz,D20) Sppm 7.64 (dd, 1H) ,7.62(d,1H) ,7.29 (td,1H) ,7.18(dd,
1H) ,6.57 (d,1H) ,6.53(dd,1H) ,4.3(dd,2H) ,3.51/3.15 (2m,2H) ,3.24/2.95 (2m, 2H) ,2.92
(m,2H) ,2.13/1.7 (2m,2H) ,1.86/1.38 (2m,2H) ,1.58 (m,2H) ,1.1 (m,2H)

[2209]  'F NMR: (400MHz,D20) Sppm—109.6

[2210]  ESI/FIA/HRFIMS/MS: [M+H]+=452.1745 (452.1745)

[2211]  JTZE S H1:C=56.06(55.87) sH=5.96 (6.03) ;N=9.21(9.31)

[2212]  RP:-10.270 (589nm,T=19°C,C=0.9)

[2213]  wR[a£173: (3S) —3-{4- [ GRU-TT SR L) & 2] T At -4- 2 A -1 - [ [4-FR k-
2— (4-FR LR 0L SR BE] I ] 4401, 4B L B e R O e -3 - FR R -1 2L g

[2214]  ARYE bSO Frd 77 EF, SR B A 441 29 F0266 7 9L 46 JsR)  3R15 H ) 44173
[2215]  'H NMR: (400MHz ,dmso-d6) Sppm 9.4 (s,1H) ,7.2(s,4H) ,7.2(d,1H) ,6.75 (dd,
1H) ,6.7 (t,1H) ,6.55 (s, 1H) ,3.95 (m,2H) ,3.4 (d,1H) ,3.25(d,1H) ,2.8 (m,3H) ,2.7 (dd,
1H) ,2.35(s,3H) ,2.25(dd, 1H) ,2.15 (@, 1H) ,1.9(m,1H) ,1.85-1.7 (m,3H) ,1.35 (2s,18H) ,
1.25@m,2H) ,1.2(t,3H) ,0.75 (m, 2H)

[2216]  sjiafs]223: (3S) —3- (A- LT HL) —4- 2k -1- [[4-Fa -2 (4-H B O E) R L) H
H) A1 AR R A O - 3- R IR

[2217]  ARYE b S0 Bk 77320, SR A AR L7 34 s i i k), SR 153 52 i 461223

[2218]  'H NMR: (400MHz,D20) Sppm 7.47 (d,1H) ,7.35(d,2H) ,7.22(d,2H) ,6.95 (dd, 1H) ,
6.83(d,1H) ,4.32/4.19 (AB,2H) ,3.32/3.05 (2m,2H) ,3.18/2.77 (2m, 2H) ,2.95 (m,2H) ,2.38
(s,3H),2.09/1.68 (2m,2H) ,1.85/1.35 (2m,2H) ,1.6 (m,2H) ,1.2-1 (m, 2H)

[2219]  ESI/FIA/HRAIMS/MS: [M+H]+=447.2045 (447.2043)

[2220]  JTZE A Hr:C=62.20(61.87) ;H=6.77 (7.00) ;N=6.19(6.27)

[2221]  RP:-32.320 (589nm,T=20°C ,C=0.7)

[2222]  wh(AI4R174: (3S) —3—{4- [ = GRU-"T S AEdk) & k] T 2 -4- 28 k- 1-[4-F A
H-2— (BRI (1, 2-al MbngE -3-28) ] 4401, 4~ A 2 IR O b -3- R R - T 2L B
[2223] AR SO Frd 5 VAR, SR )44 1 29 R0 267 1 RS af Js Rt , $RAG Hh R 44174,
[2224]  'H NMR: (400MHz,dmso—d6) Sppm 7.98 (d,1H) ,7.66(d,1H) ,7.63(d,1H) ,7.5 (s,
1) ,7.29 (t,1H) ,7.1(dd, 11) ,6.98 (d, 11) ,6.9 (t,11) ,3.9 (m,2H) ,3.8 (s, 3H) ,3.35 (m,
2H) ,3.35/3.19 (AB,2H) ,2.7/2.25 (m,2H) ,2.62/2.1 (m,2H) ,1.85/1.7 (m,2H) ,1.65 (m, 2H) ,
1.4(s,18H) ,1.35@m,2H) ,1.3(s,9H) ,1.15(t,3H) ,0.65 (m,2H)
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[2225]  sZjfafs|224: (3S) -3- (4-R I T H) —4-F2H-1-[4-F2 -2 (KM I [ 1, 2-a] nhmE-
3-3) H] 451, A- AR AN -3 R

[2226] AR b SCH BT 77920, SR F A A4 1 7 AVE e i T K], 3R 13 S i 461224

[2227]  'H NMR: (400MHz,D20) Sppm 8 (d,1H) ,7.67 (s,1H) ,7.65(d,1H) ,7.59 (d,1H) ,7.42
(t,1H) ,7.09 (dd, 1H) ,6.99 (t,1H) ,6.96 (df,1H) ,4.15 (m,2H) ,3.4/3.02 (m,2H) ,3.02/2.72
(m,2H) ,2.9 (m,2H) ,2.1/1.6 (m,2H) ,1.75/1.22 (m,2H) ,1.5 (m,2H) ,0.92 (n, 2H)

[2228]  ESI/FIA/HRFIMS/MS: [M+H]+=473.1950 (473.1948)

[2229]  JTE 4 H7:C=58.82(58.47) sH=6.00(6.19) ;N=11.80 (11.86)

[2230]  RP:-34.930 (589nm,T=18°C,C=0.9)

[2231]  Hp(E {175 (3S) —3- {4- [ (B-"T L) J L] T ) -4-2 A -1-[ -FH
F-0-MEE-4-FE L) B3] 441, 4- BB A R O b - 3- TR B - T IS

[2232] R4 o0 ik J5iER, SR R AR 1 29 12681 it ah Jskt , 3R43 H R 441 75,
[2233]  'H NMR: (400MHz ,dmso—-d6) Sppm 8.61 (d,2H) ,7.41(d,2H) ,7.38(d,1H) ,7 (dd,
1H) ,6.8(d,1H) ,3.92 (m,2H) ,3.79 (s, 3H) ,3.49/3.3 (AB,2H) ,2.73/2.18 (m, 2H) ,2.73 (m,
2H) ,2.67/2.3(m,2H) ,1.95-1.8 (m,2H) ,1.7 (m,2H) ,1.35 (2s,18H) ,1.22 (m,2H) ,1.18(t,
3H) ,0.69/0.55 (n, 2H)

[2234]  sLjafs]225: (3S) —3— (- BT H%) —4-F2 K- 1- [ (4- R -2-mhmg -4 - LR L) B
-4 AR R A O e -3- R IR

[2235] AR bSO Bk 773D, SR F A A4 L 754 E s i T K], SR 153 52 i 461225

[2236]  'H NMR: (400MHz,D20) Sppm 8.6 (d,2H) ,7.5(d,1H) ,7.41(d,2H) ,7.01 (dd,1H) ,
6.88(d,1H) ,4.31/4.2 (AB,2H) ,3.41/3.05 (m,2H) ,3.15/2.8 (m,2H) ,2.97 (m,2H) ,2.09/
1.65(m,2H) ,1.85/1.35@m,2H) ,1.6 (m,2H) ,1.09 (m, 2H)

[2237]  ESI/FIA/HRFIMS/MS: [M+H]+=434.1841 (434.1839)

[2238]  JTE A Hr:C=58.51(58.19) ;H=5.87 (6.51) ;N=9.77(9.69)

[2239]  RP:-28.730 (589nm,T=18°C,C=0.6)

[2240]  HhEMA176: (3S) -3— {4- [ = (BT U k) 2 k] T L) —4- 5 - 1- [ [4-9m-2-
(3-SR IE) R 3] 45 AR -1, 4- A A PR O - 3- TR R -1 i

[2241]  ARAE bSO Bk 77 EF , SR B A A4 1 29 F12691F 9 AL 46 JsUR)  3R15 H ) 14176
[2242]  'H NMR: (400MHz ,dmso—d6) Sppm 7.52-7.08 (m,7H) ,3.92 (m,2H) ,3.51/3.32 (AB,
2H) ,3.3(m,2H) ,2.72/2.21 (m,2H) ,2.69/2.36 (m,2H) ,2-1.85 (m,2H) ,1.78 (m,2H) ,1.4 (s,
18H) ,1.34 (m,2H) ,1.31 (s,9H) ,1.18 (m,3H) ,0.65 (t,2H)

[2243]  F NMR: (400MHz ,dmso—d6) Sppm—112/-114

[2244]  sCjiafs]226 = (3S) —3- (4-% & T ) —1-[[4-F-2- B-FoR ) L] AL ] -4-F2 k-
A~ A E A R A E -3 - IR

[2245]  MR45 b SCHBTIRTTED, R (44176 4E A 46 Sk , SR A5 5 it 51 226

[2246]  'H NMR: (400MHz,D20) Sppm 7.65 (dd,1H) ,7.5 (m,1H) ,7.25 (m,1H) ,7.25(d,1H) ,
7.25-7.1 (m,3H) ,4.4(d,1H) ,4.3(d,1H) ,3.5-3.35 (m,1H) ,3.2(m,1H) ,3.15 (m, 1H) ,2.95
(m,2H) ,2.85(dd, 1H) ,2.1 (m,1H) ,1.85 (m,1H) ,1.7 (m,1H) ,1.6 (m,2H) ,1.35 (m,1H) ,1.2-1
(m, 2H)
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[2247]  ESI/FIA/HRFIMS/MS: [M+H]+=453.1748 (453.1749)

[2248]  JTE 4 H1:C=58.06(58.40) sH=6.00(6.01) ;N=6.14(6.19)

[2249]  RP:-15.830 (589nm,T=20.5°C ,C=1.0)

[2250]  HrEMA 177 (3S) -3 {4-[ = GRL-T AR Ah) & At ] T At} —4- 258 k- 1-[ (-5 k-
2-MBEIy —2-FE IR L) ] -4 401, 4- B LB o R O e -3 - TR -1 L g

[2251] 4R S0 ik J5iER, SR F R AR 1 29 F1 25564 it ah Jsk) , 3R453 H R 44177 .
[2252]  'H NMR: (400MHz ,dmso—d6) Sppm 9.55 (s, 1H) ,7.55(d,1H) ,7.25(d,1H) ,7.2d,
1H) ,7.1(m,1H) ,6.8(s,1H) ,6.75(dd,1H) ,4 (m,2H) ,3.5(d,1H) ,3.3(d, 1H) ,3.25 (m,2H) ,
2.95-2.8 (m,2H) ,2.4 (dd, 1H) ,2.25 (m,1H) ,2.05-1.8 (m,4H) ,1.4 (s,18H) ,1.35(s,9H) ,1.3
(m,2H) ,1.2(t,3H) ,0.65 (m, 2H)

[2253]  sEjEf227: (3S) —3- (4-F I T #h) ~4-FH-1-[ (4L -2-MEmy —2-FL e 3tL) H
B -4 A1 A BRI O -3 R

[2254] R4 b0 iR J5iED, R IR AR L TTAE RS 46 )5k, SR1S SE Tt 91227 .

[2255]  'H NMR: (400MHz,D20) Sppm 7.55(d,1H) ,7.45(d,1H) ,7.2 (m,1H) ,7.15(d,1H) ,
6.95 (m,2H) ,4.45(d,1H) ,4.35(d,1H) ,3.55-3.4 (m, 1H) ,3.35-3.25 (m, 1H) ,3.15 (m, 1H) ,
2.95m,2H) ,2.9(dd,1H) ,2.15(m,1H) ,1.85 (m,1H) ,1.7 (m,1H) ,1.6 m,2H) ,1.4 (m,1H) ,1.2
(m,1H) ,1.1 (m,1H)

[2256]  ESI/FIA/HRFIMS/MS: [M+H]+=439.1450 (439.1451)

[2257]  JTE 4 H1:C=55.29(54.78) sH=6.41 (6.21) ;N=6.46 (6.39) ;S=7.06 (7.31)
[2258]  RP:-36.090 (589nm,T=20.5°C,C=1.0)

[2259]  HhEfA178: (3S) -3— {4- [ = (BT U Ah) 2 k] T L) —4- | - 1- [ [2- (4=
FEHL) —A- R IR B ] 4R -1, A- B I O -3 - R - T AL

[2260] R4 b0 iR J5iER, SR F R TRAAR 12902704k udc ah Jekt , $R43 H [R] 44178,
[2261]  'H NMR: (400MHz , dmso—d6) Sppm 9.5 (s1,1H) ,7.39(dd,1H) ,7.24 (dd,1H) ,7.2d,
1H) ,6.75(dd,2H) ,6.6(d,2H) ,3.92 (m,2H) ,3.31/3.21 (AB,2H) ,3.3 (m,2H) ,2.72/2.12 (2%
m,2H) ,2.67/2.3 (2%m,2H) ,2-1.8(m,2H) ,1.8(m,2H) ,1.4(s,18H) ,1.35(m,2H) ,1.32 (s,
9H) ,1.18(t,3H) ,0.7 (m,2H) .

[2262]1  *'P NMR: (400MHz ,dmso-d6) Sppm-114.8

[2263]  sLjafs|228: (3S) —3— (-2 LT HE) —1-[[2- (- R EE) ~4-FR L ORIE ] L] -4-%¢
Fa-4-F A1 AR R O b -3-F IR

[2264] R4 SO BTIR 7D, SR A R (RAA LT8R A ah JFRk , 3R A5 55 it 451228

[2265] 'H NMR: (400MHz,D20) Sppm 7.47 (d,1H) ,7.32(dd,2H) ,7.22(dd,2H) ,6.98 (dd,
1H) ,6.85(d,1H) ,4.32/4.2 (AB,2H) ,3.37/3.05 (m,2H) ,3.15/2.8 (m,2H) ,2.95 (m,2H) ,
2.09/1.65 m,2H) ,1.85/1.35 (m,2H) ,1.59 (m,2H) ,1.1 (m,2H)

[2266]  'F NMR: (400MHz ,D20) Sppm-113.5

[2267]1  ESI/FIA/HRAIMS/MS: [M+H]+=451.1792 (451.1793)

[2268] TR Hr:C=58.29(58.66) ;H=6.12(6.27) ;N=6.20(6.22)

[2269]  RP:-36.630 (589nm,T=21°C,C=1.0)

[2270]  wR[AMAR179: (3S) -3 {4- [ BT Sk piedl) 2 k] T k) -1-[[2- (3,4- H 4k
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OREE) —A-F H ORI ] R ] -4- LA AU B R A T e 3- R R TT AR R
[2271] 4R b0 ik T5iER, SR F R AR 1 29 1256 4E Nt o Jsok) , 3R43 H R 44179
[2272]  'H NMR: (400MHz ,dmso—d6) Sppm 9.4 (m,1H) ,7.2(d,1H) ,7 (d,1H) ,6.85 (m,2H) ,
6.7 (dd,1H) ,6.6 (dd,1H) ,3.95 (m,2H) ,3.8 (2s,6H) ,3.4/3.25(2d,2H) ,3.3 (m,2H) ,2.8 (m,
1H) ,2.7 (m,1H) ,2.3(dd,1H) ,2.15@m,1H) ,1.9(m,1H) ,1.8 @,3H) ,1.4/1.25(2m,2H) ,1.4
(s,18H) ,1.35(s,9H) ,1.2(t,3H) ,0.75 (quint, 2H)

[2273]  sjfafs|229: (3S) —3- (4-Z LT L) ~1-[[2- 3, 4- A HIIL) -4- R H IR ) B
R -4-F R 401 4B I -3 R

[2274] R4 b0 ik J5ED, R F R AR 1T A 46 J5R] , 3R15 SE Tt 51229

[2275]  'H NMR: (400MHz ,dmso—-d6) Sppm 7.05 (s,1H) ,7-6.85 (dd;d,2H) ,6.85(d,1H) ,
6.25(dd,1H) ,6.15(s,1H) ,3.75(s,6H) ,3.2(d,1H) ,3.05(d,1H) ,3-2.85 (m, 1H) ,2.8-2.65
(m,1H) ,2.45-2.25 (m,3H) ,2.15 (m, 1H) ,1.85-1.7 (m,2H) ,1.65 (m,1H) ,1.3-1.15 (m,3H) ,
0.9(m,1H) ,0.8 (m, 1H)

[2276]  ESI/FIA/HRFIMS/MS:EST-HR+/-: [M+H]+=493.2098 (493.2098)

[2277]  JTE 4 H1:C=58.52(58.53) sH=6.32(6.75) ;N=5.48 (5.69)

[2278]  RP:-32.470 (589nm,T=20°C,C=0.9)

[2279]  s2jiEf51230: (3S) —3- (4-%JE T 3E) —4- 2 Fk-1-[ (U-FRFEFFE) R -4-%40-1,4-
KI5t -3-F IR

[2280] R4 b3 Bk 77 VAR AID, SR I [A) 44 1 29 F4 -0 B H AR AR 4R R R , BRAF 58
Ji 51230

[2281]  'H NMR: (400MHz,D20) Sppm 7.32(d,2H) ,6.9(d,2H) ,%EH T4.2 (AB,2H) ,3.7/
3.28 (2m,2H) ,3.45/3.05 (2dd, 2H) ,2.9 (m,2H) ,2.21/1.75 (2m,2H) ,1.9/1.45 (2m,2H) ,1.59
(m,2H) ,1.22/1.1 (2m,2H)

[2282]  ESI/FIA/HRFIMS/MS: [M+H]+=2357.1577 (357.1574)

[2283]  JLEAHr:C=54.12(53.93) ;H=6.96 (7.07) ;N=7.93(7.86)

[2284]  RP:-56.580 (589nm,T=20°C ,C=1.0)

[2285]  sEjfafs|231: (3S) —3- (4-ZFE T 3) —1-[[2- U-FACIEIL) FEIL ] I ] -4-F2 -4
AR A-BUR IR A C e -3-F R

[2286]  ARYE [ SCH Frak J7vEFAID , SR H A ()44 129 F02— (4- SRR JR) 28 R AR g 46 5
B RIS 411231

[2287]  'H NMR: (300MHz,D20) Sppm 7.59 (m,1H) ,7.51 (m,2H) ,7.51 (d,2H) ,7.38 (m, 1H) ,
7.31(d,2H) ,4.33 (AB,2H) ,3.39/3.08 (2m,2H) ,3.15/2.83 (2m,2H) ,2.92 (m,2H) ,2.07/1.62
(2m,2H) ,1.83/1.34 (2m,2H) ,1.56 (m,2H) ,1.06 (m,2H)

[2288]  ESI/FIA/HRAIMS/MS: [M+H]+=451.1541 (451.1553)

[2289]  JTE A Hr:C=58.91(58.60) ;H=6.12(6.26) ;N=5.85(6.21)

[2290]  RP:-10.140 (589nm,T=20°C,C=0.8)

[2291]  SZJEfI232: (3S) -3- U-& I T HL) —4-Fd-1-[[2-[2-F H-5- (ZFF L) nhme-
3] L] L) -4 A1 4B R O -3 - R R

[2292] AR b0 BT iR J5 VAR RID , R F v TR) 440 1 29 12— [1-FR 2 -3— (40 FF 28) — L H-mfp i~
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5—AE] R A S i SR, SRAFSE 151232

[2293]  'H NMR: (300MHz,D20) Sppm 7.63/7.46 (m,4H) ,6.81 (s,1H) ,4.21 (AB,2H) ,3.65
(s,3H),3.5/3.19 (2m,2H) ,3.26/3 (2m,2H) ,2.91 (m,2H) ,2.15/1.69 (2m,2H) ,1.87/1.4 (2m,
2H) ,1.58 (m,2H) ,1.11 (m,2H)

[2294]  '®F NMR: (300MHz ,D20) Sppm—61.8

[2295]  ESI/FIA/HRFIMS/MS: [M+H]+=489.1869 (489.1878)

[2296] L& HT:C=51.64(51.64) ;H=6.03(5.78) sN=11.47 (11.47)

[2297]  RP:-27.030 (589nm,T=20°C ,C=0.9)

[2298]  SEjaf51233: (3S) —3- (-2 T L) 4- k-4 M- 1-[[2- CRF L) ] -H
F1-1,4-FR R T b -3- R

[2299]  RH4E b3 Bk 77 AR D, SR A FR [A) A4 1 29 FH2- =5 FR R FR B AR AR 46 TR R, 3R
3Lt 51233

[2300] 'H NMR: (300MHz,D20) Sppm 7.88-7.6 (m,4H) ,4.51 (AB,2H) ,3.69/3.43 (2m, 2H) ,
3.48/3.25(2m,2H) ,2.92 (m,2H) ,2.22/1.78 (2m,2H) ,1.93/1.49 (2m,2H) ,1.59 (m,2H) ,
1.23/1.09 (2m, 2H)

[2301]  '®F NMR: (300MHz ,D20) Sppm—58.3

[2302]  ESI/FIA/HRFIMS/MS: [M+H]+=409.1492 (409.1499)

[2303]  JTZEAHr:0=49.52(50.00) ;H=5.85(5.92) ;N=7.00 (6.86)

[2304]  RP:-38.120 (589nm,T=20°C ,C=1.0

[2305]  sjifif5234 : (3S) —3— (- LT ) —1-[ (4-g—2-Mgmg -5 JE o ) Rk ] 42 -
4-EAR 1 A A b -3- IR

[2306] R4 b 30 Brak 75 VEF D, SR F Hh ()44 1 29 F14 - 38— (2-W g —5-J) 2R H AR i
UG5k} BRI KT 51234

[2307]  'H NMR: (300MHz,D20) Sppm 9.2 (s,1H) ,8.82(s,2H) ,7.7(dd, 1H) ,7.35 (td, 1H) ,
7.2(dd, 1H) ,4.38/4.28 (2%d,2H) ,3.5/3.15 (2#m,2H) ,3.25/2.9 (2%m,2H) ,2.9 (t,2H) ,2.1/
1.6 (2+%m,2H) ,1.85/1.6 (2%m,2H) ,1.6/1.1 (2%m,2H) ,1.38/1.1 (2%m,2H)

[2308]  ESI/FIA/HRFIMS/MS: [M+H]+=437.1740 (437.1753)

[2309] LR :C=54.96 (55.04) ;1=4.82(6.00) ;N=12.78 (12.84)

[2310]  RP:-23.070 (589nm,T=20C ,C=1.1)

[2311]  sLjifafh|235: (3S) —3— (4-% kT 4k) —4- k- 1-[[2- (- Bk me -3 - Jik) Ot ] e
H] -4 A1, A AR A O -3 - R

[2312]  AR4E b3 Bk 77 VAR AID, SR F A 1) 441 29 F1 2801 9 At 4f I sk , FR15 S it 61235
[2313]  'H NMR: (300MHz ,D20) Sppm 7.7-7.35 (m,4H) ,7.65(d,1H) ,6.45(d,1H) ,4.25/
4.15(dd,2H) ,3.6(s,3H) ,3.5/3.2(2m,2H) ,3.3/3 (dd,2H) ,2.9 (m,2H) ,2.15/1.7 (2m, 2H) ,
1.9/1.4(©2m,2H) ,1.6 m,2H) ,1.3-1 (m, 2H)

[2314]  ESI/FIA/HRFIMS/MS: [M+H]+=421.1998 (421 .2004)

[2315]  JEHE A H1:C=57.19(57.13) ;H=7.08(6.95) ;N=13.43 (13.33)

[2316]  RP:-29.970 (589nm,T=19.5C,C=1.0)

[2317]  sjiaf5] 236 : (3S) -3 (4-%( & T ) —1- [ [4-F-2- - FF Zhnpme-3-J) AL 2k ] -
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4-F B4 A1 AR R I T b -3- R

[2318] AR b SCH Frdk 75 VAR AND, SR A )44 1 29 F027 7V AR 46 IRk , 3R15 S it 61236
[2319]  'H NMR: (400MHz,D20) Sppm 7.7 (dd,1H) ,7.65(d,1H) ,7.39 (td,1H) ,7.24(dd,
1H) ,6.5(d,1H) ,4.25/4.13 (AB,2H) ,3.61 (s,3H) ,3.48/3.18 (m,2H) ,3.29/3 (m,2H) ,2.94
(m,2H) ,2.17/1.7(m,2H) ,1.9/1.41 (m,2H) ,1.6 (m,2H) ,1.2/1.1 (m,2H)

[2320]  ESI/FIA/HRFIMS/MS: [M+H]+=439.1903 (439.1905)

[2321]  JTZESHT:C=54.74(54.79) sH=6.38(6.44) ;N=12.57 (12.78)

[2322]  RP:-26.790 (589nm,T=21°C,C=1.0)

[2323]  sEjEfs|237: (3S) —3- (4-EIL T Fh) -4- - 1-[ (2-BKME I [1, 2-al Mg -3-34 2K
3 ] 45 A1, AR A A -3 - R

[2324]  ARAE bSO B 5 VAR AND, SR AR )44 1 29 R0 227 1 9 AT 46 IRk , 3R15 5L i 61237
[2325]  'H NMR: (300MHz,D20) Sppm 7.98 (d,1H) ,7.68 (s,1H) ,7.65(d,1H) ,7.65 (m,2H) ,
7.52 (m,1H) ,7.45(dd, 1H) ,7.22 (m, 1H) ,6.98 (t,1H) ,4.25 (m,2H) ,3.45/3.1 (2*m,2H) ,2.9
(m,2H) ,2.85 (m,2H) ,2.12/1.55 (2%m,2H) ,1.8/1.55 (2#m,2H) ,1.55/0.95 (2%m,2H) ,1.28/
0.95 (2%m, 2H)

[2326]  ESI/FIA/HRFIMS/MS: [M+H]+=457.1993 (457 .1999)

[2327]  JTESHT:C=60.73(60.52) sH=6.00 (6.40) ;N=12.29 (12.27)

[2328]  RP:-33.550 (589nm,T=19°C,C=0.9)

[2329]  sjafs|238: (3S) —3— (-2 T AL) —1-[[4-F-2- B-FR KAL) R L] L] -4-%
He-A-FH AR - AR A O b -3- IR

[2330] AR bSO B 75 VAP AND, SR A )44 1 29 F1 2644 9 AT 4f I Rk , 3R15 S it 61238
[2331]  'H NMR: (400MHz ,dmso—d6) Sppm 7.6 (dd,1H) ,7.4 (m,1H) ,7.25 (m,1H) ,7.15d,
1H) ,6.95(dd,1H) ,6.9 (dd, 1H) ,6.85 (s, 1H) ,4.4(d,1H) ,4.25(d,1H) ,3.5-3.3 (m, LH) ,
3.25-3 (m,2H) ,2.95 (m,2H) ,2.85(dd,1H) ,2.1 (m,1H) ,1.85 (m,1H) ,1.65 (m,1H) ,1.6 (m,
2H) ,1.35(m,1H) ,1.2-1 (m,2H)

[2332]  ESI/FIA/HRFIMS/MS: [M+H]+=451.1794 (451.1793)

[2333]  JLE A Hr:C=58.81(58.66) ;H=5.81 (6.27) ;N=6.19(6.22)

[2334]  RP:-19.520 (589nm,T=21°C,C=1.0)

[2335]  sEjfafs239: (3S) —3- (4-ZFE T 3E) —1-[ [4-F—2- (6-F S FEmt g -3-J) K L] -H
] -4 -A-E A1, 4R A IR -3 F R

[2336]  ARYE b ST Bk 77 VAR RID , SR A HR ()44 1 29 R4 - 35 -2 (6 HR 4 Bk -3k i k) 2R HR
AR S o IR, SRS S 461239

[2337]1  'H NMR: (400MHz,D20) ppm 8.1 (d,1H) ,7.8(dd,1H) ,7.65 (dd,1H) ,7.3 (td, 1H) ,
7.15(dd, 1H) ,7(d,1H) ,4.4/4.3(2d,2H) ,3.9(s,3H) ,3.45 (m,1H) ,3.2(dd,1H) ,3.1 (m, 1H) ,
2.95(m,2H) ,2.85(dd, 1H) ,2.1 (m,1H) ,1.85(m, 1H) ,1.65 (m,1H) ,1.6 (m,2H) ,1.35 (m, 1H) ,
1.1 (m,2H)

[2338]  ESI/FIA/HRAIMS/MS: [M+H]+=466.1903 (466.1902)

[2339] L&A Hr:C=57.18(56.77) ;H=6.17 (6.28) ;:N=9.05(9.03)

[2340]  RP:-11.850 (589nm,T=20°C ,C=0.9)
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[2341]  SZJfEf240: (3S) -3- U-R I T H) -4- R 1-[[2- (6-FFhnkng-3-Fk) Z3 ] -H
B -4 A1 AR IR O -3 R

[2342] AR5 b0 BT id J7 VAR AID , R B HR () 4401 20 K0 2 (6 FF 48 2 -3 -k e J%) R RS E A
EUG F R, SRAFL 1511240

[2343]  'H NMR: (400MHz,D20) Sppm 7.7 (dd,1H) ,7.6(d,1H) ,7.55-7.4 (2m,4H) ,6.7 (d,
1H) ,4.4(2d coal.,2H) ,3.5(m,1H) ,3.3(dd,1H) ,3.2(m,1H) ,3(dd,1H) ,2.95 (m,2H) ,2.1
(m,1H) ,1.9@m,1H) ,1.7 m,1H) ,1.6 m,2H) ,1.4(,1H) ,1.1 (m,2H)

[2344]  ESI/FIA/HRFIMS/MS: [M+H]+=434.1840 (434.1839)

[2345]  JTZE 4 H1:C=58.14(58.19) ;H=6.38(6.51) ;N=9.60(9.69)

[2346]  RP:-8.440 (589nm,T=20°C,C=0.8)

[2347]  szjEfs241: (3S) —3- (4-%FE T 3E) —1-[ [4-F—2- (6- R FEmMEmE-3-3%) 8] 3L ] -
A-FH -4 A B AR A -3 IR

[2348]  ARYE b ST Bk 77 VAR AID , SR A HR () 4401 29 R4 - 35 -2 (6 FR 48 2 - 3k i %) R R
AR s SR, SRS SE 151241

[2349]  'H NMR: (400MHz,D20) Sppm 7.7 (dd,1H) ,7.6 (m,2H) ,7.3 (td,1H) ,7.2(dd,1H) ,
6.7 (d,1H) ,4.35(2d coal.,2H) ,3.5@m,1H) ,3.25 (m,1H) ,3.2(m,1H) ,3(dd,1H) ,2.95 (m,
2H) ,2.1 (m,1H) ,1.9(,1H) ,1.7 (m,1H) ,1.6 (quint,2H) ,1.4 (m,1H) ,1.1 (m,2H)

[2350]  ESI/FIA/HRFIMS/MS: [M+H]+=452.1746 (452.1745)

[2351] L& H1:C=55.62(55.87) sH=5.85(6.03) ;N=9.16 (9.31)

[2352]  RP:-7.630 (589nm,T=20°C,C=0.7)

[2353]  szjafs242: (3S) —3- (4-% LT 3E) —4-F2 3k - 1- [ [4-F2 32— (6-FF e LMt g -3-3E)
I ] -4 A1 4B AR -3 - R

[2354] R4 b0 Bk T iEF D, SR A Hp ()44 1 29 F230 1 o e 46 S50k}, RSS2 it 151242 .
[2355]  'H NMR: (400MHz,D20) Sppm 7.95(d,1H) ,7.6 (dd,1H) ,7.4(d,1H) ,6.9 (m,2H) ,6.7
(d,1H) ,4.2-4.1(2d.,2H) ,3.8(s,3H) ,3.3-2.95 (2m,2H) ,3.1-2.7 (2m, 2H) ,2.85 (m, 2H) ,
2.0-1.5©m,2H) ,1.75-1.25(2m,2H) ,1.5 (m,2H) ,1.0 (m, 2H)

[2356] LA H1:C=56.79 (57.01) ;H=6.62(6.52) ;N=8.99(9.07)

[2357]  RP:-27.320 (589nm,T=20°C ,C=0.8)

[2358]  sEjififs]243: (3S) —3- (4~ FE T ) 4 F—-4-E M -1-[ Q-FAC-1,3- & IR IFK
Me-5-58) L] -1, 4- R R A C e -3-F IR

[2359] R4 b S Bk J5 ik AID, SR F v E) 44 129 fln2— 284X - 1, 3- S R e k-5 - F i
YRR JE KL, ZRAF L i 151243

[2360] 'H NMR: (400MHz,D20) Sppm 7.25 (s, 1H) ,7.2 (m,2H) ,4.45(d,1H) ,4.25(d,1H) ,
3.8-3.65(m, 1H) ,3.55-3.4 (m,1H) ,3.35 (m,1H) ,3.1(dd,1H) ,2.95 (m,2H) ,2.3-2.15 (m,
1H) ,2-1.85(m,1H) ,1.85-1.7 (m,1H) ,1.6 (m,2H) ,1.55-1.4 (m,1H) ,1.3-1 (m, 2H)

[2361]  ESI/FIA/HRAIMS/MS: [M+H]+=2397.1635 (397.1635)

[2362]  szjfafsi244: (3S) -3- (4-Z T 3h) —1-[ [4-F—2- (6-H S FEA g -2- L) KL -H
F)-4-F 41, AR R AR O e -3 R

[2363] AR LSO BT 5 VEFAID, SR v )44 1 29 RN 23 LA e 4 B sk , 3R19 SL it 51244
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[2364]1  'H NMR: (300MHz ,D20) Sppm 8.2 (t,1H) ,7.8(dd,1H) ,7.7 (dd,1H) ,7.55 (m, 2H) ,
7.2(d,1H) ,4.7(d,1H) ,4.5(d,1H) ,4.2 (s (+m,3H) ,3.9 (m, 1H) ,3.6 (m,3H) ,3.2 (t (+m, 2H) ,
2.6 (m,1H) ,2.05 @,2H) ,1.8m,2H) ,1.7 @, 1H) ,1.4/1.3 (2m,2H)

[2365]  '¥F NMR: (300MHz ,D20) Sppm-110.9

[2366]  ESI/FIA/HRAIMS/MS: [M+H]+=466.1901 (466.1902)

[2367]  JEEAH1:C=57.09 (56.77) ;H=6.16 (6.28) ;N=8.87(9.03)

[2368]  RP:-69.790 (589nm,T=19°C,C=0.8)

[2369]  SEjifafs245: (3S) -3— (4-Z BE T &8) —1-[[4-9R—2- (1, 3-MEme-2-J) DR L R k] -4
FREE-A-EAR1 A E AR R A O - 3- R

[2370]  HR4RE b0 Bk T iEFAID, SR A HR [A) A4 1 20 AN 2324 S 46 S50k}, RSS2 it 51245
[2371]  'H NMR: (300MHz ,D20) Sppm 8 (d,1H) ,7.7 (m,2H) ,7.7 (dd,1H) ,7.3 (td,1H) ,4.5
(d,1H) ,4.3(d,1H) ,3.85 (m, 1H) ,3.45 (m,2H) ,3.15(dd,1H) ,2.9 (m,2H) ,2.3 (m, 1H) ,1.85
(m,2H) ,1.55(m,3H) ,1.2 @, 1H) ,1 (m,1H)

[2372]  '®F NMR: (300MHz ,D20) Sppm—109

[2373]  ESI/FIA/HRAIMS/MS: [M+H]+=442.1358 (442.1360)

[2374]  JEZEAHr:C=51.13(51.69) ;H=5.30(5.71) sN=9.42(9.52) ;S=7.25(7.26)
[2375]  RP:-99.540 (589nm,T=18°C,C=0.8)

[2376]  SEjifif5]246: (3S) -3— (4-% BT L) -4-F2 k- 1-[ [4-F2Hk -2 (3-F FEmK Mk —4-J%) O
BV ] 441, 4-BURTE R A O b -3-F R, IR IR £

[2377] R4 b0 Bk T iEFAID, SR A R (R A4 1 29 P27 64 oS 46 S50k}, RSS2t 51246
[2378]  'H NMR: (300MHz ,D20) Sppm 8.85 (s, 1H) ,7.65(d,1H) ,7.6 (s, 1H) ,7.2(dd, 1H) ,7
(d,1H) ,4.4 (m,1H) ,4.15 (m,1H) ,3.7 (m, 1H) ,3.6 (s,3H) ,3.55-3.2(2m,2H) ,3.1 (m, 1H) ,2.9
(m,2H) ,2.15 (@, 1H) ,1.9 @m,2H) ,1.6 (m,3H) ,1.25 (2m, 2H)

[2379]1  ESI/FIA/HRAIMS/MS: [M+H]+=437.1947 (437.1948)

[2380] JTE A Hr:C=39.13(40.15) ;H=5.22(5.22) ;N=8.85(9.37)

[2381]  RP:-15.390 (589nm,T=21°C,C=1.0)

[2382]  sjiffs 247 (3S) —3— (4-% LT ) —4-F2 - 1-[[4-F2dk-2- (2 JLnp g —3-8) 2%
FE R -4 A1, AR IR O -3 - R R

[2383]  #RYE b ST Bk 77 VAR RID , SR A HR ()44 1 29 R4 - ¥4 B -2 (2 FF ki -3 ) R HH
WA e g IR, SRAF Lt 151247

[2384]  'H NMR: (400MHz,D20) Sppm 7.63 (s,1H) ,7.52(dd,1H) ,7.08(d,1H) ,6.9 (s, 1H) ,
6.44(d,1H) ,4.18/4.05 (2m,2H) ,3.61 (s,3H) ,3.45/3.15 (2m, 2H) ,3.26/2.95 (2dd, 2H) ,
2.95 @m,2H) ,2.15/1.68 (2m,2H) ,1.9/1.4 (2m,2H) ,1.6 m,2H) ,1.2/1.1 (2m, 2H)

[2385]  ESI/FIA/HRAIMS/MS: [M+H]+=437.1947 (437.1948)

[2386]  JEE 4 H1:C=55.22(55.04) ;H=6.48(6.70) ;N=12.72 (12.84)

[2387]  RP:-44.210 (589nm,T=20°C,C=1.0)

[2388]  sijififs|248: <3S> —3- (U-FIET ) -1-[[2- (3,4- AL IR KL R3] -4-5
He-4-E AR 4R I T b -3- R

[2389]  #R4E b SCH AR 77 vAF D, SR A Hh (A4 129 02— (3, 4- AU RO AL R AR

123



CN 108495857 A iﬁ, EH :FS 120/135 L

EUG F L, TRAFL 1511248

[2390]  'H NMR: (300MHz,D20) Sppm 7.6 (dd,1H) ,7.5 (m,2H) ,7.35(dd,1H) ,7.1(d,1H) ,7
(d,1H) ,6.9(dd,1H) ,4.45/4.3 (2d,2H) ,3.85 (2s,6H) ,3.35/3.1 (2m,2H) ,3.1/2.9 (m+dd,
2H) ,2.95(m,2H) ,2.1/1.65 (2m,2H) ,1.85/1.35 (2m,2H) ,1.6 (m,2H) ,1.05 (m, 2H)

[2391]  ESI/FIA/HRFIMS/MS: [M+H]+=477.2147 (477.2149)

[2392]  JTZE4SH1:C=60.13(60.50) sH=6.84(6.98) ;N=5.68 (5.88)

[2393]  RP:-21.710 (589nm,T=18°C,C=1.0)

[2394]  sjifafs]249: (3S) —3- (- T 2E) -1-[[2- (2, 3- F MR -4 J) —4-F2 LR L ]
B ] 42 -4 A0 1 4B LT o R O - 3- R

[2395]  HR4R b0 Brak T iEFAID, SR A HR (R A4 1 20 RN 27 54 S 46 S50k}, RS 527t 51249 .
[2396]  'H NMR: (400MHz,D20) Sppm 7.55 (d,1H) ,7.45 (s,1H) ,7.15(dd,1H) ,6.95 (s,1H) ,
4.15(s1,2H) ,3.65-3.5 (m, 1H) ,3.45 (s,3H) ,3.35 (m,1H) ,3.2 (m, 1H) ,2.95 (dd, 1H) ,2.95
(t,2H) ,2.65(s,3H) ,2.15 @, 1H) ,1.9 (m,1H) ,1.75 (@, 1H) ,1.6 (m,2H) ,1.45 (m,1H) ,1.35-
1.05 (2m, 2H)

[2397]  ESI/FIA/HRFIMS/MS: [M+H]+=451.2102 (451.2105)

[2398]  JLE S HT:C=46.98 (47.47) sH=6.05(6.07) ;N=10.40 (10.54)

[2399]  RP:-37.730 (589nm,T=20.5°C ,C=1.0)

[2400]  sLjEfs|250: (3S) —3— (4-ZHE T AL) —1-[[2- (2, 3- = FF ARk —4-J) R BE ] H 0L ] -
A-$2H -4 A B AR A R -3 IR

[2401] R4 b0 Bk T iEFAID, SR A P ()44 1 29 F226 1 oS 46 S50k}, R 15527t 41 250
[2402]  'H NMR: (400MHz,D20) Sppm 7.75-7.45 (m,4H) ,7.45 (s, 1H) ,4.25 (m,2H) ,3.5/3.2
(2m,2H) ,3.4/3.1 (m,2H) ,3.4(s,3H) ,2.9(m,2H) ,2.65(s,3H) ,2.1/1.7 @m,2H) ,1.9/1.45
(2m,2H) ,1.6 (m,2H) ,1.25/1.1 (2m, 2H)

[2403]  ESI/FIA/HRFIMS/MS: [M+H]+=435.2179 (435.2161)

[2404]  JLZE A Hr:C=49.57 (50.37) ;H=5.92 (5.88) ;N=9.92(10.21)

[2405]  RP:-23.310 (589nm,T=20°C ,C=0.9)

[2406]  SZjifif51251: (3S) -3— (A-GH T HE) —1- [ [4-F-2- (A-FR—3-FR L) L]
AR A-E A1 AR R O b -3-F IR

[2407]  ARYE bSO Bk 77 VAR AID , SR F R )44 1 29 FH4-9R-2- (4- 3R -3-FR JE oK L) JR FR i
YRR JE KL, ZRAF L 151251

[2408]  'H NMR: (400MHz,D20) Sppm 7.6 (d,1H) ,7.25 (2%m,2H) ,7.15(d,1H) ,6.95(d,1H) ,
6.8 m,1H) ,4.4(d,1H) ,4.3(d,1H) ,3.5-3.35 (m, 1H) ,3.2-3.05 (m,2H) ,2.95 (m, 2H) ,2.85
(dd,1H) ,2.1 (m,1H) ,1.85 (m,1H) ,1.65 (m,1H) ,1.6 (m,2H) ,1.35 (m,1H) ,1.2-1 (m,2H)

[2409]1  ESI/FIA/HRAIMS/MS: [M+H]+=469.1696 (469.1698)

[2410]  JTZEAHr:C=56.82(56.41) ;H=5.77 (5.81) ;:N=6.02(5.98)

[2411]  RP:-12.950 (589nm,T=21°C,C=1.0)

[2412]  sZjEf252: (3S) -3- (4-FIE T ) ~4-F2 I -4-FAR-1-[ 2-nbrg -4~ HEL) HF
F]-1, AR R O -3 R

(24131 W4 b SCHP Bk 77 VAR AID , SR A AR 1) 440 1 29 FH2- (4-Hi e 225) 2R R AR S 46 UK},

H

3] -
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AT BI252.

[2414]  'H NMR: (400MHz,D20) Sppm 8.6 (d,2H) ,7.64 (m, 1H) ,7.57 (m,2H) ,7.42(d,2H) ,
7.41 (m,11) ,4.42/4.3(dd,21) ,3.44/3.09 (dd,2H) ,3.18/2.88 (dd,2H) ,2.93 (m,2H) ,2.09/
1.64 (2#m,2H) ,1.85/1.35 (2#m,2H) ,1.59 (m,2H) ,1.08 (m, 2H)

[2415]  EST/FTA/HRFIMS/MS: [M+H]+=418. 1897 (418.1895)

[2416]  JLZE A Hr:C=61.00(60.42) ;H=6.62(6.76) ;N=10.20 (10.07)

[2417]  RP:-17.980 (589nm,T=28C ,C=0.9)

[2418] T ikH: BARBRIRINPEHE (azalh 2 R Pikies) I Ak

[2419]  rafa] 44180

[2420] o. | N[
Xy

[2421]  FEG SRR, HN-Boc AR 2 % (30g, 190mmo 1) [ THF (170mL) V&R N 2260 % (1
NaH (11.45g,285mmol, 1.5eq) [{ITHF (100mL) V73 H o (IR A P8 fili L /NBy 30938, SR J5
ANTRFEIR (34ml, 285mmo , 1. 5eq) [ THF (30mL) VAR o 4 I REVR A4 T = I8 T Hi 48/ N o 98k
JR 7R R 2 THE , B B8 WS T AE VKK Hh % AR DCM (10mL) , 28 f5 22 12 (8] AH20 (100mL) 1 o 73
B HLAE, ZKAH FHDCM (2 X 100mL) F A5 B . & FF 1A H1AH AT H20 (2 X 50mL) Peik , SR8 T
B, SR G 28R - SRAF I TR B 8 ik i R e 44k, SR FHBRBE/DCM (50 : 500 100) A5 B3 i
RAF AT R T R H H A 44180 (39.8g, 160.92mmo ) , YL ZE85% »

[2422] 'H NMR: (400MHz,dmso—d6) Sppm 7.65 (t,2H) ,7.22 (m,3H) ,5.75 (m,1H) ,5.1 (m,
2H) ,4.33(s,2H) ,3.75(m,2H) ,1.39 (s, 9H)

[2423]  pija){A181:

[2424] ' .0~

XOYN\NP\H

[2425]  FOC. @G, Y 2 A A ST (38.35mL, 173mmol , 2eq) ¥ N & VK T 1R
(11.42g,173mmol , 2eq) B Z )i 224mL) ¥ R AR Z 5, MR SR &9 (FHE SRS
i\ ] 44180 (21 . 4g,86. 5mmol) AMeCN (44 . 7TmL) Y59 «Xantphos (0.55g, 11mmol) , SR &
INAPd2dbas (0.396g,5mmo 1) o ¥R &4 [ N L6 /NI o YR IR 48 i, 1SR4 1 5k B W 48 ik
FE R Eh i 404k, SR FACOE t/EtOH (95:5-90: 10) 1 A6 W IV » $RA5 A To (e Jil R I 38
()R [A] 44181 (10. 1g,29.58mmol) , i #34% .

[2426]  'H NMR: (400MHz ,dmso—d6) Sppm 7.32 (t,2H) ,7.22 (m,3H) ,6.95(d, 1H) ,4.38 (s,
2H) ,3.99 (m,2H) ,3.19 (m,2H) ,1.65 (m,4H) ,1.4 (m,9H) ,1.21 (t,3H)

[2427]1  *'P NMR: (400MHz , dmso—d6) Sppm 40.7

[2428] i) {£182:
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[2429] I 'Q '
O

[2430] ¥ IMEILiHMDSH THF VAR (29.6mL,29.6mmol , Leq) JNZE T 4e A S5 <1 v a4
181(10.1g,29.6mmo1) K THF (100mL) ¥ H  T-70°CHEHFE304 B S5 , I TH 2 VR
(2.56mL,29.6mmol, leq) oG K NIRG W) T S T HEHE2/NS, 28 5 BN AINHIC 1K I R
W KGR A 0 FHDCM (3 X 100mL) AEHR , A ALAH ATH20 (2 X 100mL) ek , B BR A 115 o 8 e Ik 4
Ji 5 3RAS 1) B B M G ek R RO 1 1 44k, R FHACOEt/E tOH (100 %6 —90 : 10) 1 Ay 5 3 Bt ¥ o
AT EHRY T  H B B (44182 (9. 3g,24. 3mmo) , R #82% .

[2431]  'H NMR: (400MHz ,dmso—d6) Sppm 7.4-7.2 (m,5H) ,5.2 (m,1H) ,5.18 (2dd, 2H) ,4.4
(s,2H) ,3.91 (quad, 2H) ,3.15 (m,2H) ,2.6 (dd,2H) ,1.6 (m,4H) ,1.4(s1,9H) ,1.2 (t,3H)
[2432]  dH[E]44183:

[2433] o0 OH

SOL N "\)\/OH
>y
0
[2434]  F=E T, 4% 0s04H I Ha 07 (4.64mL, 0. 73mmo 1) ¥ N4 1 [A]4£182 (9. 3¢,
24 . 3mmo1) Fl4-FF ELGBkN-%4k4) (3.14g,26. Tmmol , 1. Leq) ¥ 100mLI) TR il /H2098 &4 (2:
D) BVEBRT 8 IR ST I N IR 16 /NS, S8 J5 481N 10 % i IV B B2 S04 K Ha O 925 W
(100mL) H . V& &Y FIACOE (2 X 100mL) ZEEX . & F A HUAH , FIH20 (1 X 100mL) ¥eiss , iR 8
TG ARG LU IRAT IE BE IR Y H 1A] 44183 (9. 8¢, 23.58mmo 1) , HoFE#t— P
ik, e Z97% .

[2435]  'H NMR: (400MHz ,dmso—d6) Sppm 7.35-7.2 (m,5H) ,4.8/4.78 (2d,1H) ,4.65 (2t,
1H) ,4.36 (s,2H) ,3.9 (m,2H) ,3.75 (m, 1H) ,3.35-3.2 (m,2H) ,3.15 (m,2H) ,1.9/1.7 (m, 2H) ,
1.63(m,4H) ,1.4 (m,9H) ,1.17 (t,3H)

[2436]  *'P NMR: (400MHz , dmso—d6) Sppm 58.6/57.7

[2437]  dha)j4k184:

[2438] [ 00 O

>r°\n/N\/\\/ ’\/‘lLH
o]
[2439] T =IE TN, B MR (20.16g,94.25mmol ,deq) K INEH ] 44183 (9.79¢,
23.5mmo1) [ 320mLI¥ THF /Ho0R &4 (3: 1) VA « T I N RREESEHET2/ N o 88 o
REVRA P HACOEL (2 X 150mL) ZEHL, A A AL, FIH20 (1 X 100mL) ¥k, L IRBREE T, S8
J B A R A FRAS IR M ) 4 184 (8. 13g, 21 . 2mmo ) , ToFE i — 4k, e 2290 % .
[2440]  'H NMR: (400MHz ,dmso-d6) Sppm 9.6 (m,1H) ,7.35-7.2 (m,5H) ,4.38 (s,2H) ,4-
3.75(m,2H) ,3.25(dd,2H) ,3.15(m,2H) ,1.65 (m,4H) ,1.4 (m,9H) ,1.2 (m,3H)
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[2441]  rh A {4186

0.0
‘Pj
[2442] (N

[2443] 4 rh[E)44184 (8.13g,21. 2mmol) [¥12N HC1 (53mL,106mmol ,5eq) V& T 218 T #
AN o NG 2 EVR AT B 2 IR 4 A5 B TR ) A4 185, HL 055 33— A 44k AT LA B B8 o o e 44
185 FDCM (150mL) , 5MgS04 (10g) —itB it HE 1 /NI 4R 5 T0°C 43 ¥k I ANaBH (0Ac) 3 (6. 75¢,
31.8mmol,1.5eq) , ¥ R MIRG YT =B MWL L6 /NS o JEBRANE MRS Ja , A HLAH A 10 %
(1)L R I NaHCOs 7K ¥ (2 X 100mL) Heisk , 8 J FHH0 (1 X 100mL) Peidk , LRRER B T4 IR I
4 I, AT R B W 2wk B o (i 264k, SR FIDCM/EtOH (98:2—94:6) 1 2 VeI - -1 N
R R B A58 (1.9, 7. Immo1) , 233 % .

[2444]  'H NMR: (400MHz ,dmso—d6) Sppm 7.3 (m,5H) ,3.9 (quadd,2H) ,3.7 (s,2H) ,2.7 (m,
4H) ,2-1.6 (m,6H) ,1.2 (t,3H)

[2445] 3P NMR: (400MHz ,dmso—-d6) Sppm 62

0.«

04
o] \g\
P
(_j + LDA + (Boc),0 —..7& \) + (_
N

33

& [E 4K 186 w Ja] 4k 187 9 i} 4k 188

[2447]  T-78°C @I, # 2NIILDARI THRVAW (5. 33mL,10.6mmol, 1.5eq) g N4
] 44186 (1.9¢, 7. 1mmo1) ¥ THF (18mL) & ¥R - 304 815 , IRV TF THF (9mL) [ BRER -
BT HEEE (2.17g,9.95mmol , 1. 4eq) o B I RV S0 L/NES 30 9B, 5 5 AR K5 T--78
C MY —41.5eqffI2N LDARI THREWR (5.33mL, 10.6mmo1) « 27N Ji , 45 S N TR A 107K
fift , 5] isf FAINHAC 17K VA VR (10mL) ¥4 401, B J& FHACOEt (10mL) ¥ # IR M E =i 5 , RMIR &Y
FHACOEt (2 X 100mL) ZHL . & - A HLAH, FIH20 (100mL) Heig , SRR 56 118 , R 5 B 2S5 W 4
TR % B W2 ek B R e 1 44k, S FHACOR t/THE (100 % 70 30) 1 A B 3 I i » 3542
HHERM )4 187188, il PRIR & E K (1. 7g,4.62mmol) , i #663% .
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X o¢
+(\e\ Rk 204 'S(Q 3

ZOO .

. @) 5

[2448] NaH DMSO -{N =N 0)_:0
Cﬁ’ & P&y S S

iR 187 FE4K 188 % 4] 4k 189 ¥ 84k 190
[2449]  FEGE/SFREEH 60 %Nal (0.287g,7.18mmol , 1.6eq) T 10°C4 7 NZ H[a) 44204
(1.74g,4,94mmo1,1. Leq) (IDMSO (10mL) AW o R S5 44 vh ()44 187 H1188 (1.65g,4 . 49mmo 1)
[FIDMSO (5. 9mL) V&N 2 1%V KR A T ZH N HiFke /N S8 50 R BLVR A 40K
FINHiC1 7KV ¥ (30mL) 7K fif , S5 AcOEt (2 X 50mL) ZEHL o A4 HLAH FHIH20 (2 X 50mL) i « £8 Tt PR R
T, B IRAR  SRAF I 5k BE W 2 ek s s (13 264, SR HIDCM/AcOE t (90: 10-50: 50) 6 4k
i o FRAG H )44 189 (0. 342¢,0. 54mmo 1) FTHHE]4A190 (1g, 1.6mmol) , AyAEXT W SRR VR &
W U 5 ) 36 %6 2% 6
[2450]  sjififd]253:5- (A-Z AT ) —1 - -4- Rl -4 A1, 4- B R 2 IR B le—5- R
%
[2451] T =R T GG, B TMSBr (0.87mL,6.6mmol, 12eq) ¥ N % 1 7] 44189
(0.342g,0.54mmo1) F{IDCM (4mL) JE W K IR AW T =i T B 16 /N, S8 5 3128 W 4 o 45
% B VDS T MeOH (20mL) , T2 T HiHE204 8, 28 f5 A K 21 5 B 0% T-DCM (4mL) , i
AR (0.81mL,10.9mmol , 20eq) o MR A4 T F il T HiHE 107N, 88 5 B 254
FRAS W% B W3 1ok s A 1 BB Al 4K, , S FH0,/Me ONAR 255 35 I o 31459 131 26 31 44 T 2R %) 2 e 1)
253(0.11g,0.31mmol) , Y #57% .
[2452]  'H NMR: (400MHz,D20) Sppm 7.42 (s,5H) ,4.32 (AB,2H) ,3.5-3.2 (m,4H) ,2.9 (m,
2H) ,2.1-1 (m, 10H)
[2453] 3P NMR: (400MHz ,D20) Sppm 40.25
[2454]  ESI/FIA/HRAIMS/MS: [M+H]+=2355.1780 (355.1786)
[2455]  JTE 4 H7:C=57.16 (57.62) ;H=7.28 (7.68) ;N=7.83(7.90)
[2456]  Sjfifs] 254 : 3— (4-ZHE T ) — 1R M -4- Bl -4 A1, 4- W R 2 IR e e —3- R
E‘,E
[2457] TR VRS, B TMSBr (2.53mL,19. 2mmo , 12eq) N H A)4£190 (1g,
1.61mmol) FIDCM (5mL) ¥ H o FHE G W) T 2 i T BiFE 16 /N, S8 J5 B 2S5 W4 K iR BB IR
FMeOH (20mL) , T =& N HEHE20 981, SR 5 28 kK 2T K5 B W07 T-DCM (4mL) , IR =H. 2,
% (2.37mL,32mmo 1 , 20eq) o Kf S RLTRAH) T 2 I T FE L0/, SR i B 25 Wk 4 o 3R 45 (1) 7 B
Y1t sOAH s 24k, SR FIH20/Me ONAS B2 IR o 3R 15 Dy 1 €00 [ 44 T2 =) KTt 451254 (0. 34,
0.96mmo1) , L Z60% .
[2458] 'H NMR: (400MHz,D20) Sppm 7.5 (m,5H) ,4.35 (m,2H) ,3.75-3.1 (m,4H) ,2.95 (t,
2H) ,2.15-1.4(m,4H) ,2.1 (m,2H) ,1.6 m,2H) ,1.35/1.2 (m) + (m, 1+1H)
[2459]  ESI/FIA/HRAIMS/MS: [M+H]+=2355.1780 (355.1786)

128



CN 108495857 A iﬁ, EH :FS 125/135 7L

[2460] LA C=57.16 (57.62) ;H=7.28 (7.68) ;N=7.83(7.90)

[2461]  SEJif 151255 : 65— (52 JE I AE) -1 R -4- k-4 AK-1, 4-FRTE R A Pk -5 H
7

[2462] R (R 44206 408 HiE] 44204, i 48 ST B 5 i1, 3R43 5L 51255

[2463]  'H NMR: (500MHz,D20) Sppm 7.54 (m,5H) ,4.41/4.34(d)+(d,1+1H) ,3.7/3.63 (m) +
(m, 1+1H) ,3.51/3.22 (m) + (m, 1+1H) ,2.99 (t,2H) ,2.16/1.58 (m) + (m, 1+1H) ,2.14/1.51 (m) +
(m,1+1H) ,2.11/1.82 (m) + (m, 1+1H) ,1.67 (quint.,2H) ,1.39 (quint.,2H) ,1.35/1.18 (m) +
(m, 1+1H)

[2464]1  3C NMR: (500MHz ,D20) Sppm 129.4,61,54.7,51.8,39.1,32.3,29.4,26,26,25.8,
23.

[2465] 3P NMR: (500MHz ,D20) Sppm 37

[2466]  ESI/FIA/HRFIMS/MS: [M+H]+=2369.1955 (369.1943)

[2467]  JTZEAHT:C=58.53(58.68) ;H=7.80 (7.93) ;N=7.51 (7.60)

[2468]  vhfalfA&191:5- {4-[ = GBL-"T AR 28] T L) -4- oA - 4-FAR-1- [ (3-0%
FEONEL) ] -1, 4-URTE R IA b -5-FF B AT

[2469]  R4E LSOk 75 EH, SR 3R AR IR A R AR IR, RIS P )44 191.

[2470]  'H NMR: (400/500MHz , dmso-d6) Sppm 7.65 (d,2H) ,7.63 (t,1H) ,7.59 (s, 1H) ,7.53
(d,1H) ,7.46 (t,2H) ,7.41 (t,1H) ,7.31(d,1H) ,4.06 (m,2H) ,3.69/3.63 (2xd,2H) ,3.44 (t,
2H) ,2.83/2.71 (2%m,2H) ,2.8/2.67 (2%m,2H) ,2.21/1.6 (2%m,2H) ,2.12/1.88 (2%m, 2H) ,
1.9/1.67 (2%m,2H) ,1.42 (m,2H) ,1.41(s,18H) ,1.39 (s,9H) ,1.22(t,3H) ,1.22/0.99 (2%m,
2H)

[2471]1  '3C NMR: (400/500MHz ,dmso—d6) Sppm 129.1,128.9,127.9,127.6,127,126.7,
125.4,61.5,60.3,50.8,48.2,45.8,31.2,31.2,29,28.3,28,28,21.6,16.6

[2472]  SZJE1256: 5 (4-%(FE T IE) ~4- R FE-4-5A0-1-[ G-HRFEIEIL) AT -1,4- K H~
i 2R B1 P bt —5-F IR

[2473] R4 B30 AR D, R R AR 19 LA N RS 46 S5k}, SR1T SE it 451256

[2474]1  'H NMR: (400MHz ,D20) Sppm 7.8-7.4 (m,9H) ,4.45/4.35(d,2H) ,3.7-3.2 (m,4H) ,
2.95@m,2H) ,2.2-1.75m,4H) ,1.6-1.2 (m,6H)

[2475]  *'P NMR: (400MHz ,D20) Sppm 86

[2476]  ESI/FIA/HRFIMS/MS: [M+H]+=431.2092 (431 .2094)

[2477]  JTZE A Hr:C=63.35(64.17) ;H=6.85(7.26) ;N=6.42(6.51)

[2478]  wh(AIfR192: 3- {4- [ GRL-TT S ) 20k ] T 0t} —4- 2 A -4 AR -1- [ B-2%
FRORHL) HE] -1, 4- R AR IR Pk -3 - FE ER LT

(24791 R4 b S0 BT iR J5 VA, SR I 3- IR AR R AR R AR IR, SR A ) 44192,

[2480]1 'H NMR: (400MHz ,dmso-d6) Sppm 7.7 (s,1H) ,7.66 (d,2H) ,7.5(t,1H) ,7.42 (¢,
2H) ,7.35 (m,2H) ,7.32 (t,1H) ,4.06 (m,2H) ,4.01/3.8 (2%d,2H) ,3.45 (t,2H) ,3.32/2.76
(dd,2H) ,2.62-2.45 (m,2H) ,2-1.3 (m,8H) ,1.4/1.1 (2%m,2H) ,1.4 (s,27H) ,1.25 (t,3H)
[2481]  SCjafs|257 : 3— (4-2 kT J%) —4-F2 M- 44 A 1- [ Q- IE) ] -1,4-% 2%
Tk ZR IR e —3- FH iR
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[2482] AR b SCH Fradk 779D, SR F A A4 1 924 e i I k), 3R A3 S i 4611257

[2483] 'H NMR: (400MHz,D20) Sppm 7.8-7.4 (m,9H) ,4.45/4.35(d,2H) ,3.6-3.25 (m,4H) ,
2.8(m,2H) ,2.1-1.9 (m,4H) ,1.75-1.1 (m,6H)

[2484] 3P NMR: (400MHz ,D20) Sppm 86

[2485]  ESI/FIA/HRFIMS/MS: [M+H]+=431.2095 (431.2094)

[2486]  JTE 4 HT:C=63.89(64.17) sH=6.92(7.26) ;N=6.50(6.51)

[2487]  wR[EMA193:3- {4 (BT EIEHRIE) B T 3 -4- 28 -4 A -1-[ U
RO B 1, AR R R B -3 FR BT L

[2488]  AR¥E L S0 Bk 77 vAH, SR 42K LA LR S R, 3R P ()44 193,

[2489] 'H NMR: (400MHz,dmso—d6) Sppm 7.7-7.55 (2d,4H) ,7.5 (m,2H) ,7.45 (d,2H) ,7.35
(m,1H) ,4.1 (m,2H) ,3.95(d,1H) ,3.8(d,1H) ,3.45 (t,2H) ,3.3 (m,1H) ,2.8 (m,1H) ,2.55 (m,
1H) ,2-1.35(m,9H) , 1.4 (3s,27H) ,1.25(t,3H) ,1.25 (m,1H) ,1.1 (m,1H)

[2490] SR 5258 3— (A-ZFE T HL) ~4-F2HE 45— 1-[ (A-RFEEHFL) AT -1,4-% 7%
T R B0 e e —3- FH iR

[2491]  ARYE bSO Fradk 77320, SR F A AR 1934 E i i T K], SR 15 52 i 461258

[2492]  'H NMR: (400MHz,D20) Sppm 7.7 (2d,4H) ,7.5 (t+d,4H) ,7.4 (td,1H) ,4.35(2d,
2H) ,3.5-3.2 (m,4H) ,2.85 (m,2H) ,2.15-1 (m, 10H)

[2493]  ESI/FIA/HRFIMS/MS:ESI-HR+/-: [M+H]+=431.2093 (431.2094)

[2494]  JTE 4 H1:C=63.92(64.17) sH=7.15(7.26) ;N=6.47 (6.51)

[2495]  rh[E)A62:5- {4 [ GR-T AL RIE) AL ] T 3} -4- 258 3450 -1- [ (-
ORI ] -1, AR R R Bt -5 F R AT L B

[2496] AR IS0 Bridk 7 v, SR 42K AR SR A R, 3R P (11462,

[2497]  sZjEf259:5- (- Ik T HE) ~4-FHE -4 A0-1- [ U-RFERHL) FHE] -1, 4-F 2~
il R B0 B e —5- FR iR

[2498]  AR4E b SCH FTR 775D, SR H R AR 24 S i B Rk, FR15 S 4611259

[2499]  'H NMR: (400MHz,D20) Sppm 7.75(d,2H) ,7.7(d,2H) ,7.6 (d,2H) ,7.5 (m,2H) ,7.45
(m,1H) ,4.45/4.35(2d,2H) ,3.75-3.1 (m,4H) ,2.95 (t,2H) ,2.2-1.85 (m,3H) ,1.8 (m, LH) ,
1.7-1.05 (m,6H)

[2500]  ESI/FIA/HRFIMS/MS:EI-HR: [M+H]+=431.2093 (431.2094)

[2501]  JTE A Hr:C=64.46 (64.17) ;H=7.17 (7.26) ;N=6.46 (6.51)

[2502]  wh(AfAR194: 3- {4- [ GRL-TT Sk ) &0k ] T 0t} —4- 2 A -4 AR-1-[ 2-2%
FRORHL) HE] -1, 4- R AR IR Pk -3 - FE ER LT

[2503] AR bSO Brd 7 vEH, SR 2- PR SRR SRR AR AR, SR A P ()44 194,

[2504]  'H NMR: (400MHz,dmso—-d6) Sppm 7.88(d,1H) ,7.48-7.2 (m,5H) ,7.35 (m,2H) ,7.15
(d,1H) ,4.05 (m,2H) ,3.9/3.7 (2%d,2H) ,3.42 (t,2H) ,3.2/2.65 (dd,2H) ,2.33 (m,2H) ,2-1.5
(m,6H) ,1.42(s,18H) ,1.4 (m,2H) ,1.4 (s,9H) ,1.25(t,3H) ,1.15/1 (2#m, 2H)

[2505]  Sjifafs|260: 3- (4-Z AT 5E) ~4-Fa R -4 A -1- [ Q-REIR AL R JE] -1, 4-%( 24
ik 4 BF Pt -3 - FR iR

[2506] AR bSO Frad 772D, SR F v T A4 1 944 s s T k), 3R 15 52 i 461260
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[2507]  'H NMR: (400MHz ,D20) Sppm 7.7-7.3 (m,9H) ,4.45(d,1H) ,4.4(d,1H) ,3.25-3 (m,
4H) ,2.95(q,2H) ,1.95-1.5 (m,5H) ,1.65 (m,2H) ,1.35 (m,1H) ,1.3-1.05 (m, 2H)

[2508]  ESI/FIA/HRAIMS/MS: [M+H]+=431.2094 (431.2094)

[2509]  JLZEAH1:C=63.81(64.17) ;H=7.03(7.26) :N=6.45 (6.51)

[2510]  pjE)fA67 5 {4- [ GR-T A L) &AL ] T2} -4- 28 - 1-E R -1-[ -2k
ORAE) ] -1, A-EUIR TR IR B ie -5 R AT B

(25111 R4 LS iR 5 v, SR 2- R 80 R AR R LR, 3R A5 v [R) 4467

[2512]  SZJEHI261:5- (4-EFE T IE) ~4- -4 A0 1-[ Q- I I BH]-1,4- K~
ik R B0 B e —5- R R

[2513] R4 30 ik J5iED, R AR 6 TR 46 )5 k), 3R15 SE it 51261

[2514]1  'H NMR: (300/500MHz ,D20) Sppm 7.63/7.61 (n,1H) ,7.54-7.45 (m,4H) ,7.44 (m,
1H) ,7.38 (m, 1H) ,7.33/7.31 (m,2H) ,4.38 (m,2H) ,3.48-2.77 (m,4H) ,2.94 (m,2H) ,2.05/
1.42 (m,2H) ,2.03/1.43 m,2H) ,2.01/1.66 (m,2H) ,1.6 (m,2H) ,1.33/1.14 (m, 2H)

[2515]  '3C NMR: (300/500MHz ,D20) Sppm 178.5,143.3,130.4,129.4,129.3,129.2,
128.7,127.7,57.8,55.1/51.6,38.8,31.7,28.9,26.3,25.9,20.5

[2516] 3P NMR: (300/500MHz ,D20) Sppm 36.5

[2517]  ESI/FIA/HRAIMS/MS: [M+H]+=431.2095 (431.2094)

[2518]  JLZE A Hr:C=63.81(64.17) ;H=7.14(7.26) ;N=6.45(6.51)

[2519]  SEJiti 151 26 201 fill 4% -

[2520] (A {4195

N
[2521] I

[2522]  B4%TAEE (15.27mL,224mmo ], 8eq) « = ZFEHIKE (6. 4mL,6.39mmo1,0.23eq) A="]
% (1.17mL,5.6mmol , 0. 2eq) MK N 2R @AM <307 B -~ 2 iz (3g, 28mmo1) FZL PR
£ (0.31g,1.4mmol) (Y THF (64mL) V&R o 1 S BLVR A P G U152 8, T-70°C Imn#420
AN o KV IR TR AR o SRAF I Bk B W) A ek DR R i 44k, SR FHDCM/AcOEE (100% —95:
5) VBB B e IR W 3RAF etk X R (A 4A 195 (3. 45g, 18 4mmo 1) , U266 % .

[2523]  'H NMR: (400MHz,CDCL3) Sppm 7.3 (m,5H) ,5.9 (m,2H) ,5.15 (m,4H) ,3.6 (s,2H) ,3.1
(s,4H)

[2524]  haE]44196:

g
N

0
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[2526] T-20°C. @S EH 0 = F RG-S LT (4.96g,24.6mmol , 2eq) [FIDCM
(41.5mL) WEWHUINE S AL (3.27g,24.6mmol , 2eq) IDCM (41 . 5mL) &VER R EW T =
BRI AR SR A2 -20°C L B f In N ) 44195 (2. 3g,12. 3mmo1) ¥ 10mL DCMIE WA -
R NR AT 200 T IR 16/, S8 5 [l n A L/ o B 5120 °C IR AEDTA (0. 2MA H20
VD FINaHCOs (10 % FH209A V) VAR (25mL, 1:1) KR ST =il T HdE 16 /b AR 54
JRNEIR A PIMAGKES 72 H T 100mL KT DCMHT, SR FH AR NaaCOs 7K VR AT H: 238 73 B A L
5 FIH20 (2 X 50mL) Feisk , LR ER B T 15, 3 S W 4d  3RA3 B R B AR e A B o (a3l
a4t , K HIACOEt/THF (100 % -95:5) 1 Jy 5 JE 6 I 7 - 3R45 9 iR T8 20 Hh 1) 4K 196
(2.3g,6.8mmol) , YL Z54% .

[2527]1  'H NMR: (400MHz , dmso—d6) Sppm 7.3 (m,5H) ,3.52 (2s,2H) ,3.33 (m,2H) ,2.78/2.6
(m,2H) ,2.62 (m,2H) ,2.3 @,2H) ,1.99/1.72 @, 2H) ,1.4 @,2H) ,1.17 (2d, 12H)

[2528] 3P NMR: (400MHz ,dmso—d6) Sppm 69.2/66.9

[2529]  Hr[a)]4£&197:

9* 0 PN\(

[2530]

[2531]  T-70°C & SHEE T, B 2N[KLDAK THRYA VR (4.81mL,9.6mmol , 1. 4eq) IZE 1) {4
196 (2.3g,6.87mmol) [¥J THF (16.5mL) J&W H . T-70°CHiH: 150 %0 )5 , i i (Boc) 20 (2. 1g,
9.6mmol, 1.4eq) [{ITHF (5mL) ¥ , T-70 CHF &390 B SR IS M % — 14 1. 4deqf12N
LDAIJTHFEVR (4.81mL,9.6mmo1,1.4eq) o« {IMATE G » ¥R BB AT -70 CLRFF9057
B o SR JE N RN C LAV (30mL) FTACOE T (60mL) , ¥ S M IR A W B R E =R R &
P HACOE T (2 X 100mL) 258 o & A HUAH » T, SR 5 I e WAl o SRAF 1) P ) 22 ik I ROk 23
a4k, , SR FACOEt/THF (50: 50-20 : 80) 1k FE Bl - 3R1F v 28 iR A T 201 v ) 440197
(0.808g,1.86mmol) , AFEXT IR FAME TR EH) WL #27% .

[2532]  'H NMR: (400MHz ,dmso—d6) Sppm 7.25 (m,5H) ,3.55 (m, 2H) ,3.25 (m,2H) ,2.91 (m,
1H),2.72@m,2H) ,2.6/2.3 (m,4H) ,2.15/1.65 (m,2H) ,1.39 (s,9H) ,1.15 (m, 12H)

[2533]  *'P NMR: (400MHz ,dmso—d6) Sppm 68.58

[2534]  Hhi]4£198: (3aR%,4S%,6aS%) —2-EHh—4- {4- [ = G- T4 &8 T ) -5-
[ (H-2-28) &AL ] -5 A - )\ E B 0 1 44 91 [3,4-c L% (octahydrophospholo[3,
4-clpyrrole) —4-F -1 HlH

[2535]  ZE4R/SFREET 08 [E) 44204 (0.71g, 2mmol, 1. 1eq) (IDMSO (1. 5mL) VAR TN %E60%
[*)NaH (0.12¢g,2mmo1, 1. Leq) FIDMSO (6mL) &7 o Z8 S5 A H 144197 (0. 8g, 1. 84mmo1)
[EIDMSO (2mL) VAR , BV AT I8 N BBk 15/ o SR 5 1 S B2 VR A 4T 0 °C R FINHAC L 7K ¥
VR (10mL) 7K fi# , FIDCM (50mL) ZEHL . A5 HLAH FIH20 (2 X 10mL) e, L Rm IR 1 , B 45 T4
SRAS Bk BE W2 Tl B okt £33 4 A, , 1% FHACOE t / THF (100 % —80 : 20) 1E ok 5 1 vk » 3145
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HERPIIE R R 44198 (0. 232g,0. 33mmo 1) , JyEXF B A4 (RIVR &7, U %18 % .
[2536]  'H NMR: (400MHz ,dmso—d6) Sppm 7.3 (m,4H) ,7.22 (m,1H) ,3.58/3.43(d)+(d, 1+
1H) ,3.42 (m,2H) ,3.29 (m,1H) ,3.1/2.09 (m) + (m,1+1H) ,2.87 (m,1H) ,2.82/2.59 (m) + (m, 1+
1H) ,2.81 (m,1H) ,2.05/1.46 (m) + (m,1+1H) ,1.92/1.65 (m) + (m, 1+1H) ,1.45 (m,2H) ,1.42 (2%
(s,27H) ,1.26/1.09 )+ (m,1+1H) ,1.17 (d,12H)

[2537]  13C NMR: (400MHz,dmso-d6) Sppm 128.1,126.6,60.8,59.1,55.7,45.5,45.4,
44.1,34.3,29.1,27.7,27.3,26.6,22.9,22.3

[2538]  szjifif5|262: (3aRk,4S%,6aS%) —4— (4—%FE T L) -2 KI5 F-5-H - )\ Ak
TR IR 3, 4-c] Mg -4-F 1R, =M LR

[2539] b |A]44198 (0.232¢,0. 328mmo1) FI6NEEEE (5ml., 30mmol) T FI T N7 /N o 5
IR B VIR R AR , SR a8 R T IR R B i I A B BB AERP 1SR IR AE 44k, SR FHH20/
MeCN/TFAVE Jy 8k JE B WV o ¥2 R T J5 , 3R13 N TFASL T M L 151126 2 (0. 040,
0.109mmol) , K #33% .

[2540]  'H NMR: (500MHz,D20+NaOD) Sppm 7.4-7.25 (m,5H) ,3.59 (m,2H) ,3.18/2.07 (m) +
(m,1+1H) ,2.9 (m,1H) ,2.84/2.37 (m) + (m,1+1H) ,2.7 (m,1H) ,2.48 (m,2H) ,1.85/1.31 (m) +
(m,1+1H) ,1.78/1.22 (m)+ (m, 1+1H) ,1.31 (n,2H) ,1.24/1.07 (m) + (m, 1+1H)

[2541] 3¢ NMR: (500MHz ,D20+NaOD) Sppm 127-129,60.9,59.2,55.5,44.1,40.1,33.5,
32.2,29.3,28,23

[2542]  ESI/FIA/HRFIMS/MS: [M+H]+=2367.1789 (367.1786)

[2543]  SEJiti 5126 31 fill &

[2544]  dH[E]44199:

O, OH
P’

H Ho
[2545] ;

N

kS,

[2546] ¥ [E)4A196 (6.15g,18.4mmol) FI6NELEL (12.2mL,73. 2mmo1) T [H1% T In#6 /)N
I o o S MEVR A5 WD TR AR VA T LI (B0mL) , 980 R4 o P IR 199 (7. 57g, 26 . 3mmo ) To 75
DAt T DL BB A .

[2547]  'H NMR: (400MHz ,dmso-d6) Sppm 11.2(s1,1H) ,7.6 (m,2H) ,7.4 (m,3H) ,4.3d,
2H) ,2.95;2.8(m,2%1H H) ,3.6:3.3(m,2H) ,3.2;2.95@,2H) ,1.85;1.5 (m,4H)
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0. OH ( g

;‘P_ . O.\

{coci), °.~7P\0 P
H- CH.CI § %
N7 HCI —»2 2 H b H + HIH”H
[2548] e EtOH ‘N N7

¥ [A]4k 199 ¥ 4K 200 ¥ 84k 201

[2549]  HhE] 4420041201 :

[2550]  T-0°C. @ SAH B, B BB SVE M (3. 16mL,36.8mmol , 2eq) & H1 [H] 44199
(5.29¢g,18.4mmo1) [DCM (170mL) V&R T o 4 [ BIVR A W) T = 5 N dk 47Ny, B 20K, R
IRl T 45 o 1 3 B W T /K DCM (150mL) » 2 5 ILADMAP (0. 0225¢,0. 18mmo 1) oK1 5]
BHIZE-T0C AR INATEA (3. 1mL, 22mmo1, 1. 2eq) FIEtOH (1.3mL, 22mmol , 1. 2eq) KR A
YT 2\ I HFE2/NEE B ANHCLZKIE B 48 i 5% FINaHCOs 7K ¥ A3 LA, o ¥4 R FHDCM
(150mL) ZEHL o A3 HLAH FH20 (2 X 50mL) e, BRI 8N T8, 28 5 B 25 iR 48 R1F 1 = W 4 7k
e B i i 4k, SR FIDCM/E L OH (95 :5— 852 15) {5 56 S Sk 5 K« 3843 7 7144200 (0. 291g,
1.04mmo1) F1201 (2.95g,10.56mmol) , U Z&43 5 5% FI57 % .

(

0. 0
B

Hi |  viiH LDA
[2551] NI (Boc),0

¥ 8] 4K 201 W 4K 202
[2552]  H1[a]4£202:
[2553]  T-70°C .G SFREE T, 4 2M LDAMI THRYAYR (14. Tmmol,7.39mL, 1. 4eq) HNZ )44
201 (2.95g,10.5mmol) FJTHF (31mL) ¥+« T-70°C 15581 J5 , ¥ MBoc20 (4. 16g,
14.7mmol,1.4eq) FJ10mL THFVA - FREEMEFEI0 B, SR G N1 . deafI2M LDAR THF VAR
(14.7mmo1,7.39mL) o N 58 5 » 15 I MR A9 T =70 CLRFFI0 4 B o I FIFINHACL
VR (30mL) FTACOEt (60mL) , 5 [ MR A W) FR- R e 12 I & 23 o SR J i 7™ ) FHACOE t (2 X
150mL) ZEHL . & H A HLAH, FIEAIRINaCT AT (2 X 150mL) Peik , ZiR BRBE 108 , Yk IR IR 4 - 3%
R 5% B8 WD 2 Tk e bRk £33 44K, , SR FITACOE £/ THF (100 % —70 2 30) /5 Ak 1 B i ¥« 3R 158 M
o A RIR Y T 2R ) 446202 (2. 52¢,6 . 64mmo 1) , WL Z263% .
[2554]  H[E{£203: (3aR*, 4R*,6a5%) —2- " JE-4- {4- [ GRL-T AR PR AL 2 L] T 2L -5-
LA ISR AT IR R A 5% (3, 4-c T mbng—4-F BT S B
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[2555]  #F @& /SFREE T, DMSO (BmL) F160%NaH (0. 425g,10.6mol, 1.6eq) KNI ZE 250mL
=3 I KB REIRREF T EE T RGBT I A f£204 (2.57g,
7.3mol,1.1eq) IDMSO (7. 2mL) VAV - 8 f i I [A) 445202 (2. 52g, 6. 64mmo 1) [¥JDMSO (7. 2mL)
VW P FEARFFAE20° C LA R o 77N 5, 4 S BETR A Wt K s ¥4 200, a3 in A\ SmL I 1
FHEINHaC1IE IR K AR o SR Jo 1R -A ) FIDCM (3 X 50mL) 2K B . 4R fa & AN, FI A A1 NaCl
TS (2 X 50mL) B, LERm BREE -1, R i ol R A 4 o IR AT 1) ok BE e i ek i 2 3 44k
K FHACOEt/ THFVR 54 (100 % -80 : 20) 1 3 It i - 3743 1 (8144203 (1.86g, 2. 86mmo1) , i 2
43%,

[2556]  'H NMR: (500MHz,CDC1s) Sppm 7.29 (m,4H) ,7.23 (m,1H) ,4.15 (m,2H) ,3.66/3.58
(d)+(d,1+1H) ,3.58 (m, 2H) ,3.06/2.49 (m) + (m, 1+1H) ,2.99/2.23 (m) + (m, 1+1H) ,2.73 (m,
1H) ,2.69 (m, 1H) ,2.07/1.63 (m) + (m, 1+1H) ,2.02/1.78 (m) + (m, 1+1H) ,1.65-1.5 (m, 2H) ,
1.45/1.19 (s)+ (s, 18+9H) ,1.4 (m,2H) ,1.31 (t,3H)

[2557]  '3C NMR: (500MHz,CDC13) Sppm 128.1,126.6,61.2,60.4,59.4,56.7,45.8,45.1,
33.8,32.9,29.2,27.9,26.9,22.1,16.5

[2558] 3P NMR: (500MHz,CDCls) Sppm 74.9

[2559]  SEJfaf51263: (3aR*,4R*,6aS%) -4 (4-2 L T H) —2- K F-5-F2 B -5 K- )\ A
FIRIR IR I (3, 4] Mg —4-FP R

[2560] ¥ H[E] 44203 (1.85g,2.84mmo 1) I = F FL Ak HE (4.5mL, 34. 11mmol , 12eq) fXIDCM
(20mL) VT = I NI FRE 42, S8 5 B 2SI 4 o 1 7R B8 W09 T-MeOH (20mL) , Hi 20481, 28
Ji B4 WA 5 Vs T DCM (20mL) 5 IINTFA (4. 22ml.,56.8mmol , 20eq) R EW T =IE T
PP o S8 I K S L VR 5 W9 s e 4, dl et Jse A B8 i 24K , SR FH20/ CHaCONAE s 2 e iR
W R NI L 51263 (0.29¢,0.79mmo 1) , R Z28% .

[2561]  'H NMR: (500MHz , D20+NaOD) Sppm 7.4-7.25 (u,5H) ,3.57 (m,2H) ,3.08/2.38 (m, 1+
1H) ,3.04/2.17 ) + (m, 1+1H) ,2.52 (t,2H) ,2.45 (m, 1H) ,2.42 (m,1H) ,1.73/1.45 () + (m, 1+
1H) ,1.67 (m,2H) ,1.35 (m,2H) ,1.28 (m, 2H)

[2562]1  '3C NMR: (500MHz ,D20+NaOD) Sppm 127-129,60.5,59.1,57.4,46.1,40,33.9,
33.2,32.4,28.3,22.9

[2563] €=58.27(59.01) ;H=7.24(7.43) ;N=7.58(7.65)

[2564]1  ESI/FIA/HRAIMS/MS: [M+H]*=367.1775 (367.1786)

[2565]  ZGHEAHF5T

[2566]  sjififs 264 : TAF Taff ) #i i (55 JRIBEFS 2R (hippury1-Arg) iX55)

[2567]  7E4%5 (10mM) F77E T , 4 ATAFT (4ng) 5 N HEILEG (LOnM) A LA 1 5 25 1 (5nM) —
HCHE B oW B 204381 5, W s B 38 Tk I N AN T 305 A (1) 5% 0 6 410 1 SRIPPACK (e R )
1k,

[2568] %X MifEHepesZE TR (25mM Hepes, 137mM NaCl,3.5mM KC1) +0. 1% 4 1fiLiF (A &
1 (pH 7.4) thF28 CHEPE N HEAT .

[2569]  JG XIS AW INATAF La (2nM) VIR H , /£ 5 JRBE-FEZ TR (5mM) /27 FIL B 455
B ST I EREE (M) w1k, B Fa R VAR (O oA, SR VR A PR L AR R —
BN (M pH 7.4) 2o B -5 JRIER 18 I TN N FUIRBE S (6 %) IR % R BLVR A ) 1+
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GAE) , 2R G 0o BB 296 fL =R, R4 66 E 1 T405nm (Spec tramax

plus,Molecular Devices) I B E .

[25701 & P DU E 1 ODAEL I 25 35 A BRI AN & TAR T FLH A ODAE R 1 B D5 R s B4

SEMRZ RIS AL SR TAF Tadil il 71 70 2.«

[2571] 3] % =100~ [ ((b 540D X 100) /444 #10D]
[2572]  1E BREGSAE T, PLLONMAT 20nMP- il b &4, 45 SRR WA T A SHEY &

A AR R R L .

&4 10 nM #5474 % 20 nM # %
48 45 (+/- 6) 54 (+/-9)
49 60 (+/- 3) 73 (+/- 3)
50 53 (+/-5) 66 (+/- 6)
104 37 (+/-13) 68 (+/- 3)
105 44 (+/- 10) 66 (+/- 10)
108 25 (+/-1) 29 (+/- 6)
109 58 (+/- 10) 71 (+/-9)
113 68 (+/- 14) 90 (+/- 9)
114 42 (+/-11) 51 (+/-1)
164 66 (+/- 18) 87 (+/-10)
165 76 (+/- 8) 91 (+/- 4)
166 66 (+/- 11) 93 (+/- 14)

[2573] - :
167 61 (+/- 3) 67 (+/-1)
174 43 (+/-12) 51 (+/-2)
175 55 (+/- 2) 77 (+/- 1)
179 74 83 (+/-3)
180 54 (+/- 8) 73 (+H-9)
182 81 (+-1) 95 (+/-7)
183 73 (+/- 8) 88 (+/-14)
184 67 (+/- 6) 95 (+/- 1)
185 69 (+/- 1) 85 (+/- 0)
187 74 (+- 14) 97 (+/-2)
188 64 (+/- 1) 86 (+/- 14)
189 71 (+/- 8) 78 (+/- 7)
190 88 (+/-12) 95 (+/- 6)
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[2574]

%364 10 nM #3374 % 20 nM #%
191 66 (+/- 4) 83 (+/-4)
192 77 (+/-11) 91 (+/- 6)
194 64 (+/- 2) 80 (+/-0)
195 74 (+-4) 87 (+/- 3)
196 77 (+/- 1) 91 (+/-1)
197 60 (+/- 1) 78 (+/- 1)
198 72 (+/- 6) 91 (+/- 5)
199 54 (+/- 6) 73 (+/-2)
200 28 (+/- 11) 46 (+/- 8)
201 69 (+/- 5) 84 (+/- 3)
202 74 (+/-3) 87 (+/-2)
203 75 (+/- 4) 89 (+/-1)
204 70 (+/-7) 86 (+/-2)
206 67 (+/-7) 80 (+/- 5)
207 71 (+/-13) 85 (+/-10)
208 35 (+-2) 46 (+/- 7)
209 76 (+- 4) 87 (+/-2)
210 71 79 (+/- 9)
211 85 (+/-2) 95 (+/- 0)
212 62 (+/- 6) 86 (+/-2)
213 83 (+/- 4) 92 (+/-1)
214 79 (+- 4) 91 (+/-1)
215 82 (+-4) 91 (+-2)
216 71 (+/-4) 85 (+/-4)
217 66 (+/- 10) 83 (+/- 5)
218 67 (+/- 6) 83 (+/-6)
219 92 (+/~9) 98 (+/- 3)
220 83 (+/-3) 97 (+/- 1)
221 75 (+/-2) 88 (+/- 3)
222 73 (+/- 5) 85 (+/-4)
223 71 (+/-2) 83 (+/-4)
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%24 10 nM #9374 % 20 nM #9%

224 86 (+/- 3) 93 (+/-2)
225 76 (+/- 2) 85 (+/-3)
226 71 (+/-3) 88 (+/- 3)
227 84 (+/-7) 91 (+-13)
228 63 (+/-4) 82 (+/- 1)
229 81 89
232 80 (+/- 10) 89 (+/- 19)
234 68 (+/- 8) 79 (+/- 1)
235 60 (+/-3) 77 (+/- 5)
236 81 (+- 4) 91 (+/- 6)
237 77 (+-5) 84 (+/- 4)
238 70 (+-7) 87 (+/- 0)

[2575] g
239 85 (+/- 3) 96 (+/-4)
240 66 (+-1) 80 (+/- 5)
241 77 (+-11) 91 (+/-9)
242 75 (H- 2) 88 (+/- 1)
244 49 (+- 1) 68 (+/- 6)
245 38 (+/-2) 52 (+/- 5)
246 72 (+- 4) 86 (+/- 1)
247 85 (+/- 16) 89 (+/- 11)
248 87 (+-14) 95 (+/- 6)
249 88 (+/- 6) 94 (+/- 4)
250 88 (+/- 1) 97 (+/- 1)
251 70 (+- 14) 90 (+/- 11)
252 76 (+-7) 90 (+/- 2)

[2576]  SEHEH1265: 26 FILL 40— )

[2577)  {hi]4 A} 5 1 Omg AR R WAL A 4009 1000 A TR TR

LB - 2632 — 8 10g
[2578]
BRAKXTHE 2g
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[2579]

[2580]

[2581]

[2582]

[2583]
[2584]

[2585]

[2586]
[2587]
[2588]
[2589]

R

FLE

A8 B4k

Py

S 91266 : 25 AL £ ) — L 4Tk AL £ )

il B A 24T 10mg AR & WAL 5 MR 1000 A (T FE TS -

K1 - 263X — 894

=

BRASEE

P E R

SLE

L]

mak

SEHEAI267 - 25 4 44— S5 7 TT AR 221 5 77

il B A5 AT 10mg A & AL A MR 1000 A BT FE TS

L1 - 2632 — b0
BT &) PR Ak

ERAG%E

g

T L

waH

S i1 268 + 1 S

il £ 1 OmLYA R I AL Ty -

L1 — 2632 — AL A
0.9%NaClyE5HK
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10¢g
100 g

10g
100 g
3g
3g

200mg
10mg .



