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The present invention relates to novel compounds of general formula (I), their tautomeric forms &
deuterated forms, their pharmaceutically acceptable salts, prodrugs and their pharmaceutically acceptable
salts, their polymorphs, pre-mixtures with excipients and polymers, and pharmaceutical compositions

containing them. The present invention also relates to a process for preparing compounds of general formula
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(D), their tautomeric forms, their pharmaceutically acceptable salts and pharmaceutical compositions

containing them.
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The present invention relates to novel compounds of general formula (I), their tautomeric forms
& deuterated forms, their pharmaceutically acceptable salts, prodrugs and their pharmaceutically
acceptable salts, their polymorphs, pre-mixtures with excipients and polymers, and
pharmaceutical compositions containing them. The present invention also relates to a process for
preparing compounds of general formula (I), their tautomeric forms, their pharmaceutically

acceptable salts and pharmaceutical compositions containing them.
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2-(1-((2,4- = B B wg 0E -5- A5 ) H &) Mg B O -5- B )-
1,1,1,3,3,3-N & N -2-1F ;

5-((7-H & A ug] Bk bk - 1- 4 ) FH A )W BE -2,4- " fi

5-((6-H & A ngf Bk 0k - 1- 4 ) FH A )W BE -2,4- " i

5-((5,6- . HH &8 A mg] I Upk - 1- 55 ) HH

5-((5-(1,1,1,3,3,3- X & -2-H & B W -2- & ) 55| B 0 -1-
B A )W E-2,4- T

5-((5-7 A ng) W 0k - 1- B ) HH AL )i g -2,4-  fig

5-((5-(3-H &/ A 7 A )| Bk b -1-A ) H & )0 0g -2,4-

i

5-((5-(2-H & B 7R B ) i5] DR Opk - 1- B ) H B ) g g -2,4-
i

5-((5-H & A& -2- B AL 5] % Ob -1- 5 ) B A )i g -2,4-
i

5-((5-H & A& -2- B AL 5] % Ob -1- 5 ) B A )i g -2,4-
i

5-((5-(= & B & A )g| W Uk -1- ) B B )mg 0g -2,4-
i

5-((5-(6-H & A Mh oE -3- 5 ) 5] I 0hk -1- & ) H A ) o 0g -
2.4-" FF

5-((6-% Ng] Ik UbF -1 -8 ) FH A% )W g -2,4- " %

5-((5-FH A W5) 0 Upk - 1 -4 ) B BE )W I -2,4- T

5-((5- (PR BE -4 - )ng] I pk - 1 -4 ) FH A6 ) W g -2,4- " i

5-((5-(ZF £ £ Wk A )| Br W -1- 4 ) H A ) mg 0g -2,4- —

893820 25 30 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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i

5-((5-(3,4,5-= H & B 7% A )5 W bk -1- & ) B 5L ) 0 0g -
2.4- " %

5-((5-(3-(= & H & B )ZE A& )| Bk Wk -1-4 ) B A ) 5 IE -
2.4-" FF

5-((5-(4-(= & H & B )FR A& )| Bk Wk -1-4 ) B A ) 15 IE -
2.4-" FF

5-((5-(2,4- W & A 78 B ) 05| Bk 0 - 1- A% ) B A ) g -2,4-
R

5-((5-(3-8 7 B )| We Uk - 1 -5 ) B B )i g -2,4- " i

5-((2,3,3-= F A 15| W Uk - 1 - 5% ) B B )Ig g -2,4- " i

5-((5-(F%-2-4 )] 0 Upk - 1- A% ) B &L )W BE -2,4- " fF

5-((6-5 15| Ik Wbk -1 -5k ) B BL ) g -2,4- T g

5-((5-(fE] B 2 A& 5] Ik bk - 1- B ) FH AL )W g -2,4- % 5

5-((4-(3-H & A 7% & ) Ug] 0 0 -1- 8 ) B A ) g -2,4-
i3

5-((4-75 = 15| Wk Upk - 1 - A% ) B &L ) g -2,4- 7

5-((5- (UL BE -3- 4 )Ig] W Obf - 1- A ) B B ) g -2,4- — fig B8
iz &3

4-(1-((2,4- = Bz A mg 0g -5-A ) B A ) i5] B Uk -5- 5 ) 7R H
%

5-((4-(3-8 75 B )| Wr Uk -1 -5 ) B B ) I g -2,4- " [l

5-((5-( 4 A hi B A )Ml Bk 0k -1- 4 ) B &) m Ig -2,4-
i
893820 31 H -+ 164 H(SHHHE)

110140775 FEHESE A0202 1113111532-0
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4-(1-((2,4- = Bz B mg 0g -5- A ) B A ) i5] B Uk -4- 5 ) 7R H
iz

4-(1-((2,4- 2 i A -6- £ B W g -5- 5% ) B A ) 5] Ik 0 -5-
BOZEH B

5-((4-(3-F 7 £ )Ig] I W -1- ) Bk )-6- 2 & U g -2,4-
R

5-((5-1# Z 5| WR Opk -1 -2 ) FH Bk ) g -2,4- 2 g

A ) 5] D% Uk -5 - B R

N-(1-((2,4- 2 B ERmg UE -5-F ) A )B Br ik -5- A& )FE T

1-((2,4- 2 Jig B v 0g -5-4 )

o=
)
=

N-(1-((2,4- = fg B ow 0E -5- B ) HH B )M R0k -5-E )& T
fils Mo B0 BR R

1-((2,4- 7 Fr B g g -5- A ) H B )-N,N- 2 H B 5] 1B B - 5-
H i e

N-(1-((2,4- = P B v 0 -5- B ) B B ) I5] W 0k -5- 5 ) £ B

—

1-((2,4- 22 F B W 0E -5-5 ) B &) - N- & 5] IR O -5 - FH i

(1-((2,4- 2 fi 5 v W -5- ) B Ak ) 5] 0 Bk -5- &k ) (N - R D
EOH B

1-((2,4- 2 g v e -5- 5 ) B B ) ngf 1Bk b -5 - HH g e

(1-((2,4- 2 Jg B wg W -5-Fk ) A ) 9] B Opk -5- 5 ) i W %
Z B

2-F -N-(1-((2,4- 2 Mg A mg 0g -5-4% ) B B )5 IWg Uk -5- 5 )-

893820 2532 H - 4 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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4-19 A K B R B
2-F -N-(1-((2,4- " P 5w 0E -5-F% ) B AR ) ng] I O -5- &6 ) -
TR AR R B
5-(1-((2,4- 2 j& A mg Ug -5-4% ) B & )] B U - 5- & ) BK i JF
[1,2-a]0fk BE -2-H %
T-(1-((2,4- " P A mg uE -5- 5 ) H B )mg| R ik -5-4)-2,3-
J A H [b][1,4]1 = B ¥ (dioxine)-5-H %
BN OB -T-(1-((2,4- 2 i B W g -5- ) HOE ) g Bk O -5-
E)-4-fl & & -1.4- " F U -3-H i o
HERFZeRaR® EALAZEHLEeY - AMEaEY
afE A BAR U7 0k [ P R 3 E K Bl A E BRIV E B R
T MR EF AR MEREERE LB KRG - TR K

ZHTAEBEPRE T AL E  HARRKRI -

iz
Rz _
XSS Ry)
) k | L Rz z;% Tn
Z’T R Y HBr )ﬁ//\j/R3\N/§\fR5
Eakz)] L =
HN/}\Q Re SMEIEY) R1/Y L/ e
Rd m

EPF'E'?J%I 0

AR (O _E W - LF8F - DMF » DMSO » THF &
B L) (10 mL) 1 7Y | 4K B2 SC R (WO095/01976) o £ AT HY 12
P& 2 el R Uk BT £ ) (R R P 1)(0.1 g > 7.3 mole) Z JF K
B e @R BB (T HEYI > {KIE]. Med. Chem.

893820 25 33 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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2003, 46, 2304-23 125 fFy it 2 12 Fr & B 11E B8 WY 77 4£ T (58 40
K,CO; » NaxCOs3 ~ CsoCOs3F )L |l i By iR 4 T K fE - DL
GEAMEEY -

EEBAE L XARZRIENE—FF > L EES FHF
WEMKEMEBTRBENNCZEERET RE - £ £
MR RIENE—FF > BEHIREEH AR+ BEE
PIfER <& - W RBRILEERERE T ERBEER
iR 2o FHOAEE G %5 - T. W. Greene z P. G. M.
Wuts” “Protective groups in Organic Synthesis”, John Wiley
& Sons, Inc, 1999, 374 Ed., 201-24538 [F L 1 iy & % T Bt 4
HEHEFBE T EARLFALRLLHESRSE -

AL &Y u] 1 F 2 AL gkt 2 B8R bR 2 A

AEPGHUTHEROGFHNRT - ZFEEHIER
THEmREE A A EIER TR RERRS A% @
o

£ (N R)F 4 H 2 1TH NMRY 5% 8 48 {4 (£ 1 300 MHz
5% & (Bruker AVANCE-300)4 st HUSEFE L - HE &
SH H AR - & B A B NMRAY & B B CDCl; » {3 FJ /Y H
EWiEE B NELE -

BRAZFHEN -T2 2 EE LT EZNEITHERAR
PR ENBaNBEABEaN AR FTEERXN(DLES
V)R B

AP G T P8y F b G — 20 B eI - HE R

893820 25 34 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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FH L ~EHENEERERE ZFEROIEFARERMUEE
hE B3 O Hf ME R R R LUE A T NR G A R Z w5 E -

Nz g
| COOH
"o ‘ HzN)\N/ Z Her Nz O O
¢ A fjﬁN C)
‘ RN ZIE HaN" N
N DMF

F OHH
1
- \ go =i

FE P

[ =550 ]

g i 1
4-(1-((2,4-  Fg B g g -5-Fk ) B Ak ) 5] D% Off -5- % )-1-2% g
< Bl

NH, O COOH
jegetie

BN N-—ENE L (1.575 ml > 8.53 mmol)f£20% 30
C TR0 E DMF (1 mL) e # 4- (9] W 0 -5- 25 )-1-25 H i
2.2.2-ZH 2B 2B E(0.172 g 0 0.426 mmol).X B R -

¢

AR T-((2,4- 22 Ji A mg g -5- 8L ) B B ML IE - 1-35 & R B2 B8 (1R

BB EREHHT. Med. Chem. 2003, 46, 2304-2312](0.155

X

g 0.426 mmol)fE20%E 30C FiRME K R &M T - ¥ A

893820 25 35 H » 1 164 H(EEBHERBHE)

110140775 FEHESE A0202 1113111532-0
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FRBFRAAESOEIOC T2 h UTLCE K EERE - K
7E V) LLE A B ) fH ACN-JK 2 2 fi5 7 HPLC A L DL 45 5l &
AR T E RS HY 35S mgZ 4-(1-((2,4- 22 B & W 0E -5-5 ) B & ) Mg
WE O -5-F5)-1-ZH [ - '"H NMR (DMSO-dg, 400 MHz) & :

9.00 (d, J =8.8Hz, 1H), 8.33 (s, 1H), 7.84 (d, J =8.0Hz, 1H),

7.70(d, J =6.8Hz,

2H), 7.40(d, J =6.8Hz,2H), 7.24 (d, J

=7.2Hz, 1H), 7.15 (s, 1H), 6.82 (d, J =8.4Hz, 1H), 6.17 (s,

2H, NH»), 5.87 (s, 2H, NH»), 4.01 (s, 2H), 3.23 (t, J =0.4Hz,

2H), 2.96 (t, J =0.4Hz, 2H) ; ESI-MS (m/z) : 412.170(100%)

(M+H)*; UPLC4i & : 98.28% (2.93 min) o

THEYIZ &

Br Br Br
OO = OO 2 O
—l —

THF )<
0” "OH 0™ °Cl 0”0

T3 TE4 TS

o)

PA(OAG),, KoCO3, TPP \B‘Gj\l\fo

DMF, EtOH, 7K o )

S N
TFA o

— N_o

oq DCM o O Q (\f

(o) R 7 7<:

4-R-1-ZHBR(TEYHZEE

893820

110140775

Br

0o~ Cl

%536 H > 164 H(EVERIE)
B A0202

1113111532-0



202233601

B aE R G & (1.454 ml > 19.91 mmol)fE20%E 30°C T LA #&
HZEBEANME4R-1-ZHE (FHEP3)(1.000 g 3.98
mmol)H H /£ 20 30°C T &M H3 h - DITLCE # K JE #
B mRETREZ  CREEZED LN RETRREERY
LB R Bir B M4 R-1-ZHEBEFBEY4A.07 g
3.98 mmol » EEEE) > HEMMAMWT — 8B mFE#E—

& 4ifb -
4-R-1-ZHB =" TER(FTEYSZHHE

ee
=5

=4 T EE#(0.891 g 7.94 mmo)f£0E 10T T LA/
B ooy A0 2 THF (30 mLyd iy 4- R -1-ZZHE K (T HE Y
4)(1.070 g > 3.97 mmol) Z AR H - K K JE R S Y202 30
CTMHE#18 h- DITLCEE &R IEHERE - K K IEER G E A
K (50 mL)$ H LAEtOAcz B - fF A g 77 B - DL e A bk B
SR L 0 BB DAKOE M B & W B B HZ R o 25 2R B DL fit
G EEMA4-R-I-ZHE =®T B 0.33 g 1.074
mmol > 27.1% 2 E 2 ) '"H NMR (DMSO-ds, 400 MHz) § :
8.71-8.70 (dd, J =0.4 Hz, 1H), 8.27-8.26 (dd, J =0.4 Hz, 1H),
8.01(d, J =8.0 Hz, 1H), 7.91(d, J=8.0 Hz,1H), 7.78 (t, J
=1.2Hz, 1H), 7.77 (t, J =1.2 Hz, 1H), 1.63(s, 9H) ; ESI-MS
(m/z) : 390.17 (M-tBu) «

893820 5537 H - 3£ 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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S-(4-=Z=F T RKRERE)FE-1-F)BILLM-1-H F = & T B5 (F
Y72 B

@

O,

N K

K 5-(4,4,5,5-00 B BE -1,3,2- 7 & 5 B8 TR B b -2- A ) gl 0k
Bh-1-H B =R TERIFEYhERI Med Chem. 2012,
55(16), 7193-7207 1 F7 3t >~ 2 % # # 1(0.371 g » 1.074
mmol){E 25% 30C TN &5 A E T A1 2 DMF(2.4 mL) 5 HY 4-
B-1-EZHBE =R T BB YS5)(0.330 g 1.074 mmol) 2 /&
B o = E B (0.085 g0 0.322 mmol) ~ = Z B & &
(diacetoxy palladium)(0.024 g > 0.107 mmol) - 2 f% (2.4
mL)RKAS mLYARNMERERGY T - BRERGYE
208 30C T EAE TEAEI8 he DITLCE ¥ K E &K -
MR ERSYE AKDS BHLLEOACER - A EE & 8
DIeEfIR B S s E % - MEBEU KELX LS RB Mg - £
TEER R IS R R B E Y DB & Rk B BE 6l Ay M B 5-(4-
(Z8h TR ERBEIE-1-B)B| Br W -1-H g =4 T B - &
BLE Y DL RE B W Al 4 (L DA Bt 45 B B BE B O Y 5-(4- (= 4k
TRERE)EZ-I-E)BEWH-I-FEBE=HTE(HHEY
7)(0.19 g > 0.426 mmol » 39.7% 2 FE ) - 'H NMR (DMSO-

I

o
fi

des, 400 MHz) 6 - 8.74 (d, J =8.4Hz, 1H), 8.04 (d, J =7.6Hz,

1H), 7.93-7.87(q, J =0.4Hz, 1H), 7.67(d, J =1.2Hz,1H),

893820 25 38 H - i 164 H(EEBHERBHE)

110140775 FEHESE A0202 1113111532-0
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7.65(s, 1H), 7.57 (d, J =7.2Hz, 1H), 7.47 (d, J =7.2Hz, 1H),
7.39 (d, J =8.8Hz, 1H), 7.32(s, 1H), 7.26 (d, J =8.0Hz, 1H),
4.0 (t, J =0.4Hz, 2H), 3.04 (t, J =0.4Hz, 2H), 1.68(s, 9H),
1.55(s, 9H) ; ESI-MS (m/z) : 390.17 (M-tBu) -

4-(U5| WEDR -5-F)-1-ZEHE-222-ZF LMW (PR 2
i

$2,2,2- =& LB (2 ml> 0.426 mmo)fE25FE 30C T IR
il £DCM (2 mL)F HYS-(4-(Z & T & & #c B )ZE - 1-F )yl I
wh-1-FHEE =H T B (P E®7)(0.190 g 0.426 mmol) Z /& K
Foe BRIERSGYWA20230C THEAE THEELIS he I
TLCE R EER - RRIER WL EEZFH LR IKE
7R DR &5 BN B BE B W B 4-(99) R Ok -5- B )-1-28 H % -
222-ZH 2 FE (0.172 g > 0.426 mmol > 100% 2 & &) >
HEB#RART P RMEEE—F oH LAk -

T HI Y B PR R R E B O 12 B R P 2 R
f#

g hE B2

5-((6-7= Fk Ug| WE Upk -1 -2 ) B )0 g -2,4- " i

893820 25 39 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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(>
NH,
)N'\)r\leN O

'H NMR (DMSO-ds, 400 MHz) & : 7.69 (s, 1H), 7.63 (t,

H,N

J =6.0Hz, 2H), 7.44 (d, J =7.2Hz, 2H), 7.41 (s, 1H), 7.32 (t,
J =1.6Hz, 1H), 7.12 (d, J =7.6Hz, 1H), 6.91 (t, J =4.4Hz,
1H), 6.16 (s, 2H, NH»), 5.86 (s, 2H, NH»), 4.02 (s, 2H), 3.17
(t, J =0.4Hz, 2H), 2.87 (t, J =0.4Hz, 2H) -

g i ) 3
5-((6-(3-H & E R B )M W -1-F ) )W IE -2,4- %

OMe
NH,
Fegon

'H NMR (DMSO-ds, 400 MHz) 8 : 7.69 (s, 1H), 7.36 (s,
1H), 7.34 (s, 1H), 7.13 (t, J =1.6Hz, 2H), 6.98 (d, J =1.2Hz,
1H), 6.92 (d, J =1.2Hz, 2H), 6.16 (s, 2H, NH»), 5.86 (s, 2H
NH,), 4.02 (s, 2H), 3.82 (s, 2H, OCH3), 3.17 (t, J =0.4Hz,

2H), 2.87 (t, J =0.4Hz, 2H) »

H hi 1 4
1-((2,4- 2 B Ak v W -5-5 ) B BL ) ig] I O -5 - FF 8%

893820 2540 H - 1 164 H(EEBHERBHE)
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NHo COOH
N N
M

Ho,N” TN

'H NMR (DMSO-ds, 400 MHz) 8 : 7.66 (s, 1H), 7.60 (d,
J =8.74Hz, 1H), 7.63 (s, 1H), 6.64 (d, J =8.4Hz, 1H), 6.16

(s, 2H, NH»), 5.88 (s, 2H, NH,), 3.98 (s, 2H), 3.23 (t, J
=16.0Hz, 2H), 2.87 (t, J =16.0Hz, 2H) -

g i Bl 5

5-((6-(3- % 7= £ )U5| 0 0hk - 1 - ) B Bk ) g -2, 4- - 7

c:|

H,N

'H NMR (DMSO-ds, 400 MHz) & : 7.69 (s, 2H), 7.68 (d,
J =2.4Hz, 1H), 7.61 (t, J =2.8Hz, 1H), 7.60 (d, J =1.2Hz,
1H), 7.13 (d, J =7.6Hz, 1H), 7.05 (d, J =1.2Hz, 1H), 6.94

(d, J =1.6Hz, 1H), 6.15 (s, 2H, NH»), 5.87 (s, 2H, NH»), 4.04
(s, 2H), 3.17 (t, J =0.4Hz, 2H), 2.88 (t, J =1.6Hz, 2H) -

= i B 6

5-((2,3- =& -1H-0E 0% 3£ [2,3-b 0L 0E - 1-FL ) B B HmE 0g -2,4-—
i

893820 41 H > 4 164 H(EEBHERBHE)
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NH2 N=
Py
HzN)\N/

'H NMR (DMSO-ds, 400 MHz) & ¢ 7.75 (dd, J =1.2Hz,
1H), 7.66 (s, 1H), 7.25 (dd, J =1.6Hz, 1H), 6.43 (t, J =0.4
Hz, 1H), 6.41 (s, 2H, NH»,), 5.88 (s, 2H, NH»), 4.15 (s, 2H),
3.39 (t, J =0.4Hz, 2H), 2.91 (t, J =0.4Hz, 2H) -

g i 7 7
5-((6-(3-(= & H & & )7 Z )5 Wk Ok - 1- 5 ) B B )0 0F -2,4-
i7g

O OCF,

'H NMR (DMSO-ds, 400 MHz) 8 : 7.69 (s, 2H), 7.68 (d,
J =1.6Hz, 1H), 7.59 (d, J =6.0Hz, 1H), 7.31 (t, J =2.4Hz,
1H), 7.14 (d, J =7.6Hz, 1H), 7.06 (d, J =1.2Hz, 1H), 6.96,
6.94 (dd, J =1.6Hz, 1H), 6.15 (s, 2H, NH,), 5.86 (s, 2H
NH,), 4.04 (s, 2H), 3.18 (t, J =2.0Hz, 2H), 2.90(t, J =0.8Hz,

2H) o

g i ) 8
5-((6-(2-H &8 £ 78 B )05| BE bk - 1-F5 ) B B ) mE 0 -2,4- — jF

893820 5542 H - 1 164 H(EEBHERBHE)
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NH, OMe
Ayl
A

N

'H NMR (DMSO-ds, 400 MHz) & : 7.69 (s, 1H), 7.32 (d,

HoN

J =2.0Hz, 1H), 7.30 (d, J =0.8Hz, 1H), 7.28 (d, J =2.0Hz,
2H), 7.04 (s, 1H), 7.00 (t, J =5.2Hz, 1H), 6.70(s, J =4.4Hz,
1H), 6.22 (s, 2H, NH,), 5.93 (s, 2H, NH»), 3.95 (s, 2H), 3.76
(s, 3H, OCHj3), 3.21 (t, J =0.4Hz, 2H), 2.87 (t, J =16.0Hz,
2H) -

g i B9

5-((5-(CF B £ R A )I5 LR Ok -1- 5 ) B )W g -2,4- - g B0 %

HCI O
NH2 ;
Nl)\/’/\N O
HzN)\N/

'H NMR (DMSO-ds, 400 MHz) & : 11.83 (s, 1H, HCI),
7.68 (s, 1H), 7.62 (s, 2H, NH,), 7.67 (s, 1H), 7.48 (d, J
=2.0Hz, 1H), 7.6 (s, 2H, NH,), 7.38 (d, J =3.2Hz, 3H), 7.25
(t, J =0.8Hz, 2H), 6.64 (t, J =3.2Hz, 1H), 4.07 (s, 2H), 3.34
(t, J =1.6Hz, 2H), 2.68 (t, J =0.8Hz, 2H) -

893820 2543 H - 1 164 H(EEBHERBHE)
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Bt B 10
5-((4,6-_ & 15| W= Wk -1- )y mg nm 2.,4-

bf

'H NMR (DMSO-ds, 400 MHz) & : 7.64 (s, 1H), 6.45 (d,
J =2.0Hz, 1H), 6.42 (d, J = 2.0Hz, 1H), 6.17 (s, 2H, NH»),

5.89 (s, 2H, NH»), 3.99 (s, 2H), 3.29 (t, J =16.8Hz, 2H), 2.86
(t, J =0.4Hz, 2H) -

" hE B 11

5-((5-(OH: B -4 -6 )8 W U6 - 1- 56 ) B 6% ) 0 2 -2, 4- - e 0 I

HCI -

'H NMR (DMSO-ds, 400 MHz) & : 12.0 (/]\ 8 HCIE®
& > {H k% 4&), 8.69 (d, J =6.8Hz, 2H) 8.50(s, 1H), 8.17 (d,
J =6.8Hz, 3H), 7.83 (s, 2H, NH,), 7.68 (s, 2H, NH,), 6.79

(d, J =8.4Hz, 1H), 4.20(s, 2H), 3.51 (t, J =16.8Hz, 2H), 2.68
(t, J =0.4Hz, 2H) -

H he Bl 12

5-((5-(3-8 7 B )ng| B bk - 1-F5 ) B B 0E -2,4- — i B8 I B8

893820 55 44 B > 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) 8§ : 11.99 (s, 1H, HCI),
8.41 (s, 1H), 7.75 (s, 4H, NH»), 7.73 (s, 1H), 7.08 (d, J
=1.2Hz, 1H), 7.61 (t, J =0.4Hz, 1H), 7.44 (d, J =8.0Hz, 2H),
7.29 (s, 1H), 6.71 (d, J =8.4Hz, 1H), 4.06 (s, 2H), 3.33 (t, J
=0.4Hz, 2H), 2.99 (t, J =16.0Hz, 2H) -

" hE B 13

5= ((5- (28 -2 ) UB] R Uk - 1- 25 ) Y 6 ) 085 O -2,4- i 0 I
NH, HCI O

N N O Q

P
N

'H NMR (DMSO-ds, 400 MHz) & : 11.99 (s, 1H, HC1),

HoN

8.43 (s, 1H), 8.10 (s, 1H), 7.94 (d, J =8.4Hz, 2H), 7.90 (d,
J = 8.0Hz, 1H), 7.80 (s, 3H, NH»), 7.79 (d, J = 2Hz, 2H),
7.76 (s, 1H), 7.53 (t, J =0.4Hz, 2H), 7.44 (s, 1H, NH»), 6.77
(d, J =8.4Hz, 1H), 4.08 (s, 2H), 3.35 (t, J =16.8Hz, 2H), 3.05
(t, J =0.4Hz, 2H) -

H hi Bl 14

5-((6-% 5| W Opf - 1 - ) B Bk ) g -2,4- - iy

S

¥ @

893820 25 45 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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Cl

nH, HC!
NN
P

H,N~ N

'H NMR (DMSO-ds, 400 MHz) & : 11.99 (s, 1H, HC1),
8.39 (s, 1H), 7.71 (s, 4H, NH,), 7.06 (d, J =7.6Hz, 1H), 6.72

(s, 1H), 6.64 (d, J =2Hz, 1H), 4.01 (s, 2H), 3.29 (t, J
=16.8Hz, 2H), 2.90 (t, J =0.4Hz, 2H) -

 hE 115
4-(1-((2,4-Z i A v og -5-5 ) B LRk -6-E ) A H R L&
Vit 2 (1:3)

'H NMR (DMSO-ds, 400 MHz) &6 : 7.89 (d, J =8.4Hz,
2H), 7.68 (s, 1H), 7.51 (d, J =8.4Hz, 2H), 7.48 (s, 1H), 7.11
(d, J =7.6Hz, 1H), 7.28 (s, 1H), 6.93, 6.91 (dd, J =0.4Hz,
1H), 6.28 (s, 1H, NH»), 6.17 (s, 1H, NH»), 5.81 (s, 2H, NH»),

4.01 (s, 2H), 3.15 (t, J =0.4Hz, 2H), 2.86 (t, J =0.4Hz, 2H),
2.06 (d, J =10.4Hz, 9H» = /[ E8) -

H hi Bl 16

5-((5-(4-(H £ s B B ) 7R A& )5l W Opk - 1- A% ) B &L ) g -2,4-

=,

893820 2546 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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Q
NH; O S
Pask
N|)j/\N
HzN)\N/

'H NMR (DMSO-ds, 400 MHz) 8 : 7.90 (d, J =8.8Hz,
2H), 7.83 (d, J =8.8Hz, 2H), 7.67 (s, 1H), 7.36 (d, J =8.8Hz,
2H), 6.79 (d, J =8.0Hz, 1H), 6.15 (s, 2H, NH»), 5.87 (s, 2H,
NH,), 4.02 (s, 2H), 3.37 (s, 3H), 3.26 (t, J =16.8Hz, 2H),
2.96 (t, J =8.0Hz, 2H) -

g he Bl 17

5-((5-(4-(= £ & W B )7 Ak )mg] 0 Opk - 1- Ak ) B B ) g -2,4-

ity
—
, N
S
HzN)l\N/

'H NMR (DMSO-ds, 400 MHz) 8 : 7.68 (s, 1H), 7.36 (d,
J =8.8Hz, 2H), 7.28 (s, 1H), 7.23 (d, J =1.6Hz, 1H), 6.70 (d,
J =5.2Hz, 3H), 6.20 (s, 2H, NH»), 5.77 (s, 2H, NH»), 3.95 (s,
2H), 3.35-3.30 (m, 4H), 3.17 (t, J =0.4Hz, 2H), 2.90(t, J
=3.6Hz, 2H), 1.08 (t, J =0.4Hz, 6H) -

B 5 118
5-((5-(2,4- 0 5 B )UB] U U6 - 1- 54 ) B 6 )00 0 -2,4- - i

893820 5547 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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110140775

H,N

'H NMR (DMSO-dgs, 400 MHz) & : 7.68 (s, 2H), 7.65 (d,

J =2.0Hz, 1H), 7.45 (d, J =2.0Hz, 1H), 7.43 (s, 2H), 7.37 (d,

J =8.4Hz, 1H), 6.73 (s, 2H, NH»), 6.00 (s, 2H, NH»), 3.99 (s,

2H), 3.23 (t, J =0.4Hz, 2H), 2.91 (t, J =0.4Hz, 2H) -

" 5 B 19

5-((4-(2,4- 2 5 78 A )] Ik U - 1~ ) B AL I g -2,4- i

NH,
c

'H NMR (DMSO-ds, 400 MHz) & : 7.71 (d, J =2.4Hz,

1H), 7.67 (s, 1H), 7.48 (d, J =2.0Hz, 1H), 7.36 (d, J =8.4Hz,

1H), 7.11 (s, 1H), 6.74 (d, J =7.6Hz, 1H), 6.53 (t, J =6.0Hz,

1H), 6.15 (s, 2H, NH»), 5.86 (s, 2H, NH»), 3.97 (s, 2H), 3.12

(t, J =0.4Hz, 2H), 2.65 (t, J =0.4Hz, 2H) »

g he 120

5-((4-(4-F 7K & )U5| 0 0hk -1 - ) B B ) g -2, 4- - 7

893820

P48 H > H 164 H(EVERIE)
B A0202

1113111532-0
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'H NMR (DMSO-dgs, 400 MHz) 8 : 7.67 (s, 1H), 7.50 (d,
J =12.4Hz, 4H), 7.14 (t, J =0.4Hz, 1H), 6.72 (d, J =8.4Hz,

2H), 6.27 (s, 2H, NH»), 5.98 (s, 2H, NH»), 3.96 (s, 2H), 3.13
(t, J =16.0Hz, 2H), 2.92 (t, J =16.0Hz,2H) -

gt f121
5-((6-(4-8 7 £ )I5] Lk -1- EHymE g -2, 4-

s

'H NMR (DMSO-ds, 400 MHz) 8 : 7.68 (s, 1H), 7.66 (d,
J =1.6Hz, 2H), 7.48 (d, J =2.0Hz, 2H), 7.47 (s, 1H), 7.13 (d,
J =7.2Hz, 1H), 6.99 (d, J =0.8Hz, 1H), 6.17 (s, 2H, NH»),

5.87 (s, 2H, NH»), 4.02 (s, 2H), 3.17 (t, J =0.4Hz, 2H), 2.87
(t, J =0.4Hz, 2H) -

" hE 122
5-((5-(m W -3-F ) 5] R Opk - 1 -5 ) FH B )0 g -2,4- - i

e
N AN N
P

H,N" N

'H NMR (DMSO-ds, 400 MHz) & : 9.19 (d, J =2.4Hz,

1H), 8.49 (d, J =2.0Hz, 1H), 8.00 (t, J =1.2Hz, 2H), 7.99-

893820 2549 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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7.68 (m, 2H), 7.62-7.57 (m, 3H), 6.84 (d, J =8.4Hz, 1H),
6.17 (s, 2H, NH»), 5.88 (s, 2H, NH»), 4.03 (s, 2H), 3.27 (t,
J =0.4Hz, 2H), 2.98 (t, J =0.4Hz, 2H) -

g hE B 23
4-(1-((2,4- g & EL 5] D Uk -5- B ) TR R 2 Bs

/l\)j/\ COOCgHs

'H NMR (DMSO-ds, 400 MHz) &6 : 7.96 (d, J =8.8Hz,
2H), 7.73 (d, J =8.8Hz, 2H), 7.67 (s, 1H), 7.46 (d, J =8.0Hz,
2H), 6.78 (d, J =8.4Hz, 1H), 6.15 (s, 2H, NH»), 5.88 (s, 2H
NH,), 4.32 (q, J =21.6Hz, 2H), 4.01 (s, 2H), 3.25 (t, J
=0.4Hz, 2H), 2.95 (t, J =0.4Hz, 2H), 1.34 (t, J =14.4Hz,
3H) -

g i 124
5-((5-(4-8 7 B )5 e bk - 1B ) B B )05 0F -2,4- - iz
NH, O cl
oy
HoN" N
'H NMR (DMSO-ds, 400 MHz) § : 7.67 (s, 1H), 7.59 (d,
J =2.0Hz, 2H), 7.57 (d, J =1.6Hz, 2H), 7.56 (s, 1H), 7.49 (d,
J =2.0Hz, 1H), 6.74 (d, J =8.4Hz, 1H), 6.40 (s, 2H, NH»),
6.10 (s, 2H, NH,), 4.13 (s, 2H), 3.23 (t, J =0.4Hz, 2H), 2.93

893820 25 50 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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(t, J =0.4Hz, 2H) -

g hE 125
5-((5-% -2~ FF = 5] Ik Obf - 1 -6k ) BF BL ) g -2, 4- - i

Keposd

N H,C
'H NMR (DMSO-dgs, 400 MHz) 8 : 7.63 (s, 1H), 6.91 (t,
J =3.2Hz, 1H), 6.89 (s, 1H), 6.77 (d, J =1.6Hz, 1H), 6.13 (s,
2H, NH:), 5.84 (s, 2H, NH»), 3.91 (s, 1H), 3.89 (s, 1H), 3.60
(d, J =6.0Hz, 1H), 2.90 (m, 1H), 2.55-2.50 (m, 1H), 1.18 (d,
J =6.0Hz, 3H) -

 hi 126
5-((5-(3-% -4~ H Bk 75 B )U5] I bk -1 -k ) B &L ) g -2,4- - 7

NH,

'H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.58 (d,
J =1.6Hz, 1H), 7.45 (d, J =1.6Hz, 1H), 7.43 (d, J =1.6Hz,
1H), 7.36 (s, 2H), 6.74 (d, J =8.0Hz, 1H), 6.14 (s, 2H, NH»),
5.87 (s, 2H, NH»), 4.11 (s, 2H), 3.21 (t, J =0.4Hz, 2H), 2.92
(t, J =0.4Hz, 2H), 2.33 (s, 3H) -

g he Bl 27

893820 2551 H » 3£ 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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5-((4-(3-F -4~ H B 75 B )U5] I bk -1 -k ) B &L ) g -2,4- - 7

NH,
Cl

'"H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.46 (s,
1H), 7.41 (d, J =8.0Hz, 1H), 7.34 (d, J =1.6Hz, 1H), 7.13 (t,
J =0.4Hz, 1H), 6.72, 6.70 (dd, J =5.2Hz, 2H), 6.33 (s, 2H,
NH,), 6.04 (s, 2H, NH»), 4.11 (s, 2H), 3.14 (t, J =0.8Hz,
2H), 2.94 (t, J =0.4Hz, 2H), 2.51 (s, 3H) -

H it F 28
5-((4-(4-5 -3-H B IR B )Ig| WE O - 1-£L ) EL )M 0E -2,4- " %
NH,
N'/YN O
HZN*N/ O
cl

'H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.45 (d,
J =8.4Hz, 2H), 7.30 (d, J =2.0Hz, 1H), 7.13 (t, J =0.4Hz,
1H), 6.73-6.69 (q, J =0.4Hz, 2H), 6.16 (s, 2H, NH»), 5.88 (s,
2H, NH»), 3.96 (s, 2H), 3.12 (t, J =0.4Hz, 2H), 2.91 (t, J
=0.4Hz, 2H), 2.38 (s, 3H) -

g HE 129
2-(1-((2,4- 2 figr B g e -5-F ) B ) I5| BRI -4-FL )R H iR (B &
Vit 2 (1:3)

893820 25 52 H » 4 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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(0]
)LOH
H2N O
0 N)ﬁ/\N O oH
l p/
)\\OHHZN)\N o O
)\\OH
'H NMR (DMSO-ds, 400 MHz) & : 7.65 (s, 2H), 7.23 (s,
1H), 7.03 (s, 1H), 6.90 (t, J =0.8Hz, 1H), 6.80 (t, J =0.8Hz,
1H), 6.63 (d, J =7.6Hz, 1H), 6.50 (d, J =6.8Hz, 1H), 6.17 (s,
2H, NH,), 5.81 (s, 2H, NH,), 3.93 (s, 2H), 3.04 (t, J =8.0Hz,
2H), 2.78 (t, J =0.4Hz, 2H), 2.33 (s, 9H» =/ fs &) -

g hE 130
3-(1-((2,4- 2 fig B wg 0E -5-F ) B ) I5| BRI -4-FL )R H iR (B &
Vit 2 (1:3)

o]

OH NH,
DRaY,
e
0
OH 0 O
/U\OH OH

'H NMR (DMSO-ds, 400 MHz) & : 7.95 (s, 2H), 7.86 (s,
1H), 7.68 (s, 1H), 7.15 (t, J =0.8Hz, 2H), 6.72 (d, J =7.6Hz,
2H), 6.15 (s, 2H, NH»), 5.87 (s, 2H, NH»), 3.96 (s, 2H), 3.13
(t, J =0.8Hz, 2H), 2.92 (t, J =16.8Hz, 2H), 2.29 (s, 9H > =

2 -
o i 1913 1
5-((5- (4220 -3- H1 5 0 26 )05) W U6 - 1285 ) B 6 )0 0 -2,4- - it

893820 25 53 H » i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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NH, O Cl
Nl/YN O
HZN)\N/

'H NMR (DMSO-dg, 400 MHz) 6 : 7.67 (s, 1H), 7.53 (s,
1H), 7.39 (d, J =4.4Hz, 3H), 7.34 (d, J =9.2Hz, 1H), 6.67
(d, J =8.4Hz, 1H), 6.16 (s, 2H, NH»), 5.88 (s, 2H, NH,), 4.01
(s, 2H), 3.29 (t, J =0.4Hz, 2H), 2.94 (t, J =0.4Hz, 2H), 2.31
(s, 3H) °

= i 132
4-

(1-(3-(2,4- 2 B 5 U85 0 -5 6 ) P9 -2- % - 1- 6 ) 03] 0t O -5 3% )

OH
A

'H NMR (DMSO-ds, 400 MHz) & : 7.84 (d, J =8.0Hz,

1
-t-

H %

H,N

3H), 7.74 (s, 1H), 7.46 (d, J =8.0Hz, 1H), 7.40(s, 1H), 7.36
(d, J =8.4Hz, 1H), 6.77 (d, J =8.4Hz, 1H), 6.27 (s, 2H, NH»),
5.86 (s, 2H, NH»), 4.23 (s, 2H), 3.41 (d, J =8.4Hz, 2H), 2.96
(d, J =8.4Hz, 2H) -

 HiE 133
3-(1-((2,4- 2 M A v g -5-4 ) B AL )I5] Ik b -5- 5 ) 7% HH R

893820 25 54 H - 1 164 H(EEBHERBHE)
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o0
NHYN O 0
HzN)\N/ HO

'H NMR (DMSO-ds, 400 MHz) o6 : 8.06 (s, 1H), 7.72 (d,
J =7.2Hz, 1H), 7.68 (s, 1H), 7.45 (d, J =7.2Hz, 1H), 7.36 (s,
1H), 7.32 (d, J =8.4Hz, 1H), 7.26 (t, J =16.8Hz, 1H), 6.77
(d, J =8.4Hz, 1H), 6.14 (s, 2H, NH,), 5.86 (s, 2H, NH,), 3.97
(s, 2H), 3.19 (t, J =0.4Hz, 2H), 2.93 (t, J =0.4Hz, 2H) -

 hi 134
5-((5-(3-F 7K &= )W5| W 0k - 1- B ) B Bk )-6- 2 B W g -2,4- 7

H2N O O
P>
H,N” N

'H NMR (DMSO-ds, 400 MHz) § : 7.60 (s, 1H), 7.53 (d,
J =8.0Hz, 1H), 7.39 (d, J =8.0Hz, 2H), 7.38 (s, 1H), 7.28 (d,
J =7.6Hz, 1H), 6.77 (d, J =8.0Hz, 1H), 6.05 (s, 2H, NH,),
5.78 (s, 2H, NH,), 4.06 (s, 2H), 3.19 (t, J =0.4Hz, 2H), 2.89
(t, J =16.8Hz, 2H), 2.51-2.46 (q, J =6.4Hz, 2H), 1.10 (t, J
=15.2Hz, 3H) -

# i 135
S-((5-(4-(3- 46, 2% 60 0L -3 3 ) 8 2 U8 U - 12 ) B 2 )5 O
-2,4- " {%

893820 25 55 H » 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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/
(@)
Nl )
HQN/kN/

'H NMR (DMSO-ds, 400 MHz) 8 : 7.68 (s, 1H), 7.62 (d,
J =8.4Hz, 2H), 7.44 (d, J =8.4Hz, 2H), 7.40(d, J =9.6Hz,
1H), 7.37 (s, 1H), 6.76 (d, J =8.4Hz, 1H), 6.14 (s, 2H, NH»),
5.85 (s, 2H, NH»), 4.78 (s, 4H), 3.99 (s, 2H), 3.22 (t, J
=0.4Hz, 2H), 3.04 (s, 3H, OCH3), 2.94 (t, J =8.4Hz, 2H) -

H hi 136

2- 8 -4-(1-((2,4-  Fg A mg 0g -5- & ) H & ) ig] Ik Bk -5- 4 ) 7% B

%3
COOH
)
N N Ci
P
H,N~ N

'H NMR (DMSO-ds, 400 MHz) 8§ : 7.67 (s, 1H), 7.39 (s,
1H), 7.32 (d, J =1.6Hz, 3H), 7.32 (s, 1H), 6.73 (d, J =8.4Hz,

1H), 6.13 (s, 2H, NH»), 5.85 (s, 2H, NH»), 3.98 (s, 2H), 3.20
(t, J =0.4Hz, 2H), 2.92 (t, J =7.6Hz, 2H) -

g he Bl 37

L~ 38 P B -7- (4= (4-(1-((2,4- 2 B 6 065 B -5 ) B 26 ) 03] 0 O -
S )3 B L) UR D - 1- 5 )-6- 38 -4 (i 4 2K - 1,4- 4, 1% O -3-

H %

893820 25 56 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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N
HzN\ﬁ y 0 0
oL )
%’N\) A
0

'H NMR (DMSO-ds, 400 MHz) & : 8.63 (s, 1H), 7.66 (d,
J =10Hz, 1H), 7.49 (d, J =8.0Hz, 3H), 7.48 (s, 3H), 7.42 (t,
J =0.4Hz, 2H), 6.76 (d, J =8.4Hz, 1H), 6.15 (s, 2H, NH,),
5.86 (s, 2H, NH,), 4.00(s, 2H), 3.23 (t, J =0.4Hz, 2H), 2.94
(t, J =0.4Hz, 2H), 1.30, 1.24 (dd, J =7.2Hz, 2H), 1.09, 1.04
(dd, J =6.0Hz,2H) - 3 : MAECHZ IH#E & f 2 IR HIRE
F ) -

i 138

5-((5-Hit 5] I Wbk - 1 -5k ) B BL ) g -2,4- T 7

'H NMR (DMSO-ds, 400 MHz) 8 : 7.63 (s, 1H), 7.30 (d,
J =12.4Hz, 2H), 6.68 (s, 1H), 6.12 (s, 2H, NH»), 5.86 (s, 2H,
NH,), 4.01 (s, 2H), 3.15 (t, J =13.6Hz, 2H), 2.90 (t, J
=0.8Hz, 2H) -

" HE 139
5-((5-(3-N-BRWE £ Py &5 £ ) i5] W Ok - 1- 5 ) FH B )i g -2,4- - i

893820 2557 H » 3£ 164 H(EEBHERBHE)
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HaN o) o
NN SMNAN
\
HZN)\N/

'H NMR (DMSO-ds, 400 MHz) 8 : 8.33 (s, 1H), 7.65 (s,
1H), 6.60 (d, J =1.2Hz, 2H), 6.12 (s, 2H, NH»), 5.85 (s, 2H,
NH,), 3.91 (s, 2H), 3.88 (t, J =12.8Hz, 2H), 3.57 (t, J
=0.4Hz, 4H), 3.03 (t, J =0.4Hz, 2H), 2.80 (t, J =0.4Hz, 2H),
2.52 (t, J =3.2Hz, 6H), 1.85-1.80 (m, 2H) -

H hi 140
4-(1-((2,4- 2 Fir B g g -5-4 ) B ) Ig] Ik Opf -5- 5 )-2- B B 2R

HH %
NO2 oy
NH, o
Nﬁﬁ“
HZN/kN/

'H NMR (DMSO-ds, 400 MHz) & : 7.68 (d, J =1.2Hz,
1H), 7.66, 7.65 (dd, J =0.4Hz, 2H), 7.66 (s, 2H), 7.42 (s,
1H), 7.31 (d, J =2.0Hz, 1H), 6.56 (s, 2H, NH»), 5.79 (s, 2H,
NH,), 3.47 (t, J =0.4Hz, 2H), 3.36 (s, 2H), 2.97 (t, J
=16.8Hz, 2H) -

g h 41
(4-(4-(1-((2,4- " g A W g -5-4 ) H AL ) Ig] I Uk -5- B )75 HH
R )T B H B =4 T I

iy

—
=,

1

B

893820 %5 58 H » 1 164 H(EEBHERBHE)
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HNATM M 7<

'H NMR (DMSO-ds, 400 MHz) & : 8.44 (s, 1H), 7.85 (d,
J =8.8Hz, 2H), 7.66 (d, J =4.8Hz, 2H), 7.60(s, 1H), 7.44 (d,
J =0.8Hz, 2H), 6.76 (d, J =8.0Hz, 1H), 6.15 (s, 2H, NH»),
5.87 (s, 2H, NH»), 4.00(s, 2H), 3.22 (t, J =2.4Hz, 4H), 3.20
(s, 1H, -NH), 2.94 (t, J =0.6Hz, 4H), 1.49 (d, J =7.6Hz, 2H),
1.37 (s, 9H) -

il
=
=
N
[\

[\
N
joy=:1
o
5
fEbIt

-(1-((2,4- = JF A w 0E -5- B ) B OEL ) 9] % Bk -5-
]

s

N
HCI HCI

B
St
+H
=
1]
5 U‘
Eﬂ

'H NMR (DMSO-ds, 400 MHz) & © 12.04 (s, 1H
-COOH), 10.99 (s, 1H, HC1), 8.47 (d, J =8.8Hz, 1H), 8.42
(s, 1H), 8.11 (d, J =2.4Hz, 1H), 7.81 (d, J =2.4Hz, 1H), 7.94
(s, 2H, NH,), 7.43 (s, 2H, NH,), 7.42 (s, 1H, -NH), 7.35 (d,
J =8.0Hz, 1H), 6.72 (d, J =8.0Hz, 1H), 4.05 (s, 2H), 3.32 (4,
J =16.8Hz, 2H), 2.99 (t, J =1.2Hz, 2H), 2.15 (s, 3H) °

H hE B 43

893820 25 59 H » i 164 H(EEBHERBHE)
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S-(1-((2.4- 2 [ 2 055 0 -5- 25 ) H1 26 ) W3] O Off -5 - 2 ) UEE 1) -2 B

[
HO
(0]
S

HoN 9
Sh

M 2

HoN N

'H NMR (DMSO-ds, 400 MHz) &8 : 7.66 (s, 1H), 7.28 (s,
1H), 7.10 (d, J =3.6Hz, 2H), 7.06 (d, J =3.6Hz, 1H), 6.68
(d, J =8.0Hz, 1H), 6.13 (s, 2H, NH»), 5.86 (s, 2H, NH»), 3.96
(s, 2H), 3.19 (t, J =0.4Hz, 2H), 2.90 (t, J =16.8Hz, 2H) -

 hi 1 44
2-(4-(1-((2,4- = Jir B 0 -5-F% ) B AR )5 R Opk -5-F )R A ) T
“We4-LBE-1-H s

'H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.51 (d,
J =8.0Hz, 2H), 7.36 (s, 1H), 7.29 (d, J =8.4Hz, 3H), 6.74 (d,
J =8.4Hz, 1H), 6.14 (s, 2H, NH»), 5.86 (s, 2H, NH»), 4.06 (t,
J =0.8Hz, 3H), 3.97 (s, 2H), 3.32 (d, J =2.4Hz, 3H), 3.20 (t,
J =0.4Hz, 2H), 3.06 (d, J =10.4Hz, 1H), 2.92 (t, J =8.0Hz,
2H), 2.74 (t, J =4.8Hz, 1H), 1.16 (t, J =16.8Hz, 3H) -

893820 25 60 H - 1 164 H(EEBHERBHE)
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E i B 45
2-(4-(1-((2,4- — p Fompog -5-FL ) B B ) 9] s Bk -5- B ) O Bk )-
1,1,1,3,3,3- N & W -2-FF — H ik &

NHzHCOO CH
CFs

HCOOH

4

'H NMR (DMSO-ds, 400 MHz) & : 8.47 (s, 8H » ZA 4N EY
B F), 8.47 (s, 1H), 7.68 (d, J =4.0Hz, 4H), 7.43 (s, 1H),
7.40(d, J =8.0Hz, 1H), 6.76 (d, J =8.4Hz, 1H), 6.15 (s, 2H
NH,), 5.86 (s, 2H, NH,), 3.99 (s, 2H), 3.23 (t, J =0.8Hz,
2H), 2.93 (t, J =0.8Hz, 2H) -

N
N &
B =
FOA

B Ao (1-((2,4- = F 5 0 UE -5- 5 ) K ) 03] U 0ff -5

g
H
Sl
s

O COOH
Boges

'H NMR (DMSO-ds, 400 MHz) 8 : 8.73 (s, 1H), 8.15 (s,
1H), 7.95 (d, J =8.0Hz, 1H), 7.68 (s, 1H), 7.37 (d, J =8.4Hz,
2H), 7.11 (d, J =8.4Hz, 1H), 6.78 (s, 4H, NH»), 4.01 (s, 2H),
3.24 (t, J =6.0Hz, 2H), 2.68 (t, J =0.4Hz, 2H), 2.04 (s, 3H) -

g he Bl 47

893820 561 H » 4 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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4-(1-((2,4- 2 Fir B g g -5-4 ) B ) 9] Ik Opf -5- 5 )-2- 50 B R

H %
COOH
C
N)ﬁ/\NH
‘ V
o

'H NMR (DMSO-ds, 400 MHz) & : 8.14 (s, 1H), 7.67 (d,
J =3.6Hz, 2H), 7.38 (s, 1H), 7.33 (s, 1H), 6.50 (d, J =8.8Hz,
1H), 6.81 (d, J =8.4Hz, 1H), 5.77 (s, 4H, NH»), 4.00 (s, 2H),
3.26 (t, J =0.4Hz, 2H), 2.95 (t, J =8.8Hz, 2H) »

H hii 1 48
5-(1-((2,4- = M A v g -5-4 ) B AL )i5] Ik b -5- 5 ) 7% e B&

COOH
HoN \/,{l
N)j/\N
‘ o
HzN)\N
'"H NMR (DMSO-ds, 400 MHz) & : 8.97 (s, 1H), 8.91 (d,
J=1.6Hz, 1H), 8.33 (d, J =2.0Hz, 1H), 7.68 (s, 1H), 7.47 (s,
1H), 7.45 (s, 1H), 6.79 (d, J =8.0Hz, 1H), 6.26 (s, 2H, NH»),

6.00 (s, 2H, NH»), 4.02 (s, 2H), 3.24 (t, J =16.8Hz, 2H), 2.68
(t, J =0.4Hz, 2H) -

g HE 1 49
5-(1-((2,4- Bz A g e -5- ) B & )5 W O -5- %k )-2- 38 &L O

O =

893820 2562 H - 1 164 H(EEBHERBHE)
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N7
/l/'j/\N COOH
HoN N

HCl HCI

'H NMR (DMSO-ds, 400 MHz) & : 12.04 (s, 1H, -HC1),
11.20 (s, 1H, -OH), 8.41 (s, 1H), 7.93 (s, 1H), 7.74 (d, J
=2.4Hz, 3H), 7.67 (s, 1H), 7.30(d, J =1.6Hz, 1H), 7.02 (s,
1H, NH,), 6.99 (s, 1H, NH,), 6.72 (s, 1H, NH,), 6.70(s, 1H,
NH,), 4.12 (s, 2H), 3.30 (t, J =0.4Hz, 2H), 2.98 (t, J =0.4Hz,
2H) -

" hE #1150
5-((5-(4-(4 %= s B B )7 Ak )M5] W Opk - 1- A% ) B &L ) g -2,4-

g
NH O C‘)\
2 ﬁ/\
NKS/\O
HQN/'\N/

'H NMR (DMSO-ds, 400 MHz) & : 8.16 (s, 1H), 7.85 (d,

=,

J =8.0Hz, 3H), 7.67 (s, 1H), 7.48 (d, J =8.4Hz, 2H), 6.78 (d,
J =8.0Hz, 1H), 6.31 (s, 2H, NH»), 6.03 (s, 2H, NH,), 4.03
(s, 2H), 3.28 (t, J =8.8Hz, 4H), 2.96 (t, J =0.4Hz, 2H), 1.12
(t, J =14.4Hz, 3H) ~

" hE B 51

4-(1-((2,4- 2 Fg Ak v W -5-5L ) B BL ) 5] Ik bk -5 -5 ) Bk B2

893820 25 63 H - i 164 H(EEBHERBHE)
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NH; O COOH
N™™ N O
PP COOH
H,NT N

'H NMR (DMSO-dgs, 400 MHz) & : 7.73 (s, 1H), 7.71 (d,
J =6.4Hz, 1H), 7.69 (d, J =6.0Hz, 2H), 7.49 (s, 2H), 7.43 (d,
J=8.0Hz,1H), 7.28 (s, 2H, NH»), 7.04 (s, 2H, NH,), 4.06 (s,
2H), 3.00(t, J =0.4Hz, 2H), 2.51 (t, J =0.4Hz, 2H) -

" hE 152
5-(1-((2,4- Bz A mg e -5- 5 ) B & ) U5 Wk Ok -5- &k ) Bk I -2-

NH
2 ” N\ oH
NTX N O
A - o
H,N” N

'H NMR (DMSO-dgs, 400 MHz) 8 : 7.66 (s, 1H), 7.39 (d,

=
RSP

J =8.0Hz, 2H), 6.72 (d, J =8.0Hz, 1H), 6.53 (d, J=8.4Hz,
1H), 6.52 (s, 1H), 6.13 (s, 2H, NH»), 5.86 (s, 2H, NH»), 3.97
(s, 2H), 3.18 (t, J =0.4Hz, 2H), 2.68 (t, J =0.4Hz, 2H) -

g HE 153
4-(1-((2,4- 2 Fi B g WE -5-Fk ) H A ) 5] IR I -5- 2% )-5-F o

IpHey

893820 25 64 H - 1 164 H(EEBHERBHE)
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HO
NHy  Hel ~ ©
/r\i NN NS
H,N" N7 HCI
HCl

'H NMR (DMSO-ds, 400 MHz) & : 12.02 (s, 1H, HC1),
8.41 (s, 1H), 7.73 (s, 2H, NH»), 7.70 (s, 2H, NH,), 7.60 (s,
1H), 7.19 (s, 1H), 7.12 (d, J =8.0Hz, 1H), 6.69 (d, J =8.4Hz,

1H), 4.03 (s, 2H), 3.31 (t, J =0.4Hz, 2H), 2.97 (t, J =0.4Hz,
2H), 2.29 (s, 3H) ~

2-(4-(1-((2,4- = Jir B g -5-F% ) B A5 LR Ok -5-2 ) PR £ ) &

NH>  He O
HQN/QN/ HCi
HCI

'H NMR (DMSO-ds, 400 MHz) & © 12.50 (s, 1H,
-COOH » & k), 8.47 (d, J =9.6Hz, 2H), 8.15 (s, 2H), 7.51
(d, J =8.0Hz, 2H), 7.39 (s, 2H , NH,), 7.35 (d, J =8.0Hz,
1H), 7.28 (s, 2H, NH,), 6.72 (d, J =8.0Hz, 1H), 4.78 (s, 2H,
HCI1), 4.04 (s, 2H), 3.58 (s, 2H), 3.29 (t, J =0.4Hz, 2H), 2.96
(t, J =0.4Hz, 2H) -

H HE 155
5-((5- (P Upk -8- Bk )Ig] I Opk - 1- B ) B Bk ) IE -2,4- 2 i = B9 8%

4

893820 25 65 H - 1 164 H(EEBHERBHE)
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77N
NH;L1CI HCI N
N )

'H NMR (DMSO-ds, 400 MHz) & : 11.5 (s, 1H, HCI),
9.03 (d, J =3.6Hz, 1H), 8.92 (s, 1H), 8.46 (s, 1H), 8.16 (d,
J =7.2Hz, 1H), 7.84 (s, 4H, NH,), 7.40 (d, J =10.4Hz, 3H),
7.33 (d, J =1.6Hz, 1H), 7.31 (d, J =1.6Hz, 1H), 6.81 (d, J
=8.4Hz, 1H), 4.13 (s, 2H), 3.41 (t, J =0.4Hz, 2H), 3.03 (t, J
=0.4Hz, 2H) -

B i 156
5-((5-(8-F 48, 2 U O -5- 56 ) 3] Ik U - 1355 ) B A ) 0 B -2,4-

5 4

B =
A\
HC! /N
NH,  Hel O 0
o
HN" N7 HCI

'H NMR (DMSO-ds, 400 MHz) & : 12.37 (s, 1H, HCI),
9.13 (d, J =4.8Hz, 1H), 8.89 (d, J =7.2Hz, 1H), 8.45 (s, 1H),
8.00 (s, 1H), 7.72 (d, J =8.4Hz, 1H), 7.64 (s, 2H, NH»), 7.23
(s, 2H, NH»), 7.17 (d, J =8.0Hz, 1H), 7.16 (d, J =8.0Hz, 1H),
7.15(d,J =1.6Hz, 1H), 6.82 (d, J =8.0Hz, 1H), 4.01 (s, 2H),
3.99 (s, 3H, -OCH3), 3.24 (t, J =0.4Hz, 2H), 2.95 (t, J
=0.8Hz, 2H) -

893820 25 66 H - i£ 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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g hE 157
5-((5-(6,7- = B & £ -2,3- 2 & - 1H-E7 -4- 5 )05 BE 0k -1- 5 ) H

O UE-2,4- = B B

/'\%;\HCI O

HN™ N Hel
'H NMR (DMSO-ds, 400 MHz) & : 12.37 (s, 1H, HCI),
8.42 (s, 1H), 7.12 (d, J =6.4Hz, 1H), 7.69 (s, 4H, NH,), 7.38
(s, 1H), 7.25 (s, 1H), 6.67 (d, J =8.4Hz, 1H), 4.24 (s, 2H),
3.81 (s, 3H, -OCHs3;), 3.80 (s, 3H, -OCH3;), 3.29 (t,J =16.8Hz,
2H), 2.96 (t, J =0.8Hz, 2H), 2.52-2.50 (m, 4H), 1.97-1.91 (t,
J =14.4Hz, 2H) -

o 55 1 58
5-((5- (1 U -5- %% ) U8 W 0ff - 1- 5 ) HR B )0 O -2,4- L fF = B B

/l\ HCI O

i HClI

'H NMR (DMSO-ds, 400 MHz) & : 12.11 (s, 1H, HC1),
9.22 (d, J =4.4Hz, 1H), 8.45 (s, 1H), 8.25 (s, 1H), 8.23 (d,
J =12.8Hz, 1H), 8.05 (d, J =7.6Hz, 1H), 7.75 (d, J =0.4Hz,
1H), 7.29 (s, 1H), 7.28 (s, 4H, NH»), 7.22 (d, J =1.2Hz, 1H),

893820 2567 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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7.20 (d, J =1.6Hz, 1H), 6.83 (d, J =8.0Hz, 1H), 4.34 (s, 2H),
3.40 (t, J =0.4Hz, 2H), 3.04 (t, J =0.4Hz, 2H) -

g HE 159
4-(1-((2,4- 2 Bz Ak vy 0E -5- 4 ) B &L ) 5] B Opf -5k )-1- ¥ B -2-

25 0§ =
Kol >
NH2  he O OH
NN O
/Q/b/\ COOH
HaN™ °N™ Hel

'H NMR (DMSO-ds, 400 MHz) & : 12.30 (s, 1H, -HC1),
11.90 (s, 1H, -OH), 8.44 (s, 1H), 8.39 (d, J =1.2Hz, 1H),
8.37 (d, J =1.2Hz, 1H), 7.85 (d, J =8.0Hz, 2H), 7.77 (s, 4H,
NH,), 7.58 (s, 1H), 7.19 (s, 1H), 7.12, 7.10 (dd, J =1.6Hz,
1H), 6.77 (d, J =8.0Hz, 1H), 4.26 (s, 2H), 3.35 (t, J =16.0Hz,
2H), 3.01 (t, J =1.2Hz, 2H) »

H it 160
4-(1-((2,4- = M B g 0E -5-F5 ) B B ) Mg] W Bk -5-%)-2,3,5,6-10
B R oK H iR
NH, O COOH

Nl)j/\N O
HZN*N/

'H NMR (DMSO-ds, 400 MHz) § : 7.71 (s, 1H), 6.76 (d,
J =8.0Hz, 2H), 6.75 (s, 1H), 6.17 (s, 2H, NH,), 5.88 (s, 2H,

893820 25 68 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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NH,), 3.97 (s, 2H), 3.18 (t, J =1.2Hz, 2H), 2.90 (t, J
=16.0Hz, 2H), 2.14 (s, 6H), 1.91 (s, 6H) °

5-((5-(4-% 25 -1-5F )05 W W -1-5 ) B B ) g -2,4- - §

w07
\H e N

N

it
i
B

J\

N Hl
'H NMR (DMSO-ds, 400 MHz) 6 : 11.93 (s, 1H, HCI),
8.44 (s, 1H), 8.11 (d, J =7.6Hz, 1H), 7.92 (d, J =8.4Hz, 1H),
7.76 (s, 2H, NH»), 7.68 (s, 2H, NH,), 7.40 (d, J =1.2Hz, 2H),
7.62 (t, J =1.2Hz, 2H), 7.20(s, 1H), 7.14 (t, J =4.0Hz, 1H),
6.78 (d, J =8.0Hz, 1H), 4.08 (s, 2H), 3.36 (t, J =0.4Hz, 2H),
3.02 (t, J =0.4Hz, 2H) -

H hi 1 62
5-((5-(= 7K FF [b,d] 0k Mg -3- A ) 0g] I Opk - 1- 4 ) B B ) 0 -2,4-
e

oo

N™ Hei
'H NMR (DMSO-ds, 400 MHz) 6 : 12.20 (s, 1H, HCI),

8.43 (s, 1H), 8.36 (s, 1H), 8.22 (d, J =7.2Hz, 1H), 7.75 (d,

893820 25 69 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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J =8.8Hz, 2H), 7.70 (d, J =8.0Hz, 1H), 7.56 (s, 4H, NH»),
7.55 (d, J =1.6Hz, 2H), 7.54 (t, J =2.8Hz, 1H), 7.47 (t, J
=1.2Hz, 1H), 6.77 (d, J =8.4Hz, 1H), 4.08 (s, 2H), 3.34 (t,
J =0.4Hz, 2H), 3.02 (t, J =16.0Hz, 2H) -

 hE B 63

6-(1-((2,4- " M A v g -5-F ) B A )Ig] Ik I -5-2)-2-25 HH iR

;r

'H NMR (DMSO-ds, 400 MHz) & : 8.35 (s, 1H), 8.03 (d,
J =2.8Hz, 2H), 8.02 (s, 1H), 8.00 (d, J =1.6Hz, 1H), 7.92 (d,
J =13.2Hz, 1H), 7.80 (d, J=8.8Hz,1H), 7.69 (s, 1H), 7.55 (s,
1H), 6.80 (d, J =8.0Hz, 1H), 6.16 (s, 2H, NH,), 5.87 (s, 2H
NH,), 4.00(s, 2H), 3.23 (t, J =16.0Hz, 2H), 2.96 (t, J =0.8Hz,
2H) -

H hi 1 64
6-(1-((2,4-  Ji B mg WE -5-F& ) & ) 5] 1Bk Uk -5- & )-2- B
1H-Z8 JF [de] % i 0k -1,3(2H) - —

NH o
y [ -

'H NMR (DMSO-ds, 400 MHz) & : 8.55 (d, J =1.2Hz,

s

2H), 8.53 (d, J =1.2Hz, 1H), 8.51 (d, J =7.6Hz, 1H), 7.86

893820 70 H » 3£ 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0



202233601

(d, J=7.2Hz,2H), 7.84 (s, 1H), 7.29 (s, 1H), 6.88 (d, J
=8.0Hz, 1H), 6.19 (s, 2H, NH»), 5.89 (s, 2H, NH»), 4.07 (s,
2H), 3.44 (t, J =10.4Hz, 2H), 3.17 (s, 3H), 2.68 (t, J =4.0Hz,

2H) o

H HiE #1165
8-(1-((2,4- 2 Jiir A g 0E -5- % ) B B ) 5] I Ok -5- Bk )-4- FF & -

2H- Jf [b1[1,4]02 n#-3(4H>-P3ﬁ = B

HZN/(N HCI ‘ﬁ_&

0
'H NMR (DMSO-ds, 400 MHz) 8 : 12.09 (s, 1H, HCI),
8.41 (s, 1H), 7.73 (s, 2H, NH»,), 7.67 (s, 1H), 7.65 (s, 2H
NH,), 7.19 (d, J =1.6Hz, 1H), 7.11 (d, J =0.8Hz, 2H), 7.02
(t, J =0.8Hz, 1H), 6.67 (d, J =8.4Hz, 1H), 4.62 (s, 2H), 4.03
(s, 2H), 3.85 (s, 3H), 3.31 (t, J =5.2Hz, 2H), 2.96 (t, J
=0.8Hz, 2H) -

B 1 66
4-(1-((2,4- 2 fig Ak v 0 -5- % ) B BL ) Ia] 1D Off - 5- 5 ) 25 - 1 - s R

NH,
| 0
b S-OH
HzN/Q;b/\.(B
'H NMR (DMSO-ds, 400 MHz) & : 8.92 (d, J =8.4Hz,

893820 B 71 H > 3£ 164 H(EEHHERHE)
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1H), 8.80 (s, 1H, SO3H), 7.96 (d, J =7.6Hz, 1H), 7.87 (d, J
=8.4Hz, 1H), 7.44 (s, 1H), 7.51 (t, J =0.4Hz, 1H), 7.44 (¢t, J
=14.4Hz, 1H), 7.35 (s, 2H, NH,), 7.33 (d, J =6.4Hz, 1H),
7.28 (d, J =7.6Hz, 1H), 7.17 (s, 2H, NH»), 6.95 (s, 1H), 6.79
(d, J =8.0Hz, 1H), 4.06 (s, 2H), 3.13 (t, J =0.4Hz, 2H), 3.00
(t, J =0.8Hz, 2H) -

g hi #1167
5-((5-(4-F 2= -1-F )05 We W -1-F ) B )M g -2,4- " = &

RS

4

=
:

NN\ HCI
U =< )
H2N N/
Avals

'H NMR (DMSO-ds, 400 MHz) & : 12.20 (s, 1H, HCI),
8.43 (s, 1H), 8.26 (d, J =8.0Hz, 1H), 7.96 (d, J =8.0Hz, 1H),
7.79 (s, 1H), 7.75 (d, J =8.0Hz, 1H), 7.72 (t, J =0.4Hz, 1H),
7.70 (s, 4H, NH»), 7.61 (t, J =3.2Hz, 1H), 7.36 (d, J =7.6Hz,
1H), 7.15-7.13 (q, J =3.2Hz, 1H), 6.79 (d, J =8.0Hz, 1H),
4.09 (s, 2H), 3.37 (t, J =0.4Hz, 2H), 3.02 (t, J =16.0Hz,
2H) -

H hi % 68
4-(1-((2,4-  Fg B g g -5-Fk ) B Ak ) 5] D% Off -5- % )-1-2% g

=11

893820 72 H - 1 164 H(EEBHERBHE)
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NH2HCl (
HCI o)
5” ()
HZNAN/ o)
o G

'H NMR (DMSO-ds, 400 MHz) & : 12.0 (s, 1H, HCI),
8.84 (d, J =8.8Hz, 1H), 8.43 (s, 1H), 8.15 (d, J =7.6Hz, 1H),
8.0 (d, J =8.4Hz, 1H), 7.76 (s, 2H, NH»), 7.68 (s, 2H, NH»),
7.68 (t, J =3.2Hz, 1H), 7.66 (d, J =6.8Hz, 1H), 7.46 (d, J
=7.6Hz, 1H), 7.24 (s, 1H), 7.17 (d, J =8.0Hz, 1H), 6.80 (d,
J =8.0Hz, 1H), 4.46-4.41 (q, J =0.4Hz, 2H), 4.10 (s, 2H),
3.39 (t, J =0.4Hz, 2H), 3.04 (d, J =8.0Hz, 2H), 1.40 (¢t, J
=0.4Hz, 3H) -

B 5 1 69
N (4= (1-((2,4- 2 B B 08 0 -5 -6 ) FR A ) 03] 0 Off -5 - 6 ) 3% - 1- %)

7 i B
NH,
NN
Nl S
- ' :

'H NMR (DMSO-ds, 400 MHz) & : 9.93 (s, 1H, -NH),
8.11 (d, J =0.4Hz, 1H), 7.92 (d, J =8.0Hz, 1H), 7.72 (s, 1H),
7.66 (d, J =0.4Hz, 1H), 7.50 (t, J =0.4Hz, 1H), 7.49 (t, J
=0.4Hz, 1H), 7.34 (d, J =7.6Hz, 1H), 7.17 (s, 1H), 7.13 (d,
J =8.4Hz, 1H), 6.82 (d, J =8.0Hz, 1H), 6.40 (s, 2H, NH»),
6.00 (s, 2H, NH»), 4.03 (s, 2H), 3.26 (t, J =0.4Hz, 2H), 2.96

893820 873 H » 3£ 164 H(EEBHERBHE)
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(d, J =8.0Hz, 2H), 2.33 (s, 3H) -

g hiE 170
5-((5-H & B mg] IR Obf -1 - ) B A ) o g -2,4- i

OMe
a8 .

'H NMR (DMSO-ds, 400 MHz) 8 : 7.65 (s, 1H), 6.74 (s,
1H), 6.62 (d, J =2Hz, 2H), 6.12 (s, 2H, NH,), 5.84 (s, 2H,

NH,), 3.83 (s, 2H), 3.66 (s, 3H), 3.4 (t, J =0.4Hz, 2H),
2.80(t, J =0.4Hz, 2H) -

" hE B 71

5- (5] Wk Bk - 1-Fk B BL U IE -2,4- 2 %

ey

'H NMR (DMSO-dgs, 400 MHz) 8 : 7.69 (s, 1H), 7.10 (d,
J =6.4Hz 2H), 7.02 (d, J =7.6Hz, 2H), 7.01-7.03 (m, 2H,

NH,), 6.62-6.69 (m, 2H, NH,), 3.98 (s, 2H), 2.91 (t, J
=16.0Hz, 2H), 2.91 (t, J =0.4Hz, 2H) -

g he B 72

5-((4,5,6-= H & A I5] Bk Uk - 1-F% ) A )mi 0g -2,4- - i

893820 74 H > 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) 8 : 7.69 (s, 2H, NH»),
7.53 (s, 2H, NH»,), 6.25 (s, 1H), 3.96 (s, 2H), 3.79 (s, 3H

OCH;), 3.74 (s, 3H, OCH;), 3.34 (s, 3H, OCH3), 3.29-3.16
(m, 2H), 3.14-2.84 (m, 2H) -

F ) 73
1-((2,4- " g FLmg g -5-F ) H B )-4,5,6-= H 5 £ 5] Dk 0pk -2,3-
|
NH,
N
HZN\(jﬁ
N=""\ OMe
o
OMe
O OMe

'H NMR (DMSO-ds, 400 MHz) 8 : 7.89 (s, 1H), 6.63 (s,

1H), 6.30 (s, 2H, NH»), 5.98 (s, 2H, NH»), 4.60 (s, 2H), 4.03
(s, 3H, OCH3), 3.93 (s, 3H, OCH3), 3.63 (s, 3H, OCH3)

g i 1 74
5-((5-8.m5] Wk 0bf - 1- B ) HH BRI g -2,4-

bf@f

'H NMR (DMSO-ds, 400 MHz) 8 : 7.64 (s, 1H), 7.07 (s,

893820 575 H » 3£ 164 H(EEBHERBHE)

110140775 FEHESE A0202 1113111532-0
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1H), 7.06 (d, J =12.4Hz, 1H), 7.03 (d, J =6.4Hz, 1H), 6.17
(s, 2H, NH»), 5.91 (s, 2H, NH,), 3.92 (s, 2H), 3.16 (t, J
=4.0Hz, 2H), 2.85 (t, J =0.4Hz, 2H) -

gt 175
5-((5-&, g Ik Opf -1 - EH)BEIE -2,4-

bfﬁ

'H NMR (DMSO-ds, 400 MHz) 8 : 7.65 (s, 1H), 6.95 (d,
J =2.4Hz, 1H), 6.93-6.80(m, 1H), 6.66-6.63 (m, 1H), 6.13 (s,
2H, NH»), 5.86 (s, 2H, NH»), 3.87 (s, 2H), 3.11 (t, J =0.4Hz,
2H), 2.84 (t , J =0.4Hz, 2H) -

i B 76
5-((5-38 5] Wk 0k - 1- B YFH EL ) me 0E -2,4-

ﬁf@@

'H NMR (DMSO-dgs, 400 MHz) & : 7.64 (s, 1H), 7.19 (s,
1H), 7.18-7.14 (m, 1H), 6.62 (d, J =8.4Hz, 1H), 6.13 (s, 2H
NH,), 5.87 (s, 2H, NH»), 3.91 (s, 2H), 3.16 (t, J =0.4Hz, 2H),
2.88 (t, J =2.8Hz, 2H) -

g he Bl 77

893820 BB 76 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0



202233601

2-(1-((2,4- Bz A mg e -5- &) B &) i5] g O -5-%)-1,1,1,3,3,
3-/N @ N -2-IF

CF3

Erae s

'H NMR (DMSO-ds, 400 MHz) 6 © 7.65 (s, 1H), 7.30(d,
J =9.2Hz, 2H), 6.73 (d, J =8.4Hz, 1H), 6.14 (s, 2H, NH»),
5.87 (s, 2H, NH»), 3.98 (s, 2H), 3.23 (t, J =0.8Hz, 2H),
2.90(t, J =0.4Hz, 2H), 1.64 (s, 1H) -

it 5178
5-((7-H & £ 5| WE W -1- H BB IE -2,4-

m&?

'H NMR (DMSO-ds, 400 MHz) & : 11.5 (s, 1H, NH»),
7.71 (s, 1H), 7.56 (s, 1H), 7.4 (s, 2H), 6.83-6.74 (m, 1H, 2H,

NH»), 4.20(s, 2H), 3.78 (s, 3H), 3.35 (t, J =7.6Hz, 2H), 2.94
(t, J =0.4Hz, 2H) -

g HE 179
5-((6-H &8 &k 5] 1Lk Dbk - 1 -5k ) B 6L ) U -2,4- 22 i

893820 77 H > 3£ 164 H(EEHHERBHE)
110140775 FERLE A0202 1113111532-0
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OMe
NH,
N™ N
P
HoN N

'H NMR (DMSO-ds, 400 MHz) & : 11.8 (s, 1H, NH»),
7.68 (s, 1H), 7.54 (s, 2H, NH»), 6.96 (d, J =8.0Hz, 1H), 6.27
(s, 1H, NH»), 6.22-6.20(q, 2H), 3.98 (s, 2H), 3.69 (s, 3H),
3.25 (t, J = 28Hz, 2H), 2.92 (t, J =16Hz, 2H) -

H hi 180
5-((5,6- H 55 & Ug] W Opk - 1- 5 ) HH B )0 g -2,4- - i

OMe
NH> OMe
N)j/\N
M
H,N" N

'H NMR (DMSO-ds, 400 MHz) & : 7.66 (s, 1H), 6.78 (s,
1H), 6.55 (s, 1H), 6.14 (s, 2H, NH>), 5.86(s, 2H, NH,), 3.87
(s, 2H), 3.72 (s, 3H, OCH3), 3.65 (s, 3H, OCHj3), 2.89 (t, J
=14.4Hz, 2H), 2.73 (t, J =2Hz, 2H) -

" h 81
5-((5-(1,1,1,3,3,3- 7N &, -2- B | B N -2- & ) 5] DBk Bk -1- & ) HH

B WE BE -2,4- B

CF

NH, O
A
H,N” N

893820 2578 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) 8 : 7.66 (s, 1H), 7.15 (s,
2H), 6.78 (d, J =8.4Hz, 1H), 6.15 (s, 2H, NH»), 5.88 (s, 2H
NH,), 4.00(s, 2H), 3.40(s, 3H, OCH3), 3.27 (t, J =1Hz, 2H),
2.95 (t, J =8.4Hz, 2H) -

H hi 182
5-((5-7 & Ug| WE Opk -1 -2 ) B )0 g -2,4- " i

'H NMR (DMSO-dgs, 400 MHz) 8 : 7.68 (s, 1H), 7.57 (d,

HoN

J =14.4Hz, 2H), 7.56-7.33 (m, 4.0H), 7.26-7.22 (m, 2H),
6.76 (d, J =8.4Hz, 1H), 6.15 (s, 2H, NH»), 5.87 (s, 2H, NH»),
3.98 (s, 2H), 3.20(t, J =0.4Hz, 2H), 2.92 (t, J =0.4Hz, 2H) -

 hi 1 83
5-((5-(3-H &, A& 75 B )N5] Ik Ubf - 1 -k ) B BE ) g -2, 4 - 7

NH,

'H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.38 (s,

H,N

1H), 7.34 (d, J =6.0Hz, 1H), 7.32 (d, J =6.0Hz, 1H), 7.29 (s,
1H), 7.27 (s, 1H), 7.13 (s, 1H), 7.11 (s, 1H), 7.07 (d, J =2Hz,
1H), 6.83 (t, J =1.6Hz, 1H), 6.76 (t, J =9.2Hz, 1H), 6.14 (s,
2H, NH,), 5.87 (s, 2H, NH»), 3.98 (s, 2H), 3.80(s, 2H,

893820 79 H » 4 164 H(EEHHERBHE)
110140775 FERLE A0202 1113111532-0
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OCH3), 3.18 (t, J =6.4Hz, 2H), 2.94 (t, J =2Hz, 2H) -

 hi 1 84
5-((5-(2-H &8, A& 75 B )N5] Ik Ubf - 1 -k ) B BE ) g -2, 4 - 7

NH
: C)
ﬁ”\”

'H NMR (DMSO-ds, 400 MHz) & : 11.8 (s, 1H, NH,),

H,N

7.71 (s, 1H), 7.26 (t, J =1.6Hz, 2H), 7.25 (d, J =1.6Hz, 1H),
7.22 (d, J =2Hz, 2H), 7.07 (s, 1H), 7.05 (s, 1H), 6.66 (s, 2H
NH,), 5.76 (s, 1H, NH»), 4.01 (s, 2H), 3.74 (s, 2H, OCH3),
3.29 (t, J =0.4Hz, 2H), 2.95 (t, J =1.6Hz, 2H) -

 hiE 185
5-((5-H & B -2- B BL Ig] IR O - 1 - ) B A ) m U -2,4- i

NH
2 OMe
N)j/\N
A
HoN” N

'H NMR (DMSO-ds, 400 MHz) & : 11.50(s, 1H, NH»),
8.20(s, 1H, NH,), 7.80(s, 1H), 7.54 (s, &EI&, 2H, NH»), 6.76
(s, 1H), 6.55 (d, J =2.8Hz, 1H), 6.26 (d, J =8.4Hz, 1H), 3.85
(t, J =2.8Hz, 2H), 3.81 (s, 3H, OCH3;), 3.35 (s, 1H), 3.18-
3.10(m, 1H), 2.56-2.50(m, 1H), 1.21 (d, J =6.0Hz, 3H,
CHs3) -

893820 25 80 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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H it 151 86
5-((5-H & A -2-F BTy W Obk -1 -5 ) B ) 0 -2,4- j%
NH,
Nl)j/\N O
HQN/kN

'H NMR (DMSO-ds, 400 MHz) § : 7.45 (s, 1H), 7.39 (d,
J =1.6Hz, 2H), 7.37 (s, 3H), 7.09 (s, 1H), 7.08 (s, 1H), 7.05
(s, 2H, NH»), 6.80(s, 2H, NH»), 6.71 (t, J = 1.2Hz, 1H), 6.45

(d, J =8.0Hz, 1H), 4.61 (t, J =0.4Hz, 1H), 3.86 (s, 2H),
3.40(9, 1H), 2.88 (s, 1H) -

H e B 87

5-(5- (=& HAF ) BRI -1-F ) )W IE-2,4- " %
NH2 OCF4

Nl)j/\N
A7

'H NMR (DMSO-dg, 400 MHz) & : 11.50(s, 1H, NH»),
7.68 (s, 1H), 7.49 (s, 2H, NH,), 7.43 (s, 1H, NH,), 7.08 (s,
1H), 6.64 (d, J =8.8 Hz, 2H), 3.99 (s, 2H), 3.30(t, J =16.8Hz,
2H), 2.94 (t, J =0.4Hz, 2H) ; ESI-MS(m/z) : 326.05 (50%)

(M+H)*; UPLC4EiE : 93.22% (3.11 min)

H hi 1 88
5-((5-(6-H & Ak 0k BE -3- 7% )I5] Bf Bk -1 -5 ) B9 A% )i g -2,4-
Rz

893820 2581 H » 4 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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NH, // OMe
NN
N™~X N
P
HoN N

'H NMR (DMSO-ds, 400 MHz) 6 : 8.08 (d, J =2Hz, 1H),
8.07 (s, 1H), 7.68 (s, 1H), 7.65 (d, J =2 Hz, 1H), 7.26 (s,
1H), 7.21 (t, J =6.0Hz, 1H), 6.73 (d, J =8.4Hz, 1H), 6.17 (s,
2H, NH,), 5.90(s, 2H, NH,), 3.98 (s, 2H), 3.86 (s, 3H,
OCH3), 3.20(t, J =0.4Hz, 2H), 2.90(t, J =5.6Hz, 2H) -

g HE 1 89
5-((6-% 5| W Opf - 1 - ) B Bk ) g -2,4- - iy

cl
NH,
N)YN
A 2
H,N" N

'H NMR (DMSO-ds, 400 MHz) 8 : 7.64 (s, 1H), 7.01 (d,
J =7.6Hz, 1H), 6.72 (s, 1H), 6.60(d, J =2Hz, 1H), 6.15 (s,
2H, NH»), 5.88 (s, 2H, NH»), 3.94 (s, 2H), 3.19 (t, J =8.4Hz,
2H), 2.82 (t, J =8.4Hz, 2H) -

g hE #1190
5-((5-H F 5] WE Opk -1 -2 ) B )0 g -2,4- - i

NH;
feno

'H NMR (DMSO-ds, 400 MHz) 8 : 7.64 (s, 1H), 6.88 (s,

HoN

893820 25 82 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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1H), 6.82 (d, J =8.0Hz, 1H), 6.58 (d, J =7.6Hz, 1H), 6.18 (s,
2H, NH»), 5.91 (s, 2H, NH,), 3.86 (s, 2H), 2.80(t, J =16.0Hz,
2H), 2.68 (t, J =0.4Hz, 2H), 2.18 (s, 3H)

" hE B 91

5-((5- (PRt BE -4-F& )U5] DR Opk - 1 -5 ) FH B )0 g -2,4- - i

NH, Y
N\
N™ ™~ N
P
H,N" N

'H NMR (DMSO-ds, 400 MHz) § : 8.50(d, J =4.4Hz, 2H)
7.67 (s, 1H), 7.60(d, J =5.6Hz, 2H) 6.78 (d, J =9.2Hz, 1H),
6.15 (s, 2H, NH»), 5.87 (s, 2H, NH»), 4.03 (s, 2H), 3.25 (t,
J =0.4Hz, 2H), 2.95 (t, J =1.6Hz, 2H) -

g i 51 92

5-((5-(FE B L R B )l W0 -1-F ) H B HmE g -2,4- fi#
NHz = O

N)j/\N O

I
HzN)\

'H NMR (DMSO-ds, 400 MHz) & : 7.48 (s, 1H), 7.48 (d,
J =2Hz, 2H), 7.47 (d, J =3.2Hz, 3H), 7.41 (s, 1H), 7.22 (d,
J =1.6Hz, 1H), 6.68 (d, J =8.4Hz, 1H), 6.15 (s, 2H, NH»),

5.87 (s, 2H, NH»), 4.00(s, 2H), 3.29 (t, J =1.6Hz, 2H), 2.89
(t, J =0.8Hz, 2H) -

893820 25 83 H » 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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# Jig 193
5-((5-(3,4,5- = H 45 2 35 25 )08) W O - 1- 6 ) B 5 ) 5 0 -2,4-

i
OMe
NH, O OMe
NJYN O OMe
P
H,N" N

'H NMR (DMSO-ds, 400 MHz) & : 7.67 (s, 1H), 7.39 (s,
1H), 7.35 (d, J =7.4Hz, 1H), 6.79 (s, 2H), 6.73 (d, J =8.4Hz,
1H), 6.21 (s, 2H, NH»), 5.92 (s, 2H, NH»), 3.98 (s, 2H), 3.84
(s, 6.0H, -OCH3), 3.66 (s, 3H, OCH3), 3.20(t, J = 0.4Hz, 2H),
2.92 (t, J = 0.4Hz, 2H) -

" h 194
5-((5-(3-(= & M | B )7 A& )M5] 0 Opk - 1- A% ) B B ) g -2,4-

7S
NH,

'H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.63 (s,

H,N

1H), 7.61 (d, J =1.6Hz, 2H), 7.53 (s, 2H), 7.39 (t, J =4.8Hz,
1H), 6.76 (d, J =8.4Hz, 1H), 6.24 (s, 2H, NH,), 5.96 (s, 2H
NH,), 4.00(s, 2H), 3.24 (t, J =16.8Hz, 2H), 2.92 (t, J
=16.8Hz, 2H) -

893820 25 84 H - 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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 HE 195
5-((5-(4-(= & H | B )7 A& )i5] 0 Opk - 1- A% ) B B ) g -2,4-

S
A7

'H NMR (DMSO-ds, 400 MHz) 8 : 7.68 (s, 1H), 7.67 (d,

H,N

J = 2.8Hz, 2H), 7.39-7.35 (q, J =7.2Hz, 4.0H), 6.76 (d, J
=8.4Hz, 1H), 6.14 (s, 2H, NH»), 5.87 (s, 2H, NH»), 3.99 (s,
2H), 3.22 (t, J =0.4Hz, 2H), 2.94 (t, J =8.0Hz, 2H) -

H hi Bl 96

5-((5-(2,4- = H s B 75 AL ) U5 IR Uk - -2 ) B 2 ) g -2,4- i

NH, ’ ’/O\
/rlul\/l\léﬂN O d_

'H NMR (DMSO-dgs, 400 MHz) 8 : 7.68 (s, 1H), 7.12 (d,

H,N

J =4.0Hz, 2H), 7.11 (s, 1H), 6.70(s, 1H), 6.69 (s, 1H), 6.61
(d, J =2.4Hz, 1H), 6.14 (s, 2H, NH»), 5.87 (s, 2H, NH»), 3.94
(s, 2H), 3.78 (s, 3H, OCH3;), 3.74 (s, 3H, OCH3), 3.17 (t, J
=0.4Hz, 2H), 2.68 (t, J = 8.0Hz, 2H) -

g hE 197
5-((5-(3-% 7% &= )U5| 0 0pk - 1 - ) B B ) g -2, 4- - 7

893820 %5 85 H » 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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NH, O
Beaahe

'"H NMR (DMSO-ds, 400 MHz) 8 : 7.67 (s, 1H), 7.61 (s,
1H), 7.60 (s, 1H), 7.53 (t, J =2Hz, 1H), 7.42 (d, J =2Hz, 2H),
7.28 (d, J =0.8Hz, 1H), 7.28 (d, J =0.8Hz, 1H), 6.13 (s, 2H
NH,), 5.76 (s, 2H, NH»), 4.0 (s, 2H), 3.25 (t, J =0.4Hz, 2H),
2.94 (t, J =0.4Hz, 2H) -

H hi 198
5-((2,3,3-= H B Ig] I Op -1 -5 YU BE -2,4- 2 JF

bf

'H NMR (DMSO-ds, 400 MHz) & : 7.80 (s, 2H, NH»),
7.59 (s, 1H), 7.10 (d, J =7.5Hz, 1H), 6.90 (t, J =7.5Hz, 1H),
6.66 (t, J =7.5Hz, 1H), 6.40 (d, J =7.2Hz, 1H), 6.10 (s, 2H
NH,), 4.05 (s, 2H), 3.18 (m, 1H), 2.10 (s, 3H), 1.8 (s, 3H),
1.2 (s, 3H) » 5 * #HAMHINE T > HERBEYAY A &
M e

B 5 199
5-((5-(28 -2- 2 VU] W Uk - 1- 5 ) B 6 )05 0 -2, 4- — i

893820 25 86 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) 8 : 8.08 (s, 1H), 7.93 (d,
J =8.8Hz, 2H), 7.89 (d, J = 8.0Hz, 1H), 7.80 (d, J = 2Hz,
1H), 7.69 (s, 1H), 7.55 (s, 1H), 7.52 (d, J =1.2Hz, 1H), 6.81
(d, J =8.0Hz, 1H), 6.16 (s, 2H, NH»), 5.87 (s, 2H, NH»), 4.01
(s, 2H), 3.24 (t, J =0.4Hz, 2H), 2.97 (t, J =0.4Hz, 2H) -

g HiE 51100
5-((6- Ng| W bk - 1 - ) B Bk ) g -2,4- - iy

F
NH,
NN
P
H,N” N

'H NMR (DMSO-ds, 400 MHz) 8 : 7.65 (s, 1H), 6.99 (d,
J =0.4Hz, 1H), 6.55 (s, 1H), 6.52 (d, J = 6.8Hz, 1H), 6.14
(s, 2H, NH»), 5.88 (s, 2H, NH»), 3.94 (s, 2H), 3.19 (t, J
=0.4Hz, 2H), 2.81 (t, J =0.4Hz, 2H) -

g e 101
5-((5-(FE] H 75 A )Ig] 10k Dbk - 1 -2 ) B A )i g -2,4- - i

'H NMR (DMSO-ds, 400 MHz) 67.67(m, J = 2.0Hz, 1H),

HoN

7.37-7.26(m, 5H), 7.10(m, 1H), 6.76-6.74(m, 1H), 6.18-
6.15(m, 2H), 5.86-5.85(m, 2H), 3.97(s, 2H), 3.19(m, 2H),

893820 55 87 H » 1 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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2.91(m, 2H), 2.32(s, 3H) -

B 1 102

5-((4-(3-H &, A= 75 B )N5] Ik bk - 1 -k ) B BE ) g -2,4- - 7

NH

'H NMR (DMSO-ds, 400 MHz) & 7.67(s, 1H), 7.36-
7.32(m, 1H), 7.14-7.10(m, 1H), 7.02-7.0(m, 1H), 6.97-
6.96(m, 1H), 6.92-6.90(m, 1H), 6.72-6.70(m, 2H), 6.23(s,
2H), 5.95(s, 2H), 3.95(s, 2H), 3.79(s, 3H), 3.11(t, J=8.0Hz,
2H), 2.95-2.91(t, J=8.2Hz, 2H) -

5-((4-7 £ g WE Opk -1 - &k ) B B )ms g -2,4- " %
NH,
Nl)j/\N O
HZN*N/ O
'H NMR (DMSO-ds, 400 MHz) 6 7.67(s, 1H), 7.46-
7.41(m, 4H), 7.36-7.32(m, 1H), 7.15-7.11(m, 1H), 6.71(d,

J=8.0Hz, 2H), 6.22(s, 2H), 5.94(s, 2H), 3.95(s, 2H), 3.14-
3.10(m, 2H), 2.95-2.90(m, 2H) -

H hE B 104

5-((5- (PRt BE -3 -F& 5] W Bk -1 - B ) Bk i g -2,4- - i B0 BE BB

4

893820 %5 88 H - i 164 H(EEBHERBHE)
110140775 FERLE A0202 1113111532-0
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HCI
NH, -
A
N™ N
P
HoN” N

'H NMR (DMSO-ds, 400 MHz) 8 12.01(bs, 1H), 9.11(s,
1H), 8.71-8.68(m, 2H), 8.43(s, 1H), 7.98-7.95(m, 1H), 7.70-
7.59(m, 5H), 6.79(d, J=8.4Hz, 1H), 4.11(s, 2H), 3.54-
3.43(m, 2H), 3.17-3.06(m, 2H) -

g HE #1105
4-(1-((2,4- 2 B Ak v W -5-5 ) B BL ) ng] Ik b -5- 5 ) 7% HH R

NH, O COOH
Sy

'H NMR (DMSO-ds, 400 MHz) & 7.82(d, J=8.4Hz, 2H),

H,N

7.67(s, 1H), 7.43-7.33(m, 4H), 6.75(d, J=8.0Hz, 1H), 6.13(s,
2H), 5.86(s, 2H), 3.97(s, 2H), 3.20-3.16(m, 2H), 2.93-
2.91(m, 2H) -

H HiE 51106
5-((4-(3-F 7K £ )W5| 0 0hk - 1 - ) B B ) g -2, 4- - 7

'H NMR (DMSO-ds, 400 MHz) 7.67(s, 1H), 7.48-7.40
(m, 4H), 7.16-7.12(m, 1H), 6.75-6.71(m, 2H), 6.23(s, 2H),

893820 25 89 H - 1 164 H(EEBHERBHE)
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5.94(s, 2H), 3.96(s, 2H), 3.15-3.11(m, 2H), 2.95-2.93(m,
2H) o

g hE #1107
5-((5-(ZL Bt B B )g] Bk bk -1 - B VE BE -2,4- B

Bea LQ

'H NMR (DMSO-ds, 400 MHz) 7.63(s, 1H), 7.48-7.46
(m, 1H), 7.40(s, 1H), 6.74(d, J=8.4Hz, 1H), 6.17(s, 2H),
5.88(s, 2H), 4.09(s, 2H), 3.41-3.36(m, 2H), 3.13-3.08(m,
2H), 2.99-2.94(m, 2H), 1.07(t, J=7.40, 3H) -

H hE 1108
4-(1-((2,4- 2 B Ak v W -5-5 ) B BL ) ng] Ik O -4 -5 ) 7% HH R

COOH
'H NMR (DMSO-ds, 400 MHz) 7.93-7.91(m, 2H), 7.67
(s, 1H), 7.46-7.44(m, 2H), 7.16-7.12(m, 1H), 6.74-6.71(m,
2H), 6.14(s, 2H), 5.87(s, 2H), 3.95(s, 2H), 3.14-3.10(m, 2H),
2.96-2.92(m, 2H) -

" HE 1109
4-(1-((2,4- Mg B -6- 2 B mg UE -5-F ) A ) I5] Ik Uff -5- & )R

893820 2590 H - 1 164 H(EEBHERBHE)
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NH, O COOH
NN O
A -

N

'H NMR (DMSO-ds, 400 MHz) 7.83-7.81(m, 2H), 7.43-

HoN

7.34(m, 4H), 6.78-6.76(m, 1H), 6.04(s, 2H), 5.78(s, 2H),
4.04(s, 2H), 3.3-3.28(m, 2H), 3.16-3.14(m, 2H), 2.88(m,
2H), 1.10(t, J=7.6Hz, 3H) -

H Bl 110
5-((4-(3-F R E B BEWR-1-FH)H B )-6-2 BB IE-2,4- " }F
NH,
bW
HzN)\N/ O Cl
'H NMR (DMSO-ds, 400 MHz) 7.48-7.41(m, 4H), 7.16-

7.14(m, 1H), 6.77-6.71(m, 1H), 6.03(s, 2H), 5.76(s, 2H),
3.18-3.09(m, 4H), 2.91-2.87(m, 2H), 1.11(t, J=7.6Hz, 3H) -

EQiAIRE
5-((5-hF & ngf W Bpk - 1- 5L ) B B )iy g -2,4- 2 i

NH, NO,
NN
P

H,N” N

'H NMR (DMSO-ds, 400 MHz) 8.0-7.95(m, 1H), 7.83(m,

1H), 7.63(s, 1H), 6.68(d, J=8.8Hz, 1H), 6.25(s, 2H), 5.94(s,

893820 591 H » 3£ 164 H(EEBHERBHE)
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2H), 4.20(s, 2H), 3.55-3.51(m, 2H), 3.04-2.99(m, 2H) -

g 112
1-((2,4- 2 B Ak v W -5-5 ) B BL ) 05] Ik U6 -5 - FF i

NH2 CN
NT N
A~
N

'H NMR (DMSO-ds, 400 MHz) 7.95(s, 1H), 7.49-7.47

HoN

(m, 1H), 7.40(d, J=1.2Hz, 1H), 6.73(d, J=8.4Hz, 1H), 4.20(s,
2H), 3.45-3.41(m, 2H), 3.07-3.03(m, 2H) -

g HE 113
N-(1-((2,4- 22 Fg A v g -5-BL ) B B )5 DR Ibk -S- B )R T &

QQ%

'"HNMR (DMSO-ds) : 9.49 (s, 1H), 7.64 (s, 1H), 7.18

o
5

(dd, J1=2 Hz, J, = 8.4Hz, 2H), 6.61 (d, J = 8.4 Hz, 2H), 6.11
(s, 2H), 5.84 (s, 2H), 3.86 (s, 2H), 3.08 (t, J = 8.4 Hz, ,2H),
2. (t, J =8 Hz, 2H), 1.24 (t, J = 6.8 Hz, 6H) -

BB 114

N-(1-((2,4- 2 Bz B g Wg -5- ) FF A ) Ig] W Ok -5-2 ) 2 T g iy

5 5 5

893820 5592 H - 1 164 H(EEBHERBHE)
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HoN N 2HC!
'"HNMR (DMSO-dg) © 9.58 (s, 1H), 8.38 (s, 1H), 7.72-
7.66 (m, 3H), 7.39 (m, 1H), 7.24-7.22 (dd, Ji= 2 Hz, J; =

8.4Hz, 1H), 6.6 (d, J = 8.8 Hz, 1H), 3.2 (t, J = 8 Hz, 2H),
2.88 (t, J =7.6 Hz, 2H), 1.07 (t, J = 6.8 Hz, 6H) -

g1
1-((2,4- 2= J B g g -5- B8 ) HH A& )-N,N- 2 H AL 5] I O -5 - FH

78
0
NH,
|
HzN/kN/

'HNMR (DMSO-dg) * 7.65 (s, 1H), 7.12 (t, J = 1.6 Hz,

)

2H), 6.65 (d, J = 8.84 Hz, 1H), 6.13 (bs, 2H), 5.68 (bs, 2H),
3.98 (s, 2H), 3.22 (t, J = 8.4 Hz, 2H), 2.95 (s, 6H), 2.88 (t,
J=7.6 Hz, 2H) o

116
N-(1-((2,4- 2 Fg A v W -5-5L ) B BL ) i5] Bk b -5 -5 ) £ g %

NH, H
N N:gj )
/l/j/\ Y
H.N" N
'"THNMR (DMSO-dg) - 9.61 (s, 1H), 7.65 (s, 1H), 7.34 (d,

893820 25 93 H - 1 164 H(EEBHERBHE)
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J =2 Hz, 2H), 7.15 (dd, J;, = 8.84, J» = 8.4 Hz, 1H), 6.61
(bs, 2H), 5.68 (d, J = 8.4 Hz, 2H), 6.10 (s, 1H), 5.84 (s, 1H),
3.86 (s, 2H), 2.80 (t, J = 8 Hz, 2H), 2.67 (t, J = 1.6 Hz, 2H),
1.97 (s,3H) -

g e f 117
1-((2,4- - iz 5 v g -5- EL)-N- B L 5] IR O -5 - B

ﬁfy

'HNMR (DMSO-ds) : 8.04-8.03 (m, 1H), 7.64 (s, 1H),

iy

¥

=
=

B

B

7.57-7.53 (m, 2H), 6.65 (d, J = 8.4 Hz, 1H), 6.2-6.19 (m,
2H), 5.86 (s, 2H), 4.01 (s, 2H), 2.73-2.68 (m, 2H), 2.55 (s,
3H), 2.34-2.33 (m,2H) -

B hE B 118

(1-((2,4- 2 Mg Ak v g -5-5 ) A ) Ig] Ik Ibf -5 -8 ) (N - R U A% ) B

NH, 2
NS N
Eeasihe

'HNMR (DMSO-dg) : 7.65 (s, 1H), 7.12 (d, J = 4.8 Hz,

huy=;
=1

2H), 6.65 (d, J = 4.8 Hz, 1H), 6.13 (m, 2H), 5.86 (s, 2H),
3.99 (s, 2H), 3.58 (m, 4H), 3.49 (m, 4H), 3.24 (d, J = 8.4
Hz, 2H), 2.89 (d, J = 8.4 Hz, 2H) -

893820 2594 B - 1 164 H(EEBHERBHE)
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202233601

B e 119
1-((2,4- 22 B Ak v g -5-5L ) B L ) is] Ik Uk -5 - HH g i

NH, ?
A~
H,N” N

'HNMR (DMSO-de) : 7.80 (dd, J; = 2 Hz, J, = 8.4 Hz,
1H), 7.71 (s, 1H), 7.61 (s, 1H), 6.73 (d, J = 8.8 Hz, 2H),
4.28(s, 2H), 3.63 (t, J = 8.8 Hz, 2H), 3.14 (t, J = 3.2 Hz,
2H) -

g hE #1120
(1-((2,4- 2 f B mg g -5-Fk ) B AL ) 05| D Uk -5-F ) i B B 2 s

S

'HNMR (DMSO-de) : 9.1 (bs, 1H), 7.64 (s, 1H), 7.17
(m, 2H), 6.61 (d, J = 8.8 Hz, 1H), 6.10 (m, 2H), 5.85 (s, 2H),
4.06 (t, J = 7.2 Hz, 2H), 3.85(s, 2H), 3.05 (t, J = 8.8 Hz,
2H), 2.8 (t, J = 8.0 Hz, 2H) -

2-F -N-(1-((2,4- 2 g A g g -5- ) B A& )15 Bk 0 -5- 4 )-4- 1

893820 25 95 H » 1 164 H(EEBHERBHE)
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H Cl
NT™ N
X :
H,N™ N

'"HNMR (DMSO-dg) : 10.41 (s, 1H), 8.41 (s, 1H), 8.29
(dd, J; = 2 Hz, J, = 8.4 Hz, 1H), 7.85 (d, J = 8.4 Hz, 1H),
7.66 (s, 1H), 7.46 (s, 1H), 6.68 (d, J = 8 Hz, 1H), 6.13 (s,
2H), 5.86 (s, 2H), 3.91 (s, 2H), 3.12 (t, J = 8.0 Hz, 2H), 2.87
(t, J =7.6 Hz, 2H) -

g H 1122
2-F -N-(1-((2,4- B Bomg Ug -5-A ) B B ) i5] W b -5-55)-3,4-

TR R AR TR W B

., o
NH,
N”@/O\
NN
X 6
H,N” N

'"HNMR (DMSO-ds) : 7.97 (s, 1H), 7.94 (s, 1H), 7.72 (d,
J =8.4 Hz, 1H), 7.47 (d, J = 8.8 Hz, 1H), 7.34 (d, J = 8.8
Hz, 1H), 7.13 (d, J = 8.8 Hz, 1H), 4.6 (s, 2H), 4.03 (d, J =
7.6 Hz, 2H), 3.95 (s, 3H), 3.87 (s, 3H), 3.41 (t, J = 7.6 Hz,
2H) -

g e 123
5-(1-((2,4- 2 B A v g -5-BL ) B BL ) 5] Ik Obf -5 -8 ) Bk M [ 1,2-
a]lt og -2-H %

893820 2596 H - i 164 H(EEBHERBHE)
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OH

o
?//\IN
N
N\

/)

NH,
Nl)ﬁ/\N
HzN)\N/
'HNMR (CD;OD + DCI1): 8.50 (s, 1H), 8.12 (m, 1H),
7.87 (d, J = 8.8 Hz, 1H), 7.475 (s, 1H), 7.54 (m, 2H), 7.46

(d, J = 8.8 Hz, 1H), 6.90 (d, J = 8.8 Hz, 1H), 5.22 (s, 2H),
3.59-3.50 (m, 2H), 2.11-1.95 (s, 2H) -

g 5 B 124

T-(1-((2,4- 7 J 26 05 U -5 -5 ) B 6 ) 18] Wk 0 -5- 36 )-2,3- — &

FIbI[1,4] = B 3E -5-H

0

OH

O
)NI\/Né/\N O o)

'HNMR (CD;OD) : 7.73 (s, 1H), 7.32 (s, 1H), 7.30 (m,

H,N

1H), 7.24 (d, J = 2.4 Hz, 1H), 6.97 (d, J = 2 Hz, 1H), 6.73
(d, J =8.4 Hz, 1H), 4.28 (s, 2H), 3.59-3.50 (m, 4H), 4.02 (s,
2H), 3.36-3.35 (m, 1H), 3.18 (t, J = 8.4 Hz, 1H), 2.97 (t, J
= 8.4 Hz, 2H) -

g hE #1125
BN AR -T-(1-((2,4- 2 B A W g -5- 4 ) BB ) Ig] 0 Bk -5- & )-4-

893820 597 H » 1 164 H(EEBHERBHE)
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(A s A -1,4- 2 o U -3 FH R

4N OH
N
NH, o)

'HNMR (CD3;OD + HCIl): 9.17 (s, 1H), 8.61-8.56 (m,
2H), 8.13 (d, J = 7.2 Hz, 1H), 7.84-7.78 (m, 3H), 4.37 (s,

2H), 4.14-4.13 (m, 1H), 3.66 (t, J = 8.0 Hz, 1H), 3.29 (t, J
= 8.0 Hz, 1H), 1.56 (m, 2H), 1.37 (t, J = 7.2 Hz, 2H) -

H hi 1126
5-(1-((2,4- 2 Jig kv UE -5- 5 ) B 5L ) Ig] D% O - 5- 5 )-2- 2% B R

Sasthe

H,NT N OH

O
'H NMR (DMSO-ds, 400 MHz) 8 : 8.55 (s, 1H), 8.06 (d,
J =8.0Hz, 2H), 7.99 (d, J =8.8Hz, 2H), 7.96(s, 1H), 7.93 (d,
J =1.6Hz, 1H), 7.83 (s, 1H), 7.73 (s, 1H), 7.14 (d, J=8.0Hz,
1H), 6.83 (d, J =8.0Hz, 1H), 6.20 (s, 2H, NH»), 5.92 (s, 2H,

NH,), 4.03 (s, 2H), 3.25 (t, J =0.4Hz, 2H), 2.96 (t, J
=16.0Hz, 2H) o

g hE B 127

4-(1-((2,4- 2 figr Ak v 0 -5- % ) B 5L ) ig] D% O -4 -k )-1- 2% B R

893820 25 98 H - i 164 H(EEBHERBHE)
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NH, O
LTTOND

o)
HO

'H NMR (DMSO-d6, 400 MHz) & : 8.95 (d, J =7.2Hz,
1H), 7.96 (s, 1H), 7.70 (s, 1H), 7.66 (d, J =7.2Hz, 1H), 7.51
(d, J =8.0Hz, 1H), 7.40 (d, J=1.6Hz, 2H), 7.38 (d, J=1.6Hz,
1H), 7.15 (d, J=7.6Hz, 1H), 6.77 (d, J =7.6Hz, 1H), 6.14 (s,
2H, NH»), 5.85 (s, 2H, NH»), 4.00 (s, 2H), 3.09 (t, J =2.4Hz,
2H), 2.68 (t, J =0.4Hz, 2H) -

B 5 1128
4o (1-((2,4- 2 Jp 5 Vg O -5- 25 ) B 25 )-6- HF 46, 2 3] Wk O -5- 2 )-
1-% H B

o 0
OH
N7
-0
HN" N = 0

'H NMR (DMSO-ds, 400 MHz) & : 8.90 (d, J =10.0Hz,
1H), 8.11 (d, J =7.2Hz, 1H), 8.74 (s, 1H), 7.63 (d, J =8.8Hz,
1H), 7.59 (t, J=1.2Hz, 2H), 7.47 (t, J=0.4Hz, 1H), 7.36 (d,
J=7.6Hz, 1H), 6.89 (s, 1H), 6.66 (s, 1H), 6.23 (s, 2H, NH»),
5.94 (s, 2H, NH»), 4.09 (s, 2H), 3.54 (s, 3H, -OCH3;), 3.23
(t, J =2.4Hz, 2H), 2.85 (t, J =16.0Hz, 2H) -

H he Bl 129

893820 2599 H - i 164 H(EEBHERBHE)
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D
H
s

4-(1-((2,4-_ o B mE g -5- )[@]H b -6-F )-1-

bf

'H NMR (DMSO-ds, 400 MHz) & : 8.95 (d, J =8.8Hz,
1H), 8.18 (t, J =0.4Hz, 1H), 7.95 (d, J =8.0Hz, 1H), 7.72 (s,
1H), 7.68 (t, J=0.4Hz, 1H), 7.63 (d, J =1.2Hz, 1H), 7.47 (d,
J =7.2Hz, 1H), 7.24 (s, 2H, NH»), 7.17 (s, 2H, NH»), 6.83
(s, 1H), 6.73 (d, J =7.6Hz, 1H), 6.56 (s, 1H), 4.02 (s, 2H),
3.29 (t, J =0.4Hz, 2H), 2.98 (t, J =0.4Hz, 2H) -

g HiE 1130
4-(1-((2,4- 2 Mg A v W -5-K ) B AL )5 Bk I -5- K )25 -2-F

OH
NH,
LAY

'H NMR (DMSO-ds, 400 MHz) & : 9.76 (s, 1H, -OH),
8.14 (s, 2H, NH,), 7.73 (t, J =2.8Hz, 2H), 7.38 (s, 1H), 7.21
(s, 1H), 8.14 (s, 2H, NH,), 7.16 (s, 1H), 7.10 (s, 1H), 7.09
(d, J =2.0Hz, 2H), 6.91 (d, J =2.4Hz, 1H), 6.75 (d, J =8.0Hz,
1H), 4.04 (s, 2H), 3.60 (t, J =0.4Hz, 2H), 3.10 (t, J =0.4Hz,
2H) -

893820 25100 H - 3 164 H(EEHHRAAE)
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g hE B 131

4-(1-((2,4- 2 Mg A v W -S5-A ) B B )5 BRI -5- 2 )25 -1-F

HZNJ\/b/\ OH

'H NMR (DMSO-ds, 400 MHz) & : 10.12 (s, 1H, -OH),
8§.20 (d, J =2.8Hz, 1H), 7.83 (d, J =1.6Hz, 1H), 7.82 (d, J
=3.6Hz, 1H), 7.28 (s, 1H), 7.43 (t, J =0.8Hz, 2H), 7.16 (d,
J =7.6Hz, 1H), 7.12 (s, 1H), 7.06 (d, J =8.0Hz, 1H), 6.90 (d,
J =7.6Hz, 1H), 6.77 (s, 2H, NH»), 6.44 (s, 2H, NH,), 4.02
(s, 2H), 3.25 (t, J =0.4Hz, 2H), 2.95 (t, J =0.4Hz, 2H) -

H HiE 1132
1-80-6-(1-((2,4- 2 Bz B U UE -5-F ) FF A ) Ig] I Bk -5- 2 )35 -2-

@ET
NH,
Ci
N
-0
. .t

'H NMR (DMSO-ds, 400 MHz) & : 10.20 (s, 1H, -OH),

b

8.50 (s, 2H, NH,), 8.04 (s, 1H), 8.03 (d, J =1.6Hz, 2H), 7.86
(d, J =2.0Hz, 1H), 7.82 (d, J =7.2Hz, 1H), 7.68 (s, 1H), 7.26
(d, J =9.2Hz, 1H), 6.75 (d, J =8.0Hz, 1H), 6.44 (s, 2H, NH,),
4.00 (s, 2H), 3.24 (t, J =16.8Hz, 2H), 2.96 (t, J =0.4Hz,
2H) -

893820 25101 H - H 164 H(EEHHRASE)
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g e 133
T-(1-((2,4- 2 Bz Ak vy UE -5- 4 ) B &L ) ig] IR Opf -5-Fk )-1- 2 B -4-

(A s A -1,4- 2 o U -3 FH R

? 0
HZN/lN/ K

'H NMR (DMSO-ds, 400 MHz) & : 15.48 (s, 1H,
-COOH), 9.07 (d, J =13.2Hz, 1H), 8.37 (d, J =8.8Hz, 1H),
8.01 (s, 1H), 7.91 (d, J =8.0Hz, 1H), 7.69 (s, 2H), 7.64 (d,
J=8.4Hz,1H), 7.11 (s, 2H, NH»), 6.80 (d, J =8.0Hz, 1H), 6.75
(s, 2H, NH»,), 4.12 (s, 2H), 3.05 (t, J =0.4Hz, 2H), 2.66 (t, J
=1.6Hz, 2H), 1.46 (t, J =14.4Hz, 3H)

g 5 B 134

5-(1-((2,4- 2 Jig kv UE -5- 5 ) B 5L ) Ig] D% O - 5- 55 )-1-2% B R

'H NMR (DMSO-ds, 400 MHz) & : 9.45 (s, 1H), 8.84 (d,
J =8.8Hz, 1H), 8.10 (d, J =8.8Hz, 1H), 7.74 (s, 1H), 7.69 (s,
1H), 7.64 (d, J =6.0Hz, 1H), 7.54 (t, J=1.2Hz, 2H), 6.81 (d,
J =8.0Hz, 1H), 6.62 (s, 2H, NH»), 6.29 (s, 2H, NH»), 4.05
(s, 2H), 3.92 (t, J =4.8Hz, 2H), 3.59 (t, J =0.4Hz, 2H) -

893820 25102 H - £ 164 H(EEHHRAE)
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F e #1135
L= (4-(1-((2,4- 7 B 6 0 OF -5- 56 ) H 6 ) 03] 0% U -5- 35 ) %6 48 26 )-
3-(NEEBS BE -1-F )N -2-TF = H iz &

HCOOH

H,N

'H NMR (DMSO-ds, 400 MHz) & : 8.33 (S(br), 3H,
_COOH), 7.66 (s, 1H), 7.46 (d, H = 8.4 Hz, 2H), 7.31-7.25
(m, 2H), 6.95 (d, J = 8.4 Hz, 2H), 6.72 (d, J = 8 Hz, 1H),
6.23 (Sr), 2H), 5.99 (s, 2H), 3.99-3.87 (m, 7H), 3.19-
3.15 (m, 2H), 2.92-2.89 (m, 2H), 2.80-2.50 (m, 4H), 1.74-
1.72 (m, 4H) -

H hiE 1136
T-(1-((2,4- = Jiig B v Wg -5-4 ) FH A&k ) 5] I Ugf -5 -
4-] | EE -1, 4- 2 O -3 R

0]
O
NH
O O [/ “oH
HzNijj/\w

'H NMR (DMSO-ds, 400 MHz) & © 15.43 (s, 1H

- N A -

\

-COOH), 8.87 (s, 1H), 8.40 (d, J =8.8Hz, 1H), 8.17 (s, 1H),

7.93 (d, J =8.4Hz, 1H), 7.70 (s, 2H), 7.65 (d, J=8.0Hz,1H),

893820 25103 H - 3 164 H(EEHHRAE)
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7.10(s, 2H, NH»), 6.80 (d, J =8.0Hz, 1H), 6.62 (s, 2H, NH»),
5.51(t, J =12.8Hz, 1H), 4.09 (s, 2H), 3.02 (t, J =0.4Hz, 2H),
2.68 (t, J =3.2Hz, 2H), 1.60 (d, J =6.4Hz, 6H) -

g hE #1137
T-(1-((2,4- 2 Bz Ak vy BE -5- 4 ) B &L ) 5] Ik Opf -5k )-1- B B -4-
(A | B -1,4- 2 Uk -3-HH iR

O
NJ\%Z/\N O O N /
A /

'H NMR (DMSO-ds, 400 MHz) & © 15.43 (s, 1H

HoN

-COOH), 9.05 (s, 1H), 8.36 (d, J =8.4Hz, 1H), 7.96 (d, J
=8.0Hz, 1H), 7.93 (s, 1H), 7.70 (d, J =8.8Hz, 1H), 7.65(s,
1H), 7.64 (s, 1H), 7.11 (s, 2H, NH»), 6.97 (s, 2H, NH»), 6.80
(d, J =8.4Hz, 1H), 4.19 (s, 2H), 4.10 (s, 2H), 3.36 (t, J
=0.4Hz, 2H), 2.68 (t, J =0.4Hz, 2H) -

H hiE 51138
T-(1-((2,4- 2= Ji B g UE -5-4 ) B & ) 0g] B O -5-F )-1-(2-(= H

HEREYLFE)-4-AF & -1,4- 2 F B W -3-H i
/N
893820 5104 H - 3£ 164 H(ZHHHE)

110140775 FEHESE A0202 1113111532-0
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'H NMR (CD;COOD, 400 MHz) 8 : 9.21 (s, 1H), 8.54
(d, J =8.4Hz, 1H), 7.98 (s, 2H), 7.88 (d, J =8.4Hz, 1H), 7.64
(d, J =8.0Hz, 2H), 6.86 (d, J =7.6Hz, 1H), 6.16 (s, 2H,
-NH»), 5.88m (S, 2H, NH»), 5.16 (s, 2H), 4.21 (s, 2H), 3.84
(s, 2H), 3.41 (t, J =16.0Hz, 2H), 3.14 (d, J =7.2Hz, 2H),
3.09 (s, 6H) -

g 1139
4-(1-((2,4- 22 i Ak g e -5- k) B B ) igf 1B Uk -5- 8% ) - 1 - 25 i g

NH, O CONH,
jegetRe

'H NMR (DMSO-ds, 400 MHz) 8 : 8.45 (s, 1H), 8.04 (s,

H,N

1H), 7.99 (d, J =2.0Hz, 2H), 7.98 (s, 1H), 7.82 (d, J =2.0Hz,
1H), 7.80 (d, J =1.6Hz, 1H), 7.44-7.42 (d, J =2.4Hz, 1H),
7.47 (t, J =7.2Hz, 1H), 7.42 (t, J =4.0Hz, 1H), 6.81 (d, J
=8.4Hz, 1H), 6.16 (s, 2H, -NH>), 5.88m (S, 2H, NH»), 4.02
(s, 2H), 3.26 (t, J =0.4Hz, 2H), 2.99 (t, J =0.8Hz, 2H) -

 HiE 1140
4-(1-((2,4- 2 figr Ak v o -5- % ) B BL ) ma] 1D O -5- 5 )-1-25 iR

NH, O CN
/I\l\'\)Nj/\N O O

'H NMR (DMSO-ds, 400 MHz) & : 8.19-8.17 (dd, J =

HoN

893820 25105 H - £ 164 H(GEHHRAAE)
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0.4Hz, 2H), 8.14 (d, J =2.4Hz, 1H), 7.84 (t, J =4.8Hz, 1H),
7.82 (s, 2H), 7.80 (d, J =1.2Hz, 1H), 7.69 (t, J =1.6Hz, 1H),
7.53 (d, J =7.6Hz, 1H), 6.85 (d, J =8.0Hz, 1H), 6.16 (s, 2H
-NH,), 5.88 (S, 2H, NH,), 4.06 (s, 2H), 3.30 (t, J =2.0Hz,
2H), 2.99 (t, J =0.4Hz, 2H) ~

" 141

7-(3-(2- 2 B Mg B 2B )-1-((2,4- 2 i & v g -5-5 ) B B ) g
DRk -5-E)-1- W E-4- R E-1.4- " BEWH-3-H # £ fi5
HR22-=ZFLHEE®)

'H NMR (DMSO-ds, 400 MHz) & : 12.20 (s, 1H, -NH),
8.52 (s, 2H), 8.22 (d, J =8.4Hz, 2H), 8.15 (d, J =1.2Hz, 1H),
7.68 (s, 2H), 7.59 (s, 1H), 6.75 (d, J =8.0Hz, 1H), 6.16 (s,
2H, -NH,), 5.88 (S, 2H, NH»), 4.23 (s, 2H), 4.22 (m, 1H),
4.20 (q, 2H), 3.30 (t, J =0.8Hz, 2H), 3.17 (t, J =0.4Hz, 2H),
3.06 (m, 1H), 2.53 (s, 3H), 2.51-2.449 (q, 2H), 1.69 (s, 3H),
1.31-1.13 (q, 4H) -

g 5 B 142

893820 25106 H - 3 164 H(GE0HRAE)
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7-(3-(2- 2 B Mg B 2B )-1-((2,4- 2 i & v g -5-5 ) B B ) g
DR Uk -5-F%)-1-32 19 & -4-fl |/ A -1,4- 2 & I -3- R

'H NMR (DMSO-ds, 400 MHz) & : 8.78 (s, 1H), 8.34 (s,
1H), 8.22 (d, J =7.6Hz, 1H), 8.15 (d, J =11.6Hz, 2H), 7.93
(s, 1H, -NH), 7.76 (s, 1H), 7.69 (d, J =13.2Hz, 2H), 6.83 (s,
1H), ), 6.16 (s, 2H, -NH»), 5.88 (S, 2H, NH»), 4.13 (m, 1H),
4.09 (s, 2H), 3.99 (d, J =8.8Hz, 2H), 3.96-3.64 (m, 4H), 3.45
(t, J =0.8Hz, 2H), 1.79 (s, 3H) 1.63-1.05 (m, 2H) -

B 5 5 143
T-(1-((2,4- 2 J 2 0 0 -5 ) BT ) 5] 0% O -5 5 )-1- 2, 2% -6
F-4- B 14 ﬁww3$%

NH, ?
NJEAN O O /
HZN/QN/ C

'H NMR (DMSO-ds, 400 MHz) & © 15.13 (s, 1H
-COOH), 9.08 (d, J =10.0Hz, 1H), 8.10(s, 1H), 7.98 (s, 1H),
7.69(s, 3H), 7.48 (s, 2H, -NH,), 6.82 (d, J =8.0Hz, 1H), 6.74
(S, 2H, NH»), 4.72,4.68 (dd, J =14.4Hz, 2H), 4.09 (s, 2H),
3.37 (t, J =2.0Hz, 2H), 3.02 (t, J =0.4Hz, 2H), 1.44 (1, J

893820 25107 H - H 164 H(EEHHRASE)
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=14.4Hz, 3H) o

g hi 144
T-(1-((2,4- 2 Bz Ak vy 0E -5- 4 ) B &L ) ig] Bk Opf -5-Fk )-1- 2 B -6-

#w-8-HE A4S AE-1.4- " EIH-3-H %

'H NMR (DMSO-ds, 400 MHz) & © 14.95 (s, 1H,
-COOH), 8.91 (s, 1H), 7.94 (d, J =9.2Hz, 1H), 7.72 (s, 1H),
7.25 (s, 2H, -NH,), 7.22 (s, 1H), 6.85 (S, 2H, NH,), 6.82 (s,
1H), 6.81 (d, J =8.0Hz, 1H), 4.76,4.71 (q, J =13.6Hz, 2H),

4.08 (s, 2H), 3.38 (s, 3H, OCH3), 3.32 (t, J =0.4Hz, 2H),
2.68 (t, J =0.4Hz, 2H), 1.40 (t, J =0.4Hz, 3H) -

H it 9] 145
1-B8 N B -7-(1-((2,4- = Bz B mg 0g -5- 5 ) B AL )-6- 2 5] 10k Uk -

5-F)-6-m -4-l | A -1,4- " G U -3-H &

N/,E/\N
X,

'H NMR (DMSO-ds, 400 MHz) & : 14.90 (s, 1H,

H,N

-COOH), 8.80 (s, 1H), 8.78 (s, 1H), 8.25 (d, J =6.0Hz, 1H),

8.16 (s, 2H, -NH»), 8.10 (d, J =9.6Hz, 1H), 7.60 (s, 2H,

893820 25108 H - 3 164 H(GEBHRAE)
110140775 FERLE A0202 1113111532-0
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-NH»), 7.28 (d, J =7.6Hz, 1H), 6.73 (d, J =10.2Hz, 1H), 4.13
(s, 2H), 3.94-3.89 (m, 1H), 3.45 (t, J =16.8Hz, 2H), 3.01 (t,
J =0.4Hz, 2H), 1.3-1.2 (d, J =3.2Hz, 4H) °

H hiE 146
T-(1-((2,4- 2 Bz Ak vy 0E -5- 4 ) B &L ) ig] Bk Opf -5-Fk )-1- 2 B -6-

o8- R A4S A1 4- G -3 R R

B

NN N Q

'H NMR (DMSO-ds, 400 MHz) & : 12.49 (s, 1H,
-COOH), 8.99 (s, 1H), 8.41 (s, 1H), 7.96 (d, J =9.6Hz, 1H),
7.61 (s, 2H, -NH»), 7.35 (S, 2H, NH»), 7.26 (s, 1H), 7.22 (s,
1H), 6.80 (d, J =8.4Hz, 1H), 4.71,4.66 (q, J =0.4Hz, 2H),
4.08 (s, 2H), 3.66 (s, 3H, OCH3), 3.36 (t, J =16.0Hz, 2H),
3.01 (t, J =0.4Hz, 2H), 1.39 (t, J =0.4Hz, 3H) -

g hE 1147
T-(1-((2,4- 2 Bz Ak mg BE -5 ) B &L ) ig] Bk Op -5-Fk)-6-5 - 1- %
N A4 | A -1,4- G U -3-H g

'H NMR (DMSO-ds, 400 MHz) & © 15.12 (s, 1H,

893820 25109 H - £ 164 H(EEHHRAE)
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-COOH), 8.89 (s, 1H), 8.18 (s, 2H), 8.14 (d, J =8.0Hz, 1H),
7.98 (s, 2H, -NH»), 7.70 (s, 2H), 7.17 (S, 2H, NH»), 6.79 (d,
J =8.4Hz, 1H), 5.48-5.42 (m, 1H), 4.11 (s, 2H), 3.40 (t, J

=16.8Hz, 2H), 3.04 (t, J =16.8Hz, 2H), 1.58 (d, J =6.4Hz,
6H) o

H hiE 1148
1-22 N & -7-(1-((2,4- 22 i B v 0E -5-7 ) &L )-6-H
Wk -5 -4 )-4- A S OEL -1,4- T M U - 3- B R

NH, P O ? o
Nﬁ/\N O / “OH
Mo N
HoN N 4

'H NMR (DMSO-ds, 400 MHz) & © 15.31 (s, 1H,

B 5] Ik

il

-COOH), 8.76 (s, 1H), 8.37 (s, 1H), 8.32 (s, 1H), 7.85 (d, J
=6.4Hz, 1H), 7.98 (s, 2H, -NH»), 7.78 (S, 2H, NH,), 7.26 (s,
2H), 6.60 (s, 1H), 4.16 (s, 2H), 3.90-3.86 (m, 1H), 3.83 (s,
3H, -OCH3), 3.36 (t, J =2.8Hz, 2H), 2.95 (t, J =0.4Hz, 2H),
1.34 (d, J =7.6Hz, 2H), 1.30 (d, J =7.6Hz, 2H) -

H HE 1 149
1-38 P BE -7-(1-((2,4- Z B 4 mg 0F -5- 5 ) B &L )-6- 7 15] [0k Ofk -
S-ER)-4-HI & B -1,4- T F 0k -3-H B

893820 %5110 H - £ 164 H(EEHHRASE)
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NH, i ? o
J:%AOH
NTONZ AN

'H NMR (DMSO-ds, 400 MHz) & © 15.20 (s, 1H
-COOH), 8.90 (s, 1H), 8.78 (d, J =11.6Hz, 1H), 8.42 (s, 1H),
7.82 (s, 1H), 7.80 (s, 1H), 7.73 (s, 2H, -NH,), 7.70 (s, 1H),
7.48 (S, 2H, NH,), 6.73 (d, J =13.2Hz, 1H), 4.12 (s, 2H),
3.93-3.88 (m, 1H), 3.42 (t, J =0.4Hz, 2H), 3.00 (t, J
=16.8Hz, 2H), 1.31 (d, J =6.0Hz, 2H), 1.28 (d, J =6.0Hz,
2H) -

g e 1150
T-(1-((2,4- 2 W A v g -5- B ) B L ) Igf W Uk -5- 5 )-1-(4-% K
BB ) -4 4R - 1.4 I -3 iR

NH, HC O -
/"}(YN O \ / “oH
H2N N/
HCI <2

.

'H NMR (DMSO-ds, 400 MHz) & © 12.04 (s, 1H
-COOH), 9.21 (s, 1H), 8.35 (d, J =8.4Hz, 2H), 7.88 (d, J
=1.6Hz, 2H), 7.86 (s, 2H), 7.75 (s, 2H, -NH,), 7.65 (s, 1H),
7.55 (d, J =8.0Hz, 1H), 7.50 (S, 2H, NH,), 7.20 (d, J =8.8Hz,
2H), 6.70 (d, J =8.4Hz, 1H), 5.91 (s, 2H), 4.06 (s, 2H), 3.36
(t, J =16.8Hz, 2H), 3.00 (t, J =0.8Hz, 2H) -

893820 111 H > H 164 H(EEHHRASE)
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g e 151
1-BR N A -7-(1-((2,4- 2 B £ -6- £ B W g -5- A ) B &) Ig] Ik Ik
-5-55)-6-7 -8-H | A -4l H A -1,4- 2 G -3 R

NH,

NT N
A 7

'H NMR (DMSO-ds, 400 MHz) & : 14.78 (s, 1H, NH,),

12.26 (S, 1H,-COOH), 8.79 (s, 1H), 7.86 (d, J =9.2Hz, 1H),
7.66 (s, 2H, -NH,), 7.63 (S, 1H, NH»), 7.24 (s, 2H), 6.90 (d,
J =8.8Hz, 1H), 4.26 (s, 2H), 4.24-4.18 (m, 1H), 3.42 (s, 3H
OCHs3), 3.27 (t, J =0.4Hz, 2H), 2.95 (t, J =0.4Hz, 2H), 2.33
(q, J =0.4Hz, 2H), 1.88 (t, J =15.2Hz, 3H), 1.03-0.89 (d, J
=2.0Hz, 4H) -

g hE B 152

L8 DY B -7-(1-((2,4- 2 fB 2 W 0% -5- 25 ) B 2 ) 18] 0 Off - 5
L -S-H AR 1A SR R

NH, HCI

[oR )

HANTNT e

'H NMR (DMSO-ds, 400 MHz) & : 12.20 (s, 1H
-COOH), 8.91 (s, 1H), 8.43 (s, 1H), 7.96 (d, J =7.2Hz, 1H),

7.92 (s, 2H, NH,), 7.78 (s, 2H, -NH»), 7.37 (s, 1H), 7.13 (s,

893820 E 112 5 - H 164 H(EEHHRASE)
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1H), 6.79 (d, J =8.4Hz, 1H), 4.36-4.34 (m, 1H), 4.07 (s, 2H),
3.71 (s, 3H,-CH3), 3.35 (t, J =0.4Hz, 2H), 3.00 (t, J =0.8Hz,
2H), 1.24 (d, J =6.4Hz, 2H), 1.03 (d, J =8.4Hz, 2H) ~

g e 153
(S)-10-(1-((2,4-_ fig & -6- &
E)-9-7 -3-H A -7l & A -2
ij]0E Uk -6- FH %

B UE -5- %) BB ) 05] % Ok -5 -
3- &, -7TH-[1,41M o} 3£ [2,3,4-

'H NMR (DMSO-ds, 400 MHz) 8 : 15.01 (s, 1H
-COOH), 9.06 (s, 1H), 7.70 (d, J =9.6Hz, 1H), 7.21 (s, 1H),
7.18 (s, 2H, NH»), 7.17 (s, 1H), 7.10 (s, 2H, -NH»), 6.84 (d,
J =8.8Hz, 1H), 4.97 (d, J =6.4Hz, 1H), 4.52 (d, J =10.4Hz,
2H), 4.30 (d, J =6.4Hz, 2H), 4.11 (s, 2H), 3.23 (t, J =0.4Hz,
2H), 2.91 (t, J =16.0Hz, 2H), 1.46 (d, J =6.8Hz, 3H), 1.26
(t, J =0.4Hz, 3H) -

H hiE 154
8-F -1-3 N A -7-(1-((2,4- = P B v UE -5-5 ) A ) 5] I Uk -
S-E)-6-m -4-l | E-1,4- 2 F Uk -3- B Bz B0 BR ER

4

893820 113 H - £ 164 H(EEHHRASE)
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F 0
HCl
L 0 O )
NN c N
HZN)\N/ HCl 4
'H NMR (DMSO-ds, 400 MHz) & : 11.98 (s, 1H
-COOH), 8.92 (s, 1H), 8.08 (d, J =8.4Hz, 1H), 7.77 (s, 1H),
7.28 (s, 1H), 7.30 (s, 2H, NH,), 7.16 (s, 2H, -NH,), 7.04 (s,
1H), 6.78 (d, J =8.0Hz, 1H), 4.40-4.20 (m, 1H), 4.09 (s, 2H),

3.38 (t, J =0.4Hz, 2H), 3.02 (t, J =1.2Hz, 2H), 1.24 (d, J
=4.0Hz, 2H), 1.16 (d, J =14.4Hz, 2H) -

i 155
S 2 T B - T Y -T-(1-((2,4- 7 B B 0 UE -5- ) B ) 1)

U O -5 - 55 )-6- 7, -8- B 28 2K -4 4R - 1.4~ L 0 T -3-H R
=

'H NMR (DMSO-ds, 400 MHz) & : 12.20 (s, 1H
-COOH), 10.09 (s, 1H, -NH), 8.78 (d, J =7.6Hz, 1H), 8.42
(s, 1H), 7.78 (s, 2H), 7.39 (s, 2H, -NH»), 7.13 (S, 2H, NH,),
6.80 (d, J =8.0Hz, 1H), 4.22 (s, 3H, -OCH3), 4.02 (s, 2H),
3.51-3.38 (m, 1H), 3.03 (t, J =0.4Hz, 2H), 2.67 (t, J =0.4Hz,

893820 114 5 > H 164 H(EEHHRASE)
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2H), 2.11 (s, 3H), 1.04, 1.01 (q, J =4.4Hz, 4H) -

-(1-((2,4- 2 B 5w 0E -5- 5 ) B ) Ig] IBF Ik
-5-55)-6-7 -8-H | A -4l H A -1,4- 2 G -3 R

'H NMR (DMSO-ds, 400 MHz) § : 14.68 (s, 1H
-COOH), 8.64 (s, 1H), 7.73 (s, 1H), 7.6 (s (br), 2H, -NH»),
7.29-7.19 (m, 5H), 6.78 (d, J =8.4Hz, 1H), 4.12-4.09 (m,
1H), 4.07 (s, 2H), 3.38-3.33 (m, 5H), 3.00 (t, 2H, J = 8 Hz),
1.04, 1.01 (m,4H) -

BB 157
1B Y B -7-(1-((2,4- B B 0 0E -5 ) B 2K ) 08) Wk Itk -5 5L ) -
8-H & A -4-fl & & 14_ﬁﬂ7““ﬂ<3ﬁ3§“§ﬁﬁﬁ

'H NMR (DMSO-ds, 400 MHz) § © 12.36 (s(pr), 1H,
-COOH), 8.82 (s, 1H), 8.42 (s, 1H), 7.72-7.71 (m, 1H), 7.65-
7.21 (m, 6H), 6.79 (d, J = 8.0 Hz, 1H), 4.28-4.23 (m, 1H),
4.10 (s, 2H), 3.40-3.35 (m, 5H), 3.05-3.01 (t, 2H, J = 3.2

893820 %5115 H - £ 164 H(EEHHRAE)
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Hz), 1.23-1.18 (m, 4H) -

H hiE 1158
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " -4-HIF A -1,4- " G EW-3-FH B £ P

NH
: )
HZN/NICI,\Ij/\N O F 4N

'H NMR (DMSO-ds, 400 MHz) & : 8.83 (s, 1H), 7.80 (d,

J =9.6Hz, 1H), 7.68 (s, 1H), 7.22 (s, 1H), 7.19 (s, 4H, -NH»),
6.79 (d, J =8.0Hz, 2H), 4.25-4.20 (q, J = 0.4Hz, 2H), 4.22-
4.04 (m, 1H), 4.04 (s, 2H), 3.31 (t, J = 0.4Hz, 2H), 2.97 (t,
J = 0.4Hz, 2H), 1.27 (t, J = 0.4Hz, 3H), 1.16 (s, 2H), 1.18
(d, J =6.0 Hz, 2H) -

H i 159
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- G -4-fl A - 1,4-Z F 0 -3-H B 2 B HE
HCl F. 0 o
O
XN O SN

N
A F
HN™ N HCI 4

'H NMR (DMSO-ds, 400 MHz) & : 12.21 (s, 2H, HC1),

8.71 (s, 1H), 8.53 (d, J =8.8Hz, 1H), 7.82 (s, 2H), 7.56 (s,
4H, -NH»,), 7.19 (s, 2H), 6.77 (d, J =8.0Hz, 1H), 4.27-4.21

893820 25116 H - H 164 H(EEHHRASE)
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(q, J =7.2 Hz, 2H), 4.01 (s, 2H), 3.77-3.72 (m, 1H), 3.46-
3.37 (m, 2H), 3.06-2.99 (m, 2H), 1.29 (t, J =7.2 Hz, 3H),
1.16-1.12 (m, 2H), 1.10-1.08 (m, 2H) o

# Hi {7 160
L8 P9 2 -7-(1-((2,4- 2 [ B W5 0% -5- 26 ) HH K ) 18] O 0ff -5 - 25 ) -
6,8 fA, -4~ S K- 1,4- FUE W -3-F B B

HClI F. o]
e
F

NH,
N™ X N
A~
HCI

'H NMR (DMSO-ds, 400 MHz) & © 12.23 (s(br), 1H,

OH

-COOH), 8.77 (s, 1H), 8.42 (s, 1H), 7.98-7.96 (m, 1H), 7.77-
7.70 (m, 4H), 7.27-7.22 (m, 2H), 6.79 (d, J = 8.0 Hz, 1H),
4.18-4.16 (m, 1H), 4.11 (s, 2H), 3.42 (t, J = 8 Hz, 2H), 3.03
(t, 2H, J = 8 Hz), 1.26-1.15 (m,4H) -

B 5 161
(S)-10-(1-((2,4- = [ 5 U5 Ug -5- 3 ) B & ) I8] Wk Off -5~ )-3- 2,
H-9-4 -7- ) S K -2,3- 7 -TH-[1,4102 0 9 [2,3,4-1j 0% 1ff -
6- F s — HE B

893820 B 117 H > H 164 H(EEHHRASE)
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'H NMR (DMSO-ds, 400 MHz) & © 12.15 (s(br), 1H,
-COOH), 9.04 (s, 1H), 8.42 (s, 1H), 7.75-7.67 (m, 5H), 7.21-
7.16 (m, 2H), 6.74 (d, J = 8.0 Hz, 1H), 4.80-4.76 (m, 1H),
4.67 (d, J = 10 Hz, 1H), 4.40 (d, J = 10 Hz, 1H), 4.06 (s,
2H), 3.35 (t, 2H, J = 8 Hz), 2.98 (t, 2H, J = 8 Hz), 1.88-1.72
(m,2H), 0.93 (t, ] = 8 Hz, 3H) -

" 5t B 162

T-(1-((2,4- 2 J 55 VG U -5- 25 ) B 26 ) 3] 0% O -5 25 ) - 6- 4, - 1- (4-
S )-8 G -4 4R L - 1,4 G O -3 R

'H NMR (DMSO-ds, 400 MHz) & : 12.15 (s(br), 1H,
-COOH), 8.48 (s, 1H), 8.38 (s, 1H), 7.97 (d, J = 9 Hz, 1H),
7.77-7.58 (m, 6H), 7.41-7.37(m, 2H), 7.13-7.09 (m, 2H),
6.74 (d, J = 8.0 Hz, 1H), 3.36-3.31 (m, 2H), 2.97 (t, 2H, J =
8 Hz), 2.69 (s, 3H) -

B 51 163
(R)-10-(1-((2,4- 2 fF 5 05 UF -5- 55 ) B 6 )08 I Off - 5- 5 )-9- 45 -

3-H B -7- &/ A -2,3-2 & -TH-[1,4]175 O 3§ [2,3,4-1j] 2 U -
6- H %
893820 118 H - 3 164 H(ZIHRAE)

110140775 FEHESE A0202 1113111532-0
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NH,

"f/SAN
HZN/k Z

N

'H NMR (DMSO-ds, 400 MHz) & : 11.59 (s, 1H,
-COOH), 9.08(s, 1H), 7.99 (s, 1H), 7.88-7.85 (m, 1H), 7.34-
7.32 (m, 2H), 6.87 (d, J = 8.0 Hz, 1H), 4.84-4.81(m, 1H),
4.53-4.50 (m, 2H), 4.20-4.18 (m, 2H), 3.36-3.34 (m, 2H),
3.09-3.03 (m, 2H), 1.66 (d, J = 6 Hz, 3H) -

" hi 164

(S)-10-(1-((2,4- — J& A m mg -5- 5 ) H B )] Bk 0k -5- 55 )-9- % -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -
6- H %

'H NMR (DMSO-ds, 400 MHz) & : 15.08 (s(bry, 1H,
-COOH), 9.05(s, 1H), 7.70-7.67 (m, 2H), 7.20-7.16 (m, 2H),
6.78 (d, J = 8.0 Hz, 1H), 6.15 (s(or), 2H), 5.87 (s(or), 2H),
4.98-4.95 (m, 1H), 4.53-4.50 (m, 1H), 4.40-4.37 (m, 1H),
4.02 (s, 2H), 3.28-3.24 (m, 2H), 2.95-2.89 (m, 2H), 1.48 (d,
J = 6.4 Hz, 3H) -

H hE B 165

893820 119 H - H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0



202233601

8- (1-((2.4- - g 25 W U -5 ) Y 25 )08 W) Off -5- 25 )-4- fA 45, 2% -

1,4- 77 o B 0 -3-HH iR

v o

o)
N N

fj/\ HN =

H2N/kN o
HO

'H NMR (DMSO-ds, 400 MHz) & © 15.31 (s(br), 1H,

-COOH), 12.07 (s, 2H), 8.31-8.28 (m, 1H), 8.10-7.61 (m,

5SH), 7.26-7.19 (m, 3H), 6.85 (d, J = 8.0 Hz, 1H), 4.15 (s,
2H), 3.42-3.38 (m, 2H), 3.06-3.02 (m, 2H) -

H hi 166
6-(1-((2,4- = Bz £ mg UE -5-Fk ) B & )mg] Ik Upf -5-Fk )-1- 2 B -4-
(A | B -1,4- 2 Uk -3-HH iR

0]
OH

0
N
NH
: e
/r\i/,\?/\N O 7

'H NMR (DMSO-ds, 400 MHZ) 0 15.36 (S(br), 1H,

HoN

-COOH), 12.07 (s, 2H), 9.09 (s, 1H), 8.49 (s, 1H), 8.42-
8.40 (m, 1H), 8.23-8.22 (m, 1H), 8.08-7.31 (m, 5H), 6.79 (d,
J =8 Hz, 1H), 4.64 (q, J = 6.8 Hz, 2H), 4.07 (s, 2H), 3.36-
3.32 (m, 2H), 3.04-2.99 (m, 2H), 1.45 (t, J = 6.8 Hz, 3H) -

B hE B 167

893820 25120 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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1-32 PN 2 -7-(1-((2,4- 2 Bz 2w 0E -5- 5 ) B BL ) 5] 1Bk I -5- 5 )-
6-8 -4- A | B -1,4- & B Uk -3- R

NH,

o

H,NT N

'HNMR (DMSO-dg): 14.98 (s, 1H), 8.75 (s, 1H), 8.26
(d, J =6.8 Hz, 1H), 8.05 (d, J = 10.8 Hz, 1H), 7.95 (s, 1H),
7.68 (s, 1H), 7.45 (s, 1H), 6.83 (d, J = 8.4 Hz, 2H), 6.19 (s,
2H), 5.89 (s, 2H), 4.06 (s, 2H), 3.96 (m, 1H), 2.98 (m, 2H),
1.32 (m, 2H), 1.25 (m, 2H) -

H h 168
-GN A B A )-7-(1-((2,4- 2 f7 A g 0E -5-4 ) B A ) 5] IBF T -
E)-4-f s E 1,42 R -3 - R

OH

/ZW

NH
o)
Begey

'HNMR (CD;0OD + HC1) : 9.42 (s, 1H), 8.63 (d, J = 8.05
Hz, 1H), 8.37 (s, 1H), 8.17 (d, J = 9.2 Hz, 1H), 7.87-7.8 (m,
3H), 7.08 (d, J = 8.4 Hz, 1H), 4.74 (d, J = 7.2 Hz, 2H), 4.37
(s, 2H), 3.66 (m, 2H), 3.29 (m, 2H), 1.57 (m, 1H), 0.85-
0.8(m, 2H), 0.69-0.60(m, 2H) -

893820 E121 5 > H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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g 4169
1-38 P9 B -7-(1-((2,4- — B B W8 0E -5- 55 ) B OEL )y 08] 1 Off -5- 55 )-
6-9 -4-l | A -1,4- & -1,8-IR0E -3-FH L B 2,2,2-= 5 L B%

NH,
N/,ﬁ/\N
A
>N N

'"HNMR (DMSO-dg) © 14.7 (s, 1H), 12.35 (s, 1H), 8.8 (s,

2CF,;COOH

1H), 8.57 (d, J = 3.5 Hz,1H), 8.2-8.0 (m, 2H), 7.9-7.7 (m,
3H), 6.78 (d, J = 2.8 Hz, 1H), 4.1 (s, 2H), 3.96 (m, 1H),
3.54-3.49 (m, 2H), 3.1-3.0 (m, 2H), 1.24-1.1 (m, 4H) -

" i 61170

1-F2 P9 BL -7-(1-((2,4- — B £L w8 U -5- KL ) EL ) IB| Ik Off -5- & )-
6-G -8-FH EEHE -4-HEH-1,4- _FEWM-3-HELE22,2-= &
Z %

>

NH, o
N™ X N
P
H,NT N 2CF;COOH

'"HNMR (DMSO-dg) : 14.8 (s, 1H), 11.95 (s, 1H), 8.79
(s, 1H), 8.55 (s, 1H), 7.92 (d, J = 9.6 Hz, 1H), 7.73-7.22 (m,
4H), 6.8 (d, J = 8.0 Hz, 1H), 4.28 (s, 2H), 4.16 (s, 2H), 3.4

893820 55122 H - H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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(s, 3H), 3.04-3.0 (m, 2H), 1.26- 1.11 (m, 4H) -

171
T-(1-((2,4- 2 i B g g -5- ) BL ) Ig] Ik Off -5- 86 )-1-(2,4- =

=

H

AR )-6-7 -4- R A - 1,4 Uk -3 - B R

N

HoN

'"HNMR (DMSO-ds) : 14.6 (s, 1H), 8.96 (s, 1H), 8.16 (d,
J =10.4 Hz, 1H), 8.0-7.96 (m, 1H), 7.76-7.71 (m, 1H), 7.64

(s, 1H), 7.46-7.04 (m, 3H), 6.97-6.7(m, 3H), 4.04 (s, 2H),
2.95 (t, J = 8 Hz, 2H) -

o i 1 172
10-(1-((2,4 -~ ji B 05 0E -5~ ) T B )05 W Off -5- 25 )-9- 48, - 7 -
G -2,3- T & -TH-[1,41 05 W 3 [2,3,4-0)] 18 U -6- B

2a2a2_5 %\4 ZJ Eg

]

2CF3COOH

'"HNMR (DMSO-dg) : 15.11 (s, 1H), 11.86 (s, 1H), 8.97
(s, 1H), 8.4 (s, 1H), 7.72-7.52 (m, 5H), 7.2-7.12 (m, 2H),

893820 25123 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0



202233601

6.73 (d, J = 8.0 Hz, 1H), 4.58-4.55 (m, 4H), 4.07 (s, 2H),
3.01-.2.94 (m, 2H) -

g he B 173

1-32 N BE-7-(1-((2,4- 7 B -6- £ B wg Ug -5-F ) B B ) 05] B Ik
S5-EE)-6-% -4- B E K -1,4- T F T -3-H i

N
e O
N™™ N O
|
LXD

'HNMR (DMSO-ds) : 14.99 (s, 1H), 8.76 (s, 1H), 8.26

OH

(d, J =6.8 Hz, 1H), 8.07 (d, J = 10.8 Hz, 1H), 7.47-7.45 (m,
2H), 6.88 (d, J = 8.0 Hz, 1H), 4.13 (s, 2H), 3.96(m, 1H),
3.29-3.25 (m, 2H), 2.97-2.93 (m, 2H), 1.33-1.24(m, 4H),
1.12(t, J = 7.2 Hz, 3H) o

B -3,5- @ M mE -2-E)-7-(1-((2,4- 2 fig Ak mE BE -5

il
EL) B ) g] W ORR -5 - ) -4 S A - 1,42 U -3 - B R
F

—

H2N\/

eacaa

'"HNMR (DMSO-dg) : 14.94 (s, 1H), 9.04 (s, 1H), 8.4 (d,

F
OH

893820 55124 H > H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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J =8 Hz,1H), 8.07 (t, J = 9.2 Hz,1H), 7.92 (d, J = 9.6 Hz,
1H), 7.80 (s,1H), 7.71-7.38 (m, 2H), 7.28-7.05 (m, 1H),
6.98-6.68 (m, SH), 4.03(s,2H), 2.97 (t, J = 8.2 Hz,1H) -

B -3,5- @ M mE -2-E)-7-(1-((2,4- 2 fig Ak mE BE -5

'"HNMR (DMSO-ds) : 14.58 (s, 1H), 9.03 (s, 1H), 8.14-
8.03 (m, 2H), 7.66 (s, 1H), 7.36-7.24 (m, 3H), 6.87(s, 2H),

6.72 (d, J = 8.4 Hz, 1H), 4.05 (s, 2H), 2.97 (t, J = 7.6 Hz,
2H) o

H i p 176
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

5a6a8_5{§\4 _4_{E\U/§h%_la4_:§ l:[EIZE:‘:‘( H$$_3_Eﬁ Eg

A o

NH,
NN

'"HNMR (DMSO-ds) : 14.69 (s, 1H), 8.73 (s, 1H), 7.72-

893820 25125 H - H 164 H(EEHHRAAE)
110140775 FERLE A0202 1113111532-0



202233601

7.64 (m, 1H), 7.26-7.2 (m, 2H), 6.83-6.36 (m, 5SH), 4.15-4.06
(m, 1H), 4.0 (s, 2H), 3.07-2.97(m, 2H), 1.28-1.08(m, 4H) -

g e #1177
5-((5-(6,7- " &, -2- B Bk 1 U - 8- Bk ) ngf I Opf - 1 - ) BF B ) g g -
2,4- " 7

F
NS N
A No /
H.N"T N N

'"HNMR (DMSO-d¢) : 8.43 (d, J = 8.4 Hz, 1H), 7.75-7.7

(m, 2H), 7.58 (d, J = 8.4 Hz, 1H), 7.43 (m,2H), 6.78 (d, J

8.4 Hz, 1H), 6.15 (m,2H), 5.86 (s,2H), 4.02(s,2H), 3.24 (t, J
= 8.4 Hz, 1H), 2.94 (d, J = 8.0Hz, 1H), 2.67 (s, 3H) o

B 5 1 178
138 P9 BE -7-((1-((2,4- - B 5 0 0F -5- 25 ) B 25 ) 18 I Off -5- )

B £ )-6-7 -4-fl & A -1,4- 2 G 0 -3- R

'HNMR (DMSO-ds) : 15.56 (s, 1H), 8.81 (s, 1H), 8.56
(s, 1H), 7.87 (d, J =11.6 Hz, 1H), 7.68 (s, 1H), 7.57 (d, J =

8.0 Hz, 1H), 7.16 (s, 1H), 7.08 (d, J = 8.4 Hz, 1H), 6.77(d,

893820 25126 H - H 164 H(GEHHRAE)
110140775 FERLE A0202 1113111532-0
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J = 8.4 Hz, 1H), 6.15 (s, 2H), 5.85(m, 2H), 3.95(s, 2H),
3.6(m, 1H), 2.91 (t, J = 8.Hz, 1H), 1.15-1.07 (m,4H) -

H M H 179
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- " @ -4-l | A -1,4- g B -3-H B (b & Y bR B

'H NMR (DMSO-ds, 400 MHz) § : 11.67 (s, 1H,
_COOH), 8.77 (s, 1H), 7.98 (d, J =8.0Hz, 1H), 7.70 (s, 2H),
7.55 (s, 2H, NH»), 7.27 (s, 1H), 7.25 (s, 2H, -NH>), 6.78 (d,
J =8.4Hz, 1H), 4.16 (m, 1H), 4.10 (s, 2H), 3.40 (t, J =8.0Hz,
2H), 3.03 (t, J =8.0Hz, 2H), 1.25 (d, J =12.0Hz, 2H), 1.18
(t, J =12.0Hz, 2H) -

B 5 9] 180

L-B8 PG B -7~ (1-((2,4- 2 B 4 085 0 -5 ) B 6 ) 03] O O -5 )-
6,8 7. -4~} i K- 1,4- = G W U -3 B (L £ 9 B12,3- = 5T
ET B

893820 55127 H - H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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R 0
. o
NN O OH
A))A ¢§oN
H,NT N 4
OH O
HO
OH
O OH

'H NMR (DMSO-ds, 400 MHz) & : 14.62 (s, 1H,
-COOH), 8.77 (s, 1H), 7.98 (d, J =9.2Hz, 1H), 7.70 (s, 1H),
7.18 (s, 2H, NH»), 7.14 (s, 2H, -NH»), 6.87 (s, 2H), 6.80 (d,
J =8.0Hz, 1H), 4.24 (s, 2H), 4.16 (m, 1H), 4.08 (s, 2H), 3.35
(t, J =8.0Hz, 2H), 3.20 (s, 2H, -OH), 3.00 (t, J =8.8Hz, 2H),
1.24 (d, J =9.2Hz, 2H), 1.17 (d, J =6.4Hz, 2H) °

H i 1181
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-
HH

6,8- @ -4-fl | E-1.4- g EIM-3-HELasWi LBk

NH P
S $
H NJT\JDAN O F
e 4
oA

'H NMR (DMSO-ds, 400 MHz) & : 14.60 (s, 1H,

-COOH), 11.86 (s, 1H, -COOH), 8.77 (s, 1H), 7.97 (d, J
=8.0Hz, 1H), 7.96 (s, 1H), 7.70 (s, 2H, NH»), 7.35 (s, 2H),
7.25 (s, 2H, -NH»), 6.80 (d, J =7.2Hz, 1H), 4.17-4.16 (m,
1H), 4.08 (s, 2H), 3.38 (t, J =8.4Hz, 2H), 3.00 (t, J =8.0Hz,

2H), 2.32 (s, 1H), 1.91 (s, 2H), 1.19 (d, J =6.8Hz, 2H ), 1.15

893820 25128 H - £ 164 H(EEHHRAAE)
110140775 FERLE A0202 1113111532-0
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(d, J =7.6Hz, 2H) -

B i ] 182
L-B8 PG B -7~ (1-((2,4- 2 B 4 085 0 -5 ) B 6 ) 03] O O -5 )-
6.8~ 9, -4 4 - 1,4 45 0 U -3- H % (k£ 9 B 2- 0 AL

\J:;_-E _1a2a3'5 ;& Eg

'H NMR (DMSO-ds, 400 MHz) & © 14.60 (s, 1H,
-COOH), 8.77 (s, 1H), 7.98 (d, J =8.0Hz, 1H), 7.96 (s, 1H),
7.70 (s, 1H), 7.36 (s, 1H), 7.26 (s, 2H, NH,), 7.22 (s, 2H,
NH,), 6.80 (d, J =8.4Hz, 1H), 4.17-4.16 (m, 1H), 4.08 (s,
2H), 3.64 (s, 4H), 3.09 (t, J =7.2Hz, 2H), 3.02 (s, 1H, -OH),
3.00 (t, J =8.0Hz, 2H), 1.23 (s, 2H), 1.18 (d, J =5.2Hz,
2H) -

H i 51 183
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-
YA

6,8- @ -4-fl A E-1.4- g EM-3-HELeWHET &

893820 25129 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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HoN

'H NMR (DMSO-ds, 400 MHz) & : 14.61 (s, 1H,
-COOH), 8.77 (s, 1H), 7.98 (d, J =8.0Hz, 1H), 7.70 (s, 1H),
7.22 (s, 2H), 7.09 (s, 2H, NH,), 6.81 (d, J =8.0Hz, 1H), 6.62
(s, 2H, -NH,), 4.18-4.16 (m, 1H), 4.07 (s, 2H), 3.32 (t, J

=8.0Hz, 2H), 2.98 (t, J =8.0Hz, 2H), 2.67 (t, J =2.0Hz, 4H),
1.39 (d, J =5.6Hz, 2H ), 1.37 (s, 2H) -

5 i 5 184

1-38 P & -7-(1-((2,4- Z B &L mg 0F -5- 2 ) B L) I5) Wk Ok - 5- 5 ) -
6,8- @ -4-f| EE-1,4-  EEW-3-HEE2,2°2"- 5 E=(2
-1-F%)

54
”,JﬁAN ()
e 4 L

'H NMR (DMSO-ds, 400 MHz) & : 14.60 (s, 1H,
-COOH), 8.77 (s, 1H), 7.97 (d, J =9.6Hz, 1H), 7.76 (s, 1H),
7.22 (s, 2H), 6.83 (d, J =8.8Hz, 1H), 6.29 (s, 2H, -NH»),

5.17 (s, 2H, -NH»,), 4.61 (s, 3H, -OH), 4.17-4.19 (m ,1H),

4.05 (s, 2H), 3.55 (d, J =5.6Hz, 6H), 3.28 (t, J =8.4Hz, 2H),

893820 25130 H - 3 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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2.98 (t, J =8.4Hz, 2H), 2.52 (d, J =5.2Hz, 6H), 1.21 (d, J
=7.6Hz, 2H), 1.18 (d, J =6.8Hz, 2H) -

H hiE #1185
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- g -4-I & A -1,4- & B -3-F R B

R 0
e O
e
L) 6o
s J
2
H,N~ N

4

'H NMR (DMSO-ds, 400 MHz) & : 8.59 (s, 1H), 7.69 (s,
2H), 7.96 (s, 1H), 7.17 (d, J =7.2Hz, 1H), 6.81 (d, J =8.8Hz,
1H), 6.16 (s, 2H, -NH,), 5.88 (s, 2H, NH,), 4.03 (s, 2H),

3.99-3.95 (m, 1H), 3.27 (t, J =8.0Hz, 2H), 2.93 (t, J =8.0Hz,
2H), 1.11 (d, J =5.2Hz, 2H), 1.05 (s, 2H) »

H hi 51186
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " g -4- A = A -1,4- & Mk -3- R g

NH, O
Benslhy

'H NMR (DMSO-ds, 400 MHz) 8 : 8.78 (s, 1H), 8.32 (s,

1H), 8.27 (s, 1H), 7.69 (s, 1H), 7.18 (d, J =10.4Hz, 1H), 6.81

893820 25131 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0



202233601

(d, J =8.4Hz, 1H), 6.15 (s, 2H, -NH»), 5.86 (s, 2H, NH»),
4.02 (s, 2H), 3.99 (m, 1H), 3.25 (d, J =8.0Hz, 2H), 3.11 (d,
J =9.2Hz, 2H), 1.06 (d, J =7.6Hz, 2H), 1.03 (s, 2H) -

 hiE 1187
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " g -4-I & A -1,4- & B -3-F BE £5

Nj}
HZN/Q\N )

NH,
'H NMR (DMSO-ds, 400 MHz) § : 8.81 (s, 1H), 7.93 (d,
J =4.8Hz, 1H), 7.90 (s, 1H), 7.21 (s, 2H), 6.82 (d, J =8.8Hz,

IH), 6.17 (s, 2H, -NH»), 5.88 (s, 2H, NH»>), 4.15-4.10 (m,

1H), 4.04 (s, 2H), 3.05 (d, J =6.0Hz, 2H), 2.95 (d, J =5.2Hz,
2H), 1.18 (s, 4H) ~

H hiE 51188
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " -4-HIF A -1,4- " G EW-3-FH B £ P

F 0

NH
NI/SZ/\N O SN
HZN)\N/ " 4

893820 25132 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) & : 8.83 (s, 1H), 7.80 (d,
J=9.6Hz, 1H), 7.68 (s, 1H), 7.22 (s, 1H), 7.19 (s, 4H, -NH»),
6.79 (d, J =8.0Hz, 2H), 4.25-4.20 (q, J =7.2Hz, 2H), 4.22-
4.04 (m, 1H), 4.04 (s, 2H), 3.31 (t, J =8.0Hz, 2H), 2.97 (t,
J =8.0Hz, 2H), 1.29 (t, J =7.2Hz, 3H), 1.16 (s, 2H), 1.18 (d,
J =6.0Hz, 2H) -

H i 51 189
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- g -4-HI & A -1,4- F W -3-F B B g

e aY
HzN)l\N/ ] AN

'H NMR (DMSO-ds, 400 MHz) & : 8.52 (s, 1H), 7.78 (d,

J =8.8Hz, 1H), 7.69 (s, 1H), 7.19 (s, 2H), 6.81 (d, J =8.4Hz,
1H), 6.16 (s, 2H, -NH»,), 5.93 (s, 2H, -NH»), 4.03 (s, 2H),
4.00-3.86 (m, 1H), 3.76 (s, 3H), 3.28 (t, J =8.4Hz, 2H), 2.96
(t, J =8.0Hz, 2H), 1.17 (s, 2H), 1.10 (d, J =6.8Hz, 2H) -

H i 51 190
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- " @m -4-HlmE-1,4- "G EIMN-3-HEER T fi5

893820 25 133 H - 3 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0



202233601

NH, O
Beaslhy

'H NMR (DMSO-dgs, 400 MHz) & : 8.52 (s, 1H), 7.81 (d,

J =9.6Hz, 1H), 7.70 (s, 1H), 7.20 (s, 2H), 6.81 (d, J =8.4Hz,
IH), 6.62 (s, 2H, -NH,), 6.30 (s, 2H, -NH»), 4.14 (s, 2H),
4.05 (s, 1H), 3.99 (d, J =6.4Hz, 2H), 3.32 (t, J =8.0Hz, 2H),
2.98 (t, J =8.0Hz, 2H), 2.02-1.94 (m, 1H), 1.12 (d, J =6.8Hz,
4H), 0.98 (d, J =6.8Hz, 6H) -

5 1 191
L-F8 P B -7-(1-((2,4- 2 B A5 087 0 -5 ) B A5 ) 03] Uk Off -5 55 )-
6,8 fA -4- Ml S K -1, 4-Z E OB -3 ER LB T B 6

0]

'H NMR (DMSO-ds, 400 MHz) 8 : 8.52 (s, 1H), 7.80 (d,
J =9.2Hz, 1H), 7.79 (s, 1H), 7.25 (s, 2H), 6.81 (d, J =8.0Hz,
1H), 6.53 (s, 2H, -NH»), 6.24 (s, 2H, -NH»), 4.28-4.23 (q, J
=7.6Hz, 2H), 4.05 (s, 2H), 4.01-3.91 (m, 1H), 3.30 (t, J
=8.0Hz, 2H), 3.19 (t, J =8.0Hz, 2H), 2.33 (s, 4H), 1.29 (t, J
=7.2 Hz, 3H), 1.16 (s, 2H), 1.11 (d, J =6.4Hz, 2H) -

893820 25134 H - H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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" i B 192

1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-
6,8- & -4-l | E-1,4- " FEUW-3-H I L B2- 5 AW k-
1,2,3-=H k&8

g OL
HO

0 © NH,
N)jAN O
A -

OH
HoN

'H NMR (DMSO-ds, 400 MHz) & © 11.44-11.19 (s, 2H,
-COOH, &%), 8.52 (s, 1H), 7.81 (d, J =9.2Hz, 1H), 7.70
(s, 1H), 7.66 (s, 2H), 7.19 (s, 2H, -NH,), 7.04 (s, 2H, -NH,),
6.78 (d, J =8.0Hz, 1H), 4.28-4.23 (q, J =7.2Hz, 2H), 4.07 (s,
2H), 4.00 (m, 1H), 3.35 (t, J =8.0Hz, 2H), 3.12 (s, 1H, -OH),
3.00 (t, J =8.0Hz, 2H), 2.33 (s, 4H), 1.29 (t, J =7.2Hz, 3H),
1.24 (s, 4H) o

H i 51193
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- g -4-Hl = A -1,4- & B W -3-FH B £ Fg b BR

'H NMR (DMSO-ds, 400 MHz) 8 : 11.66 (s, 1H), 8.53

893820 25135 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0



202233601

(s, 1H), 8.42 (s, 1H), 7.82 (d, J =9.6Hz, 1H), 7.75 (s, 2H,
“NH,), 7.71 (s, 2H, -NH,), 7.25 (s, 1H), 7.19 (s, 1H), 6.77
(d, J =8.0Hz, 1H), 4.27-4.22 (q, J =7.2Hz, 2H), 4.09 (s, 2H),
3.99 (s, 1H), 3.39 (t, J =8.0Hz, 2H), 3.02 (t, J =8.8Hz, 2H),
1.29 (t, J =7.2Hz, 3H), 1.17 (s, 2H), 1.12 (d, J =5.6Hz,
2H) -

g hi 194
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " @ -4-Hl | E-1,4- " @B -3-HEE L F5 £ b B B8

'H NMR (DMSO-ds, 400 MHz) 8 : 11.80 (s, 1H, -SO3H),
8.52 (s, 1H), 8.42 (s, 1H), 7.81 (d, J =9.6Hz, 1H), 7.75 (s,
2H, -NH,), 7.65 (s, 2H, -NH,), 7.24 (s, 1H), 7.19 (s, 1H),
6.77 (d, J =8.4Hz, 1H), 4.24-4.20 (q, J =7.2Hz, 2H), 4.09 (s,
2H), 4.00-3.99 (m, 1H), 3.39 (t, J =8.4Hz, 2H), 3.02 (t, J
=8.4Hz, 2H), 2.42-2.37 (q, J =7.2Hz, 2H), 1.29 (t, J =7.2Hz,
3H), 1.24 (t, J =2.0Hz, 2H), 1.22 (s, 2H), 1.17 (s, 3H) °

H 1195
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

893820 25136 H - I 164 H(GEHHRAE)
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4

6,8- g -4-A | A -1,4- @ B -3-H BE £ Fg W b B BB

'H NMR (DMSO-ds, 400 MHz) § © 11.69 (s, 1H, -SO3H),
8.53 (s, 1H), 8.42 (s, 1H), 7.82 (d, J =9.6Hz, 1H), 7.75 (s,
1H), 7.71 (s, 1H, -NH,), 7.63 (s, 2H, -NH»), 7.24 (s, 1H,
“NH,), 7.21 (d, J =8.4Hz, 1H), 6.77 (d, J =8.0Hz, 1H), 4.27-
4.22 (q, J =6.8Hz, 2H), 4.09 (s, 2H), 4.00-4.00 (m, 1H), 3.37
(t, J =8.4Hz, 2H), 3.02 (t, J =8.0Hz, 2H), 2.31 (s, 3H), 1.29
(t, J =7.2Hz, 3H), 1.12 (d, J =5.6Hz, 2H), 1.09 (d, J =6.8Hz,
2H) -

H 51196
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- " g -4-A] | A -1,4- @ W -3-H BE £ F5 OF b B B8

SOgH
O/ F 0
NH, P
N TN O SERN
P F
HNT N 4

'H NMR (DMSO-ds, 400 MHz) § : 11.69 (s, 1H, -SO5H),

8.53 (s, 1H), 8.42 (s, 1H), 7.82 (d, J =8.8Hz, 1H), 7.75 (s,

1H), 7.70 (s, 1H), 7.40 (s, 4H, -NH»), 7.30 (t, J =2.4Hz, 3H),

893820 25137 H - £ 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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7.24 (s, 1H), 7.20 (d, J =7.2Hz, 1H), 6.77 (d, J =8.0Hz, 1H),
4.27-4.21 (q, J =6.8Hz, 2H), 4.09 (s, 2H), 4.00-3.99 (m, 1H),
3.45 (t, J =7.2Hz, 2H), 3.02 (t, J =8.4Hz, 2H), 1.29 (t, J
=7.2Hz, 3H), 1.12 (d, J =5.2Hz, 2H), 1.07 (d, J =7.2Hz,
2H) -

H B 197
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- " w -4-Al | A -1,4- G W -3-H BE £ Fg4-F AR i fR

5]
JaTL

NH,
N7 N
Mo,

N

'H NMR (DMSO-ds, 400 MHz) § © 11.67 (s, 1H, -SO3H),

H,N

8.53 (s, 1H), 8.42 (s, 1H), 7.82 (d, J =8.4Hz, 1H), 7.75 (s,
2H, -NH»), 7.71 (s, 1H), 7.60 (s, 2H, -NH»), 7.47 (t, J
=8.4Hz, 2H), 7.24 (s, 1H), 7.20 (d, J =8.0Hz, 1H), 7.11 (d,
J =8.0Hz, 1H), 6.77 (d, J =8.0Hz, 1H), 4.27-4.21 (q, J
=6.8Hz, 2H), 4.09 (s, 2H), 4.00-3.99 (m, 1H), 3.39 (t, J
=8.4Hz, 2H), 3.02 (t, J =8.4Hz, 2H), 2.29 (s, 3H), 1.29 (t, J
=7.2Hz, 3H), 1.17 (s, 2H), 1.12 (d, J =5.6Hz, 2H) °

" hE B 198

893820 25138 H - £ 164 H(GEHHRAE)
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1-F8 N BL -7-(1-((2,4- " B EL v 0g -5 L ) HH EL ) ma) I Opf -5- KL )-
6,8- " G5 -4- i E-1,4- " F OB -3-H B 2 B 2R -1,5- b
i

'H NMR (DMSO-ds, 400 MHz) 8 : 11.67 (s, 1H, -SO3H),
8.86 (d, J =8.4Hz, 1H), 8.52 (s, 1H), 8.42 (s, 1H), 7.93 (d,
J =0.8Hz, 2H), 7.92 (s, 1H), 7.81 (d, J =8.4Hz, 1H), 7.75 (s,
2H, -NH»), 7.71 (s, 2H, -NH»), 7.40 (t, J =7.2Hz, 2H), 7.21
(s, 1H), 7.18 (d, J =8.0Hz, 1H), 6.77 (d, J =8.4Hz, 1H), 4.27-
4.21 (q,J =7.2Hz, 2H), 4.08 (s, 2H), 4.01-3.99 (m, 1H), 3.38
(t, J =8.4Hz, 2H), 3.02 (t, J =8.4Hz, 2H), 1.29 (t, J =7.2Hz,
3H), 1.17 (s, 2H), 1.12 (t, J =5.2Hz, 2H) ~

B i 1199
3B P9 B -7-(1-((2,4- B B 05 0 -5- 25 ) 26 ) U5) Wk bk - 5- 2 ) -
6,8- " f -4- (] K- 1,4- 7 & U -3- G R G 6

HCl F

O

NH,
M
N

'H NMR (DMSO-ds, 400 MHz) & : 14.60 (s, 1H),

12.03 (swn, 1H, -COOH), 8.77 (s, 1H), 8.42 (s, 1H), 7.98-

893820 25139 H - 3 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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7.96 (m, 1H), 7.77-7.70 (m, 4H), 7.27-7.22 (m, 2H), 6.79 (d,
J =8.0 Hz, 1H), 4.18-4.16 (m, 1H), 4.11 (s, 2H), 3.42 (t, J
= 8 Hz, 2H), 3.03 (t, 2H, J = 8 Hz), 1.26-1.15 (m, 4H) -

i ] 200

[~ 9 B -7 (1-((2,4- B 2% 0 0% -5- 2% ) B 25 ) 03] 1% 0k -5- 25 )-
6,8 - 95, -4- A 4 - 1,4- - 4, VB U -3- BB 2 B 2-FD K 2K -
-5 B

4

'H NMR (DMSO-ds, 400 MHz) 8 : 11.68 (s, 1H, -SO3H),
8.53 (s, 1H), 8.42 (s, 1H), 7.83, 7.80 (dd, J =1.2Hz, 1H),
7.71 (s, 2H, -NH»), 7.25 (s, 2H, -NH»), 7.21 (s, 1H), 7.19 (s,
I1H), 6.77 (d, J =8.4Hz, 1H), 4.27-4.21 (q, J =7.2Hz, 2H),
4.08 (s, 2H), 4.01-3.99 (m, 1H), 3.62 (t, J =6.8Hz, 2H), 3.39
(t, J =8.0Hz, 2H), 3.02 (t, J =8.0Hz, 2H), 2.61 (t, J =6.8Hz,
2H), 1.29 (t, J =7.2Hz, 3H), 1.17 (s, 2H), 1.12 (t, J =5.2Hz,
2H) -

" i 1201
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " & -4-l | A -1.,4- F W -3-H B £ 5 ((1S,4R)-7,7-

893820 25 140 H - £ 164 H(EEHHRAAE)
110140775 FERLE A0202 1113111532-0
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S SN EE 33 IFRRIENESEE ) 1

'"H NMR (DMSO-ds, 400 MHz) 8 : 11.76 (s, 1H, -SO3H),
8.52 (s, 1H), 8.41 (s, 1H), 7.81 (d, J =8.8Hz, 1H), 7.75 (s,
2H, -NH»), 7.71 (s, 2H, -NH»), 7.24 (s, 1H), 7.19 (s, 1H),
6.77 (d, J =8.0Hz, 1H), 4.27-4.23 (q, J =6.8Hz, 2H), 4.09 (s,
2H), 4.09-3.99 (m, 1H), 3.39 (t, J =8.0Hz, 2H), 3.02 (t, J
=8.0Hz, 2H), 2.89 (s, 1H), 2.40 (s, 1H), 2.33 (s, 1H), 2.26
(t, J =3.6Hz, 1H), 2.21 (t, J =3.6Hz, 1H), 1.93 (t, J =4.8Hz,
I1H), 1.92 (s, 1H), 1.88 (s, 1H), 1.31 (s, 4H), 1.11 (s, 2H),
1.04 (d, J =6.8Hz, 2H), 0.99 (s, 3H), 0.75 (s, 3H) -

" HiE 1202
1-32 PN 2 -7-(1-((2,4- 2 Bz 2w 0E -5- 5 ) B BL ) 5] 1Bk I -5- 5 )-
6,8- " -4-fl | A -1,4- G B -3-H B2 L F5(S)-2-58 A& -2-
FNP-aY g

ik

893820 %141 H > H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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NH, O
*ﬁﬂ " 4

'H NMR (DMSO-dgs, 400 MHz) & : 8.52 (s, 1H), 7.81 (d,
J =8.8Hz, 1H), 7.69 (s, 1H), 7.40 (d, J =7.2Hz, 2H), 7.31 (d,
J =7.2Hz, 2H), 7.26 (t, J =7.2Hz, 1H), 7.21 (s, 2H), 6.81 (d,
J =8.0Hz, 1H), 6.41 (s, 2H, -NH»,), 6.23 (s, 2H, -NH,), 4.93
(s, 1H), 4.27-4.21 (q, J =7.2Hz, 2H), 4.09 (s, 2H), 4.04-4.00
(m, 1H), 3.70 (s, 1H, -OH), 3.29 (t, J =8.0Hz, 2H), 3.05 (t,
J =8.0Hz, 2H), 1.29 (t, J =7.2Hz, 3H), 1.12 (t, J =6.4Hz,
2H), 1.08 (d, J =6.0Hz, 2H) -

H i 51203
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

6,8- " @m -4-HlFE-1.4- "G EMR-3-HEE LN K8
o 0

HO OH
NH,
ROWe,
M
H,NT N

'H NMR (DMSO-dgs, 400 MHz) & : 8.52 (s, 1H), 7.81 (d,

J=9.6Hz, 1H), 7.70 (s, 1H), 7.35 (s, 2H, -NH»), 7.19 (s, 2H),
6.98 (s, 2H, -NH»), 6.79 (d, J =8.4Hz, 1H), 4.27-4.21 (q, J

=7.2Hz, 2H), 4.07 (s, 2H), 4.07-3.99 (m, 1H), 3.34 (t, J

893820 25142 5 - H 164 H(EEHHRAASE)
110140775 FERLE A0202 1113111532-0
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=8.0Hz, 2H), 2.99 (t, J =8.0Hz, 2H), 2.91 (s, 2H), 1.29 (t, J
=7.2Hz, 3H), 1.17 (s, 2H), 1.12 (d, J =4.8Hz, 2H) °

 hi 1204

1-32 PN 2 -7-(1-((2,4- 2 Bz 2w 0E -5- 5 ) B BL ) 5] 1Bk I -5- 5 )-

6,8- @ -4-f | E-14- "G EM-3-FRELEE2-KET — &%
O OH

OH
HO/U\/KH/

o) NH,
N7 N
M
H,N” N

'H NMR (DMSO-dgs, 400 MHz) & : 8.52 (s, 1H), 7.81 (d,

J =9.6Hz, 1H), 7.70 (s, 1H), 7.18 (s, 2H, -NH,), 7.08 (s, 2H
-NH»), 6.84 (s, 1H), 6.80 (d, J =8.4Hz, 2H), 4.37 (s, 1H, &
), 4.27-4.21 (q, J =7.2Hz, 2H), 4.11 (d, J =6.4Hz, 1H),
4.08 (s, 2H), 4.05-4.00 (m, 1H), 3.31 (t, J =8.4Hz, 2H), 2.98
(t, J =8.0Hz, 2H), 2.36 (d, J =5.6 Hz, 2H), 1.29 (t, J =6.8Hz,
3H), 1.24 (s, 2H), 1.12(d, J =6.0Hz, 2H) -

 hE #1205
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " @ -4-H R E-1.4- " GBI -3-FHE L L ke-1,2-2

893820 25 143 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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HoN

'"H NMR (DMSO-ds, 400 MHz) 8 : 11.74 (s, 1H, -SO3H),
8.52 (s, 1H), 8.43 (s, 1H), 7.81 (d, J =8.4Hz, 1H), 7.72 (s,
2H, -NH»), 7.64 (s, 2H, -NH»), 7.24 (s, 1H), 7.20 (d, J
=7.6Hz, 1H), 6.77 (d, J =8.4Hz, 1H), 4.27-4.21 (q, J =7.2Hz,
2H), 4.09 (s, 2H), 4.01-3.99 (m, 1H), 3.45 (t, J =7.2Hz, 4H),
3.02 (t, J =8.0Hz, 2H), 2.66 (d, J =7.2Hz, 2H), 1.29 (t, J
=7.2Hz, 3H), 1.25 (s, 2H), 1.12 (d, J =5.6Hz, 2H) °

g B 51206
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-

4

'H NMR (DMSO-ds, 400 MHz) 8 : 11.80 (s, 1H, -SO3H),
8.52 (s, 1H), 8.43 (s, 1H), 8.15 (s, 1H), 7.97 (t, J =3.6Hz,
1H), 7.90 (t, J =3.2Hz, 1H), 7.86 (d, J =8.4Hz, 2H), 7.81 (d,
J=9.2Hz, 1H), 7.76 (s, 1H), 7.72 (s, 2H, -NH»), 7.70 (s, 1H),

7.61 (s, 2H, -NH»,), 7.52-7.50 (q, J =2.8Hz, 1H), 7.24 (s,

893820 %5144 5 > H 164 H(EEHHRASE)
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I1H), 6.77 (d, J =8.4Hz, 1H), 4.27-4.21 (q, J =7.2Hz, 2H),
4.09 (s, 2H), 4.00-3.99 (m, 1H), 3.38 (t, J =8.4Hz, 2H), 3.01
(t, J =8.4Hz, 2H), 1.29 (t, J =7.2Hz, 3H), 1.24 (s, 2H), 1.12
(d, J =5.6Hz, 2H) -

" hi #1207
1-32 PN A& -7-(1-((2,4- 2 B A g 0E -5-5 ) B B ) 5] B I -5-5)
6,8- " @ -4-Al | A -1,4- " G W -3-H §E £ Fg 2-5C A 0K R

'H NMR (DMSO-ds, 400 MHz) 6 : 13.50 (s, 1H
-COOH), 8.52 (s, 1H), 7.81 (d, J =9.2Hz, 3H), 7.76 (s, 2H
-NH»), 7.71 (s, 2H, -NH»), 7.21 (t, J =8.0Hz, 3H), 6.79 (d, J
=8.4Hz, 1H), 6.68 (d, J =7.2Hz, 2H), 4.27-4.21 (q, J =7.2Hz,
2H), 4.09 (s, 2H), 4.01-3.99 (m, 1H), 3.36 (t, J =8.4Hz, 2H),
3.00 (t, J =8.0Hz, 2H), 1.29 (t, J =7.2Hz, 2H), 1.24 (s, 2H),
1.16 (s, 2H) -

# i 1 208
BB P BE -7 (1-((2,4- - B 55 03 UE -5- 5 ) B 2L ) 18] 1% 0ff - 5
6,8 4, -4-{H 4 B - 1,4- G UE-3-F iR 2 B 2,5-

)-

e

-5
B OR

893820 25 145 H - H 164 H(EEHHRAE)
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H
s
&

HO

'H NMR (DMSO-ds, 400 MHz) & : 13.23 (s, 1H
-COOH), 8.69 (s, 1H), 8.52 (s, 1H), 7.81 (d, J =9.6Hz, 1H),
7.74 (s, 1H), 7.52 (s, 2H, -NH»), 7.38 (s, 2H, -NH»), 7.22 (t,
J =6.8Hz, 2H), 7.13 (s, 1H), 6.80 (d, J =8.0Hz, 1H), 6.74,
6.72 (dd, J =3.2Hz, 1H), 6.58 (d, J =8.4Hz, 1H), 4.36 (s, 1H
-OH), 4.27-4.21 (q, J =7.2Hz, 2H), 4.07 (s, 2H), 4.01-4.00
(m, 1H), 3.45 (t, J =7.2Hz, 2H), 3.35 (t, J =8.0Hz, 2H), 1.29
(t, J =7.2Hz, 2H), 1.27 (s, 2H), 1.16 (s, 2H) o

i 51209
-2 9 & -7-(1-((2,4- 2 g A g 0g -5-A ) B AL )5 B Ik -5 -
6,8- @ -4-flHAE-1.4- "G EM-3-FHE LEE2-FEE-5-1

W

s

£

:

HO,S

'H NMR (DMSO-ds, 400 MHz) & : 11.66 (s, 1H, -OH),

893820 25 146 H - H 164 H(EEHHRAE)
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11.35 (s, 1H, -COOH), 8.53 (s, 1H), 8.42 (s, 1H), 8.04 (s,
1H, -SO3:H), 8.03 (t, J =4.4Hz, 2H), 7.80 (s, 1H), 7.75 (s,
2H, -NH,), 7.71 (s, 2H, -NH»), 7.20 (d, J =8.0Hz, 2H), 6.89
(d, J =8.4Hz, 1H), 6.77 (d, J =8.4Hz, 1H), 4.27-4.22 (q, J
=7.2Hz, 2H), 4.09 (s, 2H), 4.01-3.99 (m, 1H), 3.39 (t, J
=8.4Hz, 2H), 3.02 (t, J =8.0Hz, 2H), 1.29 (t, J =7.2Hz, 3H),
1.17 (s, 2H), 1.12 (d, J =4.8Hz, 2H) -

g5 1210

1-B8 N AL -7-(1-((2,4- g BLmg og -5-58 ) B KL ) 5] 0 Opk -5- 5% )-
6,8-_F -4-HEAEE-14-_FEM-3-HEE L FB2,3- K ET
L]
F. 0 o
NH,
e Yoy
N)\N/ F4
HO on
O OH

'H NMR (DMSO-ds, 400 MHz) & : 8.52 (s, 1H), 7.81 (t,
J =9.2Hz, 1H), 7.69 (s, 1H), 7.21 (s, 2H), 6.80 (d, J =8.0Hz,
1H), 6.61 (s, 2H, -NH»), 6.32 (s, 2H, -NH»), 4.27-4.21 (q, J
=7.2Hz, 2H), 4.13 (s, 2H), 4.05 (s, 2H), 4.01-4.00 (m, 1H),
3.30 (t, J =8.4Hz, 2H), 2.97 (t, J =8.4Hz, 2H), 2.50 (d, J
=1.6Hz, 2H), 1.29 (t, J =7.2Hz, 3H), 1.16 (s, 2H), 1.11 (d,
J =6.8Hz, 2H) -

893820 25 147 H > H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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211
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- " -4-fl | A1 4- " FEW-3-FHEE L5 &-2-2

L

g

'H NMR (DMSO-ds, 400 MHz) & : 8.52 (s, 1H), 8.21 (t,
J =8.4Hz, 1H), 7.81 (d, J =10.0Hz, 2H), 7.75 (s, 2H, -NH»),
7.73 (s, 2H), 7.52 (s, 2H, -NH»), 7.49 (d, J =6.8Hz, 1H),
7.21 (s, 1H), 7.20 (d, J =8.0Hz, 2H), 7.08 (d, J =8.0Hz, 1H),
6.79 (d, J =8.0Hz, 1H), 4.27-4.21 (q, J =7.2Hz, 2H), 4.09 (s,
2H), 4.01-3.99 (m, 1H), 3.38 (t, J =8.4Hz, 2H), 3.01 (t, J
=8.0Hz, 2H), 1.29 (t, J =7.2Hz, 3H), 1.16 (s, 2H), 1.12 (t, J
=6.8Hz, 2H) -

g B 212
1-F8 9 £ -7-(1-((2,4- — B £ mg og -5-£ ) B EL ) i8] Mk off -5- %L
6,8- " -4-fl | A -1,4- " F B W -3-H L 2 B 5t g BE R

893820 25 148 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) & : 9.06 (d, J =1.6Hz,
1H), 8.75, 8.74 (dd, J =1.6Hz, 1H), 8.52 (s, 1H), 8.26 (t, J
=2.0Hz, 1H), 7.81 (d, J =8.4Hz, 1H), 7.71 (s, 1H), 7.51 (t,
J =4.8Hz, 1H), 7.19 (t, J =9.6Hz, 2H), 6.81 (d, J =8.0Hz,
1H), 6.51 (s, 2H, -NH»), 6.40 (s, 2H, -NH»), 4.27-4.21 (q, J
=7.2Hz, 2H), 4.05 (s, 2H), 4.01-3.99 (m, 1H), 3.30 (t, J
=8.4Hz, 2H), 2.97 (t, J =8.4Hz, 2H), 1.29 (t, J =7.2Hz, 3H),
1.16 (s, 2H), 1.11 (t, J =6.8Hz, 2H) °

H i 213
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-
6,8-_ & -4-HI A E-1,4- - FEUW-3-H g £ Bg % fx-1-65 8

'H NMR (DMSO-ds, 400 MHz) & © 11.82 (s, 1H, -SO3H),
8.52 (s, 1H), 8.41 (s, 1H), 7.81 (d, J =9.6Hz, 1H), 7.72 (s,

2H, -NH»), 7.63 (s, 2H, -NH»), 7.24 (s, 1H), 7.20 (d, J

893820 25149 H - H 164 H(EEHHRASE)
110140775 FERLE A0202 1113111532-0
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=7.2Hz, 1H), 6.77 (d, J =8.0Hz, 1H), 4.27-4.21 (q, J =7.2Hz,
2H), 4.09 (s, 2H), 4.01-3.99 (m, 2H), 3.39 (t, J =8.4Hz, 2H),
3.02 (t, J =8.4Hz, 2H), 2.50 (t, J =2.0Hz, 2H), 1.57-1.53 (m,
1H), 1.31-1.27 (m, 7H), 1.25 (t, J =3.6Hz, 3H), 1.17 (s, 2H),
1.12 (t, J =5.2Hz, 2H) »

g hE 214
1-BR Y & -7-(1-((2,4- 2 FF A g UE -5-A ) B A )I5] Bk b -5- 4 )-
6,8- & -4-l | A -1.4- G UK -3-H B 4B (R)-5-fil & &

o 0 05 -2 B i B

'H NMR (DMSO-ds, 400 MHz) 8 : 8.52 (s, 1H), 7.89 (s,
1H), 7.81 (t, J =9.6Hz, 1H), 7.69 (s, 1H), 7.21 (s, 2H), 6.81
(d, J =8.0Hz, 1H), 6.23 (s, 2H, -NH»), 5.96 (s, 2H, -NH»),
4.24 (d, J =6.8Hz, 2H), 4.05 (s, 3H), 3.27 (d, J =8.0Hz, 2H),
2.97 (d, J =8.0Hz, 2H), 2.15 (s, 2H), 2.12 (t, J =6.0Hz, 2H),
1.29 (t, J =7.2Hz, 3H), 1.16 (s, 2H), 1.11 (d, J =6.0Hz,

2H) o

H i fp215
1-FB 9 & -7-(1-((2,4- — Fr Bovg o -5- 5 ) B B ) ig] IE 0k -5- %48 )-

893820 25150 H - 3 164 H(GE0HRAE)
110140775 FERLE A0202 1113111532-0
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6- -4-] | A -1,4- " G B W -3-FH f LB

F 0
v O
N'/YN O N J
2N/I\N/ 4
'H NMR (DMSO-ds, 400 MHz) 8§ : 8.49 (s, 1H), 8.06 (d,
J =6.8Hz, 1H), 7.87 (d, J =10.4Hz, 1H), 7.69 (s, 1H), 7.38
(d, J =9.6Hz, 2H), 6.81 (d, J =8.0Hz, 1H), 6.45 (s, 2H
-NH,), 6.14 (s, 2H, -NH,), 4.26-4.20 (q, J =7.2Hz, 2H), 4.05
(s, 2H), 3.72 (s, 1H), 3.30 (t, J =8.4Hz, 2H), 2.99 (t, J

=8.0Hz, 2H), 1.30 (t, J =7.2Hz, 3H), 1.25 (s, 2H), 1.13 (s,
2H) o

B 1 1216
38 P 7 (1-((2,4- = JF 5 0 0% -5 -5 ) B 6 ) 05) I 0ff -5 3 ) -
6- 98, -4- A 4 B - 1,4- 4,8 Uk -3 G 2 IS R G R

X

HCI
NH,

N)j/\N
/lN/

'H NMR (DMSO-ds, 400 MHz) & : 11.99 (s, 1H, -HC1),

8.51 (s, 1H), 8.42 (s, 1H), 8.06 (d, J =6.8Hz, 1H), 7.91 (s,
1H), 7.89 (s, 1H), 7.76 (s, 2H, -NH,), 7.72 (s, 2H, -NH»),
7.44 (s, 1H), 6.77 (d, J =8.4Hz, 1H), 4.26-4.21 (q, J =6.8Hz,
2H), 4.10 (s, 2H), 3.78-3.76 (m, 1H), 3.04 (t, J =8.0Hz, 2H),

2.53 (t, J =7.2Hz, 2H), 1.29 (t, J =6.8Hz, 3H), 1.26 (t, J

893820 25151 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0



202233601

=6.4Hz, 2H), 1.14 (t, J =2.4Hz, 2H) ~

g hE B 217

1-28 N & -7-(1-((2,4- 2 Bg B W 0E -5- 5 ) H

it

) 5] I B -5 - A ) -

6-& -4-HEE-1,4-—_FEWM-3-HE A5 LB

'H NMR (DMSO-ds, 400 MHz) 8 : 11.79 (s, 1H, -SO;3H),
8.51 (s, 1H), 8.42 (s, 1H), 8.06 (d, J =6.4Hz, 1H), 7.91 (s,
I1H), 7.88 (s, 1H), 7.71 (s, 2H, -NHy), 7.71 (s, 2H, -NH»),
7.44 (s, 1H), 6.77 (d, J =8.4Hz, 1H), 4.26-4.21 (q, J =6.8Hz,
2H), 4.10 (s, 2H), 3.79-3.74 (m, 1H), 3.41 (t, J =7.6Hz, 2H),
3.04 (t, J =8.0Hz, 2H), 2.42-2.38 (q, J =7.2Hz, 2H), 1.27 (t,
J =7.2Hz, 3H), 1.21 (t, J =8.0Hz, 3H), 1.14 (t, J =2.4Hz,
2H), 1.08 (s, 2H) »

H hE 1218
(S)-10-(1-((2,4- — J& A m mg -5- 5 ) H B )] Bk 0k -5- 55 )-9- % -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -
6-H % 2 5

893820 25152 H - £ 164 H(GEHHRAAE)
110140775 FERLE A0202 1113111532-0
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NH, O
fogazhy
HoN™ N7 \/K

'H NMR (DMSO-ds, 400 MHz) 6 : 8.67 (s, 1H), 7.69 (s,
1H), 7.52 (d, J =10.0Hz, 1H), 7.16 (s, 2H), 6.77 (d, J
=8.4Hz, 1H), 6.15 (s, 2H, -NH,), 5.87 (s, 2H, -NH,), 4.76
(d, J =6.8Hz, 1H), 4.45 (d, J =1.2Hz, 1H), 4.35-4.25 (m,
1H), 4.22 (d, J =4.4Hz, 2H), 4.01 (s, 2H), 3.24 (t, J =8.4Hz,
2H), 2.92 (t, J =8.4Hz, 2H), 1.42 (d, J =6.8Hz, 3H), 1.29 (t,
J =7.2Hz, 3H) ~

B e 1219
(S)-10-(1-((2,4- _ B A 0E -5-F ) B )5 B 0k -5-E)-9- 5 -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -

6-F B 7. W B W
NH,

lon

H,N” N

HCI
'H NMR (DMSO-ds, 400 MHz) & : 12.10 (s, 1H, -HC1),
8.68 (s, 1H), 8.41 (s, 1H), 7.75 (s, 2H, -NH,), 7.68 (s, 2H,
“NH,), 7.51 (s, 1H), 7.41 (s, 1H), 7.15 (d, J =8.4Hz, 1H),
6.72 (d, J =8.4Hz, 1H), 4.76 (d, J =6.8Hz, 1H), 4.43 (d, J
=10.0Hz, 1H), 4.33-4.25 (m, 1H), 4.23 (d, J =4.0Hz, 2H),

4.07 (s, 2H), 3.45 (t, J =7.2Hz, 2H), 3.35 (t, J =7.2Hz, 2H),

893820 25 153 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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1.42 (d, J =6.8Hz, 3H), 1.30 (t, J =7.2Hz, 3H) -

 hiE 1220
(S)-10-(1-((2,4- — J& A m mg -5- 5 ) H B )] Bk 0k -5- 55 )-9- % -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -
6-H Bz 2 B £ b B2 B

'"H NMR (DMSO-ds, 400 MHz) 8 : 11.76 (s, 1H, -SO3H),
8.68 (s, 1H), 8.41 (s, 1H), 7.72 (s, 2H, -NH»), 7.62 (s, 2H,
-NH»), 7.52 (d, J =10.0Hz, 1H), 7.20 (s, 1H), 7.14 (s, 1H),
6.72 (d, J =8.0Hz, 1H), 4.76 (d, J =6.8Hz, 1H), 4.43 (d, J
=10.0Hz, 1H), 4.43 (q, J =4.0Hz, 2H), 4.27-4.21 (m, 1H),
4.06 (s, 2H), 3.44 (d, J =6.8Hz, 2H), 2.99 (t, J =8.4Hz, 2H),
2.42-2.36 (q, J =7.2Hz, 2H), 1.42 (d, J =6.8Hz, 3H), 1.30 (t,
J =7.2Hz, 3H), 1.29 (t, J =7.2Hz, 3H) ~

g 1221

(S)-10-(1-((2,4- — J& A m mg -5- 5 ) H B )] Bk 0k -5- 55 )-9- % -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -
6-HEE L B52-FE B £ b - 1-hia B B

893820 25 154 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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'"H NMR (DMSO-ds, 400 MHz) 8 : 11.69 (s, 1H, -SO;3H),
8.68 (s, 1H), 8.41 (s, 1H, -NH»), 7.72 (d, J =6.4Hz, 2H),
7.61 (s, 2H, -NH»), 7.51 (s, 1H, -NH»), 7.20 (s, 1H), 7.16 (d,
J =8.0Hz, 1H), 6.72 (d, J =8.4Hz, 1H), 4.77 (d, J =6.8Hz,
1H), 4.28 (d, J =3.6Hz, 1H), 4.27-4.25 (m, 1H), 4.23 (t, J
=3.2Hz, 2H), 4.06 (s, 2H), 3.68 (t, J =6.8Hz, 2H), 3.36 (t, J
=8.4Hz, 2H), 2.99 (t, J =8.4Hz, 2H), 2.62 (t, J =6.8Hz, 2H),
1.42 (d, J =6.8Hz, 3H), 1.30 (t, J =7.2Hz, 3H) -

" H #1222
(S)-10-(1-((2,4- — J& A m mg -5- 5 ) H B )] Bk 0k -5- 55 )-9- % -
3-F A -T-l & B -2,3- 2 & -TH-[1,4]105 0 5F [2,3,4-ij] % U -
6-H Bz 2 B5 B b B 5D

kY

o
H,N” N \/Q
z 0. 0

/S/
HO

'H NMR (DMSO-ds, 400 MHz) & © 11.75 (s, 1H, -SO3H),
8.68 (s, 1H), 8.41 (s, 1H, -NH»), 7.72 (s, 2H), 7.62 (s, 2H,
_NH,), 7.51 (s, 1H), 7.20 (s, 1H, -NH,), 7.15 (d, J =8.0Hz,

1H), 6.72 (d, J =8.4Hz, 1H), 4.77 (d, J =6.8Hz, 1H), 4.43

893820 25 155 H - 3 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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(d, J =10.0Hz, 1H), 4.42-4.31 (m, 1H), 4.22 (t, J =3.2Hz,
2H), 4.06 (s, 2H), 3.35 (t, J =8.4Hz, 2H), 2.99 (t, J =8.4Hz,
2H), 2.32 (s, 3H), 1.42 (d, J =6.8Hz, 3H), 1.30 (t, J =7.2Hz,
3H) -

 Jii 223
1B Y B -7-(1-((2,4- 2 [ 56 U85 U -5- 6 ) B ) 18] U Off - 5-
697, -8-H 4 K -4- () S -1, 4- T B -3 H IR 2 T

QO

NH,
N)j/\N
A 2
N7 N

'H NMR (DMSO-ds, 400 MHz) & : 8.55 (s, 1H), 7.72 (t,

J =10.0Hz, 2H), 7.18 (d, J =9.2Hz, 2H), 6.82 (d, J =8.0Hz,
1H), 6.16 (s, 2H, -NH»), 5.87 (s, 2H, -NH»), 4.26-4.12 (q, J
=6.8Hz, 2H), 4.05 (m, 1H), 4.03 (s, 2H), 3.33 (s, 3H
-OCH3), 3.27 (d, J =8.4Hz, 2H), 2.95 (d, J =8.4Hz, 2H), 1.29
(t, J =7.2Hz, 3H), 1.11 (t, J =7.2Hz, 2H), 1.07 (s, 2H) -

" it f 224
1-38 N & -7-(1-((2,4- — Fie B mg 0E -5- %% ) B L )8 Ik Off -5- %L ) -
6-# -8-HAE-4-HAE-1.4- " EWH-3-HEE L B8 K

NH,

N!)ﬁ/\N
N/kN/

893820 25 156 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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'H NMR (DMSO-ds, 400 MHz) & : 11.97 (s, 1H, -HCI),
8.56 (s, 1H), 8.42 (s, 1H), 7.75 (s, 1H, -NH»), 7.73 (d, J
=9.6Hz, 2H), 7.65 (s, 2H, -NH,), 7.23 (s, 1H, -NH,), 7.20
(d, J =8.0Hz, 1H), 6.78 (d, J =8.0Hz, 1H), 4.26-4.21 (q, J
=6.8Hz, 2H), 4.08 (m, 1H), 4.06 (s, 2H), 3.68 (s, 3H,
-OCH3), 3.47 (d, J =7.2Hz, 2H), 3.01 (d, J =8.0Hz, 2H), 1.29
(t,J =7.2Hz, 3H), 1.11 (d, J =7.6Hz, 2H), 1.09 (d, J =5.2Hz,
2H) -

E-EHRERT  AXHREREEHAKRY  HE=24
BAMNEMNAMEEY KHAEEN -2 EE %L E2
MM TE - AR S BH 2 B B E & V) BT RE A0 PR RY AT R0 O
kR TE L & Ry P B4 & Mo 5B B Ak G B B 88 L ] B
ZHHEY

AMIEEYGHERED -~ iv- BENIELHBETIM
AR E R AL B Y RE YRR

E-EEHERET > AXHBEEARGEMREYE £
RW - HESERRF #XMUEERRF - AE - EENFE
mR T EL—B LA HESHAHEFENEBR T
BFEARENHAAMDEE ZEaPHE -

AREBFEAERBFFEZ-—FZADEETUEF/E
Pley e & Eal 2 Ayt e s - R R ER 2B E
M paogEn - BE - EEB R T -

5 HE A W) (RS T (8 R T B Y B ff i 12 B o R Y IR
EHE2EBECHYE HesFAREWELEHED  THREAR

893820 25157 H - £ 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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FEHZ2AXMEEY -

EMAH S JRETARBE AR 2 (L& W1 B 54
Rk HEMBAFNETREANEENERTE B EN
EEMRIND KA BREMmMBEZM N BT - FHMHTH
EHEEGENREKYEENOSPE90% & E N -

E—EgEEF  ROLEY T EBHNE — %A
BHE 2 AE I 4H & fE A > 5540 % % Uk § (Fluoroquinolone) -
US04 UE M - M A OfE H - b- N ER B DU AR R M b- N R B IR
(Lactamase)dl]] &) 7| - J& Bk #1 4= 2 (Hybrid antibiotic) ~ 4 4
ZoH B a2 -

DHFR#g & /i &

DHFR I #l & £ (4 #& 1 B W NADPH&F (b 2 & 2K 1T ©
W E %I S A20 mM Tris HC1 ~ 200 mM NaClK 0.1 mM
EDTA > pH 7.2 & g # (T - ¥ DHFR (0.8 mg/mL)i
NADPH (0.02 mM) K & BB(E & E25C T HE E 10 min »
PN 1% #& /A )0 DHF (0.02 mM)BA 46 2 JE - & O 58 BE % (5 1
Tecan M1000 proff 340 nm” ) 2 i & & 440 nm” 3% § ) &
THUEHWEELNE BEZNFFEFRGEREFSED
NADPHE %Kit H - 1Csoff 1% £ I Graph pad prism2K 5+ & -

Ml E & B N MIC
MIC{4 £ A 40 Clinical and Laboratory Standards

Institute (CLSDfTit 2 2 S & BRMEWREZNE - B35

893820 25 158 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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Z o MW EME (=G A KEATCC 29213(% [ +ve) »
KB E ATCC 25922(% Ff -ve)) £ Mueller Hinton¥& 5 3¢ M
FiE®E - NCERBMHEHBYNEESIRGREELEEZBREX
DMSOEZ( /K 2l 5 - F L AYNCE 12 R (% 1 &[5 8 T 37 &
<~ Mueller Hintons & )& (CAMHB) = &l #f - & NCEZfE 96 7L,
TmMHEEWERE - HEYEERFT LS L Sx10%E 44
B - B FMAE3TC TEE20224 h - f AHQCHE R (R 1L
CLSTSZ fEM100-S25F N s E & BN -

893820 25159 H - H 164 H(EEHHRAE)
110140775 FERLE A0202 1113111532-0
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&1 FrA DHFRINGIHISEHE R R E & R R M E < SUE WEE R DHFR{TH

&MIC{H (ng/mL)
L&Y I DHFR MIC (pg/mL)
HNEEE
ICso nM K ()ve K E)ve
S EOAEIKE RIGIEE
(ATCC 29213) (ATCC 25922)
TESA T 4 1-2 16-32
1 24 <0.125 16-32
15 126 2-4 16-32
18 57 1-2 8-16
44 10 0.5-1 16-32
75 8.9 4-8 16-32
76 9 ND ND
77 73 4-8 16-32
83 11 4-8 16-32
84 14 4-8 16-32
86 12 4-8 16-32
90 7 2-4 16-32
98 80 2-4 8-16
100 100 12 16-32
102 4 8-16 16-32
103 10 2-4 16-32
105 5 4-8 16-32
106 4 0.25-05 16-32
125 38 0.125-0.25 0.125-0.25
129 ND 1-2 16-32
130 ND 1-2 16-32
#ND = A4
893820 55160 H - # 164 H(EHRAE)

110140775 FEHESE A0202 1113111532-0
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1 FEDHFRANGIEE i B K 5 1 B & R R R P R 2 58 W B 2 DHF R

& MIC/E (ng/mL)(4H)
w=x7! DHFRANHEME MIC (ug/mL)
I1Cso B (Hve HERK()ve
M EEOHHRE KIGIREH
(ATCC 29213) (ATCC 25922)
131 ND 0.5-1 16-32
132 ND 1-2 16-32
133 ND 0.125-0.25 0.5-1
134 ND 0.125-0.25 16-32
136 ND 0.125-0.25 2-4
137 ND 0.25-0.5 32-64
139 ND 0.5-1 16-32
140 ND 1-2 16-32
142 ND 2-4 16-32
143 ND 0.125-0.25 0.125-0.25
145 ND 0.125-0.25 0.5-1
146 6 0.125-0.25 4-8
147 ND 0.125-0.25 1-2
152 ND 0.125-0.25 0.125-0.25
154 ND 0.125-0.25 0.125-0.25
155 ND 0.125-0.25 0.5-1
156 10 0.125-0.25 0.125-0.25
157 ND 0.125-0.25 0.25-0.5
160 10 0.125-0.25 0.125-0.25
161 ND 0.125-0.25 0.25-0.5
162 12 2-4 8-16
164 5 0.125-0.25 0.125-0.25
166 ND 0.25-0.5 16-32
167 ND 0.125-0.25 0.125-0.25
168 ND 0.125-0.25 16-32
171 ND 0.06-0.125 0.5-1

893820
110140775

%161 H > 4 164 H(ZHRRAE)

FEHESE A0202
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20 ¥ EDHFRI &1 B 1-38 9 B -7-(1-((2,4- — fi £ 03 0 -

) H R Y IB] IE O -5 2K )-6,8- L 4, -4- A 4 - 1,4- 4 1 0 -
-HBEBEBIERNI09E RS EEMRBEE 2 REN
MIC/E (pg/mL)

HEEE MICy (pg/mL)
R HEEDIME S S AR EKE (ATCC 29213) <0.125

& i 3 (Vancomycin) i M FERGERE (ATCC 29212) <0.125

Aifi 3k #EEK I (ATCC 49619) <0.125
ZERG AR R (ATCC 33560) 0.12
SRS MR E(ATCC 49766) <0.03

EYEH 2 XBLaem Ikt ELTM 2 EYE T2
H& M T2 1218 ik B9 BALB/c/ Bl &8 01 R &% Ak N 28 0% &
TRV (RI - HEYWEEI2/NEFHERETHABIL

G40 gL ey  CEEAETERERK - REY
B a9 B FEREGAEMGIEKFN1%2 Tween 80~ 0.5% w/v
ZCMCH B s H#% 73 meg/kgZE O K E - f£/% T ol Bt
G i% > DLR B Ry B RS R R 0 8 HE 7% M #E e A OR BR R
AW EEHELMERLEF  MBEGEHEERET U
4000 rpm@f 0y 1557 $& 1 53 B B 37 B0 43 07 o B R 8RB B TR
f£-70C N B #l 77 #7 -

BEoAHGULEOEINRERME - 30 uLE S MBEE S A
2 A6 nL N AR % (I % My (Alprazolam)) H {£ 2 mL{g & & .0
BHRLUAMO.5 mLZ B ZEHL - # 5 & BIZIE &R & (vortex
-mixed) 17y & H £ 10000 rpm | #0570 8 - & L5 RER
2 HPLC/NJE F 1A 43 1 - % &8 22 L 2 £ 5 {F 1 Shimadzu

893820 25162 H - H 164 H(EEHHRAE)
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LC-20-ADFT4H ik « LC-MS/MS % 4% -

i

Shimadzu Corporation) 5z API 5500®

Applied Biosystems Sciex) [ 73
A I i [ -

Sciex) o

g 17 5

fofH L% >

JEE i

BERREMIEXRS

T 87 o DL Analyst 1.6.18¢
% fw

R

ZBE (20:80% v/v)

ZRE T (50% 7 R 2 BER)REACE C18 50%4.6mm >
ZR - BB ABLEEYIRNE EEYE /)N E D

BHH — RF 125000 ng/mL 2 1% 2 V) &6 & & B 8¢ -
o B B E S b DLUBR S R g B P AT o B2 )
2 8 JNHl iR KM 4R E (Cuax) ~ Bk K I 3E R K HY B

(tmax) N

HZE

R B 8 B 85 £ Prominence & 4 (H A X &

g %

2 A

% Applied Biosystems
T B R 2 R A2 B A (A)S mM B BE g% + 45 /K 1 Y

0.1% 7 H & K (B)H = - 1.0 mL/min

Suifi
§ 1
Bz
R
B

f£ B0 hze fEfR 2 M8 0% & 5 Edh & 8| AE

AUCo..) & {£ & 1F 81 1 i 09 22 %) 08 B 1 2 1 (L) 5 DU 2
Hy JE b% 2= J7 7% (£ A Phoenix 64(Certara) ¥ 2 H 1 &7 )& & ¥

e E < BB TR -

3 1 R EMAEBALB /N R Y S BEY 8 ) B 2 8 2

P& T max Crax T .0 AUC(0-0<
Lo - = 12(p.0) ( ) BE
(mg/kg) (h) (ng/mL) (h) (h.ng/mL)
1 p.o 3 0.25 1820 1.76 2822 40
ESI N p-o 3 0.25 170 0..39 77 26
3 {ERomn=38/ B> EHEESD
ERENEE FHESEEB A M ICR/NE - BHF

VI =

893820
110140775

D JE AU g R K UK o At B 4R

FEHESE A0202

55163 H - 4k 164 H(ZHRRAF)

HEERE A > /NEAARALSE -4
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R (150 mg/kg) e 55 -1R (100 mg/kg)&E B8 B A 7+ A 32 8% B B%
MmE AR MmMERMET - £ 0K > FRAE F MG MK
T /NEBHBRLKRKBAEBKTIN AN RENZHEF0.052F
508 il MRSA(ATCC 3359 1)AY R ¢ - {E B2/ 1% - K )
V)& 6/ B DU B R B HE B 4R 5% 2002 (B & 71 (6.25 - 12.5 -
25~ 50~ 100 mg/kg » &L O)FEEH o {0 R H 1% 24/NE 1% -
NEENBERYE  BABEBCHEHEWEELEEAS mlff H
PBSHYE H H A% (L - BPBSHEHG I FH 1045 HE
MRAINENE —HREBBEUMWME20 nlE s A EEESE
Mueller Hinton#3 f5 *F- M F - & P I £ 35£2°C T & 5 & 16
ZI8NEEHFECFUNE E - 5T E & — KRR 4 & 1 CFUET
B AR AN MEAF HERK DR (poOREH
47K (qid)HY & Tt ) 2002 b & ) #Y EDso £y 33 mg/kg -

CYPHll # % hERGHI ] : K#FHILEYWF EHFCYPR
hERGH [0 H & % & /1Y -

893820 25164 H - H 164 H(EEHHRAE)
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[ 550 FH a5 B 0 s & ]

[(FkEHL] —EEFEADNEE ZLED

_r MR
u//\/RB\ /é\T{RG "

(R4)
= D
B
RiFEBEXRHHERGEE S - A& - WHEE -~ NO» » NHy -~ #E

H (Ci-Co) it £ ~ (Ca-Co)Jh B ~ (C2-Co) B & ~ (C35-Co) IR I
BN E B EHRA R RN EAE

RofE B REHEEH I EHF ~ FEE -~ NO, » NH, ~ CN »
B A&~ BEH (Ci-Co)fit B~ (Ca-Co)li &~ (C2-Co) R E - (Cs-
CHEJEE ~ ~O(Ci-Co) it & ~ -0O(Ca-Co)fh £ ~ -O(C2-Co) IR
B MBESNRREENENMABUARAERNRN ZEEH > Hf
R°R”H] g 37 3t & n & ~ B H (C1-Co) ke £ ~ (C2-Co) M & 1Y
M ARECARERRZ EEH

‘X&Y' {4 #EH-C-8-N-;

R;% % H CH, ~ ZE H (Ci-Cofi & ~ (C2-Co) i B ~ (C2-Co)fR
B ECH-R'HEy & IR R LM 2 EEH - HFR & EH
o0 KA - WA - NHy » NO» ~ 3 H (Ci-Co) it B~ (Co-
Co)li & ~ (Ca-Co) £ ~ (C3-C)E S & ~ 757 & ~ FEI7 & 5
FE B AL HY &8 HUMECR S BUA 2 BB

RuEHRHHEBFEEHGR -~ MAE - HEE - NO, - NH;, »
893820 1 H o 13 H(GEHH EBHHFEE)
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CN~ 5 & £ —BHEBEF » R[N FAE
Rs & ReZ2 BB HBREHEFBE I ESS - ME - BB
(Ci-Co) Ji&2 B~ (C2-Co) Jfs £ ~ (Ca-Co) R & ~ (C35-Cr) B Ji7
BE-FE - -BESAENFERENERNAKKREN R 2 EE -
CMRBAGA  KEEEE BB ARKAEE
1B A -6-F -4-Hl A E-1,4- T F
f H -4 = R -1,4- T A I -3 - H
B 0 1-77 A -BHEAE-4- R E-1,4- @ BWH-3-HE - 1-§
- REA-4-RE-L4- G EmU-3-HEE S 1IN A6
A-fN A -1 4- T E B -3-HEE A - N A -6-% -4-
AE-14- " S EM-3-FHEE KA 1-BBANE-6-8 -4-l & & -
L4- " @ Bk -3-H B 55 s © 1-BB N B -6-% -4-] & A& -1.4-
TEEmWM-3-HERERE - MR/ RERMRZ BN A -6-
w-A-H R A1 4- " G E-3-HERE - SN/ RAERRZ
4-f & A -1,4- " F U -3-H s
RAOGEEBXRMHEGH I EE S ~ & - -CN - -COOH -
-NH, ~ -OH ~ -SO3H - -CHO ~ -CORg ~ -NHCORg ~ CSRg ~
-NHCSRg- -SH ~ -SO3R5 ~ (Ci-Ce)fE & ~ (Co-Co) & £ ~ (C;-
CorA ~HAHRFE ) HPFRsGEEHES ~ NE - HEE
BEH (Ci-Co)fit £ ~ (C1-Co) ke | A HY & AU 2R 88 HU X 2
2 HE
Z~T-PHQ%EH-C-2-N-;
mEROE20)EH - nRIR0E 3y EE -
[FRKFE2] WHFRKRHIZAMEEY - HP Rk EH
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=~ NHy ~» 2 B (Ci-Ce) b £ #Y & B A 3R &€ B U2 %
[FkHE3] WFEKRKHEIZAMEEY - H P RAp B H
A > NHo» BEH (Ci-Co)fi By E R AR EM A ZEE -
[FFkH41l WFEKRHEIZAMEEY - H PRk 2 H
CH: » #E H (C1-ColE £ ~ (C2-Co)ffh H ~ (C2-Co) R B By &K HY
MEARERRNZEE -
[FkES]I s RKHEIZAMEEY P LEe? ik
5o
4-(1-((2,4- = Mg B g Ug -5- 5 ) B A ) 9] I Ugf -5 -
H Bz
5-((6-7 B N5] Wi Bk -1 -5k ) B B I g -2,4- 2 jF
5-((6-(3- B 57 & oK B )mgf W Ok - 1- 5 ) HH B )m g -2,4-

N

%?f*

7

1-((2,4- 2 g B v g -5-Fk ) & )i5] B O -5 - B i

5- ((6-(3-F 75 £ )g] Wk Ok - 1- 5L ) B B )i g -2,4- i

5-((2,3-2 @ -1H-ME 8% 5 [2,3-b] ML BE - 1- 5 ) B B ) 1 I -
2.4-" FF

5-((6-(3-(= & H & £ )7 £ ) W] Bk 0k - 1- K ) B & )i B -
2.4-" FF

5-((6-(2-H & Bk 7% Bk ) 5] DR Opk - 1- & ) B ) g Ug -2,4-
7

5-((5-(FF & £~ £ )5 WE b -1-Fk ) B Bk ) i BE -2,4- 22 i
B % B

5-((4,6- 2 & 5] Wk Uk - 1- 5k ) B BL )M g -2,4- 2 jF
893820 3 H > 313 H(EHHFBHAFE)
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5= ((5-(Ob 0 -4- ) 3] W% U - 1 - K ) B S )08 0 -2,4- -

s
=

5-((5-(3-F 7K £ ) 5| WE Uk - 1 -k ) H A ) m Ug -2,4- —~ j B8 8%

5-((5-(Z5-2-F)mg] W bk -1- 5 ) B B ) g -2,4- — % B %
BE

5-((6-% 15 Lk b -1- 5L ) B )M g -2,4-  fr B B2 B9

4-(1-((2,4- 2 Fg A v 0 -5-5 ) B &) I5] IR Offk - 6- 2 ) o B BZ
bt L8 3);

5-((5-(4-(H & b B & ) 78 & ) I5] 1Bk Opk - 1- B ) B & ) o e -

=,

2.4-" FF
5-((5-(4-(Z & & B B )R A )ng| W ik -1- B ) AL ) 3% 1 -
2.4-" FF

5-((5-(2,4- = G 78 A )5 Ik Uk -1- Bk ) Bk )i g -2,4-

i
5-((4-(2,4- = G 78 A )5 Ik Uk -1- Bk ) B )i g -2,4-
i
5-((4-(4-F 7K & )U5| 0 0hk -1 - ) B &R ) B -2,4- T g ¢
5-((6-(4-F 7K £ )5 0 0k -1 - ) B B ) g -2,4- " g
5-((5- (M Wk -3-Fk 5] WE Bk - 1 -2 ) FH Bk )i g -2,4- " g
4-(1-((2,4- 2 Fg A v 0 -5-5 ) B &) I5] IR B6k - 5- 2 ) o B R
Z B
5-((5-(4-F 7K £ )5 0 0pk - 1 -k ) B &R ) g -2,4- T g
5-((5-% -2~ FF Bk Mgl IR Obf - 1 - ) B L )M g -2,4- 2 i
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5-((5-(3-F -4-H B O A )ng] I Uk -1- A& ) B ) g g -2,4-

N 7

5-((4-(3-8 -4-H B 28 A )ng] B 0k -1- 5 ) B B ) 0 BE -2,4-
N 7

5-((4-(4-8 -3-H B 28 A )ng] B 0k -1- 5 ) B B ) 0 BE -2,4-
N 7

2-(1-((2,4- 2 Mz v 0 -5-5 ) B & )5 IR Ofk -4- B ) oF B R
e L0 3);

3-(1-((2,4- 2 Mz A v 0 -5-5 ) B & )5 IR Ofk - 4- 2 ) oF B R
e L0 3);

5-((5-(4-% -3-H B O A ) 5] 0k Uk -1- A% ) B ) g g -2,4-
R

4-(1-(3-(2,4- Bz A W5 UE -5-F )N -2-5R -1 -4 ) 5] 0% Bk -5 -
BOZEH B

3-(1-((2,4- = B A mg mg -5-A ) B A ) ig] D 0k -5- B ) 7R H

=
RSP

5-((5-(3-F 7 £ )Ig| I 0 -1- ) Bk )-6- 2 & U g -2,4-
R

5-((5-(4-(3-H & £ & H -3-4 ) 7% B ) 5| W Uk - 1- 5 ) B &)
U OE -2,4-

2-F -4-(1-((2,4-  fer B v g -5- A ) B AL ) mg] Bk Opk -5- 46 )
7

1-282 N A& -7-(4-(4-(1-((2,4- i v OE -5- 5 ) B &) 1]
[Bf bR -5-B )78 FH Bl BR)OR 0 -1-F)-6-m -4-fl R A -1.4- " g &

893820 255 H - 13 H (AR BHFFE)
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i -3-H g

5-( (5~ 5] I Whf -1 - Bk ) B BR ) e -2,4- T B

5-((5-(3-N-BRUK A Y & A )I5] b 0k - 1-A% ) B AL )i BE -2,4-
R

4-(1-((2,4- 2 B B UE -5- 4 ) B AL ) Ig] W b -5-8)-2- 1
BIRH
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HEgkE)T BB =471 i
5-(1-((2,4- 2 B Ak 0 WE -5-4% ) B B ) 5] 0% Uk -

)++

2- 2 B W Hk-5-
S-E)FEH K =B R E
5-(1-((2,4- Z jF A

2-H %
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g

WE -5-F ) Bk ) 5] I Bk -5 - ) I Wy -

EK}

)++
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S
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2- 2 B B B -4-(1-((2,4- 2 f B

5-E )7 HEE
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EX¢

BOOR R
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EARXHM =B E
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