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A —FABLSTERERSRBETEIHBE R B ET
EXMHBRBZFARY - Bl AEPHTEEKZEF Lo
HAABRAG s E - BE - KHERBHEER - BRIFR
AR ~HALE T -BRE - BFREEE AR RAR &M
MAXREBRELE  RELHER(ALHKA - NA
NEAEAN)EAAEXREREERIBERIREFINLR -

REBHEHELTER RBRERRARILR REFHLEY

ZHERKIKIK-A_BEREAEAANFEHFREZR
REBEY - REBEY T TERL _BERERT AKX

Bk ORBERARKBERTHEBBEIHERSBEN KT LK
FRAMBEAZAEH - A%RE LB REHAB LA -
P

=]

DRAAKBRRBRIERTE O M IRR > ERB/Y Y 4

REmB ~#h TR #ATEAB L FMRER

ARALEFL o2 EBER Ao HNKTEHE -
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SRR CEE AR R AR EE
UBEEBhBRAKEE  TREREARRAEHNLLZ2%42ERZ  AHE
EBEALEZEELTE  AB SHLLBRFTERRE
A% FEHEXNDLEHTAN R ERLELEER - H E
X(DebmTEREHEZDNASEEHA » 25T RERE
Z BEMEA -

TRt AT -~ HoHFreaes it
ICsofE % 10044 3 F & % {& o f5] 40 X, 216 & # 2 ICso44 % 10 nM

WMAZBEHELIWH - TR M B 16 4% # CHKI
LER X MWl o ZMEBERTERANKFF > B AGST taghs
fb-@éibxZaE RAEY EI/LEk# E (Cdc25C)F A 384
A B # 1t Scintillation Proximity Assay (SPA)¥ - A & » Bk -~
BERREEHEBGRALAS AFHrEAPLHFEELI X
EeWRHEBYZIBARATF - Bt RHBRATPR B R E - 2
NEE 4% 0 A mSPASE H - CsCI2REDTAM & ik R & » B K
4 biotinylated % Bk - & 1% bk # Topcount k 3t B - 4 # & #&
B et #HEAIEE %R 7 HICsHE -

HEB M L %t B o A R E CHK e %] & # 74 R DNA-%
#BIBEZXZGZMBR B EBEZRN LA HHILE F(K2uUM)X F
et Ltmp At P8 M5 2HT20% R (& B % =i £ -
p53 nul)E M 96A MR ¥ — K - R B » 2 E Bt bk K 2 @ B2/
B > A MEADNARIE - 2/ 85 %% > B E Sta B X KBRS
MR ETEA(EERRBEZ OB E 4 E T #Hel
MEZaEFED)REIS)E - BFUFEHEEL A @B &£
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TR cHmTEFLLT(EFIMB)RNT AL AXFAHAFZHAE S
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AEAIMBEEDTERTHERAAIXTAHEZIRER
B EE SRETEMAREBERDEERZER T &
T BBAXKRERAZIHESZ - mMAL > ATHAESRST EZ
HEF FETHRAARREZIREGHSE G455 B 2 BE -
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* 1
... |LCMS(M+1, ES 'H NMR(ds-DMSO S mF ik
4 g 1%
IUPAC#Z | T | 5 apcrim) B3R B A ) (REH)
3-{[2-[(Bz Bz 7_?-5) Jiims 1 560 MeOD; 7.55(d, 2H), 7.45(s, 1H), I
A5 AR (= A 7.05(d, 2H), 4.35(m, 2H), 3.90(m,
A e 3H), 3.60(m, 2H), 3.30(m, 4H),
BE)TEAK]X 2.95(dd, 2H), 2.10(m, 1H), 1.80(m,
K30k )5 L8 1H), 1.50(m, 2H), 1.40(s, 9H),
PR dvpre) 1.35(t, 6H)
TEZACLES |
2-[(B A 5 A 2 460 I
£]-5-{4-2-(=2 &
BER)TRA]XR
A }-N-vk g -3- e vy
S-FERRE = A LB
B
2-[(Be A 5 BN )BE 3 460 III
£1-5-3-2-(=2 &
BA)TRAE]R
#A}-N-vk oz -3- e v
S-YERR=ZACE
;1
(AR AT 4 375 1.76-1.49 (m, 2H), 1.93 (brs, 2H), I
1549 BA K 2.85 (t, 2H), 3.16 (s, 1H), 3.22 (brd,
&]-5-(4-F AR 1H), 3.31 (brd, 1H), 3.77 (s, 3H),
#)-N-[(3S)-vk =g -3- 4.11 (brs, 1H), 6.97 (d, 2H, J=8.59
SE o3 W A g = Hz), 7.45 (d, 2H, J-8.59 Hz), 7.58
£] g:;, 3,;@@*" (s, 1H), 8.02 (d, 1H), J=7.33 Hz),
AOEE 8.65 (brs, 2H), 10.81 (s, 1H)
3[R ARE)E]| 5 560 MeOD; 7.65(d, 1H), 7.30(dd, 2H), I
A]5-BRA(= A 7.20(s, 1H), 6.90(d, 1H), 4.35(m,
& — O 2H), 3.90(m, 2H), 3.60(m, 2H),
AT aAIR 3.30(m, 4H), 3.00(m, 2H), 2.10(m,
B3k w2 A R 1H), 1.80(m, 1H), 1.50(m, 2H),
%}}a - j 1” ; E{% - 1.45(s, 9H), 1.40(t, 6H)
TEE=F LB
2[(ARE)E | 6 460 MeOD: 733G 2. 7456, 10, | 1
_ .01(d, 2H), 4.35(m, 2H), 3.60(m,
A]-5-{4-2-(=2 % 2H), 3.48(m, 1H), 3.42(m, 2H),
BR)TaAIX 3.33(q, 4H), 3.13(m, 2H), 2.14(m,
£ Nooj oz -4- B o) 2H), 1.85(m, 2H), 1.35(t, 6H)
3-FERRE = M TEE
@
(B A3 A ) A% 7 389 CDCI3; 11.30(br s, 1H), 7.50 (d, I

#]-N-[3R)-"( & &
-3-5K]-5-(4-F REX
A)yEy-3-F AR =
FOBLER |

2H), 7.05(d, 1H), 7.00 (s, 1H),
6.85(d, 2H), 5.15 (s, 2H), 4.20(m,
1H), 3.80(s, 3H), 3.10 (m, 1H),
3.00 (m, 2H), 2.80 (m, 1H), 1.80(m,
2H), 1.70(m, 3H), 1.50 (m, 1H)
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N-(3-[(4-A F ok = -1-
F)#A&]-5-{4-2-(=
LEABEATAAIR
A}-2- g Rk E=
RTEEE ;

460

MeOD; 7.43(d, 2H), 6.93(d, 2H),
6.92(s, 1H), 4.33(m, 2H), 4.27(dd,
2H), 3.52(dd, 2H), 3.32(m, 1H),
3.24(q, 4H), 3.02(m, 2H), 1.99(m,
1H), 1.95(m, 1H), 1.47(m, 2H),
1.27(t, 6H)

III

2-[(Be A ) B
£]-5-{4-2-(=T %
AL ARAIR
JN-[3-(2 A F£)
HK]vEw-3-F BRAZ

ZHATERE ;

W e

483

MeOD; 7.61(m, 1H), 7.57(s, 1H),
7.49(m, 1H), 7.47(d, 2H), 7.23(t,
1H), 7.03(dd, 1H), 6.93(d, 2H),
4.52(s, 2H), 4.27(dd, 2H), 4.31(dd,
2H), 3.24(q, 4H), 1.27(t, 6H)

111

2-[(Re sk i A ) B
£1-5-3-2-(=2 %
BRA)CERAIR
#A}-N-vg oz -4- 2o 2
S-FER=ZA L

& -

. ?

10

460

MeOD; 7.62(s, 1H), 7.29(dd, 1H),
7.24(m, 1H), 7.13(m, 1H), 6.87(m,
1H), 4.35(dd, 2H), 3.59(dd, 2H),
3.46(m, 1H), 3.40(m, 2H), 3.31(q,
4H), 3.10(m, 2H), 2.16(m, 2H),
1.83(m, 2H), 1.34(t, 6H)

I

2-[(R ik i A ) B
£]-N-Q-12% T
HA)-5-(4-F aAXK)
vE >3- ERRE

11

335

MeOD; 7.38(d, 2H), 7.36(s, 1H),
6.82(d, 2H), 3.70(s, 3H), 3.57(dd,
2H), 3.10(dd, 2H),

III

2(BEREE
£]-5-(4-F RAX
£)-Nosfog-4- ok o
3-F B

12

375

1.70 (m, 2H), 1.99 (d, 2H, J=12.88
Hz), 3.01 (q, 2H, J=11.03 Hz), 3.35
(d, 2H, J=12.38 Hz), 3.76 (s, 3H),
4.01 (brs, 1H), 6.97 (d, 2H, J=8.59
Hz), 7.45 (d, 2H, J=8.84 Hz), 7.63
(s, 1H), 8.04 (d, 1H, J=7.07 Hz),
8.43 (d, 1H, J=9.10 Hz), 8.65 (d,
1H, J=8.59 Hz), 10.91 (s, 1H)

I

2-[(Be A A8
A]-5-3-2-(=2 %
BRA)CEE]XK
£}N-vkoz-3- Kok
B-FERZ AL
571

. !

13

454

MeOD; 9.51(s, 1H), 8.75(d, 1H),
8.51(m, 1H), 7.97(s, 1H), 7.93(m,
1H), 7.35(t, 1H), 7.29(m, 2H),
6.93(m, 1H), 4.45(dd, 2H), 3.67(dd,
2H), 3.39(q, 4H), 1.42(t, 6H)

III

2-[(Be A i ARk
Al-5-4-FRAX
#)-N-(1- F A vkezg-4-
Ay o-3-F B

14

389

1.76 (q, 2H), 2.04 (d, 2H, J=12.38
Hz), 2.77 (brd, 3H), 3.08 (q, 2H),
3.48 (d, 2H, J=11.62 Hz), 3.76 (s,
3H), 3.96 (m, 1H), 6.97 (d, 2H),
7.45 (d, 2H, J=8.84 Hz), 7.63 (s,
1H), 8.07 (d, 1H, J=7.33 Hz), 9.62
(brs, 1H), 10.91 (s, 1H)

11T

2-[( A B
A]-5-(4-F AAX
E)-N-[(35)-1- F KoY
R E-3-K]E%-3-F
A BB

15

403

CDCI3; 11.35(br s, 1H), 7.50 (d,
2H), 7.15(d, 1H), 6.95 (s, 1H),
6.90(d, 2H), 5.30 (s, 2H), 4.20(m,
1H), 3.80(s, 3H), 2.85 (m, 1H),
2.80 (d, 1H), 2.60 (dd, 1H), 2.40(m,
1H), 2.45(s, 3H), 1.50-2.00 (m, 6H)

I

2-[(Re sk ) A%
£1-5-3-2-(=2 &

16

483

MeOD; 7.84(s, 1H), 7.75(m, 1H),
7.63(dd, 1H), 7.35(t, 2H), 7.32(m,

1H), 7.22(m, 1H), 7.16(dd, 1H),

I
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BRR) T EAKR]R

AYP-N-[B-(BETFRA)

KK E--3-F BR AR
ZHRALERE ;

6.92(m, 1H), 4.65(s, 2H),
4.41(dd, 2H), 3.63(dd, 2H), 3.37(q,
4H), 1.40(t, 6H)

EN-[2-(=F A8

A)TAL-5-(4-F 84

6.80(d, 2H), 3.69(s, 3H), 3.64(m,
2H), 3.29(m, 2H), 2.91(s, 6H)

2[R A5 &)z 17 446 MeOD; 7.46(d, 2H), 7.16(s, 1H), I
H1o5(4(2 = 7. 5 6.95(d, 2H), 4.28(dd, 2H), 3.89(m,
E]-5-14-[2-(= L4 3H), 3.70 (m, 2H), 3.53(dd, 2H),

BA)TAEIR 3.28(q, 4H), 2.30(m, 1H), 2.06(m,

S ) Norp Bz -3- ok 1H), 1.29(t, 6H)
u-3-FERRR = 2. LB
|-
1A BAE | 18 454 MeOD; 9.39( 110, 875G 18, | 1
_ 8.56(d, 1H), 8.00(m, 2H), 7.71(s,
A]-5-{4-2-(=2 % 1H), 7.59(d, 2H), 7.07(d, 2H),
R REIX 4.41(dd, 2H), 3.65(dd,2H), 3.38(q,
A )} -N-wbog-3-Feg o 4H), 1.40(t, 6H)
S-PERZACEE
i1
2-[(Br A # )R 19 389 CDCI3; 11(.25(br)s, 1H), 7.50 ()d, III
o an 2H), 7.15(s, 1H), 6.85 (d, 2H),

A]-S-(4-FRAER 6.90(m, 2H), 5.40 (s, 2H), 4.25(m,
#)-N-[(3S)-1-F s ok 1H), 3.80(s, 3H), 2.40-2.80 (m,

3 ek 3. F A 4H), 2.30(s, 3H), 2.20(m, 1H),
= 3H§§L§Zﬂ3. @ 1.50-1.90 (m, 3H)

NI A 20 446 MeOD; 7.40(s, 1H), 7.35(dd, 1H), I
151312 = 7. 5 7.27(dd, 1H), 7.20(s, 1H), 6.93(m,
5]-5-(3-2-(=2 % 1H), 4.42(dd, 2H), 4.01(m, 3H),

AT ERAIX 3.83 (m, 2H), 3.65(dd, 2H), 3.37(q,

B} Novi o802 -3- 2 v 4H), 2.44(m, 1H), 2.18(m, 1H),
A }-Nont %:_’f . = % 1.40(t, 6H)
u-3-F BRI = B L EL

# ;

2[(B & 32 ) B% 21 389 1.22 (dd, 1H, J1=12.38 Hz, 12=2.53 I
154 FA % Hz), 1.57 (d, 1H, J=13.14 Hz), 1.78
a]-5-(4-F AAR (brt, 2H), 1.95 (brs, 1H), 2.60 (q,

#)-N-[(3R)-9k =2 -3- 1H, J=11.37), 2.78 (q, 1H, J=10.61
B W R v-3- F g Hz), 3.09 (m, 1H), 3.25 (m, 3H),
57 4] %_” Tk 3.77 (s, 3H), 6.97 (d, 2H, J=8.59
R Hz), 7.4 (d, 2H, J=8.84 Hz), 7.58

(s, 1H), 8.24 (brs, 1H), 8.30 (brt,

1H), 8.57 (brs, 1H), 10.92 (s, 1H)

-[(Ag L) | 22 361 I
A]-5-(4-F AAEXR
#)-N-[(3S)-t %%

3- Al EY-3-F A

2-[(Re & # A)R% 23 361 III
A]-5-(4-FHRAX
#)-N-[(3R)-wtt 8-

3 k-3 F A
2 (0B A 3 B 24 363 MeOD; 7.37(d, 2H), 7.35(s, 1H), 11
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FHE)E-3-F 8 A%

£)-5-(4- XK
#&)-N-9k og -4- FvE o
3-FERAR

2-[(Be A )RR 25 391 III
EI-N-[2-(=T %R
A)THK]-5-(4-F A%
R E)Ew-3-F 8RS
(A A)E | 26 389 5109,s, 1H; 9.8, brs, 1H;|  III
L §9.29,brs, IH; 5839, d, 1H;
EI-N-[(39) VLBE EL 57.82,s, 1H; 57.48,d, 2H;
-3-K]-5-(4-FRAX §6.96,d, 2H; 5436, m, 1H;
HE)yEu-3-FERALER §3.77,s,3H; §3.29,m, 1H;
g 63.20,m,2H; &3.07, m, 1H;
6198, m 1H; &1.84, m, 4H;
§1.59, m, 1H
2-[(B i BB 27 375 1 d5’2 (I;LH:;HZ)’611.Z6 (‘;fli,)lg%gli” 11
W - rs, ,2.61 (m, ,2.99 (t,
A]-5-(4-F RAR 1H), 3.16 (m, 1H), 3.76 (s, 3H),
#)-N-[(3R)-%& =2 -3- 3.95 (brs, 1H), 6.97 (d, 2H), 7.46
R N3 T AR (d, 2H), 7.61 (s, 1H), 7.89 (d, 1H),
RE]&-3-F 8 10.90 (s, 1H)
2R A A& 28 389 1.06 (m, 2H), 1.62 (d, 3H, J=10.11 100
R1-5-(4-F S X Hz), 2.95 (d, 2H, J=12.13 Hz), 3.11
&]-5-(4-F A (t, 2H, J=5.68 Hz), 3.76 (s, 3H),
#)-N-(skg-4-% F 6.90 (d, 1H, J=8.59 Hz), 6.96 (d,
N 5 2H, J=8.59 Hz), 7.44 (d, 2H, J=8.59
A)E-3-F Wk Hz), 7.61 (s, 1H), 8.14 (t, 1H,
J=5.43 Hz), 10.99 (s, 1H)
IR I 29 361 2.02 (brt, 221, 7=5.81 Hzg, 2.22 ()dd, I
- 2H, J1=13.52 Hz, J2=6.69 Hz),
£]-5-(4-FREAX 3.21(dd, 1H, 11=13.77 Hz, 12=6.95
#)-N-nt o8 oz -3- K eE Hz), 3.68 (brs, 1H), 3.76 (s, 3H),
wy-3-F BE RS | 3.86 (brs, 1H), 6.96 (brm, 2H), 7.28
(brs, 1H), 7.50 (d, 2H, J=8.84 Hz),
8.16 (brs, 1H), 10.31 (s, 1H)
SEERDE |0 07| e, e
E]-N-(1- 2 Bk 2 -3- 6.90(br s, 2H), 3.90(m, 1H), 3.75(s,
#)-5-(4-F BAEEK) 3H), 2.85(dd, 2H), 2.30(m, 2H),
i o3 F 5 i BB 1.80(m, 3H), 1.70(m, 1H), 1.50(m,
R z .m# o 1H), 13.0(m, 1H), 1.0(t, 3H)
2-[(Bz ® 5 ;_t;_i) B 31 417 11 I%(s7 1412(17271_56@6 l};z,d7 .65§s, III
. 1H), 7.45(d, 2H), 6.95(d, 2H),
E]-N-[(3S)-1- 53‘? 6.90(br s, 2H), 4.05(m, 1H), 3.75(s,
& E-3-%]-5-(4-F & 3H), 2.75(m, 1H), 2.40-2.70(m,
2 ¥ ko) 3. F 5H), 1.85(m, 1H), 1.40-1.75(m,
= 4}; E)é;’ﬁ [T SH), 0.95(t, 3H)
2(EABEE | 32 361 T
#]-5-G- A K
#)-N-vk oz -4- Ko %
3-F BRAR
2[Rk i) | 33 361 I
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2-[(e A &)
A]-5-B-FRAX
#)-N-vkog-4- ko

3-FERAR

34

375

11

(38)-3-{[(2-[(m& & #
) A]-5-4-F 4%

A}obegog-1-F 8 F
=ZTE

RH)-3-F o) KR

35

481

I

2-[(R AR
A]-5-4-FARAX
£ )-N-vk oz -3- FoE
-3-F EEAR

36

375

11

2{(BEERDE
AIN(1-F B o4
£)-5-(4-F REER)

vEo-3-F E8RAR S

37

465

1.75 (m, 2H), 2.08 (d, 2H, J=13.39
Hz), 3.10 (m, 2H), 3.43 (d, 2H,
J=11.62 Hz), 3.76 (s, 3H), 3.95 (m,
1H), 4.31 (d, 2H, J=4.55 Hz), 6.97
(d, 2H, J=8.59 Hz), 7.45 (d, 2H,
J=8.59 Hz), 7.49 (brs, SH, J=2.27
Hz), 7.61 (s, 1H), 8.05 (d, 1H,
J=6.82 Hz), 9.65 (brs, 1H), 10.89
(s, 1H)

111

3-{[2-[(e 5 &) A%
A]-5-(4-F REX
£)-3-R 15
Ayokez-1-FE#EE =
TEG

38

475

1.39 (s, 9H), 1.46-1.97 (bm, 4H),
2.72 (t, 2H), 3.16 (s, 2H), 3.77 (s,
3H), 6.96 (d, 2H), 7.45 (d, 2H),

1H), 10.95 (s, 1H)

7.62 (s, 1H), 7.85 (brs, 1H), 8.77 (d,

I

2-[(Bx A AR ) B
#1-5-[4-Q2-k=e-1-%
T RE) R ]-N-(2-
wbog-4-3 T K )R
-3-FERAR |

39

494

I

2-[(Be A g A )BE
#1-5-[4-(2-9k=e-1-4
T RR) R A]-N-(2-
o -4- 3 T K ) E
-3-FERAR

40

451

III

2-[(Re A i ) Bz
A]-N-v( Tez-3-4
-5-(4-F E KR
W3- B AR

41

347

III
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&]-5-d- AR

A )Ew-3-F BEAZ

A)-N-2-wkz-4-£ 2,

2H), 6.77 (d, 2H, J=8.59 Hz), 7.31
(d, 2H, J=8.59 Hz), 7.45 (s, 1H),
7.97 (d, 2H, J=6.32 Hz), 8.27 (s,

1H), 8.83 (d, 2H, J=6.06 Hz), 10.79

(s, 1H)

2(EARAE | 2 375 71 G 18, 197 (m 20,204 T T
£, e m, y D.DI7I. m, ’
K]-5-(4-FREXR 3.62-3.45 (m, 2H), 3.76 (s, 3H),
£ )-N-[(2S)-mt 2822 6.97 (d, 2H, J=8.84 Hz), 7.45 (d,
2 SE o3 2H, J=8.59 Hz), 7.52 (s, 1H), 7.94
2-4F );R]ﬁg #-3-F (s, 1H), 8.47 (t, 1H, J=5.81 Hz),
BB 8.52 (brs, 1H), 9.15 (brs, 1H), 10.79
(s, 1H)
2-[( A 2 28 43 369 3.78 (s, 3H), 7.01 (d, 2H), 7.52 (d, I
H1.5.(4-F 5 A K 2H), 7.79 (s, 1H), 8.15 (d, 2H), 8.70
& ]-5-(4-F AA (brs, 2H), 10.62 (s, 1H), 10.68 (brs,
2 )-N-wt oz -4- F oE oy 1H)
-3-F BRBR
N A 44 404 2.06 (r)n, 4?),( 2.34 }%)rs, 2H), 2.3) T
- u s (m, 2H), 2.67 (m, 4H), 3.76 (s, 3H),
K]-5-(4-FREX 6.97 (d, 2H, J=8.84 Hz), 7.44 (4,
£)-N-Q-%#-1-£ 2 2H, J=8.59 Hz), 7.55 (s, 1H), 8.10
%)wg%\_:;_ AR (t, 1H, J-5.68 Hz), 10.95 (s, 1H)
HAGREREE | 43 Rl P vy g e B
. o 4H), 2. t, , 3. S, , 6.
A]-5-(4-F REX (brs, 1H), 6.97 (d, 2H), 7.4 (d,
#)-N-2-9k=#-1-3 T 2H), 7.56 (t, 2H), 8.11 (t, 1H),
£)eEwy-3- FBEAL 10.96 (s, 1H)
[z A | 46 401 I
A-N-1-f s 833
[2.2.2]3%-3-%-5-(4-F
BERXE)ER-3-F
A
AmERBE | 48 2| i sressiom e o |
%a , 0./6-0.7/(m, , /.22,
A-N-C-RAT 2H),7.49(s, 1H), 8.34(m, 1H),
&)-5-(4-BHEXE)E 9.56(s, 1H), 10.94(s, 1H)
u--3-F B A
2-[(Be X ) Bk 49 390 1.10-1.45 (dq, 4H), 1.85 (t, 4H), III
A]-N-(R KX -4-52 % 3.40 (brs, 1H), 3.71 (brm, 1H), 3.76
RTH)S5-(4-FRA (s, 3H), 4.56 (brs, 1H), 6.90 (brs,
RIE)E9-3-F BRAZ | 1H), 6.96 (d, 2H), 7.45 (d, 2H),
7.62 (s, 1H), 7.81 (d, 1H), 11.03 (s,
1H)
2-[(BR A A B ) MR 50 383 3.17 (t, 2H, J=6.44 Hz), 3.64 (m, I
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2R ERE)E
ESRNCR LR 1
£)N-Q-skep-1- £ 2
H)E -3 F ERAE |

52

525

1.34-1.58 (m, 2H), 1.75 (t, 2H,
J=14.02 Hz), 1.98 (brs, 1H), 2.01
(d, 1H), 2.80 (m, 3H), 3.48 (d, 2H,
J=8.59 Hz), 3.73 (s, 6H), 3.75 (s,
3H), 6.63 (dd, 2H, J1=8.34 Hz,
72=4.80 Hz), 6.90 (brs, 1H), 6.95
(d, 2H, J=8.59 Hz), 7.21 (t, 2H),
7.45 (d, 2H, J=8.84 Hz), 7.46 (s,
1H), 7.86 (d, 1H, J=7.58 Hz), 11.00
(s, 1H)

I

2-[(e A H ARz
A]-5-(4-FRAX
#)N-Q2-mboz-4-4 2
)k H-3- F BB AL

54

397

3.12 (t, 2H), 3.62 (¢, 2H), 3.76 (s,
3H), 6.97 (d, 2H), 7.42 (d, 2H),
7.49 (s, 1H), 7.85 (d, 2H), 8.28 (s,
1H), 8.78 (d, 2H), 10.84 (s, 1H)

I

2-[(Br A &)z
A]-S5-(4-EX
#)-N-2-nkeg-3-£ T
A)EY--3-F B

55

383

3.17 (¢, 2H, J=6.44 Hz), 3.64 (m,
2H), 6.77 (d, 2H, J=8.59 Hz), 7.31
(d, 2H, J=8.59 Hz), 7.45 (s, 1H),
7.97 (4, 2H, J=6.32 Hz), 8.27 (s,
1H), 8.83 (d, 2H, J=6.06 Hz), 10.79
(s, 1H)

I

2-[(e A3 )&
A]-5-(4-F AEAXR
#)-N-(2-mbez-3-£ 2
H)eEu-3-F B AR

56

397

2.99 (t, 2H), 3.55 (m, 2H), 3.76 (5,
3H), 6.97 (d, 2H), 7.42 (d, 2H),
7.50 (s, 1H), 7.76 (m, 1H), 8.16 (d,
1H), 8.25 (s, 1H), 8.65 (s, 1H), 8.69
(s, 1H), 10.85 (s, 1H)

II

2-[(Be A 3 2Bz
#A]-5-@-FAAXR
#£)-N-(2,2,6,6-m3 F %
sk -4- K )eEp-3- F
B A%

58

431

1.44 (s, 12H), 1.63 (t, 2H), 1.95 (d,

2H), 3.76 (s, 3H), 4.34 (brs, 1H),

6.96 (d, 2H), 7.45 (d, 2H), 7.67 (s,

1H), 8.12 (m, 2H), 9.06 (bd, 1H),
10.92 (s, 1H)

I

2-[(R 2 5 B
A]-5-2-FRAXR
#)-N-vk oz -4- L og o5
-3-F ER AR

59

375

III

2(RERBE
A]S5(4-F REX
£)-N-(9 8ok % -2-
AT K)g-3- 7
Bz

60

376

1.52(m, 1H), 1.77(m,3H),
3.25(m,2H), 3.72(m, 1H),
3.71(s,3H), 3.93(m,2H),
6.91(bd,4H,J=8.84Hz),
7.39(d,2H,J=8.59Hz), 7.59(s, 1H),
8.17(bs,1H), 10.91(s,1H)

I

(GR)-3-{[(2-[(rz A %
AR &]-5-(4-F 2%
R A3 )i k]
Bk okoz-1-FEE 5
ZTHEs

62

475

1.38 (s, 9H), 1.47-1.99 (brm, 6H),
3.56 (brm, 2H), 3.74 (brm, 1H),
3.76 (s, 3H), 6.96 (d, 2H, J=8.59
Hz), 7.45 (d, 2H, J=8.84 Hz), 7.62
(s, 1H), 7.85 (brs, 1H), 8.77 (d, 1H,
J=7.58 Hz), 10.96 (s, 1H)

I

2-[(Be A 5 5K ) B
Al-5-(4-FRAX
#)-N-(nboz-3-% F
A)EH-3-FE#AL

63

383

3.76 (s, 3H), 4.48 (d, 2H), 6.96 (d,
2H), 7.36 (dd, 1H), 7.44 (d, 2H),
7.61 (s, 1H), 7.72 (dt, 1H), 8.46
(bdd, 1H), 8.56 (bd, 1H), 8.77 (t,

1H)

I

3-({[2-[( A 78 &) Bk

64

447

1.39 (s, 9H), 3.77 (s, 3H), 3.86 (m,
2H), 4.13 (t, 2H, J=7.83 Hz), 4.61

I
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Al-5-4-F HEX
)3k K] 5 A}
B )V Tor-1-F 8%

¥ =TE

(m, 1H), 6.97 (d, 2H, J=8.84 Hz),
7.45 (d, 2H, J=8.59 Hz), 7.60 (s,
1H), 8.57 (d, 1H, J=6.82 Hz), 10.82
(s, 1H)

2-[(R A A RE
Al-5-(4-FAEAX
£)-N-Giz-4- % F
A)E%-3- F ERE

65

383

I

2-[(Be A B )R
Al-5-@4-FREX
#£)-N-G-F 2 KA

A)yEu-3-F B AT

67

364

1.76 (m, 2H), 3.23 (s, 3H), 3.30 (¢,

2H), 3.37 (t, 2H), 3.76 (s, 3H), 6.96

(d, 2H), 7.44 (d, 2H), 7.57 (s, 1H),
8.15 (brs, 1H), 10.97 (s, 1H)

III

2-[(Re i ) B
A]-5-(4-FREAX
#)-N-[2-2-& % %)
Lk Ew-3-F BRR%E S

68

402

III

2-[(e A g )R
A]-5-(4-F fAR
A)-N-Q--£5 4 F

K)o Eo-3-F BRBE

69

388

3.76 (s, 3H), 4.62 (d, 2H), 6.96 (4,
1H), 6.96 (d, 2H), 7.03 (d, 1H),
7.39 (d, 1H), 7.43 (d, 2H), 7.60 (s,
1H), 8.79 (t, 1H), 10.92 (s, 1H)

III

N-[3-(1,4-= & &
-1-A g H)-5-(4-F &
R XA 2-EH] 5
£

70

375

7.50 d J=8.8 Hz 2H, 7.09 s 1H, 6.95
d J=8.8 Hz 2H, 3.86 s 3H,
1.23-1.35 m 6H.

I

2-[(R A3 )i
AIN-2-FRAT
#*)-5-(4-F BREAXK)
"Euy-3-F ERRK

71

350

3.27 (s, 3H), 3.37-3.51 (m, 4H),
3.76 (s, 3H), 6.97 (d, 2H), 7.44 (d,
2H), 7.61 (s, 1H), 8.15-8.26 (m,
1H), 10.95 (s, 1H)

III

T S
£]5-(4-B K
£)-N-Q-ok% F £)
K oy-3-F AR

72

374

4.61 (d, 2H, J=5.81 Hz), 6.77 (4,
2H, J=8.59 Hz), 6.96 (dd, 2H,
J1=5.05 Hz, J2=3.54 Hz), 7.02 (d,
1H, J=3.03 Hz), 7.32 (d, 2H, J=8.34
Hz), 7.38 (d, 1H, J=5.05 Hz), 7.53
(s, 1H), 8.77 (¢, 1H, J=5.81 Hz),
9.53 (s, 1H), 10.89 (s, 1H)

III

2-[(Re A B A Bk
A]-N-{2-[(2-vk o %
FR)HR]IT
A}-S5-4-FRAXRL)
"Euy-3-F BRAE

74

432

2.61 (t, 2H), 2.65 (t, 2H), 3.75 (s,
3H), 3.81 (d, 2H), 6.29 (d, 1H,
J=3.03 Hz), 6.38 (dd, 1H, J1=3.03
Hz, 12=1.77 Hz), 6.97 (d, 2H,
7=8.84 Hz), 7.4 (d, 2H, J=8.84
Hz), 7.55 (s, 1H), 7.57 (brs, 1H),
8.31(t, 1H, J=5.68 Hz), 9.10 (t, 1H,
J=4.93 Hz), 10.92 (s, 1H)

III

2-[(Re sk g )

A]-5-(4-5 K K
#£)-N-[2-2--&E%) T
AR y-3-F EERL

75

388

3.50(m,2H), 3.80(m,2H),
6.54(bs, 1H), 6.78-7.34(m, 7H),
7.49(s,1H), 8.34(m, L H), 9.56(s, L H),
10.94(s, 1H)

I

N-(-[(4- A oo -1-
B A]-5-3-[2-(=

76

460

MeOD; 7.24(dd, 1H), 7.16(dd, 1H),
7.08(s, 1H), 7.06(s, 1H), 6.83(dd,

1H), 4.34(m, 2H), 4.30(dd, 2H),

I
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A]-5-(4-F RAXR
#&)-N-(nb=g-2- 5 F
&) E9-3-F A

2H), 7.46 (d, 2H), 7.65 (t, 1H), 7.73
(t, 1H), 7.67 (s, 1H), 8.20 (t, 1H),
8.69 (d, 1H), 8.96 (t, 1H), 10.76 (s,
1H)

LAEA)TERAIR 3-:513‘1‘31’ gj?’ 35}?)(“;, 919%)’ 322}5(‘1’
- - = , 2.Ua(Im, , 1.79(m, s
A2 )R Z R 1.50(m, 2H), 1.28(t, 6H)
LERE |
(AR R)E 77 389 1.22 (dd, 1(21 T1=12.38 Hz, 12-2.53 I
o ar Hz), 1.57 (d, 1H, J=13.14 Hz), 1.78
A]-5-(4-FREX (bet, 2H), 1.95 (brs, 1H), 2.60 (q,
#)-N-[(3R)-9k 52 -3- 1H, J=11.37), 2.78 (q, 1H, J=10.61
AT A EG-3-F 8 Hz), 3.09 (m, 1H), 3.25 (m, 3H),
=i ‘]’% #-3-F 3.77 (s, 3H), 6.97 (d, 2H, J=8.59
Bz Hz), 7.44 (d, 2H, J=8.84 Hz), 7.58
(s, 1H), 8.24 (brs, 1H), 8.30 (brt,
1H), 8.57 (brs, 1H), 10.92 (s, 1H)
2-[(e A B AR 78 423 11
A]-5-(4-F AKX
g)-N_(1’23314'Eg i:(‘vé
i3k -3- F 8
BZ 5
LR R)E 79 426 3.76)(3, 38H)(,d4.36)(d, 2H)(, 5.97 s, I
g 2H), 6.81 (d, 1H), 6.89 (d, 1H),
%]'N‘(l 3-RH =7 6.96 (d, 2H), 7.44 (d, 2H), 7.62 (s,
7R-5-F F HK)-5-(4-F 1H), 8.64 (t, 1H), 10.94 (s, 1H)
FHEKK)ER-3-F
B AL
2((REHE)E | 80 412 I
- g o .44(d,2H,J=5.56Hz), 6.82(m, 1H),
A]-N-3- i ﬂ’% & 6.91(m,2H), 6.98(d,2H,J=8.59Hz),
HK)-5-(4-FAREXAL) 7.25(t, 2H, J=7.83),
-3 F ELEE | 7.46(d,2H,J=8.59Hz),7.66(s, 1H),
8.71(s,1H), 10.95(s,1H)
2-[(Re s 3 )% 81 456 311?)((332}151)} 3 57 4(63’3})1),6 3-7Z(S,3H))’ III
— o . ,2H,J=5.56Hz), 6.92(m,7H),
g—‘l;N‘[z‘(3’4‘“ 7 7.45(d,2H,J=8 84Hz), 7.66(s, 1H),
EEE)TK]-5-(4-F 8.64(bs,1H), 10.97(s,1H)
RAEA)VER3-F
BB AE S
2[(EA R 84 386 2.22 (s, 3H), 3.76 (s, 3H), 4.38 (d, I
PP 2H), 5.99 (s, 1H), 6.14 (s, 1H), 6.96
A]-5-(4-F RAX (d, 2H), 7.43 (d, 2H), 7.64 (s, 1H),
F)-N-[(5-F #-2-v% 8.57 (t, 1H), 10.93 (s, 1H)
o &) F A E%-3-F
BRRZ
I I 85 383 3.77 (s, 3H), 4.69 (d, 2H), 6.98 (d, T
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2-[EEB 2R 86 400 11
AJ-N-(4- 5.
£)-5-(4-F 8E XK
%3 T B ;
A-({2-[(Re A A )mz | 88 475 T
A]-S5-G-FRAX
A)-3--Eu 5 K ) B
Ayokoz-1-FEEE =
TEs
EEADE | | S
= i ar . ,2h,J=5. 7), 6.97(m,5H(,
B]N-2-F /A 7.23(m,2H), 7.47(d,2H,1=8.84),
#£)-5-(4-F A A EE) 7.71(s,1H), 8.55(bt, 1H),
vEuy-3-F B BE 10.97(s,1H)
2[R A 90 412 32.56-3;7 6(12, 2H3, 3(.76 (s,)3H), g.(u I
o t, 2H), 6.85-7.05 (m, SH), 7.28 (t,
A]-5-(4-F AAR 2H), 7.44 (d, 2H), 7.61 (s, 1H), 8.38
#£)-N-Q2-KE X T (brs, 1H), 10.93 (s, 1H)
E)E-3- F 8RB
2((mEREE | 93 397 e
s 2H), 3.76 (s, 3H), 6.97 (d, 2H,
K]-S5-(4-F /A% J=8.84 Hz), 7.22 (dd, 1H, J1=6.95
E)-N-(2-nbeg-2-% 2 Hz, J2=5.18 Hz), 7.27 (d, 1H,
B Ve w3 T AR 1=7.83 Hz), 7.43 (d, 2H, J=8.59
) g3 F B Hz), 7.54 (s, 1H), 7.70 (dt, 1H,
J1=7.58 Hz, J2=1.77 Hz), 8.27 (t,
1H, J=5.56 Hz), 8.51 (d, 1H, J=4.55
Hz), 10.97 (s, 1H)
A-({2-[(m A A)m | 94 475 I
A]-5-(4-F 8AE R
)3k K5 %)
B )k 1- F 8% 5
=TE8&
(A7 A& 95 412 3.72 (sé 3H)(,d3.76 )(s, 3H)i 439 (4, I
v i r 2H), 6.89 (d, 2H), 6.96 (d, 2H),
A]-N-(4-F AAF 7.25 (d, 2H), 7.4 (d, 2H), 7.63 (s,
3)-5-(4-F FHEEHL) 1H), 8.64 (t, 1H), 10.95 (s, 1H)
E -3 F B ;
2[R EpL)E | 110 460 MeOD, TSI TG, | IV
_ 7.05(d, 2H), 4.35(dd, 2H), 4.25(m,
E]-5-{4-2-(=2 % 1H), 3.60(dd, 2H), 3.50(m, 1H),
BRR)LERA]XR 3.30(m, SH), 2.95(dd, 2H), 2.10(dd,
£} -N-[(3S)-9k 2-3- 2H), 1.80(m, 2H), 1.35(t, 6H)
A]eEo-3-F 8 ik =
RTEEE
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2-[(m K Fx AR B
A]-5-(4-2-(=2 &
AT RAIR
%} -N-[(3R)-%k %-3-
Kgk-3-F 8=
FLEE

111

460

MeOD; 7.55(d, 2H), 7.45(s, 1H),
7.05(d, 2H), 4.35(dd, 2H), 4.25(m,
1H), 3.60(dd, 2H), 3.50(m, 1H),
3.30(m, SH), 2.95(dd, 2H), 2.10(dd,
2H), 1.80(m, 2H), 1.35(t, 6H)

(38)-3-{[(2-[(mz A %
£ #]-5-{4-[2-(=
LEBEA)TEK]X
A}-3-wE ) F AR B
Kykoz-1-AFEHER
ZTER=ZACLERS ;

112

560

MeOD; 7.55(d, 2H), 7.45(s, 1H),
7.05(d, 2H), 4.35(dd, 2H),
3.60-3.90(m, 3H), 3.60(dd, 2H),
3.30(m, 4H), 2.95(m, 2H), 1.90(dd,
2H), 1.55(m, 2H), 1.45(s, 9H),
1.35(t, 6H)

2-[(Be A B AR B
A]-N-[(3S)-77 & B
3-%1-5-{4-[2-(=T
AEA)TRAIRA)
vEw»-3- 7 & A B8 ER
g% -

a !

113

474

10.85(s, 1H), 9.50(br s, 1H),
9.10(br s, 1H), 8.95(br s, 1H),
8.20(d, 1H), 7.65(s, 1H), 7.50(d,
2H), 7.05(d, 2H), 6.95, (br s, 2H),
4.35(dd, 2H), 4.25(m, 1H),
3.50(dd,2H), 3.10-3.40(m, SH),
2.00(m, 1H), 1.80(m, 4H), 1.55(m,
1H), 1.25(t, 6H)

(BR)-3-{[(2-[(B & %
A A&]-5-{4-[2-(=
LEBRA)TREIR
E-3EREL L2 E-P )4
A)okog-1-K FEgF
ZTEBE=ZACTEE ;

114

560

MeOD; 7.45(d, 2H), 7.35(s, 1H),
6.90(d, 2H), 4.25(dd, 2H),
3.60-3.90(m, 3H), 3.50(dd, 2H),
3.20(m, SH), 2.85(s, 1H), 1.80(dd,
2H), 1.45(m, 2H), 1.35(s, 9H),
1.25(t, 6H)

N-3-{[(3S)-3-8& %Y
ER-1-A]%
£)-5-(4-F RAXK
R)-2-ku] R E Bk
B

S

115

389

9.65 (s, 1H), 8.25 (s, 3H), 7.50 (4,
2H), 7.10(s, 1H), 6.90(d, 2H), 6.75
(br s, 2H), 4.00 (m, 1H), 3.80(s,
3H), 3.40 (m, 4H), 2.0 (m, 1H),
1.00-1.80 (m, SH)

2-({[25-=F /A X
A)-Be AR p AR B
A}-5-4-F ARAXR
)-N-o % -3- ko %
39 A

116

511

11.28 s 1H, 9.65 bs 1H, 9.08 bs 1H,

8.43s1H,7.90s 1H, 7.46d J=8.7

Hz 2H, 6.83 dJ=8.8 Hz 2H, 6.65 d

J=88Hz 1H, 6.43 - 6.47m 1H,

4.35bs 1H, 3.76 s 3H, 7.73 s 3H,

3.54s3H,3.24-3.45m2H, 2.81
bs 2H, 2.44 bs 4H.

S-{4-[2-(—T A B )
TRIREL-2-{[(wt
wi-2- A B A ) B A B
#}-N-[(3S)-wt78oz
S3-A]E-3-F BRRL

120

524

1.21 (t, 6H), 2.00 (m, 1H), 2.20 (m,
1H), 3.18 (m, 4H), 3.43 (m, 6H),
4.31 (t, 2H), 4.53 (m, 1H), 7.05 (d,
2H), 7.52 (d, 2H), 7.70 (s, 1H), 8.30
(m, 3H), 8.78 (s, 1H), 8.85 (s, 1H),
8.98 (s, 1H), 9.32 (s, 1H), 10.90 (s,

1H)

VI
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5-(3-[2-(=T AmA)
TRAIFAE-2-{[(w
wh-2- AR AR A B
£ }-N-[(3S)-nt %%
3-K]E%-3- T Ba AR
1 3

121

524

1.25 (t, 6H), 2.02 (m, 1H), 2.20 (m,
1H), 3.22 (m, 4H), 3.43 (m, 6H),
4.34 (t, 2H), 4.53 (m, 1H), 6.92 (d,
1H), 7.12 (s, 1H), 7.28 (d, 1H), 7.39
(dxd, 1H), 7.84 (s, 1H), 8.32 (m,
3H), 8.78 (s, 1H), 8.85 (s, 1H), 8.98
(s, 1H), 9.30 (s, 1H), 10.92 (s, 1H)

VI

5-(3-[2-(=T & A)
TERAIRE}-N-sk=g
-4-3-2-{[(boi-2- 5
e IP N L S
-3-F BaBZ

122

538

). 0.95 (t, 6H), 1.52 (m, 2H), 1.62
(m, 4H), 2.52 (m, 4H), 2.78 (m,
4H), 3.00 (m, 12H), 3.18 (t, 2H),
4.05 (t, 2H), 6.68 (bs, 1H), 6.80 (d,
1H), 7.10 (m, 2H), 7.28 (m, 2H),
7.82 (s, 1H), 8.22 (s, 1H), 8.28 (s,
1H), 9.00 (s, 1H)

VI

N-[(3S)-7( & B -3-
A]-5-(4-F AR
35)-2-{[(wbm-2-  BE
eI EE N S
3-FEAIBEE

123

467

612.6,brs, 1H; 6109,s, 1H;
69.55,brs, 1H; 69.24,brs, 1H;
58.88,s,1H; &849,d, 1H;
868.35,dd,1H; 68.29,4,1H; &
792,s,1H; §87.54,d, 2H; &
699,d,2H; 6442, m, 1H; &
333,m 1H; 63.23,m2H; &
3.10,m,1H; 82.02,m 1H; &
1.85,m 4H; 61.62,m, 1H

VI

5-{3-[2-(=T A H)
LRE]RA}-N-sk2
-3-3-2-{[(mt-2- %
BE AP AR IR AR R o
S-FEERCEB B

124

538

0.95 (t, 6H), 1.52 (m, 2H), 1.62 (m,
4H), 2.52 (m, 4H), 2.78 (m, 4H),
3.00 (m, 12H), 3.18 (t, 2H), 4.05 (t,
2H), 6.68 (bs, 1H), 6.80 (d, 1H),
7.10 (m, 2H), 7.28 (m, 2H), 7.82 (s,
1H), 8.22 (s, 1H), 8.28 (s, 1H), 9.00
(s, 1H)

VI

N-(2-p% 3 T %)-5-(4-
TR K E)-2-{[(t
h-2- BB ) B K B
A}oEou-3-FEEAE

125

413

8.53s1H, 8.31-8.33 m 1H, 8.13 d

J=2.8 Hz 1H, 7.42 d J=8.8 Hz 2H,

7.38 s 1H, 6.85 d J=8.8 Hz 2H, 3.72
s 3H.

VI

VA RENR TN

AEIEE ST

3-4-2-{(( o 24

EESVE) T ST O
-3-F R AR S

126

538

0.95 (t, 6H), 1.52 (m, 2H), 1.79 (m,
2H), 2.42 (m, 4H), 2.70 (m, 4H),
3.08 (m, 2H), 3.98 (m, 3H), 6.95 (d,
2H), 7.48 (d, 2H), 7.70 (s, 1H), 8.28

(d, 2H), 8.95 (s, 1H)

VI

5-(4-F A KHA)-N-
ko -4- 2 -2- {[(vh st
2- AR AR AR

A}k u-3-F BRAZT

127

453

VI

3-[(5-3-[2-(=T Az
R)TERK]X
A Y-2-{[(nto-2- K B
AV AR} -3-F
o AR) AR A ko
- AFHRE=TE=
FAOUBLE ;

128

638

121 (t, 6H), 1.32(s, 9H), 1.75
(m, 1H), 1.92 (m, 1H), 2.85 (m,
1H), 3.20 (m, 4H), 3.50 (t, 2H),
3.80 (m, 2H), 4.35(t,2H), 6.90 (d,
1H), 7.15 (s, 1H) 7.25 (d, 1H), 7.38
(dxd, 1H), 7.76 (s, 1H), 7.98 (bs,
1H), 8.30 (d, 2H), 8.90 (s, 1H), 9.25
(bs, 1H),10.92 (s, 1H)

VI
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5-{4-[2-(=T %k me k)
- E P T SO
A-R2- ([ 2K
R R A )k 9
-3-FERRR

129

538

0.95 (t, 6H), 1.52 (m, 2H), 1.79 (m,
2H), 2.42 (m, 4H), 2.70 (m, 4H),
3.08 (m, 2H), 3.98 (m, 3H), 6.95 (d,
2H), 7.48 (d, 2H), 7.70 (s, 1H), 8.28
(d, 2H), 8.95 (s, 1H)

VI

5-4-FREX
#£)-2-{[(who#-2- K B
E-SEE- 3]
£ }-N-[(3S)-7b 552
3R PR3- F AR

130

439

VI

N-[3-(L4-=7( & B

-1- A K)-5-(4-F &

A FK)-2- %] N
b -2- R Ak

131

453

8.47 s 1H, 8.14-8.25m 2H, 743 d
J=8.8 Hz 2H, 7.06 s 1H, 7.85d
J=8.8 Hz 2H, 3.90 bs 2H, 3.79 t
J=6.0-Hz 2H, 3.72 s 3H, 3.40 bs

2H, 2.10 bs 2H.

VI

N-[3-[(3-Az Kb o& =2

-1-B)HA]-5-(4-F &

AR HAK)-2-7E5]-N-
nbof-2- R A K

132

439

11.97 bs 1H, 10.72 s 1H, 8.79 s 1H,
8.22-8.26 m 2H, 7.50 d J=8.6 Hz
2H, 8.04 bs 2H, 7.31 s 1H,
7.20-7.25m 2H, 7.08 d J=8.3 Hz
1H, 7.00tJ=7.2 Hz 1H, 6.92 d
J=8.6 Hz 2H3.72 s 3H, 2.11-2.19 m
1H, 3.80 bs 2H, 3.64 bs 2H.

VI

4-{[(5-4-F REX
F)-2-{[(wbosk-2- A B
) KR )35
w5 B AR kR

-l-FEEE =TEs »

133

553

VI

3-{[-{4-[2(=2 %
B ) L RAIR
A Y-2-{[ (v -2- 25 B
R)F AR K} -3-0%
L) P YA
- AFBRE=TE

134

638

1.18 (t, 6H), 1.32 (s, 9H), 1.72
(m, 1H), 1.90 (m, 1H), 2.85 (m,
1H), 3.21 (m, 4H), 3.50 (t, 2H),
3.80 (m, 2H), 4.30 (t,2H), 7.05 (d,
2H), 7.52 (d, 2H), 7.76 (s, 1H), 7.92
(bs, 1H), 8.30 (d, 2H), 8.90 (s, 1H),
9.25 (bs, 1H),10.90 (s, 1H)

VI

5-[4-Q-— T AR -
LERE)FXK]-2-G-#&
- F)--En-3-F ik
~(S)-9k o2 -3- B AR

136

476

§1.17 - 1.40 (m, 6 H) 1.54 - 1.81

(m, 2 H) 1.84 - 2.07 (m, 2 H) 2.76 -

2.99 (m, 2 H) 3.05 - 3.25 (m, 4 H)

3.41-3.61 (m, 4 H)3.73 - 3.88 (m,
1 H)4.29 - 4.42 (m, 1 H) 4.40 -

4.64 (m, 1 H) 5.86 (s, 1 H) 7.07 (d,
J=8.48 Hz, 2 H) 7.55 (d, J=8.48

Hz, 2 H) 7.82 (s, 1 H) 9.44 (s, 1 H)

9.65 (s, 1 H);

VII

2-[(RE A 3 ) Bk
#]-N-[(3S)-" & &
-3-4&1-5-(3-F AAE R
A)Eur-3-F B AT

137

389

10.90 (s, 1H), 9.21 (s, 1H), 9.01 (s,
1H), 8.29 (d, 1H), 7.93 (s, 1H), 7.29
(t, 1H), 7.11 (d, 2H), 7.03 (s, 1H),
6.83 (d, 1H), 4.33 (s, 1H), 3.81 (s,
3H), 3.20 (m, 4H), 2.00 (m, 1H),

1.84 (m, 4H), 1.56 (m, 1H).

VIII
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2[(EAEBAE | 138 361 LEemOEET [ VI
g 9.29 (d, 2H), 8.31 (d, 1H), 7.92 (s,
E]-5-(2- A% 1H), 7.63 (dd, 1H), 7.05 (td, 1H),
#)-N-[(3S)-9k 2z -3- 6.94 (dd, 1H), 6.82 (td, 1H), 6.91
;%]ugv\-:’s- AR (brs, 2H), 4.21 (brs, 1H), 3.26 (dd,
2H), 2.89 (m, 2H), 1.88-1.618 (m,
4H).
2[(mABAE | 139 375 050 1,941 (. I, 915 [ VI
o ar 1H), 8.47 (d, 1H), 8.1 (s, 1H), 7.30
E]-5-G-F ARAX (t, 1H), 7.15 (d, 1H), 7.05 (br, 2H),
£)-N-[(3S)-% 2 -3- 6.84 (d, 1H), 4.25 (s, 1H), 3.82 (s,
A3 F AR 3H), 3.29 (d, 1H), 3.12 (d, 1H),
Blrgw-3-F 8 2.97 (m, 2H), 1.92 (d, 2H), 1.69 (m,
2H).
2-[(R A B A ) B 140 451 8 10.8 (s, 1H), 8.63 (brs, 2H), VIII
e 8.04 (d, 1H), 7.79 (s, 1H), 7.63 (d,
%] [2-(F & 2%) 1H), 7.55 (d, 2H), 7.38 (t, 2H), 7.31
A ]-N-[(3S)-9k =2 (t, 1H), 7.23 (t, 1H), 7.20 (t, 1H),
3R R w-3- F AR - 7.02 (t, 1H), 6.95 (m, 2H), 5.28 (s,
2H), 4.15 (m, 1H), 3.24 (m, 1H),
2.85 (m, 2H), 1.90-1.58 (m, SH).
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N
o [ O a1 gron s g P96 | 8
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o] O%NHZ ZJBX;“& ’
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we I —~ " A)EAINDB-(BAFR)E| 4826 9
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[ i KTHA)S5-4-FREZA)VE | 3344 | 11
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PNk, FEHEZA KRS
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/\ N A EH)-N-(1-F Kokoz-4-4)| 3885 14
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° OA\NHZ
Q he 2[R AR A)ER]S-4-F &
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— ° B -3- 5 vE %-3- F &G i B AR '
H,C s” NH E& ]
o o7 NH

95391.doc

-61-




200524894
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0 2
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o HEH
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~ % FA K IHK)-N-[(3S)-1-7 HKokoz | 388.5 19
- S o>—NH2 -3-7_%]"%“}}-3-‘??@55?%5&;% ;
30
QNH 2'[@5%%‘72%)5;
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o~ 2-[(B A A B A -5-(4-F A
@/& y B ¥ H)N-[3R)-%=-3-LF| 38385 | 21
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HCoo s o)\NHz Eu-3-F B AL
HEM
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HCug s EﬂNH B Eu-3-F B AL S
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N e £]5-(4-F RARL)3ED) | o
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MCo SN =TH;
o S 2-( A 3 2B K ]-5-(4- F &
B R B K H)-N-tkoz-3-Kego-3-| 374.5 36
H,Cug s OSiNHz T ERRE
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" Kokog-4-%)-5-(4-F RAK | 4646 | 37
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BARAI O EKLBIE AT E B URE AR H(SIO00 5-10%
MeOH/DCM/0.5% NH,OH)#: 1t > # 132445 % % 6 B E 2 A&
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{t 4 # o LC/MS (APCI, ES, M+H=349) -

2-BE B -5-{4-2-— A BMAICARIX A }E-3-F & N
T2-BES-{4-2- (= EABA)TAAIRXA}ESD-3-F &
FE(R20x 572 % F )X MeOHGOZE A )R HE B R T F /n
6N NaOH(S50Z #)ER K (50E F) - R JE fu # £ © & 2/ 85 >
KA ALY E UTLCHRLCMSHE £ H £ A1k - AT EEE
REHBRBHEMEZE - £HH T o FHm6N HCI(~150F
) BARFEBRLAMZpDHAX 53-5- B XK o &Kk
MERE - TR FEIIR FEZIEI - A ETIRE U
BREALEAALZEHRBFTEERAR  SELELHEMNA.6H)-
LC/MS (APCI, ES, M+H=335) o

(3S)-3-{[(2-B& & -5-{4-R- (=T HEBE)TR A X X }-3-7%
EIBREIBAIRR-1I-F R E = T8 .»42-m4
5-{4-[2-—CABEJCAAIRAER-3-F & (100% 5%
0.3ZX F)x & /KDMFQROEA)EHER T H m(S)-3-1 &
-FMTEBR-1-FEE=THEG0E % > 0.3 % F) . EDCI(63%&
#0033 X F)  HOBt(61% % > 0.45% ¥ )& NMM(0.04
EH O03ZEEF) - RERSDEEZBRTHHERR - F&R K
KEEBIOACH B - 7 B A M B BRE —F - £l T2 KB U
EtOACZX)E R #H Z U E oM X AHMERZR AL UL B Kk
M o AT AF EtOACE & A Na,SO M Kk @ & B B A % & &
%454 & B # - 2 Gilson (5% MeCN-H,0->98% MeCN-H,0)
#AT 4L >0 BAFI90E H KRG & B4 - LC/MS (APCI, ES,
M+H=517) -
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BS)-3-{[Q-[(EEHE)EE]-S-4- (=T EEE)T &K
EIXR}3-En R)B A A} RR-1-FEFE=THE.AS
B A (3S)3-{[(2-BA-5-{4-2- (A AT &£

\

2

AE}3I-Enp A )R A|BREIRE-1-FERFE=TEO0E
% 00172 2 X))z &2 KTHFS.OZE ) B HEZR T LR F v
ZRLEBAERHEEOIZEH 0TEEF ) T Rt
HRitEy  BEREFFELING - AT EHERBERLESY -
BB mENTFTETY > BEANS2.0N NH; =z ¥ 8(0.35%
#F)% o 2 Gilson (5% MeCN-H,0>98% MeCN-H,0)#: 1t >
KiIBEeEBZEHALSHGOE L) 'HNMR (300 MHz,
d;-MeOD; & 7.55(d, 2H), 7.45(s, 1H), 7.05(d, 2H), 4.35(dd,
2H), 3.60-3.90(m, 3H), 3.60(dd, 2H), 3.30(m, 4H), 2.95(m,
2H), 1.90(dd, 2H), 1.55(m, 2H), 1.45(s, 9H), 1.35(t, 6H)),
(APCI, ES, M+H=560) -
K #1123
N-[(3S)-v( & B -3-35]-5-(4-F & & K & )-2-{[(wk * -2- % &
Byt mAED-3-FTHEILS

2-B A -5-4-FAX-XX)ED-3-F& . »42-B 4
5-(4-F AA-RA)E-3-F B FE(6.6L 0 266 % F)
2z MeOH(200% A )# # & & ¥ &% A 6N NaOH(100% # )& %k
SO0ZEFA) REWBETR2NEF > REBELBLHE XATLC
HKLCMSH Z HH AL - EZREBEREZYBLHHEZF -
EHET I HZWON HCI(~IS0ZEH)B AR E B L A4HZ
PHFE A A3-5- @R B KL & LB L& E - 23N ikhET
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PR X i o A EETBRBEUNBIE L L ELTERE T HE
fa R > o aEHsheyEHmOG6.0% > 91%) '"HNMR (dg-DMSO §
7.37,d, 2H; & 7.11, s, 1H; § 7.10, br s, 2H; & 6.94, d, 2H),
LC/MS (APCI, ES, M+H=250) -

b -2-F BB N Ak vh-2-F B FAS(11.1% > 80 ¥ H)
FE 140 Z A EtOHMH E R ¥ H Ao Bt B2 K A& % (15.6E F# > 320
EEHR) - FIBFARMAEIZBAR2IME - REBEBLB E£ 58 > B
MEAEZHBE BAEEEEZHALESH(L.14 > 100%) -
AEMFABRGEWCANT — %%+ - 'H NMR (d¢-DMSO §
10.1, brs, 1H; 8 9.12, d, 1H; & 8.83, d, 1H; & 8.70, dd, 1H; &
4.64, br s, 2H), LC/MS (APCI, ES, M+H=139) -

b -2-B AR R Fabh-2-F B H (11.1% » 80 &
F)En 140 F K+ » 8 A6N HCI(13.3% 7 » 80% 3 F)
BHAHZ0C - RSB MEBEBF » 15305048 RN A HEH2R
BRAAEMFTER SIS HEMBIL 1208 2 F)280% #
KEBR - HhZmBE EREFBRETR > BEHEIFESEE-
v s o Bl BE NaHCO3 48 8 ik + #v > & tA CHCI13(3x) ¥ B o
MEZHARBH UANGLSOR K RBRLZEATEER
BB BEF250QI%BAEABEBERIL - LAY RALE
4L A W TF — 48+ o '"HNMR (dg-DMSO & 9.30, d, 1H; &
9.03, d, 1H; & 8.90, dd, 1H) -

(S)-3-{[(2-BE & -5-(4-F RA-ZXX)-g%-3-82 £ )-mA |-
REA-1I-FTHRE=ZTEHE N22-BA-5-4-FARX-XHA)E%
3-FEE(1.0% » 4.0 ¥ F)x & AKDMFQRR0E A Rk F
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A (S)-3-B A -7T ER-1-FEF = TEE(1.03% > 48% %
E)  BOP(2.6% » 6.0 £ Z)ARNMMO0.6EF > SE X F) -
RERGMEERTHHERR - HERUKREOACH E - o
BAMKREALKE —F - M2 KB UEOAC(2x)E R » # #
WE A2 A ERZLUAR B K&K ATEEOACE R K
Na,SO MKk @BE L EZRE > BiFHEEeBH - RISCO
MPLC (SiO;, 30-50% EtOAc/@ % # 47 & 1t » % 4% 0.9 %,
(50%)% & & B 8 - '"H NMR (d¢-DMSO § 7.51, d, 0.5H; &
7.46, s, 0.5H; & 7.37, s, 0.5H; & 7.36, d, 0.5H; & 7.34, br s,
2H; § 7.33,d, 2H; 86.93, d, 2H; 6 4.11,brs, 1H; § 3.76, s, 3H;
§3.61,dq, 1H; § 3.47, m, 1H; § 3.11, m, 2H; § 1.73, m, 3H; §
1.56, m, 2H; & 1.42, s, 4.5H; & 1.38, s+m, 5.5H;), LC/MS
(APCI, ES, M+H=446) -
(38)-3-{{(5-(4-F & £ X X )-2-{[(mH-2- A BB )R K| &
X1 3- g X )3 AR A} T RBE-1I-F&E=TEK. %45
(S)-3-{[(2-me & -5-(4-F A A-XE)-Fp-3-rA)-BKE]-T
EE-1-FHE=TE0.76% > 172 E X )R a4 -2- A &
RALH(0.5% » 3.4 X F)220% # & KADMF&E &R & & 2/
o R B AR EB 4 E M 4E B ISCO MPLC (40-60% EtOAc/
&4 )4t 0 B AF 0515 (53%)% & B &2 M1 4 4 - 'HNMR
(d¢-DMSO & 12.5, br's, 0.5H; & 12.4, br s, 0.5H; & 10.90, s,
0.5H; 8 10.88,s,0.5H; 5 8.93, s, 0.5H; 5 8.89, s, 0.5H; & 8.33,
d, 1H; & 8.29,t, 1H; § 8.05, d, 0.5H; 5 7.91, d, 0.5H; & 7.74,

s, 0.5H; § 7.65,s,0.5H; 8 7.52, dd, 2H; § 7.00, d, 2H; & 4.26,
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m, 0.5H; 6§ 4.17, m, 0.5H; 6§ 3.79, s, 3H; 6 3.69, m, 1H;
63.48, m, 1H; 63.21, m, 2H; 8 1.77, m, 3H; 6 1.61, m, 2H; &
1.44, s, 4.5H; & 1.38, s+m, 5.5H), LC/MS (APCI, ES,
M+H=567) -
N-[(3S)-v & B -3-%&1-5-(4-F £ & X £ )-2-{[(wb  -2- % B&
A)B A A ED-3-FEE BB N4 (35)-3-{[(5-(4-
FAERXE)2-{[(wber-2-AmA )R AIBA}-3-E5 L)
A AY VT RRB-1-FEE=TE051% 09 X F)x 10
EHFAMeOHEH ER T HZmI0E A (40 £ F )4 4.0N HClx
ZER CBERAEEZERTHRHAAINTF  BEEZRE RYEGY D
RKAERZ2-ABEYHR s A& L BEEAKLEE ERAL
A #(0.30% > 67%) - 'H NMR (dg-DMSO & 12.6, br s, 1H; &
10.9,s, 1H; 6 9.55, brs, 1H; 6 9.24, brs, 1H; 6 8.88,s, 1H; o
8.49, d, 1H; & 8.3 5, dd, 1H; & 8.29, d, 1H; & 7.92, s, 1H; §
7.54, d, 2H; & 6.99, d, 2H; & 4.42, m, 1H; & 3.33, m, 1H; §
3.23, m, 2H; 6 3.10, m, 1H; 6 2.02, m, 1H; 8 1.85, m, 4H; §
1.62, m, 1H;), LC/MS (APCI, ES, M+H=467) -
¥ #1136
2-[(EEBRE)EE]-S-U-R(=CTEBEE)TZARE]X
A}-N-[3S)-%kx-3-A|Ep-3-FEEKE=—ALZHKSB
(38)-3-{[(5-4-2- (= A mA)T R A E A} 2-{[(B A K
E)VREIBEA}Z-EDR)VRRIBEAIRR-I-TRE=TH.
A (3S)-3-{[(2- B A -5-(4-2-(— A mA)TL A £ 1%
Ei3-Ep R )R AIBA}RE-1-FHE = TE (115 1
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0.22% £ B ) THF (640 F)E &R ¥ & m1,1'-% K ==k o
(178ZE A 1N ZXEF) - AERBTHHEAFEBERLIGH >
L Ao AR B A B (7642 % > 1.1% ¥ E)& Et;N(100
MA) EEMAAREBEREER FTHBHANE - L5 Y
BL /£ EtOAcCR H,0OF » F #% B L H,0~ & 8 Kk & #% B B K
(MgSO04) » % % % # ® & % 9 # - & Gilson (5%
MeCN-H;02>98% MeCNH,0)#: 1t » B F 2z g L K £ -

S-{4-2-(mZEBER)TARAIEA2-{[(BABEE) B AR
A}-N-[(3S)-%kwg-3-K|E-3-FEAE. X454.0N HClz =

R (EFF )R E S (38)-3-{[(5-{4-[2-(= A mA)T & £]
A2 {(ARA) s X1 A )32 A ) A Ak
"/E 1- EFE %E_Tﬁ‘éz ?‘%’IL*‘/—G-/& ’ E.{iﬁﬁ' #h/%/m

MEZRTHRBFUNGF - REEBHEFS-[4-Q2-= T e 2

AE)-KE]-2-C-£E-KF)E5H-3-F8#-(S)-%=-3-%
fiz BB % (8% %) - 'H NMR (300 MHz, DMSO-dg) & ppm
1.17- 1.40 (m, 6 H) 1.54- 1.81 (m, 2 H) 1.84-2.07 (m, 2 H)
2.76 - 2.99 (m, 2 H) 3.05 - 3.25 (m, 4 H) 3.41 - 3.61 (m, 4 H)
3.73-3.88 (m, | H) 4.29 - 4.42 (m, 1 H) 4.40 - 4.64 (m, 1 H)
5.86 (s, 1| H) 7.07 (d, J=8.48 Hz, 2 H) 7.55 (d, J=8.48 Hz, 2
H) 7.82 (s, 1 H) 9.44 (s, 1 H) 9.65 (s, 1 H); LC/MS (ES,
M+H=476) -

_ K #5137

- 2-[(me A R E)BE A -N-[(3S)-"( & B -3-£1-5-3-F L £ %
A )eE % -3-F B B
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(3S)-3-[({2-[(m & AR E)BEE]-5-R-3-F5 R X )i
RBE-1-FE&F =T8s.
We2-[(EEHRB)ERXR]-S-BEn-3-PETFE(1E )X
& K THF(0.3 M)#&E & ¥ 7 #u 4 [Me,Al-Boc-3-(S)-fz £ 3 %
Z](2% &)X THF(1.0 M)z & (£ % £ -78C F > # & #
Me; Al(T %8 9 2.0 M)# Az # 4 Boc-3-(S)-3 9k = 2 THF & &
FTORHREEERABEZEERALAERHISHra8E4) 8
BRAFTRARELAREEZERTHHERRE - UAERBELAY
A BB 12 A m10% Rochelle's® 2 Kk » L& R
B BHAERERFABEETR  BHHEUIE - Ro5H
EtOAc & H,O#% # » K B L EtOAc(3x)¥ & » B U H,0~ A& &
Kk e A M ERKR > BB KMESO,) - % 8 5% 43 % 45
& E B o XE AR H(40-60% EtOAc/T # )4t » 2 g &
El % - LC/MS (ES, M+H=462) -
(3S)-3-(f{[2-[(E A H X )BEA]-5-G-FRE X K)-3-x 5 4]
BEIEEA)YT RBE-1-F & ¥ = T8 . »HKF mA
(3S)-3-[({2-[(me A A ) A 1-5-18-3-vEo & i A A 17
RBE-1-FEEE=TE(1.0EZELF): Cs;CO;3.0% ¥ F)A
Pd(PPh;), (0.05-0.1E X F)> B AU A A 10548 - E R AT
AA =TI (AEF)RH,0(1E ) B MG RS m# &
0C2-4/8F - ERAMAHNEETR > BiBE0.45 UMK &
RE)LEM T EBEAXEILAMNTZERABLESE - G H
£ MPLC ISCO% # % #:.(30-60% EtOAcC/T k)L 1 % 42 & #
(S102)#%6 1t » B 1F & & B # - LCMS, (ES, M+H=489) -
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2-[(E A B A )B A |-N-[(3S)-v R B -3-%£]-5-3-F & £ %
A )E % -3-F &8 B B BB . N E N8 F B2
(3S)-3-({[2-[(m A #& A ) A ]-5-3-F & A X A )-3-8% &

AIBEA)TRBA-1-F8EE = TEZBHERTH WS
4 0NHClz —"F % - AR AEARTT#H#F1I)E - B A B B &
Btk BREKRGEEREBHEEEYH - 'HNMR (d-DMSO §
10.90 (s, 11-1), 9.21 (s, 1H), 9.01 (s, 1H), 8.29 (d, 1H), 7.93
(s, 1H), 7.29 (t, 1H), 7.11 (d, 2H), 7.03 (s, 1H), 6.83 (d, 1H),
4.33 (s, 1H), 3.81 (s, 3H), 3.20 (m, 4H), 2.00 (m, 1H), 1.84
(m, 4H), 1.56 (m, 1H)), LCMS, (ES, M+H=389) -

® # 139
2-[(BERE)BEE]-5-3-F &K & X E)-N-[(39)-%k =z -3-%]
o w9 -3- T & BE

-z A)BERXIR A ER)ED-3- TR TFE . £5H
SEN > NT2-EA-EHR-3-FTHRTFE(E )X £ KTHF (£
HFI)IRHERTER IR CBAEAELREE(E E) Hw
TR R EY  BAERERELNE - B A
mAED KR RAELEBE2-(((ZRz@BA)RAI A E
A)En-3-FEETFE VAW TAALEEMiE—F&LAR
T—#% 8+ - LC/MS (ES, M+H=345) -

S-k-2-({l(=RcamA) )L | A mA)Ey-3-F& 7 as.
ESn R HE2-{(ZACEBE)RAIB A KA )EY
3-F R FEE(1E )X KEEBEQIZEA)BIEFEETR LB L
THR(AIEE)IABEBRGCEN)ER - ST RE > FEE

belg

(R
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EERERTTH#H30548 - EXEABEE > BEHMERY
Moy B HOF - NBEEFREEELERBELLSY
(99%) - EHEP,OsTF £ IBE2XK % » FRARIEMiE —F &1t
AWTF—#%8+ - LC/MS (ES, M+H=425) -
2-[(BE A B E)BEA]-S-IRED-3-FE FE.SS5-2-2-({[(=
RBEA)EAIRAIBAE)ES - FETEE(1E &) &K
FTEBFLERFAZARAL2004 - "EB T HEFI105 48
oA BURBIEEEH(E £100%) LC/MS (ES, PS
M+H=280) o
BS)-3-[({2-[(EEHE)ERX]-S5-BR-3-FEo A1 A)m L]k
®R-1-F®E = TH.
Na2-[(EAHEIERE]-S-BE% - 3-FEFE(NE )2
& /K THF(0.3 M) & ¥ & Ao 4 [Me,Al-Boc-3-(S)- B & %
% ](2% €)X THF(1.0 M) R (£ % £-78C F » # & #
Me;Al(Z % F 2.0 M) & A # 4 Boc-3-(S)-9 & 2 THF & %&
TORARAREERFABETBAEERBISHrE&ELH) B @
RAAFRARREBEREATBTHHRE - UAERBRAALY
S %F 0 B 4% 12 % A 10% Rochelle's® 2 K & & © % & R
e - A MAERFBEESR  BHHFELLE - RAH U
EtOAcR H,O# # » &K & L EtOAc(3x) ¥ &R » A L H,0~ A4 &
KM a2 A HERRKR > BB AKMgSO,) - % % %45 % 45
& E B o AR M (40-60% EtOAC/T k)it » H 13 4 &
% - '"H NMR (d¢-DMSO, § 10.9, s, 1H; § 9.48, br s, 1H; &

9.31, br s, 1H; 6 8.48, d, 1H; & 8.10,s, 1H; § 7.57, d, 2H;
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7.38,t, 2H; & 7.23,t, 1H; § 7.01, br s, 2H; § 4.26, m, 1H; &
3.29, m, 1H; 6 3.11, m, 1H; 6 2.94, m, 2H; 6 1.91, m, 2H; o
1.69, m, 2H), LC/MS (APCI, ES, M+H=345) -
(3S)-3-({[2-[(B A B A )EA]-5-C-FREARXE)3I-E% £]
A TR X )R €-1-F B B = T 8B N K F A
(38)-3-[({2-[(m A s A ) A]-5-18-3--E A R A ) A%
w-1-FHRE=ZTH(OIEZF) - 3-FLHERXREMK(SE
¥ H)- Cs,CO3(3.0% ¥ H)APd(PPhs)s (0.05-0.1% ¥ F) -
BAURRARIONSE - £ERAATHmw=—"5k(4E #)KH,0(1
EF) BEFIFRA D EIOC2-4/8F - {£ R & A%
E2FEE > BHiBE0.45 UMK 2 )R A0 - »EEKE ALK
T BB KB E S o %YW ALEMPLC ISCO% & %2 &4
(30-60% EtOAc/T %)L 2 % 4 B #7 (Si0,) & 1t - $ R a
& B & - LCMS, (ES, M+H=475) -

2-[(BE A B E)ERA]-S-G-F RE X E)-N-[(39)-% =2-3-%]
Eor-3-F BB B & B N AN 8T 82 (3S)-3-({[2-[(5
A A )EA]IS-G-FALAEXE)I-E Al A A )Rk %
l-FERE=ZTBEBZIEHER T HWE4.0N HClZ =58 -
BERERTTHR#FLIUINGFG - BRAEBLLEER BiFKRKE 8
A Es E Z 4 o 'HNMR (dg-DMSO 8 10.94 (s, 1H), 9.41 (s,
1H), 9.19 (s, 1H), 8.47 (d, 1H), 8.11 (s, 1H), 7.30 (t, 1H),
7.15 (d, 1H), 7.05 (br, 2H), 6.84 (d, 1H), 4.25 (s, 1H), 3.82
(s, 3H), 3.29 (d, 1H), 3.12 (d, 1H), 2.97 (m, 2H), 1.92 (d,
2H), 1.69 (m, 2H)), LCMS, (ES, M+H=375) -
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£ 4 %

A 1-3-5-25R27-109% %k 82 F H1 4R 2677 i AL 2 F =&
oo

T IR 113-11544 & 82 F 4 110K 11247 3 %8 0 2 F &
oo

THI116-119%&RE — R EBVE#H -

T 121-122 K 124-13544 K 8 F ] 123 & 13647 il 8 1 2

W
THI38R 1404 K H B 137TR 1397 s Al 2 F K &
e
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+~ FHEEFER
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M AT BE 4
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HF

RARERBF AU BLrEEAH ABEARAKZC B
A A ABEARKZ#ELA . A X4 LBR' AR ARAH 5
> ZXR'AR L FmiEZN—HKAELRMAZ %E

x5
% & A

H -~
ZHELA KABFARKZC ¢ L

ROGEZEAH - AEARKRZEEZELE XA B LERAZC,

&

£ o
HFRBAIZAXA(D2Z2tAb YL BBETH S

___/ri%,'g_
R'ZHABEARKLZ%EL
3. WwHF KBAIZAXAD)2 S M R B BT 2B
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AGETEERE - BHA KA RE =
A B EX AR A - mas
# % - -CH(OH)CH; -~ -CH,NH-% % -OH - % £ -(OH)CH,; -

&

Elnt

-CH,-% # -(OCH3), ~ -O% £ ~ -OCH; » -O% £ -~ -OCO%
A - -NHCHO - -N# £ ~ -N-(#£ £)-CHO » -NH-CO-f& £ -
N-(J £)-CO-8 £ ~ -NH-CO# £ -~ -N-(5 £)-CO% £ - -
BA - -BA-CO-BA - -CO-A - -CO & RBA -

V5]

B A& ~ -SCHovk s & ~ -SO(#2 % )- ~ -SO, ()8 %) ~ -SO,-

-C(=0)0OC(CH3)3 ~ -N(CH3), * -N(CH,CH3), » -# £ -NH-
A-gm Ak -RAE-FEA - -FA-XLX -wE-2 8L
oA - A - A-g K - -CH,NH- % X -5 3 & - -

CH,NHCH,CH(CH;3),~ i& -O(% £)0-~ i -OC(& # #£)0- »
#-CH,0(48 £)0-~ 2 -S(s £)S-& -0(% £)S- -
4, wH RAIZAXADNN2ibob WL B ETH MBS L Z
BT SMHEY HFPR-RARAEA W £E12 2
— XA AR'BZABARAKZIEEL £ ¥ 2K3EKR
K% 1448 3 E B -OH- C(=0)OC(CH;3); ~ NH, ~ C.¢k & ~
FRAXRK=_FAAAX -
5. WwHFKFIZADX bYW R EBETHESMHES L5
THSHAEY  HPR-R'RAREAF it £ 12 42

—E & B

E‘E
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10.

y
ot

R A Ry htEghat aat-
ke A s b R s T RBEBA T A RRER
A kR A B K o

WwFRKRAIZKXADDZ S REBEETHESHSBE AL E
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