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A~ BEHBRHAE (20) .

MIEATRA  FRATXRBRRAREF PZTESLAEE
B HHETAHBEELL  BEELLA - HEBLEARRB/R
RAERMMOAZREEB AT HE -

A. & ¥

5 &5:
BINAP 2,27-8 (=X B X)-1,10-8 %
CDCl; AV (%)
DCI BB R EON MS F)
DCM —R TR
DIEA NN-—E R KT
DMF N,N-=— F & F 8 Bk
DMSO = F A4
EA L& T Es
El TTFHRBBELONMS §)
ESI TRERMBEONMS $)
HPLC BB~ B RAEE WL
LC-MS RAEBEM QLS EH>WE
LDA —RRiEna
m.p. vl 41
MS K& 58k
MTBE TER=ZTHAS
NMR ¥iowk IR A
Pd-C e m
RP-HPLC 48 HPLC
R, @ ok M (7 HPLC )
THF W 8 %k %
TLC AR Bk
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MR (21) .

—# LC-MS & HPLC ¥ ik:

K&k 1 (4% HPLC) : £4# : Kromasil C18: 60 %
K ox 2 BKEBE30C: Kk 075 /048 B
8 A:0.005M HCIO, > #5%48 B: ZH s #E : — 0.5
w4 98% A — 4554 10% A — 6.554 10% A -

Fik2 (844 HPLC) : 44 : GromSil C18 7 250 %
H# x 30 EkK Rk 50 BH/44 BRIBAESR 38
24 RA 210 FK S BEHAE ALK HBEHME B: T
B HE 1 10% B (3 248) -> 90% B (31 448) -> 90% B
(34 548) -> 10% B (34.01 4 4%) -

% % 3 (LC-MS) : %4 : GromSil 120 ODS-4 HE » 50
EXR x20 ER 3 K B8HB A1 K +1 FBH
S0%%EFE&E BB 1HAZH +1EH 50%EET
B s B 10024 100% A — 0.2 54 100% A — 2.9
M4 30% A > 3.1 548 10% A — 4.5 548 10% A 3
£ :55C %k 08 B/448 5 UV 43 208-400 &
,'ﬁ o

FiE4 (UBEHRHPLC S RKEREBY > RE): ¥
A CHAXNEERNEN-FAASBRA - L-OE-1-2 46
B)BARZHT R B EFA KBD 8361 (420 £k x
100 £3%): BE 123C: 884 . FPRAE=THAE; A
#1100 EA/ps s BIALAYENTFRE=TAK/LE
ZEEO: DY -

Fik S (HEH HPLC) : %4 : GromSil C18 > 250 £
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R A (22)

R x 30 E5K RR 50 EHA/5E BRF|AGR - 38
48 A 210 XKk BHAE AL A 0.1%FEZ K
#Eia B: LB HE 10% B 3 454&)->90%B (31 o
48) ->90% B (34 5 48) > 10% B (34.01 55-48) -

FE 6 (¥4 HPLC) : £ % : A4 DAD # 3 2z HP
1100 ; & 4= : Kromasil RP-18 > 60 £ x 2 £k » 3.5 #%
Ko BEE A HEHAKES S5 £ HCIO, %48 B: T
B #%E 0242 2% B> 05 44 2% B> 4.5 54 90%
B9 44 90% B %075 H#A/454 ;82K :30C
WA 210 &K -

Kk 7 (LC-MS): 4% % : B4 HPLC Agilent Series
1100 = Micromass Platform LCZ ; & 4 : Grom-SIL 120
ODS-4HE > 50 &% x20Ek 38k B&H4 A1+
K +1ZHS0%RETFE  SHMB: 1A +1 £
5S0%%% K ¥ & - #E 00 548 100% A — 0.2 448
100% A — 2.9 448 30% A — 3.1 448 10% A — 4.5
548 10% A B4 1 55C Rk 108 EH/404 UV R
A 210 &k -

F ik 8 (LC-MS) : 14 # : Micromass Platform LCZ -
HP 1100 ; £ 4 : Symmetry C18 » 50 £k x2.1 £ » 3.5
PRk s EiE AT LH + 01%YE > £%4 B: k +
0.1%% 8 ;: K : 00454 10% A — 4.0 454 90% A —
6.0 4% 90% A B4 1 40°C ; #ik 0.5 EFHA/n48 ; UV

#w Rt 208-400 & 3k o
-24-
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Fik 9 (LC-MS): MS 4% % : Micromass ZQ ; HPLC
1% 33 : Waters Alliance 2795 ; % & : Merck Chromolith
SpeedROD RP-18¢ 50 £ x 4.6 £k s &4 A K +
500 #& A S50%3% K FPEL/A - %48 B: T + 500 s
50%% B FE/HA  ¥AE 00 24 10% B — 3.0 54
95% B — 4.0 %548 95% B #t48 - 35C ; ik - 0.0 42
1.0 ZH/54 — 30494 30EH/748 — 40 448 3.0
EZH /54 UV ER 210 &% % -

F ik 10 (LC-MS) : MS 4% 3 : Micromass ZQ ; HPLC
1% &% : HP 1100 Series ; UV DAD ; # 4 : Grom-Sil 120
ODS-4 HE S0k x2 &K »3.08%  B&HMAMA: K +
500 24 A S0%%EFEE/A > H£E&4 B: T + 500 84 H#
50%% B FE/H K 00454 0% B — 29 454 710%
B — 4.5 54 90% B; #4 : 50C ; Wik 108 £H4/%
48 5 UV &R 210 &% -

Fk 11 (L4 HPLC > 2 ME/RRMY): T4 ¢
HAUNEERHEAN-FEAAMBRE-L-Q i d-1-2 A8 AR)
HERZHTHyBEEA KBD 8361 (250 £K x 20 £
K): BE2C B84 FAR=ZTHER + 5%L &
LB MR 25 EH /5 -

Kk 12 (844 HPLC YRS/ R#BH): £
BAREERMBAN-FAAMGBARA-L-aR&-—FARAE
RBR)AXRBZIHETLEYBEEA KBD 5326 (250 £ X

X 20 £K): BE 23C 848 FRE=THAa +
-25-
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~ E AR (24) .

SHhTLEET & 3 Wik 125 BEH /58 -

Fik 13 (UEH HPLC Y BSEGE#YH): T4
BAUXNEFRHEN-FEAABBR-L-6 BREE-1-2 A &8E)
HEBRZHETMHwBEE A KBD 8361 (250 £ x 20 &
) P23C s BHia FRAE=Z T AR Rk 25
EHf/HE -

Fik 14 (44 HPLC oSG AHY 8&58):
TRECAAUNEFAHRAN-FAAMBRA-L-aRs-1-2 4
BB ) B R ERZHEMY B EEA KBD 8361 (420 £ x
100 % %) c23C ek FRAE=THAs R
RCI00 ZH/ 048 IS HBENTFTRE=THERRY -

Fik 15 (U#1H HPLC B SGG RA#EY > &55):
FREICAAZUEEHNEN-FEAAHBA-L-a&-1-2 4
BERE)A KRR I HT B RFR KBD 8361 (420 £k x
100 £K): BHE 1 23C: %4 ROKR/LETE
85/15 v/v; #iik 100 /548 LA BENET B/
L8 ZE(85:15)%

F#% 16 (LC-MS): 4 % : B # HPLC Agilent Series
1100 % Micromass Platform LCZ ; %4 : Grom-SIL 120
ODS-4 HE» 50 £k x2.0 £k > 324k B&HimA: 1 H#
K +1EHSONEEFE  BHHEB: 1 HTH +1 EH
50%% K FE: HHE 00 24 100% A —> 02 4
100% A — 2.9 548 30% A — 3.1 54 10% A — 4.5
a4 10% A 4 55C Rk 08 £H/44 UV

-26-
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A 208-400 & 3k -

& 17 (LC-MS) : MS 1% £ : Micromass ZQ ; HPLC
1% %5 : Waters Alliance 2790 ; & # : Grom-Sil 120 ODS-4
HE 50 K x 2 E% > 308k 5 #%48 Ak + 500
FH 50%3%E Fa&/H > $%H48 B: TLHF + 500 A 50%3%
BEFE/A  #4E 00 24 0% B - 02 54 0% B —
29 %54 70% B — 3.1 44 90% B —4.5 454 90% B ;
B4R D 45C SRR 08 A/ UV kR 210 &
ko
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-~ HHRA (2) .

2¥H

— M E[A]l T A1 Heck BB R BN 2-BA-BRAX X

EBRARERRZ2-BELXABEITEY
PEEBERT O RAEE 10 EEF ALY 0 K
5 AN 16 SEAMBETFEIXAMBE=TEH 20 £8=
LH~003 $ECEe(DR 003 £ =-HFRAM2
LHEBERCERY IM)- BIRT > 3R 4 48 I8 o
FAREBLEEON TLC ARARE)E > REE - EGHH
BB LERBOR/CETE= 82 viv: AEW X F U
10 4t -

X6l 1A
(QE)-3-[2-m A -3-R R KA M B F &5
o
o CHs
|
NH,

I 42.00 %(221.04 EEF) 2-R-6-REBE ALY
15 % > & —f&F k(A5 2] 29.66 % (68%E B E)A Y -
HPLC (F 3 1): R,=4.14 5 4
MS (ESI-pos) : m/z = 196 (M+H)*

] 2A
-28-
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-~ BFRRHA (27) .

2-Bg A -3-[(1E)-3-F A A -3-8AK-1-AM K] KT T &

O

| oS

2200 (869 BEXF) 2-mA-3-RXTHT 8 Ak
B o 8 — Ay E[A]F R 1.29 % (60%E HE)E W -
5 HPLC (F:k 1): R,=4.42 54
MS (ESI-pos) : m/z = 236 (M+H)*

X #] 3A
(2E)-3-(2-B A& -3,5-— R X K)-2-A M & ¥ &

10 M 3.00 (1442 EEFH) 2-8-46-— A XmAREY
B d—&FE[AIFFE 141 R(U5S%EGHE)EY -
HPLC (F % 1) R,=4.23 548
MS (ESI-pos) : m/z = 214 (M+H)"

-29-
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I~ AR (28) .

#] 4A

L2500 52,(90.23 EE X)) 4-BrA-3- X TFHTFEA
5 REWME o ob—BFE[AIAFE 2431 £ (92%EHE)E
4»9] °
HPLC (F 3 1) : Ry=4.71 {4
MS (ESI-pos) : m/z = 278 (M+H)"

R #] SA
10 (2E)-3-[2-BE A -5-R X K]-2-AME T &
0
oCHs
NC |
NH

2

190 #,(9.64 EEF) 3-8 A4-mA X T Akt
B — & FE[AIF5 1.28 L(50%EHMBE)EY -
HPLC (¥ i 1): R,=2.85 448
15 MS (DCI-pos) : m/z = 220 (M+NH,)"

-30-
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A~ WA (29) .

— & HE[B]l: # A Wittic-Horner & B X 2-8 i -4 A
ZREATEBLRBRRZI2-BEAHENLEY
# 100 EAESFBMY -2 275 EEF TR -_CTH
MERELE ~ 250 EEXRTFER 275 EXF A4
5 REPWA%SH T - HRELEO TLC AR R E)HE >
BRRERELAMAREZTHOKES -  HABUTLEHELE X
R=ZR -G ABBLUEI RIALRERAME  UBEEH
MK EREBE  -NER SERET kA £
— Pt - XEMGEL  WRBE AATELERSR
10 SHR/TETE > AREREH LT UL -

X #] 6A
(2E)-3-(3-F A K -2-5 X X )-2-A M BL 7 &

MK 2005(11.04 EXF) 3-FAR-2-HEARFR Ak
15 4% » d— & FH:[Bl4F 3 2.46 3, (2%EHB)EY -
HPLC (% 1)t Ry=4.37 548
MS (ESI-pos) : m/z = 238 (M+H)"

X 7A
(2E)-3-(5-#.-2-7§ X K )-2-A M 8L F &
231-

P00 PSR O H om0 3 e X e ol S RS

S-S SR
@ ®

ARRREGA T BB FTRE(CNS)A4 46 (210x297 2 %)
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F D

NO,

2200 (1183 £X ) 5-a-2-FH A X FR ALY
T — A E[BIAFE 725 £ Q7% HE)EY -
MS (DCI) : m/z = 243 (M+NH,)"

S —RFEICI: AFA RithHEE2-HAEEXFR
% 100 EXEE ¥ A Hd -~ 4.1 %45 F8 4A & 200
ZEHAN-FABEHKRNAILHBERASSEACLHE Y -2 %
BREBUENARLWEREEZL(A TLC R RE) - H R
R&EIEIR > BEFTELSTH  £BRER BEAGHEAR
10 ZEoEsd - sbBBAR IN BEe > K% X taf RIS B
R - mEEAEBE > RBEMNBK BERER - 2
BERHEVLEN  TEARLE-—FTFURE -

X & 8A
2-8,-6-5 K K F 8%

15 2

2,00 %(8.55 EHEF) 3-R-6-H ¥ KA Y
o — & FE[C1458 1.09 £ (15%EHE)EY -
-32
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B~ BRRHA (1),

HPLC (% 1) : Ry=3.58 448

—RAED|2-FEABRENTADZIHALZEERE
ART 7250 EA_HBAETY » AN 25 EEF
RS HE 125 EEF KA AD_KES M7 60 £5+ &
5 KTZEY - BAT HBHEBTFR 30 248 BAEFE
R REANBRETER B FMHEMNAKE - H B &
BAMRBIEEMNERAL pH £ 7-8 £F 5w 60 £
FrLB L RBYRI(BAEAH 1 20)BRLSEHER
B THRAARE  HAMUNLBLEBTER - A4 44
10 48 e RAERBRAEKR—R > RBEMARK  BRES
BEAERBMIRA—F - RE S A ENZHF ALY
Z 1 E2%XFHE > OhimktR4E4M 30 248ECERA
EHE) BETEREIHLRLEETRIEH -
FAARGHEHEY NERIMALSERTHE H
15 &R AN XAFE—F &b TAENT—FHE
)::

X # 9A
3-[2-BE K-6-R X K]AR ML T &5

F X
1008
CH,
NH

2

20 RAFBEE TAZ 725 22 EXF)EALASHmB
-33.-
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B~ BHRE (32).

REWME B —&FE[D]FR 50 L(C8%NERME)EY -
HPLC (# 7% 1) - Ri=3.33 542

—RFKEIE| - HIRERKGXEHEZ Appel REL A T

BB IRE
5 WSO EFAEHEBEMY £ 100 EXF 2 A ARk
Bs 2200 TEF =KX A - 1000 £ 2 Fw A
1000 ZEEF=ZREMN 20 EALHF - NEZHEHL
Rt 2 N FRELEO TLC &5 44 HPLC 44
BRER BB EBREBER RGN BLERRIIK/
10 ZEETE=T3> REBRERBKE T U4 -

10A
QE)-3-(3-A-2-[(=XRAE#ARA)VER]IRA)AHE T &5

o

NS
F ~
sf®
2§ 8T 1A 2 293 #(150.1 EXF)RA LAY
15 Aik#ih T d—&HFx[EF2 550 LB0%EARME)E
Ay o
HPLC (F % 1) R,=4.46 5 &
-34-
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B7

B~ HHRA (33).

MS (ESI-pos) : m/z = 456 (M+H)"

K # 11A
QE)-3-{3-8-2-[(Z XA B8 AR AR A} R H 8L T &5

#

0
5 A B EH 9A 2 50.0 (2562 EE H )KL b
AW E B — B HFE[EFE 89.6 £(77%EH#)E
A o
HPLC (F# 1) : Ri=4.36 4 4%
MS (ESI-pos) : m/z = 456 (M+H)"

10 12A
QE)3-{5-RE-2- (XA TR A IBAIXEA}AHKT

&

#0 P S oD H oo e 3P ek 30

-35.
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B7

o BARA (1)

o
o

MG BTG SA X 1.24 #4.60 ZXEF )i ikitom A
REWME B — A E[EINFE 212 £ (N%EHME)E
% °
5 HPLC (F 1): R,=4.42 54
MS (ESI-pos) : m/z = 463 (M+H)"

—#& F k(F]: #1 B Buchwald-Hartwig R & 4 3 ¥ X % =
3]

t—

NHBEAEZRUAEAMAT  BREBMBAE AL

10 % BHBATRE - ANBEFHEAN 1.0 EERF AL

WAR 6.0 FERGZEKTEERO.2-03M 2814

BR) BEHM 00l gEL(—EFEAART)—£LAE 0.03

%% BINAP- BIATF » H#HRBEBRLASMY 16 0 - K1k

UAEREBEH—R AAARBR INBEERGR - £

15 A INBALHAKERAXAREPHS R FRER

ZR-SHZAEBRBUFRENRK BREERER > HE
AEF #BAHBE -

2400 R 2 o> 6 H om0 e 3 o I D

-36-
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o~ BERHRA (35).

13A
N-(4-F-3-F 4 ¥ 4 )ok o

HN
e
F
5.0 (265 EXF) 4-R-3-FA-1-RX ALY
S H o d—&FE[FIAFE 452 L B83%R%HME)AY -

HPLC (3% 1) : R,=3.54 548
MS (ESI-pos) : m/z = 195 (M+H)*

K #] 14A
N-(4-8 R K)-3-F Kok ot
CH,

HN/|\|
v@
10 F
MO1.0 £(5.71 X H) 4-8-3-FHR-1-8 X Akt
%o — R FE[FIAEE 0.57 £ (49%E % )E W -

HPLC (F % 1): R(=3.37 4%
MS (ESI-pos) : m/z = 195 (M+H)"

15 15A
1-(3- R X & )% =%

-37-
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B~ AR A (36) .

#1RGCTIEEH)I-RBXA295 L(C429 ZEH)
o EN 20 EFFEP > FHw 077 L@ EEF)E=T
B2y o 0.11 %(0.17 £ ¥ F) BINAP # 0.05 %(0.06 £
5 ¥R (—nX¥AAN)_EFAT BABKKLAEELY
R - A4k AWTLEETE AKEKZRESY - K
IN BERRZAS4Y > AAAMUAN B TLERK - AX pH
2 89 RUMUN—_AFRERZALLSY - ARBUNKESY
MK > EBREBH > FEREBLEEY -
10 28 :08 £ (78%EH 1)
HPLC (F#% 1) : R;=3.4 548
MS (ESI-pos) : m/z = 181 (M+H)"

K 4] 16A
1-(3,4-= £ % A )% o

O

N
168
15 F
# 100 EAFEP > @REHE 5 L2591 £EH)

3.4-= F.58 ¥ ~ 13.39 # (15545 & % F )k ot ~ 3.49 %

-38-
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FHRA (37)

(3627 EE X)L = T&E&H -~ 024 %026 TEH )L (=5
TR AE)®E 048 1(0.78 £X ¥) BINAP B R « Hiv
LEETE » WAKRKERASY  AHAR IN BEEER -
REUNTLE LB HKEKB  BEAY¥ pH 2 8- A &
Fho» AREREY - ERBRUABEEMRK » 2B
B BRRLIEZRAEILESY o

AE 385 %5 (7T5%2 %)

HPLC (% 1): R,=3.4 &

MS (DCI) : m/z = 199 (M+H)"

X 4] 17A
2-Z REgK-1-F AEA4-(ZRAFXA)X

F,C
\Q\O ~CH,

N\\\0
# 3 (1569 EE X)) 2-FRAA-S-ZRAFRARXKBERN
100 EA—RKFRET > Hiv 6.73 £(31.39 TH F) 1,8-4
(=FBA)E - O05C 2R HMERSOEA-_RTR
P2 224 (113 EXH)RFHR=ZRATFE N O0CHHER
RAM 30 24 ANEEMHE 60 54 - »n 0C > 2 IN
BE - KKBREBEOANBERAEKRLESY - RBLEBERK
KBERBE  HEAY AAKAFTREE—F 4 A8
NEERETHEALE RS -

-39.
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E %Bﬂ%ﬁﬁﬂ (38)

AE 3.00 7(88%EH M)

18A
(RE)-3-{3-&-2-[{2-FRA-S-(ZAFHR)XRK]IEZHRA}E
¥RV EIRK)-2-F M EE P A

H,C
o) | CF,
IR
NT N
. F 0
H,C”
5

e S0 EA_RFRTEA 5.0 (1098 X H)
QE)3-(3-A-2-[(ZXRAHERA)BERAIXRA)2-AHET
BE(K Bl 10A)) £RTF > R4 HE 25 (1153 £F
H) 2-ZEREBA-1I-TFARXA-(ZRARXKB)R(TH 17A)— &

10 |HEBR - ABERER RENYTBLETIK/=KT
21 EDAREHEGILEY  ERBCHRABL S -
AEE 269 %(62%= % 14)

HPLC (# 1) : R, =5.6 4%
MS (ESI-pos) : m/z = 395 (M+H)*

15 —FZ%IG' S SHEEABAFRRAJBERBBZLIRER
BFE—f-ttRhiTL Y
% 1.0 $EERAHRKEN 20 EFA =R F &%(0.1-

O2M ER)P - B EFH 105 T ELRARAXIBERES N
-40-

200 PN D H oo Jn e P R o B3NS
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AKERRAGA BB ELE(CNS)AL 4% (210x297 2 %)
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2~ HHPRHAE (39)

FTREHLRGVWERBALLE - 1A TLC X4 #H K
HPLC 14 | R B -
RtEA W 10 EERRARRREIDBESHIL DK
B RFRZIAFERY  NEERRHLRESYERER
5 2 - ARE&LE#HMGF A TLC & HPLC AR RE) B4
Ao NRPAHLEAAEHME HPLC #4741k -
—%HFEHT NMR AR FAEHLLFIGFERELRE
A  BEBHVT BRERILRIERCEHZALSHARD
SR ARREIZE C GAMBET > HHFE LRSS
10 30 °48% 16 /0 - BELBYE > ZRHEE—FTRE
}ﬁ °
EERALELEGEEBIILESY AN ERITE
ok e
19A
15 {8-A-2-[4-(4-F X E)-1-%F K] 3-B-(ZRFH)LXHK]-
3,4-= R -4-"8ok R KT B T &5

S

N N/\‘
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SN
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B7

E -~ HHARA (40)

RAFBRH 10A 2 925 E402 EEF)ERASRK
BAeshE - b — M HK[G]4FE S50 £ (45%EHRME)E
4y o
HPLC (# % 1): R,=4.81 4%

5 X 4#] 20A
(8- A -2-[4-(4- A X R )-1-9k o £]-3-B-(Z AT A)ER]-
3,4-= F-d-op ek h A} T B T 85

C

H3
N~ : “CF,

//l\
N N

S
QL

A 3.84 AKH 19A 2G4 A BL HEFEH
10 % BEHAZRIALSHOIS TR > 14%2HRME) -
HPLC (F ik 1): R,=4.81 448
MS (ESI-pos) : m/z = 544.9 (M+H)"

0]

| 21A
{6- B -2-[4-(4-R X K )-1-%# X ]3-B-(= R F H)RK]-
15 3,4-—§-4-"82h KX} 8 F &

000 Py oD Mmoo o X e o S D
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B7

-~ FHRA (a0)

_CH,

o [ ]
F
N CF

k)
//|\
N N

@
&S

4FBEH 11A 2 100 £35(028 EE F)E A sk
AiEHE B —&FE[GIHFE 58 TR(CI%ERM)AE
4y o
5 HPLC (F# 1): R, =4.80 44

22A
{6-F -2-[4-(4- A X K )-1-%# X ]-3-B-(=ZRAFH)XK]-
3,4-— F-4-vkok sk A} B F 85

10 % 832 EEEH 21A 284 B Es - M2
SR BB AZHILSHBS EH » 17T%EHH) -

O Ry S e 3ic H oo B o X o4k K SHHS
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R P R D H oo 2 e 3P Aw o S 3K

A7
B7

E

10

HRRA (a2)

HPLC (# £ 1) : R.=4.77 448
MS (ESI-pos) : m/z = 544.9 (M+H)*

X #] 23A

{8-#-2-[4-C-F A X K)1-%oh £]-3-B3-(Z R FH)XK]-

3,4-— g, -4-k ok Bk K YT BE F B5

~CH,

, Q

I\/ CH,
oS

UGB RH 10A 293 EX02 EEF)IRABKEA
REYME B — BRI E[GIFE 43 EHLCI%NERMB)E
49] °
HPLC (F 3% 1) : R, = 4.80 4 4%

MS (ESI-pos) : m/z = 541.0 (M+H)"

% ] 24A
{8-#-2-[4-3-F AR X K)-1-%p X]3-B3-(ZRFH))XK]-
3,4-— &,-4-"Fk K K ) T BE F &5
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2010 P 23 e S5 H oo 2 ok X r o SR 3D

B7

&~ e (43)

Q.

N N/A\W
I\/N CH,

o

331 HFF 23A 2B G B EL REEK
B MY AZitSHm(1.18 1 P 22%HEEHE) °
HPLC (F % 1) : R,=4.80 74
5 MS (ESI-pos) : m/z = 541.0 (M+H)"

25A
(8-§-2-[4-G-F LA £)-1- %ot £]13-B-(ZAF AR A]-
3,4-2 B-4-sk kR A ) L % T 8

_CH,
- /©\
N CF,

Y
N N/\l
k/N O~cn
o

10 AFBER 10AZ 9B EEXLO02 EEH)ERAHRKAS
i E > b —HK/FE[GIF F 51 ZE 5 (45% 2 HHE)A
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B7

2~ HEABRA (1)

% [+)
HPLC (F it 1) : R,=4.62 4
MS (ESI-pos) : m/z = 556.7 (M+H)"

£ 4] 26A
5 {8-8-2-[4-CB-F R EXK)-1-%ofp K]-3-[B3-(=ZRF HX)XRKA]-
3.4-— 8 -4-vFek o A} LB F &5

H3
N~ : “CF,

4‘\
N N

F k/N 0]
\©/ \CH:,

#5111 AEH 25A 2 B BER RFE8
% B AZitS®(0.49 5 » 9% H1E) °
10 HPLC (F# 1): R=4.71 48
MS (ESI-pos) : m/z = 556.8 (M+H)"

C

27A
{8-F.-2-[4-(4-F.-3-F A X R)-1-s%k o £]-3-[6-F K4 -3-(=
BT R)ER]34-— B -4-cpek ok R} & F B

¥ 0 R R D> H o e 3P ARl SIS
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B7

E -~ B (a5)

HC,
CH,
|

o)
SV QL
N CF

A
e

3
F
NGB EHF 10A 2 1.0 022 EEF)S ALK
S0 E5 Q31 EXEH) 2-ERBA-I-FARAA-(CZHEK)
X H 1TARGBEH 13A 2 427 £50Q22 TEF)E
5 ARG ARLYE  BEYBBEGRIKR/THTE 2:1
V/v)) 8% 1.03 £(79% 2 k)i - kEMWFEE
it TP RE -

LC-MS (F i 3) : Ry= 2.55 448 » 2.66 48
MS (ESI-pos) : m/z = 589.3 (M+H)"

10 28A
(8-F-2-[4-(4-R-3-F A& K R)-1-9% o £)-3-[6-F fLA&-3-F
B EHK]3,4-—@-4-s4 KK} B F &

O B 2 o> u e H om0 o X ol S B
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B7
A~ FERE (46)
H,C_
H3
; ‘?’J@
N CH,
N/)\N

l\/N CH,
L
G BEH 10A 2 060 %(1.76 £ 3 F )5 A8

#2376 2231 EXEF) 2-FARAA-S-FARXAR fLskes

BAF 8 T4 13A 2 342 £53(1.76 EE F )R K%k} Aieds
5 4 E - AAEHN HPLC #iTshibit > €48 183 % &

(16%ZHE)E D -

HPLC (# i 1) : R,=4.77 44

MS (ESI-pos) : m/z = 535.2 (M+H)"

29A
10 {8-&-2-[4-(4-R X K )-1-9k o K ]-3-[6-F R A-3-R X K]
3,4-=— R-4-o8-2H K} LEL T &

H,C,_
o H,

AN i]@
A
L

2D P 3 o S H 0 20 e 3 o SR
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R P SR oD H o 30 e X e od S IS

B7

B~ #FRHRHA (47)

MG aKH 10A 2 1.0 Q2 EEHF)S AR -
423 2231 EEH) 2-FARAS-R XA R RUEE R 396
EAQ2 EER) 4R X ARG E  FAREHN
HPLC #4781t 7% > €48 621 £ H (2% 2 HHE)A Y -
5 HPLC (Hh3%1): R, =4.75 4
MS (ESI-pos) : m/z = 541.2 (M+H)"

K #] 30A
(8- -2-[4-(4- R X A)-1-K oA K]-3-[2-F AK-S5-(ZRTFH)
XE]B4-—8-4--24HE} LT &

H,C_ o,
S
NZ N/ﬁ
F '\/N
L

10 F
RREZBFAET N IS EA_KRFRFY - ##
550 £ 2%.(1.39 € & F)(2E)-3-{3-&-2-[{[2-F & &-5-(Z &
FROXRIERAIEFR)BRAIXA}-2-AHEK T & (K H
18A)¢ 251 £, (1.39 £X F) 1-(4-A X X)%Ko 1 | gf o
15 ®m#EH 9 %  RBL(—RFR ' —RFKR/T
BRCLE ICDH)A R EHE&LEY -
A& 769 £ (96%E % H)

-49.
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B7

E >~ HHAHRA (43)

HPLC (F 3% 1) : R, =4.8 548
MS (ESI-pos) : m/z = 575 (M+H)"

31A
{8-#-2-[4-C-F AXK)-1-%A X]-3-2-FAX-S-(ZAT
5 K)XK]34—R-4--22HA}TET B

"0 e,
25,
Ty

ERT N 20 ZH_RFrP - 84 700 £ 5(1.78

£ R F)2E)3-3-R-2-[(2-FAEAS-(ZRATA)EA]Z

B R FRABRAIRA}-2-AMHEE Fas (K6 18A) ~ 341

10 ££(1.78 BEF) 1-G-FREL)RARLREFBE— L
B REERBHE IS I B - AHBECRFR —RTF

)
~CH,

e Yo /T B 8 10:1)sh4b4s 0 BARRHEILLY -

&

g AT 1012 £ 597%2 % #)

o HPLC (7 i 6) : R,= 4.8 5 4%

]

R’ 15 MS (ESI-pos) : m/z = 587 (M+H)"

;‘é

fi 32A

¥ {8-R-2-[4-34-= R X A)-1-sk o £]-3-[2-F A% -5-(= &
4
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A7
B7
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15

ZHHBA (49)

FR)EXK]Z4-—F-4-5oh KRB T &

FEREFT H20EH_KTFHRT > #4 700 £ %(1.78
EXEF)2E)3-B-A-2-[({2-FARAAS-(CATR)XA]D
B EPR)BAIRA)2- M FE(KH 18A) -~ 352
EAX(TBEEH) 1-C4-— R EXL)RSF (T H 16A)E AR
EHB 106G REGRFEH 2018 - BE2RPB E(=
PR —RAFR/TETE 10:1)F AR #HxsbiiE 1L
o e
AE 1027 £ (97%E H 1)

HPLC (F:# 1): Ri=4.8 54
MS (ESI-pos) : m/z = 593 (M+H)"

£ #] 33A
(8-F-2-[4-(3-F A ¥ A)-1-%oh £]3-[2-F L& -5-(Z & F
E)RK]3,4-—8-4-¢4 KK} B F &5

-51-
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0.5 e 35 b S H 0 2 o o 0B

B7

-~ BEHRHA (s0)

0 CH,

HC, 0
N: : “CF

A
@

3

\©/CH3

EBFT N300 EBHF_RFHEP > 4 11.5 £(29.16
EEH)2E)3-3-A-2-[({R-FAAS-(ZAFHR)EXRA]S
BREAIDFRA)BRAIRK}-2-AHE Fas(K 6 18A) - 5.14

5 (2916 EEH) 1-G-FAEXR)RASAXLREFTE 1
B RADREH 20/ 08%F - REBE(—RFH ' —&F
W/T B T8 10:1 > S AT R EG  RFEY -

AE 158 L (95%EH @)
HPLC (¥ 1) : Ri=4.8 54
10 MS (ESI-pos) : m/z = 571 (M+H)"

¥ ] 34A
{8-A-2-[4-C-R X E)-1-% o K]-3-[2-F A X-5-(ZAF &)
AE]-3,4-—8-4-22 R AT HET 85
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30 0 P 2 oD w35 H mo I ok 3P A oR I 24D

B7

B~ BEARHA (s1)

0 CH
BB el
N CF
?k

-n

FERT A ISEA=_RKFF » #H 100 £ 5%(0.25
EEF)2E)-3-3-A-2-[({R-FRAAS-EAFH)XA]S
AR FR)BRAIRA}-2-BMEs Fas (4 18A) -~ 457

5 ZRO25 TEH) I-CG-RER)RSF(TH 1SA)ARREF
w1 e REERBEH 20 hF o AFB E(AT

P —RTR/CEHTE 10:)ETENHER  BEAREL
e e
AF 11392 % (96% 2 % 18)

10 HPLC (¥ 1): R =4.8 543
MS (ESI-pos) : m/z = 575 (M+H)"

X 4] 35A
{8-# -2-[4-3- L X K )-1-% o X ]-3-[3-(=RFHA)XHK]
3,4-= & -4-o5k K R ) 7 B F &5
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WO P Sk e H omo 3 e 3P e o S B4

B7

B~ HFARA (s2)

F K/NO/CI
R EFTH 10A 2 BELO2EEF)ERAGRKS
LMY b — £ FE[GIFE 51 EHLUAS%EBRME)E
My o
5 LC-MS (¥4 3):R=4.78 248
MS (ESI-pos) : m/z = 561 (M+H)"

36A
{8-#.-2-[4-(1,3-F # — v BB A M -5-%)-1-s%k o £ ]-3-[3-(=
T RE)XK]34-= a-zt-ngug%gs} 78 Vs

° Q

MiF 8 TH 10A 2419 902 EEF)ERAHARA

‘i E o b — & H KGR B 3.67 % (T0%IEha)E
Ay e

-54.-

FAEEREEA ¥ HEARXLECNS)AL 46 (210x297 2 %)
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PO P TR >3 H oo 3 v 3P 2o 8 B 0

B7

-~ BHRA (s3)

HPLC (# 3 1) : R,= 4.67 543
MS (ESI-pos) : m/z = 571 (M+H)"

37A
4-Be 5 -3-[(IE)-3-B =T A A-3-A L A-1-H-1- A )X F &g
5 ¥

B25.0 £(90.2 EEF) 4-pr A3 E FEE T A5 A Ao
YHE B F (AR E] 24.3 % (88%ITHE)E W -
HPLC (F i 1) : Ry=4.71 4 4%
10 MS (ESI-pos) : m/z = 295 (M+NH,)"

38A
(2E)-3-(4- R % -2-55 X K)-2-% M & ¥ &

N

0300 (17.0 BEF) 4-REA2-HARTFR Atk
15 %% d—RFEBIRAUATERLE > 152 2.51 %£(63%
HmE)AY -
-55-

FRIRR BB A T BB FHE(CNS)A4 84 (210x297 2 %)
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0 B S oD e 5 H o0 o X 4 o B SR

B7

I~ BB (s4)
HPLC (F: 1) : R,=4.06 4%
MS (ESI-pos) : m/z = 233 (M+NH,)*

K #] 39A
3-[2-Be K-T-RAK]AMEL T &5

A

G B FH 38A 2 1.0 (431 EEE)EALLH B
Ak H o b — & F Ak (DI(H R E M bR ) E 793
EABINELHMBE)EY -

HPLC (# % 1) : R,=3.99 4 4

10 40A
QE)-3-{6-RE-2- (XA A RA)VBRIRXA )R HHT
L5

AT BE#H 39A 2 0.75 #.3.71 EXH )RS MA
-56-

FHEREEA T EABREMRE(CNS)AL A (210x297 2 %)
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B7

B~ BHRHAE (ss5) ‘

RiEWE  d—ZFZEEFE 1.09 £(62%EHME)E
% °

HPLC (# 3 1) : R = 4.30 442

MS (ESI-pos) : m/z = 463 (M+H)"

5 41A
3-[E)-3-B =T AR A3-BAXAB-1-H-1-A]4-[(Z XA D
B AR AIXTE T E

T
4GB RS 3TA 2 190 %(68.5 EE H)ico A
10 &P E > d—f&HE[EIFE 314 7 B5%EHME)A
W o
HPLC (F s 1) : R = 4.69 2 4
MS (ESI-pos) : m/z = 538 (M+H)"

X 6] 42A
15 {8-#-2-[4-(4-R X K)-1-% ot K ]-3-[2-F R AS-(Z A TF &)

AK]-34-—8-4-fk R AT E T E
-57-
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D P 2 o> 36 H om0 2 e F ol S SO

B7

I~ EARE (s6)

O

N7 N/w
F k/N
|08

WEF & 15 B3 8 K6 30A X ERWE W&
UR/HIEGEHY A Zstitbd - ¥l Ry 231 % -
R 105 THEHRE- S RBZEBALAY -

5 MS (ESI-pos) : m/z = 575 (M+H)"

43A
{8-#-2-[4-C-F AXK)-1-%AK]-3-2-FRAA-5-(ZATF
R)RK]-3B4-— -4~k A} LB T &S

10 REFE 15 HA5BFTH 31A Z %R irn ik
UG ZEGLEMRY A Z3bibdd - B H ¥ 231 %

-58-

FERREBA BB EIEE(CNS)AL 4 (210x297 2 %)
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B7

-~ BRRHA (s7)

AT 111 R (A8%EH M) ALY
MS (ESI-pos) : m/z = 587 (M+H)"

K ] 44A
(6- LK 2-[4-(4- R F A )-1-sk o £]-3-[B3-(Z & F £) R A4 ]-
5 3,4-=—8-4-ck KK} BT &5

<Vs¥
N7 N/\
@
T

RAFARH 12A 2 400 £ 706 EEF )G EAHK
ARWE B — &I E[G4F 2] 166 £ 1 (48%ERE)E
i o
10 HPLC (F 3 1) : R = 4.65 4 4
MS (ESI-pos) : m/z = 552 (M+H)"

N
X

45A
(T-R A 2-[4-(4- R EA)-1-koA R ]3-B-(Z AT R)EA]-
3,4-= §,-4-ok ok W ) B T B

240 0 P 2 o) e 50 H o u o P 74 o Ot 24

-59.-
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PRT P R o>  H oo e P o KD

B7

B~ BAHRHA (ss)

o

&N

)
L

RAFBRH 40A 2 1.0 (216 THE F)Tr ABitk B
REWME B — BRI E[GEE 1.07 % (98%EH{4)E
% o
5 HPLC (3% 1): R =4.72 4%
MS (ESI-pos) : m/z = 552 (M+H)"

F

% 4] 46A
4-2-F = TRA2-B\CTH)2-[4-(4- R E R )% H-1-%]-3-
B-(ZRAFRIEK]-3,4-— F ook H-6-F &8 F &

10
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B7

B~ BRBRHE (s9)

REERH 41A 2 42 5093 EEF)ERAHK A
REWME & — & FE[G)4FE 3.9 AGC1%EHBE)E M -
HPLC (F 3 1) : R,=5.03 448
MS (ESI-pos) : m/z = 627 (M+H)"

5 K4#47A
(8- R -2-[4-(4- R X A)-1- %A R ]3-3-(ZRATFA)LA]-
3 4-— g -4-"kok ok R Y Bk F B

H3
Lcm
CH,
"1
H.C :
o N CF,
/J\
N N/\'
k/N\©\
F

MISATHAA 2GR B itk - R84
10 R AZbibtbm(14E% - 20%FHH) -
HPLC (# % 1): R,=4.91 44
MS (ESI-pos) : m/z = 627 (M+H)"

48A
4-(2-F = T R A -2-80 2 8 )-2-[4-(4- R F 2%k o -1- 1 ]-3-
15 [B-(Z R FA)RRE]3,4-2 8 ok ok ob-6-F &

HRE TR oD H w3 e I Mot S 3D
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B7

B~ BHRARA (s0)

HAFBER 4TA 2 13 Q2.0 TELF)F & FERAN
12 ZFH =3t » Hw 24 EFH IN QEFKER
60°C#HMHLRASY 5 IoF - U IN BERZREEE
5 pH=4  RBEREREGXR AR HE#HH HPLC #AT4A4L -
o s 45 2] 580 £ £, (48% K M)A Y -
HPLC (¥ 3% 1) : Ry= 4.85 448
MS (ESI-pos) : m/z = 613 (M+H)"
X 4] 49A
10 {6-(Bk & & )-2-[4-(4- R X X)%#-1-£]-3-B-(ZAF H)R
X]-34-—8 b4 HK-4-KRYTLEBEE = T&

-62-

ABMRREBA ¥ EHBAEEE(CNSAL R (210x297 2 %)
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2250 P R oD H w30 e 3P oo ob S 3K S

B7

B~ H0H3RA ()

#FBTH 4BAZ S0 ER(0IEEF)FE ~26 %
EHERLE 1] XX 1-8A-1H-X# =4 K498
1.1 £E¥F N-G-oFBRABRA)N-ZAHIL =T B 7

5 »DMF ¢ 526 ZEZF NN-—_RHK > AEEHEH
BRAY 16 N8 o Hw 20 EALHLENRBERLSY
PoREFUANBPEEAMNKERRABPALHAKRERR
# o AT AKBEE pH=8 U LB LE FUER - 4
XA BRBRERBRIEMKERER  UBEHMNR

10 K B& - WwibiF5 S48 £ 5 (V7% L B)AEY -

HPLC (¥ % 1): R, =4.73 543
MS (ESI-pos) : m/z = 612 (M+H)"
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A~ FERHRAE (62)

RA— T E[AIZ[G] Az R EWE HF £ 1
Z ) 50A £ 112A -

x1
¥ R, | HPLC MS ESlpos.
B .
w [21) | #i& M +H]
561
50A 453 1
M+H-HCI"
“‘c‘o
556
S1A > 422 1 -
+H-
- 0L
(
552
52A 436 1
[M+H-HCI}*
572
53A 437 1 .
[M+H-HC]
549
S4A 454 1
(M+H-HCIJ*
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B~ BARA (12)

%,

— B FE[H] vt R L EERZI AR
# 1.0 gE 24 RBEHEN Skt REFHm 5.0
T ¥ IN gaftsmkKizk - »n 80CHHFLALESH 16 /)
5 B FARE&LLHEFI A AHHE HPLC AR R E) - RER
St o HAGHANAKFY - X INBHKFHEZEPHS - BE S
BMAAAR RV EAXRRLEBEKE GEAEZT  HEER
2otk o A& 0 @B Extrelute BE S E LK RENT
LB K MBREBRER xAHEERHS AR
10 RP ALKk 2 &Fik S)NHBLERECK/TET

BERAMAR UHH HPLC b2 4 -

Xx#1
{8-R-2-[4-(4- R X E)-1-%# R]3-B-(ZRFHA)XK]-
3,4-= @ -4-"gok A K} L &

° Q
N
F ﬂ@L
F
LAF 8 K 19A = 37 %ﬁ,(o.m %ﬁ—ﬁ'—)‘f’ B A AL 45
HE o b — A E[HIEFE 29 (B0 %EHMAEY -

15

00 P 3 o a6 1 o 2 e X A0 ol B B
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B7

B~ FARA ()

HPLC (F i 1): Ry=4.49 5 4%
MS (ESI-pos) : m/z = 530.7 (M+H)"

'H NMR (400 MHz, CD;CN): & [ppm] = 7.59 (s, 1H); 7.45 (¢, 1H); 7.37 (t, 2H); 7.02-6.95 (m,
3H); 6.93-6.85 (m, 4H); 5.24 (dd, 1H); 2.98 (d,, 4H); 2.91 (v, 4H); 2.73 (dd, 1H); 2.54 (dd, 1H) -

X#2
5 {8-&-2-[4-(4-AFXK)I-%HA X]3-B-(ZAFHE)XK]-
3,4-:_51‘-4-%%%&} & ﬁ

LS
F ‘\/NO
F
L4 8 F 1 20A Z 695 En(12TZEZH)FE ALY
WmE B— M HE[H]F 3 488 E L (64%EHBE))E W -

10 HPLC (#:% 1): R = 4.59 5 4
MS (ESI-pos) : m/z = 530.8 (M+H)"

3

'H NMR (400 MHz, CDsCN): § [ppm] = 7.60 (s, 1H); 7.47-7.40 (m, 3H); 7.03-6.86 (m, 7H); 5.26-
5.23 (m, 1H); 3.60-3.52 (m, 4H); 2.99-2.90 (m, 4H); 2.75 (dd, 1H); 2.56 (dd, 1H) -

Xx#3
(8- R -2-[4-G-F A X R)-1-sk ot £]3-[3-(Z A FR)EA]-

15 3,4-—&,-4-"¢s¢ |k K} T &
-75-

D PR o> S M omo 3o e P kol S SR

emmeme- ._-_---.'-_-__.-_---..-----‘----:%.---_----- o ---------wﬁ..--- NI T

AHERR KA+ B B EEECNS)AD 8.4 (210x297 2 %)
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A~ BEBERA (14)

2.0

NT N/\I

F K/N
oy

RAiF B K 23A 2 34 £5(0.06 EE F)F & Ak
ME > b —&FE[H]F 2 30 £ (00%ERE)EY -
HPLC (##% 1) : R,=4.56 44
5 MS (ESI-pos) : m/z = 526.9 (M+H)"
'H NMR (200 MHz, DMSO-de): 8 [ppm] = 7.64 (s, 1H); 7.53 (t, 1H); 7.44-7.34 (m, 2H); 7.11-6.90

(m, 3H); 6.72-6.59 (m, 4H); 5.33-525 (m, 1H); 3.52 (dy, 4H); 3.02 (&, 4H); 2.69-2.55 (m, 2H,
8 o #% DMSO RERHK); 2.23 (s, 3H) -

CH,

x4
(8- R -2-[4-G-F R EA)-1-R ot £]-3-B-(Z AT R)EA]-
3,4-= -4k R A} T B

S
N/)\u/\
NG
o

]
F 0
~CH,

10
AT B Bl 25A 2 36 £(0.07 ELH)F 8 e
WE o BRI EHIRR A E(FTE 2)5 2 28 £2(7T7%

-76-
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B7

2~ FRARHA (15)

ERE)AEY -
HPLC (F i 1)1 Ry =4.46 4%
MS (ESI-pos) : m/z = 542.9 (M+H)"
"H NMR (200 MHz, DMSO-de): 8 [ppm] = 7.67 (s, 1H); 7.54 (t, 1H); 7.45-7.38 (m, 2H); 7.14-6.94
(m, 3H); 6.51-6.35 (m, 4H); 5.35-5.25 (m, 1H); 3.69 (s, 3H); 3.50 (dy, 4H); 3.06 (dy, 4H); 2.58-2.52
(m, 2H) -
5 X4#S
{8-A -2-[4-C- B X A )-1-%H# K]3-B-(=RFHA)XK]-
3,4-= g -4-vsek K R} &
O

ISP QN
N CF,

A
N N/\‘
F I\/N ci
O

AT B K 35A 2 38 £54(007 EXH)FE ALY
10 HE - d—B/HE[HIFE 25 5 (66%EhE)EY -
HPLC (F 3k 1) : Ry=4.64 43
MS (ESI-pos) : m/z = 546.9 (M+H)"

'H NMR (200 MHz, DMSO-d): § [ppm] = 7.66 (s, 1H); 7.52 (t, 1H); 7.38 (dd, 2H); 7.20 (t, 1H);
7.10-6.78 (m, 6H); 5.33-5.26 (m, 1H); 3.51 (dy, 4H); 3.11 (&, 4H); 2.61-2.55 (m, 2H) -

X#6
15 {8-f-2-[4-(1,3- % 3 = o2 3B At -5-4)-1-% o £ ]-3-[3-(=

AFR)RK]B4-—8-4-84 KX} L&
-77-

0 P SR o> H o e 3P AR 0¥ R RS
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ARRRABA BB FRRECNS)AL 4 (210x297 2 %)
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-~ BFRARA (16)

HO /@\
f:[x

RGBT H 36A 2 173 £5030 EXL F)FE A
WE B —RHE[HIFE 79 £ H46%EHE)EY -
HPLC (F ik 1) : R = 4.44 5 4
5 MS (ESI-pos) : m/z = 557.2 (M+H)"*

"H NMR (300 MHz, CDCL,): § [ppm] = 7.47 (s, 1H); 7.42-7.34 (m, 3H); 7.03-6.89 (m, 2H); 6.79
(d, 1H); 6.64 (d, 1H); 6.41 (d, 1H); 622 (dd, 1H); 5.87 (s, 2H); 5.20-5.15 (m, 1H); 3.59 (s,, 3H);
2.94-2.85 (m, SH); 2.59 (dd, 1H) -

xX# 7

{6- 8 -2-[4-(4- R X K)-1-% = £]-3-B-(Z A FHA)XA]-

3,4-— 5 -4-v8k K K} L B

10
MRFBRH 21A 2 42 £%(008 TEXH)FEs AHAe 4o

.78-

AHHRREEA T ABFEER(CNS)AL R (210x297 2 %)
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10

15

AR A (17)

ME B RFE[HIEE 34 £ 5 (16%EHMHE)E Y -
HPLC (¥ % 1) : R =4.63 o4&
MS (ESI-pos) : m/z = 530.9 (M+H)*

X4 8
(6- . -2-[4-(4- R X R)-1-k o4 £]3-[B-(Z R FR)ER]-
3,4-Z -4k KR} LB BB

N : CF

3
/)\
N N

‘\/N
<HOl \QF

AE B Kl 22A 2 350 £50.(0.64 EE F)Es Ak
B —&HE[HIAG 2 284 £ 5 (83%EHE)EY -
HPLC (¥ 1): R = 4.53 4548
MS (ESI-pos) : m/z = 530.8 (M+H-HCI)*
'H NMR (400 MHz, CD;CN): & [ppm] = 7.62 (s, 1H); 7.51-7.48 (m, 1H); 7.43-7.41 (d, 1H); 7.26-
723 (m, 1H); 7.04-6.95 (m, 2H); 6.91-6.85 (m, 3H); 5.23 (dd, 1H); 3.55 (ss, 3H); 3.02-2.99 (m,
1H); 2.94 (s,, 4H); 2.80 (dd, 1H) -
xH9
{8-#.-2-[4-3-F A RXK)-1-%RAK]3-[B-(ZRTFH)EK]-
3,4-— 8l-4-kck R R} LB BEE D

HO

-79-

AKEREER AR ERAECNSAL B (210x297 2 %)
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B7

B~ B HA (18)

F k/N CH,
x HCI ©/

RAFBEH 24A 2 110 £(1.93 TE H)Es Aty
B —&FE[HIEE 1.04 501%2HE)EH - # A
Hik 4 BOKG BRI L U/RIKGHREED A
5 ZEg% -
HPLC (¥ #% 1) : Ry=4.68 4%
MS (ESI-pos) : m/z = 526.9 (M+H-HCI)*

'H NMR (400 MHz, CD;CN): 5 [ppm] = 7.61 (s, 1H); 7.49-7.38 (m, 3H); 7.10-6.89 (m, 4H); 6.71-
6.65 (m, 3H); 5.26 (dd, 1H); 3.60-3.52 (m, 4H); 3.03-2.95 (m, 4H); 2.76 (dd, 1H); 2.57 (dd, 1H);
2.25 (s, 3H) -

K # 10
10 {8-#-2-[4-CB-F REXK)-1-% ot K]-3-B3-(Z R F H)¥XX]-
34-— 842 HALERBRB

o

PPN

|

. |
N/‘\/l\CFa

Nél\N/\

F |\/N N
x HCI \©/ CH,

-80-

AKERREAA T EREEE(CNSAL K (210x297 2 %)

e e --___-------‘----_%.-------_-Et------__-ﬁe_‘--_ e m e e e e mmee— e



1335912

H-T P o> H oo 3o e P ool B34S

A7
B7

I~

10

15

HBARA (19)

AT 8 K] 26A 2 437 £ (079 £ X H )& At
B — M HE[HIFE 344 £ 5 (2% L HE)E W -
HPLC (F 3 1) : Ry=4.48 5 4%
MS (ESI-pos) : m/z = 543.0 (M+H-HCI)"

'H NMR (400 MHz, CD;CN): & [ppm] = 7.61 (s, 1H); 7.49-7.38 (m, 3H); 7.14-6.89 (m, 4H); 6.47-
6.39 (m, 3H); 5.26 (dd, 1H); 3.72 (s, 1H); 3.60-3.54 (m, 4H); 3.07-3.00 (m, 4H); 2.77 (dd, 1H);

2.57 (dd, 1H) -

K #] 11
{8-#-2-[4-(4-R-3-F A X K)-1-% o4 £]-3-[6-F &% -3-(=
ﬁ.‘?&)i%]-3,4-;ﬂ-4-°§°&#£¢}L%‘.Eé’iﬁ

HO m

N

ROPH
x HCI \@ .
F

U BEH 27TA 2 1.03 £(1.75 EX H)Esm A A
WY bR EHARE T X 5 2R¥E > M#
HEMBENFTE/NINBE Y > BAREE 538 283 £
(2% B HE)BEH%S - |
HPLC (F 1): R(=4.58 4%

MS (ESI-pos) : m/z = 575.2 (M+H-HCI)"

'H NMR (400 MHz, CD;CN): 5 [ppm] = 8.17 (s, 0.66H); 7.69 (d, 1H); 7.55-7.30 (m, 1H); 7.27-
7.24 (m, 2H); 7.16 (d, 0.6H); 7.09-7.04 (m, 2H); 5.33-5.27, 5.12-5.06 (2x m, 1H); 4.08-3.35 (m,
4H); 3.69 (s, 3H); 3.30-3.22 (m, 1H); 2.80-2.76 (m, 1H); 2.25 (s, 3H) -

-81-

AWEREEA P E B RERE(CNS)AL #46 (210x297 2 %)
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2 -0 R oD 36 H o Jn e 3P el IR

B7

Z~ BHBA (s0)

g 12
{(8-#-2-[4-(4-A-3-F K X K)-1-% o K ]-3-[6-F & £ -3-(=
AFR)VRK]Z4-—R-4-sd R CEBES

.
olil
N
‘\/ CH,
x HCI \(:[
F
5 FRGEREEYTEZA BFBAETH 11 = 268

EABHRBAN_RKRF Ry FHRBUBFE®E ANER

ERAR - A2 ARKMUA_RTRER—KR - S 2H#A

A EARK > BREXHRER - wikiF g 204 £

B6% L th ) dkiy - AR YT " EBEEEBH(F ik
10 4 #AEHEM HPLC (Fk S)Fsb » B FEEHERN

FE/IN BEY > BAZEH - 452 80 £R(78%E % M)

SEBEEmY A

HPLC (# 3 6) : R,= 4.66 4 4%

MS (ESI-pos) : m/z = 575.2 (M+H-HCl)"

'H NMR (400 MHz, CD;CN): 5 [ppm) = 8.17 (s, 0.66H); 7.69 (d, 1H); 7.45-7.30 (m, 1H); 7.24 (d,
2H); 7.15 (d, 0.7H); 7.08-7.01 (m, 2H); 5.32-5.27, 5.11-5.07 (2x m, 1H); 4.06-3.50 (m, 4H); 3.68
15 (s 3H);3.33-3.24 (m, 1H); 2.77-2.72 (m, 1H); 2.24,2.23 (2x 5, 3H) -

-82-

ARKRRERA P EERFRECNS)AL B (210x297 2 %)

T~ - S S
o @ '



1335912 A7

R P T oD 356 H oo e 2P o6t o 234

B7

2~ HHERA (s1)
4] 13

{8-#-2-[4-(4-R-3-F KX K )-1-% o4 &]-3-[6-F & % -3-
ARRK]34-—f-4-skh R e BEB

HO m

N
K/ CH,
x HCI U
F
5 RAFBEF28A X 183 R0 EXH)EsmEHA

REME BRI EHIRREFE: 5 2R-¥ % Kk
EEHBNTE/AINBEY > BATER #7135 24
(67%ZHE)BEKSB -
HPLC (% 1)1 R,=4.67 548

10 MS (ESI-pos) : m/z = 521.2 (M+H-HCI)*

'H NMR (400 MHz, CD;CN): § [ppm] = 7.69-7.42 (m, 4H); 7.25-7.06 (m, SH); 6.93-6.78 (m, 1H);
5.24-5.21, 5.06-5.03 (2x m, 1H); 4.00-3.35 (m, 8H); 3.21-3.08 (m, 1H); 3.01-2.77 (m, 1H); 2.34,

2.20 (2x 5, 3H); 2.26 (s, 3H) -

#l 14
{(8--2-[4-3-F LR A)-1-%k ot £]-3-2-F L A-5-(Z A F
R)XA]34-— f -4k A} &

-83-

ABKERREEHM +HEAFRILECNS)AL 4 (210x297 2 %)
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A~ BHBRAE (s82)

o
7L
N CF

3
/J\
N N

LY T
U \CHS

PER A 1796 21449 EEH)EALKES
878 (1.5 ZEH) {8-A-2-[4-C-FREHK)-1-%# & ]-
3-[2-FREA-S-(ZRFA)FRK]-3,4-— 8478k KR} T &
5 FE(KH 31A)2 40 £ =24 F > # SOCHH RS
M 2 bW RIEAE pH £ 4-5- BEYEEW  UK%
oo RBEIE
A& 801 £ (93%EH 1)
HPLC (¥ 1): Ri=4.5 4
10 MS (ESI-pos) : m/z = 573 (M+H)*

£ #] 15
(8-F-2-[4-C3-F R EA)-1-koh £]-3-[2-F LA -5-(Z £ 7

A)RK]3 484k R K} &

o] GHy
o
N/ N/\‘
F l\/N
&

-84-

o)
“CH,

AHEREER ¥ BB FRE(CNS)AL K (210x297 2 %)
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20 P SR O H oo 3 ok X 4o 5 3

B7

L~ Z AR (s83)

% 500 ERHEH(RH 1DBETEGBEED S ES
* ID% > RyBLEBEMA R R M L& REEN
IN fLatsKzrd > AT @ER - U IN B & &1L
%o BETHEAY  RREE -
5 EAE 105 E#21%%EHME)
MS (ESI-pos) : m/z = 573 (M+H)"

'H NMR (300 MHz, DMSO-dy): § [ppm] = 2.4-2.5 (m, 1H); 2.7-3.1 (m, 5H); 3.3-3.6 (m, 4H); 3.7
(s, 3H); 3.7-3.9 (v, 3H); 4.8-5.05 (5o, 1H); 6.3-6.4 (m, 2H); 6.4-6.5 (m, 1H); 6.8-7.65 (m, 6H); 12.5
(sv, 1H) -

AR THGEFEETS 43A 2B A 414 B
HRE - EHIREMEFAZEEY - 111 7(0.19 £
10 F )b EEs » TEF 69 HL(63%EHBE)VZHEAY -

#{ 16
{8-&-2-[4-C4-— R X K)-1-% = K ]-3-[2-F A% -5-(= &
FER)REK]-B4-— g -4k R K} 8

o

3
S B YN

(C‘))H
AN

N N
k/N\(:[F
F
15 40 £ =5k ¥ > SOCTF - 4+ 881 £ x(1.49 %

B ) (8-R-2-[4-G,4-= ALK A)- 1ok o £]-3-[2-F f A& -5-

-85-

FEREEA T ARFELE(CNS)AL 4% (210x297 2 %)
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B7

-~ BRRA (84)

(ZRAFHA)RA]34-— G -4-sob o AV & F & (F 4
32A)2 178 £5.(4.46 EE X )G A4 2 6 - U IN B
BREkibik -  BETEEY > UKEK BREBHKE -
EE TS (0% H14)

5 HPLC (Fi#1): R =4.5 454
MS (ESI-pos) : m/z = 579 (M+H)"

# 17
(8-#-2-[4-3.4-= B X A)-1-9 o £]-3-[2-F £ A -5-(= £
FR)ER]-34-2 B -d-okokoh )2 8

0 (f’H3
o)
30

) N CF,
A
F ‘\/N. : :F
10 F
1 500 £%(0.86 EEE )M (K H 16) T4 R
MY B8EGE 1) DB LILARRKFECRTFTR
—RFI/FE 20:1 10:D)sbim A4 - 2 HEMN IN &
AL AKBERY » RTLEBER - IN BEFEX KB ZE
15 pH4-5 BEIBAEY  UKXABRABREE -

EAEE 86 ER(1T%EHRM)
MS (ESI-pos) : m/z = 579 (M+H)"

0 P SR oD e 3 e P oM o S T

-86-

S - Y - SN - S
® ®

FERREBA T BB REECNS)AG #44 (210x297 2 %)
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-~ BEHRA (s5)

'H NMR (300 MHz, DMSO-dy): § [ppm] = 2.6-3.1 (m, 6H); 3.25-3.6 (m, 4H); 3.75 (sy, 3H); 4.85
(s, 1H); 6.6-6.7 (m, 1H); 6.7-7.7 (m, 9H); 12.5 (sp, 1H) -

#] 18
{8-F-2-[4-(4- R K HK)-1-ok ot £]-3-[2-F R A-5-(Z A F %)
$R]-3,4-2 f-d-ok kR A} T8

» 800 £ —cEk ¥ > SOCTF - #4315 £(26.11 %

EH) (8-R-2-[4-4-R FH)-1-% 4 X]3-[2-FAKA-5-(=

AT E)RK]34-— R 454X 8 78 (K # 30A)

313 (7832 TEF)RAALM 4 05 o KB ERIER
10 4% - & GHEN SO0 LA K > 81t > ABRELBEH

B - AKLHKEY  RBHEKE -

AE 145 £099%2 %)

HPLC (F ik 1): R, =4.5 448

MS (ESI-pos) : m/z = 561 (M+H)*

15 419
{8-F-2-[4-(4- A X RA)-1-% o} £]-3-[2-F EA-S-(ZAFR)

FHR]34-—f-4-skp Rl &
-87-

AREREBA T RABREE(CNS)AD 848 (210x297 2 %)
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BEHABA (s6)

0 $H3
O
N CF,
41\
N N/\
F k/N

|8

£ 142 3,(2533 TEE ) HE M (KH 18)& 4T 5 3(H
sk 13) - A WEN 250 £ 0.5N S A ERT -
RERN LB ER PRI - LBEE M KAaBEILE > BIE L
BAY  UARKEBRRBELE -

EE 585 L (41%EHHE)
MS (ESI-pos) : m/z = 561 (M+H)"
HPLC (X% 1): R=4.5 54

'H NMR (400 MHz, DMSO-de): 8 [ppm] = 2.6-3.0 (m, 6H); 3.3-3.6 (m, 4H); 3.6-4.0 (s, 3H); 4.8-

5.2 (sy, 1H); 6.7-7.75 (m, 10H); 12.2-12.8 (s, 1H) -

R THEHEFERG 42A 24BN HKHREE
WRE - AT EHIREMPEFZEZALEY - 120 (021 £
Hlyket W Has » THHF 6 LBI%ERMBEA)VELRAEY -

K #] 20
(8-B-2-[4-(3-F & X B )-1-9k of £]-3-[2-F KA-S-(Z K T
A)FA]3,4-2 B4k R A} T B

-88-

AR R EiBA T EAEBKLEECNS)AL 4 (210x297 2 %)
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H MR (s7)

i

(o
SV

N CF,
N

[0 U
o

P40 B =T F > S0CTF » 4 892 £ 7,(1.56 &

EH) (8-R-2-[4-3-F £ X A)-1-sk of £ ]-3-[2- F £ & -5-

(ZEATFHR)ERR]34-= R 4-sok B A )T 8 F 85 (F 5
33A)8L 187.6 £54(4.69 EE X)G ALt 2 N 8F - T HIE
Bk R GHENKY A INBEAXPH E 4-5- 8B
ETEEAEY  RBUAKER  RBIHEE -

AE 788 EROO1%EHH)

MS (ESI-pos) : m/z = 557 (M+H)"

HPLC (F % 6) : Ri=4.5 54

£ 4] 21
{8-#-2-[4-(3-F A X K)-1-% o K]-3-[2-F ARA-5-(Z /A7
E)FRK]3,4-—8-4-scfh KT B

0O

g

ASIRRBEA ¥ BB FHRECNS)AL R4 (210x297 2 %)
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0T P 2% o ¢ H o 3 e 3P 74 o S S

B7

Z o~ BHHBHA (s8)

X500 £7(09 EEF)E#M(TH 2005845
MY n#Orx 3) - BEeaimean IN g aitsnkxs
B A LEEEEUER 0 kA IN BEEEAS pH 4-
S BENEBAEY > UKABRRBRESE -
5 AE 104 ERQI%ESRME)
MS (ESI-pos) : m/z = 557 (M+H)"

"H NMR (400 MHz, DMSO-d¢): 8 [ppm] = 2.2 (s, 3 H); 2.35-2.5 (m, 1H); 2.6-3.1 (m, 5 H); 3.3-
3.6 (m, 4 H); 3.8 (s, 3 H); 4.9 (s, 1H); 6.5-6.7 (m, 3 H); 6.8-7.7 (m, TH); 12.6 (s, 1H) -

K #] 22
(8- 8 -2-[4-(4- B X £)-1-9k ot £]-3-[6-F AA3-FLEA]-
10 3,4-= f-d-kkRA) BB %D

0 oM,

o
i NI:)\
Ci

/)\
N N

K/N
x HCl \QF

CRF AR 29A 2 621 EH(.1S EE H)Es Ak
B -a—#&FEHIRARYEHMH HPLC (Fk S)#fF 4
b MR TE/INBEEAR 52 330 5£051%EH
15 #)AEA#H -
HPLC (# 3 1) : R,=4.58 4
MS (ESI-pos) : m/z = 527.0 (M+H-HCI)*

-90-

AERREEBA T BHERLECNSAY %8 (210x297 2 %)
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A~ BFeARAE (s9)

X #] 23
{8-R -2-[4-(4-A X &)-1-% ot K ]-3-[6-F A K -3-R K K]-
34-— 842K A LHBHKD

Q0  cH,
HO j\:@\a

F
x HCI \©\
F

5 B EH 22 2 320 £57(0.06 EEFX)H%mA R

BB RTEREBMZRN IR 4 BERE
MENFE/INBEY > BAEER > 52 174 £32(50%
HHhE)B S -
HPLC (F & 1) : R =4.51 548

10 MS (ESI-pos) : m/z = 527.1 (M+H-HCI)"

'H NMR (400 MHz, CD;CN): 8 [ppm] = 7.29 (dd, 1H); 7.19-7.11 (m, 2H); 7.01-6.94 (m, 4H);

6.87-6.83 (m, 2H); 5.08 (t, 1H); 3.67 (s, 3H); 3.56 (s, 4H); 3.03-2.92 (m, SH); 2.72 (44, 1H) -

X #] 24
{8-R-2-[4-(3-R KX K)-1-% o K ]-3-[2-F A E-S5-(ZRF X&)
FHR]-34-—R-4-2d KK} B

-91-

ARKREHA P A EFHEECNS)AL 46 (210x297 2 %)
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5
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AP A (9)

o
L
N CF

WIS ES =S Y - & 11T EHL02EXHF) {8-£-
2-[4-C-R K & )-1-%p X]3-2-FARX-S-(ZRATFH)X
#*]-3,4-= 8 -4--Eck KA LB T B8 (K # 34A)8 0.61 £ 4
IN & BALPAKBERRA > # SOCHI LY 3 I oF o
ERBERG  EREGHRAKT > L IN BEFHELRS
HEPH3-4- BESEELR > AKEKR  REBHE -
EE 76 EA(67T%E%H)

HPLC (F i 1)t Ri=4.6 48

MS (ESI-pos) : m/z = 561 (M+H)"

x 4] 25

{8-#-2-[4-C-R X EK)-1-%H# X]-3-[2-FAK-S-(ZATFTH)
RA]-3,4-—8-4-sokH A} &

-92.
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BEABE (1)

0 ¢H
)
1 I
N CF,
4’1\\
N N
i L~

£
52 ER(0.09 EEE)VERB(EH 2) 0 8RB 48

BEBEEB(FTE 13)  BENBBLEARE W X(LE » =

RFR/FEIOCDSGEBEY » EFRRBEE -

AE 123 £(24%E %)

LC-MS (F# 7) : R,=2.50 4 4%

MS (ESI-pos) : m/z = 561 (M+H)"
'H NMR (400 MHz, DMSO-d¢): & [ppm] = 2.35-2.5 (m, 1H); 2.7-3.1 (m, 5H); 3.3-3.6 (m, 4H); 3.8
(s, 3H); 4.8-4.9 (m, 1H); 6.45-6.6 (m, 1H); 6.6-6.7 (m, 2H); 6.8-6.9 (m, 2H); 6.98-7.1 (m, 1H);
7.1-7.6 (m, 4H); 12.4 (s, 1H) -

RA—BRTA[AIZ[G] dH BRI REYETEFA
22FH 26234 R 36% 89 RHI35 T FXk2mMik
ToRME -
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A7
B7
-~ HABRHA (100)
X aF ¥ R, | HPLC
£=3: 3 ¥ = " . MS
%% [Z/3 5] X [om]| Fix
519
79 555.0 103A 441 6 [M+H-
HCl)®
541
80 577.5 104A 453 6 [M+H-
HCl*
541
81 541.0 105A 4.68 1 N
[M+H]
538
82 537.5 45A 452 1 .
(M-+H]
531
83 530.5 106A 451 1 N
[M+H)
527
84 526.5 107A 470 1 .
[M+H]
-102-

KRB GA ¢ BAEFERE(CNS)AL #4% (210x297 2 %)
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300 R 2R e 350 H om0 3 e 3P A ol S 2 1

B7

E >~ BHRHA (102)

#] 35

3,4-— S oEok Hh-4-H T B

HO /@

N
OH k/
x HCI \©\
_ F
5 % 80 £7%(0.14 TEEH)FE(TH 8NEN 2 £EH =

HFPHRP NO0CFm04l EXF IM =82z =
FIRRBR - NEIRHFRESY 16 8> E—F FHh
082 EXH=ZRILFER » BEHEMN 24 I BB FHMm 1.23
ZEH  -REIRFRBESY 24 0 > HEFENK
10 k- %S5 EH/ INBEKRER - R 25 EALHTEX
RS - ARAUEF RALMKER LM » U EMN
MK BE% FAE#HM HPLC #4740 o o b4 % 50
E 5 (63%ERMEVEY -
HPLC (F 3 1) R.=4.47 548
15 MS (ESI-pos) : m/z = 529 (M+H-HCI)"

x4 90
{(T- B E-2-[4-4- A XE)1-%4 X]3-5-(ZRFA)XK

%]-3.4-— 8 -4k R K} ®
-104-

(2-[4-(4- B K A )k o -1- 8 ]-8-7 £ 3-[3-(Z A F A)EA]-

ARERBEGA T BB RN E(CNSAL 246 (210x297 2 %)
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EHERA (103)

HO /@\

N

st
E
258 HH 45A 2 100 (016 EEFH)BERFNE
RBZBETY N OCHHEREREY 42 1o - A
% Bk 20%EE S AIALAKERELESMAZE pH=4 > B
BB ARG TR KM BBEE -
AE 64 £ 7 (66%EHMHE)
HPLC (F sk 1) : R, =4.38 543
MS (ESI-pos) : m/z = 557 (M+H)"
X # 91
{6-(B& % & )-2-[4-(4- A X X)RA-1-K]3-B-(ZAFH)X
K]-34-— R okokolh-4-A) LB BB

H,N N7 cE

HO

2
N N
L
xHCI \©\
F
-105-

FEERAGA B EFRE(CNS)AL 8% (210x297 2 %)
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B7

o~ HAFRAE (104)

45 B KH 49A 2 500 £ (08 EEX)E =TEaH
N8 EFIMEAEILAZ_ZRERY NEBEHRAE
B 16 B - BB IFR > RBELLE -
AE 564 T (99%EHE)
5 HPLC (#F# 1): R =4.25 54

MS (ESI-pos) : m/z = 556 (M+H-HC1)"

'H NMR (300 MHz, DMSO-d¢): 8 [ppm] = 12.94 (brs, 1H); 8.11 (s, 1H); 8.03-7.95 (m, 2H); 7.92-
7.65 (m, 4H); 7.09-6.91 (m, 4H); 5.50 (dd, 1H); 4.38-4.12 (m, 4H); 3.17-3.06 (m, SH); 2.81 (dd,
1H) -
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AR REEA & BB FHRECNS)AL M4 (210x297 2 %)
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#eA3e (105)

B. 4 2 EH 4L

AEALSHZERIX AT THRBER
L HCMV(BLABE % &)t e 5% B R

B RIRAE A4 2N = F Z#EDMSO)d 2 50 £
H g EMmM)EX - 4 B Ganciclovir® - Foscarnet® #1
Cidofovir®@tk A # B iLady - N E 2 3 A 2 H 55/ 2
#H 50~5-05 & 0.05 mM DMSO B iR £ 98 £ 5t 4= i
BEEAFAUALIT_EHAREH% > pH 74 0.5 M NaCl »
0.1% (WW)H ik a& b ; ik 96 3z H Bl 50 4 3
EARTI2HBBEE 11 H-F 1 R 12 238845
SO AL RAEBAL Ix 10" Bmb(AE G L%
#Famp[NHDFD)Z 150 AR FRESH(E | ==l
HRa) ERFE 22 12 BB AL HCMV & # & Kk & &
% t9 NHDF % f2(M.O.L = 0.001 — 0.002) > 7} Br & 1000 48
AERPHBE 12208 E2mlk - £ 12 (K4
BAAYWEVFAAEHBE - FLRRBEES 250-0.0005
uMe 3 37C/5% CO, F > 32 h#B 6K > THAHKH
H R @ (100%% A6 5% % 2 /1 [CPE]) ¥ &9 A7 # e BB 4R 4L & 32
Buk - BE RSB HEKRAL Y K EH(Giemsa’s dye)
THEMRLEB0 246) U_RABKEHR» » S0Cx
BP I RBELEERSGEBAMBE(FE Technomara 2
Plaque Multiplier)i# /7 &3z £ B 2 A E 74 -

MR HR P T S EIE

CCso (NHDF) = SiA G A Bz mpHBaa T » %
-107-

ARGRRABR ¥ AR R E(CNS)AS 48 (210x297 2 %)
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20D P 35 b3 3¢ H om0 e B e S B
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B7

M) ;

B~ AR HA (ros)

M R ARABET AN e h2YWEEE(ERSE U

ECso (HCMV) = SlA KRR B2 G HHBaBRT -
¥ # S0O%CPE (e m @M N)Z W EREERL 4 M);

5 SI (iE #£H 45 #) = CCso (NHDF) / ECs5o (HCMV) ©
B AEALCESHB N ZREARLERIBEHFE RN X

¥ -

A:
& A
NHDF SI
®6 lec, [PV
w | oo [EC M gony
2 12 0.016 750
9 15 0.02 750
15 31 0.002 15500
19 17 0.002 8947
23 24 0.002 12632
29 47 0.07 671
10 FEALESHEHR HCMV R 28 AT Tl
HBAER

HCMV R #% 8 # Gelfoam®# X

32 4 BRI BBz B (16 £ 18 %) Fox
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23R eA (107)

Chase SCID #% Fox Vhase SCID-NOD #, SCID }#: 6, » 14
8% B %) 49 £ & & (Taconic M+B » Jackson USA) - # & # 4%
HT #BEoborimERAE(CEREIRAH)-
wmatk

NABBRLOEB G F@R(NHDF @)l » #£47 A
$8 B %= Jo 7% % (HCMV) » Davis % ADI169 % fidk » 2 52 52
SpE K - FEE NHDF @mpk 001 £ 003 2 & /2%
(M.OL) B 5 % 10 R4 » KA 5K %W s
#-40C » ZFBREZEAZ LR EAMEM) » £ 10%
DMSO = 10% 4 aFFCSFLET > FUESF - #H5 5
RF b TAITRAEL AT 4 BB LETHL
(Neutral Red)/Ef8 f: & %4 ey #4614 NHDF @ fo x & B
(titer) -
MR W~ B AR

AU BEBEERPBS)MAKR A IxIxl 2528
B i 4 # (Gelfoam® ; 44 B Peasel & Lorey » 3T 8 4% %
407534 ; K.T. Chong et al., Abstrancts of 39"™ Interscience

Conference on Antimicrobial Agents and Chemotherapy,
1999, p.439) MMA R ER AN R 8 - K& HE» MEM
+ 10% FCS ¥ - 38 1 x 10°48 & % # & ¥t &9 NHDF % f (34
HCMYV Davis & HCMV AD169 & & M.O.1. = 0.01)7 g ¥
3R E 2208 MEM -~ 10% FCS # 2 # % » H
AR EGE- & 16 IR RERFZIELSBAS

5 RA/Sre B e Fmpt kKB F(OFGFZ 25 #4
-109-

AWERRAEA P HEFFECNSAL B (210x297 2 %)
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A

H R (r08)

PBS / 0.1% BSA / 1 mM DTT —sesz % - sk 485 > U
Avertin st f BB/ F X B}/ B R FREWB £ B2 )
BB WA EZRFTINL  BEAEHA 1 2 2 2
o ERLERBAGERBBHENTERRETSH - e
BREFHGOME B B% > THI A BFTE —
REFRMNFHER BB —R) BoRE > UARRXYE
BOEHE R —RZR(7:00 ~ 14:00 & 19:00) ~ — X &
£ (8:00 & 18:00)% — %k — =k (14:00) » £ # 47 8 X - # &
B o 40 3% 10 £ 30K 60 % 100 BH/AF#E - 458
ZERH 10 EA/2FBE - BBARXDEABRR S 2%
DMSO z 0.5%3% & Tylose % iF & & 0.5%% & Tylose %&
FRZX - BH I RERRKE —RBZERRXMWE 16 ) 6F
BB ARBREE RESSHE - ARABREENME
(B30 U/lS ER)VemER L@ a s BEE > n-140
C » MEM ~ 10%5 4 fa 5% ~ 10% DMSO HETF » R
FoHAEFRELBREFTATNTERBL > BRT 24
BreavMHatlfeteinst NHDF @i 2 # & #
T4 - BRAZRBALABRNHBEBKT r SRR Y
HRR BERFHEBRRBEREINOEERRBREA T
SCHREBR)ZEH -

CYP ¥ 4| R %

B THRE CYPIAA A ##(FTR)Z 4 4R > 2
Ao NADPH-Z % % % (NADP+ - ¥ & # 6-85% - H & #

6-BLEL I L BR)X B BRSPS TR (pH 7.4)F » B R EIRE
-110-

EHBR BB T BB FRE(CNS)A4 R (210x297 2 %)
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A (1o9)

BAMEAABNBUELBEQ EA/EABKALEEZ G TR
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The invention relates to substituted dihydroquinazolines and to processes for their preparation and
also to their use for preparing medicaments for the treatment and/or prophylaxis of diseases, in

particular for use as antiviral agents, in particular against cytomegalo viruses.
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