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It &4 = % & DA BE LT 228 o By T
AR B & K p mEe o mAEMT 4 e A B R B b i %
ﬁééiif””#I%?%'*'I%#h°ﬁh#éﬂ/\%’l'&)ﬂ——ﬂxﬁf?"*"JSL
Fiﬁﬁ/"*"&ﬁz" iﬁ,l:&#wz#y’:mﬁzfﬁ B gt v fR # AT g

RAXBE - Bk m MABRMTZHLE ~ # 5 - 2@
REF K X A% # %%’Mﬁz%ﬁ”%ﬁ°ﬂkm@é%ﬁ
LHREBREL T EAHERY Xt H B o
ABERELEAETRAH KX 2 A % BHAEE > floe : fx
%ﬁﬁMT%wmA%iﬁﬂAZHW’w%=ﬁ%m%
A v (B)& ATﬂAhﬁzi%%i%zﬁﬂAﬂ%%:m)
THTBRAH KX 2 % K& %i%ﬁ%ﬂk¢ﬁéz%%
B BD)EATRAY X2 A0 442 ZRAR o
&Wiﬁ%%mzi B8Rz H TRMBE S e 0 4
ERIBERE R E d%&&%&i%a°ﬁ#’ﬂA
ﬁﬁzA&ﬁaWEEM£wwﬁJAﬁ’nﬁ&%zA
HBHEBHZTELIEI0008 %/ F o

T 7 F Bl 3R K e
T

ROLF AR A T M A2 8k do T -
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x>
1<)

F o BEIRA (2

Lo B -(3,5-= F % s ek )
a. MH-(3, 5-—_‘175_&"%"#*%)5#1‘%“

RoL-R-3-8 & X (2.8% > 0.02M)#22.6-— % 2 # o5 ok (12.5

%0 0.12M)# DMSO (33 & 4 ) & » 7 100°CF v £ 6 6 s 8% o
& ér’éz:mé\%{ﬁdiﬂc(wof%v‘l')‘1’ o 1B M E LB o Lk
ddE 0 B E B ES+ (M+Na) 258.96 : mp 126.6-127.8°C o
b. Faﬂ-(3,5-;‘19£§9%"%#£§)3$5§?

WM -(3.5-= F ABok £ )ah A AEX(a) QA 8.5 % T )5
LE(50&F)F » £10% Pd/C (200 5t ) &1L 1.5 B - 18
BHER A RBEBR B Ak o Hek BH AT AH A
# B EAER Wk 5 8 o ES+ (M+1) 207.36
2. M -"%enk XX Bk
a. F-vHek AR A XK

#® M G.R.# B8 (Brown)%¥ A", Tet. Lett. 40 (1999) 1219-1222
Pt 2 5 ik > 45 A 1- R -3-45 & (10 » 0.07M) 8 =5 =
(33.55% » 0.38M)# DMSO (116 & ) H oo BB A
¥10 BEAAE4Y P mp 113.8-115.5°C o
b. F-"%o X Xz

BB - ek KA K (22) (24 9.6 X F )4 LB M T
BB (SOEFH/I0EH)ZIRAMF > & 10% Pd/C (200 &
) &A1 BE o ﬁéikl‘%-‘ﬁi&ﬁ&%’f};‘*#kf‘é\/ﬁw‘?ﬁd’éiz@
i E Z IR ES+ (M+1) 179.35 mp 125.4-127.6°C »

3. R -(1-F &% Rk ) ¥ ik
a. R-(1-F & fumbof)m A %

-30 -

RUBERERAPHBEREE (CNS)A4 M (210 x 297 %)

( md-Dh- 2 s o0 0 ik ole ¥ N B e I o )

. .
w""‘""__"'?ﬁ“'_"__——"_"—"_"—"_"'-"—
+



1255268

A7
B7

3D DY S oD B H Omo 3 e I o o 9% 3H BN

E o~ BRHRA (28 )

R1-#-3-# A X(85EH » 0.08M)#1-F & 55 & wt
(22.5% 4+ 5 0.247M)% DMSO (100 7 )+ > 100°CF /v % 438
oA BEIRAEMBEKRGOEF)F AERESGHH0TC
TA4H 48 BHABEKELKR  AAKREE > HEZEx
# : ES+ (M+1) 222 s mp 107.5-108.2°C -

b. M -(1-% & 55 & okt ) KRR
BRE-(1-F AN awted)s KX X3Ba) (24 0.009M) 5 ¢ B2

(50 F)F » £10% Pd/C (100% %) &1 0.5 B o i@ J& $F
RAB R A BEHERIER > A L H 0 ES+ (M+1) 191.5 5 mp

87.6-89.0°C o
4. %’a‘-(l-‘?%f:ﬁvtb"%)iﬂi
a. #H-(1-F A ant ) %

BR1-f-4-% A X(8.5% F > 0.8M)&1-?’£&,‘<f§wt #(22.5
Z 9 0 0.24 )thMSO(loo%%)ﬂP > A 100°CTF Am 260
AN B o P Z IR A MBI EKRGOOEFH)F 0 BIE MK E KK
VA K b M B OB F ¥ B > ES+ (M+1) 222 : mp 57.4-58.9°C -

b, #H-(1-F AN &b )Xk

B (1-7 fgx;_wtv#)zé ¥ (4a) (2% > 0.009M)% T 8
(50 & )+ » £ 10% Pd/C (250% £ ) &AL S B o B 3 B
R A BEBRIER - 2 4L B o ES+ (M+1) 191.8 5 mp
101.5-103.4°C o
W TP HHSaZ8b

N N—R Vil
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EAR L
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9

;L‘PZ%NOz‘EKNHz’ ﬂé‘ﬁﬂi’fﬁ-‘(*ﬁ"ﬁt"%
#H 42 > ﬁi&/i‘*ﬁ@(l w

%ﬁz;@ﬁﬁ

FAL &4 ROt

B S, 8 B oK kA o
ES+ (M+1) 208.57 o

RN-Z 8 X -N-z 4
# THF (30%

9.026€ £ F)x X (15
8 o KB BEREH o R ABEA LB L E P g VA 2N 5
Lk (MgSO,) & % # o

b. N-Z s &A-N-7 &£ -4-px £ ¥ gz

“4-A %

£ 7t) %

= R

A

e e

KB (9a)(1.8% 7 8.64% ¥
F)F 2 & 10% PdA/C (100%
@:‘.}é#ﬁﬁ%ﬁ%ﬁ% R BB RE R -

A &

oe 0 WBIE R 0 H F R ES+ (M+1) 178.88
10. N- % &k A -N-F & -4-1x £ X 5

Bk
No. Z  RMi/#s R %% ES+HM+]) mp("C)
52 NO, m-  COCH, 3(a) 151.3-153.6
5b  NH, m- COCH,; 3(b) 220 127.8-129.4
6a  NO, p- COCH, 4(a) 250 98.2-101.3
6b  NH, p- COCH, 4(b) 220 138.8-140.7
7a  NO, m- COC(CH;);  3(a) 146.1-147.0
76 NH, m- COC(CH;);  3(b)
8a  NO, p- COC(CH;);  4(a) 88.4-90.1
8b  NH, p- COC(CH;);  4(b) 278

9. N-ZT A -N-T % -4-1¢ £ % px

a. N-Z B A -N-T & -4-5 % ¥ 5
N TEER(IOEH)E 4 N-2 & “4-A R X B (1.5 %

)

L) B A LS oo
B g

=

a. N-& & K -N-F & 485 & 2 e .
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o
A

B0 P o oo 3 H Ome o e 3P o o S 3

AT
BT
A~ HHRHA (D
B (92)X F ik > HRAN-F & 455 2 X (5% 1 32.86%
REI)ZKXBOEH)x % & ﬁ&ﬁ’uﬁﬁﬂusé)ﬁ

# o ES+ (M+1) 208.88 o
b. N-& & A -N-F & -4-px & ¥

BMALOOD)Z F ik 0 RAN-F s & -N-F & 4.5 £ K Bz (10a)
(6.85L 2 32.86% ¥ ¥ ) » 4 10% Pd/C (447% # ) Z THF (75 %
FH)EATRE o &AL A % % o ES+ (M+1) 178.87 «
1. 4- (A Emxi)¥Em
a.4-(ZAEmBERL)-1-8 = T;;& BR B K Ak

#10°CF > ;'z,fmuz,;,g:mﬁgg(omsiw.s%%#)gé\N-
% = %%ﬁﬁéﬁ%-l,m?ﬁ:—ﬂi(li’4.8%3€1F)é'i\iiz,f}?;
(LMEA)I R TFR(ISEH)E Rk + o REMARE BT
RHEL109 48R4 %%E;%?%ﬁxzmoﬁﬁﬁ%
B AR B HE 0 BK (MgSO )R K B o B K B E A s m
E,th‘a‘#°:\Jié’ﬁyxcﬁﬁ/a%f7‘tiﬁ%’é% TR o
b.4-(Z A Em )X

B ZRCBE(SEF)E10C2 44-(2 £ % m B A & )-1-
FETRAABE X (11a)(1.3% » 4.2% XF)zz g @
(252 )E R Y > AS5CT® WHAB DN - Kk A1
éﬁ?@éﬂ:,i%é\%’yxaﬁéLES(zoo%ﬁ)ﬁ%oyxyk/bk;‘;b
e R BRI B K (MgSO)R A K% » B8 5 5 1
BATEA - BE KR EL®AEY  mp 110-113°C o
1204-(FAR Bl £) X k&
. 4-(PA® —BBRA)-1-% =T A % 585 %k
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o
A

D P T ohou 6 H Omo 30 e 3P ko S 3R

@ >
[N

F o~ IAEA (3

Z R oo o EEH BB 0 A Kk R Bt K (MgSO,) & % # o &

MEBEEEARER W E A o

b.4-(FEA ik L)Xm®m
5ﬁsﬁuiﬁnci§§(5%%)élo°C? A (T A B = 8

B)-1-% Z T A A BB XM (12a)(1.34 » 428 £ F )2 2 =
RFH(2SEFH)ERY > ASCTFHHEIS N o @402 &

MAHOCTFHHYE » A BERALEARBME > z B T B
(200 FH)A 48 o 2R K/ ok b M B X Bk % > Bk (MgSO,)
BRAERE BB LERRBATGIL - BHXELBEH : m
103-105°C o
13.4- T &k B X X g
a.4-(T 8k KX Xz
A 10CTF » ik o

)-1 %iTﬁﬁ&ﬁ“&
TR (0299 H > 288 ¥ H) 5 4 N-
=T X % 8 Bs - 1,4-3;:.:;1;(0.6}@n.ss%iiﬁ);ﬁzzaﬂz
(0.803%%)‘( RTR(IOEHAH)ERTY - BEMHAE ST
#I'J\H#“né«%/&’\%ii*,\—- PR M o 5 dkA K
B0 A Kk #E 0 Btk (MgSO,) & & o EA g8 AEY
ES+ (M+Na) 301.23 o
b.4- (T X)X
A ZRCHMQEA)EICT » 44- (T )14
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as
A

%0 P o oDl B2 H om0 e 3P s of 9 3

B7

B BHARHA (D

=T ARBEXIK(132)(0.774 7 2772 £ F )2 0 — 5 F
T (TSESH)ERF > AR B THELIS B o & 482 24 4
AOCTF #MHF » e R A R o KR HE o Bk
(MgSONR AR % BB L F B W thibo 135 2 8 A 4 4 o
14. N-F KR & Bk

a. N-F B AR &k

ﬁung. Heterocycl. Chem (1983), 1035% 7 i » {& B % &

(56354 > 0.33M) ~ 3B & & (19.6 % » 0.344M) ~ 5 B 4

(36.15%’O.34M)75’=“?7X(4OO%%)§@7J¢(4OO%%)“P & A& N -
TERAZRAK  FHAE LB A  ES+ (M+1) 192.6 o
b. N—W%-N-%—fé‘i‘é%%’iﬁﬂé‘c

R 4% J. Heterocycl. Chem (1983) 1035 % # » {& A N- ¥
B A IR & e (142)(10.5% 7 0.055M) < DMF BOZEFH)E & ~ &
MH(AAX)E FABR(AEH)LAN-YBEAZE TR - 2 4
BB E A4 o Bp 86-92°C 5 0.024% o
c. N-¥ X% & Iz

R 4% J. Heterocycl. Chem (1983) » 10352 5 & & AAN-%
A -N-F 8 A & R (14b)(11.45% 5 0.055M) ~ 32 8 5% (4.32%
)~ 10% Pd/C (7002 A)X T8 (1352 )5 % » & AN- ¥
AREAR - 32 £ EREREA o
IS.#-(1-Z A X&)%
a. H-(1-Z AN Aab-#)s £ %

Bol- R -4-5 K K (0.54Z 9 > 0.005M) ~ 1-2 % = & ot o
(1.9% 4 > 0.015M) & 2% 8 47 (0.69 %, > 0.005M) 45 85 CAN,TF
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o
A

0 P 2 oo 32 H e 30 e P o S 3

A7
B7
B~ EAREA (D
ZLR(TEI)F o224 . B o AW BEZIRAM S H E =

AR B A B B2
(M+1) 236 : mp 79-81°C -
b. #H-(1-T AN &A%

al)

B SR o ES+ (M+1) 206 : mp. 77-78°C o

%?%g*zm°%$ﬁ%%’&;i?%ﬁﬁﬁﬁz
&oéﬁzﬁ%muﬁ*% 2R » Bk (MgSO,) > i &
TEN - BEERERBMN LI o BS+

BR#-(l1-2 % NS b ) A K K (0.54 0 0.002M) R 2 BE/
L BT B R 4\%(12.5%%/2.5%%)# » 8 10% Pd/C (50% %)
fgI24 . 8F o ﬁ#%%ﬁ’ﬁﬁ#%ww’éiiﬂﬁ

FAAA 1528 15b 0 % #5 X VIIIF M 4% 162 % 18b o B (-

TR T & o
No. Z P/ R Fi&  ES+HM+1)  mp(C)
16a  NO, p- CH,CH,0H  15(a) 252 98-100.5
16b  NH, p- CH,CH,0H 15(b) 222 -
172 NO, p- CHCOOCHCH; 15(a) - -
176 NH, p- CH,COOCHCH,  15(b) 264 -
182 NO, p- COOCH,CH, 15(a) - 114-117
18b NH, p- COOCH,CH; 15(b) - -

*ﬁ’f%lS(a)’ Wl-A-4- X XRBR4-58 4 X Bt e B ¥ -
(1-78 255 ook 22 ) # & X (19(a)) : ES+ (M+1) 223 «
*54»,415(1)) m19(a) &t #-(1-% AN R owbwr ) K Bk (19(b))
TOF ES+ (M+1) 193 »
20. 1-(4- X Bz & )-2-0k %% 2 = &R

B1-(4-# XK )-2-0t & oz =@ (1% > 0.004M)# T 8 ¢
B (752 9H)F > 4£5% Pd/C (160% %) K AL 18 8 - B
-36 -
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o
=

#2 -0 P F oD 30w Ju e P o of 9% 3

B7

I~ WA (M

#%%ﬁ’%ﬁ%%@w’éiﬂ%°%+MHﬂﬂ:
mP 129-130°C

21.3,3-= F A -1-(4- X 1g £)-2-v7 T & BA

M33-=F A -1-(4-3 X K)-2-o¥ T % 8 (985E 4 » 0.004M)

T B LB (100% ) & » & 5% Pd/C (150% &) & 16 1 )
191 mP 113-114°C »
&Tﬂ—ﬁﬁ%z—ﬁ%ﬁmmé%=
ﬁ%A=mﬁvzﬁ@Li@@mﬁ%¢ﬁLﬂJ§%
# F iVIA%ﬁ@Oi1%@1&“&@%@3&7&b%°ﬁf
RAVZIEHEEAEGA/ RMEE M PR AT E L
BR o~ RE =Sk 0 A E 2 & HCIZ - TR R R
Bodh B B R(ABFH R BT RS X (i) &
B BERY TR KE Y #HMHHPLCH 42 4 1L o
ﬁ%ﬁ=&ﬁ%A’@ﬁV%¢&ﬁM§§iWK%&
u%%;iﬁ%c%%mmeﬁm»6¢ﬁ’é%z
BHREBEIHECE LB RAKZIRK  ALBHLEXR» 2
YR B BB LR N I o
ZEC I RTFEA CRBRREWEE > E B O
# K Z KM > A IN NaOH #e f» NaHCO, K & & # 1t » X 2 B
CEERER » RERELBR LB Wb o
ﬁ%D=ﬁﬁ@i%%Lﬁ‘mW*ﬁWﬁimW*
oo R2.5%13% & IN NaOHXLiOH > % £ 38 F & % - & &

=4

MEINBBR Y A BREH - BALHE > B % R %5
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ae
A

AT P T O Bt e 3 e 3 s ol S B

B7

B BARA (D

Bk BEEL A MY o
ZEERFEA LR BB AL E e
RIER S F o

TEF R FEA KRR %ﬁé%oﬁ%%%&
I+ P 4% RER R EREIMA X HN(R!')R 2@ THEZIER T
2ONEEAR O BB E A 0 & B M HPLCH L A 4 o
ﬁ%G=ﬁﬁ%A’%MEﬁW%ﬁﬁUééqémﬁz
RERASYF o

ik H BB A& DMF# BEHITHFE 2 1% & &
HN(R'")R“# % Il 2 £ $N-= & g & At BE S = ok 14
-ﬂéh%%%%%ﬁﬁ%ﬁﬁﬂth%#m¢%°é
M Z B @ik A L ILIN BMREREN > ARBBASY LB > &
ﬁ@@%waéﬁ%%mo

ikl oA R e BEDREBARR » A4 B
%%’@L%immﬂw%iL%ﬁ’%X¢ﬁﬁoﬁ
KB R B M HPLC4 1L 5 B @ & 4 o

ZTE]RABRZRAV 2- 5 -6-8 B K 2 oh B @ g AVIX
%ua%%ﬁmmt,w%wﬁTﬁﬁmﬁﬁ’%&ﬁ?ﬁ
BB - BEEHRAEY

PR XIS W ETHIE2ITATE P » &
THRRA X — ik e A¥ o CyPrk AR ® & > CyBuk &
%T%’@%ﬁiﬁdi’&th%N¥%ﬁﬁ%ﬁ
B oo
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SLEA (

223
,

EANE L

Ex. X R' R} R’ R’ 7 ik
1 NH CyPr -CH=N-NH- H A
2 NH CyPr H -CH=N-NH- A
3 NH CyPr H NHCOOC(CHa)s H C
4 NH CH;CH,- H -CH=N-NH- A
) NH CyPr H /\ H B

IIZ/||\O
6 NH CyBu H -N(CH3)COCH; H A
7 NH CyBu -NH-N=CH- H A
8 NH CyPrCH,- H -CH=N-NH- A
9 NH CyPr H -CONHCH(CH3), H C

10 NH CH;CH,- H -N(CH;)COCH; H A
11 NH CyPr H /\ H B

IZ/l.\O

12 NH CyBu H -NH-N=CH- A
13 NH CyPr H -N(CH;)COCH; H A
14 @) CyBu -CH=N-NH- H A
15 NH (CH3)5C- -CH=N-NH- H E
16 NH CyPrCHo- -NH-N=CH- H E
17 NH CyPrCH,- H -N(CH3;)COCH; H A
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(44 TR v A A o ol VK v 4K o 44 K )

18 @) CyBu -NH-N=CH- H E
19 NH CyPr H -COOCH; H C
20 NH CyBu H -CONHCH(CHs), H C
21 NH CyBu H -CH=N-N(CHj;)- A
22 NH CyPr H -CH=N-N(CHj;)- A
23 NH CyBu H -NHCOCH,COOCH; H A
24 NH -CH,-CH=CH, -CH=N-NH- H E
25 N(CHs;) CyPr -NH-N=CH- H E
26 NH CyBu H -COOCH; H C
27 NH CyPr. H H H A o
28 NH (CH3),CH- H -N(CH;3)COCH; H A v
29 NH CyPr H -CH,COOCH,CH; H C
30 NH. CyPr H -CH,COOCH,CH3 H C
31 NH CH,CH,OH H -N(CH3)COCH; H A
32 NH - CH,CH,OH H /\ H A
Q_Au/ Z/‘..\O
/.\ 33 NH CyBu H -NHCOCH; H A
N 34 N(CHs;) CyPr . -CH=N-NH- H E
m,mm.. 35 N(CH,) CyPr H -N(CH3)COCH; H A
M.M 36 NH CyPe H -N(CH3)COCH; H A
"o
k]

2 T 5 ST I e 1B o W T o &R
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39

SR (

223
°,

SR 2 L

37 NH CyBu H /\ H C
||Z/||\O
38 NH CyBu H -NH, H C
39 NH BnPp -OCH; H -OCH; E
40 N(CH,) CH; H -N(CH;)COCH; H A
41 NH CyPr H H -OCH; A
42 NH CyBu H -NHCH; H A
43 NH CyBu H -NHCO(CH,).CHs H A
44 NH CyPr -OCH; H -OCH; A
45 NH CyPr H H -SO,NH, A
46 NH CyBu H -NHCOOC(CHz)s H C
47 N(CHs,) CH; H /\ H A
| IIZ/I\O
48 NH CyPr H -CH,COOH H D
49 NH - CyBu H -CH,COOCH:CH3 H C
50 NH CyPr H H B
lel» (CH,),OH
51 NH CyBu H H -OCHs; E
52 NH CyPr H H -COOCH,CH; C
53 NH (CH;).CH- H H -OCH; E
54 NH CyPr -OCH; -OCH; -OCH; A

-41 -
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a,

B L

55 NH CyPe H H -OCH; A
56 NH CyBu H H -COOCH,CH; C
57 NH CyPe H H -OCH; A
58 NH CyBu H -CH,COOH H D
59 NH CyBu H H B
Iz@'ﬁ:wbz
60 NH BnPp H -N(CH;)COCH; H E
61 NH CyBu H H -COOH D
62 NH BnPp H H H A
63 NH N -OCH; H -OCH; A
@”/z .
/
N
H
64 NH H H H CH,SO,NHCH; H A
65 NH CyPr H -NH,; H D
66 NH ' OH H -N(CH,;)COCH; H D
\\VD
(0]
67 NH CH; H -N(CH;)COCH; H A
68 NH ,n H -N(CH;)COCH; H A
COOCH,CH,

-42 .-

2T 5 S ) 3T e 0T o W ST o R B R

ABEREEA BB REE (CNS)AL RAE (210 x297 %)



1255268

(4R TR E A e e R v 4K T 44 o )

P
69 NH |/ N -NH-N=CH- H A
A )
u COOCH,CH; |
70 NH | -CH,CH; H N H A
—N 0
—/
71 NH CH; H /\ H A
—N 0
_/
72 NH CyBu H -NHCOCOCH,CH; H A
73 NH -CH,CH; H -COOCH; H A
74 NH CyBu H -SO,NH, H F
. 75 NH CyBu H -SO,NHCH; H F @
< @
76 NH CyBu H -SO,N(CHs), H F _
77 NH CyBu H /\ H F
SoN ©
/
78 NH CyBu H -SO,NHCH,CH,OCH; H F
R 79 | NH -CH,CH, H -COOH H D
o
N 80 NH -CH,CH3 H -CONHCH,CH3 H H
~ 81 NH CyPr H -CONHCH; H C
m-M 82 NH CyPr H H “CONHCH, C
wM 83 NH CyBu H H “CONHCH, C
mw 84 NH ~(CH,),CH; H -N(CH,)COCH; H A

2D ST T e e | T A &R

AUFERREEA ¥ BB ZRAZE (CNS)A4 R4 (210 x 297 2% )
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(RIS o) 10 e R )
85 NH ~(CHL)2CH, H amN H A
—N_p
86 NH ~(CFL);CH; H “N(CH;)COCH; H A
87 NH -(CH:):CH; H — H A
|.Z/|\O
88 NH CyPr H “NHCOCF, H B
89 NH “CH,CH; H “CON(CHj); H I
90 NH CyBu H “N(CH,CH;)COCH, H A
91 NH CyPr H I\ \OOOOAOIQVQ H C
IZ/l.\Z Aw.
3
92 NH CyPr H “COOH H D _
93 NH CyBu H “COOH H D
94 NH “CH,CH, H “COOCH(CH:); H I
95 NH CyBu H “N(CH;)COCH,CH; H A
_ 96 0" CyBu H “N(CH;)COCH, H G
< 97 0o CyBu H “COOCH; H G
~ 98 (@) CyBu H /\ H G
m . —N_ 9
MM 99 o “CH.CH; - H “N(CH;)COCH, H G
% 100 O -CH,CH; H -COOCH; H G
W
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101 0 -CH,CH; H /\ H G
—N @]
__/
102 NH CyPr H /\ H A
—N N—CH,
/
103 NH CyPr H /\ H A
—N N—COCH,
\__/
104 NH CyBu H \ H A
—N N—COCH,
_/
105 NH CyBu H H /\ A
—N N—COCH, -
_ —/ <t
106 NH Oﬁw: H \|I/ H A
—N N—COOC(CH
. (CHy)g
107 NH CyBu H -SO,NHCH,CHj H F
108 NH CyBu H -SO,N(CH,CH,), H F
109 NH CyBu H -SO,N(CH,);CH; H F
110 NH CyBu H -SO,NH(CH,),OH H F
111 NH CyBu H -SO,NH(CH,),OH H F
112 NH CyBu H H F
— mO».IZ )

S S ) I B o | T R

AUGRR A ¥ BB ERE (CNS)A4 48 (210 x 297 2% )
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113 NH CyBu H — H F
—s0;~N  N—CH,
114 NH CyBu H “SO;NHCH,COOCH, H F
115 NH CyBu H SO;NH(CH;);COOCH;CH; H F
116 NH “CH,CHj H “SO,NH, H F
117 NH “CH,CHj H -SO;NHCH, H F
118 NH -CH,CH; H “SO;N(CHy), H F
119 NH “CH,CHj; H — H F
SON O
—/ .
120 NH “CH,CH, H — H F <
— SO;— N—CH,
121 NH CyBu H H H A
122 NH -CH,CH; H H H A
123 NH CyPeCH;- H H H A
124 NH CyPr H p——) H B
I/l%
CH,
125 NH “CH,CH; H -CONHCH, H C
126 NH “CH,CH; H “CONHCH(CH), H C

£ 5 S T ] S Ao 4

AUIEREHA TEABRRIZE (CNS)AL M A& (210 x 297 2% )
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127 -C(CHy)s H /\ H
—N (0]
/
128 -C(CHa,)3 H -COOCH,; H
129 CyPr H H /\
—N_ NCOCH,

130 CyBu H -CONHCH; H

131 -CH,CH; H -N(CH3)COCH; H

132 CyBu H /\ H

—N  NCH,
—/
133 CyPr H H /\
—N  NCH,
134 CyBu H H /\
—N  NCH,
135 CyPr H H /\
—N  NCOOC(CH,),
136 CyBu H H /\
—N  NCOOC(CHy),

137 -CH,CH; H -COOCH:; H

138 -C(CHs); H -N(CH3)COCH; H
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139 -CH(CH,), H — H C
—N 0
_/
140 -CH(CH,), H -COOCH, H C
141
n, -CH=CH-CH=N- H A
/Qz
142 a, H H “OCH, A
/ N
143 n, | H -N(CH,)COCH, H A _
\2 %
A Va
145 \Qn\, -OCH, H “OCH, A
N
Y
o
<t
_ 146 H -N(CH,)COCH, H A
SO,NH,
=
o 147
oS -OCH, H _OCH, A
= 4|© CONH,
s
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RUEFRRE#BA FEBEEAZE (CNS)AL A% (210 x 297 2% )
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I
148 i ) H A
N N
CH,CH,
149 H -N(CH;)COCH H A
|I©2onboooxu (CH) ’
150 H A
|vamo&zzN /
N<
CH,CH,
151 -OCH; -OCH, -OCH; A o)
\|© CONH, _
152 H -OCH; H -OCH, A
\z
< —N 6]
_/
o 154 -CH,CHj -S-CH=N- H C
& 155 CyPr H H A
% - O
Ao
RO
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156 NH -CH,CH, -CH=CH-CH=N- H A
157 NH CyBu H H D
E— \/Hv COOH
158 NH CyBu H H A
~Oo
159 NH CyPr H H A
~Oo
160 NH CyPr S-CH-N- 0 ] 8
161 NH CyBu -S-CH=N- H ]
162 NH -C(CHs); -S-CH=N- H ]
163 NH CyPr -O-CH,-CH;,-O- H ]
164 NH CyPr H — H B
c ||2/|\zoooo:~oznw
- 165 NH CyPr H -N(CH,CH;)COCH; H A
= 166 NH -CH,CH; H -N(CH,CH;)COCH; H A
Mv__wu 167 NH CyBu H /\ H B
mu |2/||\zoooo§oxm
!
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168 -CH,CHj H -NHCOOC(CHs); H A
169 -CH,CH,CH, H -NHCOOC(CHs); H A
171 -(CH,);CHj H -N(CH,CH;)COCH, H A
172 CyPr H -N(CH3)COCH,CH; H A
173 -CH,CH, H -N(CH;)COCH,CH; H A
174 -CH(CHs), H -N=CH-S- A
175 -(CH,),CH; H -N=CH-§- A
176 -CH; H -SO2N(CH), H F _
177 CyPe H -SO,N(CHj); H F 3
178 -CH,CH, H -SO,N(CH,CH3), H F
179 -CH,CH; H H F

—SO;—N )

180 " CyBu H — H B

~ —N N(CH,),OH

% \ / 2/2

~ 181 CyPr H /\ , H B

o —N  NCH,COOCH,CH,

d

s

o 182 -CH,CyPr H /\ H A

i —N 0]

RO _/
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183 NH -CH(CHa), H —\ H A
—N O
__/
184 | N(CH) CyPr H /\ H A
—N ©
_/
185 NH CyPe H /\ H A
—N - O
_/
me Zm ..nmﬁﬁumuvu m umONZAomNOEuvu E m,
187 NH CyPe H \|40:w H A
|}|%
CH, ?__
wn
188 NH -CH(CHs), H -SO,N(CHs), H F _
189 NH -CH, H \I40:u H A
I?/l%
CH,
190 NH- _CH(CH>), H —\ H F
o SON ©
< A\
~ 191 NH Anmwvunmu H \I|40Iu H A
% l}l%
[N
% 192 NH -(CH,);CH; H -SO;N(CHs), H F
2T 5 S 3 s 0B o | ST <o ¥ SR
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SLEA (
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)
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193 NH -CH, H -SO,N(CH,CHs), H F
194 NH -CH; H /\ H F
SON O
—/
195 NH -C(CHs)s H /\ H A
—N_ N—COCH,

196 NH -(CH,),CHs H -SO,N(CHs), H F
197 NH CyBu H -COOCH,CH; H A
198 NH -C(CHs)s H H H A
199 NH -C(CHs)s H -O-CH,-CH,-O- A
200 NH -CH,CyPr H -CH,-O-CO- A @
201 NH -C(CHs)s H -CH,-O-CO- A
202 NH CyPe H -CH,-O-CO- A
203 NH CyPr H -COOCH,CH; H A

- H A
204 NH oo ~|©8 H N(CH;)COCH;
205 NH -C(CHs)s H -N(CH,CH;)COCHj H A
206 NH -CH,CyPr H -N=CH-S$- A
207 NH -CH,CyPr H H A

—N ) OH

T 5 S ) I e B o | T Ao 4 B

AUIEREBA T B R RZE (CNS)AL RAE (210 % 297 2% )
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208 NH -CH(CHs), H T A
— )OH
209 NH CyBu H -N(COCHj)-CH,-CHj- A
210 NH oy W@s& H -N(CH;)COCH; H A
211 NH CyBu H -COOCH(CH3), H B
212 NH CyBu H H A
. CHy CH, &
213 NH CyPr H H A
cHy “CcH, |
214 NH | -CH(CH)), - H -N(CH,)COCH,CH; H A
~ 215 NH -(CH);CH; H -N(CH3;)COCH,CH; H A
Yo}
216 NH CyPr . H H A
=
w = o”
a =
o 217 NH CyPr . H -NHCOOCH, H A

R RADA TEEREE (CNS)AL A (210207 2% )
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218 NH -C(CHs)s H H A
—N
72
@)

219 NH CyBu H I\ H B

—N NCH,CH,
220 NH CyBu H -N(CH;)COCH; H A
221 NH CyPe H __COOC(CH,), H A 8

—N Z\ .

_/

2T S S ) 3T 1T H ST <o B
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B~ 3R ( 53)

FEFTHREWN IR EEF @A L T

¥k B Z 4 8 4o F :
NMP : N-F & ot %2 &R
DCM : — & ¥ &
THF : W & vk "4
PyBOP : X 4 Z ok -1-L £ - % -vib w6 vt 4 4% 5~ AL B B4 B
DMAP : N,N-= ¥ & -4-fz X b &
DMF : = ¥ X ¥ & Az
HPLC : & &% & 18 B # %
TLC : # B R # %
K HLS

a. ik mBEHME(6.65% 1 0.116M)RN,N-— & & % Z B (20.8
£ > 0.116M)E 4 2,6-— £ "2~ (20% > 0.106M)x iE T &
(200E A)BF R T - RAMWAGOCTmB20 08 « R4
At B BAENLK S AETERE  BEELBE EAG6-
B AR AK-2-R 72 ES+ (M+1) 209.5 : mp 249.7°C 4 #& o

b.BRE6-FAMEA-2-R 27053542552 F)H4-
Wh A& K % (0.6835% 0 3.8 ¥ )X NMR (2.5% 7+ )im & 5 130°C
T -BEREMBE FMNN-—Z2 &L T K0.65% 7 -
38EXEH) BREAEMWAIZ0CTHF48 )8 « REMWAH -
S ECBRCUERKZM - 2R KB T B T E(2X100
ERH)VER - SH I HABRRBAE  BREBYHLERR WK
it (4% T8 :DCM) - B a h B G E R A4 > H & 3L
ES+ (M+1) 352 : mp 201.9-203.7°C o
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B~ R ( 54)

K Hl6

a. AR T E(20% > 0.28M)AN,N-— 2 F A T & (50.4%
> 0.28M) £ £ 2,6- = R "% " (48.4% > 0.25M)Z i T B
(480 ) F ¥ c RAEMWAO60CTHMIFE 208 o R A%
At BIEEEAKR AETE AR > BT A 46-
BT R A-2-8 2% ES+ (M-1) 222.5 i mp 237.8°C 5 & -

b. ML 6-FRTHRA-2-REF4(100F %> 0447% £ F) -
4-F A -N-F X A XK Q202 £ 1.34% ¥ F)Z NMP (1
EH)ERMIASCREFER FTHE c 708 % > AR E
Bl RRBEATEE MEREB T RRAEI N4 - B

BB XA TFTE LMK B EEKE ES- (M-1) 350 ;
mp 314-318°C -
T #1119

a. B 6-3K A M A-2-8 "% (52)(0.209% 0 1 & ¥ F)f4a-f
ARXTHTE037748 258 £ F)ZNMP 2% # )& & #
130CT #1608 « REMAHE» AANAR A LA AR T
EpH 14°c A LB LB (UXI100EF)ERIE IR o &> 2 H #&
BAKRKE# » BEAk(MgSO,)» BRERAE - R HEBLHE %
R AT kAL B A & & ES+ (M+1) 325.3 ¢
T #1134

a. i m2.6-—RHEFH(13%L°68FEXF)E4HLN-FHAEH
fe Z BRI HBER(SOZEF)F o 155414 » i mE T 8 (3
EH) > BFRAMOCTRBR T RBRAELINEF o« Bw—#HET
BB ERRE2SNH o RAMAEE THELIG

i

-57-
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I~ BEHIEA ( s5)

B o BB B ALK > Am/FEREKE HAIISCTE T &
B BEAG6N-FABERHBKA-2-RE% : ES+ (M+1) 223.5 ;
mp 234-235C 5 #& o

b. i mN-fz k(0265196 % F)RE B (7.7%
H)ESL6-N-FERAHBELA-2-RE%(02%£°089E XX F)x
NMP (1.7 )2 m &R ¥ - RAE WA 107TCF #4208 >
AR B TAHFASNE o REMBRER > BH ML TEEHE
BEFHREMN > X TFTERE HMIOCTHE T LK - B 3
BEREYBRN i AFEFLESL  ES+ (M+1) 321.3
mp 289-292°C o
T 75

a. A 6-F% TR A-2-R 2% (6a)(5% 722358 % F )i %
R (6.1EF » 672 X H)ZNMP (25% #)ix & # 150°C F v

6/NBF A d c AR BTHELICCNNE > BEFE 8 A
FE&ER > A FTIR(S0EF)RBERELE  EAL6-FETHRA
-2-F fEvE oA ¢ ES+ (M+1) 280.86 : mp 312-314°C o

b.B6-FK T lA-2- Xk AEFSHQ200F % > 0.631F X F)
N2 RBFRQLEF)F c BRASOCFTHHE2 N - B
WERBRK O BAMmBAEMEKR/IAROIES)F - BE KK
M0 AAKR(SEI )M -  BRE6-FR T A-2-(4-R e X
fe L) 2 A R A NMP 2% #)F o

C.RAA00M A 6-F TR A 2-G-AmmAXKEL)ZD 2
NMPAEZEIMY Ik 2 2 8 /&,;;zu%%w o 2. BF £ o HF
BoE Al 0 B H AR M R B HPLCH AL ¢ ES+ (M+1) 374.4 o
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A7
B7
I~ ZEEAIER (1 56)
BT 79
a.if e B (2M THF A &)(15E ) E 42,6- = £ 72 = (2

i’um%%ﬂmzﬁTﬁw%ﬁJ%ﬁﬁ¢oﬁﬁ%mc
WH250 8 > REAHEZAR > BHEH2IHF - BEFE

BRI AR O AIEE T B PE &R

B s o B 3 AAT70°C

B4
TEELFELI6OCNHE » 2 AG6-T EA-2-A % : ES+ (M+1)

197.5 > 198.2 s mp 2
b. B &6-C kA&

-2- R 7R A (200% % 0

37-239°C o
1€ X F)~4-I X

KT ETE(B82Ex 252 X F)ZNMP (0.77€ 4 )E & 3
1%@&5%%?%#°M¢%&’%%#%@@’ﬁﬁ
%% 7

o
A W OBE k%
A ¥ & ¥

AR i‘“%{ di&%ij¥3’\ 48 o BB » B B
v B BB REBBH L E R W&
Edh > BA6-CLMIA-2-(F E-4-BAX

W OEL B )vZ ed : ES+ (M+1) 312.84 5 mp 229-230°C -

c.limb RAMEEKRS(LIL 268 % F )2 k(17 %
F)ERES6-T B A-2-(FA-4-F X XTF BLE) S (0.7
HLO2EEZF)ZTHF/A(l: 1)GSSEF)EF R T - R AW

55°CF # # 48 /) 8
RIE o B HRE

o ABEPBBRIED o BRHEAKRFT L& ET K
oo ARBEBR PR ER - BE»>BL

B Ak ki ATSCF R T #KE - ES+H (M+1) 398.71

mp 301-303°C 4 A& -
T #1180

# i DMAP (20 %
455CF 4 6-C Ik %

ﬁJﬁzMa%zJHFwJ%%wgﬁéﬁ
2 (FR-4-BAXTE)E A (79)(50%
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B~ BRHREA ( 57)

2001493 X F)Z DMF (1 £ FH)E & T o R& 4 A £25C >
A /mPyBOP (78 ) c A MR R FTHIHE20. 5% > 3
PRAEK - RHABFHRFY > ABFTHRRE2HN 4 - RO Y
T AmINBEFHEpH4 - B EFE A > AKREHE > &R A
TR A BHMEANEHGMHETLCEIL » 2 4 & & B 82 ;
ES+ (M+1) 325 : mp 295°C % #& o

K #5189

RET0BH6-THEA-2-(FA-4- KX T AR ES
ZXBFR(EH 94l s = ‘15';];(33% B %) (2 & I)
ZRAEMERERRLI05 4 AF R THHEAS LB o
HZHBRELR RHEBEFAKRT « MKk BHkBTER
M HPLC# 1L - 2 A FEBF & &K » H70CTF & & & %
ES+ (M+1) 325.64 : mp 262-264°C 4 f& o

T #1194

a. B RT » £ 8 A H@ B HF L 6-6%;}%-2-(?%-4-%

EARXTFTEBR)FA(T9)(150F £ > 0.502% £ F )= T 5 & &
(12ZH)BFR - Bl —DERBR(SEHA) ERE20
N BH6-T A2 (FA-4-B A KT EER)E S % TN

K((0EH) o
b.iximBEARE(ISEA)R=ZCKR(02EH)E10EH6-2
A2 (FPRABAXTHRA)ZAZXEETRT - RAY
BBETRERREIONE > AR R FTHEISIE o 5 % 3B
AH o RH KA o BIESBRAIFLE S ARk &
B M HPLC4 1L > & 4 & & B B8 : ES- (M-1) 340 o
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0 P S oD 350 H e 3o e 3P e o 9 3 8

A7
B7

I~ BFEAREA ( s8)

T #5196

a. M 2B (1.53%°006TM)EAICRRFATZTA4RE
B2 (8% » 0.11M)#2 & Kk THF Q0 )R &4 ¥ 4. 85 o B
S A EOC ) Fm2,6-= F 24 (4.39% 2 0.024M) ° R &
%ﬁé)ﬁ:‘ﬁ?a‘%ﬁ#ﬁo.s'bﬂﬂi’fmu:rkéﬂé(lo%%)ﬁrk(w
E2I)  BREBHRALR AR EEXLEBE A EE
Bl 82 6-3% T A & -2-8 "2 : ES+ (M+1) 224.74 : mp 247.6-

b.ids e = B F A% BR 4R (0.25251, ' 0.98E X H)E £ 6-3% T
2 o5 (0.2252, 0 098 E X F ) NMP RE )% % %

hm BB EI120CEEMR o« AIER TR wa-fr -
N-¥ K Co#% XM (04024 24X F ) BAE WA 120CF
L1660 - BAEWAH > mA(IOEH)R T E T E (20
EF)e o480 KA RA LB LEQRXIOEIF)IER « &4 2
ABABEARBOEFN) ~ foaf B R (S50E )k B K
(MgSO,) BB R A#H - BRELH L ERRB W E 41 ES+
(M+1) 352.72 »
#1331

a. i /m AL (048% * 125E X F)E 4 L Pﬁ%‘a(o
1252 X F )2 2AKTHF BZEH)ER Y o — 2 F;
B 0 BP i Ae2,6-— R 2 A (0.945% 0 SE E F) o iR A A A
BAEIAERTEISOE  REGAmMK2NE - RBREH D
oA BHRER BT ERERAILL S EA6-T K AR
K 2-F 7B eh ¢ ES+ (M+1)215.3 > 217.2 : mp 262-263°C o

e
&

Sf R
A
(5)

-

°/t
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3 T P S oo B M Omo 0 P P e o O B4 {5

W >
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B~ BEAREA ( 9)

b.IRO6-C A HMA-2-A"2D (1072 £ » 0.5%5
Je X -N-F K T m % K (46T %, 5 1.52
F)ERAT40CTF w17 B o A Z R AW EE K
AL B TEGXSOEIF)ER o &4 2 F & K
(Mgmw@ﬁ&%%o&E@wz%ﬁ%ﬁ%%m’éi
- & R A Y - ES+ (M+1) 342.76/343.46 : mp 219-220°C «
B #1220

BEB6EM(500% ;t’1.42%3é11‘-)7ﬂ\;f #F®E(SE )
MAR(SEH)Z R A4 F B K R o H"MANER &1L 4 Kk ix
;&smgykénglooﬁﬁﬁﬁ%a » VAL BER T BS 3 R K B
HBREH AAZBEBA-_RTRYHBAEY > BB & &
B’ E A & % & B # o HPLC# % B M 2.669 » 4 ( & &
(Hewlett Packard) Chemstation » 1 =254 nm Phenomenex
Luna C8 50% Xk X 0.2% %k %
BB -BR BR BB 4 f57i% > pH 3
AR 0TEH/ 54 -

BMLEBESE LR TEREAZI)Z @5 #
T 8t g o

LH R AR RBS R AL AE B A
BRAMRBLEZIF @At ALY AT A

XH)f4-
% F)Z NMP (0.5

¥

(o

-

Hor

oo L3 K 50C s A=4E #
"B=C WM : % FE0%95% B

,3§7\

a3

Ex | @ ES+/ES- MP°C Ex " ES+/ES- MP°C

1 HCI MH+307 302-305 |2  i- MH+307 315-317

3 : Mii+382 : VR MEi+295.4 13297330

5 : MH+352 201.9° 6 THC MIi-350 3147318
203.7

7 MH+321 289-291 |8 i MH+321 322-324

9 : MFi-350 231.8- 105~ MH+325.6  { 300-302
232.5
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3 P % oD o ¢ H om0 e 3P s of 95 3

A7
B7
> ZEBA3RER ( 60)
1177 MH+353 198.7- 12 THC MHY320.7 T 3805 Ag
199.8
1377 MH33767 1477 M-H320.5 7T 2655271
157 ME+3333 77198535016 T MH+ 3313773190331
o
{77 MH+352.377 3055308 T8 ME 32037771348 dec
197 M 335377 164.5: 2077 MH 364 1243
169.1 128.5
317TTHE MI+3350771350355 732 MH+3212 71857185
337 MH+396 1832-185 24T HA ME+307 793596
257 MI1+330.7 13927396 36 ME+339 105.3-
110.3
37THC MH+267.3 1353535438 TTHC MH+340 303-303
' M-H265.1
397 MH+353 161.5- 307THC MH+353 316.8-
' 162.6 219.4
317HC MH+343 387-389 135 THC MH+356 303-305
337THC M-Hi336 316-3197 38T MI+37137713897393
3577 M 35341 386538 3T MH+3663 1371373
3777 MH+ 353716109 3877 ME+353 316.8-
162.6 219.4
397THE MI+460 39738940 MEH+3356 7 3145317
417 MH+357.177 437 M-H307.97 214316
437THE : 3373397 ax Y MH+3373771
457THG ME+346371356:300 46T MH1+396 :
G7E Mi+339.67 713357338 48T HC MH+333 780 dec
497 MH+367 1933 507 ME+354 148-150
195.0
STTHE MH+310.7 771736731052 ME+339 189.6-
192.4
$37THCG MH+298.87 3047307 54 TTHC MH+357.3 71251353
557 MH+324.7 137430756 Y MH+353 1133
115.7
577THC MH+333 384386 S8 TTHC M-H337 390 5 A7
597 M-Hi406 136.3- 60 THC M-H469.4 17457351
138.4
617 TTHS MH+325 35054 62T Mi1+39978
-63-
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A7
B7

|

B AR (61 |

|

63 i MH+403.1 1 '179-183 64 i MH+464 - |

65 {HC MH+281 : 66 - M-H379.98 ¢ 225-230 :

67 {HC MH+212.2 1294297 68 I MH+410.07 | 253-255 :

69 {HCI MH+378.8 {231-233 70 T HC MH+340.17 { 317-321 5 1|

71 THCI MH+326.2 | 318-322 727 MH+396.14 { 240-241 %

737 MH+312.71 | 229230 74 T CFCOH | MH+360.4  ©- Ba :

75" i CECOH | MH+374.4 1 ° 76 i CFCO,H { MH+388.4 i~ z I

771 CE,CO,H | MH+430.4 i 78 TCECO,H | MH+418.4 1~ i :

797 MH+398.71 | 301-303 80 i- MH+325 295 4 At g |

81 i M-H322 227.6- 82 i~ M-H322 228.9- z :
229.3 12302 f; '
837 i~ M-H336 214.3- 84 i MH+339.7 1291 5 it 5

x

216.7 |

85 - MH+353.67 {307 5-#% |86 |- MH+353.62 | 286 4 A% = :

87 i- MH+367.84 | 29554 |88 |- MH+377.61 { 258-261 I

At :

89 i CFCO,H | MH+325.64 | 262-264 |90 {HCi MH+365.74 { 295-298 '

o HR ®)

91 i MH-449 226.7- 92 i MIi-309 278.2- :

228.4 280.1 I

937 MH-323 : 94 i CFCOH { M-H340 - :

95 i MH+365.78 | 243-245 |96 |- MH+352.72 1 :

97 i MH+339.68 | - 98 i MH+366.80 ;- y

99 i MH+326.80 | - 100 i - MH+313.75 | - é

101 i+ MH+340.51 - 10277 - MH-363 - :

10377F MH-391 : 104 - MH-405 : :

105 i~ MH-405 - 106 - MH-463 - |

- 107§~ MH+387.83 | 257 A& | 108 |- MH+415.64 § 263 Ak :
,}a 109§~ MH+415.69 { 278 5 A& | 110 | - MH+403.66 | 242 5 fiz . :
;; 1111+ MH+431.79 " § 23158 | 112 |- MH+427.76 | 255 5 2 ‘ J
3 113§ CF:CO,H | MH+442.69 | 250 4 A | 114 1~ MH+431.57 1 240 5 A I
g 115 (- MH+473.67 | 237 %A | 116 |- MH+333.59 [ 267 ;2 :
’;’ 117 7F% MH+347.53 1 2604-#2 | 118 i - MH+361.78 {231 4 A :
T 11971 MH+403.72 {252 542 | 120 | - MH+416.69 | 246 52 |
g 1211% MH+280.86 | 312-314 12271 - MH+254.69 | 305-306 :
f;; 123771 MH+280.76 | 304-306 12471 - MH+379.56 1 212-214 :
A R I
Ep : |
# - 64 - I
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#0 P o oD 32 H mo Ju e P ol o 2% X

AT
B7
A~ 3EBARER ( 62)
125 MH+312.5 5250 126 | - M-1338.5 243244
127 MH+368.1 227-229 128 i - MH+341.5 163-165
129 MIi-391 : 13071~ MI1-337 256.4-
257.6
131 MH+342.76/ '} 219330 13275 MH-377 -
343.46
133 MEi363 " : 13471 MIi-377 :
135 MH+451 : 13677 MH+465 :
137 MH+330.5 | 196-199 1387} " MH+354.5 1273374
139 MH+371.5 § 138140 14073 MH+344.4 2347536
141 MH4+393.7 " 1'337-333 1427 HC MH+373.35 13482351
- 143 MH+414.2 i 144 T HC MH+34326"7 380-388
145 MH+403.3  §331°334 14677~ MH+4531 7§
147 MH+406.3 |- 1487 MH+460.1 | -
149 MH+445.37 150 MH+499.1 1~
151 MH+436.8 i 152747 MH+403.3" 1 175-183
Ex 5 K E A 2 E M+/M- MP°C
153 - - AP+ MH+ 357.5 115-116
154 - AP+ MH+ 312.8 222-224
155 - ES+ MH+ 350 168.4-169.2
156 - AP+ MH+ 306.5 254-256
157 - ES+ MH+ 408 >300
158 - ES+ MH+ 380 248.8-250.9
159 - ES+ MH+ 366 244.4-245.2
160 - AP+ MH+ 324.4 -
161 - AP+ MH+ 338.4 -
162 - AP+ MH+ 340.5 -
163 - AP+ MH+ 325.5 -
164 - ES+ MH+ 422.79 162-165
165 - ES+ MH+ 351.85 -
166 - ES+ - MH+ 365.76 -
167 - ES+ MH+ 436.88 -
168 - TOF ES+ MH- 368.2 -
169 - TOF ES+ MH- 3835 .
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A7
B7
%o~ HBANA (8
170 - TOF ES+ MH+ 354.2 -
171 - TOF ES+ MFH+ 366.2 -
172 - TOF ES+ MH+ 352.8 -
173 - TOF ES+ MI1+340.14 -
174 - TOF ES+ MH+ 326.7 -
175 - TOF ES+ MH+ 326.8 -
176 CF,COOH TOF ES+ MH+ 347.78 264-267
177 CF,COOH ES+ MIH+ 402.19 242-243
178 CF,COOH ES+ MH+ 389.82 248-250
179 CF,COOH “ES+ MH+ 401.89 250-252
180 CF,COOH ES+ MH+ 408.79 143144 5 a2
181 CF,COOH ES+ MH-+ 436.86 146-148 5 42
182 - TOF ES+ MH-+ 366 -
183 - TOF ES+ MH-+ 354 .
184 - TOF ES+ MH+ 366 .
185 - TOF ES+ MH-+ 380 .
186 CF,COOH AP+ MH-+ 404.5 267-268
187 - TOF ES+ MH+ 408 -
188 CF,COOH AD- M-376.4 261-262
189 - TOF ES+ MH+ 354 .
190 CF,COOH AP+ MH-+ 416.3 245-247
191 - TOF ES+ MH+ 382 -
192 CF,COOH AP+ MH-+ 390.3 259-260
193 CF,COOH ES+ MH+ 376.14 267-268
194 CF,COOH ES+ MH+ 388.11 249-252
195 - TOF ES+ MH+ 408.99 -
196 CF,COOH ES+ MH+ 375.74 245-246
197 CF,COOH ES+ MH-+ 352.78 -
198 CF,COOH TOF ES+ MH?+ 283.11 5280
199 - TOF ES+ MH+ 341.22 -
200 - TOF ES+ MH+ 337.17 -
201 - TOF ES+ MH+ 339.16 -
202 - TOF ES+ MH+ 351.19 -
203 CF,COOH TOF ES+ MH+ 339.12 .
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P P oD 0 me 3 e P e o X 3

A7
B7
F o~ BEBAER ()
204 CF,COOH TOF ES+ MH+ 418.11 -
205 - TOF ES+ ME+ 368.15
206 - TOF ES+ MH+ 338.07 S
207 - TOF ES+ MH+ 380.19 -
208 - TOF ES+ M1+ 368.18 -
209 - AP+ MH+ 364.5 -
210 CF;COOH TOF ES+ MH+ 481.03 242-243
211 CF,COOH ES+ MH+ 366.9 258-259
212 CF,COOH ES+ MFi+ 378 >285
- 213 CF,COOH ES+ MH+ 363.8 -
214 CF,COOH TOF ES+ MH+ 354.8 103.5-105.8
215 CF,COOH - - 129.3-131.4
216 HCI ES+ M+ 349.9 280-283
217 - - : -
218 - " - -
219 CF,COOH ES+ MEH+ 392.93 184-186 »- it
220 -
221 - TOF ES+ MH+ 479.22
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A4

%~ F
C4 iﬁféfltf'({' ST

/;

4"’.7’&4

CCTPQL%/QC% 947/’//% éa/ﬁgﬁ TR A (92 4% 10 A)

= A

s Al é? #)

{‘n)
L

BH %ﬁ

) REOAST AN 0 B AW F 2 R AN sykid B BT R B 2
o T gz EEm A AT N
= G B :
PURINE DERIVATIVES, PHARMACEUTICAL COMPOSITION FOR THE TREATMENT
3& by OF A CONDITION MEDIATED BY SYK KINASE COMPRISING THE SAME AND
PROCESS FOR THE PREPARATION THEREOF "
o4 L& 2 fREE THREE 283 FY
3. B 2 EW 4.5 A Bur i
580% Xs 2RH 6. LM Hie R %
TR & RAF
B #*
. 1.2.3.5.6.735 3% H 4.7% B
= f A
B LS R NS B AT 145
i~ g 2RBRED AR BRI T B ALK
3EBABEEALAHAMR T ERZREFFRKBARSTH
4R B A & St B AT A ROTR ‘
5.3 Bl 3 & 2 AR R IB MR T R R AR KR
6%@&%§i%ﬂﬁ%wéiﬂmﬁ
7.3 B 0 & & LB AR AR T & 905k
¥ %
(% #) T e AN
Ed i
%+
= WIEHA |4x s BF ) .
) ($%ﬁ #EEEMT E LR AREF 2155
K A A
gc3 % 1LiEd @R RH
2T B A&
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FIGRAERBR A2 F 10 A) B5

Wb SRR (B2 o RN 0 A 2 A A S syk g T )
W 2 B A A B X

AERAGAE W - T ALEH

></R
NE
SR
HN/I\\N N |
H
RZ R*
RS

A E2HEAXBEAN > LAFX-R'VRPREAR* i 9 £ &
ZRAR  EARMAELEIAAMLEBE AL T T A
AEHFERIXEBERFRE KRR -

ELHEAHE (KA LHE )
" PURINE DERIVATIVES, PHARMACEUTICAL COMPOSITION FOR THE
TREATMENT OF A CONDITION MEDIATED BY SYK KINASE COMPRISING
THE SAME AND PROCESS FOR THE PREPARATION THEREOF "

Compounds of formula

in free or salt form, where X, R', R?, R® and R* are as defined in the specification, their
i preparation and their use as pharmaceuticals, particularly for the treatment of inflammatory

or obstructive airways disease.
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1. — & K11 &4

{#
N/
>
m)\ |
H : "
R? R

A EFBAZBE  LF

X& 8 $HEFANRAE

R'2 C-Cio- 8 & ~ Cp-Cro-H & ~ C3-Co-F R & - X #
-C3-Cro-F B & ~ XEX-C-Cjp- £ > KRC3-Cro-F 1 £
XHF R BEBEASKRCERERFAET L
AlK2BEARTRIBRR TFTERIBAR TIHRE
AEZLERTLETRE %wac4m§‘m%c<»
bk~ C-Cy-d2 # & & X-C-Cy-tm AWK > RF
R'za X1V £ H :

-C{-Cy- 12 £

R'#ER*F 2 — 8 & ~ C-Cy- 42 &
wﬁw¢%;&%z%%wag~aﬁr

#* ¥ RO
% 0 B (i) R®~

ABTEREE A BB EEECNS) A4 (210X 2974 %)
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B8

D8

% & K C-Cu- 2 R - R(GI) RE-RER YT & = # 4 &
AR -RTBR'F $ = # 5% 45 C-Co-AHE B A
-C1-Cio- &= & » Ci1-Cio- & & # X -C-Cyo- & £ >
-N(RHR!" + -SO,N(R'™HR!? ~ C;-C4- 4 4 % -SO,N(R'HR'?
& -CONR'™RM™ » & (iii) RS~ R"#ER¥*F % — @ % = ¥ 1%
MBEAREZRXREREZIAAERRT  BARZAERERET
ARAREAELASKROBEERFLHEREAINALASRKROCMARE
BRFRBEFTEAAIXR2BARARTFTZERRERE L >
R2EZR*%5 % & & » AR5 -N(CH;)COCH; -
2. RPEFFEANEBE 1B EH > X F

X&NR A H ;

R'2 Ci-Cy-d5 £ ~ Cp-Cy-H £ ~ C3-Cs- Bt & ~ X ¥ -
Cs-Ce-B W B~ X £ -C-Cy- £~ KRC3-Cs-F & £ -C
Co- i X » AT AR FR2EEBEX - HZERC-Ci- AKX
B AR AAEASKOCBRERTAREF AALIR2ME L
BF > R1MBRETFTHRIBAREFZIHRZLE > AR EZX
SR8 FETREELC-Ci-mH >~ C-Cy-# I X ~ Cy-
Co- B AREE-C-Ci- R ARK RR'AEKXIVAR >
AFROCR'ER* Y% 2 — 28 - C-Cy- A R BEAEL > B
() RE-RTER S % — R B = %4 51 & &~ C-Cy 458 KC-
Cy-t 8% » R(GI) R -R'ERYY % —% & 5 AR R
Ré# % = % 5 -NR”)R' - -sozN(R“)R”sL-CON(R”)R” ;
KRG RCCR BR3P F B F = F A MEBEABIELZ
MERART  HTRUAEZRTERAKRXLAESKRGCHE

1-
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N 9HEAMNE

BREFxzHBE  REASKR6OCERRETHERLFIR2M
BRTAHARFIHEL

R2EZR*%S 3 &2 &% > AR A-N(CH3)COCH; >

R°Z% 8 % C,-Cy- 2 & -

3 RBEEPHEAEEFE1IEILEH AFXALEARTF R
BC,-Cu- % £ RC3-Crp-F KR £ " R’AZR'S 3 A& & B
R3%-N(CH;)COCH; -

4. RPE P HEAEEHE 1AM  RFXEHRE T R
B C-Cq- % £ > R2EZR*%> % & & > B R’ & -
N(CH;)COCH; * -

5. REYHFEAMNGEBFE1IBEZIILEY 0 X F
XA&NH »R'2% T% > R2ER*S> % 2 8 ALR’2%
-N(CH3)COCHj; °

6. — A& B oA 6 e syk B BE T A B X B o X B E a4 b
W ROt RBEFFEEIHNERFIESATHE—AZAS
o ARRAARZIEBE P THSIHER KA -

7. —HEHARBIFEIAKBEFIAIXINNMNLESEH AEF
zEHRXFFE L e

(A)E T R &%

-1

"
N7 N
S v
Y)"_%N N_\H |
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£ BYa#F A XVEVILEAY FAS AR BEZH
BMERALEZRGEATHR AT T RAKHE
BAREZHLHFXIREALAKXIIILES YA ARELZ
B AL A& W

tEok EAEYRE AN HFXIIILEY -
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