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NoN-— B ERBEB B EAAE - FE—ELtREBE TR E
A REFTBREEYS B - PBEBESODN R KEZ 8
SHBEMH AKX 1 XARBAPEABBERY » b (
BHEF) BERERE - UBBXML A3:1 B8,/ 2 &
SE®N o EE —-EBE B EM(0.64g, 80%): Y
128-1297T o

HC21H26N04.1/8H20: C 70.52, H 7.12, N 3.92: 4 #
st B E#MBE: C 70.45, H 6.93, N 3.870
"' H2

ﬂ§-4-(3-ﬁlﬁ£§—4—$§j§)ﬁEﬂ—lJﬁﬁ—%&L

EERT » BEEMLH (0.03g, 0.55mmo0l) I K (0.4%
AIVEBEME4-WE-4-3-BREHE-4-8 & % &) "2
C1-M -1-M B R BE (0.07g, 0.18mmol) R B B2 (0.5% .
SHERY R AR R) BB o EZERT MG R
sY4 hE REBAAKRKPERZBZB XKW - B ING A
MAEZ KB ERAZMZEBRK2 X - & (MM KA
MERZAMBAERB T ABMEE — 0O H
—EBREEEL  BOR/ZH P (0.050, 82%) B &N
6 3% B #8 : ¥ 2 161- 163C o
HCaolasN0a.1/2H20: C 68.55, H 6.90, N 4.00: 4 #
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at ; BWE: C 68.65, H 6.55, N 3.82¢0

B A3
EEARRRX-[4-W & -4-Q-BREAR -4 -FEXH B
B -1-3 B B B5 ]

BB 34

I ERBELERMB (0.15) MEA4-ME-4-3-BRE
H-4A-FEXE)EC-1-M - 8 %8 (0.26g, 0.73mnmol)
REB (I2EHA)BBRREScsi BT BRERESYSD B o Z
VHRLBBRBRIREDECRETAG - SEBEY M R
—“EHBERERAKHE A (BB ERENYDLERR—EE
B REFEHBRMBER -8B (0.14g, 54%): B % 94-95C &
C21H27N04.1/8H20: C 70.32, H 7.38, N 3.90;: 4 # &t
H: BR®WME: C 70.33, H 7.59, N 3.810o

B E 3B:
2-[4-W ¥ -4-3-WH FEH -4-F G ¥ B O)F o a5 & 1-1.3-
oy ;. 3 <8

EFERBOCTRBMBEKIE-THE (2.5 %8
19.2Z A, 48nnol )M E2-Z W R # -1,3-= B % (9.25
B, 48.Tnmol) M E KD E %W B0OBH )B K - 105 &
% RAOBEESYWE -18THMANA-F & -4-(3-BR & &
AR E R EIR O -1-8 [7.53g, 23mmol ] 5% H9 & Uk U
(A0OBF)DB W - 105 @ % - MAEALHE  BMES Y N
mEEERW MKW o WK (3.04, 6.01R6.1g, 48.3
nmo | BISI M HURREMLE S =282t eY) - =%
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HHEERESERSI % - N (RS )EREER YL RS
° MOBR Bk MM - HI0X2 M ZBE/Z2%eh &4 —m
H &M (266, 87%): B A 115-116T o

I!IEit-f4-j§-4—(3-%&@%-4—&'&%%)@3%-1—
WA HE

EERTH2-[4-% % -4-3-B K & & -4- HE X )R
CEHE]-1,3-Z %% (132, 31.3mnol) BRH B (0.5L)8 &
mE®HE (70%, 13.8% # , 160mmol) & & 16 & (34.1g -
126nno ) EMB B HE & 9 2 N TEE BT W42 B
cH-EHRBREESY EBYBRLEBBYUAHEERE &
lﬁ]glgiﬁﬂ)&&ﬁﬁﬁ%%iﬁﬁ°H§W§§ﬁ£ﬁ?&¢fﬂ§%?ﬁ%%
U EE R BRI ko HERMERNBE AR RERY 3
x o M(ﬁ@ﬁ)%@ﬂﬁﬁﬁ°ﬂﬁ%ﬁ?ﬁ?ﬁfh » H15% Z
MZBE/CHwBEH EEWE & E M (12,42, 56%) Z M =
-B B 119-120C I B R EY (2.6g, 12%) = 3 4
& o
E{i‘\‘;-M-jLﬁ—él—(.‘i—iﬁiﬁﬁ_%-4-‘13@35)1%8%%-1—%&
MEL&E\."—EE&{,%H?#UEI%(LOM, SIZRREYH S
BM: BE¥50-51TC o
HC21H2-N04.3/4H20: ¢ 67.99, H 7.74, N 3.78; 53

sPH G BHEME: C 67.98, § 7.35, N 3.650

B fa
Mﬁjt&ﬁit—[4-(3.4—'¥:m_’$}—4jf§aﬁ-l— ¥
B B Of
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B FF44:
AERETEARTHEAE AN (80X ®, 0.35g, 11.7nnol
) AR &S X RERTUEKW (ISBEH)DEM= 2 &
=E-TE (W E)F BB (2.66g, 10.7mmol) o 0.5 /¥ #
P MAA-B 4- M HFEFE-L-FBCOKR-1-8 (1.77¢
, 5. 3muo )R E KM SEA)DSBRLEREEY MBI\ F
0.5 IiF - RAZEBEY r MAHMGCHE R K » F B XK
BEYWI X U (MBS ERERYAERS - LB G
b 032 BZB/CREBH ELXWEaBER (.18
S2)zBREMLEY o
B RRA-[4-(3.4- - @ R ERE -4- GBI -1- %

(ol pr e o i B N BB B o35 )

BMEE 2-4-Q4- Y- g REFXE)4-N B K T &
1-2-B=Z-TEE 2B (0.25g, 0.59mmol) B & 1t $%
(0.1g, 0.7mno D) R ZBH (1.5BH)ES Y GERKT M
REFRIOSE - BALH HAKEELBABMBKI X o MK
THEARBRY > N (RMEE IERAEED  FEBEBMER
( 25%BC W B¥, 0.17E H, 0.7lnnol ) B ™ Z W & % B &
(6 BA)FBREHEEERTREBRBEAY2 B o &
(IMMMEEEY - MABA-_HERFENESYI X o B
(BB )ECREFRIDNYLER - UBBEMAEHEH20%
ZHMZEB/CkhiEN - EEWESHN0.07g, 30%5)2 K
X -2E@m o

HCisHi7FaNOa: C 54.40, H 4.57, N 3.73: ot i H
BH®ME: C 54.57, H 4.51, N 3.580
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ﬁlﬁﬂ[ﬁﬁ-ﬁ%ﬂ%ﬁﬂ-*ﬁﬁ%?ﬁbﬁ%(o.lg{ 47%) o
B 48
lﬂaﬁ&ﬁft—r4—(3.4—§:ﬁngi—z}-ﬁiﬁaﬁ—l— ¥

Mﬁﬁjﬂﬁﬁ-4—(3,4-§:ﬁ'33@%%-4—?1}%8%%-1-%2@
(B #10H, 0.07¢g, 0.19mpo R =ZH W R E F Y
(0.12F #, 0.95mmol) it B B (5 EA)BEREEREET
iﬁf¥24'l\ﬂ§°%§§§§i@@1§ﬂﬁ%?ﬁ%lbﬁﬁ%%'FBIS%
CHIE /CKREN > E4X—HEBE®HE0.05¢, 63%) o
B Ci7H17FaNOa: C 54.40, H 4.57, N 3.73: S H
BB ME: C 54.45, H 4.49, N 3.420
B fl 5

IﬂEiﬁ—f4j§—4-(3-1§&§j—4-5—*@&%)@8%%-¥§

&Mﬁiﬁ—M—(BJ—Q:MﬁﬁwjiﬁB%—E—IM
1

EERTHEELH (0.06g, 0.9mmol) B¢ K (0.7% # )
i@ﬂ&bﬂglﬂﬁﬁ?-[4-ﬁ§-4—(3—%&%%-4-&3%%%)%B
-1-H M EES (0.12g, 0.34nmo )R H B B % (0.9 H » &
ﬁ@ﬁﬂiﬂﬁﬁ‘iﬂ%bﬂ?’ﬁﬁéﬂﬁ)°?’i‘:’i??ﬁ”f‘ﬁi#ﬁﬁf?r?ﬁ%%
1.5 /B » %%@A**EHZE&ZEE%WoFﬁlO%Eiﬁ
MAEB KHEHEBZ®MZERK? Koo A (B BE S ) 82 ¥ B B
ﬁWZﬁﬁmEEﬁﬁTiﬁmﬁﬁﬁi—‘@@ﬁﬁ N 3=
B EER FYTR RGN mELE—HBe6E
#9 (0.05g, 44%): % 1577C o
H CooHasN04.1/8H20: C 68.75, H 7.40, N 4.01: % #
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st B B®ME: C 68.74, H 7.08, N 3.84-0
OB RS N HE
mMERZIBERX-4-B4-Y_gREgXR-4-NBSE

-1-H B ] BB 143-144C o W CieHisNOa: C 53.19,

H 4.18, N 3.88: S+ H:; B#MME: C 53.57, H

3.91, N 3.59¢

B H6

B -T4-W ¥ -4-B-BREAH -4-BEX R )B4 -1- ¥

BMEREZ2 (FHE)HFEH
B2 (BFE)BBK (1.OM, 0.5 #) mMEMWEX -[4-%

BH-A-Q-BRKEE A-FEFE)BOK-1-8810.17g >

O.5mmol )RR R B2 (2 BAIB® - 102 8% BBEHAMW -

MARREXHEHBETHEHZTPREZEN -FARBEREE —

HEBEM .18, 79%) 8 8 191-194C o &

C2alzeN20-2.5H20: C 56.57, H 8.11, N 5.50; % #7 &t

H: BMME: C 56.44, H 7.75, N 5.620
BEHT

B -[4-W#-4-Q-BRER - 4-FEXEH BB -1- 8
B

TFERTHRKUEBEAIRFE L (0.32¢, 5.7nno0l)
ERA-4-NEA-CG-BRER L-BEEHIBOE-1-
B W B5 (0.68g, 1.9mmol) Y MW BY (8 F » & 4% 9 & 0k U
I SgmE i) «- EX B THMEFRMB RS 24485 - H
10%EH B B fb H W 10SW B/ Z | W K A 3 X o bl (B &8
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B GMEEARER Y A RE TR - MBSk
6 MR B /SRR EH . B4 —ME &L E e
(0.52 &, 80%)  HAMBRTES — M & & 5 8
(0.43g): B2 157-158¢C o
HCaoHasN0Oa: C 69.95, H 7.34, N 4.08;: & W i B ; -1
WE: C 69.69, H 7.30, N 4.07 o

B plg
lﬂEiﬁ-EEiﬁ-fllj_%—fl-(f)'-ﬁﬁm-ll-fﬁi%ﬁ) 34

8A. 2-T4-W % -4-(3-13 KEH-4-BHERH) Bmom

2!:fb‘é‘r%kﬁﬁﬁuiﬁﬂﬁz—[%(&r%iﬁﬁﬂﬁiﬁg
)-4—ﬁi§-aﬁ§]-2-%3—7‘ﬁ§ZEE@E’@J4 H - &EF
A o BR - HEoeaEMm: B E109-110C o
8B. m-&ﬁﬁ-rﬂg—z;—(s-ﬂ!ﬁ-&—mﬁ) il
B 1-1-3% B W &

AEEBXMM ERNBIER R R R -(4-(3,4-9 — g
@ﬁ%%)%-ﬁiﬁaﬁ—l—?ﬁﬁﬁﬂﬁﬁlﬁéﬁ’fﬁu H» B FA
RO MBBEM] BER-2 8 (0.35g, 33%): & %
105-106C R X -2 # %8 (0.52¢, 49%) 48 2 103-104T o

8C. B R -[4-W # -4-(3-18 5§ HOE M -4-F S %R )R O

1-1-% B M &
Nﬁﬁ—[4-ﬁ§-4~(3-¥§!§—4~ﬁ3ﬁ5§§)f§8%“6]-1-¥§ A
H B ) (0.35¢, LL2OBAIBRE B - 8 K 0 & &y o (0.5¢g,
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£ - AW (38)

3.6umol) B M EBMEE (0.35%  » 3.6mn0l) i & K =
HE M (I5EAESREST T MMA N o & KB
£y MARBENBERS R o AA4 X -1 XAEH
K ARERY - B (REF B BLEERE - B S F
B F20%ZHMZ B EREN - BE— M
(0.34¢ > 82% ) o

8D. wg—4—(3—ﬁﬁ$5§-4-ﬁﬁwﬂ_ﬁ_
l-1-% 81

BEBELEY KM LRNEER-[4-WE -4- (3-8
REE-4-FREE)BS R 1w REAT H - &S
Bk — M E M 8% 165-167C o
HCioH25N0a - 1/5H20: C 68.53, H 7.08, N 4.21 ; 2 M
it H o BE®ME :C 68.70, H 7.07, N 4.16 o
BE. Rt -[4-S % -4-(3-W A G HE 4 FE%EE)BD
L1-15 B & & ]

BEE Sy o KM LR N R - (4R -4- (3
WK -A-F A EE)EO R -1 R B E M SCH
B MB—EHM: B 127.5-128C o
HCz0HzsN0a - 3/8H20: C 68.60, H 7.41, N 4.00 ; o

Q

it H o BEWME : C 68.50, H 7.28, N 3.88¢
8F. B X -[4-W % -4-Q-WMAFLHE 4-FE XX \HE &
Lo1-% & ]

BB Y KB LR N E R - (4R % -4- (3o
REE-4-FRAFEE)RSRI-1-%MHM) REMHT B &2
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BE s — BB : 18 148TC o
¥ CioH2sN0a: C 69.28, H 7.04, N 4.25; H # 5+ H : B
B :C 68.97, H 7.03, N 4.250

B H9
B - RRKX-[4-W B -4-Q-BREBGEH -4- —F 8 g%
HEO)OBCOW1-1-% 1
9A. 2-[4-WE-4-B-BRFEE-4- _H P EFE )BC
gE])-1,3,- Z B &

AfteV AWM ERAR2-[4- WE-4-3-BKXEH
A-FEXE )BCOEE]-1,3,- _BRHVREFI HE ESB
BONE  oBD - EHHE: BY84-85 T o
9B. B X - R R A -[4- W & -4-3-B R P E K -4- — &g H
EXE)BE O 1-1-% 8 B E

ELhEEY AW ERABRBER - RRRA-[4-F &
A-B-BREE 4-FHEFE)BOK-1- ¥HEEE) RE
B3 HERFB BHNE - 2B HH8 -
9C. B X -T4-W & 4-3-BRN B EAHE -4- ~ G B &% H#)
WOk 1-1-% 8 1

AEEY  AEWNERFARBER-[4-ME-4-3-B K &
E2-4-FEFEIRCSHE-1- ¥ 8) REMN7T ENE - &5
M&S — B Y% 134-135C o
HCioH21F2N0a: C 62.46, H 5.79, N 3.83; 4 # 5 ¥

BMIME :C 62.15, H 5.83, N 3.88¢
9. R A -[4-W & -4-(3-B R B G # -4- — @ B g % )
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B -1-%8) SEELEY > AEWwLEdEpkiES

"M EA-C-BREE - FEERIBSE-1- B8

REMAT NG G282 B8 5%128-120C o
B/ 510

B -[4-F#-4-3-BREL (- HEEE )BO L 1-1-3

BB 1

EERTR200H8E WG (5B HRAEE > 0.1 B
oo 0.43mmol) S HMA MR -[4-FW & -4-(3-2 % & &
A-FE B )R O )-1-% M PR ) (0.22¢, 0.62mm0l) B
ﬁﬁﬁﬁ‘ﬁ(o.os%ﬂ » 2.08mmol )7E 100 TR -0 & 8 8K
(2 BAIE® > £100 TEFEIM1.250 B % > » &5 8
Y O REBAARFAE  BABLRBDUAR RSB
BYRZBZE ARG aARMBI K - W (2 e W
EEBREBTRG - UEBS®EEL - B3 YFE, G5 8
WA EE MO BEEKM (0.06g, 289%) o
HCz20Hz2eN20s - 3/8H20: C 68.79, H 7.72, N 8.02: 43
i HE g aE: C 68.86, H 7.49, N 7.93-

- /BBE

Mt -{4-(3.4-% — @ B G K % )-4-§ % -1- (3-8 &
[1.2.410 = w -5-3 )8 5 4 )

Bt - BRR A -[4-(3.4-% — @ 0 @ K %) -4- G R4
S1- ¥ REBE 1

ERLEY KW LR AR - (4% K -4- (3-8 1%
REACFERE B - - B MBI RE M IAEN G . 5
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s —EHR (ELAE@8 - BE109-110 CT) m— w8 (
R BRME|) o
B -{4-(3.4-% —_ G A H XK )-4-W H -1-(3- B &

EFEFRI10 CTWMHRIBA-4-(3, 4-B _ g FHEFH
V-4-F B -1-8M B (0.06g, 0.17mmol )R N, N-= H Z
BB - FEZEE (0.5 BABB)L AWK BANRES
S MM M- (0.35WA) . MK E H Y (0,026,
0.29mnol) R 109% & & {6 85 % (0.09% F# - 0.26mnol) M A
HEERISTTMBRRAE®2.5 Ml c BHBRAEYD - M
K B-BFRERESYI X W (REE)EBE AR
ROED - UEBH LML - B4 %RE /=80T
E— B M (0.035, 37%) cMHENRKREERLSEDR
MEsBHES - BEEM: HL%83-84T o
B CiaH12-FaNs0s: C 54.14, H 4.29, N 10.52;: S #H 5 #H
s B® M : C 54.11, H 4.35, N 10.13 ¢

= 12
M2 - (4-(3.4-% — & W & % %) -4-W & -1-(2-5 &
[1.3.410% = e -5-% ) 2 % 1
WLt - (4= (3. 4-% = 8 9 S0 % %) -4- WL B O % -1 M E

L
m#EEES4-34- 2 B PFHEFHE)-4-M B2 K

-1-M M BB )(0.28, 0.53mmol) R K &S (0.28% FH

9.0mmo )t 28 (2.5 BH B KO KK EEET W
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160 o MK > AZEHEBERBFREE®LI X > X (R B &
) ERERPYAERR o UBEBHREHEL A4 BHEZ
FHREWN > EE—EHM0.128, 58%) : & 2 380-81 T

[e]

Bt -l4-(3.4-F — @R A X X)) 4-WRWEOK-1-2- 2

BME - BB
meBEHEBER(4-(3.4-% _H PHEHFEE)-4-WEC2 K
-1- B 1(0.11g, 0.29%mmol) » = Z B (0.09% H -

0.65mmol) R Z B BF (0.05% #A » 0.54nmol) 5% Z B2 (7.5 =
AVE®RD MK BLARBEEM - WK HZHF K
XIMEEYWI X Y (HHE) ERBZNDDBEmME E —
H&E#MO0.11s, 85% ) : # B 144-145T -

R -(4-(3.4- — @ H E X H)-4-F # -1- (3-8 &
(1.3.41M0 — g -5-H IV KEIFE KT B ERES
-(4-BA4-ES_HEBREFER)4- W BSOS R -1-(2- 28 # -
W RM)I(0.1g, 0.24mmo ) R R B & (0.25% H -
2.68nmol) FHEX QB BAIEFEL. MK - SABEESDY
rmok » S BHE /S _HBEENRESYI X o ML (K
) ERFAHRENDYAERE - UBRBHEHAL H1:2 B
i S ZMZEHEN > BEE MR -
¥ CiaH17FaNs0Oz - 1.0H20: € 51.80, H 4.59, N 10.07;
G H  BHIE:C52.00, H 4.25, N 9.76¢°

B H13
WX -{4-(3.4-% — @ B H K H )-4-w K -1-(2-F #

_44_

(ot pr e 2 i e Y B RS )

AMIERABATEHBRIEE (CNS) ¥ 4345 (210 X 297 =)

82.6. 40,000

_______..________._.._________.__.__.%:_______‘0_1«___....__...v)({;.____.__.__.____..._______._____._



RIEROE HmRERE S ARR

o

~J40602

A6
B6

2 FABHA (43)

EERTWHBRERMBERN-[4-3,4-C g R HE X H)-4-
FEBECk-1-(2-2 8% - EM)I(0.1g, 0.24mnol) R
Lawesson'sal M (0.13g, 0.32mmol) W E X (3 BH B ®
0.5 "I - A FEBESY  WMABUEBENK »r =&
FIRBXMBEGY X L(FRBESEERARIENYD L ESR
c R BHEMHML  Hl:l R/ ZHMZEBEBW» E £ —
M B 66-67T o
HCisHi7FaNs025: C 52.04, H 4.13, N 10.12; & # 3
B EMME:C 51.67, H 4.06, N 9.92o

B A 14
MR -[4-WE-4-Q-BRBEH-4-HEEH)-1- B &
S1-R (FHE)RBEOK]

EFER -T8CTHE-TESH# (1.INRESK » 0.4 BH
» 0.76mmol) RS S EABMELR (FHEBE)FEK (0.11%
F o> 0.83mmol) HEKNEKW (3 BH)IBEK o 1508 %
RIS E N B MA- W E-4-3-BRAEFEE-4-B g ¥ 5)8
O (0.2g, 0.67mmol )Ry K W E kW (3 BAH ) IAK o
0.5 "I &% »r RELCHEBENAELRESYDMBEZEZTHE o b
“THERERYI R U (B RN ERED
c UM B EMIAL r A% Z MMz CHrBEWHEE — G
B E A (0.25g, 84% ) : ¥ H123-1247C o
¥ C22H32N0sSs: C 58.24, H 6.89, N 3.00: 4 # 5 ¥

B HME:C 58.57, H 6.81, N 2.920

-45-

AHIERA MR TRBERITE (CNS) F 445 (210 X 297 %)

82.6. 40,000

(o pr B Sptid b N BRRBSF)

——— e - —— - — —— . . — —— — —— ———— ——
1



FETD P T N AP [ A TR T ST M A

A6
B6

A BARHA 4 )

B H 15
B X -[4-9 8 -4- (3-BF B G & -4-9 & % 5 )-1- 2

EFERTHEMRT (0.238, 0.85mmn0l) k&1 R
(0.08g, 0.37mmol) mEMRK-[4-WME-4-3-BEE &G &
“A-H O E R )-1- AE-1I- R (FHE)FBZK10.15g,
0.22mmol) B 12:1H B / % (2 BA)ABREES BT H#
BEYWL MK - BHBRLIBRESY - RKBmRESZREH
MZH B BRI % N (HRESF IR ARERY EED
CUBBHN KM UISBZHZEE S E % —
BB M (0.47g, 599%) P E102-103T o
HCool2sN0s - 1/2H20: C 65.20, H 7.11, N 3.80; & #
st H s HHME : C 65.31, H 6.83, N 3.54¢

B fl16
lﬂiit-ftlﬁ.ﬁ—zl—m—iﬁﬁ@jﬁ-«i-*ﬁﬁ%ﬁ)-l- i T

AREEEY - KWW ERFIER (4-F 2 -4- (3-8 %
AREA-FERE AR -1- BB IR EHS BRNH . @ s
W% — B 8 #168-169T o
B CiollasN0s - 1/4H20: € 65.22, H 6.77, N 4.00; 2 4
st H o BEME 2 C 64.94, H 6.62, N 3.80 o

B HT
mait—uiﬁ—zl—(a’-fﬁﬁmﬁ&%—ﬁﬁiﬁiﬁ)-l— £ 2

_46_

FMERA AR T BBARIEE (CNS) T 4 3045 (210 X 297 nHE)

82.6. 40,000

(ot pr 2 P i e N H R B3 )



2SR H PR TS

A6
B6

£ HABA (L5)

BER-4-ME-4-C-BRAAE-4-FEEHE)-1- AR
D -1-¥% 8 (0.15g, 0. 42nno ) BB R BB R ALH N A
B(1.5 BA)BEBAIR] @B HIE)ISHE -18BCTRIRMER
AWMBEFTFTFY  HESETF ERABIAZTEMBERE?2
X o MERBRIEREARKE S FKRHE - A (5 &
$$) UHRARMERNDLEEZRZEN o MRBHEAL - N
3 v E B/ EGEN o EE—BEM(0.054g, 38% ) X
144-145T o
% C,0H24N0a - 1/4H20: C 65.41, H 7.08, N 8.03;: &2 #°
H+H ;s R#E : C 65.16, H 6.06, N 7.86¢°

B H18
X -[4-W ¥ -4-Q-BRHEEHE-4-FPELHR)-1- §HIE
C¥E -1-#M B H A ]

FERTHEAWLE()0.62g, 2.7nmol) I A MK
-4-WME-A-Q-BERAFERE-4-FEFXE)-1- BREC K
-1-¥ B F A )(0.62g, 1.7nmol )R B B (5 B A &
B BAIER - EEHINMBERESYISDEK o & 4
BERAY BRI BERLEBRZEHR - URBERLA
M20% Z B Z B /BN EAE— B MR (0.55¢, 86% )
w8 75-767TC o
¥ C>1H2-NOs: C 67.54, H 7.29, N 3.75: e H s B

#E :C 67.46, H 7.30, N 3.80c¢
B H19
M -(4- B -4- -V AR H G H# -4-F H X H)-1- B HH

__47._

AMGERA MR P AEARAEE (CNS) P 4448 (210 X 297 4 ) 82.6. 40,000

Coipr e B Stk e e BV BoH3E )



RISWIFoBE N PR - RS

Ab
B6

A BB (46)

FERBLAEAEY AR EAMRIER-[4-®#-4-(3-B X
S8 Y-FEFE)RECKR-1I-HBMIRNEHS AHRHE - &k
MEA—EM: mE110-112T o
HCa0lz2sN0s: C 66.84, H 7.01, N 3.90; W HEH ; &
WME :C 66.64, H 7.29, N 3.950¢

BH20
Mg =t -[4-w % -4- 3-B AN FAH-4A-FHE L HE)-1- FHLH

EERTHUETEAFTHE (0.05HF » 0.3%9nm0l) &
BHEX-4-R 2 4A-B-BRHFHEE4-FEFER)-1- § &
MO -1-% 8 J1(0.13g, 0.36nmnol) R N-F H IS (0.05
EH v 0.45nm0l) R 1,2-Z B HZ % (2.5 BH)IBE® -
102 @E% MARBEELH (6 F)  FAGMEZES
O.5 /B o K » M5 BHBE,/  —HEBEEFRI kM
(MBS ERAREDNYALBZBEEN - UB &K LG
N3 BRE S RHAEEN O BEE— B #8(0.13g, 100%) :
¥5 % 165-166C o

3

HC20l26N20a - 3/8H20: C 65.78, H 7.35, N 7.67; %
frat® : BHME : C 65.65, H 7.23, N 7.470
B Hl21
BRA-T4-W # -4-3-HRHEAH-4-FEREL)-1- F@O
B -1-% B B 85 1
RA-4-ME-4-3-BAHFEARE 4-FEFEH)-1- B2

_48_

(ol I B S N BB B )

AMERAMA FTEBERIZE (CNS) T 4 845 (210 X 297 %) 82.6. 40,000



2T PSR AR MO AR - R IR

A6
B6

- BAXB (47 )

RE-1,1I-—BIBEAZKk] £ERKREET » B @ = MW
(12 ZB#) RBMHERBEASYIODEMES0% & 1L 5 ®
W (0.33g, llmmol) REZH HH MY (1.69g, 7.67
mmnol) BEY - MAL-WE -4- (3-BABFHEE-3-BHEXE
H)-ROM (2.00g, 6.68mmol) R _HEW (5 BAIBR
REHARMEISE - UENNELEEXIERSY » &
MR ZHEMZERKHE LW (HBESE)ER  EREZPIRER
Bl - WBRBHELMAECBRY > UN1:3 2B/ CREFN > W
EAE—-mEBHME(1.42¢, 68%) o
HCioH23N0sz - H20: C 68.86, H 7.30, N 4.23; % # &
H:; HB®1MHE :C69.22, H 7.11, N 4.17o

RE W EBYR MK (0.68, 30%) o

RA-M4-ME-4-C-BRAFEE-L-FEEH)-1- B &
#-1-HC & ]

EES > 100-110 CTWHRRR-4-M#-4- (3-BH &
SE A-FEFE)-BSK-1-E8 8 & (1.31¢g,
4.18mmol) R & & 1 # (0.14g, 2.5mmol)# 85:15 — H &5
WK (140 BH)L B » BAWH  UKBEBEMNZ®BZ
B3 R o UAMEABBRYS K - bl (B B8
3 EB o MM BB M3.5:96.5808 / R FRY
i EEBERZABERRA - E8Y : B %38-42T
(0.96g, 69% ) ©
HCioH25N0a: C 68.86, H 7.60, N 4.23;: H#H %+ H : &
#MfE : C 68.96, H 7.62, N 4.030

-49-~-

AHIARA AR P RBERIEE (CNS) F 4 348 (210 X 297 224 ) 82.6. 40,000

Coiprin P S wid i N BB 3E)



2SR PBE H MmNy &R

A6
B6

B~ BHRHHA (48)

RRA-4-WME-4A-B-BRREE-4-FHEEH)-1- B &
-REeE-1I-ERB]lcEER -T8C T » @M= W M
(0.46F F » 6. 48nnol ) R H B R (3.5 BA BB EZHEHM
(0.28ZF A » 3.2lnmo )RR H B %2 (3.5 BAIF R W I
FRBEEDH -60C - WMKA-4-WE-4- (3-BRH
AH-3-FEFXE)-1-EHFHE-1-WC B8 (0.89g, 2.68
mnol) RZEH B K (7T B AR L BEHAMHEI0DHE - &
102@AMA=ZZ2H (1.80 A » 2.9nn0l) RKR5 & & &
ERBRBESYDNEZEETRAB] DE o MKEBXERE
BREYRZERI SH _®HBRE -~ ZHMES ZPHEHR
Kt ESEEZIHERE  U(HMSE)ECREEZTREZER
imoEE BB (0.85g, 97% ) °

RA-[4-W # -4-3-B NP HE-4-FHEXH)-1- BHE

- B - 1-H R R
EHERO CT R ®HMH I H €18 (0.36g, 6.43mnol) Bt
R (b BEA)FBRMELR -4-ME-4-G-BFFHE
AW EEE)-1- BE-BSR-1- B8 (0,796,
2. 4mmol VB R B (25 A)B B > B2 M A BB ® (0.80¢g,
3.15mmnol) K B B2 (5 B ) o 154 @ & bl LNE B8 &% 16 K M
M3 BB —HRREN - MERMENE P AE SR E N
HEZHEAHEG  REMAA . (RBE)EHR . EHZESR
EBWM o MBBH M > WM35:65 ZM 2B/ SREH
B — f3 f5 [E A (0.82g, 949 ) : 5 %5 148-1497T o
¥ C20H25N0s - 1/4H20: C 66.01, H 7.06, N 3.84; & #

_50_

AMKRABATRABEREE (CNS) T 4348 (210 X 297 24 )

82.6. 40,000

(i Pr TR S Wide B M BB Bt )

—_'__—____"'___'—_—__—___——_‘ig—__—__‘ﬁ'—_—-—_W___________—'"——'”—"_—————



A6
B6

A BRAHRHA (L9)

HH ;s E®ME :C 65.86, H 6.92, N 3.850¢°
B 622
R -[4-W ¥ -4- - BN B E# -4-FH X H)-1- VO

b -1-M K

ZEBELEEY AROWEFRABEBER-[4-" & -4-(3-8 X
SR Y-FEXE IBSOR-1I-EHINEH1 AXE - ko
B2 — B R : B 147-1487TC o
¥ C.oH2sN0Os: C 66.07, H 6.71, N 4.06; st H + &
BE :C 66.02, H 6.71, N 4.04°

B Hl23
RA-[4-W H -4-(3- VAR BEH -4-BHXH)-1- B HEW
O¥x -1-# A R E5 ]

GEELEtSY KRR LEFRMBELS-4-MNE-4-C-BR
HFEFXH)-1-FERBOKR-1-ARPEINEIBHRHE -
hoOMs —BEMRE: B HE4-85T o
¥ C2.H2-N0s: C 67.54, H 7.29, N 3.75: W HH : B

#{E :C 67.34, H 7.25, N 3.77°¢
B Hl2d

RA-[4-"W % -4-(3- B A B G & -4-5 KB )-1- B K H
C¥E-1-¥ &1

FEELSY > AW LAl ER-(4-"#-4-(3-F] K
FHEA-FHEFRE IBCOCKR-I-EMINEHS HNHE - KD
BE A — B : 8 35 158-159T o
¥ Cz0Hl2sN0s - 1/4H20: C 66.01, H 7.06, N 3.85: & #

_51_

KRR A B A P BB RIEE (CNS) F 4 448 (210 X 297 24 )

82.6. 40,000

(ol P oy S Wik 3 N B B3R )

——_—____'—_"'_—"——___—__“"——_"%3'"—____:z‘_—_'—_—ﬂ“—___________—x_——""————'—_



A6
B6

B T T S ST

- BAHEHA (50)

B E®{E :C 65.98, H 6.91, N 3.75°
" Hl25
B-[4-W #-4-3-BREGAH -4-BHELH)-1- B ER
Dok -1-M BB
pEELEY  ABWMEAERBER-[4-RE-4-3-B/X
ER-1-PEBCR-1-BHEBREA20ENE  GoBSD
— [E #8 : ¥ B 168-1697T o
% CoolzeN204 - 1/8H20: C 66.60, H 7.34, N 7.70; %
wEHHE BE®MHE :C 66.60, H 7.30, N 7.74°¢°
B Hl26
X -(4-WM B -4-3-BREH - A-FELXHI)BOE-1-%
Bt B 1
SHEELEGY AR LEAEER-4-ME-4-(3-RIX
g8 4-FEFE)-1I-FEBECK-1-B K] REB2H
MEBBEEAREASBE  GhoMR - BB @ & E100-102
¢ o

% Cool2eN20a: C 67.02, H 7.31, N 7.82;: it H
EHME :C 66.75, H 7.58, N 7.42¢°
B Hl27

N-FHE-ERXR-4-ME-4-CG-BRXEHE 4-FEFXHE)RC
%io-1-3 B M)

gEELEY > ABMWEARBBER-[4-F#E-4-(3-8/X
E% 4-FEXHE)-1-FHEHEOK-1-MMBERRA20HN
W o EFRAN-FREBEAEE  hoBs— B8 : &Y

_52_

(ot Pr e Wit B [V BA R IE B OHSE )

Bommmm e P — e mmmmm

AHIERA MM P EAE KRR (CNS) P 4 48 (210 X 297 2% ) 82.6. 40,000



2D PP E MmN - AN

A6
B6

BN (51)

75-76 T »°

HC21H28N204a - 1/4H=20: C 66.91, H 7.62, N 7.43 2
st 5 : E#M{E - C 66.95, H 7.54, N 7.350¢

FERO CTHKI-(3-ZZ2HBRE)-3- 2= B
5 (0.34g, 1.76mnol) MEMW X -[4-W & -4-(3-B X
S - 4A-FEXHE)BESK -1-4 M 1(0.55g, 1.6mmol) -
1-B %X H =m (0.24g, 1.76mmol) K 3I-BE A B (0.11%¢,
l.éneol ) RZHBFR (I0ZEA B HE > BERESCYINREE
@6 MHE  M_HHEBERBEBEESY » L10% K ¥ #H
W2 X K10 B2 Rk N (RME)LR - BB X
AWK Z2MZEBERBLBRRY N ELE — B B
(0.54g, 85% ) : i B 146-1477T -
¥ C23H20Ns0s5: C 69.85, H 7.39, N 10.62; &H M H
B @ | EJ 69.49, H 7.41, N 10.46

B H 29

g A -[2-W & % )-5-{4-W # -4-(3-FW K H & -4-H & K #
VR 2 B g ]

EERER TR -_ZEEE _MHMPMRE (0.128 #
0.73mmol) WM EMWMK -[4-WM # -4- (3-B X EA# -4-7 K
FHIOBI K -1-N-(2-W 2 & )M M B (0.15g, 0.37mmol)
» Z X BB (0.19g, 0.73mmol) REZB W HEBE Y

_53_

AHERAMATEBRIZE (CNS) F 4048 (210 X 297 &)

82.6. 40,000

(ol Pr s B Wi B [ B SR RO )

.______________.____________:%______._31-_______w-______._________.___________



AT RDEE Mo R - AR

Ab
B6

BB (52

(0.097Z F# » 0.73mmol) MR B KUEHKMW (2 BA)IEK
R PITRBEBESY24PE - 0 Tl A& & B B 8B
(0.81g, 1.48mmol) B K (10EH) M_HEBRZFZNES
M3 R N (FAHBEIVECRENYDERBREZIEN - URBH
Beif r M2:1 ZHZEB /SR EWN - B2ZHUCK ./ 28
ZEBF&ERBRAEEE -~ BEME(0.03g, 19% ) : W&
149-150 T o
¥ C23l2sNe02: C 65.69, H 6.71, N 19.99: ZH #H it K
; B W E - C 65.45, H 6.72, N 19.91-

B H30
B -(4-W B -4-(3-BKHE# -4-BE X H )-1-(5-/9 ¢ K

(ol Pr e B i 0 N Bisbie Bchak )

IR
B -[2-MZE)-5-{4-WM & 4-CB-BXEE-4-FHEFH
)R e # ] (0.098g, 0.23mmol) R & & b ¥
(0.018g, 0.46mmol )RR 10: 19 & kI K (5 BH)IE &K
ERTRHEBE - USNBEMMLELEESY » L2 8 ZEFK
3R UM (HHEEIERZNDLERZRBIZIEN - UREBH &
Wb WL 80:20:2 HAUT/ HBE KEWH BzPUEK /28
ZEBE - EA - BREME0.038g, 45%) : 15 &
190-1917T o
HCa0HzasNs02 - 1/2H20: C 63.81, H 6.96, N 18.60 ;
S HHEH  BHMME:C 64.07, H 6.79, N 18.540
mEh K
B THERHA(INEeYRABE LR 2B 88K A

_54_

AHERAMAPTEREIEE (CNS) F 4045 (210 X 297 =4 )

82.6. 40,000



Ab
Bé6

A RN ()

AR HETEWALSY » &
(It EPHHE
ME B R BEE AN
f 81 f0 & PDE IVE N+ AR
E X (I EHUE
Rz ERT
BEEREBEEE TGOS
RO EE 2 HIV B 4 @ 48
15534

o

2EAER (IS YR
WOT ETHF &y @ -
®OH RT4/TS th® - R
EEAOBZAKTE R/
2T MERE KM
RER o MMmES S
50% -

ABPHBEES Y
ey RBELIEZ
TMrBEMAERRT
BEREME S ENEE
B S E TSRS E
MRk ®Om o

B b o %A E 88K
MERENEERE D

g

» 19904 124 27H

ﬁ;

4%3?21ufj

BhEEBEENFRANLCER
ZLURZOHEETAENH
IR HEHILSHYWEDTERR
Moo WA FEPR BT R W 0 B B
PO b M AN B E A

BRIDEFRREAREHRAN
ZHE o Bt Hanna,
o — R iMME c mWZHEE
HATNF B A ERAREF
ZEBRIHERETREE RE

/R EH B R E D E MR ® B

KEEBEHEHANZERMEM
WEL - BHHERBRER
EHFTEIKRTE NEHE

HE W
% Y
T H
L 0
#; Y &

% 9w

W090/

AR
2
T
B
9 1
&
& n

F & = &

A

HZAX EsSMWEmAL (I) 1t

zEHEBmES - KX (L)1
HEER2IKBIE DS R
TNF sl &M 82X (1)1
BmEOERES R REHX

fe - KW T WA EE > M B K
RERERRBERYEAL - BB

&Y W
> E
aw -
B Y

WA B
e

P4

(210X 2972 A4)

(o) D s ot W o A B R RS )

...._:\r......,.........-............

"



enad AT A" P17 B 95 g P}

R R

A6
B6

A~ RYARE (54 )

me ﬁlﬁkﬂﬂ%fhfﬂ@ﬁﬁ]?@ZSQ%%ﬁﬁ%}l oo #
{Eﬁﬁﬁiﬁiﬁﬂﬁ'Q‘émﬂiﬁﬁm‘?{.ﬂﬂ\&ﬂﬁﬂggﬁm‘
ﬂﬁ&ﬁ##’iﬁ]ﬁﬂﬁ&ﬁﬁﬂéﬁ#*ﬁﬁﬂﬁﬁﬁmo’é&ﬂ!ﬁ%i
BREmaE EAMAENEREREYE 5 meEHLE® >
iﬁﬁﬁﬁ?@ﬂﬂ@ﬂ%’!iﬂ°’§%ﬁlﬁ%iﬂﬂﬂ§ﬂ’éﬁ@lﬂ$ Rl BB
@Bﬂ‘ﬂ%ﬁﬁkﬁﬁﬁ%&m?é&fﬂﬁﬁiﬁﬁéiﬁﬂ%ﬁ i
KEB  BEE - HEBW - Rw HIHAKRHEBE &R
EP°ﬁ%%ﬁ*ﬂ%@ﬁ@ﬁ{b%%éﬁﬁﬁﬁéﬁﬂﬁiﬁEP2
RBEEE RN Eamm - SEHCRBRZ-oB - -BEH
CHEBRK TmEEEREE o

R(INVbEE&TOm o RR&EXMEUH0.001 5
/TR0 BE S AR B S H BREHOOIERE /1 F
§40%E/’L\\H‘ZK(I)fb%%ﬁﬂé&&ﬁﬁﬁ2§%$
LW?&%B‘JEC’%‘E&&J‘*%E}%"T’I E6 X WEME
B H o

BEATHEANEER G & 78 REEZBREHEYRR o
BB KRR ?Sﬁfﬁfﬁﬂ@‘ﬁﬁﬂ0.00l%ilO% w/w (qm
1%-2%)({%%2’%*!]%@5#)'iﬁ%ﬁfﬂﬁgélox W/
BREFBBSY v/v. HHERHABYWO.ISE 1% w/yo

XRPHAEY W@ﬁ?ﬁﬁfﬁﬁ}bﬂt—@b{iﬂ’ﬁﬂiﬁﬁ
WMo &E%ﬂﬁﬁﬂhﬁfﬁl?éﬁfﬁzfﬁc’iﬁﬂﬁﬂ\?ﬁ%ifﬁ&ﬁ'ﬂﬁ
T REI YRR A HHAREEKSE -

MRS EEwR BRLTHmIHMRmEn >
ﬁ&ﬁ%ﬁzmﬁéfﬁﬂﬁZ?ﬁé?Eﬁﬁzwzmﬁ CRBRRER

_56_

KR AR ¥ BB RITE (CNS) T 4448 (210 X 297 204 )

82.6. 40,000

(oA YRS Wi b N BB )



NU40
TYREITEELEEX (83F9F) A7

82104062 & 7 B & X
72 55y

TR TR OB H e A B 3 e G 3

A BB (L)

HitBwawmzBYHmE o
HERBAZHZAELEYR BT FSHAER -
#F HE f
B A
BRERMM L (I I IWH ABEERE W INF &
RERMAUR (TSI A EE KR ENTNF A
Z i F2 9 bl Badger ¥ ., EPOLC & B B KO0 411 752 A2

(o P op B N Bt B R )

19914 2 A6 B B Hanna, WO 90/15534 - 1990%& 125 278 T
i
& BB I
HERAMBENSEZRAMARTRA (I IS > E8 K {
TNF & - BEBE A 2 KBk it Badger¥® ., EPOL % B 35 Bl
®O0 411 754 A2+ 1991% 2 H6 H » % Hanna - W0 . {
90/15534 > 19904 128 278 o l
AR BB ENEH BT ELER P ES NS B !
e ®2INF i & o

BB _EBEUHEEREERR - AHEHEERDS = 8%
REMWMT I - 1)PDE b B s 1)PDE Ic> R 2 & 0 W
» 3JPDE T » RZE B : 4)PDE IV, ABERRE ; R

PDE VI/R® "la") KK E o PDEs.» Ia: Ibs [cR I F§ & u

|
42

|

|
TH-HAEABEEZEFAEPIE AVUBEHERX (I )ty = |
|

|

|

|

|

|

B W KXW SA (Torphy B Cieslinski, Mol. {
|

|

|

l

. -57-
$ﬁ&&&ﬂﬂ+@@i#¥(mm)mﬂ%(mmaw&&) 83.3.10,000




A6
B6

A BHBA (56)

Pharmacol., 37:206-214, 1990) W M @ & R B F 3
MIFABREUFZE - BB G HEEPIE IV R 8 &1y
Jt [Torphy % ., J. Biol. Chem., 267:1798-1804,
1992] o

5 A7 B$ B — B K5 U5 M W TorphyR Cieslinski, MNol.
Pharmacol., 37:206-214, 1990 Filg 2 H € o H 8 & %
Yﬁﬁﬁiiﬁ(?[)EE(II)fﬁi’ﬁﬁ’ﬁ]fhé%ZE@ICso'sﬁZE’:‘%
BOEE L Wi E o

EHD

HU-937 il (A EERMEM A LEBES L &PDE
IV) 58 B4 8 AT 5 47 & B PDE TVHD &) B 18 ¥ cAMPHE & > &
7o B ME K E MM > PDE IV HE % > BXA @@\ K
(0.01-1000. M) PDEHI & M 1 % 3 5 {6 U-937 41 B (3
losﬁ}]ﬂﬁ/&ﬂﬁﬁ)lﬁﬂluMﬁﬁ?‘Jﬂ%%EZi%igﬁﬁ’l\4ﬁ°
5%?&%Iiéii]ﬁ'ZIU)\I?.S%@ﬁEﬁYé’ﬁ?#EHFE’Z]UAIMT&
B 8 B 0 oH H BLRIA RiGicAMPE & « — B EE O W G B B
# 52 Brooker % - Radiommunassay of cyclic AMPR
cyclic GMP., Adv. Cyclic Nucleotide Res.,
10:1-33, 1979 CAXFURBEBAIXI (I ) LEYWESRT
BREW®RDHH P uM B KNA - ECsos o

_58_

FIGKRABATBEERIEE (CNS) P 44048 (210 X 297 nH)

82.6. 40,000

Coipr o S wid b N BB R3E)

© e B



L
[

NN
<
<.
[ \\)

T At L e AL )

»

A3
p: HER
@ P XENR (AL ARl S IVIamEBECELeYy )

LS EMNMHERBRERE FREBRMBMRSEFHTNF
EEFATKELZERRAE AR RTHPBH
MM A B A SVl NELENYE . HEmITERERES
ool T B | A v B ‘

(it

AXRAME (R LR "PHENYLCYCLOHEXYL COMPOSUNDS USEFUL AS )
PHOSPHODIESTERASE IV INHIBITORS”

Novel compounds of Formula (I)

are described herein. These compounds inhibit the production of Tumor Necrosis Factor and
are useful in the treatment of disease states mediated or exacerbated by TNF production. The
compounds of the present invention are also useful in the mediation or inhibition of
enzymatic or catalytic.activity of phosphodiesterase IV and are therefore useful in the
treatment of disease states in need of mediation or inhibition thereof.
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R,0
R,0
Rd
R
CN :
R} R2 “R3 R4 % ‘f% ﬁwﬁﬁ t, 0= —;%E "i
50 m_é &) > O ) '
O/ CH3 COCH3 H 0.530% 1.000 NA (1)*
Cr CH3 H COpCH3  1.07* 0700  NT# NT#
CHF? CHF2 ~ CO2CH3 H 0.860%* 1.100 NT# NT#
CHF3 CHF» H CO2CH3  3.880* 4.000 NT# NT#
O/ CH3 COOH H 0.095* 0.120 0.5 17
g CH3 H COOH 3.410% 0.500 NAG)*  NT*¥
CHF? CHF? COOH H 0.250* 0.360 NA(IO)*  NT*#
{: ., CH3 COOH H 0.160% 0.080 NA(3)*t NT#
D ., CH3 H COOH 8.2% 0.350 NT# NT#
CH3 COOCH3 H 0.84* 0.600 NA@GB)* NT#
!> . (47+31)
[: ., CH3 - H COOCH3  1.94* 0.600 21#33(3)  NT#
CH3 OH COOH 10.5% 0700  NT# NT#
l>~ (7.39%) (1.200)
- CH3 'OH COOCH3  1.61* 1.200 NAQ3)T NT#
,>— . (1.32%) (1.500)
E ., CHR OH CONH2 8.84* 0.900 NT# NT#
. CH3 OCH3 COOCH3  2.86* 4200  NT# NT#
i>“ (4.93%) (4.000)
CH3 ~OCH3 COOH 6.77* 10.000  NAQ®)*  NT#
[> | (-20422)
CH3 -OCH3 CONH2 13.3* 2.500 NAQG3)* NT#
D (0.5+28)
D . CH3 OH C(SCH3)3  5.58* 8.000 NT# NT#
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4 H
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PO(OMe)? H
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CH2CO2Me H
CN H
CN H
H CN
CN CN

18*

8.04+

0.092*

2.89%

0.17*

3.51*

2.50*

4.31*

0.53*

7.62+

1§r

43.5%

0.74*

1.7#

0.008*

0.045%*

0.25+*

0.066%

10

0.050

0.070

0.400

1.300

0.200

0.700

0.22

3.600

0.110

2.000

0.015

- 0.060

0.400

0.115

NT#
NT#
NAQ()*
(12+30)
NT#
NT#

14£33(3)

NT#
NT#
52+18(3)
-3247(1)
NT#
NT#

60+24(3)
57+34(1)
18+45(.3)
NTH#
NT#
NT#
41427(3)

NT#
21+18(3)
NT#
NT#
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NT#
NT#
NT#

NT#

NT#
NT#

NT#
NT#
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H 5 | 0.530*
. wq 0.85*
H & 0.095%
. L 0.13%
. g 0.062*
H 5 0.021%

1.000

0.350

0.120

0.025

0.370

0.040

(2+8)

(41+8)
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(15+28)

NT#

NT#

NT#

NT#
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R Rp L 3 ICs0 mM) ICso(mM) (EE/ 7 (FF/07
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CO2CH3 H 2 0.530* 1.000 (218) NT#
CO2CH3 - A 0.85* 0.350 (418) NT#
COOH H = 0.095* 0.120 0.5 NT#
COOH = A 0.13* 0.025 (51125) NT#
OCHj3 - ] 0.062* 0.370 (24+18) NT#

CONH_ -H 3 0.021* 0.040 (15%28) NT#
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CO2CH3 H & 0.530% 1.000 (248) NT#
CO2CH3 - & 0.85* 0.350 (418) NT#
COOH H F 0.095* 0.120 0.5 NT#
COOH - & 0.13+* 0.025  (51%25) NT#
OCH3 . - 0.062% 0.370 (24218) NT#

CONH; - H F-3 0.021* 0.040 (15128) NT#
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