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FB o B MmI4ZE A IN NaOHE # A & i i (pH 11) » & if &
MREH MR EEARBpHTIO A ANRAERR &

LTy
-uo—

A ARG A P HB AL (CONS ) AGLI ( 210X 29704 )

(sl P 3 o0 ot BV Bk B )
el ——_—



PR PR DS M e e - R

A7
B7

&~ BEABLER ( 31)

it A LR FHAPpH=6~T - EpHE XM T L & » B H1% 12
ok e ABRE T EH.14L) mp 188-190°C -
w27

2,2 BB G-z MELA)EEE
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#10.4% (0.0253% ¥)8-8-[1,3]="F /X & [4,5-g]=k %k -7T-%
M 2-abw-2- % -Z X)RBEAI00EF 2 F w7245 (0.1%
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ERE ARARLEY  HHEER T A& -
38
5-% & -3-F A-1-X A-1H-ob =t -4-% & (2-nb o -2-%-2% X&)
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150 R R* R’
7 H H LEZTHE
77 H H S-ZRPEA
78 H H 4L=ZRPER
79 H H +MEE
80 H H -4
81 H H o F &
82 H H E: SF S
83 H H RARTFE
84 H H 2-32.%
85 H H b S
86 H H EXE L F 3
87 H H 4Bk R A
11 RT R2 R5 mp C
88 H -H EAK
89 H H 22k BT A
90 ‘H H -NN-—ZER)ZE
o1 s ¥4 8§, ZERRL A 241-242
92 6-FRE 9-# 2—PERLE 172-173
93 H T-¥H%& 22—V E 175-176
04 H B-FRAE —FRLE 155-156
95 T8 BT _f Ak —FHAE 160-161
96 T8BF _f.4% - T 185-186
97 18-5F 4 26k T & 200-202
98 H 3-£, 2 —PRLE 214-215
a9 T8RF_RE 2-ZEBEL A >260
160 7-8.% B-FALE S § Y | 226-227
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102 H 6-N-75 &bz & 2-2-ntk R A B AL

103 H 6-—F i 2-7 Bkt P A&

104 H 6-N-sjt ot X -2 ) X

4] Rl RZ - RS

105 H 6- X mkig X -—FRELE

106 H 6-F A4 L

107 H 6-= R TP A E: 5P 3
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-85 -

AR BRI (CNS ) AILIS (210X 2970 )

(ot Pr 2 B o e N B B )

L]

L

n\._“_‘_-______%{ _______________‘_______:_______________



PR TR > - R S i

418206

A7
B7

A~ AR ((93)

AERALLE SRS AHIV-IZ R U BHEY K (NCp7)
PHE - AMAFEHEREEP  NCEREGY = A A AR ¥ (South
T., Blake P., et al., Biochemistry, 1990;; 29:7786) A #H & &
X B R M A £ &4 (Aldovini A. and Young R., J, Virology,
1990; 64:1920 % Gorelick R., Nigida S., % , J. Virology, 1990,
64:3207) - & JE F ¥ ¥ & 1 & 218 & 45 (Zinc Finger) @ 4 & 5
NCA - #HIV-1Z H # + & 218 4 % # £ (Summers M.,
South T.,% , Biochemistry, 1990; 29:329) 5 4% & M 3 % & #
# % £ RNAZ & # (packaging)X % $# RNA L 2 PSIH 42 - &
LRI THREAFBEEEE2E F 2% A& (Dannull J.,
Surovoy A.,¥ ,EMBO, 1994; 13:1525) - 4 & 8§ + % & 4 &
hzfoehH S BMari FLEBER-HIVENR » B84k 4
# i# % # (Rice W., Schaeffer C.,% , Nature, 1993; 361:473)

CHAEEXAZLZAZRER G s/t Z HIV-1 NCp7% 4
HR e BRAM »N(6-FAXA-8-2 Rk )Y P XS mE
(TSQ)» # E R Y HEL AR TH > BB EER - K4
NCp7H & RX2BAH A 2EZnk T Rk A4 8 T3 &
XHET - ABIBEATSQEI XA L > ER U AYE
BZERZ I o o FTHAZ : H10u ML A e £ 26°C
X208 S X pHT 4% ok F 2284 MNCp7R 47, M
TSQE90% - B Rl 48 H A M 2 % % (& #355 nMk 4400
nM) - ¥ B @A A & BY A IEHBEHSE T ZXNCT > & apo
NCp7(RZn)R B Y - RAABZAEL AR ANA E R
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Z B ZZ0(5.6u M) 1003 B Znig 2 % o

HETERE R TFLESH o A0 MNCp7# 2
B 4 4 B (pH 6)F > M 3204 M 4-(3-8 -3h-% & [d] & ok ok -
2-B)XBBE(EV DA THEY 340 % > 363608 & A 48
% #apo NCp7(%k & 218 Zn)Z £ # 4 (100%) - # 4 » #
6740 h WA F A NCp7 + 308 + Znz 4 o 4 £ £ NCp7
ARE—MBZn RARBBZEHAABETAEH 12 MW2
308 MWL &% » B TZnZ B B RAZnF 2 F B ix 8 2 X
= LY ES - ENEY ¥ X

AABREITAIZ R LB mpimdtdz R
RAGEBBERTET ) BH T RERNZELE G o #40
AAFECEHRHAIVEE Z E R Z A XL W LEEER
JE BT R T 0 Weislow O.S.,% i % J. Natl. Cancer Inst., 1989;
81:577-586/mM & A » M A AR Xt 5 H# -

T 2R U RBAGCAD SRS EAN B I LTRE 2
B WA RAAXALORLERHIVRATIHR B K o v & §
HIVE e » 25 A2M X2 LR EFAMERTHAL tn
REE RREET - wRIXAELEEY(THSE %
HIBMEZAAIB KRB R ENA BB ER - LA HARME
REABHHABRF SR B B —BaHRENR
HIVE MR - Bdn - A B EKS THERIERAS IO H
» A B RBFFBRTEM

HAFELIEAREGHZF IR E %44 HIV HOR
oo HIVHI W B A R 2 £ ¥ % HIV-1% & 4 % 77 8 2 ¥ 4
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BBRE - RAELEHT  REARASWHBETREALREEL &
T HEH AR M HERAREAREE ST 2 &7
c B R ARAETEAZAAHWHHIV-1% S AR 2 85
L EHZ Ik o

HS T-ta e 2 B A 0.0l Z MOIZ HIV% £ & 2 — 3t « 2.
B RKHE > kRl F % EARPMI-1640/10%0 4 h & »
ERI6-L AR F 2 EB/ILASXI03 B « 45
TEABKERZHImBZ R Ao fmpiERR L 885
B WAL/ 16HFMADMSOY » A8xB E B £ 12 4 & »
HFAZRER R MEREYF - RE 2ZDMSOR E &0.002
(0.2%) «
FHEALEBEIRTHM A LA T » A K 2K TERXTTA

M E R E e E M o RTH & 4 Borroto-Esoda and Boone, J.

Virol., 1991; 65:1952-1959% % # #* & = > H A A
Imagequant# # Z Molecular Dynamics Phosphoimager & &

° XTT®R| &£ 4» Roehm, ¥ ., J. Immuno. Methods., 1991; 142:

257-265%2 % 4% % B 2z > H A B Softmax#t ¥ = 45 F =
Devices Th'er-momaxi% EmFRHBEE -

MK # & F T 1% £ Microsoft Excell/ R B B £ 2 # - RT#|
KBERABABRIZHB A EHEAE 4 2 50%R90%

WHAER - £ 4 Z L@ W H B 2 BB (IC5 R ICy,)

1% B ﬁiﬁﬂ:&XTT{ﬁﬁiﬁﬂﬁﬁﬂﬁzﬁﬁﬁﬂﬁﬁﬁ °
MARERAFEFRZ 54 Z R % %% & CEMbw i A

=
. °
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M T4k & 3 (CEM%m B2 A ))A 5% & 3 fw B8 e 25 0.052 kb 4]
REAHIV: ERABB LT HBatap T 45496508 =
BAAmd

MR EBIRBEIFERE(RESRR) F L2004
HAMBRERY AR EZ¥SHUAILB L4883 02m
RZEREAN » ARG S ZHE(E gy °

HEBEHAITC ~ 5%CO, R A EHAOKTR - Hse s >
XTTim 2 AR BRREAYASA BRI A mp i A
TH & - J. National Cancer Institute, 1989; 81: 577-586 o
A AAXBEHSHBEHZILALEFHEL » LI ABEK
BERMNTEAAEZ B ERREEN o

HRREY-ANRLASBA R B REYR T 8L
ARAMBEIHBD(AREZIEELERARE 2 &5
Rumpg 2R Y HAmBRZIILRE)RAR -2 Em L&
CHBMAZBBEAA AR AR MEMT
£ oo

TRIRBRALEZHARMNE S » M AR AL ESR
EMZER MUY FERLI ARG AROLEEFY Y
NCp7T®R Bz A MHEAIBAELT) -
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1. ZnBHIV- 1R & B8 & & F(NCp7)X Znds 2 #

LR A HEAHRAZZInRE B %
EDTA®? 10
429 5.8

1 100
2 30
13 75
14 71
15 - ) 97
17 78
18 100
25 | 89

* EDTA# 24/ B W & Znds B + # 10%2 Zn(Rice W. A
Schaeffer C.,% , Nature, 1993; 361:473)
FTAR2EHEAHIRCEMB B A 2 ¥ F 48 > B 4 KK
MW I RE B AFALSHIHRBAETASA R
AHEFFEH FRYHRHIVE & -
' £2. H-HIVEM

x CEM#%a g B &
iLed ECSO(” M)a TCso(ﬂ M)b
1 5.1 21
2 _ 14 >100
14 21 >100
17 5.8 >109
25 5.8 69
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4186206 N
B7

A BHRY (8 )

PO RBWBRRALAE IR AR A AERRRE

b W HEMEALERAZS 0% ML AT ENRBE
AERLEWAHRERLEE 2B ERZIZBA LA » &
AARAXZRERA - @EFHEAFAERREZTHRZHE T H
a3 CH ADA 4 ¥ % % - HTLV-1 ~ HTLV-2 ~ FLV ~ SIV
*MLV-~BLV-BIV: 58 M E 4 - ki BEA
B Ak EZH o

RIZ R R L BT ARACRER RS RBICE o
GEHRBLCIFRAA LA MB L LI BEMEZREH - B
RmBREBEBEZEBR ARAASREZS amBFAH
B o B EBRERME - BEIS-BEASH(IS-LO)F &
BERXMEEFH > BFRERSB I R R A L (F R Harats %
» Trends Cardioivasc. Med., 1995; 5(1):29-36 o M &% £t & 1t
BMALZ S AR B A BRI AEREL TR HATH
BKH1S-LOMMA A X B BALH IR ALBREZLEHFT L
B RBEICZEGXEF R BT HH15-LOZ 4L &
MBAKREREABEHRRICZERE « XIZ R = f %
BEAFTARBMEIS-LOFER I ERARNE P A » &
AERZIS-LOWH A - H R T X > RAKLLS Y E Y
Auerbach¥ - Analytical Biochemistry, 1992; 210:375-380 /% i
Tk AERAREFTR2E S E R R FE RS-
LOR BB X2 H » KM% EALMEASI13(S)-HPODEZ
BACHALEY - ANX B2 PEARABEET B
A Y ARz & & - HaCxF 1004 » HPLCHF A & %
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¥ AL o

KEHRE B E4EEZ15-LOM 4 Z2 HRBAENAEIRL
&3 4§ L Auergbach¥ 2 HPLCH ik A1) £ 8 » 7 4] 50%.%
15-L0%'ﬁ%5ﬁifhé\%ﬂﬁacso)° EARMB T A &k

FAEK O WA L1S-LOEMHRZF 4t o

%3 15-L0$¢}=$H*F#11HPLC;:EME

K 4116 & M ICs0( 1 M)
23 0.4
24 0.3
27 0.27
28 0.76
29 0.39
30 0.29
31 1.3
32 3.2
33 0.12
34 1.7
35 0.16
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* 4 15-LOBp 4| 4F Al Z tb & 7% A &

Tl 16& W W 4] %
1 35@10u M
3 75@10u M
21 95@10 u M
50 >10 4 M
59 >10pu M
91 >10 1 M
93 ) >104 M
94 >10 e M
95 >10u M
96 ‘ >10u M
97 ' >10u M
108 65@10u M
109 22@10u M

AL A LW HIS-LOZ R A > BRANEHEH R
Bt o _

AEEFBIRERABEANT > AW TARA DL A
A#ikE& AR 28 BMEXIHZI oY LERTH
MEBAR  BAERRBAEOAEIRZI &R » BEAR
BRI c RFAY TREBEMAELLE » ldo o
B BHRER BRUOBR H e THREAERLL Y RN
RABHIARTERCZAARBMRE > XL T a4 mEH
BRABBEY X TRER&EZH I TEBRHAHLZ A

(D e o B anle B0 Bnmleglh R 9 35 )
. R S S

& ———

RTINS
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hP o LB BEOR  THEHRACEHFEAREH T » A
AT R Z G A > Fse ~ Mdk > AR -~ BB 8k
BAEM BRAEAZIHEIHBALH - RF 0 oW R LA AL E
Y1%EF R ZEHRILESY > RO HEEBHZHF o> %
ATRAUAETEAAERAAEL T T ZIH%E H80% 1] -
%k%%ﬁiﬁmi@%%?i%ﬁ%%%i%%&?ﬁ
ER LA KL EHS  BRELBBAEB RO WL N -
KEABEOBMEEAH A S 45810008 % 2 M 2 32 M 4L
S BEERAHL2SENTSOE & o

BB R ALK BRMIAFTTS 2B E R
Bin g 68 - HARMI M- BX LB AMOEFEE - 4
CBB - EARBRE S RAE RARYHLEKE -5 o
AU AR MOKILERE SR ERH - BEK TN -
FRZMAMNABRIER S - BY 2 4ok @ & EH - LE -
EABEHRBRM e A BHED  RBERS B TER
cEHMEREHAAB RN AR LEMV I HE SN T
SRMBRH o BRAEDT TR ERE £ K 5 5 15 5 8
TELIHEHBR - bl 24 ABMIABETRAER -
BRAEEH - BARBHT L ERILEY - A8 AH%
Mo BRAXTRIEAAMAL AR - 68 &% %440
BREER - F R AARBEFAEELH AL LMY
H RABB LU AAMAZEFET LEE MR -
AERZE R EAFAFRTHAECR BT RER - 6 o 8
B F o HEH  RFAMIE o FARRGE &SR
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TTHER - LW TFITARZIHBARETEZ AL E -
ERACEYTFTABIXBERARLR - 2 REFTHH
B RMRL_BRAARGUERFI ST EE - A —FHE
ARAGEHT BLERMTEHKABLBESE K -
BHREHAZBERAHBAGRBRAKRER(EF & ATHR
MRS ERRABRALG A D EM AR AKX SR AN Z
REABR A AEY > BRALALAREGV AL ARE
AAERBERZIAEAE - AALBREEES TLAAS
W B AGRABR ALY B U R A Y25 2HER - &
MTRERRI > ERE 2wk~ 38~ % 48(Hw
it ABRRBRL_SzH) LBTRLGY A
M H - R EFXLRGETH oA Mo i S
HAaBRBRIFHEEFRRAZIRBEABEERAR G ERHE o
BAEMZEAZBAGTHRERL B RRA G A 6o ¥ 5
%X?&ﬁ‘iTﬁ*$~mﬂ&*%miiﬁﬁ%iv
I EHEH LA FERM - pllo X RALH - EHA
:&ﬂé\%ii&%‘ﬂ&'ﬂ'?‘&#}&ﬁﬂt&ﬁ 1 de B OB IE BR 4B A&
WEAaeHhFaiFar o

BB EMRAAERZEHE  BABAATZERILLY
HAEERREB LB BRI AR S (AR 2B
REE > —~ BT SRBRZIEAEHALBE R L ENR
LR R - YRS EAR - EIE TSNS
HRAT - AHRE G R A EH A ERBIRE R AZIEN
THREIREFABRFEBRR SR E R HE 0 L g 2L kAT &
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WBRLAERAELAERRSIH R WA NIHBZ A
FEAXMA"BRLETRZCZHRB AL EMNRHERAR
SRR FE - -ReEARARAEH FRRRKLER
B2 AT RBR AR I EZIEALEETR &
T HRTESEMEAIRETRBMAFTHRAS T B EZ RS
R ZERARGRAOECVATEELEAR -  BAZTEHRAS
THAHBLEHMA o
AEHEFREHAAEBRS S W EEIREARIHEZY
—RALFH FEAXCAMNEFECHAGEERT S 45
RIZHEALARELARA2LE LB T IR LS, 2286 &8
LEHAMNEZEIIARS T (A EH LA LAMBZERH%.
AR AXZBERRA - A FAZHAMNFTELY X2 H
REVDLEBRKRB QI T IR HERTRAA I B
ERBAERMDARSGCARB LR EAIH mB T2 BB L
MUERZAANRLIEFZIEFZIAFZRI TR HZ R
L2 BAAHFZHmH
MERLARRAX AR EIRAE T I EREETH R
BREANLXAABTZIHMEEECHA TR IR LA RZH
2o oR#A'"ARE"ECRLRBEH A ZIAANZIAS
BE -BRAIAOBRBLCALAEIHHAKIE -G ELEBZF o
BLBAITHAT A L ERLLEY  BEHHSEY
1000 2 & » AM2SEHTSOE AR - A 2 #FH
S0E#500E 4 - AL HAZERAIZALHIHEN
MESFFTAMERETFTEASZHFIARE - BAB TR
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HWFRBLTIEI4R  REFIN BRI LRI R
BT oo
ABESZERTAAT  HE_RE4BAARELELRE
EERZIAHMHBRA - Bl FREAZIHMEEN & LE#®
(acyclovir) ~ AZT(R & A M 3 * F % vk « (zidovudine) ~ ¥
B # »k (ribavirin) ~ # «& ¥ % (vidarabine)~ F & % B #
(ganciclovir) = B{ A AL F o (ddI) X #8 - B — £ X » B9 7T @
P s 38 oHEE —BRAKFEHNZETORS L
 HRAIHKRAL BETFZEHNZIEFRLERE > TR
HWEBIBEPRBAIES  EAMAZHH A - Fi8
RIBRFTREEAAZIREEGE -
TaEHISAAELEFERZHEY
#1110
YEBBEZHAEERAT &R
F(ER/ B E)

EHlitdH 250.0

TA{ALAE HFHB.P 0.05

o #§ 2 W F & B.P. 70.0

320.05

MEBRD>REGEAAACABREEA > L RA 5 5 A
BRHgH BREAAFR1IZEL AZHEHRA
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o111
B R T & e BA
LIKRE 500 E A
LA Ay 200 £ &
T AR H 20 EA
R A 4 ER
T AL %Y % 8B.P. 0.002 % %

MASTBECEHHIERBAKAMBL R - £ 3% F1ZE4

REERBERS

EH 112
REB R T
T Hlaitd 9 100 % %
& = B 20 ® X
ZRWE R LK 600 E X
(€ H14)
SRR T K 500 £ &
(& #12)
Hapg A 200CREGLERALANETLE2EHHEA -
¥ Hi113
Bk A e T R4
616 & W 5 E &
7k 1 #
IN HCI 20 X

METREBBATARABEANG LA K mB A Rz
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A
AERZIASZIEHTAFNRLR BB RAHERZEF A
o T EFOLEETRAF LARA T ZAERANLES Y T4
ERZEEREE  Hld o THEAAILEWHABEE R
AGHARE ~-ZEHEARFFLE R  THEEHETHY
P ARLAB AR RBEBREFER W LA FREFZ
ERLEGY —KRASREFELCHSEHI00E A » B EHR
Woh B25F 857508 % o
ERBEAMZERRASRAEALSY  TAEE & 4
10ZHI00E XA /AR T/ FERTFTH BrEaadzi
HEREFERE HREERZIBEEHMNEREARA G H20F
HI0E /A E/E > RARMEES » BEA24) B H
M A AR THO2ENHI0E I ERLEHABTONF
RE THAERMIRETARLRLEEAHARR ) LR ERHF
RETFTIZEAR » BRETH20EHT0EAZAE - 4] %o
T HERXRTETERBIr IR TR EARBTRZIRAEAAH T
B THBMELFRER FTALZTRATHERLS
MIAERZFA B  BRA(EBRKENR) MAAXK
Tz e -

EMRILE T REREAERKEAZRRABEB T RB AR AT RHE
WM -MEZERAIRAEHAEZIAL K -

A ZEAERALREARVALAELSHGRBLLAL LR
Z LM AR REAASDE AN WHI5-F8 A 48
EM o B TR RAETHILMOAEAR  UARXEKBRESL
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BHAREI - LEFLEH AT RNDERS REZ TR
T RAMMMHIOENIOEL/ AR ELHLREE -
HECSGHFAREREXLX P hABREZHEEK - F
EMERAB I KRES - AELIVWAARXALARERZE
R FRHERAZIHY c AR ZHEHI0EHI00E £/
AT EE .
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ATARERX BT 543BEB0 -SEANZBRE F

R'MRZEBRA AR E - RAEL - BL -2 L4 B
AR H X AR AR A - HER A - A BRHeto B = fog=t
A BB A EM - B KA RIS AR AL o

EXRVMHE (FALLM  [SOTHIAZOLONES"

Isothiazolones having the general structure

where A is a monocyclic or bicyclic ring which may
contain up to 3 heteroatoms sgelected from O, 8, and N;
R' and R? are substituent groups such as alkyl, alkoxy,
hydroxy, nitro, cyano, amino, and carboxy; and RS is

PR-B P O H O 3B 3 B

alkyl, cycloalkyl, phenyl, and Het. The isothiazolones
are useful as anti-retroviral agents, anti-inflammatory
agents. and anti-atherosclerotic agents.
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