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J—JL, BEESNTLWTEHEEIWATAT)—IL, BEBRENTWHNTHLEWLT I
L, BEMENTOWTEEWANTAOTY—LT7ILFIL, BEBEINTHTE KL
FU—ILAXL, BEEESATLWTEEWATFOTY =LA XL, BBESATL
THEWTY—ILFA, BBRSATONTEIWNATOTY—ILFA, EfSHh
TOWTHELWTILFILAFY, BEBREINTVOTHIEWIANTAT ) —ILTILFE
WAFY, BEINATOWTHEEVNWTIILTILFA, ERRSATULTEHILAT
A7 Y—ILTZILXILFA, BRESNATOTHEVWTU—ILAXTIOT7ILFIL, B
BEINTOWTEEIWATATY—=ILAFITILFIL, BEFRSATHNTELNT
J—ILFATILFIL, EMEINTUVTELEIWATATY—=ILFATILFIL, B
BENTWTHLIWT Y —ILRILKEZIL, BBRSATOTEEWWATOT ) —
IWRAILERZIL, BRESNTOWTHIVWTIALFILRAILKRIIILRVERINATL
THEEWATAOTY—=ILT7ILFILRILKRZILNG S8, ) TREINDEEY

(UTF. TREBEEYW £W0W3) [ TOTARS YT, TRNODORELHR
SINBEXRIEETNLDBENMYN. 1T —CEDOHEEEEHEZETH %
BRH LT,

SHIT, AERALEYRV TN EZEFTIHIEEN. MIVMILRE, Lk
AOAIARE, HIVE, iHTLV—1 (Human T cell leukemia virus type
1: ErTHREEMBEYAIILR 1 B) £, fiF I V (Feline immunodeficiency
virus : FAILTA X VAJ)LR) FE, 1S 1V (Simian immunodeficiency virus : H
WIARXDAIWLR) BE BHITMHIVE, /1077 5—EHEEFIELTERAT
HHZELEZREL., AEBAEZTHT HIZEST=,

AFEBREIE., XEBLEY. TOTORS YT, TAOOHELHFBFINSIE
XIEFENLDBERENY. ThoZB IR E LTERTSAEEMBY. VA
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IWRE, 1 HIV E, 4 T 5—CEREH. 1 HIV AEFIZRH®ET I ELDT
HHEN, Thnld, HIVEELELTOA DT, 1 AIDS E, Thbb, T4
ARUVZDREEBRRKRMEIR, HIZIETa XEAESHE (ARC) . EITHES S
1) /REE (PGL) . ARDARE. A k. ZREEM/NREDELRERE.

I A AEEMHBREAER. FIZIE, T4 XERESHE. T4 AMAE. SHMHE
BILEXIIBEEFEHE. STVICEF-EEEREFIZST2102E8H-0
HIV iR B R U HIV GHEEKROBEICEHICERTH S, |

(4 :90E461T~92E81T)
rfo034)]

RIZAFKBALLEMDOFERAEIZDOWLNTERRAT 5,

AEBIELEMIE. HRAERVMIINAEEDEFELELTERATHD. AFKHAEL
BYNE. DANRDA VT S—CICH L THELREEERZE TS, £oT
AEBALEMEI. IYVHRATRERICDLELSCEEAVTIS—EFEHLT
HET 504 ILRICEREAT 2EBHREICH LT, THIXITABERDIRELHETE.
BlzIE, LhkaDoA4)LR (I, HIV-1, HIV-2, HTLV-1, SIV, FIV %) [Z®T
BAUTIS—EHEERIE LTERATHY.,. MHIVEZFLLTERATHS,

Tz, AEBALEYE. FEFEREZTHS LV REITOT7—EHEES
ZNELDZERAAD=ZALZEHIT SN HIV ELHEAAHLETHEAEREXICAWS
ZEHTED, BICHE. AT 5—EHEFRIELHEIATELT . AHF
BItEMEBEERREERNS LIV RITOTF7—FEHEER L Z2HAEHE
THAREICAWSZ LIXFERATH S,

S5, EEEOFEAELTIE, I HIV ASFHIELTOAEHT, hY TILE
EHEOESIC, it HIV D HIV FHEZ LR SE LS5 L4HARIELT
DERLEEND,

Ft=. KEBIEEMIE., EEFAEDNEFICH VT, HIV © MLV &+ &1
LEzL bBDAMILARY Z—ZAWVSRIC. BRIOHEBELSMZL FODAMILR
RGB—DREENENDDEHIET EHE=OICFERT I ENATES, I, &
BEATHREFIIRNII—ZFBELTEVTHASARNIZHL ET LS BIBEIC.
AEBILEMZESBANRELTHEC L, KATORFLGREEBSIENTE
5

AFRALELEWE. BOMXIILEROMIZRET ZIENTES, BOKEIC
K356, AZFBLELEYTEEOREEK., HlZ (X, . &F. BHF. h Tt
IWEIZEDERE ; KF; HHEREE ; X(EFoOoy THELELIEIYFDILESE

DHEFNDNITNHDEIRELTEANSZEATES, FEROKESIZKBIEE.
AFEBIEEMIE. KEXIETHERBIFHE., R2RELTRHWSIENTES,
ZTORHICEEL TIX, BEROEEHR. HBEH. FBRF. KEBFH. BHEEHEl.
ZLEHEl. BAILE. RER. REREZEEICAVWS I ENTE D, GH.
HIV E & L TIE, HFISBOFDIFELLY,

AFEBEOEK|EL, ABRENEOARRBILEMZEHELHBFINIBAIEH
RENEEHLICHAEDLED BIRILTEET D) JEICE>TEHESINS, KF
BRitEMOEEKIE. A, BRICAFTELIERZEZHVVTHRAMDOAEICKY
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BHEIND,

AFKRALEMOEEMBYMERET HE. FERDFEAREEESININX
FIEETHERINLZID., hTEIL, Hyiz— . HBHIWVIIMOBERDOME
LTWBEERIZANh OGNS, HEANFREIE L TEC B, BIRETERE L
TE<ER, FEEKR, XTREDODHMBETHY . TholdiEHl. LFl. HERHA.
A&, TUFDILEL, BEF. TIP3 . BEFl. oy JEH., T
AYIILE GRAEEDDOER) . REICT S ENTE, FIZIE, 10%ET
DEHILEYMEET ., AFERIEEPEIBREIZKILE., HFEELT LDHFELLY,

LEFICELAHMOBHELGHEEIIVWINE ZORBD-OIZERATES, D
KO HEFITITEEE, BER, &RA, XIZEAKREFREDREEYMTHS. HlZIX.
BICESDO-OICAFEBILEYZE 2me / m | DEEICHEEES. 4%TFR
FO—R/0. 5%Y TS MY DLKARPIZERT S, BROREITH
K, WEB LN TEILEZBET D, EREEKIE. FH. BRE. AEE. 2
AR, #HEF. THEBEE. D TELFICTEIHMBELTEERIDIXIEZEN
ULDOYMETHD, BORED-HOEFIE. FrHEOQDTUTU, TILF
VBB EDBER, BLU/REESFY, THITRHREDHEER. BLUR
TTIVVEBRITRDD L, RTT) U, BRGEDBRIE ELICKREDIL
DL, REEFTRIDL, SO =R, UDBANLI DL EDEL A
=21,

MARFITHEERITHEN BRI AZEERD ERBESAZ. N HESH
EATH D, EHITIEEERS L. BELLET, LELGHEEEEZE -8
KERBEINTEY., FTIEOBERZIICEDHONTLNS, MEKRAS K UiEH
T 1~ 9O EENDNAKHDHRILEYW THIEMERN ESATILNDS, &
L ERERE, REIXIROOL, ATFTYUVBIITRIUIL, BA. .
SO=R. ROFY, TXRNJY, TUTo, ES5F2, bSHAV T
L, AFILELA—X, T RIDLAILRFOAFILEILOA—X, BRET v
DR, AATF7NEZ—TH5,

BAMELZER., TP aVEl, DAy TE. BLUTUXVILEZES
O, FHERSIE. BEK., REAHAE. XIIAEDEEYLELEOEELHE
LEBAHEARDITEMRIIBETHENTES, FERSIFILIELIEEYGE
MR, PIZIETRELYS ) a—ILKBRPICERETHENTES, Kit
FoTo, FR)DLAILRETOAFILEILO—RFR., RIXED LTI
MW EEERD EHAT A EICE>TEDMDOMERYMERETEED
TZ&5%,

AEKBALELEVMOHTREEIL, BEHE. BEOER. ARE. KESLUVEED
BEICL-THLELGLA, BE. BOREDBEE. MA1BHYKO. 05
mg~3000mg. FFELLIZ, $10. Tmg~1000mg%. EInIL
RELTHERETNIEELL, F£-, EROKRSEDHE. RAT1THHE=YHO. O
Tmg~1000mg., FFELLIE, 0. 05mg~500mg %5
%, |

(9 : 348H51T~349E291T)

46 / 64



ffo036)

SAER 51
AEBREEMDA T S—CEHEEREUTICRT 7y A ERICEDEH
~1=,

(1) DNABRDIFE

TFIVNYLITF7ILIDTHRHIZCEKYERENIZLULTODSE DNA %, KTE /Ay T
7 —i&#HRL : 100mM KCI, ImM EDTA, 10mM Tris-1&E (pH 7.6)) [Z/AfRSE 5
Z&izkY . EE DNABHKZ Qpmol/u) HLUVAF—4v k DNA Bi&(Spmol/pl)
FIRBE Lz, BBRIE. —BEBE. PLIONIEEEZTIFCHAEHRLTEZT
——) T SETHLAL,

(EHE DNA B 5)

5'- Biotin-ACC CTT TTA GTC AGT GTG GAA AAT CTC TAG CAG T-3'

3'- GAA AAT CAG TCA CAC CTT TTA GAG ATC GTC A-5'

(2 —4"y  DNA E25I|)

5'- TGA CCA AGG GCT AAT TCA CT-Dig-3'

3'-Dig-ACT GGT TCC CGA TTA AGT GA -5'

(2) BAEE (1 CsoflH) DAIE

Streptavidin (Vector Laboratories f18) Z 0.1M RE&/\v 7 7 —& (HAL :
90mM Na,COjs, 10mM NaHCO;) [ZiAM L. BE% 40ug/ml IZL1=, DFRE.
£50U FA L/ TL—b ( NUNCHE) OIIILICMA, 4°CT—REHFE. |
EIE, RIZERODINLEY) VE/Ny 77— (K : 13.7mMNaCl, 0.27mM
KCl, 0.43mM Na,HPO,, 0.14mM KH,PO,) T2[E%&%%E. 1% AFXLI)LY
FETY VBNV T F— 300ul A, 30 MM TR YFUT LIz, SHIZED
IILE) BNy D 7—T2REHE%HF%E. NTE /Ny 77 —&GE MK : IM NaCl,
10mM Tris-1& 8 (pH 8.0) ,ImM EDTA)T 50 EF ML -EHE DNA BFR&K
(0.04pmol/ul)  50pl #MMZA. IRET. ERT 30 FEARBESE&. U UBN
w7 7—T2E, RNVCTHEREKT1EREZERLT -,

RICERAETHABLEZEZEDIIIVIZ, Ny T7— ($#RK : 150mM MOPS
(pH7.2), 75mM MnCl,, 50mM 2-mercaptoethanol, 25% glycerol, 500pug/ml bovine
serum albumin -fraction V) 12ul, #—4%"w k DNA (Spmol/ul) 1l £ & UW2EBEK
2ul MHFABELERIGERASU ZMATz, SHICEDIIVIZHRIEEYHD
DMSO #i&k6u #Mz,. RPTF«4Tar bO—JLEPCOELTOHOYIILIZIE,
DMSO6ul #MZ %, RIZTATT5—EAR B0pmol/ul) Qul EMA. B<
BEBLE, *ATs7arba—)L (NC) ELTOIINICIK,. BEFRE

(#8R% : Hepes (pH 7.6), 400mM potassium glutamete, ImM EDTA, 0.1% NP-40,
20% glycerol, ImM DTT, 4M urea) 9Qul A 1=,

ZFEITL—F% 30 CTI1HlA o Fa"—FrE. RIGEZEET. VUBN\Y
J7—T2EESE Lz RIZTILAVIART7EA—EEB LD IXFIT
ZUHKRBKR (EYY Fab 7350 A b R—1) U H—#E) % 100 MOZ.
30 °CT 1 EFEIfEA S 1=%. 0.05 % Tween20 &) BNy 77 —T 2,
)/ 7 7—T1E., JEREFE LIz, RIZC. PLAUIFRIT73—EE
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BNy T7— (#F: 1I0mM /A5S=FA T = )LRRT T — b (Vector
Laboratories £t &), 5mM MgCl,, 100mM NaCl, 100mM Tris-#&#8(pH 9.5)) % 150ul
MAT 30 CT2HERIGEE. EVITIILOWRNEE (OD405nm) ZFAIFEL. LA
TOHEXICHWEETERZRDHT-,
FEZEZE (%) =100[1-{(C abs.- NC abs.) / (PC abs.- NC abs.)}]

Cabs. ; ILEVMDV TILORKE

NC abs. : NC QIRIE

PC abs. : PC ORI E

RIZICsofEIE. LEDAZEEZAVTUTOEERTKRDOLND,

THEHEEEE 50 ZEIL2RDEEICENT., xug/ml DRETHER
X %. ypg/ml DRETHEER Y 2 TNZTNRIEF. ICso (ng/ml) =x-{(X-
50)(x-y)/(X-Y)} & B,

FHEZES 0%ICHAT HILEMREE (1 Cso) ZUTORIZRT, RFNDIE
BYNo. [IEEHDIEEHMNo. FRT,

[&R1]

L& No. [Csp (12 g/ml) ft&% No. | 1Cs0 (12 g/ml)
A-T 0.76 C-26 0.36
A-12-a 0.33 C-39 0.23
A-17 0.80 D5 0.45
A17-c 0.94 E-8 0.14
A-50 0.16 E-16 0.12
A-141-k 0.68 F-4 0.57
A-158 0.67 G- 0.48
B-6a 1.6 H-7 0.68
B-6-d 2.4 I-4 0.50
B-12 0.29 J-4 0.26
B-12-b 0.21 K-4 0.57
B-20 0.12 L4 0.49
B-68 0.22 M6 | 2.9
C-22 0,48

ERISRLEEEYMUNOARERLLEHEH. LEERK. HAHWEENULD
AT 5—EREEEERLT,

-, RERLEME, KBIHT I2REUIEL. BRIz 2TI5—F
BREXTHS. |

(T BTG EFRBEEICRT)
r
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)‘N !
0
(A-T)
F
1 (92H)

[(A-12-2) 4-[3-G4ILA BRI DIVR DY A IL]-3-E FAFI-1-AFIL-1,5-T
ErOEQ—)L2-A>)] (95EH30—3117)

(A-17)

] (96H)

[(A-17-¢) 1-TFIL-4-[5-G-TINLAORD)I)T S U2-hILRZIL]-3-E FOF
-15-Pe RFOEQ—)L-2-A>] (98EH41—4217)

r

P [
@?ﬁu
' (A50)

] (108H)

[(A-141-K) 4-[5-4-TIILABO2-4 Y TAREFIRUDINTSU2-HILRZ)L]-

-ERFAFU-I-AFI-15-ErFOFAQ—)L2-A>] (140H43—4417)

(A-158)

1 (145H)

[(B-6-a) 3-E FAFXFS-1-AFI)L-4-(6-TTRFILEY IO 4-4)L)-15-PE F
oEO—)L2-4>] (156H13—141%7)

[(B-6-d) 1->9 AANFXIIL3-ERAFIA4OG-TZRFILE) SO U4-1)L)-
1,5-eroEQ—)L2-4>] (156EH37—3817)
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1 (158H)

[(B-12-b) 4-[6-4-TILA BN OAFINE) T D44 )L]3-E FAF-1-4
FII-15-erFOEO—IL-2-4>] (159H32—3317)

.

4
N

, )
LN on

(B-29)

1 (167H)

r
!
N
N#O
LN OH
Fm(mﬁ

1 (180H8H)

(C-28)

] (200H)
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»
(c39) N

O

1 (2048H)
r

(o]

@”r‘;

H .

H M

(D-5) 8
F

] (215H)
r

HO.

(E-8)

] (218H)

(F-4)

1 (233H)

(G-7)

1 (234H8H)
r
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F
Hn-N

0 H
[H-7)
] (236H)
r
) R s
[} 0
8] OH
-4
1] (239H)
r
F -
=M
fy
Q X 8]
Q oH
{J=-4)
] (2418H)
r
F
Q_(? ‘i" H
07
N
K-4
] (243H)
r
F
) HN‘\'\
0 0
[ #] oM
(L—4)
] (2448)
r
H
F M
7\ | |
o oM
o O
(M=5)
] (246H)
(2) &t
AEHFHFHEEZEDORBEAD

HMGERBAICIK, LR (7)) OR&HICEINIE,
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(7) IZRHDX (1) TRINDEEYL., 1 0TI >—CEHEFIELTEHE
FATHAHIZELEEZREL-. EOSXREGRSERAORBEDOREMNEEH N, £
i (M) ORI, LEEXRERYF LEEFICRET ABICHELRE
B2, BEAZXROHEFULAFELNREE SN, £, L5 (V) ORHFITEINIE,

AT S5—CEREEREZT7 v A TH5FEERABRAEZDGHBAENEH SN, RL
CERE () O [R1] OFE&HEICENE, ELEYW No.A—7~M—6FTNOIE
BMZOWT, A1 oTIS—ERBEERZETRT [ CsoDEMNTEH SN TLNSH,
hoDiedWiE. L2 (T) DEHICENIE, FOLFEE L, REEER
BDORX (1) TRINSEEMEFTINEREDEDTHD, LTHNIE., KE4EFH
BRMIZEDFKADFEMAAFHAICIE. REFIRPO LEERMERY D LRREEE
FAERTCEEEEENRBHTETIOICRLIFEEHABRBRORHITIRLZEZL,
Ff-. LREEY NoA—7~M—6 X THILEYOEERT—2(X, £ (D)
D [FR1] ORHBICEINIE, 2 7EOEEMOEOTHS EZA, CnbDiE
BWiE. L () DRI LAHAT, WIht., KEETFEEE0LE (7)

[ZEHDK (1) TRINBDILEMORER—2Z2'—22—Z2°*—R'"N4—T)LA0O
RUDIEGEOLDTHILGEDICELON, -, EREFAOTDO LK —HOE
FETHILDICEONEIMNE., CNOLDIEEMDEERT—IANG, LEMNDE
EHIEEYERETHEIDEWVZSLEE (7) [ZEFDOAK (1) TREINSIE
BYMDA T S—EHREEAIMELMNIENRTNS EFNZALL, Z0O—
HBTHLIAEEHHFEBAOILEYDA T S—CEEEEANALM T TL
BHEHLWLZHLY,

Fro. LREEEMARYN LERBERZ RS C EERGEFFRBEDOHEERD
BEME#ICET2FETH VWS &5%., EEFABREROTEILLINT
WK TH LREEEMABRYN LRFBERERT L2 HEENRHTE L L
WA 5. BADBRFEELERVEELGL,

59 5HE. AEFHFAMEORKBAOFMAFRAICIE, RFFEBO LR
EEMARYMN LIEEBERERIT L e LUEENRE TETHICRIEHS LS
NTWBEFXWZELY,

BT, BERADERICOVWTERET %,

(E3&R1) ~ (¥389) . (XE/E11) ~ (X3kR16) . (¥3E18) ~
(FR19) . (F3R21—4) (. DFEBHE A, REFHFHRBADHEE LR,
AT 5—EDREEFIELTHFL—E2—42 14 TOREBRINEALREHEL -
TWEREDHEMEREAFEEL. CORMERZSHINE., HEHICE. K
HRBIEEMNA VT S—EEREZRET 5 2 EBYIERMLFIA TN
EERTHLIZENHALIATH DT, 1 V0TI 5—EREEEFEF =< RS
B EEZEA#C, AMEEFTFAMESTENOEELEET 2D, HEFIL.
AT RBEOILEYMDA VTS —CEHEERERTHEEMTES, L0
SHLDEEIND,

LAOLEAS, LREEMNEBOFEDINEINDIZE 1SN 1~16I(2
EniE, FFTZFE1 D1, —ADEMARDEMTH T, hExExEH-T
EbIZ, REBHFARPOHELSFIC LEEMERBIFELZEEIVALANL, F
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= ZE1SED2(F, AERFHFEFAOHBLRIC LERTEHRIFELC
EICEEMBETHIIDOTELGLL, ZE1FAND3~16(F, FMHXE L
BFHFQA|MTH T, FITHOREMZRMERATI SO LZANETINETH
Mo, TOICHEHESNABTHIAGHEHFRAOHBEFLAMOLDTH 1=
EFVVETEH, FEEFFREFEOHBERORMEBRE T > T EFT TN
ZIELY,

Fl-. TRBITERBELELEMIICEVWT2EDERA A VICFL— MES
HEEMRAFE L THELSIBENDELESINTWNSZ EIE, BRGEIZE
BINEETIIZHET S EVWSERICETS TETIL] ITRIETHEE X,
Z%E2 ASEICEENORK1 4. 3. (2523, 248iEICIE. fhIT, &ET
SEMNEEINTULEL, ) FHEITIDEMEIND,

ZLT. ®14. 3. [X. UTOLDOTHSEAH
'

Hy

Q Hy
Mo o OH
;
3 H
;r P HyC ?
y P i

ro¥
ME+2 .
ME+2

» "
¢ .\‘ .
ffu i?o jﬂ

ASP 64 ASF 116 GLU152

Fio14.3. Hypothatical mechanism of action of hydroxylated aromatics in the catalytic
cors of I and poasible importance of divalent metal chalntion. Grasuliatine is shown as
a posgible example

J

(MO TI5—E0MEa7ICEITAHE FAFDIILEAEBREEMDOREER
ANZXALBELV2HERBFL—MEOBESNLEEMN, /5225 F 0%
BESINBBIELTRYT, | EDOFANMIESNI-LDOTHY. EHRIZHDH2D
DRVEVENHRICHD7TERENLTHALTWSIEBEZE T HEFOF
VILVEEEBRIEEYME., TME?T] LREBESATWE 200 2fiERBMNEEEHS
nTWs, FEEAO2fiEREIE. ERDACEVRICESELTWWSEFOF
VERUVANLRFVIIEEKRHERZBRLTFL—MELTEY ., AfllD 2
HEREE. BROAVEVRICEALTVWADALRFVIILEZERL TN 2
DOEEREKFREEZHALTHFL—MELTWS,

£295E. COHEIZEITAHE FAFUILEFERIEEMIE. 1 DDRFR
2. V2B TOEMTFE L THETSMBIZ 28 (EEDNVE VR
[Z129D) BAAILEY URIC, T1RK2E*x 284 TOEREF] &LV5, )
TH>T. 2HRERBYISERMFIA TORMFTRELLSL, FERADEER
X, Z%¥ 23, 245 DRBEE>TERBLI-CEICEDCILDTHHER
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Hon, FATEHZENTELRL,
Li=h> T, WBERADLETRITTEATELL,

Ftr-., (FE21—-1) ~ (XFiE21—-3) RV (X3k21—-5) (X. &
HEFRB1ICERDIEE (1) TRINBDEEMIZOWVNT, ZDEEFEHEEN., —R
LT. AYBHMECEET— 2N EH SN2 7TEDELEMEFEHMLTNS S
L. 27 EDILEYMILRBTES (7) ~ () ODFEEZHETHILEMT
HBHEE, FERADFEZEZELLHWEERLE-BE 1 0BIEZREHIATIND
IEEYMEEFHNIE, 2 7HDILEYEDIELEEBEDHERIE. LS/
AATAVRAZ—ELTEHEMTHASA EM D, REFEFHB112%R51 (1)
TRINDILEME 2 7TRDILEYLEMTHSIZLZFRTDHDEDTHD L
fEsn b,

LhLGA L, —fRIC, EZBEOHELUENERIZEMEEMTH-TH.
BEOHEOYMHEALCHBLLTULWEWMEERHEZE, £, Z0AIF. K
HRBIZESA T —EHEFFOEMTAIFIZEVWTHLRHTH S Z LA
LERICEBETI2HEMEBTHIELEETHET S E. REEHHFRHE1 (2R B1E
(1) TREINDIEEVDILZEEEN., —RL T, KAEBEHSICEET—4N
HHEN-2 7TEDILEMEFAB LTS ELTYH, EBICAREEFHFRB1IC
%21k (1) TREINDELEYNA VT S—FEHEER THL L EEBETE
HEIFWNZALY,

Wz, 2 7@EDIEEYMHLRETEDS (7) ~ () OFEEHET HILE
WIZIE, BE 1 0B HD Merck#ll (f >TIS5S—EHEEFHZE L
it&H) AEFENTNEIOTHY. COEZEF. LREOHWHEEETEHEDT
H5

IhIZ, ZE65FFICE DL (XF5{21—5) [T, UTORTHLERATE
LY,

Thbhs, HERADWS [FIRET1, 3, 4—FFHTFTI—ILIE. W
bOBINAFTAVRE—] THDEIE. BT BIZ, 73 KA (—NHC
O—) &1, 8, 4—FFXFHTT7YIY—ILEE (1, 3, 4—FFHTT7YI—I
MHKFRZFE2FERY KR 2M0ERE) B, WhRREI3NMFTAYRE—T
HB1 ELWSEKRTHDERIND,

ZhiZxt L, 2% 6 5BEICE L THER AN L =&,

4. 7 2 FEAEYFHNEMIAK

s 124 FFHOTI—ILO92), 16T 34 FFH T —ILO3). '°°°
YT 24-FYTI—ILO4., 72 (B 76) DELSILBEFREREL. 73 FE-
FIRXRTIEEOREME LTERIATLS,
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76

1 (Z% 6 555#ER)
EVWS3DTHY. ChoDEEBEXNSHAT, CZTWS1, 3, 4—F
FHOTY—ILIE, 2HOEHZETELEL ., ELEVMOXRIFENDT I FE (R—C
ONH,) MIZIXTILE (R—COOR’) NDEEMTHS. LEVDKRIHDIR
KE (LRORICEHDOBFLFBERICE T, TR1 ZRYRKRWV-1@0OE)
THDIEEEINS, £5F5H&. LREAMICIEIWEHERANEERET HEMEEIND
ARIEESHE SN TV,

MZ-T., LUxIEHL-EFrD#%&IZ. [Table 48. Bioisosteres of the Amide
Bond] (HBR:%K48. FTFEEDNAFTAVRE—) EETHUTD

ROEHSNTEY.
r
Table 48. Bioisosteres of the Amide Bond
binisostere formula

amide -NHCQO-
reversed amide —CONH-
thisamide ~NHCS-
amide homologue —CHNHCO-
ketomethylene —COCH;—
urea NHCONH-
methyleneamino —-CH;NH-
carbamate =MNHCO;-
thiocarbamate —NHCO3-
ester -C0;
sulfonamide —-NH30:—
hydrexyethylene ~CH(OH)CH;-

]

LERICT I FEEDONAATAVRI—DEFKRFIE LT, TAmide (—NH
CO—) | . Treversed amide (—CONH—) | . [thioamide (—NHCS
=) 1 HEMNRBHINA TSN, LERICE. 1, 3, 4—FFHTTF7I—L
BEIFESH I TLVEL,

LTHBDE., (E5R21—-5) &, ZE 6 5FEEITHT HRMBICEDICID
ThHhY. CORTHLERTEARL,

HE. HmERKALNERLUL-ER (&) [E. T[B. Nonclassical Bioisosteric
Replacements of Functional Groups] (3 16 5H) &DA A LTSN I=-ED
FIZEENTWSEEHTHY., LEEF2 A FILIZH . [In this section] TIHE
HEX%IZIX. TAs can be the case for any bioisostere, not all of these replacements
will necessarilly result in a compound with comparable biological activity to the
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EIEWRBEWI &L, RICERTRLIZEBYTHSIMNS., BERADLEERIE
HIRERCEDTH D,

LTANIE, LREEBT—HEZSMITLHILIETES. #HERAD (iK1
0) RU (F3E14) HUIZ (F{R20) RYV (F3E2 1) BFEATEAHL,

LA > T, AR FAMEORADHMGHRADEHT. ARENKGE
HRADERZEZT S EANTELHREICHENMNDTRICEHL-LDERFNR
20N,
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