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AR SG R F 4 X bF 2 (Nereistoxin, NTX) O Hi{f
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NTX QYD WIFENE 1920 440 5 1940 EUT i Th
PRETITON /. NTX OFRERGNIT » 7o QBT
DEEHHTH -7, MY 3 1922 F W E LTK
BOA Y A &P - THM - &K% D - A TEREEN
ot l &, 4V A RPOERTERYE O EREE %
A REER, EERSSEAEYETHE L, 208 T

nereistoxin, cartap, bensultap.

CHs S CHs SC(O)NH:2
N N
/N { } /N
CHs
CH3 S .Hol \— SC(O)NH2
I 1I

Fig. 1. Chemical structures of nereistoxin (I) and cartap (II).
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m%®~ tE LTI BFohic Y NTX D1 A4
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ThAHEEEESNLY, FEEE, RAKHBAT U HEL
BED L. brevicirra 70 5 1E NTX Wi E hicD T, HALMN
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S, REIREER A D DRI TR O I L b6
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NiZino7o, BRRTO NTX OBEREIREITH 245, Wm
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FEMNH5) T NTX BAEBHEI 05 EEN, iE
HEITB T B MEFRICEN WM EN B LRV E
LT3,

2. RTARMFVORAER

WY A A OFERETRR U 72/~ 12 [958 1t 0 BRI
WA A2 EA2ESE LTS, Okaichi and Hashimoto'
A AT EHBORBRIIH LTI Y ARSHEEL
7 NTX DA EEORB A b7 o3 2 &, ERZ20/EMALE
B L > CHFEARAH LD GEERTRE B &5
DIz, XS Sakai® B NTX ¥ 2 VESEMN =N A A H,
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ioJ:o\%'Xr FE UTEGEER 2622 &, RO

IREMICEH LI LS ERERHE ST L, FP»’H}:
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HWERTREET S N, TOREEZEROREIC TR
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FI55 < U I LE R S LR IR NTX 13, s
BHEIO U~ FLEWE UTHMBHMEEE T 5 & 0 &l
hiz.
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EALEE U Fo A TV ORIV E RS T AR LS T, B S
2 & ABIGHEZEL LI 0AS, Mt & 2 gl s
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T B, HBHVIHMRESMAEEN TS EEARLT
VB F Tz, HHEY X NTX AP O SR < I &
BTaslEbFDTNBDT, NTXRLAAY VT &F
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FHEBI B & R & @ v+ 7 X o lEE Y
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MBI E, 156N Ach © NTX ST 2 ME6HAY 14 5 i
WENTX I K AMEHERAMET 5 2 &b o7z, —
77, BEEESIBIC X 2 HIGHE NTX KEBB S, -
72, I oORED S NTX BHiO Ach ZEK % Ach 128
EMLCENT 0 MmN, mmm%mem

B A R O MW, R S T O R Rk U A



550 BoHEE

e i
FlA R 43

%) Ach i % #% B {E & d D physostigmine” ® Ca A A

v DG THHIEN S I &b, NTX A Ach 2% L THE

BWIERLTNAZ EARLTAS, 72, Deguchi &2

35 TIVERE O Ach FHEWMICH/NEXy FT Ach %

Pibt&% WHT2EBTO Nat B XU KT BALANTX
FoTHIlaNE Z EEH SN LI,

BHoDO=aF o Ach ZHEITPRAERITEAT 5.
Sakai®? 137 E T 7Y BURO TR - REMIRALS
MElE LT NTX o &2 Uc, i 1077 M L
Eo NTX Tl 5 &, BB O W R
BT 2 RTEMRIE ORI E L L o dohs, WIS
T B &ﬁwﬁm/+fz%ﬁbfibtww%% D i
B Al & ffe, NTX B, —E O RRRIE I3

9M§+®mMmmu%b K A8, PR &

TIEBER S A: Lz, — T, IF 7V 0lguikEo
W%Eﬁ&w%@%M%Wm IR B IREERLIC NTX
WU oo, LLEOHEMS, NTX OBAUWERE, B

MR S F 7 AR O = 3 F P Ach ZHEIC Ach
WLUTEAEMICHEAT A EICLS b EEMmshi. &
72, NTX ZIEEEEE K07V s 3 VERERIE Y >+ 7 X
AL EEZ S,

—77, Sakai®™ & NTX 8T F 7Y %150 BBz L
THEE TS, 2o LTT brEYBITY R
7S5 T A &S, NTX EPIEHHZ LT Ach
ZHEREN LU THEMICERT A& LD, Z0oBIDsn
HFodftMuamaidamashTnign, fidllicksic, Bl
ENTX L BB SEET 5 I &M, ThIBRAN
TNIX WS NB D TH B M, ZomHAHos
2O TREMTH 5.

RHBP ISR T O NTX OB o PrfEH 12

BEHMIEHEFNIC L > THHEM® SN, Eldefrawi & 29 (i
7 TVHRIAR ST £ A AL BRI ER, Lo UNT
FFEFD Ach ZHEK. - 4*/%&/Zw&uwémht
FERT, NTX (SAEBMUEE TR A4 v 5+ »
FOVCHEBEER U BB A @D 50, ERIEHIE Ach &
BERNDOHEAT, ZOHE AchD X2 VT REMD sy
sl a b & L.

Sattelle 27 &, TF 7V OPRMZERT, NTX Z
1078~107M THS 6 JEEMRRET > - 7 A B O H kb w i

‘”WlJmL\ﬁx B > > 7 AN (EPSP) 4% NTX

BB IREE U T IR U T o - 7 AR il 2ol
L%;&%%bm L7z, NTX O 1073~107* M LB Tid &
7 A &MmmumLﬂbe+l D s R & b E
PR AR L, 10 M B L TR g s &
5 L7 —F, Achitk 3 BHOB I < &6 NTX
1077M THIfil S hic, ShooiREREPRMEM O
PEAEIRAE L CBB LT VWA, & 51T Sattelle & 2 {3 T+

TYEvaT Vg NIDAhZER A A F v oL

HERAND o-bungarotoxin DFEAITKT 5 NTX D E#E %
Nz NTX O 50% A HHBER, I+ 7Y Tl
L7X107™*M, ¥ a™ o a NI TIRE6XI10M TH -7,
IS ORI X D RIBE T @ EPSP MIHIE M 2 it
HT&LLOT, NTX & o-bungarotoxin DI T O H A
BMBELB DM, H5OFRBETO Y F 7 2R
THE 2 O >+ 7 20 NTX EEZHOEIL LS DO
WTESIIRET ALERH A .

4. RTARXbFIUEELLEY

4.1. {EFHEEEEYEN
BB T, 1960 4E & DA R E QW& LT
% O NTX ML & axElm L, Tho0 Y+ 7 25l

WiPEm & & EnEt 2, BhibaYa ks L U0k
WIS PED FENC D TR B SCHR 252 13 4%, Table 14
B EE LA O RS &R E N B,

N o LAY DS SRR RO L5 IcHE
HWcE s, THbLET I HOERILE L TE Y A FIUN
bodbifELL, B/ AFNBLIUAFILZFUNER
IR E, o B S L OHEHR TGRS LD TRL,
AT I TIREBIRIT S Kb 2 BT E
% (Table 1). DFF T vBAMI~D A FIVFEE A TiEHM
b b, #ooltk (P FoNTX) BLUMbE (NTX £
JAFYR) BNTX SFERSEORENS 24, VFFv

Table 1. Chemical structures and biological activities of
nereistoxin relative compounds (4-alkylamino-1, 2-dithiolanes)

il

Synaptic  Rice Stem Borer Mouse Oral
W R Salt*  Block Topical LD-50 LD-50

(ppm)** (uglg) (mg/kg)
NH, H Oxal >75 >50 -
NHMe H Oxal 7.5 6.3 -
NMe,”  H  Oxal 2.5 1.7 118
NMeEt H  Picr 2.5 10 -
NEt, H Oxal 7.5-25 18 -
N(CH,);, H Oxal 25 28 -
NMe,. I- H >75 >50 <10
NMe2  Me Oxal 25 >50 -

*Oxal: oxalate, Picr: picrate.

*#* Minimum concentration to block synaptic transmission of
cockroach 6th abdominal ganglion (The above abbreviations are
applied to the other tables).  Nereistoxin.
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Table 2. Chemical structures and biological activities of nereistoxin relative compounds (4-dimethylamino-1, 2-dithiolanes and 2-di-
methylamino-1, 3-propanedithiols)

X
Me, N
Y
Synaptic Rice Stem Borer Mouse Oral
X Y Salt .
Block (ppm) Topical LD-50 (ug/g) LD-50 (mg/kg)

SH SH Oxal 0.75-2.5 20 160

S-g Oxal 2.5 1.7 118

S-S0 Oxal 2.5 53 190

S-S0, Oxal - 1.3 690
SMe SMe Oxal 50-100 >50 1500
SAc ) SAc Oxal 2.5 3.1 -
SCOPh SCOPh Oxal 2.5 0.86 -
SCONH,” SCONH, HCI 25 5.0 150
SCSNMe, SCSNMe, - 4.2 >1000
SPS (OEt), SPS (OFEt), Oxal 25 35 6
SCN SCN Oxal 0.75-2.5 3.0 232
SSO2H SSO,H - 6.1 170
SSO,Me SSO,Me 2.5-17.5 1.5 331
SSO,Ph? SSO,Ph 7.5 5.0 415

@ Nereistoxin. ¥ Cartap. ¢ Bensultap.

FAREEESMEN. A VA7 O TV F L TENE MRS B ELIC L 32 U e No NTX o @ BT i ah T
b BM, T VLRIEELE VT B L UTF AR 360 EHEMEN S Y, CTP BB TEE ISR L
w*UwMimLmU@10# AL B A2 R D 5 T NTX IZE b 5 337 3 2 Do B L&Y & 6o T
(Table 2). FERFRBISMEAR X IEMED 7S (Table 3),

227 3/ 13-7 08y VFF — )b (Table 2) DL Table 4. Chemical structures and biological activities of
TS LU R A LS T IR LT & B R T e nereistoxin relative compounds (5-dimethylamino-1, 3-dithians)
CHIENS Z EMBETHD, S SLAE NTX (22 Ve _<: ,

WLUTHEM LT BT 0 RSy I THSEVA LS. D

Table 3. Chemical structures and biological activities of

nereistoxin  relative  compounds  (1-dimethylamino-2, 3- 7 Salt Rice Stem Borer Mouse Oral

propanedithiols) Topical LD-50 (ug/g)  LD-50 (mg/kg)

NMe, o Oxal 17 18
X s» Oxal 2.6 175
X C=0 Oxal 2.7 -
C=S 1.8 315
Rice Stem Borer  Mouse Oral
Synaptic . CH, Oxal >50 -
X Salt Topical LD-50 LD-50
Block (ppm) CHCN Oxal <50 ca. 100
(Hefe) (mg/keg) C(CN)Ph Oxal <50 -
SH Oxal 25-75 >25 - C(CN)CO,Et <50 ca. 300
SCONH, HC 75 >50 - C(CO,EN), <50 ca. 300
SCN 75 >50 56

“Nereistoxin. ¥ Thiocyclam.
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W T OIEHEALICH R OFEMIZHE SN THgn,

MR THE S NTX it Aot E5y, 2o
MTI2-VFF 5 v BLTN3-VF T ALBEWORE =1T -
t(nm4wwm.%@mi,zwywmaxwﬁfbﬁ
OBRIRT ¥ VRSB REEE D2 &, 2 MIEERIRITE
DS U 2 R D FFF ﬁ;‘ic‘: W REEEcE 2 DR
Bl ZAEBPIEEEED DRI ENRBD LGN, ZH6E
AL AW LERIE S K ORI L > TNTX B L UX
OVE FuBESTICE /) A+ FERICERTEZ &6
SinEl -7,

FOFFET, W DPDOKIK 12-VF4 T LA n, 2
D UAEBIE Y  T 2 OME E DI EAMS N TN S
T2 B B Chara globularis D HAREKSS charatoxin & £ @
FEARENTX KO FHORERIRE D, v+ T A%
TOHT G NTX AL LT 554,

bz o KR E LT 12-VF4 5 LGNS
NEEHCRD, TholdZPiuh &eEms 50 IEHRHE
EMAE &Y &f, YAFAY, DRZVIFTIVREDY
AT 4 FALAIE NTX OFF T bR i Wy e 1 1 F5 90
U T NTX RIS BRI B < =9 Zh oA B LU
NTX B b & ORGSR AR, VFA— ke 7+
VT I HEOBED Ach SHERNOHGICHETHA I L
FUEEL TN G,

42, ANG T ERVRIVE o7

ECHBE R NTX PUlif b & o 5 B, Sl RN
<, TR RELEMNELAmE LT, £9 1967
AT H A A HEEGHBRERY & LT CTP 2k L
7o, Fi, R#HEANY 25 v 7 (bensultap, BST) % CTP
DOITEEM & LT 1986 A ITpmib Lz, —77, 4> Fitig
1981 SR T4 7 5 Lo SR U e (Fig. 2).
CTPIRIREEE & LT, Z Ol & 0 L2 @ thhy
mﬂ BST (@i C L BT H 5. KIFMEERATHE»E
s BB OA, PRSI U T o SR
ﬁ%@ REPPFLAE NI A B 2 5 H0 B e d 5797
BAFKELCOBITEF TP RENEHELDT,
& Z TR A & ORI CTP BN, Y e H A ED
ERan T FAenL o3 28 IME 5L BST N 5.
[E YT CTP XIS L MRl & OUkigA & LT

CHs 3302<C::> CHs3 s
R N \
/N { /N /S

CHs_ SSO2 @ CHs S

(Oxalate)

I v

Fig. 2. Chemical structures of bensultap (I11) and thiocyclam (IV).

F, BPEE, Birdrdipibkic BT A, IROT CTP RLAIAS
'k FH 7K AR 3 & LT 1970 RIS S RERR 1< e Bl B ok 22
IEFEEEN, 1976 40 S BB R T B E NS
&v_mot.rwﬁcwﬁMKWMﬁmno,ité@
DOKFEAREH I SN T, EEZERFY 2,000t (5K
BED) D CTP PN DHT 25 F{EY TEE~ 60 F:8 D5kl
DR s TN A, it,m%TiCW@TVT%
LUK TA R, WHELEDF 3z v HEROPKICEMK
800t (Bith) MM Eh T3, %TiMWTlU&H@W
WOIE~F 25 FEO BB OB libh T 5

5. ALY T OEBIEREM

CTPIZRHBMRMIZH D AT 7o NTX ITEHR Uik
L&, PRMRRICEN U CRBEER 27209 & &b
12, MRS HTLT 2 0T, AU TE) &R
MEEN, BEFS A MV RMPEG B L TIIZWZ 53

DHEEIN S,

CTP HIFIFNTX FREIC i & LT AEEMEEL D &
ML, BHRARY FIAITENTY, WithERiTHd 5
FOMU » < AT B8k )JJ/M@M:JC‘ CTp D RH
FRE WP RS B 0 I3 E BRI THRINK &
{, TEZEFRERTHTIE= ﬁx4ﬁ$¢03+mw
Huosd 28 TN IS B X D Is D,
thﬂ& CTP Wt bAIEENH B8, —H AL T DL

ICTP (F/EINTX) ORI L T2
4‘;3{} IEESHIEENTHET 560 EEZ 5N 547,

Ve uE I NS TIECTP ZAREBICUHLTHIELAL
PHEHTIR S 5730, CTP 2B L 7o &% LT CTP
AR U 28 A s s PR 2 5. 2 oA
oW TH > Th Y/ ma a1 OB ICE
B EDBHSNTIOAS, Kono 5% X, /X5 7 4 L AJHE
LT CTPOSppm B LT 1.0ppm & T L & B2 N L
7oy o g anNA ORPEEMIET T A0, 24 BEB O
FEAZ D Ind & FIRHHER (DEHED AR EEX & b KIF
WYT B EEEDI. COXIBEMRIATICL S 1 x5
ﬁ%ﬁ%wzmuﬁﬁm HHTH S, THb LS ¥

J: D, ﬂ&i?ﬁ% CTP 15ppm B & T 50 ppm A IZ
oAV 2B g o Al Uiz &
%,ﬁ&W®CWﬁﬂ BTG A A NS b s T
2, KB BLX T & W AT B I3 S R R P R &
M, TAINZIFOFREMMHENS Z LIS MIZ - T,
ZOFEE, WL » <« MAMERISNAT, 1 2HUH
W To Y <7 a3 a1 5 CTP OB o pikEm
il g - 7z,

ol AT 2 8 R O B I, MR R AT
DG R O R UFNRE ITERIE T 50, U R At
HREOFBHMABENON T B EBAELZ MW, CTP IR
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