1€
CHEMICALTIMES <>

B %

WIAR D TS nowiik e B §F 1R ARK--- 2166

[t & LT oo A g A s 5.+ 2167

FYT oAb (V) wrar e (N fi HR--2172

DA ) DFLEA(21) HEe Eem L AL AT 2182
——# —J ) —~L= Carl Theodor Liebermann ——

SO




2166 THE CHEMICAL TIMES No.1 (1986)

AR 0 R
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BATHALZERUP LET T T

MESEiR, RY BRSSP 2 R -7 THHEI N, EBLEE .
DFKEREHDFERYH - T, WHEHROEFERIICWIT TR
FHE—SAREABLLZ EERBICETLWRETCYT, —FHK
HWEC BT REESE. EAE 0B SEE, HeEEE R
BT, #Bic ke Avh A D BRI AL AR L Bl
RITERNFELS—2BN Lo $ ., HL I RERICE D H»R
ZWBHTETHLVERBIIC - TETBN ET,

Z9 LAaF T ST LE. METHOE N TRERNTER,
BEINTHICBCTIIHEL TBOBIRICELY A0 ) 8 KR
BEWMEFCHGT 2 2H0OM B 2D A, UTFeFEERDE
BRI THEDWIZET 20T NG Lo EHEEERLTEY
T4, —HRAE MEREEAIARAFCBCTLEEOHHMR
EFHEAZLBEBHOKRELZRN 22H), CRLRICERTOB
BTl L EC R L . O b BilBL LIFARFTIEET,

F LI EREREROBRICWESIL N LERTE S Z
EEREREFZCBY) ., HWIRERRE, £EBIB N L TE-TET
BNETH, SHEN—BOREE L T {FIBETIENET,

SEFENRHRBIIGHEICR~Z L2m . EEREMAEEOBR
ITHRRBHIRNBNLHBY Y EIFIc L 2ERERFDHRE, T
EHER E, LT LLIBBREIFELLDFHLEFLE
TH, FEFEFAMZ BIcLENFLC, HE—-F—HEKL T, H
o) DR, THIRICEZ A KB L W BB TS
T, MFEERICELTC—BooHHE, CHELBIET IOW
BB LETET, ,

AEFEFFCEVILTCLMAERSBETHNET IO B
WML, FEODIHEEBIELET,
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34 7 ke 2 T gy HiE TEmEy 4 F i,

1. &ULHI
HRCHACLA T EME ERRTIIFET 28R
LB THR A L EZ LS, B.C.2S00EY,
FETCEAKCERLE RBEICHEELESIS,
ERLKBETHEI 2 - THFERERORELT, £
REEELSLEORME L TIHEFICADICE A, By
T, B.C #IS004EIC iz = 2 7 F TR (BifhAs) 94
ERFOELL T, b HREREROHEHEL L
THAS LI THDE, —FH, FV o Tlhe#Els
Uiz £ ofbat £ i RieE A i A v Az & v iRk
BosTnd, qil. ¥)cnf@EESTh) . BEET
LBl TIAFTL X (B.C.384~322) (3, TmHE v
FLOFHGTERERG B EHTED v TTHE
TP EEL TLR, ZoB2EL 3 AEDWHRT
XA FEOITCE, WA, . S roeRTLHEE
FWNBACTEERDEE DAL LA, ZnkH%
M2 FIZBRTH D Z L 2B F A
OEBICEREPARLOL I 2 LA, 2E 213, BRI
E#baH. KBS w., ©a-2bas, Bl
AT »Fx=nF )7Lz, UL,
I b DFEROECEIERIZEITE - EHTES T,
HETERLERLA T B KEIBERICETEWEL
TR B, F2ME30E M L BEEE 7 = = L AR ER AOBIE
LT, Ehice—%av 7o AW 0ol s L
TH TRz il asaTtdhad, Ll

@ o ko, mnR. cEREL X OmE LR

FETITEE L HICRRBLEE N TWE, 2 I,
fra~d FRAMFEH 2T E L, BT EHKELT
DIBETN B TBL LD EBbn S,

HEn L) L EHEBAADILZOR LT H L, 13k
AENEBEETHL I EHLLNE, BoRIc% - T,
TRITEFED L AR LILSW. b bRkt
HAIZ BT 5 ESiE DT ERE LR IITL b,
A ERRIEET v ST L T — LB Ty
L, £, ZHICHTLIHRTVL 2 HBEENT 3,
Tk Jic, b L EGEIEICHT AR -
TER, ZIZT, Fod ) ks, FDL I kbR
RaeRL, IR LCHAS LS VW 2k
22w T, &Iz,

2. HH A
FEREHEyEANDIEEMA & BT D4 b, A

HIROMU IMAI -
Chemistry of General Education,

Faculty of Engineering, Kansai University

3

T HAWEENEAH B, THICNLT, VB HaT 5
L WA AR RS THAAETI EFILND,

—RiC . A MR IEE AT L e L T R RE Y
BT, HFrHENO DNA SROMELIC X2, L
eh T, DNA O EEZHRET LK Wr—E M. £
HWRICTFET S, BRLBEEZTHRTORIEFHE
RENDLOLAF A ThZEWI kI B, T2
T, & 5 HOEEBERHRINAIC &> Sl A ELD A
TR, EaoHlAoBE L CoRltiEs
2% d, WEDREZ AT HIROAICEHY)AETNS
L¥MEII R - Ty vwet, EFMEIC LEDA
Fh., O, EFSENODNASRLEEE NS
XA, BMERH LT3,

LM E I HA~CE D AL N FIZIZ 2265 T,
PR MA BB T H, T IRE> LS M
MEEBT 520 EL5pTHE, WITRIELTL.
EBEEET R T 2 BRESCHEHPHEL S0
EBbNhE, 2T, ERERSMAA~DOIRY AT
NFLIILGLA, FrofbFEFEERE L ToeEEE
T 2IEENHERRZENT S,

2.1. A&t

2.1,1. #AomErHEy -EE

Rosenberg 5213 NH4Cl # S U B PTRBHE
(Escherichia coli) @ EBICNT 2B o8 & P~ 272
iz, HEHEMERVCERLAZE DA, KEWEAEEHE
Bic -T, HlasE»BEENLIZELEFRRALAE, =
OEFR R P TERL 72 ofs-[PtVYCl{NHs)2] 2k
BLRTH-T, transVE AL I EREZTRE LW
ZEMER LI 5 22, ERiE, cis-[PICIz{NHa):2)
b ot s bbbz,

—ikic . ABW AR T b E A - fER
TTAREEN S B D L, T A A sarcoma
180" Leukemia L-1210%2 BT ois e [PtYCl(INHz)z2]
[Pt'Clz (NHz}2] . [Pt'VClsen]. [Pt’Clzen] ic2v>TFH
~Pr R, HFE AN EEEARLEZEP LY, B
SRR A RIS Dl b TEL, Zh D
T, B 1izmL 2 cis-[PtClz (NHa)z] {cis-dichloro
diammine platinum{ 1), ¢is-DDP % 7zi cisplatin®!)
BERH 2L T3,

%1 ShiE7 2N Ad Bristol HOBRAHETH S,
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Cl NHa

al NHs

E1  cis-DDP

ik, cis-DDP # 8k > L7z 2o [PtXA:2] B o
SR BREN., L OFY BN EENS, £
DEFR, 2EDL I L bhirsTER,

(1) BMAEEENIR. s ModhH» - EEThHS
ZEh b, DNA ICNT LS80 cis Bl & trans B
F o TBAYBLDEEZ LNE,

(2) BAOME. BE L >8AER 2 TaY
W, T e L, BEEHECL HBRELER LI
CTdbotEZ LS,

(8) X~onmhF. Hix L4 A (X7, leaving ligand)
o T 2EENEE LEE L BRI 2ENL Ik B,

NOa>HO>Clm>Br > >Ns~ >SCN~>NQ2">CN~
l-highly toxic sp— active»k—nontoxic and inactive —i

Bl XEClrTh-»T, X HEEEL¥<Th, £
LEEELIC L THHlY BRI E Y,

(4) A OFhE. cis-DDP @ A(carrier ligand) T# 2NHs
F—RT I IcEE®RZ CLHIACEEERT, LAL,
NHs>CzHsNHz > NHzCHzCH=20H @ JEIc iEHE T4
ZHEEDH D, F2, REBIEL L L L, BERENR
LEEOTPEMEICHL D, n-CeHoNHz IZBWT, MR
BRTHL,

TIT, AR ORILKFEN—RT I ICEERZ
LR OIEEEREZ R 1ICHITEYY,

2|1 cis-[PtClzAz] il 77 > &M
Al 7o RIEARRRNE—T =
A LDso (mg/kg)®! | IDeo(mg/kg)® | = TI?
NH;(14) 13.0 1.6 8.1
evclo-CsHsNHz{ 1 5) 57 2.3 25
owlo-CiHrNH2{ 1) 90 2.9 31
cyclo-CsHaNHz( 1d) 480 2.4 200
oclo-CsHuNH 1)) >3200 12 267
awclo-CrHisNH: (1) 1000 7.7 130
cyelo-CeHisNH:{ 12) 660 230 2.9

a) LDso :50%ic ¥ 5 B0EE. "OfESKE T, BHEEIIZS
{#vv, b) IDoo: AERNR, 7 HRENGRTHVICLELRT
#5, ¢) TI {Therapeutic Index) =LDso/IDoo, ERMEHT, =D
ErREWIILYRFTHS,

(1d), (Ie)o TIIEEWIEE R T2, RICEIHC (W .

DWREATH2E, B, BEIETFONES, P, ClcE2s
EHA RS TE b ILTNnD,

(5) AfomBtBoshf, Pol Il )& UEAERIE
FE¢H D, Pr(V)aEIL B /A AmER Tch- T, &
LICEHETRT S, HEOHS, £EAT P IcET
BRTHLIERETRY.

s n#Eop T, s DDP I3 BRI, |AEE.
BISLRRA7 >, BRSE S | B>, HEEY., TEHR
e VBRI THL2DT, TA VA0 HFEAHRIT1979
i LR EE MR . 198450 L AL ML BREE A
AGBERIEAT RS2, Ly L, BEMEIE2PHTES.
FREREHFICETFLYHESR, B bbb, S50
WL ZRIT L LOBERYS B,

F LT, cis-DDP 2R L TRIFER OBV & L
WO EABRENL, ThER2ICHTE, 22, £
A—OEEIZ T B TIOEEZIICHITS, &3, (9)
i Pt(V)#RTH D,

2 cis-(PtXzAz] Blofli2 % 86k
X A
cr l>< E>< H:NCH:CHzNH; (2)
NHz, NHz,
SHs CHNH: (3)
€00~ oy COO™ Coo~
] R-CH<gng- CHOI <gng- (4]
Coa-, NH:
alo-CiHs < ST (5)
Co0~ NH
CHz< Cag- H:NCH:CH:NH: (67, % (7
NH2
e S | A
Co0~ 0% o NH:
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23 cis-[PrXeA:] BBy > iGHE
73 % LDso{mg/kg) 1Doo (mg/kg} Tl & ¥

[PtClz{en)]® (2] 22.5 10 2.25 DDP L U BIfERIZE5 v,
[PtClz(dso-PriNHz)2]” (3) 33.5 ¢.9 37 DDP 1 SRR 355V,

[Pt {mal (OH) (NHs)2]® (4) 150 4.9 30.6 A AR, B16MLEMIL 455
{Pt(1,1-CBDCA) (NH:)2]® (35) 180 14.5 12.4 Hic Bk, EMK, k26258,
[Pt (mal) (en)]® (6) 220 18.5 12 KizBiE, datei, BI6MEARICFH,
[PtClz (OH) 2 { éso- PrNHz}2]®  (9) P 7.5 12 DDP & o HXk, g zhiir>, B

162 MR8 I- 75,

a ) dichloroethylenediamineplatinum {II }
b) dichloro-bis (isopropylamine) platinum (11}
¢ ) hydroxymalonatediammineplatinum (1I)

F 3BT 2#EITVTI L Leukemia L-1210 (£l
) ICHEMTH A,

BlEmidsic, 280l ) REEIEGHENTHD

malonato (1,2-diaminocyclohexane) Pt(I1) (7). =
NEFHEEYIZbLbHTRVI L2 LRICEBR STy
%)7}0

4-carboxyphthalato (1, 2-diaminocyclohexane) Pt
(1) (8], S il iEEDRT, KISEITRT v,
L&l ., BEeEcfliElyr»s 59,

o-phenylenediamine % &6 N2 ZOFEE LN PL{I1) #
4. Z #iz i3 dichloro {o-phenylenediamine) Pt{ 11} »¢
# - T, Leukemia P-388 iz &t U T HilA » i TH 29,

Z ook, 1,2-diaminocyclohexane REEHHE Y
7r &R ZREFCR A B # 4K (mercaptopurine Pt (I #5HAR D
dialkyldithiophosphate Pt (11) $#{k12), & LHicF4 7
G0 FF LB HNSI ] TAXLT I oFA—
N raEEHE)FH 5,

F 7z . Platinum blue #t3% 213, Z 13 ¢is-DDPeim
TR E RS T4 B cis- [Pt{H20)2(NHz) 12+ ki mic
L, FIy,  BNIvy BTy rEmMET
ERERET S &, BEFEOBEIELNDE, JOHK
DFEIETHETHEN . 8B, STyl wst KiC
iy L meilyemERL, 2AOTHEI R
L LEBERTBHMENLDTH S,

ELIFL L, FLTEALEY S L D& S L
T ¢is-1, 2-diaminocyclohexane (ascorbate) platinum
(I HHL, cAREERTRBTCTRAane &+ T
Vo LIS ofs- [Pt(H20)2(NHs)2] (NOs)2 212 5 %
Hond, HAERI2KCRLALIIC, TAIAE &
AC(2)E PtHFEBEBEL., DTl 7o b {LL 22
OHENOQ EHEAL T2, ZoMEIE 3 s B
& B trans B b T ERLEY - #EE ¢is-DDP &

BLrEFl3ERULETHLZ EHEENTYS,

d) 1, 1-eyclobutanedicarboxylatodiammineplatinum {1}
e ) malonatoethylenediamineplatinum (11}
F) cis-dichloro=frans-dihydrexybis {isopropylamine} platinum (V)

NHz
g0
N : 0 OH
Ha
2
HO:
O
8]
g2 c¢fs-1,2-diaminocyclohexane
(ascorbate)} platinum (II)
2.1.2. HUH 4w

W EEE AT A% (1) #4KiE Rosenberg & &[]
LiJic Howle %2tk > CL DNAAREZMET S
ZEpHEs S bz, £7:. Pascoe 59 bFE
YA o> HeLa 3% A v T DDP @ cis B & trans B b
A G R RE, dsBEFL U AL (EMER
AL . DDP @RI DNA*2 s L T b kb
cis-DDP X% %c_mwm%ﬁofv@%wﬂw'ﬁa#A
FTA2ZEHPELIC TS,

* 2 DNA CHEHIHIDED 4205 TETS,

N NH, 0
' oy
S fir HN L o7y
D e, -4 1’-— D-Y - D_ulf__?

FF/iw(ade) FT7/iv(guo) F2v(eyd) FIL
NIZEELTWaD- I #—2¢HIZALE L, FAFATT =2
FT=r, b, FRiriikh,

D-Y K= RHEAL TV ENERZL AL F2wIimizHL T, D-
YH—ANE/FRAT7 21— b HBEELTWENEZZvAF LN,
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DDP i cis T, frans BT NIcBWITLDNAER
By BA, cis MDA HH A B ERT oL, cis fizo2
2N Cl HEEL TDNA & 2 BEMT I 2L THB E
bR T, Ei, DNARKRYI 7L FFED B
SRREEZRA<LZ ., P )3T T />, ST 2
PFUELIZEMRERERT BN, FI U EEELY
Wk, (2) REEER 7T 2R Bouz iy
b, EELTFTFTic@feT o ThAIEFHi b
T b,

cis-DDP iR NIC A » o8E . Clro B2 Wil
#ech 3 [PtClz(NHa)z] #48% - Tvr 2%, #IEHRE:0:8
LCHIMIC A L, CQIriRERIE-oTInAKT 8L,
Clm 28l CHEMLXT 7 TH#HAA oL, DEDL
R IR,

[Pt({HzO)2(NHz)212* =—= [Pt(OH) (Hz20} (NHa)z]*

pK1=5.51
pK2=7.37
== [Pt(OH)2(NHa)z]

ZOEMENIE DNA RO T =20 N{7)ICHE L TH)
B ERET LI GIREMEATH S,

Macquet &7 O RIC L. frans-DDPIZERHLL T
WEHBECI 21 OEHBL T IT=DNT E#HEET LD,
cis-DDPIE 220 Cl 288 L T77 = D N(T) £ 0(6)
TXL—FRED 2 THETLIEEMELM,CLA, &
7z, Gellert 5® LR L &3 2 HEREE L, 2
LT. Mansy 594 Liid. cis-DDPIZ 7 FT=- D N(T)
WABIRMICERZL . 227 7= N(Dic LB+ 3
EVIHEREBRTCYS, cs-DDP  REOH & HE %
AT [Ptlen) (guo)2]? % XML 085, Pt(U)i3en
DN % 5 US guo A NMICEMEL . £H2en??NHzWH
Bguo NCE)NDO L AKFERESL T B Z EHBH LR

»20)
722,

NH3s

(a)

Intrastrand cross f54-

G

Hs

{b)

> =T, [PtAz(NHsz):] Bl ongEik & DNA Figat &
EHBE. DEDLAODTATHEILND,

1) WA iEEThs asRIEI@ DL F . DNA
FDIrFT=r(GIANM ECEH DO RTICEREL TR
Vv— FEEDLDOTHRIAEDB DD, ransTBULE3
(b)Y LS e THEOTHA Y EEZ RS v,

cl
NHa.
XK/Mh H:N—Pt—Nlz
o 0 l
HN; S K\ I G
! sl 8 2 | g
/K?’ 4l g H NJ‘\\I& s
HaN- g E 2 N E

(a) (b)

B3 cis-, transDDP & 7T = - D4

(2} DNA DG ONIP U LIRS EOFICHFET S
FoR B LTHY R REYT S,

(3) Stone %22k Intrastrand cross $5& 2L A2,
ZHE DNA OZE &3AN I Lo bbb —F Ofin iz
TFHETLIHMBLLZ22OCH N(T) & cisUHEH 4 (a)n kD
CEEL TXr—FREFEEL, DNAOSHREFHE T
B, FRIENL T, rans IO E G L HEEHTE R
DT, DNADERIPHETET, BlAVHELRELWE
WIBIHTHE,

G

)

Interstrand cross f54&

B4 cis, trans-DDP & DNA o#4
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(4) Roberts 52 Interstrand cross & & & #2018 L
2, TNIZDNADOTHLEAOEHUIH D GON(T &
AL, casBIR4(b) DL J IS LTDNAD &
BEFHEET 2, ZRICHL T, rans MR 4() D & 3
CHOT20HICDNADAEMEB I TE L E V3 #
ZHTHB,

Blboidsicd, 2ANTF =D N@) WAL T
v 5 NHzfl T Interstrand cross #& T2 w0 3L 3
B Tk 9z, DNA & DG D2W TR 2 % 2
LT EA, PUEMZTH A BRI T LT
Vi,

cis-DDP T AN L BB T 28I BT 2CH %
- T DNA L #iaT 2 EHEEHSFTE 2, 2. 1.1 Tk~
cts-1,2-diaminocyclohexane (ascorbate) platinum (11}

@)

MezN N NMez

B 5

Silver Stain KANTO
ERREBHRPEEF YN

VIWIN—ATTZKANTOR. B8 - YMEsEE
TAEICHREHTEED.

SWN—AT »KANTO &, HigHhmphi Ik
DICHKENTOVET . BREFILOR1 > ~EHo
FLRLWRERSESINET,

cat.No.57650 Silver Stain KANTO
BRAEBABEES v b« LIL/IN—RF 1 > KANTO
25 740 (140mm X 140mm X | .Ome) 2585

5

ITRF-AEHEIPHL2OT. cis-DDP EHL LY WS
i3 7 Ly, Zoizdis, Zaghtkofl A i
Sl By >N, TDNA LR T4, 242
1 ¢is-DDP &> DNA I 53 2 ERMR 25 2 0 b THho
WS ThD EnbRLTnwd, TAINLE B2 L 7
5 PLINEARIZ 2T TH L LARBENZ LoD,
acridine orange & 1. 2-diaminoethane # hexamethyl-
ene $UTHA 7Z[H 5(a) oL e A& (IDHERSSHE 225,
ZOEODNA T T 2 EREHE L L T, acridine
orange FlrA DNA O ZEH LHANATICHAE N, 2L
T PtH{II) »*DNA > ¥ & L0 8i: Intrastrand cross
HETLE Vv 2 FHZE2HEL TSRS (b) ),

VAL LTS, B X A T FA R AR
b Twvrip,

zNNMez

Me: £
S
cﬁf\
Fe~nn
NS
{b) He

acridine orange % & % 5 14 ( 11 ) 4%

N

O'Farrell 2D-electrophoresis {(—X3T B {3 NEPHGE( 1),
RSt EE. SDS/PAGE(2), HEHI. BHEMES ug.

A e EER

103 EFAFRE A RFAET3-7 03(663) 763
54t AREHERATIT B I%FH 06(222)279%
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K73 nEis (V)

WHERAE B Bt 0 N & BR

F—1 KWTF:rEzolEkaly
RT3 > E2REEAEHIC 2T, TOME E0fFE - B, LML KBRS Lz, XMELT L LRl
DHTU S EDNFHTRESALZLDE L TORRLET,

Polyamines and related compounds .
Compound Structure References
1. Diamines
1, 3-Diaminopropane NHe— (CHz)3—NH:z 1
Putrescine NHz— (CHz) s—NH: 2
Cadaverine NHz— (CHz)s—NH: 2
2, Triamines
Norspermidine NHz~ {CHz) 3—NH— (CHz) a—NH2 3
[Caldine, Bis (3-aminopropyl) amine)
Spermidine NHz— (CHz) 3—NH— {CHz) 4—NHz 2
Homospermidine NHz— (CHz) 4+ —NH-- {CHz) +—NH2 4, 5
(sym-Homospermidine, Bis{4-aminobutyl) amine)
Aminopropylcadaverine NHz— (CHz) s—NH—{CHz) s—-NHz 5
3. Tetramines
Norspermine NHz-- (CHz) s—NH— (CHz) 3—NH- (CHz) 3—NHz 6
[Thermine)
Spermine NHz— (CHz) 3—NH~- (CHz) +—NH— (CH:z) »—NH: 2
Thermospermine NHz— (CHz) s—NH— (CHz) 3—NH~ (CHz) «+~NH: 7
Canavalmine NHz— (CHz} +—NH— (CHz) a—NH—- (CH2)+—NH: 8
Homospermine NHz— (CHz} +—NH- (CHz) +—NH— (CHz) «—NH: (KA
RER)
4 . Pentamines
Caldopentamine NHz— (CHz)3—NH— (CH2) a—NH— {CHz) 5~NH— (CHz2)2—NH> ¢
Homocaldopentamine NHz— (CH2) s—NH~ (CHz2} s—NH— {CHz} s—NH— (CHz) +—NHz 10
5. Hexamines
Caldohexamine NHz— (CHz) 3—NH— {CHz} 3—NH— (CHz} s—NH— (CHz) s—-NH— 11
{CHz) 3—NH2
6 . Derivatives
{a) Acetyl-derivatives
N-Acetylputrescine CH3CO—NH—- (CHz) +—NH2 12
N-Acetylcadaverine CH3CO—NH— (CH:z) s—NHz I3
NJ-Acetylspermidine © CH3CO-NH—(CHz)a—~NH— {CHz) «—NHz 14
N8-Acetylspermidine NHa— (CHz) s—NH— (CHz) «+—NH-COCH: 14, 15
N'-Acetylspermine CH2CO—NH— (CHz) a—NH— (CH2) +—NH—CHz) 3—NHz 16
N! N2-Diacetylspermine CHsCO—NH— (CHz) 3—NH— (CHz) +—NH— {CHz) 3 ~NH— 17
COCHs
{b} Hydroxy-derivatives
2-Hydroxyputrescine NHz—CHzClH— {CH2)2—NH: 18, 19
OH
2-Hydroxyspermidine NHz—CHzCllHCHz—NH- (CHz) +~NH: 20
OH
TOSHIO YAMAKAWA, Ph. D. - 8 -

Department of Biochemistry,
Tokyo College of Pharmacy
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{e) Carboxyl-derivatives
~Glutamylputrescine

Putreanine

Isoputreanine

N8- {2-Carboxyethyl} spermidine
Spermic acid

Hypusine

[ N5~ (4-amino-2-hydroxybutyl) -2, 6-diaminohexanoic

actd, N°~ (4-amino-2-hydroxybutyl} lysine ]

Glutathionylspermidine
NHz

Trypanothione
(Bis (glutathionyl) spermidine}

N-[N-{L-3-trans- Carboxyexirane-2-carbonyl) -
L-leueyl] agmatine
[E - 64]

N- (3- Aminopropyl) pyrrolidine-2-one
{Isoputreanine lactam)

{d) Thyminyl-derivatives
a-Putrescinyithimine

(e) Guanidinium=-derivatives
Agmatine

Homoagmatine

Diamidinoputrescine
[Arcain]

Audouine
[Diaminocadaverine)

NHz— (CHz) 4+—NH~COQ (CHz) 2CIH7NH2
COOH

NHz— (CHz) +—NH- (CHz) 2—COOH

NHa— (CHz) 3—NH— (CHa) :—COOH

NH2— (CHz) s—~NH- (CHz) +—NH~{CHz) :—COOH
HOOC—- (CHa) z—NH— (CHz) 4—NH— (CHz) 2—COOH

NHz—- {CHz) z:—CHCHz—NH— (CHz) 4?H-NH2
|
OH COOH

HOOC*(‘IH— (CHa) 2—~CONH—CH—CONH—CH:—CONH— (CHz) 3~ NH- (CHz) s —NHz

CH:
du
COOH ¢} 0
(IZH— {CHz) z—g—NH—(IIH—NH—C}lz— él‘,- NH
NH: CIHz (Cl-llz) .
i H
5 |
COOH s (CHI2)4
(.l,H— {CHz) zf(HI—NH—(IZH—NH~CHz*ﬁ—NH
NH: 0 0]
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VaN
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0
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Galegin CHz ~_ 32
CH3>C-—CH-CH2-NH%NH2
NH
Sphacrophysin EHs > C= CH—CH~NH~ (CHz) «~NHCNH: 3
' Il
NH
Diamidinospermine NH2 CNH— (CHz} +—NH— (CHz) 3—NHCNH2 33
[Hirudonine] l‘I‘:H hl]lH
7~guanidinooxypropylamine OH 35
|
NHz—C—N-(CHz) 3—NHz
Il
NH
(f) carbamyl-derivatives
N-Carbamylputrescine NH2CNH— (CHz) s—NH: 36 .
i
6]
7 . Polyamire containing antibiotics
Bleomycins O _-NHe NH:z 37
‘)\(NHz
N *>
wH o]
2
3NN L v
CH: H o N R
H S A HO* N NH L
. * S
g CHs N N 0 y k/l l
HTe TR CHs HOTgy, s
0 N
HO | 1
OHO o NJ * 15 configuration
H
&6 OH * R configaration
OH
OH O
0" “NH:
Various bleomycins : Al [R=NH- (CHz)5-S0~CHs), CcH
Demethyl-A2 (R=NH- (CHz) s-S-CHs), A2 (R=NH- (CHz)>-5< S,
A2'-a {R=NH- (CHz)+-NHz}, A2'-b (R=NH-(CHz)3-NH2},
AZ'-¢ (R=NH-(CHz): '}, A5 (R=NH- (CHz}a-NH- (CHz} «-NHz),
ENJ
H
A6 (R=NH- (CHz) 3-NH- {CHz} +-NH- {CH2) 3-NH2), B1' (R=NH:),
NH NH NH
1l il 1l
B2 (R=NH- (CHz) +-NH-C-NH:), B4 {R=NH- (CHz)4+-NH-C-NH- (CHz} 1~-NH-C-NHz)
and Bleomycinic acid (R=0H)
Edeine A, B 08 37

NH:2
i s S it 9
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Glysperin A, B, C CH: HO o 37
CHs o]
; S wo—@-COR
H:N QO HO. 0 OH
OH
OH
o 0o
HN G.
| Koy
CH:CIHCO
NH: OH
A, R=NH(CHz} sNH {CHz) +NH (CHz) 41NHz
B R=NH (CHz)sNH {CHz) 4NH:
C 1 *—"=—0H, R=NH(CH:}sNH (CH:):NH(CHz}:NH:
Glycocinnamoylspermidines CHa 37
0 o 0
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ReR X "
07 NH: HN""" Nl
Spergualir NH OH OH 37
It | \
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8 . Polyamine containing alkaloids Lunarine 32
{a}Cinnamic acid polyamine conjugates |
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OT?NH(CH?J;NH(CH?):NH? -0
C{'l /EH - LBY
\C“ o R= (|:—0H
| | 7
H
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[0} IC\ {CHz}a N (CHz} l\H(li Q Re (0
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ANY Va
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k= _c—OH
)
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R
O
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CH CH
Ve
\\CH (;H
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O
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Homaline
Hoprominol
Hopromalinol
Hopromine

Maytenin

Periphylline

Codonocarpine

Chaenorhine

(b} Cinnamic acid di-and polyamine cenjugates
Coumareylputrescine

Caffeoylputrescine
[Paucin)

Feruloylputrescine
Coumaroylagmatine

CHs—N (CHz) 3-N (CHz) 4—N (CHz) :-N-CHs 32
R— CHCH:—C CCH:—CH—R
li Il
0 o]
Homoline R=R"=Phenyl

Hoprominol R=— CH;CHOH {CHz) sMe ; R =— (CHz)4Me
Hopromalinel ~ R=—- CH2CHOH (CHz) sMe ; R =—— Phenyl
Hopromine R=— (CHz)¢Me ; R =— (CHz)}sMe

O=CNHICHz)3NH (CHz} «NHC =0 32
|

q,

0

NI'!CH=CH(C1'|2)2I';1I {CHz) 5 39
| =0
CH Her
V4
(Ej CHe—reeNH
0 =CNH {CHz) nNH {CH:} mNHCI=0 38
CH CH
\\CH C/é
n=4 m=3
or
n=3 m=4
OMe OH
Me
t—o 32
IIV—(Cﬂz)J—NH
((IZth
o=C N
éH ((|3H2)3
N 1

OMe

R 0
[
HO@—CH =CHCNH (CHz) Nz 38

Coumaroylputrescine R=H
Caffeoylputrescine R=0H
Feruloylputrescine R=0CH;
Cournaroylagmatine R=H
putrescine— —NH (CH.) rNHﬁNHz

NH




No.1 (1986) THE CHEMICAL TIMES 2177

Dicoumareylputrescine

Diferuloylputrescine R (I:I’ (I? R 38
ooy HO'@‘CH:CHCNH(CHz).NHCCH:CH —@—ou

Dicoumaroylputrescine R=H
Diferuloylputrescine R=0CHs
Caffeoylspermidine 0 2

HO )
HO‘@—CH:CHCNH (CHz) 4 NH (CHz) siNHz
? ?
HO—@—CH = CHONH (CHz) sNEL (CHz) {NHCCH= cu—@—ou

N, N, N'-Trimethyl {4-hydroxy-¢cis-cinnamyl} putrescine o
CHa
1 e 32
R CH=CH-C-N-(CH2)«N
Loty

CHa
R=H or CHs

38

Dicoumaroylspermidine

Hordatines A, B ll\l'H 32
0 =CNH {CHz) {ZNHCNH:

™ PH
C/é 0=(|:NH lCHquNHCINHz
e
O,CH

Hordatine A R=H
Hordatine B R=CH3

{c) Fatty acid-polyamine conjugates
Solapalmitine (CHa) 2N (CHz) ;I‘f(CHz) 4N (CHs)2 32

(('IJI-!z) 14
CH;

Solapalmitenine {CHa) N (CH2) 41\|1 (CHa} N (CHs) 2 39

°
CH

1]

(fH
((IZHz) 12

CHs

Pithecolobine CHs (CHz) »—CH— (CHz) m_CI=0 1
I

l\llH l\llH
(CHz) s {CHz)3
NH—(CHz) 4 —NH

Palustrine )
Palustridine | CH——(=0 Palustrine
N (CHz) sN—(CHz) JNH R=H
(fHOH
EHZ Palustridine
e R=CHO
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(d) Macrocyclic fatty acid-pelyamine conjugates

Oncinotine CH—(CHz) v—C=0 32
(CHz) 4

N-—(CHz)3—N—(CHz) +NHe

Jso-oncinotine
CH (CHz) 10 C=0 32

{CHa) 4

N—{CHz) 4—NH—(CHa1) s—NH

Neg-oncinotine CH—~(CHz) »—C=0 32

@l °

N——(CHz) ,——N{CHz) sNH2

inandenine A, B O0=C—(CHz}s—C=0 A:n—6 32
| o
(CHz) Bin=7

|
NH—{CHz} s— N (CHz} 4NHz

Inandenine-10-one O0=C—(CHz2) 10— C=0 32

[
{CHa) 4

|
NH—{CHz) s —N (CHz} sNH

Inandenine-10, 11-diol (CHOH) 2 {CHz) s —C=0 32

((lle) 4
NH-—(CHz) 5—N (CHz) sNHz

9. Steroidal polyamines

Cyclobuxine 39

HsCNH

CH:

Irehdiamine A NH: 40

HN
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Chonemorphine

Malouetine

10. Polyamine-conjugated peptides

Hypsine in eukaryote initiation factor

Protein
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